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(57) Abstract:
FIELD: medicine, pharmacy.

SUBSTANCE: invention relates to a
pharmaceutical preparation for oral using
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accessory agent promoting to degradation, at
least one lubricating agent and from 2.5% to 25%
of lactose. The preparation is designated for
control of bacterial infections in humans and
animals and it exhibits high hardness and good
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EFFECT: valuable pharmaceutical properties of
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[aHHoe n3obpeTeHne kacaeTcsa hapMaLeBTUYECKOro npenapara ans opanbHoro
NPYMEHEHMS, COAEPKALLLEr0o MOKCMAIOKCALMH, ero conb W/unu ruapat, a Takke NakTosy,
crnocoba ero nony4eHus u ero npumeHeHns ans 6opbbbl ¢ 6akTepnanbHbIMU NHEKLNAMN Y
noaen Unm XNBOTHbBIX.

MokcndonokcauuH (INN - MexgyHapogHoe HenaTeHTyeMoe Ha3BaHWE) - 3TO aHTUONOTUK
cnegyowlen popmynbi:

0

F CoOoH

1-ynknonponun-7-([S,S]-2,8-guasabuumkno[4,3,0]HoH-8-un)-6-pTop-1,4-aurngpo-8-
MeTOKCU-4-0KCO-3-XMHOMNOH kapboHOBas KMcrnoTa.

370 BbICOKO3hPEKTUBHOE NPOTUBONHMEKLMOHHOE CPEACTBO, KOTOPOE BNEpBbIE ONUCAHO B
eBponenckon 3aaske Ha nateHT EP-A-0350733. EP-A-0350733 onucbiBaeT hapmaLeBTU4eCcKnia
npenapar, BKNIOYaLWNiA akTUBHOE BELLLECTBO, MUKPOKPUCTANIMYECKYIO LIeNntono3y, KyKypy3HbIi
Kpaxman, nonu-(1-sBuHun)-2-NMpponuaoH (HepacTBOPUMBbIN), BbICOKOOUCNEPCHbIV ANOKCUA
KpEMHUA U cTeapaTt MarHus.

B eBponeiickon 3aaBke Ha naTeHT EP-A-0230881 onucaHbl chapmMaveBTuyeckue npenaparbl
uunpodiokcaumHa, Npu 9ToM pedb Takke aeT 06 aHTUOMOTUKE M3 Knacca XMHONMOHKapOOHOBbIX
kncnot. OnncaHHasa Tam nekapcTeeHHas oopma LmnpodriokcalHa CoOoTBETCTBYET
rnekapcTBeHHOWM hopme, onuncaHHou B EP-A-350733. B cnyyae npuMeHeHWst M3BECTHOM B
COOTBETCTBUU C YPOBHEM TEXHUKU NEeKapCTBEHHON PopMbl AN MOKCUAOKCaLMHa MOXHO
nony4nTb TabneTkn HEOXMAAHHO BbICOKOW TBEPAOCTM U MEXAHMYECKOW NPOYHOCTU, HaNpuMep,
npy N3roToBNeHUN TabneTok Ans GrMcTepHON YNakoBKKU, KOTOpble 0bnafarT Takke YNyyleHHbIM
BbICBOOOXAEHMEM Npy AOCTAaTOYHO BbICOKOW 3aaHHOW TBEPAOCTU. ABTOPbI HACTOALLEro
n3obpeTteHns ctasunu neped cobor 3agady nonyyntb papmaleBTndeckyto hopmy Ans
npoussoAcTBa TabneTok ¢ AOCTAaTOYHON TBEPAOCTbIO N COOTBETCTBEHHO MEXaHNYeCKOM
MPOYHOCTBIO, KOTOPLIE B TO e Bpems obnagarT OTNMYHbIMU CBOMCTBAMW BbICBOBOXAEHNS.

N3o6peTaTenu HeoXunaaHHO yCTaHOBWUIMW, YTO YKasdaHHasa 3agada MoxeT ObiTb pelleHa
hapmaueBTU4EeCKon hOpMON, coaepXallen nakTosy B onpegeneHHOM MacCoOBOM KONMYecTBe.

