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BUAAETBCA MIA,
BIANOBIAENEHICTE

AEPKABHAMIETAPTAUENT N AEKMAPAUIHOIO MATEHTY — revomy
BAACHOCTI HA BUHAXIO

(54) 6,2-0IAMIHO-2-ETOKCIAKPUAUHIKO 3,5-AWHITPO-N-{4'-ETOKCH®DEHIN)-AHTPAHINAT, WO MPOAB-
nae AHTUMIKPOBHY, MPOTU3AMANBHY, AHANEBNETUYHY, AQIYPETUYHY AKTUBHICTE TA TMO-
TEHUIIOIOYY 41D ¥ BIAHOLWEHHI 4,0 BEH3WNNEHILUWNIHY HATPIEBOI CONI
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(22) 12 11 2001

(24) 15 08 2002

(46) 15 03 2002, Bron Ne 8, 2002 p

[72) lcaes Ceprid [purcpoeud, 3ynaHeus Irop Anb-
Beproeud, Apuyesa [leca BceeonogeHa, FpeMeHko
Brranid Avutpoewd, CeedHikoea OneHa Mukonaiera,
Masmi  OnekcaHgp |BaHoBWY, XaHiH Bagum
AHfpiaoend, fukni Ilrop lNeoHigoeud, Miciopbosa
CeirnaHa BiktopisHa, KocTiHa TeTaHa AHaTonlisHa
(73) HAUIQHANBEHA O©APMALIEBTUHMHA  AKA-
OEMISA YKPAIHIA

2

{57) 6,9-glamiHo-2-eToKCIakpUANHIKD  3,5-AuHITpo-N-
{(4'-eTorcudbeHin)aHTpaHinaT 3a cdopMynow
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AKWA NROABNAE AaHTUMIKPOGHY, NPCTW3ANansHy, aHa-
NbIETUUHY, AIYPETUUHY AKTMBHICTb, NOTEHUIKE Ak
GeHaunneHIyUNIHY HaTpieeol conl y cybbakreplocTta-
TUYHIA KINBKOCTI

JaHuiA  BUHEXIA  BIAHOCHUTBCS  JIO  XIMIKO-
thapMayeBTUUHO! NPOMUCMOBOCTI, 30KPeMa, A0 GWH-
Tesy HOBOI XIMIMHOI CMIOMyKW 33 chopMyno
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dKka NPCABNAS aHTUMIKRODHY, npoTnaanansHy,
aHanereTU4Hy, AIYPETUUHY BKTWBHICTH T2 MOTEHLNIO-
KUy A0 ¥ BIAHOWEHHI 0O BeH3auNneHIUINUHY HaTple-
BOI GOnl
Mowyk HOBUX aHTUMIKPOOHUX, NPOTU3IaANaNbHMX,
aHanereTudHNUX Ta AIYReTYHX 3acoliB € akTyans-
Hol Npobnemors cyuacHo! MefuuMHK B akoct cno-
AYK MOPIBHAHHA BUKOPWCTOBYBAMNW ETAKPWUAMHY NaK-
TaT, BOMNETAPEH, aHanerH, rnoTiasug
{Mawroecknia M [l NekapcTeerHuie cpefgctea — M
Meawuwna, 1997 -T1 —-C 161,172, T2 - C 420)
3a npoToTyn BUOpaHuin - 2-eTokcn-86,9-
AlAMIHOAKPUAUHIID 2-N-(2'-HITpodeHIN)aHTpaHINaT
{(HexnapalyliHvnid nateHT Ha BUHaxig Ne290 047 A
(Yipaina) MMNK C 07 0219/08, A 61 K 31/435 3asae-
neHo 2312 97 OnybnikoeaHo 16 10 2000 BroneTeHb
Ne 5-11)
FONCBHWM HeAonIKOM MNpenapaTis MNOPIBHSHHA €
MOHOHAMNPABNEHICTE I1X chbapmakonori-Hol ail - Tak,
rOMNOBHOK FISH0 ETAKPHAWHY NAKTATY € aHTUMIKPOBHa,

