MIHICTEPCTBO OXOPOHM 3JI0POB’SI YKPATHHU _
BN JEPKABHUIA HABUAJIBHUM 3AKJIAJl YKPATHI
«BYKOBUHCBKWIii AEPKABHUI MEJJUYHUI YHIBEPCUTET>

MATEPIAJIHA
100 —%
NiZICYMKOBOT HAayKOBO1 KOH(epeHuil
npogecopcbKO-BHKIAAANBKOTO MEPCOHATY
Buuioro nep:;kaBHOr0 HABYAJBHOIO 3aKJIaAy Y KpaiHu
«BYKOBUHCBKHUM TEPKABHUI MEJIWYHUN YHIBEPCUTET»

11, 13, 18 miotoro 2019 poky

(npucBsiuena 75 - pivuio /AMY)

Yepuisui — 2019



YK 001:378.12(477.85)
BbK 72:74.58
M 34

Marepiann 100 — 1 niacyMKoBoi HaykoBoi koH(epeHlii npodecopcsko-
BUKIAAAIBKOTO MMEPCOHANY BHILOTO [EPKABHOTO HABYANBHOTO 3aKialy YKpaiHd
«byKOBUHCBKMI JepkKaBHUI MEAUYHUMN YHIBEPCUTET», MPHUCBAYEHOl 75-piuvio
BAMY (M. YepHiBui, 11, 13, 18 motoro 2019 p.) — YepHiBui: MenyHiBepcuTeT,
2019.—-544 c. in.

BbK 72:74.58

VY 30ipuuky npeactapiedi matepiand 100 — T niacymMkoBol HaykoBol KoHgpepeHuil
npodecopchKO-BUKIANALBKOTO MepCOHANy BHUILOTO  JASPKABHOTO  HABUYATHHOTO
3aknaay  Ykpaiiu  «BykoBWHCBKHME  JepskaBHUE — MeIMUHWP  YHIBEpPCHTET»,
npucsaderol 75-pivuro BAMY  (m.YepniBui, 11, 13, 18 mwotoro 2019 p.) 13
CTHITICTHKOIO Ta opgorpadicto y aBTopcbkiii pepakuii. ITyOnikauii mpucesiueHi
aKTyaTbHUM TIpo0iieMaM GyHIaMeHTabHOT, TEOPETHYHOT Ta KITIHIYHOT MeTHI[WHT.

3aranpHa penakmsa:  npodecop boituyk  T.M., mpodecop Ipamyk O.L,
noneHt bezpyk B.B.

HaykoBi pelieH3eHTH:
npotecop bparerko M.K.
npotecop bynuk P.€.
npogecop I'punuyk ©.B.
npotecop Jasuaenxo 1.C.
npotecop Jelinexa C.€.
npodecop Henucenxo O.L
npodecop 3amopcbkuii LI
npodecop Komockosa O.K.
npodecop Konosuyk B.M.
npotecop INeximkesny 5.1
npotecop Cuaopuyk JLIL
npoecop Cnobonsn O.M.
npodecop Txauyk C.C.
npodecop Togopiko JI /.
npodecop H03pKk0 O.M.
amMenH. ['onoBaneus O.1.

ISBN 978-966-697-543-3 © byKOBUHCBKUI AepKaBHUM MeJMIHUI
yHiBepcuTeT, 2019



/ 100-a nigcymkoBa HaykoBa KOH@epeHLis npodecopCbKo-BUKNIaAaLbKkoro nepcoHany
@ BYKOBMHCBKOIo AEPXABHOIMO MEAMYHOIO YHIBEPCUTETY

A AN
/D

The study of the fungistatic effect of these compounds revealed their higher anti-candidosis
activity relative to antibacterial activity - minimal fungistatic concentrations for most of the
compounds were at a level of 125-250 pg / ml.

Our analysis of the dependence of the antimicrobial activity of 2- (1 -phenyl-3-aryl-1H-
pyrazol-4-il) benzo [b] quinoline-4-carboxylic acid derivatives on their chemical structure was as
follows. The nature of the substitute for the aryl fragment in position 3 of pyrazole affects the
activity of the compounds under study. It has been established that the presence of halogen in the
aromatic ring at position 3 of pyrazole greatly enhances antimicrobial activity {250-500 pg / ml) in
relation to S, aureus and E. cofi.

The highest antimicrobial activity in relation to the ratio of all investigated microorganisms
is demonstrated by 2- (1 -phenyl-3-aryl-1/{-pyrazole-4-il) benzo [b] quinoline-4-carboxylic acid. It
is noteworthy that the introduction of the heterorylic fragment in the position of 3pyrazole nucleus
into the molecule structure of the studied acids does not lead to the expected increase in
antimicrobial activity.

