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BraonameHeHHON TPEXKOMMOHEHTHOW peakuuen BumknHennu 6bin nonyyeH psa
HOBbIX CO€UHEHWI — NPOU3BOAHBLIX NMPUMUANHA. B Xxoae CKpUHUHIra nx Guonornye-
CKOW aKTMBHOCTM OTOGpaHO NMpou3BoAHOE NMUPUMUANH-5-kapbokcammaa C BbICOKOM
aHanbreTM4ecKkon akTUBHOCTbIO U HU3KOWM TOKCUYHOCTBIO.

Knrouesuvie cnosa: peaxkyus BU()DfCuHeflJlu, I’lpOuS’GO()Hble nupwvzuduHa, dHdJlbecemu4ecKa

aAKmueHoCntb, ocmpas moKCu4Hocnbo.

B mnacrosimee Bpemsi CymiecTBYeT Mpo-
O6neMa co3JaHusl BBICOKO3(D(PEKTUBHBIX H
HU3KOTOKCUYHBIX JIEKAPCTBEHHBIX CPEJCTB.
[Ipon3BoHbIE NUPUMHUIMHA IPHUBJIEKAIOT
BHUMaHUE HCCleloBaTeNiel KaK KJlacc rere-
POLIMKIMYECKUX COEAMHEHUH C MIUPOKUM
CIEKTPOM OMOJIOTMYECKON aKTUBHOCTHU, Cpe-
T KOTOPBIX HalJICHBI BEILIECTBA, MPOSBIISIO-
II1e aHaJbI€TUYECKOE, TPOTUBOMHUKPOOHOE,
IIPOTUBOTPUOKOBOE,  MPOTHUBOOIIYXOJIEBOE,
MIPOTUBOBUpPYCHOE JieicTBus [1-3].

OpHUM U3 METOJOB IOJIYYEHUS IPOMU3-
BOJHBIX NMUPUMHUJIMHA SBJISETCS TPEXKOMIIO-
HEHTHas peakuust bumkruHenu, ocHoBaHHAas
Ha UCHOJIb30BAaHUU [3-IUKapOOHUIBHBIX CO-
€IMHEHUH, apOMAaTUYECKUX albJIETUI0B U
MOYEBHHBI.

OO1enpuHsTas METOAMKA TOJyYeHUs

COCAMHEHUN BHIKUHEIIN 3aKII0YaeTcs JIn-
00 B AyuTeNbHOM (2—3 CYTOK) IepeMenInuBa-
HUW PEarcHTOB B 3TaHOJIC B IMPHUCYTCTBUHU
HCl, nubo B HX KHISYECHHU B TCUCHHE
3—4 gacoB. OTHOpEaKTOPHAs peaKIus 0ObIY-
HO TMPOTEKaeT C HEOOJBIIUMHU BBIXOJAMHU
(20-50 %) um TpeOyeT NPOAOHKUTEILHOTO
Bpemenu (15-20 u) [3].

B xone wmcciienoBarenbckux padoT Ha Ka-
benpe obmeit u oprannueckoit xumuu [lepm-
CKOM TOCYyIapCTBEHHOM (hapMaleBTHUECKON
aKaJIeMHH ObLUTH M3YYCHBI BO3MOXKHOCTH PeakK-
MU bUpKuHEIM U TIpeiokeH Oosee mpo-
CTOH CHOCOO TOMYYeHHs] THPUMUIHH-S5-Kap-
OoKkcaMHuIOB. Peakius 3aKimio9yaeTcs B CIUIAB-
JICHUW MCXOJHBIX KOMIIOHEHTOB C TIOCIICTyFO-
IIIAM BBIJICICHEM W OYMCTKOM IMPOIYKTa pe-
akmmH, BeIxo1 coctaBiisieT 80-90 % [4].

* PaGora BbImoiHeHa mpu (QuHaHcOoBOW moxnepkke @DoHIa coNEHCTBHS pa3BUTHIO MalbIX (OpM

MIPEANPUATHH B HAYIHO-TEXHUUECKOH cepe.
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Y nonydeHHBIX MO JaHHOW METOJIUKE
COCIMHEHUH OTpPEeNeNsId OCTPYI0 TOKCHY-
HOCTb ¥ aHAIBI'€THYECKYIO0 aKTUBHOCTb.

