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4-MUAJK AU TAOK APBAMOILI-5-HUTPOITAPYMA T VIHBL.
CUHTE3, CTPOEHUE, CBOVICTBA

BsaumozneicreueM 4-x10p-5-HUTPONMPUMHUINHOB C HATPUEBBIMU COJISIMM R IK I~
IUTHOKAPOAMATOR MOJYHEHbl COOTBETCTBYIOUIME 4-IMANKUIANTHOKAPGaMOrLIbHEbiE
TIPOM3BONHbIE, NPY HATPEBAHMY KOTOPHEIX HAOMIORAETCH BHITECHEHME HMTPOTPYIMILL M
00pasoBaHue QUCYIb(MHUA0B TI0 NOJOXKEHUIO 5 TUPUMMUAMHOBOTO Kobua. ITokasana Bo3-
MOKHOCTB TpaHchopMauy B 1,3-mutnono [4,5-d] mupempmees.

WseectHO, u9TO 5(Wphl OMTHOKAPOAMUHOBOW KHCIACTH O0IANAIOT pPAasHO-
ofpasHoi Ouonormyeckoii axtupEOocThI0 [1—3]. B 16 Xe Bpems re-
TEPONMKIMYECKHE MPOU3BOAHEIE DTOIC KJAACCA COCAMHECHMI H3YUEHB HEAOCTATOY-
HO. B nmpopmomxenume HammxX WCCACHOBAHWM —peakIuil - S-HEATpPO-4-XJ0p-
OUPEMHANWHOB C TIPOM3BONHBIMM YTOJBHOM KHUCJAOTH OBUT OCYIIECTBJICH CAHTES
4- A KU TAOK 2 pPOaMOIT-S-HUTPOIIMPAMUANHOB ¥ M3YUEHEL MX HEKOTODHIE
CBOMCTBA.

BzammonencreneM S-uurpo-4-xi0p-6-3aMmenienasx nupumupubos (I1a,0) ¢
AASTHII- W UNPOIUINUTHOKAPOAMATOM HATpPUA OBUIM MOJYUYUEHB C BEICOKHM
BEIXONOM COOTBETCTBYIOIIKE RUANKUINATHOKAPOAMOMIBHNE IIPOMSBONHBIE
(Ila—r).

Panee OblI0O M3BECTHO, UTO [pH MWPOJAM3E 3aMEUICHHBIX HUHWIPO- -
PEeHMIIIMETUIIUTHOKAPOAMUHOBHX KUCJIOT B 3aBUCAMOCTH OT XapaKTepa
3aMECTHTENS B APOMATHYECKOM KOJIbIIe obpasyiorcy npoussonasie 1,3-6ensonu-
THOA-2-08a W MOHOHUTPOXVAIKHITHOXApOaMowguapinncyabdune [3]. Ana-
JOrEyHbA  TPOLHECC B CAyYae JUuANKuiNATHOKApOAMUHOBON KWCHOTHL Te-
TEPOIUKJIMUECKOTO psga umeeT psx ocobemmocreit. Tak, TepMAYECKOS
IpeBparieHre 3aMenieHHRX 2-TUMEeTHIARTHOKAPOaMOrI-3, S- M EATPOMpYIT-
HOB IIOMEMG IPOH3BONHEIX 1,3-murmono[2,3-c lmupuaus-2-0Ha ¥ XHATKAITAC-
KapOaMOMITUIUPANWIANCY T6(MUI0B [PUBOOUT K  2-AMMETHAAMHHO-3,5-Hd-
HUTPONUPUIMHAM, 4 B CAyYae 3-nuMeThanuTaokapoamomi-2, 4-IuauTpoTuogdesa
05110 3aduKCHpOBaHO 00pa3cBanue ¢ HEOOMBIIAM BEIXONOM JIUINH COOTBETCTBYIC-
mero TeeHo{2,3-d }-1,3-gurron-2-osa [4]. CrpykTypa HDOAYYCHHEIX HAMK
coemubenmit [la—T DO3BONANA HANEATHCA HA BO3MOXHOCTD OHNHCAHEOTO
TpeBpatieHusd ¥ IS HPOWSBONHHEIX NMEPAMYOHHOBOrO psxa. [Ipm 5TOM MOXHO
GBIIO OXWAATH 06paSOBaHH5£ npom3sonunix 1,3-murwono [4,5-d JaupuMunusHa,
CHHTE3 KOTOPHX Opi1 Buepsbie ocymecteaeH 8 1991 roxy wumcxonms ma mpoxyxra
peaxktwn  S-peHuARoRoHAAOAPEHTYPOBEIX KHUCIOT C KASTHIAATHOKAPOAMATOM
Hatpug [5, 61.

