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B mpencraBieHHOM COOOIIEHUH OMHMCAH CUHTE3 HEKOTOPHIX 3aMEIEHHBIX
mmpazono[ 1,5-a]- u 1,2,4-tpuazono[1,5-a]mupuMUIMHOB U MPOIYKTOB MX aJKH-
JUPOBAHUS, a TAaKKE MPHUBEACHBI PE3yJbTaThl MCIBITAHUNA CHHTE3MPOBAaHHBIX
BEILIECTB Ha MPOTUBOCYAOPOXKHOE AeicTBUE. VI3BECTHO, UTO 1MOI00HBIE CHCTE-
MBI 00JI2/IAI0T BBICOKOH MPOTHBOOIYXOJIEBOW U aHTHOAKTepHainbHOH [ 1], a Tak-
K€ HEHPOTPOIMHOH U NPOTUBOCYAOPOKHON aKTUBHOCTAMU [2, 3].

CuHTe3 HCCIel0BaHHBIX COCIWHEHHWH IMPOBEIEH IO NPHUBEICHHOW HMXKe
cXeMe, BKJIIOYAIOIIel KOHIEHCALUIO O-aMMHOA30JI0B C 3TOKCHMETHIIHMIEHAaLe-
TUJIALETOHOM, YTO TPUBOJUT K TMONyYEHHIO 6-aleTwi-2,7-IuMeTHITpa3o-
no[1,5-a]-(1) u 6-anerun-7-metmi-1,2,4-rpuaszonol 1,5-ajnupumuanHoB (2), a
TaKKe IMOCIeqyIollee alNKUIMPOBaHUE coeluHeHud 1 m 2 MeTwn- u 3THIiO-
JTUTaMU.
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Crnekrpanpao (SJIMP, ¢ ucnons3zoBanuem meroauku NOESY) mokasano,
YTO aJKWIMPOBaHHE WAET HEOJHO3HAYHO M 3aBHCUT OT CTpOEHHUs a3oio[l,5-
a|nupumuanHa. B peakium 6-aneTwi-2,7-auMeTninupasono| 1,5-ajnupumuu-
Ha (1) ¢ ykazaHHBIMU ATKWIHOAWIAMHE Peakius MPoTeKaeT Mo atoMmy azora N-4
MUPUMHUIMTHOBOTO KOJIbLIa U 00pa3yroTest Hoauapl 6-anetun-2,4,7-TpuMeTHINH-
pazouo[ 1,5-aJmupumununus (3) u 6-anerun-2, 7-numetrin-4-3tunnupasosnol| 1,5-
ajmupumuanaust (4), TOrAa Kak COOTBETCTBYIOINUM 6-aretwi-7-metmi-1,2,4-
Tpuazono|[ 1,5-a]nupumuann (2) ankunupyercs ¢ ydactuem aroma azotra N-3
TPHA30JILHOTO KOJIbI[A, YTO MPHUBOAUT K MOJYy4EHHIO Hoauaa 6-anetwi-3,7-am-
meTa-1,2,4-rpuasomno| 1,5-a]mupumunnaus (5).

