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AnHoTanus. [{uknu3anuei

CHaMHHa Ha

ocHoBe  OTWI-7-[(E)-2-(AuMeTnIaMiuHO ) BUHUI |

nupasouiof 1,5-a]nupumuauH-6-kapookcuiara ¢ 1,2-a1uaMuHO-4-(eHUIMMUIA30I0M CUHTE3UPOBAHBI MU~

JAa30IMMPUANHBL.

KuioueBble cioBa. 1,2-muamuno-4-pernnmuaaszon, 3tui-7-[(E)-2-(1uMeTHIaMuHO ) BUHII [TUPA30JI0
[1,5-a]mupumuanH-6-KapOOKCHUIIAT, YKCYCHAsI KUCIIOTA, TUMETHIPOPMaMUI, MHPUMHUIUNHOBBIA UK, €HA-

MHUH.

Abstract. Cyclization of

enamine-based

etil-7-[(E)-2-(dimethylamino)vinyl]pyrazolo[1,5-a]

pyrimidine-6-carboxylate with 1,2-diamino-4-phenylimidazole synthesizing imidazopyridines.

Keywords. 1,2-diamino-4-phenylimidazole,

etil-7-[(E)-2-(dimethylamino)vinyl|pyrazolo[1,5-a]

pyrimidine-6-carboxylate, acetic acid, dimethylformamide, pyrimidine, enamine.

JMaMHHOMMHUIA30ITBI SIBISIFOTCST TIEPCIIEKTHBHBI-
mu N,N-OmnykmnopmisHEIME areHTamu. CoemnHe-
HUS, TTONydYeHHBIE Ha €T0 OCHOBE, MMEIOT OOJIbIIoe
MIPaKTHYECKOe 3HaueHHWe, SBISSICh BaKHBIMH (hap-
Mako(OPHBIMH  TETEPOIMKIAMH  MPOSBISTFOIIAMHA
MIPOTHBOPAKOBYIO, IPOTHBOOIYXOJIEBYI0, aHTHOAK-
TepHUaIbHYI0, TPOTHBOAIIEPTHIECKYI0 aKTHBHOCTH.
Kpowme Toro, nmaMrnHOMMHUIa3071 BXOUT B CTPYKTYPY
psAlia IPUPOTHEIX METa0OoIUTOB [1].

Ha ceropssmHuii MOMEHT U3y4€HO, J0CTa-
TOYHO Majl0 peakiuid Ha ocHOBe 1,2-muamMuHO-4-
(heHnTMMUIA30JI0B. DTO BHI3BAHO IBYMS TpUIMHA-
mu. [Ipexne Bcero, 3To CBI3aHO C HAIWYHEM B HEM
OJTHOBPEMEHHO YETHIPEX HEIKBHUBAJICHTHBIX HYKIIEO-
(bMITBHBIX IEHTPOB. A BO-BTOPBIX, C TPYAHOCTSMH €TI0
rorydeHus [2].

METOAUKA DKCIIEPEMEHTA
KoHTpois WHANBHIYaTbHOCTH pEareHTOB W TI0-
JIYYEHHBIX COCIMHEHUM, Ka4yeCTBEHHBIM aHau3 pe-
aKIMOHHBIX MacC OCYmecTBIsTH MetomoM TCX Ha
miactuHax «Silufol UV-254» (Merck); amroeHTBI —
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MeTaHOI, XJIOPO(hOPM 1 UX CMECH B PA3IIMIHBIX COOT-
vomrenusx (10:1, 20:1). IIposBierrne XxpoMaTorpaMmm
— B YD-cBeTe U napax ioja.

Crekrp SIMP'H perucrpupoBaiu Ha CIICKTPOME-
tpe Bruker DRX-500 (500 MI'm) B8 AMCO-d6, BHY-
Tpennuit cranmapt TMC. Macc-criekTp 3amwcad Ha
criekrpomerpe LKB-9000, sHEprusi HOHU3UPYIOITUX
anektpoHoB 70 3B. DnemenTHsiit ananu3 Ha C, H, N
npooawn Ha mipuoope Carlo Erba NA 1500. Tem-
Teparyphl IJIaBJICHIS ONPEIeIIUTA Ha Ipruoope Stuart
SMP30.

