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H. Tymocene, 3. U. bepecHeBu4ioc*

K BOITPOCY NIOJYYEHUS ITPOU3BOIAHBIX
AMMWHOTPHUA3OJTUOHOB N3 N-APHNJI-N-KAPBOKCHUITHNJI-

B-AJIAHUHOB

ITpu crmaBinennn N-apui-N-kapOOKCUITHII-B-aJaHMHOB C THOKapOOTHIPa3uaoM B
3aBHCHUMOCTH OT 3aMECTHTEJeH B apWJIBHOM pPaJuKalie MONYy4eHBl AU- UIM MOHOTPH-
a30JIbHBIE NTPOU3BOJHBIE — 4-aMuHO-3-(2-{[2-(4-amuHO-5-THOKCO-4,5-urunapo-1H-1,2,4-
TPHA30JI-3-FIT)3THII [aHWITIHO } 5Tr01)-4, 5-murunpo- 1 H-1,2 4-tprazon-5-tronsl, 1-[2-(4-amu-
HO-5-THOKCO0-4,5-nuruapo-1H-1,2,4-rpuazon-3-un)stun]-2,3-nuruapoxunoanH-4( 1 H)-
OHBI, 4-aMuHO-3-[2-(4-MeTi- U 4-aMHHO-3-[2-(4-3TOKCHAHUIIMHO )3THI|-4,5-1uruapo-
1H-1,2,4-Tpua3on-5-TuoHsl. JIUTPHA30ITHOHHOE NMPOU3BOAHOE IOJIYUEHO TAKXKE U U3
IATIIOBOTO Aupa N-(4-3ToKcnpeHmn)-N-KapOOKCHITII-3-alaHIHA.

KiroueBble ciioBa: JAUTUAPOXUHOJINHOH, Kap60KCI/IaJIaHI/IH, TpHa30JI, HUKIIN3alus.

B pabGore [1] mo cuHTE3y coemuHEHHI, UMEIOIIHUX TI0 JBa OJMHAKOBBIX
MUPA30JIbHBIX, OKCAJAMA30JIbHBIX WU TPUA30JBHBIX [UKIA, MBI OCYIIECTBUIH
cuHTte3 4-amMmuHO-3-(2-{[2-(4-amuHO-5-THOKCO0-4,5-Murunpo-1H-1,2,4-tpuazon-3-
WIT)3TWII |aHWIIAHO } 3THN )-2,4-nmurunpo-3H-1,2,4-tpuazon-5-tuona (2a) u ero
METHIIEHOTO TIPOW3BOMHOTO 2b, BO3AEHCTBYS THAPAa3HMHOM Ha COOTBETCTBYIO-
mee 1,3,4-okcagnazon-2(3H)-tnonoBoe mpomsBomHoe. B mpomomkeHue
WCCIIEJIOBaHUH ¥ B IIOMCKax Oojee KOPOTKOTO IIyTH CHHTe3a IEeJIeBBIX
MPOAYKTOB, TIPEACTABISAIONINX WMHTEPEC KaK IOTEHIIMAIBHO OHOAaKTHBHEIC
BelecTBa, B HACTOAIICH paboTe MBI MPOBETH HW3BECTHYH peakiuio [2, 3]
B3aMMOJICUCTBUST KapOOHOBBIX KHCIOT ¢ THOKapOoruapasumom. [Ipu mompo6-
HOM W3y4YeHUH JaHHOHN peaknmu Ha npumepe N-apuia-N-kapOokcudTHi-f-ana-
HUHOB (1) MBI YCTaHOBWIIM, YTO HA PE3YJbTAT PEAKIUH BIHSIOT KaK yCIOBHS
peaxIum, Tak U XapakTep 3aMecTuTeNs B N-apuIIbHOM OCTaTKe.

[lpu crtaBneHwn AWKUCIOTHI la ¢ THOKapOOTHAPA3UAOM C BBIXOJIOM,
nocturaromuM 80%, MONMy4eHO OUTPHUA30JbHOE MPOU3BOJHOE 2a, a B CiIyyae
N-(4-metundennn)-N-kapookcudtui-f-ananuaa (1b) BcieacTBue ero neanku-
JTUPOBAHUS HapsAy C TUTPUA30NTHOHOM 2b oOpaszyercs m 4-amuHO-3-[2-(4-
METHIIAaHUINHO )3TuI |-4,5-nurunpo-1H-1,2,4-tpuazon-5-truon  (3b), BwIgEneH-
HBIH W3 (QUIbTpaTa C IOMOIIBI0 KOJOHOYHOH Xpomarorpadum. IIporecc
neankuiaupoBannus N-apuia-N-KapOOKCUITHI--alaHMHOB B PEaKIMH [UKIN3a-
MU B IPOU3BOTHBIE THAPOXUHOIMHOHA OBLT OTMEYEH U B padoTte [4].

