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B3aumogeiictBre 2-naHOTHOALETAMUIOB € 5-a3u10- | -MeTHII-4-HUTPOMMHU1a30JI0M B 3TaHOJIE B IPUCYTCTBUM 3THiata Hatpus nipu 0 °C
MIPUBOAUT K 00Pa30BaHHIO HEM3BECTHBIX paHee N-rerepoapmwiaMuanHoB 1,2,3-Trannason-4-kapOoHOBOH KUCIOTHI C BBIXOAaMu 58—76%.

KiroueBble c10Ba: a3u/ibl, KIMHIa307b1, 1,2,3-THaqua3olsl, THOAMEIEL, 1,2,3-TpHasolibl, IHaHOTHOAlleTaMIIE], ieperpynmuposka KopHdopra.

AMMIVHBI OIMPOKO HCIOJNB3YIOTCS B CHHTE3E pas3iivy-
HBIX a30TCO/IEPXKAIINX TeTEPOIMKIMYECKUX COSNUHEHUH U
00JamaroT  Pa3sHOOOpa3HOW  OWOJNOTHYECKOW AaKTHBHO-
cthi0.'? B TO Ke BpeMs aMHJIMHBI, COJEPIKAlIHE OTHO-
BpeMeHHO 1,2,3-tnaauazonbHbli U 1,2,3-TpHua3oibHbII
LUKJIBI, OITCAHBI HE ObUIH. YUYHUTHIBAs HHTEPECHBIE ONOIIO-
TMYECKHe M XMMHUYECKHE CBOWMCTBA, IMPOSBISEMBIE IIPO-
M3BOJHBIME MMHa30ia,” a taike 1,2,3-ruaanazona™** u
1,2,3-T]3Ha30ﬂa,4a'b’e COEJIMHEHUS], COAepXalllue OJHOBpe-
MEHHO ()parMeHThl aMHAMHA, UMHAA30Jla W THaAWa30Ia,
NIPEACTAaBISIIOT MHTEpPEC B IUIAHE CO3JAHMS  HOBBIX
OMOJIOTYECKHN aKTHBHBIX MOJIEKYII.

W3BecTHO, YTO amMuIbl M THOAMHIBI IHAHYKCYCHOM
KHCJIOTHI B3aUMOJICHCTBYIOT C apOMaTHUECKUMH a3uAaMH
¢ o0pa3oBaHHMEM COOTBETCTBEHHO 1-apwi-1,2,3-Tpuason-
4-xapGOKCAMHIOB M -KapGOTHOAMIIOB.” Mbl HAIILIH, 4TO
2-nua”oTHoaneramuael  la—¢  pearupyror ¢ 5-a3upgo-
1-MeTrn-4-HuTpOUMHIa30J0M (2a) ¢ oOpa3oBaHUEM coe-
JUHEHUH npyroro tuna — N-(1-MeTwi-4-HUTpouMHIa30Il-
5-un)-1,2,3-tnanuazon-4-kapobamuauHoB 3a—c (cxema 1).
C npennoxeHHOW CTPYKTypoil HMpoAyKTOB 3a—¢ XOpOIIO
cornacyiorcsi naHHele crektpockomun SIMP 'H u C,
a TaK)Ke Macc-CIIEKTPOMETPHUHU ATUX COCTUHEHUI.

