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TPEXKOMIIOHEHTHASI KOHJAEHCALUS
1,3-TMMETHJIBAPBUTYPOBOI KUCJIOTHI,
APWITJIMOKCAJIENA U BAMEIEHHBIX THOMOYEBUH

OmnHOpeakTOpHOH TPEXKOMIIOHEHTHOW KOoHAeHcanuel 1,3-auMeTmnoapOouTypoBoil Kuc-
JIOTBI, THAPATOB APHUITIIMOKCAICH 1 N-METHIITHOMOYEBIHBI CHHTE3UPOBAHBI 4-apHil-2-METHII-
AMUHOTHA30JIBI U S-april-2-MepKanTo- | -MeTHINMHa30IIb1, coiepskamue ¢parmMeHT 1,3-1u-
METWIOapONTYPOBO KUCIOTHI. AHAIOTHYHAs PEak[us C ydacTHeM N-apHiITHOMOYCBHH
MPOTEKaeT PETHOCENEKTUBHO C 00pa3oBaHueM 4-apui-2-apuIaMHHOTHA30JIOB. Y CTAHOBIICHO,
YTO B KPUCTAJUIAX S5-apHil-2-MEPKaNTOMMHUIA30JIbI CYIIECTBYIOT B UMHIa30IMH-2-THOHHOH

dbopme.

KarouyeBbie ciaoBa: apuirinokcaiu, 6-ruapokcH-1,3-mumMeTii-5-(2-(MeTHIaMHiHO )-
4-apunTHa3oN-5-min) MMpUMHAINH-2,4-THOHEL, 1,3-auMeTnnbapourypoBast Kuciota, 1,3-mam-
MeTHI-5-( 1 -MeTHII-5-apui-2-THOKCONMHUIa30 U TN H-4 - ITAICH ) TUPUMUAINH-2,4,6-TPHOHBI,
N-MeTuin(apnir) THOMOYEBHHEI, OTHOPEAKTOPHBINA CHHTES3.

TrazonpHBINA ITUKI BXOJHUT B COCTaB psAia OMOIOTHIECKH U (hapMaKOJIOTHICCKH
Ba)XKHBIX MIPOIYKTOB MPUPOJHOTO U CHHTETUYECKOTO MPOUCXOKACHUS. TaK, aKTUBHBIM
XUMHYECKAM [EHTPOM KOopepMeHTa THaMUHA SIBISETCS THA30JHEBBIN (hparMeHT
[1]. IIpou3BogHBIE THA30JIa TPOSBISAIOT IPOTHBOOIYXOJEBYIO aKTHBHOCTH [2], a
TaK)Ke HMCIONB3YIOTCS B MEIUIIMHE KaK aHTUOMOTUKU [3—5], aHTUKOHBYJILCAHTHI
[6], mpemapaTel IS JedeHUs s3BEHHOW Ooje3Hu [7, 8], MPOTHBOMUKPOOHBIE
cpencta [9, 10]. D10 cTUMYNIHPYET MOBBIMICHHBIN HHTEPEC K pa3pabOTKe MPOCTHIX
U yTOOHBIX METOIOB CUHTE3a U ()YHKIIMOHAIM3AINN THA30IbHOTO Spa.

Panee Hamu OBIIO MTOKA3aHO, YTO TPEXKOMIIOHEHTHAS! OJTHOPEAKTOPHAS KOH/ICH-
carus 1,3-mumernnoapoutypoBoit kuciots (1,3-JIMBK), apmirinokcaneir U THO-
MOYEBHUHBI WK N-apUITHOMOYCBHHBI MPUBOIUT K MPOU3BOIHBIM 2-aMHUHOTHA30JIa
[11]. C nenbro pacmvpeHus MOTEHIMANA HAWACHHOTO METO/IA MOIy4YeHUs (DyKITHO-
HAJIM3WPOBAHHBIX THA30JI0B B HAcTosmield paboTe M3ydeHa TPEXKOMIIOHEHTHAsS
xouaencarws 1,3-JIMBK 1 ¢ rugparamu apunmmokcaneid 2a—g u N-MeTiii(apui1) THO-
moueBuHamMu 3a—d. Peakiuro npoBoAWIN MyTEM KUISYCHUS UCXOAHBIX PEareHTOB
B 9Ta”oje. [Ipu 3ToM B ciiyyae N-METUITHOMOYEBUHBI 3a U3 TOpAUYCH peaKLIMOHHOU
cMecH (GUIBTPOBaHHEM OBUIM BBIAENICHBI BBHICOKOIUIaBKHE MpoaykTel 4b—f, a u3
OXJIAXKJIEHHOTO MaTOYHOT'O pacTBOpa — coequHEHUs Sa—f, Temmneparypsl TUIaBIeHUS
KOTOPBIX OKazanuch npuOmmsurenbHo Ha 100 °C HmKe, a BBIXOABI HECKOJBKO
BhITIIe, YeM coeauHeHuit 4b—f. [Ipu ncmonp3oBaHN GEHUNITIHOKCATS 2a U3 peak-
IIMOHHOM CMECH HaM yJIaIOCh BBIJEUTH TOJNIBKO HU3KOIUIAaBKOE COEMHEHNE Sa.

