62 KPATKMWE COOBIIEHM A
Ta6auua 1. CTpykTypa HOBBIX IPOU3BOIHBIX AMUHOYpAIINIIA
CoennHenue R1 R2 X
| CHy(n-CgH,OCsHs) H CBs3b
I CH,C(O)CeHs5 H CBs3b
11 CoHsg H CBs13b
\Y C,Hs CHs; CBs13b
V CH,CgH5 H CBs13b
VI CH,CgH5 CHs; CBs13b
VIl CH,CgH5 H N(CsHs)
VIl CHs; H N(CsHs)
IX CHs; H N(CHy)
X CH,CgH5 CH; N(CHy)
Tabaunua 2. Du3nko-XUMHUIECKUE CBONWCTBA Pou3BoIHbIX 5-(N-nunepasuno) u 5-(N-nupposuauno) ypammina
CoennHeHHE BH;OOH’ T.111.,°C Bpytro-dopmymna (CHCI:;;Ma)
| 85 198-200 C1H16NLO, 0,56 (B)
I 54 229230 Ci16H17N305 0,31 (B)
11 56 154-156 C11H17N305 0,77 (A)
1V 64 158-159 C1oH1gN3z05 0,75 (A)
\ 55 155-157 C16H10N305 0,65 (B)
VI 60 202-203 Cy17H21N305 0,78 (A)
VIl 53 163-165 CoHouN,O5 0,41 (C)
VIl 61 192-194 C,1H51N3O5 0,56 (B)
IX 57 291-293 CoH1aN,O5 0,69 (C)
X 54 184-186 Cyi7HoN,O5 0,28 (C)

Mpumeuyanue: A —Dranon /Juxnopmeran (1: 9)
B — Dtunauerar
C — Dranon /[Iuxnopmeran (2 : 8)
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CHUHTE3 U UCCJEJOBAHUE IICUXOTPOITHOM
AKTUBHOCTHU HOBBIX ITPOU3BOJHBIX
5-(N-IIMPPOJIMJIUHO)- 1
5-(N-IMMAMEPA3HUHO)-YPALIUJIA
Kyb6exoB K.B., Apanaceesa E.C.,

Koganes JI.I'., OzepoB A.A.

HUH ¢papmaronocuu Borl MY,

Boneoepao

B Hacrosiiiee Bpemsi TOYHO YCTaHOBIJIEHO, YTO CO-
CIMHEHHUS, COJICpXKAaINe B CBOCH CTPYKType (parMeHT
MUIepa3suHa, COCAMHEHHBIN C TeTEePOIMKINYCCKOW CHC-
TEMOM, 3apEKOMEHIIOBAIM Ce0s KaK AKTUBHBIC IICUXO-
TPOIHBIE CPEJCTBA C BHICOKUM a(HUHUTETOM K CEPOTO-

HUHOBBIM perieniropam [1,2,3,8]. Pesysnbratsl uccnenosa-
HUsI (apMaKoJOrMYEeCKUX CBOWCTB NPOU3BOJHBIX MHPH-
MUJIMHA MO3BOJISIOT PAacCMaTPUBAaTh UX B KadecTBE JIH-
TaHJOB K HHTPAlEHTPAJIbHBIM pelenTopaM MCHXOTPOI-
HBIX areHTOB [7], YTO JeaeT MepCIeKTUBHBIM U aKTyaslb-
HBIM TIOMCK HOBBIX IICUXOTPOIIHBIX JIEKAPCTBEHHBIX
CpelcTB Ha UX OocHOBe. HekoTOphle NCHUXOAKTHUBHBIE CO-
eIMHEeHHs, NIMEIOTNE CXOMHBIN (hapMaKkoIOTHIeCKuil 3¢-
(eKT ¢ MUIepasnHOBBIMU IPOU3BOIHBIME, UMEIOT B CBO-
€M cocTaBe mpoodpa3 MUPPOJIHIUHOBOrO Hukiua [4], B
CBSI3U C YEM IIEJICHAIPABJICHHBIA CUHTE3 U HCCIEA0BaHUE
MCMX0(apMaKOIOTUIECKUX CBOWCTB HOBBIX IIPOH3BO-
HBIX HNUPUMHIUHOBOTO pAJa, NONOJHUTEIHHO COJepikKa-
IMX THPPOJIUAMHOBBIC W IMHUIIEPA3HHOBBIC (DPArMEHTHI,
HPEACTABIIACT 3HAYUTEIbHBIA TCOPETUUECKUN U IPAKTH-
YeCKUM uHTepec.

