The present invention is directed to nanop articul ate
gui nazol i ne derivative conpositions having inproved
phar macoki netic profiles and reduced fed/fasted
(12Y NTERBATIONAL APHLECATEOIOPIZRLISHIW| UNDER QU E READITIOOOPERATION TREATY (PCT)

derivative particles of the

(19) vsg; grﬁ&ﬂe&ual ¥<§%§d§38r£${ zfuoﬁ' (7

use CA:
hyper pr oé\ erative disoro L

@5 AReRaEidnG] IbBRASEGate The cJf
i Oagse2008 12.10l2606yat i ves

t haor anf

“Guch
QSi t i onR)) MY nAtdEd PARlication Number

ey

on‘p03| tion have an

“R}
\

2
)

*® of | ess than

o HIHiIiIIHIﬂIﬂHIIIIIkIHIIIIIIIIIIIIWIII||II|||I||II|I||I|I|||II|||I|I|I|I|||II|||I||II|

as cancer and ot her

h as er{p) BOV6/1FOSHLt Al

(51) International Patent Classification:
AGIK 9/14 (2006.01) AG6IK 31/517 (2006.01)

(21) International Application Number:
PCT/US2006/013641

(22) International Filing Date: 12 April 2006 (12.04.2006)

(25) Filing Language: English

(26) Publication Language: English

(30) Priority Data:

60/670,429 12 April 2005 (12.04.2005) US

(71) Applicant (for all designated States except US): ELAN
PHARMA INTERNATIONAL LIMITED [IE/IE],
TREASURY BUILDING, Dublin 2 (IE).

(72) Inventors; and

(75) Inventors/Applicants (for US only): LIVERSIDGE,
Gary [US/US]; 258 Colwyn Terrace, West Chester, Penn-
sylvania 19380 (US). JENKINS, Scott [US/US]; 1451
Carolina Place, Downington, Pennsylvania 19335 (US).

(74) Agents: SIMKIN, Michele et al.; FOLEY & LARDNER
LLP, Washington Harbour, 3000 K Street, N.w. Suite 500,
Washington, District Of Columbia 20007-5143 (US).

(81) Designated States (unless otherwise indicated, for every
kind of national protection available): AE, AG, AL, AM,
AT, AU, AZ, BA, BB, BG, BR, BW, BY, BZ, CA, CH, CN,
CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, EG, ES, FI,
GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE,
KG, KM, KN, KP, KR, KZ, LC, LK, LR, LS, LT, LU, LV,
LY, MA, MD, MG, MK, MN, MW, MX, MZ, NA, NG, NI,
NO, NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG,
SK, SL, SM, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US,
UZ, VC, VN, YU, ZA, 7ZM, ZW.

(84) Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, LV, MC, NL, PL, PT,
RO, SE, S, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA,
GN, GQ, GW, ML, MR, NE, SN, TD, TG).

Published:
—  with international search report

Fortwo-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 Gagzette.

006110811 A1 |00} 0000 OO O 0O

(54) Title: NANOPARTICULATE QUINAZOLINE DERIVATIVE FORMULATIONS

o (57) Abstract: The present invention is directed to nanop articulate quinazoline derivative compositions having improved pharma-

cokinetic profiles and reduced fed/fasted variability. The nanoparticulate quinazoline derivative particles of the composition have
an effective average particle size of less than about 2000 nm and are useful in the treatment of hyperproliferative disorders, such as
a cancer and other neoplastic diseases. The compositions may include quinazomiamine derivatives such as erlotinib or a salt thereof.