C uenpro BBISICHEHUS BIUSHUS 6-alleTHIBHON TPYIIBI HA OHOIOTHYECKYIO
AKTHUBHOCTDH a30JIONIMPUMHUIMHOB OblIa M3yueHa aKTUBHOCTH TaK¥Ke COJICH, co-
JepKaIIAX B MOJIOKEHUU 6 CIIOKHOI(PHUPHYIO Tpynny — Woauaos 2,4,7-tpume-
THI-6-3TOKCHKapOoHMIHpasono[ 1,5-ajmupumunuans (6) u 2,7-numernn-4-
3THA-6-3TOKCHKapOoHMIHpa3ono[ 1,5-a|mupumunuaus (7), CHHTE3UPOBAHHBIX
paHee MO aHAJOTHMYHON CXeMe B3auMOJICHCTBUEM S5-aMHHO-3-METHITUPA30Jia ¢
STHIOBBIM 3()UPOM 3TOKCHMETHIIHICHANICTOYKCYCHON KHCIOTHI U TOCIEAYIO-
MM aJIKWIUPOBAHUEM, COOTBETCTBEHHO, PEAKIUSIMHI C METWIIHOTUIOM H STHII-
HOIHIOM.
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Matepuan u metoasl. VcciienoBanre MpoTUBOCYAOPOKHON aKTUBHOCTH
7 coenMHEHWi, a UMEHHO, 6-aneTuin-2,7-auMetTnimupasono| 1,5-ajmupumuuHa
(1), 6-amerwmn-7-metmn-1,2,4-tpuaszono[1,5-ajmupumuauna (2), Hoaumaa 6-are-
Tan-2,4,7-tpumerinmupasono[ 1,5-ajmupumuanaus (3), Homuma 6-anerun-2,7-
TuMeTHI-4-3tunmupasono| 1,5-almupumuauans (4), domuna 6-anetwn-3,7-1u-
metui-1,2,4-rpuaszono| 1,5-aJnupumuaunus (5), oauna 2,4,7-TpuMeTHII-6-3T0-
KcukapOoHminupaszono[ 1,5-ajnupumuauaus (6) wu Homgunma 2,7-mumerni-4-
ATHI-6-3TOKCHKapOoHMIIIpaszono[ 1,5-ajmupumuanaus (7) mpoBoauiau Ha Oe-
JIBIX J1a00paTOPHBIX MbIMIaX o0oero mojia maccoit 18-24 r. Mcmonb3oBaiu
MOJICJIH CYJIOPOT, BBI3BAHHBIX KOPA30J0M (TICHTHJICHTETPA30JI) U AJIEKTpUIeC-
KHM TOKOM [4-7]. O IpOTHBOCYIOPOKHOM ¥ BO3MOKHOM TPaHKBHJIN3HPYIOLIEH
AKTUBHOCTU COEAMHEHWH CYAWJIM II0 MPEAYIPERKICHUI0 KOPA30JIOBBIX KIIOHH-
YEeCKUX CyHopor [4], ABIAIOMIEHCS MOAEIHIO0 MaNBIX CyIOPOXKHBIX MPHUITAIKOB.
KopazonoBble KIOHHYECKHE CYJOPOTH MOJydYadd NMPHU MOAKOXXHOM BBEICHUU
kopazosia B n03¢ 90 Mmr/kr. IIpoTMBOCYIOpPOKHYIO aKTHBHOCTH COEIWHEHUH
OTIPEIETISUNIA TAKXKe MO TPEAYNPERKACHNUI0 TOHUKO-IKCTEH30pHOU (a3bl cymo-
PO’KHOTO TIPHITaIKa MaKCHUMAaJIBLHOTO 3jekTpomoka (MOII), seistomeiics Mo-
JIENTBI0 OOJBIIMX CYJOPOKHBIX MpUNaAKoB. [lapamMeTpsl MaKCUMaIBHOTO 3JIEK-
Tpomoka 50 MA, mmutensHocTh 0.2 ¢, yactoTa kosnebanuit 50 umr/c, Kpurte-
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pHEM OLIEHKU SIBIAETCS MPENyIpexAeHHUEe TOHHKO-IKCTEH30pHOW (a3bl Cyno-
POXHOTO MPHIAIKA.

IMupumunuHbI-ocHOBaHMS (coenuHeHus 1 U 2) BBOAWIM BHYTPUOPIOIIMHHO
B 103ax 50-200 MI/KT BO B3BECH C KapOOKCHMETHIIIICIUTION030# ¢ TBUH-80 3a 45
MHUH JI0 BBEACHUS CYAOPOKHBIX areHTOB M HAaHECEHHUS DIIEKTPUYECKOTO pas-
JpakeHUs, TOra KaK HOMUABl a30J0MUPUMHUIUHNA (coenuHeHus: 3-7), pacTBoO-
pumbIe B Boxe, BBoAIN 3a 30 MUH 10 cynopoxHBIX areHToB 1 MOIIIL. Kon-
TPOJNBHBIM KUBOTHBIM BBOIWIM 3MYyNbrarop. Kaxmayio 103y COeOUHEHUH 1O
KaXIOMY TECTy HM3y4alld Ha 5 >KUBOTHBIX. AHAJOrOM CPaBHEHUS CIYKHIIH
W3BECTHBIM IPOTUBOANMICIITHUECKUM IIpenapaT 3TOCYKCUMU (3apOHTHH), IIPU-
MEHSIOIUICS TPHU JIe4YeHnr abCaHCOB M MHOKJIOHHYECKHX cynopor [8], BBO-
JUMBIA MbIaM B g03ax 50-300 Mr/Kr BHyTpHOPIOIIMHHO, U M3BECTHBIN TpaH-
KBHJIM3ATOp AWAa3eraM, BBOIUMBIN B f103ax 0.1-2.0 mr/kr.

