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B pesynbrare IMKIOKOHACHCALMH IO Putrepy 2-meTmi-1-(GpeHWInponan-2-0J0B ¢ THAPAa30HAMU LUAHALCTOTHIpa3uia B Cpeie
PhMe-H,SO4 mpu 60-70 °C B Teuenune 20 muH obOpaszyrorcs N-OeH3mwnuaeH- U N-ankunmuaeH(3,3-1uankmi-3,4- TMruApOn30X HHOIH-
1(2H)-nmnpen)aneroruapasuast. [TlomydeH taxke npoaykT B-C-kapbaMOHIMpoBaHKs eHAMIHOBOTO (hparMeHTa.

Ki1ioueBble cj10Ba: THIPa30HBI HHAHALIETOTHAPA3HIA, 3,4- INTHAPOU30XWHOINHBI, CHAMUHBI, IUKINA3AIH 1o Purrepy.

Peaxnys Purrepa NMpoKo MPUMEHSIETCS B CUHTE3E FETepo-
UMKIMYECKUX coeTuHennil.’ CyIIeCTBEHHbIE PE3yIbTATHI C
HCTIOBb30BaHUEM IMKJIOKOHAEHcanmuu 1o Purrepy Obuin
JOCTHUTHYTHI TIPU CHUHTE3€ MPOU3BOIHBIX 3,3-THANKWI- U
3-metui-1,2,3,4-TeTparuJpou30XHHOJINHA, CPEAN KOTOPBIX
HalJJeHbl COEIMHEHUsI ¢ pa3HOOOpa3HbIM (hapmakosoruyie-
cknm peiicterem.” '® M3 HEX 0 HACTOAIIEro BpeMeHH
Majo W3Y4YEeHBl THAPAa3HIsl M COOTBETCTBYIOIIHE WM
THPa30HbI, MPEeJCTaBIIomre cOO00H MPOAYKTHI peaKuuii
THIPa3uIOB C ajbJeruiaMHu WM KeToHaMH. CoequHeHHs,
conepramnie (pparMeHT THApPa3oHa B COUYETAHHUHU C TeTepo-
LUKJIOM, YacTO SIBJIAIOTCS OMOJOTWYECKH AKTHBHBIMH M
nexapcTBeHHbIMM BemecTsamu.' " Ilo peakimu PutTepa
MOJMy4eHbl E€HaMuHOruapasujsl 1,2,3,4-Terparuapouso-
XMHOJINHA, 3aMEUICHHBIE 110 THAPA3UIHOMY aTOMY a30Ta, —
B CTaHJAPTHBIX YCIOBHSX HUKIM3AaLUS BO3MOXHA JIHIIb B
Cloydae 3allMThl THUAPAa3HIHOM TpYNNbl IMAaHALETUI-
mnpaamla.lg 3amura MPOBOAMIACH JIEHCTBHUEM OEH30MII-
xjopuaa, (eHmwmsonranara, GpenmwmsoTnonranara. {ukmm-
3anus albJIETHIOB C THAPA30HOM OCYIIECTBIICHA JIWIIb HA
OJJHOM TIpUMepe THApa3oHa OeH3aIbAerHia, TaK Kak ObLIO
OUYEBH/IHO, YTO B YCIIOBUSX CHHTE3a (CHIJILHOKHCIIAs BOJHAs
cpena) THAPa30HBI AJTBJICTHAOB JIETKO THAPOIM3YIOTCS.

VYuuteiBass pasHooOpa3ue CTPYKTYyp KapOOHMIIBHBIX
COeTMHEHUH, a TaKXke MONU(YHKIMOHAILHOCTh 00pa3yro-
LIUXCS MPOU3BOAHBIX €HAMUHOTHIPA3HUOB, COJAEPKAILUX B
CBOEH CTPYKType pPEaKIMOHHOCTIOCOOHBIE (parMeHTHI
€HaMHHA W THAPA30Ha, pa3paboTKa CHHTE3a THIPA30HOB

