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PETMOCEJEKTUBHBIE U PETHOCTIENIU®UYHBIE PEAKITUN
(E)-7-(2-TAMETUJIAMUHO-1-BUHW)-6-OTOKCAKAPBOHWJI[1,2,4,]
TPUA30JIO[1,5-A]MIAPUMHUAINHOB C THJAPAZUH-TUIPATOM
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AHHoTanusl. V3y4eHpl 0cCOOEHHOCTH peaKLii aHHEIMPOBAHHUS TMPUITHOBOTO 1 INa3EMHOBOTO IIUKIIOB
s 2-R-6-atokcukap6onmnn-7-[(E)-2-aumernnamuno- 1-eunnin]-[1,2,4,]rpuasono[ 1,5-aJnupuMuinHOB

B3aMMOJICHCTBHEM C THAPA3HH-THAPATOM.

Ki1io4eBble cj10Ba: qUMETHIIAIICTAD AUMETHIIhopMaMuaa, 6-3Tokcukapoonm-7-[(E)-2-muvernnamuso-
1-Bunun]-[1,2,4,]tpuazono( 1,5-a|nupuMuIuHbl, THIpa3uH-TUAPAT, aHHETMPOBAHUE, TUPUMUJOTIUPUANHEI,

NMUPUMHUIO0ANA3CTINHDI.

Abstract. The features of annelation reactions of pyridine and diazepine cycles for 2-R-6-carboethoxy-
7-[(E)-2-dimethylamino-1-vinyl]-[1,2,4]triazolo[ 1,5-a]pyrimidine interaction with hydrazine hydrate.

Keywords: dimethylacetal dimethylformamide, 2-R-6-carboethoxy-7-[(E)-2-dimethylamino-1-
vinyl]-[1,2,4]triazolo[ 1,5-a]pyrimidines, hydrazine hydrate, annelation, pirimidopiridines, pirimidodiazepines.

Panee nokaszaHo, 4TO B3aMMOJENUCTBUE 7-METHII-
6-sToKcuKapOonmi-[ 1,2,4]rpuazono[ 1,5-a]mupumumu-
HOB C TUMETHJIAIIeTaIeM JUMEeTHI(hopMamMuia mpruBo-
IUT K oOpazoBaHmio 6-kapOosTokcu-7-[(E)-2-mume-
tunamuHo- 1 -Buam]-[1,2,4,]rpuaszomno[ 1,5-a]mupumu-
JIUHOB, MOCIEIYIONIEee B3aUMOJCUCTBUE KOTOPBIX C
MEPBUYHBIMH aMHUHAMH ITO3BOJISIET MTOTYIUTH N-3ame-
mieHHbIe 6,7-auruaponupuno|3,4-e][1,2,4]Tpuazono
[1,5-aJmupumunue-6-0861[1]. B npyroit padore[2]
omucaHa IUKINU3AUSI 2-PeHUI-6-aleTHII-7-METHII-
MUPa30JIONMUPUMUANHA (Yepe3 cTaanuto 00pa3oBaHuUs
TAMETIJIAMUHOBHHIUT TIPOW3BOAHOTO) C THAPA3UH-
TUApATOM HpuBoAsmas K 6-merun-2-apun-8H-
rpazoino[5’,17:2,3 jnupumuno[5,4-d][ 1,2 ] auazenu-
HaM. B HacTosiiielt paboTe naHHas peakius yCIeurHo
pacrnpoctpaneHa Ha 2-R-6-kap6o3tokcu-7-[(E)-2-
auMeTuiaMuHo- 1-suHun]-[1,2,4,]tpuazono[1,5-a]
nupuMuuHbI (1a,b).

