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CHUHTE3 U BHYTPUMOJIEKYJISIPHASI LIUKJIU3ALIUST
N-ALIAJI- U N-AJUIRJI-N'-(2-OKCO-1,2-TUTHAPO-
MUPUANH-3-UI)THUOMOUYEBUH

Wzydensr peakiun 3-amMmuHO-4,6-muMeTmnupuanH-2(1H)-ora 1 3-amMuHO-4-GeHNI-
MUPUANH-2-0HA C alWIN30THONMaHaTaMu (OeH3omi-, 4-OpOMOCH30MII- U METaKpHIOWII-
M30THOIMAHAT) U auTiIK30THONMaHaToM. [lonyueHHble N-kapOaMOTHOMIIMETAKPHUITAMHIBI
1 N-aJUIMIITHOMOYEBHHBI B PEAKIHIX BHYTPHUMOJICKYIISIPHOHW IreTepOLUKIN3aU 00paszyroT
COOTBETCTBYIOIIME TMpou3BOAHbIe |,3-TMa3uH-4-oHa u 1,3-tMazonuua. IlokazaHo, 4TO
CHHTE3MPOBAaHHbIE THOMOYEBHHBI, B OTJIMYHE OT HCXOTHOTO 3-aMHHO-4,6-TUMETHII-
nupuuH-2(1H)-0oHa, He IPOSBISIOT aHTHPaIUKAIbHON aKTHBHOCTH.

KiroueBble caoBa: 3-amunonumpuanH-2(1H)-oHBI, W30THOLMAHATHI, 1,3-THA3HWHEL,
1,3-THa30IMHBI, THOMOYEBHHBI, BHYTPUMOJICKYIISIPHAS [IUKIIA3ALINS.

3-AMUHONIUPUANH-2-OHBI W WX  MPOU3BOJHBIE  HMHTEPECHBI  CBOEHU
Oumonornyeckoil akTuBHOCTHI0. Cpen HUX 00HAPYKEHBI aHTUKOATYJISHTHI, UHTU-
ouTopsl TpoMOWHA [1], MPOTHBOBUPYCHBIE Tpenapartsl [2], B TOM YHCIIE aKTHB-
Heie mpotus BHUY-1 [3]. B kiuHHYECKOW NpakTUKE MPUMEHSIETCA Mpernapar
AMpUHOH, 00NamaroIuii KapAMOTOHHYECKUM W COCyAOopacimupstomuM 3ddex-
tamu [4]. Cpenm aHanoroB 3-aMUHONUPHUIOHOB MOXKHO TaKKe YIOMSHYTH
npernapatr Mekcunon (CyKIMHAT 3-OKCH-O-METHI-2-3THIANUPHANHA), o0jaaaro-
UM aHTHOKCUIAHTHBIM M MEMOPaHONPOTEKTOPHBIM cBoicTBaMu. OCOOCHHOCTh
CTPYKTYPBI 3TUX COEAMHEHUH 00yCIOBIIeHa HATMYHEM BCTPOSHHOTO CTPYKTYPHOTO
(¢parMeHTa aMHHOKHCIIOTBI, YTO TO3BOJISIET KCIIOJIB30BaTh HMX B KadeCTBE
MEeNTHIOMUMETHKOB [5].

U3BecTHO, YTO THOYpEWAHBIE MPOWU3BOJHBIE OOJANAIOT HE TOJBKO IIEHHBIMH
(hapMaKOJIOTHYECKIMMH CBOMCTBAMH M HAaXOIAT MPUMEHEHHE KaK IPOTHBOAIIHIIETI-
Tryeckue [6], anTuanaderudeckue [7], mpoTuBOpaKkossie [8], aHTUTYOEpKyIIE3HBIC
[9] u apyrue TepaneBTHUECKU aKTHUBHBIE BelecTBa [10], HO U ABIAIOTCS UCXOAHBIMU
CHHTOHaMHU B CHHTE3€ MHOTHX CEPOCOJEpIKAIIUX T'eTepOUMKIOB. Takum obOpasom,
BBEJICHUEC B CTPYKTYpPY 3-aMHHOIHPHUIOHOB CEPOCOACPKAIINX, B TOM YHCIE U
TeTEePOIMKIINYCCKUX, (PParMEeHTOB MOXKET MPUBECTH K YCHUJICHUIO OCHOBHBIX HIIU
TIOSIBJICHUIO HOBBIX OMOJIOTHYECKUX CBOWCTB.

Panee [11, 12] MBI pazpaboTasm ymoOHBIH CIIOCOO TONYyYECHHS 3-aMHHO-
nupuuH-2(1H)-0HOB, OCHOBAaHHBIM Ha BHYTPUMOJICKYJISPHOUN IUKIU3AINAN XJIOP-
areTaMH/I0B -eHAMUHOKETOHOB.

Jlo HacTosmero uccieqoBaHus THOMOYEBHHBI, TIOTyYeHHbIE Ha OCHOBE 3-aMHUHO-
nupuanH-2(1H)-oHa, OBIM TpEeACTaBiICHBI JMIIb EAWHUYHBIM Ipumepom [13].
C uenplo TMOJNYYEHUS pPaHEE HEU3BECTHBIX THOYPEHIHBIX M THOMOYEBHHHBIX
MPOU3BOAHBIX MHUPUAOHOB 2—5 MBI M3y4YWIHd B3auMoJciicTBue coenuHeHuil 1a,b
C aIIIIN30THOIIMAHATAMH TI0 METOJIMKE, OTIFICAHHOM panee [14, 15].

