wo 2008/057336 A3 |10 00 00O O

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

(19) World Intellectual Property Organization
International Bureau

) IO O T O 0 A

(10) International Publication Number

WO 2008/057336 A3

(51) International Patent Classification: (74) Common Representative: MERCK & CO., INC.; 126
AOIN 43/00 (2006.01) AB1K 31/397 (2006.01) East Lincoln Avenue, Rahway, NJ 07065-0907 (US).

(43) International Publication Date
15 May 2008 (15.05.2008)

(81) Designated States (unless otherwise indicated, for every
kind d national protection available): AE, AG, AL, AM,
AT,AU, AZ, BA, BB, BG, BH, BR, BW, BY,BZ, CA, CH,
CN, CO, CR, CU, CZ, DE, DK, DM, DO, DZ, EC, EE, EG,
ES, FI, GB, GD, GE, GH, GM, GT, HN, HR, HU, ID, IL,
IN, IS, P, KE, KG, KM, KN, KP, KR, KZ, LA, LC, LK,

(21) International Application Number:
PCT/US2007/022895

(22) International Filing Date: 30 October 2007 (30.10.2007)

(25) Filing Language: English LR, LS, LT,LU, LY,MA, MD, ME, MG, MK, MN, MW,
L . MX, MY, MZ, NA, NG, NI, NO, NZ, OM, PG, PH, PL,
(26) Publication Language: English PT, RO, RS, RU, SC, SD, SE, SG, SK, SL, SM, SV, SY,
o TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, ZA,
(30) Priority Data: ZM, ZW
60/856,213 2 November 2006 (02.11.2006) US
60/931,236 22 May 2007 (22.05.2007) US (84) Designated States (unless otherwise indicated, for every
kind d regional protection available): ARIPO (BW, GH,
(71) Applicant (for all designated States except US): MERCK GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
& CO., INC. [US/US] ; 126 East Lincoln Avenue, Rahway, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
NJ 07065-0907 (US). 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,
(72) Inventors; and PT, RO, SE, SI, SK, TR), OAPI (BF, BJ, CF, CG, Cl, CM,
(75) Inventors/Applicants (for US only): MORRIELLO, GA, GN, GQ, GW, ML, MR, NE, SN, TD, TG).
Gregori, J. [US/US]; 126 East Lincoln Avenue, Rahway, Published:

NJ 07065-0907 (US). DEVITA, Robert, J. [US/US];
126 East Lincoln Avenue, Rahway, NJ 07065-0907 (US).
MOYES, Christopher, R. [GB/US]; 126 East Lincoln (88) Date of publication of theinternational search report:
Avenue, Rahway, NJ 07065-0907 (US). 18 September 2008

— with international search report

(54) Titlee HETEROCYCLYL-SUBSTITUTED ANTI-HYPERCHOLESTEROLEMIC COMPOUNDS

R12
13
N S
A X O (i O @A
1 3
R R N “
o Y g
=~

(57) Abstract: Trlgs invention provides cholesterol absorption inhibitors of Formula I: and the pharmaceutically acceptable salts
thereof, wherein R~ isahydroxylated alkyl group and R” contains aheterocyclic ring. The compounds are useful for lowering plasma
cholesterol levels, particularly LDL cholesterol, and for treating atherosclerosis and preventing atherosclerotic disease events.
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