The invention relates to novel [err]-al anine derivatives of general fornula

(M), wherein Qerr], Qerr], qerr], err], Rerr], Rerr], Rerr],

Rerr], R[RQ R[G”]Whﬁ‘tﬁg ent claim1 and
tg thel r Togl cal 'y accepta Féfﬁa&%%%va&%h@d substances are

i ntegrin inhibitors and can be uscternationatBuresgat ment of thronbosis, heart
i nfarct qn'iﬁﬁﬁﬂﬂonmafm@hﬁeﬂmum HE PSTENT d&ﬂﬁm&ﬁ ﬁ&ﬁ%}s S,

osteoporost s _i1nfectiaons. and restenasis Ler anal nn astv or
pat Hq$19 ghembtigbarischasificasuted or pr opalgat;ednmamlpmms hﬁmber- WO 00/48996
CO07D 213/00 A2 | (43) International publication date:
24 August 2000 (24.08.00)

(21) Intermational application number: PCT/EP00/00969 | (81) Designated states: AE, AL, AM, AT, AU, AZ, BA, BB,
BG, BR, BY, CA, CH, CN, CR, CU, CZ, DE, DX, DM,

(22) International filing date: 8 February 2000 (08.02.00) EE, ES, H, GB, GD, GE, GH, GM, HR, HU, ID, I,
IN, 18, JP,KE, KG, KP,KR,KZ,LC.LX, LR, LS, LT,
(30) Data relating to the priority: LU, LV, MA, MD, MG, MK, MN, MW, MX, NO, NZ,
199 07 370.8 20 February 1999 (20.02.99) DE PL, PT, RO, RU, SD, SE, SG, S1, 8K, SL, TJ, T™, TR,
19957 787.0 1 December 1999 (01.12.99) DE TT. TZ, UA, UG, US, UZ, VN, YU, ZA, ZW, ARIPO
Patent (GH, GM, KE, LS, MW, SD, SL, SZ, TZ, UG,
"1 (71) Applicant (for all designated States except US): ZW). Eurasian Patent (AM, AZ, BY, KG, KZ, MD,
MERCK PATENT GMBH [DE/DE]; Frankfurter RU, Tl, TM), European Patent (AT, BE, CH, CY, DE,
Strasse 250, D-64293 Darmstadt (DE). DK, ES, HI, FR, GB, GR, IE, IT, LU, MC, NL, PT,
SE), OAPI Patent (BF, BJ, CF, CG, CI, CM, GA, GN.
(72) Inventers; and GW, ML, MR, NE, SN, TD, TG).

¢75) Inventors/Applicants (US only): HOLZEMANN,
Giinter [DE/DE); Gutenbergstrasse 6b, D-64342
Seeheim-Jugenheim (DE). GOODMAN, Simon Published
|GB/DE]; Mozaristrasse 8, D-64286 Darmstadt Without the International Search Report and to be
(DE). JONCZYK., Alfred [DE/DE}; Schepp Allee 57, republished once the report has been received,
D-64295 Darmstadt (DE). STAHLE, Wolfgang
[DE/DE}: Neuweg 14c, D-55218 Ingelheim (DE).

{74) Joint Representative: MERCK PATENT GMBH,

D-64271 Darmstadt (DE).
As printed
{84) Title: 3-ALANINE DERIVATIVES .
(54) Bezeichnung: A-ALANINDERUVATE
A
N N /']'/u\ N
Q" Y #& n N/W \(\COORG 0
{
Q':sl 24, : ;'az O R3

{57) Abstract

The invention relates o novel S-alanine derivatives of general formula (1), wherein Qq, Qz, Q3. Q. R, R%, R3, R4, RS, Ré and n
have the meaning cited in patent claim 1 and to their physiologically acceptable salts or solvates. Ssid substances are integrin inhibitors
and can be used in the treatment of thrombosis, heart infarct, coronary heart diseases, arteriosclerosts, inflammations, tumors, osteoporosis,
infections and restencsis after angioplasty or in pathological processes induced or propagated by angiogenesis.

(57) Zusammenfassung

Neue S-~Alaninderivate der allgemeinen Formel (I), worin Qi, Q2. Q3, Q4 RY RZ, R?, R4, RS, RS und n die in Patentanspruch
| angegebenen Bedeuringen haben, sowie deren physiologisch unbedenklichen Salze oder Soivate sind Integrininhibitorsn und kSnnen
zur Bekimpfung von Thrombosen, Hewinfarkt, koronaren Herzetkrankungen, Arteriosklerose, Entziindungen, Tumoren, Osteoporose,
Infektionen und Restenose nach Angioplastic oder bei psthologischen Vorgingen, die durch Anglogenese unterhalten odar propugiert
werden, singesetzt werden.




