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Beenenue

AKTYyanbHOCTh TeMbl. OnHON W3 (yHAaAMEHTaNbHBIX MPOOJIEM OpPraHUYECKOU
XUMUU SIBJISIETCS CUHTE3 HOBBIX COCIMHEHUN, UMEIOIINX MPAKTHUYECKOE IPUMEHEHHE, B
TOM YHCJE, B KAU€CTBE JIEKAPCTBEHHBIX IpenaparoB. B To ke BpeMsl COBpeMEHHas
MEJUIIMHA HMEET IOCTOSHHYI0 MOTPEOHOCTh B TOSIBICHUM HOBBIX JIEKAPCTB. OJTa
npobiieMa CBsi3aHa C CO3/aHMEM HOBBIX METOJIOB CHHTE3a (PYHKIIMOHAIU3UPOBAHHBIX U
CIOCOOHBIX K JallbHEWIIed MOoAU(GUKAIMN COCIUHCHHH, BKIIOYAIOMIUX B CBOIO
CTpyKTYpy (apmakopopHele rpynmnbl u ¢parMeHThl. C 3TOH TOYKM 3peHus
3HAYUTENbHBI WHTEpPEC MPENCTaBSIOT  3-uMuHO-3H-Pypan-2-oubl  Omaromaps
HAJIUYUI0O B UX CTPYKTYPE HECKOJBKUX 3JIEKTPOHOAE(ULUTHBIX aTOMOB, JIETKOCTU
packpeITHs (PypaHOBOrO KOJbLIa M BO3MOKHOCTH BBEJECHHUS B MOJIEKYINY Pa3IMYHBIX
(bapMako()OpHBIX WM JTONOJHUTEIBHO (DYHKIIMOHAIU3UPOBAHHBIX TPYNI B KayecTBE
3aMeCTUTENel P UMMHHOM aTOME a30Ta, a TaKK€ B MATOM IOJOKEHUU (DypaHOBOTO
Koibla. OQHOM W3 TakWX TPYII MOXKET BBICTyNaTh 2-aMHHOTHO(GEH ['eBanmpiaa mo
HECKOJIbKMM IPUYMHAM: BO-TIEPBBIX, KaK MTOKa3bIBACT AHAJIU3 JIUTEPATYPHBIX JAHHBIX
KOJIMYECTBO HCCIIEIOBAaHUM B 00JACTH MOMCKA OMOJIOTUYECKH AKTUBHBIX COCAMHEHUN
Cpely BEUIECTB, MOJYYEHHBIX Ha OCHOBE aMHUHOTHO(eHa ['eBanbja ¢ KaXIbIM T'OAOM
BO3pacTaer, a Cpeau MNPOAYKTOB NpPEBpalCHUI HalIeHbl BELECTBa, OO0Jagarouue
pa3IMYHBIMU BUAAMU aKTUBHOCTH; BO-BTOPBIX, aMUHOTHO(EHbI [ 'eBanbaa Bcerna HecyT
B CBOEHU CTPYKType JOMNOJHUTEIBHYIO 3JIEKTPOHOACPUUUTHYIO TPYIIY B TPETHEM
MOJIOKEHUH; KPOME 3TOT0, BO3MOKHO CO3/1aHHE OO0JIBIION OMOINOTEKH aMUHOTHO(PEHOB
1o peakuuu ['eBanbaa u3 JIETKOJOCTYIHBIX COCIUHEHUNA B OAHOCTAAUWHOM CHHTE3€. B
CBSI3U C 3TUM, paboTa B 00JIACTH CHHTE3a M HU3YYEHHsS] XMMHYECKHX CBOWCTB BBICOKO
PEaKIMOHHOCIIOCOOHBIX T€TEPOLUKIOB UMUHO(GYPAHOBOTO Psijia, COACPKAIIUX B CBOCH
CTpyKType ¢parMeHT amuHoTHO(eHa I['eBasibla W TMOJTyYEeHHE HAa HUX OCHOBE
OMOJIOrMYECKU aKTUBHBIX BEILECTB SIBJSIETCS aKTyalbHOM.

Crenenb pa3pa0oTaHHOCTH TeMbl HccaegoBanus. K Hacrosmemy BpemMeHU
CYIIIECTBYET OTPAaHUYCHHOE KOJUYECTBO paboT B obOnacTu 3-umuHO-3H-pypaH-2-0HOB,
BBIIIOJIHEHHBIX IMPEUMYIIECTBEHHO COTpyIHHKamu Ilepmckoro yHuBepcuTeTra U

IMOCBAIICHHBIX B OCHOBHOM CHHTC3Y HM3y4aCMbIX I'CTCPOLMKIIOB. B HaCTOSIHICﬁ pa60Te
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MPOBEICHBl MCCIIEIOBAHUS, Kacalolluecs MpeBpallleHuid 3-TueHUITMMUHO-3H-pypan-2-
OHOB C HauOoJiee JOCTYITHBIM Ha0OpOM HYKJICO(DUIbHBIX PEareHTOB, YTO MO3BOJSET Ha
OCHOBE DPE3yJIbTaTOB JaHHOW palbOThl M PE3yJbTATOB, MOJYYEHHBIX PAaHEE B TOJTHOU
Mepe MpecKa3blBaTh HAMPABICHUE TE€X WM HMHBIX PEAKIUN U CTPYKTYPY KOHEUHBIX
MIPOTYKTOB.

Heab padorsl. OCHOBHOW TENBbI0 PabOTHI OBUIO HM3yYe€HHWE BO3MOXKHOCTEH 3-
TUEHUITUMUHO-3H-(DypaH-2-0HOB B CHHTE3€¢ OHOJIOTMYECKH AKTUBHBIX COCIUHEHUH.
JI1st TOCTHKEHUS TIOCTABJICHHON 1€ ObUTH C(HOPMYITUPOBAHBI CIIEeMyIONTUE 3aaa9u: 1)
pa3paboTka METOJOB CHHTE3a IIMPOKOTO psfa 3-TUEHUIMMHUHO-3H-(dypaH-2-OHOB
MPOCTBIMHU, JOCTYITHBIMA M JIETKO BOCHPOMU3BOJAMMBIMH METOJAMH; 2) HU3YUCHHUE
XUMUYECKAX CBOWMCTB, MOMYYCHHBIX 3-THCHIJIMMHHO-3H-(QypaH-2-0HOB B PEaKIUAX C
OH, NH, CH wnykneopuibHbIMH peareHTaMHd W TPOJIYKTOB HUX MpeBpaiieHui; 3)
MIPOBEICHUE TEPBUYHBIX OMOJOTHYECKUX HCIBITAHUNA TMOJYYCHHBIX BEIIECTB C IIEIBIO
MOMCKa OMOJIOTMYECKH aKTUBHBIX COCUHEHUM.

Hayunas HoBu3Ha. BriepBbie oCcyIiecTBICH CUHTE3 3-THEHIIUMUHO-3H-pypaH-2-
OHOB  BHYTPUMOJICKYJIAPHOW  [HUKIM3anuend  4-okco-2-(TrnodeH-2-uin)aMuHo0yT-2-
CHOBBIX KHCIIOT. YcTaHOBJeHO, 4uTo B peaknusx ¢ OH u NH nykmeodwmmamum 3-
THCHUTUMUHO-3H-(pypaH-2-0HbI BBICTYMAIOT B KayeCTBE AalMJIUPYIOMIUX AarcHTOB,
MPUBOJS K €IMHCTBECHHBIM MPOJIYKTAaM aTakW HyKJIeodua 1Mo JJAKTOHHOMY KapOOHUITY
(GypaHOBOTrO IHKJIA - COOTBETCTBYIOIIUM TMPOM3BOIHBIM  4-0KCO-2-(THO(DEH-2-
WJ1)aMHUHOOYT-2-€HOBBIX KUCIOT. [Tokazano, 9To B3auMOACHCTBHE 3-THCHUIIMMUHO-3H-
bypaH-2-0HOB ¢ MUPOKUM PSIOM TUAPA3UHOB MPUBOAUT K MPOTYKTAM PEIUKIU3AIUY -
nupuaa3uHoHaM. BriepBble Moka3zaHo, YTO B3aUMOJCHCTBUE C d(upamMu U aMuIaMu
IIMaHOYKCYCHOU KUCJIOTHI MOKET MPOTEKATh ¢ 00pa30BaHUEM TPEX MPOJTYKTOB PEaKIIHH
MIPY UCTIOJIB30BAHUM PA3IUYHBIX YCIOBHUH, B TOM YHCIIE JOMOJHUTEIHHO 3a/IeICTBOBAB
B ITOCJICIOBATEIILHOM KAaCcKaJe ITUKIM3AINN CI0KHOIPUPHYIO WM HUTPUIBHYIO TPYIITY
B TpeTheM TMojokeHuu TuodeHa. I[IpoBenena onTtumm3aius TOCICTHEH pPEaKIUH,
KOTOpasi TMO3BOJIICT B 3aBUCHMOCTH OT YCJIOBHM TMOJy4YaTh JE000€ U3 TPeOyeMbIX
BEIIECTB, a TaKKe IIOKa3aHbl TMOTEHLUUAIbHBIE BO3MOXHOCTH  MOJUMUKAIIUU

MOJyYEHHBIX TMPOAYKTOB. [lpm mnpoBeaeHHH OHOJIOTMYECKUX HCIBITAHUN PSAOB
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MOJIYYCHHBIX COEJIMHEHU Ha Takhe BHUJbl AKTUBHOCTU KaK: aHTULHMLENTHUBHAS,
MPOTUBOBOCHANIUTENbHAS, MPOTUBOMHUKPOOHAs, THUIOTIIMKEMUYECKass OOHApY>KEHbI
BEIIECTBa, HE YCTyMAlolIMe IMpernaparaM, HCIOJNb3yeMbIM B MeauluHe. Bmepsrie,
YCTaHOBJICHA MaTeMaTU4YecKas 3aBUCHMOCTH AHTHUIMIIENTUBHON aKTUBHOCTH psna 4-
OKCO-2-(TnoeH-2-min)aMiuHOOYT-2-€HOBBIX KHCIIOT OT UX CTPYKTYPHI.

Teopernyeckass ¥ mNpakTHYecKas 3HAYMMOCTb PadOTbl. YCTaHOBJICHBI
OCHOBHBIE HaIPaBJICHUS peakuui 3-TueHunumMuHo-3H-pypan-2-oHOB C
HYKJICOQWIBHBIMH PEareHTaMu, YTO TO3BOJISET MPOrHO3UPOBATH CTPOCHUE MPOTYKTOB
aHAJIOTMYHBIX  TpeBpaiieHuil.  Pa3paboTaHbl  Jerko  BOCHPOU3BOJUMBIE U
MacIITabupyeMble METO/IbI CHHTE3a HEOMMCAHHBIX paHee: 4-0KCco-2-THEeHUJIaMHHOOYT-2-
€HOBBIX KHCIIOT, 3-THEHWIMMHUHO-3H-QypaH-2-0HOB, amKuIOBBIX 3(upoB 4-apui-4-
0KCO-2-(THO(eH-2-NITaMHUHO )0y T-2-€HOBBIX KHCIOT, N-3aMeIIeHHbIX aMUI0B 4-apui-4-
OKCO-2-(THO(eH-2-NITaMUHO )0y T-2-€HOBBIX KHUCJIOT, S-apui-5-THApoKcH-3-(THODEeH-2-
WIaMUHO)-1,5-muruapo-2 H-nuppos-2-oHoB, 6-apui-4-(TuodheH-2-1aaMuHO ) TUPUIa3HH-
3(2H)-oHoB, MPOM3BOAHBIX 5-aMuHO-2-okcomupposo[1,2-a]rueno|3,2-eJnupuMuauH-3-
KapOOHOBBIX  KHCIIOT, TPOU3BOJIHBIX  2-aMUHO-4-0Kco-1-(THOheH-2-uin)nmuppoi-3-
KapOOHOBBIX  KHUCJTIOT, TPOU3BOAHBIX 4,7-muokco-4,5,7,8-tetparuaponuppoio|1,2-
a]treno|3,2-e|mupuMuanH-3-KapOOHOBBIX KHUCJIOT. OO6HapyKeHbI BEIIECTBA,
o0Majgaroniye pa3InYHbIMU BHJIAMU OWOJIOTUYECKOW AaKTHUBHOCTH, KOTOpBIE ObUIH
3alaTeHTOBAHbI, a Psi MATEHTOB ObUT KOMMEPIHMAIM3UPOBAaH(HOMEpA PEruCTpaIuu
JIMIIEH3UOHHBIX JIOTOBOPOB U JOTOBOpa 00 OTYYXACHWW HCKIIOUMTENIBHOTO TpaBa B
denepanbHOIl CiTy’)kO€ HMHTEJUIEKTYallbHOM COOCTBEHHOCTHM, MATEHTOB U TOBApPHBIX
3HakoB Ne PJ10149350 u Ne PJ10149390 ot 06.06.2014, Ne PZ10087164 ot 19.09.2011,
Ne PZ10088484 ot 12.10.2011, Ne PJI0165701 ot 23.01.2015).

Metomosioruss M MeTOAbI HcCiaenoBaHMs. B pamkax mpoBeneHHBIX
UCCIICIOBaHW  OBLT  WMCTOJB30BAaH INMPOKHA HAa0Op KIACCHUECKUX METOOB
OPTraHMYECKOTO CHHTE3a W BBIICICHUS NPOIYKTOB peakiuu. JIjisi ycTaHOBJICHHS
CTPOCHMSI CHUHTE3UPOBAHHBIX COCAMHEHMH WCIOJIb30BAaHbl COBPEMEHHBIE METObI
aHalin3a CTPYKTYphI, COCTaBa M 4YUCTOTHI: cnekTpockonus MK, SIMP 'H, aMP “C,

MacC-CIIEKTPOMETPHS,  VIbmpa-BbICOKOA(P(GEKTUBHAS KUJKOCTHAas XpomMaTo-Macc-
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CIEKTPOMETPHUS, DJIEMEHTHBIM aHallu3, PEHTICHOCTPYKTYpPHBIM aHanu3. KoHTpois u
ONTUMHU3ALMIO YCIOBUM TMPOTEKAHUS PEAKUMM TOATBEpKAanud TaHHbIMU SAMP H
CHEKTPOCKOTINH,  )IbmMpa-BbICOKOAM(GEKTUBHON  KUAKOCTHOM  XpOMaTO-Macc-
CHEKTPOMETPUU, TOHKOCIOMHOM XpomaTorpaduu.

ITos10:keHUsA, BBIHOCMMbIE HA 3aIIUTY.

1. Cunres 3-tuenunumMuHO-3H-pypaH-2-0HOB BHYTPUMOJIEKYJISIPHOMN
IUKJIU3AIUEH COOTBETCTBYIOMIUX 2-0KCO-2-(THO(EH-2-1I1)aMHUHO-0yT-2-CHOBBIX KHUCIIOT
B IIPUCYTCTBUH BOJOOTHUMAIOIIUX CPEJICTB.

2. N3yuyenue B3aumoaeicTBuil 3-tueHmIMMuHo-3H-pypan-2-onos ¢ OH, NH,
CH nykneodunamu.

3. N3ydyenne OMOTOTHYECKON aKTUBHOCTH CHHTE3WPOBAHHBIX COCAMHEHUN H
HCCJIEIOBAHNE MATEMATHUYECKOM 3aBUCHUMOCTHU «CTPYKTYpPa-aKTUBHOCTBY.

JInunblii BkJaag aBropa. CocTOUT B MOUCKE, aHAIU3€ U OOOOIICHUU HAyYHOMU
JUTEPATYPHI IO CUHTE3Y U XUMUYECKUM CBOMCTBaM 3-uMUHO(TUIpa30oHO)-3H-pypan-2-
OHOB, B IUIAHWPOBAHUU U BBHITIOJHEHUN XMMHUYECKHX DKCIEPUMEHTOB, 3anucu SIMP u
WK crexTpoB, aHamn3e SKCIEPUMEHTATBHBIX W CHEKTPATbHBIX JTaHHBIX, 00pabOTKe U
0000meHnn pe3ynbTatoB. JlUccepTaHT OCYIIECTBISI — ampodOaruio  paboT Ha
KOH(EpEeHIIUSIX W BBITONHSI TOATOTOBKY ITyOJIMKAIMK pPEe3yIbTaTOB IPOBEACHHBIX
HCCJIEIOBAHU.

CreneHb 10CTOBEPHOCTH U anpodanus pe3yJabTaroB. Bee nonydueHHbIe TaHHbBIE
MOATBEP)KIACHBI C  TOMOINBIO  HCIIONB30BAHUS COBPEMEHHBIX IMPUOOPOB IS
OTIPEJICIICHHS] CTPYKTYPhI U KOHTPOJISI YHUCTOTHI MOTYy4aeMbIX COCIMHEHUN. Pe3ynbpTaThl
paboThI JOJIOKEHBI HA: MEXIyHapo1HOM KoH(pepeHtuu «HoBbie HampaBiIeHUsI B XUMUHU
rerepouukiInyeckux coequnenuin» (Kucnososuck, 2009), Bcepoccuiickoii kKoHGEpeHIIUN
[0 OPraHUYECKOM XWMHH, ITOCBSLIEHHOM 75-J€TUI0O €O IHA OcHOBaHWs HHcTUTyTa
oprannueckoit xumuu uM. H.J[.3enunckoro PAH (Mocksa, 2009), |l mexayHnapoaHoi
koH(pepennuu «Texuudeckas xumusi. Ot teopun k mpaktuke» (Ilepms, 2010), Xl
MOJIOZIS)KHOW HAYYHOU IIKOJe-KOH(GEPEHITNU «AKTyajabHbIE MPOOJIEMBbI OPTaHUYECKOM
xumun»  (Hoocubupck, 2010), Il mexnyHapogHoit KoHbepeHIUU «XUMUS

TFEeTEPOIMKINYECKUX COCMHEHUI», TMOCBSAIIEHHON 95-71eTuio co AHS  POXKIEHUS
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npodeccopa Anekces Hwukonaesuua Kocta (Mocksa, 2010), Il mexmyHapomHoit
koH(pepenuuu «Texnuueckas xumus. Ot Teopuu K npaktuke» (Ilepms, 2012), XVI
MOJIOZISKHOU MIKOJe-KOHpepeHIu 1o opranmdeckoir xumuu (Ilsturopck, 2013), 11
MEXIYHApOJAHOM  HaydyHOM cumnosuyme «HoBble HampaBiieHHsS B  XUMHUU
reTeporkinyeckux coeaquuenni» (Ilsaruropck, 2013), MexxayHapOIHOM KOHIpECCe Mo
rereporkinyeckoit xumun «KOCT-2015» (Mocksa, 2015).

I[Myonnkanuu pe3yabTaToB PpadOThI: pPE3yJbTaThl, MOJYy4YEHHBbIE B padoTe,
U3JIOKEHBI B 23 myONuKanusax, U3 KOTOPhIX 6 cTaTeil B *KypHaIaX, YAOBJIETBOPSIOIIUX
tpeboBanusiM BAK, 4 crarbu B cOopHuKax, 4 mateHta PD u 9 Te3ucoB M0KIag0B HA
MEKTYHAPOIHBIX U BCEPOCCUUCKUX KOH(DEPECHITUSX.

Crtpykrypa u 06bem aucceprauuu. /luccepranuonnas padora u3noxena Ha 173
CTpaHMIIAX MAIIMHOMUCHOTO TEKCTa U COCTOUT M3 BBEJCHUS, JIMTEpaTypHOTO 0030pa,
OoOCYyXJeHUsSI PEe3yJbTaTOB, HSKCIEPUMEHTAIIBHOM 4YacTH, BBIBOJIOB M  CIIHCKa
UCIIONIb3yeMol sutepaTypbl. PabGorta comepxut 182 cCChUIOK Ha JHTEpaTypHbIE
HUCTOYHUKH, 5 Tabauil u 20 puCcyHKOB.

Baarogapuoctb. ABTOp BbIpaxkaeT OnarojgapHocTh K.papMm.H. MaxmyaoBy P.P.,
BacunmseBori A.JO. wm bamammunont C.1O. (IITHUY, r.llepms) 3a mnpoBeacHue
ononornyeckux ucnbitanuii, baOymkunoit E.B. (IITHUY, r.lepms) 3a nomouis B
MaTeMaTH4YeCKoi 00pabOTKe MaHHBIX MO OUOJOTUYECKON aKTUBHOCTH, 32 (DMHAHCOBYIO
noanepxky MunoO6pHayku Poccun, MunucrepctBy obOpazoBanusi I[lepmckoro kpas
(xonkypc MUTI), PODU (rpantsr Ne 11-03-00882, 08-03-00488, 12-03-31739, 14-03-
96016) u coBety o rpantam [Ipesuaenta P® (mpoexkt Ne MK-7061.2015.3).
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I'maBa 1. IlociaegHue JOCTHKEHHSI B XUMHH N-3aMelleHHBIX 3-

UMUHO-3H-PpypaH-2-0HOB (JIUTEPATypPHBIii 0030p)

Xumus (ypaHOBOTO IIMKIIA, COACpPXKAIIEro KapOOHUJIBHYI0 M MMHHO(DYHKIUHU B
NOJOKEHUH 2 U 3 TeTepolMKIIa, HAYMHAET CBOIO MCTOpHUIO B Hauyane 20 Beka pabotoii
Bonda[1]. OcnoBHbIE nocTKeHUs B JaHHON o6mactu 10 2003 roga 66111 00001IICHBI U
ornucaHbl panee B 003ope[2]. OqHako yBeIMUMBAIOMIUNACS HHTEPEC XUMUKOB OPTaHUKOB
K METOJaM IOJMyuYeHUs] W BO3MOXKHOCTH JajibHEHIIed Moau(UKaluyu TMOITy4eHHBIX
COCIMHEHHI MOKA3bIBAET BO3POCIINA HHTEPEC K 3TOMY HAMIPABICHHUIO.

B 0630pe 0000111eHbl U cUCTEMaTU3UPOBaHbl JUTEPATYPHbIE JAHHBIE IO METOJAM
CHUHTE3a U XMMHUYECKUM CBOMCTBaM N-3aMEUIEHHBIX 3-UMUHO(TUApa30HO)-3 H-pypan-2-

oHOB ¢ 2003 mo 2015 rox, Bkitouas 6eH30[ b |aHHETUPOBAHbBIE AaHAJIOTH.

1. 1. Mosyyenue N-3amemeHHbIx 3-umMuHo-3H-pypaHn-2-onon

Bce omucanHbie MeTonbl MoiydeHus: N-3aMelIeHHBIX 3-UMHHO(THUIpa3oHo)-3H-
bypaH-2-0HOB MOXKHO pPa3e/IuTh HA JIBa HAMPABICHUS: STO METOAbl OCHOBAaHHbBIE Ha
BBEICHUM UMHUHOQYHKIIMHM B YK€ CYIIeCTBYyIollee (hypaHOBOE KOJIBIIO M MOCTPOEHHUE
dbypanoBoro nukia ¢ R-uMuHOTpyImmnoi B mojokeHuu 3.

1.1.1. Memoowt cunmesa na ocHoee 66e0eHUA UMUHO(2UOPA3OHO)(PYHKUUU 6
dypanosoe konvyo

OnuH u3 HamboJiee YHUBEPCAIBHBIX CIMOCOOOB BBENEHUS THIPA30HO(PYHKIIUU B
(GbypaHOBOE KOJIBITO, MTO3BOJIAIONIUN CUHTE3UPOBATh, Kak 3-rujipa3oHo-3 H-dypaH-2-0HbI
Ila-n[3-9], Tak u wux OeH3oaHHenupoBaHHbIe aHajmoru la-r[10], ocHoBaH Ha

B3aumoyiericteun pypan-2(3H)-oHoB ¢ consmu (Tet)apmiauazonus (Cxema 1.1).
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Cxema 1.1
Rl
N-NH
gt e
R o 0 0O (0]
RINZ+ Ia-n
B “oec R
t- o B
Q U e M
“Z : N
O O
t-Bu O O
t-Bu
Ila-r

I: R'=Ph, R=Ph(a), 4-MeC4H,(6); R'=R=4-MeC4H4(B); R!=4-0,NC¢H,, R= Ph(r), 4-MeC¢H,(m), CsH,,(e), Bu(x);

R'=2-0,NC¢H,, R=Ph(3), 4-MeC¢H,(u); R!=3-O,NC¢H,, R=4-MeCH,(k); R'=2-HOC(H,, R=4-MeCH,(x1); R'=4-CIC4H,,

R= Ph(m); R'=4-MeOC¢H,, R= Ph(n); R'=1,2,4-tpuazon-5-un, R=Ph(o), 4-MeCH,(m).

II: R'=2-0,N-5-MeOC¢Hs(a), 2,5-Cl,CcH;(6), 9,10-am0kc0-9,10-murnapoanTpaneH- 1 -un(s),

2-ok0-2 H-6en3o[d]umuaazon-5-un(r).

Eme ogun moaxon k cuHTe3y 3-UMUHO(THAPa30HO)-3 H-dypaH-2-0HOB peaTn30BaH

Ha OCHOBE KOHJICHCAIIUM HUTPO30COSAMHEHUN MO METUJIeHOBOM rpyrie ¢ypan-2(3H)-
OHOB. [Ipn ATOM BO3MOKHO NOJy4YUTh KakK 3-ruapazononponssoansie 11la,0 B peakunn
c HuTpo3oaneTanuwnuaamu|7, 8], Tak u ¢penunumuHonpousBogHoe IV koHaeHcaruen

HUTpo300eH30m1a[11](Cxema 1.2).

Cxema 1.2
NO
i R'NCOMe
R o ————™
0 EtOH
Me
’z
N PhNO
N 0
o)
Cl v

Cl

III: R, R'=Ph(a), 4-MeC¢H,(6)

He  wMeHee  WMHTEpeCHbIM U YHHUBEPCAJIbHBIM  METOAOM  BBEICHUSA
UMUHO(TUIPa30HO)PyHKIIMK B (ypaHOBOE KOJBIO SIBISETCS pEaklMsl KOHIEHCAlUU
aHHEJIMPOBaHbIX MO CTOpoHE b (QypaH-2,3-THMOHOB MO KapOOHWUIBHOW Tpymme B 3

ITOJIOKCHHUH (1)ypaHOBOFO ouKiIa ¢ COCAMHCHHUAMU, COACPKAIIUMHU IICPBUYHYIO



12

amuHorpytmy. Apeno[b]pypan-2,3-1u0HBI B3aUMOJICHCTBYIOT C 0pmo-aMUHOGEHOIOM
u 3-amuHO-2-HaToOM[10], a Takke c 3amMemeHHbIMH TruapazuHamu[l10, 12] ¢
oOpazoBanueM 3-uMmuHO(THAPa30HO)apeHo[b]pypan-2(3H)-ono V, Vla-¢, VIla-r,
VIla-m(Cxema 1.3)

Cxema 1.3
//::J\
(\\\\
~
OH
9 HzNQ\ t-Bu
& N
O O
MeO v
. NR'R?2
t-Bu -Bu |
R'R?NNH, N
—_—
0
R © o” 0
VIa-c
NHR3
e O
O [ o
VIla-n
R4
NHR?
O |
OO RSNHNH, OO N
_—
0
6} o~ O
VIlla-m

VI: R=t-Bu, R'=H, R>=Ph(a), 4-MeOC¢H,(6), 2-0,N-4-MeOC H;(B), 2-CF;CcHy(r), 2-HOOCCH,(n), 2-CICH,(e),
2,4-(0,N),CeH;(x), 2,4-Cl,CsH;5(3), 2,4,6-C13C¢H, (1), PhSO,(k), 4-(Me),NCcH,CO(i1), 5-N30HUKOTHHOWI (M),

2-rapTri(H), 2-Tuapokcu-1-Hadrui(o); R'=R2=Ph(m); R'=Me, R*>=Ph(p); R=McO, R'=H, R2=2-mz[p01<cn-l-Ha(bmn(c).

VII: R3*=Ph(a), 2-CF;C¢H,(6), 2-HOOCCH,(B), 2,4-(0,N),C¢H5(r), 2,4,6-Cl;C¢H, ().

VIIL: R*=H, R3=2-HOOCC¢H,(a), 2-HOCH 4(6), 2-CF5CH,(B), 2,4-(0,N),C¢H;(T), 2,4,6-Cl;C¢Hy(1), 5-u3onukoTHHOMI (€),
1-nadrun(x); R*=0OH, R’= 4-MeOCgH,(3), 2-HOOCC¢H4(m), 2,4,6-Cl3CcH,(K), 5-u3oHukoTuHONN (1), 1-HadTHI(M).

Apeno[b]bypaHn-2,3-AMOHBI BCTYyMAIOT B PEAKIIUU C HE3aMEIIEHHBIM THIPA3UHOM B
cootHouieHuu 2:1 ¢ obpazoBanueM 3,3’-a3uHoB apeHo[b]dypan-2,3-quonoB 1Xa-B[10]

(Cxema 1.4).
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Cxema 1.4
R
o)
0
t-B t-Bu
u O N
~N
H,NNH,
t-Bu
o~ O 0
R 0
IXa,0 R
S
0
o)
N-n

H,NNH,
—_—

IX: R=t-Bu(a), MeO(6).
1.1.2. llocmpoenue ghypanoeozo yukna ¢ R-umunozpynnoii 6 nonoxcenuu 3
3-Umuno(runpaszono)pypaH-2-0HOBBIN LUK MOXKHO MOCTPOUTH u3

COOTBETCTBYIOUIMX  2-UMUHO(TUIPA30HO)KAPOOHOBBIX  KUCJIOT, COJEpKAIUX B

YETBEPTOM TOJIOKEHUHN OT KapOOKCHIIBHOW TPyl TUAPOKCUIBLHBIN 3aMECTUTET.
Haubomee  oOmmupHBIe  JaHHBIE  TMPEACTABICHBI MO  IUKIM3AIUH  2-

UMHUHO(TUIPA30HO)-4-0KCOOYTAHOBBIX KHCJIOT TOJ JEHCTBHEM YKCYCHOTO aHTHAPHUIA

npuBosieH K 3-umuHO(ruapa3ono)bypan-2(3H)-onam Xa-60[13-16] (Cxema 1.5).
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Cxema 1.5
Rl
0 /N
RMOH (MeCO),0 /&
—_— >
O [ Nepi -MeCOOH R7T™Ng70
Xa-66

X: R=Ph, R'=Ph(a), 4-MeC¢H(6), 4-FCH(B), 2-CIC4H,(T), 3-CIC4H (1), 4-CIC4H,(e), 4-BrCgH (), 2-IC4H,(3),
4-NO,C¢H,(m), 3-CF;CgHy(k), 2-Me-5-NO,CgH;(ar), 4-EtOCOC H (M), 2,4-(0,N),CcH;NH(n), Bz(Ph)C=N(0),
4-MeOC¢H,(Ph)C=N(m), 2,2'-(C4H4),C=N(p), AdCOCH=N(c); R=4-MeC¢H, R'=4-FCgH,(T), 2-CIC4H,(y), 3-CICcH, (),
4-CICgH,(x), 4-BrC¢H (1), 4-EtOOCCH (1), 4-MeCgH (), 3-NO,CgH (i), 4-NO,CH,(b1), 2-Me-5-NO,C¢H;(3),
2,4-(0,N),C¢H3NH(10), Bz(Ph)C=N(1), 4-MeOC4H (Ph)C=N(aa), 2,2'-(C¢H,),C=N(a6), (3-Cl-Ad)COCH=N(aB);
R=4-MeOC¢H, R'=2-IC4H,(ar), 4-EtOOCCH,(an), 2-Me-5-NO,C¢H;(ae), Bz(Ph)C=N(awx), 2,2'-(CsH,),C=N(a3),
AdCOCH=N(am); R=4-EtOC¢H, R'=2-Me-5-NO,C¢H;(ak), 4-EtOCOCsH,(an), Bz(Ph)C=N(am) 2,2'-(C¢H,),C=N(an);
R=4-FCgH, R'=2-Me-5-NO,C¢H;(a0); R=4-CIC4H, R'=4-CIC¢H,(am), 2-Me-5-NO,C4Hj(ap), 2,4-(0,N),C¢H;NH(ac),
Bz(Ph)C=N(a), 2,2'-(C4H,),C=N(ay); R=4-BrC¢H,, R'=4-EtOOCC¢H,(ad), 4-BrC¢H,(ax), 2-IC4H,(an); R=2,4-Me,C¢H;,
R'=2-Me-5-NO,C¢Hj(au); R=2,4-(Me0),C4H; R'=AdCOCH=N(am), (3-Cl-Ad)COCH=N(am); R=1-nadru,
R1=2—Me—5—N02C6H3(abl); R=2-dpypun, R'=AdCOCH=N(a3); R=¢-Bu, Bz(Ph)C=N(aw0), Ph,C=N(an),
Ph(4-MeC¢H,)C=N(6a), Ph(4-MeOC4H,)C=N(66).

CTpyKTypHBIM  aHaJOTOM  2-MMHHO(THUIPA30HO)-4-0KCOOYTaHOBBIX  KHUCIIOT
BBICTYIIAIOT 2-(4-aHTUIUPUITMMUHO )TIPOU3BOAHBIE WU a3UHBbI 2-
TUAPOKCU(DEHUITTIMOKCATIEBOM  KUCJIOTBI,  KOTOpbIE  QHAJIOTMYHBIM  00pa3oM
nukimsytores B 3-(4-antunupun)umud XI[17] win azun XII[18] 6enzo[b]dypan-2,3-

nuoHa (Cxema 1.6).

Cxema 1.6
Ph.  Me Me
N-N
P Ph\N’N/ Me
M
O%\(L ¢ (MeC0),0
N E—— o N
OH

HOOC OH

(MeCO),0 /

HO » COOH [
o
O

Z. =
z o
EO
o
@)
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1. 2. Xumudeckue cpoiictBa N-3amenieHHbIX 3-mMuHO(ruaApa3oHo)-3H-dgypan-2-

OHOB

Hannuue HecKONbKUX OMM3KUX IO AIIEKTPOOTPULIATEIIbHOCTH aTOMOB yIIepoaa B
UMUHO(YPaHOBOM KOJIbIIE OOYCJIaBIMBACT MIUPOKUN CIEKTP BO3MOXKHBIX HANpaBICHUMN
peaknmu. MIMuHOQYpaHBI BCTYMMAOT B PEAKIMH PACKPHITUS IHUKJIA, PEIUKIN3ANNA U B
peaxiuu, MPOTEKAIIINE C COXpaHEHHUEM (PypaHOBOTO KOJIBIIA.

1.2.1. Bzaumooeiicmeue N-3amewennvix 3-umuno(cuopaszono)-3H-ghypan-2-
OHO6 C MOHOHYKIEOPUIbHBIMU PeazeHmamu

B peakumsx ¢ TakuMu MOHOHYKJIEO(pHUIaAMU Kak BOJAA, CIOUPTHI U aMHUHBI V-
3aMEIlEeHHbIE  3-UMUHO(TUApPa30HO)-3H-PypaH-2-0oHbl  BBICTYHAlOT B  KaueCTBE
alMIMPYIONINX areHToB. B pe3ynbprare ux B3auMOJEHCTBHS MTPOUCXOAUT ACIIUKIU3ALINS
dbypaHoBoro 1uKiIa C 00pa3oBaHHEM 2-aMUHO(THUAPA30HO)-4-0KCOOYT-2-€HOBBIX
kuciotr[19, 20], ux 3¢upon[19, 20] u amuaoB[19-22] coorBercTBeHHO XIIla-0¢
(Cxema 1.7). B ciyuae B3aumopecTBusi S-apui-3-apuiruapa3ono-3H-dypan-2-oHoB ¢
AMUHOKUCIOTAMU(TJIMIIMH W aHTPAHWIOBas KHCJIOTA), PEaKIUsl COMPOBOXKIACTCS
NOCHAeAYyIoNIed  BHYTPUMOJICKYJISPHOM  IUKIM3alMed  oOpasyromierocss  mpu
JNENUKIN3alil ~ MHTepMeauaTa W B KAayeCTBE MPOIYKTOB OBLIM  BBIJCIICHBI

COOTBETCTBYIOIIME aMH bl MUpa3oikapOoHoBOM kuciioTel XIVa-k[9] (Cxema 1.7).
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Cxema 1.7
2
Y i R o
N
R
o e o e S
_—

R N R>=NHAr R o) O _.N_,
TTI O H R
Ar

XIVa-k XIITa-0¢»

XIII: Nu=OH, R=Ph, R1=4-C1C6H4(a), 4-BrC4H4(0), 4-NO,CcH,(B), HadT-1-m1(T), 4-anTunupui(a), Ph,C=N(e);
R=4-MeCgHy, R'=Ph(x), 4-CICcH,4(3), 4-antunupun(u), Ph,C=N(k); R=4-MeOC¢Hy,, R'=4-auTimupun(), Ph,C=N(m);
R=4-CIC¢Hy,, R'=4-auTimupun(n), Ph,C=N(0), Bz(Ph)C=N(m); R=4-BrCsH, R'=4-auTumupun(p), Ph,C=N(c); Nu=OMe,
R=Ph, R1:4-C1C6H4(T), 4-BrCgHy(y), 4-NO,CqHy(d), 1-radnn(x), 4-antunupun(n), Ph,C=N(1); R=4-MeC¢H,, R'=Ph(m),
4-CIC H 4(m), 4-aurumupun(er), Ph,C=N(3); R=4-MeOC¢H,, R'=4-anrunupun(1o), Ph,C=N(sn); R=4-CIC(H,,
R'=4-auTunupun(aa), Ph,C=N(a6), BzPhC=N(aB); R=4-BrC¢H,, R'=4-auTunupun(ar), Ph,C=N(ax); Nu=OEt, R=Ph,
R'=4-autunupun(ae), PhyC=N(axk); R=4-MeCH,, R'=4-antunupui(as), PhyC=N(an); R=4-MeOC4¢H,,
R1:4-aHTI/IHI/IpI/IH(aK), Ph,C=N(ax); R=4-CIC4H,, R1:4-aHTI/IHI/IpI/IJ'I(aM), Ph,C=N(an); R=4-BrCsH, R1:4-aHTI/IHI/IpI/IH(aO),
Ph,C=N(an); Nu=NHPh, R=Ph, R'=4-CICH,(ap), 4-BrC¢H,(ac), 4-NO,C¢H(ar), 4-antunmpui(ay), Ph,C=N(ad);
R=4-MeCgHy, R'=Ph(ax), 4-CIC4H,(an), 4-antunupun(ay), Ph,C=N(am); R=4-MeOC4H,, R'=4-auTunupun(am),
Ph,C=N(an1); R=4-CIC¢Hy,, R'=4-anTumupni(as), Ph,C=N(aw0), Bz(Ph)C=N(an); R=4-BrC¢H,, R'=4-anTunupnn(6a),
Ph,C=N(66); Nu=2-PyNH; R=Ph, R'=Ph,C=N(68); R=4-MeC4H, R'=Ph,C=N(6r); R=4-MeOC¢H,, R'=Ph,C=N(6n);
R=4-CIC¢H,, R'=Ph,C=N(Ge); R=4-BrC¢H, R'=Ph,C=N(6); Nu=tuaszon-2-u1-NH, R=Ph, R'=4-antunnpun(63),
4-O,NC¢H,(0m), 2-Me-4-CIC¢H;5(0K); R=4-CICcH,, R!'=4-CIC4H 4(61), 4-BrC¢H,(6m) R=¢-Bu, R'=Ph,C=N(6n);
Nu=4-pennntnazon-2-mi-NH, R=¢-Bu, R':PhZC:N(GO); Nu=1,2,3,4-rerpazon-5-un-NH, R=Ph, R]:4—EtOOCC6H4(6n),
4-BrC4H4(0p); Nu=[4-amuno-6-mermi-1,3,5-tpuasun-2-mi]-NH, R=Ph, R1=4-EtOOCC6H4(6c), 4-BrCgH,(01);
Nu=5-6pomnupunun-2-un-NH, R=Ph, R1=4-BrC6H4(6y); Nu=5-tnagunazon-2-ui-NH, R=Ph, R1=2-Me-4-C1C6H3(6(1));

XIV: R>=CH,COOH, R=Ph, Ar=Ph(a), 4-MeC4H4(6), 4-MeOCg4H,(B), 4-CIC(H,(r); R=4-CIC(H,, Ar=4-MeC¢H,(n);
R2:2-HOOCC6H4’ R=Ph, Ar=Ph(e), 4-MeC¢H,(:k), 4-MeOC¢H,(3), 4-CICcH4(n); R=4-CICcH,, Ar=4-MeCgH (k).

AHaJIOTHYHBIM 00pa3oM MPOTEeKaeT aMUHONIN3 3-UMHUHOOEH30[b]dypaH-2-oHOB[17,
23], mpuBoas K MPOAYKTaM JACUUKIM3alMM (PypaHOBOrO IMKJIA - amujgam 3-

UMHUHOTIPOU3BOHBIX Opmo-THIPOKCUEHUITITHOKcaeBor KuciioTel XVa-B(Cxema 1.8).

Cxema 1.8
R
R )
\N N
/ 1
© o)
o OH
XVa-B

XV: R=R'=4-agrumupunin(a); R=0H, R'=Me(6); R=OMe, R'=Me(s).

1.2.2. B3aumooeiicmeue N-3amewennvix 3-umuno(cuopazomno)-3H-gpypan-2-
0H08 C OUPYHKYUOHAIbHBIMU peazeHmamu

B3aunmopericteue 3-umuHO(THIPaA30HO)-3 H-hypaH-2-0HOB c
OM(pYHKITMOHAIbHBIMUA pEareHTaMu, Kak MPaBUIIO, COMPOBOXKAACTCS PEIUKIA3AIUCH
(GbypaHOBOTO LIMKJIA, MPUBOSIIEH K HOBBIM T'€TEPOIMKINYECKUM CUCTEMAM.

Tak, B3aumonencTBre S-apui-3-apunruapa3zoHo-3H-gypaH-2-oHOB ¢ TUIpa3HHOM
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B OJIMHAKOBBIX YCIOBUSX (HarpeBaHHE B ATaHOJE C TUAPAZUHTHAPATOM) MPUBOIUT Y
pa3HbIX HCCleqoBaresied K pa3HbIM MPOAYKTaM, TaKUM Kak: THAPa3Uabl 2-
apWITHAPA30HO-4-0KCO-4-heHNTOyTaHOBBIX KHUCJIOT XVIa-B[6], TUPa3U]Ibl
nupa3zonikapooHoBbix kucioT XVIIa,0[7, 8] u nupunazunonsl XVIIla-r[24] (Cxema

1.9).

Cxema 1.9
N—NHR!
y
N !
o O
‘NHZNHz*HZO
l l J "
0 0 HN~
Ph NH RN R N
- 2
| N NN Y
0 N. N-N H N
NH R! NT 0
R! H
XVIa-B XVIla,6 XVIIIa-r

XVI: R'=Ph(a), 4-CIC4H,(6), 4-MeOCgH,(B).
XVII: R=R'=Ph(a), 4-MeC4H,(6).
XVIIL: R=Ph, R'=2-0,NCH,(a), 4-O,NC¢H4(6); R=4-MeC¢H, R'=Ph(B), 2-HOCgH,(r).

BzaumoneiictBue 3-apunruapazono-3H-dypan-2-onoB ¢ OPD mpuBomutr B
3aBUCHUMOCTH OT YCIIOBHM peakuuu K pasHbIM Ipoaykram[25]. lIpum nposenenuu
peaKkiuu B YKCYCHOM KHUCJIOT€ MPOUCXOAUT oOpa3zoBaHue mupaszoioB XIXa-3 (Cxema

1.10), a mpu mnOpoBeACHUM PEAKIUM B TOJYOJE C a3€OTPONMHONM OTTOHKOW BOJIbI

oOpazoBanue 6eH3o[d|nuppono|1,2-a]lumunazonos XXa-3 (Cxema 1.10).

Cxema 1.10
R'HNN RNH OPD NNHR' o ) NH
ﬁ Toluene R/Q/QO AcONa/AcOH / \N
R N
Rl
XXa-3 XIXa-3

XIX, XX: R:4-MeC6H4) RI:2-HOC6H4(2), 2-02NC6H4(6), 3-02NC6H4(B), 4-O2NC6H4(F); R:Ph, R1:2-O2NC6H4(H),
3‘02NC6H4(6), 4-02NC6H4(§K), 2-HOC6H4(3)

5-Apun-3-umuno(ruapa3zoHo)-3H-¢pypaH-2-oHbl  BCTyHalOT B peakUuu C

IMPONU3BOIHBIMHU HH&HOYKCYCHOﬁ KHCJIOTBI M B ClIy4dac 3-apI/IJ'II/IMI/IH01'IpOI/13BOI[HBIX
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MIPUBOJSAT K MPOU3BOIHBIM 2-aMUHONUPPOIKapOoHOBBIX KuciioT XXIla-axk[14, 26], a B

ciiydae 3-apuiIruapa3zoHonpoun3BoHbIX k mupazonaM XXla-a[9] (Cxema 1.11).

Cxema 1.11
1 2
0 RO P 0o
N-N R‘—NHAr, R CN Rizar HNTOy
Ar NC R2=CN Ar
XXIa-x XXIIa-ax

XXI: R=Ph, Ar=Ph(a), 4-MeC¢H4(0), 4-MeOC¢H(B), 4-CIC¢H(r); R=4-CIC4H,, Ar=4-MeC¢H,(n).

XXII: R?=CN, R=Ph, Ar=Ph(a), 4-BrC4H,(6), 4-NO,CcH,(B); R=4-MeC¢H,, Ar=2-CICH,(r), 3-CIC¢H,(n), 4-BrCgH,(e),
3-NO,CgH,(#); R>=CONH,, R=Ph, Ar=4-BrC¢H,(3), 4-NO,C¢H,(u); R>=COOEt, R=Ph, Ar=Ph(k), 4-FCH,(:1),
2-CICgHy(m), 3-CICgH4(m), 4-CICgH4(0), 4-BrCH,(m), 2-IC¢H,(p), 4-NO,CgHy(c), 3-CF3C¢Hy(T), 2-Me-5-NO,CH;(y);
R=4-MeCgH,, Ar=4-FCcH (), 2-CIC4Hy(x), 3-CICqH4(m), 4-CICqH4(1), 4-BrCgHy(m), 4-EtOOCCH 4(x), 4-MeCgH,(b1),
3-NO,C¢Hy(3), 2-Me-5-NO,C¢H;(10); R=4-MeOCgH, Ar=4-EtOOCCgHy(s1), 2-Me-5-NO,C¢Hs(aa); R=4-EtOCsH,,
Ar=2-Me-5-NO,C¢H;(a0); R=4-CIC4H,, Ar=4-CIC¢H,(aB), 2-Me-5-NO,C¢H;(ar); R=4-FC¢H,, Ar=2-Me-5-NO,C¢H;(an);
R=2,4-Me,C¢H;, Ar=2-Me-5-NO,CHs(ae); R=1-nadTun, Ar=2-Me-5-NO,CH;(ax).

1.2.3. Buympumonexynapusle peuuxauzayuu N-3ameuieHHblx 3-2uopazono-3H-
dypan-2-onoes

[Ipn wHanmuuuu QYHKIUOHAIBHOTO 3aMECTUTENS B TUAPA30OHOPYHKIUU 3-
runpa3zoHo-3H-dypaH-2-0Hbl CIOCOOHBI K BHYTPUMOJICKYJISIPHOM peuukin3zanud. B
paGote[27] Obuta ommMcaHa BHYTPUMOJICKYJIApHAs — PEIUKIM3AIUA  S-apuii-3-
benmruapazono-3H-bypaH-2-0HOB 101 ACHCTBHEM KUCIOT. B ciydae ncmoab30BaHUs
TaKkOM KHUCIOTBl bpeHcTena kak MypaBbUHAs, MPOUCXOAUT PELUUKIU3ALMUSA B -
dbenmmuppasoi-3-kapooHoBsie kuciaorel XXI11a,0, a mpu KCHOIB30BaHUKM KHUCTIOTHI
JIprouca (AICl3) 5-apui-3-penmnruapazono-3H-hypan-2-0Hbl PEHHUKIN3YIOTCS B 3-(2-
okco-2-pernmatuin)xunosmH-4(3H)-ousr XXI1Va,6 (Cxema 1.12).

Cxema 1.12
. 0
AlCl, /N NHPh - ycoon RN
- / E—— l/ OH
R o N-N
Y PHK
XXIITa,6

XXIVa,6
XXIII, XXIV: R=Ph(a), 4-MeC¢H,(0).

Hanuuue B 3amecTtutene y rupa3zoHoyHKIUU S-apuii-3-rujipazono-3H-dypan-2-
OHa JIOTIOJTHUTEIHHOTO HYKJICO(UIHLHOTO LIEHTPAa, B clydae KaTaiau3a TPUITHIAMHUHOM,

OTKpBIBACT BO3MOXKHCTh BHYTPHUMOJIEKYJSIPHOM aTakd HYyKIeO(PUIbHON (QYHKINH
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3aMECTHTEsl [0 aTOM yIjiepoja JIAKTOHHOro KapOoHWiIa, ¢ 00pa3oBaHUEM
npou3BOIHBIX TprazuHa XXVa,0 u XXVla,6 (Cxema 1.13).
Cxema 1.13

/ =L N O
N ~
RN R0
A XXVa,6
NTEN
J—NH Q
N AN
_— N
R (0]
0
XXVIa,6

XXV, XXVI: R=Ph(a), 4-McCH,(6).

1.2.4. Bzaumooeiicmeue N-3amewennvix 3-cuopazono-3H-gpypan-2-onoe c
mpugenunghocpopanamu

C tpudenumndochopanamu 3-ruapazono-3H-pypan-2-oHbl B3aHMMOJIEUCTBYIOT C
coxpaHeHueM (ypaHOBOTO KOJIbIIAa, HO HAIMpaBICHWE PEaKIMK 3aBHUCUT OT THUIAa 3-
runpa3oHo-3H-(pypan-2-oHa, BOBICUEHHOTO B peakuuto. Tak, 3aMelieHHbe S-apui-3-
MeTUJICHTHIpa3oHo-3H-pypaH-2-0Hpl  BCTYMalOT B peaknuio  Burtura ¢
MeTOKCUKapOoOHUIMeTHIeHTpueHuidochopaHoM MO JAKTOHHOMY KapOOHWIY C
oOpa3zoBaHHEM METHIIOBBIX a¢upoB 2-[5-apwit-3-(2-MeTHeHruAPa30HO)-2-

bypanunuaet]ykcycuoit kucimorel XXV 1la-r[28] (Cxema 1.14).

Cxema 1.14
Ph Ph
/)\ R] /)\ Rl
NN N
Y Ph;P=CHCOOMe y
COOMe
XXVIIa-r

XXVII: R=4-MeC4H,, R'=Ph(a), Bz(6); R=4-MeOC¢H,, R'=Ph(s), Bz(r).
3-Oennnruapaszono-3H-uadro[2,1-b]dpypan-2-oHpl  BCTymaloT B peakumuio ¢
N,3,3,3-rerpadenmn-3\>-mpoua-1,2-queH-1-uMIHOM C o0pa3oBaHHEM N-[2-

denwmn| 1 Juadrodpypo[3,2-nmupunazun-3(2H)umunen]anmmaa  XXVIIL.  Bosieus B



20

peakiuio BuTttrra nakToHHBIA KapOoHMI 3-peHunruapa3zono-3H-6en3o[b]dypan-2-ona
HE yJaeTCsl, OHAKO B3aUMOJICHCTBHE ¢ PochokyMyIeHaMH POTEKAET 110 3aMECTUTEITIO

B TpeTheM MoJIokeHnH (ypaHa ¢ oOpasoBanuem coenumHeHmid XXIX a,6[12] (Cxema
1.15).

Cxema 1.15

N—NHPh
/ Ph;P=C=C=NPh
Do ‘
o

N-NHPh

/ Ph;P=C=C=X ) Ph
0 0
O o}

XXIX
XXIX: X=0(a), NPh(6) a0
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I'nmaBa 2. CuHTe3 U XMMHYECKHEe NpeBpalleHUus 3-THEHUJIUMHUHO-

3H-dpypan-2-0H0B (00Cy:K/1eHHE NMOJYUYEHHbIX Pe3yJIbTATOB)

AHanu3 JIMTEpPaTypHbIX JaHHBIX Moka3anl (cMm. ['maBa 1), uto 3-umuno-3H-dypan-
2-OHBI MpCaACTaBJIAOT coboil Kiacc YHUKAJIBbHBIX COGﬂHHCHHﬁ, Ha OCHOBC KOTOPBIX
BO3MOXHO IIOCTPOCHHC PaA3JIMYHBIX CHUCTCM, KaK AIHUKINYCCKOIr0 CTPOCHHUA, TAK U
IreTCPOHUKINICCKOTIO. A BO3MOKHOE p33H006p8,31/I€ U JOCTYIIHOCTb HCXOIHBIX
COCIMHEHUWA MJI1 MX IOJYYEHHUs MO3BOJIAET C JETKOCTHIO YAOBIETBOPUTH JIOOBIE
NOTPEOHOCTH MO COCTaBYy B KOHEYHOW CTPYKType, B TOM uucie U (papMakoGOpHBIX
3amecTuTenei. B cBs3u ¢ 9THM, 00BEKTaMU HCCIIEA0OBaAHUA BI)I6paHI)I IIPONU3BOJHEIC 3-

uMuHO-3H-dypan-2-onoB (Pucynok 2.1).

Pucynox 2.1

brnaromapss Hamuuuio B MoJekyie 3-umuHO-3H-(ypaH-2-0HOB HECKOJIBKHUX
BO3MOYKHBIX IIEHTPOB JUIsl HyKJI€O(DHIBHON aTaku, Ha UX OCHOBE MOKHO CUHTE3UPOBAThH
pa3HoOOpa3Hble CTPYKTYPHl AlMKINYECKOTO M TETEPOIMKIMYECKOTO CTPOCHHS C
3aJlaHHBIMU CBOMCTBaMH, B psJie CIIy4aeB COXpaHsisi (parMeHT CTPYKTypol 2,4-
JTMOKCOOYTAHOBBIX KHCIIOT, MHTEPEC K KOTOPHIM B HACTOSINEE BpEMsSI OCTaeTcs Ha
BBICOKOM ypOBHE B 00JaCTH METUIIMHCKON Xumuu[29-42]. MHTepec K MPOU3BOIHBIM
2,4-mMoKCcOOyTAaHOBBIX KHCJIOT TEPBOHAYAIBHO OBLI CBsA3aH C OOHApYXEHHUEM Y
JTAHHOTO KJIacca COeIMHEHMI crnocoOHocTel K nHrnouposanuto unrerpas PHK Bupycos
cemeiicts: Flaviviridae[30, 43], Orthomyxoviridae[29, 34, 39, 40], Retroviridae[36, 38,
41, 44-75]. Cnenyer OTMETUTh, YTO CEMEHCTBA ITHUX BHPYCOB NPUBOAAT K TAKHM
COLIMAJIbHO 3HAYMMBIM 3a00JICBaHUSIM KakK TPHIIM, CHHA, TENaTHT, dHICPaIUT U Ap.
Heckonpko mpenapaTtoB Moka3aiu HEIMJIOXHE PEe3yNbTaThl U JOUUIH 0 KIMHUYECKHUX

ucnbiTanuii[ /6] (PucyHok 2.2).



22

[e) N-NH
B 7/
nO o | / | / />
N N OH (@] X N
~N OH (@] OH (@] OH
OBn O OH F

_ F
ST IC5=0.1uM ST 1C5=0.2uM ST IC5=0.2nM

Pucynox 2.2

[Tocne axkTuBU3aLMU pabOT B STOM HAMpaBICHWU ObUIO MOKA3aHO, YTO 3aMeHa
aTOMOB KHCJIOpPOJa Ha JpyTrHe aTOMbI, CIOCOOHBIE OBITH JOHOPAMH JJICKTPOHOB
(HampuMep, aToM a30Ta), 3a4acTyl MPUBOAUT K yBEIHYCHHIO d(DQeKTa CBI3BIBAHUS

HCKOMOW MOJICKYJIBI C aKTUBHBIM LIeHTpoM depmeHToB[77, 78] (Pucynok 2.3).

F N-N
e} / | I N
- o) X N
N_o XX OH o OH H
(@] NH,

ST IC5p=0.65uM F ST IC50=0.04uM
Pucynox 2.3

bbuin  onpeneneHbl OCHOBHBIE CTPYKTYpHBbIE OCOOEHHOCTH MOJIEKYJ ISt
IPOSIBJICHUS] aKTUBHOCTH, YCTAHOBJIEHBI ()ParMEHTHI, CIOCOOCTBYIOIINE 3HAUUTEIHLHOMY
yBeNM4YeHUI0 akTUBHOCTH[79-83]. Tak, ecinm paccCMOTPEeTh BCE M3YYCHHBIC MOJICKYJIbI
JAHHOT'O KJacca, TO 00s3aTebHBIM YCIIOBUEM HAJMYMsI aKTUBHOCTH OBLIO COJEpKaHUEe
B MOJIEKYJIE CIIEAYIOUIMX (PpParMeHTOB: a) yriepojHas ILeMb, COCTOSAUIAs M3 YEThIpeX
aTOMOB yrJjiepona; 0) apOMaTHMYECKUl WM TeTepoapoMaTHYEeCKUd 3aMecThTeslb B 4
MOJIOKEHUH, B) KapOOHWJIbHAs Tpymma B 4 TOJIOXKEHUU, T) JBONHAS CBSI3b MEXKIY
atomamu C? 1 C®, 1) 3aMecTHTENb Y BTOPOrO aTOMa YIiIepo/a, CIIOCOOHBIH BHICTYIIATH
JIOHOPOM JJIEKTPOHOB U KOOPJUHHUPOBATH Ha ce0e aTOMbI METAJUIOB; €) HaJuuue ABYX
aTOMOB B TIEPBOM MOJIOKEHUH CIIOCOOHBIX OBITH JOHOPAMU JIEKTPOHOB.

B psagy 2-uMuHO(TMAPA30HO)IPOU3BOJIHBIX 4-OKCOOYT-2-€HOBBIX KHUCIOT OBUIN
HaWJICHBl  BEIIECTBa, OOJIAAIOIINE IPOTUBOBOCIAIMTEIIFHOW, aHTHUMHKPOOHOM,
AQHAJIBI€TUYECKOM, THUIIOTJIMKEMUYECKOM, IEelaTONpPOTEKTOPHON, LUTOTOKCUYECKON U

OpyruMH BuamMu aktuBHoCTH [84-90].
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C menp0 mMoOWCKAa OWOJOTHYECKH aKTUBHBIX BEIIECTB CpPEOU IMPOIYKTOB
peBpaIIcHHI IMHHO(YPAHOB B Ka4€CTBE HMMHHOKOMIIOHEHTHI B TPEThEM IOJIOKCHHUU
UCCIIEMYEMbIX COSAMHEHUN OBLIM WMCIOJBb30BaHBI aMHHOTHOGEHB ['eBaibma 110
HECKOJIbKMM TIpU4YMHAM. Bo-NepBBIX, CYIIECTBYeT OOJBINE THICSYH OPHUTHHATBHBIX
paboT u 6osee 700 MaTeHTOB, MO CUHTE3Y COCAMHEHUN COAEPKAIINX B CBOEH CTPYKTYpE
bparmenT amuHOoTHO(EeHa ['eBasba, Ha pa3IWYHBIE BUILI OHMOJOTHYECKOM
aktuBHOCTH[91-98]. Bo-BTOPHIX, IPOCTOTA U pa3HOOOpa3nue METOI0B MOIYUCHHS TaKUX
coequHeHui [92-105], a Takke JOCTYITHOCTD W JICHICBU3HA UCXOTHBIX COCITUHEHUHN IS
UX TodydeHus. B-TpeTbuX, HaJW4yue BO-BTOPOM TOJIOKEHUU OTHOCHUTEIBHO
aMUHOTPYMIIBI B THO(EHE TOMOJHATEIHLHOTO IIEHTPA I HYKJICODUILHON aTaKu MOYKET
NPUBOJNTh KaK K M3MEHEHHWIO HAINPABJICHHS PEaKIMH, TaK M K HEMOCPEICTBEHHOMY

Y4aCTHUIO ,Z[ElHHOfI I'PYIIIbI B JOIIOJIHUTCIIBHBIX ITPCBPAILICHUAX.