Memoouxa cunmesa 7-(2-amuno-4-genun-1H-
umuoaszon-1-un)-nupaszonofl,5-aJnupuoof3,4-e]
nupumuoun-6(7H)-ona 4.

CMmech 5 wMMoiabp jauamuHommugaszoina 1, 5
MMOJTh atin-7-[(E)-2-(mumeTniaMuHO ) BUHII |
nupaszonol 1,5-aJmupumMuana-6-kapOokcumara 2 B 2
M1 JIM®A kurmistvim B TedeHue 2 naei. [1o okonya-
HUM BPEMEHM K PEaKIIMOHHON Macce MpuiIuBain 5-8
MJT XOJIOQHOTO H30TpPOMNuiIoBoro crmpra. OOpa3syro-
MIAICA 0CaJOK OT(GHIBTPOBBIBAIIN W TMEPEKPUCTAI-
nuzoBeiBa u3 JIM®DA. TlonyyeHHoe coeluHEHUE
MIPENICTaBIIsICT CO0O0M Oeroe IMOPOITKOOOpa3Hoe Be-
IIECTBO C YETKON TeMIIepaTypoi IJIaBIEHHUS.
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Brixog 85%, T.m1. 310 °C. Haiineno, %: C 62,87,
H 3,80; N 28,52. C .H ,N.O. Boruucien, %: C 62,97,
H 3,82; N 28,56.

CuHTE3 HCXOAHBIX JHAaMUHOMMHAa3ona 1 u
7-nMMETUIAMUHOBUHUII-6-KapOOITOKCUITUPA30JI0-
MUPUMUINHA 2 OCYIIECTBISICS IO U3BECTHBIM METO-
nukam [2, 3].

OBCYXJIEHUE PE3YJIIBTATOB

Panee, mns stun-7-[(E)-2-(numernnaMuHo )BH-
Huj Jnupaszono| 1,5-aJnupuMuinH-6-kapOOKCHUIATOB
ObUTH HM3YYCHBI PETHOCEJICKTUBHBIC U PETHOCICIIH-
(byuHBIC B3aMMOJEHCTBUS C a30TCOACPIKALIUMU HY-
KJIeo(riIaMi, KOTOPbIC MPUBOIWIM K 00pa30BaHUIO
JUA3CTIMHOBLIX M MHUPUMUIUHOBBIX cucteM [4]. Lle-
JIBIO JTAHHOW Pa0bOThI CTANI0 M3YYCHUE ITOTO B3aUMO-
gercTBus it 1,2-mIMaMUHOMMUIa30/1a ¢ MCIIOJIb30-
BaHHUEM JIBYX PA3THUYHBIX PACTBOPUTEICH.

Ha ocHOBaHMM JUTEpaTypHBIX JaHHBIX OBLIO
CIEJaHO MPEIIONIOKEHUE, YTO MPU UCIOJIB30BAHUH
JuMeTuadopMaMua JTIOHKEH O0pa30BBIBATHCS IIe-
CTUWICHHBIN LIUKJI, & B YKCYCHON KUCIIOTE — I€BATUY-
JIGHHBIM WU BOCBMUWIEHHBIH, 3a cueT CH-mpoTona
MMHUIA30IbHOTO UK WK AMUHOTPYIINEI BO BTOPOM
nonoxkenuu (cxema 1).

7
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Cxema 1. Bzaumoneiictue 1,2-TmaMHHONMH-
Jmasona ¢ 7-TUMETHIaMHHOBHHUII-6-KapOO3TOKCH-
MUPA30IOMTUPUMHUIITHOM.

