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CHHTE3 U TUTOTOKCHYECKASI AKTUBHOCTbD
MNPOU3BOJHBIX mpem-BYTUJIOBOI'O D®UPA 7Z-ANETUJIMETUJIEH-
3-METHJI-3-IIE®EM-4-KAPBOHOBOM KHMCJIOTBI

KonneHcanueil aneTHIMETHICHOBON TpPYIITBI B mpem-OyTHioBoM 3¢upe 7Z-are-
TUIMETIIICH-3-MeTII-3-1lepeM-4-kapOoHOBOH ©  7Z-ameTunMeTiieH-3-MeTmi-1,1-mm-
0Kkco-3-1iepeM-4-kapOOHOBOI KHCIIOT W B 7Z-ameTHIMeTwieH-3-meTui-1,1-nmroxco-
3-nepeme ¢ apuiaMeToKCHaMHHAMH ¥ O-aJKHIMPOBaHUEM mpem-OyTHIOBOTO 3(dupa
7Z-(2-ruapoKCUMUHO )iponmiuaeH-3-Metui-1,1-nuokco-3-iehem-4-kapOoHOBOH  KUC-
JIOTHI 3aMENICHHBIMH OCH3WIOPOMHUAAMH, & TaKkKe MUPUAMWIMETWIXKIOPUAAMH CHHTE-
3MPOBaHBl APWIMETOKCHMHHO- M MTHPHAMIMETOKCHMHHOIIPON3BOJHBIC 3THX COCAMHEHHI
B CUH- 1l GHMU-I30MEPHOH opMme.

C momomio peareHra Bunbcmaiiepa BBenena N,N-ammernnaMuHOMETHICHOBAsS
rpynmna B mojoxeHue 2 1edeMoBoro sapa mpem-0yTunoBbix 3¢upoB 7Z-[2-(aprut-
METOKCHMIHO )OI eH |-3-MeTii-1, 1-mokco-3-niehem-4-kapOoroBoii - kuciotel.  [locre-
ayromast Tpanchopmarms N,N-IuMeTHIaMHHOMETHICH3aMEIIEHHBIX [e()eMOB THI-
POKCHJIAMHHOM IIpUBENa K MOJYy4eHHIO 3Z-[2-(anmu-apHIMETOKCHMEHO)IIPOIUIAICH]-
mpem-0yTokcuKkapOoHUIMETHIT-4-(5-MeTr-4-n30KCa30IHICY b OHIIT ) a3E TUANH-2-0OHOB.

KonnmeHcanmeil aneTwiapbHOM Tpymmel B mpem-OyTwioBoMm 3dupe 7Z-ameTwi-
MeTWIeH-3-MeTi-1,1-mnokco-3-nepem-4-kapOboHOBOH  KHCIOTHL ¢ 4-OpomdeHu-
THpa3HHOM CUHTEe3upoBaH nepeM ¢ 2-(4-OpoMpeHMITHIPA30HO)IPOIHIUACHOBOM
IPYIIOH B MOJOXKEHHH 7. AUMIMpOBaHHEM mpem-OyTuinoBoro s¢upa 7Z-(2-ruapokc-
HMFHO )IpOTiHAeH-3-MeTii-1,1-nnokco-3-medeM-4-kapOOHOBOW  KHCIOTHI  XJIOPAHTH-
puIOM 2-OpOMOCH30IHONW KHUCIOTBI CHUHTE3UpOBaH IieeM ¢ 2-(2-OpOoMOCH30MIOKC-
HMMPHO )IPONITHICHOBOH TPYIIIOH B TIOJIOKSHUH 7.

Bronornueckuif CKpHHUHT CHHTE3UPOBAHHBIX COEAWHEHHH B OTHOLIEHHH PAaKOBBIX
Y HOpPMaJIbHBIX KJIETOK iN Vitro moka3zai, 4To MX NPOTHBOPAKOBas aKTHBHOCTb U LIUTO-
TOKCHYECKasl CEJIEKTHBHOCTh B OTHOILIIEHUH PAKOBBIX M HOPMAJIBHBIX KJIETOK 3aBHCST OT
CTpoeHHs M KOHQUIYpaluy apHIMETOKCHMUHO- W IMHPHIMIMETOKCHUMHHOTPYIIITBI
B COCTaBe 7-aJKWINACHOBOTO 3aMECTHTENs, a TaKXKe OT HaIW4us WIH OTCYTCTBHSA
N,N-aumMeTniaMMHOMETHIICHOBOH ¥ KapOOKCHWJIBHOH TpYII, COOTBETCTBEHHO, B
MTOJIOXKEHUAX 2 1 4 1Ie)eMOBOTO sipa.

KaiwoueBbie ciaoBa: 3Z-[2-(apriIMETOKCHMHUHO)IPONMIHIEH |-1-mpem-0yToKcuKap-
GoumnmeTn-4-(5-mern-4-u30KCca3oNnuiICy b (OHIIT)a3e THANH-2-0HbI, mpem-0yTHIOBBIi
aup 7Z-[2-(aprImMeTOKCHMUHO )IPOTHIHACH |-3-MeTrIT-3-TiepeM-4-KapOOHOBOM KHUCIIOTHI,
mpem-0yTrIoBbIiA 3dup 7Z-[2-(2-6poMOEH30UITOKCUMHIHO ) IPOITHIIEH |-3-MeTri-1,1-
IMOKCO-3-11eheM-4-KapOOHOBON KUCIIOTHI, mpem-0yTHiaoBelid adup 7Z-[2-(4-6pom-
(benmruapa3ono )nponmiraeH|-3-metui- 1, 1-auokco-3-medem-4-kapOOHOBOI KHCIOTHI,
mpem-0yTunoBsiit 3¢up 7Z-[2-(rumpoxcuMuHO )ponmtHaeH]-3-metri-1,1- mroxco-3-
riehem-4-kapOOHOBOM KHUCIOTHI, mpem-0yTuinoBsie 3Gupsl 7Z-[2-(apUaIMeTOKCHMUHO)-
MPONUINJIEH |-2-(IMMEeTHIIaMUHOMETHIIEH)-3-MeTHII-1,1-1rokco-3-1iehem-4-kapOoHOBOM
KHCTIOTBI, mpem-0yTHIOBbIe 3(PUpsl 7Z-[2-(apuIMeTOKCHMUHO)IPOIIHICH |-3-ME THIT-
1,1-anokco-3-nedpem-4-kapOOHOBON KHUCIIOTHI, mpem-0yTunoBbie 3¢upbr 3-merui-1,1-
JINOKCO- 7 Z-[ 2-(MpHANIME TOKCHMIHO ) TPOTTHITHICH |-3-11e heM-4-KapOOHOBOIM KHUCITOTHI.
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B nmpojomkeHne uccneIoBaHui M0 U3YYEHHUIO B3aMMO3aBHCHMOCTH MEXTY
CTPOCHUEM W TPOTHBOPAKOBBIMH CBOWCTBAMH IMPOU3BOJHBIX Ie(halloCIIOpUHA
HAMH peain30BaHa MomuduKaims 1meGeMoBOro sapa U €ro 3aMecTUTeNe B
paHee CHHTE3UPOBAHHOM mpem-OyTUIIOBOM d3dupe 7Z-aneTHIMEeTHUIICH-3-METHII-
1,1-mmokco-3-epem-4-kapoonoBoit kuciaoTs (1) [1].

Tpancopmanust coemuHeHuss 1 B ero apuIMETOKCUMHHO- H THPHIAI-
METOKCHMHHOIIPOHM3BOIHBIE 6a—K MpoBeieHa AByMs METOIaMHU:

A. KonpeHcaruel aneTHIMETHICHOBOW TPYHIBI C COJMSHOKHCIBIMUA apHIl-
METOKCHaMHHAMU 28—( B METaHOJIE B IPUCYTCTBUH alleTaTa HaTPHs;

b. OkcumupoBaHWeM aneTWIbHOW TPyHNbl B 1 ¢ MOCIEAYIOIUM 3aMellie-
HHEM BOJIOPOJa B THAPOKCUMHHOIPYIIIE mpem-0yTuaoBoro sbupa 7Z-[2-(run-
PPOKCHUMHHO )IIPOIIAIHIEH |-3-MeTruI- 1, 1- oK co-3-1ie(heM-4-kapOoHOBO# KHCITOTHI (3)
Ha HaTpuil U O-apaJKHIMPOBaHUEM MPOMEXYTOUHOTo 3-lieema 4 3amenicH-
HbIMH OeH3mTopomuaamu 5h,i, a Takke 3- u 4-mupuannmerwixiaopuaamu 5j,K.
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2,6 a Ar=Ph, b Ar = 2-BrCgH,, ¢ Ar = 3-BrCgH,, d Ar = 4-BrC¢H,, € Ar = 2-CICgH,,
fAr= 2'FC6H4, g Ar = 2‘CF3C6H4; 5, 6 hAr= 2,6‘C|2C6H3, i Ar = 3,4'C|2C6H3,
jAr=3-Py, KAr=4-Py; 5h,i X=Br, jk X =Cl

CuHTEe3MpOBaHHBIE 000MMH METOJaMHU MPOHU3BOIHBIE IedanocmopuHa 6a—K
o0pasyroTcs B BUAE cMmecH cun- U ammu-uzomepoB. Coenunenus 6a,b.e,f,g
C IOMOUIBI0 KOJOHOYHOM Xpomarorpauu ynaloch pa3leliuTh Ha WHIUBH-
nyanbHble M30Mepbl. CTPyKTypHas HICHTU(DUKAIMS CUH- U aHMU-U30MEPOB
npoBeieHa ¢ HoMolbio crekrpockomnn SIMP 'H 2D-NOESY Ha mpumepe
neemoB 6b u 3.
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CHeKTpbl cuH-M30MEPOB OOOHMX COCITUHEHHH XapaKTepH3YIOTCS HaMIHeM
Kpocc-ukoB Mexay mnporonamu rpymnn 9-CH u CH,ON B nedeme 6b w,
COOTBETCTBEHHO, Mexay mporoHamu rpynmn 9-CH u HON B nedeme 3. Dot
3¢ (eKT compoBOXKIAICS CIA0OMONBHBIM CABUTOM cHTHana mnporona 9-CH mo
CPaBHCHHUIO C aHAJOTMYHBIM CHTHAIOM B awmu-6b m ammu-3 wsomepax, B
KoTophIX 3 dexT OBepxaysepa He HAOIIOJANICS.

JInst yCTaHOBJIEHUS 3aBHCUMOCTH OHMOJIOTHYECKOW aKTUBHOCTH OT CTETICHH
OKHCIICHHSI TETEPOLUKINIECKOTO aToMa Cepbl MCXOIS U3 mpem-OyTHIOBOTO
sdupa 7Z-aneTHamMeTHICH-3-MeTII-3-11epeM-4-kapOooHoBoii kucimotel (7) [1],
coritacHO Meroxy A, OBUTH TONYYeHBI B WHIWBUAYATHHOM BHIE €0 2-Opom-
OEH3MIOKCHMUHONIPOU3BOIHbIE cur-8b u anmu-8b.
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C aHajoOrM4yHOM WENbpIo, [UIA OLEHKH BIHMSAHUS SCTEPUPHULINPOBAHHOM
KapOOKCHJIBHOM TpYyNIIbI Ha MPOTHBOPAKOBBIE CBOIcTBAa 1E(EMOB, COTIACHO
MeToAy A, NpOBEACHA KOHACHCAIMA paHee CHUHTE3UPOBAHHOrO 7Z-alleThil-
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MeTHIeH-3-MeTui-1, 1-muokco-3-niedpema (9) [2] ¢ apunmeToxcnamunamu 2a—f.
Obpasyromascs B pe3yibTaTe CMECh aHmu- U CUH-H30MEPOB JIeKapOOKCHITH-
poBauubix 1edemoB 10a—f Obra mmomeneHa ¢ IOMOINBIO KOJOHOYHOM
xpomarorpadun. B coorBercTBHE co crpoeHneM crextpst IMP 'H  coemn-

nennit 10a—f xapaktepusyrorcsi HanuuueMm curHaiga nporona H-4 B oGmactu
6.56 M. 1.
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2, 10aAr= Ph, b Ar= 2'BrC6H4, CAr= 3'BrC6H4, d Ar= 4-BI‘C5H4,
e Ar= 2'CIC6H4, f Ar= 2'FCGH4

Beenenne N,N-mumeTrmiaMHHOMETHIIEHOBOW TpyHmbsl B TOJOXKEHHE 2
1eeMoBOro sApa cunH- W aHmMu-A30MEPHBIX CMecel coeamHeHuit 6a—f ¢
MOMOIIIBIO peareHTa Buiibcmaliiepa oCcymecTBIEHO 1Mo MeToLy paboTsr [3].
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6, 11 a Ar=Ph, b Ar = 2-BrC¢H,, ¢ Ar = 3-BrCgH,, d Ar = 4-BrCgH,,
e Ar=2-CICgH,, f Ar=2-FCgH,

OpakMOHUPOBAHKUE TMPOJIYKTOB PEAKIUM C IIOMOIIbI0 KOJOHOYHOU
xpoMatorpaduu crnoco0cTBoBa0 BbimeneHuto cun-lla—f wu  anmu-11a—f
M30MEPOB B WHIUBUAYAIbHOM BHje. Hanuune nBOWHOW CBSI3M B 3TOM
3aMeCTUTeNle CO3[aeT Npeanockutku aius  HaxoxaeHus N,N-mumerw-
aMUHOMETHIICHOBOU Tpymiiel B Z- U E-uzomepHoii popme.
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B cooTBeTcCTBMH C NAaHHBIMH CIIEKTPOCKOIIMYECKOTO HCCIEIOBAHMS ITOTO
THIA COEIMHEHHH METOIOM JABYMepHOii crektpockomun IMP ‘H 2D-NOESY
[3] ycraHoBineHo, 9To OnM3KOe pacmoiokeHue B u3omepe 2Z-11a—f
Cy/nb(OHOBOW TPYNMIBI U JUMETWIAMHHOTPYIIIB MPUBOAUT K XapaKTEPHOMY
CITa0OTIONBHOMY CABUTY CHTHANOB MpoToHOB NMe, 1Mo cpaBHEHUWIO C aHaIo-
TMYHBIMHU CUTHaJIaMu B n3omepax 2E-11a—f.