Crnextpsl SIMP 'H coenunennii 3a—¢ cojepiKar CHrHa-
JIbI IPOTOHOB THOAMUJAHBIX (PParMEeHTOB, CUTHAJBI TIPOTO-
HoB rpynnbl NCH; nMuna3onsHoro nukia B oomactu 3.40—
3.43 M. 1., a TaKKe YIIUPEHHBIN CUTHAJ IPOTOHOB IPYIIIbI
NH, B ob6mactu 7.52-7.82 M. n. B cmekrpax SMP Bc
COEIUHEHUN 3a—C 3aperucTpUpOBaHbl CUTHAIBI aTOMOB
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yraepoma rtpymmsl NCH; (30.4-30.6 M. n.), atoma
yrieposa aMuanHOBoM rpymmer’ (135.1-137.1 m. 11.), Tpex
aTOMOB yriepojga uMMHAazospHoro mukia (133.0 (C-2),
133.4-133.7 (C-5"), 140.7-141.1 (C-4")) m nByX aTomoB
yrepona 1,2,3-tuaguazonHoro nukia (154.2-154.8 (C-4),
164.6-169.1 (C-5)). B monb3y oOpa3oBaHUs MPOU3BOIHBIX
1,2,3-tnagnazona 3a—c CBUACTEIBCTBYET TaKXKe OTCYT-
CTBHME CHMT'Hajia aroMa yriiepoga rpynnsl C=S B obmactu
185 M. 1. 3HaueHHA XHMMHYECKHUX CJIBHIOB CHI'HAJIOB
atomoB yriaepoaa C-4 u C-5 1,2,3-Tuana3oiabHOro HUKIa
coequHEHUl 3a—¢ cornacyroTcs ¢ JaHHBIMH CHEKTpO-
ckonuu SIMP nns npyrux nmpousBOAHBIX S-amuHO-1,2,3-
THanHa30na.6 B cnekrtpe 'H-"3C HMBC coequHeHns 3a
XapaKTePUCTUUHBIMH  SIBISIIOTCS  KPOCC-TIMKH  CHT'HAJIOB
aToma yriepona C-5 tnaguazona (164.6 M. /1.) ¥ IPOTOHOB
NUPPOIUIHOBOTO IKia (3.43-3.51 M. 1.).
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Msl mpezmonaraeM, 4To HaOJIOJaeMble MPEBPAIICHUS
OCYILECTBJIIIOTCS 0 MEXaHHU3My JOMHHO-peakiuu. Ha
MepBOH CTaJIUM TIpolecca MPOUCXOIUT 00pa3oBaHKE TPHU-
a3eHOB A, Jfajiee BHYTPUMOJIEKYJSIPHOW LHUKIM3alMed c
yuactueM ¢parmenra NH u nmanorpynmsl o0Opasyrorcs
TPUA30JIMHUMHUHB B, Tmocienyomas TayToMepu3aIus
KOTOPBIX HPUBOIUT K amuHOTpHazonaMm C (cxema 2). Ux
MeperpyniupoBka 4epe3 0O0pa3oBaHHE NPOMEKYTOUHBIX
nmasocoequHennii D,”  aHaNOrMuHas NeperpyHIHpoOBKe
KopHdopra, npuBomur K amMUIMHOTHAIUa30aM 3a—c.
Peakuyss COOTBETCTBYET KpPUTEPHUIO ATOMHOH 3KOHOM-
HOCTH," TaK Kak BCE aTOMbI MCXOHBIX COCAHHEHHH MpPH-
CYTCTBYIOT B KOHEYHOM COETUHEHUU.

B ornuume ot a3zuma 2a apomarmyeckue asuabl 2b—d
B3aMMOJIEHICTBYIOT B 3THX YCIOBHSAX c¢ THoamujaoM l1d c
oOpa3oBanueM S5-aMuHO-1,2,3-Tpra3oioB 4a—C C BBICOKH-
MU BbeIXOZaMH (cxema 3). Bce Hammm momsITKH HHUIUHPO-
BaTh NEPETPYIINPOBKY COCIMHEHNUN 4a—C HarpeBaHHEM B
Pa3IMYHBIX PACTBOPHUTEISX B NMPHUCYTCTBUU NApaA-TOIYOII-
cynb(OKHUCTOTH HE MpuBeNH K obpazoBanuio 1,2,3-THa-
Ja301-4-KkapOaMUIMHOB — aHAJIOTOB COeIMHeHHI 3a—C.

Cxema 3
S
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2b, 4a Ar = 4-CICgHy; 2¢, 4b Ar = 4-O,NCgH,
2d, 4c Ar = 2-0,NCgH,

Takum oOpa3zom, peakmus S-a3umo-1-merwi-4-HUTpO-
MMHJIa30J1a ¢ 2-IMaHOTHOAIICTAMUIAMH TIPENICTABISIET COOOM
aTOM-DKOHOMHBIH W TIpeHapaTHBHO YIOOHBIA MeTOJ
cuHTe3a N-UMHIa3oIMIaMuanHOB  1,2,3-Traan3om-4-kap6o-
HOBOW KHcHOThL. MccnenoBaHue BO3MOXHOCTEH INaHHOTO
METOJA ISl TOJIyYEHHUS IPYTHX TEeTEPOapOMaTHUECKUX
aMHUIMHOB, KaK M JETaJbHOE WM3Y4YEHHE CTPOCHHS MOIY-
YeHHBIX coenuHeHuil meronom PCA, Oymer mpeameTom
Harrei paboThl B OJvKameM OyayIieMm.
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3KC]IepHMeHTaJILHa$I JacTb

