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3acTocyBaHHS (TOPXIHOJOHIB OXOILTIOE IOCBIZ
mikyBaHHs OuTbmI sk 800 MIIH. MAITIEHTIB, i HUHI BOHH €
OTHUM 3 OCHOBHHX KJIACiB y aHTHMIKpOOHOMY apceHai
MpaKTHYHOT MeqUUUHK. Taki JOCSTHEHHS CTAId MOXKJIM-
BUMH HICJIS YITKOTO PO3yMiHHS B3aEMO3B’SI3KY CTPYKTYpH
i aKTMBHOCTI MOJICKYJ I[bOTO Kjacy aHTHOioThkiB. Lli
3HAHHS CTaJM MiJCTABOIO JUIsS CHHTE3y HOBHMX IOXIIHUX 3
IIMPIIAM CHEKTPOM, TIOTYKHIIIOK aKTHBHICTIO Ta MOJIII-
mIeHnM (apMaKOKIHETHIHUM TpodisieM [T 3a0e3nedueH-
HSl HAWJINIIOTO KJIIHIYHOTO pe3ynbTary. BBakaroTs, mio
npubmmzHo 10 000 HOBHX MOJIEKYN IIBOTO KJIacy aHTHOiOo-
THKIB y3arajii OyJlo CHHTE30BaHO. AJie “KOCQII[iEHT KOpH-
CHOI Jii” mHUX MOJEKYJN HAaJ3BHYAHO HU3bKUH — BIij-
nagano npudau3Ho 999 3 koxHoi TUCYl Monekyi. [Ipore
i 3yCHIUISI 371e01IbIIOro OYJIH MepeKpeciieH] MOsIBOIO pe-
3UCTEHTHOCTI, a TaKOX THM, 1 II€ BaKIHWBIIIE, IO B
JeSTKUX TaKuX (PTOPXIHONOHAX BHSABICHO HENPUHHATHI
nobOiuni edextn. Tomy po3poOka BITUM3HSHOTO TIIpe-
napaty (TOPXHHOJIOHOBOTO PSAIY OLITBII HOBOTO MOKOJIH-
Hsl Ha OCHOBI MOKCH(JIOKCAIIMHA € aKTyaJIbHOM [1, 2, 3].

Moxkcudokcaud € 8-METOKCUPTOPXiHOIOHOM
LIMPOKOTO CIIEKTpa, sIKUil B3aemoie nepeBaxHo 3 JJHK-
ripa3ol0 rpaMHEraTMBHHX 1 3 Tonoizomepasow IV tumy
TpaMIO3UTHBHUX OakTepiii. BiH Mae posmmpeny
aKTHBHICTh NIPOTH TPAMITIO3UTUBHUX KOKIB, MPOTE 30epi-
ra€ axkTHBHICTh TPOTH TPAMHETAaTUBHUX OaKTEpiid.
MokcudnoKkcanH TakoX Mae No0pYy aKTHBHICTh IPOTH
aTMNOBUX  pecriparopHux  martoreHiB  (Legionella
pneumophila, Chlamydia pneumoniae ta Mycoplasma
pneumoniae). 1lle omHier0 #Oro 0COOJMBICTIO € BHCOKa
NpoTHaHaepoOHa aKTHBHICTh. BiH mposiBisie Xopoumi
a00 BiIMiHHMI aHTUMIKPOOHHUI e(eKT BiTHOCHO OiipIIO-
cti aHaepoOHUX Oakrtepiit (Oinmpme 97% Bcix BUAIB aHae-
po6iB). B mopiBHsHHI 3 “cTapumu’’ HTOPXiHOJOHAMH BiH
HabaraTo akTHBHIIIE BiTHOCHO aHaepoOiB. HaBiTh B mopi-
BHSIHHI 3 (PTOPXiHOJIOHAMH CBOT'O MOKOJIIHHS MOKCH(JIIO-
KcanmH e(eKTHBHIIIMK npotn aHaepoOiB. Ilpm 3a-
CTOCYBaHHI MOKCH(]JIOKCAlMHY WMOBIPHICTH PO3BUTKY
PE3MCTEHTHOCTI Y IPaMIIO3UTUBHUX MIKpOOPraHi3MiB HH-
KY€, HDK TPH 3aCTOCYBaHHI IHMHUX (TOPXIHOJNOHIB, IO
MOB'I3aHO 3 HOTO BHCOKOI CHOPIJHEHICTIO SK [0
tomoizomepasu 1V, tak i no [JHK-ripasu [ 4, 5, 6].