2. 1. CunTe3 ucX0AHBIX 3-THeHWINMUHO-3H-dypaH-2-0HOB

Kak BuaHO U3 muTepaTypHOro o63opa (cMm. myHKT 1. 1. ) K HAcTOAIIEMY BpEMECHH
pa3paboTaHO HECKOJIbKO MOAX0J0B K CHHTE3Yy 3-UMUHO(THUApPa30HO)-3H-(ypaH-2-0HOB,
OTIIMYAIOUIUXCS MEXAY CO0OW, Kak pas3MyHbIMH crocobamMu  MoauuKaiuu
dbypaHoBOro KoJjiblia (BBEICHHEM HMHUHO(TUAPA30HO)(DYHKIMHU), TaK U MOCTPOCHUEM
dbypaHa ¢ yKe BBEIECHHON B HEro MMHHO(THAPA3oHO)PYyHKIMEH B 3 monoxkeHnu. Ha
Hall B3MVIAJ HauOoJee YHUBEpPCAIbHBIM CHOCOO, TMO3BOJIAIONIMK  BapbUPOBATh
3aMECTHUTENIN B ISITOM IMOJIOKEHUU (PypaHOBOTO KOJIbIA M MPU UMHUHHOM aToOMe a30Ta,
3aKJII0YaeTCsl B LMKIM3AUMU 2-UMHHONPOU3BOAHBIX 2,4-THOKCOOYTaHOBBIX KHUCIIOT
(Cxema 2.1). B paccmarpreBaeMOM HaMH PETPOCHHTETHYECKOM IyTH HAOJIIOAaeTCs
BO3MOXXHOCTh €II€ Ha CTaJUd CHUHTE3a MCXOJHBIX BEIIECTB BBOJIUTH B MOJICKYILY
3aJlaHHbIE 3aMECTUTENId B IISATOM TOJIOKEHUU (DypaHOBOrO IMKJIA, HCHOJb3YS
pa3HOOOpa3HbIC METHIIKETOHBI B KOHAeHcauu KiisiizeHa.

BapbeupoBanue 3amectureneil mpu UMHUHO(DYHKIIMM TaKXKe JIETKO OCYIIECTBIISIETCS
HAa CTaJuu B3aUMOACHCTBHUS 2,4-TUOKCOOYTaHOBBIX KHCIOT C COEIUHEHUSIMHU,

COZIEpKAIlMMM AKTUBHYIO NEPBUYHYIO AMUHOIPYIILY, KOTOPBIX H3BECTHO OIPOMHOE
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KoiuuecTBo. Kak ciieqyer W3 BBEAEHUS KO BTOPOM TJ1aBe Mbl OTPAHUYMIUCH JIUIIIb
amuHoTHO(eHamu ['eBanibia. TeM He MeHee YHHUBEpPCATbHOCTh METO/a IMOCTPOCHUS
aMUHOTHO(EHOB pazpadoTaHHOTO ['€BabIOM OTKPHIBACT OOIIUPHBIE BO3MOKHOCTH TIO
UCIIOJIb30BAHUIO JIAHHOM pPEaKluu JIsi BCEBO3MOXKHBIX MOIupUKAUNA THOHEHOBOTO
3aMECTHUTEIIS.

Cxema 2.1

CnoxHospupHas koHaeHcanus Kisiizena

0]

0
R? R? R3 R N - R)J\Me
1
s AW e
R Rl O /O

S/ N H (C,H50C0),

N 5 - . Rl R2
R/&O R No W M —> x:ﬁo
1

©sT N, R3_CN

Cunre3 amuHoTHO(EHOB ['eBanbna
I[J'Iﬂ OCYHICCTBIICHUA HAaHHOI'O PpPCTPOCHHTCTHYCCKOIO IIYTH IIO C60pKe 3-
TI/IeHI/IJ'II/IMI/IHO(l)ypaHOHOB HaMH, II0 MU3BECTHBIM MCETOAUKAM, ObLIH IMOJIYYCHBI
3aMCIICHHBIC AlUJIIIMPOBHUHOIPAJHBIC KHCJIOTBI Za-p U pPa3INIHBIC aMI/IHOTI/I(l)eHBI

['eBanpaa Sa-k ucnonb3yeMble B JaJIbHEHUIIIEM KaK COCTMHEHUS ¢ aMHUHO( YHKITUEH.
2.1.1. Cunmes 2-zuopokcu-4-okcodoym-2-enoevlx Kuciom

Konnencanuen Knsitzena npu B3auMOJCHCTBUU AUATHIIOKCAIATA C 3aMEIICHHBIMU
METUJIKETOHAMH B MPUCYTCTBUM JABYXKPATHOTO KOJIMYECTBA METWJIaTa HATPUS B
METaHOJIC U TMOCIEAYIOMUM Pa3JIOKEHUEM MPOMEKYTOUHOU COJIM ObUTH MOJTYyYEeHBI 2-

THIPOKCHU-4-0KCcO0yT-2-eHOBBIC KHCIOTHI 2a-p (Cxema 2.2).

Cxema 2.2
0
0
Py 1) 2MeONa RMOH
+ (GHs0C0); ———F—
R® Me 2) H;0 0 H,o
la-p 2a-p

1,2: R=Ph(a), 4-MeC¢H4(6), 4-MeOCH,(B), 2,4-(MeO),CcH;(r), 4-BrCH (1), 3-CIC4H (), 4-CIC¢H4(k), 4-EtOCH4(3),
4-FC¢Hy(m), 4-1CcHy(x), 4-NO,CgHy (1), 2-HadTiin(m), 2-dypun(n), S-metundypan-2-ui(o), 2-tueHun(m), ctupui(p).
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Kucnorer 2 mo cBoum CIICKTpAJIbHBIM H (I)I/IBI/IKO-XI/IMI/I‘ICCKI/IM XapaKTCPHUCTUKAM

COOTBETCTBYIOT IOJIy4eHHBIM panee[106-110].
2.1.2. Cunmes 3ameuwiennvix 2-amunomuogenos I'esanvoa

Jns  nmanpHeWmiero cuHTe3a 3-TUCHWIMMUHO-3H-bypaH-2-0HOB HamMu  ObLI
NOJIy4eH psAJ 2-aMUHOTHO(PEHOB Sa-K, B OJHOPEAKTOPHOM METOJ€ CHHTE3a I10

['eBanpay (Cxema 2.3).

Cxema 2.3
R'._O < o R! R?
, MopdouH
2 - =
Rf + RLCN stanon, 60 °C /m\
RN~ ~NH,
3a-3 4a-B 5a-k

3: R+R!=(CH,)4(a), R, R'=Me(6), R+R'=(CH,);(B), R=Me, R'=Ph(r), R=Ph, R'=Me(x), R=H, R'=Ph(e), R=Bz, R!=Ph(:x),
R, R'=Ph(3).

4: R?=COOEt(a), CONH,(6), CN(B).

5: R>=COOEt, R+R'=(CH,),(a), R, R'=Me(6), R+R'=(CH,);(8), R=Me, R'=Ph(r), R=Ph, R'=Me(n), R=H, R'=Ph(e), R=Bz,
R'=Ph(x), R, R'=Ph(3); R>=CONH,, R+R'=(CH,),(n); R?>=CN, R+R'=(CH,) (k).

AMHUHOTHOQEHBI S5 TI0 CBOUM CHEKTPAIBHBIM M (PU3UKO-XUMUYECKUM

XapaKTePUCTHKaM COOTBETCTBYIOT MOJTydeHHbIM paHee[111-115].
2.1.3. Cunmes 3amenuieHHbIX 4-0KCO-2-MUECHUNIAMUHOOYM -2-€HOBBIX KUC/IOM

[Tpu n3ydeHnn B3aMMOJEHCTBUS 2-THAPOKCH-4-0KCOOYT-2-€HOBBIX KHCIIOT 2a-p ¢
3aMeleHHbIMU 2-amuHoTHO(PeHamu ['eBanbna Sa-k B aTanone npu 80 °C Hamu ObLIH
MOJYYCHHBI 4-0KCO-2-THECHUIIAMHUHOOYT-2-¢HOBBIe KHCIIOTh 6a-ac[116]. Onxnako B
cilly4ae B3aUMOJACUCTBHUSI C 2-aMHUHOTHO(MEHOM SK, KOTOPBIM COAEPNKUT HUTPUIBHYIO
rpynny B 3 TOJOXKEHWHM TETEPOIMKIA B AHAJIOTHYHBIX YCIOBHSX OBUIM BBIJACICHBI
TOJIBKO cOOTBeTCTBYIOMKE N-THEHUT amuabl 4-apuii-2-ruipokcu-4-okcoOyT-2-€HOBBIX
kucaor  7a-B[117]. BBemenme B peaknMiO — KaTaJUTHYECKHX  KOJIUYECTB
TPUPTOPYKCYCHOM KUCIOTHI U 3aMEHA PACTBOPUTENS HA TOIYOJI MO3BOJIMIIO C BHICOKUM
BBIXOJIOM TMOJYYUTh HEOOXOUMBIE 4-0KCO-2-TUCHIIAMUHOOYT-2-€HOBBIE KUCIIOTHI 6aT-

ad (Cxema 2.4).



2a-p Sa-k 6a-ad 7a-B
2: R=Ph(a), 4-MeCgH,(6), 4-MeOC¢H,(B), 2,4-(Me0),CgH,(r), 4-BrCqH, (1), 3-CICgH,(e), 4-CICH (), 4-EtOCGH,(3),
4-FC¢Hy(m), 4-ICcHy(x), 4-NO,CHy(a1), 2-Hadtun(m), 2-dypun(n), 5S-merundypan-2-nn(o), 2-rueHuwn(m), CTupui(p).
5: R’*=COOEt, R'+R?=(CH,),(a), R!, R>=Me(6), R'+R?=(CH,);(8), R'=Me, R>=Ph(r), R'=Ph, R>=Me(n), R'=H, R?=Ph(e),
R'=Bz, R?=Ph(k), R!, R>=Ph(3); R3=CONH,, R!+R?=(CH,),(u); R3=CN, R'+R?=(CH,),(k).
6: R*=COOEt, R'+R?=(CH,), R=Ph(a), 4-MeC4H,(6), 4-MeOC¢H,(8), 2,4-(MeO),CsH;(r), 4-BrC¢H,(n), 3-CICH,(e),
4-CIC4H4(x), 4-EtOC4H,4(3), 4-FCcHy(m), 4-ICgHy(x), 2-HadTun(), 2-dpypun(m), S-mermndypan-2-wi(H), 2-tueHui(o),
ctupui(m); R!, R=Me, R=Ph(p), 4-MeCgHy(c), 4-MeOCgHy(T), 4,2-(MeO),CgH;(y), 4-BrCcHu (), 3-CICcH,(x), 4-CICcH 4 (),
4-1C¢Hy (1), 4-NO,CgH,(m), 2-dpypuin (), 2-TueHumn(sbl); R1+R2=(CH2)3, R=Ph(3), 4-MeC¢H,(10), 4-MeOC¢H,(s1); R!=Me,
R?=Ph, R=4-MeC¢H,(aa), 4-MeOC¢H,(a6), R'=Ph, R?=Me, R=4-MeC4H(aB), 4-MeOC¢H,(ar); R'=H, R?>=Ph, R=Ph(an),
4-MeCgHy(ae), 4-MeOC ¢H (aw), 4-CICqH,(a3), 4-BrC¢H,(am), 4-ICgH,(ak), 2-tnennn(an); R'=Bz, R>=Ph,
R=4-MeOC4H,(am); R!, R?*=Ph, R=Ph(an); R><CONH,, R'+R?=(CH,), R=Ph(ao), 4-MeC¢H,(an), 4-MecOC4H,(ap),
4-CIC¢Hy(ac); R*=CN, R'+R?=(CH,), R=Ph(ar), 4-MeOC4H,(ay), 4-CICsH,(ad).
7: R*=CN, R'+R?=(CH,), R=Ph(a), 4-MeOC¢H,(6), 4-CIOC¢H,(B).

Coenunenunst 6a-ad KpacHble KpHUCTAJUIMUYECKUE BEIIECTBA, ITOJYYEHHBIE C
BbIXoJ1aMu 48-99 %, xoporto pactBopumsie B xsiopodopme, [IMCO, npu HarpeBanuu B
TOJIyOJI€, allETOHUTPHUIIE, STAHOJIE U HE PACTBOPUMBIE B BOJE U AIIKAHAX.

B UK cnekTpax KUCIOT 6a-aH MPUCYTCTBYET YIIUPEHHAsS IMOJIOCA MOTJIOMICHUS B

-1

obmactu 3369-3465 cM~ xapakTepHas JJISI aMUHOTPYINNbl THO(EHa, ToJioca
-1 o
norJoieHus B odnactu 1668-1732 cMm™ xapakTtepHas AJjig KapOOHUIIA CIOKHOI(PUPHON
rpynnel. Kucnotel 6ao-ac xapakTepu3yIOTCS YIIMPEHHOW TOJIOCOM TOTJIOMICHUS B
-1 ) o
obomactu 3344-3400 cM~ XxapakTepHOW MJii aMUHOTPYIIB THOEHA, TOI0COM
MOTJIONICHNs KapOOHMIA aMUAHON rpymmbl B obmactu 1634-1661 oM™ Jms UK
CIIEKTPOB KUCJIOT 6aT-ad xapaKTepHO HAJIMYKE MOJIOCHI TTOTJIOMICHUS aMUTHON TPYIIIbI

-1 o -1

B obsiactu 3188-3196 cM ™ 1 HUTPUIILHOM TpynMbl B o0nactu 2214-2217 cm™.

1

[To nanubiM criektpoB SIMP "H B8 DMSOgys 1 CDClI; kucnotsr 6a-agy cyiiecTByroT
B pactBopax B (opme Z-uzomepa. Kuciorel 6a-ac XapakTepu3yrTCs HaJIUYHUEM
cunriera npotoHa NH-rpynner npu 12.04-12.88 wm.a., BoBieueHHoro B BBC,
cunriierom nporoHa CH-rpymmer mpu 6.28-7.34 wm.a.[116, 118]. Kucnortsl 6ar-ad
XapakTepu3yrTcs HaauyueM cuHrieta npotoHa NH-rpymmer nmpu 9.09-12.18 m.a. u

cunriierom nporona CH-rpynnel npu 6.44-6.89 m.x.
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Cnektpsl AMP Bc OYTEHOBBIX KHCJIOT 6a,B,:K,I,11,ay,a() 3arrcaHHbIe B paCTBOPE
CDCl;, xapakTepusyioTcsi HanmuueMm curaana yriepoga C' mpu 186.2-189.6 Mm.x.,
curaanoM yruepona C' mpu 160.9-164.3 m.j., curnanom yriaepona C? mpu 131.3-134.8
M.JI. U CUHTHAJIOM BUHHWJIBHOTO YIJIEPOJa C3 nipu 96.2-100.6 m. 1.

Crpykrypa coenuHeHus 6:k moarsepxaeHa metooM PCA (Pucynok 2.4).

Pucynok 2.4 Coenunenue 6: B TETUIOBBIX duunconax 5S0% BeposSTHOCTH.

Coenunenne 70 momydeHo BrepBeie. CoeauHeHus 7a,B OBUIM  OIKMCAHBI
panee[119].

M3BecTHO, 4YTO peakIus B3aUMOJCHCTBUS 2,4-TUOKCOOYTAHOBBIX KHCIOT C
aMUHAMU  TPOTEKaeT Yepe3  JBYXCTAJAUWHBIA  MEXaHW3M C  00pa3oBaHHEM
MIPOMEKYTOYHOTO TETPASIPUICCKOTO MHTEPMEIUaTa ¢ JIMMHUTHPYIONIEH CTaauei aTaku
aMUHOM Ha aToM yriepoaa C’ eHomusoBanHOH (opmsl kucioThi[120-122]. CropocTh
peaKkiuy ¥ TIEPEXOHOE COCTOSIHUE JJIS IMMUTHUPYIOIICH CTaAui BO MHOTOM 3aBUCHUT OT
pPacTBOPHUTEINSI W HAJIWMYMs KUCIOTHO-OCHOBHBIX KaTajau3aTopoB. Tak, B alpOTOHHHBIX
HETOJISIPHBIX PACTBOPUTEISX HECIOCOOHBIX K CHEM(PUISCKON COIbBATAIlUN, PEAKITUS

MMPOUCXOAUT YCPE3 MUKINICCKOC IMMEPEXOJHOC COCTOSAHUC, XapaAKTCPUIYIOIICEC HU3KOHU
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noJsipHOCThI0 (PUCYHOK 2.5), B KOTOpOM pealin3yeTcss BHYTPUMOJICKY/ISPHBIA KaTaiu3

KapOOHMIIBLHOM Tpymmoi cyoctpara IIC1 [120, 121].

Pucynok 2.5
B TO e Bpems KaTaimM3 peaknuu KapOOHOBBIMH KHCJIOTAMU YBEITUYHBACT
CKOpOCTh Ha 6-8 MOPSAAKOB, YTO CPaBHUMO ¢ (pepMEHTATHBHBIM KaTanu3zom[123, 124].
KapO6oHOBBIC KHCITOTHI B JAHHOM CITydae BBICTYMAIOT B KauecTBe OM(YHKIIMOHATHLHOTO
KaTaJn3aropa v JUMUATUpYIoIas ctaaus nporekaet uyepes [IC2 (PucyHok 2.6).

— R_i

Pucynok 2.6

MexaHn3M peakuuu B MPOTOHHBIX MOJISIPHBIX PACTBOPUTENSAX HE TaK OUYEBUJICH U
3aBHCUT KakK OT CTPYKTYphl CyOCTpara, Tak W OT MPHUPOABI PACTBOPUTENS TIO
HeckoabKkuM TtpuurHaM[125]. Bo-niepBbiX, 2,4-1MO0KCOOYTaHOBBIC KHUCIOTHI SBISIOTCS
CWIBHBIMU KHcioTamu, ux PKa[l24] mpeBblIaloT TaKOBYH y YKCYCHOH KHCJIOTBHI U
peaKkiysl MOXET MPOTEKaTh C MOHU3UPOBAHHOUN (HOPMOI KHCIIOTHI, T/I€ KapOOKCHIbHBIN
AHHOH OYIET CYIIECCTBEHHO CHIDKATh 3(h(heKTHUBHBI 3apsia Ha atome C°. Bo-BTOPBIX,
no0aBleHHEe KapOOHOBBIX KHCIIOT HE3HAUYWUTEIHHO H3MEHSET CKOPOCTh DPEaKINH, B
OTJIMYKE OT peakUuil B TOJIyOJe WIH peakuu 3(upoB 2,4-110KCOOYTaHOBBIX KUCIOT C
amuHaMu[126-129]. B-TpeThHX, CKOpOCTh pPEaKIWU CYIIECTBEHHO CHIXKAETCS MpH

HCIIOJIb30BaHHUH C-)JICKTpOHO,Z[eq)I/IHI/ITHBIX AMHHOB. B-‘leTBepTBIX, JII/IMI/ITI/IPYIOIH€I>’I
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CTaHHCﬁ B OOJIBIITMHCTBE CIy4dacB sBJICTCA JIMMHHHUPOBAHHUC M3 TCTPAdIAPHYCCKOIO

HHTCpMCIHNAaTa MOJICKYJIbI BOJBI. B cBs3u ¢ BhIIECKa3aHHBIM MOKHO IMPCAIIOJIOKHUTD,

YTO pa3HOE HAINPABJICHHE PEAKIMM aMHHOTHO(EHA SK ¢ KUCIOTaMH B Pa3IMYHBIX

YCIOBHAX BbI3BAHO MMOHMKEHHOU HYKJ]GO(l)I/IJIBHOCTLI-O AMHHOT'PYIIIIbI U3-3a BBCACHUS B

MOJIEKYJTy THO(EHa >3JIECKTPOHOAKIENTOPHOTO 3aMECTUTENs, TakXKe B OTIWYHH OT

HUTPUIIBHOW TPYNIbl aMUJHAs M CIOXKHOX(UpPHAsA Tpylma, MO-BUIUMOMY, CHOCOOHBI

crabmim3upoBath nepexoanoe coctosaue IC3 (Pucynok 2.7) 3a cueT oOpa3oBaHHS

mectuwieaHaorn BBC.

IIC3

Pucynok 2.7

O6pa30BaHI/IC K€ aMHUJ0B KHUCJIOT B CIy4YaC HUTPUIIBHOI'O 3aMCECTUTCIII MOKHO

OOBSICHUTH I[OHOJIHHTCJ]BHOﬁ BO3MOXHOCTBIO HHTpPIJ'IBHOﬁ TPYIIIbI CIIOCOOCTBOBATH

SIMMHUHUPOBAHUIO TUAPOKCUIIBHOM IPYNITbI U3 TETPAIAPUUECKOT0 MHTEPMEANATA TTOCTIE

araku Ha kapOokcuiabHyto Tpymny [1C4 (Pucynok 2.8).

nc4

Pucynok 2.8

Panee cmocoOHOCTH 2,4-AMKETOKHCIOT BBICTYNATh B KayecBTE alMIUPYIOIIMX

areHToB OpLIa  OMNMCaHa

JTMOKCOTEKCAHOBBIX KHUCIIOT ¢ apui- u retapuiamutamu [130].

Ha

[IpUMEPE  B3aUMOJECUCTBUSA

5,5-mumeTni-2,4-
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C muenpio BBeACHHS alM(DATHUECKOTO 3aMECTUTENSI B IATOC IOJIOKCHHE
dbypaHOBOTO [HKJIa OBLIO H3y4eHO B3aUMOJIEICTBUE 5,5-mumeTni-2,4-
JTMOKCOTCKCAaHOBOW KHCIOTH 8 ¢ amuHOTHO(DEeHOM 5a (Cxema 2.5).

Cxema 2.5

OEt
=
(0]
i OEt E 1 S { ©
-B D —
‘ u\[(N)kOH +

0
OEt
a

T S NH O —=~— N-H

“H HO N —

0 -0 ¢~ NH, 20 Nt-Bu Hoﬂ

0 o” 0

A B

t-Bu
9

JlaHHAsT peakius MpoTeKaeT 1o atoMy C KHUCIOTHI 8, IPUBO/S K COCAMHEHHUIO 9,
KOTOPOE CyIIECTBYeT 1o AaHHbM crextpa SIMP 'H B pactsope CDCl; B mByx hopmax
A u b, a B kpucraumueckoM coctosHuu 1o gaHHeiM PCA u cnektpa MK B
nukinyeckon dopme b 3-amuHO-5-THApOKCH-S-(TpeT-0yTHIT)-2,5-1uruapodypan-2-
oHa. Panee kompuatbie (pOpPMBI AT TMPOAYKTOB PEAKIIMHM KHUCIOTHI 8 ¢ apujaMUHAMH
yKe puKcupoBasuch B padote[131].

Coenunenne 9 xenroe KPUCTAIMUECKOE BEIIECTBO, MOIYYCHHOE C BBIXOJO0M 94
%, xopomio pactBopuMoe B xiopodopme, JMCO, npu HarpeBaHuu B TOIYOJE,
allETOHUTPUJIE, 3TAHOJIE U HE PACTBOPHUMOE B BOJIE U AJIKAHAX.

B UK cnektpe coenuHeHust 9 MpUCYTCTBYET YUIMPEHHAs TOJ0Ca TOTJIOMICHUS B
o6nactu 3417 cM™, xapakTepHas [isi aMHHOTPYIIIB THO(EHA, MMOI0CA TOTIOUICHUS B
oOnactu 1756 CM'l, XapakTepHasl JJIsl JIJAKTOHHOTO KapOOHUJIa U I0Joca MOTJIOMICHUS B
o6nactu 1672 cm™, xapakTepHast 1 KapOOHHIIA CIOKHOIMDUPHOI FPYIITIB.

Crextp SIMP 'H B CDCl; coennmennst 9 B GopMe A XapakTepH3yIOTCsS HATHIACM
cunriera npotoHa NH-rpynner mpu 11.93 wm.a., Boieuennoit B BBC, cunrierom
nporona CH-rpynmet ipu 6.71 m.1, B hopme b cunrier nporona NH-rpymmbsr cmemniexn
B 00J1aCTh CHUJILHBIX MOJIEH BCieacTBue ocnadnenus npounoctd BBC u Haxoautcs mpu
10.24 m.n., a cunarner nporona CH-rpynmsl ripu 6.26 m.1.

Ctpyktypa coenunennii 9 moarsepkaena merogom PCA (Pucynok 2.9).
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Pucynok 2.9 Coeounenue 9 6 mennoswix annuncouoax 50% eeposmnocmu.

2.1.4. Cunmes  (E)-3-muenunumuno-3H-gpypan-2-onoe  enympumonexynapnoi
uyukKauzauuell  3ameuieHHovlx  4-(zem)apun-4-oKco-2-mueHunamunooym-2-eHoeblx

Kucjiaom

BHyTpuMonekysipHas ~— OUKIM3AUs  3aMenieHHbIX  4-(reT)apui-4-okco-2-
THCHWIAMHUHOOYT-2-€HOBBIX KHCIIOT 6a-1,2K-u,0,p-T,I1,3,aa,a0,ar,am,a0-adp mporekaet
pu MeJsieHHOM HarpeBanuu 10 140 °C B yKCyCHOM MJIM TPOITMOHOBOM aHTUAPHUJIE TIPH

nepememmBanun B Teuenue 20-60 mun. [118] (Cxema 2.6).
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Cxema 2.6
Rl R2 Rl
R
7\ | = )R
RTNg7TN o (AIkCO),0 S
—_—
V -2AlkCOOH N
i A
(HeDAr™ Xy H (HeAr™ N~ =0
6a-1,2k-1,0,p-T,11,9,aa,
10a-1x

ab,an,au,a0-ad

6: R?=COOE, R+R'=(CH,), (Het)Ar=Ph(a), 4-MeC¢H,(6), 4-MeOC¢H,(B), 2,4-(Me0),CgHs(r), 4-BrCsH,(n), 4-CICH, (%),
4-EtOC4H,(3), 4-FC¢H,(m), 2-tuennn(o); R, R'=Me, (Het)Ar=Ph(p), 4-MeC¢Hy(c), 4-MeOCgH,(T), 4-CIC4H,(1); R+R'=(CH,);
(Het)Ar=Ph(3); R=Me, R!=Ph, (Het)Ar=4-MeC4H,(aa), 4-MeOC4H4(a6); R=Ph, R'=Me,

(Het)Ar=4-MeOC¢H,(ar); R=H, R'=Ph, 4-BrC¢H,(an); R?=CONH,, R+R'=(CH,), (Het)Ar=Ph(ao), 4-MeC4H,(an),
4-MeOC¢H,(ap), 4-CIC4H,(ac); R?>=CN, R+R!=(CH,), (Het)Ar=Ph(ar), 4-MeOC¢H,(ay), 4-CICsH,(ad).

10: R?=COOEt, R+R'=(CH,), (Het)Ar=Ph(a), 4-MeC¢H,(6), 4-MeOC¢H,(B), 2,4-(MeO),CgHs(r), 4-BrCsH,(n), 4-CICH,(e),
4-EtOC¢H, (), 4-FCH,(3), 2-tnennn(u); R, R'=Me, (Het)Ar=Ph(k), 4-MeC¢H, (1), 4-MeOCH (M), 4-CICH,(n);
R+R'=(CH,);, (Het)Ar=Ph(0); R=Me, R'=Ph, (Het)Ar=4-MeC4H (1), 4-MeOC¢H,(p); R=Ph, R'=Me, (Het)Ar=4-MeOC¢H,(¢);
R=H, R'=Ph, (Het)Ar=4-BrC¢H,(1); R>=CONH,, R+R'=(CH,), (Het)Ar=Ph(y), 4-MeC¢H,(¢h), 4-MeOC4H,(x), 4-CIC(H,(m);
R?=CN, R+R'=(CH,), (Het)Ar=Ph(u), 4-MeOC¢H,(m), 4-C1C¢H,4(m).

Coeaunenust 10a-my KpUCTAIUIMYECKUE BEIIECTBA OT KPACHOrO 10 (PHOJIETOBOTO
1[B€Ta, MOJIydeHHbIE C BbIxogamu 42-98 %, Xopolio pacTBOopuMbIE B XJIOpodopme,
JAMCO, nipu HarpeBaHu# B TOJIYOJIE, STAHOJIE U HEPACTBOPUMBIE B BOJIE M aJIKaHAaX.

B UK cnekrpax ¢pypanoHoB 10a-my mpucyTCTBYET MOJI0CA MOTJIOLIEHUS B 00J1acTh
1785-1812 cm™, xapakTepHas Aisi BAICHTHBIX KOJNCGAHMI JIAKTOHHOTO KapGOHMIA
dypaHOBOro IMKIA. A TaKXKe [OJOCAa MOMJIOMICHHsT B obmactu 2211-2217 cm™,
XapakTepHasi il HUTpUIbHOW Tpynmnbl coeauHeHus 10u-mr. [Tosocel mormomieHust B
obmactu 1694-1721 cm™, xapakTepHas Ui BAJICHTHBIX KoleOaHmil KapOOHMIA
croxaoodupHON rpymmsr 10a-T u B obmactu 1658-1669 cm™”’, xapaxrtepHas mis
BAJICHTHBIX KOJieOaHU kapOoHMIIa amMmuaHoU rpynmsl 10y-1.

B cnekrpax AMP 'H coenunennit 10a-ux B pactBope DMSOy umu CDCl;
OTCYTCTBYIOT CUTHaJIbl IPOTOHA aMUHOTPYIIIIBI, XapaKTEPHOU JJIsI COSAUHEHUN 6a-/1,K-
,0,p-T,11,3,22,a0,ar,an,a0-a), a cunrrer BuHmIbHOro mporona C'H rerepormkia
HaOIr01aeTCsA B 00J1aCTH CJIa0BIX MOJIEH.

Crexrpsr SIMP *C ¢ypanonos 10a,B,e,u-H,9 3armcanssie B pactBope DMSOgs
nmn CDCl; xapakTepusyioTcs HanndueM curuama yriaepoga C2 mpu 162.0-167.6 m.x.,

curaanoM yriuepona C mpu 160.6-163.6 m.11., curnanom yriaepoxa C° npu 146.0-149.7
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4
M.JI. 1 curHaiom yriepoaa C' npu 96.4-98.8 m.a. Takxke B cHeKTpax OTCYTCTBYIOT
4_
curdasibl C'=0, xapaKkTepHbIE JJI UCXOJIHbIX OYTEHOBBIX KUCIOT 6.

Crpykrypa coenunenus 10m moareepxaena metoioMm PCA (Pucynok 2.10).

Pucynok 2.10 Coeounenue 10m 6 mennoswix snnuncoudax 50% eeposmuocmu.

2. 2. XuMn4yeckue cBoicTBa 3-TueHWINMUHO-3H-pypan-2-oHoB

Cucremarnueckoe HU3y4YeHHE PEAKIMOHHOW CHOCOOHOCTH 3-THEHUIMMHUHO-3H-
bypaH-2-0HOB 1IeiecO00pa3HO ObUIO HayaTh C HW3YYCHHUS B3aUMOJICUCTBUS C
MoHOHYKJIeopuaamu. Kak crneayeT w3 IuTepaTypHOTO 0030pa, MaHHBIM THUI peaKIui
s 3-umuHo-3H-(ypaH-2-0HOB paHee ObLT U3ydeH B psaae padoT (cm. myHKT 1. 2. ), Ha
NpUMEpe 3aMEIICHHBIX 3-apWIMMUHO- ¥ 3-(4-anTUnupuin)uMuHo-3H-(ypaH-2-0HOB.
Opnnako BBeneHue TnodeHa B UMHHO(PYHIIUIO hypaHa MOXKET C BHICOKOM BEPOSTHOCTHIO

HN3MCHHUTDH BO3BMOJKHBIC ITYTH HAITPABJIICHHA PCAKIINH.
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2.2.1. I'uoponus 3-muenunumuno-3H-gpypan-2-ona

3-Tuennnumuno-3H-dypaH-2-oHbl HE YCTOHWYEBBHI Ha BO3JyXE U PEarupyroT ¢
BJIAroil ¢ packpeiTeM (ypaHOBOTO IIUKJIA U 00pa30BaHUEM HCXOAHBIX KUCIOT. C 3TOM
1EeIbI0 HaMU OBbUT M3y4Y€H TUIPOIU3 3-THUeHUITUMUHO-3H-pypaH-2-0HOB Ha mpuMepe
coenuHeHns 10a. YcTaHOBIEHO, 4TO NpHU KunsueHun (ypaHona 10a B BoJHOM

JMOKCaHE PeaKIUs MPOTEKaeT ¢ 00pa30BaHUEM COOTBETCTBYIOMIEH KUCIOTH 6a (Cxema

2.7).

Cxema 2.7
OFt EtO
= 0
/
S 0 /' \\ H
+
N H,0 "N
e /
Ph™ Ny~ =0 o 0
10a 6a o H

Kucnora 6a siBnsieTcs: € IMHCTBEHHBIM IPOYKTOM ruapoiusa pypanona 10a.

2.2.2. Bzaumooeiicmeue 3-muenunumuno-3H-gpypan-2-onoe ¢ nepeuunvimu u

6MOPpUUHbBIMU CrRUpmMAMU

3-Tuenunumuno-3H-dypaH-2-0HbI JIETKO MEPEKPUCTATUIM3OBBIBAIOTCA U3 CIHPTA,
HE BCTymasi ¢ HUM B peakuuto. OIHAKO MpH A00aBICHUN KAaTATUTUYECKUX KOJIUYECTB
TpUATHWIIaMUHA  3-THeHWIMMHHO-3H-bypan-2-oubl  100,B,M,p-11 ¢ JErKOCTHIO
pearupyroT ¢ MEepBUYHBIMU W BTOPUYHBIMU CIIUPTAMH B CpPElleé COOTBETCTBYIOIIETO
cnupTra ¢ OOpa30BaHUEM AQJIKWIOBBIX 3(pUPOB 4-apui-4-okco-2-TUEHUIaMUHOOYT-2-

eHoBbIX KucioT 11a-T [132] (Cxema 2.8).
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Cxema 2.8
R]
R Rl Rl R2
= 2 RZ
)R I\
S r— | R NH
R30H N 0
/N S NH lO + y
Et;N ;
/& ©o I N Ar OR’
Ar O O Ar O
106,B,M,(p-1x A 11a-1 b

10: R?=COOE, R+R'=(CH,),, Ar=4-MeCgH,(6), 4-MeOC¢H,(B); R, R'=Me, Ar=4-MeOC¢H,(m); R*=CONH,, R+R'=(CH,),,
Ar=4-MeC¢H,(¢h), 4-MeOC¢H,(x), 4-CICH,(u).

11: R?=COOE, R+R'=(CH,),, Ar=4-MeCH, R*=Me(a), Pr(6), i-Pr(8); Ar=4-MeOC¢H, R3=Me(r), Et(n), Pr(e); Ar=4-
CIC¢H, R*=Me(x), Et(3); R, R'=Me, Ar=4-MeOC4H, R’=Me(n); R?=CONH,, R+R'=(CH,), Ar=4-MeCgH, R*=Pr(x);
Ar=4-MeOC¢H, R3=Me(a), Et(m), Pr(n), i-Pr(0); Ar=4-CIC¢H, R3=Me(m), Et(p), Pr(c), i-Pr(r).

Coenunenust 1la-T >KenTble WIM OpPAHXKEBbIE KPUCTAIMYECKUE BEIIECTBA,
noytyueHHsle ¢ BbixogaMu 50-92 %, xopouo pactBopumsie B xiaopopopme, JIMCO, npu
HarpeBaHUM B TOJYOJIE, AllETOHUTPIIIE, TAHOJIC M HEPACTBOPHUMEIEC B BOJIC U aJTKaHAX.

B UK cnekrpax 3¢upos 11a-T nIpUCYTCTBYET yIIMPEHHAs MOJIOCA MOTJIOMICHUS B
obmactu 3287-3406 cm, xapakTepHas IS aMHHOTPYIIbl THO(EHA, YIIHMPEHHES
CUTHAJIa aMUHOTPYMIBI MOXKET CBHJIETEILCTBOBATH O BO3MOXKHOM €€ BOBJICYCHHUH B
BBC. B xkap6onunbHO#l o6siacté crnekTpoB 3¢upoB 1la-T mpucyTcTByeT TmoJsioca
rnorjionieHus B oOnactu 1724-1766 CM_l, XapakTepHasi Uil BaJCHTHBIX KoJjeOaHUU
xapGonmna C.

Hamu uzydensl cnexktpsl AMP 'H coenunenmii 11a-T B pactBope DMSOys nmm
CDCl;. ®opma A xapakTepu3yeTcsi YIIHPEHHBIM CHHIJIETOM poToHa NH-rpymms! mpu
11.75-12.86 m.n. BoBieuernHoro B BBC u cunrinerom nporona CH-rpymnmer npu 6.39-
6.62 m.1., a popma b xapakrepusyercs cunrieroM nporoHa NH-rpynmsr npu 10.04-
10.26 u cunrierom npotona CH-rpymmsl npu 6.24-6.58 m.1.[132].

Cnektpsr SAMP Bc a¢upoB OYTEHOBBIX KUCIOT 1la-kK,K,0-C, 3alKCaHHBIC B
pactBope DMSOgs nimn CDCls, xapakTepu3yioTest HammaneM curaaia yriepoga C* mpu
186.8-189.7 Mm.x., curmamom yriaepoma C' mpum 163.0-165.8 M.1. u cHrHAmTOM
BUHUJIBHOTO YTJIEpOJIa c? mpu 95.0-99.1 m.x.

Crpyktypa coenunerus 11B noareepxaena merogom PCA (Pucynok 2.11).
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Pucynok 2.11 Coeounenue 116 6 mennoguix snnuncoudax 50% eeposmuocmu.

2.2.3. Bzaumooeiicmeue  3-muenunumuno-3H-pypan-2-onoé ¢  nepsuunvimu

amunamu

BzaumopeiictBueM 3-tuenunumuno-3H-dypan-2-onos 10a,B,e,Xx ¢ ankui-, apui-
U TeTapwiaMHHAMH B Cpeie MHEPTHOTO allPOTOHHOTO PACTBOPUTEINS OBLIU IMOTYYCHBI

cooTBeTcTBYIOmMEe N-3aMerieHHbIe aMuIbl OyTeHOBBIX kucioT 12a-1[133] (Cxema 2.9).

Cxema 2.9
R R

= =
N — NH

e o
Ar o (e} Ar I}I O

1

B R
10a,B,e,x A 12a-a 13a-r

10: R=0OEt, Ar=Ph(a), 4-MeOC4H,(B), 4-CICcH,(e); R=NH,, 4-MeOCsH,(x).

12: R=0OEt, Ar=Ph, R'=Et(a), Bn(6), Cy(B), Ad(r), Ph(n), 4-auTunupui(e); Ar=4-MeOCgHy, R'=Cy(x), Ad(3); Ar=4-CIC¢Hy,
R!=Cy(n); R=NH,, Ar=4-MeOC¢H,, R'=Bn(k), 4-BrC¢H, ().

13:R=0Et, Ar=Ph, R'=Bn(a), Ph(6), 4-antunmpun(B), 5-6pommupuMugua-2-mi(r).
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B pesynbrare HM3y4yE€HHOTO B3aMMOJACHCTBUSI ObUIO YCTaHOBJIEHO, YTO aTaka
aMUHOTPYIIBI HAIMlpaBjeHa Ha aTOM YTJepoJia JaKTOHHOro KapOoHuna coenuuenus 10
¥ IPUBOJUT K MPOIYKTaM JACUUKIN3aud pypanoBoro mukia. CioxHodhupHas rpymnmna
B YCIIOBHUSIX MPOBEACHUS PEAKIUH HE Y4YaCTBYET BO B3aMMOJEWCTBUHM C aMUHAMH.
Coeaunenust 12a-ja npeacTaBisioT cOOOM KPUCTAUIMYECKHE BELIECTBA OPAaH)KEBOI'O
WIM >KENTOrO IBeTa MoilyueHHble ¢ BbIxogamu 49-97 %, xopomio pacTBOpUMBIC B
xsopoopme, JIMCO, npu HarpeBaHuM B TOJIyOJie, AllETOHUTPUIIE, JTAHOJIE U HE
pacTBOPHUMBIE B BOJE U aJIKaHAX.

Hamu wusydensr cnektper AMP '"H coenunenwmii 12a-1 B JIIMCOg¢ u CDCls.
YcraHnoBieHo, yTo coequHenus 12a-r,x-J B pactBopax JJMCOgys cymiecTByroT B hopme
A ¥ XapakTepu3yIOTCA CHHIJIETOM NpoTOoHa rpymnnsl NH, BOBI€UYEHHON B IMPOYHYIO
BHYTPUMOJIEKYJSIPHYIO BogopoaHyto cBa3b BBC, mpu 12.38-13.27 wm.a., curHamamu
nporoHa rpynnsl NHCO npu 8.13-11.17 m.a. u cuntrierom npotona rpynnsl CH npu
6.12-6.37 m.A.

B pactBopax CDCl; coenunenus 12a-r Haxoastcs B nByx ¢opmax A u b.
Hannune nByx (opm B pacTBopax IEeWTEpUPOBAHHOrO XJIOpodopMa, MO-BUAUMOMY,
CBSI3aHO C OOJIbIIeN TEePMOAMHAMUYECKON CTaOUIIBHOCTHIO BCIIEICTBUE HECKOJBKUX
BBC ¢opmbl B, koTtopsie paspymatoTcst noj aeiicteuem oomnee noispHoro JIMCOgs u
BBIMTPBIII B SHEPTUHU CTAHOBUTCS MPE00IaatouM sl COIbBAaTUPOBAaHHON GopMbl b.
Panee Ha mnpumepe mNpoW3BOAHBIX  4-apui-4-0KCO-2-apuUIaMHUHOOYT-2-€HOBBIX
kuciot[20, 84, 131, 134, 135], ObuTO MPOAEMOHCTPUPOBAHO HaIWYKE ABYX (hopMm Z- U
E- naxonsamuxcs B pactBope JIMCOgys 1 HATMUHE TPEUMYIIECTBEHHO TOJBKO POpMBI Z-
B pactBope xyopodopma 3a cuer Oosbiiel crabunuzamuu 6-uieHHoir BBC Bomopona
AMHMHOTPYIIIBl BO BTOPOM MOJNOXKEHHH M KapOoHMmbHOH rpymmsl C'=0. dopma A
XapakTepu3yeTcsi cUHriieToM npotoHa rpynmnsl NH, BoBieuenHoil B mpounyo BBC,
npu 13.14-13.38 m.a., cunrnerom npotona rpynnsl CH nipu 6.17-7.11 m.a. u curnanom
npotona rpynnsl NHCO npu 5.91-7.17 m.n. @opma b XapakTepusyeTcs CHUHIJIETOM
npotoHa rpynnsl NH npu 12.31-12.97 m.1., curHaioMm nNpoToHa aMUAHON TpyHIbl MpU
12.22-12.32 m.n. u cunriaerom nporoHa rpymnsl CH mpu 6.11-7.05 m.a. Takoe

c1a00I0JIbHOE TTOJIOKEHUE aMHHHOﬁ rpyuiibl, I0O-BUAUMOMY, CBA3aHO C YMCHBIICHUCM
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npoyHOCTH cBsi3M NH BciencTBue MOBBINIEHUS €€ KHUCIOTO XapakTepa, CBSI3aHHOTO
OJIHOBPEMEHHO C JIBYMsI OJHOHANPABIECHHBIMU d(PPEeKTaMu: OTTITUBAHUS DJIEKTPOHHOM
IUIOTHOCTH C aroMa KHCJIOpoJa aMUAHOrO KapOOHMJIA TOJ BIUSHUEM BOJOPOTHOU
CBSI3H C 4TOMOM BOJOPOJa aMHHOTPYIIEl y atoMa C° 1 BOBJICUCHHH aTOMa BOJOPOJA
AMH/THOI IPYIIIEI B BOAOPOJIHYIO CBSI3b ¢ KapOonumom C'=O.

B cnyuae coenunenus 12a 8 CDCl; dopma A xapakTepusyeTcsi CHHTIIOM IIPOTOHA
rpynnsl NH, BoBiieueHHoil B npouynyro BBC, mpu 14.86 m.a., curHajioM mnpoOTOHa
rpynnsl NHCO npu 9.73 m.a. u cunriaerom npotona rpynmnsl CH npu 7.23 m.a., a
¢dopmbl b xapakrepusyercst cunriierom nporona rpymnmnsl NH npu 13.89 m.a., curnanom
IIPOTOHA aMUHOM rpynmnsl npu 12.41 m.a. u currieroM nporona rpynnsl CH nipu 6.06
M.

Coenunenus 12e B CDCl; xapakTepu3yroTcs CUHIIIETOM MpoToHa rpyrbsl NH npu
10.33 m.a., curnanom mporoHa rpynnsl NHCO npu 8.39 M.A. U CHHIIIETOM IPOTOHA
rpynmnsl CH nipu 6.27 m.a.

Ctpyktypa coenunerus 12B noareepxaeHa merogom PCA (Pucynok 2.12).

Pucynok 2.12 Coeounenue 126 6 mennogulx snnuncoudax 50% seposmuocmu.
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Kpome 3Toro, oOHapykeHO, YTO MpU KUIISTYEHUU PEAKIIMOHHON CMeCcH Ha IIpUMepe
coenuHenus 10a W aMHUHOB B TEUYEHHME 2 4YacOoB pEAKIMS COMPOBOXKIACTCS
mocineqyromeil arakoii NH-rpymmer ammma mo atomy C'=0 ¢ o06pasoBaHHEM
rugpokcunupposioB 13a-r.

Coenunenusi 13a-r opaHXeBble€ KpPUCTAIMYECKHE BEIECTBA, IOIYYCHHBIE C
BbIxoJamMu 59-73 %, xopomio pactBopumsie B xsopodopme, [IMCO, npu HarpeBaHuu B
TOJIyOJIe, allETOHUTPUJIIE, 3TAHOJIE U HE PACTBOPUMBIE B BOJIC U aJIKaHAX.

B MUK cnexkrpax coenuHeHnii 13a-r mnpuCYTCTBYET YIIMPEHHas I0JIOCA
norsomienns B obnactu 3329-3391 cm’, xapakTepHas MIS aMHHOTPYIIIBI THO(EHA.
YimpeHHre CHUrHajga aMHHOTPYIIBI MOXKET CBUACTEIHCTBOBAaTH O BO3MOXHOM €€
BopiicueHn B BBC. B kapOonunpHON o00jacTH CHEKTPOB TUPpoJioB 13a-r
IPUCYTCTBYET IOJOCA TOTIOUIeHHs B obmacti 1684-1740 cm™, xapakrepras mis
BaJICHTHBIX KOJI€OaHUI KapOOHMJIA CIOKHOA(UPHOU TPYIIIBI U MOJ0CA MOTJIOMICHHS B
o6nactu 1665-1675 cm™, xapakTepHas 1Isl IAKTAMHOTO KapOOHHMIIA.

Crextpsl SIMP 'H coemunennit 13a-r B pacrBope DMSOys XapakTepusyroTcs
cunrietom nporoHa NH-rpynnet npu 10.14-10.49 wm.a., BomieuenHot B BBC,
curHaiom npotona OH-rpynmel npu 6.67-7.43 Mm.1. u cunraerom nporoHa CH-rpynmsl
pu 6.03-6.21 m.x.

Criektpsl SIMP °C coemunennii 13a-B B pactBope DMSOys xapakTepusyroTcs
curaaneroM yriaepoxa C' mpu 164.9-166.0 m.1., curnamom yrmepoga C* mpu 108.2-
109.3 M.z1. ¥ curHaiaom yriepojaa C® nipu 91.6-92.0 m. 1.

Crtpyktypa coemunenuii 13a,6 moarBepikaeHa metogom PCA (Pucynok 2.13,

Pucynok 2.14).
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Pucynok 2.14 Coeounenue 136 6 mennoswvix snnuncouoax 50% eeposmuocmu.
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2.2.4. B3aumooeiicmeue 3-muenunumuno-3H-gpypan-2-onoe co emopuunvimu

amunamu

B mponomkennn uccienoBaHU peakKIMOHHONW CIOCOOHOCTH 3-THEHUIMMUHO-3H-
¢ypan-2-oHOB, Hamu ObUIO H3Y4YeHO B3auMojeiictBue coeauneHuit 10a,B,x co
BTOPUYHBIMH aMUHAMH, KOTOPOE COMPOBOXKIAETCS 00pa3oBaHHEM COOTBETCTBYIOIIUX

aMHUJI0B 4-apuii-4-0KCco-2-THEHUIAMHUHOOYT-2-eHOBBIX KUCIIOT 14a-e (Cxema 2.10).

Cxema 2.10
R R
=
S
N RIRNH - 1" NH 0
/& ;NNAr
Ar Ny S0 R
0
lﬂa,B,X 14a-¢

10: R=OEt, Ar=Ph(a), 4-MeOC¢H,(B); R=NH,, Ar=4-MeOC¢H,(x).
14: R=OEt, Ar=Ph, R'=Et, R*=Bn(a), R'+R?= (CH,)5(6); Ar=4-MeOC4H, R'=Et, R*=Et(8), Bn(r); R'+R?= [(CH,),],0(n);
R=NH,, Ar=4-MeOCH, R'+R?=[(CH,),],0(e).

YCTaHOBIEHO, YTO peakUuus MPOTEKAaeT AHAJOTMYHO NEPBUYHBIM aMHHAM U
NPUBOJIMT K MPOAYKTaM AeuukiIn3auuu GypanHooro nukia. Coenunenus 14a-e xxenrbie
WM OpaHXXEBbIe KPHUCTAUIMYCCKHE BEIIECTBA, IMOJyYCHHBIE C BhIXomamMu 62-97 %,
Xopomio pactBopuMbie B xjopodopme, JIMCO, mnpu HarpeBaHud B TOJIYOJIE,
allETOHUTPUJIE, 3TAHOJIE U HE PACTBOPUMBIE B BOJE U AJIKAHAX.

B MUK cnekrpax coeauHeHuil 14a-e mpuUCYTCTBYET VYIIMPEHHAs I0JIOCa
norsomenust B obnacti 3368-3380 cm’, xapakTepHas IS aMHHOTPYIIB THO(EHA.
Yumupenue curHajga aMUHOTPYIIBI MOXET CBHJIETEIBCTBOBATH O BO3MOXKHOM €&
BoBiieueHuu B BBC. B xapOoHMIBHOI 00/1aCTH MPUCYTCTBYIOT MOJIOCHI MOTJIOUICHHS B
obmacti 1710-1726 cm™, xapakrepHsle 11 BalCHTHBIX KoleGaHHil KapGOHMIA
coxHO3(pUpHON Tpynmbl U B obmactu 1652-1694 cM™, XapakTepHast LIS BAIEHTHBIX
KoJieOaHui KapOOHUIIa AMUTHON TPYIIIIBI.

Crnextpsl IMP 'H coenunenuii 146,8,1,e B pactBope DMSOgys XapakTepusyroTes
YIIUPEHHBIM cuHIIeTOM npoTtoHa NH-rpynmsr npu 12.94-13.61 m.a., BOBJIEYEHHOTO B

BBC, cunrnerom nporona CH-rpynmel ipu 6.13-6.25 m.1.
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Crekrpsl SIMP °C coenunenuii 146,8,1 B pactBope DMSOgg XapakTepusyroTes
HamuuneM curHana yriaepoma C' mpu 187.8-188.9 m.x., curmama yriepoma Co mpu
161.5-162.9 M.x., curnana yriaepona C° mpu 130.8-132.2 M.A. ¥ CHrHANa BHHHIBHOTO
yriepoaa o pu 94.2-94.9 m.n.

Ilo mannbM criektpoB SIMP 'H u °C B pactBope DMSQyq AM3aMeIeHHbIe aMAIBI
14a,r cymecTByIOT B JABYX KOH(MOpMAalMAX, MPEUMYIIECTBEHHO B KOH(pOpPMAIUH C
OonplIel rpynmod B TPAHCOUTHOM TOJIOKEHMM 1O OTHOILIEHHUIO K aToMy
xucaopona[136]. B cmektpax SIMP 'H Z-koHdopMaImst XapaKTepu3yeTcsi CHHIIETOM
npotona NH-rpymme! ipu 13.53-13.57 m.1. BoBneuenHoi B BBC u cunrierom npoToHa
CH-rpynmer npu 6.21-6.24 m.a., a E-kondopmanus cunrierom nporona NH-rpymmbr
npu 13.46-13.49 m.x., BoBneuennot B BBC, n cunrnerom nporona CH-rpynmel npu
6.16-6.19 m.x.

B crextpax IMP °C coenumenuit 14a,r 8 pacrBope DMSOgs Z-koH(pOpMAITHS
XapaKTepU3yeTcsl HaamdueM curHaza yriaepoma C' mpu 187.9-189.0 M.a., cCHrHaIOM
yraepoga C' pu 162.8-162.8 M.1I. ¥ cCHrHATOM BHHIIBHOTO yriaepona C° mpu 94.2-94.2
M.1., a E-koH(dopMalus XxapakTepus3yeTcsi CATHAJIOM YIjiepojia ct npu 187.8-188.9 m. 1.,
curaanom yrnepoga C' mpu 162.6-162.8 M. U CHTHAIOM BHHHIBHOTO yrmepoma C°
nipu 94.7-94.7 m.n.

Crpykrypa coenunenus 14r noareepxxacHa merogoM PCA (Pucynok 2.15).
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Pucynok 2.15 Coeounenue 142 6 mennoguix snnuncoudax 50% eeposmuocmu.

[Tpy BBeAcHUM B YCIOBUSA pEaKIMK MHIIEpa3WHa Jake B OSKBUMOJISPHOM
COOTHOIICHHH PEareHTOB MPOUCXOIUT 00pa30BaHUE JIUIIb CHMMETPHYHBIX MPOIYKTOB
1 x 2 coenunenwnii 15a,0.

Cxema 2.11

OFEt %
=
/

HN NH Ar / \
\ / Ar
152,06

/N
gt
Ar 0) O
10a,B OEt
10, 15: Ar=Ph(a), 4-MeOC4sH,(B).
yCTaHOBHeHO, qToO peaKHI/ISI HpOTeKaCT AHAJIOTHUYHO HCpBI/I‘IHBIM aMUHAM aTakou

2
amuHorpynnsl o aromy C° ¢ypana. Coenunenus 15a,0 entble KpUCTAIITUYECKHE

BEIIECTBa, MOJy4YeHHbIe ¢ Bhixogamu 70-85 %, xopoiio pacTBopuMbie B XJIopodopme,
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JIMCO, npu HarpeBaHuM B TOJYOJI€, allETOHUTPUIIE, 3TAHOJIE U HE PACTBOPUMBIE B BOJIE
U aJIKaHaX.

B WK cnekrpax coenuHenuid 15a,0 mnpucyTCTBYeT YIIMpEHHas I0J0Ca
noromenust B obnacti 3177-3394 e, xapakTepHas [isi aMHHOIPYIIB THO(DCHA.
VYmmpeHue curHajga aMUHOTPYHIBI MOXET CBHJIETEIbCTBOBATH O BO3MOXKHOM €€
BoBiieueHuu B BBC. B xapOoHMIBHOI 0051aCTH MPUCYTCTBYIOT MOJOCKHI MOTJIOUICHHS B
obmact 1707-1713 cm™, xapakrepHsle I BalCHTHBIX KOleOGaHHil KapOOHMIA
cioxH03(pupHON Tpynmbl U B obmactu 1677-1683 em™, XapakTepHas i1 BaJEHTHBIX
KoJieOaHui kKapOOHUIIa AMUTHON TPYIIIIBI.

Cnextper  SIMP 'H coenunennii 152,6 B pactBopax DMSOy wmmum CDCl;
XapaKTepU3yIOTCsl HAIMYUEM JABYX CHHTIETOB mpoTtoHoB NH-rpymm mpu 13.53-13.86
M.a. u 13.53-13.82 m.x., BoBaeueHHbix B BBC, cunrneroB npotonoB CH-rpynn mpu
6.05-6.34 m.a. u ipm 6.01-6.28 m.j1.

Crnektp SIMP °C B pactBope DMSOgs coemuuenms 156 xapakrepusyercs
HamuuneM curHanoB yrmepogoB C' u C! mpm 188.0 m 187.9 m.i., curHamamu
yraepomoB C'” 1 C! mpu 162.3 1 162.6 M.x1., curnamamu yriepogos C2'=0 u C?=0 mpu
130.8 1 130.9 M.1. 1 curHajIOM BUHUJIBHBIX YIJIEPOJIOB c’uc’ nipu 95.0 m.1.

Hcxonda W3 NaHHBIX MO YCTAaHOBJICHHIO MEXaHU3Ma pEaklUuH EUUKIn3aluu 3-
OKCOAQHAJIOTOB, HW3yYaeMbIX HMHHO(PYpaHOHOB S-apwidypaH-2,3-THOHOB IO
JEUCTBUEM HYKJICO(PWIBHBIX  pPEareHToB, OCHOBaHHBIX Ha JIETaTbHOM
MIMPOKOMACIITAOHOM HM3Y4YCHUU KWHETHYecKuX naHHbIx[137-143] u kBaHTOBO-
XUMHYECKHX pacuerax[144], Ha OCHOBAHHH JOMYIICHHUS O CXOXKECTH CTPYKTYP MOKHO
MIPEANOJIOKUT CICAYIONNA MEXaHU3M PEaKIIMU B3aUMOJICHCTBUS 3-UMUHOGYPaHOHOB

¢ moHoHykJeodmiamu (Cxema 2.12).
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Cxema 2.12
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B anpoTOHHBIX HEMOJSPHBIX WU CIAOOMOJISIPHBIX PACTBOPUTEINAX, B KOTOPBIX
OTCYTCTBYET BO3MOXKHOCTH PACTBOPUTENSI OBITH JOHOPOM WM  aKIENTOPOM
AIEKTPOHHOM Taphl, MPOTEKAET HEKATAIUTUYECKAas peaklus, MNpOXOodllas uepes
oOpa3oBaHuE TETpadApPUUECKOro HHTepMenuata H; W JIUMUTHUPYIONIYIO CTauio
nporiecca ¢ oopazopanueM IIC7, rie nmepeHOC MPOTOHA OCYIIECTBIISIETCS uepe3 Ooliee
BBITOJIHOE TMATUWICHHOE MEPEXOJHOE COCTOSIHUE, a LENb IMepepaclpeesieHus CBA3EH
COCTaBJIIET BOCBMUWICHHBIM LMK, VICHoJIb30BaHWE HEMOJSIPHOIO PaCTBOPUTENS
CIIOCOOCTBYET CMENIEHHIO paBHOBecHs OT mepexomHoro cocrosHus IICS «
untepmenuary My, a taxxke nyume conbBatupyer nepexoanoe coctosinue HC7. Ilpu
UCIOJIb30BaHUU noJisipHoro pactBoputens [ADII/ADII peakuus, BEposATHO, MPOTEKAET
gyepe3 coryiacopanHoe mepexogHoe coctossHue IMC6 ¢ obmmM wim cnernuduaecKkum
OCHOBHBIM KaTaJlu30M, IJi¢ B KaueCTBE OCHOBHOTO KaTaju3aToOpa MOXET BBICTyNaTh
pacTBOpUTEIb, BTOpasi MOJIEKYJIa HYKIeOo(pHIa WM BHECEHHOE B PEAKIMOHHYIO Cpeay
ocHoBanue. ITonsproe nmepexoanoe cocrosaue IC6 MOMOTHUTEILHO CTAOMIM3AIMS 32
CYET COJIbBATallUM MOJICKYJIaMU pacTBOpuTeis. [lomydeHHbIe JaHHBIE IO YCJIOBHUSIM
OPOTEKaHUsI M MPOIYKTHl PEAKIMHU HCCIEAYyEeMbIX 3-THEeHUIUMHUHO-3H-(ypaH-2-0HOB

XOpOIIIO COTTACYIOTCS C MPEITI0KEHHBIMU MEXaHU3MaMH.
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2.2.5. Bzaumooeiicmeue 3-muenunumuno-3H-gpypan-2-onoe c zudpazunamu

Panee Obu10 mOKa3aHO, 4TO S-apmindypan-2,3-IMOHBI B3aUMOJICUCTBYIOT C
ruApasuHaMu ¢ oOpa3oBaHMeM  TUAPa3uaoB  4-apui-2,4-TroKOCOOYTaHOBBIX
kuciaot[145-147], oqnako BBeaeHHE 3aMECTUTENIS B 4 MOJoXKeHHE (HypaHOBOTO ITUKJIA
CYUIECTBEHHO MEHSET HampaBJCHHE peaklud ¢ MPUBOAUT K 0Opa30BaHUIO
MUKIMYECKUX MPOAYKTOB TAaKUX Kak, MHpUAa3uH-3-0HbI[148-154] m mpowmsBoaHbIE
nupa3oakapooHoBbiX kucIoT[148-151, 154-156]. B TOo ke Bpems 3amMcHa aroma
KHCIIOpoia KapOOHUIBPHOU TPYIIBI B TPETHEM ITOJIOKEHUN HA METUJICHOBBIA (hparMeHT
OPUBOAUT K OOpPa30BaHUIO KaK AIMKIMYECKUX MPOJYKTOB THIPA3UIIOB aKPUIOBBIX
kuciaot[157-159], Tak m K TpOM3BOAHBIX NMHUpHUAa3UH-3-0HOB[157-160]. Panee nHamu
OBUTIO TOKAa3aHO, YTO HAmpaBiIeHUE peakiuu ¢ 3-(4-aHTUnupuinMuHo)-3H-¢pypaH-2-
OHAMM OTIPECIISIETCS] TPUPOION 3aMECTUTEINSI B THAPA3UHE U MPUBOJUT K 00pPa30BaHHUIO
3-aHTUIMTUPUIMMHUHOIIUPPOJI-2-OHOB WM TNHpHIasuH-3-oHOB[2, 161, 162], a 3-
apwirnapa3ono-3H-pypan-2-oupl B peaknusx ¢ THAPA3MHAMH TPUBOIAT K TPEM
pa3HbIM mpoaykTaM peakinuu (cM. myHKT 1.2.2. u Cxema 1.9). MHTepec k naHHOI
peaxIuu JOMOJHUTEIBHO 00YCIOBIEH OOHAPYKEHUEM CPEIU MPOAYKTOB MPEBpaIIeHUI
MIPOU3BOJIHBIX (ypaH-2-OHOB C THIpPa3MHAMH BEIIECTB, O0OJIAAIOIINX Pa3THIHBIMH
BHUJaMu Onosioruueckoi aktuBHoctu[145, 146, 148, 155, 156, 159, 161]. Hamu Obu10
W3YYCHO B3aMMOJICHCTBUE 3-THCHWIMMHHO-3H-pypaH-2-oH0B 10a-B,K,JI,II C aJIKHI-,
apwii-, TeTapwIrkapa3vuHaMyd TMPU IKBUMOJSIPHOM COOTHOIIEHWW PEareHTOB B Cpejie
WHEPTHOTO ampOTOHHOTO PACTBOPHUTENS, KOTOpPOE TIPOTEKaeT ¢ 0Opa3oBaHUEM

nupuaasna-3(2H)-onos 16a-0[163] (Cxema 2.13).
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Cxema 2.13
Rl B Rl R2 ] 1 Rz
R R2 R
0
= R—¢ | o 74 \
s/ o .. S H R
\ R°NHNH, N 8™ "NH
4 O | -H0 0
e - g
ArT Ny 0 Ar—{" Y\ N-R’ o SN
O H,N
10a-B,K,J1,11 - - 16a-o0

10: R?=OEt, R+R'=(CH,), Ar=Ph(a), 4-MeCzH,(6), 4-MeOCH,(8); R, R'=Me, Ar=Ph(x), 4-MeCzH,(x1); R*=NH,,
R+R'=(CH,), Ar=4-CICqH,(m).