WK crexTpsl 3aperucTpupoBaHbl Ha (ypbe-CIEeKTpO-
merpe Bruker Alpha ¢ npucraskoit HIIBO (ZnSe) ans
00pa3IoB coeMHenHii B Buzie nopommkos. Crekrpsl IMP 'H,
BC u'H-“C HMBC 3aperUCTPUPOBAHBI Ha mpubOOpe
Bruker Avance II (400 u 100 MI'i cOOTBETCTBEHHO) B
CDCl; nnun IMCO-dg, BuyTpennuii cranaapt TMC. Macc-
CHeKTphl 3amucanbl Ha mnpubopax Shimadzu GCMS-
QP2010 (monmszarmms DY, 70 »B; coemuHeHus 4a—c) u
Bruker Daltonics MicrOTOF-Q II (uMoHu3amms 371eKTpo-
pacmbUIeHHEeM, COSOUHEHHS 3a—c). DJIEeMEHTHBIM aHaiu3
BoimoiHeH Ha CHNS-ananmzarope Perkin Elmer 2400 II.
Temneparypsl IJIaBiIeHUs] ONpeseseHbl Ha prbope Stuart
SMP-10. KoHTponb 3a X0A0M peakuuil U WHAUBUOYalb-
HOCTBIO TOJYYSHHBIX COCAMHEHUH BBIMOJIHEH C TOMOLIBIO
TOHKOCJIONHON xpomarorpaduu Ha 1actuHax Sorbfil
UV-254 B cucrtemax pacTBOpHTENel 3TaHOJI—XJIOpOdopM,
1:10 u 1:5 (coenunenus 3a—c), aTUNAIECTAT — ETPOJICHHBIN
a¢up, 1:7 u 1:2 (coenunenus 4a—c). McxoaHeie coeauHe-
mus la,d’ u 2a—d’ GbUTM MONYYEHBI MO HM3BECTHHIM
JUTEpaTypHBIM METOIUKaM, a THoamuusl 1b,c mpuobpe-
TeHbl y komnanuu TOSLab Ltd.

Cunre3 coenuHennii 3a—c u 4a—c (00IIas METOUKA).
K pactBopy 46 Mr (2 MMOJIb) METAJUTMYECKOTO HATPHUS B
8 My abcoMOTHOTO 3TaHojia A00ABISIOT 2 MMOJb COOT-
BETCTBYIOIIEr0 THOamMKJaa 1, MEpeMEIIBAalOT B TCYCHHUE
15 mun u oxnaxnatoT a0 0 °C. 3aTeM K peakIMOHHON
cMecH J00aBISIOT 2 MMOJIb COOTBETCTBYIOIIETO a3uaa 2 |
nepemernuBaioT B Teuenue 1-2 u mpu 0 °C. O6pa3oBas-
IIMHACS OCaJI0oK OT(HIBTPOBBIBAIOT, MPOMBIBAIOT HEOOIb-
MM KOJIMYECTBOM dTaHoNa (coequHeHHue 4a), KpucTal-
TU3YyI0T U3 dTaHona (coenuHeHus 3a, 4b,c) WM cycreH-
JTUpYIOT B 50 MJI 3TaHOJNA, CYyCHEH3UIO KUILITAT B KOJIOe
00paTHBIM XOJIOJAMILHUKOM B TEUEHHE 5 MUH, OXJIaXKIAIOT
1 BeIJIepKUBatoT 2—3 4 npu temmeparype 0—10 °C (coenn-
Herus 3b,¢). OuuieHHbIE TAKIM 00pa30M MPOIYKTH 3a—C
1 4a—c cymiat B CylmibHOM Mikady mpu temreparype 60 °C.