®dopMupoBaHUE THA30JILHOTO LIUKIIA B peakuusax apuiarnuokcanet, 1,3-IMBK u
THOMOYEBHUHBI 00CYKIIalloCh paHEe M MOMKET MPOXOAUTH 4Yepe3 oOpa3oBaHHE
benammmaennponsBogHoro A [12]. HykneodmibHoe IpHCOSAMHEHIE MEPKAITO-
TPYIIBI IO Haubosiee NMEKTPOPUIEHOMY IEHTPY SK30LUKINYSCKOTO SHOHOBOTO
(hparMeHTa C manmpHeHmIed MUKIM3aIe NpuBoaAUT K THasoiam 4b—i. OOpazoBa-
HHE UMHUIa30J10B Sa—f, BeposATHO, CBA3aHO ¢ KOHKYPEHTHBIM 1,2-HYKIIeOhHUITHHBIM
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2a, 5a Ar = Ph, 2b, 4b.i, Sb Ar = 4-MeC¢H,, 2¢, 4¢, Sc Ar = 4-MeSCgH,, 2d, 4d, 5d Ar = 4-CIC¢H,,
2e, 4e,h, Se Ar = 4-BrCq¢Hy, 2f, 4f, Sf Ar = 4-O,NCgH,, 2g, 4g Ar = 4-MeOC¢H,,
3a, 4b—f R = Me, 3b, 4g R = Ph, 3¢, 4h R = 2-MeC¢H,, 3d, 4i R = 2-BrC¢H,4

MpHUCOeIMHEHHEM 0o0Jiee OCHOBHOTO IIEHTpa MO KapOOHWIBHOW rpyrme U GopMu-
POBaHHEM TISITHWICHHOTO IUKJIA B Pe3yNIbTaTe SK30TPUTOHAJIBHON IHUKIN3anuu. B
MOJIB3y TAKOTO TIPEATIONIOKEHUSI CBUACTEIHCTBYET 00pa30BaHWE HCKIIOUUTEIHBHO
THa30JI0B 4g—1 B peakuusx KUCIOTHl 1, COOTBETCTBYIOIIMX THIPATOB apuil-
rimokcanedt 2b.e,g, u N-apunruomoueBuH 3b—d, 4T0 MOXXHO OOBSCHUTH CHHXKE-
HAEM HYKJICOQUILHOCTH aTOMOB a30Ta B N-apuintuomoueBnHax [13], W Kak
pe3yJIbTaT — OTCYTCTBUE MIEPBUYHOMN aTaku 10 KapOOHWIBHOM IpyIIIe.

CtpoeHue ToyYeHHBIX COCMHECHNN YCTAHOBJICHO C UCIIOJIb30BAaHUEM (PU3UKO-
xumudecknx MeronoB. Tak, cmektpel SIMP 'H coemunenuit 4b—f momoGHBI
CIEKTpaM OINMCaHHBIX paHee THazonoB [11]. OHM XapaKTepU3yrOTCS MYJbTH-
IJIETaMU apOMAaTUYECKUX MPOTOHOB, ACBATUIIPOTOHHBIM CHHIJIETOM HaKJIaJbIBa-
IONINXCS METHJIBHOW TPYIITBI THOMOYEBHHHOTO (parMeHTa U METUIBHBIX TPYIII
(hparmenTa TUMETHIOAPOUTYPOBOM KHCIIOTHI, & TAaKXKe YIIMPEHHBIMH CHHTJIETAMHU
oOMeHHBIX TIpoToHOB NH (9.0-9.2 M. n.) u npororoB 6-OH mupuMuaAHHOBOTO
mukna (12.1-12.5 m. x.). Ocobennoctpio crektpoB SIMP '"H Tmazonos 4g—i
SBIISIETCSI OTCYTCTBHE CHTHAJIA MPOTOHA O-THIPOKCUTPYIIHI BCIEICTBUE OBICTPOTO
obmeHa ¢ Bonoi, npucyrcrBytomeil B IMCO-dg. AnanmornyHasi KapTHHa HaOJIrO-
JlaJiach W JIJIsl OTIMCAHHBIX paHee THA30JI0B, COACPIKANINX KapOaMOWIbHBIN (par-
MEHT B MOJIOkKeHUH 2 1tukiia [11].