JleficTBHE CONSHOKHCIOTO THAPOKCHIAMHHA HAa CMECh CUH- U aHMU-
n3omepoB N,N-muMeTraaMuHOMeTHICH3aMeneHHbIX 1iedemos 11a,b,d B cpene
aneronutpria mpu 40—-50 °C B TedeHne 2 4 MPUBENO K PACHIETUICHUIO ABOWHOM
ces3u B 3-nieheme u obOpaszoBanmio 2-azetuauHoHOB 14a,b,d, 3amenieHHbIX B
MOJIOKEHUH 4 5-MeTHITN30Kca30mmi-4-cymb(pOHmIEHON crucTeMoi. CoriacHo
HalleMy TpeIbIyIIeMy HCClenoBaHui0 [3], MeXaHu3M STOH peakIuu
BKJIIOYaeT 00pa3oBaHHE IBYX HPOMEKYTOYHBIX BEIIECTB — IPOIYKTa 3aMe-
menns N,N-auMeTnnaMrHOTPYIIIBI Ha THAPOKCHaMHHOTpymy 12 u Hecrta-
OWIBHOW TPHUIMKIMYECKOW cucTembl 13, oOpasyromeiics B pe3yibTare
MIPUCOSMHEHUSI THAPOKCHaMUHOTpyTbl K cBsizr 3C=4C 3-niepema 12.
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11, 14 a Ar=Ph, b Ar =2-BrC¢H,, d Ar =4-BrCgH,,

s ycranosneHus poiu ¢pparmenta —CH,O— B 7-aJIkuiinAeHOBOM OOKOBOM
nenu 1ne)eMoB Ha MX OHMOJIOTHYECKYI0 aKTHBHOCTH MBI 3aMEHWJIA €r0 MMHUHO-
1 KapOOHWIILHOW TPYIIIaMH.

B nepBoM cirydae ¢ 3Toi 1menbo OblIa mpoBeeHa KOHACHCAITUS alleTHIBHON
rpymnmsl ucxogaHoro nedema 1 ¢ 4-6pomdeHmruIpasnHoM, KOTOpas MpUBea
K oOpazoBanuio nedpema 15 ¢ 2-anmu-(4-6poMbeHMITHIPA30HO)IPOITIITH/IC-
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HOBOH Tpynmnoi B MOJOKEHUU 7, O YEM CBUACTEIBCTBYET CUTHAJI IPOTOHA
rpynnet =CHC(Me) B paiione 6.97 M. 1.

1 3
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BO BTOpOM — IIOCTaBJICHHAs ILICJIb 6I>IJ'Ia ,I[OCTI/IFHyTa aHHHHpOBaHHeM

THJIPOKCUMHUHOTPYMIIBI B medeme 3 XJIOpaHTHAPUIOM 2-OpoMOeH30HHOM
KHCIIOTHI. [Ipy 3TOM U3 peakIMOHHOM Cpeabl ObUT BBIACICH TOJIbKO medem 16
¢ aHmu-KOH(UTYpaluel alIOKCUMUHOTPYIITIHI.

buosnornyeckuii CKpUHUHT CHHTE3MPOBAHHBIX BEHIECTB IN VItro BKIHOYA
OlpefeNieHe HX IIMTOTOKCHYECKHX CBOWCTB B OTHOLICHUHM MOHOCIOHHBIX
quHui  pakoBbix Kietok HT-1080 (¢dubOpocapkoma uyenoseka) u MG-22A
(MBIIMHHAS TEMAaTOMa) B CPABHEHUH C TAKOBBIMH JIJISI HOPMAaJIbHBIX KJIeTOK 3T3
(amOpuoHnaneHble GUOpodnIacTel Mbimu). OxpammBanue ¢(udbpodmactoB 3T3
HEWTpaJIbHBIM KPAcHBIM TIO3BOJIMJIO, HE TpHOeras K dKcHepuMeHTam in Vivo,
C MOMOIIBIO CIIEUATLHOTO ypPaBHEHUS BBIYUCIUTH 3HAYCHUS OXKHIAAeMOU
TOKCHYHOCTH LDsy 17151 TECTHPOBAaHHBIX COSAMHEHMI [4].

JlaHHbIe CKpUHHUHTA coeanHeHuit 6a—K, npuBeneHHbie B Ta0i. 1, cBHICTEIND-
CTBYIOT O TOM, YTO WX OHOJIOTHYECKHE CBOICTBA 3aBUCST KaK OT CTPOCHHUS
apoMaTUYecKoro (parMeHTa, Tak W OT KOH(HUIypaluu apuIMETOKCHMHHO-
Y TIHPHIAIIMETOKCUMHHOTPYTIIBI B COCTAaBE 7-aNKHIINIECHOBOTO 3aMECTUTEIIS.

Tak, Hanmuure B OCH30JBHOM S/Ipe COSAMHEHHWH 6D—i omHOro Wim IBYX
aTOMOB TaJIOT€Ha, KaK MPaBHIIO, YCHIMBAET MX IUTOTOKCHUYECKUH 3ddekT He
TOJIKO B OTHOILICHWW PAKOBBIX, HO M HOPMAaJBHBIX KJIETOK MO CPABHEHHUIO C
aHAJIOTUYHBIM S QekToM, mposBisieMbiM Iiedhemamu 6a,],K, apomarmueckuit
(¢parMeHT B KOTOpPBIX TpejcTaBieH (eHwIoM win nupuimioM. [Ipocrpan-
CTBCHHAsl aHmMU- WA CUH-KOHQUTYpalus aprUIMETOKCUMHHOTPYIIILI TaKXKe
SIBJISIETCSl CYNIECTBEHHBIM (DAKTOPOM, OIPEJEIISIONIMM CEJICKTHBHOCTh LIUTO-
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Tabonuma 1

Buosoruyeckue cBoiicrBa mpent-0yTuaoBbIx 3gupos 7Z-[2-(apui- u
NHPHIAIMETOKCHMHHO)IponuanaeH]-3-meruii-1,1-1moxco-3-uedem-4-kapooHoBoii
KHCJI0ThI 6*

LCsp, MKT/MIT
Coe- HT-1080 MG-22A 3T3 EDso
Cv MTT | TGyg CcVv MTT | TGigo NR
anmu-6a 3 3 250 3 2 300 7 313
cun-6a 3 2 350 3 3 233 100 982
anmu-6b 24 18 54 45 23 23 2 194
cun-6b 3 3 200 3 3 300 5 289
anmu/cun-6¢ 3 3 250 2 2 250 5 294
anmu/cun-6d 3 3 800 1 1 700 6 315
anmu-6e 33 28 50 100 89 16 4 240
cun-6e 3 2 250 2 2 300 5 289
anmu-6f 3 2 200 3 3 200 6 279
cun-6f 14 14 200 3 3 250 28 557
anmu-6g 15 15| 250 3 2 150 6 309
cun-6g 2 2 250 3 3 133 6 309
anmu/cun-6h 0.8 1.3 | 200 1.8 3.2 350 5.8 309
anmu/cun-6i 15 2.6 | 133 0.04 0.03 82 4.8 309
anmu/cun-6j 2.1 0.8 | 350 0.8 0.5 400 6 671
anmu/cun-6K 2.6 15| 550 15 2.0 267 54 716

* LCsp — xoHuentpauusi, obecrneunBaromas rudens 50% wimerok; CV — okpamuBaHune
kpuctaumieckuM ¢GpuosetoseiM; MTT — okpammBanue GpoMuaoM 3-(4,5- tuMeTnIITHA3051-2-11)-
2,5-mupenmn-2H-terpazomus; TGpp — cmemmpuueckas NO reHepupyromas aKTHBHOCTh
coequnennsi; NR — okpammBanue HeHTpambHbIM KpacHbIM; LDsy — BBIYHCIICHHBIC 3HAYCHHS
0)KHJIAEMON TOKCHUYHOCTH.

TOKCHYECKOTO JIEHCTBUSI TECTUPOBAHHBIX COCITUHEHWIH NPEUMYIIECTBEHHO B
OTHOIICHWH TOJBKO PAaKOBBIX KIETOK. Bhi/leNieHHbIE B WHAMBUAYAILHOM BHUJIE
cun-u3omepsl 6a,b,e,f (3a uckimoueHneM coenuHeHus cun-6Q) B CpaBHEHHHU C
WX aHmu-A30MepaMH OKa3ajJuCh MEHee TOKCHYHBIMH [0 OTHOIICHUIO K
HOopMalbHBIM KieTkaMm 3T3, uem k pakoBeiM kietkam HT-1080 u MG-22A.
IMpuyem B ciyuae 6f, cormacuo mamubiM LDsg, 5Ta pasHuiia xapakTepu3yeTcs
JIBYKpaTHBIM, a B cilydae 6a — TpeXKpaTHbIM 3HAUCHUEM.

Hannple Tabn. 2 OTpaXkarOT HETraTUBHBIM OWoJOrHmYeckuid dPQexT
CTPYKTYpHOH Moaubukanuu mpem-0yTHIOBBIX 3(upoB 7Z-[2-(apuimMeTokc-
MMUHO)ponminaeH |-3-meTui-1, 1- nuokco-3-1ieeM-4-kapOOHOBOM  KHCIIOTHI,
CBSI3aHHBIM C 3aMEHOW cynb(poHa Ha CyIbQUIHYIO TPYNIYy W yJaaleHHEeM
KapOOKCHIIBHO# IpyIibl. B mepBoM ciydae n3oMepHbie coequHeHust anmu-8b
U cun-8b XapakTepu3yloTCs CYIIECTBEHHBIM OCTIa0JICHHEM IUTOTOKCHYECKON
AKTUBHOCTU. A BO BTOPOM, HE3aBHCHMO OT KOH(HUTypaluu 3aMEeCTHTENsS B
MOJIOKEHUH 7, YCHJICHHE LUTOTOKCHYECKOW akTuBHOCTH 1edemoB 10a—f
HaOI01a7I0Ch, TJAaBHBIM 00pa3oM, B OTHOIICHHM HOPMAIBHBIX KIJIETOK,
OTpa3mBIICECs B CYIIECTBEHHOM CHIDKCHHH 3HaUeHHH L Dsy.

Cornacuo gamueiM Tabn. 3, BBegenme N,N-IuMeTHIaMHUHOMETHIEHOBON
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IpyNnbsl B MOJIOKeHHe 2 11eeMOBOTO siipa MPHUBEIO K 3HAYUTEILHOMY
MOBBIIIEHUIO IIUTOTOKCHYECKOH CENEKTHBHOCTH COOTBETCTBYIOIIUX TPOU3-
BOIHBIX mpem-0yTUioBoro s¢upa 7Z-[2-(apHiIMeTOKCHMHUHO )IPOIHIIHICH |-
3-metmin-1,1-muokco-3-miepem-4-kapbounoBoit  kucnorel  1la-f. Cpasuenme
JAHHBIX OMOJIOTMYECKOTO CKPHUHUHTA aHmMuU- U CUH-U30MEPOB CBUJICTEIBCTBYET
0 TOM, YTO B CIy4ae coenuHeHwi lla mydmias cenmeKTUBHOCTh HaOIromaeTcs
y ero ammu-u3zomepa, a B ciaydae coexumHenwmit 11c,d,f — y cun-uzomepos.
Pacmermmenne medemoBoro smpa 1o cBum 3C=4C ¢ oOpa3oBaHHEeM
a3eTUAMHOHOB 14a—C COMPOBOKIAIOCH OCTa0JICHHEM MPOTHBOPAKOBOW aKTHB-
HOCTH N Vitr0. AHajorn4nbie CBOMCTBAa OBLIH MpOsBIEHBI medemom 15 ¢

2-(4-6pomdeHUITHAPA30HO ) IPOIJIAACHOBOM TIpynmod B monoxeHnn 7. U,
HA00OpOT, 3aMEHa METHJICHOBOW TPYIIBI HA KapOOHWI B 2-OpOMOCH3HILHOM
paaukaie nedpema anumu-16 npeacTaBIseTCs MEPCIEKTUBHON B OHOJIOTHYECKOM
OTHOIICHUU MOIU(UKAIMCH.

