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(57) 2-Bpom-7-meTun-5-okco-5H-1,3,4-traanazomno [3,2-a] nupuMUIIH, 06Iaqa0IINiT aHTHOAKTEPHAIBHOW aKTHBHOCTBIO.

H300peTeHre OTHOCHUTCS K 00aCTH CUHTE3a HOBBIX (PH3HOIOIMYCCKH aKTUBHBIX BelecTB. Ha OCHOBE peakiny B3aumo-
JieUcTBUs 2 - aMUHO -5-0pom - 1,3,4 - THaguasona ¢ aneroykcycHsiM a¢upom B cpeze [IDOK 6but cuntesupoBat 2-0pom-7-
MeTHiI-5-0kco-5H-1,3,4-tnaaunazono [3,2-a] OUPUMHUINH, KOTOPBIA 00JamacT IMIMPOKUM CIEKTPOM aHTHOAKTePHUATbHON
AKTUBHOCTH [0 OTHOIICHHIO K CTa)MIIOKOKKAM, MacTepesuiaM, MpoTeiiaM, CHHErHOMHOM Majouke, KUIICYHON Majaodyke,
calbpMOHeIIaM # KieOcuemnaM. 2-bpom-7-metun-5-okco-5H-1.3.4-tuagnazono [3,2-a] NMUpUMUAANH UMEET HHU3KYIO TOK-
CHYHOCTH TI0 CPaBHEHHIO C CYMICCTBYIOIUMHI aHTUMHKPOOHBIMH TIperapaTaMi i MOYKeT HATH MPUMEHEHUE B MEIUIINHE U
BETCpUHAPUHL.

Lless W300peTeHns - moiaydcHue Ooliee aKTUBHBIX BEUICCTB O0ONAIArOIINX aHTHOAKTEPHATBHON aKTHBHOCTHIO. Ho-
BOE CoeiMHEeHHE 2-0poM-7-MeThin-5-0kco-5H-1,3,4 - Tnaamnasono [3,2-a] MUPUMUAMH MTOTYyYaIOT B3aUMOICHCTBHAEM 2 -
ammuao - 5- Opom - 134 - THagmazoma ¢ aleTOyKCycHBIM  3¢upom B cpeme  [IOK.
N3obperenne OTHOCUTCS K 00JIACTH CHHTE3a HOBBIX (DU3MOJIOTHYSCKH aKTUBHBIX BEIIECTB, @ MMEHHO, HOBOMY IPOH3BOI-
HOMY NMUPUMHUAMHA, KOTOPBIH MOXKET HAHTH MPUMEHEHHE B MEAWIIMHE U BETEPHHAPUU B KaUeCTBE HOBOTO aHTHOAKTEPH-
QIIBHOTO TpernapaTa.

Hecmotps Ha Hanm4me OOJNBIION TPYIITEI BEMIECTB, 00IaJaI0IINX aHTHOAKTEPHATFHBIMI CBOMCTBAMH, TIOUCK HOBBIX
COEIMHEHUH ¢ MOJ00OHBIM JIeHCTBHEM He ociadeBaeT.

Hauboiree 6TM3KUM MO TEXHHYESCKOW CYNTHOCTH M IOCTUTAEMOMY PE3YJIbTaTy K 3asBISICMOMY BEHIECTBY «2-OpoMm -7-
MeTHI-5-0kco-5H-1,3,4-tnagnazono  [3,2-a] mwmpumumue»  seusercs «2  (S-aurpodypmn)-2,3-auruapo-5H-1,3,4-
THara3oio[2,3-b]-xenazonuHoH-5», OpOSBISIONINI TPOTUBOMUKPOOHYIO aKTUBHOCTh B OTHOIIEHHE 30JIOTUCTOTO cTadu-
JIOKOKKA ¥ KUIIEYHOU nanoyku [1]

W3BecTHBIN npenapaT UMEeT HEAOCTATOYHO BBICOKUH JieueOHBIN 3 deKT, Y3Kuil criekTp aHTHOAKTepUAILHOTO JCH-
CTBHSI ¥ OTHOCUTEIFHO BBICOKYFO TOKCHYHOCTb.

