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HNPOTUMIKPOBHA TA ITPOTUT'PUBKOBA 1151 4-(R-IIEH)AMIHO)-5-
(TIO®EH-2-IVIMETHWJI)-4H-1,2,4-TPUA30JI-3-T1OJIIB

KuarouoBi ciioBa: nporuMikpoOHa Ta mpoTurpudkosa fis, 4-((R-izen)amino)-5-(Tiopen-
2-immetwn)-4H-1,2,4-tpuazon-3-rionu, 1,2,4-Tpuazonu

CTpiMKUH PO3BUTOK cydacHOi (apmanii Ta MEAWUMHM NPU3BOAUTH O 3HAYHOTO
301IBLIEHHS KIIBKOCTI penapatiB Ha apMalleBTUYHOMY PHHKY. AJie TIOps[ 3 LIUM B1JICOTOK
OpUTiHAILHUX BITUYM3HSIHHX JIIKAPCHKUX 3aCO0IB 3 KO)KHUM POKOM 3MEHIIYETHCS. TaKuM
YHHOM, CTBOPECHHSI HOBHX CyOCTaHIII, sIKi O MOTJIM CTaTH MEPCIEKTUBHUMH TIperapaTamu,
€ OJTHUM 3 aKTyaJIbHUX 3aBIaHb Cy4acHOI CHHTeTUYIHOT XiMii.

Sk mpaBuiIO, U1 CTBOPEHHSI HOBUX O10JIOT1YHO aKTHBHUX PEUOBHH BUKOPHUCTOBYIOTbH
CHCTEMH, Ha OCHOBI SIKUX BXK€ ICHYIOTb JiKapchKi 3acoou. OHI€I0 3 TAKUX CHCTEM € SAPO
1,2,4-tpuazony. AHami3 JpKepes JiTepaTypy CBIAYUTD, 10 CEPE IHOTO KJIACY CIIONYK BXKe
3HAH/ICHO PEYOBUHM, SKi MPOSBISIOTH AKTONPOTEKTOPHY, aHAITETHUHY, TPOTUMIKPOOHY,
niypernuny [1-5] mito Ta € MmamorokcnaHUMH [6]. OCOOMUBY 3a1iKaBIEHICTh BUKJINKAIOTH
moximgHi 4-aMiHo-5-(Tiopen-2-immetmn)-4H-1,2,4-rpuazoin-3-tiomy.

Mertoto poGoTH OyII0 TOCITIHKEHHS TPOTUMIKPOOHOT Ta MpoTUTprOKoBOi 1ii 4-((R-ineH)
amiHo)-5-(Tioden-2-immetwn)-4H-1,2,4-Tpuazon-3-Tiomis.

MaTepianum Ta MeTOAM AOCJiAKEeHHS

JlocikeHHsT TPOTUMIKPOOHOI aKTUBHOCTI HOBHUX CHHTE30BAHMX HaMHU CIIONYK
BUKOHYBAJIM BIAMOBIAHO 0 METOAUYHHX pekoMeHmarliii [1]. 3 BuXimHOI KOHIIEHTpAIlii
mperapary | Mr/miI roTyBaJid HU3KY JTBOKPaTHHX CEpifHUX PO3BeeHb y OynbiioHi Mionepa—
Xinrona B 00’emi 1 mu1. [ToTimM monaBanm y koxHY mpoOipky mo 0,1 mur MikpoOHOT 3aBHCI
(10° kmitin/mi). MIK (MiHiManeHy iHriOyr04y KOHLICHTpALiF0) BH3HAYAIN 32 BiJCYyTOCTI
BUAMMOTO POCTY B IpoOipili 3 MiHIMaJbHOIO KOHLEHTPALIEIO Ipernapary, MiHIMaJbHY
OakrepuuaHy/pyHrinuany xonuneHrpaniro (MbuK, M®uK) — 3a BincyTHOCTI pocTy Ha
arapi miclisi BUCIBaHHS 3 MPO30pUX MPOOIPOK. SIK PO3UMHHHK CHONYK Y JOCIIIKEHHSIX
BUKOPHUCTOBYBAJIN AUMETUIICYIb(MOKCHU.

