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HOBBIE KOHJAEHCUPOBAHHBIE CUCTEMBI
HA OCHOBE MUPA30.J10[1,5-4]lTAPUMUJIMHOB
U NIUPA30JI0[5,1-C][1,2,4 TPUAZUHOB
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AnHoTanus. B3aumonelicTBIeM POM3BOAHBIX IMHPA30JI0a3UHOB C TUMETHIIANCTAIEM TUMETHI(POp-
MaMHJIa ¥ MOCIeAYIoIIeH UKInU3aluell ¢ aMUHaMU MOJy4YeHbl HOBble nupasoio[l,5-alnupuno[3,4-e]
MUPUMHUINH-6-0HBI ¥ upasoino|S,1-clnupuno(4,3-e][1,2,4]TpuaznH-6-0HBI.

KuroueBsle cioBa: nupasono[ 1,5-a|nupuMuaussl, mupa3onol(5S,1-c][1,2,4]rpra3unsl, AuMeTHIaeTalb
N,N-gumetundopmamuaa, 2-MUpUINHOH, aMIHOMETHICHUPOBAHNE, BHYTPUMOICKYIIPHOE aMUIU-

poBaHue.

Abstract. New pyrazolo[1,5-a]pyrido[3,4-e]pyrimidin-6-ones and pyrazolo[5,1-c]pyrido[4,3-¢][1,2,4]
triazin-6-ones were obtained by action of the pyrazoloazines derivatives with dimethyl formamide dimeth-

ylacetal and following cyclization with amines.

Keywords: pyrazolo[1,5-a]pyrimidines, pyrazolo[5,1-c][1,2,4]triazines, N,N-dimethylformamide di-
methyl acetal, 2-pyridinone, aminomethylenation, intramolecular amidation.

leTeponuknmyecke CUCTEMBI, COAEPIKAIINE
(dbparmenTsl mupazono[ 1,5-a] nupumMuanHA U THPa30-
1o [5,1-c][1,2,4]Tpuazuna, mpeACTaBISIOT OONBIION
HWHTEpeC I HccienoBaTeneir. Bo-mepBrix, obmagas
CTPYKTYPHBIM TOAOOHMEM HHAONAM W MPUPOIHBIM
ITypPUHOBBIM OCHOBAHUSIM, 3TH COCTMHEHHSI TIPOSIBIISI-
IOT NIMPOKHI CIIEKTP OMOJIOTHYECKON aKTHBHOCTH M
MIPUMEHSIIOTCS] B KAY€CTBE JICKAPCTBEHHBIX Tperapa-
ToB [1, 2]. Bo-BTOpBIX, penapaTuBHO JTOCTYITHBIC
METOJIbl CUHTE€3a MUPa30JI0a3MHOB MO3BOJIAIOT 3a
KOPOTKHUH CPOK OITYUUTH OOIIUPHBIE «OUOINOTEKI
BELIECTB C pPa3HOOOPa3HBIMU (PYHKIIMOHAIbHBIMH
rpynmnamMu B 000uxX parMeHrax.

Becbma akTyanbHBIM B HAcTOsIIEE BpeMsl Mpej-
CTaBJISICTCSI JTallbHEHIIIasi MOAU(PUKAIUS yKa3aHHBIX
CHUCTEM C TEJTBIO TTOTy9eHHUST HOBBIX CIOKHO TTOCTPO-
SHHBIX a3areTepOoLHKIOB M N3yYeHHUsI UX OHONIOrHYe-
CKOW aKTHBHOCTH.

N3BecTHO, YTO MPOTOHBI AJKHUIBHBIX TPYII
Y-METUIITUPUMHUIMHOB H O-METHII-as-TPUAa3HHOB 00-
JIaTafoT TOBBIIICHHON MOMBUXHOCTRIO [3, 4]. MBI
HalllJIM, YTO IMOJIyYEeHHbIE HaMHu [5] Mpou3BOIHbBIE
nupazono[l,5-alJnupuMuanHOB U nUpaszono[S,1-c|
[1,2,4]Tpra3uHoB 1 MOIBEPTaIOTCS PETHOCEICKTUBHO-
My aMHHOMETHJICHUPOBAHHIO C 00pa30BaHUEM aJITyK-
TOB 2 TIPH KPAaTKOBPEMEHHOM HarpeBaHUM C TUMETH-
naueranem auMmetwipopmamuaa (JAMAIM®DA). C
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MTOMOIIBI0 CHHTE3UPOBAHHBIX TUMETUIIAMUHOMETHIIC-
HOBBIX MIPOU3BOHBIX BO3MOKHO MTOCTPOCHUE PA3HOO-
Opa3HBIX KOHJICHCHPOBAHHBIX ITUKIIOB. Tak, mpu BBe-
JIEHUHW B peakIuio ¢ HuMu N-HykieoduioB 3 (ruapa-
3uH, anudarndeckue U apoMaTHYecKre aMUHBI) B
YKCYCHOM KHCJIOTE in situ 00pa3yroTcst eHaMUHbI 4 3a
CUET OTPHIBA JIETKO YXOMSAIICH JTUMETHIIAMUHOT PYIIITHI
(cxema 1).

