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CTPYKTYpHi 0c06/MBOCTI Ta aHTUOAKTepiasibHa
AKTUBHICTb 1,2-AU3aMillleHUX OeH3iMiaa3oniB

IHCTUTYT opraHidHoi ximii HAH Ykpaitun, m. Kuis
211y «IHcTuTyT (hapmakosorii Ta Tokcvkonorii HAMH Ykpainn», M. Kuis

KnoyoBi cnoBa: 6eH3iminasosn, baktepii,
aHTunbakTepiasibHi 3acobu

BuHUKHEHHA PE3MCTEHTHOCTI B MiKpO-
opraHisamiB 7o mil aHTUMiKpPOOHMX IIpera-
paTiB € TOJIOBHOIO IIPUYMHOIO HEJOCTaT-
HBOI e(eKTUBHOCTI aHTUMiKPOOHOI Ximio-
tepamii. Croroxui mpob6sema mpodisakTu-
KU Ta JiKyBaHHS 3aXBOPIOBaHb, BUKJINKA-
HUX MiKpooprauismamm, S3aJHIIa€THCA
aKTyaabHOI0. OMHUM i3 IMUIAXiB BUpiIIeH-
HA TpobJieMU € IOUIYK aKTUBHUX MOJIe-
KyJ i po3poOka Ha ixHili OCHOBI HOBHUX,
OipII e()eKTUBHUX aHTUMiIKPOOHUX 3aco-
0iB. IlepcHeKTUBHOIO CTPYKTYpOIO MHJIA
KOHCTPYIOBAHHS MOJIEKYJI JiKiB € OeHsimi-
1a30J, MOXiZHI AKOT0 MOXKYTH OyTHU OTPHU-
MaHi 3a KJacHMUHOIO0 peakiriero Pimrimca-
JlagenOypra i gani GyHKIioHa/i30BaHi.

3amimeni 6eH3iMigas30/1 MIMPOKO 3aCTO-
CYBYIOTBCA B MEAWYHIN NPaKTUIi IIpHU
maToJIOTiAX, 00yMOBJIEHUX rpubamu, O0aK-
TepiamMu, HaWmpocTimumMu i iHImMUMYu 30y A-
HuKamMu [1]. ¥V 1mux peYoBMH BUABJIEHO
npotuBipycHy [2—4], arTUTenbMiHTHY [5]
Ta aHTHOaKTepialdbHy Aifo. 3amimieni 6eHs-
iMizasonu MarwTh IMUPOKUN CIEKTD aHTU-
GakTepiaJbHOI aKTUBHOCTI, PEUOBUHU iHTi-
OyIOTH PiCT i POBBUTOK aepoOHUX Ta aHa-
epoOHUX MiKPOOpPraHismiB, y TOMY umCJIi
Mycobacterium tuberculosis i Helicobacter
pylori [6—9]. V¥V samimenux O6ensiminasomris

BUABJIEHI TaKOX aHTUIiabeTW4Hi Ta mpo-
TunyxJauHHi edpertu [10-17].

Takwmit muporuit cuektp OGiosoriuHol
il moximHmx GeH3iMiZmasosy MOACHIOETHCS
fAK 1XHBOIO BUCOKOIO OCHOBHICTIO Ta 3/aT-
HIiCTI0O KOOpPAUHYBATHUCS 3 6iIKOBUMU CYyO-
cTpaTaMu, TaK i CTPYKTYPHOIO TTOAi0OHiCTIO
10 IyPUHOBUX HYKJIEOTUIB.

3a ocranui 10 pokiB cuHTE30BaHO i
OPOTEeCTOBAHO in vitro TtucAdYi HOBUX
noxigHux 6eH3iMizasosy, IO MOSCHIOETH-
cA HOCTYIHICTIO IXHBOTO CHHTE3Y Ta BHUCO-
Kol Oiosoriunoro axTuBHicTiO. HesBa-
JKalud Ha aKTUBHICTL OeH3imimasosis
o1040 pisHMX BUAIB MiKpoopraxismiB i
HasIBHICTH BeJIMKOI KiJgbKocTi pobiT 3
IaHol TeMaTWKHU, y JiTepaTypi BimcyTHI
OTJIAMOBi CTATTi B 3a3HAYEHOMY HAIIPAMI.

