Pecnybnuka Tamkukuctan

FOCYJIAPCTBEHHOE HATEHTHOE
BEJIOMCTBO

19) TJ 11)1659
(51) MITK C07J 9700 (2006.01);
A61P 31/00 (2006.01)

a» Onucanue u3o0peTeHust

K MAJIOMY ITATEHTY
1 2
(21) 2502136 3.40. Haszapoga, B.X. MaxkaMoBa, M.IL.
(22) 09.07.2025 CynroHMamasioBa, H.IO. Camannapos, M.K.

(46) Brom. 227, 2025

(71) Camanmap3zona H.1O. (TJ); Ucmonmzona C.C. (TJ)
(72) Camannapzona H.1O. (TJ); Ucmoumsona C.C. (TJ);
Amumos 1.3. (TJ); Mup3soea H.M. (TJ); Xyceitnzona
3.X. (TJ)

(73) Camanmapsona H.1O. (TJ); Ucmounmsona C.C. (TJ);
Amumos 1.3. (TJ); Mupsoea H.M. (TJ); Xyceitazona
3.X. (TJ)

(54) 1-XOJIAHO-3a,70,12¢-TPUTHAPOKCH-3-
KAPBOBEH30KCH-o-BY TUPUJI-ITPOITAH-2-
0JI, OBJIAJAIOIIAN MPOTUBOMUKPOBHOM
AKTUBHOCTBIO

(56)

1. Ucemonmszona, C.C. CuHTE3, TamKHKH
CHEKTPHOH nHppacypx Ba MaccaBUH 3-y-
aMHUHOOYTaHIIPONIaH-2-011 Ba mponan-1,2-nuon

Mcemommsona C.C., Pamabos C.W//. Jlymianbe, 2020.
Cam.415-416.

2. Ucemonmzona, C.C. CuHTEe3 Ba TamKHKH
peaxcHsy NaiBacTIIaBUM Y- aMUHOKHCIOTan OyTaHaT 60
a-MoHoxyoprugpunau rurcepud / C.C Ucmowmmsona.,
P.A. Mycradaxynosa., C.I1. Paspabos//. dyman6e, 2020.
Cam.414.

3. Camanmapo H.IO. 3-xmopbenso/s/Tnoden -2-
kKapOokcu ruapasuna- 30,700 -guruapokem — 12-
KETOXOJIAHOBOHM KHCIIOTHI, 00Jaalomuii  aHTHOAKTEepH-
anpHOM akTHBHOCTHIO./ A.X. Kaneipos, I'.K. Mupomxos,

Abnypaxumosa // Ilarent Pecnyomuku Tamxukrcran Ne
TJ 583 IIpumopuret nzobperenus ot 30.09.2013 r.

4. CamanmapoB H.IO. 12- a-tosmmokcmdup-3a,7a-
JIMaleTOKCU-53-METHIIXOJIAHOBOM KHCJIOTHI B KauecTBE
nptuBoMuKpoOHoro cpencrea./ A.X. Kaxueipos, H.IO.
Camangapo, 3.JI. Haszapora, II.A. Koaupos,
M.II. Cynroumamanosa // ITatent PT. Ne T] 64
[Ipuoputer or 2014 T.

5.  Camanpmapo H.IO. Kommpos, A.X.. Cunres
TO3WIOKCHI(HUPOB HEKOTOPBIX MPONU3BOIHBIX XOJIAHOBBIX
KHACHOT./ AX. Kanpipos, B.X. MaxxamoBa,
H.}O.Camargapos // Bectauxk THY .2013 Ne 1/3 (140)
cTp 145-147.

(57) HzoOperenne OTHOCHUTCS K OOJNACTH XUMHUA U
OpPraHMYecKOW XUMHH B YaCTHOCTH CHHTE3a HOBBIX
OMOJIOTMYECKH aKTHBHBIX XHMHYECKHX COEIMHEHUH,
HPOSIBISIIOUIMX TPOTHBOMUKPOOHOCTH 10 OTHOLICHHUIO K
MOJEBBIM  KyJlbTypaMm: (CTa(UIOKOKKA, HOKapIuH,

macTtapesuibl, — KOPUHOAKTEpUH  BBIACICHHBIX  OT
JKHBOTHBIX 3a00JICBIITNM pecupaTopHbIM
3a00JICBaHHEM ).

