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H300peTeHne 0THOCUTCS K 00J1aCTH CHHTE3a HOBBIX (PM3MOJIOrMYecKH akTUBHBIX BeliecTB. Ha ocHOBe peakiun B3auMo-
JercTBus 2 - aMUHO -5-0pom - 1,3,4 - Tnaguasona ¢ aneroykcycHsiM adupom B cpeae [IDOK 6but cunTe3snposan 2-0pom-7-
MeTHII-5-0kco-5H-1,3,4-tnagnazomno [3,2-a] THPUMHUINH, KOTOPHIA 00NafacT IIMPOKHM CIIEKTPOM aHTHOAKTepHATBHON
aKTHBHOCTH 1O OTHOWICHMIO K CTa(HMIOKOKKaM, MacTepeiiaM, MpoTeiaM, CHHETHOIHOW Halouyke, KUIICYHON Ianodke,
canpMOHeIaM # kieOcuemuaM. 2-bpom-7-metun-5-okco-5H-1.3.4-tuagnazono [3,2-a] NMUpUMUAANH UMEET HH3KYHO TOK-
CHUYHOCTB TI0 CPAaBHEHHMIO C CYNIECTBYIOIINMH aHTUMHKPOOHBIMH IIpenapaTaMy U MOKET HalTH IIPUMEHEHHE B MEAHIINHE U
BETEpHHApHH.

Lleanr n3o0pereHus - norydeHne Oojiee aKTUBHBIX BELIECTB 00JIaAaloMnX aHTHOAKTEpHAIbHOW aKTHBHOCTHIO. Ho-
BOC coefnHeHHe 2-0poM-7-metuii-5-okco-5H-1,3,4 - tnanuasono [3,2-a] NUpUMUAKNH MOJYYarOT B3aUMOJICHCTBHEM 2 -
aMHHO - 5- OpoM - 1,3,4 - THaguasona ¢ aneToyKcycHbIM 3dupom B cpenae [IDK.

N300peTeHne 0THOCHUTCS K 00JIaCTH CUHTE3a HOBBIX (PU3HOJIOTNYECKH aKTUBHBIX BELIECTB, @ UMEHHO, HOBOMY IIPOM3-
BOJITHOMY IHUPUMH/IMHA, KOTOPBIA MOXKET HAWTH IPUMEHEHHE B MEJTUIIMHE Y BETEPHHAPUH B KQUeCTBE HOBOTO aHTHOAKTe-
pHATBHOTO Tpemnapara.

HecMmoTpst Ha Hanmuuue OONBIION TPYIIBI BEIIECTB, 00JaIal0MKX aHTHOAKTEPUATbHBIMU CBOMCTBAMH, MTOUCK HO-
BBIX CO€MHEHHH C MMOT0OHBIM AEUCTBHEM HE OCllabeBaeT.

HawnGosee GIM3KNUM 10 TEXHMYECKOM CYIIIHOCTH U JIOCTUTAEMOMY PE3YJIbTATy K 3asABIIEMOMY BeulecTBy S(7-MeTHI-5-
okco-5H-1,3,4-tnasnazono [3,2-a] nupuMHIMH-2-11)- U30TUYPOH TUAPOOpoMH siBIsieTcs: 2-OpoM-7-MeTni-5-okco-5H-
1,3,4-tnanmazono [3,2-a] nUpUMHUANMH, 00JaJaonii aHTHOAKTEPHAIbHOW aKTHBHOCTBIO 110 OTHOIIECHHIO TEX )K€ MUKPOOP-
raHu3MoB. [1].

M3BecTHBIH IpenapaT UMeeT MeHee BBIpaKeHHBIN JieueOHbIi 3¢ dexrt, yem nporotuil. Llensio m300peTeHns sBiseTcs
CHUHTE3 HOBOTO MPOM3BOIHOTO MUPUMH/IMHA, 00JIa1aI0IIero 0oee BEIpaKEHHBIM aHTHOAKTEpUATIbHBIM ACHCTBHEM.