Nzydeno moboyHOE HEMpoTOKcHYeckoe (MHOpETaKCaHTHOE) NEHCTBHE CO-
eIMHEHUH W 3TOCYKCUMHIA B A03aX oT 50 1o 200 Mr/Kr npu BHYTPUOPIOUINH-
HOM BBeleHHH. MUOpenaKkcaluo HCCIeIoBAId 10 TECTY «BpallaroIIerocs
cTepxHs» y Mbimier [4, 9]. C 310l 1enpio0 MBIIIeH MOMEeNad Ha MeTaJuTHde-
CKHUl CTep)KeHb C TOQPPUPOBAHHBIM PE3UHOBBIM MTOKPHITUEM, KOTOPBII Bpariai-
Csl CO CKOPOCTBIO 5 000pOTOB B MUHYTY. Ompenensiy Yucio JKUBOTHBIX, HE
CIOCOOHBIX yIEPXKHUBAaThCS Ha HEM B TedeHue 2 MuH. Ompenensim Takxke oc-
TPYIO CyTOYHYIO TOKCHYHOCTh COCMHEHHUH NPY BHYTPUOPIOIINHHOM BBEICHHU.
st onpenenenunst 50%-upix 3¢ dexTuBHbIX 103 (D/50), BHI3BIBAIONIMIA TPOTH-
BOCYAOPOKHBIN 3 dekT y 50% >KUBOTHBIX, UCIIOJIB30BATIM CTATUCTUUECKUI Me-
Tox npobuT-aHanm3a no Jlutupuneny n Yunkokcony [10].

s TecTUpyeMBIX COCIUMHEHUH ONPEIEISUIM TAKXKE HCCIEN0BATEIbCKYIO
AKTHUBHOCTH TIPH PETUCTPALMM WX CIOHTAHHOTO JIBUTATENILHO-HCCIIEeJ0BATEIh-
CKOT'O MOBEJCHUS Ha MOAW(HUIMPOBAHHON MOZEIH «OTKPBHITOE ITOJIE» Ha KpPbI-
cax (B KaXJOH rpymme 1no 6 ’XuBOTHBIX). Mcnonp3oBanachk ycTaHOBKA, AHO KO-
TOpPOH pa3/eneHo Ha KBaJApaThl U MMeeT OTBepCTHs (sueiku). OmbITHI MPOBO-
JWJINCH B JHEBHOE BPEMSI IIPH €CTECTBEHHOM OcBelleHun. Mccnenyemble coean-
HEHUsS BBOIMIM KpbicaM B HamOoiee 3¢ (deKTuBHOUN 03¢ — 50 MI/KT BHYTpH-
OpromHHO. B TeueHwe 5 MHH 3KCIIEPHMEHTa Yy OIBITHBIX W KOHTPOJBHBIX
TPYII XUBOTHBIX OMPEAESIIOCh KOJIMYECTBO TOPU3OHTAIBHBIX TepeMeIIeHu
(mepeceveHul KBaIpaToOB), OOHIOXMBAHUI SYEEK M BCTABAaHHA HA 3aJHHE JAIKU
(BepTukanbHble Iepemerienus) [11, 12].