© 2020 JlaTBHHCKHIT HHCTUTYT OPraHUYECKOTO CHHTE3a

Ut (hapMaKOJIOrMYECKOTO CKPHHUHTA SIBISICTCS aKTyallb-
HOW 3amadei. llemp Hacrosmeidl paboTel — CcHHTE3
€HAMUHOTUAPA3UIO0B 3,3-numeTwi-1,2,3,4-TeTparuaponso-
XUHOJIMHA, 3AIIUIICHHBIX 10 aTOMYy a30Ta THAPAa3UIHOTO
(parMeHTa IeHCTBUEM ANIbJIETUIOB U KETOHOB.
UccnenoBanus moka3anu, 4Yro KapOwHONBI la—c B
OOBIYHBIX YCIOBUSAX IUKJIOKOHICHcAIMH Putrepa (cpena
PhMe-H,SO,4) ¢ ruapasonamu 2a—h 00pa3yrOT U30XHHO-
eI 3a—i, npencTapisiomue codoit N-apuuaeH- (coean-
Henus 3a,b) wu N-alkumaeHruapa3uas! (coequHeHns 3c,
cxeMa 1). OcHOBHass OCOOCHHOCTH METOIUKH PEaKIHuU C

Cxema 1

RS 1 R2
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60-70°C, 20 min R3
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1aR"'=H,R?=Me; bR"=H, R? + R?= (CH,)5; ¢ R' = MeO,
R? + R%= (CH,)s; 2a R®=H, R* = Ph; b R®= H, R* = p-MeOCgHy;
c R®=R*=Me; d R®= Me, R*= Et; e R®+ R* = (CH,)y4;
fR3+ R*=(CH,)5; g R®+ R* = (CHy)s; 3aR"'=H,
R2=Me, R®=H,R*=Ph;bR"=H, R>=Me, R®=H,

R*= p-MeOCgH,; c R'=H, R?=R3=R*=Me; dR" = H,
R?2=R%=Me, R*=Et; e R'=H, R2= Me, R®+ R* = (CH,)y;
fR'=H, R?= Me, R®+ R* = (CH,)5; g R' = H, R? = Me,

R3+ R* = (CHy)g; h R'=H, R? + R2= (CH,)s, R3= R* = Me;

i R"=MeO, R? + R?= (CH,)s, R®=R*= Me
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THApPa30HAMHU LHMAHANETHITHAPA3HAA, B OTINYHE OT Peak-
LU ¢ OOJNBIIMHCTBOM JPYTMX HHUTPWIBHBIX COCTaBJISIO-
mmx,”'® 3aKmodaeTcs B MOAIEpKaHHM MAKCHMATBHO HI3KO#H
TEMIIEpaTyphl IPH MEPEXOJIE COIM U30XHHOINHA B BOJHYIO
¢azy. D10 yciaoBue HEOOXOAUMO COOMIOAATH BBUTY JICTKOCTH
THAPOJIN3a THAPA30HOB — IIPH €r0 HECOOIIOAEHUH BBIXOBI
MPOJIYKTOB CYIIECTBEHHO cHMkaroTcs. Coegunenus 3a—i
cofiepKaT PEaKIMOHHOCTIOCOOHBIN (pparMeHT eHamuHa. DTO
MOJTBEPKIACTCS UX XUMHYECKUMH CBOHCTBAMH, HAIPUMED
enamuH 3f npu nHarpesanum npu 70-80 °C B PhMe
obpazyer ammp 4, sBisromuiics mpoxykroM B-C-kapOa-
MOWJIMPOBAaHUS €HaMUHHOI rpymmel (cxema 2). IlomydyeHHsie
ruapa3oHsl 3a—i u 4 mpencTaBIAIOT co0oi OecIBETHBIC
Kpuctaiusl, Jerkopacrsopumbie B CHCl; u JIMCO,
TPYIHOPACTBOPUMEIE B CIIUPTE U HepacTBopuMble B HyO.

Cxema 2
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Me Me
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UK cnekrtpsl ruapa3oHoB 3a—i, 3anucaHHbIE B pacTBOPE
CHCIl; B konuentpanuu 0.01 Monb/in, comepiar MOJIOCHI
mornomeHust xenaruposanHex rpymn CO m NH (1610-
1615 1 3120-3150 cM ') u rpynmsr NH rugpasona (3210
3220 CM"). B UK cnektpe amuga 4 oTMedaercss moJjioca
nornomenus amuaHoii rpymmel NH (3320 o).
B criekTpax Bcex COEIUHEHUH COAEPIKUTCS MOJI0CA TPYIIIIBI
C=N B obnacti 1635-1640 cM ', oTBeuaromas pparMeHty
THIpa30Ha.