CuHTe3 UCXOAHBIX AIMIIN30THOLMAHATOB IPOBOAWIH i1 Sifu HATPEBAaHUEM COOT-
BETCTBYIOIINX XJIOPAaHTUIPUAOB (OSH30MIXIIOPHI, 71-OpOMOEH30MIXIIOPH U METaKPH-
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JOWJIXJIOPHT) C POJIAHUIOM Kalus B aneToHe. JlanpHeliee B3anMoeiicTBrE TIOITy-
YEHHBIX allMIN30THOLNNAHATOB ¢ 3-amuHONMpuanH-2(1H)-onamu 1a,b mpuBoauio
K 00pa3oBaHUIO MPOM3BOJHBIX THOMoueBHHEI 2—5 a,b. Coeaunenus 2-5ab —
YMEPEHHO PacTBOPHUMBIC B MOJIIPHBIX OPTaHUYECKHUX PACTBOPUTEISIX MEIKOKPHC-
TaJUTMIECKHE ITOPOITKOOOpa3HbIe BEMeCTBa 0€I0T0 WITH CBETIIO-KENTOTO IIBETA.

R
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Me N (¢} Me N 0]

H (i | Me,CO

1ab 2-4ab)| A2y 2-5ab
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aR=Me, bR =Ph;2R'=PhCO, 3 R' =4-BrC¢H,CO, 4 R' = H,C=C(Me)CO, 5 R = ammmn

Crpoenne coenuHennii 2-5ab monrsepxneno nammeivu UK u SIMP 'H
CHEKTPOCKONMU M 3JEMEHTHBIM aHalu30M. Tak, B CIEKTpe COoeAuHeHus 3a
MPUCYTCTBYIOT JBa CHUHIJIETA MPOTOHOB METUJIbHBIX Tpymm npu 2.05 u 2.15 M. 1.
IIporon H-5 mupmannoBoro mukna maér curier npu 5.92 m. a. Ipu 7.73 u
7.91 M. x. Haxo#sTCA ABa AyOJieTa 4eThIpEX apoMaTH4YeCKUX MPOTOHOB. IIpoTOHEI
rpym NH mposBisiroTes B cirabom mosie pu 11.57, 11.63 u 11.67 m. 1.

B pabote [16] coo0manoch, YT0 METaKpUIOUITHOMOYCBUHBI MO JCHCTBHEM
OCHOBaHHUI CHOCOOHBI K BHYTPUMOJEKYJISIPHOH LMKIM3alUH. MBI MOKa3ajH, 4TO
coenuHeHMs 4a,b npu HarpeBaHHM B 2-TIIPOIIAHOJIE B MPUCYTCTBUMHM MOP(OIMHA B
TedeHHe 3 4 MpeTepreBalT BHYTPUMOJIEKYISIPHYIO HUKIU3AIUI0 ¢ 00pa3oBaHUuEM
MPOU3BOAHBIX  5,6-muruapo-1,3-tnasun-4-ona 6a,b ¢ Bexomamu 60-67%.
Huknusanust MeTakpuiIonwiTHOMO4YeBHHbI 4b, B oTimume oT coenuHeHus 4a,
OPOTEKaeT yXe Ha craauu e IodydeHus Oe3 no0aBieHHs KaTaJIUTUYECKUX
KOJINYECTB OCHOBAaHUS INPU HArpEBaHUU B alleTOHE. AHAJOTMYHOE MOBEIECHUE
METaKPHUIOUITHOMOYEBUH OBLTIO OTMedeHO B pabore [17]. 3ambikanue 1,3-Tnazu-
HOBOTO IIMKJIA, IO-BUAMMOMY, IPOTEKAaeT BCIEICTBUE BHYTPUMOJIEKYJIAPHOM
HYKJICOQWILHOW aTakh aToMa cepbl 110 aKTUBHPOBAHHOW JBOWHOW CBSI3H
METaKpHJIOWITHOYPEUIHOTO (parMeHTa 4a,b.
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O6pazoBanue 5,6-murunpo-1,3-tuazuH-4-oHOB 6a,b MOATBEPKIACHO OTCYTC-
TBUEM B uX crektpax SIMP 'H cHrHANOB TepMHHANBHBIX IPOTOHOB JBOHHOI CBA3H
UCXOAHBIX COEIUHEHUH, MPOSIBIAIOIUXCS (HanpuMep A COSAUHEHUs 4a) IByMs
nybneramu mpu 5.69 m 5.99 M. n., aTakke CHHIJIIETa THOYPEUIHOTO MPOTOHA
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NHCO mpu 11.49 m. 1. Kpome Toro, B crektpax SIMP 'H coemmuennii 6a,b
HabI0aeTcs paclienieHHe CUTHAJIOB METHIIBHBIX MPOTOHOB Ha xy6met mpu 1.13
u 1.19 M. 1., cBUETENLCTBYIONIEE 00 UX B3aUMOACHCTBUU C METHHOBBIM IIPOTOHOM
THA3WHOBOIrO KoJjibla. Hanmuuue cUrHamoB METMHOBOTO M METHJIEHOBBIX HNPOTOHOB
1,3-TMa3uHOBOTO KOJBIIa B BHAE MYJBTHUIUIETOB W AyOiieTa JyONETOB TaKKe
CBUJIETEILCTBYET B MOJIb3Y 00pa30BaHUs COeTUHEHNA Oa.