N'-(1-Metuni-4-uutpo-1H-umunazon-5-un)-5-(nmup-
posuaun-1-wn)-1,2,3-Tuanuazon-4-kapooxcumuaamus (3a).
Bexon 240 mr (58%), sxenThlit mopomiok, T. wi. 197-200 °C.
UK crextp, v, cM ' 1336, 1518 (NO,); 3104, 3316 (NH,).
Criextp SIMP 'H (IMCO-d;), 8, m. 1. (J, T'mp): 1.96 (4H, T,
J = 64, 2CH,); 3.40 (3H, c, NCH;); 3.43-3.51 (4H, M,
2CH,); 7.54 (1H, ¢, H-2"); 7.67 (2H, ym. c, NH;). Cnektp
SMP C (CDCl,), 8, m. 1.: 25.9 (CH,); 30.6 (NCH3); 55.5
(CH;); 133.0 (C-2"); 133.4 (C-5"); 135.1 (N-C=NH); 141.1
(C-4"; 154.2 (C-4); 164.6 (C-5). Macc-cniektp, m/z: 323
[M+H]". Haiineno, %: C 41.21; H 4.26; N 35.01.
C1H4NgO,S. Berancneno, %: C 40.99; H 4.38; N 34.76.

5-(Azenan-1-ui)-N'-(1-metwi-4-uutpo-1H-umuaa3oli-
5-ni)-1,2,3-Tuaauazon-4-kapooxcumuaamua (3b). Bexox
352 mr (60%), xenTeiii mopomok, T. i 185-190 °C.
UK cnextp, v, cM ' 1355, 1581 (NO,); 3299, 3435 (NH,).
Crextp SIMP 'H (JIMCO-d), 8, m. a.: 1.53 (4H, ymr. c,
2CH,); 1.74 (4H, yu. c, 2CH,); 3.40 (3H, ¢, NCHj3); 3.52—
3.73 (4H, ™, 2CH,); 7.56 (1H, ¢, H-2"); 7.82 (2H, yu. c,
NH,). Cnexrp SIMP C (CDCl;), 8, m. 1.: 26.7 (CH,); 27.1
(CH); 30.6 (NCHj;); 56.0 (CHp); 133.0 (C-2"); 133.7
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(C-5"; 135.5 (N-C=NH); 140.7 (C-4"); 154.8 (C-4); 167.2
(C-5). Macc-cniextp, m/z: 351 [M+H]". Haiineno, %:
C 44.19; H 4.90; N 32.15. C3H3NgO,S. Beruucaeno, %:
C44.56; H5.18; N 31.98.
5-(4-ben3nanunepuaut-1-ui)-N'-(1-MeTuI-4-HUTPO-
1H-umuaazon-5-uia)-1,2,3-tua3zuazon-4-kapooKcumMui-
amun (3¢). Beixon 474 mr (76%), xKenThIi MOPOLIOK, T. M.
210-215 °C. UK cmektp, Vv, em 1: 1353, 1583 (NO»); 3124,
3379 (NH,). Criextp SIMP 'H (JIMCO-d;), &, M. 1. (J, Tw):
1.29-1.46 (2H, m, CH,); 1.65 (2H, n, J = 11.8, CH,); 1.77
(I1H, n. n. n, J=11.0, J=7.5,J = 3.6, CH); 2.53 (2H, 1,
J=1.0, CHy); 2.96-3.04 (2H, M, CH,); 3.43 (3H, c, NCHj;);
3.95 (2H, 1, J = 12.3, CHy); 7.07-7.19 (3H, m, H Ph); 7.19—
7.28 (2H, m, H Ph); 7.44 (1H, c, H-2"); 7.52 (2H, ym. c,
NH,). Cnextp SIMP C (CDCls), 8, m. 1.: 30.4 (NCH;);
30.5 (CHy); 359 (CH); 41.6 (CHp); 53.9 (CH,); 125.7
(CH Ph); 128.0 (CH Ph); 128.9 (CH Ph); 132.9 (C-2";
133.7 (C-5"; 137.1 (N-C=NH); 139.7 (C Ph); 140.7 (C-4");
154.2 (C-4); 169.1 (C-5). Macc-ciextp, m/z: 427 [M+H]".
Haﬁ}leHO, %: C 5370, H 550, N 26.41. C19H22NgOQS.
Brruucaeno, %: C 53.51; H 5.20; N 26.27.
[5-Amuno-1-(4-xnopdpenni)-1H-1,2,3-Tpuazon-4-uj-
(nunepuaun-1-ua)meranTuon (4a). Beixoa 480 mr (75%),
