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CLAIMS

1. Compound corresponding to formula (}):

R, R
=

)ff@ 0

R/ N Npg

the representation of the pyrazole ring indicates that the substituent Rs may be

in which:

borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to
the carbon bearing a substituent Rz (I") such that:

R2 R3
= | N
N I
g N (1"
R1 N \
R4
Either
R2 R3
~ —
e - /N-R4
R N~ N (1)

» Rj represents an aryl, pyridyl or pyrazolyl group optionally substituted with
one or more substituents chosen from:

o a fluorine atom,

o a-CFsgroup,

o acyano group,

o agroup -NRsRe' in which Rs and Re¢' are as defined below,

o a group -NR1oR11 such that Ryo and Ry form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms

chosen from a nitrogen atom and an oxygen atom, optionally
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substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

o a group -CH2NR1oR11 such that Rie and Ri; form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

o a group —COR12 in which R represents a hydroxyl group or a
group —NRsR¢', in which Rs and Rg¢' are as defined below,

o a group -CONR7R; such that Ry and R7 form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

o agroup —(CH3),NHSO.CHs;in which p represents 0 or 1,

o a group —OR43 in which Ry3 represents a linear group (Ci-
Ca)alkyl,

o agroup (Cs-Cs)alkyt,

Or R represents a bicyclic group of formula A below:
R8

R9 (A)
in which Rg and Rg form, together with the carbon atoms to which they are
attached, a saturated or unsaturated heterocycle comprising one or more

heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,
» Rz represents:
o a-CF;group,
o a-CHF;, group,

o agroup —CONHRs, in which Rs is as defined below,

» Rjrepresents:
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o a hydrogen atom,

o an aryl group, optionally substituted with an alkoxymethyl group,

or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» R4 represents:

o a hydrogen atom,

o a (Cq)alkyl, linear (Cs)alkyl, or linear (C4-Cs)alkyl , substituted with a
group -NRsRs' in which Rs and R's are as defined below or a group -
NR7R7' such that R; and Rr form, together with the nitrogen atom to
which they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

> Rs represents:
o a hydrogen atom,
o a linear group (C+-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

> Re and R’s, which may be identical or different, represent a hydrogen
atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition salt,

with the exception of the following compounds:

2-Fluoro-5-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzoic acid;
3-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzamide;
N-[4-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzyllmethanesuifonamide;
1-Methyl-6-(1-methyl-1H-indol-6-yl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
blpyridine;

N-[3-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)phenyllmethanesuifonamide;
4-Methyl-7-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)-3,4-
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dihydro-2H-benzo[1,4]oxazine;
N-[3-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzyllmethanesulfonamide;
6-(4-Methoxyphenyl)-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
2-Fluoro-N-methyl-5-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-
6-yl)benzamide;
Dimethyl[3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)phenyl]amine;
6-[4-(3,5-Dimethylpyrazol-1-yl)phenyl]-1-methyl-3-phenyl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyridine;
1-Methyl-6-(3-morpholin-4-yimethylphenyl)-3-phenyl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyridine;
5-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)nicotinonitrile;
4-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzoic acid;
N,N-Dimethyl-4-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzamide;
N,N-Dimethyl-3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzamide;
1-Methyl-6-(6-morpholin-4-ylpyridin-3-yl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
6-(6-Methoxypyridin-3-yl)-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
1-Methyl-3-phenyl-6-(6-pyrrolidin-1-ylpyridin-3-yl)-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
1-Methyl-6-(2-methyl-5-trifluoromethyl-2H-pyrazol-3-yl)-3-phenyl-4-trifluoromethyl-
1H-pyrazolo[3,4-b]pyridine;
6-Benzothiazol-5-yl-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
N,N-Dimethyl-4-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzamide;
6-(4-Morpholin-4-ylphenyl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
6-(6-Morpholin-4-ylpyridin-3-yl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
blpyridine;
6-(6-Methoxypyridin-3-yl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
6-(3-Morpholin-4-ylphenyl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
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N-Methyl-3-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzamide;
N-[3-(3-Phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)phenyllmethanesulfonamide;
3-Phenyl-6-(3-piperidin-1-ylphenyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
2-Fluoro-N-methyl-5-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yhbenzamide;
5-(3-Phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)nicotinonitrile;
2-Fluoro-5-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzoic acid;
2-Amino-5-(4-difluoromethyl-2-methyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
Dimethyl[4-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenyllamine;
4-(3-Phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenylamine;
6-(4-Methoxyphenyl)-3-phenyi-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;

in the form of the base or of an acid-addition or base-addition salt.

2. Compounds of formula (I) according to Claim 1, characterized in that R2
represents a group:

o -CHF,, except when R, located on the nitrogen alpha to Rs

represents a methyl group and Rs represents a hydrogen

atom,

or
o —CONHRs, in which Rs represents a hydrogen atom or a
linear group (C¢-Ca)alkyl, optionally substituted with a pyridyl

group or an aromatic group chosen from aryl and pyridyl,

in the form of the base or of an acid-addition or base-addition salt.

3. Compounds of formula (1) according to any one of Claims 1 or 2,
characterized in that R4 represents an aryl, pyridyl or pyrazolyl group, optionally
substituted with one or more substituents chosen from:

o a fluorine atom,
and
) a group —COR1z, in which Rz represents a hydroxyl group,

in the form of the base or of an acid-addition or base-addition salt.
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4. Compounds of formula (l) according to Claims 1 to 3, characterized in that
R1 represents an aryl group, in the form of the base or of an acid-addition or base-

addition salt.

5. Compounds of formula (I) according to any one of Claims 1, 3 and 4,
characterized in that Rz represents:
o a-CFjgroup,
o a-CHF; group,

or
o a group —CONHRs, in which Rs represents a hydrogen atom
or a linear group (C-Ci)alkyl, optionally substituted with a
pyridyl group or an aromatic group chosen from aryl and
pyridy!,
in the form of the base or of an acid-addition or base-addition salt.

6. Compound of formula () according to one of the preceding claims,
characterized in that it is chosen from the following compounds:
[4-(4-Difluoromethyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenyl]pyrrolidin-1-
ylmethanone;
4-Difluoromethyl-6-(1-methyl-1H-pyrazol-4-yl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine;
4-Difluoromethyl-6-(3,5-dimethyl-1H-pyrazol-4-yh)-3-phenyl-1H-pyrazolo[3,4-
b]pyridine;
4-Difluoromethyl-3-phenyl-6-(1H-pyrazol-4-yl)- 1H-pyrazolo[3,4-b]pyridine;
4-Difluoromethyl-6-(6-methoxypyridin-3-yl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine;
[3-(4-Difluoromethyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenyl]pyrrolidin-1-
ylmethanone;

4-Difluoromethyl-3-phenyl-6-(3-piperidin-1-ylphenyl)-1H-pyrazolo[3,4-b]pyridine;

6-(4-Amino-3-methoxyphenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
methylamide;
6-(4-Amino-3-methoxyphenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
amide;

6-(4-Amino-3-methoxyphenyl)}-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid

methylamide;
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4-(4-Amino-3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridine-6-carboxylic acid
methylamide:
6-(4-Amino-3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid amide;
6-(4-Amino-3-methoxyphenyl)-2-methyl-2H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
amide;