Conclusions: the antimicrobial activity of the new derivatives of 2- (1-phenyl-3-aryl-1H -
pyrazole-4-il) benzo [b] quinoline-4-carboxylic acid, revealed by us, can be recommended to
continue the search for antimicrobial agents among the derivatives of quinolin-4-carboxylic acid
due to the purposeful synthesis of new compounds among them with the predicted antimicrobial
properties and the expansion of the spectrum of the strains under study of pathogenic and
opportunistic MiCroorganisms.

I'ymenua A.B.

CKPUHIHI AHTUMIKPOBHOI AKTHBHOCTI
CEPEJ HOBUX ®OCPOHHIEBHX COJIEH
Kaeapa vixpobiozozii ma gipycoioait
Buiquii Oeporcacnuil hasuaibnit sariad Vepainu
« BYROGUHCHRULT OePHCAGHIT MEOWYHUT YHIBEPCUIME Y

BesxoHnTponbHe mnpU3HAYEHHS IIKAPCHKHUX IIPENAPATIB, 1MO BOMOOIIOTE AHTHMIKPOOHOIO
JIER0, COpPHSTH  ceNMeKuil CTIffKOCTI TMATOreHHMX 1 YMOBHO-TIATOTEHHHX MIKPOOPTAHI3MIB [0
aHTUOAKTEPiANIBHAX Ta AHTUCENTUYHUX IIpeNapartiB, IO IPH3BENO B CROK YEPry N0 30iTBLIIEHHS
NUTOMOI  Bark  IH(EKUIAHUX  3aXBOPIOBAHb.  BUKIMKAHUX  PE3MCTCHTHUMH  LITAMAMH
MIKpPOOPraHi3MIB. ¥ 2B 43Ky 3 IIHPOKHM POCIIOBCIO/DKEHHSAM MIKPOOPTaHI3MIB, SKI HaOymu
cTilikoCTI M0 OaraTeox aHTHOAKTEPIAMLHUX Ta aHTHCENTHYHHX [PenapaTiB, 3aHIIAEThCs
HeoOXIZIHUM MOIIYK HOBMX PEUOBHH. fIKi MOXHa Oyio OH BUKOPHCTOBYRBATH B MEINULIMHI, 5K
AUTUMIKPOOII Ta ANTHCENITUYHI PEYOBHHH.

CKpHHIHT aHTUMIKPOOHOI AKTHBHOCTI cepe;l HOBUX HadTaneHOBMICHUX (GocthoHIEBHX cOJEH
TPOBOANBCA 3 BUKOPUCTAHHAM 6 TCCT—KY.IBTYp. EXCUCPHUMCHTH g BUZHAUCHHA aHTHMIKPOOHOT
aKTHBHOCTI HOBHX (oc(OHIEBHX CONel IPOBOANIM 3a JONMOMOTOI0 MIKPOMETOIY 3 BUKOPHCTAHHAM
OJIHOPA30BHX MONICTUPONOBHX MAHILET Ta MIKPOTHTpaTopis Takaui.

PezynbTaTi BUBUEHHS aHTUMIKPOOHO! aKTHBHOCTI BKA3aHUX CIONYK HABEJACHO B TAOMHUII.
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Tabmuuga
AHTHMIKpOOHA aKTHBHICTE HadpTaneHOBMICHUX (pocoHieBHX comell (MKT/MIT)
S. aureus E coli E. fuecalis P. aeruginosa s . .
w | ATCC ATCC ATCC ATCC | v | ATCC 55653
cnomn 25923 25922 29213 27853
MIK | MBIK | MK | MBuK | MIK | MBUK | MIK | MRK | MIK | MBUK | MdoK | Mank
| 7.8 5.6 250 500 62,5 125 250 300 7.8 15.6 312 62.5
2 7.8 156 250 300 62,5 125 250 500 7.8 156 | 625 125
3 15,6 15,6 250 500 125 125 300 | =500 | 1506 156 | 625 125
4 7.8 5.6 250 500 62.5 125 250 500 7.8 15.6 31.2 62,5
5 7.3 15.6 500 500 62,5 125 500 500 15.6 312 125 250
6 7.8 15,6 250 500 62,5 125 250 500 7.8 156 | 312 62,5
7 7.8 15.6 250 500 62,5 125 250 500 7.8 15,6 312 62.5
b3 7.8 15.6 250 250 125 125 500 500 62.5 62,5 125 125
9 3.9 7.8 123 250 62,5 125 500 | =500 7.8 15,6 125 250
16 39 7.8 125 125 62,5 62,5 500 =500 39 7.8 125 500

Mpumitka: MIK: siniManeHa iHriOyloua xoHuenTtpawuis; MBuK: minivanbHa OaktepuupaHa
KoHneHTpauis. M®UK: miHiManbHa QyHTIMIHA KOHIEHTPaLisl.