AHTHTPEBOXXKHOE, CEJATUBHOE M aHTUACTIPECCUBHOE JICHCTBUE M3ydalld Ha
MBIIIaX HAa MOJIENH IPUTOTHATBHIA KpectooOpa3Hbeii nadupuuTy (IIKJI) [13,
14]. OTo mpunonHsTas HaA MOJIOM KpecTooOpa3Has yCTaHOBKa, MMEIOIIas 110
nape pacrojoKeHHBIX JPYr MPOTHB JPYra OTKPBITHIX M 3aKPBITBIX PYKaBOB.
HopmanbHble )HBOTHBIE MPEANIOYHUTAIOT OONBILIYIO YaCTh BPEMEHHU MPOBOIUTD
B 3aKpBITHIX (TEMHBIX) pykaBax jaOupuHTta. [Ipu sTOM (DUKCHUpyrOTCS Bpems,
MPOBEIEHHOE B 3aKPHITOM PYKaBe, KOJIMYECTBO TIONBITOK 3alTH B 3aKPHITHIC
pyKaBa U BpeMs HaXOXJICHHS B IIEHTPE YCTAaHOBKU. B BbIlIeyKa3aHHOW MOJIENN
HCCIielyeMble COEAMHEHHsS M IIpernapaThl CPaBHEHUS BBOAMJIM BHYTPHOPIO-
IIMHHO JI0 MPOBEJCHUs SKCIEPUMEHTOB. KOHTPOJIBHBIM >KUBOTHBIM BBOJWIIN
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smynbrarop. Pesynbratel oopabateiBanuck cratuctudecku (P< 0.05).

IJKCIepUMEHTATBbHASA YacTh: pPe3yJabTaThl U 00cy:xkaenne. Ooujaa me-
moouka nonyuenusa azonofl,5-ajnupumuounoe 1 u 2. Kunsuenvem c oopat-
HBIM XOJIOJIMIBHUKOM B Te4eHUE 4-6 4 SKBUMOJBHBIX KOJIHYECTB STOKCUMETHII-
WJICHAIICTUIIAIIETOHA, COOTBETCTBEHHO, C 3-MeTHII-5-aMUHONUPa3010M b0 5-
amMuHO-1,2,4-Tpra3oaoM TONy4YaroT 6-aneTwi-2,7-auMerwinupasono|1,5-ajnu-
puvunuH (1) u 6-amerwmn-7-metmin-1,2,4-rpuaszono[ 1,5-a]uupumuaun (2). Bor-
XOJBI, COOTBETCTBEHHO, 1 — 72.6% u 2 — 73%.

Oowan memoouka noOJy4yeHUs Memua- U IMUTHOOUO0E A30710nUPU-
muounoe 3-5. INupazonomupumuana 1 u tpuasomonupumuaud 2 (mo 0.0046
MOJTb) 3aCHITIAIOT B aMMyiy, A00aBmstoT u30bITok — 0.031 Monb (cooTHOMEHNE
1:6.7) cootBercTByromiero womuna — 4.4 r (2 mn) metwitonuna win 4.84 t (2
MJT) STUITHOINIA. AMITYITy 3aIlanBalOT U HATPEBAIOT B KUIIAIIEH BOISHON OaHE B
Teuenue 6-8 u. [lo OKOHYaHWUHM aMIyJy OXJIaXIAIOT, BCKPBIBAIOT, OCAIOK OT-
(UIBTPOBBIBAIOT, MPOMBIBAIOT 3(PUPOM, BHICYIIMBAIOT W IEPEKPUCTATTU3OBEI-
BAaIOT U3 TrekcaHa. Beixoa, cooTBeTcTBeHHO, Homuaa 3 — 1.3 r (87%), Hioquna 4 —
0.95 r (60%), Wiomuna 5 — 1.1 r (75%). CunTe3 Hionuaos 6 U 7 OCYIIECTBIICH IO
METOJIUKE, onrucaHHou [15].