C 1enpio MOMCKa HOBBIX M CEJIEKTUBHBIX aHKCHOJIU-
TUKOB U aHTUACTIPECCAHTOB HAMH OBLII CHHTE3UPOBAH PS
MIPOU3BOHBIX S-aMUHOYypaIliiia, aMHHOTPYIIIa KOTOPBIX
B moniokeHun C-5 MUPUMUIMHOBOTO siIpa BXOIUT B CO-
CTaB NUPPOJUAMHOBOIO WIH MUIEPA3UHOBOIO LIUKIIA.

B kauecTBe UCXOIHBIX COEAMHEHUH ISl CUHTE3a Lie-
JIEBBIX BEIIECTB OBLIN MCTIONB30BaHBI YpaIiiI u 6 - MeTu-
JIypanui, MOCAeAHUN MoTydyanu KOHIEHCAlUe aleToyk-
cycHOro a¢upa ¢ MoueBuHOM [5]. Yparwisl 6Gpomuposa-
JINCh B Cpelie BOJHOM YKCYCHOM KHCIIOTBHI U B JaJIbHEM-
meM noasepranuck N - amKuIMpoBaHHIO & - XJopadupa-
MH WM PEaKIHOHHOCIIOCOOHBIMH OpoMHIaMH. a-
X10pahuphl CHHTE3UPOBAIM M3 COOTBETCTBYIOLIUX CIHP-
TOB ¥ (popmasipaeruaa no peakiyuu Aupu [9]. Ankunupo-
BaHUE OCYIIECTBIUM 1O Merony [ mnbepra-/[)xoHCOHA,
JUtst 4ero 5 - Opomypariuit u 5 — 6pom — 6 - MeTHITypanuI
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KPATKHE COOBIIEHMA

MPEBPAIIAId B COOTBETCTBYIOIIUE TPUMETHICHIMIbHbIC
MIPOU3BOJIHBIC ITyTEM KHIITYCHHS B Cpelie TeKCAMETUIIIH-
cwiiazaHa. AJKWINpOBaHKUE @ - xyopadupamu, heHarmi-
OpoMuaoM WK n-(eHOKCHOCH3UIOPOMHUIOM ITPOBOIIITH
B cpene 6e3BogHOrO 1,2 - MUXIIopaITaHa 1mo crocooy, Omu-
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CaHHOMY HaMH pasee [6]. 3akimo4nTeIbHOE aMHHHPOBA-
HHE TPOTEKAJIO MPU KUISTYCHUH B cpejie M30BITKa MHPPO-
JUIMHA, METWIITUIEpa3uHa Win (peHMImunepasHa ¢ uc-
MOJTb30BaHNEM O€3BOAHOTO 2-OyTaHONA WM 3TOKCHITa-
HOJIa B KAYECTBE PACTBOPUTEINS 10 CXEME!

0 HN X 0 ﬁx
HN | B ~ HN | NJ
O)\N R 07 N R'
||?2 ||?2

rae X = opaunapHas cBsizb, NCH3, NCgHs;

Rl = H, CH3,

R2 = H, CH20C2H5, CH20CH2C6H5, CH2C(O)C6H5,
CH206H4(I’1'OC6H5).