5-(4-Carbamoyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)-2-fluorobenzoic acid;
2-Amino-5-(4-carbamoyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzoic acid;
6-(4-Amino-3-cyanophenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
amide;
6-(4-Amino-3-cyanophenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
amide;
6-(4-Amino-3-cyanophenyl)-3-thiophen-2-yl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic
acid amide;

5-(4-Carbamoyl-1H-pyrazolo[3,4-b]pyridin-6-yl)-2-fluorobenzoic acid;
6-(3-Cyano-4-fluorophenyl)-3-phenyl-1H-pyrazolo{3,4-b]pyridine-4-carboxylic acid
amide;
5-(4-Difluoromethyl-3-phenyl-1H-pyrazolo[3,4-b)pyridin-6-yl)-2-fluorobenzoic acid;
2-Fluoro-5-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-(4-difluoromethyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo{3,4-b]pyridin-6-
yhbenzonitrile;
6-(3-Carbamoyl-4-fluorophenyt)-3-pyridin-3-yl-1H-pyrazolo[3,4-b]pyridine-4-
carboxylic acid amide;
5-(4-Difluoromethyl-2-methyl-2H-pyrazolo[3,4-b]pyridin-6-yl)-2-fluorobenzonitrile;
6-(1H-Indol-6-yl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
5-(3-Phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)-1,3-
dihydrobenzimidazol-2-one;
6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
phenylamide;

6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid (pyridin-2-
ylmethyhamide;
6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid pyridin-2-
ylamide;

6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid pyridin-3-

ylamide,
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6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid pyridin-4-
ylamide;
5-(4-Difluoromethyl-2-methyl-2H-pyrazolo[3,4-b)pyridin-6-yl)-2-fluorobenzamide;
5-(4-Difluoromethyl-1-methyl-3-pyridin-4-yl-1H-pyrazolo[3,4-b]pyridin-6-yl)-2-
fluorobenzonitrile;
2-Amino-5-(2-methyl-3-phenyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-
yl)benzonitrile;

6-(1H-Benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid phenylamide;
6-(1H-Benzimidazol-5-y!)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid pyridin-2-
ylamide;

6-(1H-Benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid (pyridin-3-
ylmethyl)amide;
6-(2-Ox0-2,3-dihydro-1H-benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic
acid phenylamide;
2-Amino-5-(4-difluoromethyl-1-methyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
3-(4-Difluoromethyl-1-methyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
4-(4-Difluoromethyl-1-methyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenylamine;
2-Amino-5-[2-(2-dimethylaminoethyl)-3-phenyl-4-trifluoromethyl-2H-pyrazolo[3,4-
b]pyridin-6-yl]benzonitrile;
2-Amino-5-(4-difluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-[1-(2-dimethylaminoethyl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridin-6-yl]benzonitrile;
2-Amino-5-[2-(2-morpholin-4-ylethyl)-3-phenyl-4-trifluoromethyl-2H-pyrazolo(3,4-
blpyridin-6-yl]benzonitrile;
2-Methoxy-5-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)nicotinonitrile;
2-Amino-5-(4-difluoromethyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzonitrile;
4-(4-Difluoromethyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenylamine;
[3-(4-Difluoromethyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-
yhphenylldimethylamine;
2-Amino-5-[3-phenyl-1-(2-piperidin-1-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridin-6-yllbenzonitrile;
Dimethyl{3-[3-phenyl-1-(2-piperidin-1-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridin-6-yl]phenyl}amine;
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2-Amino-5-[4-difluoromethyl-2-(2-dimethylaminoethyl)-2H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile;
2-Amino-5-[4-difluoromethyl-2-(2-morpholin-4-ylethyl)-2H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile;
2-Amino-5-[4-difluoromethyl-1-(2-dimethylaminoethyl)-3-phenyl-1H-pyrazolo[3,4-
blpyridin-6-yllbenzonitrile;
2-(2-Morpholin-4-ylethyl)-6-(3-morpholin-4-ylmethylphenyl)-4-trifluoromethyl-2H-
pyrazolo[3,4-b]pyridine;
Dimethyl{3-[1-(2-morpholin-4-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yllphenyl}lamine;
5-[1-(2-Morpholin-4-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl]nicotinonitrile;
5-[1-(2-Morpholin-4-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl]nicotinamide;
2-Amino-5-(2-methyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
1-Methyl-6-(3-morpholin-4-ylmethylphenyl)-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
2-Amino-5-(1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
Dimethyl[3-(1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenyllamine;
Dimethyl[3-(3-phenyl-2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-
yl)phenyllamine;
2-Amino-5-[4-difluoromethyl-2-(2-piperidin-1-ylethyl)-2H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile,
2-Amino-5-(4-difluoromethyl-3-pyridin-3-yl-1H-pyrazolo[3,4-b]pyridin-6-
yhbenzonitrile;
2-Amino-5-(4-difluoromethyl-2-propyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-(4-difluoromethyl-3-pyridin-4-yl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzonitrile;
1-Methyl-6-(3-morpholin-4-yimethylphenyl)-3-pyridin-3-yl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyridine;
2-Amino-5-[4-difluoromethyl-3-(3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile;
2-Amino-5-(2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
6-(3-Morpholin-4-ylmethylphenyl)-2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-
b]pyridine;
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Dimethyl[3-(2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)phenyllamine;
6-(3-Morpholin-4-yimethylphenyl)-1-propyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridine;
6-(4-Methoxyphenyl)-1-propyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
5-[3-(3-Methoxyphenyl)-1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl]nicotinonitrile;
3-(3-Methoxyphenyl)-1-methyl-6-(3-morpholin-4-yimethylphenyl)-4-trifluoromethyl-
1H-pyrazolo[3,4-b]pyridine;
{3-[3-(3-Methoxyphenyl)-1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yllphenyl}dimethylamine;
3-(3-Methoxyphenyl)-6-(4-methoxyphenyl)-1-methyl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyridine.

7. Process for preparing the compounds of formula (I) according to Claim 1,
in which Rz represents a group -CHF, or -CF3; Ry, Rs and R4 are as defined
previously, with the exception of Rz and R4 representing a hydrogen atom,
characterized in that:

- the compound of formula (XV) is subjected to an iodination reaction in the
presence of N-iodosuccinimide in order to obtain the compound of formula (XVII),

- the compound of formula (XVIII) is then subjected to an alkylation reaction
in the presence of a halogenated derivative of formula Rs-X in order to obtain the
compounds of formulae (XIX) and (XX),

- the compounds of formulae (XIX) and (XX) are separately subjected, in the
presence of a palladium catalyst, a ligand and a base, to a reaction with
phenylboronic or heteroarylboronic derivatives or phenylboronate esters or
heteroarylboronate esters according to a Suzuki coupling, in order to obtain the
compounds of formulae (XXI) and (XXII),

- the compounds of formulae (XXI) and (XXH) are separately subjected, in
the presence of a palladium catalyst, a ligand and a base, to a reaction with
phenylboronic or heteroarylboronic derivatives or phenylboronate esters or
heteroarylboronate esters according to a Suzuki coupling, in order to obtain the
compound of formula (I) in which Rz represents a group -CHF; or -CF3; Ry, Rz and

R4 are as defined previously.