PC3yIH)TaTI)I 6I/IOHOI‘I/IHGCKI/IX I/ICCJ'IGZ[OBEIHI/Iﬁ IMoKasajiv, 4YTO U3YUCHHLIC CO-
CIMHEHUS U 3TOCYKCHMUJ HE MPOSBISIFOT aHTHAIEKTPOIIOKOBOro JeicTBus. B
no3e 200 MI/Kr y WCCIIEZIOBaHHBIX COCIMHEHHH W CPaBHHBAEMOTO 3TOCYKCH-
MH/JIa HE BBISIBICHO MUOPEIAKCAHTHOTO AeHCTBUSA. OMHAKO Y COCTUHEHUM BHISIB-
JIeH aHTaroHu3M c Kopaszonom. A3zomno[1,5-ajmupumuauasl B no3e 50 Mr/kr B
TOM WM MHOM CTENEHU MNPOSBISIOT aHTUKOPAa30ioBoe AeiicTBue. JlaHHBIE O
AHTHKOPA30JIOBOW aKTUBHOCTH HawboJiee aKTHUBHBIX M3 HUX — HOAUAOB 3-5
npenacrarieHbl B Ta0a. 1. OctanbHble coefuHeHus NposBisioT 40%-Hyto 3¢-
(eKTHBHOCTh. B Tabnuile MpencTaBleHO TAKKe JCHCTBUE 3TUX COCTUHECHUN M
pedepeHTHBIX MPenapaToB Ha MOJIEITH «OTKPBITOE MOJIEH.

Tabéauua 1
IIpoTuBocyA0poOsKHASI M HCCJIEIOBATENBCKASI AKTUBHOCTH COeINHEHU
N 3, 4, 5 u pedpepeHTHBIX MpeNnapaToB

KommaecTBo (B aOCOMIOTHBIX 3HAUEHHAX 32 5 MUH)*
Coexunete AHTaroHusm c ——
’ KOpasoJioM p BEPTHKAIBHBIX | OOCIIETOBAaHHBIX
21032, MI/KT HEIX
(5Ms0, Mr/Kr) . THepeMeleHnit PR
nepeMeeHH
Konrpoxs : 108422 58+19 14403
(sMynBrarop)
3(50) 34 (22.6 = 57.0)* 13.8+2.38 86+1.4 2.2+£0.5**
4 (50) 125 (104.2+ 150) 144+25 56+1.2 2.3+£0.4**
5 (50) 41 (22.5+59.2) 9.2+37 6.6+2.8 25+0.5**
ég%‘;y“c“'““ﬂ 155(117.5+204.5) 124435 6.6+1.1 15404
Juazenam (2) | 0.51 (0.39 + 0.69) 25.6 £4.2%* 14.0 £ 2.4** 4.5+ 1.3%*

* JloBepuTelbHbIE HHTEPBaNBI IPU ypoBHe BepositHocTu P = 0.05.
**Paznuuusi CTATUCTUIECKU 3HAYUMBI TI0 CPABHEHHIO C KOHTPOJIEM.
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Kak BugHO 13 Tabmutpsl, J/s) H3y4eHHBIX COSAMHEHUH 110 aHTarOHU3MY C
KOpa30JIOM HaxoAuTcs B mpeaenax ot 34 mo 125 mr/kr. [lo aHTHKOpa3010BOM
AKTUBHOCTH HCCIIEAyeMbIe COCIMHEHHS IMPEBOCXOAST CPaBHUBAEMBIH aHAIOT
ATOCYKCHUMHUI, HO YCTYMaroT Auazernamy. [1o HelpOTOKCHYHOCTH BCE BBITIEYKa-
3aHHBIC COCUHCHHUS MPOSIBIIIOT OJMHAKOBOE JCHCTBUE B CPABHEHUU C 3TOCYK-
CUMHJIOM, a Jha3ernaM HaMHOTro HelpoTokcnuyHee. DakTUYECKH MO 3alUTHOMY
WHJIEKCY HcclenyeMbie womuapl aszouof 1,5-a]mupumuannus 3-5 GesomnacHee
ATOCYKCUMHJIa TIO MPOSBISEMOMY HMMU MOOOYHOMY HEHPOTOKCHYHOMY 3-
dexry.

