Invented is a nmethod of inhibiting the
activity/function of PI3 kinases using

t hi azol i di nedi one derivatives. Also invented is a

(12MNTIRBNATIONAL SRRLICKT I@YIHJHHSHEDI‘IEJDER THEBETENTAOOSERMIQXE TRICATY (PCT)

from autoi mune di sorders nf |l ammatory di seases

AT
(19) Vﬁ)"flri ‘i'ﬁt&ié

kRl lORERIAR (8

hati
Ki dney rclalseases pl at eI et

@tlh&ﬂnﬁﬁonatmmﬁbMt@tl on r'e]
ZWovethgr 207429, £5200y) t he alk

1 hl ’J7f\| i f‘ll an‘II onop I‘IQI'I AW

) ation,
ction,1ogy [rﬂ(frhatfoﬁil @Gblicbn Number

eenerat i ve dise

O el GBI

cancer, sperm

I strati wi(»2007/136940 A2

at 1 v/ac
(51) International Patent Classification: (81) Designated States (unless otherwise indicated, for every
AGIK 31/4709 (2006.01) kind of national protection available): AE, AG, AL, AM,

(21) International Application Number:
PCT/US2007/066359
(22) International Filing Date: 11 April 2007 (11.04.2007)
(25) Filing Language: English
(26) Publication Language: English

(30) Priority Data:

60/791,134 11 April 2006 (11.04.2006) US
(71) Applicant (for all designated States except US):
SMITHKLINE BEECHAM CORPORATION

[US/US]; One Franklin Plaza, P.O. Box 7929, Philadel-
phia, PA 19101 (US).

(72) Inventors; and

(75) Inventors/Applicants (for US only): DARCY, Michael,
Gerard [US/US]; 1250 South Collegeville Road, Col-
legeville, PA 19426 (US). KNIGHT, Steven, David
[US/US]; 1250 South Collegeville Road, Collegeville,
PA 19426 (US). ADAMS, Nicholas, D. [US/US]; 1250
South Collegeville Road, Collegeville, PA 19426 (US).
SCHMIDT, Stanley, J. [US/US]; 1250 South Collegeville
Road, Collegeville, PA 19426 (US).

(74) Agents: PENG, Tony, W. et al.; GlaxoSmithkline, Corpo-
rate Intellectual Property, UW2220, 709 Swedeland Road,
P.O. Box 1539, King Of Prussia, PA 19406-0939 (US).

AT, AU, AZ,BA, BB, BG, BH, 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, GT, HN, HR, HU, ID, IL, IN,
IS, JP, KE, KG, KM, KN, KP, KR, KZ, LA, LC, LK, LR,
LS, LT, LU, LY, MA, MD, ME, MG, MK, MN, MW, MX,
MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL, PT, RO,
RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY, TJ, TM,
TN, TR, TT, TZ, UA, UG, US,UZ, VC, VN, ZA, ZM, 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, 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).

Declarations under Rule 4.17:

— asto applicant’s entitlement to apply for and be granted a
patent (Rule 4.17(ii))

— asto the applicant’s entitlement to claim the priority of the
earlier application (Rule 4.17(iii))

—  of inventorship (Rule 4.17(iv))

Published:
—  without international search report and to be republished
upon receipt of that 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.

0077/1:36940 A2 |10 0 0000 0 0 O

(54) Title: THIAZOLIDINEDIONE DERIVATIVES AS PI3 KINASE INHIBITORS

o (57) Abstract: Invented is a method of inhibiting the activity/function of PI3 kinases using thiazolidinedione derivatives. Also in-
vented is a method of treating one or more disease states selected from: autoimmune disorders, inflammatory diseases, cardiovascular
diseases, neurodegenerative diseases, allergy, asthma, pancreatitis, multiorgan failure, kidney diseases, platelet aggregation, cancer,

a sperm motility, transplantation rejection, graft rejection and lung injuries by the administration of thiazolidinedione derivatives.