8. Process for preparing the compounds of formula (I) according to Claim 1,
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in which Rz represents a group -CHF:z or -CF3, R1 and Rs are as defined previously,
with the exception of Rs representing a hydrogen atom, characterized in that:

- the compound of formula (XVIII) is subjected to an alkylation reaction in the
presence of a protecting group P in order to obtain the compound of formula (XXIII),

- the compound of formula (XXIIl) is subjected to a reaction with
phenylboronic or heteroarylboronic derivatives or phenylboronate esters or
heteroarylboronate esters according to a Suzuki coupling, in order to obtain the
compound of formula (XXIV),

- the compound of formula (XXIV) is subjected to a reaction with
phenylboronic or heteroarylboronic derivatives or phenylboronate esters or
heteroarylboronate esters according to a Suzuki coupling, in order to obtain the
compound of formula (XXV),

- the compound of formula (XXV) is subjected to a deprotection reaction in
order to obtain the compound of formula (I) in which R; represents a group -CHF: or
-CFs..

9. Medicament, characterized in that it comprises a compound of formula (I):

R, g
<l
R/ N Ng

the representation of the pyrazole ring indicates that the substituent R4 may be

in which:

borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to
the carbon bearing a substituent Rs (I") such that:

RS
= \
” I N (I
R7” N7 N
R4

Either
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R, R,
N =
] NR,

R N~ N (")

> Rq represents an aryl, pyridyl or pyrazolyl group optionally substituted with

one or more substituents chosen from:

o}

O

e}

e}

a halogen atom,

a -CF; group,

a cyano group,

a group -NRsRs' in which Rs and Re' are as defined below,

a group -NR1gR11 such that Rio and Ry form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH:NR10R11 such that Ryo and Ri1 form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —CORy2 in which R represents a hydroxyl group or a
group —NRsRe', in which Re and Rs' are as defined below,

a group -CONR/R7' such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH2)pNHSO-CHain which p represents 0 or 1,

a group —OR43 in which Ri3 represents a linear group (Cs-
Cs)alkyl,

a group (Cq-Cs)alkyl,

Or Ry represents a bicyclic group of formula A below:
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R8

R9 (A)

in which Rg and Ry form, together with the carbon atoms to which they are
attached, a saturated or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,
» Rz represents:
o a-CFjgroup,
o a-CHF: group,
o a—COOH group,

o agroup —CONHRs, in which Rs is as defined below,

» Rjrepresents:

o a hydrogen atom,
o an aryl group, optionally substituted with an alkoxymethyl group,
o a cycloalkyl group,

or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» R4 represents:

o a hydrogen atom,

o a linear group (Ci-Cs)alkyl, optionally substituted with a group -
NRsRs' in which Rs and R's are as defined below or a group —-NR/R7"
such that Rz and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

» Rs represents:
o a hydrogen atom,
o alinear group (C+-Cs)alkyl, optionally substituted with a pyridyl group,

or
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o an aromatic group chosen from aryl and pyridyl,
Rs and R’s, which may be identical or different, represent a hydrogen atom
or a linear alkyl group or a pharmaceutically acceptable acid-addition or base-

addition salt of this compound.

10. Compounds of formula (l)

in which:
the representation of the pyrazole ring indicates that the substituent R4 may be
borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to

the carbon bearing a substituent R (I") such that:

R, R,
= ’ N\
N t
~ y ("
R~ “N° N
R4
Either
R, R,
S
o NR,
R N~ N (")

> Rjrepresents an aryl, pyridyl or pyrazolyl group optionally substituted with
one or more substituents chosen from:
o a halogen atom,
o a-CF;group,
o acyano group,
o agroup -NRgRs' in which R and R¢' are as defined below,

a group -NR1gR11 such that Ryo and Riy form, together with

@]
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the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH:NR10R1y such that Ry and Ry form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —COR 12 in which R represents a hydroxyl group or a
group —NRsR¢', in which Rg and Re¢' are as defined below,

a group -CONRR7' such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH.)pNHSO2CHzsin which p represents 0 or 1,

a group —OR43 in which R4 represents a linear group (Ci-
Cs)alkyl,

a group (Cs-Ca)alkyl,

Or Ry represents a bicyclic group of formula A below:

R8

R9 (A)

in which Rs and Re form, together with the carbon atoms to which they are

attached, a saturated or unsaturated heterocycle comprising one or more

heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,

> R2 represents:

o a-CFsgroup,

e}

O

a -CHF» group,
a —COOH group,
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o agroup —CONHRs, in which Rs is as defined below,

» R represents:

a hydrogen atom,

(@]

an aryl group, optionally substituted with an alkoxymethyl group,

o

a cycloalkyl group,

O

or

a heteroaryl group chosen from thienyl and pyridyl groups,

o]

» Ry represents:

o a hydrogen atom,

o a linear group (Cs-Cs)alkyl, optionally substituted with a group -
NRsRs' in which Rs and R's are as defined below or a group —NR7R7'
such that R; and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

» Rs represents:
o a hydrogen atom,
o alinear group (C1-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

> Rs and R’s, which may be identical or different, represent a hydrogen
atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition salt, as

medicaments.

11. Pharmaceutical composition, characterized in that it comprises a compound of

formula (1)
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the representation of the pyrazole ring indicates that the substituent R4 may be

borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to

the carbon bearing a substituent Rz (I") such that:

Either

2 R3
~ [
~ o (1"
R; N \
R4
R, R,
N =
o NR,
R N N (1"

» Rj represents an aryl, pyridyl or pyrazolyl group optionally substituted with

one or more substituents chosen from:

e}

e}

e}

a halogen atom,

a -CFs group,

a cyano group,

a group -NReRe' in which Rs and R¢' are as defined below,

a group -NR1oR11 such that Rio and Ry1 form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH>NR10R41 such that Ry and Ry form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —COR12 in which R represents a hydroxyl group or a
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group —NRsRe', in which Rg and R¢' are as defined below,

o a group -CONR7R7' such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

o agroup —(CH>2),NHSO,CHain which p represents 0 or 1,

o a group —OR43 in which R43 represents a linear group (Cs-
Ca)alkyl,

o agroup (C4-Cs)alkyl,

Or R; represents a bicyclic group of formula A below:
R8

‘R9 (A)

Y

in which Rs and Rg form, together with the carbon atoms to which they are
attached, a saturated or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,

> R represents:
o a-CFsgroup,
o a-CHF; group,
o a—-COOH group,

o a group —CONHRs, in which Rs is as defined below,

> Rs represents:
o a hydrogen atom,
o an aryl group, optionally substituted with an alkoxymethyl group,
o a cycloalkyl group,
or

o a heteroaryl group chosen from thienyl and pyridy! groups,

» Ry represents:

o a hydrogen atom,
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o a linear group (C;-Ca)alkyl, optionally substituted with a group -
NRsRg' in which Rs and R's are as defined below or a group —-NR7R7"
such that Ry and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

» Rsrepresents:
o a hydrogen atom,
o alinear group (C+-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

» R¢ and R’s, which may be identical or different, represent a hydrogen
atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition salt, and also

at least one pharmaceutically acceptable excipient.