B noBeneHueckoll MOAEIN «OTKPBITOE IOJIE» Y KPBIC KOHTPOJBHOM IpyIi-
bl KOJTMYECTBO TOPU3OHTAIBHBIX IepeMenieHnii coctapisuio 10.8, BepTUKamb-
HBIX — 5.8, a 00cenoBaHHbIX stueek — 1.4 (Tabm. 1). MccmenyeMblie coeTMHEHNS
BBI3BIBAIOT HEKOTOPHIE M3MEHEHWs TOoKa3aTellell TOBEACHHS 0 CPABHEHHIO C
koHTponeM. [Ipu BBenennn coenmuenuit N 3, 4, 5 u 3TocykcuMuaa TOPHU30H-
TaJIBHBIC, BEPTUKAJIBHBIC MCPEMECIICHUA MCHAIOTCA CTATUCTUYCCKHU HEC3HAYUMO,
a NPpUMCHCHHE AHasCliaMa CTaTUCTUYCCKU AOCTOBCPHO MNPUBOJUT K YBCINYC-
HUIO BCEX TOKaszareiei (aktuBupytomnee neiicTBrue). CTaTHCTUYECKH TOCTO-
BEPHO YBEJIUYMBACTCSA KOJUYECTBO OOCICAOBAHHBIX SUCCK IOCJC BBEICHUS U
OTO6paHHbIX COC[II/IHCHI/II\/'I, " JuascriaMa, T.C. UMECT MECTO BBIPAKCHHOC aHTHU-
TPEBOXKHOE JIEWCTBUE HCCIEOBAHHBIX COSAMHEHUH 1 THa3zeraMa B OTIUYHE OT
ATOCYKCEMUIA.

Ha Monmenu «IIpUNOAHITOrO MEPEKPECTHOIO JIAOMPUHTA» KOHTPOJIBHBIC
YKUBOTHBIE NIPEHMYIIIECTBEHHO HAXOSTCS B 3aKPBITHIX pyKaBax (Tadi.2). B skc-
nepuMeHTanbHOUM Mojenu crpaxa — [1KJI BBeneHrne coeNMHEHMI, a TaKXKe CpaB-
HUTEIBHOTO TIperapara Jua3ernama IpruBeio K CTATUCTUIECKH 3HAUMMOMY CHU-
KEHUIO BPEMEHH HaXOXKJIEHHsI KUBOTHBIX B 3aKPBITBIX PYyKaxX, PU 3TOM TaKkKe
YMCEHBIIACTCA YMCJIO 3aX0J0B B 3aKPBITHIC pyKaBa.

Taoauna?2
Binsinue coemunennii N 3, 4, 5 n aHa10roB Ha MOeIH IPUMOTHATOrO
KpecTooopa3Horo jJadupunta» (5 MUH UCC/IeIOBaAHUIA)

[Ipenapar, Bpems Haxox- Yucino Bpewms HaxoxneHus | Bpems Ha-
1034, JICHUS B 3aK- 3aX0JI0B B B LIEHTpE, c* XOXKICHHS B
MI/KT PBITBIX pyKaBaX, | 3aKpBITHIE OTKPBITBIX

c* pykaBa* pykaBax, c*

Kontpos 273.6 £22.0 4.8+0.8 21.8+5.0 -

3 (50) 199.0 £18.0** | 3.4+0.2** 87.4 £10.0** 106 +7.0**

4 (50) 212.0 +£32.0 ** 3.6 £0.4** 80.1.0 £6.0 ** 7.9+3.2*%*

5 (50) 231.0+250* | 40+05** 60.0 £ 7.0 ** 9.0 + 3.0**
3T°°({';‘6*)‘M”ﬂ 2800 £420 | 3.8+0.8** 26.0+6.0 3.0+ 1.2%
Huazenam (2) 213.2+31.0** | 25+0.6 ** 50.8(42.3+61)** 16.0 £ 5.0**