Mema docnidxncenHs — y3araJbHEHHA Ta
cucreMarusalia imgopmarii mogo0 aHTH-
MikpoOHOiI il GeH3iMiZa30JBMiCHUX CIIO-
ayk. CTpyKTypyBaHHSA MaTepiaiy 3ailicHe-
HO 3a 0YZOBOIO TECTOBAHUX CIIOJIYK.

IIi cnonyku HaluncaeHHini i BHACTIZOK

MOXKJIMBOCTi BapiloBaHHA B3aMiCHHUKIB Y
moyiosKeHHsax 1,2,4-7 mepcrneKTuUBHI 1A
O6iosoriunmx Bunpobysanb. Cmomyka 1

aKTUBHA in vitro BigHOCHO aepoOHUX
Mikpooprauiamis, 3okpema, Staphylococcus
aureus, Bacillus subtilis, MIK y miamasomi
KoHIeHTpalnin 8—32 mir/ma [17]. 5-Kap-
6amoinbensimigasonu (2) mpu TecTyBaHHI
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Ha rpaMnosuTuBHUX (S. aureus) i rpamHe-
raTuBHUX Mikpoopranismax (Escherichia
coli) BupasHOi aKTUBHOCTI He IIPOABUJIN,
MIK 50-100 mkr/mu [18].
2-Apui-1-merunbensiminasonu (3) Tec-
TyBaJ! in vitro HA YYTJIUBICTH O TPAMIIO-
sutuBHUX (S. aureus ATCC 25923, Strep-
tococcus faecalis ATCC 19433, B. subtilis
ATCC 6633) i rpamHeraTuBHUX OaKTepiit
(E. coli ATCC 23556, Pseudomonas aeru-
ginosa ATCC 10145) [19]. Bcranosieno,
10 aHTHUOaKTepiaJbHUN eheKT CIOJIYK He
Bupasxkenuit, MIK 12,5-100 mxr/mua. 3a
piBHeM iHTiOyOUOi aKTHUBHOCTI IIi peYOBU-

MRSA, E. coli, E. faecalis (MIK y nia-
masoni 3,12-12,5 MKr/mi) i 3a crymenem
BUPa’KEHOCTi iHTiGy0uoro edheKTy IOCTY-
maeThbCcA IIpenaparaM IOPiBHAHHS aMITi-
nuwiiny i mumnpodiokcamuny (MIK 0,39—
0,78 mkr/ma) [22]. 1-Anrin-(3’, 4’-mgu-
xJyopgenin) Gensimigasonu (7) i (8) moxasa-
JI1 BUCOKY aKTHBHICTH mpoTu S. aureus
(ATTC 25923) ta MRSA, MIK 0,39-
12,5 mir/ma Bigmosigao (MIK ammimmri-
my 0,78-50 mxr/miu) [23, 24].

IToxiGua 3a cTpyKTypoio mo Gemsimiga-
3ouiB (8) cmosmyka 9 xapaKTepu3yeThCSA
IeI0 MEeHIIOI MPOTUMIKPOOHOIO [Ii€io
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R = NH,, NO,, NHCOCH,Cl, NHCOCH,SPh; R! = 4-CIC,;H,CH,;
R? = Me,CHNH(CH,),NH, EtNH(CH,),NH; R® = Bn, 2,4-CL,C;H,CH,

HU 1mocTtynamTbea amminuiainy (MIK
3aJIe}KHO BiJ MiKpoopraHiamy cKJazae
3,12-6,25 MKr/mi).
AntubakTepiansbHa aKTUBHICTH
1,2-giapuin-5,6-guxaopbensimMigazonis (4)
CIIiBCTaBHA 3 TAKOIO IJIs aMITII[WJIiHYy Bif-
HOCHO S. aureus, y TOMY UYHCJi METUILU-
JIiH-PE3UCTEHTHUX 30JI0TUCTOTO U eIrimep-
masbHOTO cradisokokis (M RSA i MRSE),
MIK 3,12 mir/mu. IHri6yroua aKTUBHICTH
aMOiIUIiHy 3aJe’XKUTh BiJ TecT-MiKpo-
opraHisaMy ¥ BHaAXOOUTHCA B [diamas3oHi
KoHImeHuTparniii 0,39-50 wmrr/ma [20].
PesynbraTu BUBUEHHA AaHTHUMiKPOOHOI
aKTHUBHOCTI OeHsimimasosiB (5) BimHOCHO
rpaMIOBUTUBHUX OakTepiti (S. aureus
ATCC 25923, MRSA, S. faecalis ATCC
29212, M RSE) BusABUJIN BUpPa’KeHY aHTU-
O0akTepiaJibHY AaKTHUBHICTD IIUX CIIOJYK
(MIK 0,78-3,12 mkr/mi) [21].
Hocmimkena in vitro anTubaxTepiab-
Ha AaKTUBHIiCTH cepii 6-aMigmHBMicHUX
1-R-2-apunbensimigasonis [22—24]. Cmo-
Jayka 6 cepel MOAIOHUX CTPYKTYDP HIPOSBU-
Ja Haubimbmy mgiro BimHOCHO S. aureus,

