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(57) HzoBpeTenue kacaeTrcss aHTHOHOTH-—
KOB, B uwacTHocTH 4''-snu-9-pmesokco~
9a-MeTHn-9a-asa-9a-~roMo3pHTPOMHIHHA
A (I), xoropeit kak obnapmawomuii aHTH—

6aKTepHaNTbHON AKTHBHOCTBLI MOXET OHITH

' HCIIONMBL30BAH B MenHUHHe, [AnA BHIBJIEHHS

ITyumef aKTMBHOCTH MNoOJiyueHo HOBOE Npo—
M3BOAHOe asoromospHTpomumuna (I), Io-
nyuyeHHe BeOYT MeTHJIHpoBaHveM 4''-snmn-
9-nesokco-9%a-a3za—~9a-roMo3pHTPOMHIH—
Ha A dopmanprerupoM B cpepe CHCly B
TMPHCYTCTBHH BoccraHoBuTens: HCOOH,
H, # xatamisartopa - 10%-Hom Pd/C B
cpefie 3TaHoOsa NMPH KOMHATHOH TeMmmnepa~
type. llenesoit npoaykr (I) kpHcTamnu-
3VIOT H XPOMATOTrPadHpYIOT C 23I0EHTOM ~
CH,C1-CH,OH, ~ koHu. NH,OH(60:10:1),

R4=0,6, AHTHMHKpoﬁnaH aKTHBHOCTb B

OTHomeHKHCTa¢Hn0KoxKOBO 39-12, SMr[n:
Ipu nose BBenenuss (I) 25 Mr/xr B
_fleHb 3a 36 puer He 6bUto H3MEeHeHHH B
'K/leTKax MoYyeKk, MeveHH CeNe3eHKH,
XEJIYHOT'O MYy3bipsi, NHMBATHYECKHX YSIIOB,
XeJyaxa M KHmeuHHka, ! Tabin.
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HaoGpeTenune OTHOCHTCH K crnocoby
CHHTe3a HOBOro BemecTsBa 4''-smu-9-pe~
, 30Kco~-9a-meTHn—9a~asa-9a-roMoapuTpo~
MUUMHE A, o6nananmero nporusofakTe-
pPHaNnbHON AKTHBHOCTbLK H UMeNIero @op— 5
MyJ1y '

10
15
20
llenbio M306peTeHns SABASETCS CHHTES -
HOBOT'O IMPOM3BOGHOTO a3aTrOMO3PHTDOMH~
tiHHa, obnapawomero 6ojlee CHNBHBM PO~
THBOOAKTepHalbHbM neucwgnem, yeM y 25
ero amMMepa.
Opuwxep 1. 4"-2n0-9-nesoxco-
9a-MeTun~%a-a3a-9a-roMospuTpOMULIEHE A.
4"~3mu~9~-pnesokco~-9a~aza-9a-romo—
SPHUTPOMHIHMH A B Konuuectse 0,706 r 30
{0,96 mmonn), pacTeopsior B 20 Mn
CHCli. flanee pob6asnswr dopManbhoerusn
(37%, 0,078 M) M 3aTeM MypaBBHHYI
'kucnory (0,03 Monb) u nonyueHnyw
CMeCh MepeMenMBanT B TeueHwe 4 u, a 35

sareM gederMMpywT B Teuende 7 y. ITy
"~ PEAKIMOHHYI0 CMech OXNaxOganT M Ho6ap-
nsuot k30 M Bogwer pH mosomsaT mo 9 ¢
noMompio 6 H, pacrBopa NaOH. Opranu-
HeCKHit crnoft oTgesslwT, CcymaT cynedarom 40
HaTpHA H NMouBeprawT oTHapke C Iolyye-—
HHEM UesleBOTr0 IPOAYKTa B BuIe Benoil
neHs! B KONMHYeCTBEe 0,7 r. B pesyabrare
KPHCTA/H3AUMH H3 TOpsdeill cMecH sTa-
HOMT - Boua nonyuyaper 302 Mr npopyxra,
t.un, 153° C, mocre pexpucTannmHsauuu
U3 ropAYed CMecH 3T4HOI - BOZa MOJIy—
HawT 246 mn nponykTa, T.mm. 155°C.
llanubie XpomaTorpadupoBauHs B ToH-
Kkux cinoax Ry 0,55 (B kauecTBe 3moenTa
HCNONMB3YWT CMech, cocTosamylo H3 CH Cg
CH OH H KOHueHTpHpoBaHHO# NH,OH B co-
orHomeHnn 60:10:1), R; 0,6 (B KagecTt—
Be 3JIVEHTA HCHONBL3YWT CMECh, COCTOH—
myw u3 CHCl; u nusTunamuna B cooTHo—
weHH 9:1),
. SIMP-cmexTp H(CDLl ),8 :2.29 (9H,
VIMPEHHBI CHHIJeT, arnuxou N-CH, n

45

50

55

nesocamur (CH,), N-); 3,31 (3H, cuur-
net, knaaunosa CH,0-),

SIMP-cekTp "C(CDC1,, CDCl, BHem-
HHA cTaHpaprt), u/mne: 178,89 (nakron
C=0); 102,63 u 95,15 (C-3, C-5);
40,38 ((CHg)z—N).