B cnekrpax SAMP 'H coequHennii 5a—f HaOmromaercd CMeEIEHUE CHUHTIIIETa
MIPOTOHOB N-METHIILHOW TPYNIBI THOMOYEBUHHOTO (hparMeHTa B 00JacTh Ooliee
cimaboro mons (& = 3.4 M. J.), HIECTUNPOTOHHBIA CHHTICT METHJIBHBIX TPYII
MMPUMHIMHOBOTO IMKIA MposBiseTcs npu 3.1 M. 1., IPUCYTCTBYIOT OOMEHHBII
YIIMPEHHBII CUTHAJ MPOTOHA THAPOKCUIBHON Tpymiiel B obnactu 12.0-12.2 m. n.
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Otmertnm, uto criekTpel SIMP B COCIIMHEHUH 5 ¥ COOTBETCTBYIOIINX THA30JIOB 4
OTJIMYAIOTCS HE3HAUMTENIbHO. YTJCPOJIHBIC CICKTPhl coenuHeHuit 4b,c,e ObLIH
OTPEeIaKTUPOBAHbI ¢ MOMOIIbI0 SKcniepuMenTa DEPT-135, uro mo3Bonmiio uckio-
YUTh U3 PACCMOTPEHUSI YETBEPTHUYHBIE aTOMBI YIJIEpOAa U MPOBECTH KOPPEKTHOE
OTHECEHHE OCTaBUIMXCS CUTHAJIOB.

Macc-cnexktpbl coenunenuit 4,5 b,d uMeOT OIMHAKOBBIE 3HAYEHMS ITMKOB
MOJIEKYISPHBIX HOHOB. OCOOCHHOCTBIO (hparMeHTaluu coequHeHni Sa—f spnsercs
BEIOPOC MOJIEKYJIBI METaHUMHUHA [M—CHZNHT, OTIICIUICHUE HM30THOIMAHATHOTO
pagukana [M—CNS]’, a Takxke obpasoBaHue OcKojo4HOro MoHa [M—C,H;N,S]".
OCHOBHBIM HarpaBlieHUEM (parMeHTanuu Tra3onoB 4b,d sBisercs AecTpyKIus
THA30JIBHOTO IMKJIA C BBIOPOCOM MOJICKYJIbI N-METUIIIUaHAMU 1A — [M—MeNHCNT,

[Nonmy4yeHHbIe pe3ynbTaThl IO3BOJIMIM HaM WaeHTHGUIUpoBaTh coequaeHus Sa—f
KaK 5-apuii-2-MepKanTo- 1 -MeTHIMMHIA30JTbI, COACPKAIIUE B TIOJIOXKCHUH 4 OCTaTOK
1,3-IMBK. Hamuume apuiabHOTO 3aMECTHUTENS B MOJOKEHUW 5 IUKIIA MOATBEP-
XKJeHo ¢ momompio SID0, BeIIOMHEHHOTO g uMupasona 5d. Hacelmenue
CUTHaJIa IPOTOHOB N-METHJIBHOH TPyNITBl THOMOYEBHHHOTO (PparMeHTa MPUBOIUT
K OTKJIMKY Ha Opmo-TIPOTOHAX XJIOP(PEHUIHHOTO paguKaia, YTO CBUAETEIbCTBYET
00 X TIPOCTPAHCTBEHHOM COJIMKCHU.

OKOHYATENEHO CTpOeHHe coenuHeHwit Sa—f ObUIO MOATBEPIKIECHO PEHTICHO-
CTPYKTYpHBIM HCCJIEIOBAaHHEM OJHOTO W3 WX IpelcTaBuTeneil Sc (pucyHok). B
KPUCTAJUTMYECKON (Daze coeArHEHHWEe HaXOIWTCS B THOHHOW (opme, cTaOWimm3m-
POBaHHOM BHYTPHUMOJEKYJSIpHOH BopopoaHoit cBszbio N(3)-H(3N)---O(1) (H---O
2.03 A, N-H---O 124°). Caaszp C(3)-C(7) 1.385(3) A ynnuHeHa oTHOCHTENHEHO
cpennero 3mauenuss 1.340 A [14], ceasu C(7)-N(3) 1.340(3) A u C(3)-C(4)
1.443(3) A yxopouens! (cpeanme 3Hauenms 1.355 u 1.509 A cooTBercTBEHHO)
BCJIE/ICTBUE COIPSDKEHUS Mexay kKapOooHwmibHOU rpynmoit C(4)-O(1) u tTnoamua-
HOW Tpynmoil. [IaTuuneHHsi UK HaxoxuTcs B KoH(popManuu 'yrmomeEHHBIN
koHBepT"'. AtoM C(8) OTKJIOHSAETCS OT IIOCKOCTH OCTAJBHBIX aTOMOB HMMHJIA-
301bHOTO 1Mk Ha 0.14 A,

