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6,9-niamino-2-eTokcHakpuauniii 3,5-1uniTpo-N-(2'-ximopdenin) an-
TPaHiJIaT, 0 NPOSBJIAE€ AHTHMIKPOGHY, IPOTH3ANAILHY T

AHAJIBTeTHYHY AKTHBHICTb.

Januii BHHAXIJ BIJHOCHUTBCS IO XiMiKO-(hapMalleBTHYHOI IPOMHCIOBOCTI, 30K-

pema, 10 CHHTe3y HOBOI XiMI4HOI CIIOTYKH 3a OpMyJIok0:
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sIKa MPOABIIAE€ AHTHMIKPOOHY, IPOTH3ANANBHY Ta aHAIBIeTHYHY AKTHBHICTb.

ITomyk HOBMX aHTHMIKpOOHMX, NMPOTH3aNAllbHUX Ta aHAJIBIETHYHHUX 3ac00iB €
aKTyaJIbHOK MpoOJIEMOKO Cy4acHOI MEMIMHHU. B SKOCTI CHOMYK MOPIBHAHHSA BUKOPH-
CTOBYB&JIM €TaKpUIWHA JIaKTaT, BOJbTapeH, aHaubrid (MamkoBckuit M.JI. Jlekapcr-
BeHHBbIe cpeacTBa. -M.: Meaunuuna, 1997. - T.1.- C. 161, 172; T. 2.- C. 420). 3a npo-
TOTUIN BUOpaHuii - 2-eToKcH-6,9-niamiHoakpuauHii-2-N-(3'-Hitpodenin) antpaninar .
([exnapauiiiauii nateHT Ha BuHaxig Ne 29.047 (Vkpaina) MIIK C 07/ 219/08, A61K
31/435. 3asBa 23.12.97. Ony6m. 16.10.2000, Bron. Ne 5-11). TonoBHAM HejomikoM
npenapariB MOPIBHAHHS € IX MOHOHANpaBJeHHICTh hapmakosoriunoi gii. Tak, romo-
BHOIO JIi€I0 eTaKpH/HHY JIaKTaTy € aHTHMIKpOOHa, BOJbTAapeHy - MpOTH3aNaIbHa,
aHaJIbTiHY - aHaJIbIeTHYHA.

3anpornoHoBaHa cnonyka 6,9-1iaMiHO-2-eTOKCHaKpuaAuHii 3,5-nuniTpo-N-(2'-
xsiopenin) anrpanizar (Ne 1) mepeBuirye aHTHMIKpOOHY aKTHBHICTh €TAKPHIMHY
JaKTata Ta NPOTOTHII Yy BIJHOLIEHHI NpPEACTaBJEHHX MIKPOOPraHi3MiB, a TaKOX
TMPOSBIISE MPOTU3ANANbHY Ta aHAJIBICTUYHY [i10 CHIbHIMIE HiX eTAJIOHHI MpenapaTtu
(BoJibTapeH, aHaibriH) Ta cnomyka Ne 2 (nporotun). [IpoToTHN aHaNbreTHYHHA edeKT
He MpOABIISE.

B ocHoBy BrHaxo1y nocraBieHe 3aBAaHHs 110 CTBOPEHHIO HOBOI XiMiYHOI CrIO.Ty-

KH, 110 IIPOABJIA€ BUCOKY aHTHMiKp06Hy, NpoTHU3analbHy, aHaJIbIr€eTHYHY AKTHUBHICTb.
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PeuoBuHa, siKa 3asBISETHCS, YTBOPEHa B3aeMOi€r0 6,9-11aMiHO-2-eTOKCHAKpUAHHA Ta
3,5-muniTpo-N-(2'-xJ10pdeH1T) aHTpaHIIaTa y €TaHOJIBHOMY CepeI0BHIII.

6,9-niaMiHO-2-eTOKCHAKpUAUHIH 3,5-1uHiTpo-N-(2'-xnopdenin) anrpaninar (Nel)
’KOBTOr0 KOIbopy, po3uunHuil y Boxi (1:100), eramom, AMCO, JM®PA. bynosa
cmonykd Ne | migTBep/UKeHa 3a JONOMOIOK €JIeMeHTHOro asamidy ta IY-cnextpo-
CKOIIi1, @ IHAMBIAYaJIBHICTh - METOJIOM TOHKOILIAPOBOI XpoMaTorpaii.