BOMbTAPEHY - MPOTU3ANANLHA, AHANLMNHY — aHansre-
TUYHA, NNOTIA3NAY — AlyPeTUdIHa

3anponoHoeBaHa cnornyka 6,9-g1aMiHO-2-
ETOKCUAKPUAHMHILO 3,5-guHmpo-N-{4'-
eTokcutheHIN)aHTpaHiNar nNepeBaLLYe aHTUMIKPODHY
AKTUBHICTE ETAKPWAWHY NAKTaT Ta NpOTOTHN ¥ BIAHO-
WEHHI TeCT-MIKPOOPTaHI3MIB, 2 TAKOX NPOABMAE Npo-
TU3ANANEHY, aHANBEFETHYHY Ta AIYPETUHHY AIKO CHIMb-
HIWe HIK npenapaty (ponkTapeH,  &HAaneMH,
rnnoTiasng) Ta NpoTOTHN, AKMA aHaNbreTUYHOro Ta
JIYPETUYHOIO ehekTy He NPOABNAE

B ocHoBY BWHAxofly NOCTABMEHE 3aBAaHHS MO
CTBOPEHHKD HOBOI XIMIYHOI CNOMyKW, WO MNPOSABNSAE
BHUGCOKY aHTMMIKpoBHY, MpoTW3ananeHy, aHanereTud-
Hy, AIYPETUYHY SKTWBHICTE Ta NOTEHUIOKYY A0 ¥
BIAHOWeEHH 40 CeH3WNNeHIUINIHY HaTRIEBOI CoMl

PeuoBurHa, SKka 3a9BNAETHLCH, YTBOPEHA B3aEMO-
Aieto 6,9-alamiHo-2-eTokcnakpuauHa Ta 3 5-AuHITpo-
N-{4'-eTokcucbeHIN)aHTPAHINOBO! KUCTIOTH ¥ ETaHOMb-
HOMY CEpefoBHLL

6,9-fg1amiHo-2-eTokcHakpuanHIA - 3,5-guHITpo-N-
{4'-eTokCcUbEHIN) aHTPAHINAT HKCBTOI0 KONbLCPY, POs-
unHHWiA ¥ Boal (1 80), etaHoni, AMCO, AMOA bEyro-
Ba CNONyEW MIgTEEpPAMEHA 33 JOMOMOrol enemMeHT-
HOro aHanisy Ta |\M-cnekTpocKonil, a IHAWBIZYANEHICTE
— METOAOM TOHKOLWAPOBOI XpoMaTarpadil

BuHaxig NocTpyeTbCH HACTYNHWM NPAKIS40M

Mpuenang Ne1_ 2.53r (0,01monk) 6 5-alamiHo-2-
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STOKRCHAKPUANHY PO3YMHAIOTL NPU HarpisaHH y 15mn
eradony (posuvH Ne 1), 3,47t (0,01wmone) 3,5-
AWHITpo-N-(4'-eTokcrHdeHIN)aHTpaHINOBY KUCnoTy
posunHAKTE ¥ 10Mn eTaHony (poauuH Ne ) [oTiM
poaudH Ne 1 Ta Neo 2 smiwyiote Ccapg, Bunas sigdi-
NETPOBYKTE, NPOMWEAIOTE BOAOK Ta CYLWEATL

Buxag 564r (94%), Tpown 143-146°C, Mm
600,583

BpyTo-cdopmyna CaH2gNeOg

PospaxoeaHo C, % 60,00, N, % 14,06, H, % 4,72

M-cnerTp y KBr, cm' 3384, 3288, 3224, 3000,
2976, 1636, 1560, 1512, 1460, 1436, 1376, 1320,
1256, 1236, 1168, 1128, 1112, 1064, 1044, 920, 816,
744

Rf 0,47 (eTaHon-xnopodopM-rekcan 2 1 1)

Mpwknag Ne 2_ BuaHavyeHHs aHTHMIKPoOBHOI aKkTw-
BHOCTI NPOBOAUNOCH 38 METOAOM ABOKPaTHUX cepli-