Jlikapcekuit 3aci6 «Mokcugnokcarma 400 wr,
po3umH aist iHQY3id y wstmkax 1o 250 My € aHanorom
npenapary Avelox IV® BupoGHMITBA (hapmaneBTUIHOT
¢bipmu  «baitep Llepinr ®apma AI'», HimeuunHa.
SIkicHMIA 1 KUTbKICHUH CKJIaJ JaHOTO JIIKAPCHKOTO 3aC00y
po3po0ieHuii B pe3yapTaTi BUBYEHHS JITEpaTypHUX
JIaHUX 1 eKCIepUMEHTaIbHOI poboTH. BpaxoByroun mep-
CHEKTHBHICTE PO3POOKH CKJIALy BITYM3HAHOTO iHQY-

31ifHOTO TIpemapary Ha OCHOBI MOKCHU(IIOKCAINHY METOIO
JAHOTO JTOCTiKeHHA Oylio OOTPYHTYBAaHHS Ta €KCIepH-
MEHTaJIbHE MiATBEP/KEHHS PalliOHAIBHOTO CKIIaIy BiTUH-
3HSHOTO 1H(Y3IHHOrO Tmpemapary Ha OCHOBI MOKCH]IIO-
caluHy, BUOIp JOTMIOMDXHUX PEYOBHH, SIKi 3a0€3MeUyIOTh
CTaOUIbHICTD JIIF0Y0i PEYOBHHH, a TAKOK OOIPYHTYBaHHS
MEX BMICTY TOTTOMDKHUX PEUOBHH.

Martepianu i meToau

O06’exToM  jmochmimkeHHs Oyma  cyOcTaHIlis
MOKCH(IIOCAIIMHY TiIpoxJiopiny BHpoOHHITBa  (ipMu
«Sansh Biotech Pvt. Ltd.» (Iunist), mikapceka gopma Ha
OCHOBI MOKcUuIOCallMHy - po3uuH Juis iHQy3ii. B xoni
H/IP npoBouBCs SIKICHUH 1 KiJIbKICHHI KOHTPOJIb 3pa3KiB
npernapary 3a [OKa3HHKaMH, [0 XapaKTepU3YIOTh
cTabinbHicTh: pH, BMICT Iit040i PEYOBUHHM, HPO3OPICTD,
KOJIBOPOBICTH, CTOPOHHI JTOMIIITKH, MEXaHITHI BKIFOUCHHS
3a MeTomamu, ski omucani B J®Y [7] ta HOpMaTHBHIH
nokymenranii (H/I) Ha nmikapcekuii 3acio.

PesysibTaTH Ta ix 00roBopeHHs

[TporioHoBaHMii Npenapar € aHTUOI0TUKOM -
POKOTO CIIEKTPY il GTOPXUHOIOHOBOTO psmy. HalOuibm
BOXIMBUMH TPyIaMH B MOJEKYJi (TOPXiHOJOHIB, SKi
BIAMOBIJAIOTh 32 iX aHTUMIKPOOHI BJIACTHBOCTI, € TPYITH,
1o 3aiiMaroTs mo3umii 1, 7 i 8. Lukionpominosa rpyna B
monokeHHi | 3abe3medye akKTUBHICTh MPOTH TPaMHETaTH-
BHUX MiKpooprasi3miB. [IpreHaHHS JOAaTKOBOTO KiJIbIIS
y Mo3uIii 7 10/1a€ BUCOKY aKTHBHICTB IO BiTHOIICHHIO JI0
IPaMITO3UTHBHOT MiKpOQIIOPH, BKIIIOYAIOYH ITHEBMOKOKH.
JonaBaHHs B CTPYKTYpYy MOJIEKYJH METOKCUTPYIH B
TOJIOKCHHI 8 MPHU3BENO 10 MiABHUINECHHS aKTHBHOCTI Bill-
HOCHO aHaepoOiB 0e3 301IbLICHHsS PU3MKY MOTEHIIIHOT
(ororokcuuHOCTI. DTOPXIHONIOH, 10 Ma€ METOKCUTPYITY
B TIOJIOKEHHI 8 1 KIIBLEBHI 3aXMCHUK OINMKIOAMIiH B
MTOJIOXKCHHI 7, BiOMHUH 5K Mokcupiokcanus. o ckmamy
JKapchKOTO 3ac00Y, 10 PO3pOOISIE€THCS, BXOANUTD SIK Hi0-
4ya PEeYOBHHA caM€ MOKCHU(IIOKCAIMH Y BHUIJISII THAPOX-
nopima [8]. CrpykrypHa QopmMyna MOKCH(IOKCAIUHY
npejacTaBieHa Ha puc. 1.
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Puc. 1. CtpykrypHa ¢opmysia MokcupIoKCAIMHY.