Tab6numa 2

Buonoruyeckue cBoiicTBa mpem-6yTua0BbIX 3pupoB
7Z-[2-(2-6poMGeH3UI0KCHMUHO) IPONHIN/IEH]|-3-MeTHII-3-1edeM-4-KapGOoHOBO KUCJIOTHI 8
U 7Z-[2-(2-apuamerokcumMuHo)iponuiuaeH]-3-merui-1,1-1uokco-3-uedpemon 10

LCsg, MKI/Mi
Cocm- HT-1080 MG-22A 3T3 | P
HEHUE MI/KT
cv MTT | TGy | CV | MTT | TGy NR

anmu-8b 60 56 9 70 63 11 |>1000 2812
cun-8b 100 | >100 5 81 | >100 7 922 2714
anmu-10a 2 1 400 1 2 300 4 233
cun-10a 2 2 250 2 1 250 5 234
anmu-10b 2 2 350 2 2 450 3 210
cun-10b 0.2 04 250 0.2 0.3 100 2 170
anmu-10c 2 2 300 1 1 300 5 272
cun-10c 0.6 0.5 300 0.3 0.6 | 300 2 183
anmu-10d 1 1 300 0.3 03 | 300 3 235
cun-10d 1 2 500 2 1 350 3 235
anmu-10e 1 1 200 2 2 150 2 160
cun-10e 0.2 0.7 200 0.2 0.3 60 2 160
anmu-10f 0.2 0.2 | 200 0.3 03 | 120 2 146
cun-10f 0.2 0.3 100 0.2 0.3 | 100 5 219
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Tabnuma 3

BuoJgoruyeckue ceoiicrea uepemon 11la—f, 15, 16 u azeruaunonos 14a—c

LCsp, MKT/MIT
Coenu- LDso.
HeRIe HT-1080 MG-22A 3T3 MI/KT
CcVv MTT | TGy CcVv MTT | TGy NR

anmu-11a 3 3 1000 2 2 1000 87 1003
cun-1la 3 3 500 3 2 150 12 417
anmu-11b 90 37 200 3 3 37 534 2380
anmu-11¢ 10 10 67 3 3 200 100 1161
cun-11c 10 11 175 2 2 300 920 2961
anmu-11d 3 3 500 1 2 300 30 639
cun-11d 3 3 800 2 2 850 151 1335
anmu-11e 4 4 100 2 2 300 100 1072
cun-11e 1 3 325 1 1 533 72 965
anmu-11f 3 3 300 4 3 64 23 572
cun-11f 10 22 250 4 6 250 100 1091
anmu-14a 32 30 200 23 29 350 167 1273
anmu-14b 7 10 450 3 6 267 16 512
anmu-14c¢ 21 20 150 19 17 300 100 1080
anmu-15 21 26 250 49 49 19 100 1072
anmu-16 1 1 150 1 <1 200 13 432

Jiis OONBIIMHCTBA TECTUPOBAHHBIX COCMWHEHHH HMX [HUTOTOKCHYECKHIA
3¢ (deKkT B3auMOCBsI3aH CO CHOCOOHOCTHIO TEHEPHPOBATh B KIETOYHOU cpeje
paauMKanbl OKcHaa azoTa. Kak mpaBmiio, BBICOKas TOKCHYHOCTH COEIWHEHUI
COTIPOBOXK/IaeTCs MOBBIIIeHHOH reHepareit NO pamukaioB 1 Ha000poT.

SKCIIEPUMEHTAJIBHASA YACTb

Crnextpsr SIMP 'H 3apeructpupoansi Ha npubope Varian Mercury-200 (200 MT i)
B CDCl; (coenunenus 6, 8, 11, 14, 16), 8 IMCO-ds (coequnenue 15) u Ha npubope
Varian Mercury-400 (400 MI'n) B JIMCO-dg, (coenunenue 3), BHyTPEHHHUN CTaHIAPT
I'MJIC (5 0.05 M. 1.). DneMeHTHBIN aHanM3 BeIMONHEH Ha aHaim3arope Carlo Erba 1108.
Macc-ciektpel  ESI-MS  (Mmacc-criekTpoMeTp ¢ HHIYKTHBHO CBSI3aHHOM IDIa3MOIN)
BBINIOTHEHbI Ha mpubope Micromass Quatro Micro™ API 8 MeCN (coenunenus 6, 10,
anmu-11a,b,f, 15, 16), MeOH+HCOOH (cun-11a) u MeOH (11c—e, 14-16). Koutposns
3a x0f0oM peaknuu ocymectBisuics merogoM TCX na mmactunkax Merck Kieselgel
cnposiBieHreM B Y® cBete. [ns mpemapaTHBHOW KOJNOHOYHOW XpoMaTorpaduu
npumMensiicst cuukarens Mapku Merck Kieselgel (0.060-0.200 mm). B skcnepumMenTax
HCIIONB30BANICH PEareHThl U MaTtepuaisl pupmsl ACros, Aldrich.

[Ipu peructpammu 2D-ciekTpa HCIOIR30BaIach MaTPHUIla JaHHBIX pazMepoM 4096 x
x 1024, uro obecrieunBao mist 'H Tomax = 250 Mc Tipu perucTpanuu mo oCu F2 U Ty =
=100 mc no ocu F1. nst ynydineHus OTHOIIGHHSI CUTHAJI-IIYM MaTpHIA JIAaHHBIX Mepelt
®ypre-nipeoOpa3oBaHUEM JONONHAIACH HYISIMH ABaXKIbl U YMHOXAaJach Ha KOCHHYC-
¢ynxunto. [TponomwkurensHocTs BpemeHu cMmetnBanus B 2D-NOESY cocrasisuio 1 c.

Onrnyeckasi IIOTHOCTh B OMOJIOTMYECKHX TECTaX, NMPOBOAMMBIX Ha 96-TyHOUHBIX

MaHeNsX, OIpelessiach TOPH3OHTANBHBIM crekTpodoromerpom Tetretek Multiscan
MCC/340.
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Cmech mpem-6yTuiioBoro 3gupa 7Z-[2-(aumu-rupoKCHMUHO)IPONHITH/ICH]-
3-metuia-1,1-1uokco-3-uepem-4-kapooHoBoii KucaoThl (aumu-3) m mpem-GyTH-
J10BOro 3¢upa 7Z-[2-(cun-rugpokcuMuHO)IponuImIeH]-3-meTuii-1,1-muokco-3-uedem-
4-xap6onoBoii kucaoTsl (cun-3) (3:1). K pactBopy 715 mr (2.1 mmoins) mpem-0y-
TWIOBOTO  3¢upa  [Z-ameTUIMeTHIeH-3-MeTii-1,1-1rokco-3-niepem-4-kapOoHOBOI
kucnotel B 30 mi MeraHona ao0aBisoT 188 wmr (2.7 MMOJIB) COJITHOKHCIIOTO
rugpokcunamuaa u 224 wmr (2.7 MMonp) amerarta HaTpus. PeakIoHHYIO cMech
nepeMennBaoT 24 9 NpH KOMHATHOH TeMIlepaType W YIapHUBalOT NPH HOHWKCHHOM
narneHnd. OcCTaTOK (QPaKIHOHUPYIOT Ha XpOMaTOrpauuecKold KOJIOHKE C CHIIHKA-
reaeM. U3 ¢pakimit ¢ R¢ 0.34 (atunanerar—rekcas, 1:4) nomyyaror 495 mr (66%) cmecu
anmu-3 v cun-3. Criektp SIMP ", 8, m. 1. (J, Tw): anmu-3 — 1.46 (9H, ¢, C4Hy); 1.92
(3H, ¢, CHy); 2.02 (3H, ¢, CH3C=N); 4.18-4.40 (2H, m, SO,CH,); 6.20 (1H, ym. c, H-6);
6.88 (1H, 1, “J = 1.2, =CHC(Me)=N); 12.32 (1H, ¢, OH); cun-3 — 1.46 (9H, c, C4Hy);
1.92 (3H, ¢, CH3); 2.10 (3H, ¢, CH3C=N); 4.18-4.40 (2H, m, SO,CHy); 6.19 (1H, c, H-6);
7.41 (1H, 1, ¥ = 1.2, =CHC(Me)=N); 11.32 (1H, ¢, OH). Haiizeno, %: C 50.65; H 5.78;
N 7.91. C15H20N2068. BLI‘IHCHGHO, %: C 5055, H 566, N 7.87.

Monyuyenue mpem-GyTUaoBbIX 3(QUpPOB 7Z-[2-(apHIMETOKCHMHHO)NPONMIIH-
neH|-3-metmi-1,1-muokco-3-nedemM-4-kap6ooHoBoI KHCIOTHI 6a—(. TunoBoit metox A.
K pactBopy 857 mr (2.51 mmomnb) mpem-OytunoBoro 3¢dupa 7Z-aleTHIMeTHICH-3-
Mmetmi-1,1-nrokco-3-uedem-4-kapoboHoBoi KUcaOTHl B 30 My MeraHoia, J00aBISIOT
3.26 MMOJb COJSTHOKHCIIOTO apHIIMETOKCHaMuHa 2a—( u 267 mr (3.26 MMoib) amerara
HaTpusl. PeakMOHHYI0 cMech MepeMelnBaloT 24 4 NpH KOMHATHOW TemIeparype H
yIIapHBAIOT IPH HOHWKCHHOM JaBieHUH. OCTaToK (pakHOHHPYIOT Ha XpOMATo-
rpaduyeckoil KOJOHKEe C CHIIMKarejaeM 1 noiry4aror nepemsl 6a—g.

mpem-ByTunoBplii 3pup 7Z-[2-anmu-(6eH3MI0KCUMHHO)IPONUIN/IEH |-3-MeTHI-
1,1-muoxco-3-nedeM-4-kapooHOBOIT KUCTOTHI (anmu-6a) U mpem-6yTUIOBLII 3duUp
7Z-[2-cun-(6en3nnokcuMHuHO)IponuauaeH]-3-metui-1,1-nuokco-3-uedpem-4-kap6o-
HOBOW KHCIOTBI (cun-6a) (2:1) moay4yaroT, HCHONB3YS COJSHOKUCIBIA OCH3UI-
oxcuamuH. Brixox 89%. Macc-cextp, m/z: 469 [M+Na']. Haiineno, %: C 58.90;
H 613, N 6.57. C22H26N206S. BLI‘IHCJ’IQHO, %: C 5918, H 587, N 6.27.

U3 ¢pakmmit ¢ Ry 0.71 (srmmamerar-rekcad, 1:1) momydaror anmu-6a. Crektp
SAMP 'H, 8, m. 1. (J, Tm): 1.53 (9H, ¢, C4Hy); 2.07 (3H, ¢, CHs); 2.10 (3H, ¢, CH;C=N);
3.64, 3.87 (2H, nea 1, AB-cicrema, 2J = 18, SO,CH,); 5.25 (2H, ¢, CH,Ph); 5.37 (1H,
yir. ¢, H-6); 6.90 (1H, 1, *J = 1.2, =CHC(Me)=N); 7.31-7.40 (5H, m, C¢Hs).

U3 dpakmii ¢ Ry 0.63 (smmmanerar—rekcan, 1:1) monygaror cun-6a. Crextp SIMP 'H,
8, M. 1. (J, I'm): 1.53 (9H, ¢, C4Hy); 2.07 (3H, ¢, CHy); 2.19 (3H, ¢, CH3C=N); 3.64,
3.87 (2H, nBa 1, AB-cucrema, 2)= 18, SO,CH,); 5.18 (2H, ¢, CH,Ph); 5.28 (1H, ym. c,
H-6); 7.56 (1H, 1, *J = 1.2, =CHC(Me)=N); 7.31-7.40 (5H, M, C¢Hs).

mpem-ByruioBblii  3pup 7Z-[2-anmu-(2-6pomMOGeH3UI0KCUMUHO)IPONUIH/IEH]-3-
mermi-1,1-quokco-3-uedem-4-kapooHoBoii KHCIOTHI (anmu-6b) u mpem-oyTunoBblii
apup 7Z-[2-cun-(2-6pomobeH3uI0KCUMUHO)Iponminaen]-3-metua-1,1-nuokco-3-ue-
(hem-4-kap6oHOBOIT KUCJIOTHI (cun-6b) (4:1) mnomyyaroT, UCTIONB3YsA  COMSTHOKHCIIBIN
2-Opomben3uiiokcuamuH. Boixon 75%.

U3 ¢paxumii ¢ Re 0.61 (3rmnmanerar—rekcan, 1:1) mony4ator anmu-6b. Beixon 60%.
Crextp SIMP 'H, 8, m. a. (J, T'): 1.54 (9H, ¢, C4Ho); 2.08 (3H, ¢, CHz); 2.14 (3H, c,
CH3C=N); 3.65, 3.89 (2H, nra 1, AB-cuctema, °J = 18, SO,CH,); 5.35 (2H, ¢, CH,Ph);
5.39 (1H, ym. ¢, H-6); 6.90 (1H, 1, “J = 1.2, =CHC(Me)=N); 7.10-7.44 (3H, m, H-4,5,6
CeHa); 7.57 (1H, 1, %) = 7.3, H-3 CgH,). Macc-criextp, m/z: 547/549 [M + Na'].

U3 ¢paxumii ¢ Ry 0.53 (armmanerar—rekcan, 1:1) momywaror cun-6b. Beixon 15%.
Crnextp SIMP 'H, 8, m. 1. (J, Tw): 1.54 (9H, ¢, C4Ho); 2.08 (3H, ¢, CHz); 2.20 (3H, c,
CH3;C=N); 3.65, 3.89 (2H, nBa a1, AB-cuctema, 2] = 18, SO,CH,); 5.27 (2H, ¢, CH,Ph);
5.35 (1H, ym. ¢, H-6); 7.11-7.44 (3H, m, H-4,5,6 C¢H,); 7.56 (1H, 1, %) = 7.8, H-3
CeH.); 7.62 (1H, 1, 4 = 1.2, =CHC(Me)=N). Macc-criextp, m/z: 547/549 [M + Na'].
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Cmecr mpem-6ytuiaosoro 3dupa 7Z-[2-anmu-(3-6pomMGeH3MIIOKCUMHUHO)-
nponuanieH]-3-meruia-1,1-1uokco-3-nedemM-4-kapooHOBOI KUCIOTHI (aHmu-6¢) u
mpem-6yTunoBoro 3dupa 7Z-[2-cun-(3-6poMOEH3UIOKCHMHUHO)IPONUIHIEH]-3-
MeTua-1,1-nuokco-3-uedem-4-kapooHoBoii KHCIAOTHI (cun-6¢) (2:3) momyyaror,
UCTIONB3YS COJITHOKUCIBIA 3-OpomOeH3mIokcnamMuH. Brixon 64%. 13 ¢dpakmmii ¢ Ry 0.70
(3Tunanerar—rekcad, 1:1) momy4arT cMech U30MepOB anmu-6C u cun-6C. Crektp
SAMP 'H, 8, m. . (J, T): aumu-6¢ — 1.53 (9H, ¢, C4Hg); 2.06 (3H, ¢, CHy); 2.10 (3H, c,
CH3C=N); 3.64, 3.89 (2H, mBa 1, AB-cuctema, °J = 18, SO,CH,); 5.20 (2H, ¢, CH,Ph);
5.37 (1H, yur. ¢, H-6); 6.87 (1H, 1, *J = 1.2, =CHC(Me)=N); 7.16-7.53 (4H, M, CgH.);
cun-6¢ — 1.53 (9H, ¢, C4Hy); 2.06 (3H, ¢, CH3); 2.18 (3H, ¢, CH;C=N); 3.64, 3.87 (2H,
mBa 11, AB-cucrema, 2J = 18, SO,CH,); 5.12 (2H, ¢, CH,Ph); 5.31 (1H, ym. ¢, H-6); 7.16—
7.53 (4H, M, CeHy); 7.54 (1H, 1, *J = 1.2, =CHC(Me)=N). Haiinero, %: C 49.99; H 4.55;
N 5.16. C»H,sBrN,OgS. Brruncaeno, %: C 50.29; H 4.80; N 5.33.