MorekyJsapHas CTPYKTypa COSIMHEHHS 5S¢ B IPECTABICHUN aTOMOB
IUIUTICONIAMHU TEITOBBIX KoebaHuit ¢ 50% BepOsSTHOCTBIO
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B T0 )¢ Bpems mmmmazonsl Sa—f B pactBopax JIMCO-dg cymecTByioT mpe-
UMYIIECTBEHHO B THOJNBHOW (hopme. oyt THOHHOH QopMBI coenuHeHHnl Sa—e He
npeBbImaer 25%, 0 YeM CBHUIETENbCTBYET MHTErpalbHas HHTEHCHBHOCTh CHUTHAIA
nporoHa H-5 wmmupazonpHOro mmkia B oOmactu 5.04-5.08 M. A. (maHHbIC HE
IIPUBOJATCS B HKCIIEPUMEHTAJIbHOM YacTH), a TaKKe€ OTCYTCTBHE CHUTHAla aroma
yriIepona THOaMUIHOM rpymisl B obxacta 170-180 m. 1. B crextpax IMP °C. B
criektpax SIMP 'H coenunenus 5f THonHas GopMa He 06HapyskeHa. XOTea0ch Obl
NOJYEPKHYTh, 4TO 00€ TayToMepHble (GOPMBI COCOUHEHHH S OMOJHHUTEIHHO
CTaOMIIN30BaHbl BHY TPUMOJIEKYJISIPHBIMH BOJIOPOJHBIMH CBSI3SIMHU.

3aMeTuM, 4TO CHUHTE3MpPOBaHHbIE MMHAA30ibl Sa—f comepkaT CTPYKTypHBIH
(¢parMeHT JekapcTBEHHOTO Tnpenapara Mepkazomwn (l-MeTHIMMUAA30JIMH-
2-THOH), KOTOPBIN SBJISETCA CHUHTETHMYECKUM AHTHUTUPEOUIHBIM (THpeocTaTHye-
CKHM) CPEACTBOM H UCIOIB3YETCS B MEIUIIMHCKON MPAKTHUKE IS CIEIH(PHIECKOTO0
nedeHus] TUMEepGYHKINA IMUTOBUIHON >kene3bl [15]. Ilosromy nanpHeiimiee
ucciefoBanne (apMaKoJIOTMYECKON aKTMBHOCTH MOJIYYEHHBIX MMHJIa30JI0B Pe-
CTaBJISETCS TIeIeCO00pPa3HbBIM.

TakuM 00pazoMm, 0OHAPYXKEHO, YTO B HCCIETyeMOW TPEXKOMIIOHEHTHOH KOH-
JeHcalMd HaOIIomaeTcs KOHKYPEHLHUS MEXAYy HYKICOQMIbHBIME LEHTPaMH
pasHoi mpupoabl N-METHITHOMOYEBHHBI, YTO TPHUBOAUT K (OPMHUPOBAHMIO KaK
THA30JIBHOT0, TaK ¥ MIMHJIA30JIBHOTO LIMKJIA. B ciiydae N-apuiaTHoMO4YeBUH B3aUMO-
JeCTBUE MPOXOOUT PErHOCEIEKTHBHO C 00pa3oBaHHEM 2-aMHUHOQYHKLHOHAIU-
3MPOBAHHBIX THA30JIOB.

SKCIHEPUMEHTAJIBHAS YACTb

Crektpsr IMP 'H 3ammcambl ma mpuGope Varian VX-200 Mercury (200 MI'm),
cextpsl IMP °C — Ha crexrpomerpe Bruker AM-400 (100 MI'ig) B JMCO-dg, BHYTpeH-
Hui crangapr TMC. Macc-cnekTpsl 3apeructpupoBanbl Ha npubdope Hewlett-Packard
LC/MSD 1100, meron nonmzanuu — Y (70 3B). DiemMeHTHBIH aHaiM3 BBINOJIHEH Ha
npudope LECO CHNS-900. Temneparypsl 11aBieHus onpeeneHsl Ha ctonuke Kodaiepa.
KoHTposie 3a X0IOM peakiuii W YHUCTOTOW MONYyYCHHBIX COCIMHEHHH OCYIIECTBIISIIH
MerogoM TCX Ha mnactunax Silufol UV-254 B cucremax: PhMe-EtOAc, 1:1, CH,Cl—
2-PrOH, 10:1, mposBUTETH — MAPHI HOAA.

5-(4-Apuni-2-MeTHIAMUHOTHA301-5-WT)-6-ruapokcu-1,3-1uMe TWIINUPUMHIMH-
2,4(A1H,3H)-muonst 4b—f wm 5-(5-apun-1-mernia-2-cyiabpanmi-1H-nmunazon-4-mr)-
6-ruapokcu-1,3-mumernanupumuaun-2,4(1H,3H)-nuons1 Sa—f (o6mas meroanka). Cmech
AKBUMOJISIPHBIX KoiudecTs (1o 1.0 mmons) 1,3-/IMBK 1, ruapatoB apunrinoxcaneit 2a—f u
tuomoueBuHB! 3a B 10 M1 EtOH xunartsaT B Teuenue 5-30 MUH 70 Hayasia BRIIAACHUS OCal-
KOB coequHeHni 4b—f (11pu Ucronp30BaHUN THApATa apUITIIMOKCANs 2a CoeIMHEHNE 4a He
obpasyercs). [Tocie ObICTPOro OXTaXICHUS 1O KOMHATHOW TeMIepatypel, coeauaeHus 4b—f
OoTGWIBTPOBBIBAIOT M TpoMbiBaoT Ha ¢uiabrpe EtOH. M3 ¢unprpara uwepes 1-3 4
BBIJICP)KMBAHMS TIPH KOMHATHOM TEMIIEpaType BBINAJAIOT OCAAKH coequHeHnd Sa—f,
KOTOpBIC OUHIIAIOT NiepekpucTamm3anuei n3 EtOH.

