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4-(31IenTnn-2-n30Kkca30auH-5-1)EeHUIOBBIH PP MHPa3HH-2-KapOOHOBON KUCIOTHI (HOp-
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oOaaromui aHTUMUKOOAKTEpHaJIbHOM aKTUBHOCTBIO.

N300peTeHne OTHOCUTCS K HOBBIM XMMHUYECKUM COCIMHEHHSIM, KOHKPETHO K 4-(341eHTmn-2-
M30KCa30JIMH-5-11) peHnII0BoMY 3(hupy nmupazuH-2-KkapOOHOBOH KUCIOTHI (hopMyisl 1:
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Coenunenue 1 sBisiercs OMOJIOrMUYECKH aKTUBHBIM, B YACTHOCTH MOJABIISET POCT MUKOOAK-
tepuid. I1lo 370l mpuuuHe coequHeHrne 1 MoXeT HAlTH MpPUMEHEHHE B KaueCTBE MUKOOAKTepH-
uuja MpH JiedeHUW 3a0oseBaHMM, BO30YIUTENSIMU KOTOPBIX SIBISIOTCS MHUKOOAKTEpUU:
TyOepKyJie3 4eloBeKa U KPYIHOTO POraToro CKoTa, mpokasza, MukoOakTepuo3sl [1]. 3assisemoe
COCIMHEHUS, KaK M JPyrue MUKOOAKTEPHUIINIBI, TAK)KE MOKET OBITh MUCIIOIB30BAHO B JC3UH(H-
UPYIOUIMX COCTaBax JUIsi 00paOb0TKH MOMEICHUH B TPOTUBOTYOEPKYIE3HBIX YUPEXKICHUSX [2].

HM3BecTeH CTPYKTYpHBII aHAJIOT 3asBJIsieMOro coenuHenus - 3-(3-<prop-4-merokcupenu-2-
M30KCa30JIMH-5-MII)MEeTHUIIOBBIH 3¢up nupa3uH-2-KapOOHOBON KUCIOTHI 2 [3], ABISAIOMIMIACS, KaK
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U 3asBISIEMOE COCTUHEHHE, 2-130KCa30JIMHCOCPKAIMM d(QUPOM MHPa3sHH 2-KapOOHOBOH KH-
cnotel. CoenHeHne 2 001aJaeT aHTUMUKOOAKTepHaIbHOM aKTHBHOCTBIO [3].
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Henocratkom coenuueHus 2 SBISETCS HU3Kas MPOTHBOOAKTEpUATIbHAS aKTUBHOCTH [3].

AHazoramu 3asBIIIEMOT0 COCIMHEHUS M0 HA3HAYCHUIO U MPO(UITI0 OMOIOTUYECKOTO JICHCT-
BUS ABJISIFOTCS BEIIIECTBA, 06J1a)1a}0mne aHTI/IMI/IKO6aKT€pI/IaJ'II>HI)IM ﬂeﬁCTBHeM nu chonwyeMme
JUIs1 JICYCHUS TYOCpKYyJie3a: U30HUA3H/] M TupasuHamu [1].

HGJIOCTaTKOM HI/IpaSI/IHaMI/II[a 1 U30HUA3UJa ABJIISICTCSA BBICOKAs pGSI/ICTeHTHOCTB MI/IKO6aK-
TepHil K IEHCTBUIO 3TUX MpEnapaTroB. DTO BHI3BAHO JUIUTEIHHBIM MPUMEHEHHEM JIaHHBIX Mpena-
patoB. JlaHHbIe mpenaparbl Takke 00Jadat0T MOOOYHBIMHU JEHCTBUSAMH, HalpUMEp IemnaToTOK-
CHYHOCTBIO.