N3BecTHO [18], 4TO alTMITHOMOYEBHUHBI HPU ACUCTBUM KUCIOT WU FaJlOre¢HOB
HUKIN3yoTCs B 1,3-THasonuHbl. B npojoikeHue paHee HayaTbIX HMCCIIEIOBaHUMN
M0 CHHTE3Y U M3YyYCHHUIO PEaKIIMOHHOW CIOCOOHOCTH HEHACHIIICHHBIX MPOU3BOI-
HBIX THOMOYEBHH [15, 19] HaMu ocylIeCTBICHA BHYTPUMOJICKYJISIpHAs [TUKIN3aLUs
coelvHEHUN Sa,b mpu HarpeBaHMM HX B COJSIHOM KHUCJIOTE B TEUEHHUE 5 U
B 3alMasiHHOW CTEKJITHHOW aMITyJie Ha KUISIIeH BoasHoi Oane. [Ipomykramu 3Toi
peakuu OKa3anuch 1,3-TuazonuHsl 7a,b, MOTy4EHHBIE C XOPOIITUMH BBIXOIaMH.

kot HCI
Sab ——— > .W/ Me
100 °C,5u4

7a,b
aR=Me,bR=Ph

TIpi HCCIeI0BAaHHE MPOIYKTOB peakiuy crekTpockormeit IMP 'H ycranos-
JIEHO, 9TO 00pa30BaBIIMECS NPH NUKIN3AIUN METIIFHBIE MPOTOHBI THA30IWHO-
BOTO IMKJIa TposiBsitorcss B Buue ayomera ¢ KCCB 6.7 I'm mpu 1.28 M. 1.
(coenunenue 7a). MeTuiieHOBBIE IPOTOHBI THA30JIMHOBOTO UKJIA MPOSIBISIOTCS B
Bue AByX ayoner myomeroB ¢ KCCB 10.6 m 6.1 I'mipwm 3.18 u 3.63 M. 1.

C 1eJp0 YyCTaHOBIICHHUS BO3MOXKHOW OMOJIOTHYECKOW aKTHBHOCTH CHHTE3UPO-
BaHHBIX COEIMHEHUI OBUIM MPOBEICHBI MCHBITAHUS coequHeHHi 3a, 4a u 6a Ha
HaJIM4Y¥e aHTUPAIUKAITBHOTO JIEHCTBHS B OTHOIIICHUH KaTHOH-pauKana 2,2'-a3iuHo-
ouc(3-7Tun6eH30THa30IMH-6-Cyab(poHoBO  KkuciaoTh) (ABTS™). B  pabore
cpaBHMBamM ckopocTh "Tymenus” ABTS' uccremyeMbIMM BellecTBAMH M CTaH-
JTApPTOM, B Ka4eCTBE KOTOPOTO HCIOIB30BAIH TOTYCHHTETHYECKUH BOJOPACTBOPH-
MBI aHayor BuTtampmHa E — (%)-6-THmpokcu-2,5,7,8-TeTpaMeTmixpomMaH-2-kap0o-
HOBYIO KHCIIOTYy (KOMMepueckoe HaszBaHue Tponokc). Mcmonb3oBanue Tpomokca
MO3BOJISIET OLICHUTHh 3()(PEKTUBHOCTH AHTUPAAMKATIBLHOTO ACUCTBHSA Yepe3 Tak
Ha3bIBAEMBII TPOJOKCOBBIH AKBUBAJCHT AHTHOKCHUIAHTHOW 3(h(EeKTHUBHOCTH —
TEAC (Trolox Equivalent Antioxidant Capacity). 3uauenusst TEAC yka3bIBaior,
Kakoe KoaudecTBo Tposnokca B MMoiwn/1 (MM) "rymur" ABTS™ ¢ Toii xe
3¢ GEeKTUBHOCTHIO, UTO B | MM aHAIM3UPYEMOTO COeTUHEHMSL.

B pesynbTaTe npoBeNEHHBIX MCCIENOBAHUM YCTaHOBJIEHO, UTO COequHEeHue la
TpOSBISET AHTUPAAUKAIbHYIO AKTHBHOCTh B OTHOIIEHMH paiukana ABTS',
conoctaBuMmyto ¢ TposokcoMm, mnockoiabKy 3HaueHue TEAC g naHHOTO
coenuHeHUs okazanock 1.11+0.04. Coemunenus 3a, 4a 1 6a B yCIOBHAX TaHHOTO
TeCTa aHTUPATUKAIBbHYIO aKTUBHOCTh HE MTPOSBUIIH.

Takum 06pa3oM, Ha OCHOBE 4,6-TU3aMenIEHHbBIX 3-aMuHOMUpUIUH-2-(1H)-0HOB
HaMU TIOJy4YeHbl HEOMMCAHHbIE paHee THOYPEHIHBIC MPOU3BOIHbBIE, H3YUEHO Tpe-
BpallleHHe 3TUX COeANHEHUH B mupuauH-2(1H)-oHbI, coaepKaliye B MOJI0KEHUH 3
aTOM a30Ta, CBSI3aHHBIN C THA3WHOBBIM U THA30JIMHOBBIM LukiIamu. [loka3aHo, 4To
3-amuHO-4,6-mumeTrnmupuanH-2(1 H)-0H 00agaeT BBHICOKOW aHTHUPAIUKATBHOMN
AKTUBHOCTBIO.
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SKCIHEPUMEHTAJIBHAS YACTb

UK cnektpsl 3apeructprpoBanbl Ha criektpoMetpe Infralum FT-801 B Tabnerkax KBr.
Cnextpsl SIMP 'H u "C 3ammcansr ma mpuGope Bruker DRX400 (400 u 100 MIn
coorBerctBeHHO) B CDCl; (coemunenue Sb) m JIMCO-dg (ocTaibHBIC COCIUHCHHS),
BHyTpeHHu crannapt TMC. DneMeHTHBIH aHanu3 nposeAEH Ha npudope Carlo Erba 1106
CHN. Temneparypsl mimaBieHus onpeneneHsl Ha croinke Kodnepa. Kortpons 3a xomom
peakIii ¥ YUCTOTOH MONYYCHHBIX COeAWHEHHH mpoBenéH merogoM TCX Ha mmacTHHAX
Sorbfil UV-254, nposiBnenne napamu noja uian YD cBeToM.