Haiipuiny avTM0akTepianbHy AKTHBHICTH LI COMI NPOABISKOTL 10 [PAMOO3MTUBHUX
MiKpoopraHizMie — 3010TucTHX cTadinokokis (S aureus ATCC 25923) Ta BereTaTHBHHX KIITHH
cniopoTRopauX Oatw1 (B. subtilis 8236 F 800). 3HauHo MeHMY UYTIHARICTH J0 JUT THX COONYK
BUABMIM E. faecalis ATCC 29213 ta C.albicans ATCC 885-653. I'paMHeraTuBHi MiKpooraHi3MH
(£, coli ATCC 25922 1 P gureginosa ATCC 27853) BHMABMIUCS 3HAYHO CTIHKIIIMMH 10 aii
Ha(hTATEHOBMICHHX (hocdoHIEBUX comei

OTpuMaHi HaMH pe3yNBTATH JOCTIXKeHHS CBIIYATE PO JOUINBEHICTE MOJANBIIOTO CHHTERY Ta
BHUBUSHHS AaHTHMIKpOOHOT aKTHBHOCTI cepel HayTalleHOBMICHHX ochoHIeBHX CIONYK.

HAeitnexa C.€,
3ACTOCYBAHHA KOMIT'IOTEPHOI ITPOT'PAMH GUSAR JJISI TIPOTHO3YBAHHS
TOCTPOI TOKCUYHOCTI AHTUMIKPOBHHX CIIOJIVK, OJEPKAHUX ¥
PE3YJbTATI OPTAHIMHOI'O CHHTE3Y
Kagheodpa vikpobioaoit ma eipycoaoail
Buyutt OeprcaGHUtt HUGHWIbHUL 3ur140 YRpainu
«byRosucsRUl OCPICASHUT MeOUSHUT YIIgepCunenty

CyyacHHM 1 OinbIll ed)eKTHBHHUM METOJ0M BHPIIIeHHS HAyKOBHX 1 MpaKTHYHHUX 3aBIaHb
MOLIYKY HOBUX ¢(DEKTHBHHMX MOTEHUIHHUX JIKIB CEPEI PI3HUX KIACIB TETEPOUUKNIYHUX COONYK €
RANYUSHHS METOTIB RIPTYATLHOTO CKPHHIHTY, Ki 0a3yIOThCS HA aHaNi3i B3a€MO3R'I3KIB «CTPYKTYpa
- aKTHBHICTEY - QSAR {(Quantitative Structure-Activity Relationships) (B.P. Xaiipynuaa, 2014). B
ocHoBl (JSAR MOAEnWBAaHHA NENKUTH [NPHOYLIEHHS. [0 BIACTUBRICTh XIMIMHOL CHONYKU
BUZHAYAETRCS HMOro CTPYKTYporo. Bkazani MeToau A03BONAIOTH IIE HA JOCHHTETHuHIM cTamil
CTROPSHHA MOTEHLIHHUX JIKapchKUX 3aco0iB KiMbKiCHO mepeabadaT X OI0JOTIYHY AKTHRHICTD i
BILIOpaTH CHOMYKH 1S NOAATBIINX JOKTIHIYHAX | KIIHIYHAX BUNPOOYBaHb.

MeToau KINBKICHOrO aHamily B3dcMO3B'SI3KIB CTPYKTYpa-aktuBhicTe (QSAR) wmmpoxo
3aCTOCOBYIOTBCSA HE NHINE A TOIIYKY | KOHCTPYIOBAHHS TIiKIB, a Tako sl OLUIHKK Oe3rnexu
XiMiUHNX pcyoBKMH. Tak, Hampuknajm, 3amponoHOBAHO McTod MoacmosaHHd QSAR  roctpoi
TOKCHUHOCTI HIypiB Ha OCHOB1 KoMOiHamii geckpuntopie QNA (KiUIbKiCHa OMH3BKICTB aTOMIB),
PASS (nependaueHHs CHeKTpiB AKTHBHOCTI AL PEYOBHMH) Ta camo3zpmsanol perpecii (SCR).
Monem QSAR Oynu po3pobiieHi, BHKOpHCTOBYROUH 3HaueHHA LDso nns cnonyk, BunpoSyBaHUX Ha
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