*P <0.05.
** Pa3znuausi CTaTUCTUYECKH IOCTOBEPHBI TIO CPABHEHHIO C KOHTPOJIEM.
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[locne BBeneHMs HCCIEAYEMbIX COCIUHEHUH, KaK U AUa3enamMa, )KUBOTHbIE
MHOTO BPEMEHH HaXOJSATCS B LEHTPE B OTIIMYHE OT KOHTPOJIBHBIX, YTO MOXKET
CBUJIETENBCTBOBATh O HEKOM 3aIIUTHON PEaKLMK UCCIETyEMBIX coeAuHEHU. B
mo3e 50 MI/KT mom BO3ACHCTBHEM BCEX OTOOPAHHBIX COCAMHCHHWHA W IHa3erama
XKUBOTHBIE CTATHCTHYECKH TOCTOBEPHO JOJIFOE BPEeMsSl HAXOISITCS B OTKPBITHIX
pYKaBax B OTJIIMYHME OT KOHTPOJIS, UTO YKa3bIBaeT Ha TO, YTO y COCITUHEHUH BBI-
SIBJICHO BBIPAXKCHHOE aHKCHOJIUTHYIECKOE JCHCTBHE.

Takum 00pa3zoM, MPOBEACHHBIE UCCIEIOBAHMUS [TOKA3ald, YTO HOAUIBI M-
pasouno[ 1,5-a]lnupumununns 3, 4 u 1,2,4-rpuazono[l,5-ajnupumuannus 5 npo-
SIBIISIIOT TIPOTHBOCYIOPOXKHOE JAEHCTBHE II0 TECTY KOPa30J0BbIX cynopor. OHu
MeHee HEHPOTOKCHYHBI, 4YeM (DYHKLIHMOHAIbHbBIE aHAJIOTH ATOCYKCUMM[ U AHa-
sernaM. OtoOpannbie coenunenus N 3, 4, 5, kak 1 quazenam, MPOSIBIIAIOT TAKKE
AHKCHOJINTHYECKOE JIeiicTBHE.
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CuHTe3 M HcciIeJ0OBaHNe NIPOTHBOCYI0POKHOH AKTHBHOCTH
a30J10[1,5-a]nMPpMMUINHOB U MPOIYKTOB X AJTKHIHPOBAHUS

HccnenoBanock NpOTHBOCYAOPOKHOE JIEHCTBHE CEMH HOBBIX COEAMHEHHWI — a30-
J0[1,5-a]nMpUMUAMHOB M MPOJIYKTOB UX ajJKWiIMpoBaHUs. ONbITE NPOBEAEHBI Ha JBYX
CYZOPOKHBIX MOJIETISIX: KOPa30JIOBBIX CYJ0pOrax M MakCUMAaJIbHOM 3JIeKTpouIoke. M3y-
YEHO TaKke M0OOYHOe HEHPOTOKCHYECKOe (MHOpENaKCaHTHOE) JICHCTBHE 3THX COEIH-
HeHuil. M3ydeHa uccienoBaTenbekas aKTHBHOCTh OTOOPAHHBIX TPEX COETUHEHHH, a
TaKXKe HMX aHKCHOJIHTHYecKoe neiicTBue. CpaBHEHHME MPOBOAMIHM C TPOTHBOIIHIICI-
TUYECKUM TIPEernapaToM — 3TOCYKCHUMHUIOM, a TaKkXKe C TPAaHKBHIM3AaTOPOM — JHa3erna-
MoM. [TpoBeieHHBIC HCCIICAOBAHUS TOKA3aIH, YTO HOauIbI 6-aneTuia-2,4,7-TpUMeThI- |
6-auetni-2,7-aumernn-4-stunnupasono| 1,5-alnupuMuanHus, a Takke 6-anetwi-3,7-
aumeti-1,2,4-rpuaszono[1,5-a] MUpUMHIMHES IPOSBISIOT TPOTHBOCYIO0POKHOE MEHCT-
BHE IO TECTY KOPa3oJIOBHIX cynopor. OHM MeHee HEHpOTOKCHYHBI, YeM (YHKIIHO-
HaJlbHBIEe aHanoru. Ha Mozmenu «OTKpBITOE IMOJIEY» UCCIEAOBAHHBIE COEAMHEHHs], KaK 1
JMa3enaM, CTATHCTHYECKH JOCTOBEPHO YBEIMUYHMBAIOT KOJMYECTBO O0O0CIIETOBaHHBIX
SlUeeK, T.e. HIMEET MECTO BBIPAXXEHHOE aHTUTpPEBOXHOe JeiicTBue. Ha Momenu «mpu-
MOJHATHIN KpecTooOpasHblil tabupuaT» (ITKJI) nccnenoBaHHbIE cCOeMHEHUs U anase-
1aM MPOSIBISIOT aHKCUOTUTUYECKOE JIeHICTBHE.
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22 QUU prpuljhg wungud Q. 2. Twhwgnijjub, (k. @ Mupnuhljumb,
U. M. Fojuijusyuily, b. U. Luqupyui, 9. 4. Twphpjui