Onzako OBLIO YCTaHOBJIEHO, UTO HMPOAU3 4-KHANKEITUTHOKapPOaMOII-5-
HUTPONMPAMARAHOB 1la,B TPWBONMT HCKIIOMWTENBHO K IH-(4-XHaIKwrTHo-
kapGamomi-6-R-nupumunun-3) nucyasdunam ([11a,6). Hanwume B mpomykrax
peakmyy Ipou3BonHBiX 1,3-mutuono-[4,5-d jouprMmunmna 3a(bUKCHPOBAHO HE
Geino. TlonyueHwe RUNIUPAMATMIOUCYSIBGOWIOE B DPACCMATPUBAEMON peaxIiuy
IBJISETCH, OYEBUNHO, CAEHCTBUEM BHYTPHMOJCKYJISPHOTO BHTECHCHUSI HUTPO-
TPYIOE, YTO COIVIACYETCA C NPUBENCHHBIMY BHIIIE JIMTSPATYDPHBMY KAHHBIMIL
Macc-ClmexTpel  TIONYYSHHBIX BCIICCTS XAPAKTEPUSYIOTCS HATMUMEM MHKOB
MOJCKYJSAPHEX HOHOB M"™ 544 w M" 570. Ha npumepe coenmuesns [[1a Gsuio
TIOKA34HO, YTO PACHAX MOJEKYISPHOrO HOHA 00YC/IOBICH paspesoM S—S CBA3H ¢
0o0pasoBaHMeM COOTBETCTBYIOIEreo HMoHa ¢ m/z 272 ¥ HOCASKYIOWNM
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I, IlIa R=OMe, 6 R =NMez; I aR=0Me, Alk=Et, 6R=0Me, Alk="Pr,
BR =NMes, Alk=Et, rR=NMey, Alk=Pr

3JIMMUHUPOBAHuEM atoMa cepsl (m/z 240), a Taxxe CTYNCHYATHM OTPEBOM OT
M THOKAPOOMAaTHEIX SaMeCTHTeJIeI/I [M—CONEtz] (444), [M~SCONEt2 ]+
(412), [M~-CONEt2-NEt2)" (372) MaxcuMarpHyo AHETSHCUBHOCTh B CIEKTDE
mveer %ol ¢ m/z 100 (O=C=NEt)™.

Ilpomspopmoe 1,3-murmono(4,5-d jmupuMununa 660 HOJYYEHO TOABKO B
cryyae R = OMe obpadorxoir Iila Goprumpumom matpms. B cmekrpe IIMP
mpoxyxra [V mabmomarorcs curnans npoTosos rpyan Ef opu 1,15 m 3,34 M. 1.,
YOIPEHHBIE, BEPOSTHO, 33 CYeT 3aTPYAHEHHOIO BHYTPEHHErO BPaCHAY.
Curgansl npotoros rpymnst OMe ¥ nupaMuAHOBOTO IAKIA Haxoxared npx 3,91
u 8,53 M. m. coorsercreenHo, a rpymns OH — mpm 14,10 M. x. (cwisHO
VIOHPEHHBIN CATHAT) . _

