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INOCTPOEHHME ITUPUINHOBOI'O IIUKJIA
HA BUIIMHAJIBHBIX METUJIKAPBOHUWJITINPUMHNIANHAX
IUKJIW3AIUEN C TOJU®YHKINOHAJIBHBIMUA AMUHAMUA
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AnnoTtanus. [{uknn3anyeii eHaMUHOB Ha OCHOBE 7-METHII-6-3TOKCHKapOoHui-[ 1,2,4]rpuasono[1,5-a]
MUPUMHINHA ¢ TIOMH(DYHKIIMOHATHHBIMI aMUHAMY CHHTE3UPOBAHbBI IIPOU3BOIHBIC TTHPHIOTUPHINHOB.

KuawueBsblie cioBa: (E)-7-(2-mumernnaMuHo- 1 -BuHMI)-6-3TOKcHKapOonun[1,2,4,]tpuazono[1,5-a]
MMUPUMHUANHEL, 7-MeTHI-6-3TOKCHKapOoHm-| 1,2,4]tpuazono[ 1,5-a]mupuMuAnHEL, TUMETHIIANCTalb JHMe-
TIwigopMaMuia, aMUHBI, CHAMHUHBI, THOCEMHUKapOa3u, 2-0eH3NMUAAa30IIMITHAPA3HH, 3-aMuHO-[1,2,4]
TPHA30II, 5-METOKCH-4-(PeHII-3-aMUHO-TTHPA30J1, APWITHAPAZHHEI, TUPAMUTOTTHPHUINHBL.

Abstract. Cyclisation of enamines by 7-methyl-6-ethoxycarbonyl[1,2,4]triazolo[ 1,5-a]pyrimidine with
polyfunctional amines synthesized derivatives piridopiridines.

Keywords: (E)-7-(2-dimethylamino-1-vinyl)-6-ethoxycarbonyl[1,2,4]triazolo[1,5-a]pyrimidine,
7-methyl-6-ethoxycarbonyl[1 , 2,4]triazolo[1,5-a]pyrimidines, dimetilatsetal dimethylformamide, amines,
enamines, thiosemicarbazide, 2-benzimidazolilgidrazin, 3-amino[1,2,4]triazole, 5-methoxy-4-phenyl-3-

aminopyrazol, arilgidrazines, pirimidopiridines.

Crioco0 aHHENMPOBaHUS TUPUIAMHOBOTO IUKJIIA C
MIpUMEHEHNEM JUMEeTHIIalleTalls JuMeTiipopMamuia
paspaboran st 2,6-1uMeTHI-3,5-TUITOKCUKapOo-
HunmupuanHa[l] u 2-apui-6-3TOKCUKapOOHMI-7-
METWI-TTUPa3oIonupuMuanHoB [2]. Panee Obuto mo-
Ka3aHo 4TO 7-MeTun-6-3TokcukapOonui-[1,2,4]
Tpuazono[ 1,5-ajmapumuauaet 1a,b Tak e SBISAIOTCS
YAOOHBIMU CyOCTpaTaMH JUIsl HOAOOHOTO OCTPOCHUS
nUpUANHOBOTO HKKIA[3]. Llenbto HacTosIILIEro uccie-
JIOBaHUS SIBIISIIOCH PACTIPOCTPAHEHHE TAHHOM ITUKITH-
3aliy HAa TONUQYHKIMOHATHHBIE AMHHBI, TAKUE KaK:
THOCEeMHuKapOa3uy, 2-0eH3MMUIa30IUITHAPA3HH,
3-amuHO-[1,2,4|Tpuazon, S-meTokcu-4-heHun-3-
aMUHO-TTHPA30JI, apIIITHAPAa3UHEI (cxema 1).

OCoOEHHOCTH MOJTyYeHHs eHAMUHOB 3a,b onrcaHbl
HamH B ipensinyei padore|3]. Kak okazanocs, B3au-
MonelicTere 3a,b ¢ BIICNIEPEINCICHHBIMA aMUHAMHI
HauOoJee TNIAJIKO OCYIIECTBISACTCS NMPHU KUISTYCHUU
CMECH PEareHToB B JIEASHON yKCcycHOM kucinote. [Tpu-
MEHEHHUE JAHHOTO PACTBOPUTENS AT MaKCUMAJIbLHO
BO3MOYKHBIE BBIXOIBI IIPOTYKTOB 4a-g, BEPOSITHO 32 CYET
CBSI3BIBAHUS BBIJICIIIIOIIETOCS TUMETHIIaMUHa. Hamm
Hal/IeHO, YTO J1aXKe [TPH BBEJICHUU B PEAKIIHIO apUIITH-
JPa3UHOB (COMEPIKAITIX B CBOCH CTPYKTYpE HanOoee
HYKJICO(PWIFHYIO BTOPUYHYI0 aMHHOTPYIIY) peau-
3yercst 00pa30BaHME TOIHKO MIECTUIIICHHOTO TUPUIH-
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HOBOT'O ITUKJIA. YCTAHOBJICHO, YTO KUIISTYEHUE B XJIOPO-
(hopmMe He oOecrieunBaeT HEOOXOMUMOM TeMITepaTyphl
JUIsl IPOBEJICHUS CHHTe3a. B Terparuapodypane, au-
OKCaHe, alleTOHe, CIUPTax, yriieBogoponax 2-R-(E)-7-
(2-numeTnnamMuHO- 1 -BUHUI)-6-3TOKCUKapOOHUIT
[1,2,4,]Tpuazono[ 1,5-alnupumuauust 3a,b He pacTBo-
psarorcs. [IpuMeHeHne B KadecTBE PacTBOPHUTENS
IM®A u IMAA nipuBoAUT K 00pa30BaHUIO TPYIHO-
pasnensieMoil MHOTOKOMIIOHEHTHOM CMECH C CozlepIKa-
HUEM IienieBoro npoaykra menee 30 % (TCX).