Moxkcu(pIoKcaHy TigpOXJIOpUI € TIOPOIIOK
0J110-)KOBTOT'O KOJILOPY i3 3J1€TKa TirPOCKOMIYHOIO MPH-
pornoto. BiH mOMipHO pO3UMHSETHCS y BOJI 1 METaHOIMI,
C1a00 PO3YMHSAETHCS B KHCIOTI XJIOPUCTOBOMHEBIN 1
€TaHOoJI, 1 MPaKTUYHO HE PO3YHMHSETHCS B AllETOHI i TOMy-
oni. pH 0,2 % po3uuHy 3HaXoxuTHCS B JiamasoHi 3,9 —
4,6 [8].

Y mpenapar TOpPIBHSHHS aKTHBHAa CyOCTaHIis
BXOJWTH B KoHIeHTpamii 1,74 mr/mit ab6o 0,174 %. Takum
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YHHOM, PO3YMHHICTH ii JOCTATHS ISl OTPIMAHHS BOJHOTO
pO3unHY MOTPiOHOT KOHIEHTpAIlii 0e3 PU3UKY BUIIAJaHHS
ocany a0o IOsIBE CyCIeH3i1 a00 OImanecIeHIii 3-3a HeJ0-
CTaTHHOI PO3YMHHOCTI. TakoX He € HEOOX1THUM J10/1aBaH-
Hi JIONOMDKHHMX pPEYOBHH - COJIIOOLTI3AaTOpIB  Jist
30LIBIICHHS PO3YUHHOCTI. OCKUIBKH PO3YHH MOKCH(IIO-
KCallMHY THIPOXJIOpiAYy TPHU3HAYCHUH JUIS IapeHTe-
palibHOTO, a came JJIsl BHYTPIIHbOBEHHOTO BUKOPHCTAH-
Hsl, He0OX1aHO 1100 BiH MaB OCMOTHYHHI THCK, HAOJIMKe-
HUI 0 OCMOTHYHOTO THUCKY KpOBi, ToOTO OyB i30TOHI-
yHuM. OCMOTHYHUI THCK KPOBI B HOPMI TPHUMAa€ThCs Ha
piBHi 72,52 * 10* H/M? mim 7,4 atM. BasknuBuM KpHTepi-
€M IIPUAATHOCTI PO3UMHY JUIsl iHQY3iiHOT Tepamnii € Takoxk
ocMoJIsIpHicTb.  OCMOIISIPHICTD  TUIa3MHM  KpPOBI  CKJIaJia€e
6mm3pko 300 mocmonb/n.  OcMOJISIpHICTE  1H(Y3iHHOTO
PO3YMHY TIOBMHHA HAOJKATHCA MO0 M€l BEIUYHHH.
Ocmornanuii THCK Pj, mo cTBOproeTscs B iHQY3iitHOMY
pO3UMHI MOKCHQIIOKCalMHA THAPOXIIOPiAy, OOUHCIIO-
BaJIM, BUKOPUCTOBYIOUM 3akoH Bant-T'odda [9], Takum

YHUHOM:
mRT i

= (/M) * 25,42 % j, =
VEM

=(1,74/437,9) * 25,42 * 1,86 = 0,19 at™m,

JIe M — KiJIbKICTh PEYOBHHU B rpaMax Ha 1 i, a M
— Horo monexyisipHa mMaca, V — 1 1, T - 310 °K, mo Bin-
mosinae 37 °C, R — 0,082 (ra3oBa mocriiiHa), i — i30TOHi-
YHUI KoedillieHT.