Cmech mpem-oyTuiaoBoro d3dupa 7Z-[2-anmu-(4-6poMOeH3HIOKCHMHUHO)-
nponuiauaeH]-3-merui-1,1-qmuoxco-3-nedem-4-kapGoHoBoii kucaoTsl (anmu-6d) u
mpem-6yTuaoBoro 3dupa 7Z-[2-cun-(4-6poMOeH3UIOKCMMUHO)IPONMIN/IEH]-3-
MeTuI-1,1-nuokco-3-uedem-4-kapooHoBoii KucaoThl (cun-6d) moayyarT, HCIOIB3Ys
COJISIHOKHCIIBIH  4-OpomOen3mnokcuamuH. Beixon 62%. U3 ¢pakumit ¢ Ry 0.70
(srmanerar—rekcas, 1:1) momygaror cMeck u3omMepoB anmu-6d i cun-6d. Criexrp SIMP *H,
8, M. n. (J, T'm): aumu-6d — 1.53 (9H, ¢, C4Hy); 2.07 (3H, ¢, CHa3); 2.09 (3H, c,
CH3C=N); 3.65, 3.90 (2H, aBa 1, AB-cucrema, 2) =18, SO,CHy,); 5.19 (2H, ¢, CH,Ph);
5.39 (1H, yur. ¢, H-6); 6.87 (1H, 1, “J = 1.5, =CHC(Me)=N); 7.23 (2H, 1, °J = 8.8, H-2,6
CeHy), 7.48 (2H, 1, ®) = 8.8, H-3,5 C¢H,); cun-6d — 1.53 (9H, ¢, C4H); 2.07 (3H, c,
CHa); 2.17 (3H, ¢, CH;C=N); 3.65, 3.90 (2H, nBa x, AB-cucrema, 2] = 18, SO,CHy,);
5.11 (2H, ¢, CH,Ph); 5.34 (1H, ym. ¢, H-6); 7.23 (2H, 1, °J = 8.8, H-2,6 C¢H,), 7.48
(2H, 1, ) = 8.8, H-3,5 C¢H,); 7.54 (1H, 1, *J = 1.4, =CHC(Me)=N). Macc-criextp, m/z:
548 [M+Na']. Haiinero, %: C 50.31; H 4.70; N 5.33. C,,H25BrN,O¢S. Brramcieno, %:
C50.29; H 4.80; N 5.33.

mpem-ByruwioBblii  3¢up  3-meTmi-1,1-1uokco-7Z-[2-anmu-(2-x10poeH3 M-
OKCHMMHO)NponuinieH]-3-uedem-4-kap6oHoBoii kuciorsl (anmu-6e) u mpem-6y-
THIOBbII 3dup 3-MeTmia-1,1-muokco-7Z-[2-cun-(2-x10p0eH3UTIOKCHMHUHO)TPOTH-
JuaeH]-3-uedemM-4-kap6oHOBOI KHCAOTHI (cun-6€) TMONYyYaroT, MCIHOJB3Ys COJSIHO-
KHUCIIBIN 2-XJI0pOSH3MIIOKCHAMHUH.

U3 ¢paxmmit ¢ Ry 0.63 (otmmanerar—rekcan, 1:1) momy4aror anmu-6e. Bexon 43%.
T. . 190-192 °C. Crextp SIMP 'H, §, m. a. (J, T'm): 1.53 (9H, ¢, C4Ho); 2.07 (3H, c,
CHs); 2.13 (3H, ¢, CH3C=N); 3.64, 3.88 (2H, nBa n, AB-cucrema, 2] =18, SO,CHy,);
537 (2H, ¢, CH,Ph); 5.40 (1H, ym. ¢, H-6); 6.89 (1H, x, “J = 1.3, =CHC(Me)=N);
7.22—7.43 (4H, m, CgH,). Macc-criextp, m/z: [M + Na'] 503.

U3 ¢paxmmit ¢ Ry 0.57 (stmmanerar—rekcan, 1:1) momywaror cuu-6e. Bexon 30%.
T. . 168170 °C. Crextp SIMP 'H, 8, m. 1. (J, I'm): 1.53 (9H, ¢, C;Hq); 2.07 (3H, c,
CHsy); 2.19 (3H, ¢, CH3C=N); 3.66, 3.90 (2H, nBa x, AB-cucrema, 2] =18, SO,CHy,);
5.30 (2H, ¢, CH,Ph); 5.33 (1H, yur. ¢, H-6); 7.22-7.44 (4H, m, CgH,); 7.61 (1H, 1, {0 = 1.4,
=CHC(Me)=N). Macc-cnextp, m/z: 503 [M + Na'].

mpem-Byrunosblii 3¢pup 3-merna-1,1-nuokco-7Z-[2-anmu-(2-dpropoeH3uniokc-
UMHHO)nponuanaeH|-3-uepem-4-kap6oHoBoit kucaoTol (anmu-6f) m mpem-oy-
THIOBBbI 3up 3-merni-1,1-quokco-7Z-[2-cun-(2-¢propoeH3n1I0KCHMHHO)TPONH-
JuaeH]-3-uedem-4-kap6onoBoii kucaorhl (cun-6f) momyuaror, wcnone3ys cossHO-
KHCIBIA 2-(hTOpOEH3NITOKCHAMUH.

U3 ¢paxuuit ¢ Ry 0.63 (stmnanerar—rekcan, 1:1) nonyvatror anmu-6f. Beixonq 60%.
T. . 162-166 °C. Crexrp SIMP 'H, §, m. a. (J, Tw): 1.53 (9H, ¢, C4Hy); 2.06 (3H, c,
CHs,); 2.08 (3H, ¢, CH3C=N); 3.64, 3.88 (2H, nBa n, AB-cucrema, 23 = 18, SO,CH,);
532 (2H, ¢, CH,Ph); 5.41 (1H, ym. ¢, H-6); 6.89 (1H, x, “J = 1.3, =CHC(Me)=N);
6.99-7.44 (4H, m, C¢H,). Macc-ciextp, m/z: 487 [M + Na'].
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W3 dpaxmwuii ¢ Ry 0.54 (stunanerar—rekcan, 1:1) mony4arot cun-6f. Beixon 24%. T. m.
167172 °C. Crextp SIMP 'H, 8, m. 1. (J, Tw): 1.54 (9H, ¢, C4Hy); 2.07 (3H, ¢, CH3);
2.18 (3H, ¢, CHsC=N); 3.65, 3.89 (2H, na 1, AB-cucrema, 2J = 18, SO,CH,); 5.24 (2H,
¢, CH,Ph); 531 (1H, yur ¢, H-6); 6.99-7.45 (4H, M, CeHs); 7.56 (1H, m, “J = 1.3,
=CHC(Me)=N). Macc-cnextp, m/z: 487 [M + Na'].

mpem-ByruioBelii  3¢up  3-mermi-1,1-quokco-7Z-[2-anmu-(2-rpudropmernii-
0eH3UJIOKCUMMHO)ponuinaeH]-3-uepem-4-kapooHOBOH KHCJIOTHI (anmu-69) W
mpem-0yTuinoBblii  3¢mp  3-mermir-1,1-muokco-7Z-[2-cun-(2-rpudropMeTniadeH3 -
OKCHMUHO)NponmiInaeH]-3-uedem-4-kap6oHoBoit Kuca0ThI (cun-6Q) moOIyUaroT,
UCTIOIBb3YS CONSTHOKHUCIBIN 2-TpU(TOPMETUIOCH3NIOKCHAMUH.

U3 ¢paxuwii ¢ Ry 0.66 (stnnmanerar—rekcan, 1:1) nonyyaror anmu-69. Beixon 48%.
T. m1. 152—-156 °C. Cnektp SAMP H, 5, m. . (J, Tm): 1.53 (9H, ¢, C4Hy); 2.06 (3H, c,
CH3); 2.12 (3H, ¢, CH3C=N); 3.64, 3.88 (2H, mBa 1, AB-cucrema, 2J = 18, SO,CH,);
5.40 (1H, yur. ¢, H-6); 5.46 (2H, ¢, CH,Ph); 6.89 (1H, x, “J = 1.4, =CHC(Me)=N);
7.35-7.48 (2H, m, H-5,6 C¢H,); 7.54 (1H, M, H-4 CgH,); 7.66 (1H, 1, %) = 7.3, H-3
C¢H,). Macc-ciextp, m/z: 537 [M + Na'].

U3 ¢dpakmmit ¢ Ry 0.54 (3tunmanerar—rekcan, 1:1) momydarot cun-6g9. Beixox 31%.
T. mn. 155-158 °C. Cuektp SAMP Y, 5, M. 1. (J, Tm): 1.54 (9H, ¢, C4Hg); 2.08 (3H, c,
CHa); 2.20 (3H, ¢, CH3;C=N); 3.66, 3.90 (2H, nBa x, AB-cucrema, 2] = 18, SO,CHy,);
5.33 (1H, ym. ¢, H-6); 5.39 (2H, ¢, CH,Ph); 7.35-7.49 (2H, m, H-5,6 C¢H,); 7.51-7.59
(1H, M, H-4 CgHy,); 7.62 (1H, 1, *J = 1.5, =CHC(Me)=N); 7.66 (1H, 1, %1 = 7.8, H-3
C¢H,). Macc-ciextp, m/z: 537 [M + Na'].

Monyyenune mpem-GyTUNAOBBIX 3GUPOB 7Z-[2-(apmii- W NHPUIHIMETOKC-
UMHUHO)nponuiInaeH|-3-meTuii-1,1-1uokco-3-uedem-4-kapooHoBoii  kuciaoThl 6h—K.
Tumosoit meton b. K pactBopy 60 mr (0.17 MMOAB) cMecH awmu- U CUH-H30MEPOB
mpem-0ytunoBoro  3dupa 7Z-[2-(rumpokcuMHHO)OponuiIkaeH |-3-metui-1,1-1uokco-
3-eem-4-kap6oHOBOIt krcnoTel B 5 it JIM®PA mnipu 0 °C, nobasmsror 34 mr 60% NaH
(0.85 mmos1b) 1 0.20 MMoIe apunmMeTunopomuaa 5h,i ninn nupuaunmerunxiaopuaa 5j,k.
CMech HarpeBalOT 10 KOMHATHOH TeMIlepaTyphl, IEPEMENIMBAIOT 3 4, pa30aBisOT
50 mut stmnarierara U nmpoMsiBaroT 2 x 50 mi 5% BomgueiM pactBopom NaCl. Opranu-
yeckuid cioi cymrar Haj 0e3BoausiM Na,SO,4 u ynapusaroT. OctaTok (pakiMOHUPYIOT
Ha XpoMarorpaduueckoil KOJIOHKE ¢ CHIIMKaresieM U noiy4aroT nedemsr 6h—K.

Cmech mpem-6yTwiioBoro 3¢pupa 3-meruia-1,1-quoxco-7Z-[2-anmu-(2,6-nqu-
XJIOpOEH3WIOKCUMUHO)Iponuinjen]-3-uedem-4-kapooHoBoii kuciaorsl (anmu-6h) u
mpem-0yTuaosoro 3pupa 3-mermi-1,1-quokco-7Z-[2-cun-(2,6-nuxn0péeH3uI0Kc-
uMHHO)nponuauaen|-3-uedpem-4-kapoonoBoii kuciaorsl (cun-6h) (1:6) momyuaror,
ucnonp3ys 2,6-auxmopoensmndpomu. M3 dpakumii ¢ Ry 0.22 (stwnanerar—rekcas, 1:4).
Beixoa 55%. Crnekrp SIMP 1H, o, m. 1. (J, T'p): ammu-6h — 1.53 (9H, ¢, C4Hy); 2.05 (3H,
¢, CH3); 2.10 (3H, ¢, CHsC=N); 3.63, 3.88 (2H, nBa x, AB-cucrema, 2) =18, SO,CHy,);
5.30 (2H, ¢, CH,Ph); 5.53 (1H, ymr. ¢, H-6); 6.90 (1H, x, “J = 1.4, =CHC(Me)=N);
7.16-7.36 (3H, M, CgHs); cun-6h — 1.53 (9H, ¢, C4Hy); 2.07 (3H, ¢, CHy); 2.19 (3H, c,
CH3C=N); 3.64, 3.88 (2H, npa 1, AB-cuctema, 2J = 18, SO,CH,); 5.30 (2H, ¢, CH,Ph);
5.53 (1H, ym. ¢, H-6); 7.16-7.36 (3H, M, CgH3); 7.54 (1H, 1, *J = 1.4, =CHC(Me)=N).
Haﬁ}]eHO, %: C 5135, H 472, N 5.36. C22H24C|2N206S. BBI‘H/ICJ'ICHO, %: C 5127, H 469,
N 5.44.