Hanmume amkokcurpymibl B apuiibHOM — (pparmenTte xapOoxcukucinor le,d
CHOCOOCTBYeT BHYTPEHHEMY allFJIUPOBAHUIO, B PE3yJbTaTe Yero 00pa3yroTcs
6-ankokcu-1-[2-(4-amuHO-5-THOKCO-4,5-Turnapo- 1H-1,2,4-tpuazosn-3-wun)Tumn|-
2,3-muruapoxuHonua-4(1H)-oub1 4, npuyeMm npu cruiaBieHnd anaHwHa 1d
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2a—c

1,2aR=H;1-3bR=Me; 1,2,4,5c¢R=Me0; 1,3,4d R=EtO; la-d R' =H, 5¢R'=Et

C THOKapOOTMAPasHIOM NPOMCXOAWT M [EAJKWIMpOBaHHWE ¢ 0Opa3oBa-
HUEeM 4-aMuHO-3-[2-(4-3ToKcraHmmHO )3T |-4,5-nuruapo-1H-1,2,4-tpuazon-5-
noHa (3d). IIpucyTcTBHE XWHOIMHOBOIO IIUKJIA B COCIUHEHUSIX 4 TOKA3bIBACT
cuHrner npu 6.81-6.83 M. A. IpPOTOHA apOMAaTUYECKOHM YacTH B CIEKTpax
SAMP 'H. B cnektpax SIMP 'H Bcex CHHTE3MPOBAHHBIX COeIMHEHHH 2—4
nMmerotcs curHansl rpynn N-NH B Buzpe cuarieros B obmactu 13.53 M. o
[IpoTOHBI NEPBUYHBIX AMUHOTPYMI AMTHIPOXUHOIMHOIPOU3BOIHBIX aMHHO-
TPUA30JATHOHOB 4 MPOSBIISIOTCS IByMsI CUHIJIETAMU B UHTepBaie 5.56-5.61 M. 1.

CoennHeHne 2¢ NOIYYEHO TakKe W U3 IU3TUIIOBOTO 3(upa AMKHUCIOTH 5S¢
KUIISTYeHHEM [5] ero ¢ THOKapOOTuApa3suIOM B METAHOIBHOM pPacTBOPE METH-
JlaTa HaTpus C MOCIEAYIOUIMM OAKUCICHUEM PEaKLIMOHHON CMECH.

SKCIHHEPUMEHTAJIbBHASI YACTb

Crnextpst SIMP 'H u °C 3aperucrpuposansr na npuope Varian 300 Inova (300 u
75 MTI'm coorBerctBeHHO) B JIMCO-dg, BHyTpeHHuii cranmaptr TMC. UK cnexrpsl
3ammcanbl Ha crekrtpomerpe Perkin—Elmer Spectrum Bx FT-IR B Tabmerkax KBr.
Macc-criekTpbl CHATBI Ha mpubope Waters (micromas) ZQ 2000; xeMoMOHHU3aIHS.
KOHTpOJ'II) 3a XO0AOM p€akiuuu u YUCTOTOU TOJTYUYCHHBIX Coe[ll/IHeHI/Iﬂ MMPOBOAMNJIICAH
meronoM TCX Ha mractunkax Silufol 254 u Silufol UV-254.

4-Amuno-3-(2-{[2-(4-amuH0-5-THOKCO-4,5-Murnapo-1H-1,2,4-Tpuazon-3-
WIITWI|- aHWIMHO}3THI)-4,5-1uruapo-1H-1,2,4-rpua3on-5-tuon (2a). Cmecs 2.37 1T
(10 mmonp) N-kapOokcudTHI-N-penun-B-anannna (la) m 2.12 r (20 mmounb)
THoKapOoruapasuga HarpeBaroT 1 u 30 mua mpm 160 °C. CmuraB oxiaxnmaror,
pactBopsstor B S50 Mi dTa”Hona. BemaBmmiAi  TpH OXJKIEHUM  OCAJIOK
OT(WIBTPOBBIBAIOT, KPUCTALIM3YIOT U3 3Tanona. Beixon 1.87 r (79%). T. m. 200-201
°C (1. m. 200201 °C [1]).