Macc-cnexTp: OCHOBHbBle NMKH IIDH
M/e 59C (N -~ MeTHNarIMKoHae30CaMHHOBbIT
MOH yYepes pacmersieHHe KIagHHO3H NPH
C-1"); 416 (N ~ meTHnarauxoHoBb
Hon (MHHYC of6a caxapa uepes oTmemnnae-
e mpu C-1", C-5)); 158 (ocuoBHoMn
ITHK neaocaMHHosmu NpOHU3BOOHbEY dpar=—
MEHT) ,

I p umep 2. Nponykr, yKazaHHb
B nNpHMepe 1 M. He NOABEeprHyTHEl XpoMma-—
TorpagpHpoBaHmo, B Konudecrse 0,242 r
u 0,4 r xaramusaropa - 10%-Horo man-
lanusa Ha yrie, CMemMBawT B 15 Mn
95Z~Horo sraHona u TIOJIVUEHHYI0 CMeCh
NOABEepPrawT THAPOTEHH3AUMH NpH LaBiie-
uun H, 3,515 xr/cM? B Teuenne 1 y.
Karanusarop orpmenswor bunbTpauMeit H
GHABTPAT BHEIADHBAWT KO MOIYYEHHS IIPO—
AYKTa B BHOe 6eJioff meHb B KoOJMUeCTEe
160 mMr, B pesynsTare KPHCTAJTH3 alHH
H3 CMeCH npoCTO# 3¢Hp - NeHTaH nony—
ueHo 124 Mr mpomykTa, nocile pexpHc-
TalIM3auHH H3 CMeCH 3TaHoNn — EBona
nonyueso 95 Mr npogmyxta, obnapawmero
PH3HUECKHMH CBOHCTBaMH, HITeHTHUHBIMK
CBOHCTBaM HeENEeBOTO MPOAYKTA, MOIyYeH—
HOoro B npumepe 1,

AHTHOaKTepHanLHAaA aKTHBHOCTDL lejie-~
BOT'O COe[HHEeHUd NPOAEMOHCTPHDPOBAHA
A3HHBIMH H3MEepeHHs M erc MHHHMAabHOoH
HHrHOHpyome# KOHUEHTPaUHH 10 OTHOmMe-
HHI0O K MHOXECTBY MHKPOOPraHH3MOB B
bynpone cepmeuno-MosroBoli HHOYIHU

(BmuBauun). B ofmem crnyuae 12 pacr-
BOpPOB C LBYKPATHbHM pasbamiieHHeM coe-—
AHHEHUA, NO[BEDPraeMOro HCIHITaHUAM,
HCHONb3YOT € HayallbHOMN xouueHTpauneu
HCHBITYEMOTO JIeK4dpCTBA B OManasoHe

50 - 200 wmxr/mm. BocnpunMunBocTs
(MJC) HCCJlelyeMbIX OPraHH3MOB onpeme-—
JIAIOT KaK CaMyWw HH3KYKW KOHLEeHTpamo
coeluHeHHsA, KoTopass obeclneuMBaeT mHoy-
HOe HHTHGHpOBaHHe pocTa opraHusma,
IpH 3TOM OUEHKA NMPOBORHTCA HEBOOpY-~
XeHHbM TIJI430M.,

PeaynpTare CpaBHeHHM® aKTHBHOCTH
(B npo6upxke) 4" -3mu~9-nesokco-9a-me-
Tun-9a-asa-%a-romospurpomuunsa A (B)
C spuTpoMuuMHoM A (A), sBnABmHMCs
KOHTPOIIbHEM JIEKAPCTBEHHBM MpenapaToM,
npefcrasiieHs B TabiHue.
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- OpraHuam

