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Ak (5D5 Aj51 K9/22,3)/A4
ATEHTHE Orvc Ao NMATEHTY
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(54) CNOCIb OTPMMAHHA TABJIETOK

1

20)95320812,20.09.93
21)4202349/SU

22) 10.04.87
24)25.12.96
31)8601624-3
32)11.04.86

33) SE

46)25.12.96. Bion. Ned
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(56) 3asaska Ne 60-274785, kn. A 61 K 31/195,
ony6n. 18.06.87.

(72) Kapn-Epik NleHapT ®ank (SE), CeeH Mop-
raH XyrocoH (SE), Anam PociHcki (SE), IxoH
Anb6epT C'erpeH (SE)

(73) AktiebonareTt Xecne (SE)

N306peTeHne oTHoCUTCH K XMMUKOdhapma-
LEeBTUYECKON MPOMBILLIIEHHOCTM U KacaeTcs
nony4yeHuns TabrneTok.

Llenbto n3obpeteHnsa sBnseTcs MNOBbILe-
Hve BnoycBOSEMOCTU AENCTBYIOLLEro BellecT-
Ba.

Mpumep 1. CoctaB cCOOEPKUT:

denogunuH 10

CNOXHbIV 3UP XKUPHBIX

KMCIOT rMApUpOBaHHOro

KacTopoBOro macna c

OKCU3TUNMPOBaAHHbLIM

rnuuepuHom (Cremophor

RH-40) 90
docdaT Kanbuuns 250
'vopokcunponui-

MeTUn Lennonosa 250
KcaHTaHoBasi cmona 25
N'yapoBasi cmona 25

Creapundymapat HaTpus 13

(57) Cnocob nony4vyeHus TabneTok nytem cme-
lWWEeHUs 3aMell eHHOro aurungponuvpuanHa co
BCnoMoraTernbHbIMX BellecTBaMn U TabneTu-
poBaHMSA, O TN MY alwWMAC T Tem, 4To
3aMeL,eHHbIn AurnaponupuanH, HudeaunnuH
unu denoaunuH pacTBOpPSOT UK AUCNeprupy-
0T B MOJly TBEPAOM UITN XNAKOM HEMOHHOM CO-
nwobunnsaTope, npepcTaBnawwem cobon
CIOXHbIE 3MPbl CIOXHbIX KACIOT, ruapupo-
BaHHOro KacTOPOBOro Macria ¢ OKCU3 TUANPO-
BaHHbIM FNTUUEPUHOM WU CIOXHble 3dUpLI
MOJIN3 TOKC UNMPOBAHHbIX >KUPHBLIX KUCMOT B KO-
nnyectBe 1:2,5 oo 1:9 0OTHOCUTENBHO aKTMBHO-
ro Bew,ecteBa M CMeCb rpaHynupywT C
rmapo UnNbHLIM refiem - rugpokcunponuime-
TUNUENNION030M.

CocTtaB ¢opmytoT B TabrieTkun ¢ ruapodmiib-
HoM maTpuuen, cogepxawme 10 mr cpenogunm-
ua Ha 1 TabneTky.

TabneTkn nony4varoT cregytow MM oopasom.

denogunuH pacteopsarwT B Cremophor
RH-40 n nony4eHHbIn pacTBop TWaTesflbHO cMe-
LWMBAKT C HOCUTENEM, MMAPOKCUMNPONUIMeTUn-
Lenono3on, KcaHTaHoBOW CMOSION, ryapoBOW
cmoron n docaTtom kanbuns. Cmech rpaHynm-
pYIOT C 3TAaHOMOM M cywart. B kavyecTBe nmobpu-
KaHTa npubaBnsal T cTeapundymapat HaTPUs m
nony4yaw T TabneTkn npeccoBaHvem B Tabnem-
pyloLen mawinHe.

Mpumep 2. CoctaB COAEPKUT:

denoannuH 10
Cremophor RH-60 90
CunukaT anoMmHus 100
MapadwH 80
M'apokcunponui-

uennwonosa 7.4

VO
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CresipyndpymapaT HaTpus 5,0

CoctaB no npumepy 2 dopmyoT B Tabnet
KW C KOHTPOMMPYEMbIM BbIXOAOM TWNa MWHEPT
HOMW nopucTonM MaTpuubl, cogepxawmne 10 ™mr

denognnuHa Ha

5
TabneTkn nomy4awT cnegywowum obpa-
30M

TabreTky.

denogunmnH pacteopsito B Cremophor RH-60
M NONyYeHHbIN pacTBOp TWaTeNbHO CMELIMBAOT C

HOCUTENAMMN, cunnMKkaTom anoMNHUA n

10

napadguHom Cmecb rpaHyMpyloT C pacTBOPOM
rMAPOKCUMPONUILENIO O3kl B 3TaHOMeE M cyLlar.