HWX po3pefeHb Y PIAKWX XapYOBUX GCepeaoBHLax
{HaBawwn C KM, ComuHa M M PauywoHaneHas aHTW-
buoTukoTepana M MeauyuHa, 1982 — C 40-42)

Ang kyneTUBYBAHHA GaKTepliid BUKOPUCTOBYBABCA
aMIHONENTHA, NoNepedHE0 PO3BEAEHWA y ABa pasW
AucTunboBaHow Bogoto, pH 7,2 MikpobHe HaBaHTa-
*eHHs crnano 10°-10° MIKpOGHMX TIN B 1Mn cepepo-
BMLLA

Ana sunpobyeaHHA BUKOpPUCTOBYBANWCA 3 wWrTa-
MIB MIKPOOPTaHI3MIB Pe3ynbTaTh BUBYEHHSA aHTUMIK-
pobHOl aKTMBHOCTI Ta TOKcUdYHocT 6,9-gramiHo-2-
ETOKCUAKPUAHMHILO 3,5-guHmpo-N-{4'-
eTorkcudpeHiMaHTpaninary  {(cnonyka Ne1), 6,9-
AlaMIaHO-2-eTOKCHAKPWA UHILO 2-N-(3'-
HITpodeHIN)aHTPaHINaTy — NPOTOTUNY Ta €TaKPHAWHY
nakTaTy onucaH! y Tabnuy 1

Tabnuus 1

BakTeplocTaTUYHA AKTUBHICTL | TOKCUUHICTE CNOMYEW Ne 1, NpoTOTUNY Ta eTAKpuAUHY NaKTaTy

Cnonyka 1 5 3 MEK (Mmmg)* 6 = 8 DLsg, MT/Er
Ne 1 3030 |3535|3030|4040]| 156 | 31,2 | 156 | 156 >4500
Mpototvn 393913939(3939|5050| — — — — 4300
ETa“p"fa";“V nak- | 292 | 156 | 312 | 625 125 250 125 250 21

L

— lWTamMn MmikpoopraHismie

1  Staphylococcus aureus, wt ATCC 25923,

2 Echerichia coli, wr ATCC 7241,

3 Bacfflus subtilie, wt ATCC 25922,

4 Pseudomonas aerugincsa, wr ATCC 27853,

5 Salmonella choleraesuis,

6 Salmonella thyphimurnum,

7 Salmonella thyphisuis,

8 Salmonella dublin

Ak engHo 3a paHumu Tabnuyl 1, cnonyka Ne 1
aKTUBHILWE ETakpWAWHY JIaKkTaTy Yy BIAHOWEHH! Ao
cTadNOKOKY Ta CIHHOI nanuukn ¥ 10,4 pasw, y BIAHO-
LWEeHHI A0 KMWKOBOI Nanuuky y 6,24 paszu, y BIAHO-
LUeHHI A0 NanWUYKK CUHe-3eneHoro rHow y 15,62 pasu
Ta y BIAHOLWEHHI A0 MIKPOOPraHIsMIB pogy Salmonella
y 8-16 paziB Cnonyka Ng 1 npoasnse Takox Gakre-

pYLMAHWA edierT ¥ BIAHOWEHHI 30MOTUCTOrO cradi-
NOKOKY, CIHHOI, KWLUKOBOI, CWHBOTHIAHOI Manu4yok
(MEK = 32,0-45) Cnonyka Ne1 Takod nepesullye
nogdIGHI xapakTepUcTUKA NPOTOTUNY

Mpuknag Ne3 BueYeHHA NpoTW3ananbHO! akTu-
BHOCTI NPOBOAWNOCH Ha MOAEN! KAappPareHIHOBOro
HalpAky (HArkosneBa NN B, 3ynmaney M A WMcnonesc-
BaHWe MOJIENU KAppareHUHOBOTO OTEeKa ¥ Mblluel Npu
noucke MNPoTUBOBOCNANWUTENEHEIX cpegfeTs /f den B
YrpHAWHTIA 07 07 87 —Ne 1908 - Yk 87)

