47010981 A1 I T P D Y00 O OO

21

(22)
(25)
(26)
(30)

(1)

(72)

(74)

METHODS AND DOSAGE FORMS FOR CONTRCLLED DELI VERY OF
Dosage forns and

PALI| PERI DONE
met hods f or

[err]

Abstract:
provi ding a substantially ascending rate

(D INTEBNAHONAAPHILACATD@Y PR ISHERMADBR OUE @EENT COORERATION TREATY (PCT)
sust ai ned rel ease dosage fornms provide therapeutically

aid) evoridigteBo¢REPBp&iyeady - S)
concentOrgdniZAateém when
once-laedaignaiBstag regi me
pl asma pal i peri done concen4gs
@3 1aethat@ar PuicatibinDaddi t i on,

/3
_;A ‘\\

'!:

pl asma pal i peri done

o ST GAGgRE i

P
3.70N occurrence

in each

t h e peal)) pltas4arianal Publication Number

pRFéhpealy00£(0sd2200wr at | onPECEurs at W(OW2004/0H0981 A1l

_ followng dose admnistration and exhibits a lesser
(51) 1R AbrhRnlRMHADS: PeakelRl BB sDAbLiBRIcl SIQRR arional): AE, AG, AL, AM, AT, AU,
3edhneertsat | on that occurs fol |l ow AgBaERIBG, B, BRBL.QONA, af, cN, co, cr, cu,

InRernatlp lr Appp ation I\Julrlllbean

PCT/US2003/023433

International Filing Date: 28 July 2003 (28.07.2003)

Filing Language: English

Publication Language: English

Priority Data:
60/399,590
60/406,005

29 July 2002 (29.07.2002)
26 August 2002 (26.08.2002)

Us
Us

Applicant: ALZA CORPORATION [US/US]; 1900
Charleston Road, P.O. Box 7210, Mountain View, CA
94039-7210 (US).

Inventors: YAM, Noymi, V.; 386 Dennis Avenue, Sunny-
vale, CA 94086 (US). REYES, Iran; 3276 Meridian Av-
enue, San Jose, CA 95124 (US). DAVAR, Nipun; 34575
Melissa Terrace, Fremont, CA 94555 (US). AYER, Atul,
D.; 931 Bautista Court, Palo Alto, CA 94303 (US). LEE,
Julie; 994-B 1.a Mesa Terrace, Sunnyvale, CA 94086 (US).

Agent: NELLER, Robert, R.; Alza Corporation, c/o
Johnson & Johnson, One Johnson & Johnson Plaza,
WH3221, New Brunswick, NJ 08933 (US).

i mredi at e- r el @aBé DHIRAHE,

(34)

HCORFHYES, FI, GB, GD, GE, GH,
GM, HR, HU, ID, I, IN, IS, JP, KE, KG, KP, KR, KZ, LC,
LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW,
MX, MZ, NI, NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC,
SD, SE, SG, SK, SL, SY, TJ, TM, TN, TR, TT, TZ, UA,
UG, UZ, VC, VN, YU, ZA, ZM, ZW.

Designated States (regional): ARIPO patent (GH, GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, BG, CH, CY, CZ, DE, DK, EE,
ES, FI, FR, GB, GR, HU, IE, IT, LU, MC, NL, PT, RO,
SE, SI, SK, TR), OAPI patent (BF, BJ, CF, CG, CI, CM,
GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:

with international search report

before the expiration of the time limit for amending the
claims and to be republished in the event of receipt of
amendments

For two-letter codes and other abbreviations, refer to the "Guid-
ance Notes on Codes and Abbreviations” appearing at the begin-
ning of each regular issue of the PCT Gazette.

(54) Title: METHODS AND DOSAGE FORMS FOR CONTROLLED DELIVERY OF PALIPERIDONE

0.157 RESIDUALS = 1% MEMBRANE WEIGHT
= STUDY-54 mg
S 1
E0.101 T 13
) T 1
& r]* ..
2 0.051 e
Q T
E . ] 1
0.00+—= .
2 4 6 8 10 12 14 16 18 20 22 24

Time, Hours

S (57) Abstract: Dosage forms and methods for providing a substantially ascending rate of release of paliperidone are provided.

=

The sustained release dosage forms provide therapeutically effective average steady-state plasma paliperidone concentrations when
administered once per day. This once-a-day dosing regimen results in only one peak plasma paliperidone concentration occurrence
in each 24 hour period. In addition, the peak plasma paliperidone concentration occurs at a later time following dose administration
and exhibits a lesser magnitude than the peak plasma paliperidone concentration that occurs following administration of paliperidone
in an immediate-release dosage form.