[Tocnenyromee BHYTPUMONEKYISIPHOE aMUIAUPO-
BaHUE B YKCYCHOW KHUCJIOTE MPUBOIUT K 3aMBIKAHUIO
O-TTUPHUITHOHOBOTO IUKJIIA C 00pa30BaHUEM ITUPA30JI0
[1,5-a]mupuno|3,4-e]Jnupumuann-6-onoB (X = CH) u
nupazono[5,1-clnupuno[4,3-e][1,2,4]Tpra3zun-6-oHoB
(X=N)S5.

IToaTBepxacHUEM MpEAJIaracMO CXeMBbI CITYKUT
BO3MOKHOCTb BBIJICIICHUSI MHTEPMEIUATOB 4 ITPH IPO-
BegpeHun peaknuu B JJM®DA ¢ MeHEe aKTUBHBIMH
apomarndeckumu amuHamu. [locienyromee Harpesa-
HHUE JTHX MPOAYKTOB B YKCYCHOM KHUCIIOTE, KaK U
O’KUJAT0Ch, IPUBOJIUT K LIETIEBBIM O-ITUPUAOHAM 5.

CrpyKTypa BCeX MOIYYCHHBIX COCAMHEHUH TOJ-
TBepkaeHa MetogoM SIMP 'H-crekTpoCKOTHU |
JTAHHBIMU JIEMEHTHOTO aHAIIN3a.

IKCHHEPUMEHTAJIBHAS YACTb

KoHTposib WHANBUAYAILHOCTH PEareHTOB U TO-
JYYEHHBIX COeIMHEHNH, Ka4eCTBEHHBIH aHaIN3 peak-
LUOHHBIX CMECEH B IIPOLIECCE PEAKIUI OCYIIECTBIISLI-
¢t MerogoM TCX mHa maacrtuHax Silufol UV-254
(Merck), arm0eHThI — HHIUBUAYAIbHBIE PACTBOPHUTE-

26 BECTHUK BI'Y, CEPI: XUMUS. BUOJIOT'UA. PAPMAIVS, 2008, Ne 2



Hoevie konoencuposannvie cucmemul Ha ochose nupasonof 1, 5-aJnupumuounos u nupazono[5,1-cJ[1,2,4]mpuazunos
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Cxema 1

mu (TIETPOJICHHBIA 3hup, XITOpPOoPopM, ITHUIAIETAT,
M30MPOIUIIOBBIA CIIUPT) U UX CMECH B PA3IMYHBIX
cooTHomeHusx. [IposBIeHne XpomMarorpaMm — B
mapax omga u YO-cBete. Criektpel AIMP 1H cHsATEHI Ha
npubope Bruker AC-300 (300 MI'm) 8 IMCO-d6 ¢
BHYTPEHHHMM CTan1apToM Me Si. DieMeHTHbIN aHan3
npoBoawics Ha npudope Carlo Erba NA 1500.

OO0masi MeToAUKa CHHTE3a dTHJIOBBIX 3(UPOB
7-1(E)-2-(1uMeTHJIaMHUHO)BUHUI|-2-MeTHI-3-
(pennammpasoo[1,5-a|jnupuaun-6-kapooHoBOI (2,
X=CH) u 4-[(E)-2-(amMeTHJIAMHHO)BUHUI]-7-
MeTuI-8-pennanupasoio|s,1-c|[1,2,4] puazun-3-
Kap06oHoBoii (2, X=N) kuciaor. [Iupazomnoazuns (1)
narpeBanu ¢ 10%-apiM u30brTKOM JIMAJIM®DA B
JuMeTwihopMaMu/ie 10 KUTIeHUs1. BrinaBimii ocaiok
coequHeHNH (2) OTXKUMaNH Ha (PUITBTpE, TPOMBIBAIIN
M30IPONIIOBBIM CITUPTOM U CyIImiu. Beixom: 90—
92%.

