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Dapmayesmuieckue HAyKu

INPOTUBOMUKPOBHAS 1 IIPOTUBOI'PUBKOBASI AKTUBHOCTD  3,5-
R-4-((5-HUTPO®YPAH-2-WJI)METUJIEHAMMUWHO)-1-R1-4H-1,2,4-TPUA30JIUU
I'AJIOTEHU 0B

Bbpuranosa T. C., I'onyas A. C.

3anopooicckuii 20cyoapcmeenHblil MeOUYUHCKULL YHUsepcumem, kageopa ynpasieHus u
IKOHOMUKU hapmayuu, MeOUyuHcKo2o u hapmayesmuyecko2o npasa, kageopa
ecmecmeeHHbIX OUCYUNTIUH OJIsl UHOCIPAHHBIX CIMYOEHMO8 U MOKCUKONO0SUYECKOU XUMUL,
2. 3anopooicve

Knroueswie cnoea: tTpuazoin, HUTPOPypaHbl, IPOTUBOMUKPOOHBIE, IPOTUBOIPUOKOBBIE CBOICTBA.

Pestome. Hszyuena uyscmeumenbHOCmb — mMeCm-umammos mukpoopeanusmos «k 3,5-R-4-((5-
Humpodgypan-2-un)memunenamurno)-1-Ri-4H-1,2 4-mpuasonuii eanocenuoam c¢ ucnorv3osauvuem memooa
CEePULIHBIX PA36e0eHUll 8 HCUOKOU NUMAMeNbHOoU cpeode. YCmaHoBNeHo GIUAHUEe 3aMeHbl 3amecmumereli 8
CMpPpYKmype CUHmMeE3UupOBAHRHbIX 6eecme Ha npomueoepu6l<06yio u I’lpOﬁ’lU6OMMKpO6HyiO AKMueHocmu.

Resume: The sensitivity of microorganism test strains to the 3,5-R-4-((5-nitrofuran-2-
yl)methylenamino)-1-R:-4H-1,2,4-triazolium halogenides derivatives was studied using the serial dilution
method in liquid medium. It has been established how the replacement of radicals affects antifungal and
antimicrobial activities.

AkTyanbHOcTh. HecMoTpss Ha  Hamumuue ~ OOJIBIIOTO — apceHana  CPENICTB
MPOTUBOMUKPOOHOTO W MPOTUBOTPUOKOBOTO JACHCTBHUS, HWH(EKIMOHHBIE 3a00JEBaHUS
MPOJIOJDKAIOT OCTaBaThCA MPAKTUYECKH 3HAYMMOW TPOOJEMOM [JIsi BCEX BO3PACTHBIX
kareropuii. Ha ux momto npuxonurcs ve menee 70% oOmeit 3aboneBaemoctu u 6onee 80% —
B CTPYKTYpPE JAETCKOM U HEOHATaJbHONH CMEPTHOCTH. B CBs3M ¢ 3TUM mpoOiieMa orcKa HOBBIX
COCIMHEHUM, O00JIaIaloMUX MPOTUBOMUKPOOHONH U MPOTHUBOTPUOKOBOM aKTUBHOCTHIO,
MPOJIOJIKAET OCTABaThCs aAKTyalnbHOM. [I[pOMCXOANUT 3TO BCAEACTBUE psiia IPUUUH, & UMEHHO:
BBICOKOI TOKCUYHOCTH CYLIECTBYIOLIUX JIEKAPCTBEHHBIX CPEJCTB, PA3BUTHEM PE3UCTEHTHOCTH
OakTepuil K TpUMEHSEMbIM aHTUMUKPOOHBIM ipenapartam [1, 4, 5].

Heasn. M3yueHre npoTHBOMUKPOOHON M MPOTHBOTPUOKOBOM akTHBHOCTH 3,5-R-4-((5-
HUTpOoypaH-2-un)MeTmieHaMuHo)-1-R1-4H-1,2 4-Tpua3onwuii raoreHu0B.