Takum umHOM, Ockimbku 0,19 atm < 7.4 arm,
PO3YHH € TIMOTOHIYHUM 1 BUMarae BBEJCHHS TOTIOMIKHOT
PEYOBHMHH AJIS TOCATHEHHS 130TOHIYHOCTI.

JLiist po3paxyHKy TEOPETHIHOT OCMOJIIPHOCTI
Ham¥u Oyita BUKOpUCTaHa (popMyIia:

m *n * 1000

IIe M - KUIBKICTh PEYOBHHH Y JITPi pO3UHHY, T;
n - KUIBKICTh 9acTOK a0o 10HIB, 110 YTBOPIOIO-
TBHCSI TIPU TUCOMIaIil MOJIEKYJI PEYOBUHH;
M - MoneKyIsipHA Maca peYOBHHHU.

Tomi, O = 1,74/437,9 * 2 * 1000 = 7,94
MocMmouib/n, uro < 300 MocMomb/l, TOOTO PO3YMH
TIMOOCMOTISIPHUH 1 HEOOXiAHE BBEICHHS TOIIOMIKHOI pe-
YOBHHHU ISl NTOCATHEHHS HEOOXIAHOTO pPiBHSA OCMOJIS-
PHOCTI.

JIIst mocATHEHHS 130TOHIYHOCTI Ta 1300CMOJIS-
PHOCTI 10 CKJIay mpemnapary OyB BBEACHHH HATPilO XJIO-
pHI, SIKUH KJIACHYHO BHUKOPUCTOBYETHCS AJISI LUX IIUJICH.
KoHueHTpalrisi HaTpito XJI0puay, sk i B npenapati Avelox
IV®, cknagae 8 Mr/mi.

3 miTepaTypHHUX JDKEpel BiJOMO, IO ONTUMAIBHI
Mexi pH s mpemapary Ha OCHOBI MOKCH(IIOKCALIUHY
THIIPOXJIOPiAY 3HAXOmAThCS B Mexax 4,1-4,6. Jliama3oH
3HAa4YCHb I[LOTO MOKa3HHWKA Ui cyOcTaHmii - Bim 3,9 mo
4,6. ns nMOCATHEHHS BCTaHOBJIGHUX IS TIperapary
ONTHUMAJILHUX MeX pH cepenoBuia B PO3UUH JIOJAIOTHCS
JIOTIOMDXKHI pedoBuHU — Kopektopu pH. B wmiii skocti B
npenapar MnopiBHsIHHS BBOAATh | M pO34YHMH KHCIOTH XJIO-
PUCTOBOTHEBOI IS 3CYBY peakilii cepeoBHUIa 3 00JacTi
3 pH Bumie 4,6 B Oinpm xucty, abo 2 M po34uH HaATpiio
TiIpOKCUAY, SKIIo moka3sHuk pH menmre 4,1.

Jlist miaTBep/KEeHHs onTHManbHAX Mex pH pos-
YUHY MOKCH()IOKCAIMHY OyJM HarpalboBaHi JOCIHiAHI
cepii mpenapary 3 KpUTHYHUMH 3Ha4eHHAMHU pH po3unHy.
3 METOI0 YTOYHEHHsS I[bOT0 IHTepBaJy HaMHU IPOBE/ICHI
JIOCITIJPKEHHS] PO3YMHIB BCTAHOBJIEHOTO CKJIA/ly 3 PI3HUMHU
3Ha4YeHHSAMHU pH, AKi mocsranucs NOJaBaHHSAM pi3HUX Ki-
apKocTet 1 M po3dnHy KHCIOTH XJIOPHCTOBOAHEBOI abo
2 M po3unHy HaTpilo Tigpokcuay. Pesympraté mocii-
JUKEHB TIPE/ICTaBIICH] B TaOmui 1.