BiJTHOCHO I'PaMHOO3UTUBHUX MiKpPOOpPraHia-
miB S. aureus Tta E. faecalis (MIK 3—
25 MKr/mJ) i 3a aKTUBHICTIO ITIOCTYHAIOTh-
ca cyapraminuiiny (MIK 1,56-50 mkr/
mia). Ho gmil mmuxXx peyoBHMH He YyTJIUBA
kutmkoBa (E. coli) i cunporuitina (P. aeru-
ginosa) nanuuku [25].

BuBuenHs aHTH6aKTEPiaIbHUX BJIACTH-
BocTelr GensimimasoniB (10) He BUABUJIO
BUPAKEHOTO aHTHOaKTepiasbHOrO ederTy
nux peuoBuH (MIK BimHOCHO rpammosu-
TuBHUX (S. aureus, B. subtilis) i rpamue-
ratuBHUX (E. coli, P. aeruginosa, K. pneu-
moniae) OGaxkrtepiit > 50 wmir/mua) [26].
BcranoBieno, 1mo cmoayka 11 mpoaBuiia
akTuBHicTH BigHocuo E. coli (MIK 6,25—
12 w~mrr/ma) [27]. Hanwi pocaimxeHHSA
akTuBHOCTI Oensimimasosis (12) i (13)
MOKas3aJu BiCYyTHICTHL BUpa’KeHOI iHTi-
oyrouoi mii BimHOCHO 30JOTHCTOrO CcTadi-
JToKOKYy [28].

Cononyka 14 mokasajia BHUCOKY aKTUB-
HiCTh IPOTU CIIOPOYTBOPIOIOUMUX OaKTepiit
(B. cereus) [29], a moxinui 6GeHsimigaszony
(15) Ta (16) — mpoTH TPaMIIOSUTUBHUX i
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R! = H, Me, MeCO; R? = H, 2-Cl, 3-Cl, 4-Cl, 3-OH, 4-OH, 2-NO,, 3-NO,,

4-NO,, 4-F, 3-MeO, 4-MeO; R? = 8-merunimigaszon-2-im, 1,2,4-rpiason-3-ii,
4-metui-1,2,4-rpiason-3-im, 1-metuarerpason-5-ii, 1-deninrerpason-5-im,
2-metni-1,3,4-riagiazon-5-i1, 6ensimigazon-2-ig, 6eH30KCa30J-2-11, 6eH3Tias30s-2-i1;

rpaMHeTaTUBHUX OaKTepili Ha piBHI reH-
raminuay ta amminuiiny [30]. Becramos-
JIeHO, II0 AaHTUMiKpoOHi BJacTHUBOCTI
noxigHux OeHsimimasony (17) BimHOCHO
S. aureus ta E. coli BiZmoBizaoTh TaKuUM
nunpodaokcanuny [31]. Metogom QSAR
(R? = 0,65-0,88; Radj? = 0,63-0,86)
OyJIO OCTiIKEeHO B3a€EMO3B’SIBOK «CTPYK-
Typa-akTUBHicTE» cmonyku 17. fAx moe-
KYJaapHi geckpunrTopu 6yam B3aTi log P,
eJIeKTPOHHI IIapamMeTpu, MOJIEKYJIAPHI
posmipu, ¢opma # 1Ioma. SHAWIEHO
MMOBUTUBHY KOPEJIAIiI0 MijK aHTHOAKTEepi-
aJIbHOI AaKTHUBHiICTIO Ta KoedimieHTOM
ainodinsuocti (log P).