B KayecTBe nobpukaHTa npubapnaT
cTeapundymapaT HaTpus M nonyyawT Tabnetku
npeccoBaHveM B Tabnetupytowen mawmHe. Mo 15
JaHHbIM MCNbITaHUA in vitro gocTuraeTcs KOH-
Tponupyemoe BblgeneHune denogunuHa, a
umeHHo 50% BbigenseTca 4depe3 2 4 u 100% -
yepes 6 u.

Mpume p 3. CoctaB COaEPKMUT: 20

denogunuH 20

Cremophor RH-40 100

MonusuunnnupponuaoH 66,5

Mwuk pok puc Tannunyeckas

Lenstonosa 62 25

MawncoBbin kpaxmarn 29,5

JlakTo3a 157

STunuennonosa 36

Mg pokcunponun-

Luennonosa 12 30

XenaTuHoBble Kancynsbl

CocTaB no npumepy 3 opMytoT B Kancynbl
C KOHTPONMpyeMbIM BbideNneHneM, COopepxa-
wue 20 Mr chenogunuHa Ha 1 kancyny.

Kancynbl nonyyato T crnegytowmm obpasom. 35

denogunnH  pacteopstoT B Cremophor

n

NOMyYeHHbIA pacTBOpP TWAaTeNbHO CMELW MBAOT C

HocuTenem,
nonosomn,

NONMMBUHNIINMNPPONINA OHOM,

uen-
MaucoBbIM KpaxmMarom W IakTo30M.

Cmecb cmayumBalT BOAOW U CPepoOHM3ytoT. 40

lMonyyeHHble rpaHymbl cywaTt u
ucnonb3dya dpakumm 0,71-1,12 mm.
NMOKpPbLIBAKT 3TUALENIOI030M,

npocenBatoT,
MpaHynbl
pacTBOpPEHHON B

cMecun MeTuneHxnopumaga n 3dTaHona. ﬂoprm:le

rpaHy bl BBOOAT B TBepAble >XenaTuHoBble 45
Kancynbl.
Mpumep 4. CoctaB COOEPKUT:
denogunuH 20
Mirj 51 120
M'opokcunponunmeTmn- 50
uennwonosa 200
Muk pokpuc Tannuyeckas
Luennonosa 20
JTakTo32a 167
Creapundymapat 55
HaTpus 10,5

CocTae no npumepy 4 cdopmytoT B TabneT-
KM KOHTPONMPYEMOro BhbIAENEHUs, COAepXa-
wune 20 mr genogunuHa Ha 1 TabneTky.
TabneTkn nonyyalo T aHanoru4yHo npumepy 1.

12336

Mpume p5. CocTtaB coaepxuT:
Hudeannunx 20
Cremophor RH-40 50
M'mapokcunponunveTun-
uennono3a 70
MmapokcunponnmeTus-
uenmonosa 2910,6 Cn 160
Mwukpokpuc Tannunyeckas
uennionosa 6
JlakTO3a 56
CunukaTt antoMUHUSA 94
Creapundymapart

HaTpus 10

CocTaB no npumepy 5 copmytoT B TabneT-
KN ¢ ruagpocunnbHOW MaTpuuein, cogepxaiune
20 Mr HncbegunuHa Ha 1 Tabnetky. TabneTtku
nosyyalo T aHanormyHo npumepy 1.

Mpwumep 6 (cpaBHuTENbHBIN). Cnegyto-
W WA MPUMep UMMOCTPUPYEeT CpaBHUTENbHbIE
TabneTkn, mcnomb3yemble B WCMbITAHUAX in
vitro.

CocTtaB cogepxut".

denognnuH 25
JlakTto3a 250
Memminuenntonosa 0,5
MonusuHunnupponugoH 1,5
CteapaT marnus 3

CoctaB no npumepy 6 opMytoT B ObIC TPO-
pacTBOpuMblie 0Obl4HbIe TabrneTku, coaepxa-
wue 25 vir penogunmHa Ha 1 TabneTky.

Tat Mkn nonyyatT cnegywowmm obpa-
30M.

denogunuH namenb4arT 0 MUKPOHHbIX
pasMepoB YacTul M (MeWnBaT NaKTO30N 1
MeTunuennmono3on. CMecb , paHynMpyoT ¢ BO-
aov n cywart. MNMpubaBnsawT NOAUBU» . UNNUPPO-
NMOOH U cTeapaT MarHns U Maccy npeccyrT B
TabneTku.

Mpume p7. CoctaB cogepxuT

Atunuenmonosa Ns 10 34
[Nonna TMneHr nukonb
6000 41.8

CocTaB no npumepy 7 opMytoT B Kancynbl
KOHTPOMUpPYEeMoro BblaeneHus, copepxaliue
10 Mr cpenogunuHa Ha 1 kancy ny.