Taduuus 1 . Busnayenns ontumanbHux Mexk pH noisa npenapary «Mokcudaoxcanus 400 Mr, po3yuH s iH-

¢dy3iii y nasmkax mo 250 mu»

. . Pesynvmamu Konmponio
Haiimenysanna nokasnuKie . . . .
cepin 4 cepin 5 cepin 6 cepia 7

pH npurorosanoro po3uuny 4,02 4,26 4,46 4,70
pH po3unny y misimkax (roroBa DpoayKIisi) 4,06 4,32 4,50 4,75
Omnuc
(ITpo3opa pimuHa xKOBTOTO 2060 KOBTOTO 13 Binnosinae Bigmosinae Bigmosinae Binnosigae
3eJICHYBaTHM BiJTiHKOM KOJIOPY)
[IposopicTb N . . N

. . . IIpo3opwii IIpozopuit IIpozopwit IIpo3opwmit
(Ipo3opuii B MOPiBHSHHI 3 BOJIOIO) PO30p PO30p PO30p PO30p
KonwsopoBicTs

. . <Y <Y <Y <Y
(He iHTEeHCHBHIIIE 3a eTaloHH Y;a00 GY;) } } } }
Mexanini BIOUCHHS Bincyrhi Bincyrhi BincyrHi Bincyrhi
(BiACYTHICTB) YT eyt Ayt eyt
CTOpOHHI TOMIIIKH
VHUYHA HEBIJIOMA JIOMIIIKA - HE OLIBIII . . . . . . He Binnosia-
On o N 'H.O Ao . €6 . c Bignosigae Bignosigae Bianosigae ¢ BULTIOBI
0,5 %, cymu HEBiJOMUX JTOMIIIOK - He OijIbIle ae
2,0 %
KinpkicHUH BMICT MOKCH(IIOKCAIIMHA
1,636 1,618 1,621 1,599

(C31H24FN;04) B 1 Mt ot 1,520 mr 0 1,680 Mr ’ ’ ’ ’

Ha ocHOBI BHMBYEHHS JiTEpaTypHHX IaHUX 1
OTPUMaHNX €KCIEPHUMEHTAIBHUX PE3YJbTaTiB BCTAHOBJIE-
HO, II0 MOKAa3HUKHU SKOCTI cepiil 4-6 BiANOBiIaIM BUMO-

ram npoexty MKJSI. Ane cnin BpaxyBaru, mo pH cepii 4
(< 4,1) € HeOaKaHUM IS PO3YHHY, SKHHA BBOJHUTHCS B
KpoBoHOcHe pycno. Cepis 7 BusiBwiacs HecraOinbHa,



Annals of Mechnikov Institute, N 2, 2015 72

www.imiamn.org.ua /journal.htm

3pa3kd He BigmoBigamu BuMoram mpoekty MK 3a
OKa3HUKOM «CTOPOHHI TOMIIITKI.

TakuM umHOM, Hamu OyB MiATBEpIKEHUI
onTUMaIbHUKA iHTepBan pH g po3umHy mnpemnapary
«Moxcudiokcanus 400 Mr, po3unH s iHPY3iH y TUIs-
mkax no 250 mu» B mexax 4,1-4,6. Ilpu npuroryBanHi
PO34MHY PEKOMEHJ0BAHO KOpeKTyBaTH iioro pH nonasan-
HSIM JIY)KHUX Ta KUCJIOTHUX areHTIB, BKa3aHUX B CKJIAI, -

IM po3unHYy KHCIIOTH XJIOPHUCTOBOIHEBOI 200 2 M po3-
YHHY HATPIIO T1APOKCHAY.

TakuM YUHOM, TIpH PO3pOOII CKIATY JIIKAPCHKO-
ro 3ac0o0y Ha OCHOBI MOKCH(IIOKCAIIMHY OCOOJIMBA yBara
Oyna npuaisieHa BUOOPY JONOMIKHUX PEYOBHH.

TeopeTnuHO OOTPYHTOBAHUI 1 TPAKTUYHO MiJl-
TBEPKCHUI CKIIajl TOMOMIKHUX PESYOBUH HABEJICHO B Ta-
O 2.