PesynbraTy BMBYEHHA NPOTH3anansHO! 2KTWBHO-
CTl Ta TOKCWMHOCTI 6,9-41amMIHO-2-8TOKCHaKpPHUAWHIKD
3,5-auHITpo-N-(4'-eTokcudeHIN)aHTpannaTy  (cnony-
ka No 1), npoToTuny Ta BONLTApeHy HagefeH B Tab-
nuy 2

Tabnuua 2

MpoTuzananksHa akTMBHICTL cnonyky N2 1, npoToTuny Ta BonsTapeHy

Cronyka DEsy, MTKT DL, MT/KT TepanesTUYHWA 1H- | BigHocHwWi T1 no Bo-
aexc (T NbTapeHy
Cnonyka Ne 1 7.0 >4700 671,4 14,9
MpoToTHN 9.0 4300 477.8 10,62
BonkTapeH 80 360 45 1

HE BuaHO 32 pgaHumud Tabnuul 2, cnonyrka No
MaE BUpAXEHY NPOTU3aAnankeHy Ak, a No WHPOTI Te-
paneeTU4HOrC edekTy nepeBullye BonsTapeH y 14,9
pasu, 2 nporoTun ¥ 1,4 pasun

Mpwvknag Ned BuBuveHHA aHanbreTWdHO! AKTWEB-
HocTl 6 8-a1aMIHO-2-eTOKCHAKPUAWHIKG 3,5-AWHITpo-N-
{4'-eTokcubeHIN)aHTpaHinaTy (cnonyka Ne 1) nposo-
AWNOCA 38 METOROM «OUTOBUX Kapyeid» y 6inux na-
BopatopHux Wwypie Macowa 150-180 r Kopui Byru

BAKMUKAHI BHYTPIWHEOOpOWWHWUM BEEfeHHAM 0,75%
OUTOBOI KUCNOTH ¥ go3l 1mn Ha 100r mack Tina Tea-
pvHY TIEPaXyHOK KINLKOCTI KOPYEA NPOBOANNK Yepes
15 XBUMH NMICNA BBEAEHHA PO3YMHY OLTOBOI KMCIOTH
npotarom 30 xBWNUH PesynkTatn BWBYEHHA aHanb-
FETWYHOI AKTMBHOCT! Ta TOKCWUHOCTI cnomykn MNe 1 y
MOPIBHSHHI 3 NPOTOTUNOM Ta @HAaNLMHOM HABEAEH B
Tabnuy 3
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Tabnuua 3

AHaNbreTUYHa AKTUBHICTE Ta TOKCUYHICTE cNOnykW Ne 1, npoToTUNY Ta aHaNLIMHY

Cronyka DExq, MT/kr DLsy, MT/KF TepanesTUYHUA IH- BigHocHui Tl no
aekc (T1) aHanerHy
Cnonyka No 1 243 =4700 220,66 10,12
MpoToTun AHaNLrETM4HY BKTWBHICTL HE BUABNAE
AHanbrH 55 | 1197 | 21,8 | 1

AK BURHO 32 gaHumK Tabnuyl 3, cnonyka N2 1 no
WKPWHI TepaneBTUYHO! All NEpPeBUWLYE aHansnH B
10,12 pasn [MpoTotyn nogibHy A0 He BUABNSE 30-
BCIM

MNMpuknag Ne5 BupueHHs [IYPeTUYHOI AKTUBHOCTI
npoeogunu 3a MeTofolw E b bepxiHa (MeToawl W3y-
HeHWA FEeACTBMA HOBBIX XMMUYECKUX COSAUHEHUA Ha
hyHEUUIO novek f XuM —cbapway xypH — 1977 - T