B cnextpax SAMP 'H coemuHEHUN 3a—i, 3alHMCaHHBIX B
pactBope CDCIl;, OTMEYarOTCsI CHHIJICTHI BUHHIBHOI'O
mpotoHa (5.68-6.60 M. x.) u rpymmet NH 1ukma (9.77—
10.26 M. 1), 9TO COOTBETCTBYET Z-KOH(HTYpaIllii CHAMHHA,
crabunusupoBanHoro H-xemarupoBanuem. [IpoToH rpymmsl
HC=N rupnpaszona 3b nposiBiisiercs B BUAE CHUHIJIETA NpU
8.37 m. a. Cunrner rpynmel NH ruapazoHa BXOAWUT B
COCTaB apOMAaTH4ecOro MyJBbTUIUIETA, YTO CIEAYET U3
oOuieil MHTErpajJbHOW MHTCHCHUBHOCTHHM MYIJBTHIUIETA W
JIETATFHOTO PAacCMOTPEHMSI KapTHUHBI CHTHAJIOB. B crekTpax
ruapa3oHoB 3c¢,i oOpamaer Ha ce0s BHUMaHHWE JUa-
CTEpEOTOINHOE PACIIEIUIEHHE METHIBHBIX TPYIII TIPU CBS3H
C=N. Hanpumep, B criektpe ruapasoHa 3¢ HaOI01ar0TCS
CHHIJIETHI MeTWIbHBIX rpynm npu 1.97 m 2.03 m. &
NmeroTes Taroke pa3inyuus B XUMUYECKUX CIABUTAX TPUILIETOB
npotoHoB rpyni CH, npu cBsi3au C=N B criekTpax ruipa3oHOB
LUKJIMYECKNX KeTOHOB 3e—g. Hampumep, B cirydae MUKIO-
reKcuInIeHoBoro ¢parmenTa (ruapason 3f) HabmomaroTes
nBa tpuruieta npu 2.34 u 2.49 m. n. Crnektp mpoaykra
KapOaMOMIMpOBaHUS 4 OTIIMYACTCS OT CIEKTpa COeAnHe-
HUIl 3a—i OTCyTCTBHEM CHHTJETa BHHHJIBHOTO NPOTOHA H
HaJIMYMeM HOBoro cuHriIera rpynmsl NH npu 11.44 m. 1.

JlracTepeoTonHoe PACHICIIEHUE CUIHAJIO0B METHUJIBHBIX
rpynn npu cBs3u C=N Halmomaercs Takxke B CIEKTpax
SMP "C. Hanpumep, B ciekTpe ruapasosa 3¢ couepkarcs
CHUTHANBI IBYX METHIBHBIX Tpymnmn mpu 15.3 m 26.4 M. 1.,
IpPU 3TOM JBYM METHUJIbHBIM TIpyNIaM B IOJIOKEHUH 3
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COOTBETCTBYET CHTHAJ YJBOCHHOW HMHTEHCUBHOCTHU MpHU
28.3 M. 4., YTO COTNacyercsi C paHee MOJYYCHHBIMU
I[aHHI)IMI/I.lg C yuetoM aanubix DEPT M0kHO 0003HAYUTH
PSIA CUTHAJIOB, OOIITHX TSI CIIEKTPOB THApa3oHOB 3b—i. D10
curHanel atomMa C-4 (40.6-42.3 M. A.), 4eTBEpPTUYHOTO
atoma C-3 (48.9-50.0 m. n.), atoma B-C eHaMHUHOBOTrO
¢parmenra HC= (76.3-76.8 M. 1.). B apomaTtndeckoir 4acTi
CICKTpa CaMblil cabomoNbHbIA curHan (okono 135 m. 1.)
MOXXHO OTHecTH K atomMy C-8. 3HaueHHWe XHMIYECKOTO
CIBUTA YIJIEPOJHOTO CHUTHaJa a30METHMHOBOW TpYyIIbI
3aBHCHT OT HPHPOIBI COOTBETCTBYIOIIETO MCXOAHOTO KapOo-
HIJIBHOTO COCIWHEHMSA: B CIIydae THIPa30HOB allbACTHIA U
JUHEHHBIX KeTOHOB 3b—d,h,i — 310 0Omacts 145.8-147.6 m. 1.,
B CIIEKTPaxX THAPA30HOB IUKINIECKUX KETOHOB 3e—g OTMe-
YyaeTcs CHrHaj B Oojee ciaboMm mone (okomo 155 m. m.).
IMonmoxenne curnama aroma C-1 3aBHCHT OT HaIWYHA
METOKCUTPYIII B apOMAaTHYECKOM IMKJIE M30XWHOJHMHA: MPU
X OTCYTCTBHM — 3T0 curHai npu 154.9-160.3 m. 1., B
MPUCYTCTBUU MeToKcurpynn — 146.3 m. n. Bee cnektpsl
cofiepKaT TaKxke CUrHai ruapasunaoi rpymmsl C=0 (168.1-
171.1 M. nx.). OtMedaroTcsi TaKKe COOTBETCTBYIOIIHE
CUTHaJIBl METOKCUTPYNI B 00nacTu 56 M. 1. (THIpa30HBI
3b,i) u amugHOrO KapOoHmIa mpu 169.7 M. n. (coemmHe-
Hue 4).