4-AMuH0-3-(2-{|2-(4-amuHO-5-THOKCO-4,5-MUuruapo-1H-1,2,4-tpuazon-3-mn)dTuij-
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4-MeTnJaHMIUHO}ITUI)-4,5-nuruapo-1H-1,2,4-trpuazona-5-tuon (2b), 4-amuno-3-
[2-(4-meTnaanunauno)dITuia|-4,5-nuruapo-1H-1,2,4-tpuaszon-5-tuon  (3b). Cwmech
5.02 r (20 mmoip) B-anmanuHa 1b 1 4.25 T (40 MMoONB) THOKapOOTHAPa3KUIa HArPEBAIOT
1 9 30 mus npu 160 °C. CrtaB oxXiakaaroT, pacTBOpstoT B 50 M1 3TaHOa. BeImaBmmmii
IIpH OXJAKICHUH OCAaJOK OT(QMIBTPOBBIBAIOT, KPUCTALIMU3YIOT W3 3TaHONa. BrIxoxm
coemurenus 2b 4.85 1 (62%). T. . 165-166 °C (1. r. 165-166 °C [1]).

OTaHONBHBIA (QHUIBTPAT YHMApUBAIOT, OCTATOK MPOIMYCKAlOT Yepe3 KOoMoHKy ¢ Silica
gel 60, smoenT aneron—rekcad, 1 : 1. [omyuator 0.9 r (18%) maciiooOpa3Horo Bele-
crBa 3b. R, 0.5 (aueron—rekcan, 1 : 1). Cnexrp AMP 'H, §, M. 1. (/, Tm): 2.19 (3H, c,
4-CHj); 2.89 (2H, 1, J = 7.2, CH,CN); 3.37 (2H, 1, J = 7.2, CH,N); 5.52 (2H, m. c,
NH,); 5.59 (1H, ¢, NH-Ar); 6.54 (2H, n, J= 8.1, H-2, 6 Ar); 6.91 (2H, 1, J = 8.1, H-3,
5 Ar); 13.54 (1H, ¢, NNH). Macc-cniextp (20 3B), m/z (Iom, %): 250 [M + H]' (70).
Haiineno, %: C 52.85; H 6.12; N 28.10. C;;H;5N;S. Beruucaeno, %: C 52.99; H 6.06;
N 28.09.

4-AMuH0-3-(2-{|2-(4-amuHO-5-THOKCO-4,5-MMrnapo-1H-1,2,4-tpuazon-3-un)rruil-
4-MeTOoKCMaHWINHO}ITWI)-4,5-nuruapo-1H-1,2,4-rpua3on-5-tuon (2¢). B pactsop
MeTHIaTa HaTpus, momydeHHoro u3 0.535 r (23.25 MMoIb) METaIUTMYECKOTO HATPHS B
50 M1 abcomroTHOTO MeTaHoJa, mpubasisitoT 13.27 1 (125 MMoib) THOKapOOTHApa3Hua.
IMocne 15 mun kumsveHus nobavisror 12.1 v (41 MMonb) audTIiIOBOTO 3dupa Sc u
KATATAT 4 4. PeakIMOHHYI0 CMeCh OXJIAXIAr0T, 100aBstoT 20 MII BOABI B YKCYCHYIO
kuciaoty mAo pH 4. BemaBmmuii ocamok OTQHUIBTPOBBIBAIOT, MPOMBIBAIOT BOJOU H
kpuctausyioT u3z cmecu JIM®A-H,0. ITonygaror 10.68 r (64%). T. . 212-213 °C.
UK crektp, v, cM : 1240 (C=S); 3233 (NH,). Criextp SIMP 'H, &, m. 1. (J, T'w): 2.86
(4H, 1, J=17.3, CH,CN); 3.60 (4H, T, J = 7.3, CH,N); 3.68 (3H, ¢, CH;0); 5.61 (4H, c,
2NH,); 6.83 (4H, ¢, H Ar); 13.53 (2H, ¢, 2NH). Criexrp SIMP °C, §, m. 1.: 22.56 (C-8);
47.64 (C-7); 55.24 (C-11); 114.20 (C-2,6); 114.80 (C-3,5); 140.97 (C-1); 150.45 (C-9);
151.18 (C-4); 165.93 (C-10). Macc-cniektp (20 3B), m/z (Iym, %): 408 [M + H]" (100).
Haiineno, %: C 44.59; H 5.34; N 30.95. C;sH,;NoOS,. Breruucieno, %: C 44.21;
H 5.19; N 30.93.