Cmecs mpem-6yTmiioBoro 3¢upa 3-mermnia-1,1-nuoxco-7Z-[2-anmu-(3,4-nu-
XJIOPOEH3UIOKCUMUHO)IponuinieH]-3-uedem-4-kapooHoBoi KucaoThl (anmu-6i) u
mpem-6yTunoBoro 3pupa 3-merna-1,1-nuoxco-7Z-[2-cun-(3,4-nuxnopoeH3nI0Kc-
uMHHO)nponuauaeH|-3-uedem-4-kapoonoBoii kucaorbl (cun-6i) (4:1) monyuaror,
ucnons3ys 3,4-nuxiopoensunopomun. M3 dpaximii ¢ Ry 0.20 (srunanerar—rekca, 1:3).
Beixoz 48%. Criexrp SIMP H, 8, m. 1. (J, I'r): anmu-6i — 1.53 (9H, ¢, C4Hs); 2.07 (3H, ¢,
CHsy); 2.09 (3H, ¢, CH3C=N); 3.64, 3.87 (2H, nBa n, AB-cucrema, 23 = 18, SO,CHy,);
5.09 (2H, ¢, CH,Ph); 5.18 (1H, yur. ¢, H-6); 6.85 (1H, 1, “J = 1.4, =CHC(Me)=N);
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7.14-7.25 (1H, M, H-2 C¢H3); 7.37-7.54 (2H, M, H-5,6 CgH3); cun-6i — 1.53 (9H, c,
C4Hg); 2.07 (3H, ¢, CHy); 2.17 (3H, ¢, CH3C=N); 3.64, 3.87 (2H, nBa 1, AB-crcrema,
2J = 18, SO,CH,); 5.31 (1H, yur. ¢, H-6); 5.35 (2H, ¢, CH,Ph); 7.14-7.25 (1H, m, H-2
CeHa); 7.37-7.54 (2H, M, H-5,6 CgH3); 7.54 (1H, 1, “J = 1.4, =CHC(Me)=N). Haiinenro, %:
C 51.42; H 4.75; N 5.50. C»,H,4CI,N,O¢S. Boruucneno, %: C 51.27; H 4.69; N 5.44.

Cmech mpem-6yTuaosoro 3¢upa 3-merui-1,1-auokco-7Z-[2-anmu-(3-nupu-
ANIMEeTOKCMMHMHO)ponuinieH|-3-uedpem-4-kap6oHoBoii KHCIA0THI (anmu-6j) u
mpem-6yTunooro ddpupa 3-mernia-1,1-auoxco-7Z-[2-cun-(3-nupuanaIMeToOKC-
uMuHONpommiInaeH]-3-uedem-4-kapooHoBoii kucaorbl (cun-6j) (2:3) monyuaror,
HCTIONB3Ys 3-MHpUAAIMeTIIXIopra. M3 dpaxmmit ¢ Ry 0.08 (srwmarerar—rekcan, 3:1).
Beixon 15%. Criextp SIMP H, 8, m. 1. (J, I'n): anmu-6j — 1.53 (9H, ¢, C4Hy); 2.08 (3H, c,
CHy); 2.08 (3H, ¢, CH3C=N); 3.64, 3.96 (2H, nBa n, AB-cucrema, 2] = 18, SO,CHy,);
5.19 (2H, ¢, CH,Py); 5.28 (1H, ym. ¢, H-6); 6.82 (1H, 1, “J = 1.0, =CHC(Me)=N);
7.30-7.45 (1H, m, H-5 Py); 7.70-7.85 (1H, m, H-4 Py); 8.50-8.80 (2H, ymr. ¢, H-2,6
Py); cun-6j — 1.53 (9H, ¢, C4Ho); 2.08 (3H, ¢, CHs); 2.17 (3H, ¢, CHsC=N); 3.64, 3.90
(2H, mBa 1, AB-cucrema, 23 =18, SO,CH,); 5.30 (1H, yur. ¢, H-6); 5.37 (2H, ¢, CH,Py);
7.30-7.45 (1H, m, H-5 Py); 7.52 (1H, x, “J = 1.0, =CHC(Me)=N); 7.70-7.85 (1H, m, H-4
Py); 850-8.80 (2H, ym. c, H-2,6 Py). Haiineno, %: C 56.51; H 5.73; N 9.42.
C,1H25N306S. Berunciaeno, %: C 56.36; H 5.63; N 9.39.

Cmech mpem-0yTuiaoBoro 3¢pupa 3-mermi-1,1-nuokco-7Z-[2-anmu-(4-nupu-
JAUIMETOKCMMUHO)nponuianaeH|-3-uedpem-4-kapooHoBoii  kuciaorsl  (anmu-6K)
U mpem-0yTHI0BOro 3pupa 3-mermia-1,1-quokco-7Z-[2-cun-(4-nupuanamMeroKCHMUHO-
nponuianieH]-3-uedem-4-kapooHoBoii kucaoThl (cun-6K) (2:1) momydaror, UCTIONb-
3yst 4-MUPUIHIMETHIXIOPH]L.

U3 ¢pakumii ¢ Ry 0.08 (srunanerar—rexca, 3:1). Beixox 15%. Crextp SIMP 'H, 8, m. 1.
(3, T): ammu-6k — 1.53 (9H, ¢, C4Hy); 2.08 (3H, ¢, CH3); 2.15 (3H, ¢, CH;C=N); 3.65,
3.85 (2H, nBa 1, AB-cucrema, 2] = 18, SO,CHy,); 5.21 (1H, yu. ¢, H-6); 5.36 (2H, c,
CH,Py); 6.84 (1H, x, *J = 1.0, =CHC(Me)=N); 7.33 (2H, ym. ¢, H-3,5 Py); 8.61 (2H,
yu. ¢, H-2,6 Py); cun-6k — 1.53 (9H, ¢, C4Hg); 2.08 (3H, ¢, CH3); 2.20 (3H, c,
CH;C=N); 3.66, 3.91 (2H, nBa a1, AB-cucrema, 23 =18, SO,CH,); 5.21 (1H, yu. ¢, H-6);
5.36 (2H, c, CH.Py); 7.33 (2H, yu ¢, H-3,5 Py); 7.60 (1H, 1, *J = 1.0, =CHC(Me)=N);
8.61 (2H, ymr. ¢, H-2,6 Py). Haiimeno, %: C 56.47; H 5.70; N 9.45. CyHysN3OgS.
Brruncieno, %: C 56.36; H 5.63; N 9.39.

mpem-ByrunoBplid 3¢pup 7Z-[2-anmu-(2-6poMOeH3UIOKCHMUHO)IPONMIN/IEH] -
3-metna-3-uedem-4-kap6oHoBoil KuCIOTHI (anmu-8b) u mpem-Gyrunosbrii 3¢pup
7Z-[2-cun-(2-6poMoeH3UI0KCUMUHO)IpoHInIeH]-3-MeTuI-3-uedeM-4-KkapooHOBOIH
KUCa0ThI (cun-8b) (2:1) monyyaror MetogoM A U3 mpem-0yTHIIOBOTO 3dupa 7Z-aneTui-
METHICH-3-MeTHI-3-T1e(heM-4-KapOOHOBOH KHUCIOTHI / ¥ COITHOKUCIOTO 2-OpoMOeH3MII-
oxkcramuHa. Habineno, %: C 53.67; H 5.20; N 5.75. C»H,sBrN,O,S. Breruucneno, %o:
C 53.55; H5.11; N 5.68.

W3 ¢pakiwii (amoent stinanerar—rekca, 1:3) ¢ Ry 0.57 monyuaror anmu-8b. Beixon
41%. Criextp SIMP 'H, 8, m. 1. (J, T'my): 1.53 (9H, ¢, C4Hy); 2.03 (3H, ¢, CHz); 2.07 (3H,
¢, CH3C=N); 3.14, 3.50 (2H, nBa 1, AB-cucrema, 2)=18, SCHy,); 5.26 (1H, yur. ¢, H-6);
5.31 (2H, ¢, CH,Ph); 6.68 (1H, 1, *J = 1.4, =CHC(Me)=N); 7.12-7.43 (3H, m, H-4,5,6
CeHa); 7.56 (1H, 11, 23 = 7.8, H-3 CgHy).

U3 ¢pakimii ¢ R¢ 0.48 (stmnmanerar—rekcan, 1:3) monmyuaror cun-8b. Beixon 21%.
Conektp SAMP H, 5, M. 1. (J, Tm): 1.53 (9H, ¢, C4Hy); 2.03 (3H, ¢, CH3); 2.13 (3H, c,
CH3C=N); 3.18, 3.53 (2H, mBa n, AB-cucrema, 23 = 19, SCHy); 5.24 (2H, ¢, CH,Ph);
527 (1H, yu ¢, H-6); 7.10-7.41 (3H, m, H-4,5,6 CgH,); 7.45 (1H, n, J = 1.4,
=CHC(Me)=N); 7.55 (1H, 1, 3J = 8.8, H-3 C¢H,).

7Z-[2-anmu-(BeH3MI0KCUMUHO ))IponuauaeH |-3-MmeTni-1,1-1uokco-3-uedem
(anmu-10a) wn  7Z-[2-cun-(6eH3WIOKCHMHHO)NPOMMINIEH |-3-MeTHA-1,1-1HoKco-
3-uedem (cun-10a) 1ONYYarOT METOAOM A HCXOISA W3 7Z-aleTUIIMETHIICH-3-METHII-
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1,1-nuoxco-3-meheMa 1 coysTHOKHCIOTO OeH3mIoKcnamuHa. Brixox 47%. Haiineno, %:
C59.03; H 5.32; N 8.15. Cy7H1gN,0,S. Brruucneno, %: C 58.94; H 5.24; N 8.09.

U3 ¢ppaxuuii ¢ Ry 0.68 (atumanerar—rekcan, 1:1) monydatot awmu-10a. Beixon 28%.
Crnextp SIMP *H, 8, m. 1. (J, T'w): 1.80 (3H, ¢, CHs); 2.11 (3H, ¢, CH3C=N); 3.46, 3.96
(2H, nBa 1, AB-cuctema, 21=17.6, SO,CHy); 5.25 (2H, ¢, CH,Ph); 5.38 (1H, yr. ¢, H-6);
6.55 (1H, yur. ¢, H-4); 6.92 (1H, 1, *J = 1.5, =CHC(Me)=N); 7.31-7.41 (5H, m, CgHs).

U3 ¢pakmuii ¢ Ry 0.60 (stmnanerar—rekcan, 1:1) momydator cun-10a. Beixonq 19%.
Crnextp SIMP *H, &, m. 1. (J, T'w): 1.80 (3H, ¢, CHs); 2.19 (3H, ¢, CH;C=N); 3.46, 3.93
(2H, nBa 1, AB-cuctema, 23=18.1, SO,CHy); 5.17 (2H, ¢, CH,Ph); 5.26 (1H, y. ¢, H-6);
6.55 (1H, yur. ¢, H-4); 7.31-7.41 (5H, M, CeHs); 7.54 (1H, 1, *J = 1.4, =CHC(Me)=N).

7Z-[2-anmu-(2-BpoMGeH3WIOKCHMHHO)IponuInaeH] -3-MeTha-1, 1-1uokco-3-ued-
em (anmu-10b) u 7Z-[2-cun-(2-6poMOeH3HIOKCHMUHO)MPONUINIeH]-3-MeTHi-1,1-
anokco-3-uedem (cun-10b) momydaror w3 7Z-alueTHIMETHICH-3-MeTHI-1,1-1rokco-3-
nedema 1 CONITHOKUCIOTO 2-0pOoMOEH3MIIOKCHaMUHA.

U3 ¢paxumii ¢ Rf 0.48 (stmnanerar—rekcan, 1:1) nonyuaror awmu-10b. Beixox 34%.
Crnextp SIMP 'H, &, m. 1. (J, T'w): 1.80 (3H, ¢, CHs); 2.15 (3H, ¢, CH;C=N); 3.45, 3.95
(2H, nBa 1, AB-cuctema, 23=18.1, SO,CHy); 5.35 (2H, ¢, CH,Ph); 5.39 (1H, yu. ¢, H-6);
6.54 (1H, ym. ¢, H-4); 6.91 (1H, 1, *J = 1.4, =CHC(Me)=N); 7.12-7.41 (3H, m, H-4,5,6
CeHa); 7.56 (1H, 1, %3 = 7.9, H-3 CgH,). Macc-cniextp, m/z: 447/449 [M + Na'].

U3 ¢paxumit ¢ Ry 0.37 (atunanerar—rekcan, 1:1) momywatot cun-10b. Beixon 24%.
Crnextp SIMP 'H, 8, m. 1. (J, T'w): 1.81 (3H, ¢, CHs); 2.20 (3H, ¢, CH3C=N); 3.46, 3.96
(2H, nBa 1, AB-cuctema, 21=17., SO,CH,); 5.27 (2H, ¢, CH,Ph); 5.32 (1H, y. ¢, H-6);
6.56 (1H, ym. ¢, H-4); 7.12-7.41 (3H, m, H-4,5,6 C¢H.); 7.56 (1H, 1, °J = 8,3, H-3 CgH.);
7.60 (1H, 1, *J = 1.0, =CHC(Me)=N). Macc-cniextp, m/z: 447/449 [M + Na'].

7Z-[2-anmu-(3-BpomoéeH3u10KCMMUHO)IpoHIMAeH |-3-MeTii-1,1-1nokco-3-uedem
(aumu-10c) u 7Z-[2-cun-(3-6pomMGeH3NTOKCMMHUHO)IpomHInAeH]-3-meTuia-1,1-mu-
okco-3-uedem (cun-10c¢) momydaroT METOAOM A HCXOJs U3 7Z-aleTHIMETHIICH-3-METHII-
1,1-mrokco-3-repema u corsHOKHCIOrO 3-0poMben3miokcnamuna. Brxon 60%. HatineHo, %o:
C 48.21; H 4.11; N 6.64. C;;H;;BrN,O,S. Beraucneno, %: C 48.01; H 4.03; N 6.59.