B cniexrpax IMP'H coenunenuii 4a-g B oinune
OT eHaMHUHOB 3a,b MPUCYTCTBYIOT CUTHAJIBI THPUTHU-
HOBBIX ITPOTOHOB U OTCYTCTBYIOT CUTHAJIBI 3TOKCU- U
JUMETUIIAMUHOTPYTII, KPOME TOro, coenuHeHue 4b
CyIIeCTBYET B 1,3-TUTHIpOOECH3UMHU1a301-2 - UITAICH-
aMUHOBO# TayTOMepHOW Qopme (YIII. C. C UHTEHCHB-
Hocthio 2H npm 11 m.11.)

CTpyKTypa MOJy4YEeHHBIX BEIIECTB MOATBEPKACHA
metomamu SIMP'H, macc-criekTpocKonueii v JaHHBIMA
3JIEMEHTHOIO aHaJIn3a.

METO/JUKA 9KCIIEPUMEHTA

KoHTpons 3a XomoM peakuuii 1 HHAUBUIYAIbHO-
CTBIO CHHTE3UPOBAHHBIX BEIIECTB OCYIIECTBIISLIN
MetonoM TCX Ha minactunax Silufol UV-254. Crek-
pbl SIMP 'H peructpupoBanu Ha npudope Bruker
AC-300 (300 MI'r) B JIMCO-d6, BHYTpeHHUI CTaH-
naptT — Me4Si; macc-criektpsl — Ha npudope LKB
9000, sHEpTH HOHU3HUPYIOMHX TeKTpoHOB 70 3B.
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Hcxomupie METHIITOKCUKAPOOHMIIITUPUMHUANHBI
la-b u enamuubl 3a,b monyyanu Mo ONHUCAHHOMY
paHee merony [3].

Cunre3 2-R-6,7-nuruaponupuno|3,4-e][1,2,4]
TpHa30J0[1,5-a]-nupumMuauH-6-0HOB 4a-g (001 as
metoauka). Cmech 4 mmoreli 3a-b, 4 mmoleit amu-
HOCOZIEPIKAIIETO COSAMHEHUS H 5 MIT YKCYCHOW KHC-
JIOTHI KUTIATHAIN ¢ OOPaTHBIM XOJIOIMIBHIKOM B TEUEC-
Hue 30 MuHyT. BrimaBmuii npu oX1akJIEHUU 0CATO0K
4a-g oT(pUIBTPOBHIBAIN U TIPOMBIBAIIN BOJOH.

7-aMHUHO(THOKCO)METHJIAMHUHO0-6,7-1UTHAPO-
nupuno[3.4-e][1,2,4] tpuazoso[1,5-a]-nupumugun-
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6-oH (4a). Boixon 78 %, T.ru1. 215—217 °C. Haiigeno
(%): C,41.42; H, 2.73; N, 37.48. C,H.N.OS. Bpruuc-
neno (%): C,41.38; H,2.70; N, 37.53. Cnexrp IMP'H
(0, m.., J/T): 7.12 (n, 1H, H mupun., J=7); 8.19 (u,
1H, Hmpun., J=7); 8.25 (y.c., 2H, NH,); 8.82 (c, 1H,
H tpuas.); 9.37 ( ¢, 1H, H mupumun.) 10.65 (c. 1H,
NH). Macc-cniektp, m/z 261[M]".
7-(1,3-auruaApooeH30MMHU1a30J1-2-UJTUTEH-
aMuHO0)-6,7-quruaponupuno|3,4-e][1,2,4] Tpuazomno
[1,5-a]-mupumuaun-6-on (4b). Berxon 67 %, ..
251—253 °C. Haiigeno (%): C, 56.65; H, 3.20; N,
35.24.C, . H N O. Berancneno (%):C, 56.60; H, 3.17;
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R=H (1a, 3a, 4a-c,de-g), CH3 (1b, 3b, 4d)
Ar=Ph (4f), 4C1-Ph (4g)

Cxema 1
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HocmpoeHue nupudunoeoeo YuKi1a Ha BUYUHAIbHbIX Memu/lmp6oyu/mupwnu()uHax uummauueﬁ...