Tabémuus 2 - [lepesiik 70MOMizKHHX Pe4OBHH Ta iX NPU3HAYeHHs B ckJali npenapaty «Mokcuduokcauus 400
MI, PO34HH JUIA iHdy3iil y miasmkax mo 250 M

Haiimenysannsn .
. .. Dyukuionanvne NPUHAYCHHS
donomisicioi pe- JKapcyKii popmi
yoeuUHU Y P P

Bnaue na mexnonoziuni nokazHuKu po3uuny i
XapaxmepucmuKku 20moeoi 1ikapcvkoi popmu

Harpito xmopug [30TOHIOKOUNIT areHT

CTBOpIOE Ta MATPUMYE HEOOXiTHY i130TOHI-
YHICTh Ta HEOOXiTHUK PiBEHH OCMOJIIPHOCTI PO3-

YUHY
2M PO3UHMH HATPitO Kopextop pH CrBOpIOE Ta MiATPUMY€E HEOOXinHMHA piBeHs pH
T1IPOKCUAY pPO3UUHY
1 M po3uun KHCIOTH Kopexrop pH CTBOpIOE Ta MiATPUMYE HEOOXiAHMIA piBeHb pH
XJIOPUCTOBOJHEBOI pO3UNHY
P.//J. Antimicrob. Chemother. — 1999. - Ne 43. —P. 317-
BucHoBku 318.

Ha mixcraBi BUBYEHHS NiTEpaTypHHUX NaHUX Ta
(hi3UKO-XIMIYHMX 1 TEXHOJIOTIYHHMX BIJIACTHBOCTEH Cy0-
CTaHIil MOKCH(JIOKCAIMHY TiAPOXJIOPUAY TEOPETUUHO
OOIpYyHTOBaHMI Ta EKCIEPUMEHTAIBLHO MiATBEPPKSHUI
palioHaIBHUIA cKiIaka iHQY31HHOTO JIIKapChKOro 3aco0y Ha
OCHOBiI MOKCH(]JIIOKCAITHY. Bu3HaueHO onTHMaITbHI MeXi
pH posumHy 1 oTpuMaHHS CTaOiNBbHOI JiKapChKOL
¢dopmu po3unHy TS iH(]Y3iH Ha OCHOBI MOKCH(IIOKCAIIH-
Hy. Pesynapratm maHoOl pO3pOOKM BHKOPHCTaHI MpH
KOMIUIEKTalli peecTpamiiHOro J0Che Ha IIpenapar,
CTBOPEHHI aHAIITHYHOI 1 TEXHOJOTIYHOI HOPMaTHBHOI
JIOKyMeHTallii Ha Horo BUPOOHMITBO I KOHTPOJb SIKOCTI
MIPOMIXXHUX TPOJYKTIB 1 TOTOBOT MPOAYKIIii.
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PO3POBKA CKJIAJTY IHOY3IMHOI'O IPE-
ITAPATY HA OCHOBI MOKCH®JIOKCALIUHY
AumakaeBa JL.I., Berynosa H.B., Haymenox JL.I.,
Jons B.I. , AnmakaeB M.C.
naumenok@ukr.net

Ha mificTaBi BUBYCHHS JTITEPAaTypHHUX TAHUX Ta
(i3UKO-XIMIYHHX 1 TEXHOJIOTIYHUX BIaCTHBOCTEH CyO-
CTaHIlii MOKCH(IIOKCAI[MHA TIAPOXIOPUAY TCOPETHUHO
OOTPYHTOBaHMI Ta EKCIIEPUMEHTAIILHO MiJATBEPPKEHUH
pamioHamBbHHUN CKIa] iH(]y31HHOTO JIiIKapchKOTo 3aco0y Ha
OCHOBI MOKcuuiokcanuny. [TinTBepmxenuii
oNTHMaNIbHUH iHTepBan pH i po3unHy npemnapary
«Moxcupmoxcartud 400 Mr, po3duH IS iHPY3IH y TUIs-
mkax 1o 250 mi» B Mexax 4,1-4,6 . IIpu npurorysaHHi
PO3YHMHY PEKOMEH/I0BaHO KOpPEKTyBaTH Horo pH noxaBan-
HSIM JIy)KHHX Ta KACIIOTHUX arcHTIB, BKa3aHUX B CKJIAII, -
1M pO34YMH KUCIIOTH XJIOPUCTOBOAHEBOIO 1 2 M po3unH
HaTpIiIo TiApoKcuay. Pesynapraté maHoi po3poOku BH-
KOPUCTaHI TPH KOMIUIEKTAIIil peecTpaIiiifHoro 10chbe Ha
Mpernapar, aHATITHIHOI 1 TEXHOJIOTIYHOI HOPMATHBHOL
JOKyMEHTAIIi1 Ha 10T0 BUPOOHHUIITBO 1 KOHTPOIIIO SIKOCTI
MIPOMDKXHUX HPOJIYKTIB 1 TOTOBOT MPOAYKIIIi.
Karouosi ciioBa: Mokcuduiokcannt, GpapManeBTHIHa
po3pobka, inTepBan pH
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DEVELOPMENT OF COMPOSITION OF
INFUSION MEDICATION ON BASIS OF MOXI-
FLOXACIN