Hexoropeie colicTsa 4-muTHOKapOaMOMIBHBIX npowssomusix lla—r Geuim
u3y4eHsl Ha npuMepe coenmuenud 1la. Tak, o0mapyXeHO, YTO IpPU pEaKIUA
nocrensero ¢ SOCl2 B Tomyome BMECTO OXHIAEMOTO THOUMUIXJIODHIHOTO
npomssonsoro [7] obpasyerca punmpuMupminncyaedun (V). BsammopeiicTsme
1la ¢ ruxpaswHTEAPATOM IPHUBEIO K 4,0-Iurunpaswno-5-grrpormpevuaury (VI)
33 CYET 3aMEHICHUY Ha TUAPASWHOBHN OCTATOK HE TOJNBKO METOKCH-, HO K
AuTHOKapOAMOMIbHOY rpymmel. B pesyasrate obpaGorkm coemummemma 1la
cmapropoit KOH ofpasosanach kammesad coib HuTponmapaneramumna (VID,
HOJy4YECHHAs TaKXe BCTPEYHBIM CHHTC30M — Dpeaxumeir 4,0-muxiop-3-sarpo-
mzapnvammEa Ia co menousio B BomHOM xmokcane. Crpoenme mpomyxta VII
MOATBEPAKACHO aHAMUTHUCCKUAME NauueiMu ¥ Hamauuem B MK coexTpe moyoc
TOTNIOMIE s FPYHITEL NH2 (3368, 3270, 3210), rpymmst CN (2206) u rpymos: CO
(1650 em™ ).
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Takum o0pa3om, HamMy BUEPBHE CHHTE3MPOBAHB  4-HHAJKYUIRUTHO-
KapOaMOWMJIBHBIE ITPOW3BONHEIC S-HUTPOIMPEMHUAWHA ¥ M3YUEHB HEKCTOPHIE
CBOMCTBA 3THX COCAWHEHMI, DU DTOM O0HAPYXEH HOBHIA IOAXON K CHHTE3Y
1,3-muTmono [4,5-d lmapavuryaaa. :

SKCIIEPMMEHTAJIbHAYS YACTD

UK cnexTpsl cHSThI Ha criextpodoroMerpe Perkin-Elmer (CycneHsuy B Ba3eAMHOBOM MAaChe).
Crextpst AMP nosygenst Ha cnekTpomerpe Varian XL-200. XuMudeckue CABUIY NPUBENEHbI 10 IHKAIE
O, eHyTpenmmit craupapt TMC. Macc-cniekTpsl 3armucasst Ha ciekrpomerpe MAT-118 ¢ sBonom semue-
CTBAa HENOCPEACTBEHHO B MOHHBIN MCTOUHMK. KOHTPON® 32 9MCTOTOM NMPONYKTOB M XOIOM peaxiui
OCYIIECTBISUICH xpomaTorpadudecks na wracTuakax Situfol UV-254.

ﬂéHHbIBABJIEMeHTHOI‘O anaymaa Bcex CuHTesnposanusix coegunermii Ha C, H, N, Clu S cootseTcT-
BYIOT BBIGMCHEHHBIM 3HAYEHHUSIM.

4-JTH3TAIIUTHOKAPOAMOLI-6-METOKCH-5-HuTporupumanu (I1a, C10H14N103S2). K pacreopy
2,0t (10,55 MMOmB) 6-METOKCH-5-HUTPO-4-xstopruprMunrsa I6 5 50 M aueTona Ko6agiszoT pacTsop
2,41 (10,66 MMOJIb) TPHMIMADATE FUITHIMTHOKAapOaMaTa HATPHS B 20 MJI 5TAHOJIA M BbiASPKUBAIOT IIPH
40...45 °C 2,5 u. PeakuuoHHYI0 MacCy ynapuearoT a0 30 Mi, BBUIMBAIOT B BOAY M OT(MMILTDOBRIBAIOT
2,81 (84,3%) opamxesoro xpucrajmnqecxoro npogyxra Tnn 121...122 °C (u3 rexcana). MK criexTp:
1510, 1121, 1057, 985 cm~*

4-J1;4nponunnmoxap6aMom-6-MeT0Kcu-5—HmponnpuanH (16, C12Hi18N103S2). Hotyua-
T aHadoruumo u3z 2,0 r (10,55 mmons) I6 u 2,7 r (10,67 mMMoxB) TpUTHADATA
munpormimMTHoKkapdamara Harpud. Bexox 2,8 r (80,4%). OpanxeBoe KpUCTAIIHMIECKOE BEIECTRO,
Trn 96...98 °C (us meranona) . UK cnexzp: 1561, 1130, 1011, 978 em™.