N, 35.20. Crrextp AIMP'H (8, m. 1., J/T'): 7.05 (m, 4H,
H apom., J=35); 7.1 (a., 1H, H mupun., J=7); 8.33 (u,
1H, H mupun., J=7); 8.78 (c, 1H, H tpmnas.); 9.39 (c,
1H, H mupumun.); 11.00 (yur.c, 2H, 2NH nmuaaso-
nuH.). Macc-cniextp, m/z 318[M]".
7-(1H-1,2,4-Tpua3zo-3-u.1)-6,7-1MruIpoNMpuI0
[3.4-e][1,2,4]Tpuazono[1,5-a]-nupuMuInH-6-0H
(4¢). Bexon 75 %, 1.1, 246—248 °C. Haiineno (%):
C, 47.28; H, 2.36; N, 44.05. C, H.N,O. Boraucineno
(%):C, 47.25; H, 2.38; N, 44.08. Cuexrp SIMP'H (3,
M.1., J/Tn): 7.25 (n, 1H, H upun. ,J=7); 8.27 (c, 1H,
H Tpuazonuin.); 8.68 (c, 1H, H Tpuazon xonaencup.);
8.71 (n, 1H, H upun., J=7); 9.42 ( ¢, 1H, H upu-
mup.); 14.45 (ym.c, 1H, NH tpuaz.). Macc-cniektp,
m/z 254[M]".
2-metui-7-(1H-1,2,4-tpuazon-3-uin)-6,7-1urua-
ponupuao|3,4-e][1,2,4] Tpuaszomno[l,5-a]-nupummu-
auH-6-0oH (4d). Beixong 73 %, .. 239—241 °C.
Haiineno (%): C,49.20; H, 3.03; N, 41.82.C, H N.O.
Brraucneno (%):C, 49.26; H, 3.01; N, 41.77. Cnektp
SIMP'H (8, m.x., J/T): 2.05 (c, 3H, H Me); 7.23 (x,
1H, H mapun.,J=7); 8.25 (¢, 1H, H Tpuazonuin.); 8.70
(n, 1H, H mupun.,J=7); 9.40 ( ¢, 1H, H nupumun.);
14.45 (ym.c, 1H, NH Ttpmnas.). Macc-cnekrp, m/z
268[M]".
7-(3-MeTokcumMeTnJI-4-penna-1H-5-nupa-
30J1J1)-6,7-nurugponupuno|3,4-e][1,2,4] Tpuazoso
[1,5-a]-nupumuaun-6-0o1 (4e). Beixon 80 %, T.m.
257—259 °C. Hatineno (%): C, 61.17; H, 4.06; N,
26.21.C ;H N.O,. Beruucreno (%):C, 61.12; H, 4.05;
N, 26.26. Cnextp IMP'H (3, m.x., J/T'n): 3.38 (¢, 3H,
H MeO); 4.65 (c, 2H, CH,0); 7,33 (n, 1H, H mapun.,

J=7); 7.53 (m, 3H, H apowm., J=32); 7.85 (M, 2H, H
apom., J=15); 8.44 (c, 1H, H Tpmas.); 8.68 (n, 1H, H
mapun., J=7); 9.26 (¢, 1H, H mupumun.); 14.30 (ym.c,
1H, NH nwupas. ). Macc-cniektp, m/z 373[M]".

7-aHnJanHo-6,7-qnuruaponupuno|3,4-e][1,2,4]
Tpua30.10[1,5-a]-nupumuaun-6-on (4f). Beixon 75 %,
1.1 220—222 °C. Haitneno (%): C, 60.37; H, 3.59;
N, 35.25. C H N.O. Beraucneno (%):C, 60.43; H,
3.62; N, 30.20. Criextp IMP'H(S, m.1., J/T'1): 7.30 (7,
1H, H mapun., J=7); 7.58 (M, SH, H apom., J=41);
8.25 (m, 1H, H mupun.,J=7) 8.77 (c, 1H, H Tpuasz.);
9.37 (¢, 1H, H mupumun.); 9.90 (c. 1H, NH). Macc-
crnekrp, m/z 278[M]*.

7-(4-XJ10p0aHUINHO)-6,7-quruaponupuno [3,4-
e][1,2,4]Tpua3oo[1,5-a]-nupumMuauH-6-on (4g).
Brixon 71%, T 229—231 °C. Haiineno (%): C,
53.71; H, 2.93; N, 26.94. C14H9CIN60O. BrruuciieHo
(%):C, 53.77; H, 2.90; N, 26.87. Cuexrp AMP'H(S,
M., J/I'm): 6.75 (1, 2H, H apom. J=9); 7,20 (o, 1H, H
mupun., J=7); 7.25 (a, 2H, H apom., J=9); 8.40 (x,
1H, H mupun., J=7); 8.86 (c, 1H, H tpuas.); 9.35 (c,
1H, H mupumun.); 9.71 (c. 1H, NH). Macc-cnekrp,
m/z 312[M]".
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