1-xomaHo-30,70,120-Tpurnapokcu-3- kapO0OSH30KCH-0L-
OyTupuiI-nponan-2-oi, tdhopmyie obuaaromuii
MIPOTUBOMHUKPOOHOI aKTHBHOCTH.



3

MN3o0peTeHne OTHOCUTCS K OOJAacTH XUMHUU U
OpraHMYeCKOH XHMHHM B YacTHOCTH CHHTE3a HOBBIX
OMOJIOTHYECKH AaKTHBHBIX XHMHYECKHX COCIUHECHH,
HPOSBIIAIONINX MPOTHBOMUKPOOHOCTH MO OTHOLICHHIO K
MOJIEBBIM  KyJbTypaM: (CTapHUIOKOKKA, HOKapIUH,
nmacTapeiuibl,  KOPHHOAKTEpUHM  BBIACICHHBIX  OT
KHUBOTHBIX 3a00JIeBIINM pecIMpaTopHbIM
3a00JIeBaHUEM).

OnmHoMt W3 Beaymx npoOsieM COBPEMEHHOM
MEIUIMHBI M BETEPUHAPHM SIBISieTCS  pa3paboTka
3G PEKTUBHBIX NPOTUBOMHKPOOHBIX CPEJICTB, IOUCK
KOTOPBIX BEIETCA CpeOd CHHTE3MPOBAaHHBIX u
OMOJIOTHYECKH aKTUBHBIX IIPUPOIHBIX BEILECTB.

BriepBble TOHCK JIEKapCTBEHHBIX CPEACTB CPEIH
COCIMHEHUH, ONM3KHX II0 CTPYKTYype K €CTECTBEHHBIM
NUPUMHIMHAM, OBII IPEIUIOKEH CpeIy THMHHA, YPaInia
Y LUTO3HHA.

B Teuenue IIOCJICAHECTO ACCATUIICTUSA 3HAYUTCIIBHO
pacUIMpWIINCh HCCJENOBaHUS B 00JacTH XUMHH H
OMOJIOrMYeCKONH AKTHBHOCTH IIPOU3BOJHBIX TJIMLEPUHA,
SABJIAKOMIUECA aHaJloraMu IIypuHa W I[POABJIAIOLINE

paznuuHble  BUABI  OWMOJIOTMYECKOW  aKTHBHOCTH:
aHTHOAKTePHANIBHYIO, MIPOTUBOPAKOBYIO,
MIPOTHBOUIIEMHYECKYTO, MPOTHBOS3BEHHYIO,

NECTULUIHYIO U JIp.

Criektp OHMOJIOTHYECKOTO JEHCTBUS MPOM3BOIHBIX
JIMLEPUHA, MHOTHME U3  KOTOPBIX  MPEICTaBISIIOT
HECOMHEHHBII HMHTEpeC B KayeCTBE MMOTEHLMAJIbHBIX
JIEKapCTBEHHBIX [IpenapaTos, Ype3BbIUANHO
pa3HoOOpa3eH, 4YTO OMNpelessieT — Lenecoo0pa3HOCTh
JTATBHEHIIIETO MCCIeJOBaHUS CBOWCTB 3TUX BemecTB [1-
3].

N3yuenue (hapMaKkoIOruIeCKux s dexToB
CHHTE3MPOBAaHHBIX COCIUHEHHWH B 3aBUCHMOCTH OT HX
COCTaBa, CTPOEHHMS M NPHUPOJABI 3aMELIAIOUIMX TPyNI
MMEET Ba)XHOE 3HAUYEHHWE B TEOPETHUYECKOM IUIAHE.
Pemienne Takux 3ajad  MO3BOJNIUT  OCYILECTBISATH
LIEJICHANIPABJICHHBI CUHTE3 COCAUHEHUN C YCHUJICHHBIM
HEOOXOIUMBIM JICUCOHBIM U OCIIAOJICHHBIM TTOOOYHBIMH
IEUCTBUSIMU.

