087043701 A1 |V V0 00O OO0

—

The present invention provides novel pharnmaceutical
solid dosage fornms for oral adm nistration conprising
a therapeutically effective anount of an unstable
(120 INTERBATIONSL ARRLACANONPURMSHEDNOWSR fTHE M NTZOOPERATION TREATY (PCT)
therapeutically effecti veound m cr o- enbedded into
19) WaAd [ ElleCtuM@rdperty Of@hiddiof i» ST E |
P VeTT eatinmocoapaunds, whi @0 Mg i Eﬁmwﬂ@mmﬁ@mmmﬁ||||umfw|||||||||||||||||||||||||
m cro- enbedded i nto an i oNgga#t er -i nsol ubl e pol ynme
(H3tIntespatiqpaldtublidatien Batelosage m havi(Hyg Int %Tp?twnal Pubhcatlon Number

relﬁrAm‘ﬂ@p d7.04200% onpl et e di ssol uti oW 20084043701 Al

ovel solid phnarmaceutl cal dosage 1orns are userul

1 N
o A op gl 0 @ nurEl (G0 RARICS: 2 e s

AGIK 9/19 (2006.01) AGIK 47/34 (2006.01)

(74) Agent: KLOSTERMEYER, Doerte; Grenzacherstrasse

(21) International Application Number: 124, CH-4070 Basel (CH).
PCT/EP2007/060542 (81) Designated States (unless otherwise indicated, for every
(22) International Filing Date: 4 October 2007 (04.10.2007) kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ,BA, BB, BG, BH, BR, BW, BY, BZ, CA, CH,
(25) Filing Language: English CN, CO, CR, CU, CZ,DE, DK, DM, DO, DZ, EC, EE, EG,
ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL,
(26) Publication Language: English IN, IS, JP, KE, KG, KM, KN, KP, KR, KZ, LA, L.C, LK,
LR, LS, LT, LU, LY, MA, MD, ME, MG, MK, MN, MW,
(30) Priority Data: MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL,

M, ZW.

(71) Applicant (for all designated States except US): K. HOFF-
MANN-LA ROCHE AG [CH/CH]; Grenzacherstrasse (84) Designated States (unless otherwise indicated, for every

124, CH-4070 Basel (CH). kind of regional protection available): ARTPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
(72) Inventors; and ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),

(75) Inventors/Applicants (for US only): ALBANO, Antonio
A. [US/US]; 58 Starmond Avenue, Clifton, New Jersey
07013 (US). PHUAPRADIT, Wantanee [US/US]; 4 Eff-
ingham-Low Court, Montville, New Jersey 07045 (US).
SHAH, Navnit Hargovindas [US/US]; 203 Beverly Hill
Road, Clifton, New Jersey 07012 (US). YU, Zhongshui  Published:

[CN/US]; 62 Stryker Court, Bridgewater, New Jersey —  with international search report

European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, LV, MC, MT, NL, PL,
PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

(54) Title: PHARMACEUTICAL SOLID DOSAGE FORMS COMPRISING COMPOUNDS MICRO-EMBEDDED IN IONIC
WATER-INSOLUBLE POLYMERS

Microcrystalline Cellulose Sphere

Depositing an ethanolic solution of the drug and the ionic
water insoluble polymer on a microcrystalline cellulose sphere
using a Fluid Bed Coater

——— Microcrystalline Celtulose Sphere

™~ Amorphous compound micro-embedded in the ionic
water insolubie polymer matrix

Desage Form: Beadlets filled in HGC J

(57) Abstract: The present invention provides novel pharmaceutical solid dosage forms for oral administration comprising a ther-
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