Uqnn[1,5-aJujhppuhnhtlikph b npuibig ugihjiwi wpquuhpbph uhiphqp
b hujugugnidughtt hwunym pyniiibph mumdbwuhpnipinip

Mumdbwuhpyl] £ jnp unp dhwgmpinitubph® wqnin[1,5-aJypphdhghutph b
npuig wjjpjdwt wpquuhpubph hwlwugugnidwhtt wqnkgnipniup: ®npdbpht hpw-
Ywlwgyl] ko bpym gagmuwghl dnnkjiabph Jpu' Ynpugnpughtt ghgnidibp b wowyb-
wmgnyt fEjupwonly: Nuumdtwuhpdl] b twb dhwgnipyniiubph Ynnduwlh bbpn-
wnpuhl] (Ujutwpnijuging) wqpkgnipniiin: Zknwqnundl) b pinpdus tpkp dhwugnt-
pintutph hbnwgnunujut wjnhynipiniup, hywhu twb pputg wipuhnjhnhly wqnk-
gmpibp: Zwdkdwnmpnit E junwp]l) hwponth howbyghbynhl giqudhengh
Epnunijuhupgh, husybu twb mpwiyyhihquuinp phuqbyuuh hbn: Munidbwuhpnt-
piniuttpp gnyg Eu wdby, np whpwagnin[1,5-ajJyhphdhghtthnidh b 1,2,4-mphwqgnn(1,5-
aJyhppuhnhuhnidh npny jnphnubp gnigupkpnud o hwjugugnidughtt wjnhynipmniu
Ynpuqnih htnn wiunwgnuhquh phunnyg: Fpwbp wykh phy thjpnunpuhl th, pwl
dntuljghnbiwy wdwbwlubkpp: Cuwnpdws dhwgnippitiubpp «pug nuownh» dnpknid,
hsytu b phuqbyudp, Jhdwljugpnpkt hwjuwunh dkdwugunid tu hinwugnundws pehe-
ukph phip, wjuhtiph welw E plngdyus hujunwghuyuyht wqpkgnipnii: «Rwupd-
pugywé puwswdl jwphphtpnup» dnpkiny ntunidbwuhpyws dhwgnipniuiubpp phw-
qiyudh tdwt gnigupkpnid Eu wapuhnjhinhl] wqntgnipmii:
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A. P. Boyakhchyan, I. M. Nazaryan, V. K. Gharibyan

Synthesis and Study of the Anticonvulsant Activity of
Azolo[1,5-a]pyrimidines and Their Alkylation Products

The anticonvulsant effect of seven new compounds: azolo[1,5-a]pyrimidines and
their alkylation products was studied. The experiments were carried out on two
convulsive models; corazole convulsions and maximum electroshock. The side
neurotoxic (muscle relaxant) effect of these compounds has also been studied. The
exploratory activity of selected three compounds, as well as their anxiolytic action, was
studied. A comparison was made with the antiepileptic drug ethosuximide, as well as
with the well-known tranquilizer diazepam. Studies have shown that some alkyliodides
of the pyrazolo[1,5-a]pyrimidines and 1,2,4-triazolo[1,5-a]pyrimidines exhibit
anticonvulsant activity according to the corazole seizure test. They are less neurotoxic
than the functional analogues. In the «open field» model, the selected compounds, as
well as diazepam, statistically significantly increase the number of examined cells, i.e.
there is a pronounced anti-anxiety effect. On «elevated cross maze» model, the studied
compounds and diazepam exhibit an anxiolytic effect.
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