Cpeau Tpou3BOAHBIX XOJMAHOBBIM KHUCIOT ObUIH
0OHapy>KEeHBI COEIIMHEHUS, obJaiatonue
MPOTUBOOITYX0JIEBOW, TPOTUBOBOCHAIIUTENILHON, MPOTUB
BHpyca HWMMyHOAe(dHIINTa, aHTHOAKTEpUAIBHOW W
JIPYTrUMU IEUCTBUSAMU.

Ilpny  m3yyeHmn  OaKTEpUIMIHBIX  CBOWCTB,
COEUHEHUE B pasHOH CTENEHU  MPOSBIAIO
OakTeproCTaTHYECKOE M OaKTepUIMAHOE JeicTBHE B
OTHOIIEHHH B3ATBIX B OKCHEPHUMEHT MHKPOOHBIX
KYJIBTYp: CTa(MIOKOKKA (30JI0THCTOTO, CAlPOGUTHOTO U
SMHAEPMAIBHOT0), KUIIEYHOH NAaJO0YKH, CaJbMOHEILI.
IIpenoTBpaiienre pa3BUTHA YCTOMYMBOCTH MAaTOTEHHOM
MHUKPOIOPEI K JIEKapCTBEHHBIM CpEICTBaM,
HEXXEJAaTeNbHBIX MO0OYHBIX 3((deKToB, yMeHbIICHHE
KypcOBOH  JO3BI  OmpenessiioT  3(p(eKTHBHOCTE W
9KOHOMHYHOCTh KOMIUIEKCHBIX XMMHOTEPANEBTHYECKUX
IpernapaToB  Mpu  NpopMIAKTHKE W JICYCHUH
CaMOCTOSATENBHBIX M CMEIIaHHBIX  OaKTepuallbHbIX
Oone3Hen.

N3BectHO CTEepOUHOE COEIIMHEHHE
NPOSIBIISIFOIIIEE  aHTUMUKPOOHBIMM CBOWMCTBa  3-XJIOp-
Oensolb|tuoden  -2-xkapOokcu  rumpasug 30,70~
JUTHIIPOKCH-12-KETO XOJIAHOBOM KHCIIOTBI, SIBJISETCS

(4],
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ONM3KOH 10 CTPYKType K HOBBIM COCIUHCHUSM,
NPOSBIIAIONMM OaKTEPHIUIHOE NEHCTBHE K IIOJIEBBIM
IITaMMOM CTa(MIOKOKKA, HOKapIUH, KOPHHOAKTEPHH H
nacTapeiIbl UMeeT Gopmyy:
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WzBecTtHO crepomgHOe coequHeHHe |-xmop-3-
METHITPUITO(AIONponad-2-01 [5], obnagaroniii, Kak
0aKkTepuO-CTATUYECKOH, Tak W OaKTepHLUIHON
AKTUBHOCTH.

[Tocesbl uuky6uposanu npu 37°C B Teuenue 20
— 40 4. Ilo ucTeueHHH cpoka MHKYOAlMM YYHUTHIBAIH
pe3ynbTar. MuHuMmanbHOU GaKTeprOCTaTHYECKOM
koHnentpanueit (MBcK) cuurtamm KoOHIEHTparuro,
KOTOpas BBI3BIBANa  3aJepKKy pOCTa  KyIbTYpEI,
MUHUMaNbHOH Oaktepunuaaoit (MBuK) (ompenenmm
mpu mepecee Ha MIIA) — rubenp MHUKPOOPTaHU3MOB
(orcyrcTBHE pocta). [TapannensHO CTaBHITN KOHTPOIH Ha
MIIb u MIIA.