Ucxonnsie 3-amuHonmpuauH-2(1H)-ous1 1a,b moxydens! no metoanke padotsr [12].

N-[(4,6-AumeTnn-2-oxco-1,2-turuagponupuanH-3-wia)kapoamoruonia)oenzamuy (2a).
Cwmech 311 mr (3.2 mmons) KSCN, 0.4 mi (3.2 mmonie) PhCOCI B 30 M aneToHa KUMIATT
B KOJIOE C OOpaTHBIM XOJIOJMJIBHUKOM IIPH IEPEMEIIMBAHUM B TeyeHUe 2 4. BeimaBmmii
ocanok KCl oT¢uibTpoBBIBaIOT, PUIBTPAT MPUKANBIBAIOT K pactBopy 414 mr (3.0 MMoIb)
3-amuHO-4,6-numeTunnupuanH-2(1H)-ona (1a) B 10 mi ameroHa, mepeMemIUBAIOT NPHU
KHIISTYEHUU enié B TeyeHue 3 4. PeakMoHHyI0 cMech C BBINABIIMM OCAJIKOM OXJIaXKAAIOT,
0Ca/I0K OT(MIBTPOBHIBAIOT M IIPOMBIBAIOT AlleTOHOM. [lepeKpuCTaIn30BBIBAIOT U3 CMECH
2-PrOH-/IM®A, 2:1. Beixox 682 mr (76%), CBETIO-KENTHIH MEIKOKPUCTALTNIECKUH
nmopomiok, T. 1. 230-232 °C. UK cmektp, v, em b 3132, 2998, 2914 (NH), 1676, 1632
(C=0), 1532 (C=S). Cnextp AMP 'H, &, m. . (J, T'm): 2.07 (3H, ¢, 4-CH3); 2.16 (3H, c,
6-CH;); 5.92 (1H, c, H-5); 7.53 (2H, T, J = 7.6, H-3,5 Ph); 7.65 (1H, T, J = 7.6, H-4 Ph);
7.98 (2H, 1o, J = 7.8, H-2,6 Ph); 11.42 (1H, ¢, NHCSNHCO); 11.62 (1H, ym. c, NHCO);
11.64 (1H, ¢, 1-NH). Criexrp SIMP °C, 8, m. 1.: 18.2 (4,6-CH,); 106.6 (C-5); 123.4 (C-4);
128.4 (C-2,6 Ph); 128.6 (C-3,5 Ph); 132.1 (C-1 Ph); 133.1 (C-4 Ph); 143.1 (C-3); 147.6
(C-6); 159.5 (C-2); 168.3 (COPh); 180.9 (C=S). Haiineno, %: C 60.19; H 5.44; N 14.36.
C;5H5N;0,S. Beruucneno, %: C 59.78; H 5.02; N 13.94.

N-[(6-MeTuna-2-oxco-4-penn-1,2-nuruAponupuauH-3-wi)kapoaMoTuon|oeHs-
amun (2b) nomywarot aHaorndHo coeauHenuto 2a u3 117 mr (1.2 mmons) KSCN, 0.14 mn
(1.2 mmome) PhCOCI u 200 mr (1.0 mmomb) 3-amHHO-6-MeTHII-4-(heHMIMUPUANH-
2(1H)-ona (1b). Bexon 244 mr (67%), CBETIO-KENTHII MEIKOKPHCTAILTIIECKU TOPOIIIOK,
T. 1. 218-220 °C. UK crmextp, v, M ': 3140 (NH), 1643 (C=0), 1533 (C=S). Cnextp SIMP
'H, 8, M. 1. (J, T): 2.24 (3H, ¢, 6-CH;); 6.05 (1H, ¢, H-5); 7.34-7.41 (3H, m, H-2,4,6 Ph);
7.47-7.51 (4H, m, H-3,5 Ph, H-3,5 COPh); 7.62 (1H, 1, J = 7.4, H-4 COPh); 7.91 (2H, n,
J=17.2,H-2,6 COPh); 11.41 (1H, ¢, NHCSNHCO); 11.63 (1H, yu. ¢,NHCO); 11.92 (1H,
¢, 1-NH). Crextp SIMP “C, §, m. 1. 18.9 (6-CH,); 106.0 (C-5); 122.8 (C-1 Ph); 128.1
(C 2,6 Ph); 128.7 (C-3,5 Ph); 128.9 (C-4 Ph, C-2,6 COPh); 129.0 (C-3,5 COPh); 132.4
(C-1 COPh); 133.6 (C-4 COPh); 137.6 (C-4); 144.5 (C-3); 149.4 (C-6); 160.0 (C-2); 168.4
(COPh); 182.0 (C=S). Haiineno, %: C 66.47; H 5.03; N 11.89. C,,H;7N;0,S. Brruncieno, %o:
C66.10; H4.71; N 11.56.