3axaun:

1. Onpenenenue MPOTUBOMUKPOOHOW M TIPOTHBOTPUOKOBO# akTtuBHOCTH 3,5-R-4-((5-
HUTpoypan-2-un)metmieHaMmuo)-1-R1-4H-1,2 4-Tpua3onuii raioreHuI0B;

2. BoisiBeHHe B3aUMOCBSI3U  MEXIYy XUMHYECKOW CTPYKTYpOM COEIMHEHUH W
MPOTUBOMHUKPOOHOM M MPOTHUBOTPUOKOBOI aKTUBHOCTHIO.

Marepuaansl u meroabl. [IponsBogubie S-HUTpOodypaHa 007aNAIOT BBHIPAKEHHOU
AKTUBHOCTBHIO OTHOCUTEIHLHO BO30yAMTENEH KHUIICUHbIX WHGEKIH, a mpous3Boanbie 1,2,4-
TpHUa3oJja HaXoJsT CBOE MPUMEHEHHE KaK IPOTUBOMUKPOOHBIEC H TPOTUBOTPUOKOBBIE CPEICTBA

6, 71.
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[Ipu onpeneneHuu MNPOTUBOMUKPOOHOM U NPOTUBOTPUOKOBOM  aKTUBHOCTHU
IIPOU3BOJTHBIX 3,5-R-4-((5-autpodypan-2-un)meTrieHamuHo)-1-R1-4H-1,2 4-tpruazosms
TaJIOTCHUIOB B OMBITaX IN VItr0 MCHOJIB30BAIM METOJ] «CEPUHHBIX PA3BEACHUI» B MKHIKOM
NUTaTEIbHON cpeie, C OCIEeAYIOIMNM ONpeieIecHheM MUHUMaIbHOW uHruoupytromeit (MUK)
U MUHUMaJIbHOW OakrtepuriuaHoi koHreHTpamuu (MbnK). B kadecTBe mutaTeabHOU Cpes
UCIIONIb30BAJICSl aMUHOTENTH, TMPEIBAPUTENILHO pa3BeleHHbI Bomoil, pH cpensr — 7,2.
Mukpo6Has Harpyska a1 6akrepuii 2,5+ 10° keTox aMmuHONENTUAHON 18-4aCcOBOI KyIBTYpPBI
B 1 MJI cpenpl. MakcuMalbHast U3 HCCIIeyeMbIX KOHIIeHTparui 250 mr/mit. [ljist BeIpamuBaHus
rpuboB ucnoik3oBasiack cpena Cadypo (pH 6,5 — 6,7). Harpyska 500 000 penpoayKTHBHBIX
tenen B 1 mi [2].

Pe3ysnbraTrhl U ux obcyxkaeHue. lleneBbie MPOAYKThl peakid ObUIM MOJYYEHBI MO
OIMCaHHBIM paHee MeToaukam (puc. 1) [3].

N_ﬁ—R»] N— N/R1

R S e
NH2 f!le NV@NO

Hal = CI, Br; R = H, CHj3;
Rq = CzH7, C4Hg, CsH44, CgH43, C7H45, CgH47, CgH4g, C4gH2¢, CH,CONH,, CH,CO-CgH,4-OCH3-4, CH,COOH

2

Puc. 1 — Cxema cuntesa 3,5-R-4-((5-aurpodypan-2-un)merunenamuno)-1-R1-4H-1,2,4-rpuazomnmii
TaJIOTeHUIOB

CUHTE3UpOBaHHBIC 3,5-R-4-((5-autpodypan-2-un)meruinenamuno)-1-R1-4H-1,2,4-
TPUA30JIUH TaJOTSHUIBI OBUTH MHTEPECHBI KaK TOTEHIIMAIBHBIC MCTOYHHKU OHMOJIOTHYSCKU
AKTUBHBIX CyOCTaHIIUH C MPOTUBOMUKPOOHOM M MPOTHBOIPUOKOBON aKTHBHOCTHIO [ 3].