Ha ocHOBe peakiiu B3auMOIEHCTBHS 2-0poM-7MeThin-5-0kco-5H-1,3,4-tranuazo10[3,2-a] mHpUMEIAHA C THOMOYE-
BHHOW B CIIUPTOBOY Cpeze 0BT CHHTE3UPOBaH
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KOTOpBIH 00J1ajaeT MUPOKUM CIIEKTPOM aHTHOAKTEpUAIbHOW AKTHMBHOCTH IO OTHOMIEHHIO K CTa(hMIIOKOKKaM, rmacTeper-
J1aM, TIPOTEI0, CHHETHOMHON 1 KMIIEYHOH MajovyKaM, CalbMOHEIUIaM U KiieOCHeIuIaMm.

S(7-metun-5-okco-5H-1,3,4-tnanuazono [3,2-a] nUpUMHIUH-2-1IT)-U30THYPOH THAPOOPOMHU MMEET OTHOCUTEIHHO
HHU3KYI0 TOKCHYHOCTH, O0Jiee BBIPaXCHHYIO aHTHOAKTEpHaJIbHYI0O aKTHBHOCTB I10 CPABHEHMIO C CYIIECTBYIOIIMMH aHTH-
MHUKpPOOHBIMH TIpenapaTaMy U MOXKET HAWTH IPUMEHEHHE B MEAUIIMHE U BETEPUHAPHH.

H3o0peTenue WLTIOCTpUPYETCs CIISAYIONIMMH ITpUMEpPaMu.

IMpumep 1. B konnueckyro kondy nomemarot 2,46 r (0,01mMonp) 2-6pom-7-meTui-5- okco-5H-1,3,4-tnanmazono [3,2-
a] mupumunus, 0,76r (0,01 MOIb) THOMOYEBHHHBIH, 15 MJI 3TaHOJIA M PEAKIIMOHHYIO CMECh KUIATAT B TEYCHUE § YaCOB.



3areM, peakIMOHHYIO CMECh OXJIKAAIOT JO KOMHATHOM TeMIIEpaTyphl, OCaJ0K (UIBTPYIOT U NPOMBIBAIOT 3TaHoioM (10
MIT), BBICYIIMBAIOT Ha Bo3ayxe 16-24 vaca M MepeKpHCTAIUIM30BBIBAIOT M3 cMecH nuokcaH - Boaa (3:1). Beixox 2,29 r
(93%). Temnepatypa 1. 285-286 °C. bpyrro dopmyna C7 HgBr N5 OS,.

Crpoenue S (7-metun-5-okco-5H-1,3,4-tnanuazono [3,2-a] TMPpUMUANH-2-WIT)- H30TUYPOH IHAPOOPOMHU, OBLIO MOJ-
1BepkacHo UK, IIMP-cnexTpockonuei U 371eMEHTHBIM aHAIU30M.

Brruncneno, %
C-26,09
H-2,50

UK — criextp (cm )

1697 C=0, 1510 C=N

3300 NH, 3400 NH
Haiineno, %

C-26,97

H-2,29

I[IMP — cniextp (M.1.)
9,17 (H,c, NH); 8,95 (2H, ¢,NH); 6,21 (H, ¢, CH); 2,21 (3H,c,CH3)

IIpumep 2. @apmaxosiorudeckas akTUBHOCTb.

Octpyto TOKCHYHOCTHh LDso ( MT KT') mpeasiaraeMoro CoOeIMHEHHs ONMPenestoT 0 METOTy
I'.H. Tlepuuaa npu BHYTPUOPIOIIIHOM BBEJACHHUU O€lbIM MbIiam Maccoil 20-25rp B Buae B3Becu 2% -HO# KpaxMaibHOM
cimsu. LD 50 paBHa 560 M1/ Kr %KHBOTO Beca.