HenocraTku 3akiroyaroTcst B TOM, YTO yKa3aHHBIE
COCJIMHEHUsI  NPOSBIAIOT  MEHee  aHTHMHUKPOOHYIO
AaKTUBHOCTh II0 OTHOUICHHIO K TIIOJIEBBIM IITaMMOM

CTaQUIOKOKKA,  HOKapJWH,  KOPHHOAKTEpHH U
acTaperisl.
3ajgaya  u300peTeHUst  SIBISIETCS  M3YyueHHE

OHOJIOTMYECKON aKTHBHOCTH BHOBB CHUHTC3UPOBAHHBIX
BCHICCTB, BBISIBJICHUC CPCAU HUX Hanbosiee aKTHBHBIX U

HauMEeHee  TOKCHUYHBIX  COEAMHEHUH, a  TaKkKe
YCTaHOBJEHHE, 1O  BO3MOXKHOCTH,  3aBUCHUMOCTHU
(U3NONOTHYECKOTO  ACUCTBUSL ~ OT  XHUMHYECKOTO
CTPOEHHUSL.

Lens U300peTeHNs SIBJIAETCS CO37aHUE
OBICTPOACHCTBYIONTUX IIpenaparoB Ha OCHOBE
CUHTETHUYECKUX AaHAJIOTOB OHMOJIOTMYECKH aKTHBHBIX
BELIECTB, o0aaromux LIUPOKUM CIIEKTPOM
(HU3HOIOTHUECKOM AKTUBHOCTHU 51 HU3KOH
TOKCUYHOCTBIO.

JocTikeHne  1enmd  O0eCIeYMBaeTCsl  MyTeM

CHHTE3a HOBOTO COCIUHCHUS W3 psla alupaTHICCKIX
AMHHOKHUCIIOTOTIPOU3BOAHEIX Iimlepona. IlomxydeHHOE
COEJIMHEHHE BBITOJHO OTJIMYAeTCd OT M3BECTHBIX
aHAJIOTOB TEM, 4YTO CHHTE3UPYETCS B OoJiee MSITKHX
YCIIOBHAX W JAaeT BBICOKHH BBIXO/ IEJICBOTO MPOIYKTA.

HoBu3na m300peTeHns 3akiIrodaeTcs B TOM, 4YTO
MOJTyYeHHOE COCTUHEHNE — 3TO paHee HEOIMCAHHBIA B
JUTEpaType CIOXKHBIA 3QHP, OTHOCAUIMHCA K TpyIIe
AMHHOKHCIIOTCOEPKAINX MPOM3BOIHBIX TIHUIEPOTa U
colepKaluuii OCTaTOK XOJIAHOBOM KHCIOTHL. Takum
COEJIMHEHUEM SIBIIIETCS 1-xomano-3a,7a,120-
TPUTHUAPOKCH-3-KapO0OEeH30KCH-0-0y THPHII-TIpOTIaH-2-
OJI, KOTOPBIH 00NamacT XOpoIlied pPacTBOPHMOCTHIO B
Boje, 1,4-AMOoKCaHe U CIUpTax.

Cunres 1-xonano-30,7a,12a-Tpurunpokcu-3-
KapOOOEH30KCH-0-0y THPHII-ITPOITIaH-2-0J1a
OCYIIECTBIISICTCS CIEAYIOMIM 00pa3oM:

B Tpexropiyio konOy, CHaOKEHHYIO KameJbHOM
BOPOHKOM, MEXaHUYECKON MEIIaNIKON 1
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o0paTHBIM XOJOMWIbHHKOM, momematrr 2,6 t (0,01
Mosib)  1-x510p-3-KapOOOEH30KCH-0-0y THPHIIIPOTIaH-2-
oma u 10 mi 1,4-nuokcana. Coslb XOJIAHOBOW KHCJIOTEI
Mpe/IBAPUTEIHHO PACTBOPSIOT B Boje. CMech HarpeBaroT
mo Ttemneparypsl 189-190°C, m mpm WHTEHCHBHOM
nepeMeInBaHiy 1o KarsiM gobasisror 0,68 mur (0,01
MOJIb)  pacTBOpa  COJM  XOJAHOBOW  KHUCJIOTHI
[epeMenmBaHue MPOIOIIKAIOT IIPU TOH JKE TeMIepaType
emre 6—6,5 Jyacos.

ITocne 3aBepieHMs] PEAKIIUK CMECh OXJIAXKIAIT U
OCTaBJISIFOT HA HOYb. 3aTEM PACTBOPUTEIH YHAJSIOT MOJ
MOHIDKCHHBIM  JIaBiieHHeM. [lonmydeHHOe COeIUHEHHE
XOPOIIIO pacTBOPSIETCsI B BOJE, 1,4-IHOKCaHE U CIIHPTaX.