4-Bpom-N-[(4,6-1umMeTHII-2-0KCc0-1,2-TUTrHAPONUPUIANH-3-NIT)KapOaMOTHONI | OeH3-
amuj (3a) noayvarT aHAOrudHO coenuHeHuto 2a u3 0.60 r (6.2 mmoms) KSCN, 1.36 ©
(6.2 mmonp) 4-O6pombOenzomnxmopuna u 0.80 r (5.8 Mmomp) 3-amMuHO-4,6-IMMETHII-
mupunnH-2(1H)-oHa (1a). Beixon 1.87 1 (85%), 6emnblit MENTKOKPHCTAILTHYECKIHA TOPOIIIOK,
T. 1. 225-227 °C. VK cmextp, v, cM ' 3139, 2994, 2924 (NH), 1677, 1632 (C=0), 1528
(C=S). Cnextp SIMP 'H, &, M. 1. (J, T'm): 2.05 (3H, ¢, 4-CH3); 2.15 (3H, ¢, 6-CH;); 5.92
(1H, ¢, H-5); 7.73 (2H, n, J = 6.8, H-3,5 Ar); 7.91 (2H, o, J= 6.8, H-2,6 Ar); 11.57 (1H, c,
NHCSNHCO); 11.63 (1H, ¢, NHCO); 11.67 (1H, ¢, 1-NH). Criextp SIMP °C, §, m. 1.: 18.2
(4,6-CHs3); 106.6 (C-5); 123.4 (C-4); 127.1 (C-4 Ar); 130.8 (C-2,6 Ar); 131.4 (C-1 Ar); 131.5
(C-3,5 Ar); 143.1 (C-3); 147.6 (C-6); 159.4 (C-2); 167.4 (COAr); 180.8 (C=S). Haiineno, %:
C47.75;H4.14; N 11.37. C;sH4BrN;O,S. Boraucaeno, %: C 47.38; H3.71; N 11.05.