16: R?=OEt, R+R'=(CH,), Ar=Ph, R*=H(a), Me(6), Et(8), Ph(r); Ar=4-MeCgH,, R*=H(a), Ph(e), 2-MeTunxunokcanmn-2-mi(#x);
Ar=4-MeOC¢Hy, R3:H(3), 2-MEeTUIXHHOKCATHH-2-1I(H); R, R'=Me, Ar=Ph, R3:H(K); Ar=4-MeC¢Hy, R3:H(J1); R2:NH2,
R+R'=(CH,), Ar=4-CIC¢H, R*=H(m), Et(n), Ph(o).

Coenunenns 16a-0 xenTple WK OPAHKEBBIC KPUCTAINIMYECKHAE BELIECTBA,
MOJTy4eHHbIE ¢ BhIxoaamu 64-94 %, xopoiio pactBopumMbie B xjaopodopme, [IMCO, npu
HarpeBaHWH B TOJIyOJIE, allETOHUTPUIIE, STAHOJIE U HE PACTBOPUMBIE B BOAE U aJIKaHAX.

B UK cnektpax coeauHenudl 16a-0 mNpHCYTCTBYET VyIIMPEHHAas M0JOCa
noromienns B obnactu 3132-3476 cm™”, xapakTepHas MIs aMUHOTPYIIIBI THO(EHA.
YImUpeHHbId CUTHAl aMUHOTPYHIIIBI MOYKET CBUAETENBCTBOBATH O BO3MOXKHOM €€
BoBieueHnM B BBC. B kapOoHmmbHON 005acTH CIEKTpOB coeauHeHuid 16a-o
IPUCYTCTBYIOT MOJNOCHI MOTIOMEHNsT B obmactu 1699-1716 oM™, xapakrepHbie mis
BAJICHTHBIX KOJICOaHUI KapOOHMIIA CI0KHOA(PUPHOI Tpymbl 1 oomactu 1648-1674 cm’
! XxapakTepHBbIe I BAICHTHBIX KOJICOAHMI TAKTAMHOTO KapOOHHIIA.

Crektpel SIMP 'H coemunenuii 16a-0 B pacrBope DMSOys XapakTepusyroTcs
yiiupeHHbIM cuHrieroM npotoHa NH-rpynmsr npu 10.60-11.09 m.a., BoBlIieU€HHOTO B
BBC, cunrnerom npororna CH-rpymmsr mpu 6.95-7.54 m.a. [163].

Crexrper IMP *C coenunenuit 16a-n B pactBope DMSOgs XapakTepusyroTes
HAJIMYMEM CHUTHANa yriepoja c? npu 148.7-155.8 m.a., curHana yriepoja o npu
136.9-139.0 m.x., curHana yriaepoga C* mpu 132.7-135.9 M.I. U CHrHANa BHHHJIBHOTO
yriaepoaa C° pu 99.0-101.6 ..

Ctpyktypa coenunerus 166 moarsepxkacHa merogaom PCA (Pucynok 2.16).
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Pucynok 2.16 Coeounenue 166 6 mennosvix snnuncouoax 50% eeposmuocmu.

2. 3. BzaumopneiictBue 3-THeHMIUMUHO-3H-(ypaH-2-0HOB ¢ NPOM3BOJIHBIMHU

HMAHOYKCYCHOM KHCJIOTBI

[To nuTepaTypHbIM JaHHBIM MPOU3BOJIHBIE ITUAHOYKCYCHOW KHUCIIOTHI KaK TIPUMEp
CH HykieodusioB, H3yJaauch B peaklMsIX ¢ pa3InIHbIMU 4yeThipex-[164, 165], naTu-
[166-171] u mectuuneHHbIME[172] oOKcoreTeponUKIaMK, KOTOpPbIE KaK IPaBHIIO,
NpOTEKalOT C  00pa3oBaHWUEM  TPOAYKTOB  PEHUKIM3AIMM WM HOBBIX
TeTepPOLMKINYECKUX CHCTeM. PaHee ObBUIO MOKa3aHO, YTO B peakIUix ¢ S-apui-3-
apumMuHO-3H-pypan-2-oHaMu TTPOM3BOIHBIE ITUAHOYKCYCHOW KHCIIOTHI BBICTYMAIOT
KaKk OM(YHKIIMOHAJIBHBIE PEAreHThl, a B PEAKIHUIX C S-apuii-3-apuiruapazono-3H-
dypan-2-onamu kak MmoHo CH nykieoduisl (cM. myHkT 1.2.2. ). Hanuune B n3yyaembix
3-TueHUTUMUHO-3H-QypaH-2-0HaX MOTMOJHUTEIBLHBIX PEAKIMOHHBIX IIEHTPOB MOXKET

IMPHUBCCTH K U3BMCHCHUIO HAIIPABJICHUA peaKHHﬁ.
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2.3.1. H3yuenue e63aumoodeiicmeus 5S-apun-3-(3-yuanomuogen-2-un)umuno-3H-

dypan-2-on06 ¢ IMuU108bIM IPUPOM YUAHOYKCYCHOU KUCTIOM b

BzanmonetictBue 5-apui-3-(3-mmanotrodeH-2-un)umuHo-3H-dypan-2-onos 104-
I C STWIOBBIM A(PHUPOM LHUAHOYKCYCHOM KHCJIOTHI B JAHOKCAaHE B MPHUCYTCTBUH
TpudTUIaMUHA npu HarpeBaHuu 110 80 °C mpoTekaeT ¢ 00pa3oBaHUEM 3THIIOBOTO 3pupa
nuppono[l,2-a]tuenol3,2-enupuMuarH-6-kapOoOHOBO# KrcnoTh 17a-B.

Cxema 2.14

EtO O

/ﬁA\ Et3N

104-1x 17a-B

10: Ar=Ph(u), 4-MeOC¢H4(m), 4-CICH4 ().
17: Ar=Ph(a), 4-MeOCzH,4(0), 4-CIC4H4(B).

Coenunennst 17a-B  KenThle KPHUCTAJUIMYECKUE BEIIESCTBA, IIOJYYEHHBIE C
BeIxogamu  85-91 %, wMamopactBopuMble B xjopodopme, JIMCO, Tomyone,
alETOHUTPUJIE, 3TAHOJIE U HE PACTBOPUMBIE B BOJIE U AJIKAHAX.

B UK cnekrpax coenuHeHnii 17a-B NPHUCYTCTBYIOT NOJIOCHI TOTJIOIICHUS B
o6nactu 3471-3476 cm™ u 3149-3155 cm™, xapakTepHbIe [T AMUHOTIPYIIIBL, @ TAKKE
mojoca TOTJIOmEHHs B obmactn 1692-1695 cwm™, xapakTepHas s BaICHTHBIX
KOJIeOaHMM CIIOXHOA(UPHOTO KapOOHUIIA.

Crextper SIMP 'H coemmuenuii 17a-B B pactBope DMSOg:CF,COOD (4:1)
XapaKTEPU3YIOTCS HAIMYMEM YIIMPEHHOTO curHaia npotoHoB rpymmbl NH, npu 12.24-
13.49 M.11. ¥ cUHTJIETAa BUHUJIBHOTO TTpOTOHA pu 7.15-7.27 M. 1.

Crektps SIMP °C coenmmennit 17a,8 B pactBope DMSOu:CF;COOD (4:1)
XapaKTepU3yrTCId HaJMYMEM CHUTHaJla yrjiepoja apowibHOTro KapOonuia mpu 190.7-
191.3 m.x., curHaiom yriepoaa C? mpu 162.4-163.3 M.11., CHTHAIOM yriepoaa C° npu

150.6-151.2 m.1. u curHagom BuHIIbHOTO yritepona C=CH mpu 90.4-90.5 1.
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2.3.2. H3yuenue e3aumooeiicmeus 5-apun-3-(3-3mokcuxapoonunmuogen-2-
un)umuno-3H-pypan-2-onoe ¢ munosvim 3I3¢pupom u amuooM UUAHOYKCYCHOU

Kucjsiomasl

BzanmozeiicTBre 5-apun-3-(3-3TokcukapOOHUNTHODEH-2- W) UMUHO-3H-
bypan-2-oH0B 10a-B,e,K,M,H,p C STHIOBBIM 3(PUPOM HIM AMHUIOM IMAHOYKCYCHOM
KHCJIOTHl B QHAJIOTMYHBIX YCJIOBHUAX MPUBOAUT K OOpa3oBaHUIO 3(PUPOB MM aMHIOB

nUppoaKapOoHoBBIX kucaoT 18a-a (Cxema 2.15).

Cxema 2.15
Rl
R OEt
// o)
S (6]
(o e
D —————
% Et;N
/
Ar o) EtO =
6] / R
10a-B,e,Kk,M,H,p 18a-u1

10: R*=OEt, R+R'=(CH,), Ar=Ph(a), 4-MeC¢H,(6), 4-MeOC4H,(B), 4-CIC4H,(e); R, R'=Me, Ar=Ph(x), 4-MeOC¢H,(m),
4-CIC¢H,(m); R=Me, R'=Ph, 4-MeOC4H,(p).

18: R>=OEt, R+R'=(CH,), Ar=Ph(a), 4-MeC4H,(6), 4-MeOC¢H,(8), 4-CIC4H,(r); R, R'=Me, Ar=Ph(n), 4-MeOC¢H,(e),
4-CICgH,(s); R*=NH,, R+R'=(CH,), Ar=Ph(3), 4-MeOC¢H,(m); R, R'=Me, Ar=4-MeOC4H,(x); R=Me, R'=Ph,
Ar=4-MeOCgH, ().

Coenunenus 18a-i1 xxenteie wiu Oelble KPUCTAJUIMYECKUE BEUIECTBA, MTOTYICHHbBIE
¢ Beixogamu 71-89 %, xoporio pactBopumsie B xjaopodopme, JIMCO, npu HarpeBaHUH
B TOJTyOJI€, allETOHUTPHIIE, TUOKCAaHE, STaHOJIC M HE PACTBOPUMBIE B BOJIC U aJIKaHaX.

B UK cnekrpax coequnenuii 18a-1 npucyTCTByeT moJjioca MOTJIOMIEHUs B 00J1acTh
3114-3348 cm™, xapakTepHas [l aMHHOTPYIIIBL. B KapGOHUIBHON 06/IaCTH CIIEKTPOB
coequHeHuit 18a-71 mpUCYTCTBYeT mosoca MOriomenus B odmactu 1705-1720 cm™,
XapaKTepHas IJIs1 BAJICHTHBIX KOJeOaHii KapOoHUIIa CII0KHOI(DUPHOUM TPYTITIHL.

Cnextpel SAMP 'H coenunennii 18a-n1 B pactBope DMSOy wmmmu CDCl;
XapaKTepu3yroTcss cUHTIeToM npoToHOB NH,-rpymmer npu 8.27-8.70 m.a. u 5.57-6.92
M.J., cuHriieToM npotoHa CH-rpynmnel npu 5.64-6.83 m.1.

Cnextpel SAMP BC coenunennii 18a-B,e-3 B pactBope DMSOy nmu CDCl;
XapaKTepU3yIOTCsl HAIMYUEM CHUTHaja yrieponaa apouikapOoHmibHON Tpynmbl C=0

mpu 189.0-193.1 w.x., curmamom yrmepoga C' mpu 171.8-175.9 M.x., cHrHaIOM
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yriepoa C? npu 166.2-167.3 M.J1, CUTHAJIOM BUHWJIBHOTO yrjepojaa C’=CH npu 109.5-
111.2 m.z1. ¥ curHaiom yriepoja C3 nipu 77.2-89.2 M. 1.

2.3.3. Cunmes mueno[3,2-e[nupponofl,2-ajnupumudunos

Tueno|3,2-e|nuppono[1,2-a]JnupumMu bl SIBJISTFOTCS MOTEHATbHBIMU
uarnouTopamu  noim(AJ{d-pudo3za)monumepasp-1  (PARP-1) [173-175]. HawuGomee
U3BECTHBIM TpencraBurenieM cynepceMerictBa PARP  sBiserca ¢epment PARP-1,
y4acTByromnii B penapanuu nospexaeHui JIHK u pemonenupoBanun xpoMmartuHa 3a
cueT noau-AJld-pubosunupoBanus ructoHoB. [logasnenue aktuBHoctd PARP-1 npu
XAMUOTEpanMu  BeneT K  amonrTo3dy  kierok, JIHK  koropeix  moBpexiaeHa
LIATOCTaTUYECKUMH IIpenapaTaMy, a TakXke OH akTtuBupyeT paspeiBel B JIHK,
BO3HUKAIOIIME B TPOLECCE BOCMAICHUA, HIIEMHH, HeWpoaercHepanuu. Hanuuwne
JOTIOJTHUTENBHBIX CII0KHOA(DUPHOM, apOMIMETUIICHOBON U KapOOHWJILHOW TPYMIBI B
CTpyKType THeHO[3,2-e|nupoiuio[l,2-a]nupumMuinHa MO3BOISET HMCIOIB30BaTh UX B
KadecTBe «ckahdoaoBy» IS TOCTPOCHUS OONBIIMX OMOINOTEK moTeHIMaabHbIX PARP
uHruOuTOpOoB. C 1ENBI0 TMONY4YeHUST B KAaueCTBE KOHEUYHBIX MPOIYKTOB THEHO[3,2-
e]muposio[ 1,2-a|nupuMuInHOB npu B3aUMOJCHCTBHH 5-apui-3-(3-
ATOKCUKAPOOHUITHODEH-2-UITMMUHO)-3H-(QypaH-2-0HOB € ATWIOBBIM 3(UPOM HUITU
aMUJIOM IIMaHOYKCYCHOW HaMH ObUIM ONTHUMU3UPOBAHBI YCIOBUS PEAKIIMU Ha TIpUMEpPE
coequnenus 10a (Taoauua 2.1)

Cxema 2.16
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Tabauua 2.1

Ne | OcnoBanue (C, | PactBopurens | Bpewms, | T, °C | BbIX0a | BBIXOA | BBIXOJ

mol/l) q 19a, % | 18a,% | 20a, %
1 Et;N (0.004) JTUOKCaH 3 50 0 18 0
2 Et;N (0.004) JTIMOKCaH 24 50 5 92 0
3 | t-BuOK (0.004) JTIMOKCaH 0.5 50 0 0 98
4 Py (0.004) JINOKCaH 24 50 0 0 0
5 | DMAP (0.004) JTUOKCaH 24 50 0 68 0
6 Et;N (0.004) JIMCO 12 100 16 31 0
7 Et;N (0.004) TOJTYOJI 2 100 0 72 0
8 Et;N (0.004) TOJTYOJI 12 100 14 63 0
9 Et;N (0.3) JTMOKCaH 6 100 25 45 0
10 Et;N (0.4) DCM 1 40 0 99 0
11 Et;N (0.4) xJjopodopm 1 60 0 99 0
12 EtsN (0.3) TOJTYOJ 0.3 100 0 90 0
13 EtsN (0.3) TOJTYOJ 6 100 99 0 0
14 Et;N (0.4) TOJIYOJ1 1 100 99 0 0
15 EtzN (1) TOJTYOJT 1 100 43 18 0

HccnenoBanue peakiyy ObUIO HAYaTO ¢ OJOOPKM OCHOBAHMA B JuOKcaHe npu 50

°C B COOTHOIIEHUM peareHT:ocHoBaHue 1:1. VYcTaHOBIEHO, 4YTO NHUPUIUH HE
KaTaJIM3UpPYyeT peakuuio Jaxe 3a 24 daca, ucnoiab3oBaHue DMAP maeT Tonbko 68%
BbIXOJ coenuHenus 18a, a BBenenue t-BuOK cpa3y ke npuBogut k coenunenuro 20a ,
yBeJIMYEHHE BpeMeHu peakiuu B ciiydae t-BuOK He nmpuBoauT k 00pa3zoBaHuIO APYyTrUx
npoaykToB. HMcnons3zoBanue ke EtsN mpuBoautr xk oOpazoBaHuio coeauHeHus 18a c
BbIX0IOoM 92%, a coegunenust 19a c Beixogom 5%, mostomy EtsN Obutl BeiOpaH B
KaueCcTBe OCHOBAHUS, B MPOJOJKECHUE H3YUYCHHs YCJIOBHH peakiuu, HaMHu ObLIU
ucrpoOoBaHkl Takue pactBoputen, kak: JIMCO, auokcan, Tonyosn, DCM, xiopodopm.
Haunyummuit Beixoq coenuHenus 19a ObUT HOCTUTHYT NMPH MPOBEACHUHM PEAKIMHU B
JAMCO, ogHako MUHYCOM B 3TOM ciiy4yae Obljia HU3Kasl CEJICKTUBHOCTD, YTO TTPUBOIUIIO
K CMECH OOJIBIIIOr0 KOJIMYECTBA TPYAHOPA3JACTUMBIX MPOAYKTOB PEaKIMU MO JaHHBIM
YBOXX-Y®-MC. B cBsi3u ¢ BBIINICU3IOKEHHBIM B KAYECTBE PACTBOPUTENSI HAMH OBLIT
BbIOpaH To1yoJsl. OHAKO BBIXOA HEOOXOAUMOro MPOAYKTa OCTABIISI JKEJaTh JYUIIEro.
Jlnst yBenMueHUs BBIXOJA PEAKIMU HaMU ObUIO W3YYCHO BIHMSHUE KOHIICHTPAITUU

OCHOBAHMsI. Y CTAaHOBJIEHO, YTO HAWJIYYIIUM pPE3yJIbTaTOM MOJy4YeHUs coeauHeHus 19a

¢ BbixogoM 99 % mno paHHbiM YBXX-Y®O-MC dgBasiercsi: TOJIyoJd B KaudecTBE
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pacTBOpUTENsA, TPUATUIAMHUH B KoHIeHTparuu 0.4 monb/n, temneparypa 100 °C wu
BpeMs peaknuu 1 yac(cm. Tabnuua 2.1, ctpoka 14). Ilocine onTuMuzanuu ycioBUM
peaknuu Ha TipuMmepe coenuHeHus 10a HamMu OBUT TOJy4eH psn coenuHeHmid 19 ¢

pa3nnuHbIMU 3amectuTensamu (Cxema 2.17).

Cxema 2.17

R! RZ 0
R OEt 0

= 2 /N Ar(Het)
s/ Ny RN HN™ NN

N
e

(Het)Ar 0 (0]

R
Et;N 0 =
e
i
R R

10a-B,e,u,K-H 19a-a

10: R?=COOEt, R+R'=(CH,), Ar=Ph(a), 4-MeCgH,(6), 4-MeOCgH,(B), 4-CIC¢H,(e), 2-Tnennn(m); R, R'=Me, Ar=Ph(k),
4-MeCgH, (1), 4-MeOC¢H (M), 4-CICH,(1).

19: R2=COOEt, R+R'=(CH,), Ar=Ph(a), 4-MeCgH,(6), 4-MeOCgH,(B), 4-CICgH,(r), 2-Tnenun(n); R, R'=Me, Ar=Ph(e),
4-MeCgH 4(), 4-MeOC¢H,(3), 4-CIC¢H,(n); R>=CONH,, R+R'=(CH,), Ar=Ph(xk), 4-McOCH, ().

Coenunenuss 19a-1 JKenThle KPHUCTAUIMYECKHE BEIIECTBA, IIOJYYCHHBIE C
BbIxoJaMu 67-97%, mpu HarpeBaHuM pacTBopumbl B Xxjopodopme, JIMCO, mano
pacTBOpUMBIE B TOJIyOJie, AlleTOHUTPUJIE, JTAHOJIE W HE PACTBOPHMBIE B BOJEC H
aJIKaHaX.

B UK cnekrpax coeguHeHnii 19a-1 mpHCYTCTBYIOT NOJIOCHI TOTJIOIICHUS B
o6macti 3188-3230 cm™, xapakrtepHas mis amuaHoit rpymmsl NH. B kapGoHMIBHOI
o0nacTu CHeKTpoOB coeAMHEHUH 19a-j1 mpUCyTCTBYET IoJioca MOTJIOLEHHUS B 001acTu
1711-1718 cM™, xapaKTepHast [l BAICHTHBIX KOJICOaHMIl KapOOHMIA CIIOKHOIDUPHOI
rpyNmBl M MOJNOCAa MOIIOMEHHs B obmacti 1662-1698 cm™, xapakrtepHas mis
BAJICHTHBIX KOJIeOAaHWH aMUIHOTO KapOOHMIIa.

Crnektpsl SIMP 'H coenunenuit 19a-1 B pactBope DMSQOy5, DMSQgye:CCly(4:1)
win CDCl; xapakrepusyrorcst cunrierom nporonoB CONH mpu 10.27-11.53 m.x.,
cunrieroMm nporona CH-rpynnst npu 6.75-7.05 m.a.

Crektpsr  SIMP  °C  coemmmenmit  19a-B,ek B pactBope  DMSOgg,

DMSOg6:CCly(4:1) wmmum CDCl; xapakTepusyroTcs HaaMuWeM CHTHajla yriepoja

aponnkapOoHmbHOi rpymmel C=0 mpu 189.7-193.2 m.x., curnanom yriaepoxa C' mpu
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173.6-174.0 m.1, curHajgom yriepoja c* npu 153.9-154.6 m.7., cUrHaJIOM BUHHJIBHOTO

yriepoaa C®=CH mpu 114.1-116.6 m.1. 1 curHanom yriaepoa C® npu 86.8-88.3 m.x.

Crpykrypa coenunenus 19a moaresepxaena metonom PCA (Pucynox 2.17).

Pucynok 2.17 Coeounenue 19a 6 mennoswvix snnuncouoax 50% eeposmuocmu.

I[J'ISI ACTAJIBHOI'O YCTAHOBJICHHA MCXAaHHM3Ma PCAKIMKM HaMH OBLIH IMPOBCACHBI

AOITIOJIHUTCIIBHBIC JKCIICPUMCHTBI C LCJIBIO ITOJIYUCHUA COGI[I/IHGHI/Iﬁ 20 na IMpuMEpe

ATUIJIOBOTO 3(Upa, aMuaa U HUTpUia IMAHOYKCYCHOM KUCIIOTHI.

EtO
OEt 0
= R._CN )
s o —— \
t-BuOK S NH O —=
N
/)

/
Ar (0) O
10a,0

10: Ar=Ph(a), 4-MeOCH,(B).
20: R=COOEt, Ar=Ph(a); 4-MeOC4H,, R=CN(6), R=CONH,(B).

Coenunenusi 20a-B  JKEIThble KPUCTAUIMYECKUE BEIIECTBA,

R Ar

IMOJIYUYCHHBIC C

Bbixogamu 82-90 %, xopomio pactBopumsie B Boje u JJMCO, maio pacTBopuMbie B

xJji0poopMe, TOTyoJIe, AllETOHUTPUIIE U HE PACTBOPUMBIE B alKaHaX.
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B WK cnekrpax coenuHenuii 20a-B NpUCYTCTBYET YIIMPEHHas IoJoca
noruomeHust B obnacti 3337-3452 ¢, xapakTepHas sl aMHHOTPYIIB THO(DCHA.
YIUpeHHbIM CUTHAl aMUHOTPYNIIBI MOYKET CBHJAETENBCTBOBATH O BO3MOKHOM €€
Bopreyernn B BBC. B o6mactu 2185-2206 cM™ mpHCYTCTBYeT MONOCA MOTIOIICHHS
HUTPUJIBHOU rpynnbl. B kapOoHMIBHOM o00nacTé CHekTpoB coeauHeHuid 20a-B
MPUCYTCTBYET MOJOCA MOLNMOMEHHs B obnact 1666-1700 oM™, xapakrepHas s
BaJICHTHBIX KOJICOaHUI KapOOHUIa CII0KHOA(PUPHON TPYIIIHI.

[lo nanubM criekTpoB SAMP 'H 8 DMSOys coemmnenms 20a-B CYILIECTBYIOT B JBYX
dopmax. dopMa A XapakTepu3yeTcs HaauuueM cuHriera npotoHa NH-rpynmsl npu
13.34-13.68 m.1., BoBreuennoit B BBC, cuarinerom npotona CH-rpynmsr mpu 5.78-5.89
m.ja. @opma b xapakrepusyercs Hamnuuem cunriera npotroHa NH-rpynmer npu 13.26-
13.46 m.x., BoBieuenno B BBC, cunrnerom nporona CH-rpynmst mpu 6.03-6.10 m.x.

Crextp SIMP BC coemumenms 20a, 3amucanHBIi B pactBope DMSQOgg,
XapaKTEPU3yeTCsl HAJMUYUEM CUTHaja yriepoaa C® npu 188.0 m.a., curHanom yriepoaa
c? npu 182.8 m.A., curHajioM yriepojaa ct npu 166.7 m.A., cUTHAJIOM BHUHHWJIBHOTO
yraepoma C° mpu 112.5 M.zt u curranom yriaepoaa C2 mpu 92.6 w1

Kak 0b110 MOKa3aHo paHee, BHyTPUMOJIEKYJIIpHas IUKIW3alHs 2-aMUHOIIUPPOJIOB
KaTaJ3upyeTCcsl OCHOBAHMEM, OJHAKO Ha psA/le TMPUMEPOB HAMHU OBLIO MOKA3aHO, YTO
pEaKIMs MOKET TaK)Ke XOPOIIO UATH TPU KUCIOTHOM Katanu3e (Cxema 2.18).

Cxema 2.18

AcOH
7 S A
EtO =
R! R
18a-r,1a 19a-r,e

18: R+R'=(CH,), Ar=Ph(a), 4-MeCzH,(6), 4-MeOCgH,(B), 4-CIC4H,(r); R, R'=Me, Ar=Ph(n).
19: R+R'=(CH,), Ar=Ph(a), 4-MeC4H,(6), 4-MeOC¢H,(B), 4-CIC4H,(r); R, R'=Me, Ar=Ph(e).

O6pazoBanue coequuenuit 17, 18, 19, 20 na Har B3rJ1s/1 HAUUMHACTCS ¢ aKTUBAIUU
. . . 2
METHJICHOBOW KOMIIOHEHThI ocHOBaHueM (B) u mocnmemyromeii arakodi mo aromy C

bypanona ¢ oOpazoBaHueM TeTpadapuyeckoro matepmeanara M, (cm. Cxema 2.19).
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ITocnenyromiee packpbITUE IMKIAa MPUBOAUT K OOpa30BaHUIO ALUKINYECKOTO
untepMmenuara Mz, KOTOphIM Mocie mnepexojna B TayromepHyro ¢opmy M, moxker
CTaOMIM3UPOBATHCS, B ciiydae ucnoiab3oBanus t-BuOK B kauecTBe ocHOBaHUs, B BUJIE
kamueBol comu 20. WuTepmenuat M3 B yCIIOBUSIX peakUMU CIIOCOOEH aTakoBaTh
HUTPUJIBHYIO Tpynmy ¢parMeHTa LHaHOYKCYCHOM KHCIOTBI C 00pa3oBaHUEM
MUKIN4YecKoro uHTepMmenanata Ms, KOTOphIi B CIIa00OOCHOBHOW CpelIe MOXKET
CTaOMJIM3UPOBATHCS MOCIE BO3BpaTa MpoToHa mpu [1,3]-IpoTOTPONHOM CBUrE B BUJE
coequHennii 18. B cmydae peakuuu C HUTPUIBHBIM 3aMECTHUTENIEM B TPETbEM
NOJIO)KEHUU TUO(PEHA MPOUCXOAUT BHYTPUMOJEKYJIApHAs araka aroMOM a30Ta BO
BTOPOM I0JIO’KEHUHU NTUPPOJIa 0 HUTPUIIBHOU rpyIine THO(EHa, PUBOS YePe3 CTaUI0
oOpazoBanus uHtepMenuara U; x coegunenussiM 17. Ilpu BoBiIE€UEHHH B PEAKLUIO B
CHJIBHOOCHOBHOM CpeJle MMUHO(PYPaHOHOB, COJAEpXKAIMX B TPETHEM MOJIOKEHUU
THO(EHOBOTO 3aMECTHUTEIII 3TOKCUKApOOHWIBHYIO TPYNIy Ha HEE MPOUCXOAUT aTaka
aTOMOM a30Ta BO BTOPOM IIOJIOKEHUM NUPpoiabHOro uukina Ms, mpuBomsmas kK
oOpa3oBaHMIO TeTpadJpuueckoro wuHrepmenuata Mg, KOTOpbIM crabuimsupyercs
BBIOPOCOM 3TOKCHMaHWOHa U Tochie [1,3]-mpoTOTpONHOro cABUra NPHUBOIUT K
coenunenusM 19. Coenunenus 19 Takxke BO3MOXKHO TMOJYyYWUTh TPH HArpeBaHUU

coequHennit 18 nnm 20 B neAstHON YKCYCHOM KUCIOTE.
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Cxema 2.19
2 B R2 ] _
3
Rl NC/\H/R Rl
= X + B = X
5 TO s
s D N B
Y =~ 3 A
R
/& R L™
R =0 + R <
0’8 0] 9] -
]0 R3 \N —
L 1, _
_ = q EtO
2 2
R X R X 5
7/ N /
Rl’zi |l R I [B=rBuok /]
-Bu
7z R3 = = e KOWR
0 o
R” O R™ O 3

— - \ - u, - R’ CN 20a-8
2 — —_ _ —
R* -0 COE R2 g Rz N
N -
R=C T | Rlz/\\L L lefﬂv
SN R3 | X=COOEt 7N

-— R3 X:CN S N R3
—_—
74
(0]
R RO B R0
— | M - - W - — n; —
— = o +
= |-EtO” T"’ lHJr Tu‘ H
o= = T
R2 0O R® NH,
et RIM i /7 SN
AcOH, A S7ONN\_g? | OEt
S NN R3 -~ S NN
4 (6]
7 Y 5 0 74 Y
(6] R R (0]
19a-n 18a-n 17a-B

2.3.4. Oonopeakmopuotit cunmes nuppono|l,2-ajmuenol3,2-e[nupumudonoe us 4-

OKCO-2-m ueuuﬂamuuoﬁym -2-eHO08bIX KUC/IOMm

C uenpi0 yBETUYEHMsI Pa3HOOOpazus BO3MOXKHBIX MOIU(GUKALUNA CTPYKTYpPHI, B
nonoxenre C° (ypaHa Oblma NPeINPUHATA TOMBITKA BBECTH ANKWIbHBIH(mpen-
OyTWIbHBIN) 3amectuTenb. OJHAKO MOIYYUTh HEOOXOIWMBIN 3-THEHWIMMUHO-3H-
bypaH-2-0H, pa3pabOTaHHBIMM paHEEe METOJAaMH HE YAaIoCh. PelmuTh JgaHHYIO
npobsieMy  CTalo  BO3MOXHBIM  Ipu  ucnoas3oBanun DCC B kauecTBe

BOJIOOTHUMAIOILIETO CPEACTBA, TaK Kak oOpasyrolascss B YCIOBUM peaKLUH
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JUIUKIOTeKCUIIMOUYEBUHA HE JIOJDKHA MellaTh JajbHEHIIeMy B3aUMOJACHCTBUIO, MpU
UCIIOJIb30BAaHUU  TOJIyoJla B KAyeCTBE PACTBOPUTENS, BO3MOXKHO IMOJyYEHUE
nuppono| 1,2-a]tueno[3,2-e|mupuMUINHOHOB  0€3 BBIACICHUS 3-THCHWIMMUHO-3H-
bypan-2-onoB. OOpa3zoBaHue 3-TUEHUTUMUHO-3H-(DypaH-2-0HOB Ha TEPBOM CTaIUU
peaknuu ObUTO TTOATBEPKIEeHO MeTomamu yuvmpa-BIOXKX-MC. Takxke Obuta moka3zaHa
BO3MOXXHOCTh JIaHHOTO OJTHOPEAKTOPHOTO MeToJa COOpKH 3-THEHWIMMHUHO-3H-(hypaH-

2-OHOB M3 KHCJIOTHI 6 B.

Cxema 2.20
o 0 EtO
EtO o)
OEt
7/ /" \ H
\ 1: DCC HN™ N AMAI - pec ¢ N
ST °NH o _— -
HO S 2:NC_COOEt (O PN\ 2:NC._COOEt 74
-Bu EN — Et;N /
O o H
9 198, 21 MeO 68

198: Ar(Alk)=4-MeOC¢H,.
21: Ar(Alk)=¢-Bu.

Jlis 3TOro Ha MEpBOM CTaguM K pacTBOpY coenuHeHus 9 unm 6B no0aBisuu
JTUIUKIOTEKCUIIKApOOIMUMU, ¥ Tocle  HENmpOAOJDKUTEIBHOIO  HarpeBaHMs
OTQUIBTPOBBIBAIN 00PA30BABIIYIOCS AUIMKIOreKCHIMOYEBUHY. [lomydeHHbIi pacTBOp
3-TueHUTUMUHO-3H-QypaH-2-0Ha BBOJWIM B PEAKIMIO C IIMAHOYKCYCHBIM 3(UPOM B
ONITUMHU3HUPOBAHHBIX ycioBuax. OOpa3oBanue coenunenuit 198 u 21, mo-Buammomy,
HaynHaeTcs ¢ oOpazoBanus uHTepMenuara Mg, KOTOPBIA MOCae aTaku THAPOKCUIIbHON
TPyNIo B YETBEPTOM MOJOKEHUHM TMPOU3BOJHOTO OyTeHOBOW KucioThl Mg Ha atom
yriaepoga  CIokHOOGHpHOTO Kapbommma C' TPHBOANT K  TETPadAPHICCKOMY
uHTepmeaunary Mg, sIMMUHUPOBAHUE U3 KOTOPOTO AUIMKION€KCHIMOYEBUHBI IPUBOJUT
K 3-tHeHWIMMUHO-3H-pypan-2-onam My (Cxema 2.21). [lanpHeiiimue npeBparieHus
NPOUCXOMIT uepe3 oOpazoBanue amuuHonuppona HMi;, omnucanbie panee (cm. Cxema

2.19).



59

Cxema 2.21
EtO B EtO 7 B OEt |
=
(0] (@] /
S o)
/' \  H I\
S N O N/CY—> S I;I O B —
ST
O T l O—( ©y
g N No R o 111 .
Cy i ~Cy N
L H _ L \Cy Cy J

_—

-(CyNH),CO

HIO I/Ill 19B, 21

2.3.5. H3yuenue XUMUYECKUX ceolicme NPOU3800HBIX 2-amuno-1-(3-
(@moxcukapoonun)-4,5,6,7-mempazudpo[bJmuoghen-2-un)-4-oxco-5-(2-oxco-2-

apunymunuoen)-4,5-ouzudpo-1H-nuppon-3-xkapoonosvix kuciom

Hanuurie HECKOJbKMX PpPEaKIUMOHHBIX LIEHTPOB Yy 2-aMHUHOINHUPPOJIOB U
oOHapy)XeHHe OMOJOTMYECKON aKTHUBHOCTH B PNy NPOM3BOAHBIX 18 moOKa3bIBaeT
NEPCIEKTUBHOCTD U3YyYEHN XUMUYECKUX CBOMCT JaHHBIX COETMHEHMM C LIEJIBIO TIOUCKA
HOBBIX OMOJIOTMYECKH AaKTUBHBIX BEIIECTB. BUPTyarabHO MOJEKYJy MOXKHO pa3leluTh
Ha HECKOJIBKO 3J1eTPO(UIBHBIX U HYKJI€O(UIbHBIX HANPABICHUN aTaku, CPEIU KOTOPHIX
MO’KHO BBIIENTUTh 6 OCHOBHBIX BO3MOJKHBIX HAIlpaBICHUN MOAU(UKALMUA H3y4aeMOTO
COCJIMHEHUS. DTO HM3yYEHHUE PEaKUMOHHBIX BO3MOXKHOCTEU CIOXHOI(PUPHOWU TPYMIIbI
trodeHa (HampaBieHUE |); U3ydeHHE MPEMapaTUBHBIX BO3MOKHOCTEH aMUHOTPYIIITHI
(HampaBiieHHE 2); HM3yYEHHUE CIONKHOI(PUPHOM, HUTPWIBHOW M aMUJIHOW TpYyMIIbI
nuppona (HampaBieHue 3); HM3y4YEHHE pPEaKUUH, MO3BOJSIOMIUX OJHOBPEMEHHO
BOBJIEKaTh aMUHO- U CI0XHO3()UPHYIO0, HUTPWIbHYIO, aMUAHYIO TPYIIY, IO3BOJISIOLIEE
CUHTE3UPOBaTh MPEUMYIIECTBEHHO KOHJECHCHUPOBAHHBIE MPOU3BOJHBIE NUPPOJA

(HampaBneHue 4); U3ydeHUE peakiuii, MO3BOJSIONIMX HUCMOJb30BaTh MUPpoI Kak 1,4-
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JUKETOHHOE TPOM3BOJIHOE (HAMpaBlIeHHE OS) W U3YYEHUE B3aMMOJEHUCTBUNA IO

XaJIKoHOBOH cucTeMme (Hanpasienue 6) (PucyHok 2.18).

Pucynox 2.18

2.3.5. 1. Boccmanoenenue  ygpupos  2-amuno-1-(3-(3moxcuxapoonun)-4,5,6,7-
mempazuopo[bJmuogen-2-un)-4-oxco-5-(2-okco-2-apunmunuoen)-4,5-ouzuopo-1H-

nuppon-3-KapooHoevIX Kuciom

C nenbro u3ydeHusi BO3MOKHOCTEN 1,4-1uKeToHOBOro (pparmeHTa (HarpaBieHUE
5) B peaknusx Ilaans-Kuoppa ans nonydenust ¢pypo[3,2-b]nupposna uau nuppodio|3,2-
b]nupposa, HamMu OBLIO MTPOBEJACHO BOCCTAHOBIICHUE IK3OIMKINYCCKON TBOWHOM CBSI3U
LIMHKOM B YKCYCHOM Kucyore. OgHAaKO peakuuss BOCTAHOBJIEHHsS B KHCIOM cpene,
JIOITOJIHUTEIIBHO COMPOBOXKAAETCS BHYTPUMOJIEKYJISIPHON LUKJIN3ALMEN, IPUBOASAIIEH K
nuppoio[ 1,2-a]tueno|3,2-eJnupumuinHoHamM 22a-B, KOTOPbIE TakKe€ MOTYT OBITh

MIOJTYYCHHBI TIPH BOCCTAHOBJICHHH B aHAJIOTHMYHBIX ycioBusx coeamHeHui 19 (Cxema

2.22).
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Cxema 2.22
0
EtO EtO Y 0
/
Ar
HzON Zn(AcoH)  HN" °N
-_—
7S A MR
EtO = =
18a,B,r 22a-B
Zn (AcOH) | A Zn (AcOH) | A

A

19a

18: Ar=Ph(a), 4-MeOCH,(B), 4-CICcH4(T).
22: Ar=Ph(a), 4-MeOC4H4(6), 4-CIC4H,(B).

K coxanenuto, BoBneus B peakuuto [laans-Knoppa coenunenus 22a-B B Haubosiee
o0ImMX KIACCHYECKHX YCIOBHUSAX pEaKIMH HE YIAeTCsA, TaKXKe HE IMOIydacTcs
CUHTE3UPOBATH UMUHOTIPOU3BOIHBIC COSTMHEHHM 22a-B, HEOOXOAUMBIE JIJISl TTOJTYICHUS

nupposio[3,2-b]mupporos B yenosux peakiuu [Taans-Kuaoppa.

2. 3. 5. 2. BuympumonexynapHas PeYuKIU3ayUsL amuoos 2-amuno-1-(3-
(omoxcuxapbonun)-4,5,6,7-mempacudpo/b]muogen-2-un)-4-oxco-5-(2-oxco-2-
apunsmunuder)-4,5-oueudpo-1H-nuppon-3-kapbonoswix xuciom

[Tpu HarpeBanuu amuzga 183 B cMecH 3TaHON W COJSHAS KHCIOTA TPOWCXOJIUT

PELMKIU3AIMS B POU3BOAHBIC MUPPOTUANH-2,4-110Ha 23.
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Cxema 2.23
H,N
ST
H,N —
H,N 2
HCI (EtOH)
0 I A (0) Y NH O
/S A EtO
EtO = =N (0]
H
Ph o
183 23

CoeauHenue 23 CBETIO-KENTOE KPUCTALIUYECKOE BEIIECTBO, MOJYYEHHOE C
BbIXOJIOM 75%, Xopoiio pactBopumoe B xiopodopme, [IMCO, mpu HarpeBaHuu B
TOJYO0JI€E, AllETOHUTPUIIE, 3TAHOJIE U HE PACTBOPUMOE B BOJIE U AJIKAHAX.

Ctpyktypa coenunenus 23 noareepxaeHa merogom PCA (Pucynok 2.19).

.‘ 02 LQ‘%CI
& R
C18 o C3 S3-2

)
) =
Zam oL

N2

Pucynok 2.19 Coedunenue 23 6 mennoguix snnuncoudax 50% eeposmuocmu.

Ha wam B3rmsg oOpazoBanume coequHeHUss 23 TIPOUCXOJUT  BCIICJCTBUE
epBOHAYAIGHOM aTakk HPOTOHA 1O atomy asora mmppona N' ¢ o6pasoBaHmem
npoToHHpoBaHHON (opmbl My, 1 mocmexyrommM paseiBom cszu N'-C°, xotopomy

JOTIOJTHUTENBHO CTAaOMIM3upyeT obOpazoBanue mectuuwieHHo BBC ¢ kapOokcuiibHOM
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q)YHKHHeﬁ TI/IO(I)CHOBOFO 3aMCCTUTCIIA, 4 KOMIICHCAlHA I10JIOKUTCIBbHOI'O 3apsala Ha

5
aToMcC YyricpoJa C IMPOUCXOAUT 34 CUCT Kap6OHI/IJII>HI>IX rpymnima B COCCOHUX

noyiokeHussx uarepmennar Mjs3. Ataka aMuaHOW aMUHOTPYIIION HAa KapOOKATHOHHBIN

aTOM TMPUBOJUT K oOpa3zoBaHuio uHTepMmenuara M, KOTOPBIA CTaOUIU3UpYETCS

BCJIEICTBHE DJIMMUHUPOBAHUS MTPOTOHA, TPUBOJS K TUPPOTUANHINOHY 23.

EtO

18a

H,N 0o

EtO =

Cxema 2.24

O

/ + Ph
H,N™ gN

72

(0] _H+

(0]

23

2. 3. 5. 3. Bzaumooeiicmasue 2-amunonuppona C Ourykieoguiamu

OMHYKOJICOPUIBLHBIMU ~pEareHTaMu Ha

Hamu wu3yuena

BO3MOXXHOCTH

npumepe

B3aUMOJCUCTBUA  2-aMUHOIUPPOIA

183

C

OPD wu Oenzounruapaszuma.

YCTaHOBJICHO, YTO B3aMMOJICMCTBHE MPOTEKAET MO XAJIKOHOBOM CHCTEME, a HE IO

JTUKETOHOBOM, Kak BO3MOKHO ObLTO 0kuaath (Cxema 2.25).
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Cxema 2.25
o)
/ N
o HN
OPD 7 S
EtO —
24

BZzNHNH,

183

CoenmHenue 24 >KenToe KPUCTAUIMUECKOE BEIIECTBO, COeAuHEHHE 25 Oenoe
KPHUCTAJUINYECKOE BEIIECTBO, IIONY4YEHHbIE C BbIxomamu 79 u  82%, xopomo
pactBopumMble B xsopodopme, JIMCO, npu HarpeBaHWU B TOJYOJC, allETOHUTPHIIC,
9TAHOJIC U HE PaCTBOPUMBIC B BOJIC M aJIKaHAaX.

Ctpyktypa coenunenus 24 noareepxaeHa merogom PCA (Pucynok 2.20).

Pucynok 2.20 Coedunenue 24 6 mennosuix snnuncoudax 50% eeposmuocmu.
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2. 4. buosoruvyeckasi aKTUBHOCTD MOJIY4Y€eHHBIX COeIMHEHU

Kak Obl10 CcKa3aHO paHee, COEIMHEHMs, cojepkalue aMuHoTHO(eH IeBanbia,
001aIal0T IMUPOKHM CIEKTpOM Ouosormdeckoit aktuBHOCTH[91-98], xpome 3TOTO, B
JUTEpaType ONMCAHbI IPUMEPHl OOHApPYKEHUS OHOJIOIMYECKON aKTUBHOCTH Cpeau
NPOM3BOJIHBIX ~ APOWIITUPOBUHOTPAIHBIX KUCIOT[29-42], dTo TaKke TOBBIMIACT
NEPCIIEKTUBHOCT U3yUeHUsI OMOJIOTHUYEeCKON aKTUBHOCTH TMOJIYYE€HHBIX COCTUHEHUIA.

C 11e51p10 MOMCKA HOBBIX OMOJIOIMYECKH aKTUBHBIX BELIECTB, HAMU ObUI IPOBEIECH
NEPBUYHBIA  OMOJIOTMUECKUII CKPUHHUT MPEACTABUTENEH TMOYTH BCEX PAIOB
NOJyYEHHBIX COCJIMHEHMH Ha TakWe BHJbl AKTUBHOCTH KaK: aHalbleTHYecKas,
MPOTUBOBOCTIATIUTENbHASL, MPOTUBOMUKPOOHAass U runoriaukemMudeckas. Jlms Bcex
UCCIIEyeMbIX COCOUHEHH Oblla OmpeaeneHa oOcTpas TOKCUYHOCTh, KOTOpas
cocraBisieT > 1500 mr/kr. CornacHo KiacCHU(PHMKAMU TOKCHYHOCTH IMPENapaTtoB Bce
UCCIIETyeMbIE COEIUHEHHUS OTHOCATCS K V KiIaccy NPaKTHUYECKH HETOKCUYHBIX
BeriectB[176].

AHanpreruyeckass M IMPOTHBOBOCHANUTENbHASI AKTUBHOCTh CHHTE3UPOBAHHBIX
coequHeHu Oblia uccienoBaHa BacwibeBoit A.FO. m Maxmynossim P.P. Ha 0aze

KaQeapbl IPUPOIHBIX U OMOJIOTMYECKH aKTUBHBIX coequnenuit [ITHNY .
2.4.1. Ananvzemuueckas aKkmMueHOCHLb

AHanpreTudyeckas aKTHBHOCTh ObUTa u3ydeHa it 126 coenmuenuii[116] 1o
METOAYy TOpsAYeld TIUIAaCTHHKM TIpM  BHYTpUOpIOmMHHOM BBeneHuu[176]. Bce
WCCJICIOBAHHBIC COCAMHEHUS OKa3aJIMCh 3HAYUTEILHO MEHEE TOKCHYHBIMHU, YeM
Optoden. Hambosee akTUBHBIMH COSAWHCHHSIMH OKa3aJlMCh HMCXOJHBIC KHCIOTHI 6,

a¢upsr 11 u amunonuppoist 18 (Tabauua 2.2).

Tabauua 2.2
Coei- Tlosa, Mo JlaTeHTHBIN TTIeproT 0OOPOHUTEITLHOTO
pediekca, ¢
HCHHS MTI/KT MT/KT
2 yaca
61 50 >1500 25.80
6¢ 50 >1500 2950
Gac 50 >1500 26.00
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118 50 >1500 28.80
11k 50 >1500 26.60
11n 50 >1500 28.20
181 50 >1500 28.00
18u 50 >1500 28.10
KonTtposin - - 10.0
Optoden | 10[E[Is0] 74 26.2
Mf{i“;ﬁi"“ 93[E/lss] | 3300 16.33

C uenbio morcka HanboJiee aKTUBHBIX COETMHEHUH B psly KUCIOT 6, babymkuHoi
E.B. Ha O0a3e kadeapsr Bbicmiedi Marematuku [II'HHUY Obuta  wuccienoBaHa
MaTeMaTHYecKas 3aBUCUMOCTb BEJIWYMHBI OHOJIOTMYECKOTO OTKJIMKA (JATEHTHBIN
nepuoj, 0O0OPOHUTENBHOTO pediiekca B CEKYHJAaX) OT JECKPUIITOPOB MOJICKYJISIPHOM
CTPYKTYpPBI COEIUHEHUH 6.

[Ipu mpoBeneHWHM UCCIENOBAaHUHM OblIa TOCTPOCHA MOENIb MHOMXKECTBEHHOU
JIMHEHHOM perpeccu, ONUCHIBAIONIA 3aBUCUMOCTD aHATBIeTHUECKOH aKTUBHOCTH Y OT
6onee yem 3000 1ecKpUNITOPOB MOJIEKYJIIPHOU CTPYKTYPbI, KOTOpPbIE ObUIN pacCUUTaHb
B nporpamme DRAGON® U1 ONTHMHU3MPOBAHHBIX TEOMETPHil IOTy3MIHPHUSCKIM
metogoM AMI1 [177]. Tlpu MOCTPOEHUH PErPEeCCHH HCIOJIb30BANIOCH MPOTPAMMHOE
PUIIOKEHHE, CIILMANbHO paspaboTanHoe Ha s3eike C# B cpeme Microsoft® Visual
Studio® 2010. IIpu HOCTPOEHMH MOJEIN IIPUMEHEH MOAXOJ MOIIArOBOil BOCXOMISIIEit
perpeccuu, Ha Ka)aoM Iare KOTOpoid B MOJIEb BKJIFOYAETCsl HOBBIM JECKPUIITOP JINOO
ero mnpeoOpa3oBaHHOE 3HaueHWe. Mojenb, KoTopas OOBSICHSAET OOJBIIYI0 JOJIO

AUCIICPCHUHN OTKIIMKA, UMCCT BU:

% = 0,00004-V/ (A) Approx+ o,o35-ﬁ —0,726- Jhetp® —0,124- 1C, +0,528- BIC, + 0,054

ZM1V - nepBblii MHAEKC 3arpeOCKON TpYIbI [0 BCEM BAJIEHTHOCTSM BEPILUH,
Jhetp - unnexc bamabana, I1Cy - undopmaimonHoe coaepkanne rpada OTHOCHTEIBHO
okpectHocterr 0-ro mopsinka, BIC, - uHpOpManmmoHHoe cojep:KaHUE CBA3BIBAHUS
OTHOCHTEIFHO OKpPECTHOCTEH 0-TO mopsiaka.

Mopnenb sBIeTCS 3HAUMMOW TMPU ypoBHE p <0,5, KOdDPHUIIMEHT neTepMUuHAIIIN
R? =0,6. [TocTpoeHHast MO/ieNIb BEpU(PHUIIMPOBAHA C TIOMOIIBIO CTATUCTHYECKOTO MaKeTa

Statistica® 10 for Windows®.
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2.4.2. Ilpomueosocnanumenvnan akKmueHocmy

[IpoTuBOBOCHIATIMTEIbHAS AKTUBHOCTh H3ydYeHa I 8 COCJAMHCHHH HAa MOJCIH
KappareHuHOBoro  oreka[178].  HamOoybmyto ~ akTHBHOCTH  TOKaszaau 3

coequnenusi( Taoauya 2.3).

Tabauya 2.3

Coenu- Hoza, | JIJI50 | % TtopmMokeHus™ KappareHMHOBOT'O OTEKa

HEHHE MI/KT | MI/KT 4 gaca
KoHT-ponn - - 0.00

6¢ 50 >1500 35.27
610 50 >1500 39.95
6 50 >1500 44.00
Optoden 10 74 61.00

HCCJ’ICI[OB&HHBIC COCAMHCHUA ITOKa3aJIl BBIPAKCHHYIO IMPOTHBOBOCHAINTCIIBHYIO
aKTUBHOCTBL M Oosice ueM B 20 pa3 MCHBIIYIO TOKCHUYHOCTb, YCM IIPCIIapaT CPaBHCHUA

Optoden.
2.4.3. IIpomueomukpoonHas akmueHocmas

[IpoTuBOMHKpPOOHAsE ~ aKTUBHOCTh  CHHTE3UPOBAHHBIX  COCAMHEHWI  ObLIa
uccienoana banangunoit C.}O. B nabGoparopum «baktepunma» Ha 0a3e kadeapbl
MPUPOIHBIX U OMOJOTUYECKH aKTUBHBIX coeanHeHuit [ITHNY .

[IpoTUBOMUKPOOHYIO aKTUBHOCTh HCCIEAOBaIM JJIsi 22 COEAWMHEHUU TI0
OTHOIIICHUIO K TEeCT-KyJIbTypaM Mukpoopranu3moB St. aureus ATCC 906 u E. coli
ATCC 1257, ompenensiii METOJOM JBYKPATHBIX CEPHUHBIX pPa3BEICHUN B >KUIKOU
nuTareNnbHou cpene[179].

HaunGonbiyro akTUBHOCTH TMOKa3aiM 2 COCIWHEHUS B PAAy KHCIOT 6 (cM.

Tabnuua 2.4).

Tabnuya 2.4
[TpoTuBOMHKPOOHASI AKTUBHOCTH (MKT/MJI)
Coenunenue St. aureus (906) E. coli (1257)
MUK MUK
6ae 125 125
Bax 250 250
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Ha ocHoBanHMHU I/ICCJIe,Z[OBaHI/Iﬁ BI)I60pKI/I COCI[I/IHCHI/Iﬁ N3 KAXIOO0TO psada MOXKHO
caciiatb BBIBOA O 6€CH€pCHeKTI/IBHOCTI/I IIOUCKAa JaHHOI'O BHAAd AKTHBHOCTH Y

MOJy4aEMBIX COEIUHECHUMU.
2.4.4. 'unoznukemuueckas aKkmueHoOCmb

['unornukeMuyeckass akTUBHOCTh OblTa M3ydeHa Ha Kadeape (Hapmakoioruu
[II'®A mun3npasconpazsutus PO nmox pykoBoacTBoM mpodeccopa, A.M.H. FOmkoBoi
T.A.

'unornmnkeMuueckass aKTUBHOCTH ObLIa HCCIEIOBaHa JUIA 2 COSOUHEHUNA Ha
mojenu ajutokcanoBoro auadera[180]. Kak BumHo u3 pesynbrata (cm. Tabauya 2.5),
UCCIICIOBAaHHBIE ~ COCOWHEHHUS  O0JaJaloT  BBIPAKEHHOW  THUIOTIMKEMUYECKOU
aKTUBHOCTBIO, YTO MOKAa3bIBAET MEPCIIEKTUBHOCTH MOUCKA 00Jiee aKTUBHBIX BEIIECTB B

psIy KUCIOT 6.

Tabauya 2.5
CoennHenune Ho3a, % TOPMOKEHUS TUNIEPTITMKEMUN
Mr/Kr 120 muH
61 50.0 23.1
6a0 50.0 13.6
Merdhopmun 50.0 54.5

Takum  oOpazoMm, pe3yiabTaTbl  OMOJOTMYECKMX  HCIBITAHUNH  [OKa3alu
NEPCHEKTUBHOCTh  TOMCKAa HOBBIX BEIIECTB C  BBICOKOW  aHAIbI€THYECKOM,
IIPOTUBOBOCIIATIUTENBHON " TUIOTIMKEMAYECKON AKTUBHOCTBIO cpenu
CUHTE3UPOBAaHHBIX  coeAuHeHuid.  llomydyeHHble  JaHHbIE  TIO  MEPBUYHOMY
OMOJIOTUYECKOMY ~ CKPUHUHTY  BBISIBWJIM ~ HEOOXOAMMOCTb  Ooyiee  TIIyOOKHX
(bapMaKkoJOTUYECKUX  HCCIENOBAaHUN  COCOUHEHMM,  IOKa3aBIIMX  BBICOKYIO
aHAJIbI€TUYECKYI0, MPOTHUBOBOCTIAIUTEIbHYI0 AKTUBHOCTh U HU3KYIO TOKCHUYHOCTH C

HCJIBbIO U3YICHHNA BO3MOKHOCTHU NCITOJIb30BAHUA UX B MCI[HHHHCKOﬁ IIPAKTHUKC.
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I'maBa 3. JDKCIIEPUMEHTAJIbHASA YACTD.

UK cnextpsi 3anucansl Ha ipuoope @CM—1202 1st macThl B Ba3eJIMHOBOM Maciie
u B Tabnerkax KBr.

Crexrpst SIMP 'H u *C 3amucansr ma npu6ope Bruker AV500 (500 u 125 MI'n),
Varian-MERCURYplus300 (300 u 75 MI'1) BHyTpennuit cranmapt - [MJIC, Bruker
Avance IIl (400 u 100 MI'1) BHYTpEHHHMI CTaHAQPT - OCTATOYHBIA CUTHAJI OT
JIEUTEPOPACTBOPUTEIIA.

OnemeHTHBIM aHanmu3 npoBomwin Ha npudbope Leco CHNS-932 u Vario EL
Cube(CHNYS).

Macc-criekTpsl 3anucanbl Ha criektpomeTpe Kratos MS-30, nonusamus OV (70 3B,
temneparypa kamepbl wonu3auu 200 °C) u ma Waters ACQUITY UPLC I-Class c
nerektopom Xevo TQD, wuonuzauus mpoOBl 3IEKTPOPACHBUIEHHEM B PEKUME
pEerucTpaluy MOJOKUTEIBHBIX HOHOB, TemMIeparypa uctounuka 150°C, HanpspkeHue Ha
karmuiape 3500-4000 B, manpsokenue Ha konyce 20—70 B, temmeparypa ucmapeHus
150-300°C, meTomoM MpsIMOTO BBOJIa B MaccC-AETEKTOp IMPUOOpa.

OnTuMU3aIUIo YCIOBUN peakuuii mpoBoamin Metoaamu yiasmpa-BOXKX-MC (na
npubope Waters ACQUITY UPLC I-Class, komonka Acquity UPLC BEH C18 1.7 mkwm,
NOJBWKHBIC (Da3bl. alleTOHUTPUI-BOAA, ckopocTh moTtoka 0.3-0.6 ma/muH, Macc-
netektop Xevo TQD, Y®-ngerexkrop ACQUITY UPLC PDA el Detector).

XUMUYECKYI0 YHMCTOTY COCIMHEHUM W NPOTEKAHHWE PEAKIHUN KOHTPOJHUPOBAIN
metogoM TCX na maactuaax Sorbfil TITCX IT-A-Y®-254 B cucteme 3¢dup-0eH30.-
auertoH, 10:9:1, nerexktupoBanue npopoawiu B YD cBere u napamu ioza.

TemnepaTypsl iaBieHus onpenesuin Ha npudope SMP40.