Macc-CeKTpsl  BCeX CHHTE3HPOBAHHBIX COETUHEHUI
coIlepKaT MHUKH MOJEKYJSIPHBIX HOHOB HHTCHCHBHOCTBIO
ot 18 mo 23%, kpome cnektpa amuna 4 (3%). s Bcex
coequHeHU HanmbOonee WHTeHCHBHBIM (100%) sBusercs
K 3,3-nuankui- 1-(kapooHunmernnuaeHo)-1,2,3,4-retpa-
runponsoxuHonuHa ¢ m/z 200 (R* = Me, coexurerus 3b—f),
240 (R' = H, 2R* = 5CH,, ruzgpazuz 3h) u 300 (R' = MeO,
2R? = 5CH,, runpasun 3i). XapakTepeH MaIOMHTCHCHBHBI
MUK OCKOJIOYHOTO (pparMeHTa 3,3-THANKIIH30XHHOIUHA,
Hampumep B cnekTpe 3,3-aumerni-1,2,3,4-terparuaponso-
xuHONMMHA 3T0 Oymer mmk ¢ m/z 158 (CyH;3NO) u
HUHTEHCUBHOCTBIO 9-25%, B ciydae 3-CIHPOCOEIUHEHUN —
muka ¢ m/z 211 (5%, coemunenune 3h) u 273 (3%,
coequaenue 3i). Cabas MHTEHCHUBHOCTP ITHKA MOJICKYIISIP-
HOTO MOHAa B MaccC-CIIEKTpe amuaa 4 OTpa)xxaeT HeyCToii-
YUBOCTh CHUCTEMBI BCIICACTBHE OJIM3KOTO PACIIONOKCHHUS
KapOOHMIIBHBIX IPyNIL. B Macc-criekTpe 3Toro coetnHeHus
PETUCTPUPYETCS TaKKe MUK OCKOJIOYHOTO MOHA C Maccoii,
cootBeTcTByIomeH (enmmmzonmanary 119 (35%), u nuk c
m/z 319 (45%), obOpasyromruiics B pe3yJabTaTe OTPhIBA OT
MOJICKYJIBI (parmenra OUKIOTeKCHIHICHTHIPa30Ha
CeH N, [M—111].7

Takum o0pa3oM, NHKIOKOHAEHCAanus 1O Purrepy
JUATKWIOCH3WIKAPOWHOIOB W THAPAa30HOB I[HAHALICTIII-
runpasuga B cpene PhMe—H,SO, moxeT paccmarpuBaThest
KaK TMpernapaTuBHBIA CHOCO0 TIONYYEeHUS HOBOTO psijia
THAPHUPOBAHHBIX W30XWHOJIMHOB — T'HAPAa30HOB, IPOHU3BO-
HBIX €HaMuHOruapasunoB 1,2,3.4-TeTparuJpon30X1uHONIU-
HOB. [Tonyuennsie N-OeH3mnuneH- U N-ankuwiuaeH(3,3-mu-
aNKWI-3,4-IUTruAPON30XUHONMNH- | (2 H)nnnaeH )aieToruipa-
3UJIBI, COZIEpIKAIINE PEAKIIHOHHOCIIOCOOHYIO TPYTIIY €eHaMHHa,
MOTYT OBITh UCIIOJIE30BaHBI B OPraHMYECKOM CHHTE3E.