CKpuHIHrOBI JoCHimKeHHS aHTHUMI-
KpobHOI pii 5-xsopbensiminasosiB (18)
BUABWJIN YYTJUBICTH A0 iXHBOI il rpam-
mo3uTUBHUX KOKiB (S. aureus ATCC

25923), MRSA, rpaMIO3UTHUBHUX IIaJIU-
qoK (B. subtilis ATCC 6633) Ta rpamuera-
TUBHUX Mikpooprarismis (E. coli ATCC
25922) [32]. BcraHOBJIeHO, IO AHTUMI-
KpoOHA aKTHBHICTH CIOJYK, II[0 He Mic-
TATH 3aMicHuUKIB y N-aTtoma, BifHOCHO
30J0THCTOTO cTadiJIOKOKY BigmoBigasa
aKTHUBHOCTI IUIPOMIOKCAIIMHY Ta AaMIIi-
muiriny (MIK 0,78 mkr/mi).

YV pobori [33] HaBemeHo pmaHi 10O
aHTUMIiKpoOHOI mil samimienux OeHsimina-
3oiiB (19) nporu B. cereus (ATCC 10876)
i sasesxHOCTi iHTiOylOUOi aKTMBHOCTI Bif
IMOKa3HMWKAa JinodinbHOCTI.

Cononykm 20 i 21 mokasanu BUpPasHY
aHTUMiKpOOHY nito nmpotu K. coli i
B. subtilis [34, 35]. Iloxigui 5,6-muxJop-
6ensimigasony (22) i (23) € akTUBHUMU
igri6itopamm S. aureus Ta E. coli
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R! = l-agamanTun, 2-sadTui, 3,5-guMerokcudenin; R? = mopdoirin, 4-Mernaninepasus,
4-peninminepasun, 3-mernaninepunue; R3 = H, nukaonpomisa, H-mpomin; R* = OEt,

(MIK 6-50 mkr/mi) [36], Toxi ak 6-amimo-
5-(ropsamicui 6ensimimasonu (24) xapak-
TepPU3YIThCA IOMipHOIO akTuBHicTIO [37].

AnTubakTepianbHa mia mosidamiieHUX
6eusiminasonis (25), (26) in vitro mpotu
E. coli Ta P. aeruginosa, a Tako 3aJIeX-
HicTh iHTiIOyI0uOro edeKTy Bif CTPYKTypHU

cunoayk (QSAR) mochimkyBanucs B pobo-
Tax [38—41]. BcraroBieHO, 1[0 CIOTYKH 25
aktuBHi BigHOCHO E. coli (MIK y mianmasoni
KoHIeHTpaliit 6,25-50 mir/ma [38]), a
cTpyKTypu (26) — BigHOCHO P. aeruginosa,
(MIK 6,25-125 mikr/mia) [39, 40]. Pospa-
xyHKH QSAR TpOBOAMUIUCSA METOZOM
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R! = H, Me; R? = H, Me; R® = H, NH,; R* = Me, Cl, F, MeO; R® = PhCH,,
4-MeC,H,CH,, 4-CIC,H,CH,, PhCO, 4-MeC,H,CO, 4-CIC,H,CO
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R! = Me, Et, Pr, Ph, 2-MeC,H,, 4-MeOC,H,, 2-MeOC,H,, 2-HOC,H,, 3-HOCH,,
4-HOC.H,, 2-CIC,H,, 4-CIC;H,; R2 = Me, Ph, 2-CIC;H,, PhCH = CH; R® = H, 2-Me,
4-OH, 4-MeO, 4-Cl, NH,; Ar = Ph, 2-HOCH,, 2-CIC,H,, 3-O,NCH,, 4-HOC,H,,
4-MeOC,H,, PhCH = CHCH,