5-(4-Apuni-2-apuiaaMUHOTHA30JI-5-WI)-6-ruApOKcH-1,3-AMMeTHINHPUMUANH-
2,4(1H,3H)-nuonsb1 4g—i cuaTe3npoBaHsl aHAIOTHYHO coennHeHusM 4b—f u3 1,3-/IMBK 1,
THIPATOB apwirinokcaneil 2b,e,g u TnomoueBnH 3b—d. Ilockonbky coemuHEHUS 5 B 3TOM
cilyyae He 00pa3yroTcs, PEaKIIMOHHYI0 CMECh OCTAaBILSUTM MPU KOMHATHOW TeMIIepaType Ha
1 cyT 1 OTOUIBTPOBBIBAIN MPOAYKTHI 4g—i.

6-I'mapoxcu-1,3-1umMeTnin-5-[2-meTuaamuuo-4-(4-metusigeHuT) THAZ0I-5-1a | nupu-
muauH-2,4(1H,3H)-auon (4b). Beixon 0.11 r (30%). [Topomiok kpemoBoro nsera. T. 1.
>300 °C. Criextp SIMP 'H, §, m. 1. (J, Tw): 2.27 (3H, ¢, ArCHs); 3.01 (9H, ¢, 3NCH3); 7.14
(2H, n, J = 8.1, H-3,5 Ar); 7.31 (2H, 1, J = 8.1, H-2,6 Ar); 9.02 (1H, ¢, NH); 12.40 (1H, c,
OH). Cnextp SIMP "C, 5, m. 1.: 20.8 (ArCH;); 28.4 (2NCH3); 32.1 (NHCH;); 79.9 (C-5");
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120.4 (C-5); 128.0, 129.5, 130.8, 131.5 (C Ar); 137.7 (C-4); 150.0 (C-2); 161.8 (2C=0);
168.2 (COH). Macc-cniektp, m/z (Iym, %): 358 [M]" (100), 332 (5), 302 [M-MeNHCN]"
9), 270 (7), 265 (15), 115 (8), 114 (5), 91 (10), 56 (10). Haiineno, %: C 56.88; H 5.12;
N 15.52. C{7H5sN4O5S. Brruucineno, %: C 56.97; H 5.06; N 15.63.
6-I'uapoxcu-1,3-numeTwi-5-[2-meTnnamMmnuo-4-(4-meTuicyibpanuiaeHna) THa3oi-
S5-un|mupumuaun-2,4(1H,3H)-auon (4¢). Brxox 0.12 r (30%). [lopomok kpemMoBOTO
nBera. T. mn. >300 °C. Crnexktp AMP IH, 6, m. 1. (J, T'm): 2.53 (3H, ¢, SCH;); 3.00 (9H, c,
3NCH3); 7.21 (2H, 1, J = 8.0, H-3,5 Ar); 7.39 (2H, 1, J = 8.0, H-2,6 Ar); 9.10 (1H, c, NH);
12.48 (1H, ¢, OH). Criexktp SIMP °C, 8, m. 1.: 14.1 (SCH3); 27.9 (2NCHj,); 32.4 (NHCHa);
80.0 (C-5"); 122.0 (C-5); 128.9, 125.2, 129.8, 136.3 (C Ar); 138.7 (C-4); 151.1 (C-2); 160.9
(2C=0); 167.8 (COH). Haiineno, %: C 52.35; H4.59; N 14.42; S 16.56. C7H;sN40O5S,.
Breruncneno, %: C 52.29; H 4.65; N 14.35; S 16.42.
6-I'mapoxcu-1,3-q1umeTni-5-[2-mertuaamuHo-4-(4-xy10p e HHT) THAZ0J1-5-1 | mupu-
muauH-2,4(1H,3H)-auon (4d). Beixon 0.13 r (35%). [Hopomok kpemoBoro nBera. T. rmi.
290-292 °C. Cuektp SIMP 'H, §, M. 1. (/, Tm): 3.07 (9H, ¢, 3NCHj;); 7.39 2H, n, J = 8.8,
H-3,5 Ar); 7.45 (2H, n, J = 8.8, H-2,6 Ar); 9.12 (1H, ¢, NH); 12.11 (1H, ¢, OH). Cunexktp
SAMP C, 8, m. 1. 27.8 (2NCH3); 32.1 (NHCHj); 78.2 (C-5"); 120.4 (C-5); 129.2, 130.1,
130.8, 131.1 (C Ar); 135.5 (C-4); 153.0 (C-2); 161.8 (2C=0); 168.2 (COH). Macc-cuiektp
(s m3otoma °Cl), m/z (I, %): 378 [M]* (100), 322 [M-MeNHCN]" (7), 264 (25), 229
(30), 201 (15), 180 (10), 137 (12), 100 (100), 76 (11). Haiineno, %: C 50.80; H 4.04;
N 14.71. C;H;5CIN4O5S. Boruucaeno, %: C 50.73; H 3.99; N 14.79.
5-[4-(4-BpomdeHnIT)-2-MeTHIAMHUHOTHA301-5-11]-6-ruapokcu-1,3-1uMeTHINHPH-
muauH-2,4(1H,3H)-muon (4e). Beixon 0.12 1 (29%). MenKOKpUCTAIUIMYCCKUN TTOPOIIOK
kpemoBoro ngera. T. 1. >300 °C. Cnexrp AMP 'H, §, m. 1. (/, T'm): 3.02 (9H, c, 3NCH;);
7.41 (2H, 0, J = 8.6, H-3,5 Ar); 7.51 (2H, n, J = 8.6, H-2,6 Ar); 9.07 (1H, c, NH); 12.15
(1H, ¢, OH). Criextp SIMP °C, §, M. 1.: 27.9 (2NCH,); 32.5 (NHCH;); 78.8 (C-5"); 121.8
(C-5); 127.9, 131.0, 131.6, 132.2 (C Ar); 136.7 (C-4); 151.1 (C-2); 160.9 (2C=0); 168.8