IKcnepuMeHTAIbHAN YaCTh
UK cmekTpsl 3anmucanbl Ha ciekTpomerpe Specord M-80
B pactBope CHCl;. Crmexrpst IMP 'H u “C 3aperuc-
TpupoBaHbl Ha crekTpomeTpe Bruker AMX 500 (500 u
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125 MTI'm coorBercrBenno) B CDCl;, BHyTpeHHMI cTaH-
mapt TMC. Macc-ciekTpsl 3amiicaHel Ha Tpubdope
Finnigan MAT INCOS 50 (uwommsamus DY, 70 3B).
OJeMeHTHBIN aHanu3 BHIMONHEH Ha mpubope CHNS-932
Leco Corporation. KoHTposb 3a 4HMCTOTONH MHOJYyYEHHBIX
coeanHeHUi ocymectsiaeH merogoM TCX Ha ruracTuHax
Silufol UV-254 B cucreme Me,CO-EtOH-CHCI;, 1:3:6,
nposieiieHue B Y® cBeTe i B napax oOpoma.
Wcxomuble ruapasons 2a—h nomyuens panee.”’ Cunres
rUapa30Ha 32 OCYIIECTBIICH MO JTUTEPATyPHON METOIUKE.
Cunre3 N-0em3uiuaeH- U N-ajaxuinaeH(3,3-1Hajakui-
3,4-nuruapon3o0xuHouH-1(2 H)ninaeH)aneTroruapa3uaon
3b-i (o6mas meronuka). K cmecu 21 mmoins HuTpuia 2b—h
u 20 Mmmounb kap6unona la—¢ B 50 mu abcomorHoro PhMe
TIPY UHTCHCUBHOM MEPEMEIIMBAHUY 110 KAIUISIM JTOOABJISIOT
8 M xonnentpupoBanHoit H,SO,. IlepememmBanne mpo-
noikaroT B Teuenue 20 MuH mpu temmneparype 60-70 °C,
oxnaxzaaroT 10 20 °C, seumuBaiot B 200 M negsuoii H,O,
HaOromas 3a TeM, 4TOOBI TeMIepaTypa CMECH He TpPEBHI-
mrana 25 °C. Opranuueckuii ciioi OTACISIOT, BOAHYIO (Ba3y
HeltpamusyroT 25% pactBopom NH4OH mpu oxnaxneHuu
JIBJIOM, TaK)Ke KOHTPOJMPYS TeMIlepaTrypy, YToObl OHa He
npebimana 20 °C. Beimasmmii ocagok 0TQHIBTPOBEIBAOT,
CyIIaT U MePeKPUCTAIUTH30BHIBAIOT.
(22)-2-(3,3-AumeTn-3,4-quruapousoxunoyut-1(2H)-
wiueH)-V'-[4-(MeTokcupeHUI)MeTH/IMACH| aLeTOruapasus
(3b) momywaroT u3 4.55 r (21 mmons) HuTpHiIa 2b u 3 M
(20 mmomp) kapbunona la. Bexon 2.91 1 (42%), Gecrsert-
Hble KpucTaymisl, T. 1. 168-169 °C (i-PrOH). UK cnektp,
v, eM 1 1615 (C=0 xenat), 1640 (C=N), 31303300 (NH
xematr u NH ruapason). Cnekrp IMP 'H, &, m. 1.: 1.36
(6H, c, 2CH3); 2.88 (2H, c, 4-CH,); 3.86 (3H, ¢, CH;0);
6.01 (IH, ¢, 1-HC=); 6.95-7.84 (9H, m, H Ar, NH
ruapasoH); 8.37 (1H, ¢, HC=N); 9.82 (1H, ¢, NH uukm).
Cnextp IMP °C, &, m. n.: 28.5 (2C); 41.2; 49.1; 55.8;
76.3; 118.3 (2C); 124.2; 125.4; 126.7; 127.5; 128.4; 129.2
(20); 130.2; 135.2; 145.8; 156.1; 158.8 (C-OCHj;); 168.1.
Macc-cniektp, m/z (I, %): 349 [M]" (20), 200 (100), 158
(11), 91 (9). Haiineno, %: C 72.07; H 6.48; N 12.11.
C,1H,3N30,. Breraucaeno, %: C 72.18; H 6.63; N 12.03.
(Z2)-2-(3,3-AumeTna-3,4-guruapousoxutoaun-1(2H)-
winjaeH)-N'-(mponaH-2-uianaeH)aueroruapasua (3¢) nory-
qaroT m3 2.92 T (21 mmois) Hutpria 2¢ u 3.0 M (20 MmoIb)
xap6bunona 1a. Bexon 3.41 1 (63%), GecrBeTHBIE KPUCTAILIH,
1. mn. 188190 °C (i-PrOH). UK crektp, v, cM @ 1615
(C=0 xemat), 1640 (C=N), 3120-3210 (NH xemar, NH
runapazoH). Crnexrp SIMP H, 8, m. 1. 1.39 (6H, ¢, 2CHs);
1.97 (3H, ¢, CH;—C=N); 2.03 (3H, ¢, CH;—C=N); 2.81 (2H,
¢, 4-CH,); 6.02 (1H, ¢, 1-HC=); 7.28-7.81 (5H, m, H Ar,
NH ruzpason); 9.81 (1H, ¢, NH mukn). Criektp SIMP °C,
o, M. m.: 15.3; 26.4; 28.3 (2C); 42.1; 49.2; 76.7; 125.3;
126.6; 128.7; 129.4; 130.2; 135.3; 146.2; 154.9; 170.8.
Macc-cniextp, m/z (I, %): 271 [M]" (27), 200 (100), 158
(12), 41 (5), 28 (7). Haiimeno, %: C 70.73; H 7.67;
N 15.58. CiHyN;3;0. Borumcneno, %: C 70.82; H 7.80;
N 15.49.
(22)-N'-(byran-2-nwimaen)-2-(3,3-numeTui-3,4-1uruapo-
uzoxuHomH-12H)-wimaen)aueroruapasun (3d) momyyaror
u3 3.22 r (21 mmoine) HUTpHia 2d u 3.0 Ma (20 MMoIb)
kapOunona 1la. Bexom 3.42 r (60%), OeciBeTHbIC
kpuctamisy, T. . 178-180 °C (i-PrOH). MK criektp, v, cM ':
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1610 (C=0O xenar), 1635 (C=N), 3150-3210 (NH xemnar,
NH ruzpason). Cnexrp IMP 'H, 8, m. 1. (J, Tu): 1.14 (3H,
T, J = 7.1, CH;CH,); 1.32 (6H, c, 2CH3); 1.86 (3H, c,
CH;-C=N); 2.36 (2H, x, J = 7.1, CH3CH,); 2.88 (2H, c,
4-CH,); 5.97 (1H, c, 1-HC=); 7.14-8.10 (5H, m, H Ar, NH
rugpaszon); 9.87 (1H, ¢, NH muki). Cnexrp SAMP B,
5, M. m.: 15.5; 18.1; 28.2 (2C); 29.2; 42.3; 48.9; 76.7;
125.3; 126.6; 128.7; 129.4; 130.1; 135.3; 146.8; 160.3;
171.0. Macc-cniextp, m/z (I, %): 285 [M]" (21), 200
(100), 158 (9). Haiineno, %: C 71.37; H 8.04; N 14.81.
C17H»;3N30. Boruncneno, %: C 71.55; H 8.12; N 14.72.

