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30ipHUK MICTHTH CTaTTi 1 Te3u momomigeit II MixkuapomHoi HayKoBO-
npakTuaHoi KoH(pepeHii «Jliku — mroauni. CydacHl npobnemu papmakore-
pariii 1 mpu3HaYeHHS JIIKAPCHKUX 3aC001B».

VY marepianax koHpepeHIlii po3rsiaatoThes mpodiemu dhapmMakoTepanii
3aXBOPIOBaHb JIIOJIMHU, HABEACHI PE3yNbTaT EKCIIEPUMEHTAIBHUX Ta KJI1HIY-
HUX JOCTIHPKeHb, aCTIEKTH BUBYEHHS W YIIPOBAKCHHS HOBUX JIIKAPCHKUX 3a-
co0iB, MOKJIHIYHI (HapMaKOJOTIUHI JOCTIIKEHHSI O10JIOTIYHO aKTUBHHX pe-
YOBUH MPUPOIHOTO 1 CHHTETUYHOTO TOXO/KEeHHsS. HaBeneHi Takox mparii,
MIPUCBSIYEHI OCOOJIMBOCTSAM BUKJIQJaHHS MEAUKO-O10JIOTIYHUX 1 KJIIHIYHHUX
JTUCIMIUIIH y BUIITUX HAaBYAIBHUX 3aKJIaJax.

BunanHs po3paxoBaHO Ha IMUPOKE KOJO HAYKOBHX 1 MPAKTUYHHUX Ipa-
I[IBHUKIB METUIIUHH 1 (hapMmarrii.
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CUHTE3 AHETAMIJIHUX IMTOXIJHUX 4-AMIHO-3-TIO-
5-(MIPUANH-2(3)1J1)-4H-1,2,4TPIA30JIY TA IX
AHTUEKCYJATUBHA AKTUBHICTbH
Yanenko H.M., Cupona I'.O., Jlemuenko A.M., CeBepina I'.I.
XapKiBChbKUI HallIOHAIbHUN MEIUYHUI YHIBEPCUTET, M. XapKiB
HamionansHuii papmMalieBTUYHUN YHIBEPCUTET, M. XapKiB
[HcTuTyT (hapmaxkosorii Ta Tokcukonorii HAMH Vkpaiau, m. Kuis

OcTaHHIM YacoM BY€HI PI3HUX KpaiH NPUIUIAIOTH OaraTo yBaru Ximii
3-110-1,2,49p1a30i1y Ta HOTO KOHJEHCOBAaHUM MOX1THUM. [IepCIeKTUBHICTH J1a-
HOI TeTEepOIUKIIIYHOI cCUCTeMU OOyMOBJeHa OaraTbma (pakTopamu: BHCOKOIO
PEaKIIMHO 3/IaTHICTIO, HU3bKOK TOKCHUYHICTIO, JIOCTYIHICTIO PEAKTUBIB JJIsI
CUHTE3Y, PO3UMHHICTIO Y OUIBIIOCTI PO3YMHHUKIB Ta IIUPOKUM CIEKTPOM O10-
JIOT1YHOI aKTUBHOCTI, 30KpeMa aHTUEKCYJaTUBHOI.

3 METOI0 MONIYKY MNOTEHIIMHUX MPOTU3aNajJbHUX 3aCO01B, SIK BUXITHUU
peareHT, HamMmu OyB oOpaHuii 4-amiHo-3-1i0-1,2,41pia3oun, kUi y 5 MOJIOKEeHH]
MICTUTh 3aJIMIIKK MIPUAUHY-2 Ta MipUAuHYy-3. Bubip caMe Takux 3aMiCHUKIB
0OYMOBJICHUH THUM, IO CTPYKTYPHUM (pparMeHTOM Cy4aCHHUX 1HT101TOpIB ITHK-
JIOOKCOTEHA3M € came 3aIUIIOK MipuauHy. OCKIIbKH B1IOMO MPO BIUIMB alleTa-
MIJTHOTO ()parMeHTy Ha 30UIbLICHHS MPOTHU3AMNaAIbHOI aKTUBHOCTI CHOJIYK, MU
BUPIMIWIN 3MIMCHUTH aJKuUTyBaHHS Tiorpynu 1,2 ,4gpia3ony xjoparieTaHiiiga-
Mmu. 3 BukopucTtaHHsaMm mporpamu Prediction of activity spectra for substances
(PASS) Oyno crutaHoBaHO CHHTE3 IOTEHIIMHUX MPOTH3ANaIbHUX PEUYOBHH.
3nilicieHo cuHTe3 4-amiHO-3-Ti0-5-(mipuann-2(3)-1)-4H-1,2,41pia3ony mouis-
XOM KOHJIEHcAIlli BIAMOBIAHUX Kaiil Tiapa3MHOKApOOAUTIOATIB 3 TiIpa3vHTiA-
paToM B YMOBaX TPAJUIIIHHOTO KHUIT SITIHHS B €TaHOJ1 Ta IPU MIKPOXBUILOBOMY
BUIIPOMIHEHHI 0€3 pO3uyMHHHMKA. MIKPOXBUJIBLOBHI CUHTE3 JI03BOJIMB 3HAYHO
MIIBUIIATA BUXOAM HUIBOBUX MPOAYKTiB. CTPYKTYpPy CHHTE30BAaHUX PEUOBUH
migTBepIKeHO JaHuMH crektpockomii "H SIMP Ta XxpoMaToMac-CrieKTpoMeTpil.
Hamu Oyno mpoBeseHo ¢apMakoJIOTIuHI JOCHIIKEHHS aHTUEKCYJIaTUBHOI aK-
TUBHOCTI (AeA) HOBMX CHHTE30BaHUX CIIOJIYK, 33JIa4CH0 AKHX OyJia MOPIBHSIIb-
Ha oIiHka i noxigHux —2-4-aMiHo-3-Tio-5-(mipuaun-2(3)-in)-4H-1,2,4-
Tpiazoiry 3 pedepeHc-mpenaparoM —IuKIo(peHakoM HATPIkO.