12. Compound of formula (I)

R, R,

=
POCc I

in which:
the representation of the pyrazole ring indicates that the substituent R4 may be
borne either by the nitrogen alpha to the pyridine ring (') or by the nitrogen alpha to

the carbon bearing a substituent Rz (I") such that:

R
2 RS
= \
| N/N ()
R7™ "N N
R

Either



86

R, R,
N
_ Jo NR

R N~ N (1)

» R4 represents an aryl, pyridyl or pyrazolyl group optionally substituted with

one or more substituents chosen from:

(@]

o

e}

O

a halogen atom,

a -CF3 group,

a cyano group,

a group -NRsR¢' in which Rs and Re¢' are as defined below,

a group -NR1oR11 such that Rio and Ry form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH2NR1sR+1 such that R« and R4y form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —COR12 in which Ry2 represents a hydroxyl group or a
group —NRsRg', in which Rg and R¢' are as defined below,

a group -CONR7R?' such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloaltkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH2),NHSO-CHsin which p represents 0 or 1,

a group —OR43 in which Rs; represents a linear group (Csi-
Cs)alkyl,

a group (C+-Cs)alkyl,

Or Ry represents a bicyclic group of formula A below:
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R8

— R9 (A)

in which Rs and Ry form, together with the carbon atoms to which they are
attached, a saturated or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,

» Rz represents:
o a-CF;group,
o a-CHF; group,
o a—-COOH group,

o agroup —CONHRs, in which Rs is as defined below,

» Rj represents:
o a hydrogen atom,
o an aryl group, optionally substituted with an alkoxymethyl group,
o a cycloalkyl group,
or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» Rjrepresents:

o a hydrogen atom,

o a linear group (C4-Cs)alkyl, optionally substituted with a group -
NReRs' in which Re and R's are as defined below or a group -NR-/R7"
such that Rz and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

» Rs represents:
o a hydrogen atom,
o alinear group (C1-Cs)alkyl, optionally substituted with a pyridyl group,

or
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o an aromatic group chosen from aryl and pyridyl,

» Res and R’s, which may be identical or different, represent a hydrogen

atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition sait, for its use
in the treatment and prevention of cancers, especially carcinomas with a substantial
degree of vascularization such as lung, breast, prostate, pancreatic, bowel, kidney
and oesophageal carcinomas, cancers that induce metastases, such as bowel
cancer, liver cancer and stomach cancer, melanomas, gliomas, lymphomas and

leukaemias, and also thrombopenias.

13. Compound of formula (1)
R, R,
AN

Q{\j (1)
2%
r/ NT Ng

the representation of the pyrazole ring indicates that the substituent R4 may be

in which:

borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to

the carbon bearing a substituent R3 (I") such that:

R, R,
= | \N
2 / ()
R °N” N
R4
Either
R, R,
X
N-R,
S >~ 7

> Ri represents an aryl, pyridyl or pyrazolyl group optionally substituted with

one or more substituents chosen from:
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a halogen atom,

a -CF; group,

a cyano group,

a group -NRsRs' in which Re and Re' are as defined below,

a group -NR1R11 such that Rio and Ry, form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH2NR1oR11 such that Ry and Ri1 form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group ~COR 12 in which Rz represents a hydroxyl group or a
group —NReRs', in which Rs and Rg' are as defined below,

a group -CONR7R7' such that R; and R7' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH>)pNHSO,CHzs in which p represents 0 or 1,

a group —ORi3 in which Ri3 represents a linear group (Ci-
Ca)alkyl,

a group (C+-Cs)alkyl,

Or R represents a bicyclic group of formula A below:

R8

R9 (A)

in which Rg and Rg form, together with the carbon atoms to which they are

attached, a saturated or unsaturated heterocycle comprising one or more

heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,
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» Ra represents:
o a-CF;group,
o a-CHF; group,
o a-—-COOH group,

o agroup -CONHRs, in which Rs is as defined below,

> Rs represents:
o a hydrogen atom,
o an aryl group, optionally substituted with an alkoxymethyl group,
o a cycloalkyl group,
or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» R4 represents:

o a hydrogen atom,

o a linear group (C¢-Cs)alkyl, optionally substituted with a group -
NReRs' in which Rs and R's are as defined below or a group —-NR7R7"
such that R; and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

> Rs represents:
o a hydrogen atom,
o alinear group (C+-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

» Rs and R’;, which may be identical or different, represent a hydrogen

atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition salt, for its use
in the treatment and prevention of cardiovascular diseases such as atherosclerosis,
post-angioplasty restenosis, diseases associated with complications arising after
the insertion of endovascular prostheses and/or aorto-coronary bypasses or other

vascular grafts, cardiac hypotrophy, vascular complications of diabetes such as
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diabetic retinopathy, hepatic, renal and pulmonary fibroses, neuropathic pain,
chronic inflammatory diseases such as rheumatoid arthritis or IBD, prostate
hyperplasia, psoriasis, clear-cell acanthoma, osteoarthritis, achondroplasias (ACH),
hypochondroplasias (HCH), TD (thanatophoric dysplasia), obesity, and macular

degeneration, such as age-related macular degeneration (AMD).

14. Use of a Compound of formula (l)
R

(5]

R,

(){\1 (1)

=
\

in which:
the representation of the pyrazole ring indicates that the substituent R4 may be
borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to
the carbon bearing a substituent Rs (I") such that:

R2 R,
= | N\
~ / (1
R”™ "N N
R,
Either
R
2 R,
= N—=—
. s /N_R4 "
R N N (")

> Rjrepresents an aryl, pyridyl or pyrazolyl group optionally substituted with
one or more substituents chosen from:
o a halogen atom,
o a-CFsgroup,
o acyano group,

o agroup -NRgRs' in which Rs and Re¢' are as defined below,

o]

a group -NR1oR11 such that Ric and R¢s form, together with
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the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a
halogen atom and a linear or branched alkyl group,

a group -CH:NR1oR41 such that Ry and R4 form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —COR2 in which Rz represents a hydroxyl group or a
group —-NRsR¢', in which Rs and Rs' are as defined below,

a group -CONR7R7" such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH2),NHSO,CHa in which p represents 0 or 1,

a group —OR43 in which Ris represents a linear group (Ci-
Cs)alkyl,

a group (Cq-Cs)alkyl,

Or Rqrepresents a bicyclic group of formula A below:

R8

R9 (A)

in which Rs and Rg form, together with the carbon atoms to which they are

attached,

a saturated or unsaturated heterocycle comprising one or more

heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,

» R:represents:

e}

O

e}

a -CF; group,

a -CHF; group,
a —COOH group,
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o agroup —CONHRs, in which Rs is as defined below,

» Rj represents:
o a hydrogen atom,
o an aryl group, optionally substituted with an alkoxymethyl group,
o a cycloalkyl group,
or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» R4 represents:

o ahydrogen atom,

o a linear group (C4-Ca)alkyl, optionally substituted with a group -
NRsR¢' in which Rs and R's are as defined below or a group ~NR;R7"
such that Ry and Rz form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

> Rs represents:
o ahydrogen atom,
o alinear group (C1-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

» Rs and R’s, which may be identical or different, represent a hydrogen

atom or a linear alkyl group,
in the form of the base or of an acid-addition or base-addition salt, in the
manufacture of a medicament for treatment and prevention of cancers, especially
carcinomas with a substantial degree of vascularization such as lung, breast,
prostate, pancreatic, bowel, kidney and oesophageal carcinomas, cancers that
induce metastases, such as bowel cancer, liver cancer and stomach cancer,

melanomas, gliomas, lymphomas and leukaemias, and also thrombopenias.
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15. Use of a Compound of formula (1)

R, g

=

- (‘){\1 )
R N Ng

in which:
the representation of the pyrazole ring indicates that the substituent R4 may be
borne either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to

the carbon bearing a substituent Rs (I'") such that:

2 R,
= N\
| N I
~ o (1
R; N \
R,
Either
R, R,
= SN—
- - /N-R4
RSN N ()

> R4 represents an aryl, pyridyl or pyrazolyl group optionally substituted with
one or more substituents chosen from:

o a halogen atom,

o a-CFsgroup,

o acyano group,

o agroup -NRsRs' in which Rs and Re' are as defined below,

o a group -NRsR11 such that Rio and Ry form, together with
the nitrogen atom to which they are attached, a saturated or
unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optionally
substituted with one or more substituents chosen from a

halogen atom and a linear or branched alkyl group,
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a group -CH2NR1oR11 such that Ry and R form, together
with the nitrogen atom to which they are attached, a saturated
or unsaturated heterocycle comprising one or more
heteroatoms chosen from a nitrogen atom and an oxygen
atom,

a group —COR12 in which Ri2 represents a hydroxyl group or a
group —NRsR¢', in which Rs and Re' are as defined below,

a group -CONR7R7' such that R; and R;' form, together with
the nitrogen atom to which they are attached, a
heterocycloalkyl comprising one or more heteroatoms chosen
from a nitrogen atom and an oxygen atom,

a group —(CH2)p,NHSO.CHzsin which p represents 0 or 1,

a group —OR43 in which Ris represents a linear group (C+-
Cs)alkyl,

a group (C+-Cs)alkyl,

Or Rirepresents a bicyclic group of formula A below:

R8

R9 (A)

in which Rs and Rg form, together with the carbon atoms to which they are

attached, a saturated or unsaturated heterocycle comprising one or more

heteroatoms chosen from a nitrogen atom, an oxygen atom and a sulfur atom,

optionally substituted with one or more linear alkyl groups,

» Rz represents:

o a-CF;group,

o a-CHF; group,
o a-COOH group,

O

a group —CONHRs, in which Rs is as defined below,

> Rsrepresents:

o a hydrogen atom,

o an aryl group, optionally substituted with an alkoxymethyl group,
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o a cycloalkyl group,
or

o a heteroary! group chosen from thienyl and pyridyl groups,

> Ry represents:

o a hydrogen atom,

o a linear group (Cq-Cs)alkyl, optionally substituted with a group -
NRsR¢' in which Rs and R's are as defined below or a group —-NR7R7'
such that R; and Ry form, together with the nitrogen atom to which
they are attached, a heterocycloalkyl comprising one or more

heteroatoms chosen from a nitrogen atom and an oxygen atom,

» Rsrepresents:
o ahydrogen atom,
o alinear group (C4-Cs)alkyl, optionally substituted with a pyridyl group,
or

o an aromatic group chosen from aryl and pyridyl,

» R¢ and R’s, which may be identical or different, represent a hydrogen
atom or a linear alky! group,

in the form of the base or of an acid-addition or base-addition salt, in the
manufacture of a medicament for treatment and prevention cardiovascular diseases
such as atherosclerosis, post-angioplasty restenosis, diseases associated with
complications arising after the insertion of endovascular prostheses and/or aorto-
coronary bypasses or other vascular grafts, cardiac hypotrophy, vascular
complications of diabetes such as diabetic retinopathy, hepatic, renal and
pulmonary fibroses, neuropathic pain, chronic inflammatory diseases such as
rheumatoid arthritis or IBD, prostate hyperplasia, psoriasis, clear-cell acanthoma,
osteoarthritis, achondroplasias  (ACH), hypochondroplasias (HCH), TD
(thanatophoric dysplasia), obesity, and macular degeneration, such as age-related

macular degeneration (AMD).
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CLAIMS

1. Compound corresponding to formula (I):

7 R,
P

g MR O
R N/HN‘\IT‘{

4

in which:
the representation of the pyrazole ring indicates that the’substituent Ry may be borne
10 either by the nitrogen alpha to the pyridine ring (I') or by the nitrogen alpha to the carbon

bearing a substituent R; (I") such that:

()

Either

15

» Ryfepresents an aryl, pyridyl or pyrazolyl group optionally substituted with one
r more substituents chosen from:

o a halogen atom,

o a-CF; group,

o acyano group,

o agroup -NRgRg¢' in which Rg and R¢' are as defined below,

o a group -NR4oR41 such that Ry and R4y form, together with the

nitrogen atom to which they are attached, a saturated or




o
¢

unsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogen atom and an oxygen atom, optiona
substituted with one or more substituents chosen from a halggen
atom and a linear or branched alkyl group,
with the

turated or

5 o a group -CH;NR1gRy4 such that Rya and Ry form, togeth
nitrogen atom to which they are attached, a
unsaturated heterocycle comprising one or mopeé heteroatoms

chosen from a nitrogen atom and an oxygen ato
o a group —COR;; in which Ry, represents a/hydroxyl group or a

10 group —NRsR¢', in which Rs and Re' are as defined below,

o a group -CONR;R;' such that R; and

nitrogen atom to which they areKattached, a heterocycloalkyl

7 form, together with the

comprising one or more heteroatgms chosen from a nitrogen atom

and an oxygen atom,

15 o a group —(CH2),NHSO,CHjs i’ which p represents 0 or 1,
o agroup —ORy3 in which Rf; represents a linear group (C4-Cj)alkyl,

o agroup (C-Cylalkyl,
f farmula A below:

R8

/— R9 (A)

20 in which Rg and Rg',férm, together with the carbon atoms to which they are

Or Rqrepresents a bicyclic group

attached, a saturated or yfsaturated heterocycle comprising one or more heteroatoms
chosen from a nitrogep/atom, an oxygen atom and a sulfur atom, optionaily substituted
with one or more Iingér alkyl groups,
r//’r
:/.
25 > R represents:
y,
¢/ a-CFjgroup,
__.ff"'o a -CHF; group,
o a-COOH group,

30 o agroup —CONHRs, in which Rs is as defined below,

» Rj;represents:
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o a hydrogen atom,

o an aryl group, optionally substituted with an alkoxymethyl group,

o a ¢ycloalkyl group,
or

o a heteroaryl group chosen from thienyl and pyridyl groups,

» Ry represents:

o a hydrogen atom,

o a linear group (C4-Cs)alkyl, optionally substituted with a group -NRgRs' in
which Rs and R's are as defined below or a group -NR;R7' such that R;
and Ry form, together with the nitrogen atom 10 which they are attached,
a heterocycloalkyl comprising one or more/ heteroatoms chosen from a

nitrogen atom and an oxygen atom,

> R;represents:
o a hydrogen atom,
o alinear group (Cs4-Cs)alkyl, optionally substituted with a pyridyl group,
or
o an aromatic group chosegr from aryl and pyridyl,
» Rs and R’s, which may pe identical or different, represent a hydrogen atom or

a linear alkyl group,

in the form of the base or of An acid-addition or base-addition salt.