O6bekToM aaHHOro n3obpeTeHns senseTcd hbapMaLleBTUYeCcKUiA Npenapart Anst OpanbHOro
NPYMEHEHMS, COAEPXKALLNA MOKCUEIOKCALUH, MUHUMYM OHO CyX0e CBA3ytoLLlee, MUHUMYM OOHO
BCrioMoraTternbHoe CpeacTBO, CNOCOOCTBYOLEe pacnagy (4esvHTerpatop), n HeobasaTensbHo
cMasblBaloLlee cpefcTBo, NPy 3TOM yKasaHHbI npenapat cogepxuT 2,5-25% nakrosbl (Bce
yKasaHHble % SBNAOTCA BECOBbIMW MPOLEeHTaMM N0 OTHOLLEHUIO K BECY BCEro
hapmaueBTUYECKOro npenapaTa).

O6bekToM n30bpeTeHUs ABNAeTCa Takke cnocob nsrotosneHms TabneTok, KoTopble cogepxar
Takue npenapartbl.

B cooTBeTCcTBUM C n306peTeHNEM B cnyyae hapmMaLeBTUYeCcKOro npenapaTa peyb naet o
npenaparte Ang opanbHOro NpUMeHeHus.

Conun mokcudpnokcalmHa BKYaT, Hanpumep, KUCAOTHO-aAANTUBHbBIE COMW, CONU CONSHONM
KMCNOTbI, CEPHON KACMNOTbI, YKCYCHOW KUCIOTbI, MONIOYHOW KACMNOThI U TaK Jarnee, a Takke conu
C OCHOBaHWSAMW, TaKMMW KaK MOpOKCUA HaTpUA, rMapoKkeua Kanus u Tak ganee, n/unu nx
rmaparbl, Kak Hanpumep, 0COB6EHHO NPeanoYTUTENbHbIM B COOTBETCTBUN C U306pETEHNEM
MOKCUPNOKCaLMH-TMAPOXIOPMA U COOTBETCTBEHHO €ro MOHorMapar.

OnuckiBaemasi B HacTodLeM n3006peTeHn chopma BKIKOYaeT npegnoytutensHo ot 50 go
85%, ocobeHHo npeanoyTuTensHo ot 60 ao 80%, MoKkcMdnokcaumHa nnu ero conn n/mnu
rmgpara.

EovHnyHaga nosa papmaueBTUYecKoro npenapaTta cogepXuTt B ocHoBHOM oT 50 go 800 mr
Crtpanuua: 4
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MokcudpnokcaumHa, npegnoytutensHo ot 100 go 600 mr, ocobeHHO npegnoyTuTensHo ot 200 go
400 wmr.

[MprMeHeHne NakTo3bl B yKa3aHHOM B HacTOsLLEM U306peTeHUN KONMYECTBE HEOXKUOAHHHO
NPUBOAMT K TOMY, 4YTO TabneTkun, NonyyYyeHHble U3 ONMUCLIBAEMOrO B HAaCToSALWEM N306peTeHnn
dapmaueBTUYEcKoro npenapaTta, obrnagatT NPEBOCXOAHON TBEPAOCTbIO N MEXaHNYECKOM
NMPOYHOCTBIO M OAHOBPEMEHHO OTNNYHLIMUK CBONCTBaMM BbicBObOXAeHUs. CriegytoLlee
npeumyLLecTBoO hapmaLeBTUYECKOro npenaparta 4aHHOro N3obpeTeHns 3akno4aeTcsa B TOM, YTO
OH MPUroAeH Ans NPOCTOW rpaHynsLumMm, NpuyemM MOXHO MCMOMNb30BaTb Kak MUKPOHU3NPOBAHHOE,
Tak 1 HEMUKPOHM3NPOBAHHOE aKTMBHOE BELLECTBO, Y B 0O0MX CryYasix MOXHO MOMyYnTb
OuroakBMBaneHTHble hapmaueBTuyeckme opmbl.