OecuBeTHbI mopomok, T. wi. 147-149 °C. UK cnektp,
v, cM 't 1440, 1491, 1505 (Ar); 1603 (N=N); 2860, 2925,
2946 (CH,); 3239, 3380 (NH,). Cnextp SIMP 'H (CDCl3),
5, M. a.: 1.81 (6H, ym. ¢, CH,); 4.34-4.37 (4H, m, CH,);
6.04 (2H, ym. c, NH,); 7.51-7.58 (4H, m, H Ar). Cnextp
SAMP "*C (CDCL), 8, m. 1.: 24.4 (CH,); 26.0 (CH,); 27.1
(CH,); 51.3 (NCH,); 54.4 (NCH,); 125.6 (C Ar); 127.4
(C-5); 130.3 (C Ar); 133.4 (C Ar); 135.7 (C Ar); 146.0
(C-4); 184.1 (C=S). Macc-cextp, m/z (Iym, %): 321 [M]"
(25), 210 [M-CeH4CI]" (40), 111 [CeH4CI]™ (28), 84
[NCsHyo]" (100). Haiineno, %: C 52.56; H 5.30; N 21.53.
C14H4CIN;S. Beruucaeno, %: C 52.25; H5.01; N 21.76.
[5-Amuno-1-(4-uutpodennn)-1H-1,2,3-tpuaszon-4-uil-
(nunepuaun-1-ua)meranTuon (4b). Peaknus mposeneHa
u3 pacueta Ha 0.62 mmonp tHoamuaa 1d. Beixom 171 mr
(83%), cBeTnO-XKenThlid MOpPOIIOK, T. M. 165-166 °C
(EtOH) (t. 1. 167-170 °C (EtOH)™). UK crektp, v, cM :
1441, 1491, 1505 (Ar); 1598 (N=N); 2855, 2925, 2948
(CH,); 3102, 3345 (NH,). Criextp SIMP 'H (CDCly), 8, m. 1.
(/, T'm): 1.79-1.88 (6H, m, CH,); 4.30—4.39 (4H, m, CH,);
6.18 (2H, ym. ¢, NHy); 7.85 (2H, n, J = 8.0, H Ar); 8.47
(2H, 1, J = 8.0, H Ar). Macc-ciiektp, m/z (Iym, %): 332 [M]"
(16), 84 [NCsH,o]" (100). Haitneno, %: C 50.30; H 4.58;
N 25.58. C4HNsO,S. Brruucaeno, %: C 50.59; H 4.85;
N 25.28.
[S-Amuno-1-(2-auTpodpennin)-1H-1,2,3-tpuazon-4-uial-
(munepuaun-1-ua)meranTuon (4c¢). Bexox 330 wmr
(50%), cBeTnmo-XKenThlid MOpPOIIoK, T. mi. 148-149 °C
(EtOH). MK criektp, v, c™M : 1445, 1496, 1502 (Ar); 1599
(N=N); 2850, 2927, 2950 (CH,); 3107, 3340 (NH,).
Crektp SIMP 'H (IMCO-dy), 8, m. 1. (J, Tm): 1.65-1.77
(6H, m, CH,); 4.24—4.29 (4H, m, CH,); 7.11 (2H, ym. c,
NH,); 7.83 (1H, n, J = 8.0, H Ar); 7.89 (1H, T, J = 8.0,
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H Ar); 8.00 (1H, T, J = 8.0, H Ar); 8.31 (1H, x, J = 8.0,
H Ar). Crexktp SIMP C (IMCO-d), 8, M. 1.: 23.8 (CH,);
25.6 (CHy); 26.8 (CHy); 50.2 (NCH,); 53.6 (NCH,); 125.5
(C Ar); 125.8 (C Ar), 127.3 (C-5); 129.9 (C Ar); 131.8
(C Ar); 135.0 (C Ar); 145.0 (C-4); 147.6 (C Ar); 183.1
(C=S). Macc-cnextp, m/z (Iym, %): 332 [M]" (10), 286
[M-NO,]" (100), 84 [NCsH,o]" (95). Haiineno, %: C 50.27;
H 4.55; N 25.47. C14H(NO,S. Brraucieno, %: C 50.59;
H 4.85; N 25.28.

Paboma evinonnena npu gunancosou noodepacke Poc-
cutickoeo HayuHoeo gounoa (epanm 15-13-10031).
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