4-MeHnn-2-ruApoKcu-4-okco0yT-2-eHOBasl KHCJI0TA 2a.

K Temnomy pactBopy (0.4 monb) metunara HaTpust B 100 Mu1 MeTaHosIa MEJIEHHO
NPUWIMBAJIA TPU MEpPEeMEIIMBAHUM OXJaxJIeHHyro cMmech 29.2 1 (0.2 wMoub)
nuatunokcanara u 24.0 r (0.2 moinp) anerodeHoHa, 4yepe3 CyTKH BBITIABIIMI OCaJI0K
pactBopsiin B Temoil Boae (60 °C) M MOAKHUCISUIM PAaCTBOP KOHIIEHTPHUPOBAHHOM
consHOoM  kucnmotod g0 pH=3. BemaBmmuii ocagoxk  OTQUIBTPOBBIBAIM U

NePEeKPUCTAIIN30BbIBaIN 13 aneTonuTpriia [106-110].
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AHJIOTUYHO OBLIIM TOJIYYEHBI COCTUHEHUS 20-P.

OTHioBbIi dpup 2-amuno-4,5,6,7-rerparnapodenszo|[b]rnoden-3-kap6oHoBoii
KHCJIO0THI Sa.

B tpexropioit kon6e emkocThio 100 M1, cHaOkeHHOM 00paTHBIM XOJIOIUIBHUKOM,
KaleJIbHOM BOPOHKOM, BHYTPEHHHM TEPMOMETPOM M MAarHMTHOM  MEIIAJIKOW,
MIOMEIICHHON B BOASHYIO OaHto, roToBMIH pacTBop 9.8 r (0.1 MOIB) IIUKIIOTEKCAaHOHA U
11.3 r (0.1 momnb) stunimanoarierara B 40 mi 3ta”osna. K momydyeHHOMY pacTBOpY
npubasmsuin 3.2 r (0.1 Monb) TOHKO pacteproil cepbl. Ilpu nepememmBaHuUM K
MOJIYYeHHOU cMecH NpHOaBIsId MO KaruisaM 4 mul MOopQoJuHa, clefs 3a TeM, YTOObI
peaklMaKIMOHHAs CMEChb He meperpeBaiach. llocie OKOHYAaHMS SK30TEPMUYECKOU
peaklMM CMEeCh HarpeBajil Ha BOASHOW OaHe 10 MOJHOTO pacTtBopeHus cepsl. Ilocne
oxjaxaeHus pactBopa g0 0 °C BemagaeT ATUIOBBIM 3bup 2-amuH0-4,5,6,7-
TeTparuapodeH3o[b|tnoden-3-kapOoHOBOI KHUCIOTHI B BHJIE JKEINTHIX KPUCTAIUIOB.
[Tony4yeHHBIN MPOAYKT OT(HHUIBTPOBBIBAIM M TMEPEKPUCTALIU3OBLIBAIM U3 METaHOJa
[111-115].

AHanoruyHo ObUIH MOJTYYEHBI COEUHEHUS 50-K.

4-Oxco-4-penna-2-[(3-(3rokcukapoonuni)-4,5,6,7-

Terparuapoden3o[b]Tuoden-2-mn)amuHo]|0yT-2-eHoBasi KHCJIOTA 6a.

EtO Meron A: x pactBopy 1.92 r (0.01 monp) coenuHenusi 2a B
0
Q—g u stanose (10 mi) mpudaBumu 2.25 r (0.01 Mob) pacTBOpa 3TUIIOBOTO
N

KUCIOThl Sa B otanosie (10 wmi1) W HarpeBanu A0 KHUIICHHS.

S 0 »a¢upa 2-amuHo0-4,5,6,7-Terparuapoden3o[b]rrnoden-3-kapOooHoBOM
72
j@!

6a [Tony4yeHHBI HACHIIIEHHO-KPACHBIA PacTBOP BbIAEpKUBAIU 24 daca
npu -18 °C, BeImaBmMi 0CafAOK OTHUIBTPOBBIBAIU U NEPEKPUCTAIIIU3OBBIBATU U3
sranona[116]. Beixoq 89%; Meton b: PactBop 3.81 r (0.01 monb) coenunenus 10 a
KUIIATUIM B CMECHU JMOKCaH:BoJa 4:1 B TeueHue 1 4, mOJIy4EeHHBIN PaCTBOP OXJIAKIAIIH,
BBITIABIIUN 0CAIOK OT(HUIBTPOBHIBAIIN U MEPEKPUCTAIIIM3OBBIBAIM M3 dTaHOJAa. BbIxos
95%. Kpacuele xpuctaiubl. Tpus, = 189-190 °C (sTanom). UK cnekrp, v, eml: 1708
(COOEY), 3431 (NH). Crextp SIMP 'H (500 MI', CDCly), 8, m.x.: 1.41 (1, J 7.1 I'y,

3H, Me), 1.83 (v, 2H, CH,), 1.88 (M, 2H, CH,), 2.78 (v, 2H, CH,), 2.84 (M, 2H, CH,),
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441 (xB, J 7.1 T'u, 2H, CH,0), 7.16 (¢, 1H, C=CH), 7.54 (m, J 7.7 T'u, 2H, Hp;), 7.64
(M, J 7.4 T'u, 1H, Hpy), 8.05 (M, J 7.4 'y, 2H, Hp), 12.30 (¢, 1H, NH). Cuekrp SIMP B¢
(126 MI', CDCly), 8, m.a.: 14.3,22.4,22.7, 24.9, 26.5, 61.4, 96.6, 118.3, 128.7, 129.0,
129.4, 133.7, 134.7, 137.5, 144.1, 146.1, 162.2, 164.3, 189.5. Haiineno, %: C 63.10, H
5.32, N 3.51, S 8.04. C;H2NOsS. Beruncneno, %: C 63.14, H 5.30, N 3.51, S 8.03.

AHAJIOTUYHO, TI0O MeTOoy A OBUIM IMOJIydeHBbI COOTBETCTBYIOIIME KUCIIOTHI 66-ac,
aMubl 7a-B U coeTMHECHME 9.

4-(4-MeTtundennin)-4-okco-2-[(3-(3Tokcukapoonnn)-4,5,6,7-
TeTparuapoden3o[b]Tuopen-2-mn)amMmuHo]0yT-2-eHoBast KHCJIO0TA 60.

EtO Beixon 73%. Kpacuele xpuctamiasl. Tp,,= 188-190 °C

(0]
7 (stanomn). UK crextp, v, em™: 1715 (COOEY), 3442 (NH). Crektp

{
s i O MP *H (300 MT',, DMSOg), 8, mn.: 1.33 (r, J 7.2 Tww, 3H, Me),
@@ 174 (m, 4H, 2CH,), 2.39 (c, 3H, Me), 2.60 (v, 2H, CHy), 2.71 (m,
Me Os  2H. CHy). 432 (ks, J 72 T, 2H. CH,0). 6.51 (c. 1H, C=CH),
7.33 (M, J 7.8 T, 2H, Ha), 7.90 (M, J 7.8 T'u, 2H, Hp), 12.75 (¢, 1H, NH). Haiineno,

%: C 63.92, H 5.66, N 3.35, S 7.77. C;,H»3NOsS. Beruucneno, %: C 63.91, H 5.61, N
3.39, S 7.75.

H

4-(4-Metoxkcudennn)-4-oxco-2-[(3-(3rokcukapoonuni)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-mn)aMmuHo|0yT-2-eHOBasi KHCJIOTA 6B.

EtQ Beixon 86%. Kpacuble kpucramibl. Tp,,,= 186-187 °C
Q/—{OH (otanon). UK cmektp, v, cv’: 1712 (COOEt), 3412 (NH).
"N o Crextp SIMP 'H, (500 MI', CDCly), 8, m.x.: 1.40 (1, J 7.1 ',
9 3H, Me), 1.82 (M, 2H, CH,), 1.88 (M, 2H, CH,), 2.77 (m, 2H,

MeO C;B CH,), 2.81 (m, 2H, CH,), 3.91 (c, 3H, OMe), 4.38 (xB, J 7.1 I'y,
2H, CH,0), 7.01 (M, J 8.9 ', 2H, Hp,), 7.08 (c, 1H, C=CH), 8.03 (M, J 8.9 I'i, 2H,
Har), 12.19 (c, 1H, NH). Criextp SIMP *C (126 MI', CDCls), 8, m.zi.: 14.2, 22.4,22.7,
24.9, 26.5, 55.7, 61.3, 96.5, 114.3, 117.6, 128.7, 129.6, 131.2, 134.6, 144.5, 145.5,
162.4, 164.3, 164.4, 187.7. Macc-cniektp, m/z: 429 [M]". Haiineno, %: C 61.50, H 5.44,
N 3.25, S 7.43. C»H23NOgS. Beruncieno, %: C 61.52, H 5.40, N 3.26, S 7.47.

7

T~
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4-(2,4-InmeTokcudenni)-4-okco-2-[(3-(3Tokcuxkapoonun)-4,5,6,7-
Terparuapodenso[b]rnoden-2-ui)amuno]oyr-2-eHoBasi Kucja0Ta 6T.
EtO Beixon 87%. Kpacuble kpucramibl. Tp,, = 183-184 °C
) 0 (stanon). UK cmektp, v, em™: 1670 ym. (COOEt), 3392 (NH).

{
s i O Criextp SIMP *H, (300 MI'ti, DMSOy), 8, m.i.: 1.32 (, J 7.1 Ty,
Q/<\§) 3H, Me), 1.65 (M, 4H, 2CH,), 2.53 (m, 2H, CH,), 2,76 (v, 2H,
o H
MeO OMe  6r CH,), 3.85 (¢, 3H, OMe), 3.89 (c, 3H, OMe), 4.31 (xB, J 7.1 I'm,
2H, CH,0), 6.58 (c, 1H, C=CH), 6.62-7.71 (m, 3H, Hp,), 12.58 (¢, 1H, NH). Haiizeso,

%: C 60.09, H 5.45, N 3.04, S 7.01. Cp3H;sNO;S. Brruncneno, %: C 60.12, H 5.48, N
3.05, S 6.98.

JH

4-(4-Bpomdpenni)-4-okco-2-[(3-(3Tokcukapoonun)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-mn)aMuHo|0yT-2-eHOBasi KHCJIOTA 6]1.
EtO Beixon 82%. Kpacuele kpuctamibl. T, = 171-172 °C

0
) (stanon). UK cmextp, v, em™: 1701 (COOEL), 3402 (NH). Crextp

{
s N0 AMP H, (300 MI', DMSOy), 8, m..: 1.33 (r, J 7.2 T, 3H, Me),
72
@@ 1,73 (M, 4H, 2CHy), 2.60 (v, 2H, CH,), 2.71 (M, 2H, CHy), 4.32
0o H
Br 6x  (x8,J 7.2 Ti, 2H, CH,0), 6.49 (c, 1H, C=CH), 7.73 (m, J 8.4 T,

2H, Ha), 7.93 (M, J 8.4 T, 2H, Hay), 12.79 (c, 1H, NH). Haiizeno, %: C 52.70, H 4.22,
N 2.90, S 6.71. Cy1HxBrNOsS. Berucreno, %: C 52.73, H 4.21, N 2.93, S 6.70.

JH

4-Oxco-4-(3-xaoppennn)-2-[(3-(3rokcuxapoonnia)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-min)amnHo]0yT-2-eHoBasi KHCJI0TA Ge.
EtO Beixon 65%. Kpachele kpucramnbl. Ty, = 154-155 °C

0
X (stanon). UK cnektp, v, cM™: 1673 ym. (COOEt), 3438 (NH).

JH
N
5 ) O Crexrp SIMP 'H, (300 MI', CDCly), 8, m.i.: 1.41 (1, J 6.9 ', 3H,
c1\©/<\g Me), 1.84 (M, 4H, 2CH,), 2.78 (m, 2H, CH,), 2.85 (M, 2H, CH,),
o H
6 432 (xB, J 6.9 'y, 2H, CH,0), 7.07 (c, 1H, C=CH), 7.40-8.02 (M,

4H, Ha), 1234 (c, 1H, NH). Haiizeno, %: C 58.14, H 4.62, N 3.25, S 7.40.
Cy1H20CINOsS. Beraucneno, %: C 58.13, H 4.65, N 3.23, S 7.39.
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4-Oxco-4-(4-xaopdennn)-2-[(3-(3rokcukapoonun)-4,5,6,7-

Terparuapodenso[b]rnoden-2-ni)aMmuHo]0yT-2-eHOBasi KHCJI0TA 6O:K.
EtO Beixon 83%. Kpacuele kpuctamibl. Tpe,= 176-177 °C
T OH (stanon). UK crektp, v, cm™: 1701 (COOEY), 3412 (NH). Crextp
O SMP 'H (500 MI', DMSOQg), 8, m.ii.: 1.33 (1, J 7.1 Ty, 3H, Me),
O 1.90 (m, 4H, 2CHy), 2.71 (m, 2H, CH,) 2.8 (m, 2H, CH,) 4.32 (s, J
Cl 6;:[ 7.1 T'u, 2H, CH,0), 6.51 (¢, 1H, C=CH), 7.58 (m, J 8.8 I', 2H,
Har), 8.02 (M, J 8.8 T, 2H, Ha), 12.79 (¢, 1H, NH). Crmextp SIMP “°C (126 MIw,
CDCly), o, m.un.: 14.3, 22.4, 22.7, 24.9, 26.5, 61.5, 96.2, 118.6, 129.3, 129.7, 130.0,
134.8, 135.9, 140.2, 143.8, 146.3, 162.0, 164.3, 188.1. Haiineno, %: C 58.15, H 4.67, N

3.22, S 7.39. CyH,oCINOsS. Beraucinieno, %: C 58.13, H 4.65, N 3.23, S 7.39.

s~ N
2

O

PeHTreHOCTpyKTYypHBIM aHalW3 COCAMHEHMSI BBINOJHEH HAa MOHOKPHCTAIBHOM
aBToMatnueckoM audpaxromerpe Xcalibur R ¢ CCD-geTekTopoM MO CTaHAApTHOU
meroauke [MoKo-uznyuenue, 293(2) K, w-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. [lns ananm3a WCHOJIB30BaH OOJOMOK KPACHOTO MPH3MATHYECKOTO KpHCTalia
(0.5%0.4%0.4 mMm). TlornomieHre y4TeHO SMIUPUYECKH C UCTIOIB30BAHUEM aJITOPUTMA
SCALE3 ABSPACK [181]. CunroHnus KpucTaula TPHKJIMHHAs, MPOCTPAHCTBECHHAS
rpymmna P -1, a 10.7560(13) b 17.5501(14) ¢ 22.6669(16) A, a 107.324(7) B 96.819(8) y
98.708(9)°, V 3976.31 A3. C,1Hx,CINOSS. Z 8. Beero nsMmepeno 44014 orpakenws, u3
HUX He3aBUCUMBIX 18668, 7327 otpaxkenue ¢ I > 2o(1). IlonnoTa cbopa nanubix ams 6 <
26.00° 99.9%. Crpykrypa pacmmdpoBaHa TMpsSMBIM METOJOM M  YTOYHEHA
nonHomarpmaasiM MHK 1o F?° B aHH30TPONMHOM MpPHONMKGHHH JUIS  BCEX
HEBOJIOPOJHBIX aTOMOB. ATOMBI BOJOpOAAa BKJIIOUEHBI B YTOYHEHHE B MOJICTHU
HAe3HUKa B M30TPOMHOM TPHUOIMKEHHWH C 3aBUCHMBIMH TEIUIOBBIMH TapameTpamu.
Bce pacyersl mpoBelieHBI ¢ UCIONB30BaHUEM mporpaMmmHoro nakera SHELX97 [182].
OxoHuaTenbHbIe MapaMeTpbl yrouHeHus:: Ry 0.0639 [mns orpaxkenuit ¢ 1>20(1)], Ry
0.1350, wR; 0.2348 (nssa Bcex otpaxxenuii), GooF 1.0832.

4-Oxco-4-(4-3tokcudennn)-2-[(3-(3roxcukapoonun)-4,5,6,7-

TeTparuapoden3o[b]Tuoden-2-min)amuuo]0yT-2-eHoBasi KHCJIOTA 63.
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EtO Beixong 90%. Kpacublie kpucramibl. Ty, = 172-173 °C

Q_g OH (sranon). UK crektp, v, cm™: 1701 (COOEL), 3416 (NH). Criextp
L.

N o SMP 'H, (300 MI'y, DMSOg), 8, m.i1.: 1.33 (M, 6H, Me), 1.74 (m,

74
O 4H, 2CHj), 2.59 (M, 2H, CH,), 2.71 (, 2H, CH,), 4.17 (s, J 7.2

EO O T 2H, CH,0), 431 (s, J 7.2 T, 2H, CH,0), 6.51 (c, 1H,
C=CH), 7.05 (m, J 8.7 T, 2H, Ha;), 7.97 (M, J 8.7 T'i, 2H, Hp;), 12.70 ¢ (1H, NH).
Haiineno, %: C 62.25, H 5.69, N 3.18, S 7.25. Cy3H,5NOgS. Breraucieno, %: C 62.29, H
5.68, N 3.16, S 7.23.

4-Oxco-4-(4-propdennn)-2-[(3-(3Tokcukapoonna)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-nn)aMmuHo|0yT-2-eHOBasi KHCJIOTA OH.
EtQ Beixon 85%. Kpacuele kpuctamisl. Ty, = 181-182 °C

0
I\ u (stanon). UK cmektp, v, em™: 1707 (COOEY), 3412 (NH). Crektp

5 i O SMP H, (300 MI', DMSOg), 8, m.x.: 1.33 (r, J 7.1 Ty, 3H, Me),
@@ 1.73 (M, 4H, 2CH,), 2.60 (M, 2H, CH,), 2.70 (m, 2H, CH,), 4.31 (k,
F bu J 7.1 T'u, 2H, CH,0), 6.52 (¢, 1H, C=CH), 7.33 (M, Jun 8.7 I't, Iy
6.0 T'u, 2H, Hay), 8.02 (M, Jun 8.6 T, Jur 8.9 T'n, 2H, Har), 12.79 (c, 1H, NH).
Haiineno, %: C 60.40, H 4.85, N 3.33, S 7.69. C»;H,FNOsS. Brruncneno, %: C 60.42,
H 4.83, N 3.36, S 7.68.
4-(4-ondennn)-4-okco-2-[(3-(3Tokcnkapbonmn)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-nn)aMmuHo|0yT-2-eHoBasi KHCJI0TA OK.
EtO Beixon 92%. Kpacubie kpuctaibl. Ty = 90-91 °C (aTanon).
T OH UK crextp, v, eM™: 1670 yur. (COOEL), 3402 (NH). Criektp SIMP
s i O 1H, (300 MT'u, CDCly), 8, m.x: 1.31 (r, J 7.2 T, 3H, Me), 1.74 (m,
9 4H, 2CH,), 2.48 (m, 2H, CH,), 2,68 (m, 2H, CH,), 4.24 (xB, J 7.2
I Oox I'n, 2H, CH,0), 7.08 (¢, 1H, C=CH), 7.10 (m, J 8.4 T'u, 2H, Ha)),
7.90 (M, J 8.4 ', 2H, Hpr), 12.33 (¢, 1H, NH). Haitneno, %: C 48.05, H 3.82, N 2.70, S
6.06. C,;H,0INO:sS. Beruncieno, %: C 48.01, H 3.84, N 2.67, S 6.10.
4-(2-HadTnia)-4-oxco-2-[(3-(3rokcukapoonuni)-4,5,6,7-

5

TeTparuapoden3o[b]Tuoden-2-mn)amuno]0yT-2-eHoBasi KHCJI0TA 6.
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EtO Beixon 58%. Kpacuele kpuctamibl. Ty, = 116-118 °C

(sranon). UK crmextp, v, eMm™: 1671 yur. (COOEt), 3403 (NH).

N 0 Crnexrp SIMP *H, (300 MI'u, DMSOg), 8, m.i.: 1.32 (1, J 6.9 T'n,

¢ 9 3H, Me), 1.71 (M, 4H, 2CH;), 2.49 (M, 2H, CH,), 2.68 (M, 2H,

CO 6a CH,), 4.24 (xB, J 6.9 I', 2H, CH,0), 7.34 (c, 1H, C=CH), 7.56-

8.09 (M, 7TH, Hpr), 12.28 (¢, 1H, NH). Haiineno, %: C 66.75, H 5.11, N 3.13, S 7.13.
C25H23NOsS. Beraucieno, %: C 66.80, H 5.16, N 3.12, S 7.13.

4-Oxco-4-(pypan-2-ua)-2-[(3-(3roxcukapoonuni)-4,5,6,7-

TeTparuapoden3o[b]Tuoden-2-mn)amMuHo]0yT-2-eHOBasi KHCJIOTA 6M.

EtO Beixon 67%. Kpacusle kpuctamisl. Tp,,; = 188-190 °C (31anomn).
O UK crektp, v, cM: 1707 (COOE), 3444 (NH). Crextp SIMP 'H,
S O (300 MI', DMSQg), 6, m.a.: 1.41 (1, J 7.1 T'u, 3H, Me), 1.85 (m,
\ /o H,O H, 2CH,), 2.80 (m, 4H, 2CHy,), 4.41 (xB, J 7.1 I'u, 2H, CH,0), 6.66
oM  (mm, J 3.6, 1.7 I'n, 1H, Hpay), 7.13 (c, 1H, C=CH), 7.42 (n, J 3.6 ',

1H, Har), 7.77 (M, 1H, Hpy), 12.27 (¢, 1H, NH). Haiineno, %: C 58.61, H 4.90, N 3.62, S
8.25. C19H19NOgS. Brrumcneno, %: C 58.60, H 4.92, N 3.60, S 8.23.
4-(5-Metundypan-2-un)-4-okco-2-[(3-(3Trokcukapoonmni)-4,5,6,7-
TeTparuapodenso[b]Tuoden-2-mn)amMmuHo|0yT-2-eHOBasi KHCJI0TA OH.
EtQ Beixon 97%. Kpacubie kpuctamisbl. Ty, = 192-194 °C (31aHO0N).

(0)
7 4 UK cmextp, v, em™: 1674 ym. (COOE), 3375 (NH). Cnextp SIMP

N
5 ) O H, (300 MI', DMSOgg), 8, M.i.: 1.32 (1, J 7.2 Ty, 3H, Me), 1.73 (m,
N H,O 4H, 2CH,), 2.39 (c, 3H, Me), 2.59 (m, 2H, CH,), 2.70 (M, 2H, CH,),

\ (0)
/0 o 430 (xs, J 7.2 'y, 2H, CH;0), 628 (¢, 1H, C=CH), 6.36 (ym. 1, J

3.9 T, 1H, Hay), 7.38 (yur. a, J 3.9 I'u, 1H, Ha), 12.42 (¢, 1H, NH). Haiizeno, %: C
59.50, H 5.22, N 3.44, S 7.95. C,0H,;NOgS. Brruucneno, %: C 59.54, H 5.25, N 3.47, S
7.95.

4-Oxco-4-(Tuoden-2-un)-2-[3-(3Tokcukapoonmi)-4,5,6,7-

TeTparuapodenso[b]ruoden-2-ui)amuno]oyr-2-eHoBast Kucjaora 60.
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EtO Beixon 93%. Kpacueie xkpucrtamiel. Tp,,= 158-160 °C
I (ramom). UK crexp, v, e’ 1671 ym. (COOEY), 3410 (NH).
O Cmextp SIMP 'H, (300 MI'u, CDCl3), 8, m.x.: 1.41 (1, J 7.2 T, 3H,
N, H,O Me), 1.74 (m, 4H, 2CHy), 2.75 (m, 2H, CHy), 2.85 (M, 2H, CHy), 4.41

S 6o (xB, J 7.2 T'u, 2H, CH,;0), 7.10 (c, 1H, C=CH), 7.23 (M, 1H, Ha),
7.76 (an, J 4.9, 1.0 I'n, 1H, Har), 7.90 (ax, J 3.9, 1.0 I'm, 1H, Har), 12.16 (¢, 1H, NH).
Haiineno, %: C 56.27, H 4.70, N 3.47, S 15.80. C1gH19gNOsS,. Brruncieno, %: C 56.28,
H4.72, N 3.45, S 15.81.

\

4-Oxco-6-penni-2-[(3-(3rokcukapoonni)-4,5,6,7-
Terparuapodenso[b]runoden-2-ui)amuno]rekc-2,5-1ueHoBasi KMCJI0TA OIL.
EtO Beixon 88%. Kpacuble kpuctamiabl. Ty, = 162-163 °C
/\ OH (staron). UK crmektp, v, cm™: 1705 (COOEL), 3415 (NH). Crextp

s N 0 SMP 'H, (400 M, CDCly), 8, m.1.: 1.43 (1, J 7.1 T, 3H, Me),
Phw 1.88 (M, 4H, 2CH,), 2.80 (m, 2H, CH,), 2.87 (M, 2H, CH,), 4.42 (ks,
o ® 371 Iy 2H, CH,0), 6.58 (c, 1H, C=CH), 6.89 (1, J 15.5 Ty, 1H,
C=CH), 7.45 (m, 3H, Ha/), 7.65 (M, 2H, Ha/), 7.89 (1, J 15.5 T'u, 1H, C=CH), 12.14 (c,
1H, NH). Crnextp SIMP °C (101 MI'u, CDCly), 8, m.a.: 13.7, 21.9, 22.2, 24.3, 25.9,
60.8, 100.6, 118.0, 125.7, 128.3, 128.5, 129.1, 130.7, 133.8, 134.2, 143.4, 145.2, 146.1,
161.6, 163.5, 186.2. Haitneno, %: C 64.90, H 5.47, N 3.26, S 7.52. CyxHx3NOsS.
Beruucneno, %: C 64.92, H 5.45, N 3.29, S 7.53.
2-[(4,5-AumeTHi1-3-(3TOKCHKAPOOHUT) THO G eH-2-11)aMUHO |-4-0Kco-4-
(peHna0yT-2-eHOBasi KMCJI0TA 6P.
EtQ Beixon 85%. Kpacaele kpucramusl. T, = 181-182 °C
T\ & (stanon). UK crektp, v, em™: 1709 (COOEt), 3385 (NH). Crektp
O gMP 'H, §, m.a.: 1.34 (1, J 6.9 'y, 3H, Me), 2.19 (c, 3H, Me), 2.24
9 (c, 3H, Me), 4.32 (B, J 6.9 ', 2H, CH,0), 6.52 (¢, 1H, C=CH),
6p 7.52 (m, J 7.5 T, 2H, Hpy), 7.61 (M, J 7.2 T, 1H, Hpy), 7.99 (M, J
6.9 T'u, 2H, Hp,), 12.76 (¢, 1H, NH). Haiineno, %: C 61.10, H 5.12, N 3.77, S 8.60.
C19H190NOsS. Brruucinieno, %: C 61.11, H5.13, N 3.75, S 8.509.

=0
=
7 \—Z
T
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2-[(4,5-AumeTnin-3-(3TokcnKkapoonn) Tuoden-2-uia)amMmuno |-4-(4-
MeTHJa¢eHun)-4-0kco0yT-2-eHoBasi KHCJI0Ta 6c.

EtOQ Beixon 87%. Kpacuele kpucramibl. T, = 187-188 °C

MKOH (sranon). VK criextp, v, em™ 1711 (COOE), 3389 (NH). Crexrp

TSN o gmp H, §, w1 1.43 (M, J 6.9 'y, 3H, Me), 2.18 (¢, 3H, Me),

O 223 (c, 3H, Me), 2.37 (¢, 3H, Me), 4.45 (s, J 6.9 T'y, 2H, CH,0),

Me % 7.08 (c, 1H, C=CH), 7.32 (m, J 9.0 Ty, 2H, Ha,), 7.87 (m, J 9.0 I'y,

2H, Ha), 12.66 (c, 1H, NH). Haiigzeno, %: C 62.03, H 5.48, N 3.61, S 8.25.
C20H21NOsS. Beruncneno, %: C 62.00, H 5.46, N 3.62, S 8.28.

2-[(4,5-IumeTni-3-(3ToKCMKAPOOHII) THODEeH-2-11)aMuHO|-4-(2-

7

MeTOKCH(eHUT)-4-0Kco0yT-2-eHOBasi KHCJI0TA OT.

EtQ Beixong 88%. Kpacuble kpucramnbl. Tp.,= 180-181 °C

- 7 (?H (>ranon). MK cmektp, v, cm: 1720 (COOEt), 3400 (NH).
o i O Cnexrp AMP 'H, (300 MI', DMSOg), 5, m.x1.: 1.34 (1, J 7.2 T'ny,

. H/O 3H, Me), 2.18 (c, 3H, Me), 2.23 (c, 3H, Me), 3.84 (c, 3H, MeO),

MeO or 4.32 (xB, J 7.2 T'n, 2H, CH,0), 6.50 (¢, 1H, C=CH), 7.05 (™, J

9.3Tm, 2H, Ha,), 7.99 (M, J 9.3 'y, 2H, Hyp), 12.70 (¢, 1H, NH). Haiineno, %: C 59.55,
H 5.23, N 3.50, S 7.99. CyoH;;NOgS. Beruncneno, %: C 59.54, H 5.25, N 3.47, S 7.95.
2-[(4,5-AumeTnin-3-(3TokcHKapooHua) TuodeH-2-ua)amMmuno |-4-(2,4-
AuMeToKcudenns)-4-okcodyT-2-eHoBast KMCJI0TA Oy.
EtQ Beixon 84%. Kpacuble kpucrambl. T, = 188-190 °C

Me O

T\ & (stanon). UK crextp, v, cm™: 1668 yur. (COOEL), 3369 (NH).

Me ’
s ﬁ O Crexrp SIMP 'H, (300 MI't,, DMSOy), 8, M. 1.34 (1, J 7.2 T,
£ 3H, Me). 28 (c, 3H, Me), 2.23 (¢, 3H, Me), 3.82 (¢, 3H, OMe),
O
MeO ove 6 3.88 (c, 3H, OMe), 4.32 (xs, J 7.2 T, 2H, CH,0), 6.55 (c, 1H,

C=CH), 6.66 (M, 2H, Hpa,), 7.68 (M, J 9.1 ', 1H, Ha,), 12.52 (¢, 1H, NH). Haiigeno, %:
C 58.19, H5.37, N 3.22, S 7.45. C,;H»NO-S. Brruucaeno, %: C 58.19, H 5.35, N 3.23,
S 7.40.
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4-(4-Bpomdenni)-2-[(4,5-numeTHI-3-(3TOKCHKAPOOHU) THOEH-2-
WJ1)aMHHO|-4-0KcOo0yT-2-eHOBasA KUCJI0Ta 6.
EtO Beixon 92%. Kpacuele kpuctamisl. T, = 179-180 °C
Miz_\fOH (stanon). UK cmektp, v, em™: 1676 ym. (COOEt), 3189 (NH).
MSTN 5 Crexrp SIMP H, (300 MIt, DMSOgq), 8, ma: 1.33 (1, J 7.2 T,
O 3H, Me). 2.19 (c, 3H, Me), 2.24 (c, 3H, Me), 4.33 (B, J 7.2 I',
Br 06(15I 2H, CH,0), 6.47 (¢, 1H, C=CH), 7.72 (m, J 8.7 T'i, 2H, Hp;), 7.43
(M, J 8.7 T'y, 2H, Hp,), 12.71 (c, 1H, NH). Haiineno, %: C 50.40, H 4.01, N 3.12, S
7.11. C19H1sBrNOsS. Breruucneno, %: 50.45, H 4.01, N 3.10, S 7.09.

7

2-[(4,5-IumeTni-3-(3TokcMKapOOHII) THOQEeH-2-1JT)aMIHO |-4-0Kco-4-(3-

XJI0p(eHn)0yT-2-eHOBas KUCJI0TA 6X.

EtO Beixon 70%. Kpacuble kpuctaiibl. Tp,s, = 154-155 °C (aTanon).

e 7 OH UK cmektp, v, cMm: 1671 ymr. (COOEY), 3425 (NH). Crextp SIMP

e N 0 H, (300 MI'w, CDCL), &, mn: 1.45 (1, J 7.2 Ty, 3H, Me). 2.32 (c,

O 3H, Me), 2.42 (¢, 3H, Me), 4.45 (ks, J 7.2 T'u, 2H, CH,0), 6.79 (c,

O6xH 1H, C=CH), 7.08 (M, 1H, Ha), 7.51 (M, 2H, Ha;), 8.02 (M, 2H, Ha),

12.22 (c, 1H, NH). Haiineno, %: C 56.00, H 4.44, N 3.44, S 7.89.

C19H15CINOsS. Beruncneno, %: C 55.95, H 4.45, N 3.43, S 7.86.

Cl

2-[(4,5-AumeTnir-3-(3ToKCHKApOOHUT) THOeH-2-11)aMUHO |-4-0Kkco-4-(4-
XJa0p(PeHnn)0yT-2-eHOBasI KHCJI0TA 611.
EtQ Beixon 89%. Kpacuble kpucramibl. Ty, = 155-158 °C

Me o
T\ & (stanon). UK crektp, v, em™: 1732 (COOE), 3397 (NH). Crextp

Me
s i O SMP *H, (300 MI', DMSOgg), 8, m.1.: 1.33 (1, J 7.1 ', 3H, Me),
O 219 (¢, 3H, Me), 2.25 (c, 3H, Me), 4.33 (x8, J 7.1 Ty, 2H, CH,0),
0o H
cl 6u  6.49 (c, IH C=CH), 7.63 (M, J 8.6 T, 2H, Hp,), 8.01 (v, J 8.6 I'y,

2H, Har), 12.71 (¢, 1H, NH). Haiineno, %: C 55.97, H 4.43, N 3.45, S 7.82.
C19H1sCINO:S. Breruncneno, %: C 55.95, H 4.45, N 3.43, S 7.86.
2-[(4,5-AumeTHir-3-(3TOKCHKApOOHUI) THOeH-2-11)aMuHO |-4-(4-iioadennn)-

4-0Kkco0yT-2-eHOBasi KMCJI0TA 64.
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EtQ Beixon 90%. Kpacubie kpuctamibl. Ty, = 177-178 °C
. T OH (stanomn). UK crextp, v, e 1721 (COOEt), 3390 (NH). Crektp
YT i O gMP H, (300 MI'u, CDCly), &, m.x.: 1.43 (1, J 7.1 T, 3H, Me),
. }{O 2.32 (¢, 3H, Me), 2.41 (c, 3H, Me), 4.44 (xB, J 7.1 I'n, 2H, CH,0),

I 64

7.08 (¢, 1H, C=CH), 7.74 (m, J 8.6 T', 2H, Ha), 7.90 (M, J 8.6 T'11,
2H, Hay), 12.17 (¢, 1H, NH). Haiineno, %: C 45.72, H 3.65, N 2.77, S 6.46.
C19H15INOsS. Beruucneno, %: C 45.70, H 3.63, N 2.81, S 6.42.
2-[(4,5-AumeTnin-3-(3TokcHKapooHna) Tuoden-2-uia)amMmuno |-4-(4-
HUTPO(eHU)-4-0KcOo0yT-2-eHOBAsSI KMCJI0TA 61
EtO Beixon 78%. Kpacuele kpuctamiel. T, = 175-176 °C
T\ & (stanomn). UK crextp, v, cm™: 1681 (COOEL), 3388 (NH). Criextp

N ,
TS i O SIMP H, (400 M1, CDCly), 8, M. 1.34 (r, J 7.1 T, 3H, Me),
O 221 (c, 3H, Me), 2.26 (¢, 3H, Me), 4.35 (xB, J 7.1 T'u, 2H,
o H
0N 6m  CH,0), 6.53 (c, IH, C=CH), 8.23 (m, J 8.8 T', 2H, Hp), 8.32 (u,

J 8.8 'y, 2H, Hp,), 12.88 (¢, 1H, NH). Crextp SIMP **C (101 MI'y, DMSOygs), 8, M.1.:
12.3, 13.8, 14.1, 60.4, 96.8, 117.8, 123.8, 124.6, 128.8, 131.3, 142.8, 145.4, 149.4,
150.0, 162.8, 164.4, 187.8. Haiineno, %: C 54.50, H 4.32, N 6.73, S 7.69. C19H1sN,O-S.
Brruucneno, %: C 54.54, H 4.34, N 6.70, S 7.66.
2-[(4,5-TumeTni-3-(3ToKCMKAPOOHII) THO(QEeH-2-1J1)aMiHO|-4-0Kco-4-(pypan-
2-u1)0yT-2-eHOBasi KUCJI0TA 6111,
EtO Beixon 48%. Kpacuble kpuctamibl. Ty, = 189-190 °C
e I OH (oranon). UK crmextp, v, cM™: 1669 ym. (COOEt), 3465 (NH).
0 Crextp SIMP 'H, (300 MI'i, CDCl,), 8, m.x.: 1.43 (1, J 7.1 T, 3H,
\\ Y H,O Me), 2.32 (c, 3H, Me), 2.41 (c, 3H, Me), 4.44 (x8, J 7.1 T'u, 2H,
0 6m  CH,0), 6.66 (a1, J 3.6, 1.7 I'u, 1H, Ha), 7.16 (¢, 1H, C=CH), 7.43
(mn, J 3.6, 0.7 T'u, 1H, Hpy), 7.43 (an, J 1.7, 0.7 T'u, 1H, Ha,), 12.12 (¢ 1H, NH).
Haiineno, %: C 56.15, H 4.76, N 3.90, S 8.80. C17H;17NQO¢S. Boruucneno, %: C 56.19, H

4.72,N 3.85, S 8.82.
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2-[(4,5-AumeTHi1-3-(3TOKCHKAPOOHU) THO G eH-2-11)aMUHO |-4-0Kco-4-

(THodeH-2-ni1)0yT-2-eHOBasi KHCJI0TA ObI.

EtO Beixon 74%. Kpacaele kpucramibl. Ty, = 186-187 °C

e T (stanon). UK cmektp, v, cm™: 1668 (COOEt), 3451 (NH). Crextp
MY o gMP 'H, (300 MIw, CDCly), 8, M 1.43 (r, J 7.1 T, 3H, Me),
\\ /o H,O 2.32 (¢, 3H, Me), 2.1 (c, 3H, Me), 4.44 (xB, J 7.1 I'u, 2H, CH,0),

S 61 7.08 (c, 1H, C=CH), 7.24 (m, 1H, Hp,), 7.77 (ym. 1, J 4.3 T'u, 1H,
Har), 7.89 (ymr. 1, J 3.2 T, 1H, Hp), 12.04 ¢ (1H, NH). Haiineno, %: C 53.85, H 4.50,
N 3.73, S 16.93. C;;H;7NOsS,. Brruuciieno, %: C 53.81, H 4.52, N 3.69, S 16.90.
4-Oxco-4-penna-2-[(3-(3rokcnkapoonui)-4,5-quruapo-4H-
HUKJIoneHTa[b]TuodeH-2-ni1)aMuHo |0y T-2-eHOBasi KMCJI0TA 6).
EtO Beixon 78%. Kpacueie kpuctamisl. Tp,,, = 183-184 °C (sTanon).

UK crektp, v, cM: 1678 yur. (COOEL), 3424 (NH). Cnektp SIMP

4H, 2CH,), 4.30 (xB, J 7.5 T'u, 2H, CH,0), 6.54 (c, 1H, C=CH), 7.52
63 (m, J 7.2 T, 2H, Hpy), 7.63 (M, J 7.2 ', 1H, Hpp), 8.01 (M, J 7.2 T'n,
2H, Hp) 12.84 (¢, 1H, NH). Haiineno, %: C 62.30, H 4.95, N 3.62, S 8.33.
C20H1sNOsS. Breruncneno, %: C 62.32, H 4.97, N 3.63, S 8.32.

<\(o H, 8, m.1.: 1.31 (1, J 7.5 T, 3H, Me), 2.30 (v, 2H, CH,), 2.82 (M,
74

(0]

/

4-(4-Metundenni)-4-okco-2-[(3-(3rokcuxapoonun)-4,5-nuruapo-4 H-
nukIoneHTalb]ruodeH-2-ni)aMuno |0yT-2-eHoBasi KHCJI0TAa 610.
EtO Beixong 95%. Kpacuble kpuctamiel. Tp,,,= 180-181 °C

0
T\ n (stanon). UK crextp, v, cm™: 1678 (COOEL), 3405 (NH). Crextp

S i O SIMP 'H, (300 MI't, DMSOgg), 8, m.1.: 1.30 (1, J 7.2 'y, 3H, Me),
O 2.29 (m, 2H, CH,), 2.37 (¢, 3H, Me), 2.83 (M, 4H, 2CH,), 4,27 (x8,
o H
Me 60 J 7.2 T, 2H, CH,0), 6.50 (c, IH, C=CH), 7.32 (m, J 7.8 ', 2H,

Har), 7.89 (M, J 7.8 T't, 2H, Hpa,), 12.72 (¢, 1H, NH). Haiineno, %: C 63.15, H 5.33, N
3.52, S 8.02. Cy;H»;NOsS. Beruucneno, %: C 63.14, H 5.30, N 3.51, S 8.03.
4-(4-Metokcudennn)-4-okco-2-[(3-(3rokcukapoonmni)-4,5-muruapo-4 H-

nuKJonenTalb]tuodeH-2-ni1)aMuHO |0y T-2-eHOBasi KHCJI0TA 6.
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Beixon 90%. Kpacaele kpucrambl. T, = 189-190 °C

O (stanon). UK crextp, v, cm™: 1678 yur. (COOEL), 3405 (NH).

g o Crextp IMP 'H, (300 MI', DMSOg), 8, m.a.: 1.35 (1, J 7.2 I'n,

7 0 3H, Me), 2.34 (M, 2H, CH,), 2.86 (M, 4H, 2CH;), 3.89 (c, 3H,

O6f MeO), 4.32 (xB, J 7.2 T'u, 2H, CH,0), 6.58 (¢, 1H, C=CH), 7.08

(M, J 8.7 I'm, 2H, Ha,), 8.04 (M, J 8.7 I'm, 2H, Ha,), 12.82 (¢, 1H, NH). Hatineno, %: C

60.70, H 5.13, N 3.36, S 7.71. C»1H21NOgS. Beraucneno, %: C 60.71, H 5.10, N 3.37, S
7.72.

EtO

2.8,

2-[(5-MeTni-4-dpenunn-3-(3rokcukapoonn) Tuoden-2-ui)amMuno |-4-(4-
MeTHI(eHun1)-4-0Kkc00yT-2-eHOBasi KUCJI0TA 6aa.
EtO Beixon 82%. Kpacuele kpucramiel. Ty, = 171-172 °C
Ph 0 (stanom). UK cmektp, v, cM™: 1674 ym. (COOEt), 3403(NH).
O Crnekrp IMP 'H, (300 MI'y, DMSOyg), 8, m.zi.: 0.87 (1, J 7.2 Iy,
?  3H, Me), 2.13 (c, 3H, Me), 2.39 (c, 3H, Me), 4.00 (xB, J 7.2 I'L,
gan 2H, CH,0), 6.58 (¢, 1H, C=CH), 7.20 (M, J 7.5 ', 2H, Ha), 7.36
(M, 5H, Har), 7.92 (M, J 8.4 T', 2H, Ha), 12.74 (c, 1H, NH). Haiineno, %: C 66.84, H
5.21, N 3.10, S 7.15. C5H3NOsS. Beruucneno, %: C 66.80, H 5.16, N 3.12, S 7.13.

7

(0]

2-[(5-Metna-4-denn-3-(3rokcukapooHui) TuodeH-2-uia)amuuo|-4-(4-

MeTOKCH(eHUT)-4-0Kco0yT-2-eHOBasi KHCJI0Ta 6a0.

EtO Beixon 84%. Kpacuble kpucrambl. Ty, = 169-172 °C

Ph
T © (stanon). UK crextp, v, cm: 1668 yur. (COOEL), 3415 (NH).
Me™ Mg TN 0 Cnektp SIMP H, (300 MI't, DMSOg), 6, m.a.: 0.87 (1,J 7.1 I'y,

O 3H, Me), 2.13 (c, 3H, Me), 3.85 (c, 3H, MeO), 3.99 (x8, J 7.1 I',
MeO O6aI; 2H, CH,0), 6.59 (c, 1H, C=CH), 7.06 (m, J 8.7 ', 2H, Ha), 7.19
(M J 6.5 T, 2H, Ha), 7.38 (M, 3H, Hao), 8.02 (M, J 8.7 T'tt, 2H, Ha,), 12.74 (¢, 1H, NH).
Hatineno, %: C 64.54, H 4.99, N 2.98, S 6.85. C,5H»3NOgS. Brruncneno, %: C 64.50, H
4.98, N 3.01, S 6.89.
2-[(4-MeTni-5-pennn-3-(3rokcukapoonn) Tuogen-2-ui)amMmuno |-4-(4-

MeTuigeHnn1)-4-0kco0yT-2-eHOBasi KMCJI0Ta 6aB.
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Beixon 73%. Kpacuble kpuctambl. Ty, = 189-172 °C

Me 0 (stanon). UK crektp, v, cM ™ 1673 ym. (COOEt), 3401 (NH).

o Crnekrp IMP 1H, (300 MI', DMSOQOgg), 8, m.a.: 1.28 (1, J 7.2 I'ly,

3H, Me), 2.25 (¢, 3H, Me), 2.39 (c, 3H, Me), 4.21 (kxB, J 7.2 I',

Me ©an 2H, CH,0), 6.61 (c, 1H, C=CH), 7.38 (M, 7H, Ha), 7.98 (M, J 8.1

', 2H, Hpa,), 12.83 (¢, 1H, NH). Haiineno, %: C 66.82, H 5.13, N 3.10, S 7.15.
C2sH23NOsS. Beraucieno, %: C 66.80, H 5.16, N 3.12, S 7.13.

o
/
H

2-[(4-MeTna-5-pennn-3-(3rokcukapoonn) Tuoden-2-ui)amMmuno |-4-(4-
MeTOKCH(peHUT)-4-0Kc0o0yT-2-eHOBasI KUCJI0TA 6ar.
EtO Beixon 73%. Kpachble kpuctamubl. Tp.,= 189-172 °C
Me/ - (stanon). UK cmektp, v, em™: 1673 ym. (COOEt), 3454 (NH).
R Crextp SIMP 'H, (300 MI't;, DMSOQgg), 8, m.a.: 1.38 (1, J 7.1 T,
3H, Me), 2.33 (c, 3H, Me), 3.85 (c, 3H, MeO), 4.38 (kB, J 7.1 I'Ly,
MeO ©gar 2H, CH,0), 6.62 (¢, 1H, C=CH), 7.09-8.03 (M, 9H, Ha,), 12.80 (c,
1H, NH). Haiineno, %: C 64.52, H 4.96, N 3.03, S 6.89. CxsH23NOgS. Boruucneno, %:
C 64.50, H 4.98, N 3.01, S 6.89.

0O
/
H

4-Oxco-4-penna-2-[(4-penni-3-(3TokcnkapooHu) THOEH-2- W) aMUHO |0y T-
2-eHOBasi KMCJI0TA 6aj.
EtO Beixon 99%. Kpacuele kpuctamibl. Ty, = 176-177 °C (3ranomn).
 ,  WKcoexmp, v, em™ 1673 yur. (COOE), 3384 (NH). Cuexrp SIMP 'H,
/(\(O (300 MI'y, DMSOQg), 8, m.x.: 1.38 (1, J 6.9 T'u, 3H, Me), 4.12 (xB, J
o H,O 6.9 I'u, 2H, CH,0), 6.61 (c, 1H, C=CH), 7.04 (c, 1H, Hp/), 7.64 (M,
6ax  10H, Ha,), 12.66 (c, 1H, NH). Haiizeno, %: C 65.57, H 4.57, N 3.32,
S 7.60. Cx3H9NOsS. Beruncaeno, %: C 65.54, H 4.54, N 3.32, S 7.61.

(0]

4-(4-Metundennn)-4-okco-2-[(4-pennn-3-(3TokcukapooHNIT) THODEH-2-

WJI)aMHHO |0y T-2-eHOBasi KHCJI0TA 6ae.
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EO Beixon 91%. Kpacublie kpucramiel. Tp,,, = 183-184 °C

PhZ—{O (aranon). MK cnektp, v, eml 1672 yur. (COOEt), 3385 (NH).
H
s N o Cnextp SIMP 'H, (300 MTI'y, DMSOg), 8, m.z1.: 1.06 (t, J 6.9 I',

d 0 3H, Me), 2.43 (¢, 3H, Me), 4.16 (xB, J 6.9 ', 2H, CH,0), 6.64 (c,
Me O@E 1H, C=CH), 7.07 (c, 1H, Ha;), 7.63 (M, 9H, Hp;), 12.69 (c, 1H,

NH). Haiineno, %: C 66.22, H 4.85, N 3.19, S 7.39. CyH,;NOsS. Brruuciaeno, %: C
66.19, H 4.86, N 3.22, S 7.36.
4-(4-Metokcudenmnn)-4-oxco-2-[(4-penni-3-(3TokcukapooHHI) THOheH-2-HT)
aMHHO|0yT-2-eHOBasI KHCJIOTA 6aiK.
EtO Beixon 88%. Kpacuble kpuctamiel. T, = 186-187 °C
Ph/ { OH (stanon). UK crextp, v, cM ™ 1674 ym. (COOEt), 3384 (NH).
SN 0 Crexrp IMP *H, (300 M, DMSOy), 8, s 0.99 (v, J 7.2 I'm,
¢ O 3H, Me), 3.84 (¢, 3H, MeO), 4.11 (xB, J 7.2 ', 2H, CH,0), 6.59
MeO O (c, 1H, C=CH), 7.00 (c, 1H, Ha), 7.52 (M, 9H, Ha(), 12.61 (c, 1H,
NH). Haiineno, %: C 63.87, H 4.69, N 3.15, S 7.08. CxH21NO¢S. Boruucneno, %: C
63.85, H 4.69, N 3.10, S 7.10.
4-Oxco-2-[(4-pennn-3-(3TokcuKapooHWIT) THO(DEeH-2- 1) aMuHO | -4-(4-
xJa0pPeHnn)0yT-2-eHOBasI KHCJI0TA 6a3.
EtO Beixon 85%. Kpacuele kpucramibel. Tp,,= 160-163 °C
th—gl (sranon). UK crextp, v, cm’: 1672 yur. (COOE), 3403 (NH).
S O Cnektp IMP H, (300 MI'y, DMSQg), 6, m.a.: 1.02 (1, J 7.1 I'l,
9 3H, Me), 4.13 (xB, J 7.1 I'n 2H, CH,0), 6.60 ¢ (1H, C=CH), 7.07

H
3

N
7
Cl %s (c, 1H, Har), 7.33 (M, 5H, Har), 7.59 (M, J 8.6 T't, 2H, Hp,), 8.04 (M,
J 8.6 T'u, 2H, Hp,), 12.68 (¢, 1H, NH). Haiineno, %: C 60.61, H 3.99, N 3.03, S 7.05.
C,3H13CINOsS. Beruucneno, %: C 60.59, H 3.98, N 3.07, S 7.03.
4-(4-bpomdpenni)-4-okco-2-[(4-penna-3-(3TokCHKAPOOHNIT) THODEH-2-
WJ1)aMUHO|0yT-2-eHOBAasl KHCJI0TA 6amn.

Baixon 86%. Kpachble kpuctaisl. T, = 186-188 °C (stanon). UK cnexrp, v, cM°
': 1709 (COOEY), 3406 yur. (NH). Crextp SIMP 'H, (300 MI't, DMSOgs), 8, m.x.: 1.02
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(r, J 7.1 T'u, 3H, Me), 4.12 (x8, J 7.1 I'y, 2H, CH,0), 6.58 (c, 1H,
C=CH), 7.07 (¢, 1H, Ha), 7.34 (M, 5H, Ha;), 7.73 (M, J 8.6 I't, 2H,
Har), 7.96 (M, J 8.6 I'i, 2H, Hp,), 12.70 (¢, 1H, NH). Haiineno, %:

EtO
Ph 0
I\ H
S N 0
7% C55.22,H3.66, N 2.79, S 6.39. Cs3H1sBrNOsS. Beruciero, %: C
/
. oM 5521, H3.63 N280,S6.41.

4-(4-ondennn)-4-okco-2-[(4-penna-3-(3TokcukapsoHna)TnodeH-2-
WJI)aMHHO |0y T-2-eHOBasi KHCJI0TA 6aK.

EtO Beixon 79%. Kpacuele xpucramusl. T, = 137-140 °C
Ph 0)
T{ (stanon). UK crmextp, v, cm™: 1703 (COOEL), 3381 (NH). Crextp

H
N
5 O SgMP 'H, (300 MI'y, CDCly), &, m.i.: 1.02 (t, J 7.1 T, 3H, Me),

74
?  4.20 (xB, J 7.1 T, 2H, CH,0), 6.92 (c, 1H, C=CH), 7.12 (c, 1H,
o H
I bax  H,)), 7.64 (M, 9H, Ha/), 12.19 (c, 1H, NH). Haiigeno, %: C 50.45, H

3.30, N 2.55, S 5.89. Cx3H5INOsS. Beruucneno, %: C 50.47, H 3.31, N 2.56, S 5.86.
4-Okco-4-(tanopen-2-ui)-2-[(4-penni-3-(3rokcnkapooHnI ) THO G eH-2-
WJ1)aMHUHO|0yT-2-eHOBasi KMCJI0TA 6a.
Beixon 91%. Kpacuble xpuctamisl. Ty, = 196-198 °C (sTanomn).
th_fo UK crektp, v, cM - 1669 yur. (COOEt), 3438 (NH). Crextp SIMP 'H,
/s\ N 4 (300 MI'm, CDCly), 8, m.ii.: 1.01 (1, J 7.5 'y, 3H, Me), 4.20 (B, J 7.5
“ 0 I'u, 2H, CH0), 6.89 (c, 1H, C=CH), 7.30 (M, 7H, Ha;), 7.80 (ymu. 1, J
\_ ¢ Ot 49Tu, 1H, Ha), 7.95 (ym. 1, J 3.9 T, 1H, Ha), 12.09 (¢, 1H, NH).
Haiineno, %: C 59.05, H 3.99, N 3.25, S 15.01. C,;H17NOsS,. Beruucneno, %: C 59.00,
H 4.01, N 3.28, S 15.00.
2-[(5-Bben3uii-4-peHni-3-(3rokcnkapooHuI) TuodeH-2-ui)amuuo|-4-(4-
MeToKcU(peHU1)-4-0Kkco0yT-2-eHOBasi KHCJI0Ta 6aM.
EtO Beixon 66%. Kpacaele kpucramnbl. T, = 158-160 °C
" /) OH (oranon). UK cmekrp, v, cm: 1707 (COOEL), 3325 (NH).
BTN 0 Crexep SIMP MH, (300 MIm, CDCL), 8. s 110 (1, J 7.0 T,
9 3H, Me), 3.90 (¢, 3H, MeO), 4.17 (xB, J 7.0 T'u, 2H, CH,0), 4.24
MeO % 6am (c, 2H, CH,Ph), 6.69 (c, 1H, C=CH), 7.04 (m, J 7.5 T'i, 2H, Ha,),
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7.11 (m, J 8.5 T, 2H, Har), 7.34 (M, 8H, Hpr), 8.06 (M, J 8.6 ', 2H, Hp), 12.87 (¢, 1H,
NH). Haiineno, %: C 68.70, H 5.02, N 2.63, S 5.92. C3;H,7NO¢S. Brruncieno, %: C
68.74, H5.02, N 2.59, S 5.92.
2-[(4,5-Andennn-3-(3TokcHKapooOHNI) THO(€H-2-1J1)aMHHO |-4-0Kc0-4-
(heHuI0yT-2-eHOBasI KHCJI0TA 6aH.
EtO Beixon 77%. Kpacuele kpucramiel. Tp,,= 180-181 °C

Ph (o)
/\ (tomyomn). UK cmektp, v, cm™: 1704 (COOE), 3404 (NH). Crektp

PPTNSTTNT o gMP H, (400 M, CDCly), 8, aa: 0.97 (r, J 7.1 Twg, 3H, Me),
N )\i\g 4.16 (8, J 7.1 T, 2H, CH,0), 7.26 (m, 1H, C=CH, 10H, Hp,), 7.57
6an (M, J 7.6 I'u, 2H, Hpy), 7.67 (M, J 7.4 ', 1H, Ha), 8.12 (M, J 7.3 T'11,
2H, Hpap), 12.31 (¢, 1H, NH). Crextp SIMP B¢ (101 MI', CDCly), o, m.a.: 12.9, 60.8,
97.4, 119.6, 126.9, 127.3, 127.6, 128.0, 128.2, 128.6, 128.9, 129.5, 131.4, 131.7, 133.4,
135.2, 137.0, 137.1, 144.8, 145.8, 161.5, 163.6, 189.6. Haiineno, %: C 70.02, H 4.65, N
2.81, S 6.49. CyH23NOsS. Beruucieno, %: C 70.00, H 4.66, N 2.82, S 6.44.
2-[(3-(AmuHokapooHM)-4,5,6,7-TeTparnapodenso|[b]ruoden-2-uix)amuno]-4-

0KC0-4-(peHn10yT-2-eHOBas KMCJI0TA 620.

H,N Beixog 90%. Kpacuele xkpuctamiel. Tp.,= 166-167 °C
0
Q/—{ - (mmoxcan). UK crmextp, v, cM ™ 1642 (CONH,), 1706 (COOEY),
N

: O 3184, 3400 (NH,). Criektp SIMP *H, (300 MI', DMSOge), 5, M.1.:

)\f\,/g 1.79 (M, 4H, 2CH,), 2.66 (M, 4H, 2CH,), 6.41 (c, 1H, C=CH), 7.47
6o (ym. ¢, 2H, NH,), 7.82 (M, 5H, Ha,), 12.33 (¢, 1H, NH). Haiineno,
%: C 61.60, H 4.93, N 7.58, S 8.64. C1oH:5N,0,S. Boruncreno, %: C 61.61, H 4.90, N
7.56, S 8.66.

Ph 0

2-[(3-(AmuHoKkapooHm1)-4,5,6,7-TeTparnapodenso|[b]ruoden-2-uix)ammuno]-4-

(4-meTuiideHnI1)-4-0KCOOYT-2-eHOBasI KHCJIOTA 6Garl.

H,N Beixon 80%. Kpacnaele xpucrambl. Tp,, = 150-151 °C

T © (znokcan). UK crextp, v, cm™: 1634 (CONH,), 3189, 3396 (NH,).

s N0 Cnektp IMP *H, (300 MI', DMSOg), &, M.z1.: 1.57 (M, 2H, CH,),
74

O 1.91 (m, 2H, CHy), 2.45 (c, 3H, Me), 2.79 (m, 4H, 2CH,), 5.89
H

o

Me 6an
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(ym. ¢, 2H, NHy), 7.01 (¢, 1H, C=CH), 7.33 (M, J 8.1 I'u, 2H, Ha;), 7.94 (M, J 8.1 Ty,
2H, Har), 12.65 (¢, 1H, NH). Haiineno, %: C 62.45, H 5.25, N 7.31, S 8.36
C20H20N204S. Beruucneno, %: C 62.48, H 5.24, N 7.29, S 8.34.
2-[(3-(AmuHOKapooHMIT)-4,5,6,7-TeTparnapoden3so|b]ruoden-2-uir)ammuno]-4-
(4-meTokcudeHnT)-4-okco0yT-2-eHOBASA KUCJI0TA 6ap.
H,N Beixon 79%. Kpacuele kpucramibl. Ty, = 172-174 °C
I 0 (muokcan). MK cmextp, v, eMm™: 1661 (CONH,), 3187, 3344

\ H
s i O (NH,). Criexrp SIMP *H, (300 MT', DMSOyg), 8, M.z 1.78 (u,
/©/<)\H§ 4H, 2CH,), 2.54 (M, 2H, CH,), 2.65 (m, 2H, CH,), 3.88 (c, 3H,
MeO 6ap  MeO), 6.42 (c, 1H, C=CH), 7.08 (m, J 8.9 T'rt, 2H, Hp,), 7.42 (ymu.
¢, 2H, NH,), 8.00 (M, J 8.9 I'i, 2H, Hp,), 12.22 (¢, 1H, NH). Haiineno, %: C 59.96, H
5.01, N 7.00, S 8.02 CyoH29N>OsS. Beruncneno, %: C 59.99, H 5.03, N 7.00, S 8.01.
2-[(3-(AMuHOKapOoHMIT)-4,5,6,7-TeTparuapodenso[b]Tuoden-2-un)amuno]-4-
okco-4-(4-xn0opdheHni)oyT-2-eHoBasi KHCJI0Ta bac.

H,N Beixog 91%. Kpachble kpucramasl. Ty, = 183-184 °C

m © (mmokcan). MK crektp, v, em™: 1636 (CONH,), 3186, 3390 (NH,).

