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Bu3sHaueHHA Kopenanii
«CTPVKTYPa-MPOTUCYAOMHA
AKTUBHICTb» B PAAY MOXigHUX
1-apun-4-R-5-merun(amixo)-
1,2,3-rpnasony(1H)

JI. 0. Ilepexopa, B. A. Teoprianny,

Hauionanbuuit papmaneBTuuHmit yHiBepcuret, Xapkis, Ykpaina

Pe3iome

Bynu nposepneHi kKoMn'toTepHuit
IIPOTHO3 1 JocnifgKeHHA IPOTUCYLOM-
HOI aKTMBHOCTI paHiure cMHTE30BaHUX
TPbOX TPYI moxigHux 1l-apun- 4-R-5-
MmeTui(amino)-1,2,3-rpuaszony(1H). Pos-
paxoBaHi ¢pisuko-ximiyHi mapameTpu
MOJIeKYJl Ta TIPOBELEH WU KOPENALiNHUN
aHajli3 3 MeTO BUABJEHHSA 3aJ1€HOCTL
Bij HUX BENIWYUHU NPOTUCYLOMHOI
aKTUBHOCTi B Halbinbul mepcrekTus-
Hill rpyni aninipis 1-apun-5-metun-
1,2,3-tpuason(1H)-4-kap6oHoBoi kuc-
notw. [lpoBeneHi focninxeHHA MOKa3y-
10Tb, 110 B ZOCiKYBAHOMY PALY CIIONYK
CIIOCTEPiraeThCA CTATUCTUYHO 3HAYYIIA
3aIeXHICTb MPOTUCYAOMHOI aKTUBHOCTL
Bin iHpexcy pedpaxuii Ta rycTusm.
B ui#t rpymi cronyk MaTeMaTuyHe 06-
IPYHTYBAHHA NOWYKY IPOTUCYLOMHUX
areHTiB € JOCUTb MEPCIEKTUBHUM.
KniwouoBi cnoBa: kopenauis, disuxo-
ximiyHi mapameTpu, mpoTUCYLOMHA
aKTUBHICTD, 1,2,3-TpUason.

KnuH. napopmar. n Tenemegp.
2011. T.7. Bbin.8. c.93-97

Beryn

CyyYacHi focarHeHHs B obnacTi Kom-
OiHaTOPHOI XiMmii TiCHO MOB'A3aHi 3 BUpI-
WeHHAM NpobremMu po3KpUTTS 3B'A3KY
CTPYKTYpPU PevyoBUH 3 ix BionoriyHotwo
aKTUBHIiCTIO. MpK uboMy HeobXigHO
BpaxoByBaTu, LLO METOIO Linecnpsmo-
BAHOMO CUMHTE3Y € He TiNbKW CMONyKK
3 BUCOKOIO BIONOri4YHO0 aKTUBHICTIO,
He MeHLW BaXnMBolo npobnemoto
€ ONTUManbHi PapMakoKiHeTVYHI napa-
MeTpu ix BioTpaHchopmauii. KinbkicTb
akTOpiB, WO BNAMBAOTL Ha dapMa-
KOMOFiYHY aKTMBHICTb AOCUTb Benuka,
TOMY BpaxyBaTu iX B MOBHOMY 0bcA3i
BaXXKKO. B TenepilHin Yac HaMIiTUBCA CUC-
TEMHUW NIAXiA 0O BUPILLEHHS Li€l Npo-
Onemun, Akt 6a3yeTbCs Ha BUKOPUC-
TaHHI KOPenALUiINHUX 3a1eXHOCTEN MiX
napameTpamm GionorivHoi f4ii pe4oBuH
Ta iX MONEKYNSPHUMUN AeCKpUNTopamm
i33aNy4YeHHAM CyHaCHUX KOMN'IOTEPHNX
TexXHonorin. Takum nigxig 40 BUBYEHHS
3B'A3KY «CTPYKTYpPa—aKTMBHICTb» JO3BO-
JIIE NPOrHO3yBaTU MOXMBY BioNoriyHy
Lil0 HOBUX CNONyK Ta MOAMDIKYBaTH fito
BXE ICHYIUYMX PEYOBUH LWIISAXOM BBeE-
IeHHSA BUKOYHO NOTPIOHMX 3aMiCHMKIB.
Lle nae moxnumBicTb BUGOpY cnonyk As
nofanblWoro cMHTesy 6e3 npoBeaeH-
HSi eKCcrnepuMeHTiB Ha nabopaTopHUx
TBapuHax, Ta Hafae MOXMBICTb No3a
OpraHiaMoM BMBYaTW Lit0 Pi3HUX dak-
TOPIB, WO 34aTHI NPOABNATM MoLenio-
o4y Lito, KOPUCTYIOHYUCh MPOrpamMamu
KOMMN'IOTEPHOr0 MOLEMOBaHHS.