Beixox 2.4 r (85,6%); T,,-189-190°C; R¢0.60

(A); R=0.57 (B); Re=0.52 (B). Haiineno, B %:

C.66.98., H. 11.05.N. 1.32.

Brruucneno IS

Cs9H116NO19%:C.70.90., H. 11.70, N. 1.40.
PeaKHI/IIO OCYHICCTBJ'DHOT HpI/I KUIITYCHUU UCXOOHBIX
BemiecTs, npu Temmeparype 170-185 °C B Teuenue 6-
4acoB B cpelic aOCOTFTHOTO METaHOIA.

CrpykTypa cuHTE3UpOBaHHOTO 1-x710p-3-
KapOOOEH30KCH-0-0y THPHIIIIPOIIaH-2-0J1a
noaTeepxkaeHo merogamu K-, Macc-, [IMP-
CHEKTPOCKOIIHH, & TAKXKE DIICMEHTHBIM aHAITU30M.

189-190°C
Ta-avoxcan

OA”((\O)‘\?
' o
T

1-xomaHo-30,70,120-TpUruaApoKcH-3-
KapOoOeH30KCH  O-OyTHPHI-IPOMAaH-2-01  KUCIIOTHI
HMEIOT IIUPOKHH CIIEKTP HIPOTHBOMHKPOOHOTO AEHCTBUS
B OTHOIICHWH 3MU300THYECKUX M MY3CHHBIX IITaMMOB
UCCIIEJOBAaHHBIX TECT-KYJIbTYp W  BbI3bIBacT THOENb
HCCIICIOBAaHHBIX KYJNBTYp B KOoHIeHTparmsx 0,62 — 9,92
MKT/MIT.

[IpoTHBOMUKPOOHYIO aKTUBHOCTH TPEIOKEHHOTO
COEIMHEHUSI M3ydaldd METOJIOM CEpUIHBIX pa3BeIeHUI
mpernapaTtoB B MscomenToHHoM Oymeone (MIIB) B
OTHOIICHHU JMU300THYECKUX U MY3CHHBIX LITAMMOB
St. aureus, Str. pyogenes, E. coli, Pr. wvulgaris, S.
enteritidis, S. pullorum, P. multocida, Ps. aeruginosa, KI.
Pneumoniae, cM. Tabi. 1

1659

YcraHoBIIEHO, 4TO HanOONBIIYIO
gyBcTBUTETHHOCTh (MBCK — 0,31 — 1,24 mkr/min) x 1-
XIIOp-3-METUNTPHUIITO(ATONPOIIaH-2-071 TPOSBISIOT St.
aureus, Str. pyogenes, P. multocida , Pr. vulgaris, S.
enteritidis, Ps. aeruginosa, E. coli, S. pullorum, KI.
pneumoniaec  Oomee  ycroWuMBHI K 1-XJ0p-3-
METHITPUNTO(ATIONPONIaH-2-0J1 B OTHOMIEHHH OTHUX
kyneTyp MbBcK mpenapata cocraBmwia 0,62 — 4,96
MKT/MIL

U3 ocHoBHOrO pactBopa (1-xomano-3a,7a,12a-
TPUTHIPOKCH-3- KapOOOEH30KCH-0-OyTHPIII-TIPOTIaH-2-
ol: 5 wMr mpenapara Ha 100 Mia  crepuibHON
JUCTHIUTUPOBAHHOM BOJIBI) TOTOBUIIN TTOCIIEIOBATEIbHBIC
IBykpaTHble pasBenenns B MIIB B obreme 2 mi. B
MIPUTOTOBJICHHBIC Pa3BEJICHNS BHOCHIIN CYCIICH3UIO TECT
- KyJIBTYpPBI B U30TOHHYECKOM PacTBOPE HATPUS XJIOpHIA
B KonmuecTBe 2x10% M.k, Ha 1 M cpensbl.

