(19) I*I Canadian Office de la Propript, 1 CA 2 480 409 13 A1

Intellectual Property Intellectuelle
Office du Canada (40) 09.10.2003
43) 09.10.2003
An Agency of Un organisme )
Industry Canada d'Industrie Canada
(12)
(21) 2480409 (51) Int. CL.7: CO07D 487/04, CO7D 231/00,

CO07D 239/00, A61L 29/00,
A61P 35/00, A61P 31/12,
AG61K 31/519

(22) 27.03.2003

(85) 24.09.2004
(86) PCT/EP03/003207

(87) WoO03/082872

(30) 02007163.5 EP 28.03.2002 (72)
LENOBEL, RENE (CZ).

1) STRNAD, MIROSLAV (CZ).
USTAV EXPERIMENTALNI BOTANIKY AV CR MORAVCOVA, DANIELA (C2).
(INSTITUTE OF EXPERIMENTAL BOTANY AC, HAVLICEK, LIBOR (CZ).
Rozvojova 135 KRYSTOF, VLADIMIR (C2).

160 00, PRAHA, XX (CZ).
(74)

ROBIC

(54) NOUVEAUX PYRAZOLO[4,3-DJPYRIMIDINES, PROCEDES POUR LEUR PREPARATION ET METHODES
POUR UNE THERAPIE

(54) NOVEL PYRAZCOLO[4,3-D]PYRIMIDINES, PROCESSES FOR THEIR PREPARATION AND METHCDS FOR
THERAPY

(57) R7
The invention relates to 3-, 5-, 7-trisubstituted

pyrazolo[4,3-d]pyrimidines represented by the general

formula (1), and pharmaceutically acceptable salts \ (|)

thereof, wherein, R3 is an optionally substituted alkyl, /l\ ’ N

cycloalkyl, cycloheteroalkyl, cycloalkyl alkyl, aryl oy

or alkylaryl group; R5 is halogen, - NHNH2, -NHOH, R5 N

NHCONH2, guanylo (NH-C(NH)NH2) an optionally R3

substituted C1-C6  alkyl, alkenyl, alkinyl, C3-C15

cycloalkyl, Rf (C3-C15 cycloalkyl), heterocycle,

hetercalkyl, aryl, heteroaryl, arylalkyl,

cycloheteroalkyl, cycloheteroalkyl alkyl,

heteroarylalkyl group, the group -C(O)-Ra, -C(O)NRbRc -

SO3Rd, or -NHC(O)Re, wherein Ra and Rf are an

optionally substituted C1-C6 alkyl, alkenyl, or

alkinyl group, Rb, Rc and Rd are independently selected

from the group consisting of H, optionally substituted

C1-C6 alkyl, alkenyl, or alkinyl group, and Re is a

hydroxy, amino, alkoxy, alkylamino, optionally

substituted C1-C6 alkyl, alkenyl or alkinyl group; or

the group -X-R5', wherein X is -NH-, -O-, -5-

or -N(alkyl)- and R5' is hydrogen, an optionally

substituted C1-C6 alkyl, alkenyl, alkinyl, C3-C15

cycloalkyl, Rf(C3-C15 cycloalkyl), aryl, heterocycle,

hetero C1-C6 alkyl, arylalkyl, heteroaryl,

cycloheteroalkyl, cycloheteroalkyl alkyl, or

heteroarylalkyl group, the group - C(O)-Ra, -C(O)NRbRc,

-SO3Rd, or-NHC(O)Re, wherein Ra, Rb, Rc, Rd, Re and

Rf have the above meaning, and R7 is halogen,

-NHNH2, NHOH, NHCONH2, guanylo (NH- C(NH)NH2)

or the group -X-R7, wherein X has the above meaning

and the meaning of R7, is as defined for R%'.
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