Taoda. 1 - [IpoTMBOMHUKPOOHAS: M TPOTUBOTPUOKOBAst aKTUBHOCTS 3,5-R-4-((5-aHuTtpodypan-2-
WJI)METUIeHaMUHO)-1-R1-4H-1,2 4-Tpua3onuii ranoreHu0B

N—N—R;

R/(N»\R

2

Jlj/gn R R1 KP* | PV* | ST* | SF* | EC* | PA* | SA* | CA*
1 H MUK 125 | 125 |625 (313 |31,3 | 625 (62,5 | 31,3
MbuK | 250 125 |625 |125 |125 |125 |125 | 125
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N e MUK [125 [250 [625 [13 [125 [625 [125 [125
MBuK | 250 | 125 |625 | 313 | 125 | 62,5 | 125 | 625
M

3 |H CiHo | MK | 25 | 25 | 25 | 25 | 50 | 25 | 25 | 25
MBuK | 125 | 625 |125 | 125 | 125 | 62,5 | 62,5 | 62,5
MUK | 625 |125 |125 | 62,5 | 125 | 62,5 | 625 | 125

4, H CsHu1
MBuK | 625 | 625 |125 |313 | 125 | 125 |125 | 125
MUK | 125 |125 |125 | 125 |125 | 62,5 |250 | 125

5. |H | CeHis
MBuK | 250 | 125 | 625 |625 | 125 | 125 | 125 | 313
MUK | 125 |125 |125 |250 | 125 |3L,3 | 62,5 | 313
6 |H | CeHy MBuK | 250 | 125 |125 | 125 | 125 |3L,3 | 62,5 | 313
MUK | 125 |250 |125 |250 | 125 |3L,3 | 62,5 | 625
7o |H | CHCONH MBuK | 250 | 250 |625 | 125 | 125 | 62,5 | 625 |125
CH.CO-Cela | MUK | 250 | 125 | 250 |125 |125 |125 |125 | 625
8 |H | ocH:4 MBuK | 62,5 | 125 |125 |250 | 125 |313 | 125 |625
MUK | 250 | 125 |125 |125 | 125 |125 | 62,5 | 625
9 |H | CHLCOOH MBuK | 125 | 625 |3L3 | 625 | 625 | 125 | 62,5 | 625
MUK | 250 | 125 |125 | 62,5 |125 |125 |3L,3 | 125
10. 1H | Cuoln MBuK | 625 |125 |125 | 625 | 62,5 | 125 |3L3 | 125
MUK | 313 | 31,3 |625 | 156 |3L3 |313 | 7.8 | 156
11| CHs - MBuK | 125 | 3L,3 |250 | 62,5 |625 |125 |3L3 |3L3
MIIK | 625 | 625 |625 | 125 | 125 |125 |125 | 125
12. | CHs | GeH MBuK | 625 |625 [625 | 625 625 |125 |125 |125
MUK | 125 |250 |250 |250 | 125 |125 | 125 | 625
13| CHs | CeHn MBuK | 250 | 625 | 625 | 125 | 125 | 62,5 | 62,5 | 62,5
MUK | 125 |125 |125 |625 |3L,3 | 125 | 615 |125
14. | CHs | CeHur MBuK | 250 | 250 | 250 | 62,5 | 62,5 | 250 | 125 | 125
MUK | 250 | 125 |625 |625 | 125 | 125 | 125 | 625
15| CHs | CuoHa MBuK | 125 | 250 | 125 |625 | 125 | 62,5 | 62,5 | 62,5
MUK | 625 | 625 |625 | 156 | 156 | 625 | 156 | 625
16. | CHs | CHLOCeHs 1m0 1625 [625 | 62,5 | 313 |3L5 | 125 | 313 | 625
MUK | 125 | 250 |125 |125 | 250 |250 | 125 | 125
17. | CHs | CHCOOH MBuk | 125 | 625 |3L3 |3L,3 | 625 | 625 | 62,5 | 125

(CA)).