dapmakounrdopmaTura

Marepianu
Ta METOAUN
nocnipKeHHA

MeTot Halworo fochigXeHHs byno
3[INCHEHHSA dhapMaKkonoriYyHOro cKpu-
HIHTY CMHTe30BaHWX paHiwe B HDaY
CNONYK 3 pi3HUX rpyn noxigHumx 1,2,3-1pum-
aszony(1H) Ha NPoTUCYAOMHY aKTUBHICTb,
a TakoX BCTAHOBJIEHHS 3aKOHOMIPHOC-
Ten 3anexHocTen «byaoBa—aKTUBHICTbY
[1=3]. LocnigxeHHs npoBOAMNOCL NS
TPbOX FPyn CNONyK, WO BiAPI3HAOTLCA
3a CcBOEto OyaoBoto:

* aHinign 1-apun-5-metun-1,2,3-
Tpuaszon(1H)-4-kapboHoBOT KNCNOTK
(25 cnonyk);
« noxigHi 1-apun-4-(n-6pomdeHin-
cynbdoHin)-5-metnn-1,2,3-tprasony(1H)
(17 cnonyk);
e noxigHi 1-apun-4-(n-ankindexin-
cynb®oHin)-5-amiHo-1,2,3-Tpmnazony(1H)
(10 cnonyk).

Bci cuHTe3oBaHi peyoBuHM Byno nig-
[aHO po3paxyHKy MOTeHUiNHOT dhapma-
KOMOriYHOI aKTWUBHOCTI 3@ NporpamMoio
PASS [4-5]. 3rinHo KOMN'IOTEPHOrO Npor-
Ho3y noHag 80% peyvoBWH 3 rpynu aHi-
nigis 1-apun-5-metunn-1,2,3-tpunazon(1H)-
4-KapOOHOBUX KMUCOT MaloTb BUCOKY
BiPOriAHICTb NPOSABY NPOTUCYAOMHOI
akTmsHocTi (Pa Big 0,507 go 0,660;
Pi < 0,5). MporHo3 dapmMakonoriyHoli
aKTMBHOCTI, Wwo byB npoBefeHUn Ans
noxigHux 1-apun-4-(n-6pomdeHincyns-

KnuHunyeckas nHdopmatnka n TenemenmumHa 2011, T.7. Bbin.8.
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4-OC H,.
R*=H; 3-Cl; 5-CH, ;4-CH,.

R=4-OCH,; 2-OCH,;4-OCH,; 4-CH_;

2-CH,.
R'=H; 3-Cl; 5-Cl; 2-CH,; 3-CH,.
Rz = H; 4-CH,; 3-CH,; 2-F; 4-F;

R=4-0CH;; 4-OC,H,; 3-CH,; 2-F;
2-Cl; 3-Cl.
R'=H; 4-CH,; 5-F,; 4-Br; 5-OCH,.