L.G. Almakaeva L.G., Begunova N.V., Nau-

menok L.G. , Dolya V.G , Almakaev M.S.
naumenok@ukr.net

Application of fluoroquinolones covers by experience of
treatment more than 800 million patients, and presently
they are one of basic classes in the antimicrobial arsenal
of practical medicine. Such achievements became possi-
ble after the clear understanding of intercommunication of
structure and activity of molecules of this class of antibi-
otics. This knowledge became the basis for the synthesis
of new derivatives with a wide range, powerful activity
and improved pharmacokinetic profile for the best clinical
outcome. Moxifloxacin is 8-methoxyfluoroquinolon of
wide spectrum which interacts mainly with DNA gyrase
of gram-negative and with topoisomerase of IV type of
gram-positive bacteria. He has the extended activity
against gram-positive cocci, however keeps activity
against gram-negative bacteria. Moxifloxacin also has
good activity against atypical respiratory pathogens (Le-
gionella of pneumophila, Chlamydia of pneumoniae and
Mycoplasma of pneumoniae). Another his feature is high
anti-anaerobic activity. Therefore development of
domestic medication with Moxifloxacin - a
fluoroquinolone 4 generations - is actual.

Materials and methods

Research material was a substance of Moxifloxacin hy-
drochloride, produced by firm «Sansh Biotech Pvt. Ltd.»,
India, a dosage form on the basis of Moxifloxacin - solu-
tion for infusion. Qqualitative and quantitative control of
samples of the drug were conducted on parameters which
characterize stability: pH, content of active substance,
transparency, colour, related impurities, mechanical inclu-
sions on methods, which are described in SPhU.

Results and Discussion

Proposed the drug is antibiotic of wide spectrum of action
of fluoroquinolone. Moxifloxacin hydrochloride is pow-
der pale yellow with slightly hygroscopic nature. He mod-
erately dissolve in water and methanol, poorly will dis-
solve in hydrochloric acid and ethanol, and practically
will not dissolve in an acetone and toluene. pH 0,2 % so-
lution is in a range 3,9 — 4,6 . Active substance enters in
comparison drug in the concentration of 1,74 mg/ml or
0,174 %. Thus, solubility of it suffices for the receipt of
water solution of necessary concentration without fallouts
of precipitation or appearance of suspension and opales-
cence from insufficient solubility. Also, is not the neces-
sity of addition of auxiliary substances - solubilizers for
the increase of solubility. For achievement of necessary
level of osmolarity and isotonicity in the complement of
preparation was entered sodium chloride which is classic
used for these aims. Concentration of sodium of chloride
as well as in medication analogue Avelox IV® is
determined 8 mg/ml. By us the optimum pH range was
confirmed for solution of preparation «Moxifloxacin 400
mg, solution for infusion in-bottle 250 ml» within the lim-
its of 4,1-4,6. At preparation of solution it is recom-
mended to correct him pH addition of alkaline and acid

agents, indicated in composition, is 1M solution of hy-
drochloric acid and 2 M sodium hydroxide

Conclusions

Rational composition of infusion medication on the basis
of Moxifloxacin was theoretically grounded on the basis
of study of literary information and physical and chemical
and technological properties of substance of Moxifloxacin
hydrochloride and experimentally confirmed . The opti-
mum the limit of pH solution was defined for the receipt
of stable dosage form of solution for infusion on the basis
of Moxifloxacin. Results of this development are used
during compile of registration dossier of preparation, ana-
lytical and technological normative documents on his pro-
duction and control of quality of intermediate products
and prepared products.

Keywords: Moxifloxacin, pharmaceutical development,
pH range.
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