HccnenoBaHue MCUXOTPOMHBIX CBOMCTB CHHTE3UPO-
BaHHBIX COCAMHEHUI OCYIIECTBIISUIOCH C HCIOJIb30BAHH-
€M TPaJUIMOHHBIX MoOjeiel (apMaKoIOru-4ecKoro
CKPUHHHTA iN VIVO — TecTa «OTKPBITOE MOJIE, IPHUITOIHS-
TOTO ILTKOC»-JIA0MPHUHTA, TecTa (POPCHPOBAHHOIO IUIABA-
HUsI, BBIPAOOTKH YCJIOBHOM peakiMu MacCHBHOTO u3bera-
HUA U ONPEACJICHUSA Iopora GOHGBOI‘/’I YYBCTBUTCIILHOCTH
IIPU IIEKTPOPA3PaXKEHUU MEPEMEHHBIM TOKOM. OIBITHI
OBLIH BBIMOJIHEHBI HA O€JIBbIX OECIOPOAHBIX Kpbicax 000e-
ro nona maccoit 180 - 250 r. Mccnenyemble BeriecTBa B
(bu3HOIOrMYecKOM pacTBOpe (OMBITHBIM TPYIIam) WU
¢dusronoruyeckuii  pacTBop (KOHTPOJBHBIM TPYIIaM)

Tab6auna 1. CBoiicTBa CHHTE3NPOBAHHBIX COSAMHEHUH

BBOJIWJIM BHYTPUOPIOIIMHHO 3a 1 4 10 Havana TecTUpoBa-
Hud B no3ax 10 u 50 mr/kr.

YCTaHOBIICHO, YTO CPEIU BCEX U3YyUYCHHBIX BEIICCTB
coequaennst |V u VI B 00enx HCCIIENOBAHHBIX H03aX
MPOSIBWIN B TecTe ()OPCUPOBAHHOIO IUIABAHHS BBIPAKEH-
HYI0 aHTHJIETPECCAHTHYIO aKTHBHOCTh. OJHAKO coeau-
Henue |V yBeNMUYMBANIO TAaK)KE [BUTATEIbHYIO M OpUECH-
TUPOBOYHO-HCCIIE/IOBATENILCKYI0 aKTHBHOCTh B TECTE
OTKpBITOE ToJe». Takum 00pa3oM, MOXKHO MPEAINoJio-
®uTh, uT0 1-GeHzmnoxcumeTui-5-(N-mupponuanHo)-6-
metmnypanun (VI), He okas3biBas IICHXOCTUMYITHPYIOIIE-
ro JeicTBUs, 00JIaaeT OTYCTIUBBIMU AHTHICIPECCAHT-
HBIMH CBOMCTBAMU U MOKET CIIY)KHTh OCHOBOU IS JaJTh-
Helfimedl HanpaBlieHHOW MOJM(UKALUK C IENBI0 YCHIIe-
HUSI BBISIBJICHHBIX TIcHX0dapMakoigorunaeckux 3hhexTos.

Coenu- R R2 X Boixon, T.m., BpyrTo- R¢
HeHMe % °C ¢dopmyna (cucrema)
| H CHACoHy(n- CBs13b 85 198-200 Co1H21N30;5 0,56 (B)
OCeHs)
I H CH,C(O)C¢Hs5 CBsi3b 54 229-230 C1eH17N303 0,31 (B)
11 H CH,0OC,Hg CBsi3b 56 154-156 CuH17N305 0,77 (A)
1\ CHj3 CH,0OC,Hsg CBsi3b 64 158-159 C1oH19N303 0,75 (A)
V H CH,0CH,C¢H5 CBsi3b 55 155-157 CisH19N303 0,65 (B)
VI CHj3 CH,OCH,CgHsg CBsi3b 60 202-203 C17H21N305 0,78 (A)
VIl H CH,OCH,CgHsg N(CgHs) 53 163-165 CoH24N4O3 0,41 (C)
VIII H H N(CgHs) 61 192-194 C14H16N4O; 0,56 (B)
X H H N(CH3) 57 291-293 CgH1sN,O, 0,69 (C)
X CH3 CH,0CH,C¢Hs5 N(CH3) 54 184-186 C17H2N4O3 0,72 (A)

Mpumeuanue: A —stanon-auxiopmerad (1: 9); B —stunanerar; C —stanoun-nguxinopmeras (2 : 8)
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