[nsa pelueHns NoCTaBNeHHOM B HACTosILEM M306peTeHnn 3agaymn chapmaLeBTU4ECKUN
npenapat cogepxut ot 2,5% 80 25% nakTo3sbl, npeanovtuTensHo oT 5 o 20% nakTosbl n
ocobeHHO npegnoyTUTensHO OT 7,5 Ao 16% nakTo3bl. MpeanoyTMTensHO MCNONb30BaTh B
COOTBETCTBUN C N306peTeHneM 06bIYHbIN MOHOrMAPAT NaKTO3bl.

B cooTtBeTCTBUM C M306peTeHneM hapmaLeBTUYECKMI NpenapaT COAEPXKUT MUHUMYM OOHO
cyxoe cBa3yLee, BbibMpaemoe U3 rpynnbl: MUKPOKpUCTanInyeckas Lennionosa, BONOKHUCTas
uennonosa, gocdat kanbumsa n MaHHUT. OcoBeHHO NPeanoYTUTENBHO UCNONb30BaTh B
COOTBETCTBUU C M306peTEHNEM MUKPOKpUCTaNnMYeckyto Luennonody. OHa nmeeTtcd B npogaxe
noa HassaHueMm Avicel® (aBuuenn). PapmMaLeBTUYeCKUiA NpenapaTt COAEPXKMUT KenaTenbHO oT 5
0o 30%, npegnoyvtuTensHo oT 6,9 Ao 30%, ocobeHHO npegnovTuTensHo oT 12 go 25% cyxoro
CBA3YIOLLEro.

B cooTBeTCTBUM C M306peTeHnem apmaleBTUHEeCKMin NpenapaT coaepXUT MUHUMYM OOHO
BCrioMoraTternbHoe CpeacTBO, CNOCOOCTBYOLEe pacnagy, BelbMpaemoe K npumepy, U3 rpynnbi:
Kpaxmarn, OKnemcTepusoBaHHbIA Kpaxmarl, rmUKONSaT Kpaxmarna, nonepeyHo-CLUUTbIN
NOSIMBUHUNNUPPOSTMAOH N HaTpuiikapbokcMMmeTunuennonosa (HaTpun Kpockapmerosa). B
COOTBETCTBUU C U306peTeHneM 0COBeHHO NPeanoYTUTENBHO NCMOMNb30BaTb HATPUN
Kpockapmerosy. LienecoobpasHo, 4tobbl chapmaueBTudecknin npenapat cogepxan ot 1 go 10%,
npegnoyvtutensHo ot 1,5 ao 8%, ocobeHHO NpeanoYTUTENBHO OT 2 A0 6% BCNOMOraTesribHOro
cpedcTBa, cnocobCTByOLLEro pacnagy.

dapmaLeBTUYECKUI MpenapaT HacTosLero n3obpetTeHusa cogepXuT MUHUMYM OOHO
cMasblBaloLLee cpeacTBo, KOTOPOe BbibMpaeTcst U3 rpynmbl XXMPHbIX KUCNOT K UX conen. B
COOTBETCTBUU C M306peTeHneM 0cobeHHO NpeanoYTUTENbHO NCNOMb30BaTh cTeapaTt MarHus.
CwmasbiBatoLLee CpeacTBo LenecoobpasHo ucnonb3oBaTh B konuvectee 0,3 o 2,0%, ocobeHHo
npegnoytutensHo ot 0,4 o 1,5% n 6onee Bcero npegnoyvtutensHo ot 0,5 Ao 1%.

OcobeHHOo npeanoyTUTENBbHO (hapMaleBTUYECKUn NpenapaTt HacTosALero n3obpeTeHus
COOEPXKMT:

oT 60 oo 70% mokcudpnokcaLmHa unn ero conu n/vnu rmgparta,

oT 7,5 no 16% nakTo3bl,

OT 2 o 6% HaTpuii KpockapMenosbl,

ot 0,5 go 1,1% creaparta marHus, a Takke

00 30% MUKPOKPUCTaNIIMYecKon Lensonossbl.

dapmaLeBTUYECKUIA NMpenapaT HacToALLEro n3obpeTeHnsa MOXHO Nony4vaTb NyTEM MOKPOK
rpaHynaumMmM MokcndnokcauuHa, ero conv u/mnu rmgpata, MMHAMYM OHOMO CYXOro CBA3YHLLEro
W NaKTo3bl, 3aTeM MOSTyYeHHbIN rpaHynAaT cCMeLMBaloT MUHUMYM C OOHUM BCMOMOraTerbHbIM
CpeacTBOM, CNOCOOCTBYOWMUM pacnagy, U MMHUMYM C O4HUM CMasbiBatoLMM CPeACTBOM U, MpU
HeobxoanmMoCTK, TabNeTMPYOT U NAKNPYIOT.

