Title: PIPER DI NE DERI VATI VES AS &M‘R&Q@T@ ANTAGONI STS

| ”Venﬂo@@r@%ﬁ%

Abstract:

The present

derivatives of fornula (I)
defined as

for produci HY 'E‘F“w %‘6&91’"“&“&‘6’?‘&”
phar maceuti cal
as t he) ploodiestecof] Plope@DrganBuiéns
adm ni stering to Taemtemigiuretio he tr eal
anmount / anounts of conp

as medi car?‘é’q_,{“‘”"i‘ ool
of the presenf

b

wel |

or

NVDA r ece
of NR2B s

010159 A1

en
(22)
(25)
(26)

(30

7

(72)
(79)

! irae

manufacture of nedi canp

ounds of fornmul

iR
] s V .
4%%4?, l:@fllsl;itm 1 réa és%z? 2171( 3‘:(/)4{4/512

AG61P 25/28

International Application Number: PCT/HU02/00071

International Filing Date: 23 July 2002 (23.07.2002)
Filing Language: English
Publication Language: English

Priority Data:

P 0103055 24 July 2001 (24.07.2001) HU
P 0202213 10 July 2002 (10.07.2002) HU
Applicant (for all designated States except US):

RICHTER GEDEON VEGYESZETI GYAR RT.
[HU/HU]; Gyomrdi it 19-21, H-1103 Budapest (HU).

Inventors; and

Inventors/Applicants (for UiS only): DOMANY, Gybrgy
['ll'U/llU'l; Bimbd u.  114/a, 11-1022 Budapest (ITU).
HORVATI, Csilla [ITU/ITU], Dér u. 42, 11-1105 Bu-
dapest (HU). FARKAS, Sandor [HU/HUJ; Olajliget
u. 42, H-1103 Budapest (HU). BARTANE SZALAI,
Gisella {HU/HU]J; Avarszallas n. 38, H-1162 Budapest
(HU). NAGY, Jézsef [HU/HU]: Vici it 136/A., H-1138
Budapest (HU). KOLOK, Sandor {HU/HU]; Nagysan-
dor Jézsef u. 8, H-1195 Budapest (HU). KOVACSNE
BOZO, Eva [HU/HUJ; Liget u. 40, H-1102 Budapest
(HU). BORZA, Istvan [HU/HU]; Margé Tivadar u.
218, H-1186 Budapest (HU). VAGO, Istvan [HU/HUJ;

Kiidl

JMP

\ V- 2ty

of

48 by s fiysleis RFENT GHOPPBIMAN H‘E(‘W“"@TA

I'.m”;:\

t
iy

i f?ﬁ@@?ﬁ%l P P 2O

9

(81)

34

o new car boxylic

W X, YV, Z
t he nventlon ar oc
nd
contai nin

hese conpounds, which neans

cluding human - effective

of the p resel%lg 1
i NYmpET|
&W@%n@ goni s

Deénevér u. 64, H-1121 Budapest (HU). BIELIK, At-
tila [HU/HUJ; Telepes u. 104, H-1147 Budapest (HU).
IGNACZNE SZENDREI, Gybrgyi [HU/HU]; Zsokavér
u. 25, H-1157 Budapes! (HU). KESERU, Gybrgy
[HU/HU]J; Berkenye u. 9, H-2089 Telki (HU).

Common Representative: RICHTER GEDEON VEG-
YESZET!I GYAR RT.; Gyomréi ut 19-21, H-1103 Bu-
dapest (HU).

Designated States (national): AL. AG, AL, AM, Al AU,
AZ, BA, BB, BG, BR, BY, BZ, CA, CH,CN. CO, CR, CU,
CZ, DE, DK, DM, DZ. EC, EE, ES, FI. GB, GD, GE. GH,
GM, HR, HU, ID, IL, IN, IS, JP, KE, KG, KP, KR, KZ, L.C,
LK, LR, LS, LT, LU, LV, MA, MD, MG, MK, MN, MW,
MX, MZ, NO, NZ, OM, PH, PL, PT, RO, RU, SD, SE, SG,
SI, SK, SL, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ,
VN, YU, ZA, ZM, ZW.

Designated States (regional): ARIPO patent (GH. GM,
KE, LS, MW, MZ, SD, SL, SZ, TZ, UG, ZM, ZW),
Eurasian patent (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European patent (AT, BE, CH, CY, DE, DK, ES, FI, FR,
GB, GR., [E. IT, LU, MC, NL, PT, SE. TR), OAPI patent
(BF, BJ, CF, CG, CI, CM, GA, GN, GQ. GW, ML, MR,
NE, SN, TD, TG).

Declaration under Rule 4.17:

as to applicant’s entitlement to apply for and be granted
a patent (Rule 4.17(ii}) for the following designations AE,
AG, AL, AM, AT, AU, AZ, BA, BB, BG, BR, BY. BZ, CA,
CH, CN, CO, CR, CU, CZ, DE, DK, DM, DZ, EC, EE, ES,
FI, GB, GD, GE, GH, GM, HR, HU, ID, IL, IN, IS, JP, KE,
KG. KP, KR KZ, LC, LK, LR, LS, LT, LU, LV, MA, MD, MG,

[Continued on next page]
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(57) Abstract: The present invention relates to new carhoxylic acid amide derivatives of formula (1), wherein U, V, W, X, Y. 7, nand
~~ mare as defined as in Claim 1. A further object of the invention are the processes for producing of carboxylic acid amide compounds
of formula (1), and the pharmaceutical manufacture of medicaments containing these compounds, as well as the process of treat-
ments with these compounds, which means administering to a mammal to be treated including human - effective amount/amounts of
compounds of formula (1) of the present invention as such or as medicament. ‘I'he new carboxylic acid amide derivatives of formula
() of the present invention are highly effective and selective antagonists of NMDA receptor, and moreover most of the compounds
are selective antagonist of NR2B subtype of NMDA receptor.
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