U3 ¢paxumii ¢ Ry 0.48 (stmnanerar—rekcan, 1:1) monyuaror anmu-10¢. Beixon 37%.
Crextp SIMP H, &, M. 1. (J, T'm): 1.80 (3H, ¢, CH3y); 2.11 (3H, ¢, CH3C=N); 3.46, 3.96
(2H, nBa 1, AB-cucrema, 21=17.6, SO,CHy); 5.21 (2H, ¢, CH,Ph); 5.36 (1H, yu. ¢, H-6);
6.55 (1H, ym. ¢, H-4); 6.88 (1H, x, “J = 1.4, =CHC(Me)=N); 7.17-7.32 (2H, m, H-5,6
CeHa); 7.44 (1H, 1, 3 = 7.4, H-4 CgHy); 7.51 (1H, ¢, H-2 CgH.).

W3 ¢paxiuii ¢ Ry 0.36 (stmnanerar—rekcan, 1:1) momygaror cun-10¢. Boixon 23%.
Crextp SIMP 'H, 8, m. 1. (J, T'w): 1.80 (3H, ¢, CHy); 2.18 (3H, ¢, CHyC=N); 3.46, 3.95
(2H, nBa n, AB-cucrema, 23 =181, SO,CH,); 5.11 (2H, ¢, CH,Ph); 5.27 (1H, ¢, H-6);
6.55 (1H, ym. ¢, H-4); 7.16-7.32 (2H, M, H-5,6 CgH,); 7.44 (1H, 1, 3J = 7.3, H-4 CsH,);
7.49 (1H, ym. ¢, =CHC(Me)=N); 7.51 (1H, ¢, H-2 CgHy,).

7Z-[2-anmu-(4-BpomGéeH3naoKcuMuHO)iponuuaeH|-3-merua-1,1-1moxco-3-ued-
em (aumu-10d) wu  7Z-[2-cun-(4-6poMOEeH3NIOKCHMHUHO)IPONUIUAEH]-3-MeTHII-
1,1-muoxco-3-uedem (cun-10d) momywaror MeTomoM A HCXOJS U3 7Z-alleTHIMETHIICH-
3-metmin-1,1-nuokco-3-1iepemMa U COSTHOKUCIOTO 4-OpoMOeH3MIOKCHaMuHa. Bbixon
61%. Haiineno, %: C 48.15; H 4.17; N 6.63. C,7H7;BrN,0O,S. Brruucneno, %: C 48.01;
H 4.03; N 6.59.

U3 ¢dpakumii ¢ Ry 0.48 (stunauerar—rekcas, 1:1) nonydaror anmu-10d. Beixox 36%.
Crnextp SIMP 'H, 8, m. 1. (J, T'w): 1.80 (3H, ¢, CHs); 2.10 (3H, ¢, CH3C=N); 3.45, 3.94
(2H, nBa 1, AB-cuctema, 21=17.6, SO,CH,); 5.19 (2H, ¢, CH,Ph); 5.36 (1H, y. ¢, H-6);
6.55 (1H, ymr. ¢, H-4); 6.88 (1H, 1, “J = 1.5, =CHC(Me)=N); 7.23 (2H, 1,%) = 8.3, H-2,6
CsHa); 7.48 (2H, 1,%) = 8.3, H-3,5 CgH.).

U3 ¢paxuuit ¢ Ry 0.36 (stmnanerar—rekcan, 1:1) monyvator cun-10d. Beixon 25%.
Crnextp SIMP 'H, &, m. 1. (J, Tw): 1.81 (3H, ¢, CHs); 2.18 (3H, ¢, CH3C=N); 3.46, 3.94
(2H, 1Ba 1, AB-cuctema, °J = 17.6, SO,CH,); 5.11 (2H, ¢, CH,Ph); 5.27 (1H, yur. ¢, H-6);
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6.55 (1H, yur. ¢, H-4); 7.22 (2H, x, *J = 8.3, H-2,6 C¢H,); 7.48 (2H, n, °J = 8.3, H-3,5
CeH.); 7.53 (1H, 1, “J = 1.4, =CHC(Me)=N).
3-Metuiu-1,1-quokco-7Z-[2-anmu-(2-Xa0pOeH3NITOKCUMHHO ) IPONHINIeH]-3-
uepem (anmu-10e) u 3-merua-1,1-quoxco-7Z-[2-cun-(2-xa0p6eH3NTOKCHMHUHO)-
npomuinaeH]-3-uedpem (cun-10€) mnonyyaroT METOgOM A HUCXOoAs u3 [Z-aneTwi-
MeTHICH-3-MeTr-1,1-1rokco-3-1ieeMa 1 CoNTHOKUCITOro 2-XJI0pOCH3UITOKCHAMUHA.

U3 ¢ppaxumii ¢ R 0.43 (atmnanmerar—rekcas, 1:1) momygaror anmu-10e. Beixox 64%.
Crekrp SIMP 'H, &, m. 1. (J, T'): 1.79 (3H, ¢, CHz); 2.14 (3H, ¢, CH;C=N); 3.45, 3.95
(2H, mBa 1, AB-cucrema, 23 =18, SO,CHy,); 5.36 (2H, ¢, CH,Ph); 5.40 (1H, yu. ¢, H-6);
6.54 (1H, yur. ¢, H-4); 6.90 (1H, 1, *J = 1.5, =CHC(Me)=N); 7.22-7.42 (4H, m, C¢H,).
Macc-cniextp, m/z: 381/383 [M™].

U3 ¢pakmmii ¢ Ry 0.31 (srmmarerar—rekcan, 1:1) momywaror cun-10e. Beixon 24%.
Crekrp SIMP 'H, &, m. 1. (J, T'): 1.81 (3H, ¢, CHz); 2.20 (3H, ¢, CH3C=N); 3.46, 3.95
(2H, mBa 1, AB-cucrema, 23 =18, SO,CHy,); 5.29 (2H, ¢, CH,Ph); 5.37 (1H, yu ¢, H-6);
6.56 (1H, yu. ¢, H-4); 7.22-7.42 (4H, M, CsHa); 7.58 (1H, 1, *J = 1.4, =CHC(Me)=N).
Macc-cmextp, m/z: 381/383 [M'].

3-Metuii-1,1-nuokco-7Z-[2-anmu-(2-propoen3nnokcuMHuHO ) IponuIuaeH]-3-
uepem (anmu-10f) m 3-mermi-1,1-1mokco-7Z-[2-cun-(2-pTopoeH3NTOKCHMHUHO)-
npomuinieH]-3-uepem (cun-10f) momyuaror merogoM A ucxoas w3 7Z-aueTui-
MeTrieH-3-MeTri-1, 1-mokco-3-riepema 1 comstHOKHUCIIOTO 2-(QTOpOCH3MITOKCHAMUHA.

W3 ¢pakmmii ¢ Ry 0.40 (stumanerar—rekcan, 1:1) momyuator anmu-10f. Beixon 73%.
T. mn. 120-122 °C. Cuektp SAMP 1H, 6, m. 1. (J, T'm): 1.79 (3H, ¢, CHy); 2.09 (3H, c,
CH3C=N); 3.44, 3.95 (2H, mBa o, AB-cucrema, 2) =18, SO,CHy); 5.32 (2H, ¢, CH,Ph);
5.40 (1H, ym. ¢, H-6); 6.54 (1H, ym. ¢, H-4); 6.90 (1H, x, *J = 1.5, =CHC(Me)=N);
6.99-7.44 (4H, M, CgH,4). Macc-criextp, m/z: 387/388 [M + Na'].

W3 dpaxmmii ¢ R¢ 0.33 (stmnanerar—rekcan, 1:1) momydaror cun-10f. Beixox 24%.
T. mn. 122-124 °C. Cuektp SIMP 1H, 6, m. 1. (J, T'm): 1.80 (3H, ¢, CHy); 2.19 (3H, c,
CH3C=N); 3.46, 3.95 (2H, nmBa 1, AB-cucrema, 23 =18, SO,CHy); 5.24 (2H, ¢, CH,Ph);
5.29 (1H, ym. ¢, H-6); 6.55 (1H, yur. ¢, H-4); 6.99-7.44 (4H, m, CeHs); 7.53 (1H, 1, I = 1.3,
=CHC(Me)=N). Macc-cnextp, m/z: 387/388 [M + Na'].

Monyyenue mpem-GyTHIOBBIX 3PUPOB 7Z-[2-(apUIMETOKCHMHHO)MPONUIHU-
neH]-2-(N,N-qumeruniamunomeruiien)-3-metuii-1,1-nuokco-3-uedem-4-kapooHo-
Boii kucaornl 11a—f. Tumosoit meron. K mepemernmnBaemoii cycrnensun 0.672 MMoitb
7Z-[2-(apunmMeToKCMMHHO )IponunaeH|-3-MeTui-1,1- tuokco-3-nepem-4-kapOoHOBOIM
KUACIOTHL B 15 Ml aneroHuTpwia B cpeie aproHa npu —5 °C 100aBNSIOT CMeECh,
cocrosiyto u3 234 Mk (2.687 mmonb) okcamurxiopuga u 209 M (2.687 MMois)
JAM®A B 15 mn aneronutpuina. Peaknuonnyto cmech nepemermmBaroT 1.5 1 mpu 0 °C,
HelTpanu3yor 217 mka (2.687 mmoins) cyxoro mupuauHa, pas6asisior 100 ma 5%
BogHoro NaCl u askcrparupyror 2 x 30 wmu stunarerara. Opranudeckyio dasy
BhICYIIMBarOT Haj 0e3BojHbIM Na,SO, PacTBOpHTEnbh yNapuBarOT MPU MOHWKEHHOM
nasienun. OcTaTtok QpakIHOHUPYIOT Ha XpOMAaTOrpaguIecKoi KOJIOHKE C CHIIMKArejIeM
JMMIOEHTOM JTHJIALlETaT-TeKCaH, MEeHsAA uX cooTHomeHue ¢ 1:10 mo 1:2, m momywarot
uedemsr 11a-f.

mpem-bByTuiosslii 3gup 7Z-[2-anmu-(6eH3uaokcumMuHo)nponuangen]-2(E/Z)-
(N,N-mumernnamunomeruiien)-3-mermii-1,1-1uokco-3-uedem-4-kapooHoBoii  Kuc-
J0ThI (anmu-11a) u mpem-oyrunoBuiii 3¢up 7Z-[2-cun-(6eH3UI0KCMMUHO)IPONIH-
muaen]-2(E/Z)-(N,N-aumernnamunomeruiien)-3-merui-1,1-1uokco-3-uedem-4-kap-
60HOBOIT KHCJI0THI (cur-11a) moMy4aroT U3 CMECH anmu- U cun-u3omepos 7Z-[2-(Gen-
3MJIOKCUMHHO)IIporiiiaeH |-3-metui-1,1-quokco-3-nedem-4-kapOOHOBOH KHCIIOTHI.

W3 ¢paxumii ¢ R 0.60 (stmnanerar—rekcan, 1:1) nomydaror 195 mr (58%) cmecu 2E-
v 2Z-m30oMepoB anmu-11a B coorromennu 4:1. T. 1. 96-98 °C. Crextp SIMP 'H, §, m. 1.
(J, T): 1.53 (9H, ¢, C4Hg); 2.14 (3H, ¢, CHy); 2.23 (3H, ¢, CH;C=N); 3.04 (4.8H, c,
N(CH3)2 2E‘I/I30Mep), 3.32 (12H, C, N(CH3)2 ZZ-I/ISOMep), 5.23 (ZH, C, CHzph), 5.42
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(1H, 93 = 1.0, H-6); 6.85 (1H, yuL. ¢, =CHC(Me)=N); 6.93 (0.2H, ¢, =CHNMe, 2Z-u30-
mep); 7.23 (0.8H, ¢, =CHNMe, 2E-uzomep); 7.31-7.40 (5H, M, CgHs). Macc-cniektp,
m/z: 399 [M*~-COOC(CH3)s].

W3 ¢ppaxumii ¢ Ry 0.48 (stmnanerar—rekcan, 1:1) momyuator 88 mr (26%) cmecu 2E/2Z
m30MepoB cun-11a B coorromenun 4:1. T. 1. 90-92 °C. Criextp SIMP 'H, &, m. 1.: 1.54
(9H, ¢, C4Hy); 2.21 (3H, ¢, CHg); 2.22 (3H, ¢, CH3C=N); 3.05 (4.8H, c, N(CH3), 2E-m30-
mep); 3.33 (1.2H, ¢, N(CHa), 2Z-usomep); 5.16 (2H, ¢, CH,Ph); 5.34 (1H, ¢, H-6); 6.95
(0.2H, ¢, =CHNMe, 2Z-m3omep); 7.25 (0.8H, c, =CHNMe, 2E-u3omep); 7.31-7.40 (5H,
M, CgHs); 7.50 (1H, ¢, =CHC(Me)=N). Macc-cnektp, m/z: 399 [M*~COOC(CH3)3].

mpem-ByrunoBblii  3¢pup  7Z-[2-anmu-(2-6poMGeH3NITOKCHMHHO)IPONHIIH/IEH] -
2(E/Z)-(N,N-mumeTniamunomeTuIeH)-3-MeTuA-1,1-1nokco-3-uedpem-4-kap6oHoBoii
kucaoThl (aumu-11b) u mpem-6yrunoBwiii 3¢up 7Z-[2-cun-(2-6pomoeH3UIOKC-
umuHo)nponuanaeH|-2(E/Z)-(N,N-mumerniamunomeruiien)-3-mermi-1,1-muoxco-
3-uedem-4-kap0ooHOBOH KHCAOTHI (cun-11D) monyuaroT, MCHONB3YSI CMECh aHmu- H
CUH-M30MEPOB  mpem-OyTuinoBoro s¢upa 7Z-[2-(2-6poMOSH3UTOKCUMHHO )ITPOTTHIIH-
nen|-3-metui-1,1-nuokco-3-nedem-4-kapOOHOBOM KUCIOTHI.