C60pHI/IK MaTepuajioB CaTeJUINTHOMU ﬂHCTaHHHOHHOﬁ Haquo-npaKTqucxoﬁ KOH(I)CpeHL[I/II/I CTYACHTOB U MOJIOABIX y‘IéHBIX

*(Klebsiella pneumonia (KP), Proteus vulgaris (PV), Salmonella typhimurium (ST), Shigella flexneri
(SF), Escherichia coli (EC), Pseudomonas aeruginosa (PA), Staphylococcus aureus (SA), Candida albicans
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AHanu3 MOJMYYEHHBIX JAHHBIX MO3BOJWJ MOKAa3aTh 3aBUCUMOCTb MEXIY CTPYKTYpOn
CUHTE3UPOBAHHBIX COCIMHEHUN U PapMaKoiorudyeckum naerictsreM. Creyer OTMETUTh, YTO
Ha CIIEKTP IIPOTUBOMHKPOOHOrO ACHCTBHUS cpeau mpou3BoaHbIX 3,5-R-4-((5-uutpodypan-2-
wi)MeTuiaeHaMuHo)-1-R1-4H-1,2,4-tpua3onuii  rajJoreHu 0B  CYIIECTBEHHO HE  BIIHSET
npupoza 3amectutens o Ni-atomy 1,2,4-tpuazonsHoro mukia. OaHako, 3aMeHa aTKUILHOTO
pagukana Ha 4-METOKCU(DCHWIBHBIA TPUBOAUT K YBEIMUYCHHUIO YYBCTBUTEIBHOCTH K
cunTe3upoBanHbiM  BemiectBam  Klebsiella pneumonia, Proteus vulgaris, Salmonella
typhimurium, Staphylococcus aureus nmoutu B 4 pa3sa, a Shigella flexneri, Escherichia coli,
Pseudomonas aeruginosa — B 2 pa3a. OgHOBpEMEHHO HAOJIIOJACTCS YCHIICHUE
MIPOTUBOTPUOKOBON akTHBHOCTH 10 oTHomeHuio k Candida albicans — B 2 pa3a. Beeacnue
METHUIILHBIX 3aMECTUTENCH TI0 S TIOJI0KEHUIO B TPHA30ILHOM ITUKIIC 3HAYUTEIBHO YBEITUIHBACT
qyBcTBUTEIbHOCTH Staphylococcus aureus u Shigella flexneri.

BuiBoabI:

1. U3yyeHa aHTUMUKPOOHAsE aKTUBHOCTh CUHTE3UPOBAHHX COCAMHEHUUUI B psiay 3,5-
R-4-((5-autpodypan-2-mn)meruiacHaMuHo)-1-R1-4H-1,2 4-tpua3zonuii raJiOT€HUJIOB U
YCTaHOBJIEHA YYBCTBUTEIBHOCTh K HUM TECT-IIITAMMOB MUKPOOPTAHU3MOB KUIIIEUHOM TPYIIITHI
(Escherichia coli, Proteus vulgaris), nanouku ®pumienaepa (Klebsiella pneumonia), nanouku
Bbpecmay (Salmonella typhimurium), mamoukn ®nekcuepa (Shigella flexneri), cunernoinon
nanouku (Pseudomonas aeruginosa), 3omorucroro craduiokoka (Staphylococcus aureus), a
TaKXe MPOTUBOTPHOKOBYIO aKTUBHOCTH OTHOCHTEIBHO Jpoxokenono0Hsix rpudos (Candida
albicans).

2. Pe3ynbpTaTthel UWCCIEOBaHMI TMOKa3ald, 4YTO K JAaHHOW Tpynme MpOU3BOIHBIX
JYBCTBUTENIBHBI HWCITOJIB30BAHHBIC MITAMMBI MHKPOOPTAHU3MOB M MOXKET B JalbHEHIIEM
n3ydatbcs 0oJiee yriryoJIeHHO.
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