4-bpom-N-[(6-meTna-2-0Kkc0-4-ennsi-1,2-AMruaAponupuaANH-3-UI1)KapoaMOTHOWJI |-
oenzamun (3b) momyyaror aHamorundHo coequHeHuo 2a 3 107 mr (1.1 mmons) KSCN, 242 mr
(1.1 mmonp) 4-Opomberzommxnopuma u 200 mr (1.0 momp) 3-amuHO-6-MeTHI-4-(QEHIII-
mupuauH-2(1H)-ora (1b). Bexon 288 mr (65%), Genblif METKOKPHUCTAIDTMISCKIN TTOPOIIIOK,
T. 1. 214-215 °C. UK criextp, v, eM ' 3213, 3010, 2927 (NH), 1651, 1632 (C=0), 1540 (C=S).
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Cnextp SIMP 'H, 8, m. 1. (J, T): 2.23 (3H, ¢, 6-CHs); 6.04 (1H, ¢, H-5); 7.34-740 (3H, M,
H-3,4,5 Ph); 7.48 (2H, n, J = 8.2, H-2,6 Ph); 7.70 (2H, n, J = 8.6, H-3,5 Ar); 7.85 (2H, 1, J= 8.6,
H-2,6 Ar); 11.52 (1H, ¢, NHCSNHCO); 11.55 (1H, ¢, NHCO); 11.92 (1H, ¢, 1-NH). Cnektp
SAMP BC, 8, m. 1.: 18.9 (6-CHs); 106.0 (C-5); 122.8 (C-1 Ph); 127.6 (C-4 Ar); 128.1 (C-2,6 Ph);
128.7 (C-3,5 Ph); 128.9 (C-4 Ph); 131.1 (C-3,5 Ar); 131.6 (C-1 Ar); 131.9 (C-2,6 Ar); 137.6
(C-4); 144.7 (C-3); 149.4 (C-6); 160.0 (C-2); 167.5 (COAr); 181.8 (C=S). Haiineno, %:
C 54.68; H 3.96; N 9.87. C,oH,cBrN;O,S. Beruncieno, %: C 54.31; H 3.65; N 9.50.
N-[(4,6-AumeTHa-2-0Kc0-1,2-TUrHAPONUPUIANH-3-WI)KapOAMOTHONJI |MeTaAKPUJI-
amuj (4a) MONMyYarOT aHAJIOTUYHO coemuHeHuo 2a 3 505 mr (5.2 mmoine) KSCN, 0.5 mn
(5.2 MMoIB) XJOpaHTHAPHAA METaKpiIoBoH KUCIOTH M 690 Mmr (5.0 MMmoibp) 3-aMuHO-
4,6-mumernmupunuH-2(1H)-ona (1a). Beixog 968 mr (73%), Oemnblii MeTKOKpHCTAIUIAYC-
ckuit mopomok, T. wr. 229-230 °C. UK cnekrp, v, cM 't 3143, 2998 (NH), 1686, 1634
(C=0, C=C), 1526 (C=S). Cuextp SIMP 'H, 5, m. . (J, ['m): 1.94 (3H, ¢, COC(CH3)=CH,);
2.02 (3H, c, 4-CH;); 2.14 (3H, c, 6-CH3); 5.69 (1H, o, J=1.4) u 5.99 (1H, ym. 1, J = 0.6,
=CH,); 5.91 (1H, c, H-5); 10.95 (1H, c, NHCSNHCO); 11.49 (1H, ¢, NHCO); 11.62 (1H,
¢, 1-NH). Cnextp SIMP C, 3, m. 1.: 18.5 (=C—CH,); 18.6 (4-CHj); 18.7 (6-CHs); 107.0
(C-5); 123.8 (=CH,); 124.9 (C-4); 138.1 (C=CH,); 143.5 (C-3); 148.0 (C-6); 159.9 (C-2);
169.8 (CSNHCO); 181.2 (C=S). Haiineno, %: C 54.71; H 6.14; N 15.37. C;H;sN;0,S.
Brruucaeno, %: C 54.32; H 5.70; N 15.84.
N-[(6-MeTu1-2-0xco-4-penu-1,2-1uruiponupuanH-3-mia)KapoaMoTHOWI | MeTAKPHII-
amug (4b) moNMy4alOT aHAJNOTHYHO COCMUHCHUIO 2a (0€3 IOCICAYIOIIEro KHUIISTYCHUS
MOJyYeHHOTO M3oTnonnanara ¢ coequaeHueM 1b) m3 107 mr (1.1 mmons) KSCN, 0.12 M
(1.1 mmomp) xnopaHruapuaa MeTakprioBoil kuciotel U 200 mr (1.0 mmonb) 3-amMuHO-
6-meTmn-4-penmmmupuaua-2(1 H)-ona (1b). Bexon 154 mr (47%), Gensiii MeTKOKpHCTAT-
JTgecKkuil mopomok, T. wi. 175-177 °C. UK cmektp, v, em !t 1640 (C=0, C=C), 1523
(C=S), 3134, 3020 (NH). Cniextp SIMP 'H, 8, m. 1. (J, I'): 1.87 (3H, ¢, COC(CH3)=CH,); 2.22
(3H, ¢, 6-CH3); 5.66 (1H, n, J=1.5) n 6.03 (1H, n, J= 0.8, =CH,); 5.93 (1H, ¢, H-5); 7.34-7.46
(5H, m, H Ph); 10.96 (1H, ¢, NHCSNHCO); 11.47 (1H, ¢, NHCO); 11.95 (1H, ¢, 1-NH).
Crexrp SIMP PC, 8, m. 1.: 18.5 (=C—CH3); 18.9 (6-CHs); 106.0 (C-5); 122.7 (=CH,); 125.0
(C-1 Ph); 128.1 (C-2,6 Ph); 128.7 (C-3,5 Ph); 128.9 (C-4 Ph); 137.6 (C-4); 137.9 (C=CH,);
144.5 (C-3); 149.3 (C-6); 160.0 (C-2); 169.5 (CSNHCO); 181.9 (C=S). Haiineno, %: C 62.51;
H 5.01; N 12.49. Cy;H;N;0,S. Beraucaeno, %: C 62.37; H 5.23; N 12.83.
1-Annna-3-(4,6-1uMeTHII-2-0Kco-1,2-muruaponupuaus-3-mwi)TuoMoueBuna  (5a).
K cycriensuu 1.50 T (11 mmonp) 3-amuHO-4,6-nuMermnmupuanH-2(1H)-ona (1a) B 30 M
areroHa npukameBatoT 1.5 mi (15 mMMonp) ammmmu3ornonuaHara. Kumarsat B kombe c
00paTHBIM XOJOAWIBHUKOM TIpH TEpEeMENIMBAaHWK B TedeHHe 3 4. BremaBmmii ocamox
OXJIXKIAIOT, OTQMIBTPOBBIBAIOT, IPOMBIBAIOT XOJIOJHBIM alleTOHOM. [lepexprcTauim3oBhI-
BatoT u3 2-PrOH. Breixox 2.21 1 (85%), 6enplii METKOKPUCTAIUINYECKUN TMOPOIIOK, T. IUI.
190-192 °C. MK cmektp, v, cM ': 3280, 3107 (NH), 1638 (C=0), 1537 (C=S). Cnektp
SMP 'H, 8, m. 1. (J, T): 1.98 (3H, ¢, 4-CH;); 2.12 (3H, ¢, 6-CH3); 4.06 (2H, ym. ¢, CH,);
503 (1H, a. n,J=10.3,J=1.5u5.16 (1H, n. n, J=17.3,J=1.7,=CH,); 5.82 (1H, 1. a. 1,
J=17.2,J=104,J=5.2,-CH=CH,); 5.89 (1H, ¢, H-5); 7.58 (1H, ym. ¢, NHCH,); 8.45
(1H, yur. ¢, NHCSNHCHS,); 11.60 (1H, ymr. ¢, 1-NH). Crextp SIMP °C, 8, m. 1. 18.0 (4-
CH;); 18.1 (6-CH;); 46.4 (NHCH,); 106.8 (C-5); 115.2 (=CH,); 135.1 (CH,CH=CH,);
142.3 (C-4); 148.2 (C-3); 148.4 (C-6); 160.4 (C-2); 181.9 (C=S). Haiineno, %: C 55.98;
H 5.97; N 18.17. C;H;5sN30S. Beruucneno, %: C 55.67; H 6.37; N 17.71.
1-Annmnn-3-(6-meTnin-2-okco-4-gpennin-1,2-quruaponupuanH-3-uia)Tuomouesuny  (Sb)
MOJIy4Yal0T aHAIOTUYHO coenuueHnio 5a u3 800 mr (4.0 MMoJIb) 3-aMHUHO-6-MeTUIT-4-(eH -
mupuanH-2(1H)-ona (1b) u 0.4 min (4.2 mmoinp) ammmnu3zoTnonnanara. Beixox 849 mr
(71%), Genblii METKOKPHCTAIUTHYECKHH MOPOIIOK, T. mi. 185-186 °C. Cmextp SIMP 'H,
o, M. 1. (J, I'm): 2.30 (3H, ¢, 6-CH3); 4.13 (2H, ym. ¢, CH,); 5.03 (1H, o, J=9.6) u 5.13 (1H, n,