N 0 Cnextp SIMP *H, (300 MI'y, DMSOg), 8, M.ii.: 1.78 (M, 4H, CH,),
/@/(\/g 2.66 (M, 4H, CH,), 6.44 (c, 1H, C=CH), 7.46 (ym. c, 2H, NH)),
cl e 7.57 (m, J 7.5 T, 2H, Hp,), 8.01 (M, J 7.5 ', 2H, Hay), 12.31 (c,
1H, NH). Haitneno, %: C 56.37, H 4.22, N 6.91, S 7.90. C19H;7;CIN,O,S. Brruucneno,
%: C 56.37, H4.23, N 6.92, S 7.92.
4-Oxco-4-penni-2-[(3-(unano)-4,5,6,7-Trerparnapoodenso[b]rnoden-2-

WJI1)aMHUHO|0yT-2-eHOBasi KMCJI0TA 6aT.

Cwmech 1.92 1 (0.01 momw) coenunenus 2a u 1.78 r (0.01 morb)

CN
%N,H coequHeHus Sk B 20 M O€3BOJHOIO TOJyoJjia B MPUCYTCTBUHU 5
S

0
/(\( MOJISIPHBIX TIPOIIEHTOB TPUPTOPYKCYCHOM KHCIIOTHI TIEPEMEIIUBAIIN

0
¢y 1pu 100 °C B Teuenun yaca. IlomydeHHBIN HaCHILEHHO-KPACHBIH
6at

Ph 0

pacTBOp BbIAECpKHUBAIM 24 yYaca NpU KOMHATHOM TeMIlepaType.

BrimaBmmii ocagok OT(GUIBTPOBBIBATIN U MEPEKPUCTAIUIM3OBBIBATIN U3 3TaHOIA. Bhixon
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76% (2.68 r). Kpacubie xpuctamibl. Ty, = 165-166 °C (aneronurpun). MK cnekrp, v,
cm': 2214 (CN), 3188 (NH). Criextp SIMP 'H (400 MI't, DMSOyg), 8, M.1.: Z-u30Mep
(80 %): 1.79 (m, 4H, 2CH,), 2.51 (m, 2H, CH,), 2.64 (M, 2H, CH,), 6.70 (c, 1H, C=CH),
7.55 (m, J 7.6 Tu, 2H, Har), 7.64 (M, J 7.3 T'u, 1H, Hypy), 8.01 (m, J 7.5 ', 2H, Hay),
12.13 (¢, 1H, NH); E-uzomep (20 %): 1.79 (m, 4H, 2CH,), 2.51 (M, 2H, CHy), 2.64 (m,
2H, CH,), 6.44 (c, 1H, C=CH), 7.55 (m, 3H, Hp;), 7.83 (M, 2H, Hp(), 10.35 (ym. c, 1H,
NH). Haitneno, %: C 64.77, H 4.59, N 7.90, S 9.12. C;9H:¢N,03S. Brruucieno, %: C
64.76, H 4.58, N 7.95, S 9.10.

AHAJIOTUYHO TIPU B3aUMOJCUCTBHM KHUCIOT 20,B,K C 3aMCIICHHBIM  2-
amuHoTHO(EeHOM ['eBasbaa Sk ObUTH MOTYYEHBI COOTBETCTBYIONIUE KUCIOTHI 6aT-ad.

4-(4-Metokcudennn)-4-oxco-2-[(3-(mnano)-4,5,6,7-
TeTparuapodoenso[b]Tuoden-2-min)amMmnHo|0yT-2-eHoBasi KHCJIOTA 6ay.

CN Beixong 85%. Kpachele kpucrambl. Tp,,= 177-178 °C
< Z/ \; -1.
S , (@ranom). MK cmektp, v, cm ™ 2214 (CN), 3188 (NH). Cnektp

N'H

@/(\ﬁ SIMP 'H (400 MI'ti, CDCly), 8, m.i.: 1.78 (M, 4H, 2CHy), 2.53 (M,
MeO 065 2H, CHy), 2.62 (M, 2H, CH,), 6.69 (c, 1H, C=CH), 7.06 (m, J 8.9
', 2H, Ha), 8.02 (M, J 8.9 T'n, 2H, Hy,), 12.18 (¢, 1H, NH). Crexrp SIMP **C (101
MI'u, CDCl), 6, m.u.: 21.4, 22.4, 23.7, 23.8, 55.5, 98.3, 100.5, 113.6, 114.0, 130.0,
130.1, 130.2, 132.7, 148.4, 150.2, 163.1, 163.9, 189.4. Haiineno, %: C 62.80, H 4.77, N

7.32, S 8.38. CyH1gN,03S. Boruncneno, %: C 62.81, H 4.74, N 7.33, S 8.38.
4-Oxco-4-(4-xaopdennn)-2-[(3-(umano)-4,5,6,7-Trerparnapoodenso[b]rnoden-2-

WJ1)aMHUHO|0yT-2-eHOBasi KHCJI0Ta 6ad.

CN Beixon 82 %. OpamxeBble KpUCTAIUIBL. Te, = 196-197 °C
%N'H , (@ranon). MK cnekrp, v, cm’: 2217 (CN), 3196 (NH). Crrextp SIMP
7% 'H (400 MI'n, CDCly), 8, m.ai.: 1.94 (M, 4H, 2CH,), 2.72 (m, 2H,
ol 063;, CH,), 2.79 (m, 2H, CH,), 6.89 (c, 1H, C=CH), 7.52 (m, J 8.8 I'li,
2H, Har), 7.94 (m, J 8.8 T'u, 2H, Hpar), 9.09 (yur. ¢, 1H, NH). Cnekrp SIMP B3¢ (101
MI'u, CDCly), 6, m.a.: 21.2, 22.3, 23.8, 24.2, 96.6, 104.6, 111.9, 128.8, 129.5, 133.2,
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134.4, 135.1, 140.3, 143.2, 148.0, 160.9, 188.9. Haiineno, %: C 59.02, H 3.90, N 7.26,
S 8.30. C19H15CIN,O3S. Breruucneno, %: C 58.99, H 3.91, N 7.24, S 8.29.
N-(3-Lluano-4,5,6,7-rerparugpodenso[b]tuopen-2-un)amun  (Z)-2-ruapokcu-
4-0Kc0-4-peHnndyT-2-eHOBOM KUCJIO0THI 7a.
o NC Breixon 60%. OpamxeBbie KpucTaibl. T, = 214-215
©\[N‘\N/Ts© °C (sranon). UK crextp, v, cMm™: 1701 (CONH), 2218
040 (CN), 3405 (NH). Crexrp SIMP 'H (300 MI'y, CDCls), 8,
m.a.: 1.85 (m, 4H, 2CH,), 2.66 (M, 4H, 2CH,), 7.25 (c, 1H, C=CH), 7.51 (m, J 7.5 I'y,
2H, Hpap), 7.61 (M, J 7.4 T, 1H, Hpp), 8.01 (M, J 7.5 T, 2H, Ha), 9.88 ¢ (1H, NH).
Macc-ciektp, m/z: 352 [M]’. Haiineno, %: C 64.77, H 459, N 7.93, S 9.09.
C19H16N,03S. Beruncineno, %: C 64.76, H 4.58, N 7.95, S 9.10.
AHAJIIOTUYHO TPH  B3aUMOJEHCTBHHM KHCIOT 2B, K C 3aMEIIEHHBIM  2-
aMuHOTHO(GEHOM [ 'eBanbaa Sk ObUTH OTYYEHBI COOTBETCTBYIOIINE aMUIbI 70,B.
N-(3-Iluano-4,5,6,7-rerparuapodenso[b]tuopen-2-un)amun  (Z)-2-ruapokcu-
4-(4-meTokcudeHmn1)-4-0Kkco0yT-2-eHOBOI KHCJI0THI 70.
Beixonm 58%. OpamxkeBble KpuUCTAUIBL 1y, =
W /& 153-155 °C (sranon). MK cmektp, v, cM: 1686
(CONH), 2198 (CN), 3331 (CONH). Cuekrp SIMP
'H (300 MI'w, CDCIS), o, m.a.: 1.84 (M, 4H, 2CHy;), 2.49 (M, 4H, 2CHy), 3.90 (c, 3H,
OMe), 6.98 (M, J 9.0 T'u, 2H, Ha), 7.09 (c, 1H, C=CH), 7.99 (M, J 9.0 T'n, 2H, Ha,),
9.02 (¢, 1H, CONH). Haiineno, %: C 62.80, H 4.77, N 7.33, S 8.39. C,oH13N,0O,S.
Beruucieno, %: C 62.81, H 4.74, N 7.33, S 8.38.
N-(3-LHuauno-4,5,6,7-rerparuapodenso[b]tuoden-2-uwn)amun  (Z)-2-ruapoxcu-
4-o0kco-4-(4-x0phennn)-0yT-2-eHOBOI KUCJIOTHI 7B.
cl o NC Brixon 70%. XKenteie kpuctamibl. Ty, = 225-226
@Mgm °C (sranon). UK crextp, v, cm™: 1688 (CONH), 2211
Oq® (CN), 3356 (NH). Crrexp SIMP 'H (300 MI';, CDCls),
o, m.1.: 1.85 (m, 4H, 2CH,), 2.63 (M, 2H, CHy), 2.68 (M, 2H, CH,), 7.20 (c, 1H, C=CH),
7.48 (M, J 8.7 T'u, 2H, Har), 7.95 (M, J 8.7 T'm, 2H, Hp,), 9.85 (¢, 1H, CONH). Macc-
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cniektp, M/z: 386 [M]". Haiineno, %: C 58.97 , H 3.90, N 7.24, S 8.32. C19H;5CIN,O5S.
Brraucneno, %: C 58.99, H3.91, N 7.24, S 8.29.

OtunoBblii 3¢up (5-ruapokcu-2-okco-5-(mpem-6yTuin)-2,5-nuruapodypan-3-
ni1)aMuHo0)-4,5,6,7-rerparuapoden3o|b|tuodeHn-3-kapooHoBoii KHCI0THI 9.

Brixon 94%. Kentsie xpuctamisl. Ty, = 140-141 °C (aTanon).

= PP UK crexTp, v, cM ' 1672 (COOEt), 1756 (COyua), 3417 (NH).
> /N~H Cnextp IMP 'H, (400 MI't;, CDCl3), &, m.zi.: hopma A (75 %): 1.34
HOﬂ (c, 9H, Me), 1.42 (m, 3H, Me), 1.88 (M, 4H, 2CH,), 2.77 (m, 2H,
w0 CH,), 2.87 (M, 2H, CH,), 4.4 (xs. J 7.1 I'n, 2H, CH,0), 6.71 (c, 1H,

C=CH), 11.93 (c, 1H, NH); dopma b (25 %): 1.11 (c, 9H, Me), 1.42 (M, 3H, Me), 1.88
(M, 4H, 2CH,), 2.67 (m, 2H, CHy), 2.81 (M, 2H, CHy), 4.37 (k8. J 7.1 I'u, 2H, CH,0),
6.26 (c, 1H, C=CH), 10.24 (c, 1H, NH). Macc-cnextp, m/z: 380.15 [M+H]". HaiineHo,
%: C 60.13, H 6.62, N 3.68, S 8.40. C19H,sNOsS. Brruucneno, %: C 60.14, H 6.64, N
3.69, S 8.45.

PeHTreHOCTpYyKTYpHBIA aHAJIU3 COSAMHEHHUS BBIMOJHEH Ha MOHOKPHUCTAILIBHOM
aBToMarnueckoM audpaxromerpe Xcalibur R ¢ CCD-geTekTopoM MO CTaHAAPTHOU
meroauke [MoKo-uznyuenue, 293(2) K, w-ckanupoBaHue, mar ckKaHupoBaHus 1°]
[181]. JIns aHanm3a KCIOJIb30BaH OOJOMOK KEJITOr0 MPU3MATHYECKOTO KpHCTallIa
(0.7x0.5%0.6 mm). ITornomieHne yu4TeHO SMIUPUIYCCKH C UCTIOIB30BAHUEM AJITOPUTMA
SCALE3 ABSPACK [181]. Cunronus Kpucrajajia MOHOKJIMHHAS, MPOCTPAaHCTBCHHAS
rpymmna P 2:/n, a 9.8069(12) b 8.5530(11) ¢ 23.885(3) A, A1 95.702(12)°, V 1993.52
A3. CyoHNO:S. Z 4. Beero u3mepeHo 10805 oTpakeHus, U3 HUX HE3aBUCHUMBIX 4692,
3637 orpaxenue ¢ | > 2o(l). [lonHoTa coopa ganubix s 0 < 26.00° 99.9%. Ctpykrypa
pacmmdpoBaHa MPSIMBIM METOJAOM U yTouHeHa mnosHoMatpuunbiM MHK mo F B
aHU30TPOIHOM MPHUOIMKEHUU JI1 BCEX HEBOJAOPOJHBIX aTOMOB. ATOMBI BOJOpOAA
BKJIIOYEHbl B YTOYHEHHE B MOJEIM HAe3JHUKAa B M30TPONHOM HPUOIMKEHUH C
3aBUCUMBIMH TEIUJIOBBIMU TapaMeTpaMu. Bce pacdeTsl MpoBeACHBI ¢ MCIOJIb30BaHUEM
nporpammuoro nakera SHELX97 [182]. OkonuarenbHble apaMeTpbl yTOUHEHMsS: R;
0.061, wR; 0.165 [mnsa otpaxenmit ¢ 1>2c(l)], Ry 0.079, wR, 0.178 (mis Bcex
orpaxenuit), GooF 1.059.
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OruioBblii  3¢pup  (E)-2-[(2-oxco-5-pennadypan-3(2H)-unnaeH)aMuHo |-
4,5,6,7-rerparuapodenso[b]ruoden-3-kapoonosoii kucaorsl 10a.
3.99 r (0.01 Monb) KMCHOTBI 6a B YKCYCHOM (IIPOIIMOHOBOM)
= o aurunpuae (10(8) mu) wmemnenHo HarpeBanmu Ao 140 °C wu
N nepeMmemBann  Breuenue 20(60) wmuH. Ilonmydensiii  pacTBoOp
. /[io OXJTAXKIAITH, BBITTABIITHIA nocJie OXJIQXKICHHUSI 0CaJIOK
10a OTGUIBTPOBBIBAIM W  TPOMBIBAIM  OE3BOJHBIM  JIUATHIOBHIM
3¢upom[118]. Beixon 3.30 r (87%). HaceimeHHO-(h10aeTOBBIE KPUCTAIIIBL. T pps, = 168-
170 °C (tomyon). UK cmektp, v, em™: 1607 (C=N), 1715 (COOEL), 1796 (CO,uc)-
Crektp SIMP H, (500 MI'u, CDCly), 6, m.a.: 1.40 (1, J 7.1 ', 3H, Me), 1.82 (m, 2H,
CH,), 1.88 (M, 2H, CH,), 2.75 (M, 2H, CH,), 2.81 (M, 2H, CH,), 4.39 (kB, J 7.1, 2H Ty,
CH,0), 6.90 (c, 1H, Hp), 7.51 (M, J 7.4 T'u, 2H, Ha), 7.56 (M, J 7.3 T'u, 1H, Ha/), 7.85
(M, J 7.2 Ty, 2H, Hp,). Crextp SIMP °C (126 MI'i, CDCly), 8, m.x.: 14.3, 22.3, 22.8,
25.1, 25.8, 61.3, 98.0, 126.6, 127.2, 129.2, 131.7, 132.9, 136.3, 139.3, 145.7, 149.1,
163.0, 164.0, 166.4. Macc-cnektp, m/z: 381 [M]". Haiineno, %: C 66.10, H 5.03, N
3.67, S 8.44. C»1H19NO,S. Beraucneno, %: C 66.12, H 5.02, N 3.67, S 8.41.
AHAJIOTMYHO M3 COOTBETCTBYIOLIUX KHUCIOT 60-1,2K-H,0,p-T,II,3,aa,a0,ar,au,a0-ag
ObLIM NoJy4eHbl GypaHoHbl 100-11.
ITHJIOBBII Ipup (E)-2-[(5-(4-meTuindrennin)-2-oxkcodypan-3(2H)-
nanaeH)amuuo|-4,5,6,7-rerparuapodenso[b]Tuoden-3-kapoonosoii kucaorsi 106.

Beixon 63%. HacelmienHo-KpacHble KpUCTAIIBL. Tpas, =

S/ > (;Et 154-156 °C (tomyomn). UK crextp, v, cm™: 1607 (C=N), 1716

N (COOEt), 1794 (CO,u). Croextp SIMP 'H, (300 MIT,

/O o DMSOg), 8, m.a.: 1.31 (1, J 7.2 T, 3H, Me), 1.78 (m, 4H,

Me 106 2CH,), 2.42 (c, 3H, Me), 2.62 (m, 2H, CH,), 2.82 (M, 2H,

CH,), 4.29 (xB, J 7.2 T'u, 2H, CH,0), 7.20 (¢, 1H, Hpa/), 7.40 (M, J 7.5 T'u, 2H, Hp), 7.93
(m, J 7.5 T'u, 2H, Hpa,). Haiineno, %: C 66.80, H 5.35, N 3.54, S 8.07. C,,H,;NO,S.
Breruncneno, %: C 66.82, H 5.35, N 3.54, S 8.11.
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I THJIOBBII Ipup (E)-2-[(5-(4-meToxcudennn)-2-oxcodypan-3(2H)-
nianaeH)amuno|-4,5,6,7-rerparuapodenso[b]rnoden-3-kapoonosoii kuciaoTnl 10B.

Beixon 92%. HacelmeHHO-KpacHbIE KPUCTAIUIBL. T pasq =

s/ ) (Z)Et 146-147 °C (tomyomn). UK crmextp, v, cm™: 1610 (C=N), 1697

N (COOEt), 1797 (CO,uq). Cmextp SMP 'H, (500 M,

/O ,  CDCly), 8, ma: 140 (1, J 7.1 T, 3H, Me), 1.82 (m, 2H,

MeO 105 CH,), 1.87 (M, 2H, CH,), 2.75 (M, 2H, CH,), 2.79 (m, 2H,

CHy), 3.90 (c, 3H, OMe), 4.38 (xB, J 7.1 I', 2H, CH,0), 6.77 (c, 1H, Ha;), 7.00 (M, J
8.9 I', 2H, Hp,), 7.80 (M, J 8.9 T, 2H, Ha,). Criextp IMP °C (126 MI'i, CDCly), 3,
m.a.: 14.3, 22.3, 22.9, 25.2, 25.7, 55.9, 61.2, 96.4, 114.8, 119.5, 128.7, 131.6, 136.0,
138.2, 146.2, 149.7, 161.3, 163.6, 164.1, 166.5. Macc-cniektp, m/z: 411 [M]". HaiineHo,
%: C 64.25, H 5.19, N 3.37, S 7.77. C;,H,1NOsS. Brerancneno, %: C 64.22, H 5.14, N
3.40, S 7.79.

PeHTreHOCTpYKTYpHBIA aHaJIU3 COEAMHEHUS BBIMOJHEH Ha MOHOKPHUCTAJLIBHOM
aBToMatnueckoM audpaxromerpe Xcalibur R ¢ CCD-geTekTopoM MO CTaHAApTHOU
meroauke [MoKo-uznyuenue, 293(2) K, w-ckanupoBaHue, mar ckKaHupoBaHus 1°]
[182]. Jlns aHammM3a WCMOJIB30BAJICS TEMHO-KPACHBIA MPU3MATHYCCKUM KPHCTAILI
(0.5x0.6x0.4 mm). IorsomieHne yu4TeHO SMIUPUIECCKHA C HCIIOJIL30BAHUEM ATOPUTMA
SCALE3 ABSPACK [182]. CuHronusi KpucTauia TPHUKJIMHHAS, MPOCTPAHCTBCHHAS
rpymma - P -1, a a  9542(2) b 10.834(22) c¢ 11.6082) A,
2 100.768(17) £110.333(18) 7 114.08(2)°, V 948.62 A>. CxH1oNOsS. Z 2. Bcero
u3MepeHo 7537 orpaxkeHus, U3 HUX He3aBUCUMBIX 4391, 2539 orpaxkenue ¢ [ > 2o(l).
[TomroTta cbopa manubx it 0 < 26.00° 99.9%. Crpykrypa pacmmdpoBaHa MPsSIMbIM
METOZIOM ¥ yTOuHeHa moiHoMaTpraasiM MHK mo F? B aHH30TPOIIHOM MPUOITIKECHHIH
JUTSL BCEX HEBOJOPOJIHBIX aTOMOB. ATOMBI BOJIOPO/A BKIIOYEHBI B YTOYHEHHUE B MOJICIH
HAe3/[HWKa B M30TPOIMMHOM MPHUOIMKEHUU C 3aBUCUMBIMHU TEIUIOBBIMH IapaMeTpamu.
Bce pacyersl mpoBelieHBI ¢ UCIONB30BaHUEM mporpaMmmHoro nakera SHELX97 [182].

OxonuatenbHble TapameTpbl yrounenus: R; 0.069, wWR, 0.181 [mans oTpaxkeHuii c

I>2o(1)], Ry 0.117, WR, 0.213 (mmst Bcex otpaxenwmii), GOOF 1.049.
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OruaoBblii  3pup  (E)-2-[(5-(2,4-mumeToxcudennn)-2-okcopypan-3(2H)-
nianaeH)amuno|-4,5,6,7-rerparuapodenso[b]rnoden-3-kapoonosoii kucaoTnl 10r.
Beixon 74%. HaceleHHO-KpacHbIE KPUCTAIIBL. T pas, =
% 161-164 °C (tomyom). UK cmektp, v, cm™: 1609 (C=N), 1719
(COOEt), 1785 (COyu). Cmextp SIMP 'H, (300 MI,
/@A DMSQg), 6, m.a.: 1.27 (1, J 7.1 T'm, 3H, Me), 1.74 (M, 4H,
E 2CH,), 2.59 (M, 2H, CHy), 2.80 (M, 2H, CH,), 3.89 (c, 3H,
OMe), 4.02 (c, 3H, OMe), 4.26 (xB, J 7.1 T'n, 2H, CH,0), 6.76 (M, 2H, Hp), 7.03 (c,
1H, Hpy), 7.74 (1, J 8.8 T'u, 1H, Ha,). Hatineno, %: C 62.57, H 5.29, N 3.15, S 7.25.
C23H23NOgS. Beraucneno, %: C 62.57, H 5.25, N 3.17, S 7.26.
ITHJIOBBII 3pup (E)-2-[(5-(4-opompennin)-2-oxkcodpypan-3(2H)-
nianaeH)amuno|-4,5,6,7-rerparuapodenso[b]rnoden-3-kapoononoii kucaoTnl 10.
Beixon 63%. HacelmeHHO-KpacHble KPUCTAIUIBL.  Tpysy =
%{:ﬁ 165-167 °C (tomyomn). UK cmektp, v, cm™: 1611 (C=N), 1711
N (COOEt), 1796 (CO,u). Cmextp SMP 'H, (300 MIT,
@/@O DMSOg), 8, m.a.: 1.29 (1, J 7.1 T'm, 3H, Me), 1.80 (m, 4H,
Br 101 2CH,), 2.62 (M, 2H, CH,), 2.82 (M, 2H, CH,), 4.28 (xB, J 7.1
I'u, 2H, CH,0), 7.30 (¢, 1H, Ha), 7.64 (M, J 8.7 T'i, 2H, Hp), 8.05 (M, J 8.7 I'i, 2H,
Har). Hatigeno, %: C 54.75, H 3.98, N 3.00, S 6.95. C»;HsBrNO,S. Beruncneno, %: C
54.79,H 3.94, N 3.04, S 6.97.
ITHJIOBBII 3pup (E)-2-[(2-0xco-5-(4-xn0pdenni)pypan-3(2H)-
nanaeH)amuno|-4,5,6,7-rerparuapoodenso|b]rnoden-3-kapoonoBoii kuciaoTni 10e.
Beixon 70%. HacbleHHO-KpacHbIE KPUCTAIUIBL. Tjusn =
% 155-157 °C (tomyom). UK cmektp, v, cm™: 1607 (C=N), 1711
(COOEY), 1793 (CO,r). Criexrp SIMP 'H, (500 MI'y, CDCly),
/@/& o, m.a.: 1.40 (1, J 7.1 T'u, 3H, Me), 1.82 (m, 2H, CH,), 1.87 (m,
10e 2H, CH,), 2.74 (M, 2H, CH,), 2.80 (M, 2H, CH,), 4.38 (xB, J 7.1
I'n, 2H, CH,0), 6.88 (¢, 1H, Har), 7.48 (M, J 8.6 ', 2H, Hpa), 7.78 (M, J 8.6 I'i, 2H,
Har). Crextp SAMP Bc (126 MI'u, CDCl,), o, m.u.: 14.3, 22.2, 22.8, 25.1, 25.8, 61.4,
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98.2, 125.7, 127.7, 129.6, 133.2, 136.4, 139.1, 139.8, 145.1, 148.8, 162.7, 163.9, 165.1.
Macc-criekrp, m/z: 415 [M]". Haiineno, %: C 60.66, H 4.37, N 3.33, S 7.70.
C,1H1sCINO,S. Beruucneno, %: C 60.65, H 4.36, N 3.37, S 7.71.
ITHJIOBBII 3pup (E)-2-[(2-0xco-5-(4-3Toxcndennn)pypan-3(2H)-
niauaeH)amuno]-4,5,6,7-rerparugpodenso[b]tuoden-3-kapoonoBoii kucaorbi 10k,
Beixon 42%. HachleHHO-KpacHbIe KPUCTAIIBL T pas; =
%/gt 177-180 °C (tonyon). UK crextp, v, em™: 1609 (C=N), 1694
\ (COOEt), 1800 (CO.u). Cmextp SIMP 'H, (300 M,
/ { DMSOQge), 6, m.a.: 1.29 (1, J 7.1 ', 3H, Me), 1.37 (1, J 6.9 T'y,
EtO 1(3m ’ 3H, Me), 1.80 (M, 4H, 2CH,), 2.62 (M, 2H, CH,), 2.81 (M, 2H,
CH,), 4.17 (xB, J 6.9 I', 2H, CH,0), 4.27 (xB, 7.1 I'u, 2H, CH,0), 7.12 (M, 3H, Ha,),
7.98 (M, J 8.9 I'i, 2H, Hpy). Hatineno, %: C 64.90, H 5.45, N 3.32, S 7.57. C»3H23NOsS.
Brraucneno, %: C 64.92, H 5.45, N 3.29, S 7.54.
ITHIOBBI 3pup (E)-2-[(2-0kco-5-(4-pToppennn)pypan-3(2H)-
uanaeH)amuno|-4,5,6,7-rerparuapodenso[b]rnoden-3-kapoononoii kucaoTn 103.
Beixon 49%. HaceblueHnHo-KpacHble KpUCTAIIBL.  Tpys, =
%/@Et 186-187 °C (tonyon). MK cnektp, v, em’: 1610 (C=N), 1707
©  (COOEt), 1804 (CO,u). Cmextp SIMP H, (300 MIT,
DMSOg), o, m.a.: 1.29 (1, J 7.1 T'u, 3H, Me), 1.80 (M, 4H,
F 103 2CHy), 2.62 (M, 2H, CH,), 2.81 (M, 2H, CHy), 4.28 (xB, J 7.1 ',
2H, CH,0), 7.26 (c, 1H, Ha;), 7.98 (M, J 8.8 ', 2H, Ha;), 8.10 (M, J 15.4, 7.7 'y, 2H,
Har). Haiineno, %: C 63.19, H 4.55, N 3.55, S 8.04. C»H;sFNO,S. Beruucneno, %: C

63.15, H 4.54, N 3.51, S 8.03.
ITHJIOBBII 3pup (E)-2-[(2-0xco-5-(THOden-2-un)pypan-3(2H)-

=

s/
/N

/

O O

nanaeH)amuno|-4,5,6,7-rerparuapodenso[b]Tnoden-3-kapoonosoii kucaorsl 10m.
Beixon 82%. HaceleHHO-KpacHble KpUCTAIBL. Tpayy = 173-
OEt
// 174 °C (tomyom). UK cmektp, v, cm™: 1714 (COOEYL), 1794
S 0
N
/
o O

(CO,ar). Crrextp SIMP 'H, (400 MI'y, CDCly), 8, m.a.: 1.42 (t, J
AN
@/&

7.1 T, 3H, Me), 1.87 (M, 4H, 2CH,), 2.76 (m, 2H, CH,), 2.81 (m,
10u
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2H, CHy,), 4.40 (xB, 7.1 T'u, 2H, CH,0), 6.71 (¢, 1H, Ha/), 7.23 (an, J 4.8, 3.8 I', 1H,
Har), 7.68 (o, J 4.8 T'u, 1H, Hpa), 7.74 (n, J 3.8 ', 1H, Hp;). Coexktp SIMP B¢ (101
MI'u, CDClg), 6, m.n.: 13.7, 21.8, 22.3, 24.6, 25.2, 60.6, 96.6, 128.5, 130.0, 130.2,
131.8, 131.8, 135.6, 138.3, 144.5, 148.7, 160.6, 162.0, 163.4. Haiineno, %: C 58.92, H
4.43, N 3.60, S 16.59. C19H17NO,S,. Beraucneno, %: C 58.90, H 4.42, N 3.61, S 16.55.
ITHJIOBBII 3pup (E)-4,5-mumernii-2-[(2-oxco-5-pennadypan-3(2H)-
njinjeH)aMuHo | THO(eH-3-kapOoHOBOIi KuCca0ThHI 10K.
Me Beixon 82%. MamuHoBble KpuUcTambl. Tp.s,= 169-170 °C
Mo (tonyon). UK crektp, v, em™: 1606 (C=N), 1715 (COOEt), 1794
N (CO,ar). Crrextp SIMP 'H, (400 MI'y, DMSOgg), 8, m.zx.: 1.31 (1, J 6.6
phﬂo I'm, 3H, Me), 2.13 (c, 3H, Me), 2.44 (c, 3H, Me), 4.31 (xB, J 6.6 'y,
10x 2H, CH,0), 7.23 (c, 1H, Hpf), 7.61 (M, 3H, Ha), 8.02 (M, J 7.1 Ty,
2H, Hp,). Crextp SIMP °C (101 MI'u, DMSOg), 8, m.x.: 12.1, 13.6, 14.1, 60.9, 98.3,
126.6, 126.7, 129.2, 132.5, 132.9, 135.3, 137.4, 145.2, 146.1, 162.6, 164.1, 165.6.
Haiineno, %: C 64.20, H 4.85, N 3.93, S 9.00. C,gH;;,NO,S. Beruucneno, %: 64.21, H
4.82, N 3.94, S 9.02.
OtunoBbiii  3¢up  (E)-4,5-mumernin-2-[(5-(4-mernndennin)-2-oxkcodpypan-

3(2H)-unmaen)aMmuHo | THo(eH-3-kapooHoBOi Kuca0THI 101

e Me OEL Beixon 98 %. ManunoBble KpucTambl. Tp,,, = 174-175 °C
s/ VaRS (toryon). UK cmektp, v, em™: 1713 (COOEL), 1798 (CO ).
N Crextp SIMP 'H, (400 MI't, DMSOyg), 8, m.1.: 1.32 (1, J 7.1
/0 0 I'm, 3H, Me), 2.12 (c, 3H, Me), 2.41 (c, 3H, Me), 2.43 (c, 3H,
Me 101

Me), 4.31 (kB, J 7.1 I'u, 2H, CH,0), 7.13 (c, 1H, Ha), 7.39 (M,
J 8.1 T, 2H, Hyy), 7.89 (M, J 8.1 I'y, 2H, Ha,). Criexrp SIMP °C (101 MI'y, DMSOygg),
o, m.a.: 12.1, 13.6, 14.0, 21.2, 60.8, 97.6, 123.9, 126.7, 129.8, 132.4, 134.9, 137.0,
143.7, 145.2, 146.3, 162.7, 164.1, 165.8. Haiineno, %: C 65.00, H 5.18, N 3.78, S 8.65.
CooH19NO,4S. Beruucneno, %: C 65.02, H 5.18, N 3.79, S 8.68.

OtunoBblii  3¢up (E)-4,5-mumerni-2-[(5-(4-meToxcupenni)-2-oxkcodpypan-

3(2H)-namaen)aMmuuo | THO(peH-3-KapOooHOBOIi KHCI0THI 10M.
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. Me oF: Beixon 87 %. ManuHoBble KpUCTAIUIBL. Tpus, = 172-173

S/ )\, °C (ronyom). UK cmexp, v, cv’: 1713 (COOEY), 1798

N (COyacr). Crmextp SIMP 'H, (400 MI'y, DMSOg), 8, M.A.:

/ =0 1.31 (1, J 7.1 ', 3H, Me), 2.11 (c, 3H, Me), 2.42 (c, 3H,

MeO 10m Me), 3.87 (c, 3H, OMe), 4.30 (xB, J 7.1 I'n;, 2H, CH,0), 7.06

(c, 1H, Hay), 7.12 (M, J 8.9 T'rg, 2H, Ha,), 7.96 (M, J 8.9 'y, 2H, Ha,). Crextp SIMP °C
(101 MI'u, DMSOg), 6, m.a.: 12.1, 13.5, 14.0, 55.7, 60.8, 96.6, 114.9, 118.9, 128.9,
132.3, 134.4, 136.2, 145.3, 146.5, 162.8, 163.2, 164.2, 165.8. Haiineno, %: 62.30, H
5.00, N 3.66, S 8.32. CxH19NOsS. Beruucneno, %: C 62.32, H 4.97, N 3.63, S 8.32.
OtuioBblii d3¢pup (E)-4,5-mumerna-2-[(2-oxco-5-(4-xnopdennn)pypan-3(2H)-

WinjaeH)aMiuHO | THo(eH-3-KapOoHOBO# K1cJa0ThHI 10H.

e Me Ok Brixon 87 %. ManuHoBble KpucTaimibl. Ty, = 159-161 °C
s/ VaRS (tomyon). UK crektp, v, cm™: 1705 (COOEL), 1800 (CO ).
N Crextp SIMP 'H, (400 MI', DMSOgg), 8, m..: 1.32 (1, J 7.1
[ =0 T, 3H, Me), 2.13 (c, 3H, Me), 2.44 (c, 3H, Me), 4.32 (x5, J
cl 10m

7.1 Tu, 2H, CH,0), 7.26 (c, 1H, Hay), 7.63 (M, J 8.6 I'u, 2H,
Har), 8.03 (M, J 8.6 T, 2H, Hy,). Criekrp SIMP °C (101 MTI'y, DMSOygs), 8, m.x.: 12.0,
13.7, 14.0, 60.9, 98.8, 125.6, 128.3, 129.3, 132.6, 135.6, 137.5, 137.8, 144.9, 146.0,
162.4, 164.1, 164.4. Haiineno, %: 58.50, H 4.12, N 3.58, S 8.25. CygH;16CINO,S.
Brruncieno, %: C 58.54, H 4.14, N 3.59, S 8.22.
OtunoBblii  3pup (E)-2-[(2-oxco-5-pennndypan-3(2H)-nauaeH)amuno]-5,6-
muruapo-4H-uuknonenta[b]rnoden-3-kap6ononoii kucaorsr 100.
okt Beixon 74%. TemHo-kpacHble KpUCTAIUIBL Tpa, = 187-188 °C
s// S (tonyon). UK crmextp, v, em™: 1605 (C=N), 1719 (COOEt), 1797
N (COur). Criextp SIMP 'H, (300 MI'y, DMSOQgg), 8, m.zi.: 1.32 (1, J 6.9
Ph/[}O I'u, 3H, Me), 2.41 (m, 2H, CHy), 2.93 (M, 2H, CH,), 3.04 (M, 2H, CH,),
100 4.28 (xB, J 6.9 I'u, 2H, CH,0), 7.37 (c, 1H, Ha;), 7.66 (M, 3H, Ha),
8.08 (M, J 6.9 I', 2H, Hp(). Haiineno, %: C 65.36, H 4.68, N 3.80, S 8.72. CxH17NO,S.

Brraucneno, %: C 65.38, H 4.66, N 3.81, S 8.73.
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OtuioBblit  3¢up (E)-5-mermin-2-[(5-(4-mernadennn)-2-oxkcopypan-3(2H)-
WIHJAeH)aMuHo|-4-peHunTuoden-3-kapooHoBoii KucaoTsl 10m.

Beixon 77%. HacelmeHHO-KpacHbIE KPUCTAMIBL  Tiasy =

Me & OEt
=
Qﬁo 142-143 °C (ronyon). UK crexrp, v, ew™: 1721 (COOEL), 1801
/N
]
0 O

(CO,cr). Crrextp SIMP 'H, (300 MI'y, DMSOgg), 8, m.x.: 0.97
Me/®/€}

(1, J 6.9 T', 3H, Me), 2.42 (c, 3H, Me), 2.43 (c, 3H, Me), 4.07

(xB, J 6.9 I', 2H, CH,0), 7.35 (M, 8H, Hp,), 8.05 (M, J 8.1 Ty,
2H, Hp,). Haitneno, %: C 69.58, H 4.94, N 3.24, S 7.40. C,sH»;NO,S. Beruucneno, %: C
69.59, H 4.91, N 3.25, S 7.43.

OtunoBblii 3pup (E)-5-mermia-2-[(5-(4-meTtokcudenui)-2-okcodypaun-3(2H)-

ninjeH)aMuHo|-4-pennaTuoden-3-kapooHoBoii kucaorol 10p.

Ph Beixon 73%. HacellieHHO-KpacHbI€ KPUCTAUIBL. Ty, =

Me OEt
S/ Van 170-172 °C (tomyomn). UK cmextp, v, cm™: 1604 (C=N), 1715
N (COOEt), 1794 (CO,uq). Cmextp SAMP 'H, (300 MI,

@ﬂo DMSOye), 8, mr: 0.97 (r, J 7.1 T, 3H, Me), 2.43 (c, 3H,
MeO 10 Me), 3.89 (c, 3H, MeO), 4.07 (ks, J 7.1 T'm, 2H, CH,0), 7.16
(v, 9.1 T, 2H, Hp), 7.23 (¢, TH, Hpy), 7.44 (M, 5H, Hay), 8.05 (M, J 9.1 Ty, 2H, Ha).
Haiinero, %: C 67.15, H 4.78, N 3.16, S 7.15. CpsHyNOsS. Berauciero, %: C 67.10, H
4.73,N 3.13,S 7.17.

OtunoBblii 3pup (E)-4-mernia-2-[(5-(4-meTokcudenui)-2-okcodypaun-3(2H)-

WinjaeH)aMuHo|-5-pennaruoden-3-kapoonoBoi kucjaorol 10c.

Me Beixon 67%. HaceleHHO-KpacHble KPUCTAIIBL. Tpas, =

" s/ ) OOEt 157-160 °C (tomyomn). UK cmektp, v, em™: 1607 (C=N), 1717

N (COOEt), 1803 (CO,u). Cmextp SIMP 'H, (300 MIw,

/O o DMSOg), 8, ma.: 1.32 (1, J 7.1 T, 3H, Me), 2.28 (c, 3H,

MeO 10¢ Me), 3.89 (c, 3H, MeO), 4.33 (kB, J 7.1 I'u, 2H, CH,0), 7.15

(M, J9.0 ', 2H, Hpp), 7.27 (¢, 1H, Har), 7.54 (M, SH, Hpa/), 8.06 (M, J 9.0 T'i, 2H, Ha,).
Haiineno, %: C 67.11, H4.77, N 3.13, S 7.15. C;5sH,1NOsS. Beruncneno, %: C 67.10, H
4.73,N3.13,S7.17.
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I THJIOBBII Ipup (E)-2-[(5-(4-opompennn)-2-okcopypan-3(2H)-
WiInJeH)aMuHo|-4-peHunaTuoden-3-kapooHoBo# KUCIA0THI 10T.

Ph okt Beixon 78%. HacelmeHHO-KpacHbIE KPUCTAIIBL.  Tasn =

s// 5 184-185 °C (tomyom). UK crektp, v, em™: 1612 (C=N), 1721

N (COOEt), 1812 (COu). Cmextp SIMP 'H, (300 MIT,

/O o DMSOg), 8, mur: 1.14 (1, J 7.1 Ty, 3H, Me), 4.23 (xs, J 7.1

Br 107 I'u, 2H, CH,0), 7.23 (¢, 1H, Ha), 7.44 (M, 4H, Hpay), 7.83 (M, J

8.6 T, 2H, Ha), 8.04 (M, 3H, Ha,). Haifzeno, %: C 57.25, H 3.38, N 2.92, S 6.65.
Cy3H16BrNO,S. Berancieno, %: C 57.27, H 3.34, N 2.90, S 6.65.
AMuna (E)-2-[(2-0kco-5-penundypan-3(2H)-naunen)amunol-4,5,6,7-
TeTparuapoden3o[b]Tnoden-3-kapdonoBoii kucaorsl 10y.
Beixon 89%. HacelmenHo-kpacHble KpucTaibl. Ty, = 203-204
" oC (toryon). UK cmektp, v, em™: 1614 (C=N), 1670 (CONH,), 1795
ps (CO,ar), 3158, 3352 (NH,). Crrextp SIMP 'H, (400 MI't, DMSOyg),
ph/[}o o, m.a.: 1.74 (m, 2H, CH,), 1.80 (m, 2H, CHy;), 2.79 (M, 2H, CH,),
10y 2.82 (m, 2H, CH,), 7.30 (¢, 1H, Hay), 7.53 (yur. ¢, 1H, NH,), 7.59 (m,
J 7.4 T, 2H, Ha), 7.62 (M, 1H, Ha), 8.03 (M, J 7.2 T, 2H, Ha), 8.17 (yur ¢, 1H,
NH,). Haiineno, %: C 64.77, H 453, N 7.92, S 9.11. C;gHsN,03S. Beruucneno, %: C
64.76, H 4.58, N 7.95, S 9.10.
Avua (E)-2-[(5-(4-meTnadennn)-2-oxkcopypan-3(2H)-nauaen)amunol-4,5,6,7-

TeTparuapodenso[b]tuoden-3-kapoonoBoii kucaoroi 10¢.

Beixon 84%. Kpacubele xpuctamisl. Tp,,, = 231-232 °C

"2 (ronyon). UK cmextp, v, e’ 1599 (C=N), 1658 (CONH,),

)t 1791 (CO,aer), 3165, 3348 (NH,). Crrextp SIMP 'H, (400 M1,
] DMSOQg), 0, m.a.: 1.78 (M, 2H, CHy), 1.84 (M, 2H, CH,), 2.44

Me/@/%o (c, 3H, Me), 2.84 (m, 4H, 2CH,), 7.22 (c, 1H, Hpa;), 7.31 (ym.

c, IH, NHy), 7.42 (m, J 8.1 T', 2H, Hpa/), 7.92 (M, J 8.1 T'n, 2H, Hp), 8.08 (ym. ¢, 1H,

NH,). Haiineno, %: C 65.57, H 4.97, N 7.63, S 8.75. CyH1gN,OsS. Beruncneno, %: C
65.55, H 4.95, N 7.64, S 8.75.
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AMus (E)-2-[(5-(4-meTokcudenn)-2-okco-pypan-3(2H)-nimmaeH)aMuHo| -
4,5,6,7-rerparuapoden3o|[b]tuoden-3-kapooHoBoii KHCI0THI 10X.
Beixon 81%. Haceimenno-kpacHsle KpUCTaIbL. Ty, =
e 203-205 °C (tomyomn). UK crextp, v, em™: 1605 (C=N), 1668
(CONH,), 1795 (COyu), 3180, 3340 (NH,). Cnekrp SIMP
'H, (400 MI'y, DMSOg), 8, m.u.: 8, mx.: 1.79 (m, 4H,
MeO 10x 2CH,), 2.69 (m, 2H, CHy), 2.72 (M, 2H, CH,), 3.90 (c, 3H,
MeO), 7.09 (yur ¢, 1H, NH,), 7.16 (m, J 8.9 I'i, 2H, Hya/), 7.21 (c, 1H, Ha), 8.04 (M, J
8.9 I'm, 2H, Hay), 8.29 (ym. ¢, 1H, NH,). Hatineno, %: C 62.80, H 4.75, N 7.35, S 8.36.
Ca0H1sN,0,4S. Beruncaeno, %: C 62.81, H 4.74, N 7.33, S 8.38.

Amua  (E)-2-[(2-okco-5-(4-xsmopdennn)pypan-3(2H)-nauaen)amuno]-4,5,6,7-

TeTparuapodenso[b]Tuoden-3-kapoonoBoii kucaorsl 10m.

Beixon 92%. HacelmeHHo-KpacHble KPUCTAUIBL  Tpasn =
219-220 °C (tomyon). UK crektp, v, cM™: 1607 (C=N), 1665
(CONHy,), 1797 (CO,an), 3179, 3363 (NH,). Criextp SIMP 'H,
(300 MI', DMSQg), 6, m..: 1.84 (M, 4H, 2CH,), 2.83 (M, 2H,
cl 10m CH,), 3.05 (M, 2H, CHy), 5.69 (ym. c, 1H, NHy), 6.93 (c, 1H,
Har), 7.51 (M, J 7.5 T, 2H, Hpp), 7.81 (M, J 7.5 T, 2H, Har), 8.95 (ym1. ¢, 1H, NH,).
Haiineno, %: C 58.98, H 3.93, N 7.26, S 8.26. C;gH;5CIN,O3S. Breruncneno, %: C
58.99, H 3.91, N 7.24, S 8.29.

Hutpua (E)-2-[(2-0kco-5-penundypan-3(2H)-nauned)amunol-4,5,6,7-

Terparuapodenso[b]rnoden-3-kapdonoBoii kucaoTnl 104.
Beixon 90 %. HacelmeHHo-kpacHble KpUCTALIBL. Tpys, = 216-217
N\_cn  CC (tomyon). UK cnextp, v, em™: 1799 (CO,ua), 2217 (CN). Crextp
SIMP 'H, (400 MI'y, DMSOg), 8, m.1.: 1.86 (M, 4H, 2CH,), 2.68 (M,
/[i 2H, CH,), 2.84 (m, 2H, CH,), 7.29 (c, 1H, Ha), 7.51 (M, J 7.3 T'n, 2H,
" 104 0 Har), 7.68 (M, J 6.8 T, 1H, Ha/), 8.05 (M, J 8.6 T'i, 2H, Hpa;). Criextp
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SAMP ©°C (101 MI', CDCly), 8, m.a.: 21.3, 22.3, 23.7, 25.0, 98.8, 107.2, 113.6, 126.6,
127.1, 128.6, 129.2, 133.5, 136.3, 140.4, 154.4, 162.2, 167.6. Haiineno, %: C 68.23, H
4.20, N 8.35, S 9.57. C19H14N,0,S. Beruucneno, %: C 68.24, H 4.22, N 8.38, S 9.59.
Hutpua  (E)-2-[(5-(4-meToxcupenni)-2-okcopypan-3(2H)-uanaeH)aMuHoO |-
4,5,6,7-rerparuapo6enso[b]ruoden-3-kapoononoii kucaorbl 10mr.
Beixon 74 %. HacelenHO-KpacHble KPUCTaIbL. Tpys, =
%»CN 238-239 °C (tomyoun). MK cnektp, v, eM™: 1799 (CO,n), 2211
(CN). Crextp SIMP 'H, (400 MI't;, DMSOg), 8, m.ai.: 1.86 (m,
4H, 2CH,), 2.67 (M, 2H, CHy), 2.83 (M, 2H, CH,), 3.93 (c, 3H,
MeO), 7.16 (c, 1H, Ha), 7.17 (M, J 9.0 T'y, 2H, Hp), 8.04 (M, J

9.0 T'u, 2H, Hpa,). Haiigeno, %: C 65.90, H 4.40, N 7.68, S 8.82. CyHisN,0OsS.
Breraucneno, %: C 65.92, H4.43, N 7.69, S 8.80.

=

s/
/N

/

o) (0]

10m

MeO

Hurpuna (E)-2-[(2-0xco-5-(4-xaopdennn)pypan-3(2H)-nauaen)aMuHO| -
4,5,6,7-rerparuapodenso|[b]Tuoden-3-kapoonoBoii Kucaorhl 10mr.
Beixon 92%. HaceleHHO-KpacHble KPUCTAIBL. T pusy = 239-
%,CN 240 °C (tonyon). VIK crektp, v, cM ™ 1796 (COpaer), 2220 (CN).
ps Crextp SIMP 'H, (400 MI', DMSOg), 8, m.x.: 1.85 (M, 4H,
/Q/[;LO 2CH,), 2.68 (M, 2H, CH,), 2.85 (m, 2H, CH,), 7.34 (c, 1H, Ha,),
Cl 101 7.66 (M, J 8.6 T't, 2H, Hpy), 8.07 (M, J 8.6 T'u, 2H, Hp,). Haiineno,
%: C 61.88, H 3.53, N 7.62, S 8.69. C;19H;3CIN,O,S. Beruucneno, %: C 61.87, H 3.55,
N 7.60, S 8.69.
AunoBblii 3¢up (2)-2-[(1,4-1uokco-4-(4-meTnadenn)-1-MeToKCudyT-2-eH-2-
ni1)aMmuHo]-4,5,6,7-rerparuapoden3o|[b]tuoden-3-kapoonosoii kucaorsl 11a.
K cycnensumn 3.95 r (0.1 mons) 3-THeHUIMMUHO-3H-
Qf\om bypan-2-ona 106 B 20 M COOTBETCTBYIOIIETO CIHUPTA
STONH O npudasisuia 0.01 r (0.1 mmonb) EtsN u BeaepxuBanu npu
| TeMIlepaType KWIIeHHs Ccnuprta B TeueHue | daca.

11a Me  Peakiuonnyro cmech oxjiaxpamd 10 -25° C, BbINaBIIuii

0CaJIoK OT(UIBTPOBBIBAIM W TEPEKPHUCTAILIM30BbIBAIM W3 Toiyona[132]. Tlomydanu
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a¢up 11a c BeixomoM 67 %. OpanxeBbie kpuctamwibl. Ty, = 87-89 °C (tomyomn). UK
criekTp, v, cM 1 1678 (COOEY), 1739 (C'=0), 3386 (NH). Crextp SIMP 'H, (400 MI1,
DMSOg), 6, m.a.: dopma A (90 %): 1.34 (1, J 7.1 T'u, 3H, Me), 1.73 (M, 4H, 2CH,),
2.38 (¢, 3H, Me), 2.59 (M, 2H, CH,), 2.71 (M, 2H, CH,), 3.86 (¢, 3H, OMe), 4.33 (xB, J
7.1 I'u, 2H, CH,0), 6.58 (c, 1H, C=CH), 7.34 (M, J 8.1 I't;, 2H, Har), 7.91 (M, J 8.1 Ty,
2H, Har), 12.81 (c, 1H, NH); dopma b (10 %): 1.27 (1, J 7.1 T'y, 3H, Me), 1.73 (m, 4H,
2CH,), 2.36 (c, 3H, Me), 2.59 (M, 2H, CH,), 2.71 (M, 2H, CH,), 3.80 (c, 3H, OMe), 4.23
(xB,J 7.1 T'ny, 2H, CH,0), 6.54 (¢, 1H, C=CH), 7.30 (M, 2H, Ha;), 7.73 (m, J 8.1 I'mg, 2H,
Har), 10.18 (¢, 1H, NH). Crextp SIMP °C (101 MI'y, DMSOQg), 8, M.1.: hopma A:
14.0, 21.0, 21.9, 22.3, 24.0, 25.9, 53.4, 60.2, 98.8, 114.9, 126.4, 127.6, 129.3, 133.1,
135.1, 143.2, 145.7, 147.6, 162.8, 163.7, 189.4; dopma b: 13.8, 21.0, 21.9, 22.3, 24.0,
25.9, 52.7, 60.4, 98.8, 114.9, 126.4, 127.5, 129.1, 132.9, 135.1, 143.2, 145.7, 147.6,
162.8, 163.7, 189.4. Haiineno, %: C 64.60, H 5.88, N 3.25, S 7.50. C,3H,5NOsS.
Brrunciaeno, %:C 64.62, H5.89, N 3.28, S 7.50.

AHanoruyHo ObUTH MONTy4YeHbI coequHeHus: 110-T.

OunoBblii 3¢up (2)-2-[(1,4-muokco-4-(4-meTniigenun)-1-nponokcudyT-2-eH-

2-un)amuno]-4,5,6,7-rerparuapodenso[b]Tuoden-3-kapooHoBoii kucaoTol 116.

o Beixon 64 %. OpamxkeBbie kpuctamibl. T, = 65-67 °C
Qﬁom (toryon). UK cmextp, v, em™: 1689 (COOEL), 1727 (C'=0),
§© NH O 3375 (NH). Criextp SIMP 'H, (400 MI', DMSOg), 8, M.1.:

PrO A

I o " dopma A (88 %): 0.86 (1, J 7.4 I'u, 3H, Me), 1.33 (1, J 7.1

I'm, 3H, Me), 1.65 (M, 2H, CH,), 1.72 (M, 4H, 2CH,), 2.39
(c, 3H, Me), 2.59 (m, 2H, CHy), 2.70 (M, 2H, CH,), 4.21 (1, J 6.5 T'u, 2H, CH,), 4.32
(xB, J 7.1 T'y, 2H, CH,0), 6.55 (c, 1H, C=CH), 7.34 (m, J 8.1 T'i, 2H, Hay), 7.91 (M, J
8.1 T', 2H, Hay), 12.72 (¢, 1H, NH); dopma b (12 %): 0.90 (m, 3H, Me), 1.28 (1, J 7.1
I'u, 3H, Me), 1.65 (m, 2H, CH,), 1.72 (M, 4H, 2CH,), 2.37 (¢, 3H, Me), 2.59 (M, 2H,
CH,), 2.70 (m, 2H, CHy), 4.17 (m, 2H, CH,), 4.32 (M, 2H, CH,0), 6.56 (c, 1H, C=CH),
7.31 (M, 2H, Ha), 7.75 (M, J 8.2 T, 2H, Hy), 10.23 (¢, 1H, NH). Crexrp SIMP ©°C
(101 MT'1, DMSOg), 6, m.a.: dhopma A: 10.0, 14.0, 21.0, 21.0, 22.0, 22.4, 24.0, 25.9,
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60.2, 68.0, 98.5, 115.6, 126.7, 127.6, 129.3, 133.2, 135.2, 143.1, 146.5, 147.5, 162.8,
163.3, 189.5; dopma b: 10.1, 13.8, 21.0, 21.0, 22.0, 22.4, 25.4, 25.7, 60.3, 67.3, 97.9,
117.9, 126.7, 127.7, 129.1, 133.9, 135.2, 142.6, 146.1, 147.5, 163.9, 164.8, 186.8.
Haitineno, %: C 65.88, H 6.44, N 3.03, S 7.03. Cy;5H,9NOsS. Breraucieno, %:C 65.91, H
6.42, N 3.07, S 7.04.

OtuiaoBelii d3¢pup (2)-2-[(1,4-nmoxco-1-uzonponokcu-4-(4-merundeHns)oyr-2-

eH-2-uin)amuuo|-4,5,6,7-rerparuapoodenso[b]Tuoden-3-kapoonHoBoii knucaoTsl 11B.

0 Beixon 76 %. XKenteie kpuctamwiel. T, = 97-99 °C
Qﬁom (tomyon). UK cmektp, v, em™: 1680 (COOEL), 1730 (C'=0),
ST7NH © 3358 (NH). Cmextp SIMP 'H, (400 MI', CDCls), 8, m.x.:

i-PrO ™

é . " 1.32 (1, J 6.2 T'w, 6H, 2Me), 1.40 (1,J 7.1 T', 3H, Me), 1.81

(M, 4H, 2CH,), 2.43 (c, 3H, Me), 2.62 (M, 2H, CHy), 2.80 (M,
2H, CH,), 4.41 (x8, J 7.1 T'u, 2H, CH,0), 5.20 (m, J 6.2 T'u, 1H, CH), 6.43 (c, 1H,
C=CH), 7.27 (m, J 8.3 T, 2H, Ha;), 7.91 (M, J 8.3 T'i, 2H, Ha), 12.86 (c, 1H, NH).
Crextp SIMP °C (101 MI'y, CDCl), 8, m.x.: 13.8, 20.9, 21.0, 22.1, 22.4, 24.3, 25.9,
59.9, 70.1, 984, 116.1, 126.1, 127.3, 128.6, 133.4, 135.5, 142.4, 146.7, 163.1, 163.3,
189.7. Haiineno, %: C 65.93, H 6.46, N 3.03, S 7.05. CysH9NOsS. Beruncneno, %:C
65.91, H 6.42, N 3.07, S 7.04.

PEeHTreHOCTPYKTYpHBIN aHAIN3 COCAMHEHUS BBINOJHEH HA MOHOKPHUCTAJIJIbHOM
aBToMatnueckoM nudpakromerpe Xcalibur R ¢ CCD-gerekTopoM Mo CTaHAApTHOU
Metoguke [MoKoao-u3nyuenne, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. [lns ananm3a WCMONB30BaH OOJIOMOK YKEITOr0 MPU3MATUYECKOTO KPUCTAJIa
(0.6x0.4x0.4 mm). TTormomnieHue yu4TeHO SMIUPUYECKH C UCIOJIB30BAHUEM aJIrOpUTMa
SCALE3 ABSPACK [181]. CuHronusi KpucTajia TPHUKIMHHAS, MPOCTPAaHCTBCHHAS
rpymna P -1, a 9.4655(12) b 11.6774(13) ¢ 11.9686(16) A, a 92.594(10) b 106.099(11)
g 109.579(11) °, V 1183.51(77) AS, CasH9oNOsS. Z 2. Bceero wusmepeno 9616
OTpaXCHMS, U3 HUX He3aBHUCUMBIX 5455, 4100 orpakenue ¢ I > 2o(I). I[ToaHnoTa cbopa
naHHelX g 0 < 26.00° 99.9%. Crpykrypa pacumdpoBaHa NpSIMbIM METOAOM U
yrouHeHa noiaHomarpuuaeiMm MHK mo F° B aHU30TPOIHOM MPHUOIMKEHUU ISl BCEX

HCBOJOPOAHBIX aTOMOB. ATOMBI BOAOpPOJZa BKJIKYCHBI B YTOYHCHHC B MOJICIN
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HAE3THUKA B M30TPOMHOM MPHOIMKEHUH C 3aBUCHMBIMH TEIUIOBBIMH TapaMeTpamH.
Bce pacyersl mpoBeieHBI ¢ UCIONBb30BaHUEM mporpaMmmHoro nakera SHELX97 [182].
OxonuatenpHble TapameTpbl yrounenus: R; 0.059, WR, 0.169 [mns oTpaxkeHuii c
I>26(1)], Ry 0.077, WR, 0.184 (ns1 Bcex orpaxenwmii), GooF 1.083.

Otuiaosblii 3¢up (2)-2-[(1,4-nuokco-1-meTokcu-4-(4-meTokcnpeHNI)0yT-2-eH-

2-un)amuno]-4,5,6,7-rerparuapodenso[b]Tuoden-3-kapooHoBoii kucaors! 11r.