(COH). Haiineno, %: C 45.31; H 3.64; N 13.33. C,¢H,sBrN,O5S. Boruucneno, %: C 45.40;
H3.57; N 13.24.
6-I'uapoxcu-1,3-TumeTn-5-[2-meTusiaMuHo-4-(4-HUTPOPEHNT) THAZOJI-5-WT | IUpPH-
muauH-2,4(1H,3H)-guon (4f). Bexon 0.12 r (31%). CBernno-x&nteie KpucTawisl. T. 1ol
>300 °C. Cnektp SAMP lH, o, M. 1. (J, I'm): 3.01 (9H, ¢, 3NCH;); 7.62 (2H, n, J = 8.6,
H-2,6 Ar); 8.17 (2H, n, J = 8.6, H-3,5 Ar); 9.20 (1H, ¢, NH); 12.15 (1H, ¢, OH). Haiine-
HO, %: C 49.40; H 3.94; N 18.04. C,cH;5NsOsS. Beruucneno, %: C 49.35; H 3.88; N 17.99.
6-I'mapoxcu-1,3-rumeTnn-5-[4-(4-meToxcudennii)-2-GpeHnIaMUHOTHAB0JI-5-11 | TU-
pumuauH-2,4(1H,3H)-nuon (4g). Berxon 0.36 r (82%). bensrit nopommok. T. mr. 281-282
°C. Cnextp SIMP 'H, &, m. 1. (J, T'm): 3.13 (6H, ¢, 2NCH3); 3.61 (3H, ¢, OCH;); 6.88 (2H,
I, J=8.0,H-3,5 Ar); 6.98 (1H, 1, J= 7.2, H-4 Ph); 7.30-7.37 (2H, M, H-3,5 Ph); 7.53-7.63
(4H, m, H-2,6 Ph, H-2,6 Ar); 10.29 (1H, ¢, NH). Macc-cniektp, m/z (Iyy, %): 436 [M]"
(100), 323 (10), 322 (30), 279 (5), 202 (10), 176 (12), 194 (10), 135 (12), 77 (70), 76 (13).
Haiineno, %: C 60.38; H 4.69; N 12.77. C»,H,oN40,4S. Breruucieno, %: C 60.54; H 4.62;
N 12.84.
5-[4-(4-Bpompenunin)-2-(2-MmeTnI(peHU1) aMMHOTHA30.J1-5-11]-6-ruapokcu-1,3-1u-
Metuanupumuann-2,4(1H,3H)-mnon (4h). Brixox 0.31 1 (62%). bensrit nmopomroxk. T. m.
263-264 °C. Crektp SIMP 'H, §, m. 1. (/, Tm): 2.28 (3H, ¢, ArCHj3); 3.09 (6H, ¢, 2NCHjy);
7.22-7.30 (3H, m, H Ar); 7.45-7.65 (5H, m, H Ar); 9.92 (1H, ¢, NH). Macc-criektp (st
usotona Br), m/z (I, %): 498 [M]" (100), 350 (50), 311 (10), 227 (20), 160 (25), 133
(80), 132 (50), 131 (30), 104 (18), 76 (5). Haiimeno, %: C 52.72; H 3.70; N 11.10.
C,,H9BrN4O;S. Beruucieno, %: C 52.91; H 3.83; N 11.22.
5-[2-(2-bpompenun)amuno-4-(4-merusigennsa) Tuazon-5-uil-6-ruapoxcu-1,3-nqu-
Metuanupumuaun-2,4(1H,3H)-mnon (4i). Bexon 0.34 r (68%). bensrit mopomoxk. T. m.
260-262 °C. Criextp IMP 'H, 8, m. 1. (J, T): 2.26 (3H, ¢, ArCHs); 3.09 (6H, ¢, 2NCH3);
7.08-7.12 (3H, m, H Ar); 7.34-7.44 (3H, m, H Ar); 7.70 (1H, x, J= 7.6, H Ar); 7.90 (1H, &,
J=17.6, H Ar); 9.95 (1H, ¢, NH). Macc-criektp (11 n3oTona "Br), m/z (I, %): 498 [M']
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(35), 420 (25), 419 (100), 305 (35), 270 (5), 153 (12), 115 (15), 91 (12). Haitneno, %:
C 52.80; H 3.69; N 11.27. C,H;9BrN4O;S. Berancneno, %: C 52.91; H 3.83; N 11.22.
6-I'mppoxcn-5-(1-meTna-2-cyabpannia-5-penna-1H-umugazon-4-uin)-1,3-numerna-
mapuvuaun-2,4(1H,3H)-mmon (5a). Beixox 0.20 r (58%). CBeTio-niecOUHbIC KPUCTAILIHL.
T. mn. 228-229 °C. Cnextp SIMP 'H, §, m. a. (J, 'n): 3.07 (6H, ¢, 2NCH,); 3.41 (3H, c,
1'-CH;); 7.27-7.33 (5H, m, H Ph); 12.32 (1H, ¢, OH). Macc-cnextp, m/z (Iyy, %): 344 [M]"
(100), 315 [M—CH,NH]" (5), 286 [M—CNS]" (7), 256 [M—C,HN,S]* (8), 215 (5), 118 (5),
91 (6), 58 (5). Haiimeno, %: C 55.60; H 4.59; N 16.37. C;¢H(N4O;S. Beraucneno, %:
C 55.80; H 4.68; N 16.27.
6-T'uapoxcn-5-[2-mepkanto-1-MeTnia-5-(4-metundenmn)-2-cyin panmi-1H-nmunazosn-
4-nn]-1,3-gumernanupumuann-2,4(1H,3H)-mmon (5b). Bexox 0.19 t (53%). buemno-