R=H; 4-CH,; 3-CH,; 4-F; 4-Cl; 3-Cl.
R'=H; Et; t-Bu.

doHin)-5-metun-1,2,3-tpmnazony(1H)
LIOBIB, IO Y LbOMY psiay NepenbadaeTbcs
NOCUIEHHA NPOTUCYAOMHNX BNACTU-
sBocTen (Pa Big 0,507 no 0,744; Pi < 0,5).
LLlo cTocyeTbcs noxigHux 1-apun-4-
(apuncynbdoHin)-5-amiHo-1,2,3-Tpuma-
30ny(1H), y BiANOBIAHOCTI 3 AaHUMM
KoMn'totepHoro nporHosy PASS, ana
OiNbWOCTI CNOMYK LbOro Kiacy aHTueni-
nenTn4Ha Ais NpUTamMaHHa B MEHLIN Mipi
(Pa=0,544 no 0,609; Pi < 0,5) [5].
TakMM YMHOM, KOMN'IOTEPHUI aHani3
[I03BOJSIMB MPOBECTN NEPBUHHY BUOIpKY
CTPYKTYp cepefl CUHTe30BaHUX peyo-
BWH, SIKi MOXYTb NOTPanNUTK B KaTeropito
NOTEHLINHUX NPOTUCYAOMHWNX areHTiB
i cNnaHyBaTW NpoBeAeHH:A A5 HUX dap-
MaKOMOTIYHUX OOCTIAXEHb.
EkcnepvMeHTanbHe BMBYEHHS NpPO-
TUCYOOMHOI akTUBHOCTI NPOBOANNOCH
Ha Kadbepi TeXHOMOTIi NiKiB Ta KNiHIYHOT
hapmakonorii 3 hapmaLeBTUHHOIO OnNi-
KOO IHCTUTYTY NiABMLLEHHS KBanidikauii
cneuianicTie dpapmail HauioHansHoro
papMaLeBTUYHOMO YHIBEPCUTETY Nif Ke-
piBHMUTBOM npod. LLtpurons C. tO.
EkCneprMeHT NpoBOANAN 3 BUKOPUC-
TaHHAM TiocemumkapbasmaHoi momeni
Ha Ginnx 6e3nopoAHNX MULLAX-CaMUSAX
Baroto 0nm3bko 10 r. EkcnepuMeHTanb-
HWUW CYOOMHUN CUHAPOM MOZeNtoBanu
NigWKIpHUM BBEAEHHAM TioCeMUKap-
6a3ugy (TCK) (25 Mr/kr, Wo CTaHOBUTb
E[97) [6]. AHTaroHi3m 3 TCK ouiHioBaBCS
3a3[aTHiCTio CyOCTaHLin nonepeaXxyBaTtn
PO3BUTOK CYyAOM y MULLen. OLiHKa NpoTU-
CYAOMHOI Aii NpOBOAMNACh 33 IATEHTHUM
nepiofomM o NepLIOro CyLOMHOr0 Napok-
CM3MY, KINIbKICTIO Ta BaXKICTIO CYAOMHMX
Hanagdis, 4acoMm 3armnbeni, neTanbHICTIO.
IHTEHCUBHICTb CyLoM ouiHioBanu B ba-
nax: 1 — 30puraHHs; 2 — MaHexHun bir;
3 — KJIOHIYHI Hanaawu; 4 — TOHIKO-KJO-
HiYHI cynomun 3 GOKOBUM MONOXEHHSAM;
5 — TOHIYHa eKCTeH3if; 6 — TOHIiYHa
eKCTeH3is; o Npu3BoaMTb Ao 3arubeni
[6]. B skocTi Nnpenapaty NOPIBHAHHS BU-
KOPUCTOBYBaNM BanbNpPOEBY KUCMOTY

y surnagi cupony (denakiH, Sanofi,
@paHuis). @apmakonoriyHa akTMBHICTb
CMHTE30BaHWX PEYOBWMH PO3PaxoByBa-
nacb 3a napameTpamu NPoOTUCYLOMHOI
aKTVBHOCTI: TPMBaniCTb NaTEHTHOrO ne-
pioay (T), cepeliHs BaXKiCTb CyAOMHOI
peakuii (B) Ta % netanbHoOCTI.