0 Boixon 73 %. OpanxkeBble KpUCTAILIBL. Ty, = 79-77
Qf OFEt °C (usompomason). UK crextp, v, cm™: 1687 (COOEY),
s7oNH O 1733 (C'=0), 3358 (NH). Cmektp SIMP 'H, (400 M,

MeO 2

l DMSOg), 0, M.1.: hopma A (86 %): 1.35 (t, J 7.1 I'u, 3H,
o oMe Me), 1.73 (M, 4H, 2CH,), 2.59 (M, 2H, CH,), 2.72 (M, 2H,
CH,), 3.86 (c, 3H, OMe), 3.87 (¢, 3H, OMe), 4.33 (xB, J 7.1 I', 2H, CH,0), 6.59 (c,
1H, C=CH), 7.06 (m, J 8.8 T't, 2H, Ha,), 8.01 (M, J 8.8 T'i, 2H, Ha(), 12.79 (¢, 1H, NH);
dopma b (14 %): 1.28 (1, J 7.1 T'n, 3H, Me), 1.73 (M, 4H, 2CH,), 2.59 (M, 2H, CH)),
2.72 (m, 2H, CH,), 3.80 (c, 3H, OMe), 3.84 (s, 3H, OMe), 4.24 (xB, J 7.1 I'n, 2H,
CH0), 6.57 (c, 1H, C=CH), 7.03 (M, 2H, Ha;), 7.83 (M, J 8.8 T'y, 2H, Har), 10.17 (c,
1H, NH). Criextp SIMP *C (101 MI';, DMSOg), 8, M.1.: 14.1, 21.9, 22.3, 24.0, 25.9,
53.4, 55.5, 60.2, 99.1, 114.1, 114.6, 126.1, 129.7, 129.8, 130.4, 133.1, 145.3, 147.9,
162.9, 163.0, 163.8, 188.5. Haiineno, %: C 62.30, H 5.66, N 3.14, S 7.27. Cx3H;sNOgS.
Brruucieno, %:C 62.29, H 5.68, N 3.16, S 7.23.
OtuaoBblii 3¢up (2)-2-[(1,4-nmmoxco-4-(4-meTokcudeHn)-1-3T0KCHOYT-2-€eH-
2-un)amuno]-4,5,6,7-rerparuapodenso[b] Tuoden-3-kapooHosoii kucaorsl 111,

o] Beixoa 50 %. OpanxkeBble Kpuctaiibl. Ty, =129-131

Qﬁoa °C (ronyon). UK cretp, v, em™: 1732 (COOE, C=0),

v e 1 3358 (NH). Crexrp SIMP 'H, (400 MI', DMSOg), 3,

& 1 . ML opya A (93 %): 127 (r, 3 7.1 T, 3H, Me), 1.33 (x,
J7.1 T, 3H, Me), 1.73 (M, 4H, 2CH,), 2.59 (v, 2H, CH,), 2.70 (v, 2H, CH,), 3.86 (c,
3H, OMe), 4.32 (m, 4H, CH,0), 6.57 (c, IH, C=CH), 7.06 (m, J 9.0 T, 2H, Ha,), 8.01

(M, J 9.0 T', 2H, Har), 12.76 (¢, 1H, NH); ¢popma b (7 %): 1.27 (m, 3H, Me), 1.33 (m,
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3H, Me), 1.73 (M, 4H, 2CH,), 2.59 (M, 2H, CH,), 2.70 (M, 2H, CH,), 3.83 (c, 3H, OMe),
4.25 (m, 4H, CH0), 6.56 (¢, 1H, C=CH), 7.03 (M, 2H, Ha/), 7.83 (M, J 8.9 I'u;, 2H, Ha),
10.21 (¢, 1H, NH). Cnekrp SIMP B¢ (101 MI'y, DMSOg), 8, m.a.: 13.5, 14.0, 21.9,
22.3, 24.0, 25.9, 55.5, 60.2, 32.6, 98.8, 114.0, 114.9, 126.2, 129.9, 130.4, 133.1, 145.9,
147.8, 162.9, 163.0, 163.2, 188.5. Haiineno, %: C 63.01, H 5.94, N 3.04, S 7.04.
Co4H2>7NOgS. Brrunciaeno, %:C 63.00, H 5.95, N 3.06, S 7.01.

OtuioBblii dpup (Z2)-2-[(1,4-nuokco-4-(4-meTokcudenunn)-1-nponokcudyT-2-
eH-2-ui)amMuuo|-4,5,6,7-Trerparuapodenso[b]tuoden-3-kapooHoBoii kuciaoTel 11e.

o Beixon 58 %. OpamkeBble KpUCTALIBL. T, = 71-73

Qf\OEt °C (tomyon). MK cmextp, v, cm™: 1689 (COOEL), 1724

o e (C'=0), 3371 (NH). Cmexrp SIMP 'H, (400 M,

S 1 . DMSOq), 8, m.1.: popma A (92 %): 0.85 (v, J 7.1 T, 3H,
Me), 1.33 (1, J 7.1 I'u, 3H, Me), 1.64 (m, 2H, CH,), 1.71 (M, 4H, 2CH,), 2.59 (M, 2H,
CH,), 2.70 (M, 2H, CH,), 3.86 (c, 3H, OMe), 4.21 (1, J 6.5 ', 2H, CH,0), 4.31 (B, J
7.1 Ty, 2H, CH,0), 6.56 (c, 1H, C=CH), 7.05 (m, J 9.0 I'i, 2H, Ha;), 8.00 (M, J 9.0 I'm,
2H, Hpp), 12.72 (c, 1H, NH); dopma b (8 %): 0.85 (m, 3H, Me), 1.28 (1, J 7.1 T't, 3H,
Me), 1.64 (M, 2H, CH,), 1.71 (M, 4H, 2CH,), 2.59 (M, 2H, CH,), 2.70 (M, 2H, CH,), 3.84
(c, 3H, OMe), 4.17 (M, 2H, CH,0), 4.31 (M, 2H, CH,0), 6.58 (c, 1H, C=CH), 7.04 (m,
2H, Ha,), 7.84 (M, J 8.9 T, 2H, Hp,), 10.24 (¢, 1H, NH). Criexrp SIMP **C (101 MIw,
DMSOg), 6, Mm.11.: 10.0, 14.02, 21.0, 22.0, 22.3, 24.0, 25.9, 55.4, 60.2, 67.9, 98.8, 114.0,
115.1, 126.4, 129.8, 130.4, 133.1, 145.9, 147.8, 162.9, 163.0, 163.4, 188.5. Haiineno,
%: C 63.67, H 6.22, N 3.03, S 6.77. Cy5H9NOgS. Brruucieno, %: C 63.67, H 6.20, N
2.97, S 6.80.
OtuioBblii d3pup (2)-2-[(1,4-nmokco-1-merokcu-4-(4-xnopdpennia)oyr-2-eH-2-

ni)amMmuHo|-4,5,6,7-rerparuapodenso|[b]tnoden-3-kapoonoBoii kucaoThbl 11:k.

o Beixon 65 %. OpamxkeBbie kpuctamibl. T, = 96-98 °C
Qf OFt (auetonutpmi). UK coextp, v, cm™: 1687 (COOEt), 1733
y (S) Ni Q (C'=0), 3375 (NH). Criextp SIMP 'H, (400 MI';, DMSOg),

. ., 8. dopma A (89 %): 1.34 (r, J 7.1 T, 3H, Me), 1.74 (u,
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4H, 2CHy), 2.60 (m, 2H, CHy), 2.72 (M, 2H, CH,), 3.88 (c, 3H, OMe), 4.34 (xB, J 7.1
I'n, 2H, CH;0), 6.58 (¢, 1H, C=CH), 7.59 (m, J 8.5 I'u, 2H, Ha), 8.03 (M, J 8.5 T'y, 2H,
Har), 12.85 (c, 1H, NH); dopma b (11 %): 1.27 (1, J 7.1 T'n, 3H, Me), 1.74 (m, 4H,
2CHy), 2.60 (M, 2H, CHy), 2.72 (m, 2H, CH,), 3.82 (¢, 3H, OMe), 4.23 (kB, J 7.1 ',
2H, CH,0), 6.48 (c, 1H, C=CH), 7.55 (m, J 8.5 T'i, 2H, Hp(), 7.83 (M, J 8.5 ', 2H,
Ha), 10.25 (c, 1H, NH). Crekrp SIMP °C (101 MI'y, DMSOg), 8, M.a.: hopma A:
14.0, 21.9, 22.3, 24.0, 25.9, 53.5, 60.3, 98.2, 115.3, 126.8, 128.8, 129.4, 133.2, 136.3,
137.7, 146.4, 147.1, 162.8, 163.5, 188.4; dopma b: 13.8, 21.9, 22.3, 24.1, 25.6, 53.8,
60.4, 98.2, 115.3, 126.8, 128.7, 129.3, 133.1, 136.3, 137.7, 146.4, 147.1, 162.8, 163.5,
188.4. Haiineno, %: C 58.97, H 4.96, N 3.13, S 7.20. C,,H,,CINOsS. Brruucieno, %:C
58.99, H4.95, N 3.13, S 7.16.

OtuaoBblii  3¢pup (Z2)-2-[(1,4-nuokco-4-(4-xaopdennin)-1-3TokcndyT-2-eH-2-

ni1)aMmuHo|-4,5,6,7-rerparuapoden3o|[b]tuoden-3-kapoonoBoii kucaorhl 113.

0 Brixon 86 %. OpanxkeBbie kpuctamibl. Ty, = 83-85 °C
Qf\ OEt (atretonutpun). MK cmektp, v, cm: 1688 (COOE), 1727
STONH @ (C'=0), 3397 (NH). Cniextp SIMP 'H, (400 MI'u, DMSOgg),

EtO Ay

(l) " . 0, m.11.: popma A (88 %): 1.28 (1,J 7.1 ', 3H, Me); 1.33 (T,
J 7.1 ', 3H, Me), 1.74 (M, 4H, 2CH,), 2.61 (v, 2H, CH,),
2.71 (M, 2H, CH,), 4.33 (M, 4H, CH,0), 6.56 (c, 1H, C=CH), 7.59 (M, J 8.4 I', 2H,
Har), 8.03 (M, J 8.4 T, 2H, Ha)), 12.78 (c, 1H, NH); dopma B (12 %): 1.28 (m, 3H,
Me), 1.33 (M, 3H, Me), 1.74 (m, 4H, 2CH,), 2.61 (m, 2H, CH,), 2.71 (M, 2H, CH,), 4.24
(M, 4H, CH,0), 6.47 (c, 1H, C=CH), 7.55 (M, 2H, Hp,), 7.83 (M, J 8.3 T, 2H, Ha),
10.25 (¢, 1H, NH). Crekrp SIMP °C (101 MI', DMSOg), 8, m.x.: dopma A: 13.5,
14.0, 21.9, 22.3, 24.0, 25.9, 60.3, 62.6, 97.9, 115.9, 127.1, 128.8, 129.4, 133.2, 136.4,
137.6, 147.0, 147.1, 162.8, 163.0, 188.5; dopma b: 13.4, 19.8, 21.9, 22.3, 24.1, 25.6,
60.4, 61.8, 96.3, 115.9, 127.1, 128.7, 129.3, 133.2, 136.4, 137.6, 147.0, 147.1, 162.8,
163.0, 188.5. Haiimeno, %: C 59.77, H 525 N 2.99, S 6.91. C,H»CINOsS.
Boruncneno, %:C 59.80, H 5.24, N 3.03, S 6.94.
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I THJIOBBII ypup (2)-4,5-numeTnn-2-[(1,4-nuokco-1-meroxcu-4-(4-
MeTOKCU(PEeHUT)0YyT-2-eH-2-N1)aMUHO | THO(eH-3-KapOOHOBOMH KHCJI0THI 111.

Beixong 73 %. OpanxkeBble Kpuctaibl. T, = 154-

0 155 °C (tomyon). UK cmektp, v, cm: 1766 (COOEH,

STONH 0 C'=0), 3323 (NH). Cmextp SIMP 'H, (300 MI,

MGOW@ DMSOg), 8, .. 1.32 (1, J 7.1 T, 3H, Me), 2.21 (c, 3H,

. OMe M), 2.25 (¢, 3H, Me), 3.27 (c, 3H, OMe), 3.32 (c, 3H,

OMe), 4.29 (xB, J 7.1 I', 2H, CH,0), 6.62 (¢, 1H, C=CH), 6.96 (M, J 8.9 T'i, 2H, Ha,),

7.46 (M, J 8.9 I', 2H, Hpp), 10.24 (¢, 1H, NH). Haitneno, %: C 60.40, H 5.52, N 3.35, S

7.63. C»1H,3NOgS. Brerauciieno, %:C 60.42, H 5.55, N 3.36, S 7.68.
AMuUna (2)-2-[(1,4-nuokco-4-(4-meTnadennn)-1-nponokcudyT-2-eH-2-

ni1)aMmuHo|-4,5,6,7-rerparuapoden3o|[b]tuodeHn-3-kapooHoBoii KHCa0THI 11K.

0 Boeixon 79 %. Kenrtbie kpucramibl. Ty, = 175-176 °C
Qf\NHz (tonyom). MK cmektp, v, cm™: 1652 (CONH,), 1734
S NH 0 (C'=0), 3177, 3247, 3386 (NH). Crextp SIMP 'H, (400

PrO 2

| MI ', DMSOgq), 8, M.i.: hopma A (81 %): 0.86 (1, J 7.4
M T 3H, Me), 1.61 (v, 2H, CHy), 1.73 (m, 4H, 2CH,), 2.39
(c, 3H, Me), 2.62 (M, 4H, 2CH,), 4.15 (r, J 6.5 T, 2H, CH,0), 6.43 (c, 1H, C=CH),
7.33 (w, J 8.1 Tit, 2H, Hay), 7.43 (yi. ¢, 2H, NH,), 7.88 (v, J 8.1 Tit, 2H, Ha), 12.23 (c,
1H, NH); dopma B (19 %): 0.91 (r, J 7.4 T, 3H, Me), 1.61 (v, 2H, CH,), 1.73 (m, 4H,
2CH,), 2.36 (¢, 3H, Me), 2.68 (M, 4H, 2CH,), 4.15 (m, 2H, CH,0), 6.33 (c, IH, C=CH),
7.29 (m, 3 8.1 T, 2H, Ha), 7.43 (ym. ¢, 2H, NH,), 7.77 (m, J 8.1 T, 2H, Hay), 10.12 (c,
1H, NH). Criekrp SIMP °C (101 MI', DMSOyg), 8, m.i.: bopma A: 10.0, 21.0, 21.0,
220, 22.6, 24.1, 24.82, 67.7, 96.3, 125.7, 127.4, 128.4, 129.3, 131.9, 135.3, 139.7,
142.8, 148.4, 163.3, 165.0, 189.1; gopma B: 10.2, 21.0, 21.0, 22.0, 22.6, 24.1, 24.82,
67.7, 96.3, 125.7, 127.5, 128.4, 129.0, 131.9, 135.3, 139.7, 142.8, 148.4, 163.3, 165.0,
189.1. Haiineno, %: 64.75, H 6.17, N 6.56, S 7.49. Cy3H,sN,0O,4S. Brruucneno, %: C
64.77, H 6.14, N 6.57, S 7.52.
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AMus (2)-2-[(1,4-maokco-1-MeToKkcH-4-(4-MeTOKCH(DEHNT)OYT-2-eH-2-
ni1)aMmuHo|-4,5,6,7-rerparuapooen3o|[b]tuoden-3-kapoonoBoii kucaorhbl 11.1.

H,N Beixon 83 %. OpamxkeBsie kpuctaiuibl. T, = 186-187
Qfo °C (meranon). UK criextp, v, em™: 1648 (CONH,), 1734
(C'=0), 3284, 3328, 3406 (NH). Crmextp SIMP 'H, (300

O 1lx e MI';, CDCls), o, m.a.: 1.80 (M, 4H, 2CH,), 2.62 (M, 2H,
CH,), 2.72 (M, 2H, CH,), 3.85 (c, 3H, OMe), 3.87 (c, 3H, OMe), 5.75 (yur c, 1H, NH,),
6.22 (ym. ¢, 1H, NH,), 6.52 (¢, 1H, C=CH), 6.93 (m, J 8.8 I't, 2H, Ha), 7.95 (M, J 8.8
I'm, 2H, Hay), 11.89 (c, 1H, NH). Haiineno, %: C 60.82, H 5.33, N 6.72, S 7.77.
C,y1H2N,05S. Brruucieno, %:C 60.85, H 5.35, N 6.76, S 7.74.

AMuUna (2)-2-[(1,4-mnokco-4-(4-MeTokcHpeHnT)-1-3TOKCHOYT-2-€H-2-

ni1)aMmuHo|-4,5,6,7-rerparuapoden3o|[b]tnoden-3-kapooHoBoii KHCIAOTHI 11Mm.

HLN Boixon 60 %. OpamxeBbie Kpuctamibl. Tp,= 129-
Qfo 130 °C (aueronutpun). MK crmextp, v, cm™: 1641
STONH 0 (CONH,), 1730 (C'=0), 3236, 3327, 3397 (NH). Crextp

EtO. A

SIMP 'H, (300 MI', CDCly), 8, m.a.: 1.25 (1, J 7.1 I'y,
3H, Me), 1.80 (m, 4H, 2CH,), 2.62 (m, 2H, CH,), 2.73 (M,
2H, CH,), 3.86 (c, 3H, OMe), 4.28 (kx8, J 7.1 ', 2H, CH,0), 5.67 (ymr ¢, 1H, NH),),
5.90 (ym. ¢, 1H, NH,), 6.52 (c, 1H, C=CH), 6.94 (m, J 8.9 I'ri, 2H, Hp,), 7.95 (M, J 8.9
', 2H, Ha), 11.75 (c, 1H, NH). Haiineno, %: C 61.66, H 5.69, N 6.51, S 7.45.
CyH24N50OsS. Breruncaeno, %:C 61.67, H 5.65, N 6.54, S 7.48.

OMe

AMusa (2)-2-[(1,4-nnoxco-4-(4-meTokcudeHn)-1-nponokcudyT-2-eH-2-

ni1)amuHo]-4,5,6,7-rerparuapodenso|[b]tuoden-3-kapooHoBoii kKucaorhl 11H.

H,N Beixog 61 %. XKenteie kpuctamisl. T, = 146-147 °C
Qfo (aueronntpun). UK crextp, v, em ™ 1653 (CONH,), 1736
PZ Nj o (C'=0), 3284, 3328, 3406 (NH). Crextp SIMP 'H, (300

MI', CDCly), 0, m.a.: 0.89 (1, J 7.4 ', 3H, Me), 1.63 (M,
2H, CH,), 1.79 (M, 4H, 2CH,), 2.62 (M, 2H, CHy), 2.73 (M,
2H, CH,), 3.86 (c, 3H, Me0), 4.18 (1, J 5.3 I', 2H, CH,0), 5.65 (ym1. ¢, 1H, NH,), 5.90

OMe
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(ymr. ¢, 1H, NHy), 6.53 (¢, 1H, C=CH), 6.94 (M, J 8.8 ', 2H, Hp(), 7.95 (M, J 8.8 I'1y,
2H, Hpay), 11.75 (c, 1H, NH). Haiigeno, %: C 62.40, H 5.95, N 6.32, S 7.26.
Ca3H26N,05S. Berancneno, %:C 62.42, H 5.92, N 6.33, S 7.25.

AMus (2)-2-[(1,4-maokco-4-(4-MeTokcH(eHNT)-1-H30NMPONOKCHOYT-2-eH-2-

ni1)aMmuHo|-4,5,6,7-reTparuapoden3o|[b]Tuoden-3-kapoononoii kucaorsl 11o0.

H,N Berxon 80 %. XKenteie kpuctamibl. T, = 159-160 °C
Qfo (u3omponauon). MK crektp, v, em™: 1659 (CONH,), 1736
STONH 0 (C'=0), 3201, 3386 (NH, NH,). Cnextp IMP 'H, (400

i-PrO NS

MI't, DMSOg), 0, m.a.: dopma A (84 %): 1.20 (a, J 6.3
I'n, 6H, 2Me), 1.74 (M, 4H, 2CH,), 2.62 (M, 4H, 2CH,),
3.86 (c, 3H, MeO), 5.01 (m, 1H, CH), 6.39 (¢, IH,C=CH), 7.05 (M, J 8.8 T't, 2H, Ha,),
7.32 (ym1. ¢, 2H, NHy), 7.97 (m, J 8.8 I't, 2H, Ha,), 11.98 (¢, 1H, NH); dopma b (16 %):
1.28 (n, J 6.3 T'u, 6H, 2Me), 1.74 (M, 4H, 2CH,), 2.67 (M, 4H, 2CHy), 3.89 (c, 3H,
MeO), 5.11 (m, 1H, CH), 6.33 (¢, 1H, C=CH), 7.02 (m, 2H, Ha;), 7.19 (¢, 1H, NH)),
7.25 (c, 1H, NH,), 7.80 (v, J 8.8 T'y, 2H, Hy,), 10.10 (¢, 1H, NH). Crexrp SIMP *C
(101 MI'u, DMSQg), 0, m.1.: dopma A: 20.9, 22.0, 22.6, 24.1, 24.8, 55.4, 70.2, 96.2,
113.9, 126.8, 128.1, 128.7, 129.6, 130.7, 132.1, 139.4, 149.0, 162.7, 164.9, 188.4;
dopma b: 21.1, 22.0, 22.5, 24.1, 24.8, 55.3, 69.2, 95.0, 113.7, 126.8, 128.1, 128.8,
129.6, 130.6, 131.2, 139.4, 149.0, 162.3, 164.6, 188.4. Haiineno, %: C 62.43, H 5.90, N
6.33, S 7.22. Cx3HsN,05S. Brruucneno, %:C 62.42, H 5.92, N 6.33, S 7.25.

OMe

Amuna  (2)-2-[(1,4-muokco-1-MeTokcu-4-(4-xa0pdeHunn)oyT-2-eH-2-11)aMUuHO| -
4,5,6,7-rerparuapodenso|[b]tuoden-3-kapooHoBoii kucaorhl 11m.

Beixon 92 %. OpanxeBbie kpuctamibl. Ty, = 186-187

H,N
Qfo °C (tomyon). UK crmextp, v, cm™: 1636 (CONH,), 1738
S \ NH O (C'=0), 3237, 3331, 3411 (NH). Cnextp SIMP 'H, (500
MeO MI'u, CDCls), 8, m.o.: 1.81 (v, 4H, 2CH,), 2.64 (M, 2H,

O 1im

¢l CH,), 2.72 (M, 2H, CH,), 3.87 (c, 3H, OMe), 5.90 (yw. c,
1H, NH,), 6.18 (ym. ¢, 1H, NH,), 6.44 (¢, 1H, C=CH), 7.43 (M, J 8.5 T'i, 2H, Ha,), 7.91
(M, J 8.5 T, 2H, Hay), 12.16 (¢, 1H, NH). Criextp SIMP °C (126 MI'u, CDCl,), 8, m.x.:
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225,228, 24.8, 25.8, 53.4, 98.3, 124.9, 128.8, 129.2, 130.7, 132.7, 136.7, 138.9, 141.5,
148.6, 164.5, 165.8, 189.5. Haitneno, %: C 57.31, H 4.55, N 6.63, S 7.66.
C20H19CIN,O,4S. Beruncneno, %: C 57.34, H4.57, N 6.69, S 7.65.

Avua  (2)-2-[(1,4-nuokco-4-(4-xnopdenni)-1-3ToKCHOyT-2-eH-2-H1)aMHHO| -

4,5,6,7-Terparuapo6en3o[b]Tuoden-3-kapoonoBoii kucaorsi 11p.

H,N Breixonm 85 %. OpamxkeBbie KpuCTabl. T,,= 172-174
Qfo °C (tomyom). UK cmextp, v, cm: 1633 (CONH,), 1731
Etf) Y i (C'=0), 3242, 3329, 3411 (NH). Crektp SIMP ‘H, (500
ma M, CDCly), 8, mx.: 1.28 (r, J 7.1 T, 3H, Me), 1.81 (1,

4H, 2CH,), 2.64 (M, 2H, CH,), 2.72 (M, 2H, CH,), 4.31 (kB, J 7.1 ', 2H, CH,0), 5.99
(ymr. ¢, 1H, NHy), 6.27 (ymr. ¢, 1H, NH,), 6.44 (c, 1H, C=CH), 7.42 (m, J 8.5 I'ni, 2H,
Har), 7.90 (M, J 8.5 T'u, 2H, Hpay), 12.00 (¢, 1H, NH). Cnextp SIMP B¢ (126 MI'1,
CDCly), 8, m.un.: 13.8, 22.5, 22.9, 24.8, 25.8, 62.8, 98.0, 125.8, 128.8, 129.1, 131.0,
133.1, 136.7, 138.8, 142.0, 149.5, 163.8, 165.7, 189.7. Haiineno, %: C 58.29, H 4.87, N
6.51, S 7.43. CyH» CIN,O4S, Beruucineno, %:C 58.26, H 4.89, N 6.47, S 7.41.

AMuna (2)-2-[(1,4-nuokco-1-nponokcu-4-(4-xaoppeHun)oyr-2-eH-2-
ni1)aMmuHo]-4,5,6,7-rerparuapodenso|[b]tuoden-3-kapoonoBoii kucaorsl 11c.

Breixon 73 %. OpamxkeBble kpuctamibl. T, = 176-178

H,N
Qfo °C (tomyom). UK cmektp, v, cm™: 1636 (CONH,), 1733
s\ NH O (C'=0), 3242, 3333, 3414 (NH). Crmextp SIMP 'H, (500
PO MI'n, CDCly), &, m.a.: 0.92 (r, J 7.3 T, 3H, Me), 1.67 (m,
O 11c

Cl 2H, CH,), 1.81 (M, 4H, 2CH,), 2.64 (M, 2H, CHy), 2.72 (m,
2H, CH,), 4.20 (1, J 6.6 T, 2 H, CH,0), 5.79 (yur. ¢, 1H, NH,), 6.29 (yur. ¢, 1H, NH,),
6.45 (c, 1H, C=CH), 7.43 (m, J 8.5 Ty, 2H, Ha,), 7.90 (m, J 8.5 T'1t, 2H, Hay), 12.00 (c, 1
H, NH). Criextp SIMP °C (126 MI'ti, CDCly), 8, .. 10.3, 21.7, 22.5, 22.9, 24.9, 25.8,
68.4, 98.1, 125.8, 128.9, 129.1, 131.1, 133.1, 136.7, 138.9, 141.1, 149.5, 164.0, 165.6,
189.7. Haiineno, %: C 59.15, H 5.22, N 6.31, S 7.13. C5HpCIN,O,S. Beruucieno, %:C
59.12,H5.19,N 6.27, S 7.17.
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AMus (2)-2-[(1,4-mmokco-1-n3onponokcu-4-(4-xjaopdheHn )0y r-2-eH-2-
ni1)aMmuHo]-4,5,6,7-rerparuapoden3o|b]tuoden-3-kapoonoBoii kucaorsl 11T.
H,N Beixon 70 %. OpamxkeBsie kpuctamibl. T, = 171-173
Qf 0 °C (tomyom). UK cmextp, v, cM™: 1652 (CONH,), 1727
i_PrZ Ni 9 (C'=0), 3177, 3287, 3425 (NH). Cnextp IMP 'H, (300

MI't, DMSQgg), 6, Mm.x1.: popma A (76%): 1.19 (m, J 6.2 ',
1 6H, 2Me), 1.73 (m, 4H, 2CH,), 2.60 (M, 4H, 2CH,), 5.00
(ar, J 12.6, 6.2 T'u, 1H, CH), 6.39 (c, 1H, C=CH), 7.44 (ym. ¢, 2H, NH,), 7.58 (m, J 8.6
I'm, 2H, Hpap), 8.00 (M, J 8.6 Ty, 2H, Hay), 12.10 (¢, 1 H, NH); dopma b (24%): 1.28 (x,
J 6.3 I'n, 6H, 2Me), 1.73 (M, 4H, 2CH,), 2.67 (M, 4H, 2CH,), 5.11 (at, J 13.3, 6.3 I'11,
1H, CH), 6.24 (¢, 1H, C=CH), 7.27 (yur ¢, 2H, NH,), 7.53 (M, J 8.6 T'i, 2H, Ha;), 7.81
(M, J 8.6 T'i, 2H, Hpa(), 10.14 (c, 1H, NH). Haiineno, %: C 59.12, H 5.22, N 6.25, S
7.16. C,H»3CIN,O,S. Beruncneno, %:C 59.12, H5.19, N 6.27, S 7.17.
OtuaoBblii  3pup  (2)-2-[(1,4-nauokco-4-penna-1-(3THnaMuH0)0yT-2-eH-2-
ni)amuno|-4,5,6,7-rerparuapodenso[b] Tuoden-3-kapooHoBoii KucaoThl 12a.
o K cycnen3un 3.81 r (0.01 monw) coenunenust 10a B Tosyorie
% OF (30 ™) mpubammsim BomHbldi pactBop 0.81 r (0.01 wmosb)
57N o ruapoxsopuna stunamuHa U 0.4 r NaOH, nmomydeHHyro cMech
Et/ENPh nepememmBany npu 50 °C B TedyeHue 2 4, BBINABIIMKM OCAJO0K

0 1 OT(HILTPOBHIBAIIH U NIEPEKPUCTAILTA30BBIBAIIH u3
u3zonponanona[133]. Beixog 75 %. OpamxkeBble kpuctamwisl. T,,= 155-156 °C
(u3omponanon). MK cmextp, v, cm™: 1664 ym. (CONH, COOEt), 3182, 3332(NH).
Crextp SIMP 'H, (400 MI'ty, DMSOg), 8, m.a.: 1.19 (1, J 6.9, 3H, Me), 1.39 (1, J 7.2
I'u, 3H, Me), 1.74 (m, 4H, 2CH,), 2.61 (M, 2H, CH,), 2.74 (m, 2H, CH,), 3.30 (kB. 1, J
6.9, 5.7, 2H, CH;N), 4.39 (kB, J 7.2 I'u, 2H, CH,0), 6.30 (¢, 1H, C=CH), 7.62 (M, 3H,
Har) 8.06 (M, J 7.1 ', 2H, Har), 9.09 (1, J 5.7 T'u, 1H, NH), 13.24 (¢, 1H, NH). Criektp
SIMP 'H, (400 MT';, CDCls), 8, m.zi.: bopma A (47 %): 1.29 (m, 3H, Me), 1.38 (m, 3H,
Me), 1.74-2.84 m (8H, 4CHy), 3.15 (m, 2H, CH;N), 4.39 (m, 2H, CH;0), 6.81 (M, 1H,
NH), 7.09 (c, 1H, C=CH), 7.52 (M, 3H, Ha), 7.87 (M, J 7.1 T'u, 2H, Ha,), 13.38 (c, 1H,
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NH); dopma b (53 %) 1.29 (m, 3H, Me), 1.38 (M, 3H, Me), 1.74-2.84 m (8H, 4CH,),
3.15 (m, 2H, CH;N), 4.39 (m, 2H, CH;0), 6.11 (c, 1H, C=CH), 7.52 (M, 3H, Ha), 7.98
(m, J 7.1 T, 2H, Har), 12.29 (c, 1H, NH), 12.46 (m, 1H, NH). Haiineno, %: C 64.74, H
6.10, N 6.57, S 7.50. Cy3H2sN>0,4S. Brerunciaeno, %: C 64.77, H 6.14, N 6.57, S 7.52.
OtuaoBblii  3pup (Z2)-2-[(1-(0en3uaammuno)-1,4-nuoxco-4-peHnndyr-2-eH-2-

ni1)aMmuHo|-4,5,6,7-terparuapoden3o|[b]tuoden-3-kapoonoBoii kucaoTsol 126.

0 Cwmecph 3.81 1 (0.01 momnb) coenunenuss 10a u 1.07 r (0.01
Q/I/U\OB MOJTh) OeH3WIIaMHUHA B CyXoM Toiyose (30 mi1) mepeMemmBalid Ipu
S

d NH 9 50 °C B TeueHue 2 4, BHIIABIIMM OCAZAOK OT(UIBTPOBBIBAIA U
Bn— A
o 126 MIEPEKPUCTAUIN30BbIBATIM W3 uM3ompomnaHona. Beixox 64  %.

OpamkeBble KpucTamibl. Ty, = 176-177°C (usomponanon). UK cmektp, v, cm™: 1662
ym. (CONH, COOEt), 3188, 3341(NH). Crextp IMP 'H, (400 MI', DMSOg), 8,
m.a.: 1.39 (1, J 6.9 I'n, 3H, Me), 1.75 (M, 4H, 2CH,), 2.51 (m, 2H, CH,), 2.73 (M, 2H,
CHy), 4.39 (xB, J 6.9 I'u, 2H, CH,0), 4.46 (1, J 6.0 I'u, 2H, CH;N), 6.35 (c, 1H,
C=CH), 7.37 (m, 5H, Har), 7.59 (M, 3H, Ha(), 8.05 (M, J 6.9, 2H, Hp), 9.62 (1, J 6.0 I'y,
1H, NH), 13.19 (c, 1H, NH). Cnextp SIMP 'H, (400 MI', CDCl,), &, m.1.: hopma A
(54%): 1.34 (1, J 7.5 T'u, 3H, Me), 1.72 (M, 4H, 2CH,), 2.48 (m, 2H, CH,), 2.65 (m, 2H,
CH,), 4.32 (xB, J 7.5 T'u, 2H, CH,0), 4.61 (a, J 5.4 T'u, 2H, CH,N), 7.11 (c, 1H,
C=CH), 7.17 (ym. T, 1H, NH), 7.37 (M, 5H, Har), 7.35 M (3H, Ha(), 7.77 (M, J 7.1 T'y,
2H, Har), 13.25 (c, 1H, NH); dopma b (46%): 1.39 (1, J 7.5 ', 3H, Me), 1.82 (m, 4H,
2CH,), 2.71 (m, 2H, CHy), 2.82 (M, 2H, CH,), 4.42 (xB, J 7.5, 2H, CH,0), 4.71 (1, J 5.4
I'u, 2H, CH;,N), 6.15 (¢, 1H, C=CH), 7.37 (M, 5H, Har), 7.35 (M, 3H, Ha) 7.77 (M, J 7.1
I, 2H, Ha), 12.32 (¢, 1H, NH). 12.97 (ym. T, 1H, NH). Haiineno, %: C 68.84, H 5.80,
N 5.77, S 6.55. CysH3N,0,4S Brruucneno, %: C 68.83, H 5.78, N 5.73, S 6.56.

AHaJIOruyHO OBLIIM TOJIydeHbI coeinHeHus 12B-M, 14a-e u 15a,0.

OtunoBblii dpup (2)-2-[(1,4-muokco-4-pennia-1-(MUKIOreKCHIAMHHO)OYT-2-
eH-2-un)amuuo|-4,5,6,7-rerparuapodenso[b] Tuoden-3-kapooHoBoii Kuca0ThI 12B.

Brixon 49%. OpanxeBble kpuctaiibl. T, = 193-194 °C (u3ompomanoin). MK
criexTp, v, cM: 1667 (CONH), 1708 (COOEt), 3190, 3258 (NH). Crextp SIMP 'H,
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(400 MTi, DMSOqg), 8, m.ai.: 1.37 (m, 4H, 2CH,), 1.39 (1, J 7.4 T,

(0]

%OEt 3H, Me), 1.73 (m, 8H, 4CH,), 2.63 (v, 2H, CH,), 2.75 (v, 2H, CH,),
STONH o 372 (m, 1H, CHN), 441 (xs, J 7.4 T'n, 2H, CH,0), 6.25 (c, 1H,
SNNSNp C=CH), 7.62 (v, 3H, Ha), 8.03 (v, J 7.1 T, 2H, Hay), 8.99 (1, J 7.5
I'n, 1H, NH), 13.25 (¢, 1H, NH). Cnekrp SIMP 'H, (400 M,
CDCly), 8, m.zi.: hopma A (49 %): 1.17-2.84 m (21H, 9CH,, Me), 3.94 (M, 1H, CHN),
4.18 (M, 2H, CH,0), 6.26 (v, 1H, NH), 7.07 (c, 1H, C=CH), 7.52 (M, 3H, Hay), 7.99 (M,
J 6.9 T, 2H, Hay), 13.15 (¢, 1H, NH); opma B (51 %): 1.17-2.84 M (21H, 9CH,, Me),
3.94 (M, 1H, CHN), 4.18 (v, 2H, CH,0), 6.18 (c, 1H, C=CH), 7.52 (m, 3H, Ha,), 7.93
(M, J 6.9 T, 2H, Ha), 12.29 (c, 1H, NH), 12.43 (1, J 6.6 ', 1H, NH). Haiineno, %: C
67.44, H 6.70, N 5.87, S 6.63. C»7H3,N,0,S Beraucneno, %: C 67.47, H 6.71, N 5.83, S

6.67.

O 128

PeHTreHOCTpYKTYpHBIA aHAJIU3 COSAMHEHUS BBIMOJHEH Ha MOHOKPHUCTALIBHOM
aBToMatnueckoM audpaxromerpe Xcalibur R ¢ CCD-geTekTopoM MO CTaHAAPTHOU
meroauke [MoKo-uznyuenue, 293(2) K, w-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. [dys aHamu3a MCIOJIB30BAJICS KENThIM npusMarndeckuii kpuctaynt (0.7x0.6x0.5
MM). [lorjomienue ydTreHO SMIUPHUYECKH C ucmnosib3oBaHueMm anroputmMa SCALE3
ABSPACK [181]. CuHronus KpucTajula MOHOKJIMHHAsI, TPOCTPAHCTBEHHAs rpymma P
2./n, a 14.1964(17) b 23.913(4) c 14.8948(18) A, £92.715(12)°, V 5050.79 A°,
Ca4HsN,0,4S. Z 8. Beero m3mepero 28961 otpakeHus, U3 HUX HE3aBUCUMBIX 11956,
7270 otrpaxenue ¢ | > 2o(l). [lonHota coopa ganubix s 0 < 26.00° 99.9%. Ctpykrypa
pacmmdpoBaHa MPSIMBIM METOAOM M yTouHeHa mnosHoMarpuuabiM MHK 1o F B
AHU30TPOITHOM MPHOIMKEHUN ISl BCEX HEBOJOPOIHBIX aTOMOB. ATOMBI BOJOpOJa
BKJIFOYCHBl B YTOYHCHHE B MOJCIM HAe3AHUKA B HM30TPOMHOM NPHOIUKEHUU C
3aBHCHMBIMHU TETUIOBBIMH TTapaMeTpaMu. Bce pacdeTsl mpoBeIeHbl ¢ UCIIOJIb30BaHUEM
nporpammuoro nakera SHELX97 [182]. OkonuarenbHble apaMeTpbl yTOUHEHUS: R;
0.068, WR, 0.171 [ams otpaxkenuit ¢ 1>20(1)], R; 0.115, wR, 0.202 (mis Bcex
otpaxxkenwuii), GooF 1.071.

OtunoBblii 3¢up (Z)-2-[(1-(anamanTHiiamMmuHo)-1,4-1u0KCc0-4-hpeHna0yT-2-eH-

2-un)amuuo|-4,5,6,7-terparuapodenso[b]Tuoden-3-kapooHoBoii Kuca0ThI 121.
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0 Beixon 97%. Opamxesble kpucTaiuibl. Tpa,, = 200-201 °C
%OEt (auerorutpun). UK crektp, v, eM™: 1665 yur. (CONH, COOEY),
Ad/é Nﬁ 7 . 3179, 3280 (NH). Crexrp SIMP 'H, (300 MI'y, DMSOg), &, M.1.:

0 12r 1.39 (1, J 7.1 T'u, 3H, Me), 1.70 (m, 6H, 3CH,), 1.74 (m, 7H, 2CHj,
3CH), 2.11 (m, 6H, 3CHy), 2.63 (M, 2H, CH,), 2.75 (M, 2H, CH,), 4.39 (kB, J 7.1 I'ny,
2H, CH,0), 6.20 (c, 1H, C=CH), 7.57 (m, 2H, Ha;), 7.65 (M, 1H, Hp), 8.03 (M, J 7.2 T,
2H, Ha), 8.58 (c, 1H, NH), 13.27 (¢, I1H, NH). Crextp SIMP 'H, (300 MI', CDCly), 3,
M.1.: popma A (46 %): 1.38 (M, 3H, Me), 1.78 (M, 6H, 3CHy), 2.10 (M, 7H, 2CH,, 3CH),
2.23 (m, 6H, 3CH,), 2.72 (M, 4H, 2CH,), 4.40 (m, 2H, CH;0), 5.91 (¢, 1H, NH), 6.17 (c,
1H, C=CH), 7.48 (M, 3H, Ha), 7.96 (M, 2H, Hp,), 13.14 (c, 1H, NH); dopma b (54 %):
1.38 (M, 3H, Me), 1.78 (M, 6H, 3CH,), 2.10 (m, 7H, 2CH,, 3CH), 2.23 (M, 6H, 3CH,),
2.72 (m, 4H, 2CH,), 4.40 (M, 2H, OCH,), 7.05 (¢, 1H, C=CH), 7.48 (M, 3H, Hy;), 7.96
(M, 2H, Hap), 12.22 (c, 1H, NH), 12.31 (c, 1H, NH). Haitineno, %: C 69.93, H 6.80, N
5.22, S 6.07. C31H3N>,0O4S Brramciaeno, %: C 69.90, H 6.81, N 5.26, S 6.02.

OtuaoBblii  3¢up (Z2)-2-[(1,4-nuokco-1-(pennaaMmuno)-4-peHnndyrT-2-eH-2-
ni)aMmuHo]-4,5,6,7-rerparuapodenso|[b]Tuoden-3-kapooHoBoii kucaoTsl 127.

0 Beixong 89 %. OpamxeBbie kpuctamisl. T, = 188-190 °C
%OEt (u3omponason). UK crmextp, v, em™: 1675 ym. (CONH, COOEY),
Ph/é Ni o . 3188, 3312 (NH). Cnektp SIMP 'H, (400 MI', CDCly), &, m.x.:

5 12 dopma A (50 %): 1.25 (1, J 7.1 Ty, 3H, Me), 1.66 (M, 4H, 2CH,),
2.37 (m, 2H, CH,), 2.54 (m, 2H, CH,), 4.15 (m, 2H, CH,;0), 7.23 (m, 1H, C=CH, 2H,
Har), 7.52 (M, 4H, Hay), 7.84 (M, 2H, Hay), 8.08 (M, 2H, Har), 9.73 (c, 1H, NH), 14.86 (c,
1H, NH); dopma b (50 %): 1.44 (1, J 7.1 I'u, 3H, Me), 1.87 (m, 4H, 2CH,), 2.75 (M, 2H,
CH,), 2.87 (m, 2H, CH,), 4.45 (m, 2H, CH,0), 6.06 (c, 1H, C=CH), 7.23 (M, 2H, Ha),
7.52 (m, 4H, Hpap), 7.84 (M, 2H, Hay), 8.08 (M, 2H, Har), 12.41 (c, 1H, NH), 13.89 (¢, 1H,
NH). Haiineno, %: C 68.30, H 5.56, N 5.92, S 6.75. C;7HN,0,S. Beruucneno, %: C
68.33, H 5.52, N 5.90, S 6.76.

OtuioBblii d3pup (2)-2-[(1,4-nuokco-1-(4-aHTHIMPHAIAMIHO)-4-PeHna0yT-2-

eH-2-uin)amuuo|-4,5,6,7-rerparuapodenso[b]rnoden-3-kapooHoBoii kucjaoTol 12e.
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0 Beixon 70 %. OpamxkeBble KpuCTabl. Tpa,, = 203-204 °C
7 OEt (toryon). UK crextp, v, cm™: 1664 (CONH), 1712 (COOEt), 3123,
/g Nj 0 . 3236 yur. (NH). Criexkrp SIMP 'H, (300 MI'ti, CDCls), 8, m.xi.: 1.40
o 12 (r, J 7.1 T'n, 3H, Me), 1.78 (M, 4H, 2CH,), 2.08 (c, 3H, Me), 2.59
(M, 2H, CHy), 2.79 (M, 2H, CH,), 3.06 (c, 3H, Me), 4.36 (xB, J 7.1 I';, 2H, CH,0), 6.27
(c, 1H, C=CH), 7.37 (m, 10H, Hy/), 8.39 (c, 1H, NH), 10.33 (¢, 1H, NH). Haiineno, %:
C 65.70, H 5.53, N 9.55, S5.47. C3,H3,N4O5S Brruucneno, %: C 65.73, H 5.52, N 9.58,
S5.48.

Ant

ITHJIOBBII 3up (2)-2-[(1,4-mokco-4-(4-MeTokcudenmn)-1-
(MUKJIOreKCHIIAMHUHO)0YT-2-eH-2-1uj1)aMuHo]-4,5,6,7-Terparuapooenso|b] tnoden-3-
KapOOHOBOM KMCJOTHI 12:K.

Beixon 70 %. XKentbie kpucramisl. T, = 177-179 °C

0
QfOEt (aueronutpmn). MK crextp, v, cm™: 1660 (CONH), 1719

1}3 NS 0 (COOEY), 3270 yur. (NH). Crextp SIMP 'H, (400 MIL,
o m DMSOg), 8, M.ai.: 1.26 (M, 6H, 3CH,), 1.36 (r, J 7.2 T'n,
OMe 34, Me), 1.73 (m, 8H, 4CH,), 2.58 (m, 2H, CH,), 2.71 (m,
2H, CHy), 3.69 (M, 1H, CH), 3.86 (¢, 3H, OMe), 4.36 (xB, J 7.2 I'i, 2H, CH,0), 6.18 (c,
1H, C=CH), 7.06 (m, J 8.7 T'i, 2H, Ha), 7.99 (m, J 8.7 ', 2H, Hp,), 8.85 (1, J 7.7 'L,
1H, NH), 13.13 (¢, 1H, NH). Crrextp IMP *C (101 MI't;, DMSOQg), 8, m.x.: 14.2, 22.1,
22.4, 24.0, 244, 25.1, 25.9, 31.5, 48.2, 55.4, 60.0, 96.6, 113.9, 125.8, 129.6, 130.9,
132.4, 148.1, 150.5, 162.2, 162.6, 163.1, 188.3. Haiineno, %: C 65.90, H 6.76, N 5.47,
S 6.28. Cy3H34N,05S. Beruucinieno, %: C 65.86, H 6.71, N 5.49, S 6.28.
ITHJIOBBII 3pup (2)-2-[(1-(anamanTuaamuno)-1,4-nuokco-4-(4-
MeToKcH(peHnT)0yT-2-eH-2-min)amuno]-4,5,6,7-terparnapoodenso[b] rnoden-3-
KapOOHOBOI KMCJIOTHI 123.

Beixon 83%. OpankeBbie KpUCTAIBL. Ty, = 200-202

o)
Q/I/U\OH °C (aneronutpui). UK cnekrtp, v, em: 1686 ymr. (CONH,

R N COOEt), 3311 (NH). Cmexrp SMP 'H, (400 MIw,
AdN Y

DMSOQge), 06, m.a.: 1.37 (1, J 7.1 T'u, 3H, Me), 1.69 (M, 6H,
O 123
OMe
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3CH,), 1.76 (m, 7H, 2CH,, 3CH), 2.09 (M, 6H, 3CH,), 2.59 (M, 2H, CH,), 2.73 (M, 2H,
CH,), 3.87 (c, 3H, OMe), 4.37 (xB, J 7.1 ', 2H, CH,0), 6.12 (c, 1H, C=CH), 7.05 (m, J
8.8 T'm, 2H, Har), 7.97 (M, J 8.8 ', 2H, Hay), 8.13 (¢, 1H, NH), 13.00 (c, 1H, NH).
Cnextp SIMP °C (101 MI', DMSOg), 8, m.ii.: 14.1, 22.1, 22.5, 24.1, 25.9, 28.9, 36.0,
40.5, 113.9, 114.3, 126.9, 129.5, 131.3, 132.5, 148.0, 151.3, 162.4, 162.6, 163.0, 188.4.
Hatineno, %: C 68.33, H 6.80, N 4.95, S 5.72. C3,H33N,05S Brraucneno, %: C 68.30, H
6.81, N 4.98, S 5.70.

ITHJIOBBII Ipup (2)-2-[(1,4-muoxco-4-(4-xaopdennn)-1-
(IIAKJI0TeKCHIIAMUHO)0YT-2-eH-2-1uj1)aMuHo]-4,5,6,7-Terparuapodenso|b] tnoden-3-
Kap0OHOBOM KUCJI0THI 12m.

Boixon 53%. TemHo-opankeBbie kpuctamibl. T, = 164-

0
Qf OEt 166 °C (u3omponasoin). UK crektp, v, em™: 1679 (CONH),
STONH 0 1708 (COOEt), 3310 yur. (NH). Criextp SIMP 'H, (400 M1,
TN
Cy/N 1 DMSOQge), 6, m.a.: 1.32 (M, 6H, 3CH,), 1.37 (1, J 7.1 I'i, 3H,

' Me), 1.73 (m, 8H, 4CH,), 2.59 (M, 2H, CH,), 2.71 (v, 2H,

CHy), 3.69 (m, 1H, CH), 4.36 (xB, J 7.1 ', 2H, CH,0), 6.19 (c, 1H, C=CH), 7.59 (m, J
8.6 I'u, 2H, Har), 8.02 (M, J 8.6 'y, 2H, Ha(), 8.89 (1, J 7.7 T'u, 1H, NH), 13.20 (c, 1H,
NH). Crrextp IMP °C (101 MI't;, DMSOg), 8, M.x.: 14.1, 22.0, 22.4, 24.0, 24.37, 25.1,
25.90, 31.5, 48.3, 60.1, 96.2, 114.4, 126.6, 128.7, 129.2, 132.5, 136.9, 137.2, 147.4,
151.6, 161.9, 163.0, 188.0. Haiigeno, %: C 62.92, H 6.10, N 541, S 6.24.
C27H31CIN,O,4S. Beruuncneno, %: C 62.96, H 6.07, N 5.44, S 6.22.

Avua  (2)-2-[(1-(6en3niaamuno)-1,4-nuokco-4-(4-MmeTokcnpeHna)oyT-2-eH-2-
ni1)aMmuHo]-4,5,6,7-rerparuapoden3o|[b]tuoden-3-kapooHoBoii KHCI0THI 12K.

Brixon 87 %. XKenteie kpuctamnsl. T, = 215-217 °C

o
%NHZ (toryom). K criektp, v, em ™ 1652 (CONH,, CONH), 3191
S o ymr. (NH), 3291, 3373 (NH,). Criextp SIMP 'H, (300 MI1,

Bn—N X

DMSOgs), 8, M.ai.: 1.71 (m, 4H, 2CH,), 2.50 (M, 2H, CH,),
OMe ) 57 (m, 2H, CH,), 3.82 (c, 3H, OMe), 4.37 (1, J 5.8 Iy,
2H, CH,N), 6.19 (c, 1H, C=CH), 7.01 (m, 2H, Hay), 7.59 (M, SH, Ha,), 7.44 (yur. ¢, 2H,

O 12k
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NH,), 7.96 (M, J 6.9 T'u, 2H, Ha,), 9.55 (1, J 5.8 T'u, 1H, NH), 12.38 (¢, 1H, NH).
Hatineno, %: C 66.25, H 5.53, N 8.59, S 6.52. C,;H»;N5;0,4S Brraucneno, %: C 66.24, H
5.56, N 8.58, S 6.55.

Amupa  (2)-2-[(1-((4-opombenmn)amuno)-1,4-1uokco-4-(4-MmeToKCH(PeHNT)0yT-
2-eH-2-ui)amuno|-4,5,6,7-rerparugpoden3o[b]Tuogen-3-kapoonoBoii KHCJIOTHI
121.

Beixog 84 %. OpanxeBble Kpucrtamibl. Tp;=

193-195 °C (u3omponason). MK crextp, v, cM ™ 1666,

©” N
o

Z

G

SN o 1686 (CONH, CONH,), 3294 (NH, NH,). Crextp
N N
/@ I SIMP *H, (300 MI't;, DMSOg), 8, M1 1.69 (m, 4H,
Br ! OMe

CHy), 2.50 (m, 2H, CH,), 2.58 (M, 2H, CH,), 3.84 (c,
3H, OMe), 6.37 (c, 1H, C=CH), 7.04 (m, J 7.2 T'u, 2H, Har), 7.47 (m, 2H, NH;; 4H,
Har), 8.02 (M, J 7.2 'y, 2H, Ha), 11.17 (c, 1H, NH), 12.67 (c, 1H, NH). Haiineno, %: C
56.30, H 4.35, N 7.53, S 5.77. CxH24N30,S Brruucneno, %: C 56.32, H 4.36, N 7.58, S
5.78.

OtunoBblii d3¢pup 2-[(1-6eH3ma-5-rugpoxcu-2-okco-5-penui-2,5-quruapo-1H-
MUppoJI-3-ui)amuno|-4,5,6,7-rerparuapodenso[b]Tuoden-3-kapooHoBoil KHCIOTHI
13a.

Cwmecsh 3.81 1 (0.01 monb) coequnenust 10a u 1.07 r (0.01 Mo:b)

= e OeH3unamMuHa B cyxoM Toiyose (10 Mi) KumsaTwid B TedeHue 2 d,
BBITIABIINN 0CAIOK OT(HHUIBTPOBHIBAIA U MEPEKPUCTAIITM3OBLIBATIN U3
H(B(:/L tonyona. Beixon 73%. OpanxeBble kpuctamibsl. Ty, = 140-142 °C
Bn 1;)a (tonyon). UK cmektp, v, cm™: 1665 (CON), 1687 (COOEL), 3329
(NH). Criextp SIMP 'H (400 MI'y, DMSOyg), &, m.a.: 1.41 (1, J 7.1 I'y, 3H, Me), 1.78
(M, 4H, 2CH,), 2.55 (m, 2H, CH,) 2.77 (m, 2H, CH,), 4.13 (1, J 15.0 I'u, 1H, CHy), 4.35
(xB, J 7.1 T'u, 2H, CH,0), 4.63 (n, J 15.0 T'y, 1H, CH,), 6.03 (¢, 1H, C=CH), 6.93 (c,
1H, OH), 7.17 (m, 5H, Hpay), 7.27 (M, 3H, Hpar), 7.38 (M, 2H, Har), 10.33 (c, 1H, NH).
Cnektp SIMP *C (126 MI'y, CDCLy), 8, m.x.: 14.5, 22.7, 23.1, 24.6, 26.6, 43,3 60.3,
91.6, 109.3, 113.3, 122.0, 126.2, 127.1, 128.2, 128.3, 128.4, 128.8, 131.9, 133.3, 137.5,
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138.1, 152.5, 165.2, 166.0. Haiineno, %: C 68.80, H 5.79, N 5.72, S 6.57. CygHsN,0,S.
Brrancieno, %: C 68.83, H5.78, N 5.73, S 6.56.

PeHTreHOCTpYKTYpHBI aHAIW3 COSAWMHEHHUS BBITIOJHEH HAa MOHOKPHCTALIBHOM
apromatudyeckom audpakromerpe Xcalibur R ¢ CCD-perekTopoM 1o CTaHAApTHOMN
Meroauke [MoKo-uznyuenne, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. dys aHanm3a UCHOB30BaH OOJOMOK OPAH)KEBOTO MPH3MATHYECKOIO KpHCTaJlIa
(0.4x0.4%0.3 mm). TloryorieHre y4TeHO SMIUPHUYECKHA C HCIOIb30BAaHUEM ajJIropruTMa
SCALE3 ABSPACK [181]. Cunronust kpucramia MOHOKJIWHHAS, MMPOCTPAHCTBEHHAS
rpyrnma P 21/n, a 13.8304(26) b 26.0268(49) ¢ 14.3861(30) A, B 105.476(21) °, V
4990.68(302) A%, CygH»sN,04S. Z 8. Beero msmepero 33290 OTpakeHHS, M3 HHX
He3aBucuMbIX 11956, 5627 orpaxkenue ¢ 1 > 2o(I). [lonHora cObopa maHHBIX g O <
26.00° 99.9%. Crpykrypa pacmuppoBaHa MNOpSAMbIM METOJOM M  YTOYHEHa
nonHomatpudasiM - MHK 1o F®° B aHHM30TPONHOM NpPHONMKEHHH JUIS  BCEX
HEBOJIOPOJHBIX aTOMOB. ATOMBI BOJOpOJa BKJIIOYEHBI B YTOYHEHHE B MOJIETHU
Hae3HWKa B M30TPOITHOM MPHOIMKEHUH C 3aBUCHMBIMHU TEIUIOBBIMH ITapaMeTpaMu.
Bce pacyersl mpoBeieHBI ¢ UCMONIBb30BaHUEM mporpaMmmHoro nakera SHELX97 [182].
OxonuatenpHble TapameTpbl yrouHeHus: R; 0.074 wR, 0.197 [mns oTpaxkeHuUit c
I>2a(1)], Ry 0.153, WR, 0.238 (mst Bcex otpaxenwmii), GooF 1.011.

AHaJIOTUYHO OBLIM TOJIyYeHBI coenHeHus 130-T.

OtuioBblii  3pup  2-[(5-ruapokcm-1,5-audennn-2-okco-2,5-qurnapo-1H-
nUppoJI-3-uia)amuno|-4,5,6,7-rerparuapodenso[b]Tuoden-3-kapooHoBoil KHCIOTHI
130.

Beixog 59%. OpanxeBbie kpuctamisl. T,,= 173-174 °C

= o (tonyon). UK crektp, v, em™: 1670 (CON), 1684 (COOEL), 3391

NH (NH). Cnextp SIMP 'H (400 MI', DMSOQg), &, m.a.: 1.35 (1, J 7.1
H%(:LO T, 3H, Me), 1.74 (m, 4H, 2CH,), 2.60 (m, 2H, CH,) 2.75 (m, 2H,

Ph 136 CH,), 4.32 (xB, J 7.1 I'u, 2H, CH,0), 6.11 (ym. ¢, 1H, C=CH), 7.11
(M, J 7.4 T, 1H, Hpp), 7.26 (M, SH, Hpa,), 7.38 (¢, 1H, OH), 7.41 (M, J 7.3 T, 2H, Ha)),
7.41 (v, J 7.7 T, 2H, Ha), 10.32 (¢, 1H, NH). Crrexrp IMP *C (101 MI'u, DMSOg),
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o, m.a.: 14.1,22.1, 22.5, 23.9, 26.1, 60.0, 92.0, 108.2, 115.7, 121.8, 123.6, 125.3, 125.7,
127.8, 128.3, 128.3, 129.8, 132.3, 136.1, 139.6, 152.4, 164.8, 164.9. Haiineno, %: C
68.30, H 5.50, N 5.93, S 6.77. C,7H26N,0,4S. Beruucneno, %: C 68.33, H 5.52, N 5.90, S
6.76.

PeHTreHOCTpYKTYpHBIA aHAJIU3 COCAMHEHUS BBINOJHEH Ha MOHOKPHUCTALIBHOM
apromatuiueckom audpakromerpe Xcalibur R ¢ CCD-getexkTopoM 1Mo cTaHAApTHOMN
Metoauke [MoKo-uznyuenne, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. dns aHanm3a UCHONB30BaH 00JOMOK OPaH)KEBOTO MPU3MATHYECKOTO KPUCTAJIA
(0.5x0.3x0.4 mm). [orsomieHne y4TeHO SMIUPUIECCKH C MCIIOJIL30BAHUEM alTOPUTMa
SCALE3 ABSPACK [181]. CunroHnusi Kpucramia TPHUKIWHHAS, MPOCTPAaHCTBCHHAS
rpymma P -1, a  10.1968(15) b  11.6876(15) ¢  11.7344(16) A,
o 88.866(11) £65.188(14) ¥ 71.991(12)°, V 1197.35 A%, CyH»N,0,S. Z 2. Bcero
u3MepeHo 9393 orpaxkeHust, U3 HUX He3aBUCUMBIX 5496, 4371 otpaxkenue ¢ [ > 2o(]).
[Tonnorta cbopa nanHbX A 0 < 26.00° 99.9%. Crpykrypa pacmm@poBaHa NpsSMbIM
METOJIOM M yTO4YHeHa nojaHoMarpuudbiM MHK 1o F° B aHU30TPOITHOM TPHUOINKEHUU
JUTSl BCEX HEBOJIOPOJAHBIX aTOMOB. ATOMBI BOJOPO/a BKIIFOUEHBI B YTOYHEHUE B MOJIEIIN
HAe3/IHUKa B M30TPOMHOM MPHUOIMKEHUU C 3aBUCUMBIMHU TEIUIOBBIMH IapaMeTpamu.
Bce pacyersl mpoBeieHBI ¢ UCMONIBb30BaHUEeM mporpaMmmHoro nakera SHELX97 [182].
OxonuatenpHble TapameTpbl yrounenwms: R; 0.055, WR, 0.146 [mans oTpakeHui C
I>26(1)], Ry 0.069, WR; 0.157 (st Bcex oTpakenuii), GooF 1.105.

IunoBblii 3¢up 2-[(1l-aHTHNHPUI-5-THAPOKCH-2-0KC0-5-PpeHn-2,5-muruapo-
1H-nuppoJ-3-un)amuno|-4,5,6,7-terparuapodenso[b]Tuoden-3-kapooHoBoi
KHCJI0THI 13B.

Beixog 62%. OpanmxeBble kpuctamwibl. T,,= 168-170 °C

S// Ot (tonyon). UK cmekrp, v, cm™: 1675 (CON), 1687 (COOEt), 3380

- (NH). Crrextp SIMP 'H, (400 MI'y, DMSOQg), 8, m.ii.: 1.36 (1, J 7.1
;{h())@o I'u, 3H, Me), 1.77 (m, 4H, 2CH,), 1.99 (c, 3H, Me), 2.63 (M, 2H, CH)),
Ant 138 2.78 (m, 2H, CH,), 3.07 (c, 3H, Me), 4.33 (xB, J 7.1 I';, 2H, CH,0),

6.21 (c, 1H, C=CH), 7.29 (m, 5H, Har), 7.36 (M, 1H, Ha(), 7.43 (c, 1H, OH), 7.52 (m,

OE
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4H, Hp), 10.14 (¢, 1H, NH). Crextp SIMP *C (101 MI'y, DMSOygs), 8, m.1.: 10.8, 14.0,
22.1, 225, 23.9, 26.1, 35.1, 59.9, 91.9, 103.8, 108.6, 115.7, 121.8, 124.7, 126.0, 127.7,
127.9, 127.9, 129.0, 130.3, 132.8, 134.5, 139.8, 152.5 153.4, 161.8, 164.8, 164.8, 164.9.
Haiineno, %: C 65.70, H 5.53, N 9.57, S 5.46. C3,H3,N4Os5S. Brruucieno, %: C 65.74,
H 5.52, N 9.58, S 5.48.