Lenpro n300peTeHus SIBIACTCS MOMYYCHHE HOBOTO MPOU3BOIHOTO MUPUMHUIUHA, 00JIaqaroIero 0oiee CHIBHBIM U C
IIKPOKUM CIIEKTPOM aHTHOAKTEpHALHOTO JNEHCTBHS, YeM W3BECTHBIN ero aHamor. [locraBieHHasi eb TOCTUTHYTA TPU
oMoty 2-0pom-7-metui-5-okco-5H-1,3,4-trnaguazono [3,2-a] nupuMuArHA, 00JaIAIONIET0 aHTHOAKTEPHATIBHON aKTHB-
HOCTBIO.

Crioco6 mosydYeHus mpeaaracMoro COeAMHEHHMS, 3aKIF0YaeTCs BO B3aUMOACHCTBHH 2-aMUHO-5- Bpom-1,3,4-
THaUa30J1a C alleTOyYKCYCHBIM 3upom B cpene monudocdopHoii kucnothl ([TDK).
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IIpmmep 1. 18 T (0, 01moup)2-6pomM-5-amuH0-1,3,4-THaanaz0ma TOMEIIAIOT B TPEXTOPIYI0 Kooy coxepskamas 100r
nonrdocdopHoit Kucnotel. CMech IepeMEIINBaAIOT IIPH HaTPEBAHUH B KHUITAIIEH BOASHON OaHe 25 - 30 MUHYT U IIPUKAITbI-
BatoT B TedeHue 25 - 30 munyt 131 (0, 01 Momp) aneroykcycHoro a¢upa. [Iporecc nUKIOIETHIPATAIIHA COPOBOXKIACTCS
3HAYUTEJbHBIM PACIIMPEHUEM PEaKIMOHHOW MaccChl, IO9TOMY CKOPOCTH II0JIau alleTOYKCYCHOTO 3(Hpa CTPOro KOHTPO-
nupytoT. Peakunonnyto Maccy nepememmsarot npu 99-100 °C tpu uwaca. 3aTeM peakMOHHYIO CMECH OXJIAXKIAOT H TIEpe-
HOCAT B cocyae conepkamuii 300 mut neassHOH Bozabl. BreimaBmmit ocanok GuiabTpyloT u npomeiBatoT 100 M1 XosioqHO#M
BOJIOM, BBICYIINBAIOT Ha Bo3ayxe 12 dacos. IlepekpucTanian3oBhIBalOT U3 cMeCH AMOKCaH - Boga (4: 1). Beixox 18, 4 r
(75%). T . + 176 °C. Bpytro dopmyna Cs HaB2 N3 OS.

Crpoenue 7-meruin-5-okco-5H-1,3,4-tnanuazono [3,2-a] nupumunus, obu1o noasepxkeno UK, IIMP cniekrpockonueit
Y 3JIEMEHTHBIM aHAJIH30M.

Brraucieno %

C-29,28 ,17
H-1,63
UK — criektp (cm 2)
1700 C=0; 1575 C=N
Hatineno %
c—29,17
H-1,59
[IMP — criextp (M.11.)
6,11 (H,c, CH); 2,25 (3H, ¢, CH3)

Hwxe mpuBomsTCss pe3yibTaThl MCCIEIOBAaHWN 1O BBIABICHUIO (hapMaKOJIOTHUECKOH aKTHBHOCTH 3asBIISIEMOTO
BEIIIECTBA.

OmBITH NPOBOJMINCE HA JTAOOPATOPHBIX BHAAX JKHBOTHBIX (KPOJHKH, LBIIUIATA), KOTOPBIX KOPMUIIH HCIBITYEMbBIM
BEIIECTBOM CMEIINBasl IIPEABAPUTEIHLHO €r0 C KOPMOM.

OcCTpyro TOKCHYHOCTh pacCYUTHIBaiH 1Mo MeToay Kep6epa. LDsp paBHa 700Mr/KT 5KHBOTO Beca.

HccnenoBanus aHTUMUKPOOHBIX CBOWCTB IpernapaTa MPOBOJUIIOCH CIEIYIOMNM 00pa3oM: U3 COCMHEHHUS TOTOBHUICS
PSZL TTOCIIEI0OBATENBHBIX JIBYKPATHBIX pa3BeIeHHH Ha MsICO- TIENTOHOBOM OYJIbOHE, M3 pacdeTa colepXaHus B | Ml cpessl
ot 0,4 mMxr 1o 1000 Mkr mpenapata B 9 npodupkax. 10-s1 mpodupka ciyXuia Uit KOHTPOJIS HCIBITYEMBIX KYJIBTYP.