2. Compoungds of formula (I) according to Claim 1, with the exception of the

following compoupids:
3-(4-FluorobenZyl)-1-methyl-6-[1-(2-methyl-2H-pyrazol-3-y!)-imidazo[1,5-a]pyridine-3-

carbonyl]-1Hquinazoline-2,4-dione;

3-(4-Fluogbbenzyl)-1-methyl-6-[1-(1-methyl-1H-pyrazol-4-yl}-imidazo[1,5-a]pyridine-3-
carbonyl]-1H-quinazoline-2,4-dione;
3-(4

c#rbonyl]-1H-quinazoline-2,4-dione;

luorobenzyl)-1-methyl-6-[1-(1-methyl-1H-pyrazol-4-yl)-imidazo[1,5-a]pyridine-3-

3-(4-Fluorobenzy!)-6-[1-(1-methyl-1H-pyrazol-4-yl)-imidazo[1,5-a]pyridine-3-carbonyl}-1-
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propy!l-1H-quinazoline-2,4-dione; ?
[6-(1-Bromo-2-methylindolizine<3-carbonyl)-2,4-dioxo-1,4-dihydro-2 H-quinazolin—%;"
ylJacetic acid methyl ester; §

[6-(1-Bromo-2-methylindolizine-3-carbonyl)-2,4-dioxo-1 ,4—dihydro-2H~quinazpﬂn-3-

yljacetic acid tert-butyl ester; /
6-(4-Fluoro-3-methoxycarbonylphenyl)-3-phenyl-1 H-pyrazolo[3,4-b]pyr_ilp‘ifne—4-carboxylic
acid, g

2-Fluoro-5-(3-phenyl-4-trifluoromethyl-1 H-pyrazolo[3,4-b}pyridin-{:‘7 l)benzoic acid;

N,N-Dimethyl-3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-

_—

yl)benzamide;
N,N-Dimethyl-4-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzamide;
5-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3/4-b]pyridin-6-yl)nicotinonitrile;
6-Benzothiazol-5-yl-1-methyl-3-phenyi-4-trifluoromeéthyl-1H-pyrazolo[3,4-b]pyridine;

1-Methyl-3-phenyl-6-(6-pyrrolidin-1-ylpyridin-3-yl)-4-trifluoromethyl-1H-pyrazolo[3,4-

blpyridine;
1-Methyl-6-(6-moarpholin-4-ylpyridin-3-yl}-34phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
blpyridine;
3-(1-Methyl-3-phenyl-4-trifluorometh
N-[4-(1-Methyl-3-phenyl-4-trifluor
yhbenzyllmethanesulfonamide;
1-Methyl-6-(1-methyi-1H-ind@l-6-y1)-3-phenyl-4-trifluoromethyl-1H-pyrazolo{3,4-
b]pyridine;
N-[3-(1-Methyl-3-phen

yhphenyllmethanesiffonamide;

-1H-pyrazolo[3,4-b]pyridin-6-yl)benzamide;
ethyl-1H-pyrazolo[3,4-b]pyridin-6-

“4-trifluoromethyi-1H-pyrazolo[3,4-b]pyridin-6-

4-Methyl-7-(1-metlyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yi)-3,4-
dihydro-2H-benzo[1,4]oxazine;
N-[3-(1-Methgl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yhbenzyllmethanesulfonamide;
6-(4-Mgthoxyphenyl)-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo{3,4-b]pyridine;
2-Flyaro-N-methyl-5-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo(3,4-b]pyridin-6-
ylibenzamide;

imethyl{3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)phenyllamine;
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6-[4-(3,5-Dimethylpyrazol-1-yl)phenyl}-1-methyi-3-phenyl-4-triftuoromethyl-1H-
pyrazolo[3,4-b]pyridine;
1-Methyl-6-(3-morphalin-4-ylmethylphenyl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[8,4-
blpyridine;
5-(1-Methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)nicotinogitrile;
4-(1-Methy!-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-blpyridin-6-yl)benzgic acid;
N,N-Dimethyl-4-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b|gyridin-6-
yl)benzamide;
N,N-Dimethyl-3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[¥,4-b]pyridin-6-
yh)benzamide;
1-Methyl-6-(6-morpholin-4-ylpyridin-3-yl)-3-phenyl-4-trifluorordethyl-1H-pyrazolo[3,4-
blpyridine;
6-(6-Methoxypyridin-3-yl)-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-blpyridine;
1-Methyl-3-phenyl-6-(6-pyrrolidin-1-ylpyridin-3-y1)-4-tyifluoromethyl-1H-pyrazolo[3,4-
blpyridine;
1-Methyl-6-(2-methyl-5-trifluoromethyl-2H-pyrazol-3-yl)-3-phenyl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyridine;
6-Benzothiazol-5-yl-1-methyl-3-phenyl-4-tifluoromethyl-1H-pyrazolo[3,4-bjpyridine;
N,N-Dimethyl-4-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzamide;
6-(4-Morpholin4-yIphenyl)-3-phenyl-A-triflucromethyl-1H-pyrazolo[3,4-b]pyridine;
6-(6-Morpholin-4-ylpyridin-3-yl}-3-ghenyl-4-trifluoromethyl-1H-pyrazolo[3,4-blpyridine;
6-(6-Methoxypyridin-3-yl)-3-phefiyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
6-(3-Morpholin-4-ylphenyl)-3/phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
N-Methyl-3-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b}pyridin-6-yl)benzamide;
N-[3-(3-Phenyl-4-trifluoyomethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)phenyllmethanesuffonamide;

3-Phenyl-6-(3-pipgridin-1-ylpheny!)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;

2-Fluoro-N-mejhyl-5-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-




10

15

20

25

30

4-(3-Phenyl-4-trifluoromethyl-1H-pyrazoto[3,4-b]pyridin-6-yl)phenylamine;
6-(4-Methoxyphenyl)-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
in the form of the base or of an acid-addition or base-addition salt.

3. Compounds of formula (I) according to Claim 1, characterize,d"/in that R;
represents a group: .//
o -CHF,, except when R, located on the nltrgéén alpha to Rj
represents a methyl group and Rj represents 'Ihydrogen atom,
o -COOCH, A
4
or 7
o —CONHRsg, in which Rs represents gfhydrogen atom or a linear
group (C4-Ca)alkyl, optionally subs__tjfﬂted with a pyridyl group or an
aromatic group chosen from aryl.-énd pyridyl,
in the form of the base or. of an acid-addition or baséiaddition salt.

4. Compounds of formula (1) accordinng:ﬁ any one of Claims 1 to 3, characterized
in that Ry represents an aryl, pyridyl or pyrgéﬁiyl group, optionally substituted with ane or
more substituents chosen from: ;

o a halogen atpf{'l,
and .

o a grouQ.-iCORm, in which Ry, represents a hydroxyl group,
in the form of the base or of ar’i'.acid-addition or base-addition salt.

5. Compounds qf"formula (1) according to Claims 1 to 4, characterized in that Ry
represents an aryl gréup, in the form of the base or of an acid-addition or base-addition

salt.

6. Compounds of formula (l) according to any one of Claims 1, 2, 4 and 5,
characterized in that R, represents:
o a-CF; group,
o a -CHF, group,
o a—-COOH group,
or

o a group —CONHRs, in which Rs represents a hydrogen atom or a
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linear group (C4-Cs)alkyl, optionally substituted wilh a pyridyl group
or an aromatic group chosen from aryl and pyridyl, /

in the form of the base or of an acid-addition or base-addition salt.