Pe3ynbTaTii LOCiAXKEHHS IPOTUCYLLOM-
HOI aKTWMBHOCTI NMOKa3anu, Wo peyoBUHU
3 rpynu aHinigis 1-apun-5-metnn-1,2,3-
Tpurazon(1H)-4-kapOoHOBOI KUCIOTA BU-
SBUIINCb aKTUBHUMMW aHTUKOHBYbCaHTaMM
(1abn. 1). PEUOBMHM IHLLNX XIMIYHUX rpyn
— noxiaHi 1-apun-4-(n-6pom-deHin-
cynbdoHin)-5-metnn-1,2,3-Tprasony(1H)
Ta 1-apun-4-(n-ankin-deHincynbdoHin)-
5-aMiHo0-1,2,3-Tpmasony(1H) He nigTeep-
OVAN KOMM'IOTEPHUIN NPOrHO3, | BUSIBUMN
Cnabky NPOTUCYAOMHY fito. TakUM YMHOM,
OTPUMaHI pe3ynbTati (hapMakonoriYHoro
CKPWHIHIY [O3BONMAN BigibpaT ANs A0CHi-
LKEeHHS! 3aN1eXKHOCTi «Oy10Ba—aKTUBHICTb»
HabINbLL NepCnekTUBHY rpyny PeYOBHUH.

3 MeTOol0 NOPIBHAHHA i3UKO-XiMiY-
HUX XapakTepUCTUK LOCNIAXYBaHMUX
pPeYOBYVH Ta BUMOT KOHLLEMLIT «CXOXICTb
3 nigepamm» («drug-likeness») abo npa-
BMna JliniHCbKoro, Hamu 3a 4OMNOMOrO
nporpamu ACD/Labs Ta po3paxyHKOBMM
MeTtonom Oynu obymcneHi fgexinbka
i3nKO-XIMIYHMX NapameTpiB aHiNigie
1-apun-5-meTtun-1,2,3-tpnazon(1H)-4-
KapbOHOBOT KMCNOTK, @ CaMe: Mofe-
KynsipHa Maca; KoedilieHT po3noginy
y cucTemi 1-oktaHon/soga (log P); KinbkicTb
apPOMaTUYHMX Kiflelb; KifbKiCTb AOHOPIB
Ta akuenTopis BogHeBoro 38'asky ((Hd)
Ta (Ha) BignosigHo) [7]. MopiBHAHHS OTpU-
MaHMX 3Ha4eHb 3 HeOOXiAHNMM 3HaYEHHS -
MW 3riAHO KOHLLENLLIT «CXOXICTb 3 ligepamm»
CBIAYUTL NPO Te, WO BCi OfleP>KaHi CNonyKm
33a0BOJIbHAIOTL Cy4aCHUM BMMOTaM,
fKi Npel’sBASIOTHCA OO HOBUX CNOMYK
Ha CTapfii TecTyBaHHs ix GionoriyHoi ak-
TUBHOCTI. BOHM MOXYTb OyTW pekoMeH-
[OBaHi AN nopanblwunx BUnpoOyBaHb,
IK CMONYKM, WO MaIOTb CNPUATANBI ¢i3n-
KO-XiMi4Hi BNaCcTUBOCTI.

KnuHunyeckas nHpopmatika n TenemeamumHa 2011, T.7. Bbin.8.

Bnxops4m 3 nepcnekTMBHOCTI AaHOT
rpynu cnonyk Hamum Byno nposefeHo Mno-
[anblie obuncneHHs GinbL WMPOKOro Ha-
6opy hi3nKO-XiIMIHHNX MapaMeTpPiB MoneKy
Ta KOPenaUIMHNN aHani3 BUBYEHHS 3anex-
HOCTI BifJ, HNX (hbapMakooriyHOro edexTy.