11, Ne5 — C 3-11) Ha Bunux wypax niHn Bictap ma-
cow 120-160r KomHa cepisi cknagama 3 7 TEapuH
Cnonykn Beogunun y o3 SOMI/kr ¥y BogHOMY PO3qMHI
13 po3paxyHKy 3mn sogun Ha koxHI 100r Barv TBAPUHK
Ceuy sbupany KoXHy roguHy NpoTAroM 4 roguH
Pe3ynkTaTy BUMBUEHHA AlYPETUYHOI Al CNOMYKUA
Ne1, nporotvny Ta rNoTIasWay MpUBEAEH! ¥
Tabnwy 4
Tabnuua 4

JiypeTuyHa akTMBHICTL CNOonyky Ne 1, NpoToTvny Ta rnoTiasnay

Cnonyra JiypeTudHa akTMBHICTE, B % K KOHTpOnio
Cnonyka No1 230
MpoToTun AIypPeTHUHY akTUBHICTE HE BUABIAS
lnoTiazng 200

HE eugHO 33 faHuMu Tabnuyl 4, cnonyka Ne 1 aa
AlYPETUUHOK Aleld Nepesullye rinoTiasus Ha 30%, a
npotoTvn NogiGHy gik He BUSBMNAE

Mpwrnag Ne§_ BusHaueHHA noteHynotovol gi 6,9-
AAMIHO-Z2-eTOKCHaKPW AWHIKD 3,5-panrpo-N-{4'-
etokcuperin}anTpannaty {cnonyka Ne 1) nposogw-
noca y cybbakTeplocTaTUYHIA KOHUEeHTpaLUl ¥ AKkocTI

MIKpof0BaBkM A0 BeH3WNNeHILINIHY HaTpiesol coni
Tect-moaennio ByNU cepidHl ABOKPATHI po3BefeHHA
B PIGKOMY XUBWUNEHOMY CepepoBUlLl K POSHUHHWK
BUKOpPMCTOBYBANAcA BOLa ANA IH'eKYd PesynbTaru
OMNUCAHOIC MIKROGIONONYHOIC JOCIAXEHHA HaBeAEeH!
B Tabnuy 5

Tabruvusa 5

MoteHuyitoloya AIA cnonyku Ne1 y eigHoweHH go GeHsuNneHILINIHY HAaTPIEBOI Gon

LTam MikpoopraHiamie, MIMk (mMer/mn)

Cnonyka

BonoTneTrid cTadbinokok

CWHBOTHIRHE nanuyka

BeH3UNNeHILINIHY HaTplesa CiNb
{BMH)

156

{BMH) + cnonyka Ne 1

3,0

Hrk BngHo 33 gaHvmu Tabnuu 5, cnonyka Ne 1 B
cybbakTepIoCTATUYHIA KOHUEeHTpaUl NILBULLYE AKTW-
BHICTE @HTWBIOTMKa Y BIGHOWEHHI A0 3CMOTUCTOrO
cTadinokoky B 1,8 pasw, y BIQHOLWEHHI A0 CHHBOTHIA-
HOI Narnu4kKn B 5,2 pasu

Takum  dquHOM  6,9-012MIHC-2-ETOKCHEKPWAVHID
3,5-AMHITpo-N-(4'-eTokCU-eHIMaHTpaHINAT  NPOAB-
ns€e KoMNneKkcHy BIONOrYHY Al (aHTUMIKPOBHY, npo-

TW3ananeHy, aHanbreTUyHy, AIYPETUUHY), 3a aKTWUBHI-
CTH) NEepeBMUYE eTakpWAUHY NAKTAT, BONLTAPEH,
aHanbmH, NNOTIA3WA Ta BUABNAE NOTEHUIOKHY B0 ¥
BIfHOLWEHHI A0 BeH3MANEHILINIHY HATPIEROI COMI

3adAeneHa cnonyka Moxe 3HaHTW 3acTOCYBaHHA ¥
MEAVMHIA NMPaKTULl NPW JIKYBAHHA |HMEKUInHMX Ta
3ananbHUX NPOLECIB PISHO! eTionaorll, a TAaKoX cepea-
HbO! CHMK BONBOBUX CUHAPOMIB

O «YKPEIHCHRAA IHCTHTYT NPOMWCIIOBO| BIACHOCTI® (YKDNATEHT)
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