. |[PennukaTHBHNE 3HAYEHHT MHHHMAIBHOMN HHrH~-
SHpyomeil KOHUEHTpAalMH

*-

Henr 1 - Beus é
A B A | B
Staph. aur 1005 0,05 0,20 0,05 0,39
052 0,10 0,20 0,10 0,39
400 3,12 3,12 6,25 12,5
Staph. 11 0,05 0,16 0,05 0,20
epl,
Strep. faec. - 006 0,78 1,56 0,78 0,78
Stfep. ﬁyog. 203 0,025 0,025 0,025 0,0éS
Strep. pneumo. - 012 0,025 0,025 0,025 0,025
E. coli 125 - (a) 6,25 (a) 6,25
129 (a) 1,56 (a) 6;25'
- 266 (a) 3,12 (a) 6,25
470 3,12 0,78 3,12 0,78 |
Kleb. pn. 009 (a) 12,5 (a) 12,5
031 (a) 12,5 (a) 12,5
Kleb. oxy 024 ' ta)c 12,5 (a) 12,5
Past, mult, 001 1,56 0,10 1,56 b,lO»
Serr, mar.. 017 (@) 50 (a) 50
Neiss. sec. 000 1,56 0,20 3,12 6,39
Ent. aerog. 040 (aj 12,5 (a) 12,5
Ent. cloac. 009 (a)‘ 25 {(a) 25
Prov. strua. 013 _(a) SO.' {a) ‘50
_H. influ, 012 3,12 0,39 1,56 0,39
| | 636 5,25 0,39 3,12 '0,39 o
038 6,25 0,39 3,12 0,78
H. influ 042 1,56 0,39 1,56 0,39
- 051 3,12 10,39 3,12

0,78
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Hpononxenue Tabnuum

Opranusm

Heun 1
A
073 3,12
078 1,56
081 3,12

Dpumeuanmune, (a) - gonee uen

JononHuTensHO ueJjieBoe CcoefHHeHHe
NMOABEPTralwT HCILITAHHK B XHBOM OpraHH3— 20
Meé C NOMOoNpbl0 HIBECTHOH MEeTONHKH I10
HCHBITAHHIO 3amumaloueft CrIoCOOHOCTH .OJA
mbmiei nNH60 ¢ IOoMOmMBI MHKpoOGHOJIOrHYec—
KOTO OnpellelleHHA YDPOBHell CHBOPOTKH Y
HEeCKOJIBKKX MilekonHTawimnxcs (Hanpumep, 25
Mbimelt, Kpeic, cobak).

[Ipy HCHONB30OBAHHH KpbLIC B KayecTse
MOMONLITHHIX MIIEKONHTAKMHXCA YCTaHOBIEe—
HO, 4YTO LeNneBoe CoeluHeHHe 06nanaer
HCKJIOYHTEeNbHO BBICOKOH crnocobHocTho
" K abcopBuHM nocye opalbHOro BBOJA,
yro obecneyHBaeT HCKIIWUHTENIBHO BHCO-—
KHe YPDOBHH CHIBODOTKH, COXPaHAKMHECH
ASMTEesIbHOE BpPEeMA.

CoepguHenne 4'"-3nu-9-pesokco-9a-
MeTHI~-%a~-a3a~-9a-TOMO3DHTPOMHLIHH A
MeHee TOKCHYHO, 4eM ero 3nuMep, H

3o

.35

r T
PennukaTHBHbE 3HayeHus MHHHUMAJNIBHOH MHI U~
SHpYIOmM KOHUEHT pauuH

0,39 3,12 0,78
0,39 1,56 0,39
0,39 3,12 0,78

npH gose 25 Mr/xr /meHb B Teuenue

36 noH He obBHapyxMBaeT H3IMeHeHHH B
K/leTKax Touek, CeNeseHKH, XelHHOTOo
nysepsi, OpbKeeYHBIX NHMDATHYECKHX y3-—
OB, XejynoKa ¥ KHIeYyHHKaA,

PopMyna HsobperTeHHS

Cnoco6 nonyueHHsa 4''-snu~9-nesokco-
9a~MeTHii~9a-asa~%a-roMo3pHTPOMHIHHA
A, oTnuvyawmHit csn TeM; uTo
MeTHiupylT 4'"-3nu-9-pesokco-9a-asa-
.Qa-pouoapHTpOMHuuu A dopMansmerugoM
B XJIOpOQOPME B NPDHCYTCTBHH BOCCTa-
HaB/HBawmMero peareHra, BHOGpPaHHOIO H3
MYDaBBHHON KHCIIOTH HJIH Bomopopda, H
Karanusaropa - 107-Horo nannagus Ha
yIrjle B 3TaHOJIE NpPH KOMHATHOH TeMmne-
partype.

CocraBurens 0.Benoycos

Pepakrop H.Huxonaituyk

Texpen H.lonoBuu

KoppexkTop ll.Marai

3akas 6353/59

Tupax 343
BHHHMIIM MocynapcTBeHHOT'O KoMHTETa CCCp

NlopnucHoe
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