7. Compound of formula (I) according to one of the preceding claims,
characterized in that it is chosen from the following compounds:
6-(4-Methoxyphenyl)-1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazglo[3,4-b]pyridine;
Dimethyl[3-(1-methyl-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4/0]pyridin-8-
y)phenyllamine;
N-Methyl-3-(3-phenyl-4-triflucromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzamide;
[4-(4-Difluoromethyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-g-yl)phenyl]pyrrolidin-1-
ylmethanone;
4-Difluoromethyl-6-(1-methyl-1H-pyrazol-4-yl)-3-phefiyl-1H-pyrazolo[3,4-b]pyridine;
4-Difluoromethyl-6-(3,5-dimethyl-1H-pyrazol-4-yl}¥3-phenyl-1H-pyrazolo[3,4-b]pyridine;
4-Difluoromethyl-3-phenyl-6-(1H-pyrazol-4-yl)-1H-pyrazolo[3 4-b]pyridine;
4-Difluoromethyl-6-(6-methoxypyridin-3-yl)-3/phenyl-1H-pyrazolo[3,4-b]pyridine;
[3-(4-Difluoromethyl-3-phenyl-1H-pyrazolo{3,4-blpyridin-6-yl)phenyl]pyrrolidin-1-
yimethanone;
4-Difluoromethyl-3-phenyl-6-(3-piperjdin-1-ylphenyl)-1H-pyrazolo[3,4-b]pyridine;
6-(4-Aminc-3-methoxyphenyl)-1H-pyrazolo]3,4-b]pyridine-4-carboxylic acid;
6-(4-Amino-3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid;
6-(4-Amino-3-methoxyphenyl¥-3-phenyl-1H-pyrazolo[3,4-blpyridine-4-carboxylic acid
methylamide;
6-(4-Amino-3-methoxypienyl)-3-phenyl-1H-pyrazolo[3,4-bjpyridine-4-carboxylic acid
amide; compound witl trifluoroacetic acid;
6-(4-Amino-3-meth@xyphenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid methylamide;
4-(4-Amino-3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridine-6-carboxylic acid methylamide;
6-(4-Amino-3-phethoxyphenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid amide;

6-(4-Amino-8-methoxyphenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid;
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amide;
5-(4-Carbamoyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-8-yl)-2-fluorobenzoic acid;
2-Amino-5-(4-carbamoyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-y!)benzoic acid;
6-(4-Amino-3-cyanophenyl)-3-phenyl-1H-pyrazoto[3,4-b]pyridine-4-carboxyli¢’acid
amide;
8-(4-Amino-3-cyanophenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carbbxylic acid
amide;
6-(4-Amino-3-cyanophenyl)-2-methyl-2H-pyrazolo[3,4-b]pyridine-4<carboxylic acld;
6-(4-Amino-3-cyanophenyl)-3-thiophen-2-yl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
amide;
6-(4-Amino-3-cyanophenyl)-3-cyclopropyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid;
5-(4-Carbamoyl-1H-pyrazolo(3,4-b]pyridin-6-yl)-2-flucrgbenzoic acid;
6-(3-Cyano-4-fluorophenyl)-3-phenyl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid amide;
5-(4-Difluoromethy!l-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-yi)-2-fluorobenzoic acid;
2-Fluoro-5-(3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl )benzonitrile;
2-Amino-5-(4-difluoromethyl-3-phenyl-1H-pyfazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Fluoro-5-(3-phenyl-4-trifluoromethyl-1H4pyrazolo[3,4-b)pyridin-6-yl)benzoic acid;
2-Amino-5-(1-methyl-3-phenyl-4-triflugromethyl-1H-pyrazolof3,4-b)pyridin-6-
yhbenzonitrile;
2-Amino-5-(1-methyl-3-phenyl-4-ffifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzonitrile;
6-(3-Carbamoyl-4-fluorophenyl)-3-pyridin-3-yl-1H-pyrazolo[3,4-b]pyridine-4-carboxylic
acid amide;
5-(4-Difluoromethyl-2-pethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)-2-fluorobenzonitrile;
6-(1H-Indol-6-y!)-3-
5-(3-Phenyl-4-trifftuoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)-1,3-dihydrobenzimidazol-2-

enyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;

6-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b}pyridine-4-carboxylic acid pyridin-3-

ylamide;
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8-(4-Amino-3-cyanophenyl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid pyridin-4-
ylamide; /"f
5-(4-Difluoromethyl-2-methyl-2H-pyrazolo[3,4-b]pyridin-6-yl)-2-fluorobenzamide; /
5-(4-Difluoromethyl-1-methyi-3-pyridin-4-yl-1H-pyrazolo[3,4-b]pyridin-6-yl)-2- / i
fluorobenzonitrile;
2-Amino-5-(2-methyl-3-phenyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin6-
yhbenzonitrile;

6-(1H-Benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic agid phenylamide;
6-(1H-Benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic,acid pyridin-2-ylamide;
6-(1H-Benzimidazol-5-yl}-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid (pyridin-3-
ylmethyl)amide;
6-(2-Ox0-~2,3-dihydro-1H-benzimidazol-5-yl)-1H-pyrazolo[3,4-b]pyridine-4-carboxylic acid
phenylamide; /
2-Amino-5-(4-difluoromethyl-1-methyl-1H-pyrazolo[3/4-b]pyridin-6-yl)benzonitrile;
3-(4-Difluoromethyl-1-methyl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
4-(4-Difluoromethyl-1-methyl-1H-pyrazolo[3,4-k|pyridin-6-yl)phenylamine;
2-Amino-5-{2-(2-dimethylaminoethyl)-3-phenyl-4-trifluoromethyl-2H-pyrazolo[3,4-
b]pyridin-6-yllbenzonitrile;
2-Amino-5-(4-difluoromethyl-1H-pyrazgio[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-[1-(2-dimethylaminoethyl}-3-phenyl-4-trifluoromethyl-1H-pyrazolo[3,4-
b]pyridin-6-yl]benzonitrile;
2-Aming-5-[2-(2-morpholin-4-yléthyl)-3-phenyl-4-trifluocromethyl-2H-pyrazolo[3.,4-
b]pyridin-6-yl]lbenzonitrile;
2-Methoxy-5-(1-methyl-3-phenyi-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-
yhnicotinonitrile;
2-Amino-5-(4-difluorgmethyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-
yl)benzonitrile;

4-(4-Difluoromglhyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-y| )phenylamine;
(3-(4-Difluorgmethyl-1-methyl-3-phenyl-1H-pyrazolo[3,4-b]pyridin-6-

6-ylhenzonitrile;

Dimethyl{3-[3-phenyl-1-(2-piperidin-1-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-
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2-Amino-5-[4-difluoromethyl-2-(2-dimethylaminoethyl)-2H-pyrazolo[3,4-b] pyridin—6/—,-"f
yllbenzonitrile; f/
2—Amino-5-[4-diﬂuoromethyl-2—(2-morpholin—4-y|ethy|)—2H-pyrazo|0[3,4—b]pyriz§.i'ﬁ-6-
yl]benzonitrile; /’
2-Amino-5-{4-difluoromethyl-1-(2-dimethylaminoethyl)-3-phenyl-1 H-pyra;élo[S 4-
b]pyridin-8-yl]benzonitrile; .z/
2-(2-Morpholin—4—ylethy|)—6-(3-morpholin—4-ylmethylphenyl)-4—trifluo/r&nethyl—ZH—
pyrazolo[3,4-b)pyridine; /
Dimethyl{3-[1-(2-morpholin-4-ylethyl)-4-trifluoromethyl-1 H—py@z{)io[SA-b]pyridin-6—
yllphenyl}amine;