xénrtere kpuctamnel. T. . 208-210 °C. Cnektp AMP ', o, M. 1. (J, T'm): 2.28 (3H, c,
ArCHj;); 3.11 (6H, ¢, 2NCH,); 3.35 (3H, c, 1'-CH3;); 7.20-7.32 (4H, m, H Ar); 12.05 (1H, c,
OH). Macc-criektp, m/z (Iym, %): 358 [M]" (100), 329 [M—CH,NH]" (3), 300 [M—CNS]"
(10), 270 [M—C,H,N,ST* (10), 156 (8), 116 (15), 91 (20), 88 (3), 58 (18). Haitneno, %: C
56.85; H5.12; N 15.70. C;7H3N4O3S. Beruucneno, %: C 56.97; H 5.06; N 15.63.
6-I'uapoxcu-5-[2-mepkanTo-1-MeTHia-5-(4-metuiacyabpanniageHun)-2-cyibpanui-
1H-umunazon-4-ui|-1,3-mumermnmuapumuani-2,4(1H,3H)-muon  (5¢). Beixom 0.16 r
(40%). Brexno-xénThie kpuctammel. T. mr. 196-198 °C. Cnextp SIMP 'H, §, m. 1.: 2.47
(3H, ¢, SCH;); 3.12 (6H, ¢, 2NCHs;); 3.37 (3H, c, 1'-CH3); 7.22-7.37 (4H, m, H Ar); 12.04
(1H, ¢, OH). Cnextp SIMP “C, §, m. 1.: 14.8 (SCH;); 28.8 (2NCH3); 33.9 (1'-CH;); 80.5
(C-5"; 116.7 (C-5); 126.2, 126.6, 130.1, 139.3 (C Ar); 130.8 (C-4); 151.6 (C-2); 161.6
(2C=0); 168.7 (COH). Macc-cniektp, m/z (Lo, %): 390 [M]™ (100), 361 [M—CH,NH]" (5),
332 [M—CNS]" (10), 302 [M—C,H4N,S]" (15), 149 (20), 110 (5), 88 (5), 58 (20). Haiizeno,
%: C 52.20; H 4.69; N 14.27. C;H3sN,4O3S,. Beraucneno, %: C 52.29; H 4.65; N 14.35.
6-I'uapoxcn-5-[1-meTni-2-cyas panna-5-(4-xnopdennn)-1H-nmuaazon-4-nal-1,3-1u-
Meruamupuvuaan-2,4(1H,3H)-mmon  (5d). Beixon 0.16 r (42%). baenno-xénteie
kpuctamel. T. . 200-201 °C. Cnektp SIMP 'H, &, M. 1. (/, Tm): 3.11 (6H, ¢, 2NCHj;);
3.43 (3H, c, I'-CH3); 7.32 (2H, 0, J = 7.8, H-3,5 Ar); 7.43 (2H, 1, J = 7.8, H-2,6 Ar); 12.05
(1H, ¢, OH). Cnextp SIMP “C, §, m. 1.: 28.8 (2NCHj3); 33.4 (1'-CHs); 79.0 (C-5"); 116.0
(C-5); 129.0, 130.9, 131.1, 131.5, 132.5 (C-4, C Ar); 151.0 (C-2); 161.8 (2C=0); 169.0
(COH). Macc-criextp (st usoromna >Cl), m/z (Iyw, %): 378 [M*] (100), 349 [M—CH,NH]*
(5), 320 [M—CNS]" (10), 290 [M—C,H,N,S]" (10), 156 (8), 111 (15), 88 (4), 58 (12).
Haiineno, %: C 50.65; H 4.07; N 14.72. C;H;5CIN4O5S. Boruncieno, %: C 50.73; H 3.99;
N 14.79.
5-[5-(4-bpomdenni)-1-meTni-2-cyaspanni-1H-umunazon-4-mi)-6-ruppoxcn-1,3-1m-
MeTuanupumuans-2,4(1H,3H)-auon (Se). Bexox 0.17 r (40%). baeaHo-kEnThie KpHUCTAILTBL.
T. 1. 192-193 °C. Cnekrp SIMP 'H, 8, m. 1. (J, T'): 3.10 (6H, ¢, 2NCH;); 3.38 (3H, ¢, 1'-CH3);
7.29 2H, o, J=8.2, H-3,5 Ar); 7.58 2H, 1, J = 8.2, H-2,6 Ar); 12.05 (1H, ¢, OH). Macc-criektp
(s msotoma Br), m/z (I, %): 422 [M]" (100), 393 [M—CH,NH]" (6), 364 [M—CNS]" (11),
334 [M-C,H,N,ST™ (9), 156 (8), 155 (13), 88 (4), 58 (12). Haiineno, %: C 45.30; H 3.45;
N 13.16. C;cH;sBrN4O;S. Beraucneno, %: C 45.40; H 3.57; N 13.24.
6-T'uapoxcn-1,3-1umeTnn-5-[1-metna-5-(4-autpodenni)-2-cyashpanni-1H-umuaazon-
S-un|mapuvuaun-2,4(1H,3H)-mmon (5f). Beixon 0.14 T (37%). XKénteie KpucTaiibl.
T. mr. 200-202 °C. Crektp AMP 'H, §, m. 1. (/, Tm): 3.01 (6H, ¢, 2NCH;); 3.43 (3H, c,
1'-CH3); 7.58 (2H, n, J = 8.6, H-2,6 Ar); 8.17 (2H, 1, J = 8.6, H-3,5 Ar); 12.20 (1H, ¢, OH).
Macc-cniektp, m/z (Iym, %): 389 [M]" (100), 360 [M—CH,NH]" (8), 331 [M—CNS]" (10),
301 [M—C,H,N,ST" (14), 122 (20), 110 (10), 88 (8), 58 (20). Haiineno, %: C 49.20; H 3.84;
N 17.84. C¢H5N;505S. Brraucneno, %: C 49.35; H 3.88; N 17.99.