U3 ¢paxmmii ¢ Ry 0.78 (aTmwmanerar—rekcan, 2:1) momydaror 33 mr (30%) cmecu 2E- u
2Z-w3omepoB anmu-11b B cootromennu 4:1. T. wi. 134-136 °C. Crextp SIMP H, 5, m 1
(J, T'): 1.53 (9H, ¢, C4Hy); 2.18 (3H, ¢, CH3); 2.23 (3H, ¢, CH;C=N); 3.05 (4.8H, c,
N(CH3)2 2E'I/I30Mep), 3.32 (12H, C, N(CH3)2 22-1/130Mep), 5.32 (2H, C, CHzph), 5.42
(1H, z, *J = 1.0, H-6); 6.84 (1H, 1, *J = 1.0, =CHC(Me)=N); 6.93 (0.2H, ¢, =CHNMe,
2Z-m3omep); 7.09-7.44 (3.8H, m, =CHNMe, 2E-uzomep, H-4,5,6 C¢Hs); 7.56 (1H, n,
%) = 7.8, H-3 CgH4). Macc-criexrp, m/z: 602/604 [M*—COOC(CHy)s].

U3 dpakmmii ¢ Ry 0.62 (3Tmmanerar—rekcan, 2:1) momyvatot 21 Mr (19%) cmecu 2E- u
27Z-u3oMmepoB cun-11b B cootromenun 4:1. T. mr. 130-132 °C. Crnekrp SIMP 1H, O, M. II.
(J, T): 1.53 (9H, ¢, C4Hg); 2.22 (3H, ¢, CH3); 2.22 (3H, ¢, CH;C=N); 3.05 (4.8H, c,
N(CHs), 2E-uzomep); 3.33 (1.2H, ¢, N(CH3), 2Z-uzomep); 5.25 (2H, ¢, CH,Ph); 5.36
(1H, ¢, H-6); 6.96 (0.2H, ¢, =CHNMe, 2Z-u3omep); 7.10-7.44 (3.8H, M, =CHNMe,
2E-m3omep, CgHa); 7.54 (1H, 1, %3 = 7.4, H-3 CgH,); 7.55 (1H, ¢, =CHC(Me)=N). Macc-
criexTp, M/z: 602/604 [M*—~COOC(CHs);].

mpem-ByrunoBblii  3¢pup 7Z-[2-anmu-(3-6poMOEH3UIOKCHMUHO)IPONHIH/IEH]-
2(E/Z)-(N,N-mumerniamunomeTuiien)-3-metui-1,1-nuokco-3-uedpem-4-kapooHoBoit
KUCAOTHI (anmu-11C) m mpem-6yrunosplii 3¢up 7Z-[2-cun-(3-6pomoeH3nI0OKC-
umuHo)nponuanaen]-2(E/Z)-(N,N-mumerniamunomeruien)-3-merui-1,1-nuoxco-
3-uedem-4-kap6oHoBOH KHCJAOTHI (cun-11C) monydaroT, UCHONB3ysS CMECh aHMU- U
Cun-u30MepoB  mpem-0yTunoBoro 3dupa 7Z-[2-(3-6poMOEH3UTOKCUMUHO )TPOTTHIIH-
neH]-3-merm-1,1-nuokco-3-epem-4-kapOOHOBON KUCIIOTHL

U3 ¢ppakuuii ¢ R 0.28 (atunanerar—rekcas, 1:2) nonydaror 40 mr (36%) cmecu 2E- u
2Z-n3omepoB anmu-11c B coorHomennu 4:1. T. . 82—-84 °C. Cnexrp AMP 1H, o, M. II.
(J, Tm): 1.53 (9H, ¢, C4Hy); 2.14 (3H, ¢, CHs); 2.22 (3H, ¢, CH;C=N); 3.04 (4.8H, c,
N(CHa), 2E-u3omep); 3.32 (1.2H, ¢, N(CH3), 2Z-u3omep); 5.17 (2H, ¢, CH,Ph); 5.41 (1H,
¢, H-6); 6.82 (1H, c, =CHC(Me)=N); 6.94 (0.2H, ¢, =CHNMe, 2Z-u3omep); 7.17-7.33
(2.8H, m, =CHNMe, 2E-m3omep, H-5,6 CgH,); 7.44 (1H, n, °J = 7.4, H-4 CgH,); 7.51
(1H, ym. ¢, H-2 CgHs). Macc-cniextp, m/z: 603 [M + Na'].

U3 dpakumit Ry 0.48 (aTmnanerar—rekca, 1:2) noiyqatot 21 mr (19%) cmecu 2E- u
2Z-u3omepoB cun-11¢ B cootromennu 4:1. T. mwr. 73-75 °C. Crexrp SIMP 'H, &, m. 1.
(J, Tm): 1.53 (9H, ¢, C4Hy); 2.20 (3H, ¢, CH3); 2.22 (3H, ¢, CH3C=N); 3.05 (4.8H, c,
N(CHs), 2E-u3omep); 3.32 (1.2H, ¢, N(CH3), 2Z-u3omep); 5.10 (2H, ¢, CH,Ph); 5.35
(1H, ¢, H-6); 6.96 (0.2H, ¢, =CHNMe, 2Z-uzomep); 7.15-7.34 (2.8H, m, =CHNMe
2E-msomep, H-5,6 CgH,); 7.44 (1H, n, %) = 7.3, H-4 CgH,); 7.48 (2H, ymr. c,
=CHC(Me)=N, H-2 C¢Hs,). Macc-cniektp, m/z: 603 [M + Na'].

mpem-ByTuiioBblit  3¢up 7Z-[2-anmu-(4-6poMOeH3UTOKCUMUHO)IPONHITH/IEH] -
2(E/Z)-(N,N-mumernsiamunomeruiien)-3-meruii-1,1-nuokco-3-uedpem-4-xapooHoBoii
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kucaoThl (anmu-11d) u mpem-Gyrunoswiit 3¢pup 7Z-[2-cun-(4-6pomoéeH3nnoKc-
umuHo)nponuituaeH|-2(E/Z)-(N,N-1mumeTunamuHoMeTniieH)-3-MmeTui-1,1- ruokco-3-
uedem-4-kap6oHoBoii Kkuca0THI (cun-11d) mONy4aOT U3 CMECH aHmu- ¥ CUH-U30-
MEpOB mpem-0yTuiioBoro s¢upa 7Z-[2-(4-6poMOeH3UIOKCUMHUHO ) TPONUIHICH |-3-METHII-
1,1-nuoxco-3-uedem-4-kapOOHOBOM KHCIOTHI.

U3 ¢paxmmii ¢ Ry 0.43 (3Tmmanerar—rekcan, 2:1) momydarot 47 mr (43%) cmecu 2E- n
2Z-momepoB anmu-11d B cootHomennu 4:1. Cnextp SIMP 'H, §, m. 1. (J, Tw): 1.53
(9H, ¢, C4Hg); 2.13 (3H, ¢, CHy); 2.23 (3H, ¢, CH;C=N); 3.04 (4.8H, c, N(CH3), 2E-u30-
mep); 3.32 (1.2H, ¢, N(CH3), 2Z-u30mep); 5.16 (2H, ¢, CH,Ph); 5.41 (1H, ¢, H-6); 6.83
(1H, ¢, =CHC(Me)=N); 6.93 (0.2H, ¢, =CHNMe, 2Z-u3omep); 7.23 (0.8H, ¢, =CHNMe,
2E-momep); 7.23 (2H, 11, 1 = 8.3, H-2,6 CsH.,), 7.48 (2H, 1, *J = 8.3, H-3,5 CgH.). Macc-
ciextp, m/z: 602/604 [M + Na'].

U3 ¢ppaxmumit Ry 0.37 (armmanerar—rekcan, 2:1) nomygatot 32 mr (29%) cmecu 2E- n
ﬂﬂmmmmwﬂﬂBmmmmmM&LCmmﬂWWﬁﬁmuM&ﬁ&L%@%q
C4Hyg); 2.20 (3H, ¢, CHa); 2.22 (3H, ¢, CH3C=N); 3.05 (4.8H, ¢, N(CH3), 2E-u3zomep);
3.33 (1.2H, ¢, N(CHa), 2Z-u30mep); 5.09 (2H, ¢, CH,Ph); 5.33 (1H, ¢, H-6); 6.95 (0.2H,
¢, =CHNMe, 2Z-mzomep); 7.17-7.25 (2.8H, m, =CHNMe, 2E-uzomep, H-2,6 CgHy);
7.46 (1H, ym. ¢, =CHC(Me)=N); 7.48 (2H, x, *J = 8.3, H-3,5 CgH,). Macc-criektp, m/z:
602/604 [M + Na'].

mpem-Byrunosptii 3¢pup 2(E/Z)-(N,N-numernaamunomerusen)-3-merui-1,1-
AMOKCO-7Z-[2-anmu-(2-x10p0eH3MI0KCUMUHO)TPonuInIeH]-3-epeM-4-kapooHo-
BO#i KHCJIOThI (anmu-11€) u mpem-oyrunossbiii 3¢pup 2(E/Z)-(N,N-mumernaiammuuo-
MeTuniieH)-3-MeTui-1,1-1uoKkco-7Z-[2-cun-(2-xa0p0oeH3na0KCHMHHO ) IPONUIUIEH ] -
3-uedem-4-kap6oHOBOH KHCHOTHI (cun-11€) MOMYYAIOT U3 CMECH AHMU- U CUH-U30-
MepoB  mpem-OyTwinoBoro  3dupa  3-mertui-1,1-auokco-7Z-[2-(2-xnopoeH3unokc-
HMPHO ) IPONFIIHACH | -3-11epeM-4-KapOOHOBOH KHCIIOTHL

U3 dpakumii ¢ Ry 0.30 (aTmmanerar—rekca, 1:1) monyuator 22 mr (36%) cmecu 2E-
¥ 2Z-u3oMepoB anmu-11e B cootromenuu 4:1. T. rut. 134-136 °C. Crextp SIMP 'H, §,
M. 1. (J, T'u): 1.53 (9H, ¢, C4Ho); 2.17 (3H, ¢, CH3); 2.23 (3H, ¢, CH3C=N); 3.04 (4.8H,
¢, N(CHj3), 2E-u3zomep); 3.32 (1.2H, ¢, N(CHs), 2Z-uzomep); 5.34 (2H, ¢, CH,Ph); 5.42
(1H, yu. ¢, H-6); 6.84 (1H, yu. ¢, =CHC(Me)=N); 6.93 (0.2H, ¢, =CHNMe, 2Z-u30-
mep); 7.20-7.43 (4.8H, m, =CHNMe, 2E-u3omep, C¢H,4). Macc-cnexktp, m/z: 558/560
[M + Na'].

U3 dpakumit Ry 0.21 (atmunanerar—rekca, 1:1) nomyqator 31 mr (51%) cmecu 2E- u
2Z-m3omepoB cun-11e B coorsomennu 4:1. T. 1. 130-132 °C. Crextp SIMP 'H, &, M. 1.
(J, Tu): 1.53 (9H, ¢, C4Hy); 2.23 (6H, yur. ¢, CHs, CH3C=N); 3.05 (4.8H, ¢, N(CHy),
2E-m3omep); 3.33 (1.2H, ¢, N(CHa), 2Z-u3omep); 5.28 (2H, ¢, CH,Ph); 5.36 (1H, c, H-6);
6.96 (0.2H, ¢, =CHNMe, 2Z-uzomep); 7.20-7.44 (4.8H, m, =CHNMe, 2E-uzomep,
C¢H,); 7.54 (1H, ym. ¢, =CHC(Me)=N). Macc-cnextp, m/z: 558/560 [M + Na'].

mpem-Byrunosetii 3¢pup 2(E/Z)-(N,N-mumernaamunomerusien)-3-merui-1,1-
AUOKCO-7Z-[2-anmu-(2-¢propoeH3niokcuMuHo)nponuinaeH]-3-uepem-4-kapooHo-
Boii kucaorel (awmu-11f) u mpem-oyrunoseiii 3¢pup 2(E/Z)-(N,N-mumerni-
aMuHoMeTHniIeH)-3-Mernii-1,1-1mokco-7Z-[2-cun-(2-propoeH3nI0 KCHMIHO) TP ONTHUIIH-
aen|-3-uepem-4-kapooHoBoit kucaorsl (cun-11f) nomywaror w3 cmecw amwmu- u
CUH-U30MEPOB mpem-0yTuiaoBoro adupa 3-metui-1,1-mokco-7Z-[2-(2-propOensuiokc-
HUMHHO )IIPOTTHITHICH]-3-T1e(heM-4-KapOOHOBOM KHCIIOTHI.