MYJIbTUIiHIHHOI perpecii 3 BUKOpPHUCTaH-
HAM TaKUX IIapameTpiB, AK JinodisbHicTH
(logP) [38-41], eneprisa rigpararii [40, 41]
Ta MOJAPHUI 06’em [41].
1-Kapb6amoin6eusimigasonu (27) npo-
ABUJIN MINPOKUHA CHEKTp mil BigHOCHO
S. aureus (ATCC 29213), Streptococcus
mutans (MTCC 890) i B. subtilis (MTCC
741), E. coli (ATCC 25922), Salmonella
typhi (MTCC 733) i P. aeruginosa (MTCC
741) [42], Toxi ak coonyku 28, 29 mpaxk-
TUYHO He aKTuUBHiI Bigmocuo E. coli,
P. aeruginosa i S. aureus [43]. Iloxigni
rigpasugiB 2-merusa (6emsimigasosi-1-im)

orrroBoi kucyaoru (30) i (31) npuraiuyoTs
picT HeECTIOPOYTBOPIOIOYUX i CIOPOYTBO-
profoumx 6axTepiit (S. aureus i B. subtilis).
AKTUBHICTL IIUX CIOJYK BiIHOCHO r'pam-
IIOBUTHUBHUX MiKpOOpPraHi3MiB Bupa'keHa
0iJIBIIIOI0 MipPOIO, HiXK 0 rpaMHEraTUBHUX
(P. aeruginosa) [44]. Tigpasunu (32) Takox
imri6ytors pict i posmuoxkenua E. coli,
S. aureus, S. typhi i P. aeruginosa [45].
Hani pmociimkeHHA  aHTUMiKpPOOHOI
aKTHUBHOCTI TeTEepPOIUKJIIUHUX IOXiTHUX
(6ensimimasosi-1-i) omrToBoi Kucaotu (33—
38) maBezmeHo B poborax [46—48]. Bersiwmi-
masonBmicui 1,3,4-oxcagiasonu (33—35)

N, N OPh
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N N-N N NN I\ s
\_40 \ R \_« & \—40 )—R
33 34 35
Me N
\ N
NN I/\I_T{] 0 . N>_ l\f\f_N E): \>—Me Ar
é\{SHN—N_ R \_(S \ Ne—WAT N\_g—ﬁ_N)\s
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36 37 38 0

R! = H, Me; R? = Me, Et, 2-CIC,H,, 4-CIC;H,, 2-HOC,H,, 4-HOC;H,, 2-MeOC,H,,
4—MeOCGH4, 4-xmopbensun; R® = H; R* = 3—MeCSH4, 3—CICGH4, 4-FC,H,, 4—HOCGH4,
4-NO,C,H,, 2,6-CL,C;H,; R?® + R* = mopdouxin; R® = Ph, 2-NH,C;H,, 2-MeC;H,,
3-MeC,H,, 4-MeCH,, 2-CIC;H,, 4-CICH,, 2-BrC;H,, 4-BrC;H,, 4-O,NC H,, 4-MeOCH,,
3,4-(MeO,)C.H,, PhCH,, PhOCH,, 4-PhC,H,CH,, 4-mipuaun, (1’-madrumn)mern; R6 =H,
Me; Ar = Ph, 4-NO,C,H,, 4-HOC;H,, 4-MeC:H,, 4-MeOC;H,; Ar = 2-CIC;H,, 3-CIC;H,,
4-CIC,H,, 2-BrCH,, 3-BrC;H,, 4-BrC;H,, 2-MeOC H,, 3-MeOC,H,, 4-MeOC.H,,
2-NO,C,H,, 3-NO,C,H,, 4-NO,C.;H,
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MPOABUJIN CJHa0Ky AaKTUBHICTH IIPOTHU Y 6eusimimasonis (46) BuABIeHI He3HAU-

S. aureus, B. subtilis, S. mutans, E. coli,
P. aeruginosa (MIK 50-200 mkr/mia) [46—
48], Toxi Ak moxibHi 3a cTpyKTypoo 1,3,4-Tia-
miagon (36—38) moKasanmm AaKTUBHICTE Ha
piBHI HoOp(IOKCAIMHY IPOTH IITaMiB
S. aureus MTCC 96, B. subtilis MTCC 619,
P. mirabilis MTCC 425, P. aeruginosa
MTCC 424 i K. pneumoniae [49—-51].

AnTubakrepiaibHa aKTUBHICTH OeH3iMiza-
gosBmicuux 1,3,4-rpiasosis Ta 1,3,4-0Kca-
miasomiB (39), (40) mporm S. aureus,
B. subtilis, E. coli, P. aeruginosa BuABUIACS
uusbKoo (MIK 42-105 mir/mi) [51].