ITpoTHBOMHUKPOOHYIO aKTHBHOCTH NMPEIJIOKEHHOTO
COE/IMHEHUsI OMNpEeessUIH in VItro MEeTOJOM CEpUIHBIX
p%BeHeHHﬁ MO0 OTHOIICHUIO K IIOJICBBIM KYJIbTYpaM

cTaUI0KOKKa, HOKap/IuH, MacTepesuibl,

KapuHeOaKkTepui, BBIZICIEHHBIX oT 0O0JIBHBIX

pecupaTopHBIM 3a00JIeBaHIEM KHBOTHBIX.
BakrepunuaHOCTH COCIMHEHUH 1-xomaHo-

3a,70,120-Tpurnapokcu-3- kapOoOEeH30KCH-0-0y THPHII-
NPOTAH-2-0]1 ~ M3y4YaJld B CPABHCHHH C JTOHHEM.
[TpoBoanny Tpu napauieNbHBIX OMBITA.

MuHuManbHasi — NOAABIAIONIAs — KOHIIEHTpALus
COEIUHEHUS 1-xonano-3a,70,120-Tpuruapoxcu-3-
KapOOOEH30KCH-0-0Y THPHIT-TIPOTIaH-2-0J1 o
OTHOIIEHHIO K CTapuiIoKOKKy - 76-117 wMkr/mi,
HOKapamu - 111-210 mxr/mun, kopurbaktepusm - 90-100
MKr/MiI, mactepeiuiam - 70-80 mkr/mi. Uto KacaeTcs
coeIrHeHU 3-KapOOOEH30KCH-0-0y THPIIT-TIPOTIaH-2-011,
TO TI0 OTHOIICHWIO K cTapMIOKOKKY - 80-110 Mkr/mu,
Hokapauu - 130-230 mxr/mi; kopuHOaktepusim - 109-
135 mxr/mur; macrepesuiam - 90-99 mkr/mit.

Kak BugHO coeauHEeHHUs] 00JIaJal0T BBIPAKEHHBIM
OaKTepUINAHBIM JCUCTBHEM 110 OTHOIICHHIO K MOJIEBBIM
mramMMaM cTapHIOKOKKa, HOKapAnH, KOPHHOAKTEPUSIM 1
ractepeiulaM M He YCTYNaloT HM3BECTHOMY IIpenapary
STOHHIO.

Takum  oOpazom, Obula uW3ydeHa  ocTpas
TOKCHUYHOCTb, & TAK)KEe MIPOTHUBOMUKPOOHAs aKTUBHOCTh
HEKOTOPBIX THUAPA3HIINPOU3BOJHBIX XOJAHOBBIX KHCIIOT
Ha TpuMepe 1-xonano-3a,70,120-Tpuruapoxcu-3-
KapOOOEH30KCH 0-0yTHPHII-TIPOIIaH-2-0JI.
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Dopmyia u3o0pereHust

1-xomano-30,70,120-Tpurnapoxcu-3- KapOoOSH30KCH-0L-
Oytupui-nponan-2-oiu, Gpopmyie 00J1a1atoIUi IPOTUBOMHUKPOOHOH aKTHBHOCTBIO.

N
HO

Tabnuma 1
[TpoTuBOMUKpPOOHAs aKTUBHOCTH 1-X0s1aH0-30,70,120-TpUruapokcu-3- KapooOeH30KCU-0-0y THPHII-
MpONaH-2-0J1, MKI/MJI

Mukpooprasusm MbcK MbuK
St. aureus 041-1,14 0,33-2,52
Str. Pyogenes 0,21-1,34 0,32-2,32
E. coli 1,19 4,88 2,55 -9,00
Pr. Vulgaris 0,55 -2,65 1,10 - 4,88
S. enteritidis 0,77 — 2,66 1,88 - 4,88
S. pullorum 1,33-4,54 2,32-9,52
P. multocida 0,35-1,74 0,32 -2,52
Ps. Aeruginosa 0,54 -2,32 1,32-4,54
KI. Pneumonia 1,42— 4,32 2,33-9,77

Kommsrorepnsiii Habop: ['aznes M.

3aka3 Tupax [oanucHoe
HanvonanesHelii nateHTHO-MHGOpMannoHubii nuentp PT 734042, r. [lymaube, yi. Aiinu, 14a