Mpu rpaHynMpoBaHMM UCNONb3YIOT MPUHLUN CKOPOCTHONW rpaHynaumnn. ['paHynsayuuio MOXHO
OCyLLecTBNATb € Bogon 6e3 aobaBneHns cknensaroLLero cpeacraa.

dapmaLeBTMYECKU NMpenapaT AaHHOro n3obpeTeHns ocobeHHOo NPeanoyYTUTENbHO
NPUMEHSIIOT B (hopMe TabrneTkn, koTopas MOXeET ObITb NOoKpbITa Nakom. (Kak yxe ynommHanoch
BbiLLE, MPMBOAMMbIE B ONMCAHNN 3asIBKM BECA OTHOCHTCS K BECY BCero papmMaLeBTUYecKoro
npenaparta 6e3 Beca UMeIoLLLErocs nakoBoro NokpbITUs). B kayecTBe nakupytoLlero cpeacrsa
MOTYT UCNONb30BaThCsl 00bIYHbIE AN hapMaLeBTUYECKON MPOMBILLSIEHHOCTM NTAKK, Kak,
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HanpuMep, Ha ocHoBe rapokcunponunMmeTunuennonossl (MML) w/wunu nonnatnneHrnukons
pasnuyHOro MonekynapHoro Beca. JlaknpyoLee cpecTBO MOXET TaKkke coaepxaTtb
OObIKHOBEHHbIE MUTMEHTbI, Kak, HanpuMep, OMOKCUA TUTaHa uUnu KpacHbl OKCug xenesa.
dapmaLeBTMYECKUIA MpenapaTt HacTosLWwero n3obpeTeHns NpeanodTUTENbHO NCMONb3yeTcs
ANsi NevYeHns unu npegoTepalleHns 6akTepmanbHbIX MHAEKUNIA Y NIOAEN UK XXUBOTHbIX.
Mpumepsl
Mpumep 1
Tabnetku, cogepxatimne 50 Mr MokcmndnokcaumHa B Ka4ecTBe akTMBHOMO BELLIECTBA,
cofepkaHue akTMBHOro BeLlecTBa Okono 66% (B pacyeTe Ha TabneTku, He MOKPbITbIE NAaKoM), Mr:

MokcudpnokcaumH rugpoxnopua, MUKPOHU3NPOBaHHbIA 54,6

MukpokpucTannuyeckas Lenntonosa 17,0
Naktosa 8,5
Hatpuit kpockapmenosa 2,0
Creapat marHusi 0,6
Nak (FMML) 3,2

Mpumep 2
TabneTtku, cogepxawme 50 Mr MokcudpnokcaumHa B ka4ecTBe akTUBHOMO BELLECTBa,
cogepaHue akTuBHOro Bellecta okono 80% (B pacyeTe Ha TabneTkW, He MOKPbITbIE NAaKOM), Mr:

MokcudpnokcaumH ruapoxnopua, MUKPOHU3NPOBaHHbI 54,6

MukpokpucTannuyeckas Lenntonosa 71
INakTo3a 3,55
HaTpuii kpockapmenosa 2,7
Creapat marHusi 0,4

Mpumep 3
TabneTtku, cogepxawme 50 Mr MokcmudriokcaumnHa B Ka4eCcTBe akTMBHOIO BELLLECTBA,
cofepxaHue akTMBHOrO BellecTBa okono 65% (B pacyeTe Ha HenakMpoBaHHble TabneTkn), Mr:

MokcundnokcaumH rugpoxnopua, MUMKpOHU3MPOBaHHbIN 54,6

MwukpokpucTannuyeckas Lenntonosa 12,8
Naktosa 12,5
HaTpuii kpockapmenosa 3,4
CrteapaTt marHus 0,5

Mpumep 4
Tabnetka, cogepxalias 200 Mr MmokcudrnokcaumHa B BUae MUKPOHNU3MPOBAHHOIO akTUBHOTO
BeLlecTBa, Mr:

MokcndnokcaumH ruapoxnopua, MUKPOHU3NPOBaHHbIA 218,4

MuikpokpucTannuyeckas uennonosa 68,0
NakTo3a 34,0
HaTpui kpockapmenosa 8,0
CreapaT MarHusi 2,4
Nak (MMML) 9,0

Mpumep 5
Tabnetka, cogepxalias 400 Mr mokcmdiokcaumHa B BUAe MUKPOHU3NPOBAHHOIO akTUBHOMO
BeLlecTBa, Mr:

MokcudnokcauvH ruapoxnopua, MUKPOHU3UPOBaHHbIA 436,8

MuikpokpucTannuyeckas uensnonosa 136,0
JNakTosa 68,0
HaTpwit kpockapmenosa 16,0
CreapaT MarHusi 4,8
Nak (MMML) 14,0

Mpumep 6

CTtpaHuua: 6
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Tabnetka, cogepxawias 400 Mr mokcudnokcaumHa B BUAe HEMUKPOHN3MPOBAHHOIO aKTUBHOIO
BellecTBa, Mr:

MokcudnokcaumH ruapoxnopua, MUKPOHU3NPOBaHHbIA 436,8

MukpokpucTannuuyeckas Lensntonosa 136,0
JNakTo3a 68,0
HaTpwit kpockapmenosa 32,0
CreapaT MarHusi 6,0
TNak (MMML) 21,0

Ha cour.1 npuBegeHo cpaBHeHNE MexaHN4YeCcKor NPOYHOCTN TabneTok cornacHo npumepy 6 un
rniekapCTBEHHOW (bOpMbI COrnacHo eBponerckor 3aseke Ha nateHT EP-A-0350733 (cTpaHuua 53).

Ha dur.2 npuBegeHo cpaBHeHMe BbICBOBOXAEHWS MOKCMADNOKCALMH rmapoxnopuaa u3a
TabneTok cornacHo npumepy 6 1 iekapcTBEHHOW (hOPMbI COriacHO €BPOMNENCKON 3asBKe Ha
nateHt EP-A-0350733.

Bce TabneTkn nonyyeHbl B OAMHAKOBbIX NabopaTOPHbIX YCNOBUAX rpaHyfMpoBaHns
TabnetpoBaHus.

®ur.1 nokasbiBaeT OTYETNMBO YMYYLLEHHYIO TBEPAOCTb TabneTkn cornacHo HacTosLemy
n306peTeHnto. Npn 3TOM CKOPOCTb BbICBODOXAEHUSA aKTUBHOIO BellecTBa U3 TabneTkm
HacTosLwero n3obpeTeHns Bbllle, YTO NOKa3aHo Ha dur.2.

Ha ¢our.3 npuBeneHbl KpuBble YPOBHSA akTUBHOIO BeLLeCTBa B KPOBM AN TabneTok cornacHo
npumepy 5 n npumepy 6.

Mpu cpaBHeHUM TabneTok cornacHo npumepy 5 (MMKPOHU3MPOBAaHHbIV MOKCUENOKCALUH
ruapoxnopua) ¢ Tabnetkamu cornacHo npumepy 6 (HEMUKPOHU3MPOBAHHBLIN MOKCUANOKCALNH
rmapoxnopua) OTHOCUTENBHO MX BMO3KBUBANEHTHOCTU OBHAPYXXEHO HEOXUOAHHOE
npeMMyLLLeCTBO (hapMaLeBTMYECKON (POPMbI COTNTAacHO HacTosLEeMY N30bpeTeHuto,
3akntovaroLLeecs B TOM, YTO BOMPEKN OTYETNIMBO pa3HbIM pa3MepamM YacTuL, akTUBHOIO BellecTBa
06e hopMbl MMEOT OAMHAKOBbIE KPUBbIE KPOBU. Taknm obpasom, Npu M3roToBMEHUN
dhapmMaueBTUYECKNX (POPM HacTosLLEero n3obpeteHns He TpebyeTcst cTaanst MUKPOHU3NPOBaHUS,
4YTO NO3BOMSET U3bexaTb COOTBETCTBYHOLLNX U3OEPKEK.