3amaua n300peTeHUs - CO3JaHME HOBOTO XMMHUYECKOTO BEIIECTBA, 00JIaIar0IIEr0 MUKOOAK-
TEePUIMAHBIM JeHCTBHEM. YKa3aHHas 3ajada JIOCTHTaeTCs HOBBIM XMMHUYECKUM COCIUHEHHEM,

KOHKPETHO 4-(341eHTHII-2-N30KCa30JIMH-5-1IT)PeHUIOBBIM 3DUPOM MTUpa3uH-2-KapOOHOBOH KH-
cioThl popmyiiel 1, KOTOPBIH 001a1a8T AHTUMUKOOAKTEPUAIbBHOW aKTUBHOCTBIO.
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CoenuaeHre 1 MoyvarOT B pe3ybTaTe B3auMOJICHCTBUS MUPa3UH-2-KapOOHOBOW KHCIIOTHI
3 ¢ 5-(4runpoxcudennn)-3-nentmi-2-uzokcazonrnom 4 B npucyrctBun N,N'-muiukiorekcu-
kapooauumuia u N,N'-TuMeTHIIaMUHONIUPUIMHA B METHICHXIIOpH/IE (CXema).
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Jist JTydiiero MOHUMaHUS CYIIHOCTH JIaHHOTO M300pETEeHUs! TPUBOJISATCS CIENYIOIIUE TPH-
MEpHI.

IIpumep 1.

4-(311enTnn-2-n30kca3zonuH-5-mn)peHunoBslid 3gup nupasuH-2-kapooHoBor kuciaoTs 1. K
pactBopy 24 mr (194 mkmonb) nupasuHkapOoHoBoW Kuciotel 3, 50 mr (215 mxmoins) 5-(4-
rupokcupeHmn)-3-neHTui-2-u3okcazonuia 4 u 44 mr (213 mxmons) JITY-IuIUKIOreKCHII-
KapboguumMuaa B S5 MJI METWJIEHXJopuAa A00aBISIIOT KaranuTuueckue komuuyectBa JITY-
TMMETUIIaMU-HONUPUAMHA. PeakimoHHYyI0 cMech MepeMennBaoT B TeueHue 24 4. BeimaBiimii
0CaJIOK OTJENSIOT (QHIBTPOBAHUEM 4Yepe3 CIION OKCHIa aFOMHUHHS, COPOCHT OMOIHUTEIHHO
IIPOMBIBAIOT METHIIEHXJIopHI0M. OObeIMHEHHBIN (DUIbTPAT yapyuBaOT NPU MOHMKEHHOM JaB-
JICHWH, OCTATOK MEPEeKPUCTAUTN30BBIBAIOT M3 2-lipomnaHona. Beixox cioxkHoro sgupa 45 mr
(68 %). T. . 74-75 C (2-npomnanon). YO cnekrp, Aya, HM (3Tanon): 269. Cnekrp SIMP
1H(z(eI7ITepoz[I/10KcaH, o, m. 1.): 0,90 (3, 1, J 6,0I'u, CH3), 1,25-1,37 (#, M, CHy), 1,53-1,60
(2H, m, CHy), 2,34 (M, 1, J 7,5I'u, CHy) {nenrtun}, 2,87 (1H, a1, & 7,5T'a, b 16,5I'a, 4-CH),
3,35 (1H,an, 4 11,0T'y, % 16,5Tu, 4-CH), 5,31 (1H,mnn, & 7,5, » 11,0 'y, 5-CH)
(2-u3okcazonun), 7,26 (4, 1, J 8,0I'n), 7,41 (21, n, J 8,0l'u) (apom, nmportonsl, ¢penun), 8,76
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(L1, c), 8,80 (H, c), 9,41 (H, c) {apom, nporons, nupasus}. Crexrp IMP *C (neitrepoamox-
caH, 5, M. 1.): 14,15 CHa), 22,85, 26,55, 27,84, 32,0@CK,-nentun}, 45,60 (4CHy), 80,89
(5-CH), 122,26, 127,54°CH, *CH, °CH, °CH-¢enun), 141,05, 144,14*C, *C-¢pennn) 145,20,
147,29, 148,68 °CH, °CH, °CH-mupasun}, 151,03 €C-mmpasun), 158,30 (C =N), 163,04
(C=0).

Ipumep 2.