1-[2-(4-Amuno0-5-THOKC0-4,S-TUrUApo-1H-1,2,4-TpHa30.1-3-m1)3T1I1]-6-MeTOKCH-
2,3-quruapoxunojun-4(1H)-on (4¢). 13 2.67 r ( 10 mmons) mukuciotsl 1c u 2.65 T
(25 mMoib) THOKapOOrHIpa3KIa AHAIOTHYHO TPUA30JTHOHY 2b momydator 2.41 T
(76%) muruapoxunomusona 4¢. T. . 142143 °C (u3 2-nponasona). Criektp IMP 'H, 3,
M. o (J, I'm): 2.81 (2H, T, J = 6.3, CH,CN); 2.85-2.90 (4H, M, 2CH,); 3.67 (3H, c,
CH;0); 3.78 (2H, 1, J = 6.3, CH,N); 5.56 (1H, ¢, NH,); 5.59 (1H, ¢, NH,); 6.57 (1H, &,
J=38.7, H-8 Ar); 6.72 (1H, n, J = 8.7, H-7 Ar); 6.83 (1H, c, H-5 Ar); 13.53 (1H, c,
NH). Crextp IMP °C, 8, m. 1. 18.11, 22.54 (C-2,3); 23.85 (C-10); 47.34 (C-9); 55.42
(C-14); 113.25 (C-8); 114.17 (C-5); 115.41 (C-7); 142.37 (C-8a); 149.99, 150.41,
150.63 (C-4a,6,11); 165.79, 165.86 (C-4,13). Macc-cniextp (15 3B), m/z (I, %): 320
[M + H]" (50). Haiineno, %: C 52.61; H 5.34; N 21.89. C;4H,7N;0,S. BrrancneHno, %:
C 52.65; H5.37; N 21.93.
1-[2-(4-AmMuHo-5-THOKCO0-4,5-1urnapo-1H-1,2,4-Tpna3z0a-3-wi1)3Tuial-6-3Tokcu-

2,3-nurugpoxunoiud-4(1H)-on (4d), 4-amuno-3-[2-(4-3TokcUuaHMIUHO)ITHI]-4,5-
auruapo-1H-1,2,4-tpua3on-5-ruon (3d). Uz 1.41 r (5 mmoins) kucnotel 1d u 1.06 T
(10 mMmomp) THOKapOOTHIpa3HIa aHAIOTHYHO TpPHA3oNTHOHY 2b momydator 1.15 T
(69%) muruapoxunomurona 4d. T. w1 92-93 °C. Cuextp IMP 'H, §, m. 1. (J, I'n):
1.27 (3H,

1, J = 6.9, CH;CH,0); 2.88 (2H, T, J = 7.2, CH,CN); 3.31-3.57 (4H, M, 2CH,); 3.61
(2H, M, CH,N); 3.92 (2H, kB, J = 6.9, CH;CH,0); 5.59 (0.67H, c, NH,); 5.61(1.33H, c,
NH,); 6.56 (1H, 1, J = 8.7, H-8 Ar); 6.73 (1H, n, J = 8.7, H-7 Ar); 6.81 (1H, c, H-5 Ar);
13.53 (1H, ¢, NH). Cnextp IMP °C, &, m. 11.: 14.82 (C-15); 18.29, 22.56 (C-2,3); 24.56
(C-10); 47.59 (C-9); 63.21 (C-14); 113.22 (C-8); 114.16 (C-5); 115.35(C-7); 142.35
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(C-8a); 149.98, 150.39, 150.65 (C-4a,6,11); 165.83, 165.85 (C-4,13). Macc-cnexTp
(15 5B), m/z (Iym, %): 334 [M + H]™ (40). Haiineno, %: C 54.14; H 5.73; N 21.04.
C15sH9N5O,S. Beruncneno, %: C 54.04; H, 5.74; N 21.01.

Tpuazontuon 3d BbLAensOT M3 QUIbTpaTa aHAOTMYHO coenuHeHHio 3b. Brixon
021 T (15%). T. mr. 179-180 °C. UK cmektp, v, cM 't 1299 (C=S); 3185 (NH,).
Crextp AMP lH, 6, m. 1. (J, T'm): 1.28 (3H, T, J= 6.9, CH;CH,0); 2.87 2H, 1, J= 7.2,
CH,CN); 3.33 (2H, T, J = 7.2, CH,N); 3.91 (2H, k8B, J = 6.9, CH;CH,0); 5.31 (2H, c,
NH,); 5.59 (1H, ¢, NH-Ar); 6.56 (2H, n, J=9.0, H-2, 6 Ar); 6.72 (2H, 1, J= 9.0, H-3,
5 Ar); 13.52 (1H, ¢, NNH). Crextp SIMP °C, 8, m. 11.: 14.84 (C-13); 24.57 (C-8); 47.99
(C-7); 63.21 (C-12); 113.24 (C-2,6); 115.36 (C-3,5); 142.35 (C-1); 150.66 (C-9);
152.10 (C-4); 165.85 (C-11). Macc-cniextp (20 3B), m/z (Iyy, %): 280 [M + H]" (100).
Haiigeno, %: C 51.54; H 6.19; N 25.03. C;,H;7N;sOS. Breraucneno, %: C 51.59; H 6.13;
N 25.07.
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