J11st TepBUHHOTO CKPUHIHTOBOTO JIOCTiPKEHHS HOBUX pedoBHH (Tabm. 1) 3acTocoByBanm
CTaJIOHHI TECT-KYJIBTYpU $IK TPAMIIO3UTUBHHUX, TaK 1 IpaMHETaTUBHHX OakTepid, Mo
HaJIe)KaTh A0 Pi3HUX 32 MOPQOQi3i0NOriyHUMH BIACTUBOCTSAMH KIIHIYHO 3HAYYIIUX
rpyn 30yAHUKIB IHQEKIIHHNX 3aXBOPIOBaHb. SIK HAaOlp CTAaHJAPTHUX TECT-LITaMiB B3STO
Staphylococcus aureus ATCC 25923, Escherichia coli ATCC 25922, Pseudomonas
aeruginosa ATCC 27853, Candida albicans ATCC 885-653. Takox 31miliCHEHO KOHTPOITb
JKUBHJIBHUX CEPEIOBHI 1 PO3UYMHHUKA 3 BUKOPUCTAHHSIM 3arajibHONPUHHATHX METOAUK
[7], six mpenapaTu MOpiBHSAHHSI BUKOPHCTOBYBaN XioprekceanH-310pos’s® (Ykpaina) ta
®nykonazon-/lapauis® (Ykpaina).

PesyabTaTu gOocaigKeHHs Ta 0OOTOBOpPEeHHS

VY pesynabrari BUKOHAHHMX JIOCHTIJDKEHb Oyino BcTaHoBieHO, 10 4-((R-imeH)amiHO)-
5-(tiodpen-2-immeTmn)-4H-1,2,4-rprazon-3-tiomu BUSIBIISIIOTH MIPOTUMIKPOOHY
(Staphylococcus aureus, Escherichia coli, Pseudomonas aeruginosa) Ta mpOTHUTpHOKOBY
(Candida albicans) axtuBHicTb. Crionyku I, V BUSABIAIOTh NPOTUTPUOKOBY aKTHBHICTH Ha
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piBHI 3 mpemnaparoM mopiBHIHHS DrykoHa3010M, akTUBHICTE peuoBuH 111, VI mepesurmrye
fioro miro.
OpneprkaHiHi pe3y/IbTaTd HaBEACHO B Ta0. 2.

Taonuumsa 1
4-((R-inen)amino)-5-(tiopen-2-inmernn)-4H-1,2,4-Tpuazos-3-tionu
N—N
/ \ c N)\SH
H
S 2 |
N=——=R
CnoJsyka R
I 3-NO,-CH,
II 1-(deninm)ernninen
1 CH,
v 4-muMeTHIaMiHOOCH3WITi IeH
\ 4-F-CH,
VI TioheH-2-1IMeTHIeH
Vil 3,4-muTopOeH3WITI ICH
Taonunsg 2

IMokaznnku NpoTUMiKpoOHOi akTUBHOCTI 4-((R-inen)amino)-5-(Tioden-2-
innmerna)-4H-1,2,4-rpua3o-3-tioai

Escherichia coli Staphylococcus Pseudot.nonas Candida albicans
aureus Aeruginosa
Cronmyka