OcTpyt0 TOKCHYHOCTh CHHTE3MPOBAHHBIX
COEIMHEHUN ONpeNesisuld MpH BHYTpUOpIO-
[IMHHOM BBEJCHUHM HEIMHEHHBIM MBbIIIaM
Maccoil 20-25 r. Pesynbrarel oOpabaTbiBasin
o ITpo3opoBckomy [5] ¢ BEIYHCIICHHEM CPE/I-
Heit cmeprenbHoit 10361 (JIZ[50). Coennuenust
BBOJIWJIM B BUJIE B3BeCU B 1 %-HOM Kpaxmaib-
HoMt cnmu3u. Octpas TokcuaHocTh (JII50) co-
enuHeHud cocrasuia 4470...>5100 mr/xkr.

AHaTBreTH4ecKyl0 aKTHBHOCThH OIpese-
71 Ha OeCTOpPOJHBIX MBIIIax Maccou 18—
23 T MO METOJIMKE «YKCYCHBIX KOopdeil» [6].
VKCYCHYI0 KHCJIOTY BBOAWJIM B BHIC
0,75 %-noro pactBopa BHYTPUOPIOIIMHHO B
JIEBYI0 TOJAB3JOIIHYIO 00JacTh B 00BeMe
0,2 M1, TOZICYET «KOPUYEH» HAYMHAIIM Cpa3y U
Ipon3BoIWIM B TedeHue 15 mun. Mccnenye-
MBbI€ COCTMHEHHS BBOJIIN BHYTPHUOPIOIINH-
HO B TIPaBYIO TOJIB3/IOIIHYIO 00JIacTh B JI03€
50 mr/kr 3a 30 MUH IO BBEJIEHHS YKCYCHOM

Bubéanorpaduyecknii cnucox

KUCIOTBL. DPPEKT OIEHUBATH 1O yMEHBIIIE-
HUIO KOJIMYECTBA «KOPYEI» 10 CPABHEHHUIO C
KOHTPOJIbHBIMU ~ JKMBOTHBIMH. Pe3ynbTaThl
CTaTUCTUYECKU 00pabOTaHbI C BHIUHCICHUEM
kputepust  Oumepa—CrbroneHta.  OddexT
cunranu aocrosepHbM npu P<0,05. B kaue-
CTBE STaJIOHA CPaBHEHMs MCIOJIb30BATH HU-
MECYJIH/I U METaMH30J1 HaTPHUSL.

B xone ckpuHMHra OMOJOTHYECKOM ak-
TUBHOCTU TIOJIyUYE€HHBIX COEJUHEHUH ObLIO
oTo0paHo Hanbosee aKTUBHOE IPOU3BOJIHOE.
Amnanprernyeckas akTUBHOCTb IOJTy4YE€HHOT'O
COEJIMHEHUs OKa3zaiach B 3 pa3a BbIIlIe MeTa-
MU30J1a HAaTpus (aHAJIBIMHA) U B 2 pa3a BbIIlIE
HUMECYJIHJA, IIPU 3TOM OCTpasi TOKCUYHOCTh
MIOJy4YEHHOTO BEIIECTBA B 2 pa3a HUXKE TOK-
CUYHOCTH METaMHU30J1a HaTpHUs.

Takum oOpa3zoM, HEOOXOIMMO JaTbHEH-
1iee HMcCae0BaHUE JAHHOTO COEIUHEHUS C
LEeNbI0  CO3JaHUsl  BBICOKO3(DPEKTUBHOTO
OTEYECTBEHHOI'O JIEKAPCTBEHHOT'O Ipernapara
KJlacca aHaJIbI'€TUKOB IS BbIXOJa Ha (ap-
MAIEBTUYECKU PBIHOK.
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SYNTHESIS OF NEW BIOLOGICALLY ACTIVE PYRIMIDINECARBOXAMIDES
CLASS SUBSTANCE WITH HIGH ANALGESIC ACTIVITY

N.A. Buzmakova

Perm Pharmaceutical Academy

The new pyrimidine derivatives were synthesized by the modified three-component Biginelli
reaction. During the screening study of their biological activities the new substance of pyrimidine-5-
carboxamides with high analgesic activity and low toxicity were selected.

Keywords: Biginelli reaction, pyrimidine derivatives, analgesic activity, acute toxicity.

Caenenusi 00 aBTOpe

bysmarxoea Haoedxcoa Anvbepmosna, acnvpant kadeapsl oOIIeH W opraHuveckod xumum, Ilepmckas
rocyfaapcTBeHHas ¢apmaneBtiueckas akamemus (III'DA), 614000, r. [Tepmb, ym. Ilonesas, 2; e-mail:

ledysummer@mail.ru

16

Mamepuan nocmynun ¢ peoaxyuio 25.05.2015 2.



