The present

I nvention provides conpounds that are al phad4 integrin

ant agoni sts having a structure according to the followng formula (1) or a
t aut orer,

A m n,

i nvent i

conpoun

wo 20107126914 A1 |1 IO KOO OO O

®2) NERNRPIONKB APFR4cATRON aﬂﬁtlﬁﬁzlﬁlﬁlﬁ)mﬁe{fﬂEI}aﬁlENﬁcé(ﬁl&cR&pﬁm TREGRY (peh)

9 e alocRubM SR FIRLIRGS %m SRR g R

conpounds and conp05|t|ons of the i

ul cerati ve £¥pvembgr 2010 (04.11.2010)

m Xture of tautoners, salt or

sol vate thereof, wherein Cy,

ring
The

(1& Inte nQu&lQPPJb

GG Hhnepnd
2010713 mﬁ

(51

eay)

(22)

(25)
(26)
(30)

1

(72)
(73)

International Patent Classification:
CO7D 213/02 (2006.01) A61K 31/4412 (2006.01)
CO7D 401/12 (2006.01) AG61P 37/00 (2006.01)

International Application Number:
PCT/US2010/032632

International Filing Date:

27 April 2010 (27.04.2010)
Filing Language: English
Publication Language: English
Priority Data:
61/172,876 27 April 2009 (27.04.2009) Us

Applicant (for all designated States except US): ELAN
PHARMACEUTICALS, INC. [US/US]; 800 Gateway
Boulevard, South San Francisco, California 94080 (US).

Inventors; and

Inventors/Applicants (for US only): XU, Ying-Zi
[US/US]; 793 Cereza Drive, Palo Alto, California 94306
(US). YUAN, Shendong [CN/US]; 2328 Elan Lane, San

74

62y

84)

Ramon, California 94582 (US). WONE, David [US/US];
6170 Honeysuckle Drive, Newark, California 94560
(US). KONRADI, Andrei [US/US]; 30 Victoria Road,
Burlingame, California 94010 (US).

Agents: TANNER, Lorna L. et al.; Swiss Tanner, P.C.,
P.O. Box 1749, Los Altos, California 94022 (US).

Designated States (unless otherwise indicated, for every
kind of national protection available). AE, AG, AL, AM,
AO, AT, AU, AZ, BA, BB, BG, BH, BR, BW, BY, 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,
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, PE, PG, PH, PL, PT, RO, RS, RU, SC, SD,
SE, SG, SK, SL, SM, ST, SV, SY, TH, TJ, TM, TN, TR,
TT, TZ, UA, UG, US, UZ, VC, VN, ZA, ZM, ZW.

Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LR, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG,
ZM, ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ,

[Continued on next page]

(54) Title: PYRIDINONE ANTAGONISTS OF ALPHA-4 INTEGRINS

o "l /1R Jm
CY\N/ | N (R3), o

|
Z
e RY RS

R4

(57) Abstract: The present invention provides compounds that are alpha4 inte-
grin antagonists having a structure according to the following formula (I) or a
tautomer, mixture of tautomers, salt or solvate thereof, wherein Cy, ring A, m,
n, p, R!, R%, R% R* R’ and R® are defined in the specification. The invention
further provides pharmaceutical compositions including the compounds of the
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tions of the invention, e.g., in the treatment and prevention of various condi-
tions and disorders, such as Crohn's disease and ulcerative colitis.
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