6-JIuMeTuIaMHHEC-4-IuaTuanuTaoxkapbamoni-S-aurponapumuing. (1Is, C11Hi17Ns5G2S2). Tio-
JTyuaioT aEanornyso U3 2,0 r (9,90 Mrors) 6-TMMETHIAMUHO-5-HUTPO-4-Xopoupymuiuaa I u 2,3 ¢
(10,22 mmMons) TpUrMApATAa AMSTHINHMTHOKApOamata Hatpus. Beixox 2,8 r (90,09). Opamxesoe
KPUCTALIMYUECKOE BEMECTBO, Trn 106...107 °C (u3 Meraxona). VK coekrp: 1555, 1148, 1078, 89% oM L,

6-TumeraraMnuo-4-munponuiautuokapGamonit-S-gurponupavugas (IIr, CisH21N50352).
Tlonyuaror anajorvauo us 2,0 r (9,90 mmoms) I3 u 2,5 r(9,88 MMOME) TPUIMAPATE HUSTHIIAHTUD-
xapGamarta saTpus. Boixon 1,5 1 (44,1 % ). OpanxeBoe XpHCTAIIINIECKOE BEIECTEO, Ty 64...65 °C (uz
rexcana) . MK criexrp: 1547, 1098, 1031, 947 cv.

Buc(4-THITHITROKApOaMonn-6-MeTokcumpumMu -5y nacyasdur (Ilfa, C20H28Ne04S2). A.
Pachsop 0,5 r (1,62 mmonn) coemmuenug Ia B 40 MII KCHUIONA KMIMTST 1 4. PEakiMOHHYIO Maccy
yrnapueaioT, o6padarsiearot 30 M1 5dupa 1 ordammpoabmaxor 0,37 r (84,0%) 6exoro KpyuHOXPHUCTAI-
JMYECcKOro nponykra. Tnn 189...191 °C (u3 STaHOJIa) M* 544, UK cniextp: 1664 (C=0), 1520, 1244,
1212,1110, 1025 em™.

B. 0,5 r (1,62 Mmouis) coenmnenus [la Harpesaror B BakyymMe 1o 135.. 140 °C B Tedeuvie 15 MUH.
TlonyueHHy 0 MacCy pacTsopsioT B 100 M1 anierona u GrIsTPyIOT Yepes CIo¥ aKTUBMPOBAHHOIO YIS K
oxcuna amoMuHus. GuIsTpaT yIapuBaroT, o6pabatemarot 20 M abcomoTHOTo crpra, 10 Mu sdupa u
ordrnpTposbBaT 0,32 1 (72,7%) 6e10r0 XpHUCTAILIMYECKOr0 NPORYKTa ¢ Ton 189...191°C (u3 arano-
7)), MAEHTUYHOTO [0 CIEKTPATbHbIM XaPaKTEPHCTHKAM BEMIECTBY, OIYYSHHOMY O METORY A.

Buc(6-IUMeTHIAMHAHO-4- REITUATHOKApOaMonTnupumMuuI-5) mucyasdhuy (1116,
C22H34N802S4). Pacteop 1,7 r (5,36 mmoms) coegumenus 116 B 40 vt xewnona xunsrar 5 4. Hocre
yHApUBatKa PACTBOPUTENS OCTATOK 06padaTaiBaioT cMecsio 20 M sTaH0Na € 15 M 9¢Hpa U 0T(ruIsTpo-
peIBatoT 0,85 r (55,5%) 6en0ro KpucTaumueckoro rpogykra. Ton 219...221 °C (13 s1aH0Na) - M 570.
UK coexrp: 1668 (C=0), 1550, 1256, 1218, 1170, 1116, 993, 852 em L.