B cnyuae ¢ ucnonb3oBannem JIM®A Obu1o BbI-
JIEJICHO COEIMHEHNE, B XOJI€ aHaJIN3a KOTOPOIo eMy
ObLTa pricBOeHa CTpyKTypa 4. B yKcycHO# Kuciore,
BMECTO 0KHMJAEMOTO JIEBITUWICHHOTO LIMKJIa, MBI T10-
JIYYUJIU, paHee ONMCAHHbIN, TUPUANHOTUPUMHUIUHOH
5[3-5]. Ha ocHOBaHUM 3TOTO OBLIO CAEIAHO TTPEIIO-

JokeHue, 4To cBI3b N-N rugpasuHoBro (parMeHTa
MU JUITUTEIBHOM HarpeBaHUHM B 3TOM PAaCTBOpPUTEIIE
pa3pbiBaeTcs. s MOATBEPKIAEHUS ATOM THUIIOTE3BI,
IIPOBOAWIICS BCTPEUHBII CUHTE3: IIOJyYEHHOE COEU-
HeHHe 4 KUISTUIN B yKCycHOM kuciore. CpaBHeHHE
SIMP 'H crieKTpOB BBIJICICHHOTO BEILECTBA U paHee
MOJTy4YEHHOH CTPYKTYpPBI 5, 10Ka3bIBAET BBHABUHYTOE
MIPEAIIOIOKEHHE.

Crpoenne  7-(2-amuno-4¢enunn- 1 H-umunason-
l-un)nupaszono[1,5-a]lnupuno|3,4-eJnupuMuau-
6(7H)-ona nokazano manHeiMu SIMP'H u wmacc
crekrpockonu. lanusie AMP criekrpockonuu npu-
BeaeHbl B Ta0muie Ne 1.

Anamuz SIMP'H crektpa mpoaykTa TMOKasa,
YTO B HEM COXPAHSIOTCS CUTHAJIbI 2-aMHUHOTPYIIIBI
n CH nporoHa nMUAa301bHOTO IIMKJIA, @ IPOMaIaloT
CUTHAJIBl IPOTOHOB l-aMuHOrpynmbl. B mMecTo HUX
MOSABISIOTCS XapakTepHble curHainsl CH mporoHoB
MUPA3UHOBOTO, MUPUIUHOBOTO M MUPUMHUAMHOBOTO
UKIIOB Tipu 0~7.82; 8.20, 8=8.45, §~6.96; 9.09, co-

OTBCTCTBCHHO.

Tabmuma 1.
Cnexmp AMP'H coeounenuii 4

CoenuHeHue XuMu4ecKkuit casur, 6, M., J/I y
5.99 (2H, 0, J=8.5, NH,); 6.96 (H, 1, J=4.3,
CH-mmmpum.); 7.22-7.26 (2H, m, apom.); 7.34-
4 7.40 (2H, M, apom.); 7.78-7.80 (H, m, apom.);

7.82 (2H, ¢, CH-nmupa3.+ CH mmpas.); 8.20
(H, n, J/=7.6, CH-ttmpa3.); 8.45 (H, n, J/=2.2,
CH-mmpun.); 9.09 (H, ¢, CH-tupum.)

3AKJIFOYEHHUE

VYeraHoBiaeHO, 4TO KuIlsTdeHue 1,2-auaMuHo-4-
¢denmmmunazona ¢ atwi-7-[(E)-2-(mumeTrinamMiHo)
BUHUI|nupazono[l,5-ajnupumMmugun-o6-
kapookcuiatom B JIM®A mnpuBomutr k oOpa3oBa-
HUIO 7-(2-amuHO-4-(hennn- 1 H-umunazon-1-nm)
nupasono[1,5-a|nupunol|3,4-e|nupumuaun-6(7H)-
ona. I[IpoBenenue 3Toi ke peakuu B YKCYCHOM Kuc-
JIOTE TPOXOIUT Yepe3 CTAANIO 00pa30BaHU IMHIA30-
TV PA30JIOMUPUMHUINHA, a 3aTEM, 32 CUET pa3pbiBa
cBs3u N-N ruapa3suHOBOro (parMenra, oopasyercs
paHee ONMHMCAaHHBIN MTUPA30IOTUPUIOTUPUMUIIHOH.

Pesynemamer  nonyuenvt 6 pamxax evinoanenus padoom
no Ilocmanosnenuro Ilpasumenvcmea P® Ne 218 docosop N
02.G25.31.0007 npu noodepoicke Munucmepcmea o6pazoeanus
u Hayxu Poccutickoii @edepayuu.
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