J=17.0,=CH,); 5.76 (1H, n. n. T, J = 11.1, J =54, J = 5.1, -CH=CH,); 6.19 (1H, ¢, H-5);
7.38-7.44 (5H, m, H Ph); 7.45 (1H, yur. ¢, NHCH,); 7.71 (1H, ym. ¢, NHCSNHCH,); 13.09
(1H, yur. ¢, 1-NH). Cnextp SIMP °C, §, m. 1.: 18.8 (6-CH;); 48.1 (NHCH,); 109.2 (C-5);
116.5 (=CH,); 122.7 (C-1 Ph); 128.4 (C-2,6 Ph); 128.9 (C-3,5 Ph); 129.4 (C-4 Ph); 133.7
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(CH,CH=CH,); 135.9 (C-4); 143.4 (C-3); 149.6 (C-6); 162.3 (C-2); 183.5 (C=S). Haiineno,
%: C 64.58; H 5.39; N 14.43. C,cH;7N;0S. Brraucneno, %: C 64.19; H 5.72; N 14.03.
2-[4,6-AnmeTni-2-okco-1,2-AuruAponupuauH-3-uja1)aMuHo|-5-MeTHI-5,6-AUrUApo-
4H-1,3-tnazun-4-on (6a). Cycnensuto 260 mr (1.0 Mmmonb) N-mMerakpuiiamua 4a KUIATIT
B 20 M 2-PrOH B Teuenue 3 4 B npucyrctBum 0.5 My MopdosiiHa 10 MOJHOTO PacTBO-
pEHUSI UCXOJHOTO COCOMHEHMs. BBIMaBIIMi MOCie OXJIaXISHUS 0CaN0K, OT(GHUILTPOBBI-
BalOT, MPOMBIBAIOT X00oAHBIM 2-PrOH, cymar Ha Bo3nyxe. Beixon 179 mr (67%), cerio-
JKENTHIN METKOKPUCTAJUIMYECKUH MOPOUIOK, T. tl. 249-250 °C. UK cnektp, v, oM 1699,
1634 (C=0), 1604 (C=N). Cnexrp IMP 'H, §, m. 1. (J, Tw): 1.19 (3H, 1, J = 6.9, CHCHS);
1.87 (3H, ¢, 4'-CHj3); 2.09 (3H, c, 6'-CH;); 2.69-2.82 (1H, m, CHMe); 2.89 (1H, n. &,
J=129,J=98)u3.03 (1H, n. n, J=12.9, J=3.7, SCH,); 5.81 (1H, ¢, H-5"); 11.08 (2H,
yur. ¢, 2NH). Criextp SIMP °C, 8, m. 1.: 15.4 (CHCH,); 17.5 (4'-CH,); 18.5 (6'-CHs); 29.4
(SCH,); 37.4 (CHMe); 107.1 (C-5"); 132.9 (C-4"); 137.4 (C-3"); 138.8 (C-6"); 153.1 (C-2";
157.7 (S—C=N); 173.4 (C-4). Haiigeno, %: C 54.77; H 5.37; N 15.40. C;H;sN;0,S.
Breruncneno, %: C 54.32; H5.70; N 15.84.
5-Metna-2-[(6-meTna-2-0Kc0-4-peHna-1,2-muruaponupuana-3-ui)aMuHo|-5,6-1u-
ruapo-4H-1,3-tnazun-4-on (6b) mosyyaroT aHAJIOTUYHO COCAMHCHHIO 6a U3 COCAMHCHUS
4b (wn Ha cTajuu Moy4deHus coeauHeHus 4b npu xunsueHuu B aneTone). Brixon 60%,
CBETJIO-KENTBIH MEJNKOKPUCTAUIMYECKHA TMopomok, T. mi. 255-257 °C (2-PrOH).
UK crextp, v, cM ': 2850 (NH), 1693, 1628 (C=0). Cnextp SIMP 'H, &, m. 1. (J, Tw): 1.13
(3H, 1, J = 7.0, CHCHj;); 2.18 (3H, c, 6'-CH3); 2.69 (1H, ym. c, CHMe); 2.89 (1H, n. n,
J=129,J=9.6)u3.05 (1H, n. n, J=12.9, J=3.7, SCH,); 5.99 (1H, c, H-5"); 11.35 (2H,
yi. ¢, 2NH). Crekrp SIMP C, §, m. n.: 15.3 (CHCH3); 18.7 (6-CHs); 29.6 (SCHy); 37.4
(CHMe); 105.9 (C-5"); 128.3 (C-4 Ph); 128.4 (C-3,5 Ph); 128.6 (C-2,6 Ph); 131.9 (C-3"); 138.3
(C-1 Ph); 139.1 (C-4"; 139.3 (C-6"); 153.7 (C-2"); 158.0 (S—C=N); 173.2 (C-4). Haiineno, %:
C 62.70; H 5.64; N 12.52. C;H7N;0,S. Berancneno, %: C 62.37; H 5.23; N 12.83.
4,6-InmeTna-3-[(5-metni-4,5-nuruapo-1,3-ruazosn-2-uia)amuno | nupugun-2(1H)-
oH (7a). PactBop 640 mr (3.0 mmoub) coenunenust 5a B 10 mur konn. HCl HarpeBaroT B
3amasiHHON CTEKJSIHHOW amiysie Ha BoJsHON Oane B TedeHuwe 5 4. [locne oxmaxkmeHus
aMIIyJly BCKpBIBAIOT, PEAKIMOHHYIO cMech moamenaunBaroT 40% pactsopom NaOH no
HeWTpanbHOH cpenbl 1 akcTparupytoT EtOAc (3 % 30 mur). OpraHn4eckuii SKCTpaKT cymiat
Haa Na,SO,4, pacTBOpUTENs OTTOHSIIOT, OCTATOK PAacTHPArOT ¢ rekcaHoM. Brixox 396 mr
(56%), cBETMO-KENTHIII METKOKPUCTAJUIMIECKUN MOPOIIOK, T. 1. 222-223 °C (rexcaH—
PhH, 1:1). UK cmextp, v, cM : 3449, 3325 (NH), 1638 (C=0), 1597 (C=N). Cnektp
SAMP 'H, 8, m. 1. (J, T'n): 1.28 (3H, x, J = 6.7, CHCH,); 1.89 (3H, ¢, 4-CH3); 2.05 (3H, c,
6-CH,); 3.18 (1H, n. o, J=10.6,J=6.1) u 3.63 (1H, x. n, J=10.6, J = 6.5, NCH,); 3.73—
3.81 (1H, m, CHMe); 5.76 (1H, c, H-5); 9.41 (1H, ym. ¢, 3-NH)*. Crekrp SIMP "“C,
o, M. n.: 17.3 (4-CHj); 17.7 (6-CHj3); 20.3 (CHCH;); 42.4 (CHMe); 71.8 (=NCH,); 106.6
(C-5); 133.8 (C-4); 137.5 (C-3); 138.6 (C-6); 158.9 (C-2); 160.7 (S—C=N). Haiineno, %:
C 56.13; H 6.02; N 18.09. C,;H;5N;0S. Beruucneno, %: C 55.67; H 6.37; N 17.71.
6-Metna-3-[(5-meTnia-4,5-muruapo-1,3-tuazo-2-uwi)aMuno |-4-peHUIMUPUAUH-
2(1H)-oH (7b) momy4aroT aHAIOTHYHO THA30IMHY 7a 13 600 Mr (2.0 MMOJTB) THOMOYEBUHEI Sb.
[Tocie BCKpBITHS aMIyJIbl ¥ HOALIETaYMBaHHUS COJITHOKUCIIOTO PacTBOPa BHINAAaeT OeibIi
KPHCTAJUTMYECKUH 0CaZoK, KOTOPbIH oTdmibTpoBbIBaloT U cymat. Bexog 533 mr (89%),
CBETIIO-KENTHIH METKOKPUCTAJUIMIECKAN TOPOMIOK, T. Ti. 251-253°C (2-PrOH-/IM®A,
4:1). VK cnektp, v, cM : 3143 (NH), 1650, 1630 (C=0), 1603 (C=N). Cnextp IMP 'H,
o, m. 1. (J, I'm): 1.23 (3H, x, J=6.7, CHCHjs); 2.14 (3H, c, 6-CH3;); 3.08 (1H, a. n, J=10.3,
J=56)un354 (1H, n. n, J =103, J = 6.4, =NCH,); 3.71 (1H, 1. o, J = 12.7, J=6.7,
CHMe); 5.90 (1H, c, H-5); 7.25-7.41 (5H, m, H Ph); 7.95 (1H, ym. c, 3-NH)*. Cnextp
SMP C, 8, m. 1.: 17.9 (6-CHj); 20.1 (CHCH); 41.8 (CHMe); 71.7 (=NCH,); 105.3 (C-5);
127.0 (C-4 Ph); 127.4 (C-3,5 Ph); 128.2 (C-2,6 Ph); 137.2 (C-3); 138.6 (C-4, C-1 Ph);
138.7 (C-6); 159.1 (C-2); 161.7 (S—C=N). Haiineno, %: C 64.57; H 5.38; N 14.36.
C6H17N;0S. Breruucneno, %: C 64.19; H 5.72; N 14.03.