OruinoBbiii  3pup  2-[(1-(5-6poMmmpuMHIHH-2-1T)-5-THAPOKCH-2-0KCO-5-
¢pennn-2,5-nuruapo-1H-nuppoa-3-uia)amunol-4,5,6,7-rerparuapodenso|[b]ruoden-
3-kap0oHOBO# KUCJIOTHI 13T.

EtO0_ O Beixog 73%. OpamxeBbie kpuctamwibl. T,;= 188-

N N 7 _ 189 °C (usompomaunon). MK cmektp, v, cm™: 1670

( E\ S ﬁN@Br (CON), 1740 (COOEY), 3352 (NH). Crextp SIMP H,

RIS (300 MI';, DMSOq), 8, M2 1.40 (T, J 6.9 T, 3H, Me),

1.76 (M, 4H, 2CH,), 2.58 (m, 2H, CH,), 2.77 (m, 2H, CH,), 4.36 (xB, J 6.9 ', 2H,

CH,0), 6.17 (¢, 1H, C=CH), 6.67 (c, 1H, OH), 7.22-8.39 (M, 8H, Hpa;), 10.49 (c, 1H,

NH). Haiineno, %: C 56.30, H 4.37, N 7.55, S 5.80. CyH24BrN3;O,S Beraucneno, %: C
56.32, H4.36, N 7.58, S 5.78.

OtunoBblii 3¢up (2)-2-[(1-((6en3ma(drmn)amuuo)-1,4-1uokco-4-peHnadyr-2-

eH-2-un)amuuo|-4,5,6,7-rerparuapodenso[b] Tuoden-3-kapooHoBoii kucaoThl 14a.

o Beixon 62%. Xentele kpuctamibl. T, = 199-120 °C
Q\\KL OFt (aueronntpun). MK cmektp, v, cm 1652 (CON), 1715
Et‘i Nﬁ o (COOEY), 3380 ym. (NH). Cmextp SIMP 'H, (400 M,
BT DMSOg), 8, M.ii.: Z-kordopmamis (57 %): 1.13 (m, 3H, Me),

1.33 (M, 3H, Me), 1.73 (M, 4H, 2CH,), 2.48 (v, 2H, CH,), 2.71 (M, 2H, CH,), 3.32 (m,
2H, CH,N), 4.36 (M, 2H, CH,0), 4.61 (M, 2H, CH,Ph), 6.24 (c, 1H, C=CH), 7.37 (m,
5H, Ha), 7.57 (v, 3H, Ha), 8.02 (M, J 7.4 Tu, 2H, Ha), 13.57 (¢, 1H, NH); E-
kou(opmarms (43 %): 1.13 (M, 3H, Me), 1.33 (v, 3H, Me), 1.73 (v, 4H, 2CH,), 2.48
(M, 2H, CH,), 2.62 (v, 2H, CHy), 3.25 (M, 2H, CH,N), 4.36 (M, 2H, CH,0), 4.71 (v, 2H,
CH,Ph), 6.19 (c, 1H, C=CH), 7.37 (M, 5H, Ha), 7.57 (M, 3H, Ha,), 7.76 (v, J 7.4 T,
2H, Ha), 13.49 (c, 1H, NH). Crexrp IMP *C (101 MI'n, DMSOg), 8, m.a.: Z-
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koH(popmanus: 12.6, 14.1, 22.0, 22.3, 23.9, 25.9, 42.6, 46.5, 51.0, 60.2, 94.2, 114.9,
126.8, 127.1, 127.4, 128.2, 128.5, 129.0, 132.2, 132.9, 135.8, 138.1, 146.4, 151.0,
162.8, 163.3, 189.0; E-kondopmarnus: 10.9, 14.1, 22.0, 22.4, 24.0, 25.9, 42.6, 46.5,
51.0, 60.1, 94.7, 114.9, 126.6, 127.2, 127.3, 127.3, 128.5, 128.6, 132.2, 133.0, 135.9,
138.0, 146.6, 150.5, 162.8, 163.7, 188.9. Haiineno, %: C 69.72, H 6.23, N 5.45, S 6.22.
C30H32N20,4S Brruucneno, %: C 69.74, H 6.24, N 5.42, S 6.21.

AunoBblii 3¢pup (2)-2-[(1,4-auokco-1-(mumupuauH-1-ui)-4-peHnndyr-2-eH-2-
ni1)aMmuHo|-4,5,6,7-terparuapoden3o|[b]tuoden-3-kapoonoBoii kucaotsbl 146.

0 Beixon 67%. OpamkeBble KpucTabl. Ty, = 128-129 °C
Qfom (aueronutpmn). MK crextp, v, em™: 1681 (CON), 1726 (COOEY),
Ci Ni 0 . 3370 ym. (NH). Crextp SIMP *H, (400 MI'y, DMSOg), &, M.1L.:
O 146 1.36 (M, J 7.1 T'u, 3H, Me), 1.56 (m, 6H, 3CH,), 1.73 (M, 4H,
2CH,), 2.60 (M, 2H, CH,), 2.72 (M, 2H, CH,), 3.61 (M, 4H, 2CH,), 4.39 (kB, J 7.1 ',
2H, CH,0), 6.22 (c, 1H, C=CH), 7.52 (m, J 7.4 T'n, 2H, Ha;), 7.60 (M, J 7.2 T'u, 1H,
Har), 8.01 (M, J 7.2 Tr, 2H, Hp), 13.61 (c, 1H, NH). Crextp SIMP °C (101 MI,
DMSOQg), 6, m.a.: 14.1, 22.0, 22.3, 23.7, 23.9, 24.3, 24.8, 25.9, 41.7, 47.3, 60.2, 94.2,
114.3, 126.5, 127.3, 128.6, 132.2, 132.8, 138.1, 146.8, 150.5, 161.5, 162.9, 188.9.
Haiineno, %: C 66.95, H 6.51, N 6.01, S 6.85. C,sH39N,O,4S Brruucneno, %: C 66.93, H
6.48, N 6.00, S 6.87.

ITHJIOBBI Ipup (2)-2-[(1,4-mokco-1-(qudyTHIIAMUHO)-4-(4-
MeToKcH(peHnT)0yT-2-eH-2-mi1)amMuno]-4,5,6,7-terparnapoodenso[b]rnoden-3-
Kap0OHOBOI1 KMCJIOTHI 14B.

Beixon 62%. OpamxkeBble KpUCTAIUIBL Tpus, = 99-101

0
%OB °C (aneronutpun). UK crektp, v, cm™: 1677 yur. (CON),
S

g NH O 1710 (COOEt), 3368 ym. (NH). Cmexrp SIMP 'H, (400
Et/N\H)\)‘\@ MIi, DMSOy), 8, m.i.: 1.13 (r, J 7.0 Ty, 3H, Me), 1.20 (1,
oo OMe 371 'y, 3H, Me), 1.36 (r, J 7.1 T, 3H, Me), 1.73 (m, 4H,
2CH,), 2.58 (M, 2H, CHy), 2.71 (M, 2H, CH,), 3.35 (B, J 7.0 T, 2H, CH,N), 3.46 (m,

2H, CH.N), 3.85 (c, 3H, MeO), 4.38 (x, J 7.1 T', 2H, CH,0), 6.13 (c, 1H, C=CH),
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7.04 (m, J 8.7 ', 2H, Hpa), 8.00 (M, J 8.7 T'u, 2H, Har), 13.58 (¢, 1H, NH). Cnektp
SMP C (101 MI'y, DMSOg), 8, m.1.: 11.6, 13.0, 14.1, 22.0, 22.3, 23.9, 25.9, 38.6,
42.7, 55.4, 60.1, 94.2, 113.9, 114.0, 126.1, 129.5, 130.8, 132.8, 147.1, 150.2, 162.6,
162.9, 163.0, 187.8. Haiineno, %: C 64.44, H 6.68, N 5.81, S 6.65. CyH3,N,05S,
Brrancieno, %: C 64.44, H 6.66, N 5.78, S 6.62.

ITHJIOBBII 3pup (2)-2-[(1-(6en3na(atuia)amuno)-1,4-muokco-4-(4-
MeToKcH(peHHT)0yT-2-eH-2-uin)amMuno]-4,5,6,7-terparuapodenso[b]tnoden-3-
Kap0OHOBOI1 KMCJIOTHI 14T.

Beixon 97%. Kentele kpuctamibl. Tpu,, = 113-115 °C

)
%0& (aneronmtpun). MK crmektp, v, cm ™ 1694 ym. (CON,
S

5 ST NE o COOE), 3370 ym. (NH). Crmekrp SIMP 'H, (400 MI',
BH/N N DMSOQge), 8, Mm.1: Z-koubopmanms (57%): 1.13 (m, 3H, Me),
O 14r

OMe 133 (m, 3H, Me), 1.72 (M, 4H, 2CH,), 2.46 (m, 2H, CH,),
2.69 (M, 2H, CHy), 3.31 (M, 2H, CH;N), 3.86 (¢, 3H, OMe), 4.35 (M, 2H, CH,0), 4.65
(M, 2H, CH,Ph), 6.21 (c, 1H, C=CH), 7.05 (M, J 8.7 I'u, 2H, Har), 7.36 (M, 5H, Ha)),
8.01 (m, J 8.7 I't, 2H, Har), 13.53 (¢, 1H, NH); E-xondopmarus (43 %): 1.13 (M, 3H,
Me), 1.33 (M, 3H, Me), 1.72 (M, 4H, 2CH,), 2.61 (M, 2H, CHy), 2.69 (m, 2H, CH,),
3.31(m, 2H, CH,N), 3.84 (c, 3H, OMe), 4.35 (M, 2H, CH,0), 4.65 (M, 2H, CH,Ph), 6.16
(c, 1H, C=CH), 6.97 (m, J 8.7 ', 2H, Har), 7.36 (M, SH, Ha), 7.77 (m, J 8.7 T', 2H,
Ha), 13.46 (c, 1H, NH). Crmextp SIMP “C (101 MI'ny, DMSOg), &, m.x.: Z-
koHpopMmanms: 12.6, 14.1, 22.0, 22.3, 23.9, 25.9, 46.5, 55.4, 60.1, 94.2, 113.9, 114.5,
126.3, 127.4, 128.2, 129.0, 129.5, 130.8, 132.8, 135.8, 146.8, 150.3, 162.6, 162.8,
163.5, 187.9; E-xondopmanus: 10.9, 14.1, 22.0, 22.4, 24.0, 26.0, 42.6, 50.1, 60.1, 94.7,
113.8, 114.4, 126.2, 127.1, 127.3, 128.2, 129.4, 130.7, 132.9, 135.9, 146.9, 159.8,
162.6, 162.8, 163.8, 187.8. Haiineno, %: C 68.10, H 6.30, N 5.15, S 5.83. C3;H3;N,0sS.
Brruucneno, %: C 68.11, H 6.27, N 5.12, S 5.86.
PeHTreHOCTpYKTYpHBIH aHAJIM3 COSAMHEHHUS BBINIOJHEH Ha MOHOKPHCTALTBHOM
apromatudeckom audpakromerpe Xcalibur R ¢ CCD-geTexkTopoM 1Mo CcTaHAApTHOMN

meronuke [MoKo-uznyuenne, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
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[181]. [dys aHamu3a KMCIOJIB30BAJICS KENThIM mpusMarndeckui kpuctama (0.7x0.5x0.5
MM). [lorsjoiieHue ydTeHO SMIUPUYECKH C ucmosib3oBaHueM anroputma SCALE3
ABSPACK [181]. Cunronwus Kprcrauia TPUKIWHHAS, IIPOCTPAHCTBEHHAs Tpymma P -1,
a 11.9628(16) b 12.2931(15) c 13.7779(18) A,
a94.101(11) p112.855(13) y116.098(13)°, V 1603.21 As, Ca3H37N305S
(C31H3sN,OsS*C,H3N). Z 2. Beero uzmepeno 13914 orpakeHust, U3 HUX HE3aBUCHMBIX
7469, 4739 otpaxenue ¢ I > 20(I). [lomnoTa cbopa manHBIX mias O < 26.00° 99.9%.
CrpykTypa pacmudpoBaHa MpsMbIM METOJIOM U yTouHeHa noiaHomarpuyHeiM MHK 1o
F® B aHM30TPOITHOM MPHOIMKEHHH Ul BCEX HEBOIOPOIHBIX ATOMOB. ATOMBI BOZOPO/IA
BKJIIOUEHBl B YTOYHEHHE B MOJENHM HAae3[HWKA B H30TPOIHOM MPUOIMKCHHH C
3aBHCHMBIMH TEIUIOBBIMM MapamMeTpaMu. Bce pacdeTsl mpoBeeHbl ¢ UCIOJIb30BAHUEM
nporpammuoro nakera SHELX97 [182]. OkoHuarenbHbIe TapaMeTphl yTOUHEHUS: R;
0.066, WR, 0.170 [mas otpaxkenmit ¢ 1>20(l)], Ry 0.106, wR, 0.194 (m1s Bcex
otrpaxenuit), GooF 1.045.

OtunoBblii dpup (2)-2-[(1,4-1uokco-1-mopdoauno-4-(4-merokcudeHns)oyT-

2-eH-2-mi1)amMuHo]-4,5,6,7-Tterparuapooenso[b] ruoden-3-kapoonoBoii KHCJIOTBI
14n.

0 Beixon 67%. Xentele kpuctamibl. Ty, = 104-106 °C
Qfom (aneronntpun). MK cmektp, v, ecm™: 1679 (CON), 1712
e (COOEY), 3395 ym. (NH). Crextp SIMP 'H, (400 MI'w,
o mm DMSOg), &, M. 1.36 (1, J 7.1 Ty, 3H, Me). 1.74 (m, 4H,

2CHy,), 2.60 (M, 2H, CH,), 2.70 (M, 2H, CH,), 3.60 (v, 8H, 4CH,), 3.86 (c, 3H, OMe),
438 (xB, J 7.1 T, 2H, CH,0), 6.25 (¢, 1H, C=CH), 7.04 (v, J 8.9 I'ri, 2H, Hap,), 8.01
(M, J 8.9 T, 2H, Hy), 13.53 (¢, 1H, NH). Crexrp SIMP *C (101 MI'u, DMSOg), 8,
M. 14.1, 22.0, 22.4, 23.9, 26.0, 41.5, 46.8, 55.4, 60.1, 65.1, 65.2, 94.9, 113.8, 113.9,
126.0, 129.7, 130.8, 132.8, 148.8, 147.1, 162.1, 162.6, 163.0, 187.9. Haiineno, %: C
62.60, H 6.04, N 5.66, S 6.44. C,sH3oN,06S Berunciero, %: C 62.63, H 6.07, N 5.62, S
6.43.
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AMus (2)-2-[(1,4-nuokco-1-mopdoanHo-4-(4-MeToKCH(PEHNT)OYyT-2-eH-2-

ni)aMmuHo|-4,5,6,7-rerparuapooen3o|[b]Tnoden-3-kapooHoBoii kKucaoThl 14e.

0 Beixon 87 %. XKenteie kpuctamisl. T, = 146-148 °C
%Nﬂz (u3omponason). UK crektp, v, em™: 1658 (CON, CONH,),
S H
VARN N 3169, 3344(NH, NH,). Cmexrp SIMP 'H, (300 MIT,
X
__/

DMSOQge), 6, m.1.: 1.73 (M, 4H, 2CH,), 2.62 (M, 4H, 2CH,),
3.48 (M, 8H, 4CH,), 3.83 (c, 3H, OMe), 6.14 (c, 1H,
C=CH), 7.00 (m, J 8.7 I'i, 2H, Ha;), 7.40 (ymr. ¢, 1H, NH,), 7.49 (ym. ¢, 1H, NHy), 7.97
(M, J 8.7 T'm, 2H, Hpy), 12.94 (c, 1H, NH). Haiineno, %: C 61.35, H 5.82, N 8.96, S
6.80. Cy4H,7N3O5S Brruncneno, %: C 61.39, H 5.80, N 8.95, S 6.83.

OMe

Huytna 2,2°-{[(2Z,2’Z)nunepa3zun-1,4-muuaouc(1,4-mmoxco-4-peHnndoyr-2-eH-
1,2-nquun)|ouc(azanequni)}ounc(4,5,6,7-rerparuapooenso|b]tnopen-3-

kapOokcuiar) 15a.

OEt Beixon 70%. Xentele kxpuctamisl. Tp,,= 234-235

7 ° °C (tomyon). UK crmektp, v, cm™': 1677 (CON), 1713

Ph A i N/—\: Ni | (COOEt), 3177 (NH). Crexrp SIMP ‘H, (300 MI,
o HN , s\_/ 0 " CDCl,), 8, m.a.: 1.37 (M, 6H, Me), 1.78 (M, 8H, 4CH)),
Oﬁﬁ:@ o 2.58 (M, 4H, 2CH,), 2.76 (M, 4H, 2CH,), 3.68 (M, 8H,

4CH,), 4.36 (m, 4H, CH;0), 6.01 (c, 1H, C=CH), 6.05
(c, 1H, C=CH), 7.45 (m, 6H, Ha), 7.94 (M, 4H, Ha), 13.82 (c, 1H, NH), 13.86 (c, 1H,
NH). Haitneno, %: C 65.05, H 5.72, N 6.61, S 7.57. C4sH4sN4OsS,. Beruncneno, %: C
65.07, H 5.70, N 6.60, S 7.55.

JAudTIa 2,2°-{[(2Z,2°Z)nunepa3un-1,4-quunaouc(l,4-quoxco-4-(4-
MeTOKCU(peHuN)0yT-2-eH-1,2-quni)|ouc(azanequuin)}ouc(4,5,6,7-
TeTparuapodenso[b]Ttuoden-3-kapooxcunar) 156.

Beixon 85%. XKenteie kpucramibl. Ty, = 151-152 °C (tomyoun). UK cnekrp, v, cM
' 1677, 1683 (CON), 1707, 1712 (COOEt), 3394 ym. (NH). Crextp SIMP 'H, (400
MI';, DMSQOg), 6, m.a.: 1.33 (1, J 7.0 T'u, 3H, Me), 1.37 (1, J 7.1 ', 3H, Me), 1.74 (m,
8H, 4CH,), 2.61 (m, 4H, 2CH,), 2.73 (m, 4H, 2CH,), 3.61 (M, 8H, 4CH,), 3.83 (c, 3H,
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OMe), 3.87 (c, 3H, OMe), 437 (M,

4H, CH,0), 6.28 (c, 1H, C=CH), 6.34

(c, 1H, C=CH), 7.00 (m, J 8.5 I'1, 2H,

Har), 7.06 (M, J 8.5 T'i, 2H, Ha), 7.97
OMe (m, J 8.5 ', 2H, Hya,), 8.03 (v, J 8.5

I'm, 2H, Ha), 13.53 ym. (¢, 2H, NH).

Crnektp SMP 3¢ (100 Mrw,
DMSOg), 6, m.u.: 14.1, 14.2, 22.0, 22.4, 24.0, 26.0, 45.3, 45.6, 55.4, 55.5, 60.1, 60.2,
95.0, 113.8, 113.9, 125.8, 125.9, 129.6, 129.7, 130.8, 130.9, 132.9, 147.1, 148.5, 148.6,
162.3, 162.6, 162.7, 162.9, 163.0, 187.9, 188.0. Haiineno, %: C 63.40, H 5.75, N 6.13,
S 7.02. C4gH5oN4010S, Beramcieno, %: C 63.42, H 5.77, N 6.16, S 7.05.

MeO

Ot
&S

OtuioBblii 3¢pup 2-[(3-0kco-6-peHnn-2,3-AUruaApoNnUpPUAA3ZUH-4-UT)aAMHHO |-
4,5,6,7-Terparuapoden3o|[b]tnoden-3-kapooHoBoi KHCJIOTHI 16a.

EtO K pactBopy 0.381 r (I mMmonb) coemunenuss 10a B 3 wmi

/T © O0e3BomHoro  Tosiyosia  mpubaBmsm 0.05 r (I mMMoub)

ST 'NH TUApa3uHruapaTa, HarpeBaad B TedeHUHW 30 MHUHYT 10 KHUIICHUS.

0
z . °
- Brimasmuii nocie oxnaxaeHus 110 -25 °C ocagok oTGUILTPOBAIN U
NS
N

Ph
NEePEeKPUCTAIUIN30BbIBaI U3  aneroHnpwia[163]. Bexon 84 %.

16a
Kenreie kpucrammel. To,= 266-268 °C (ameronumtpma). UK cmextp, v, em 1671
(CONH, COOEt), 3132 (NH). Criextp SIMP 'H, (400 MI't;, DMSOygs), 8, m.1.: 1.35 (1, J
6.9 I'n, 3H, Me), 1.78 (M, 4H, 2CH,), 2.70 (M, 2H, CH,), 2.71 (M, 2H, CH,), 4.32 (x8, J
6.9 T'u, 2H, CH,0), 7.36 (¢, 1H, C=CH), 7.50 (m, 3H, Ha;) 7.81 (M, J 6.9 T'i, 2H, Hp,)
10.92 (¢, 1H, NH), 13.11 (c, 1H, NH). Crextp SIMP °C (100 MI'ty, DMSOg), 8, M.11.:
13.6, 21.7,22.1, 23.7, 25.7, 59.8, 101.2, 123.5, 125.4, 128.4, 128.6, 132.3, 135.5, 137.0,
145.1, 148.6, 155.4, 163.9. Haiineno, %: C 63.74, H 5.32, N 10.59. C,;H;1N303S.
Brrancaeno, %: C 63.78, H 5.35, N 10.63.

AHaJIOrn4YHO OBLIIM TOJIy4eHbI coeinHeHus 166-0.

OruioBblii  3pup  2-[(2-MeTHI-3-0KCO-6-peHna-2,3- AIMruAPONUpPUIA3ZUH-4-

ni1)aMmuHo|-4,5,6,7-teTparuapoden3o|[b]Tuoden-3-kapoonoBoii kucaoTol 1606.
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Beixong 80 %. XKenreie kpuctamibl. T,,= 196-197 °C

Qfo (aueronutpmn). MK crmextp, v, cm: 1660 (CON, COOEt), 3139
SN (NH). Crextp SIMP 'H, (400 MI't;, DMSOg), 8, m.a.: 1.37 (T, J 6.9

S I'u, 3H, Me), 1.79 (M, 4H, 2CH,;), 2.71 (M, 2H, CH,), 2.78 (M, 2H,
Ph \ﬁjﬁ'N\Me CH,), 3.83 (c, 3H, NMe), 4.35 (kB, J 6.9 I'u, 2H, CH,0), 7.38 (c, 1H,
C=CH), 7.52 (m, 3H, Hp,) 7.84 (M, J 6.9 T';, 2H, Hp,) 10.99 (c, 1H, NH). Cnextp SIMP
3C (100 MI'y, DMSOyg), 8, M.a.: 14.0, 22.1, 22.5, 24.0, 26.1, 60.2, 101.1, 112.3, 124.0,
125.8, 128.8, 129.1, 132.8, 135.5, 136.9, 144.6, 148.8, 154.8, 164.2. Haiineno, %: C
64.54, H 5.68, N 10.24. C»,H,3N305S. Brerunciaeno, %: C 64.53, H 5.66, N 10.26.
PEeHTreHOCTpYKTYpHBIN aHaIM3 COEAMHEHHUSI BBINMOJHEH HAa MOHOKPHCTAJJIBHOM
apromatuiyeckoM audpakromerpe Xcalibur R ¢ CCD-geTexkTopoM 1Mo cTaHAApTHOMN
Metoauke [MoKo-uznyuenne, 293(2) K, m-ckanupoBaHue, Imar ckaHupoBaHus 1°]
[181]. st aHamm3a KCIOIB30BaH KeNThId Mpu3MaTHaHbid Kprctaimt (0.4%0.5%0.3 mm).
[lornomenne y4TeHO OSMIOUPUYECKA C ucnonb3oBaHueM anroputma SCALE3
ABSPACK [181]. Cunronus kpucTamia TpUKIUHHAS, IPOCTpaHCTBEeHHas rpynma P 1, a
11.4807(13) b 11.7482(11) ¢ 16.3361(16) A, V 2059.7(4) A®. C,H»sN305S. Z 2. Beero
n3mepeHo 16537 orpaxkenus, u3 Hux HezaBucuMbIX 9510. IlomHoTa cOopa MaHHBIX IS
0 < 26.00° 99.9%. Crpykrypa pacmudpoBaHa NOpSMbBIM METOJOM U YTOYHEHa
nonHoMarpuudeiM - MHK 1o F> B AHU30TPOITHOM TMPUONIKEHUH IS BCEX
HEBOJIOPOJIHBIX aTOMOB. ATOMBI BOJOpOJa BKJIIOYEHBI B YTOYHEHHUE B MOJIEIHU
Hae3JHUKA B HM30TPOIHOM MPHUOIMKEHUN C 3aBUCHMBIMU TEIJIOBHIMU TapaMeTpaMH.
Bce pacyersl mpoBeeHBI ¢ UCMONIb30BaHUeM mporpaMmmuoro makera SHELX97 [182].
OxonuarenbHbie MapameTpbl yrouHenus:: R; 0.0576 wR; 0.1482 [ans oTpaxeHuil ¢
I>26(1)], R; 0.0880, wR, 0.16716 (ans Bcex orpaxkenwmii), GooF 1.028.
OtuioBblii  3pup  2-[(3-0kco-6-pennn-2-3THia-2,3-AUrHAPONMPHIAZHH-4-
ni)amMmuHo]-4,5,6,7-rerparuapoden3so|[b]tuoden-3-kapooHoBoii KHCa0THI 16B.
Beixon 73 %. OpamxeBble kpuctawiel. T, = 166-167 °C (aneronutpun). UK
criekTp, v, cM 1666 (CON, COOEt), 3156 (NH). Cmekrp SIMP 'H, (400 MI,

DMSOQge), 0, m.a.: 1.35 (1, J 6.9 I'u, 3H, Me), 1.39 (1, J 6.9 I'u, 3H, Me), 1.78 (M, 4H,
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EtO 2CH,), 2.70 (M, 2H, CH,), 2.77 (M, 2H, CH,), 4.24 (xs, J 6.9 T, 2H,
/70 CH:N), 4.32 (xs, J 6.9 'y, 2H, CH0), 7.36 (¢, 1H, C=CH), 7.50 (v,
STONH  3H, Ha) 7.84 (M, J 6.9 Ty, 2H, Hay) 10.98 (¢, 1H, NH). Criexrp SIMP

O
~ T *°C (100 MI'y, DMSOg), 3, m.: 13.1, 140, 22.1, 22.5, 24.0, 26.1,
Ph™ "N CEt

168 46.8, 60.1, 100.9, 123.9, 125.9, 128.8, 129.1, 132.7, 135.7, 137.0,
144.7, 148.9, 154.3, 164.3. Haiineno, %: C 65.24, H 5.98, N 9.97. C,3H;sN305S.
Berauciieno, %: C 65.23, H 5.95, N 9.92.
ITHJIOBBII 3pup 2-[(2,6-mudrennn-3-okco-2,3-TUruaAPONAPHIAZUH-4-
ni1)aMmuHo]-4,5,6,7-Terparuapo6en3o|[b]Tuoden-3-kapooHoBoii KHCI0THI 16T.
EtO Beixon 77 %. XKenteie kpucramiel. T,,= 190-191 °C
Q/fo (aueronutpmn). UK cmextp, v, cm™’: 1664 (CON, COOEt), 3134
S” NH (NH). Crrextp SIMP 'H, (400 MI';, DMSOgs), 8, m.1.: 1.33 (1, J 6.9
. I'm, 3H, Me), 1.78 (m, 4H, 2CH,), 2.71 (m, 2H, CH,), 2.78 (M, 2H,
PN ™ CH,), 431 (x, J 6.9 T, 2H, CH,0), 7.43 (c, 1H, C=CH), 7.55 (m,
6H, Hay) 7.84 (M, J 6.9 T'u, 2H, Hya,), 7.72 (m, J 7.8 T'u, 2H, Hyay), 10.98 (c, 1H, NH).
Crniextp SIMP °C (100 MI'y, DMSOQgg), 8, m.1.: 13.6, 21.7, 22.1, 23.7, 25.7, 59.8, 100.4,
123.9, 125.1, 125.7, 1275, 128.1, 128.4, 128.9, 132.4, 135.1, 137.4, 141.5, 145.0,
148.2, 154.4, 163.9. Haiineno, %: C 68.75, H 5.38, N 8.94. C,;H»5N303S. Brruucieno,
%: C 68.77, H5.34, N 8.91.
OtuinoBblii  dpup  2-[(6-(4-MeTHiIdeHMIT)-3-0KC0-2,3-AUTHAPONIMPHAA3HH-4-
ni)aMmuHo|-4,5,6,7-rerparuapodenso|[b]Tuoden-3-kapooHoBoii kucaoThl 167.
EtO Beixog 78 %. XKenreie kpuctamibl. T, = 265-267 °C
Qfo (mmokcan). UK crmextp, v, cm™: 1671 (CONH), 1706 (COOEY),
© 1" 3476 (NH). Cextp IMP 'H, (400 MT'y, DMSOq), 8, m.a.: 1.37
fN’NH (r, J 7.1 T'u, 3H, Me), 1.80 (m, 4H, 2CH,), 2.38 (c, 3H, Me), 2.72
e 16a (m, 2H, CHy), 2.79 (M, 2H, CH,), 4.34 (xB, J 7.1 I', 2H, CH,0),
7.32 (m, J 8.1 T', 2H, Hay), 7.36 (c, 1H, C=CH), 7.72 (m, J 8.1 T'n, 2H, Ha;) 10.92 (c,
1H, NH), 13.06 (c, 1H, NH). Criextp SIMP **C (101 MI'y, DMSOyg), 8, m.1.: 14.0, 20.6,
22.1, 225, 24.0, 26.1, 60.1, 101.5, 112.0, 123.8, 125.7, 129.3, 132.7, 133.1, 137.3,
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138.6, 145.4, 149.0, 155.8, 164.3. Haiineno, %: C 64.50, H 5.65, N 10.28, S 7.80.
C2H23N305S. Breiuncaeno, %: C 64.53, H 5.66, N 10.26, S 7.83.

ITHJIOBBII 3¢pup 2-[(6-(4-meTnadenni)-3-okco-2-pennia-2,3-
AUTHAPONMPHAA3ZHH-4-ni1)aMuHo0]-4,5,6,7-TeTparuapooenso|b]tnoden-3-
Kap0oOHOBO KHCJIOTHI 16e.

EtO Beixom 82 %. xenthie kpuctawmbl. T.,,= 231-233 °C

/7 °  (amoxcan). MIK criekp, v, cm™: 1670 (CON), 1699 (COOEY), 3418

T ym (NH). Crexrp SIMP 'H, (400 MT'tt, DMSOqe), 8, w1 135 (x,

\/N'N\Ph J 6.9 I'i, 3H, Me), 1.81 (M, 4H, 2CH,), 2.39 (c, 3H, Me), 2.74 (m,

e 16e 2H, CH,), 2.79 (M, 2H, CH,), 4.34 (xB, J 6.9 I';, 2H, CH;0), 7.34

(M, J 7.6 T, 2H, Hpay), 7.46 (M, 1H, C=CH, 1H, Hp,), 7.55 (M, 2H, Hp;), 7.76 (M, 4H,

Har), 11.09 (c, 1H, NH). Crextp SIMP °C (101 MI'y, DMSOg), 8, m.i.: 14.0, 20.7,

22.1, 22.5, 24.1, 26.1, 60.2, 100.8, 112.5, 124.2, 125.5, 126.0, 127.9, 128.5, 129.4,

132.7,132.8, 137.8, 139.1, 141.9, 145.4, 148.7, 164.3. Haiineno, %: C 69.20, H 5.63, N
8.60, S 6.61. Cy3H,7N303S. Brruucneno, %: C 69.25, H 5.60, N 8.65, S 6.60.

OtuinoBblii  dpup  2-[(6-(4-meTnadenn)-2-(2-MeTHIXHHOKCATUH-3-H1)-3-
OKCO0-2,3-quruaponupuaasuH-4-mi)amuno]-4,5,6,7-rerparnapoodenso[b]rnoden-3-
Kap0OHOBOM KUCJIOTHI 16:K.

EtO Beixon 74 %. XKenteie kpuctaimel. T, = 227-229 °C

Qfo (mmoxcan). MK cmektp, v, cM: 1669 (CON), 1708

(COOEY), 3396 (NH). Crmexrp SMP ‘H, (400 MTIT,

2CH,), 2.38 (c, 3H, Me), 2.64 (c, 3H, Me), 2.77 (v, 2H,
CH,), 2.81 (M, 2H, CH,), 4.32 (x8, J 7.1 ', 2H, CH,0),
7.33 (m, J 8.1 T'iy, 2H, Hga), 7.54 (¢, 1H, C=CH), 7.77 (m, J 8.1 T'ri, 2H, Hp,), 7.97 (m,
2H, Ha), 8.17 (azm, J 7.8, 22.7 T, 2H, Hp,), 11.06 (¢, 1H, NH). Crexp SIMP °C (101
MI', DMSOg), 8, m.a.: 14.0, 20.5, 20.7, 22.1, 22.5, 24.1, 26.1, 60.3, 101.6, 113.2,
126.1, 128.2, 128.7, 129.5, 130.3, 131.3, 132.3, 132.9, 137.8, 139.5, 139.6, 141.9,

a
ST N
7
NS
N
Me
16

H
0

\ N\@ DMSOQg), 6, m.a.: 1.33 (1, J 7.1 T', 3H, Me), 1.82 (m, 4H,

- K

Me \N
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146.5, 147.8, 148.1, 149.8, 151.5, 155.2, 164.3. Haiineno, %: C 67.45, H 5.33, N 12.72,
S 5.80. C31H29Ns03S. Beraucnieno, %: C 67.49, H 5.30, N 12.70, S 5.81.

OtuinoBbliii  dpup  2-[(6-(4-meTmidenmn)-3-0kco-2,3-AUTHAPONUPUAA3HH-4-
ni)aMmuHo]-4,5,6,7-rerparuapoden3o|[b]tnoden-3-kapooHoBoii KHCI0THI 163.

EtO Brixon 68 %. OpamxkeBbie kpuctammibl. T, = 239-240 °C

a © (mmokcan). UK crextp, v, cM ™ 1667 (CONH), 1706 (COOEY),

/NH , 3256 (NH). Criexrp SIMP 'H, (400 MI'u, DMSOy), 8, M. 1.37

S NH (r, J 7.1 T'u, 3H, Me), 1.80 (M, 4H, 2CH,), 2.71 (M, 2H, CH,),

MeO 163 2.79 (m, 2H, CH,), 3.84 (c, 3H, OMe), 4.34 (xB, J 7.1 I'u, 2H,

CH,0), 7.07 (m, J 8.7 I'u, 2H, Has), 7.34 (c, 1H, C=CH), 7.77 (m, J 8.7 T';, 2H, Ha/)

10.92 (¢, 1H, NH), 13.01 (c, 1H, NH). Crextp SIMP °C (101 MI't, DMSOygs), 8, M.1.:

14.0, 22.1, 22.5, 24.0, 26.1, 55.3, 60.1, 101.5, 111.9, 114.4, 123.7, 127.1, 128.4, 132.7,

137.2, 145.2, 149.1, 155.7, 160.2, 164.3. Haiineno, %: C 62.15, H 5.43, N 9.87, S 7.55.
CyH23N30,4S. Breiuncaeno, %: C 62.10, H 5.45, N 9.88, S 7.54.

OtuioBblii  3¢up 2-[(2-(2-MeTHaAXuHOKCATHH-3-W1)-6-(4-MeTOKCHpEeHNT)-3-
0KCo0-2,3-quruaponupuaasuH-4-mi)amuno]-4,5,6,7-rerparnapoodenso[b]rnogen-3-
Kap0OHOBOI1 KMCJIOTHI 16M.

EtO Beixon 65 %. OpamxeBble kpuctamibl. T, = 233-

Qfo 235 °C (mmokcan). UK crmextp, v, cM ™ 1669 (CON),

4
s \ NH 1716 (COOEt), 3401 (NH). Crextp SIMP 'H, (400 MIw,
f I ON DMSOg), 8, M. 1.33 (1, J 6.8 ', 3H, Me), 1.82 (m,
NM}N@ 4H, 2CH,), 2.64 (c, 3H, Me), 2.76 (M, 2H, CHy), 2.81 (M,
16u 2H, CH,), 3.83 (c, 3H, OMe), 4.32 (xB, J 6.8 I'm, 2H,
CH,0), 7.07 (m, J 8.2 T, 2H, Ha)), 7.52 (c, 1H, C=CH), 7.82 (M, J 8.2 I'ri, 2H, Hap),
7.95 (m, J 7.8 T'u, 2H, Hpr), 8.16 (M, J 8.2 T'u, 2H, Ha(), 11.05 (c, 1H, NH). Cnektp
SMP C (101 MI'y, DMSOg), 8, m.1.: 14.0, 20.5, 22.1, 22.5, 24.1, 26.1, 55.3, 60.1,
101.6, 113.2, 114.5, 124.8, 1275, 127.7, 128.2, 128.6, 130.3, 131.3, 132.9, 137.7,
137.6, 141.9, 146.5, 147.8, 148.2, 151.5, 155.1, 160.7, 164.3. Haiineno, %: C 65.55, H
5.13, N 12.36, S 5.62. C31H»9Ns0,S. Berancieno, %: C 65.59, H 5.15, N 12.34, S 5.65.

MeO
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OuioBelii 3¢pup 4,5-mumMerni-2-[(3-okco-6-pennn-2,3-TuruaponupuaazuH-4-
Wi1)aMuHO|THO(deH-3-KapOoHOBO# KUCI0THI 16K.

ve EO Beixon 78 %. Xenteie xkpuctammel. Ty, = 267-269 °C

Mo | O (ameronmtpun). UK cmektp, v, cm™: 1651 (CONH), 1699 (COOEY),

7.1 'y, 3H, Me), 2.25 (c, 3H, Me), 2.33 (c, 3H, Me), 4.34 (s, J 7.1
161 I'i, 2H, CH,0), 7.34 (c, 1H, C=CH), 7.48 (M, 3H, Ha,), 7.83 (M, J 7.0
', 2H, Ha), 10.84 (c, 1H, NH), 13.09 (c, 1H, NH). Crekrp SIMP *C (101 MI',
DMSOg), &, m.o.: 12.1, 13.8, 13.9, 60.2, 101.4, 113.4, 120.6, 125.7, 128.7, 128.9,
130.8, 135.9, 137.4, 145.4, 148.0, 155.8, 164.2. Haiineno, %: C 61.75, H 5.15, N 11.36,
S 8.69. C19H1gN303S. Brruucneno, %: C 61.77, H5.18, N 11.37, S 8.68.

S NH 3258 (NH). Criexrp SIMP *H, (400 MT't, DMSOg), 8, M..: 1.37 (r, J

Ph

ITHJIOBBII Ipup 4,5-numeTni-2-[(6-(4-mernadennn)-3-okco-2,3-

TUTHAPONUPHUAAZHMH-4-UT)aMHUHO | THO(EeH-3-KapOoHOBO# KHCJ0THI 16.1.

ve O Boixon 64 %. OpamxeBble kpuctaiuibl. T, = 267-268 °C
el T © (aueronutpmn). UK cmektp, v, cm™: 1668 ymr. (CONH, COOE),
© Y 3146, 3432 (NH). Cuexrp SIMP 'H, (300 MI'u, DMSOg), 5, M1

fN,NH 1.38 (1, J 7.1 ', 3H, Me), 2.27 (¢, 3H, Me), 2.35 (c, 3H, Me), 2.38

. 164 (¢, 3H, Me), 4.35 (x8, J 7.1 Ty, 2H, CH,0), 7.32 (v, J 8.1 I'y, 2H,

Har), 7.34 (c, 1H, C=CH), 7.71 (m, J 8.1 I't, 2H, Hp;), 10.83 (c, 1H, NH), 13.06 (c, 1H,
NH). Criextp SIMP °C (101 MI';, DMSQg), 8, m.z1.: 12.1, 13.8, 13.9, 20.6, 60.2, 101.4,
113.4, 120.6, 125.7, 129.3, 130.8, 133.1, 137.4, 138.6, 145.4, 148.0, 155.8, 164.3.
Hatineno, %: C 62.64, H 5.52, N 10.96, S 8.36. C5yH,1N3O5S. Berauciieno, %: C 62.64,
H 5.52, N 10.96, S 8.36.

AMuna 2-[(3-0xco-6-(4-xs10pheHn)-2,3- TMruAPONMPUIa3uH-4- 1) aMUHO| -
4,5,6,7-Trerparuapo6en3o[b]Tuoden-3-kapooHoBOIi KHCIOTHI 16M.

Brixon 67 %. Kentbie kpuctaiuibl. T, = 278-279 °C (nuokcan). UK cnektp, v, cM’
' 1648 (CONH, CONH,), 3201, 3333, 3507 (NH, NH,). Crextp SIMP 'H, (300 MIw,
DMSOg), 6, m.u.: 1.74 (m, 4H, 2CH,), 2.66 (M, 4H, 2CH,), 7.08 (¢, 1H, C=CH), 7.12
(ymr c, 2H, NH,), 7.50 (m, J 8.5 'y, 2H, Hay), 7.76 (M, J 8.5 T't, 2H, Ha(), 10.60 (ym. C,
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H,N 1H, NH), 13.10 (ym. ¢, 1H, NH). Cnekrp SIMP *C (101 MI,

/| © DMSOg), 6, m.a.: 22.1, 22.5, 24.1, 25.1, 99.6, 121.0, 125.9, 127.5,

6 o 128.8, 131.3, 133.7, 134.7, 139.0, 142.0, 144.4, 155.8, 166.3.
fN,NH Haiineno, %: C 56.90, H 4.26, N 13.99, S 8.03. Cy9H;7CIN4O,S.
o '™ Bauncneno, %: C 56.93, H4.27, N 13.98, S 8.00.

AMus 2-[(3-0kco-6-(4-xa0phennir)-2-3THa-2,3- TuruAPonupuIa3uH-4-
ni1)aMuHo|-4,5,6,7-TeTparuapo6en3o|[b]tuoden-3-kapooHoBoii KHCIAOTHI 16H.

H,N Beixog 75 %. XKentele kpucramiel. T,,= 236-237 °C
Qfo (mroxcan). UK crextp, v, cM™: 1648 (CON, CONH,), 3177, 3388

87 "NH (NH, NH,). Criextp SIMP 'H, (400 MI't, DMSOg), 8, m.zi.: 1.35

f ! ’ (r, J 7.2 T, 3H, Me), 1.77 (v, 4H, 2CH,), 2.70 (v, 4H, 2CH,),

NP 421 (e, 3 7.2 T, 2H, CH,0), 7.12 (¢, 1H, C=CH), 7.24 (ym. c.

2H, NH,), 7.54 (m, J 8.5 'y, 2H, Hp,), 7.82 (M, J 8.5 'y, 2H, Ha),

10.66 (c, 1H, NH). Crextp IMP *C (101 MI'y, DMSOgg), 8, m.x.: 13.3, 22.1, 22.5,
24.1, 25.1, 47.0, 99.0, 121.3, 126.1, 127.6, 128.8, 131.4, 133.8, 134.5, 138.7, 141.9,
143.6, 154.1, 166.3. Haiinerno, %: C 58.82, H 4.90, N 13.05, S 7.46. C»H,,CIN,O,S.

Beruucneno, %: C 58.80, H 4.93, N 13.06, S 7.48.

Cl

AMuna 2-[(3-0kco-2-penni-6-(4-xsopdenn)-2,3- TuruAponupuIa3suH-4-
ni1)amMmuHo]-4,5,6,7-rerparuapoden3zo|[b]tuoden-3-kapoonoBoii KucaoTsl 160.

H,N Beixog 94 %. Xenreie xpucramiel. T,,= 194-195 °C

Qfo (tonyon). MK criextp, v, om™: 1674 (CON, CONH,), 3095, 3250,
S” O NH 3504 (NH, NH,). Criextp SIMP 'H, (400 MI';, DMSOg), 8, m.11.:

0]
Z 1.74 (M, 4H, 2CH,), 2.63 (M, 2H, CH,), 2.72 (M, 2H, CH,), 6.95 (c,

X U No
NP IH, C=CH), 6.75 (M, 3H, Ha,), 7.06 (M, J 7.8 T, 2H, Hp), 7.12

cl (yur ¢, 1H, NH,), 7.38 (v, J 8.6 Tt, 2H, Ha,), 7.46 (M, J 8.6 Iy,
2H, Ha), 7.85 (yur ¢, 1H, NH,), 10.77 (c, 1H, NH). Haiineno, %: C 62.92, H 4.43, N
11.77, S 6.73. Cy5HCIN,O,S. Borunciero, %: C 62.95, H 4.44, N 11.75, S 6.72.
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I THJIOBBII ypup (E)-5-aMmuHO0-2-0Kc0-1-(2-0KCO-2-(heHUII THINIEH)-
1,2,6,7,8,9-rexcaruapo6en3o|4,5|tueno|3,2-ejnuppoao[1,2-a|nupumuaun-3-
Kap0oOHOBOH KHCJIOTHI 17a.

K pactBopy 3.34 1 (0.01 momb) coequnenus 104 B 50 mu
6e3BoiHOTO AMoKcaHa mpubapisui 1.13 1. aTHIIOBOTO AduUpa

LMAHOYKCYCHOW KHCJIOTBI, C MOCIEIYIOUIUM J100aBICHUEM

1.01 r. TpusTHnamuna. [lonydeHHBIH pacTBOp MepeMeIInBaIn

17a

npu 80 °C B Teuenue 30 muH. Yepes 30 mMuH BbImagai
KENThII  ocamok 1o  BceMy  oObemy.  Ocanok  OTQUIBTPOBBIBAIA U
MEPEKPUCTALIN30BaBaAIA U3 auetoHuTpuia. Beixon 91 %. Kenteie kpuctamnsl. Ty, =
268-269 °C (aneronutpmn). UK cmextp, v, em™: 1692 (COOEt), 3155, 3471 (NH,).
Crextp SIMP 'H, (400 MI'y, DMSOg:CFsCOOD (4:1)), 8, m.a.: 1.01 (1, J 7.1 T', 3H,
Me), 1.70 (m, 4H, 2CHy), 2.59 (M, 2H, CH,), 2.68 (M, 2H, CH,), 4.36 (xB, J 7.1 I';, 2H,
CH,0), 7.15 (c, IH, C=CH), 7.25 (m, J 7.8 T, 2H, Ha), 7.41 (M, J 7.4 T'u, 1H, Ha)),
7.75 (M, J 7.5 Tu, 2H, Ha), 13.49 (¢, 2H, NH,). Crmextp SIMP “°C (101 MI,
DMSQg:CF;COOD (4:1)), 6, m.a.: 12.2, 20.1, 20.5, 23.1, 23.8, 60.3, 65.5, 90.5, 109.7,
121.9, 128.0, 128.6, 133.1, 133.9, 134.2, 134.6, 147.0, 151.2, 156.9, 162.4, 173.3,
190.7. Haiineno, %: C 64.44, H 4.70, N 9.38, S 7.15. C,4H,1N30,S. Brruucneno, %: C
64.41, H4.73, N 9.39, S 7.17.

AHanornyHo ObUTH MONy4YeHbl coequHenus 170,B.

ITHJIOBBIH 3¢dup (E)-5-amuno-2-0kco-1-(2-okco-2-(4-
MeTokcHpeHuN)ITHIANAeH)-1,2,6,7,8,9-rekcaruapodenso|4,5|tueno|3,2-
elnuppoJio[1,2-alnupumuann-3-kapo0HOBOIi Kuca0THI 170.

Beixon 85 %. XKenrteie xpucramisl, T,,= 273-274
°C (auetonntpun). MK crextp, v, em™: 1695 (COOEY),
oMe 3149, 3476 (NH,). Crmexrp SIMP 'H, (400 M,

DMSQgs:CF;COOD (4:1)), o, m.a.: 1.03 (1, J 6.8 T,

3H, Me), 1.70 (m, 4H, 2CH,), 2.59 (M, 2H, CH,), 2.68
(M, 2H, CHy), 3.61 (c, 3H, OMe), 4.06 (xB, J 6.8 ', 2H, CH,0), 6.76 (M, J 8.3 I'u, 2H,

170
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Har), 7.27 (¢, 1H, C=CH), 7.76 (m, J 8.3 ', 2H, Ha/), 13.40 (c, 2H, NH,). Haiineno, %:
C 62.85, H 4.80, N 8.82, S 6.70. Cy5H,3N305S. Beruucneno, %: C 62.88, H 4.85, N
8.80, S 6.71.

OtunoBblii d3pup (E)-5-amMmuHO-2-0KC0-1-(2-0KC0-2-(4-XT0pdheHIT)I THIINIEH)-
1,2,6,7,8,9-rekcaruapodenso|4,5|tueno|3,2-eJnupposo[1,2-a|nupumuauu-3-
Kap0OoOHOBOH KHCJIOTHI 17B.

Brixon 88 %. XKenrtbie kpuctamibl, T, = 293-294 °C
(aueronutpmn). UK crektp, v, em™: 1692 (COOEL), 3168,
cr 3476  (NH,). Crmextp SMP 'H, (400 MIT,
DMSQge:CF,COOD (4:1)), 0, m.a.: 0.94 (t, J 7.0 'y, 3H,
Me), 1.64 (M, 4H, 2CH,), 2.52 (m, 2H, CHy), 2.61 (M, 2H,
CH,), 4.00 (xB, J 7.0 I', 2H, CH,0), 7.14 (m, J 8.7 I', 2H, Ha), 7.17 (¢, 1H, C=CH),
7.62 (m, J 8.7 I'u, 2H, Hp), 12.24 (c, 2H, NH,). Cuoekrp SIMP 3¢ (101 MI'w,
DMSOy6:CF;COOD (4:1)), 6, m.a.: 11.4, 19.7, 20.1, 23.0, 23.6, 61.8, 65.3, 90.4, 110.0,
122.0, 128.3, 128.5, 1295, 132.2, 134.5, 141.7, 147.3, 150.6, 156.7, 163.3, 173.6,
191.3. Haitneno, %: C 59.80, H 4.18, N 8.76, S 6.62. C,4H,,CIN3O,4S. Beruucieno, %o:
C59.81,H4.18, N 8.72, S 6.65.

EtO

178

OtuaoBblii  3pup  (E)-2-amuH0-4-0KCO-5-(2-0KCc0-2-PpeHnmmTHINAEH)-1-(3-
(3Troxkcukapoonui)-4,5,6,7-rerparuapoodenso[b]runodpen-2-ui)-4,5-xurnapo-LH-

nUppPo.JI-3-KapooHOBoIi KucJI0THI 18a.

0 K pactBopy 3.81 r (0.01 monp) coenunenust 10a B 50 mu
EtO O 5
7 6e3BogHOrO0 nuMOKcana mnpubaBmsm 1.13 © sTIimoBoro sdupa
= Ph
HéN N [IMAHOYKCYCHOM KMCJIOTHI, ¢ Moclieayomum gqooasienueM 1.01 r
5 73 TpusTUIaMuHa. [lomydeHHslil pactBop nepememmnBanu mpu S0 °C
= 18a

B TeueHun 10 4. PacTtBOp oOXJaxmaiu 10 KOMHATHOU
TEMITepaTyphl, BBITIABIINNA OCaIOK OT(MIBTPOBBIBAIM W TNEPEKPUCTAIUIN30BBIBAIA W3
aleTOHUTpUIa Wik auokcaHa. Beixom 75 %. benwie kpucrammel. T,,= 216-217 °C
(mmoxcan). UK crmextp, v, cm ™ 1712 (COOEL), 3247 (NH,). Crekrp SIMP 'H, (500
MI'u, CDCl,), 6, m.a.: 1.25 (1, J 7.1 I'u, 3H, Me), 1.27 (1, J 7.1 T'u, 3H, Me), 1.84 (M,
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4H, 2CHy), 2.76 (m, 2H, CH,), 2.88 (M, 2H, CH;), 4.25 (m, 4H, CH,0), 5.67 (c, 1H,
C=CH), 5.94 (c, 1H, NHy), 7.39 (M, J 7.7 T'i, 2H, Ha;), 7.51 (M, J 7.4 T'i, 1H, Hay), 7.90
(m, J 7.4, 2H, Hya), 8.29 (c, 1H, NH,). Cuextp SIMP B¢ (126 MI'u, CDCl), 8, m.x.:
14.0, 14.5, 22.12, 22.5, 25.3, 25.9, 59.8, 61.3, 88.1, 110.6, 128.3, 128.8, 130.9, 132.3,
133.2, 136.7, 137.1, 138.7, 142.2, 161.2, 165.7, 167.3, 175.1, 193.1. Macc-cnektp, m/z:
494 (M]". Macc-crekrp, m/z: 495.29 [M+H]". Haiineno, %: C 63.10, H 5.31, N 5.66, S
6.47. CysHo6N206S. Berancaeno, %: C 63.14, H 5.30, N 5.66, S 6.48.

AHJIOTHYHO OBLIM MOJIyYeHBI coeuHeHus 180-1.

OtuioBblii  3pup  (E)-2-amuH0-5-(2-(4-meTnideHnn)-2-0KCOITHINAEH)-4-
okco-1-(3-(3rokcukapoonuin)-4,5,6,7-rerparuapodenso|[b]tuodpen-2-un)-4,5-
auruapo-1H-nuppo-3-kapooHoBoii kucjaotbl 1806.

Beixon 71 %. bensie xpuctamiel. T, = 240-241 °C

(muokcan). MK cmektp, v, cm™: 1711 (COOEt), 3348
ve (NHy). Cnextp SIMP 'H, (300 MI', CDCly), 8, m.a.: 1.25

(M, 6H, Me), 1.85 (m, 4H, 2CH,), 2.36 (c, 3H, Me), 2.77 (M,

2H, CH,), 2.84 (M, 2H, CH,), 4.24 (M, 4H, CH,0), 5.66 (c,

1H, C=CH), 5.79 (ym. ¢, 1H, NH,), 7.17 (m, J 8.1 I'i, 2H,
Hao), 7.78 (m, J 8.1 I'y, 2H, Ha), 8.27 (yur ¢, 1H, NH,). Crexrp SIMP *C (75 ML,
CDCl,), o, m.u.: 14, 15, 21, 22, 23, 25, 26, 60, 61, 88, 111, 128, 129, 131, 132, 135, 137,
139, 142, 144, 161, 167, 175, 192. Haiineno, %: C 63.75, H 5.53, N 5.50, S 6.32.
C27H28N206S. Brruuciieno, %: C 63.76, H 5.55, N 5.51, S 6.30.

OtunoBblii  dpup (E)-2-amuH0-5-(2-(4-MmeTokcHeHIT)-2-0KCOITHIINIEH)-4-

okco-1-(3-(3rokcukapoonuin)-4,5,6,7-rerparuapodenso|[b]ruopen-2-ui)-4,5-
auruapo-1H-nuppo-3-kap0ooHoBoi KucJoThl 18B.
Beixon 72 %. bensvie xpuctamisl. T, = 250-251 °C
(muoxcan). MK cmektp, v, cm™: 1712 (COOEt), 3114,
OMe 3332 (NH,). Ciexkrp SIMP 'H, (500 MI'i, CDCls), 8, m.x.:
1.26 (m, 6H, Me), 1.86 (M, 4H, 2CHy,), 2.77 (M, 2H, CH,),
2.87 (m, 2H, CHy), 3.84 (c, 3H, OMe), 4.26 (M, 4H,
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CH,0), 5.60 (ym. ¢, 1H, NH,), 5.67 (c, 1H, C=CH), 6.87 (m, J 8.8 I'i, 2H, Hp,), 7.88
(M, J 8.8 I'g, 2H, Hay), 8.30 (ymr. ¢, 1H, NH,). Criextp SIMP *C (126 MI'u, CDCly), 8,
.. 14.1, 14.5, 22.2, 22.6, 25.3, 26.0, 55.5, 59.8, 61.4, 77.2, 88.2, 111.2, 113.7, 130.1,
131.0, 131.2, 132.3, 136.7, 138.8, 141.8, 161.3, 163.7, 165.9, 167.3, 175.1, 191.5.
Macc-criekrp, m/z: 524 [M]". Haiineno, %: C 61.80, H 5.40, N 5.34, S 6.07.
Cy7H25N,04S. Brruncaeno, %: C 61.82, H 5.38, N 5.34, S 6.11.

OtuiaoBblii d¢pup (E)-2-amMmuH0-4-0KC0-5-(2-0Kc0-2-(4-XT0pdheHnT)ITHIHAEH)-
1-(3-(3Trokcukap6onui)-4,5,6,7-rerparuapodenso|b]ruoden-2-ui)-4,5-muruapo-
1H-nuppoJi-3-kap0oHoBo# Kuca0ThI 18r.

Breixon 89 %. benwie xpuctammel. T, = 242-244 °C
(muoxcan). MK cmektp, v, e’ 1711 (COOEt), 3342
¢l (NH,). Crextp SIMP 'H, (500 MI', CDCly), 8, m.1.: 1.26
(t, J 7.2 T'm, 3H, Me), 1.29 (1, J 7.1 I'u, 3H, Me), 1.87 (m,
4H, 2CH,), 2.77 (m, 2H, CHy), 2.87 (M, 2H, CHy), 4.28 (M,
4H, CH,0), 5.57 (yur ¢, 1H, NH,), 5.64 (¢, 1H, C=CH), 7.37 (m, J 8.6 T', 2H, Ha),
7.85 (M, J 8.6 T, 2H, Hy), 8.35 (yur ¢, 1H, NH,). Crekrp SIMP *C (126 M,
CDCl,), 0, m.1.: 14.1, 14.5, 22.2, 22.6, 25.37, 26.0, 60.0, 61.5, 77.2, 110.1, 128.8, 130.2,
131.1, 132.0, 135.7, 136.8, 139.0, 139.6, 1425, 161.2, 165.8, 167.5, 175.1, 192.1.
Haiineno, %: C 58.98, H 4.72, N 5.31, S 6.04. C,sH»5CIN,O¢S. Macc-criektp, m/z: 529
[M]". Beruucneno, %: C 59.03, H 4.76, N 5.30, S 6.06.

AunoBblii 3¢pup (E)-2-amuno-1-(4,5-mumeTnin-3-(3TokcukapooHu1) THodeH-2-
ni1)-4-0Kkc0-5-(2-0kco-2-peHmmTHINIAEH)-4,5- muruapo-1 H-nuppoJi-3-kapooHoBoi
KHCJO0THI 187,

o Beixog 88 %. Xenteie kpucramiel. T,,= 229-230 °C

o i e (mmokcan). UK crmektp, v, em™: 1705 ym. (COOEY), 3291, 3347
N " (NH,). Criextp SIMP 'H, (300 MI';, CDCly), 8, m.a.: 1.18 (1, J 7.1

o 7 7 1sx T, 3H, Me), 1.38 (, J 7.1 Ty, 3H, Me), 2.10 (¢, 3H, Me), 2.25 (c,

mé Me 3H, Me), 4.13 (M, 2H, CH,0), 4.13 (x8, J 7.1 I'u, 2H, CH,0), 5.77
(ymr. ¢, 1H, NH,), 6.83 (c, 1H, C=CH), 7.34 (1, J 7.6 T'u, 2H, Hp;), 7.53 (M, 1H, Hp,),

H,N
0



134

7.66 (M, 2H, Hp), 8.40 (ym. ¢, 1H, NH,). Haiineno, %: C 61.50, H 5.13, N 5.94, S 6.87.
C4H24N»06S. Bruncaeno, %: C 61.52, H 5.16, N 5.98, S 6.84.

ol 3¢pup (E)-2-amuno-1-(4,5-numMeTna-3-(3TokcHKapOOHUIT) THO(PeH-2-
ni1)-5-(2-(4-meroxcugeHnn)-2-0KCoITHIHAEH)-4-0Kkc0-4,5-muruapo-1LH-nuppoJi-3-
Kap0oHOBO# KHcJI0THI 18e.

Breixon 83 %. Xenteie kpucramiel. T, = 224-225
°C (mmokcan). UK crextp, v, cM ™ ym. 1720 (COOEY),
3292, 3327 (NH,). Crextp SIMP 'H, (500 MI', CDCls),
o, m.a.: 1.27 (m, 6H, Me), 2.34 (c, 3H, Me), 2.41 (c, 3H,
Me), 4.27 (M, 4H, CH,0), 5.64 (ym. ¢, 1H, NH,), 5.65 (c,
1H, C=CH), 6.87 (M, J 8.9 I'ni, 2H, Hp;), 7.87 (M, J 8.9 ', 2H, Hyy), 8.29 (ymr. ¢, 1H,
NH,). Criexrp SIMP *C (126 MI'y, CDCls), 8, m.i.: 13.5, 13.6, 14.1, 14.5, 55.5, 59.8,
61.6, 88.2, 111.2, 113.7, 130.4, 130.9, 131.2, 132.5, 134.8, 135.8, 141.78, 163.0, 163.4,
166.2, 171.8, 181.7, 189.0. Haitneno, %: C 60.20, H 5.28, N 5.63, S 6.45. C,5H26N,0-S.
Brruucneno, %: C 60.23, H 5.26, N 5.62, S 6.43.