U3 dpaxmmii ¢ Rf 0.29 (atmnmanerar—rekcas, 1:1) momygaror 8 mr (35.5%) cmecu 2E- u
2Z-wzomepoB anmu-11f B coornomrennu 4:1. T. i 85-87 °C. Crekrp SIMP H, 8, M. a
1.53 (9H, ¢, C4Ho); 2.13 (3H, ¢, CHa); 2.23 (3H, ¢, CH3C=N); 3.04 (4.8H, c, N(CHs),
2E-usomep); 3.32 (1.2H, ¢, N(CHs), 2Z-uzomep); 5.29 (2H, ¢, CH,Ph); 5.42 (1H, yu. c,
H-6); 6.84 (1H, ym. ¢, =CHC(Me)=N); 6.93 (0.2H, ¢, =CHNMe, 2Z-uzomep); 6.97—
7.19 (2H, m, H-4,5 CgH,); 7.23 (0.8H, ¢, =CHNMe, 2E-m30mep); 7.27-7.45 (2H, m, H-3,6
C¢Ha). Macc-criextp, m/z: 520 [M™].
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N3 ppaxumii R¢ 0.20 (3tunanerar—rexcan, 1:1) momyuator 10 mr (45.6%) cmecu 2E- u
2Z-momepos cun-11f B cootromenrm 4:1. T. . 81-83 °C. Crekrp SIMP 'H, &, m. 1. 1.53
(9H, ¢, C4Hg); 2.21 (3H, ¢, CH3); 2.22 (3H, ¢, CH3C=N); 3.04 (4.8 H, ¢, N(CH3),
2E-momep); 3.32 (1.2H, ¢, N(CHs), 2Z-u3omep); 5.22 (2H, ¢, CH,Ph); 5.34 (1H, ym. c,
H-6); 6.95 (0.2H, ¢, =CHNMe, 2Z-uzomep); 6.98-7.19 (2H, m, H-4,5 Ce¢H,); 7.24
(0.8H, ¢, =CHNMe, 2E-u3omep); 7.27-7.44 (2H, m, H-3,6 CsHy); 7.49 (1H, ym. c,
=CHC(Me)=N). Macc-crektp, m/z: 520 [M"].

3Z-[2-anmu-(ApuaIMeTOKCUMHHO)NPOIIINIEH]-1-mpem-Gy ToKCHKApOOHMIMETHII-4-
(5-meTmir-4-u3oKcazonuicyib(ponmn)azeTuaud-2-o0  (anmu-14a,b,d). Tumosoit Meros.
K pactopy 80 mr (0.159 mmomnb) cMecH cux- M aHmMu-u30MEpPOB mpem-0yTHIOBOTO
sdupa 7Z-[2-(apunmerokcumuno )porinneH]-2(E/Z)-(N,N- mume THIaMHHOME THIIEH ) -
3-metmi-1,1-nrokco-3-nieem-4-kapOOHOBOM  KHCIOTBI B 25 MII  aIlleTOHUTpPHIIA
nob6assror 22 Mr (0.319 MMOJB) CONSHOKHCIOTO THAPOKCHIAMHKHA. PeaknnoHHYIO
cMmech nepeMemmBaroT 2 4 npu 40-50 °C u ynapuBaroT NpH MOHIKEHHOM JIaBJICHUH.
Ocratok QppakuMOHUPYIOT Ha XpOMaTOrpadhuuecKoil KOJIOHKE C CUIIMKAreJieM dIII0EHTOM
STUIIAIICTAT-TeKCaH, MEHsST UX COOTHOMIeHHe ¢ 1:5 mo 1:2, U Moay4aroT a3eTHAMHOHBI
14a,b,d.

3Z-[2-anmu-(ben3nnokcuMUHO)IpoNUIIUAeH] - 1-mpem-0yToKCHKAPOOHMIIME T HJI-
4-(5-meTui-4-uzokcazonmicyabQoHua)azeTuauH-2-00  (anmu-14a) 1ony4yanT U3
CMECH CuH- M aHMU-U30MEPOB mpem-OyTUIOBOTO 3dupa 7Z-[2-(0eH3UTOKCUMHHO)-
nponununet]-2(E/Z)-(N,N-qumetnnamunomernnen)-3-metii-1,1- nuokco-3-nedem-4-
KapOOHOBOW KHCJIOTHI.

N3 ¢paxumii ¢ R¢ 0.33 (3tunanerar—rekcan, 1:1) nomyqator 64% anmu-14a. T. .
7678 °C. Criextp SIMP 'H, &, m. 1. (J, T'mr): 1.47 (9H, ¢, C4Hy); 2.15 (3H, ¢, CHzC=N);
2.50 (3H, ¢, CH; u3okcason); 4.05, 4.40 (2H, aBa 1, AB-cuctema, 23 =18, NCH,COO0);
5.25 (2H, ¢, CH,Ph); 5.75 (1H, ¢, H-4); 6.65 (1H, ¢, =CHC(Me)=N); 7.30-7.44 (5H, m,
CgHs); 8.17 (1H, ¢, H-3 u3okcason). Macc-criektp, m/z: 512 [M + Na'].

3Z-[2-anmu-(2-BpoMoeH3NT0KCUMUHO ) IPOIUIIHJIEH |- 1-mpem-0y ToKCHKAPGOHMIT-
MeTuI-4-(5-MeTHIN30KCa301-4-cyabhonua)azeTuaun-2-on  (anmu-14b) nomyuaror
U3 CMECH CuH- U aHmu-u30MeEPOB mpem-OytunoBoro 3dupa 7Z-[2-(2-6GpomOen3u-
oxcumuHo)nporttiaeH]-2(E/Z)-(N,N-numetiiamurometrnen)-3-metui- 1, 1-miokco-3-1ie-
(hem-4-kapOOHOBOM KHCIIOTHI.

U3 dpaxumii ¢ Ry 0.43 momyuaror 15% macmoo6pasnoro semectsa. Criektp SIMP 'H,
5, m. n. (J, Tu): 1.47 (9H, ¢, C4Hg); 2.19 (3H, ¢, CH;C=N); 2.54 (3H, ¢, CH;
u3okcaszon); 4.05, 4.41 (2H, nBa a1, AB-cucrema, 2] = 18, NCH,COO); 5.34 (2H, c,
CH,Ph); 5.77 (1H, ¢, H-4); 6.65 (1H, ¢, =CHC(Me)=N); 7.12-7.38 (3H, M, H-4,5,6
CeH); 7.58 (1H, 1, %) = 7.4, H-3 CgH,); 8.21 (1H, ¢, H-3 m3okcason). Macc-criekrp, m/z:
590 [M + Na'].

3Z-[2-anmu-(4-BpoMOEeH3NIOKCHMIHO)IPONMIIHIEH |- 1-mpenm-0y ToKCHKAPOOHMII-
MeTuI-4-(5-meTuin3zokcaszon-4-cynabponnin)azeruaun-2-on  (anmu-14d) nomyuaror
U3 CMECH CUH- U aHMU-U30MEPOB mpem-0yTuinoBoro 3dupa 7Z-[2-(4-6pomOeH3MIOKC-
nmuHO ))pormazeH |-2(E/Z)-(N,N-mumetnnamuHoMetisieH)-3-metui-1, 1- muokco-3-rieem-
4-xapOOHOBOH KHUCIOTHI.

U3 dppaknmii ¢ Ry 0.39 nomyuaror 8% macnmooOpaszHoro BemiectBa. Crexktp SAMP H,
5, M. n. (J, Tu): 1.47 (9H, c, C4Hg); 2.14 (3H, ¢, CH3C=N); 2.52 (3H, c, CHj
u3okcaszon); 4.05, 4.40 (2H, msa n, AB-cucrema, 2] = 18, NCH,COO); 5.19 (2H, c,
CH,Ph); 5.75 (1H, ¢, H-4); 6.62 (1H, ¢, =CHC(Me)=N); 7.24 (2H, n, *J = 8.4, H-2,6
CeHy); 7.50 2H, m, %] = 8.4, H-35 CgHy); 8.18 (1H, ¢, H-3 u3okcazon). Macc-crekrp,
m/z: 590 [M + Na'].

mpem-ByTnnoBslii 3gup  7Z-[2-anmu-(4-6poMdeHNIATHIPAZOHO)IPONHITHAECH] -
3-metua-1,1-quokco-3-uepem-4-kapooHoBoit kucaoTnl (aumu-15). K pacrBopy
100 mr (0.293 mmomb) mpem-0ytunoBoro 3dupa 7Z-anerunMerwicH-3-metui-1,1-mu-
okco-3-1iepem-4-kapOoHOBON KHCIOTBI B 10 M MeraHona, A00aBiasSiOT 85 Mr
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(0.381 mmous) comstHOKHCTOTO 4-6GpoMbenmwnruapasuaa u 32 wmr (0.381 mmoib)
ameraTa HAaTpua. PeakIMOHHYIO CMeCh MepeMeImnBaloT 24 9 TpH KOMHATHOU
TEeMIIepaType 1 yNapuBaroT NPH IMOHKEHHOM JaBleHNH. OCTaToOK (pakIMOHUPYIOT Ha
xpomarorpaduaeckoil KoioHKe c¢ cmmkaredem. M3 ¢pakmmm ¢ Ry 0.23  (3rmn-
arrerat—rekcaH, 1:1) nomyuaror nieem anmu-15. Bexon 68%. T. mr. 210-213 °C. Cnektp
SAMP 'H, 8, m. 1. (J, Tw): 1.48 (9H, ¢, C4Hg); 1.91 (3H, ¢, CHa); 2.12 (3H, ¢, CH3C=N);
4.16, 4.34 (2H, mBa 1, AB-cuctema, 2J = 17.6, SO,CH,); 6.25 (1H, ¢, H-6); 6.97 (1H, c,
=CHC(Me)=N); 7.24 (2H, n, °] = 8.8, H-2,6 C¢H,); 7.43 (2H, 1, *] = 8.8, H-3,5 CgH.);
10.15 (1H, ¢, NH). Macc-cniextp, m/z: 534 [M + Na'].

mpem-ByTnioBelii 3gup 7Z-[2-anmu-(2-6poMOEH30MT0KCHMUHO)IPONHITH/IEH] -
3-metua-1,1-quokco-3-uepem-4-kapooHoBoit kucaoThl (aumu-16). K pacrBopy
20 mr (0.056 MMoOITB) mpem-0yTHIOBOTO 3(Upa CMECH cuH- M aHmMu-u3oMepoB Z-[2-
(runpoxcuMuHO ) IponmIHAeH ] -3-MeTri-1,1-mrnokco-3-neeM-4-kapOOHOBOM KUCIOTHI
B 10 M1 MeCN nobGasinstor 36 mr (0.168 mMmonp) xnopanruapuna 2-6poMOeH30iHOI
kucinoTel 1 4 Mmr (0.056 MMonp) nupunuHa. PeaknioHHy0 cMech MepeMeImnBaioT 72 1
[pU KOMHATHOW Temmepatype, pa3basisiror 100 M 5% Boanoro NaCl u skcrparupyror
2x 30 mi stunanerarta. OpraHH4YecKuil Cj0oi BhICYIHMBAOT Haa 0Oe3BomubIM NapSO,.
PactBopuTens ynapuBaroT NpH MOHWKEHHOM JaBieHUH. OCTaToK (pakIMOHUPYIOT Ha
xpoMmarorpaduueckoil KojoHke ¢ cuimkareneMm. M3 ¢pakmmit ¢ Ry 0.57 (ormn-
arrerat—Tekcas, 1:1) momydatot nedem anmu-16. Boxon 54%. T. mr. 128—132 °C. Cnektp
SAMP 'H, 8, m. 1. (J, T): 1.54 (9H, ¢, C4Ho); 2.10 (3H, ¢, CHs); 2.35 (3H, ¢, CH;C=N);
3.65, 3.93 (2H, aBa 1, AB-cucrema, ) = 17.6, SO,CHy); 5.58 (1H, ¢, H-6); 7.09 (1H, c,
=CHC(Me)=N); 7.34-7.48 (2H, m, H-4,5 C¢H,); 7.66—7.75 (1H, m, H-3 CgH,); 7.77-7.86
(1H, M, H-6 CgH,). Macc-crextp, m/z: 561/563 [M + Na'].

OmnpenejieHne NUTOTOKCHYECKOH aKTUBHOCTH IN Vitro. Llurotokcuueckue
CBOHCTBA CHHTE3MPOBAHHBIX BEIIECTB B OTHOLIEHHH KyJIbTYP MOHOCIOHHBIX PAKOBBIX U
HOPMAIbHBIX K1eTOK mpH ¢ = (2-5)-10* xnerox/mm: HT-1080 (dpubpocapkoma uero-
Beka), MG-22A (mpimmHHas renatoma), 3T3 (amMOpuoHanbHBIE (HHOPOOIACTEI MBIIIN),
onpenesii Ha 96 JIyHOYHBIX IUIACTUKOBBIX MAaHENSX C MCHOJIB30BAaHHUEM KpacuTelen
CV, MTT, NR B cooTBeTCTBHHU C METOAMKAMU [5].

I'enepanus kiaerkamun NO paaukajos. Onpernenenne KOHLUCHTPALMN PaJuKalioB
oKcuJa a3zoTa B KieToyHo cpexe mo ['pelicy [6] mpoBoaunum Ha 96 JTyHOUHBIX
IUTACTUKOBBIX TaHensx. [lomydennsie konneHTpanuu (HMons) NO panukanoB B Kyiib-
TypaJbHOH CpeAe C BBDKMBIIMMH KJIETKAMH IIOCIEe HHKyOanmuu B TedeHHe 72 |
B MPUCYTCTBHU TECTHPYEMOTO BemecTBa IpH ¢ = 50 MKr/Mi B JTyHKe 00beMoM 200 MK
UCTIONB30BAIM Ul BBIYMCIECHUS 3HaueHWd cnenududeckoii NO reHepupyromei
aktuBHOCTH coeanneHnii (T Gygp):

TGigo = G 100/ C (umoiB/MKII),

rne: G — xonmentpamust NO (HMonb) B KynbTypansHOH cpeme odbemoMm 200 MK
C BEDKMBIOMMH KieTkamy; C — MPOLEHT BBDKMBLIMX KJICTOK, ONPENETCHHBIA MpU HX
okpammBanun CV.

Paboma evinonnena npu cooeiicmsuu Esponetickoco coyuanvrnozo ¢gonoa
6 pamkax npoexma “lloodepicka pazeumus ooxmopaumyper PTY" u
Hayuonanvuoii  npocpammur  "Codelicmgue  ocyujecmeneHuo  npocpamm
O0OKMOPAaHmMypsl U UCCIEe008AHULL NOCTe Hee" .
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