wo 2009/151529 A9 I 0K OO

Compounds that activate a sphingosi ne-1-phosphate
receptor of the subtype 1 are provided. Certain
conmpounds sel ectively activate the receptor subtype 1
(12) NTERY Alido4L. AF}LtdAQI@pﬁUHiLmBIUINBEﬂ TRDSINAICOOPERECAORNTREATY (PCT)

subtype 3. Uses ounds for
t rea%lfnent . of . mal con@!aiﬁik QWS ({)Kﬁat rrp
19) Wi e TheubPobyiet LB Ao RS SR AR A

di gal Gated are
(10) International Publication Number

(43) International Publication Date

17 December 2009 (17.12.2009) PCT WO 2009/151529 A9

(51) International Patent Classification: Torrey Pines Road, La Jolla, California 92037 (US).

AOIN 43/82 (2006.01) A61K 31/41 (2006.01) MORALES, Miguel [MX/US]; 10550 North Torrey

. .. ) Pines Road, La Jolla, California 92037 (US). PENG,

(21) International Application N“mber'PCT US2009/003014 Xuemei [CN/US]; 10550 North Torrey Pines Road, La

Jolla, California 92037 (US). PODDUTOORI, Ramulu

(22) International Filing Date: [IN/US]; 10550 North Torrey Pines Road, La Jolla, Cali-
14 May 2009 (14.05.2009) fornia 92037 (US).

(25) Filing Language: English (74) Agents: PERDOK SHONKA, Monique, M. et al;

L . Schwegman, Lundberg & Woessner, P.A., P. O. Box

(26) Publication Language: English 2938, Minneapolis, Minnesota 55402 (US).

(30) Priority Data: (81) Designated States (unless otherwise indicated, for every
61/127,603 14 May 2008 (14.05.2008) us kind of national protection available): AE, AG, AL, AM,
12/465,767 14 May 2009 (14.05.2009) Us AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, BZ,

(71) Applicant (for all designated States except US): THE CA, CH, CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ,
SCRIPPS RESEARCH INSTITUTE [US/US]; 10550 EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT, HN,
North Torrey Pines Road, La Jolla, California 92037 HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP, KR,
(US). KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD, ME,

MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI, NO,

(72) Inventors; and NZ, OM, PG, PH, PL, PT, RO, RS, RU, SC, SD, SE, SG,

(75) Inventors/Applicants (for US only): ROBERTS, Ed- SK, SL, SM, ST, SV, SY, TJ, TM, TN, TR, TT, TZ, UA,
ward [GB/US]; 10550 North Torrey Pines Road, La Jol- UG, US, UZ, VC, VN, ZA, ZM, ZW.

la, California 92037 (US). ROSEN, Hugh [US/US]; . o
10550 North Torrey Pines Road, La Jolla, California (84) Designated States (unless otherwise indicated, for every

92037 (US). BROWN, Steven [US/US]; 10550 North kind of regional protection available). ARIPO (BW, GH,

[Continued on next page]

(54) Title: NOVEL MODULATORS OF SPHINGOSINE PHOSPHATE RECEPTORS

5178-1 h STIMULATION/45 Wi 146 PRECINC.

SIP1-
GFP-Ub

lgC-H

)
-

lg6-L

+
. GFP
. OFP

§ |SIP1-GFP

(57) Abstract: Compounds that activate a sphingosine-1-phosphate receptor of the subtype 1 are provided. Certain compounds se-
lectively activate the receptor subtype 1 in relation to the sphinogosine-1-phosphate receptor subtype 3. Uses and methods of in-
ventive compounds for treatment of malconditions wherein activation, agonism, inhibition or antagonism of the S1P1 is medically
indicated are provided.



WO 2009/151529 A9 W00 O OO0 TN AR A

GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM, Published:
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, HR, HU, IE, IS, IT, LT, LU, LV, (48) Date of publication of this corrected version:

MC, MK, MT, NL, NO, PL, PT, RO, SE, SI, SK, TR), 8 April 2010

OAPI (BF, BJ, CF, CG, CI, CM, GA, GN, , GW, ML, A .
MR, N(E S’N ™ :FG) ’ oQ (15) Information about Correction:

see Notice of 8 April 2010

—  with international search report (Art. 21(3))