PentrenocTpykTypHoe HccienoBanue coequnenusi Sc. Kpucramiel coenunenus Sc
moHokmuHHbe, C7H sN,405S,, mpu 20 °C: a 5.9678(5), b 15.4918(11), ¢ 19.5066(14) A;
B 97.080(7)°; V 1789.7(2) A’ M 390.47; Z 4; npoctpaHcTBeHHas rpymma P2/c,
Ay 1.449 T/enm’, p(MoKa) 0.323 mm'; F(000) 816. [TapaMeTpsl dEMEHTApHOI SYCHKH 1
uHTteHcuBHOCTH 10916 otpakennit (5208 HezaBucHMBIX, R;y 0.049) wu3mepeHsl Ha
mudpaxromerpe Xcalibur-3 (MoKa-uznydenune, CCD-nerekrop, rpadMToBBIi MOHOXpO-
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MaTop, ®-CKaHWpoBaHUE, 20, 60°). Ctpykrypa pacmmppoBaHa NPSMBIM METOIOM IIO
kommiekcy mnporpamMm SHELXTL [16]. IlomoxkeHms aTOMOB BOAOpOIA OMIpEICTICHBI
METOJIOM Pa3HOCTHOTO CHHTE3a 3JCKTPOHHOW IUIOTHOCTH M YTOYHEHBI H30TPOIHO, 3a
HCKJIIOUEHHEM aTOMOB BOJIOPOJa METHJIBHBIX I'PYMII, YTOYHEHHBIX MO MOJENHU "Hae3IHUK"
¢ Uiy, = 1.5U;q. CTpyKTypa yTOUHEHA IO F* nonromarpuaaeiM MHK B aHH30TPOITHOM
NpUOIMKEHUH U1 HEBOJOPOAHBIX aToMoOB 710 WR; 0.105 no 5208 orpaxenusm (R; 0.056
1o 2556 orpaxenusm ¢ F > 4o(F), S 0.89). IlonHble kpucTayuiorpaduyeckue JaHHbIE JIETI0-
HHpoBaHbI B KeMOpupkckom GaHke cTpyKTypHBIX AaHHbBIX (nenoneHT CCDC 874086).
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