IMoninukmiuni Geusimimasosmsamiieni
cuonyku (41-43) xapaKTepusymTbCA
moMipHOI0O aKTHUBHicTIO TpoTtu B. subtilis,
K. pneumoniae, P. aeruginosa [52] Ta
P. aeruginosa, S. aureus i P. vulgaris [53].

Cepen cmnonyk 44 werwni-2-(4’-HiTpo-
dewnin)-1H-6ensimigazoin-1-kapboaurioar
IPOABUB HANOGINbIII BUpaKeHY Iif0 Bix-
vocHo S. aureus (MTCC 737), E. faecalis
(MTCC 439), B. cereus (MTCC 430 [54],
Tomi AK amigu (45) xXapaxTepusyIThCS
cJIa0KOI0 AaKTUBHICTIO II[0J0 BUBUYEHUX
TecT-mITaMiB 6axTepiit [55].

Hi aHTUMiKpPOOHiI BJIACTUBOCTiI MPOTU T'PaM-
nosutuBHUX (S. aureus, B. cereus) i rpam-
HeraTuBHUX Oaxrepit (S. dysenteriae,
E. coli), a TakKoX BIiJHOCHO XOJIEPHOTO
Biopiona (V. cholerae) [56].

Ilomipna axkTwBHiCTH 3apeecTpoBaHa y
cunonyku 47 BigHocHO B. subtilis, B. cereus,
S. epidermidis, S. typhi, P. aeruginosa i
K. pneumoniae [57]. IlomipHa inridoyroua
Iist BusiBieHa B Geusimimasouis (48) mporu
rpaMIOBUTHUBHUX i rpaMHEraTUBHUX MiK-
poopramisamisB: B. subtilis (MTCC 121),
B. cereus (ATCC 14579), S. epidermidis
(ATCC 25923), S. typhi (MTCC 733),
P. aeruginosa (MTCC 741) i K. pneumoniae
(ATCC 29212) [58]. HeBupasua fmia mpu-
TamaHHa i cmoayii 49 [59].

Byna pochimskena NTpoTMMiKpoOHA [is
6ensimigasoiis (50—52), mo micTaTs apui-
OKCUMETMJIBHUN 1 (XiHOJMiH-8’-11) oKcuMe-
TuabHUYN 3aMicHuKHU [60—-61]. ¥V cmonyku
50 BuABJEHO iHTIOYIOUY [if0 MPOTU KWUIII-
KOBOI, CHHBLOTHIMHOI IaJWUYKH Ta MiKo-
b6akrepii TybGepKyano3y (Mycobacterium
tuberculosis H37TRV) [62], y noximuux
2-(xiHoniH-8’-im)okcumerun-6ensimigaso-
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S

N
N O{\s , ©: \>_R4
oy 6
N H / \N >/~—SMe
LPh N
P

43 44 45

R! = H, Et, Pr; R, = Et, nuxronponin; R? = Ph, 4-NO,C,H,, 4-MeC,H,, 2-HOC.H,,
2,4-(Me0),C,H,, 2,5-(Me0),C,H,;R, = H, Ph, PhCH,, 4-Me,NC,H,, 4-MeOCH,, 2-CIC,H,,

3-CIC,H,, 4-CIC,H,, 2-O,NC,H,, 3-O,NC;H,, 4-O,NC;H,, 3,4-(MeO),C,H,; R®> = Ph,
4-MeCgH,; R, = Me, Ph, 4-CICH,
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oy

1'11 R*

46 47

o o

48 49

R!, R? = Ph, 4-MeC.H,, 4-Me,NC;H,, 3-NO,C,H,, 4-BrC;H,, 4-FC,H,; R? = NMe,, NEt,,
NPh,, SPh, NMePh, mopdonin; R, = 2-kapGoninminepuans; R® = Ph, PhCO, (2-mipugun)
kapbouiz; RS = MeCO, 2-kap6ouimmipuaun; R” = C,H,0,, C.H;O,; R® = PhCHO

50
R5 N
N /
Ot
o)
53

©:N\>—\ K o N N
— \ —
T 0, e Wad
! !
51 52

Me
M=cH,
N
S
i
o N
H

54

R!' = H, Me, Et, Pr; R? = H, 4-Me, 3-NO,, 4-NO,; R3 = H, MeCO, CH,CH,Cl, COCH,CI,
CONHNH,; R* = H, Me, Pr, u-Bu, x-nmearuu, Bz, MeSO,, PhSO2, MeO,C; R =H, NO,;
RS = H, Me, Bz, PhCH = CH, 2-HOC,H,, CH,CH,COOH

ay, cmoayk 51, 52, mporumikpoOHa mis
BUpaskeHa cyabkoio miporo [61, 62].