* Curnan nporoHa 1-NH He nposiBisieTcs, BEpOsSITHO, BCIEICTBHE eiiTepooOMeHa.
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Buosiornyeckue uccaenoBanus. AHTHpaIUKaIbHOE JIeiicTBAE 00pa3IoOB COSAMHEHHHA
1a, 3a, 4a u 6a nccieOBaIM B OTHOIICHUH KaTHOH-paankana 2,2'-a3uHoouc(3-3TundeH3o-
THa30MH-6-cynbpoHoBOi KucaoTh) (ABTS"), ucnonssys nadop Antioxidant Assay Kit
(Sigma) B COOTBETCTBHM C HHCTPYKLUEH MPON3BOAUTEIISA. [IpUHIMIT METOAA 3aKITFOYACTCS B
o0Opa3oBaHuy pajgukaia GeppHUIMHOTTIOONHA W3 METMUOIIOOWHA U MEPOKCHIA BOAOPOJA,
KoTophlii okucnser ABTS c oGpaszoBanuem kaTmoH-paaukana — ABTS'. Buecenne B
pacTBOp pasIMUHBIX AHTUPAJAUKAIBHBIX areHTOB MNPUBOJUT K HMX B3aWMOJCHUCTBHIO C
ABTS" u 6bicTpoMy pacxonopanuio ("Tymenuio") mocnejanero. Pacxonosanue ABTS"
COIIPOBOXKJAETCS XapaKTEPHBIMU CHEKTPAJIbHBIMH M3MEHEHHSMH, MTO3BOJISIONIMMHU PEruc-
TPHUPOBATH CKOPOCTH peaknuu [20].

Paboma evinonnena npu Qurancosot noddepocke Poccuiickoeo ¢honoa
@ynoamenmanvhvix ucciedosanuii (npoexm 11-03-00338-a).
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