Me

ArunoBblii 3¢pup (E)-2-amuno-1-(4,5-mumeTnin-3-(3TokcukapooHu1) THodeH-2-
ni1)-4-0kco-5-(2-okco-2-(4-xsoppenna)rtuianaen)-4,5-muruapo- L H-nupposn-3-
Kap0OHOBOM KUCJI0THI 18:K.

Boixon 81 %. benvie kpucramnel. T,,= 228-229 °C
(mmoxcan). MK crektp, v, M ymr. 1711 (COOE), 3340
¢ (NH,). Criextp SIMP 'H, (400 MI't, CDCl), 8, m.a.: 1.29
(M, 6H, Me), 2.36 (c, 3H, Me), 2.44 (c, 3H, Me), 4.28 (M,
4H, CH,0), 5.63 (¢, 1H, C=CH), 5.65 (ym. c, 1H, NH),
7.38 (M, J 8.5 ', 2H, Hpp), 7.86 (M, J 8.5 ', 2H, Hp,), 8.35 (ymr. ¢, 1H, NH,). Crektp
SIMP °C (101 MI', CDCls), &, m.a.: 13.0, 13.1, 13.5, 14.0, 59.4, 61.0, 87.6, 109.5,
128.2, 129.6, 130.1, 132.0, 134.3, 135.1, 1354, 139.0, 142.0, 163.4, 166.2, 171.8,
181.7, 189.2. Haiineno, %: C 57.30, H 4.62, N 553, S 6.36. C,4H»3CIN,OS.
Brrunciaeno, %: C 57.31, H 4.61, N 5.57, S 6.38.
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AMus (E)-2-amuH0-4-0Kc0-5-(2-0Kc0-2-PpeHndTHINAEH)-1-(3-
(3Toxkcukapoonmni)-4,5,6,7-rerparnapoodenso[b]rnoden-2-uin)-4,5-xurnapo-1LH-

NUPPOJI-3-KapOOHOBOI KUCJIO0THI 183.

0 Beixon 87%. JXXenreie xkpuctammel. T,,= 234-235 °C

H,N O
’ ) (muoxcan). UK crextp, v, cM™: 1664 (CONH,), 1711 (COOEY),
S Ph
NN 3208, 3359 (NH,). Criextp SIMP 'H, (400 MI'y, DMSOyg), 8, M.1.:
7

183 1.13(1,J 7.1 'y, 3H, Me), 1.81 (v, 4H, 2CHy,), 2.82 (v, 4H, 2CH)),

4.20 (m, 2H, CH,0), 5.79 (¢, 1H, C=CH), 6.89 (c, 1H, NH,), 7.11
(c, 1H, NH,), 7.50 (v, 2H, Hay), 7.60 (M, 1H, Hp), 7.82 (M, J 7.1 T, 2H, Ha,), 8.60 (c,
1H, NH,), 8.64 (c, 1H, NH,). Crextp IMP *C (100 MI'ty, DMSOg), 8, m.1.: 13.56,
21.81, 22.16, 24.65, 25.69, 60.41, 66.20, 89.16, 109.60, 128.31, 128.37, 129.70, 133.11,
133.91, 135.39, 136.96, 137.35, 142.50, 160.91, 165.86, 166.16, 175.9, 192.83.
Haitineno, %: C 61.90, H 4.98, N 9.00, S 6.89. C,;H23N305S. Brruucieno, %: C 61.92,
H 4.98, N 9.03, S 6.89.

AMun (E)-2-amuno-5-(2-(4-meToxcugennn)-2-0kcodTHInAeH)-4-0kc0o-1-(3-

EtO —

(3roxkcukapoonui)-4,5,6,7-rerparuapoodenso[b]rnodpen-2-ui)-4,5-gurnapo-1LH-
NUPPoJI-3-KapOOHOBO# KUCJI0THI 18u.
Beixon 89 %. XKenteie kpuctamisl. Ty, = 252-253 °C

(muokcan). MK cmektp, v, cm™: 1715 ym. (CONH,,
ome COOEY), 3278 (NH,). Cmekrp SIMP 'H, (400 M,

DMSOQg), 0, m.a.: 1.13 (r, J 7.1 T'u, 3H, Me), 1.74 (m,

4H, 2CH,), 2.79 (m, 4H, 2CH,), 3.81 (c, 3H, OMe), 4.19
(xB, J 7.1 I'u, 2H, CH,0), 5.69 (¢, 1H, C=CH), 6.92 (yur ¢, 1H, NH,), 7.02 (m, J 9.0 I'y,
2H, Hpe), 7.16 (ym. ¢, 1H, NH,), 7.77 (m, J 9.0 T'u, 2H, Hpa,), 8.57 (ym. ¢, 1H, NH,),
8.63 (ym. ¢, 1H, NH,). Haiineno, %: C 60.57, H 5.09, N 8.52, S 6.48. Cy5H25N30S.
Brranciaeno, %: C 60.59, H 5.09, N 8.48, S 6.47.

AMuna (E)-2-amuno-1-(4,5-numeTna-3-(3TOKCHKAPOOHNI ) THO (heH-2-11)-4-
0KC0-5-(2-0Kc0-2-penndTHANAEH)-4,5-murnapo-1 H-nuppo.-3-kapooHoBoii

KHCJI0THI 18K.
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Brixon 81 %. XKentbie kpuctamisl. Ty, = 164-166 °C

(muoxcan). UK cmextp, v, em™: 1662 (CONH,), 1707

ome (COOEt), 3321, 3461 (NH,). Cmextp SIMP 'H, (300

MI'u, CDCly), 8, m.a.: 1.23 (1, J 7.1 I'u, 3H, Me), 2.32 (c,

3H, Me), 2.39 (c, 3H, Me), 3.84 (c, 3H, OMe), 4.27 (M,

2H, CH,0), 5.19 (c, 1H, NHy), 5.76 (c, 1H, C=CH), 5.96 (c, 1H, NHy), 6.90 (M, J 8.9

I'm, 2H, Hay), 7.55 (c, 1H, NHy), 7.89 (M, J 8.9 I'u, 2H, Ha), 8.60 (c, 1H, NH,).

Haitineno, %: C 58.83, H 4.90, N 8.97, S 6.80. Cy3H23N306S. Brruucieno, %: C 58.84,
H 4.94, N 8.95, S 6.83.

Avua  (E)-2-amuno-1-(5-meTnin-4-geHuii-3-(3TokcnkapooH 1) TuodeH-2-uJl)-
4-0Kc0-5-(2-0Kco-2-peHmDTHINAEH)-4,5- TurHaApo-1 H-nuppoJi-3-kapooHoBoii
KHCJIO0THI 1841,

Beixon 50%. XKenteie kpuctamibl. T, = 136-138 °C

(muoxcan). UK cmextp, v, ecm: 1677 (CONH,), 1720
oMme (COOEt), 3172, 3291, 3405 (NH,). Cmektp SIMP 'H,

(300 MI';, CDCl), 8, m.a.: 0.98 (1, J 7.1 T'u, 3H, Me),

2.35 (c, 3H, Me), 3.84 (c, 3H, OMe), 4.08 (xB, J 7.1 I'l,
2H, CH,0), 5.15 (¢, 1H, NH), 591 (¢, 1H, C=CH), 5.96 (¢, 1H, NH,), 6.91 (m, J 8.7
I'm, 2H, Har), 7.30 (M, SH, Har), 7.55 (c, 1H, NHy), 7.94 (m, J 8.7 I'u, 2H, Ha,), 8.70 (c,
1H, NH,). Haiineno, %: C 63.23, H 4.75, N 7.92, S 6.00. CgH25N304S. Beruucneno, %o:
C63.26,H4.74, N 7.90, S 6.03.

Otuiosblii 3¢up (E)-2,5-1uokco-1-(2-okco-2-penmmTnimaen)-1,2,4,5,6,7,8,9-
okTaruapooenso[4,5]tueno|3,2-ejnuppoJio[l,2-a|mupumuann-3-KapooHOBOM

KHCJ0THI 19a.

0 Meton A: k pactBopy 3.81 r (0.01 moinb) coequnenus: 10a B
EtO 0 5
) o 80 mu1 0.4 mMon/n pacTBOpa TpuUedITUIAMUHA B OE3BOTHOM TOJYOJIE
=
NN npubasisii 1.13 T 3TUOBOrO 3pupa 1MMAHOYKCYCHOU KUCIIOTHI.
O = S o o
—° 19a [Tonyuennsiit pactBop HarpeBanu a0 100 °C u BelAEpKHUBAIN OpH

JTOM TeMIeparype B TE4YeHHE dvaca. PacTBop oxyaxpamu a0
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KOMHATHOMH TeMIIepaTyphl, BBINIABLIN I 0CaJIOK OT(QUIBTPOBBIBAIIH u
MEPEeKPUCTALIN30BbIBAIM M3 aneToHutpuina. Beixox 78 %. Meton b: 495 r
coenuHeHns 18a pactBopuiau B 30 M YKCYCHOW KHCJOTBI, TOJyYEHBIH pPacTBOP
KUISITWIIA B TeYeHMH 2 4YacoB. PacTBop oOxJaxkjganaw, BbINABIIMKA  0OCaJOK
OT(UIBTPOBBIBAIM U MEPEKPUCTAJUIM30BBIBATIM M3 aleToHuTpuia. Beixon 68 %.
enreie kpuctammel. Tp,= 253-255 °C (aneronutpmn). UK cmektp, v, cm™: 1664
(CONH), 1711 (COOEt), 3211 (NH). Crextp SIMP 'H, (500 MI'y, DMSOygs), &, M.z.:
1.29 (1, J 7.1 T'u, 3H, Me), 1.87 (M, 2H, CH,), 1.91 (M, 2H, CHy), 2.77 (M, 2H, CHy),
3.00 (m, 2H, CH,), 4.29 (xB, J 7.1 ', 2H, CH,0), 6.82 (c, 1H, C=CH), 7.45 (m, J 7.7
I'u, 2H, Hap), 7.59 (M, J 7.4 T, 1H, Ha), 7.98 (m, J 7.5 T'u, 2H, Hyay), 10.82 (c, 1H,
NH,). Cnexrp SIMP B¢ (126 MI', DMSOg), 0, m.1.: 14.4, 21.8, 22.8, 24.5, 25.3, 60.8,
87.8,116.7, 117.8, 128.8, 128.9, 129.3, 133.5, 134.0, 134.7, 136.1, 143.5, 153.8, 161.0,
164.5, 173.9, 191.3. Macc-cniektp, m/z: 448 [M]". Macc-cnektp, m/z 449.12 [M+H]".
Haiineno, %: C 64.30, H 4.50, N 6.25, S 7.10. C,4H5N,Os5S. Brruncieno, %: C 64.27,
H 4.50, N 6.25, S 7.15.

PeHTreHOCTpYKTYpHBI aHAJIN3 COEJUHEHUS BBITIOJIHEH HAa MOHOKPHUCTAJUIBHOM
aBromatudyeckom audpakromerpe Xcalibur R ¢ CCD-getexkTopoM 1Mo cTaHAApTHOMN
Metoguke [MoKo-u3nyuenue, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. Jlns aHanmu3a WCHOJB30BaH OOJOMOK OJICAHO-)KEITOTO MPU3MATHYECKOTO
kpuctayia (0.4x0.5%0.4 mm). [lornoiieHre y4TeHO SMOUPUYECKUA C UCIIOIb30BAaHUEM
anmroputMa SCALE3 ABSPACK [181]. Cunronust Kpucramia OpTopoMOWYecKas,
npocTpaHcTBeHHas rpynna P n a 2, a 24.3035(79) b 16.9930(40) ¢ 5.0535(14) A, V
2087.04(10) A3, Ca4H2oN2OsS. Z 4. Bceero usmepeno 11445 orpaxeHusi, U3 HUX
He3aBUCUMBIX 4568, 2892 otpaxenue ¢ I > 20(l). IlonmnoTta cbopa manHbIX misa 0 <
26.00° 99.9%. Crpykrypa pacmudpoBaHa MOpSIMbIM METOJOM M yTOYHEHA
nonsoMatpudesiM MHK 1o F? B aHH30TPONHOM NpPHOMIKCHWHM IS BCEX
HEBOJIOPOAHBIX aTOMOB. ATOMBI BOJOpOJia BKJIIOYEHbl B YTOUYHEHHE B MOJEIHU
HAe3[HUKa B M30TPOMHOM MPHUOIMKEHWH C 3aBUCHMBIMH TEIUIOBBIMH TMapaMeTpamH.

Bce pacdersl mpoBeICHBI C UCTOIb30BaHUEM TporpammHoro maketa SHELX97 [182].
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OxonuarenbHbie MapameTpbl yrouHeHus: R; 0.065, WR; 0.133 [qns oTpakeHuit ¢
I>2c(1)], Ry 0.112, WR, 0.153 (mst Bcex orpaxenwmii), GooF 1.005.

AHanornyHo no mMerony A ObulM mosydeHsl coenuHenus 196-i, a nmo merony b
coenuHeHus 196-r.e.

OtuaoBblii  3pup  (E)-2,5-nuokco-1-(2-(4-meTniadennn)-2-0KcodTHIHAEH)-
1,2,4,5,6,7,8,9-okTaruapoden3o[4,5]tueno[3,2-e|nmuppoJio[1,2-a|mupumuann-3-
Kap0OHOBOM KHCJIA0THI 190.

Beixoa: meron A(b) 81(90) %. XKentbie kpucTaibl.

T = 258-259 °C (aneronutiup). UK cnektp, v, e 1698
Me (CONH), 1715 (COOEt), 3209 (NH). Crmextp SIMP 'H,

(400 MI', DMSOg6:CCly(4:1)), 6, m.a.: 1.23 (1, J 7.1 Ty,

3H, Me), 1.88 (M, 4H, 2CH,;), 2.24 (c, 3H, Me), 2.80 (M,
2H, CH,), 2.90 (M, 2H, CH,), 4.20 (xB, J 7.1 ', 2H, CH,0), 6.97 (c, 1H, C=CH), 7.32
(M, J 8.1 T, 2H Hp,), 7.84 (M, J 8.1 T'i, 2H Hpp) 10.27 (ymr. ¢, 1H, NH). Cnextp SIMP
3C (101 MI', CDCly), 8, m.a.: 14.1, 21.1, 21.4, 22.3, 23.8, 24.8, 59.4, 86.9, 115.9,
117.5, 128.5, 128.7, 129.0, 132.0, 133.9, 134.0, 143.9, 153.9, 160.6, 163.2, 170.6,
173.6, 190.8. Macc-cuektp: m/z: 479.27 [M+H]". Haiineno, %: C 64.90, H 4.77, N
6.05, S 6.94. CxsH2,N,05S. Beruucneno, %: C 64.92, H 4.79, N 6.06, S 6.93.

OtunoBblii  3pup (E)-2,5-nuokco-1-(2-(4-meTokcudeHMI)-2-0KCOITHIIH/IEH)-

1,2,4,5,6,7,8,9-okTarnapoden3o[4,5]tueno[3,2-e|nuppoJio[1,2-a|nupumuaun-3-
Kap0oOHOBOH KMCJIOTHI 19B.

Brixoa: meton A(B) 69(84) %. Meton B: k pacTtBopy
4.29 t (0.01 momp) coenunenuss 6B B 50 mu cyxoro

oMe Tomyosa mpubasisum 2.06 T DCC. PactBop HarpeBanu 110

100 °C u BpIAEp)KUBAIM TIPU ATON TEMIIEPATYPE B TEUCHHE
yaca, oOpa3oBaHue 3-UMUHODYpaHOHA KOHTPOJIUPOBAIHU
no TCX. PacrBop oxmaxmanu ©  OTOUIBTPOBBHIBAIM  BBITIABIIMNA  OCAJOK
quuukiorekcuiMounBubl. K gunbrpaty nobasmsuin 1.13 1 (0.01 Monb) 3THIIOBOTO
a¢urpa MUaHOYKCYCHON KUCIOTH U 2.02 T TpudTHiIaMuHa 10 KoHIeHTpamuu 0.4 MOJIb/TI.

PacTBOp BBIAEp)KMBAIM B TEUEHHE 2 U MPU TEMIIEPAType KUIIEHUS TOJdyosa. BeimaBmmii
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0CaJI0K OT(PUIBTPOBBIBAIN U MEPEKPUCTATUTM30BBIBATIN U3 alleTOHUTpwIA. Beixon 55 %.
Kenteie xpuctamiel. T,,= 253-254 °C (aneronutpuin). UK cmektp, v, eml 1694
(CONH), 1715 (COOEt), 3202 (NH). Cnekrp SIMP 'H, (500 MI'ti, CDCly), 8, m.x.:
1.30 (1, J 7.1 T'u, 3H, Me), 1.86 (m, 2H, CH,), 1.92 (m, 2H, CH,), 2.77 (M, 2H, CHy),
2.99 (M, 2H, CH,), 3.86 (c, 3H, OMe), 4.29 (xB, J 7.1 T'u, 2H, CH,0), 6.81 (¢, 1H,
C=CH), 6.93 (M, J 8.9 I'i, 2H, Ha), 7.95 (M, J 8.9 I', 2H, Ha), 10.81 (c, 1H, NHy).
Crextp SIMP °C (126 MI'y, CDCly), 8, m.i.: 14.5, 21.2, 22.4, 25.7, 26.3, 55.3, 57.9,
87.8,114.1, 116.7, 118.1, 129.2, 129.3, 131.3, 133.4, 134.3, 143.6, 153.9, 160.8, 164.3,
164.5, 174.0, 189.7. Macc-cniektp, m/z: 478 [M]". Haiigeno, %: C 62.79, H 4.60, N
5.83, S 6.71. CxsH2,N,06S. Brruucneno, %: C 62.75, H 4.63, N 5.85, S 6.70.

AHanorugHoB 1o MeToy B Obu1o momyeHo coenunenue 21.

OtuioBblii  dpup  (E)-2,5-a1mokco-1-(2-0kco-2-(4-xa0pdheHna)dI THIHAEH)-
1,2,4,5,6,7,8,9-okTarnapoden3o[4,5]tueno[3,2-e¢|nuppoio|l,2-a|mupumuann-3-
Kap0oOHOBOI1 KMCJIOTHI 19r1.

Beixoa: meton A(b) 70(86) %. Xentele kpuctayibl.

Tu= 265-265 °C (aneronutnup). UK cmektp, v, cm'l: 1697

o (CONH), 1717 (COOEt), 3198 (NH). Cnekrp SIMP ‘H,

(500 MI';, CDCly), 8, m.a.: 1.30 (1, J 7.1 ', 3H, Me), 1.87

(M, 2H, CHy), 1.93 (M, 2H, CH,), 2.78 (M, 2H, CHy), 2.99

(M, 2H, CH,), 4.29 (xB, J 7.1 ', 2H, CH,0), 6.75 (¢, 1H, C=CH), 7.48 (m, J 8.6 ',

2H, Hap), 7.91 (M, J 8.6 T, 2H, Ha,), 10.82 (c, 1H, NH,). Haiineno, %: C 59.65, H
3.98, N 5.82, S 6.61. Cy;H19CIN,OsS. Brruucneno, %: C 59.69, H 3.97, N 5.80, S 6.64.

OtuioBblii  3pup  (E)-2,5-mmokco-1-(2-okco-2-(THo(eH-2-WiT1)I THIH/IEH)-
1,2,4,5,6,7,8,9-okTarnapoden3so[4,5]tueno[3,2-e|JnuppoJio[1,2-a|nupumuann-3-
Kap0OHOBOI KHMCJIO0THI 19]1.

0 Beixog 82 %. Xentele kpuctamel. T,,= 256-259 °C
HO 79 (aueronutpmn). UK cmektp, v, cm™: 1695 (CONH), 1716

5 (COOEY), 3201 (NH). Criextp SIMP 'H, (400 MI't;, DMSOygs), 3,
S o m.a.: 1.20 (m, 3H, Me), 1.24 (m, 4H, 2CH,), 1.89 (M, 4H, 2CH)),

SN
HN™ °N

o =
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4.19 (M, 2H, CH,0), 6.77 (¢, 1H, C=CH), 7.48 (an, J 4.6, 3.9 I';, 1H, Ha/), 7.74 (M, 1H,
Har), 7.96 (M, 1H, Hpa;), 11.53 (c, 1H, NH,) Haiineno, %: C 58.10, H 3.97, N 6.18, S
14.14. Cy4H19CIN,OsS. Berancneno, %: C 58.14, H 3.99, N 6.16, S 14.11.

OTuiaoBblii  3pup  2,5-muMeTHi-4,7-1H0KCO-8-(2-0Kc0-2-peHMII THIH/IEH)-
4,5,7,8-Trerparugponuppo.io[1,2-altueno|3,2-e|nupumuanH-6-kapooHOBOM
KHucJ0ThI 19e.

0 Boixon: meron A(B) 83(98) %. XKentbie kpuctamisl. T, = 242-
0 ’ ) 243 °C (aueronntpun). UK cmektp, v, em™: 1662 (CONH), 1718
O%ﬁs (COOEY), 3230 (NH). Crextp SIMP 'H, (400 MI', DMSOg), 8,

=/ 19e m.a.: 1.22 (1,3 7.0 I'u, 3H, Me), 1.41 (c, 6H, Me), 4.19 (xB, 7.0 ',
w 2H, CH,0), 7.03 (c, 1H, C=CH), 7.52 (m, J 7.7 I'i, 2H, Ha), 7.65
(M, J 7.3 T, 1H Hpp), 7.96 (M, J 7.5 T't, 2H Hpy), 10.69 (ym. ¢, 1H, NH). Cnektp AMP
3C (101 MI'y, DMSOg), 8, m.u.: 11.8, 12.3, 14.1, 59.4, 86.8, 116.6, 117.4, 125.8,
128.4, 128.5, 130.0, 133.4, 134.2, 136.3, 143.4, 154.2, 160.5, 163.2, 173.7, 191.5.
Haiineno, %: C 62.50, H 4.27, N 6.62, S 7.56. C»HgN,OsS. Brruucieno, %: C 62.55,
H4.29, N 6.63, S 7.59.

ITHJIOBBII 3pup 2,5-numerni-4,7-quokco-8-(2-(4-meruiienun)-2-
OKCcOITHIIHAEH)-4,5,7,8-TeTparuaponupposio[1,2-a|tueno[3,2-e|nupuMuIuH-6-
Kap0OOHOBOI KHCJOTHI 19:K.

Beixon 80 %. Xenteie kpuctamisl. T, = 246-247 °C

(aueronutpun). UK cmextp, v, e 1697 (CONH), 1714
Me (COOEt), 3209 (NH). Cmextp SMP 'H, (400 MI,

DMSOg), 6, m.a.: 1.22 (1, J 7.1 T'n, 3H, Me), 2.40 (c, 3H,

Me), 2.41 (c, 6H, Me), 4.19 (x8, 7.1 T'u, 2H, CH,0), 6.99
(c, 1H, C=CH), 7.32 (m, J 8.1 T', 2H, Ha,), 7.85 (M, J 8.1 ', 2H, Hp,), 10.75 (ym. c,
1H, NH). Crextp SIMP °C (101 MI'w, CDCly), 8, m.a.: 11.8, 12.3, 14.1, 21.1, 59.4,
86.8, 116.6, 117.6, 125.8, 128.5, 129.1, 130.0, 134.0, 134.1, 143.4, 144.0, 154.2, 160.4,
163.2, 173.7, 190.9. Haiineno, %: C 63.25, H 4.60, N 6.46, S 7.37. Cy3HyN,0sS.
Brruucneno, %: C 63.29, H 4.62, N 6.42, S 7.35.
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I THJIOBBII 3pup 2,5-numeTna-4,7-nuokco-8-(2-(4-merokcudernun)-2-
OKCOITWINAEH)-4,5,7,8-TeTparnaponuppo.io|1,2-aJtueno|3,2-e|nupumMuaun-6-
KapOOHOBOM KHCJIOTHI 193.

Brixon 69 %. Xenteie kpuctamibl. Ty, = 253-254 °C

(auetonntpun). UK crextp, v, cm™: 1695 (CONH), 1715
ome (COOEt), 3198 (NH). Cnekrp SMP 'H, (500 M,

CDCl,), o, m.a.: 1.30 (1, J 7.1 T'u, 3H, Me), 2.41 (c, 3H,

Me), 2.46 (c, 3H, Me), 3.86 (c, 3H, OMe), 4.28 (kB, J 7.1
I'u, 2H, CH,0), 6.81 (c, 1H, C=CH), 6.92 (M, J 8.8 I'i, 2H Ha;), 7.94 (M, J 8.8 I'i, 2H
Har) 10.97 (¢, 1H, NH). Haiineno, %: C 61.02, H 4.43, N 6.18, S 7.05. Cy3H»N,OgS.
Brruucneno, %: C 61.05, H 4.46, N 6.19, S 7.09.

ITHJIOBBII 3pup 2,5-numeTnia-4,7-quokco-8-(2-oxco-2-(4-
xjaopdennn)dITuauaen)-4,5,7,8-rerparuaponuppo.o|1,2-ajrueno|3,2-
e|nupuMHuINH-6-KapO0HOBO# KHCJI0THI 191.

Beixon 67 %. XKenteie kpuctamibl. T, = 250-251 °C
(aueronntpmn). MK crektp, v, M 1697 (CONH), 1718
o (COOEt), 3188 (NH). Cmexrp SIMP 'H, (400 MIu,
DMSOg6:CCly(4:1)), o, m.a.: 1.20 (t, J 7.1 T'u, 3H, Me),
2.39 (c, 3H, Me), 2.40 (c, 3H, Me), 4.17 (xB, 7.1 T'u, 2H,
CH,0), 7.05 (c, 1H, C=CH), 7.60 (m, J 8.5 T'u, 2H Hp,), 7.97 (m, J 8.5 T'u, 2H Ha)
10.82 (ymr. ¢, 1H, NH). Haiineno, %: C 57.80, H 3.70, N 6.12, S 7.06. C,,H;7CIN,OsS.
Berancneno, %: C 57.83, H 3.75, N 6.13, S 7.02.
AMHJ (E)-2,5-nnokco-1-(2-okco-2-penmmruanaen)-1,2,4,5,6,7,8,9-

okTaruapooen3o[4,5]Tueno|3,2-eJnuppoJio[1,2-a|mupumuana-3-KapooHOBOM
KHCJI0THI 19K.

O Bexon 97 %. Xenrele kpuctammel. T,,= 283-285 °C

H,N 0O
S oA . (anerompun). VK cniextp, v, ew™: 1662, 1709 (CONH, CONH),
oo 3201 (NH). Criexrp SIMP H, (400 MI'ti, DMSOy), 8, M. 1.84
(0) =
5 1o (M, 4H, 2CHy), 2.78 (m, 2H, CHy), 2.89 (m, 2H, CHy), 6.96 (yu. c,
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2H, NH,), 7.09 (¢, 1H, C=CH), 7.54 (m, J 7.5 T'u, 2H, Ha;), 7.67 (M, J 7.2 Ty, 1H, Hay),
7.98 (m, J 8.0 I'u, 2H, Hja,). Haiineno, %: C 63.01, H 4.07, N 10.00, S 7.62.
C2H17N30,4S. Brruucneno, %: C 63.00, H 4.09, N 10.02, S 7.64.

AMu (E)-2,5-muokco-1-(2-(4-meTokcu(peHII)ITHIHAEH)-2-0KCO-
1,2,4,5,6,7,8,9-okTarugpoden3o[4,5]tueno[3,2-e|muppoJio[1,2-a|mupumuaun-3-
Kap0OoOHOBOM KHMCJIOTHI 19.1.

Beixon 78 %. XKenrtele kpucramibl. T, = 287-288
°C (ameronutpmn). UK crmektp, v, cm ™ 1670, 1713
oMe (CONH, CONHy), 3134, 3376 (NH, NH,). Crektp SIMP

'H, (400 MI', DMSOgs:CCly(4:1)), 8, m.i.: 1.85 (m, 4H,

2CHy), 2.79 (M, 2H, CHy), 2.90 (M, 2H, CH,), 2.88 (c,
3H, OMe), 7.04 (m, 1H, C=CH, 2H, Ha,, 3H, NH, NH,), 7.94 (m, J 8.7 I', 2H, Ha,).
Haitineno, %: C 61.42, H 4.24, N 9.33, S 7.10. Cx3HgN30s5S. Brruucieno, %: C 61.46,
H 4.26, N 9.35, S 7.13.

1,6-Inokco-6-penni-2-unano-2-3rokcu-4-[((3-3Tokcnkapoonmni)-4,5,6,7-

TeTparuapodenso[b]Ttuoden-2-mn)amuno|rekca-2,4-quen-3-onar kaaus 20a.

EtO K pactBopy 3.81 r coenunenus 10a B 80 Ma 0e3BOAHOIO
0 .
Qf nrokcaHa mpuoaBuwisiid 1.13 T aTriioBoro 3¢upa NMUaHOYKCYCHOM
S .
NH O KHUCJIOTBI, K TOCJIeueHHoM cmecu npoOamienuem 1.12 r t-BuOK,
Os Xy
K@ \~, Ph o [0
0.9 noiy4yeHbli pactBop HarpeBanu g0 50 °C u BbIAEpKHUBaIud B
Y CN
OEt 20a tedyeHne 10 MuH, BBINABIIMI OCAZOK OT(QUIBTPOBBIBAIU U

NIEPEKPUCTAIUIM30BBIBAIIN U3 AUOKcaHa. Beixox 82 %. XKenreie kpuctaimnsl. Ty, = 215-
216 °C (amokcan). UK crmextp, v, cMm™: 1700 ymr. (COOEY), 2202 (CN), 3377 (NH).
Crextp SIMP 'H, (400 MI', DMSOgg), 8, m.1.: Z u3omep (92%): 1.04 (t, J 7.1 T'w, 3H,
Me), 1.38 (1, J 7.1 I'n, 3H, Me), 1.73 (M, 4H, 2CH,), 2.57 (m, 2H, CH)), 2.71 (M, 2H,
CH,), 3.87 (xB, J 7.1 I'u, 2H, CH,0), 4.40 (xB, J 7.1 T'u, 2H, CH,0), 5.78 (c, 1H,
C=CH), 7.52 (m, 3H, Hya), 7.90 (M, J 7.1 T'u, 2H, Hya), 13.68 (c, 1H, NH); E uzomep
(8%): 1.19 (1, J 7.1 T'u, 3H, Me), 1.38 (M, 3H, Me), 1.73 (M, 4H, 2CH,), 2.57 (m, 2H,
CHy), 2.71 (m, 2H, CH;), 4.08 (xB, J 7.1 I', 2H, CH,0), 4.40 (M, 2H, CH,0), 6.04 (c,
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1H, C=CH), 7.52 (m, 3H, Ha/), 7.94 (M, J 7.3 T'u, 2H, Ha/), 13.45 (c, 1H, NH). Cnektp
SIMP °C (101 MI'r, DMSOge), 8, m..: 14.3, 22.2, 22.5, 23.9, 26.0, 57.7, 59.9, 74.9,
92.6, 112.5, 121.3, 126.0, 126.9, 128.4, 131.3, 131.9, 139.1, 148.4, 159.7, 163.1, 166.7,
182.8, 188.0. Haiineno, %: C 58.60, H 4.70, N 5.28, S 6.04. CyH,5KN,O6S.
Brrancieno, %: C 58.63, H 4.73, N 5.26, S 6.02.

AHaJIOrU4YHO OBLIM TOJIy4eHbI coenuHeHus 200,B.

1,1-Anumnano-5-(4-meTokcudennn)-5-okco-3-[((3-3Tokcukapoonuna)-4,5,6,7-

TeTparuapodenso[b]Tuoden-2-mn)amuuo|nenra-1,3-quen-2-onar kaaus 200.

EtO Beixon 85 %. XKentsie kpuctamibl. Tpu,= 234-235

Qf © °C (mmokcan). MK cmextp, v, cm™: 1683 yur. (COOEY),

STONH O 2185, 2206 (CN), 3377 (NH). Crrexp SIMP 'H, (400 MI1,

K® Oé‘: h DMSOg), 8, M.11.: Z m3omep (9%): 1.35 (m, 3H, Me), 1.72
NC” CN 406 OMe

(M, 4H, 2CH,), 2.59 (M, 2H, CH,), 2.70 (M, 2H, CH,), 3.82
(c, 3H, OMe), 4.35 (m, 2H, CH,;0), 5.87 (c, 1H, C=CH), 6.99 (m, 2H, Ha), 7.86 (M, J
8.8 I', 2H, Hp), 13.34 (c, 1H, NH); E m3omep (91%): 1.35 (1, J 7.1 T'i, 3H, Me), 1.72
(M, 4H, 2CHy), 2.59 (M, 2H, CH,), 2.70 (M, 2H, CH,), 3.84 (¢, 3H, OMe), 4.35 (xB, J 7.1
I'u, 2H, CH,0), 6.10 (¢, 1H, C=CH), 7.03 (m, J 8.8 I't, 2H, Ha;), 7.86 (M, J 8.8 ', 2H,
Har), 13.26 (¢, 1H, NH). Haiineno, %: C 58.20, H 4.31, N 8.19, S 6.20. CysH2,KN3OsS.
Beruucneno, %: C 58.23, H 4.30, N 8.15, S 6.22.
1-AmMuHo0-1,6-110KCc0-6-(4-MeToKCHpenn)-2-tnano-4-[((3-3TokcuKkapooHMI)-

4,5,6,7-Trerparuapoden3o|[b]tuoden-2-nir)amuuo|rexc-4-en-3-oaar kaaus 20B.

EtO Bexog 90 %. Xentble kpuctamibl. Ty, = 201-202

/] 0 °C (mmokcan). UK crmektp, v, cM ™ 1666 ym. (CONH,,
Vg COOEY), 2190 (CN), 3266, 3452 (NH, NH,). Criextp SIMP
Kf o 'H, (400 MI'1r, DMSOg), 8, m.1.: Z mzomep (21%): 1.36
L, T PN (M, 3H, Me), 1.72 (i, 4H, 2CHy), 2.56 (v, 2H, CF), 2.70

(M, 2H, CH,), 3.83 (c, 3H, OMe), 4.32 (M, 2H, CH,0), 5.89 (¢, 1H, C=CH), 6.34 (ymu. c,
1H, NH,), 7.00 (m, 2H, Ha;), 7.87 (M, J 8.8 T'i, 2H, Hpy), 8.55 (ymr. ¢, 1H, NH,), 13.35
(c, 1H, NH); E uzomep (79%): 1.36 (m, 3H, Me), 1.72 (M, 4H, 2CH,), 2.56 (M, 2H,
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CH,), 2.70 (M, 2H, CH,), 3.84 (c, 3H, OMe), 4.39 (xB, J 6.9 ', 2H, CH,0), 6.03 (c,
1H, C=CH), 6.34 (ym. c, 1H, NH,), 7.03 (M, J 8.8 I'i, 2H, Ha), 7.94 (M, J 8.8 'y, 2H,
Har), 8.55 (ym. ¢, 1H, NH,), 13.46 (c, 1H, NH). Haiineno, %: C 56.02, H 4.86, N 7.87,
S 6.00. Cx5H26KN306S. Brraucneno, %: C 56.06, H 4.89, N 7.84, S 5.99.

ITUJIOBBIH 3¢pup (E)-1-(3,3-nuMeTHI-2-0KCOOyTHIIHAEH)-2,5- THOKCO-
1,2,4,5,6,7,8,9-okTarugpoden3zo[b]tueno|3,2-e|nuppoJio[1,2-a|nupumMuanH-3-
KapOOHOBOM KMCJIOTHI 21.

0 CoenuHenus 21 JOMOJHUATEIBHO OYHUINAIU TIPU ITOMOIIH

EtO O
O o
J KOJIOHOYHOU XpOMaTOFpa(bI/II/I Ha CUJIMKaresme: 3JIFOCHT

=~ (@twnanerar/rekcad 1:10). Boixon 45 %. XenTele KpUCTAILIBI.
11 Tu= 223-224 °C (aneronutpun). UK crmextp, v, em™: yur. 1705
(CONH, COOEt), 3201 (NH). Cmextp SIMP 'H, (400 MI,
CDCly), 6, m.1.: 1.31 (¢, 9H, 3Me), 1.37 (1, J 7.1 I'u, 3H, Me), 1.89 (M, 4H, 2CHy), 2.77
(M, 2H, CHy), 2.98 (M, 2H, CH,), 4.37 (xB, J 7.1 ', 2H, CH,0), 6.69 (c, 1H, C=CH),
10.81 (c, 1H, NH,). Crextp SIMP °C (101 MI'y, CDCl3), 8, m.xa.: 14.0, 21.2, 22.2, 23.9,
24.7, 25.8, 44.6, 60.2, 87.3, 116.1, 117.9, 128.5, 132.9, 133.3, 142.9, 153.3, 160.0,
163.9, 173.4, 206.3. Macc-crektp, m/z: 429.17 [M+H]". Haiineno, %: C 61.65, H 5.69,
N 6.57, S 7.47. C;,H,4N,05S. Beruucieno, %: C 61.67, H 5.65, N 6.54, S 7.48.
ITHJIOBBII 3¢up 2,5-nuokco-1-(2-oxco-2-pennadTua)-1,2,4,5,6,7,8,9-
okTaruapodenso[b]rueno|3,2-eJmuppoao[l,2-ajmupumMuanH-3-KapOOHOBOI

KHMCJIOTHI 22a.

0 K pactBopy 4.95 r (0.01 Monb) coenunenus 18a unu 4.49 r

o ) 7o . (0.01 wmonb) coenunenust 19a B 30 My yKCYCHOM KHUCIOTBI
HV N no0oBysn 3-5 KpaTHBIM M30BITOK UMHKOBOM MbUIH. [lomydeHsrit
0 i S pPacTBOp BBIICP)KUBAIA B TEUCHHUE 2 4 MPU TEMIEpaType KHUICHUS

22a
KHUCJIOTBI, IOJIyYEHHBIN PACTBOP BBICAKUBAIN IUCTEIUUPOBAHHOU

BOJIOM, 0CaOK OT(UBTPOBBIBAIM M IIEPEKPHUCTAIIM30BBIBAIM U3 allETOHUTPHIA. BBIXox
84(82) %. bembie kpucramisl. Ty, = 211-213 °C (aneronutpmn). UK crektp, v, cm™:
1685 (CONH), 1740 (COOEt), 3185, 3263 (NH). Crextp SIMP 'H, (400 MI';, CDCly),
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o, m.a.: 1.40 (t, J 7.1, 3H, Me), 1.82 (m, 4H, 2CH,), 2.65 (M, 2H, CH,), 2.94 (m, 2H,
CHy), 3.78 (an, J 18.5, 4.2 I', 1H, CHy), 3.91 (nm, J 18.5, 4.2 I'y, 1H, CH,), 4.37 (M,
2H, CH,0), 4.80 (t, J 4.2, 1H, CH), 7.49 (m, J 7.5, 2H, Ha), 7.61 (M, J 7.4, 1H, Hp)),
7.95 (M, J 7.4, 2H, Ha,), 10.78 (c, 1H, NH,). Criextp SIMP **C (126 MI', DMSOg), 8,
m.a.: 14.5, 21.7, 22.7, 24.5, 25.3, 37.3, 60.5, 62.4, 88.2, 116.2, 128.2, 128.8, 133.7,
133.9, 135.6, 147.2, 154.6, 162.6, 164.8, 168.6,187.0, 194.3. Macc-criektp, m/z: 450
[M]". Haiineno, %: C 64.00, H 4.93, N 6.20, S 7.12. C,H»N,05S. Beraucieno, %: C
63.98, H4.92, N 6.22, S 7.12.

AHan0ru4HO OBLTM TIOTY4YEHBI cOenHeHus 230,B.

ITHJIOBBI 3pup 2,5-mnokco-1-(2-(4-MmeTokugeHnI)-2-0KCOITHI)-
1,2,4,5,6,7,8,9-okTarnapoden3zo|b]tueno|3,2-e|nuppoJio[1,2-a|nupumMuanH-3-
Kap0OHOBOI1 KHCJI0THI 220.

Beixon 62(70) %. benbie kpuctamiel. Ty, = 206-208
°C (aueronutpun). UK cmextp, v, cm™: 1678 (CONH),
oMe 1709 (COOEY), 3183, 3236 (NH). Crexrp SIMP ‘H, (500

MI';, CDCly), 8, m.a.: 1.38 (1, J 7.1 'y, 3H, Me), 1.79 (m,

4H, 2CH,), 2.61 (M, 2H, CHy), 2.90 (M, 2H, CH,), 3.74 (mx,
J 18.5, 4.2 I'u, 1H, CH,), 3.86 (mx, J 18.5, 4.2 I'n, 1H, CHy), 3.87 (c, 3H, OMe), 4.35
(M, 2H, CH,0), 4.78 (ym. T, 1H, CH), 6.93 (M, J 8.9 I'i, 2H, Ha;), 7.90 (M, J 8.9 T'ny, 2H,
Har), 10.75 (c, 1H, NH). Haiineno, %: C 62.50, H 5.00, N 5.85, S 6.67. CysH24N,O6S.
Beruucneno, %: C 62.49, H 5.03, N 5.83, S 6.67.

220

OTHiaoBbIi 3¢up 2,5-1uokco-1-(2-oxco-2-(4-xnopdenna)dtun)-1,2,4,5,6,7,8,9-
okTaruapooenso[b]tueno|3,2-eJnuppo.o[1,2-ajnupumMuauH-3-KapoOHOBOI
KHMCJIOTHI 22B.

Beixon 68(75) %. bensie kpucramisl. T, = 203-204 °C
(auetonntpun). MK cmektp, v, em™: 1639 (CONH), 1737

o (COOEY), 3261, 3426 (NH). Crextp SIMP ‘H, (500 MI,
DMSOg), 6, m.n.: 1.38 (1, J 7.1 T'i, 3H, Me), 1.81 (M, 4H,
2CH,), 2.63 (m, 2H, CHy), 2.92 (M, 2H, CH,), 3.75 (ax, J
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18.5, 4.1, 1H, CH,), 3.86 (a1, J 18.5, 4.1 I'y, 1H, CH,), 4.36 (M, 2H, CH,0), 4.77 (1, J
4.4, 1H, CH), 7.45 (m, J 8.6 T'i, 2H, Ha), 7.87 (M, J 8.6 'y, 2H, Ha), 10.78 (c, 1H,
NH,). Criektp IMP *°C (126 MTI'y, DMSOge), §, m.i1.: 14.5,21.7,22.8, 24.5,25.3, 37.2,
60.6, 62.4, 88.3, 116.3, 128.2, 129.2, 129.6, 133.9, 140.0, 140.6, 147.1, 154.6, 162.7,
164.7, 186.9, 193.2. Haiineno, %: C 59.40, H 4.38, N 5.75, S 6.61. Cy;H,;CIN,OsS.
Brrancieno, %: C 59.44, H 4.36, N 5.78, S 6.61.

ITUJIOBBI 3¢pup 2-{[(2)-amunH0((Z)-2,4-nmokco-5-(2-okco-2-
(GeHUII THINIEH ) TUPPOJININH-3-WINAeH)MeTHJI |aMmuHo}-4,5,6,7-
TeTparuapodenso[b]tuoden-3-kapooHoBoii kucaoThI 23.

K pactBopy 4.95 r. (0.01 monb) coequnenus 18a B 50 mn
STUJIOBOTO CIUPTa NMpUOABIAIM 1 M KOHLEHTPUPOBAHHOU
0 cosstHOM KucyoTel. [lomydeHHbIl pacTBop BblaepkuBanu 30

MHUH IIpH TCMIICPATYPC KUIICHUA CIINPTA. PaCTBOp oxXJIaxaajin

0 ~ KOMHATHOM  TEeMIEparypbl,  BBIMABIIMH  OCaJ0K
OTQUIBTPOBBIBAIM M TMEPEKPUCTAIUIM3OBBIBAIM M3 AHOKcaHa. Beixox 75%. Cetiio-
JKelTble KpucTawist. Ty, > 300 °C (auokcan). UK crektp, v, em™: 1697 (COOE), 3191,
3333, 3369 (NH, NH,). Crextp SIMP 'H, (400 MI't, CDCly), 8, m.a.: 1.37 (1, J 7.1 I'y,
3H, Me), 1.84 (m, 4H, 2CH,), 2.71 (M, 2H, CH,), 2.83 (M, 2H, CH,), 4.41 (xB, J 7.1 T'm1,
2H, CH,0), 6.83 (c, 0.5H, C=CH), 6.88 (c, 0.5H, C=CH), 7.50 (M, J 7.5 I'i, 2H, Ha,),
7.52 (yur ¢, 2H, NH,), 7.58 (m, J 7.3 T'i, 1H, Ha;), 8.05 (M, J 7.3 T, 2H, Har), 9.72 (c,
1H, NH), 11.10 (c, 0.5H, NH), 11.66 (c, 0.5H, NH). Crextp SIMP “*C (100 MI'y,
DMSOg), 6, m.a.: 13.72, 21.8, 22.2, 24.3, 25.7, 60.6, 83.6, 92.9, 122.2, 127.5, 128.1,
132.3, 134.6, 137.9, 146.3, 147.7, 155.7, 171.8, 172.4, 181.1, 191.2, 191.3. Macc-
cnektp, M/z: 466.03 [M+H]". Haiineno, %: C 61.90, H 499, N 9.04, S 6.85.
C24H23N305S. Beruucneno, %: 61.92, H 4.98, N 9.03, S 6.89.

PeHTreHOCTpYKTYypHBIN aHAIU3 COCAWMHEHHUS BBITIOJHEH HAa MOHOKPHCTAIBHOM
aBToMatndeckoM audpaxromerpe Xcalibur R ¢ CCD-geTekTopoM MO CTaHAApTHOU
meroguke [MoKo-u3nyuenne, 293(2) K, o-ckanupoBaHue, mar cKaHupoBaHus 1°]

[181]. [ns anaim3a WCHOIB30BAaH OOJOMOK OJICAHO-XKEITOT0 IPHU3MATHUSCKOTO
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kpuctaiia (0.6x0.4x0.4 mm). [lornomeHne y4TeHO SMIOUPUYECKUA C UCIIOIb30BAaHUEM
anmroputMma SCALE3 ABSPACK [181]. CuHroHuss KpucTtauia TpPUKIUHHAS,
npocTpaHcTBeHHas Tpymma P -1, a 7.4722(19) b 10.100(2) ¢ 15.0008(18) A,
o 90.839(14) B 93.241(15) v 106.50(2) ° V 183.18(75) A®. CoH»N30sS. Z 2. Beero
n3MepeHo 8669 orpaxenus, u3 HUX He3aBUCHUMBIX 5017, 3265 orpaxkenue ¢ I > 2o(]).
[Tonnora cbopa manubix At 0 < 26.00° 99.9%. Crpykrypa pacmmdpoBaHa MpsSMbIM
METOAOM M yTouHeHa nojgHomarpuuaeiMm MHK no F° B aHU30TPOITHOM MPHUOJIMKEHUU
JUTSL BCEX HEBOJIOPOJHBIX aTOMOB. ATOMBI BOJIOPO/ia BKIIFOUEHBI B YTOYHEHUE B MOJICIIU
Hae3JHUKA B HU30TPOIHOM MPUOIMKEHUU C 3aBUCUMBIMU TEIUIOBBIMU MapamMeTpaMu.
Bce pacdersl mpoBeCHBI ¢ UCIOIb30BaHUEM Tporpammuoro maketa SHELX97 [182].
OxonuatenbHble mapameTpbl yrounenus: R; 0.083, wWR, 0.229 [ana oTpaxkeHuit c
I>2a(1)], Ry 0.12, WR; 0.262 (11 Bcex otpaxkenuii), GOoF 1.045.

ITUI0BBIA 3¢up 2-(5’-amuno-4’-kapoomoni-3’-okco-4-penni-1,3-
muruapocnupo(oenso[b][1,4]anazenun-2,2’-nmuppon)-1’(3’H)-na-4,5,6,7-
TeTparuapodenso[b]Tnoden-3-kapooHoBoii kKucJI0THI 24.

K pactBopy 4.95 r (0.01 monb) coequnenust 18a B 50 mu
cyxoro muokcHa mnpuoOaBmsm 1.08 r OPD ¢ mocnemyromum
nobasiaeHueM 50 Mk TpUPTOPYKCYCHOM KHUCHOTHI. [lomyudeHbii
pacBop BbiAepxkHBaIM cyTku npu 50 °C, oxyaxknamua 10

KOMHATHOM TeMIIepaTyphl, BBIMNABIINNA OCaJ0K OT(HUILTPOBBIBAIIN

U TIEPEKPUCTAILTU30BBIBAIIN U3 nokcana. Beixon 79 %. XKentoie kpuctamisl. T, = 187-
189 °C (guokcan). UK crextp, v, cm™: yin. 1648 (CONH,), 1705 (COOEt), 3188, 3270,
3316, 3433 (NH). Crextp SIMP 'H, (400 MI't;, DMSOg), 8, m.1.: 1.20 (1, J 7.1 'y, 3H,
Me), 1.63 (m, 4H, 2CH,), 2.65 (M, 4H, 2CHy;), 2.96 (1, J 13.8 I'u, 1H, CH,), 3.25 (1, J
13.8 T'n, 1H, CH,), 4.10 (M, 2H, CH,0), 6.37 (¢, 1H, NH,), 6.85 (c, 1H, NHy), 6.98 (m,
4H, Hpar), 7.26 (M, J 7.4 T, 2H, Ha,), 7.33 (M, 1H, NH, 1H, Hya), 7.47 (M, J 7.4 T'ni, 2H,
Har), 7.89 (c, 1H, NH,), 8.49 (c, 1H, NH,). Criektp SIMP **C (101 MI'y, DMSOygs), 8,
m.a.: 13.7, 21.8, 22.0, 24.4, 25.2, 33.7, 59.7, 83.9, 96.8, 121.2, 122.3, 125.9, 126.3,
127.2, 127.6, 128.3, 129.3, 133.4, 135.3, 136.4, 136.7, 138.7, 139.3, 160.8, 164.9,
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166.4, 167.1, 186.6. Macc-criextp, m/z: 556.06 [M+H]". Haiineno, %: C 64.80, H 5.22,
N 12.63, S 5.75. C39gH»9N50,4S. Brruucneno, %: C 64.85, H 5.26, N 12.60, S 5.77.

PeHTreHOCTpYKTYpHBI aHAIW3 COSAWMHEHHUS BBITIOJHEH HAa MOHOKPHCTALIBHOM
apromatuiueckoM audpakromerpe Xcalibur R ¢ CCD-getexkTopoM 1Mo cTaHAApTHON
Meroauke [MoKo-uznyuenne, 293(2) K, m-ckanupoBaHue, mar ckaHupoBaHus 1°]
[181]. [ns aHaim3a WCHOIB30BaH OOJOMOK OJICAHO-XKEITOr0 IPHU3MATHUSCKOTO
kpucrtamia (0.5x0.5x0.4 mwm). [lornomenne y4reHO SMIUPUYECKH C MCIOJb30BAaHUEM
airoputMa SCALE3 ABSPACK [181]. CuHronus KpucTajila MOHOKJIWHHAS,
npocTpaHcTBeHHas rpymma P 2i/cl, a 11.630(3) b 21.130(3) c¢ 14.732(2) A,
£106.26(2)°, V 3475.46 A®. CssHiN50;S (CaoHpNs0,8*1,5C,Hs0,). Z 4. Bceero
u3MepeHo 22194 orpaxenus, u3 HUX He3aBUCUMBIX 8247, 4116 otpaxenue ¢ [ > 2o(]).
[Tonnota cbopa panHbX A1 0 < 26.00° 99.9%. Crpykrypa pacmm@poBaHa NpsSMbIM
METOJOM U yTouHeHa monHoMarpruaabiM MHK 1o F? B aHH30TpOIHOM IIPHOIIKCHAN
JUTSL BCEX HEBOJIOPOJHBIX aTOMOB. ATOMBI BOJIOPO/ia BKIIFOUEHBI B YTOYHEHUE B MOJICIIU
Hae3HWKa B M30TPOIMTHOM MPHUOIMKEHUU C 3aBUCUMBIMHU TEIUIOBBIMH ITapaMeTpamMu.
Bce pacyersl mpoBeieHBI ¢ UCMONIBb30BaHUEM mporpaMmmHoro nakera SHELX97 [182].
OxonuatenpHble TapameTpbl yrounenwms: R; 0.113, WR, 0.319 [ans oTpaxkeHuii c
I>2a(1)], Ry 0.189, WR, 0.382 (ms Bcex otpaxenwmii), GOoF 1.152.

AHAJIOTUYHO OBLIO MOJYYEHO COCTUHECHUS 26.

OTHjaoBblii 3¢pup 2-(7-amuHO0-2-6eH3011-8-KapoomMon-9-okco-3-penna-1,2,6-
Tpuazacnupo|4.4]Hona-3,7-queH-6-un)-4,5,6,7-rerparuapodenszo|[b] tuoden-3-
KapOOHOBOI KMCJIOTHI 25.

Beixon 82 %. benbie kpuctaiel. T, = 180-182 °C (Tomyomn).
UK crextp, v, cM™: 1656 (CONH, CONH,), 1718 (COOEt), 3173,
3291, 3473 (NH, NH,). Crrextp SIMP 'H, (400 MI';, DMSOQyg), 3,
m.a.: 1.09 (1, J 6.9 T'n, 3H, Me), 1.81 (m, 4H, 2CH,), 2.82 (™, 4H,
2CH,), 4.17 (m, 2H, CH,0), 5.64 (c, 1H, C=CH), 6.84 (c, 1H,
NHy), 7.25 (¢, 1H, NHy), 7.37 (M, 3H, Har), 7.50 (M, J 7.4 T, 2H, Ha), 7.59 (M, 1H,
Har), 7.65 (M, 2H, Har), 7.80 (M, J 7.2 T'u, 2H, Ha(), 8.55 (c, 1H, NH;), 8.58 (c, 1H,

EtO
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NH,), 10.39 (¢, 1H, NH). Macc-cnexktp, m/z: 584.28 [M+H]". Haiineno, %: C 63.75, H
5.03, N 12.03, S 5.46. C3;H»9N505S. Brruucieno, %: C 63.79, H 5.01, N 12.00, S 5.49.
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BbIBOABI

1. Pa3paboran MeTOJ CHHTE3a HEOINHUCAHHBIX paHee 3-THEeHUJIMMUHO-3H-
dbypaH-2-0HOB ¢ BBICOKMMH BBIXOJAMHU M3 3aMEIICHHBIX 4-0KCO-2-THCHHWJIAMHUHOOYT-2-
CHOBBIX KHCJIOT TOJT ACHMCTBHEM TaKUX BOJOOTHHUMAIOIINX CPEJCTB, KaK YKCYCHBIA WJTH
MPOMMOHOBBIA aHTUIPHU], & TAKIKE JUIMKIOTCKCUIKAPOOTUUMUIL.

2. YcTaHOBJIGHO, YTO aTaka MOHOHYKJICO(DHIOB #3 BCEX BO3MOXKHBIX
BapUAHTOB HAIPaBJICHUS PEaKIMM HalpaBicHa HCKIIOYUTEIFHO HAa aTOM yTJepoja
JJAKTOHHOTO KapOOHWJIA W COIMPOBOXAACTCS JCIHUKIN3alueld (QypaHOBOrO IMKIA C
oOpa30oBaHUEM MPOU3BOIAHBIX 4-OKCO-2-THEHUJIAMUHOOYT-2-€HOBBIX KHCJIOT WM WX
MUKIIMYECKUX JIAKTAMOB, BCIIEACTBHUE MOCIECAYIONIEH BHYTPUMOICKYJISPHON IIMKIU3AIUN
JUTSI MOHO3aMEITICHHBIX aMHJIOB.

3. YCTaHOBJIEHO, YTO B3auMojeWcTBUE 3-THeHWIMMUHO-3H-pypan-2-0oHOB ¢
THJIpa3iHaMUd  TPUBOJUT K TMPOJAYKTaAM perukiu3anud  ¢GypaHoOBro IHKIa C
oOpa3oBaHUEM 6-apui-4-(TnodeH-2-unamMuHo iupuaa3uH-3(2H)-oHoB, peakus
MPOTEKAET HEe 3aTparuBasi KApOOHWIbHYIO (DYHKIIHIO B TPETHEM IMOJIOKEHUHN THO(DEHA.

4, [TokazaHa nNpUHOUIHATBLHAS BO3MOXHOCTh JajbHEHIeH MoauduKammum
MIPOU3BOIHBIX 2-amMuHO-4-0KC0-1-(THOdeH-2-1n)mppoii-3-KapOOHOBBIX KHCJTIOT,
o0Opa3yronmxcs B 3aBUCUMOCTH OT YCIIOBUW pEaKIMM B KayeCTBE OJHOTO U3 TPexX
MPOAYKTOB  B3aUMOJCHCTBUS  TPOW3BOJHBIX  IMAHOYKCYCHOHW  KHCIOTBI C  3-
TueHIIMMuHO-3H-dypan-2-onamu.

5. N3 Gonee yem 160 momydeHHBIX B X0 padOTHI HOBBIX HEOMHMCAHHBIX paHee
COCIMHEHUM, Ha OCHOBaHMHM 158 wucciaemoBaHUM OHOJIOTMYECKONM aKTHBHOCTH,
OOHapy»KeHBbI BEIIECTBA, OOJAMArONINe TaKUMU BHJAAMH OHOJOTHYECKOW aKTHBHOCTHU
KaK: AHTHUIUICTITUBHAS, IPOTUBOBOCTIAIUTEIHHAS, TUTOTJIMKEMUYECKas,
aHTHOAKTepHaabHas Ha YPOBHE WIIM MPEBHIIIAIOIIEM TaKOBOM Yy MperapaToB CpaBHCHHS,
a TaKKe YCTaHOBJCHAa MaTeMaTH4ecKas 3aBUCHUMOCTh MEXIy aHTUIUIECITUBHON
aKTUBHOCTBIO U CTPYKTYpOM 3aMelIeHHBIX 4-0KCO-2-THEHUJIAMUHOOYT-2-€HOBBIX

KHCJIOT.
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CHUCOK COKPAIIIEHUI
Ad — AaMaHTUN
Ant — A-aHTUTIAPHUIT (1,5-mumernn-3-okco-2-pennn-2,3-
nuruapo-1H-nupason-4-m)
Ar — Apun
Bn — bensun
Bz — benzoun
Cy — [uknorekcun
DCC — 1,3-JIumKI0TeKCUIKap OO TUMHU/T
DCM — Jluxnopmeran
DMAP — 4-JIuMEeTUIaMUHOIIUPUTUH
DMSOgys — JleiTepupoBaHHBIN TUMETUIICYIb(OKCHUT
Et — OTun
Het — I'etapun
I-Pr — M3ompormmn
Me — Metun
Nu — Hyxneodun
OEt — DTOKCH
OMe — Mertokcu
OPD — opmo-DOeHnNeHInaMH
PARP — [Momu(A1d-pubo3za)noaumepasa
Ph — OeHm
Pr — [Ipormn
Py — [Mupuaun
t-Bu — mpem-bytun
TEA — TpudTHnamux

TFA — TpudTopykcycHas kucnora
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— Anenosunaudocdar
— AKIIETITOP JEKTPOHHOU Maphl
— BHyTpHuMOneKysipHas BOJIOPOIHAS CBS3b
— Jle30KkcupuOOHYKIIEHHOBAS KHCJIOTA
— JIOHOp 3JIEKTPOHHOM Maphl
— lyb6ner
— llybner aybneroB
— JlumeTuicynbpoKrcu g

— DddexTuBHAS 1033, KOTOpask 0OeCIeunBaeT TPeOyeMblil
pe3ynbTaT y 50% HUCOBITYMBIX

— NnaTepmennar
— MHdpakpacHblil CIEKTpP MOTJIONICHUS
— KBagpymier

— JletanpHasa qo3a BemlecTBa BhI3bIBaromas rudeis 50%
UCIIBITYEMBIX

— MynbTuigier

— Ilepexonnoe cocrosiHue

— PEHTreHOCTpYKTYpHBIN aHAIN3
— TonkocmnoitHas xpomaTtorpadus

— Vravmpa-BeicokodpPexTrBHAS KUIKOCTHAS XPOMATO-
MacC-CIEeKTPOMETPHSI

— SnepHbI MarHUTHBIN PE30HAHC
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