[naKinbKiCHOro ONncy xapakTepucTmK
MOJIEKYN CMHTE30BaHWX OionNoriyHo ak-
TUBHWMX CMONYK, LLO BUSBUIY HanbinbLuy
npotucyaomHy aito (11 cnonyk) Hamu 06 -
paHo OinbL WWPOKNA psf napameTpis,
3HaYeHHs aK1x 0bYncneHo 3a Jonomo-
roto nporpamu ACD/Labs: MonekynspHy
Maccy (MM), monekynapHy pedpakuio
(MR), monsipHuin 06'em (MV), napaxop
(P), inaekc petpakuii (IR), noBepxHeBUin
HaTar (St), ryctuny (D), 3paTHICTb [0 nons-
pu3auii (Polar), koediuieHT po3noginy
(LogP). Pe3ynbTaTv po3paxyHkiB HaBe-
[eHi y Tabn. 1. CepefiHs BaXKiCTb CyAOM
(B), TpmBanictb nateHtHoro nepioay (T)
Ta % netanbHocTi (J1) 3niBCTaBAANMCA
3 cepefHiMM NOKa3HVKamMM Di3NKO-XiMiy-
HWUX MapaMeTpiB KOXHOI cnonyku. Mpu
CTAaTUCTUYHIV 0OPOOL pe3ynbTaTiB Meam-
KO-BioNorivyHMX LOCNiAXKEHb AN BUBIpKY
3 11 cnonyk CTaTUCTUYHO LOCTOBIPHUMM
BBaXXalOTbCs NMOKa3HUKM KoediLlieHTa KO-
pensuii 6inbLwi3a 0,426 (p<0,05) [8].

3aMexHiCTb NPOTUCYAOMHOI aKTMB-
HOCTI BiZL NapaMeTpiB MonekynspHoi Oy-
[0BM Oyno po3paxoBaHoO 3a LONOMOro
nporpamu STATISTIKA [9].

PesynbraTun
Ta iX 00roBOpEeHHA

AHani3 AaHux CTaTUCTUYHOI 0OpobKU
pe3ynbTaTiB CBIAYMTL NPO Te, WO TPMBA-
nicTb nateHTHoro nepiogy (T) Ta cepeaHs
BaXKiCTb CyAoM (B) KopeniooTb 3 Taknumm
nokasHmkamu sk mMonekynspHa ped-



95

dapmakounrdopmaTura
Ta6n. 1. ®isnko-xiMiyHi BnacTMBoOCTI aHinipis
1-apun-5-metun-1,2,3-tpnason(1H)-4-kap60HoBOT KUCNOTU.

Ne Mm MR, cm3 MV, P, cm3 IR St D Polar Log P T B N,%
1 308,33 88,23 247,6 649,5 1,63 47,2 1,24 34,97 2.82 72,4 | 6,00 60
2 356,81 97,25 272, 709,4 1,63 46,1 1,31 38,55 4.6 81,8 | 4,50 65
3 360,77 92,70 259,8 678,5 1,63 46,4 1,38 36,75 3.75 135,0 | 4,30 64
4 360,77 92,70 259,8 678,5 1,63 46,4 1,38 36,75 3.75 171,0 | 5,00 60
5 386,83 103,25 294,7 767,2 1,61 45,9 1,31 40,93 4,14 63,2 | 6,00 66
6 386,83 103,25 294,7 767,2 1,61 45,9 1,31 40,93 44 82,8 | 6,00 76
7 350,41 101,69 2941 750,3 1,60 42,3 1,19 40,31 4,01 79,0 | 5,66 75
8 334,41 100,11 286,8 723,6 1,61 40,5 1.16 39,68 4,50 56,8 | 5,40 64
9 310,32 86,71 244.,0 630,5 1,62 44,5 1,27 34,37 3,18 81,8 | 6,00 66
10 344,77 91,31 253,3 659,4 1,64 45,8 1,36 36,20 4,31 231,0 | 3,80 63
1 320,38 95,69 271,6 692,5 1,62 42,2 117 37,93 4,04 13,0 | 6,00 60

pakuif Ta ninodinbHicTb. Ane Binbu

3HAYYWMMU € KOpenauyil 3 iHOeKCOM et P ¥ fimree Wikt

pedpakuii (IR) (koedilieHT kopensuii s ey

cTaHoBMTL 0,6995 Ta 0,6926 BignoBigHO ™

npwv p=0,050).3a ;oNoMoroio Nporpamm . f

STATISTIKA BMABNEHO xapaKTep Kopens- = - |

LIMHOI 3aneXHOCTI. Mpadikm 3anexHoCTi - B

Ta iX MaTeMaTU4Hi BMpasu HaBeneHo i |

Ha puc.1Ta 2 BignoBigHo. i e ; =
Cnif BiA3Ha4NTH, Lo iHAeKC pecdbpaKkLii ' i __,.--'" |