BuHaxiJ iIFOCTPYEThCSt HACTYTHUM NPUKIA/I0M:

[Mpuknan 1. 2,53 r (0,01 momb) 6,9-ni1aMiHO-2-eTOKCHAKPHIHHY PO3YHHAIOTH NPH
HarpiBanHi y 15 mn eranomy (po3uuH Ne 1); 3,38 r (0,01 mons) 3,5-auniTpo-N-(2'-
XJ0p(EeHiT) aHTPAHLIOBY KHCIOTY po3uMHsIOTH y 10 M eranomy (posuun Ne 2).
IMTotim po3umH Ne 1 ta Ne 2 3mimryiots. Ocaz, 1o BUNaB BiAGUIBTPOBYIOTh, IPOMHBA-
I0Th BOJIOIO Ta CyLIATh.

Buxin 5,43 r (92 %), Trons, 224-226 ° C, M.m. 590,978

bpyTto-bopmyna C,gHy3CINO;

Pospaxosano: C, % 56,91; N, % 14,22; H, % 3,92.

3uaiineno: C, % 56,85; N, % 14,29; H, % 4,01.

[Y-cnextp y KBr, em: 3416, 3384, 3320, 3380, 3144, 3096, 3056, 2816, 1744,

1640, 1600, 1594, 1556, 1528, 1520, 1492, 1456,1440,
1424, 1416, 1376, 1352, 1344, 1320, 1256, 1236, 1188,
1168, 1056, 816, 760.

Rf: 0,47 (eranon-xnopodopm-rexcan 2:1:1).

[Npukaax 2. BusHadeHHs aHTHUMIKpPOOHOT aKTUBHOCTI IPOBOIMJIOCS 3a METOJO0M
JIBOKPAaTHHX CepiHHMX PO3BeleHb Yy piAKUX Xap4yoBux cepenoBuilax (Hasammn C.H.,
domuna W.I1. PaumonansHas antuOnoTukotepanus. M.: Meaununa, 1982. -C. 40-42).

JUts KynsTHBYBaHHsS OakTepili BHKOPHCTOBYBaBCS aMiHONENTHJ, IONEPEIHbO
pO3BelNeHHH Y 1Ba pa3k JUCTHIbOBAHOKO BOI0K0, pH 7,2.

MikpoGHe HaBanTaxkerHs cknano 10°-10° MikpoGHuX Tin B 1 M1 cepeoBua.

Jls BunpoOyBaHHA BUKOPHCTOBYBaIMCS 7 LITaMiB MiKPOOPraHi3MiB.

Pe3yibTaTH BUBYEHHS aHTHMIKPOOHOT aKTHBHOCTI Ta TOKCHYHOCTI 6,9-/1iamMiHO-2-

eTOKCHaKpUIHHio 3,5-1uHiTpo-N-(2'-xnopdenin) antpaninaty (Ne 1), 6,9-miamino-2-



eTokcuakpuauito 2-N-(3'-HiTpodenin) antpanuiaty (Ne 2) - IpoTOTHITY Ta €TAKPHIAUHY

JaKTaTy onucasi y Tadmmmi Ne 1.

baxTtepiocTaTHyHa aKTUBHICTb T4 TOKCHYIHICTh CIIOTYKH No 1,
NPOTOTHITY Ta €TAKPUANHY JTaKTaTy.

Tabnuus 1
MIIK (Mxr/mur)**
Cnonyxa 1 2 3 4 5 6 7 DL sy, Mr/kr
Ne 1 301 30| 39 | 45| 150 | 3L.2] 156 > 4500
3,0 3,0 39 | 45
No2(mpaworain)®| 39 | 39 3941 580} &+ | | _ 4300
3,9 3.9 39150
Erakpununy
JIAKTaT 3124 156 312 |1'625] 18| 2581 125 21*

* Tlarent Ykpainu Ne 29.047, MITK C 07/ 219/08, A61K 31/435. 3aaBa 23.12.97.
Ony6:1. 16.10.2000, bron. Ne 5-11.

** YMOBHI [I03HAYECHHA:

Staphylococcus aureus, wt. ATCC 25923;
Esherichia coli, mt. ATCC 7241;

Baccilus subtilis, mt. ATCC 25922;
Pseudomonas auruginosa, mt. ATCC 27853;
Salmonella choreasuis;

Salmonella typhimurium;

Salmonella typhisuis.