5- I‘n;\poxcn-s-,una'rmaano -7-MEeTOKCu-1 3-nmno_rxo[4 S-djnupumuus IV, C10H1sN302582).
X pacmopy 0,7 r (1,28 mmoxs) mucymsbuna Ila & 30 M KHILIUIEr0 CMpIa mobasiszor 0,18 ¢
(4,73 MMOsIB) GOPrUAPKIA HATPHS ¥ CMECH KUIETAT 2,5 4. PEaKilMOHHY0 MACCy YIAPUBAIOT, 06paba-
THIEAKOT 20 M Bops! M nopkucussor 10%, HCl mo pH 6. 9epes 15 u ordrumrpossisaior 0,51 r (72,8%)
6eﬂor0xpmc1aﬂnmqecxononponyxra.Thn152“.153°CI(m36eHéona).hI+'273.PH(cneKrp:3600".3200,
3109 (OHaccow), 1648, 1580, 1555, 1288,1250,1214,1150,1113, 1032 emt Crexrp IIMP: 1,15 (10H,
T, 2CH2CH3), 3,91 (3H, ¢, OCH3), 8,35 (1H, ¢, Hupmom) , 14,10 (1H, ¢, OH).

Buc(4-MeTOKCH-5-HUTpOnA prMANUI-6) qucyiapdur (V, C10HsNe0sS2). K cycmensuu 3 r
(9,93 MMoub) coemuuenus Ha B 10 M tonyona gobasnsnor 4,02 ¢ (29,7 7 MMOJIb) XJIOPUCTOTO TUOHIIA
u cmech narpesaiot 10 70 °C 8 reuenre 30 muH. PacTsop OXJaXAA10T, OTACHSI0T 00pa3oBaBIeeCs Macio
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OT PACTBOpa, KOTOPEHI yriapuBaroT U 00palaThiBatoT STHIIOBEIM CIIMPTOM. Brmasumit ocafox oTdris-
TPOBBHIBAKT U NOIYUaoT 2,1 1 (56,7%) GeXesoro KpHUCTAIUIMYECKOrO IIPOoRyXTa. Tun 216...217 °C (u3
sranoza). M'- 372. UK cnexrp: 1653, 1577, 1380, 1278, 973, 785 oM. Crexrp IIMP: 4,12 (3H, c,
OCH3), 8,08 (1H, ¢, H).

4,6- Lurunpasuso-S-garponupamunui (VD). K pacteopy 3,40 mMouns murrrokap6amara 11 B 20 Ma
granosa 700asssioT § Mt (17 MMOJIb) THAPASHHIMAPHATA U BBIAEPKUBAFOT IPU KOMHATHOM TEMIIEPATYDE
B Teuenue 30 MuH, 110CAe yero OTOUILTPOBLIBAIOT BHINABMIMEL O0canok VI, Boixon 74 %, Tun 135 °C (u3
METaHOA]) , UTO COOTBETCTBYET AaHHbIM paloTst [8].

Kammesas comp Hurponpananeramuga (VII, CsH2N303K). A. K pacrsopy 1 r (3,47 mmosp) Ha B
40 v sTanona nobasmsiot pactsop 0,4 r (10,0 MM0oas) ruapoxcuaa Kanvst B 20 MII STAHONA ¥ KUIIITST B
TeueHMe 3 u. PEAKIUMOHHAYI0 MACCY OXIAXAAI0T U 0TduabTpoesBaioT 0,38 r (66,0%) Gesoro xpucras-
Jmaeckoro ocanka ¢ Trn 260...261 °C (ua stanona). YK crnexrp: 3368, 3273, 3210 (NH»), 2205(CN),
1650, 1608, 1585, 1560, 1212, 1140, 1065 e ™.

B. K pacteopy 2,2 r (11,3 mmoap) 4,6-mquxsiop-5-surponuprMyausa Ia B 50 Mu quokcana nobas-
x0T pacreop 1,8 r (32,1 mmons) KOH B 8 M7t BOfbL. PeakIIMOHHYIO MACCY KMIISTIT 2 4, YIaPDUBAIOT U
OCTATOK 3KCTPArMPYIOT KMISIIUM MeraHoNoM. Tloce ynapuBaHus MOIYIEHHOTO DACTBOPa BBIREIISIOT
1,6 r (93,0%) nponykra, MAEHTUUHOro, 10 ganusiM MK cioexrtpockonuy u Tnn, BELIECTBY, HOIYYSH-
HOMY Méronom A.
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