€ OAIHUM 3 I3NKO-XIMIYHNX NapameTpis i - i

MoneKynu, KU MOXe CTaTu MPOrHOC- i = - 1

TUYHMM (DAKTOPOM NpU 0BHUCIEHHI No- . - L= 1

TEHUIMHOT NPOTUCYAOMHOI aKTUBHOCTI & #.-""f - 1

ana noxigHux 1,2,3-tpmnasony. Npw noro x il

064YNCNeHHI BUKOPUCTOBYETHCSA NOKa3- o e e

HUK MOMIeKyNapHOI pedpakLii, Lo Moxe g phles st

OyTn, no-neple, Nerko BU3HaYeHNN
pedpakTOMETPUYHUM METOLOM, a Mo-
Apyre, po3paxoBaHWit 3a 4ONOMOTOI0
AONTUBHUX METOLIB MO CTPYKTYPHIN hop-
Myni. OcKinbKK MoniekynsipHa pedpakLis
€ NMOKA3HMKOM, SIK1I Nerko PO3paxoByeTbCS
i BU3HAYaETbCA EKCNEPUMEHTANBHO, B L
rpyni cnoayk MaTemMaTuyHe obrpyHTy-
BaHHA MOLUYKY MPOTUCYAOMHMX areHTiB
€ [OCUTL NEepPCneKTUBHUM.

TakoX BMCOKMM B AaHil rpyni € koedi-
LIEHT KOopenauii cepegHbOl BaXKOCTI
CyAOM Ta TPMBANOCTi TaTeHTHOro nepio-
Ly 3 ryctuHoto (koediuieHT Kopensauii
cTaHoBuTb 0,5472 1a 0,6921 BignosigHo
npu p=0,050). Mpaciky 3anexHOCTI
Ta perpecinHi piBHAHHS HaBeAeHI Ha puc. 3
Ta 4 BignoBsigHo.

Ha >anb, He BUSIBNEHO XO4HOI Kope-
nauii % netanbHocTi (J1) 3 napameTpammn
MoOneKyn peyvoBuH. Lle, BiporigHoO,MOX-
Ha NOSICHUTM YacTOlO MOBTOPIOBAHICTIO
pe3ynbTaTiB Lboro apMakonoriyHoro
nokasHuka (tabn. 1).

Puc. 1. 3anexHictb TpuBanocTti nateHTHoro nepioay (T) Big iHaekcy pedpaxuii (IR).
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Puc. 2. 3anexHicTb BaXxxkocTi cypom (B) Big iHaekcy pedpauii (IR).

KnnHnyeckas nnopmatmka n TenemegunumHa 2011, T.7. Bbin.8.
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BUCHOBKM

TakvM YUHOM, NpoBefeHi AOCNiAXKeH-
HA Ha TBapWHax 4acTKOBO MiATBEPAUNMU
KOMN'IOTEPHMIN MPOTrHO3 | BUABUAW Ha-
ABHICTb Yy OOHIEI 3 rpyNnN CUHTE30BAHMX
noxigHux 1-apun-4-R-5-metun-(amiHo)-
1,2,3-1puazony(1H) npoTMcyaoMHMUX
BnacTMBocTen. Po3paxoBaHo i3nKo-xi-
MiYHI NapaMeTpu MofieKyN Ta NPOBeAeHO
KopensauinHUA aHani3 3 MeTolo BUSBIIEHHS
3a1eXHOCTI BEANYUHN NPOTUCYLOMHOT
AKTWUBHOCTI BifL €NeKTPOHHO-NPOCTO-
POBMX NapamMeTpiB Ta Pi3NKO-XIMIYHMX
B/TACTMBOCTEN B MepCrnekTUBHIN rpyni
aHTUKOHBYNbCAHTIB-aHiNiaie 1-apun-5-
metnn-1,2,3-Tpmnason (1H)-4-kapboHosoi
Kucnotn. HaBeaeHi [OCIAXKEHHSA MOKa3y-
I0Tb, L0 B 4OCNIAXYBAaHOMY PAAy CMONyK
CMoCTepIraeTbCs CTaTUCTUHHO 3HaYYLLA 3a-
NEXHICTb NPOTUCYAOMHOI akTUBHOCTI Bif,
iHOeKcy pedpakLii Ta ryctuHn. Ob4mcneHi
Koe@iLEHTM KOpensaLinHOT 3aneXHOCTI
Ta perpecinHi piBHAHHA B NOAANbLLIOMY
NAaHyeTbCA BUKOPUCTOBYBATM AN15 BipTY-
anbHOMO CKPUHIHIY 3MOfeNboBaHoi 6asn
noxigHux 1,2,3-tprasony.
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Definition of correlation
«structure—-anticonvulsant
activity» of the derivatives
of 1-aryl-4-R-5-methyl
(amino)-1,2,3-tryazol(1H)
L. A. Perekhoda, V. A. Georgiyants