5-[1-(2-Morpholin-4-ylethyl)-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl]nicotinonitrile;
5-[1-(2-Morpholin-4-ylethy!}-4-trifluoromethyl-1H-pyrazoto[3,4-b]pyridin-6-yl]nicotinamide;
2-Amino-5-(2-methyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;

1-Methyl-6-(3-morpholin-4-ylmethylphenyl)-4-triflugromethyl-1H-pyrazolo[3,4-b]pyridine;

2-Amino-5-(1-methyl-4-trifluoromethyl-1H-pyrazslo[3,4-b]pyridin-6-yl)benzonitrile;

Dimethyl[3-(1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6-yl)phenyllamine;
Dimethyl[3-(3-phenyl-2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-
yhphenyllamine;
2-Amino-5-[4-difluoromethyl-2-(2-piperidin-1-ylethyl}-2H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile;
2-Amino-5-(4-diflucromethyl-3-pyfidin-3-yl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-(4-difluoromethyl-2fropyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
2-Amino-5-(4-difluoromethy

-pyridin-4-yl-1H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
1-Methyl-6-(3-morpholin-4~ylmethylphenyl)-3-pyridin-3-yl-4-trifluoromethyl-1H-
pyrazolo[3,4-b]pyriding
2-Amino-5-[4-difluor@methyl-3-(3-methoxyphenyl)-1H-pyrazolo[3,4-b]pyridin-6-
yllbenzonitrile;
2-Amino-5-(2-ppopyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridin-6-yl)benzonitrile;
6-(3-Morpholin-4-ylmethylphenyl)-2-propyl-4-trifluoromethyl-2H-pyrazolo[3,4-b]pyridine;

6-(4-Methoxyphenyl)-1-propyi-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridine;
5-[3(3-Methoxyphenyl)-1-methyl-4-trifluoromethyl-1H-pyrazolo{3,4-b]pyridin-6-

nicotinonitrile;




10

16

20

25

30

=~
~

3-(3-Methoxyphenyl)-1-methyl-6-(3-morpholin-4-ylmethylphenyl)-4-trifluoromethyl-1H- , '.
pyrazolo[3,4-b]pyridine;
{3-[3-(3-Methoxyphenyl)-1-methyl-4-trifluoromethyl-1H-pyrazolo[3,4-b]pyridin-6- /
yllphenyl}dimethylamine; / !
3-(3-Methoxyphenyl)-6-(4-methoxyphenyl)-1-methyl-4-trifluoromethyl-1H- pyrazo|o[3 4-
b]pyridine.

8. Process for preparing the compounds of formula (1) accxﬂ';ding to Claim 1, in
which R represents a group -CHF; or -CF3; Ry, Rz and R4 arc_g/és defined previously,
with the exception of a hydrogen atom, characterized in that: /H

- the compound of formula (XV) is subjected to ahﬁ iodination reaction in the
presence of N-iodosuccinimide in order to obtain the compound of formula (XVII1),

- the compound of formula (XVIII) is then sutp‘,ézcted to an alkylation reaction in
the presence of a halogenated derivative of f()/mula Rs-X in order to obtain the
compounds of formulae (XIX) and (XX), /

- the compounds of formulae (XIX) a {1 (XX) are separately subjected, in the
presence of a palladium catalyst, a ligand z;,nd a base, to a reaction with phenylboronic
or heteroarylboronic derivatives or phen)blf)oronate esters or heteroarylboronate esters
according to a Suzuki coupling, in order to obtain the compounds of formulae (XXI) and
(XX,

- the compounds of formuytag (XXI) and (XXIl) are separately subjected, in the
presence of a palladium catalygt, a ligand and a base, to a reaction with phenylboronic
or heteroarylboronic derivatives or phenylboronate esters or heteroarylboronate esters
according to a Suzuki coupling, in order to obtain the compound of formula () in which
R, represents a group -€HF; or -CF3; Ry, Rs and R4 are as defined previously, with the

exception of R; and R4 representing a hydrogen atom.

9. Procegs for preparing the compounds of formula () according to Claim 1, in
which R, représents a group -CHF; or -CF3, Ry and R; are as defined previously, with
the exceptign of a hydrogen atom, characterized in that:

- Ahe compound of formula (XVIll) is subjected to an alkylation reaction in the
presepce of a protecting group P in order to obtain the compound of formula (XXII1),

- the compound of formula (XXIHIl) is subjected to a reaction with phenylboronic or

sleroarylboronic derivatives or phenylboronate esters or heteroarylboronate esters
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according to a Suzuki coupling, in order to obtain the compound of formula (XXIV),

- the compound of formula (XXIV) is subjected to a reaction with pheny!bq.r‘bnic
or heteroarylboronic derivatives or phenylboronate esters or heteroarylboronatl_e"'ésters
according to a Suzuki coupling, in order to obtain the compound of formula (XXV)

- the compound of formula (XXV) is subjected to a deprotection reaCﬁon in order
to obtain the compound of formula (1) in which R, represents a group CHFz or -CFz and

R, and R are as defined previously.

10. Medicament, characterized in that it comprises a pt’;mpound of formula (l)
=
according to any one of Claims 1to 7 or a pharmaceutically/écceptable acid-addition or

base-addition salt of this compound. *3

/

!

J
11. Compounds of formula () according td any one of Claims 1 to 7, as
s

F 4

medicaments. /
H

12. Pharmaceutical composition, characterized in that it comprises a compound
of formula (l) according to any one of C!aﬂns 1 to 7, a pharmaceutically acceptable salt
of this compound, and also at least on_;a’fpharmaceutically acceptable excipient.

/)’
/"f

13. Use of a compound Pfformula () according to any one of Claims 1 to 7, for

the preparation of a medicam’ént for treating and preventing diseases necessitating a

modulation of the b-FGFs. /

V4
4

14. Combina/t'o/n of a compound according to any one of Claims 1 to 7 with one
or more antican?) active principles and/or with a radiotherapy and/or with any anti-
VEGF therapy. /

ompound according to any one of Claims 1 to 7, for its use in the treatment
ention of cancers, especially carcinomas with a substantial degree of
arization such as lung, breast, prostate, pancreatic, bowel, kidney and

vasc
oggophageal carcinomas, cancers that induce metastases, such as bowel cancer, liver

ancer and stomach cancer, melanomas, gliomas, lymphomas and leukaemias, and

also thrombopenias.
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16. Compound according to any one of Claims 1 to 7, for its use in combinat‘tbn

with one or more anticancer active principles and/or with a radiotherapy and/or \A}itﬁ any
anti-VEGF therapy. /

/
7
/

/

17. Compound according to any one of Claims 1 to 7, for its use in yé treatment
and prevention of cardiovascular diseases such as atherosclerosis, ?ést-angioplasty
restenosis, diseases associated with complications arising after /the insertion of
endovascular prostheses and/or aorto-coronary bypasses or otfier vascular grafts,
cardiac hypotrophy, vascular complications of diabetes such diabetic retinopathy,
hepatic, renal and pulmonary fibroses, neuropathic pain, chropic inflammatory diseases
such as rheumatoid arthritis or IBD, prostate hyperplasia, psoriasis, clear-cell
acanthoma, osteoarthritis, achondroplasias (ACH), hypochondroplasias (HCH), TD

(thanatophoric dysplasia), obesity, and macular degéneration, such as age-related
macular degeneration (AMD).