Jnst onpesienenus 0aKTEpUOCTATUUECKON aKTHUBHOCTH, UCCIIeAyeMoe BelecTBo pacTBopstoT B JIMSO nnm tBuH-80 1
pa3BoaAT MsconenToHHBIM O0yipoHOM (MIIB) B cootHomenun 1:500. bakTepuocTaTHYECKYH0 aKTUBHOCTh U3yYalOT METO-
JIOM IOCIIEA0BATENbHBIX Pa3BEICHUN N0Jy4eHHOro pactsopa B MIIb 110 OTHOLIEHUIO K KUIIEYHOM, CUHETHOMHOM Manou-
KaM, caJbMOHeJUIaM, KjieOCHeIH, IPOTer0, MacTepelId, CTPENITOKOKOB U CTa(MIOKOKKOB. [IpH 3TOM HMCHONB3YIOT CMBIB
CYTOYHOW KYJBTYpBI, BBIPAIICHHOW Ha MSCOIENTOHOBOM arape, CTepPWIbHBIM (H3HOJIOTHUYECKHM PacTBOPOM XJIOpHUIA
HATpHUS U TOTOBAT UCXOAHOE pa3BeleHHe B KOHUEHTparmu 500 MiiH. MUKPOOHBIX Ted B 1My cMbiBa. IlomydeHHyI0 cMech
pa3Bozat crepwibHEIM MIIB B 100 pa3. O1o pa3BeneHue OakTepHaNbHOW KyIbTyphl C KOHIIGHTpaueil 5 MIH. MUKpOO-
HBIX Tl B | MuI 1 ecTh pabounm pactBopoM. ITocnenunii B kommuectse 0,1 MiaH BHOCAT B 2 Ma MIIbB, coneprkamuii coot-
BETCTBYIOIIIEE pa3BeieHIe ucciaeayemoro Bemiecta. Yepes 18-20 gacos (36-37 °C) periucTpupyroT HATHYHE WA OTCYT-
CTBHE pocTa 0aKTepUATIbHBIX KYJIbTYp 3a CUET OAKTEePHOCTATHYECKOTO NEeHCTBHS Mpenapara. 3a AeHCTBYOLIYIO 103y MpH-
HUMAaIOT MUHIMAaJIbHYI0 HHTHOMpYIolIyio KoHneHTpammo (MUK) mpenapara B MKI/MJI, KOTOpast 3a/Iep>KUBaeT POCT OakTe-
pHATBHBIX KyJIBTYP.

CpaBHUTENBHbIE JAHHBIE [0 aHTHOAKTEPHAIBHOMY JCUCTBHIO C IPOTOTUIIOM JaHbl B TabiuIe 1

Ta6muma 1
Kynbtypsl MuHUMaJIbHASL HHTHOUPYIOIIAsi KOHIICHTPAIHSI, MKL/MJI
S(7-metun-5-okco-5H- (2-6pom-7-meTmi-5-okco-5H-
1,3,4-tuanmnasouo [3,2-a] 1,3,4-tuaguazono [3,2-a] mu-
MUPUMHUIAH-2-1J1)- U30- PUMUINHA)
THYPOH TuapoOpomMuIa
CraunoKoKKu 0,155 mMkr/mn 0,62 MKr/mI
CTpenTOKOKKH 0,155 mMkr/mn 0,62 MKr/mi
[TacTepemibt 0,155 mxr/mn 0,62 MKT/™MIT
IIporeii 0,62 MKT/™MIT 1,25 mxr/man

CunHerHoinas majo4yka
Kumeunas manouka
CaylbMOHEILIBI
Knebcuensr

0,62 MKr/MiI
0,31 MKr/mi
0,62 MKr/MiI
0,62 MKr/min

1,25 Mkr/mi
2,5 MKr/mi
2,5 MKr/mi
2,5 MKr/mi

Takum oOpaszomMm, mpemraraemoe coeamHenue S(7-metwi-5-okco-5H-1,3,4-tuaguazono [3,2-a]nupuMuanH-2-
WJI)-U30THYPOH TuApoOpomMua obasaeT Oojiee BHIPKEHHBIM aHTUMUKPOOHBIM JIEHCTBHEM B OTHOLICHUH yKa3aH-
HBIX B Tabmuue 1 MUKpoOOB, NpEeBOCXOIs coeauHeHue 2-O0pom-7-mermi-5-okco-5H-1,3,4-tnanmazono [3,2-
a]mupUMHIMHA [0 aHTUOAKTEPUATEHOMY JCHCTBHIO.



dopmyna uzobpemeHus

S(7-metmn-5-okco-5H-1,3,4-tuanuazono [3,2-a]IMpUMUIHH-2-11)-U30TUYPOH THAPOOPOMHE (HOPMYJIbI
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obnamaromuii aHTHOAKTEPHATBHOM aKTHUBHOCTBIO.