National university of pharmacy, Kharkiv
Ukraine

Abstract

The computer forecast and the resear-
ches of anticonvulsant activity of three
groups of derivatives 1-aryl-4-R-5-methyl-
(amuno0)-1,2,3-tryazol(1H), which were
synthesized before, are conducted. Physical
and chemical parametersare calculated and
the correlation analysis for the purpose
of revealing of dependence on them of
size anticonvulsant activity in the most
perspective group — the anilides 1-aryl-5-
methyl-1,2,3-tryazol(1H)-4-carboxylicacids
is carried out. The conducted researches
show that among of the anilides 1-aryl-



5-methyl-1,2,3-tryazol(1H)-4-carboxylic
acids statistically significant depend-
ence of the anticonvulsant activity from
arefraction and density index is obser-
ved. A mathematical ground of search
of anticonvulsant agents is perspective
enough in this group of substanses.
Key words: correlation analysis, physi-
cal and chemical parameters, anticon-
vulsant activity, 1,2,3-tryazol.

OnpepeneHue Koppensauuu
«CTPYKTYypa—npoTUBOCYAO-
poOXHas akTUBHOCTb» B pafay
npon3BogHbIX 1-apun-4-R-
5-meTunn(amunHo)-1,2,3-
Tpunasona(1H)

J1. A. MNepexopa, B. A. leoprusiHy
HaumoHanbHbIv papmaLeBTNHecKum
yHnBepcuTeT, XapbKoB, YkpanHa

Pestome
[IpoBeneHE KOMITLIOTEPHLIW MTPOrHO3
W UCCIlef0BAHUA POTUBOCYLOPOKHON

97

aKTUBHOCTU paHee CUHTE3UPOBAHHLIX
Tpex IPYIIN MPOU3BOAHLIX 1-apui-4-R-
5-meTun-(amuto)-1,2,3-rpuasona(1H).
Paccuuranbs pusuxko-xuMudeckue ma-
paMeTphl U TPOBEAEH KOPPENALUOHHLIN
aHanu3 C jeNnblo BHIABNEHUA 3aBUCUMOCTI
0T HUX BEJINYUHBI IPOTUBOCYL0POXHOMN
aKTUBHOCTU B Hanbonee nepcrnekTUBHOM
rpynmne — aHuAupAos l-apun-5-meTuin-
1,2,3-rpunason(1H)-4-kap6oHoBOI KUC-
notsl. [IpoBeneHHble UCCNEeR0BAHUA
MOKa3bBAWT, YTO B PALY aHUIUJOB
l-apun-5-metun-1,2,3-rpuason(1H)-
4-XapboHOBOIW KUCNOTH Habnwopaercs
CTAaTUCTUUYECKN 3HAUYUMAA 3aBUCU-
MOCTb IPOTUBOCYZAOPOXHOW aKTUBHOCTU
OT UHAEKCa pedpaKkuuu U MAOTHOCTU.
B aTon rpymie coeguHEeHUN MaTeMaTuye-
cKoe 060CHOBaHUEe MOUCKA IIPOTUBOCYLO-
POXHLIX aT€HTOB ABNAETCA LOCTATOYHO
TIEPCIIEKTUBHLIM.

Kniouesbie cnosa: koppenauns, pusu-
KO-XUMUYeCKue mapaMeTpsl, IPOTUBO-
CYLOpOXHAA aKTUBHOCTD, 1,2,3-Tpua-
3011.
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