(£)-2-(3,3-Aumerni-3,4-nuruapon3oxuHonun-1(2H)-
wineH)-N'-(uKIoneHTHInAeH)aneToruapasny (3e) momy-
qaroT u3 3.46 1 (21 mMmosns) Hutpuna 2e u 3.0 M (20 Mmorb)
kapOuHona 1a. Beixon 4.27 1 (72%), GecuBeTHBIE KPUCTAILTBI,
1. . 208-210 °C (i-PrOH). UK cnektp, v, cM 't 1610
(C=0 xemnat), 1640 (C=N), 3120-3210 (NH xenmar, NH
rugpaszoH). Crnextp SAMP H, 8, M. 1. (J, Tm): 1.22 (6H, c,
2CH;); 1.57-1.78 (4H, m, 2CHy); 2.22 2H, 1, J = 2.3,
CH,-C=N); 2.45 (2H, 1, J = 2.3, CH,—C=N); 2.82 (2H, c,
4-CHp); 5.83 (1H, ¢, I-HC=); 7.13-7.78 (5H, m, H Ar, NH
ruzpason); 9.77 (1H, ¢, NH ). Criekrp SIMP °C, 8, m. 1.
24.8; 24.9; 28.4 (2C); 33.4 (20C); 42.3; 49.2; 76.6; 125.4;
126.6; 128.8; 129.4; 130.2; 135.4; 154.9; 159.0; 170.1.
Macc-cniextp, m/z (Iyy, %): 297 [M]" (22), 200 (100), 158
(9). Haiineno, %: C 72.58; H 7.67; N 14.21. C;gH,3N;0.
Brruucneno, %: C 72.70; H 7.80; N 14.13.