MIK, MBuK, MIK, MBbuK, MIK, MbBuK MIK M®uK,
MKT/MJI | MKI/MJI MKT/MII MKT/MII MKT/MIT MKI/MJI | MKI/MJI | MKI/MII

I 125 125 125 250 125 125 15,6 31,25

11 125 250 31,25 250 62,5 125 31,25 31,25

111 125 125 125 250 62,5 125 15,6 15,6

v 125 125 62,5 250 125 250 31,25 62,5

\' 125 125 125 250 62,5 250 15,6 31,25

VI 125 125 62,5 250 62,5 250 15,6 15,6

VII 125 250 125 250 125 250 31,25 31,25

XoprekcuanH - 25,0 - 18.8 — 200 - -
DrykoHa301 - - - - - - 15,6 31,25

Haif0ib11 aKTUBHOIO CIIOJYKOIO, SIKa BUSIBIISIE TIPOTHMIKPOOHY aKTHBHICTH BIJIHOCHO
Staphylococcus aureus € 4-((1-(benin)ermmineH)amino)-5-(tiohen-2-immermn)-4H-1,2,4-
Tpuazon-3-tion (cmomyka II). 3amina 1-(deHin)eTmniieHOBOrO 3aMiCHHKa Ha TiodeH-
2-imMeTHeHOBH 200  4-AMMETHIIaMiHOOCH3WJIIICHOBUY TPU3BOJAWTE JI0 3HWKEHHS
010JI0r1YHOT Iii.

oo mpoTUrprOKOBOI aKTUBHOCTI, TO 3aMiHa 4-()TOpOEH3MIIIICHOBOTO 3aMiCHHKA B
Monekyi  4-((4-propOeH3mtineH )aMmino)-S-(tiodheH-2-immeTwn)-4H-1,2,4-Tpuazon-3-tiony
Ha Tio(heH-2-IIMETHIICHOBHI a00 OCH3WJIIICHOBUI paJnKaj MPU3BOIUTE IO ITiIBUIICHHS
Oiomoriunoi mii. BBemenHs 4-muMeTni-aMiHOOSH3WIIIZIGHOBOTO pajHKaia B MOIEKYITY
4-((4-numeTnnaMiHoO-OeH3WIII IeH )aMiHo)-5-(Tiopen-2-inmetnn)-4H-1,2,4-tpua3zon-3-tiony
MPU3BOANTH 10 3HAYHOTO 3HW)KEHHS! aKTUBHOCTI.
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BucHnoBkmnu

1. ¥V pesynbrari gociikeHb Oylio BCTaHOBJICHO, M0 HOBI cuHTe30BaHi 4-((R-imeH)
amiHo)-5-(Tioden-2-iummeTwn)-4H-1,2,4-Tpra3on-3-Tioju BUSBISIOTH IPOTUMIKPOOHY Ta
MPOTUTPUOKOBY AKTHUBHICTb.

2. Hait0impI1 akTHBHOIO CHIOJTYKOIO, SIKa BHSBIISE IIPOTUMIKPOOHY aKTHBHICTH BiTHOCHO
Staphylococcus — aureus €  4-((1-(peninm)erniinen)amino)-5-(tiopen-2-immernn)-4H-
1,2,4-tpuazon-3-tion ta 4-((3-HiTpoOeH3WIiAeH)aMiHO)-5-(TiopeH-2-immeTwn)-4H-1,2.4-
Tpuazon-3-tion, 4-((4-propOensunigeH)amino)-5-(tiodhen-2-inmermin)-4H-1,2,4-rpuazon-
3-TiON BUSIBJISIFOTH MPOTUTPUOKOBY aKTHBHICTH Ha PIBHI 3 MpernaparoM MOPIBHSHHS
drykonazosom, aktuBHICTH crionyk 111, VI nmepepuiitye fioro miro.
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A. A. Cagponos, T. B. [lanacenxo, E. I Knoiw, H. H. [lonuwyx
3anopoarcckuil 2ocyoapcmeentviil MeOUyuHCKUL yHugepcumen
IMPOTBOMUMKPOBHOE U ITPOTUBOI'PUEKOBOE HEPICTBHE 4-(R-UAEH)AMHHO)-5-
(TUODEH-2-MJIMETWII)-4H-1,2,4-TPUA30JI-3-TUOJIOB

KarwueBble ci10Ba: mpoTHBOMUKPOOHOE M IPOTUBOIPUOKOBOE AeiicTBHE, 4-((R-nmeH)amuH0)-5-(THOheH-
2-unmetwn)-4H-1,2,4-tprazon-3-tuonsl, 1,2,4-Tpua3onst

AHHOTAILU S

Jnist co3aHus HOBBIX OMOJIOTMYECKH aKTUBHBIX BEIIECTB MCIOJIB3YIOT CHCTEMBI, HA OCHOBE KOTOPBIX YKe
CYIIECTBYIOT JISKapCTBEHHbIE cpencTBa. OMHOM U3 TaKUX CUCTeM sBisieTcs sipo 1,2,4-Tpuasona.