YcTaHOBIIEHO UTO KHIIsSTYeHUe eHaMuHOB (1a,b) B
JAMCO npuBoaut k oOpa3zoBanuto 2-R-7-amuno-6,7-
auruaponupuno[3,4-e][1,2,4]tpuazono| 1,5-a]nupu-
MUIHH-6-0HOB (3a,b). B ciektpax AMP 'H nonyuen-
HBIX COSTMHEHUI NCUE3aI0T CUTHAITHI JIBYX BUHIIIOBBIX
MIPOTOHOB B paiioHe 7 1 9 M.JI. a TAKXKE CUTHAI TUMe-
TUJIAMHHOTPYIIBI B paifone 3,5 m.n. BMecTo HUX
MTOSIBIISTIOTCS CUTHAJIBI TUPUAMHOBBIX TIPOTOHOB, AAf0-
1ue nyonetsl B oonactu 7,05 u 7,12 m.1, a Takxke 8,32
u 8,4 M.1. B 3TUX yCcnoBUSIX LUMKIN3ALMS UAET PETHO-
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creun(UIHO C Y4acTHEM BTOPUYHOW aMHHOTPYIIIIBI
MIPEIIoIaracMoro HHTepMennara (A) 1 aHHETHpOBa-
HUEM NMHUPUANHOBOTO IuKiIa. Kak okazanock, mpume-
HEHHE JIeISHON YKCYCHOH KHCJIOTHI B KaUeCTBE pac-
TBOPHTEJS MEHSET HAlpaBlieHHE PEakIuH. 37ecCh B
KayecTBE OCHOBHOTO MpPOAYyKTa oOpasyroTcs 2-R-
[1,2,4]rpuazomno[5°,17:2,3Jmupumuno[5,4-d][1,2]
nuasenuH-6-01b1 (5). Cnekrpet 2D SIMP 'H-'H stux
coenuHenuii copeprkar curnansl NH, CH u OH rpynm,
JAFOIUX MEXIYy cOOOW KpOCC-TUKH, YTO CBUACTEIb-
CTBYET B IIOJIb3Y TayToMepHOH Gopmel 2-R-4H-[1,2,4]
Tpuazomno[5’,1:2,3 \mupumuno|5,4-d][1,2]qnazenun-
6-on0B (5a,b). B kauecTBe npuMecu B peakIMOHHOMN
Mmacce npucyrctByer 5—10 % nponykra (3a,b). Takum
00pa3zoM, YCTaHOBIICHO, YTO B YKCYCHOM KHCIIOTE ITPO-
MCXOIUT PETHOCENIEKTUBHAS LIMKIIM3ALKS C y4acTHEM
B OCHOBHOM TIEpPBUYHO aMUHOTPYTIIIBI IIPEATIoarae-
MOro MHTepMeanara (A) U aHHEIMPOBAaHHEM Jua3e-
IIMHOBOT'O LIUKJIA.

HatineHo uTo npoBeeHre peakiuy B OIMMKaNIITIX
TOMOJIOTaX YKCYCHOM KHCJIOTBI TaKKe BEIET K CHHTe-
3y 2-R-4H-[1,2,4]rpuazono[5°,1°:2,3 jmupumuo [5,4-
d][1,2]ana3enun-6-onoB(5a,b). [Ipu nepexone k
JIPYTUM PaCTBOPHUTEISIM YCTAHOBJIEHO, YTO KUIITYCHHE
B CHCI, He 06ecneunBaioT HEOOXOAMMOI TEMIIEpaTy-
pbl 115 nipoBeseHus cunreza. B TT'd, nuokcane,
aleToHe, CIUpTax, yrueBoaoponax ucxoganse (1a,b)
He pactBopsitotcs. [Ipumenenne JIM®A, IMAA npu-
BOOUT K 2-R-7-amuH0-6,7-gurunponupunol3,4-¢]
[1,2,4]rpuazono[1,5-a]Jnupumuaus-6-onam (3a,b) ¢
MEHBIINMHU BBIXOAAMHU.
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Pezuocenexmusnoie u pecuocneyuguunsie peaxyuu (E)-7-(2-oumemunamuno- 1-eunun)-6-smokcuxapobonunf1,2,4,]...
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Cxema 1

CTpyKTypa MOIyYeHHbBIX BEIIECTB MOATBEPIKAeHA
metomamu SIMP 'H, 2D SIMP 'H-'H, macc-criektpo-
-CKOIMEN U JaHHBIMHU DJIEMEHTHOI'O aHAJINA3A.

METOAUKA SKCIIEPUMEHTA

KonTpo:s 3a X010M peakuuii 1 MHAUBHUYaIbHO-
CTHIO CHHTE3WPOBAHHBIX BEIIECTB OCYIIECTBISIN
meronoM TCX na mractuHax Silufol UV-254. Crek-
Tpbl SIMP 'H perucrpupoBanu Ha npudope Bruker
AC-300 (300 MI'm) B AMCO-d6, BHYT-peHHHIT CTaH-
naptT — Me4Si; macc-criekTpbl — Ha npubope LKB
9000, sHEpruss HOHU3UPYIOIIUX 3eKTPoHOB 70 3B.

Ucxonurie enamMuusl (1a-c) mogydanu o ONucaH-
HOMY paHee MEeToxy'.

2-R-7-amuno0-6,7-nuruaponupuno|3,4-e][1,2,4]
Tpua3oao[1,5-ajnupumMuauH-6-oub1 3a,b (o0mas
METOIMKA).