OmnpeneneHre aHTAMUKOOAKTEPUATTBHBIX CBOHCTB COSTMHCHUSI.

1. Jlnis u3y4eHus: aHTAMUKOOAKTEpUAIIbHBIX CBOMCTB coequHenus 1 mo otHomenuto k Mico-
bacterium terrae 1575&nonb30BaH MeTO/ pa3Be/ICHH B INIOTHON MUTATEIBHOMN Cpelie B Yalll-
kax [lerpu. [y1st 3TOro0 MCXOTHBII pacTBOP COSTUHEHUS B TUMETHICYIb(OKCcH e (KOHIIEHTpaLUs
2 r/n) n006aBysLTH B MUTATENbHYIO cpeay Mummnopyka 7H9 ¢ riuiepuHoM [Uis MOJyYeHUs Tpe-
oyemsbix konnentpanmii (200, 100, 50, 25, 12§56,25mr/n). [lanee Bo Bce aHanu3upyeMble pac-
TBOPBl  BBICEBAIM  KYJIbTYypy MHKOOakTepuid. JIJis  XOJIOCTBIX ~ KOHTPOJIBHBIX  OIBITOB
UCIIOJIL30BaJH JiBa 00pa3ua. C 1enbio KOHTPOJIS BIMSHUS PAaCTBOPUTENS B MEPBBIA 0Opaser J10-
OaBJIST TUMETHICYIIL(GOKCH, B TAKOM € KOJIHYECTBE, KAK U B PACTBOPE C MaKCUMAaJbHOM
KOHILIEHTpanuei ananmmupyemoro Bemectsa - 200 mkr/mi. Bropoii oOpaser He conepxain HUKa-
KHX 100aBOK (KOHTPOJIb pocTa KybTyphl). Bece 00pasibl BeiiepxkuBanu B Tepmocrate npu 37 C
B TE€UEHHE TpeX Hejenb. [y OlleHKH aHTUMHUKPOOHBIX CBOMCTB coeqMHEHHs 1 Ompenesii Mu-
HUMaJIbHYI0 UHruOupyouyw konueHrpauuo (MUK, mr/i), koTopas COOTBETCTBYET KOHIICH-
TpalyK aHAIM3UPYEMOTO BEIIECTBA, NPU KOTOpOW pocTa MukoOakTepuii B yamke Ilerpu He
Ha0J110/1a710Ch.

B napaimienbHBIX 3KCIEpUMEHTaxX B KauyecTBE STAJIOHOB HCIOJIB30BAIM M30HHA3UI U THpa-
3MHAMHU]I, KOTOPbIE 00JaJal0T aHTUMUKOOAKTEPHATIbHBIM ICHCTBUEM U UCIOJB3YIOTCS IS Jie-
yeHus TyOepkyie3a [1], a Takke CTPYKTYpHBII aHajloOr - CIOXHBIH 3up 2. Pe3ymbrarsl
OIPE/ICTICHUS] AHTUMUKOOAKTEPHATbHBIX CBOMCTB M3YUEHHBIX BEIIECTB MPUBE/ICHBI B TAOIHIIC.

AHTI/IMHKOﬁaKTepHaﬂbHaﬂ AKTHBHOCTb COeIMHEHHH 1, 2 ¥ 3TAJIOHOB

Coenunenne MUK, mr/n Coenunenue MUK, mr/n
1 100 W3onuasun (3TaioH) 200
2 >200 [Mupazunamuy (3Ta10H) >200

W3 nanHbIX TaOnuupl BUIHO, 4TO 4-(341€HTHII-2-M30KCA30IMH-5-11)-(eHUIOBBIN d(Up mH-
pa3uH-2-kapOOHOBOI KHCIOTHI 1 mpeBocxoauT 1o 3(pPEeKTHBHOCTH aHTUMHUKOOAKTEPHUATHHOTO
NeWCTBUS CTPYKTYPHBIN aHAJIOT U N3BECTHBIE MUKOOAKTEPHUIIH/IBI.
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