Llenpio Hamel paboOTHI OBLIO HCCIEOBAHUE MPOTHBOMHUKPOOHOTO M IPOTHBOTPHOKOBOTO AEHCTBHS
HOBBIX CHHTE3MpOBaHHBIX 4-((R-mmen)amuno)-5-(tnoden-2-nunvernn)-4H-1,2,4-rpuazon-3-tuonos. Mukpo-
6MOTOTHUECKOE HCCIIE0BAHIE TPOBOIMIN METOIOM CEPHIHHBIX pa3BeACHUI.

B pesymbrare IpOBEIEHHBIX HCCIIEIOBAaHUI OBUIO YCTAHOBICHO, YTO HOBBIE CHHTE3UPOBAHHbBIC
4-((R-unen)amuHo)-5-(THodeH-2-unmern)-4H-1,2,4-tpruazon-3-THoNbl  NPOSBISIOT NIPOTUBOMUKPOOHOE H
MIPOTHBOTPHOKOBOE JEHCTBHE.

Hanbomnee axkTUBHBIM COCJMHEHHEM, KOTOPOE TPOSBISCT IPOTUBOMHKPOOHYIO AaKTUBHOCTH IO
OTHOIWIEHHIO K Staphylococcus aureus, ssnsetrcs 4-((1-(benmn)sTununeH)aMuHo)-5-(THOPEH-2-NIMETHI)-
4H-1,2,4-tpuazon-3-tuon u 4-((3-HutpobeH3mwnnaeH)aMuHo)-5-(tnoden-2-nnmernn)-4H-1,2,4-rpuazoi-
3-tuon,  4-((4-propbOensununen)amMuHo)-5-(tnoden-2-unmern)-4H-1,2,4-rpuazon-3-tuon  nposIBISIOT
MIPOTUBOTPHOKOBYIO AKTHBHOCTh Ha YpOBHE ¢ mpemapatoM cpaBHeHHs (DirykoHa301), aKTHBHOCTH
coenunenuit 111, VI npessimaer ero aeicraue.
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ANTIMICROBIAL AND ANTIFUNGAL PROPERTIES OF 4-((R-IDEN)AMINO)-5-(THIOPHEN-2-

YLMETHYL)-4H-1,2,4-TRIAZOLE-3-THIOL
Key words: antimicrobial and antifungal action, 4 - ((R-iden) amino) -5- (thiophen-2-ylmethyl) -4H-1,2,4-
triazole-3-thiol, 1,2,4-triazole
ABSTRACT
For creating a new biologically active compounds are using a system on which already exist medications.

One such system is the core of 1,2,4-triazole.
The aim of our work was to study the antimicrobial and antifungal activity new 4-((R-iden)amino)-5-

(thiophen-2-ylmethyl)-4H-1,2,4-triazole-3-thiols. The study was conducted according to the method of serial

dilutions.
As a result of studies new synthesized 4-((R-idene)amino)-5-(thiophene-2-ilmetyl)-4H-1,2,4-triazoles-3-

thiols exhibit antimicrobial and antifungal activity.

The most active compound that exhibits antimicrobial activity against Staphylococcus aureus is 4-((1-(phe-
nyl)ethylidene)amino)-5-(thiophene-2-ilmetyl)-4H-1,2,4-triazoles-3-thiol and 4-((3-nitrobenzylidene)amino)-
5-(thiophene-2-ilmetyl)-4H-1,2,4-triazoles-3-thiol,  4-((4-fluorbenzylidene)amino)-5-(thiophene-2-ilmetyl)-
4H-1,2,4-triazoles-3-thiol exhibit antifungal activity level of the comparator fluconazole, compound III, VI
exceed its performance.
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