(43) International Publication Date

(12) INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(19) World Intellectual Property Ny
Organization é
International Bureau -,

=

\

15 August 2013 (15.08.2013)

WIPOIPCT

(10) International Publication Number

WO 2013/119639 Al

(51) International Patent Classification: AO, AT, AU, AZ, BA, BB, BG, BH, BN, BR, BW, BY,
A61K 31/40 (2006.01) AG61K 31/445 (2006.01) BZ, CA, CH, CL, CN, CO, CR, CU, CZ, DE, DK, DM,
. .. ) DO, DZ, EC, EE, EG, ES, FI, GB, GD, GE, GH, GM, GT,
(21) International Application Number: HN, HR, HU, ID, IL, IN, IS, JP, KE, KG, KM, KN, KP,
PCT/US2013/024903 KR, KZ, LA, LC, LK, LR, LS, LT, LU, LY, MA, MD,
(22) International Filing Date: ME, MG, MK, MN, MW, MX, MY, MZ, NA, NG, NI,
6 February 2013 (06.02.2013) NO, NZ, OM, PA, PE, PG, PH, PL, PT, QA, RO, RS, RU,
. ) RW, SC, SD, SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ,
(25) Filing Language: English TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA,
(26) Publication Language: English M, ZW.
(30) Priority Data: (84) D.esignated. States (unle.ss othefﬂwise indicated, for every
61/596,062 7 February 2012 (07.02.2012) Us kind of regional protection available): ARIPO (BW, GH,
GM, KE, LR, LS, MW, MZ, NA, RW, SD, SL, SZ, TZ,
(71) Applicant: EOLAS THERAPEUTICS, INC. [US/US]; UG, ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, RU, TJ,
7445 Trigo Lane, Carlsbad, California 92009 (US). TM), European (AL, AT, BE, BG, CH, CY, CZ, DE, DK,
(72) Inventors: KAMENECKA, Theodore; 50 Stoney Drive, p e L e 8 ST Sk o
Palm Beach Gardens, Florida 33410 (US). JIANG, Rong; TR), o Al;I (B’F le CF, Cé Ci Cl\;[ G’A éN ,GQ ? GW,
427 Timber Meadow Lake Drive, Fuquay Varina, North ML,MR NE S,N "l:D "liG) > i i i > i
Carolina 27526 (US). SONG, Xinyi; 7445 Trigo Lane, i T e ’
Carlsbad, California 92009 (US). Declarations under Rule 4.17:
(74) Agents: PERDOK SHONKA, Monique M. et al; — of inventorship (Rule 4.17(iv))
Schwegman, Lundberg & Woessner, P.A., P.O. Box 2938, . .
Minneapolis, Minnesota 55402 (US). Published:
— ith int ti [ h t (Art. 21(3
(81) Designated States (unless otherwise indicated, for every with international search report (dr )

kind of national protection available). AE, AG, AL, AM,

(54) Title: SUBSTITUTED PROLINES / PIPERIDINES AS OREXIN RECEPTOR ANTAGONISTS

wo 2013/119639 A1 [N N0F 0000 OO0 O

(57) Abstract: The present invention is directed to compounds that can modulate the bioactivity of an orexin receptor such as OX1
or OX2, or both; to pharmaceutical compositions and combinations comprising a compound of the invention; to methods of treat -
ment of malconditions in patients wherein modulation of an orexin receptor is medically indicated; and to methods of preparation of
compounds of the invention.