(£)-2-(3,3-AumeTni-3,4-1urugpou3oXuHoun-1(2 H)-
uanaen)-N'-(mukiaorekcuauaen)anerornapazug  (3f)
nmony4yaror u3 3.76 v (21 mmonp) mHutpmwira 2f uw 3.0 mn
(20 mmonb) kapOunonma 1la. Beixon 4.23 1 (68%),
OecuBeTHble KpucTawuibl, T. i 189-190 °C (i-PrOH).
UK criektp, v, M ' 1610 (C=0 xenar), 1640 (C=N), 3130
3210 (NH xenat, NH ruzapason). Cnexktp IMP 'H, §, m. 1.
(/, Tm): 1.24 (6H, ¢, 2CHs;); 1.43-1.75 (8H, M, 4CH,); 2.34
(2H, 1, J = 2.4, CH-C=N); 249 (2H, 1, J = 24,
CH,—C=N); 2.81 (2H, c, 4-CH,); 5.93 (1H, ¢, 1-HC=); 7.10-
7.74 (5H, m, H Ar, NH runpason); 9.78 (1H, ¢, NH muki).
Cnektp SIMP °C, §, m. 1.: 25.1; 26.7; 27.4; 28.4 (2C); 33.4
(20C); 42.2; 48.9; 76.3; 125.8; 126.8; 128.6; 129.5; 130.3;
135.2; 154.8; 158.2; 171.1. Macc-cniekrp, m/z (I, %):
311 [M]" (6), 200 (100), 158 (11). Haiineno, %: C 73.13;
H 7.88; N 13.58. C9H»sN;0O. Brrumcneno, %: C 73.28;
H 8.09; N 13.49.

(£)-2-(3,3-AumeTna-3,4-nurugpou3oxuHonun-1(2H)-
wianaeH)-N'-(HuKJorentTujinaen)agerornapasua  (3g)
noiyydaor u3 4.05 r (21 mmons) Hurpuna 2g u 3.0 ma
(20 mmonp) kapbunona la. Beixog 3.77  (58%), GecuBet-
Hble Kpuctayuiel, T. wi. 68-70 °C (i-PrOH). UK cnexTp,
v, eM 1 1610 (C=0 xemnat), 1640 (C=N), 3130-3210 (NH
xemat, NH ruzgpason). Crekrp IMP 'H, &, m. 1. (J, I'n):
1.24 (6H, c, 2CH;); 1.43-1.75 (8H, M, 4CH,); 2.34 (2H, T,
J=2.3, CHy-C=N); 2.49 2H, T, J= 2.3, CH,—C=N); 2.81
(2H, ¢, 4-CH,); 5.93 (1H, ¢, 1-HC=); 7.10-7.74 (5H, M,
H Ar, NH rungpaszon); 9.78 (1H, ¢, NH nukm). Cnextp
AMP C, 8, m. 1.: 24.4; 27.5; 27.8; 28.6 (2C); 30.2; 37.0
(20); 42.3; 48.9; 76.8; 125.3; 126.6; 128.7; 129.3; 130.3;
135.3; 155.2; 158.8; 171.0. Macc-cnektp, m/z (Iom, %):
325 [M]" (18), 200 (100), 158 (16), 143 (5). Haiineno, %:
C 73.72; H 8.22; N 13.02. C,,H,;N30O. Brruucaeno, %:
C73.81; H8.36; N 12.91.
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(2Z)-N'-(ITponan-2-unnaen)-2-(2H-cniupo[M30 X MHOTHH -
3,1'-uuknorexcau]-1(4 H)-uauaen)auneroruapasua (3h)
monmy4yaroT w3 2.92 r (21 mmonp) HuTpuma 2¢ u 3.83 T
(20 mmomp) kapbunona 1b. Brrxox 3.86 T (62%), OecrBert-
Hble KpucTtamisl, T. 1. 189-191 °C (i-PrOH). UK cnektp,
v, eM ;1610 (C=0 xenar), 1635 (C=N), 3120-3210 (NH
xenar, NH ruzgpason). Cnekrp IMP 'H, 8, m. 1. (J, T'm):
1.33-1.84 (10H, M, 5CH;); 1.61 (3H, ¢, CH;—C=N); 1.65
(3H, ¢, CH;—C=N); 2.75 (2H, c, 4-CHy); 5.70 (1H, c,
1-HC=); 7.12-7.78 (5H, m, H Ar, NH runpa3on); 10.26
(1H, ¢, NH muxn). Crextp SIMP °C, §, m. 1.:15.8; 22.0;
25.2 (2C); 25.6; 37.0 (2C); 42.4; 50.0; 76.2; 125.5; 126.7;
128.9; 129.6; 130.3; 135.3; 147.0; 158.0; 171.0. Macc-
cnextp, m/z (Iom, %): 311 [M]" (23), 240 (100), 211 (5).
Haiineno, %: C 73.09; H 8.01; N 13.61. C;9H,5N30.
Brruncineno, %: C 73.28; H 8.09; N 13.49.