[IpornozoBany AeA BUBYaIM Ha OUIMX HIypax-camIlsiX 3a JOMOMOIOIO
EKCIEPUMEHTAIIbHOI Mol (hOPMaIIIHOBOTO HAOpSIKY, SIKMM MOJIeNIOBaIu 3a
JOTIOMOTO¥0 CyOTUTaHTapHOTO BBeMeHH Yy 3aHto yamy 0,1 mi 2% pozuuny do-
pManiny. OO0’ em janu BUMIPIOBAIM 3a JJOMIOMOT0I0 IIUGPOBOTO MIETU3MOMETPA
(IITC Life Science CIIIA)) 1o BBeJACHHS HOBUX CHHTE30BaHHMX CIIOJIYK Ta Ue-
pe3 4 roaunu micns iH ekuii popmaniny (Ha (GOHI MaKCHMAJIBHOIO HAOPSKY).
JlocniKyBaHl pEYOBUHU BBOJIUIN OJHOKPATHO MEPOPATILHO y BUIJISIL 3aBUCY
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Ha 3% KpoxXMaJpHOMY CIIH3Y 3a 1 roAWHY J0 MaKCHMAaJIbHOTO PO3BUTKY HaOPsI-
Ky B 1031 10 mr/kr.

AnkinyBanHsM N-apuimzamilieHUMHu o-xjopaieTramigamu 4-amiHo-3-Tio-
5-(mipuaun-2(3)-1)-4H-1,2,44pia3ony oaepskaHO IT' ATh BIAMOBIIHUX Tioare-
TaMiTHUX TOXIMHUX 3 TakuMmu pagukaramu R;=4-OMe; R=4-Bu; R=4-NO,;
R,=3-OMe, 4-OMe; B=3-Ck;.OtpuMaHi HaMH CTIOJIYKH BUSIBUJIA BUCOKY AeA
(66,7 — 88,8%)ninepom cepen IKUX BU3HAUYeHO peyoBuHa 3 R;=4-OMe,ii AcA
ckiaia 88,8%.

Otxe, BHEpIIe HaMU CHHTE30BaHO I ATh MOXIAHUX 4-aMiHO-3-Ti0-5-
(mipuaun-2(3)-in)-4H-1,2,41piazony 3 Ri=4-OMe; R=4-Bu; R=4-NO,; R=3-
OMe, 4-OMe; B=3-CF;, sxi BusBuiu Bucoky AcA (66,7 — 88,8%)Cepen cu-
HTE30BaHUX IMOXIJHUX pedyoBHHA 3 R; BusaBse HanOLibiry AcA (88,8%), 0
BKa3zy€e Ha iX MEPCHEKTHBHICTH ISl MOJAIBIIOTO MOTIMOJEHOTO BUBYCHHS SIK
noteHuiitnux HII33. OTpumaHi eKCiepuMeHTalIbH1 JaHl CBII4aTh Mpo €PeKTH-
BHICTh KOMIT IOTEPHOTO TMPOTHO3YBaHHS IS CTBOPCHHS HOBHX BITYM3HSHUX
e(heKTUBHUX JIKapCchKUX Mnpemnaparis 3 rpynu HIT33.
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