N LB W

Sk BUHO 3a JAaHkuMHK Tabmuii Ne 1, cioyka Ne | aKTHBHillE eTaKpUAUHY JTaKTa-
Ty y BigHOIIEeHHI 10 cTtadimokoka y 10,4 pa3y, y BIIHOMIEHH] 0 CIHHOI NAJIMYKH Y 5,2
pasH, y BiJHOLIEHHI O KMIIKOBOI MaiM4Ku y 8 pasiB, y BiJHOIIEHHI IaJH4KH CHHE-
3es1eHOro ruoo y 13,88 pasa Ta y BigHOIIEHH] 10 MiKpoopraHi3MiB poay Salmonella y
8 pasis. Crioniyka Ne 1 mposiBisie Tako OakTepuUMIHHA e(eKT y BiIHOLIEHHI 0
30JI0THCTOTO CTa(iIOKOKY, CIHHOT, KAIIKOBOI Ta CHHETHIMHOI nanu4ok (MbK = 3,0 -
4,5). Cnionyka Ne 1 Tako mepeBHILy€e MOAIOHI XapaKTepUCTHKH MPOTOTHUITY (CIOJIyKa
Ne 2).

Crionyka Ne 1 MeHII TOKCHYHA HIXK €TaKPHAIHY JIaKTaT Ta IIPOTOTHII.

[Toxanbini MikpoOioJOriyHi TECTH NMPOBOAMIIKCS Y HANpPAMKY BHBYCHHS BILIUBY

cnonmyku Ne 1 y cyb6akrepiocTaT4Hiii KOHIEHTpallii, y SKOCTI MiKpogoOaBKu 10



y
OensinneniniTina HaTpieBoi coni. TecT-moaento Oyiu cepiiiHl 1BOKpaTHI pO3BEICHHA
B PiZIKOMY JKHBHJIBHOMY CepEIOBHIl. SIK PO3UMHHHK BHKOPHCTOBYBajlacid BOJA I
id'exiriii. Pesynbrati onrcaHoro Mikpo6ioiorivHOro AOCIIKeHHs HaBeZeH] B TabIu-
i Ne 2,

[Torenuiroroua gist cioyku Ne 1 y BiJHOILIEHHI
10 OeH3HUINEHILIIHY HaTPieBOI COIL.

Tabnuus 2
[IITam MiKpoopraHi3Mmis,
s MITK Mkr/ma
) 3onoructui cragi- = CunerniiiHa na-
JIOKOK JMYKa
benswimeninininy Hatpiesa ciab (BIIH) 0,9 15,6
(BITH) + cnomyka Ne 1 0,55 3,9

Sk BuaHO 3a nanumM Tadmuii Ne 2, cmonyka Ne 1 y cyb0akrepiocTaTH4Hii KOH-
HeHTpaLil MiABHIIY€E aKTHBHICTh aHTHO10THKA Yy BiTHOLICHHI /10 30JI0THCTOrO cTadiso-
Koka B 1,63 pa3a, y BiJHOLIEHHI 10 CHHETHIHHOI MTAJIMYKH B 4 pasu.

[puknaza 3. BuBueHHs MpOTH3aMalbHO! aKTHBHOCTI IPOBOAMIIOCS Ha MOJIENi Ka-
pareHinoBoro HaOpsaky (fxosnesa JI.B., 3ymanmen M.A. Hcnonb3oBanue monenu
KappareHHHOBOr0 OTeKa Y MbIIIeH MMPH MOMCKE MPOTHBOBOCTIATMTENbHBIX CPEACTB. //
Jen. B YkpHUMHTH 07.07.87.- Ne 1908. - Vk.87).

Pe3yibTaTd BUBYEHHS MMPOTH3ANalbHOI aKTHBHOCTI Ta TOKCHYHOCTI 0,9-n1iaMiHo-
2-eTOKCHAaKpHauHIKO 3,5-muHiTpo-N-(2'-xnopdenin) anrtpaninaty (cmomyka Nel),

nporotuiy (cronyka Ne 2) Ta BoibTapeHy onucasi B Tabnuii Ne 3.

[TpoTH3ananbHa akTUBHICTB cTIONyK Ne 1, IpOTOTHITY Ta BOJIBTApEHY.

Tabmuus 3
Cnonyka DEsy, DLs, Tepanestuu- | BignocHuit T.1.
MI/KT MI/KT HUM IHOEKC | IO BOJIETAPEHY |
Cnomnyka Ne 1 7,8 > 4500 576,9 12,82
Cnomyxa Ne 2 9,0 4300 477,8 10,62
(npotoTunn)
Bonsrapen 8,0 360 45 1
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Sk BuAHO 3a gaHuMmu Tabnuii Ne 3, cnomyka Ne 1 mae BUpakeHy MpOTH3aNanbHy
if0, a MO IIMpHHI TepaneBTHYHOTO edeKTy nepesuilye BonbTapeH y 12,82 paswu, a
npotoTun y 1,2 pa3su.