3 MeToI0 TOMIYKY e(eKTUBHOTO 3aco0y
MIPOTU KUIIIKOBOI MaJUUYKKU OYB IIPOBEje-
HUU TOIIYK MOJEKYJIAPHUX CTPYKTYp i
MoMeJIoBaHHA (IOKiHT) B3aemomili ix 3
aMiHOKMCJIOTHUMH BaJUITKAMU aKTUBHO-
ro cairy medopwminasu (PDF) [63]. Bcera-
HOBJIEHO, II[0 y CHOJYKHu 53 adimHicTs 10
depmenTy (eHeprisgs 3B’A3yBaHHS CTaHO-
Buth (-325,17)) BupaskeHa O6iJbIIOIO
Mipoio, HiK Yy aMOKCUIIMJIIHY Ta ITUIIPogd-
aokcanuny ((-237,61) i (-229,60) sixmo-
BigHO) [63].

Y poboti [64], npucBaueHiii cuHTE3y
3-(1-isonmpomenin-1,3-gurigpobensimina-

30J1-2-imigen)-1,3gurigpo-iamon-2-ona (54),
3a3HavaeThbCcA, IO A0 ~Ail Iiei cmoayku
YyTJIWBUU 30JIOTUCTUIN CTa)iIOKOK.

TakuM uYMHOM, NTPOBEIEHUUN aHAJi3
aHTUMIKpPOOHOI aKTuBHOCTI 1,2-mm3ami-
mieHnx OeHsimMimasosiB cBigumTh, IO ITi
CIIOJIYKU BUABJISAIOTH IMUPOKUN CIEKTD
aHTUMiKPOOHOI AaKTWBHOCTi, IIPUTHIUY-
IOTH PiCT Ta POSMHOXKEHHSA I'PaMHEraTuB-
HUX Ta TPAMIIOBUTUBHUX (CIIOPOYTBOPIO-
I0UYNX Ta HECIOPOYTBOPIOIUNX) OaKTe-
piti. o gxii moximumx O6GeHs3imimasosiB
GiJIBIII00 MipOIO UYTJINBI rPaMIO3UTUBHI
MikpoopraHismu, 30KpeMa CTifiki go mii
aHTUMIKpoOHUX 3acobiB MRSA, MRSE,
VRE Ta iH.
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B. H. BpuuyH, H. A. BpbiH4aHy

CTpYKTYypHble 0COOEHHOCTU 1 aHTUOaKTepuanbHas aKTUBHOCTb

1 ,2-AVI33MeI.I.|,eHHbIX 6eH3MMMAa3OHOB

B 0630pe 06006LeHbl 1 CUCTEMATM3MPOBaHbl JaHHbIE NUTEpPaTypbl MO aHTubakTepuanbHbIM CBOM-
cTBaM MNpPoOn3BOAOHbIX 66H3I/IMI/I,EI,aSOJ'Ia. 1,2-,D,I/138MeLLI,eHHbIe 6eH3I/IMI/I,EI,aSOJ'IbI npoasnaloT LIJI/IpOKI/II7I

CrnekTp aHTMGaKTepI/IaJ'IbHOFO nenicteusi. Hanbonee BblpaXXeHHas akKTUBHOCTb coenuHeHnin HabnogaeTcs
B OTHOLLUEHUWN rPaMMONIOXUTESIbHbIX 6aKTepI/II71.

KntoyeBsble cnoBa: 6eH31MUAA301bl, 63KTepl/lM, aHTl/IﬁaKTepMaﬂbele cpegcrtsea

V. N. Britsun, N. A.Vrynchanu
Structure features and antibacterial activity of 1,2- disubstituted benzimidazoles

The literature data about antibacterial properties of benzimidazole derivatives have been generalized
and systematized in the review. 1,2-disubstituted benzimidazoles have shown wide spectrum of
antibacterial action. The most significant activity of them is observed on the gram-positive bacteriums.

Key words: benzimidazoles, bacteria, antibacterial substances
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