Cwmecs 4mmonb 6-kapooaTokeu-7-[(E)-2-numernn-
amuHo- 1-Bunmin|-[ 1,2,4,]rpuazono[ 1,5-a]nupumuauna
1a,b, 4,5Mmons ruapasus-ruapara 2 u 3 ot DMSO
KUISITHIN ¢ 00OpaTHBIM XOJOAWIBHUKOM 0 TTOJTHOTO
npeBpamierus 1a,b B mupumunonupuaud 3a,b (TCX),
4TO 3aHUMaeT 2—34aca. BrinaBimii mpu oxnaxaeHuu
MPOAYKT (DHITBTPOBAIH, TPOMBIBATH H30TTPOITHIOBBIM
CIHPTOM H NEePEeKpUCTATU30BBIBAIH U3 [IMDA.
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7-aMuHO-6,7-muruaponupuno|3,4-e][1,2,4]
TpuazoJo[1,5-alnupumuann-6-ou(3a).

Brixon 77 %, T.1u1. 274—276 °C. Haiineno (%): C,
47,54; H, 2,99; N, 41,55. CHN O. Beraucneno (%):
C,47,52;H,2,97; N, 41,58. Cniextp SIMP 'H (6, Mm.11.):
6,25(c, 2 H, NH,); 7,05(x, 1 H, H nupun.); 8,32(x, 1
H, H nupun.); 8,72 (c, 1 H, H tpuas.); 9,37(c, 1 H, H
nupuMuz.). Macc-criektp, m/z 202 [M]".

2-TpuTOPMETUI-7-aMHHO-0, 7 - TUTUAPOTTHPUAO
[3,4-e][1,2,4]rpua3zono[ 1,5-aJmupumuana-6-0H(3b).

Brixon 71 %, T.1ut. 231—233 °C. Haiigeno (%): C,
40,02; H, 1,45; N, 31,09. C;H,F.N O. Boraucneno (%):
C,40,00; H, 1,48; N, 31,11. Crextp SIMP 'H (6, m.11.):
6,39(c, 2 H, NH,); 7,12(x, 1 H, H mupun.); 8,40(x, 1
H, H mupun.); 9,50(c, 1 H, H mupumun.). Macc-ciexrp,
m/z 270 [M]".

2-R-4H-[1,2,4]Tpuna3zouno[5’,1’:2,3|nupumuo
[5,4-d][1,2]ama3enuH-6-0J1b1 Sa,b (001mIasn MeTOAU-
Ka).

Cwmeck 4MMoITb 6-kap03ToKcH-7-[(E)-2-mumeTui-
amuHo- 1 -Bunmin|-[1,2,4,]tpuazono[ 1,5-a|nupumunmaa
1a,b, 4,5MMo1b rUpa3uH-TUIPATA 2 U SMIT YKCYCHOU
KHUCJIOTBI KUIISITHIIN ¢ OOPaTHBIM XOJIOAMILHUKOM J10
rcue3HOoBeHUs eHamuHa 1a-c¢ B TeueHun 30—60MuH.
Breinasiuii npu oxiaxjaeHuy 0caiok Sa,b, ¢ mpume-
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ceio 3a,b(TCX, manHble CIEKTPATLHOTO aHaIHM3a He-
OYUIIEHHOTO TPOMYKTa) (QHUIBTPOBAIN, TTPOMBIBAIIN
Bomoi. Ot mpumMecu 3a,b U30aBIUTHCH IEPEKPHUCTATI-
nuzanuei u3 JIM®OA.

4H-[1,2,4]Tpnazono[5’,1’°:2,3|nupumuno|5,4-d]
[1,2]auazenun-6-o01 (5a).

Brixon 75 %, .1 199—201 °C. Hatineno (%): C,
47,53; H, 2,98; N, 41,56. CHN O. Beruucneno (%):
C, 47,52; H, 2,97; N, 41,58. Cnektrp SIMP 'H (3,
M.1.):6,88(c, 1 H, CH ama3s.); 7,76(c, 1 H, CH aua3s.);
8,31(c, 1 H, Tpuas.); 8,47(c, 1 H, H nupumun.);
13,24(ym. ¢, 1H, OH). Macc-cniekrp, m/z 202 [M]".

2-tpuropmerun-4H-[1,2,4]rpuazono[5°,1’:2,3]
upumuo| 5,4-d][ 1,2 nnazenun-6-om1 (5b).

Brixon 70 %, T.1ut. 171—173 °C. Haiineno (%): C,
40,04; H, 1,46; N, 31,08. C.H F.N O. Beraucneno (%):
C, 40,00; H, 1,48; N, 31,11. Cnexrp SAMP 'H (3,
M.1.):6,88(c, 1 H, CH mmas.); 7,75(c, 1 H, H nupu-
muz.); 8,58(c, 1 H, CH muasz.); 13,50(ym. c, 1H, OH).
Macc-cniektp, m/z 270 [M]*.
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