Ipuknan 4. BuBueHHs: aHAJIbreTHYHOI AKTMBHOCTI IPOBOAMIOCH 32 METOLOM
"ouTOBHX Kopued" y Oinmux nabGoparophux mypiB Macor 150-180 r. Kopui Oymu
BH3BaHi BHYTPIIIHEOOPIONIMHKUM yBeeHHAM po3ukHy 0,75 % oLTOBOI KHCIOTH y 103
1 mu1 Ha 100 r Macu Tina TBapuHH. [TligpaXyHOK KiTBKOCTI KOpY€H NpOBOAMIK Yepe3 15
XBWJIMH TIiC/IA BBEJIEHHS PO34MHY OLTOBOI KUCcI0TH npoTarom 30 xBunuH. Pesynbrati
BUBUYEHHS AHAJIBLIeTHYHO! aKTUBHOCTI Ta TOKCHYHOCTI crioiyK Ne 1 ommcani B Tabmuni
Ne 4.

AHalbreTHYHa aKTHBHICTD T4 TOKCHYHICTh CHIOAYKH Ne 1 Ta aHainbruny.

Tabnuns 4
Cnomyku DEs, DL.sy, Tepanesruu- | Bignocuuii T.1.
MI/Kr MT/KT HUH IHIEKC | 110 BOJILTAPEHY
Crnomyxka Ne 1 24,4 > 4500 > 184,43 > 8,46
Cnomyka Ne 2 AHanbreTH4HY aKTHBHICTD HE POSBIISE
(mpoTtoTun)
AHasbrin 55 ] o | 21,8 | 1

Sk BuHO 3a AaHMMH Tabmmui Ne 4, coyka Ne | 1o aHaibreTH4HiA Jii NepeBU-
1Iye aHabriH B 8,46 pasa. [IpotoTun noibHy /if0 He MPOSBIISLE 30BCIM,

TakuM uuHOM, 6,9-1iaMiHO-2-€TOKCHAKPUAMHIKO 3,5-nuHiTpo-N-(2'-xmopdeHnin)
aHTpaHINIaT NMPOSBISE KOMIUIEKCHY 0i0MOTidHY it (aHTMMIKpOOHY, MPOTH3aNaibHY,
aHAJIbreTHYHY) i O aKTHUBHOCTI [EPEBUIIY€E €TAKPHANHY TaKTaT, BONbTapeH, aHAJIBbIIH.

3asiBiIeHa CIIOJYKa MOXeE 3HAWTH 3aCTOCYBaHHs y MeJW4YHiH NPaKTUL NpH JIKy-
BaHHI iHQEKLIHHUX Ta MPOTH3ATNANBHUX MPOLIECIB Pi3HOI €TIONOri, 8 TAKOXK CepeIHbOI

cHId OOJLOBUX CHHAPOMIB.

3asBHUK:



®OPMYIJIA BUHAXOY

6,9-niamiHO-2-eTOKCHaKpuAMHI#H 3,5-auHiTpo-N-(2'-x1nopdenin)

aHTpaHLIaT 3a GOpMYJI0I0:
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SIKMi TIPOSBIISIE aHTUMIKPOOHY, IPOTU3aNalbHy Ta aHAIBIeTUYHY aKTHBHICTb.

3asiBHUK:

Pexrop, 4n.-kop. HAH VYkpail g i._ SIEs B. I1. Yepuux



PEDEPAT

6,9-niamiHO-2-eTOKCHaKpHIuHIH 3,5-auHiTpo-N-(2'-Xx10pdeH1n) aHTpaHinaT, SKui

IIPOABJISE aHTHMiKp(}ﬁHy, MMpoTHU3allajibHy Ta aHAJIbI'€THYHY AKTHBHICTb.

JlaHu# BMHAXI1J BIZHOCUTBCS A0 XIMIKO-(hapMalleBTHYHOI MPOMHMCIOBOCTI, 30-
Kpema, 10 CHHTe3y HOBHX XIMIYHHX CIIOJIYyK.
CuHTe30BaHa CIIOJyKa MPOSBISIOTH BUCOKY aHTUMIKpOOHY, NMPOTH3aNallbHY

Ta aHAJIbreTHYHY aKTHBHICTB Ta MA€ 3arajibHy hopMyiy:
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