(22)-2-(6',7'-AumeTorcu-2 H-cnupo[M30XMHOJIUH-
3,1'-uukiorexcan]-1(4H)-ununen)-N'-(Mponax-2-uimnjaeH)-
anerornapasua (3i) momyuaror u3z 2.92 r (21 mmomns)
HuTpmia 2¢ u 5.32 r (20 MMons) kapOuHoma 1e, moOaBiss
B PEaKIMOHHYIO cMech 4 mi seasHoit AcOH. Brixon 4.75 ¢
(64%), OecuBeTHbIe KpUCTaIbl, T. I 190-192 °C
(i-PrOH). UK cnektp, v, cM : 1615 (C=0 xemnar), 1635
(C=N), 3120-3220 (NH xenmat, NH ruapazon). Crextp
AMP 'H, 8, m. 1. (J, Tu): 1.40-1.66 (10H, m, 5CH,); 1.83
(3H, ¢, CH3—C=N); 2.02 (3H, ¢, CH;—C=N); 2.74 (2H, c,
4-CH,); 3.83 (6H, c, 2CH;30); 5.68 (1H, ¢, 1-HC=); 6.60
(1H, ¢, 5-H); 7.25 (1H,c, 8-H); 7.69 (1H, c, NH runpazon);
10.23 (1H, ¢, NH mukn). Criextp SIMP °C, &, m. n.: 15.7;
21.8 (2C); 25.4; 25.7; 36.6 (2C); 40.6; 50.1; 55.9 (CH;0);
56.3 (CH;0); 75.6; 108.8 (C-5); 111.5 (C-6); 121.6; 128.7;
146.3; 151.2 u 155.1 (2COCHj;); 147.6; 171.1. Macc-
cnextp, m/z (Iom, %): 371 [M]" (21), 300 (100), 273 (3).
HaﬁﬂEHO, %: C 6773, H 775, N 11.42. C2|H29N303.
Brraucaeno, %: C 67.90; H 7.87; N 11.31.

(2)-2-(3,3-AumeTnia-3,4-qnuruapounsoxunonu-1(2H)-
uiMjaeH)-3-oxkco-N-peHun-3-(2-uMKI0reKCHJINAEH-
ruapasuHua)nponanamux (4). Cmecs 3.11r (10 mmorb)
ruapazona 3f u 1.10 mu (10 mmomnb) deHMTU3ONMAHATA
HarpesaroT nipu 70—80 °C B 100 mi abconrorHoro PhMe B
teuenne 30 muH. Ilocne oxmaxkamenus mo 20 °C cmech
paszbapmstor 100 M TekcaHa, BBIIABIIMKA — 0OCaIOK
OT(UIBTPOBHIBAIOT, CYIIAT M IEPEKPHUCTAILIU30BBIBAIOT.
Brexon 2.32 1 (54%), OecuBeTHBIE KPUCTAILUIBI, T. T 152—
154 °C (MeCN). UK cmektp, v, cM : 1610-1620 (C=0
xenart), 1635 (C=N), 3120-3230 (NH xenar, NH ruapazon),
3320 (NH amun). Criextp SIMP 'H, 5, M. 1.: 1.10-1.68 (6H, M,
3CH,); 1.72 (6H, c, 2CHj;); 2.28-2.40. (4H, M, (CH,),C=N);
2.82 (2H, ¢, 4-CH,); 7.02-7.63 (9H, M, H Ar); 9.53 (1H, c,
NH muxn); 10.52 (1H, ¢, NH); 11.44 (1H, ¢, NH). Cnextp
AMP BC, 8, m. 1.t 25.1; 26.5; 27.4; 28.7 (2C); 32.9 (2C);
42.2; 49.1; 82.3; 124.3; 125.3; 126.4; 127.2 (2C); 128.5;
128.8; 129.2 (2C); 130.0; 130.4; 135.2; 147.0; 160.2;
169.7; 171.1. Macc-cuextp, m/z (Iym, %): 430 [M]" (3),
319 (45), 200 (100), 158 (23), 143 (6), 119 (35), 92 (7), 91
(15). Haitmeno, %: C 72.41; H 6.87; N 13.12. Cy6H30N40,.
Breruucneno, %: C 72.53; H 7.02; N 13.01.
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