O6mas MmeToaMKa cMHTe3a MUpa3zo.o[l,5-a]
nupunaol3,4-ejnupumuanu-6-onos (5, X=CH) u

nupa3zoJio|S,1-clnupuao(4,3-e][1,2,4] Tpua3un-6-
oHOB (5, X=N). DkBHMOIbHBIC KOHUecTBa (2) u (3)
kursiTind B AcOH 5-30 munyT. Ocaiok TpULUKIAYe-
CKOro nupaszosioazuHa (5) oTKUMaiau, NPOMbIBAIU
M30IPOIUIIOBBIM CITUPTOM, ITEPEKPUCTATIIN30BBIBATTH
u3 qumetwipopmamuia. Berxoasr: 85—91%.

CIIMCOK JIMTEPATYPBI

1. Anvbepm A. N30uparenpHas TOKCHIHOCTB: B 2-X T.
T. 1. ®u3uKo-XxUMHUYECKHE OCHOBHI Tepanuu, M.: Meauiu-
Ha, 1989, c. 139.

2. Gregg B.T., Tymoshenko D.O., Razzano D.A.,
Johnson M.R. J. Comb. Chem., 2007, 9, 507.

3. [oicoynw Jorc., Munnc K. Xumusi reTepOLUKINYECKUX
coenuHeHuH, 2-e nepepadoran. uza. [lep. ¢ anmi. mox pen.
M.A. FOposckoii. M.: Mup, 2004, c. 61.

4. Jhiceuxooc T. B xH.: T'eTepOlMKINYECKUE COeTUHE-
nust. [lox pen. P. Dnpaepduna. M.: I, 1960, 6, 207.

5. Jluoenxo B.B., Boponxosa B.A., Illuxanues X.C., B
c0. Hayu. Tp-B DyHIaMECHTAIBHBIC U IPUKJIAIHBIC TIPOOJIC-
MBI COBPEMECHHOW XHMHH B UCCIICIOBAHUAX MOJIOIBIX yUé-
HBIX, u31-B0 ALY, 2006, c. 64.

BECTHUK BI'Y, CEPUS: XUMWSA. BUOJIOT M. PAPMALINA, 2008, Ne 2 27



B. B. Jluoenxo, X. C. lluxanues, C. M. Medseoesa, U. B. Jleoenésa

Juoenrxo Bumanuu Braoumupoguy — actiupaHT xade-
JIpbl OPraHNYEeCKO XUMUH; BopoHEKCKUil TOCy1apCTBEH-
HBIIT yHUBEpCUTET; Tel.: (4732) 208433, e-mail: Snowby@
yandex.ru

Hluxanuee Xuomem Cagpaposuy — n.X.H., mpodeccop
Kadeapsl opraHnYecKor XuMuH BopoHEKCKOTO rocymap-
CTBEHHOTrO yHHMBepcuteTa; Tei.: (4732) 208-433 e-mail:
shikh@online.ru

Meoeseoesa Ceemnana Muxaiinosna — K.X.H., TOLEHT
ka(. opranmueckort XuMuu, BopoHEeKCKHil rocymapcTBeH-
HBII yHUBepcuTeT; Tei.: (4732) 208433, E-mail: chocd261@
chem.vsu.ru

Jledenésa Upuna Braoumuposna — MarucTpant xade-
JIpbI OPraHUYECKON XUMUU BOPOHEKCKHI FOCY1apCTBEHHBIN
YHUBEpPCHTET; TeIL.: (4732) 208433, e-mail: chocd261(@chem.
vsu.ru

Didenko V.V. — PhD student, organical chemistry
department, Voronezh State University, 394006 Voronezh,
Universitetskaya pl., 1. tel.: (4732) 208-433; e-mail: Snow-
by@yandex.ru

Shikhaliev Khidmet S. — professor, organical chemistry
department, Voronezh State University; tel.: (4732) 208-433
e-mail: shikh@online.ru

Medvedeva S.M. — assistant professor, organical chem-
istry department,Voronezh State University, 394006
Voronezh, Universitetskaya pl., 1. tel.: (4732) 208-433

Ledenyova 1.V. — student, organical chemistry
department, Voronezh State University, 394006 Voronezh,
Universitetskaya pl., 1. tel.: (4732) 208-433; e-mail:
chocd261@chem.vsu.ru

28 BECTHUK BI'Y, CEPI: XUMUS. BUOJIOT'UA. PAPMAIVS, 2008, Ne 2