dopmyna nsobpeTteHus

1. ®apmMaLeBTUYeCKUin Npenapart Ang opanbHOro NPUMeHeHWs, cogepxallnia
MOKCUOKCaLMH UIn ero conb U/unu rugpat, MUHUMYM OZIHO CyXoe CBA3ytoLee, MUHUMYM OOHO
BCrioMoraTternbHoe CpeacTBO, CnocobcTByOLee pacnaay, U MUHUMYM OHO CMa3sbiBatoLLee
CpeAcTBO, OTNMYAIOLMIACA TeM, YTO npenapat coaepuT oT 2,5 Ao 25% nakTossbl.

2. dapmaueBTUYeCKUn NpenapaT Ansg opasnbHOro NpUMeHeHus no n.1, oTNnYaLWmincs Tem,
4YTO eAnHUYHaA gosa npenaparta cogepxut oT 50 go 800 Mr MokcudoKcaLmHa unm ero conu
n/vnu rngpara.

3. dapmaueBTMYeCKMIA NpenapaT A8 opansHOro NPUMEHEHUS Mo M.1 unu 2, oTAnYyaLLMIACs
TEM, YTO CYXMM CBA3YIOLUM ABNAETCH MUKPOKpUCTanNMyeckas Lenmnonosa.

4. dapmaueBTUYECKN NpenapaT Ans opasnbHOro NpUMEHEHUs No ogHOMY 13 nn.1-3,
OTNNYAKLLMNIACA TEM, YTO BCMOMOraTenbHbIM CPeACTBOM, CNOCOOCTBYOLLMM pacnaay, ABnseTcs
HaTpuI KpocKkapmMenosa.

5. dapmaueBTuyeckuii npenapaT 418 opansHOro NPUMMEHEHUs MO OAHOMY M3 nn.1-4,
oTNUYalLMnCA TeM, YTO CMasblBalOLWUM CPEACTBOM ABNAETCHA cTeapaT MarHus.

6. dapmaueBTMYEeCKUIA NpenapaT A4ns opanbHOro NPUMEHEHUs No 0gHOMY K3 nn.1-5,
OTNMYAKLLNICS TEM, YTO OH coaepuT oT 60 o 76% MokcmncnokcauuHa unm ero conu u/unm
rmapata, ot 7,5 0o 16% nakTtosbl, 0T 2 4o 6% Kpockapmenoabl HaTpus, oT 0,5 oo 1,1%
cTeapaTta marHus 1 0o 30% MUKPOKpUCTanMyecKon Lenmnonosbl.

7. ®apmaueBTMYeCKUIA NpenapaT Ans opanbHOro NPUMEHeHUs No ogHOMY K3 nn.1-6,
OTNNYaLLMINCA TEM, YTO OH NpeacTaBnseT cobon TabneTky, COCTOSLLYI0 N3 SApa U HAHECEHHOIO
Ha Hero NakoBOro NOKPbITUS, NPY 3TOM AP0 BKIHOYAET UHIPEANEHThI Npenapara.

8. dapmaueBTMYeCcKUiA NpenapaT A8 opanbHOro NPUMEHeHUs No ogHOMY K3 nn.1-7,

OTJ'IVI‘-IGPOLLWIVICH TEM, YTO OH COOEPXUT rmgpoxnopug MOKCVI(*)J'IOKCGLI,VIHa.
Crtpanuua: 7
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9. dapmaueBTMYECKMIA NpenapaT A4ns opanbHOro npuMmeHeHus no nn.1-8 anst 6opubbl ¢
BakTepumanbHbiMy 3aboneBaHnaMm1 y Noden Unm XNBOTHBbIX.

CrtpaHuua: 8
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