Kancynbl nony4yatoT cnegyow M obpas3om.

denoaunuH M3Menb4arT 40 MUKPOHHbIX
pasmepoB 4acTuL U T aTeNbHO CMeLIuBaloT C
HoCUTEenem, MaHHWUTOM. MeTUNLENMNo30Mu,
NONUBUHUNNNPPONINAOHOM W LIENNI0NO30M.
Cmecb yBRaXHAT BOOAOW M CGEPOHU3YIOT.
MonyyeHHble rpaHynbl cywaT U npocenBatoT,
otoupas dpakumo 0,71-1,12 mm. paHynbl no-
KpbIBaOT 3TUNLENMOO30M U NOMNMI TUNEHT NU-
Konem, pacTBOPEHHbIM B cmecwu
MeTUneHxnopuga 1M M30MNponunoBoro cnupTa.
MokpbITble rpaHynbl BBOOAAT B TBEpAble Xenam-
HOBbI€ Kancybl.

BuodapmaueBTMiIeCKUE UCMNbITAHUS.
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Lllectn 300poBbLIM MyXXYMHamM BBOOAAT eau-
HU4YHYO 003y, paBHyto 20 Mr denogvnuHa, B Buae
peuenTypbl MNPOSIOHTMPOBAHHONO AEUCTBUSA MO
nzobpeteHmo. KoHueHTpaumwo denogunuHa B
nnasme cpaBHuBaAT C 5 KOHUeEHTpaUMAMU
B MfasMe rnocre BBeOeHUS eOWHUYHOW O03bl B

Buae ObIiCTPOpacTBOPUMOM TabneTky,
cogepxawen 25 mr denogunuHa. PeuenTypbl no
n3obpeTeHuo  garoT 6onee HU3KUI nuK
KOHUEeHTpaumm B nnasme, 4em OGbicTpo- 10
pacTBopumas TabneTka, pawou, as

HeXXenaTenbHbIA BbICOKUI MUK.

3HaueHus nnow,agmn nog KPMBOW 3aBUCK-
MOCTM KOHLUEHTpauuM B Nriasame oT BPEMEHMU
(AWC) gna spemenn ot 0 go 6eckoHeyHocTM 15
JaHbl B Tabrmue.

Kak BuaHO w3 Tabnuuybl, OwnoycBavBae-
MOCTb dpenogunmHa He CHwkKaeTcsa Npu UCMofb-

OnuncaHHble MnpuMepbl UANICTPUPYHOT
npenmyLlecTBa npegriaraeMbiXx COCTAaBOB MO
CpaBHEHMIO C U3BECTHbIMU, TAe BCE COCTaBbl
cogepXaT OQWHaKOBbIN akTUBHbIN areHT. [pwu
COOMoAEHNN aKTUBHOrO COEAWMHEHUS, UMEK-
Lero o4eHb HU3KYH pPacTBOPUMOCTb, MOXHO
nonyvaTts TabneTku, umerowime Goree nocTosH-
Hbin Npodunb KOHUEHTpauun B nnasme 6es
HexxenaTenbHbIX BbICOKMX MMKOB. Kpome ToOro,
adpekT HabrnogaeTcs B TedeHne Gonee gnm-
TenbHoro BpemeHw. Npn BBEgeHUM B COCTaBbl
nekapcTB C 0YeHb HU3KOWM PacTBOPUMOCTHIO Ya-
cTo HabnwogaeTcsl CHWXeHWe GuoycBavBaeMo-
cm. B usobpeteHun npegnaraetcs cnocob
noslydeHnss peLenTyp C KOHTPOJMPYEMbIM Bbl-
JeneHneM nekapcTB O4eHb HU3KOW pacTBOpU-
MOCTMK, obnagawuwmnx ykKasaHHbIMU Bbille
npenmywiectsamm 6e3 kakoro-nmbo cyuiecT-

30BaHWM COCTABOB C KOHTPONMUWPYEMbIM BEHHOro yMeHblleHuss cTerneHn 6uoycsauvBae-
BblAeneHnem. 20 mocm.
Mpumep Hosa, mr AYC/go3y, HMOmb
g'n ome
CpaBHUTENbHbIN 6 25 7,2
14 20 8,8
20 7,4

YnopsagHvK

Texpen M.MopreHTtan

Kopektop M.Kynb

3amoBneHHs 4059 Tupax

MignuncHe

JepxaBHe naTeHTHe BiAOMCTBO YKpaiHu,
254655, TCIN, Kuie-53, JlbBiBCbka Nn., 8

BigkpuTe akujoHepHe ToBapuCTBO

"MaTeHT", M. Yxropog, syn.l"araplHa, 101