B kaxmyro mpoOMpKy 3aceBaiiach CBeXKast CyTOYHAs KyJIbTypa HCIIBITYEMbIX BHIOB MHKPOOPTaHHU3MOB, BBIPAICH-
HBIX Ha MSCO - TIENTOHOBOM arape, BO BCEX CIydasX KOHLEHTPAIMs 3aceBaeMbIX MHUKpOOOB Oblta oamHakoBoi - 1000
MUKpOOHBIX Ten B 1 mit. [loceBbl mHKyOHpoOBanuch npu temiepatype 36-37 °C. Ind u3ydeHus: 0aKTepHOCTaTHIECKOTO
JEUCTBHS OTCEB KYJBTYPBI Ha MSCO - MENTOHOBOM arape IMpoM3BOAMICS depe3 24 4, a JUIsl BBISIBICHUS OAKTEPHIIUIHOTO
neiictBus yepe3 72 u. [IpemapaT mposiBHI BEIpa)KEHHOE aHTHOAKTepHaibHOe aeiicTBre. B mo3e 0,62 MKr/Mi oH OakTepH-
LUJTHO JICHCTBYET Ha CTa()MIIOKOKKH, CTPENTOKOKKH ¥ MacTepeuibl, B 103e 1,2 MKI/MJI Ha IPOTel M CHHErHOWHYIO I1a-
JIOUKY, B 103€ 2,5 MKI/MJI Ha KHIIEYHYIO MaJIOYKy, CAIbMOHEILTY, KJIeOCHEeILTy.

Takum 00pa3oM, IPOBOAMMEIC OMOJOTHYECKUE UCTIBITaHUS 2-0poM-7-MeTmi-5-okco- SH-1,3,4-tnanuazono [3,2-a]
MIUPUMUIMHA JOKa3bIBAET, YTO 3TOT Mpenapar o0JagaeT aHTHOAKTepHualbHOM aKTHBHOCTBIO.

CpaBHUTENBHBIE JaHHBIE IT0 CBOMCTBAM C aHAJIOTOM JIaHbI B Tabnuie 1

Kynbtypst MuHUMaNbHasE THTHOUPYIOIIAs KOHLSHTPALMS, MKI/MJIT
(2-6pom-7-metun-5- | (2(5-aurpodypmn)-2,3-nuruapo-5SH-
okco-5H-1,3,4- 1,3,4-tuanuazonol2,3-b]-
THaguaszoo [3,2-a) XEeHA30JIMHOH-5)

MUPUMUJINHA)




CrapuIoOKOKKH 0,62 MKr/miI 3,9
CTpenTOKOKKH 0,62 MKT/MIT e
[MacTepermist 0,62 MKr/™MI e
[poteii 1,25 MKr/mMa e
CunHertHoiHas majo4yka 1,25 MKr/™Mi ----
Kumreunas mamouka 2,5 MKr/mn 125
CalbMOHEIIIBI 2,5 MKr/mn ----
Kneb6cuenast 2,5 MKr/mMa ----
Ocrpasi TOKCHYHOCTh 700 800
J1 150, Mr/KT

Kak BHIHO 13 TaOJIUIIBL, 3a5BIICHHOE COETUHEHHE IIPEBOCXOIUT IIPHUBOIMMBIH aHAJIOT TI0 CBOEMY JEHCTBHUIO Ha CTa-
(DMIIOKOKKY ITPUBOJUMBIN aHAJIOT B 6,3 pa3a, a Ha KUIIEYHYIo najouky B 50 pas.

Hcrounukn nHbpOpMaLUH:
ABtopckoe cauaerensctBo CCCP Ne1558915,1990r.

®opmy.ia uzodperenunst

2-6pom-7-meTnin-5-okco-5H-1,3,4-tuaaunazono[3,2-a] nupumuauH GOpMyIIbl
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oOnaiaromuii aHTHOAaKTepUATIbHOW aKTHBHOCTBIO.



