in which :

5
R'l

10
RZ

15
R3

20
R4

CLAIMS

ethod for preparing a compound of general formula PC:

R3
R4
H N’
N—\
Rz/ —<N’N ~ R'l
5
R

represents

wherein * indicates the point of attachment of said group with the rest of

the molecule ;

represents
Sa "’
R
| 2
~Q
R5b

wherein * indicates the point of attachment of said group with the rest of

the molecule;

represents a hydrogen atom ;

represents a hydrogen atom ;
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represents a hydrogen atom or a C1-Cs-alkyl- group ;

represents a group selected from: Cy-C4-alkoxy-, halo-Cy-Cs-alkoxy-,

R>® ts a group selected from:

10 R®  represents a

*

F group ;
wherein * indicates the pyint of attachment of said group with the rest of
the molecule ;
wherein said group is optionally substituted, one or more times, identically

15 or differently, with a halogen atorR or a methyl- group ;
R’ represents a C4-Cs-alkyl- or a cycloprop¥- group ;
R® represents a hydrogen atom or a Cq-Cg-alkyl-\Qr C3-Ce-cycloalkyl- group ;
20 wherein said Cq-Cg-alkyl- or C3-C4-cycloalkyl- groyp is optionally substituted,

one or more times, with a halogen atom ;

or
R’ and R® together with the molecular fragment they are attacheX, to represent a 4-

25 to 6-memberered heterocyclic ring, which is optionally subXituted, one or
more times, identically or differently, with a halogen atom, a\Ci-Cs-alkyl-,

halo-Cq-Cs-alkyl- or C4-Cs-akloxy- group ;
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R’ represents a group selected from: C;-Cs-alkyl-, hydroxy-Cy-Cs-alkyl-, -N(H)R®;
-N(R)R®, N(H)}(R®)-C4-C3-alkyl-, N(R"}{R®)-C4-Cs-alkyl- ;

Q epresents CH or N ;
5
wherein the\method comprises the step of allowing a compound of general formula
R4
cG'
10
(In5)
15

thus providing a compound of general formula (la) :

20  wherein:

G'  represents



erein * indicates the point of attachment of said group with the rest of

the Ypolecule ; or

a protected amine ;

CG' and CG?

represent grouRs enabling palladium catalysed coupling reactions, including

chloro, bromo, 1]do, trifluoromethylsulfonyloxy, or a boronic acid or an
10 ester thereof, with \he proviso that if CG' represents a boronic ester or an

ester or derivative theheof, CG? stands for a leaving group, and vice versa;

and

R%, R}, R*, and R® are as defined in\claim 1.

15

2. Method for preparing a compound of geNeral formula PC as defined in claim 1,

the method comprising the step of allowing a\compound of general formula (In1) :

20 in which R, R®, R*, and R® are as defined in claim 1, and

CG’ represents
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wherein * indicates the point of attachment of said group with the rest of

the molecule ;

repyesent, independently from each other, a hydrogen atom or a C-Cs-alkyl
or C3Ce-cycloalkyl- group ;
or

RB" and R®? together represent a C;-Cq-alkylene group;

10  to react with a compouRd of general formula (In2) :

in which :

15 G'  represents

wherein * indicates the point of attachment of s§id group with the rest of
the molecule ; or
-NH3, or a protected amine ; and

20 LG  represents a leaving group;

thus providing a compound of general formula (la) :
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in which

5 G'represents

|
*N H R°

‘; e

0 R
wherein * indicates the Roint of attachment of said group with the rest of
the molecule ; or

-NH,, or a protected amine,
10

and

R, R?, RY, R®, R® and R® are as defined in cl&

15

3. The method according to claim 1, wherein the m¢thod comprises the step of

allowing a compound of general formula (In1) :

3

R
R4
H N‘\. ~
N—<\
/ ~N_ =
N
R2 LG
R5

(In1)

20 in which R%, R®, R, and R® are as defined in claim 1, and LG is a leaving gr

- 179 -



react with a compound of general formula (In2) or (In3):

5
(In2) {In3)
in which :
G'  represents
H
N H R°
0>A\R6
10 wherein * indicates the poinh\of attachment of said group with the rest of
the molecule ; or
-NH,, or a protected amine ;
R®" and R™
15 represent, independently from each othery, a hydrogen atom or a Cy-Ce-alkyl

or C3-C4-cycloalkyl- group ;
or

RB! and RE? together represent a C¢-C¢-alkylene group;

20 thus providing a compound of general formula (la) :
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5

wherein * indicates the pdint of attachment of said group with the rest of
the molecule ; or
-NH;, or a protected amine.

10
4, The method according to any one of claimsX to 3, wherein

G' represents

|
*N H R
o) R®
15 wherein * indicates the point of attachment of said &oup with the rest of

the molecule.

5. The method according to any one of claims 2 to 3, wherein

20 G’ represents a protected amine.
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The method according to any cone of claims 1 to 5, wherein LG represents a

chldyine atom or a bromine atom.

7. The metRod according to any one of claims 1 to 6, wherein the compound of
general formuiy (1) is selected from the group consisting of:
(2R)-2-(4-fluoropdenyl)-N-[4-(2-{[2-methoxy-4-(methylsulfonyl)phenyl]amino}-
[1,2,4]triazolo[1,5-Npyridin-6-yl)phenyl]propanamide,

10 (2R)-N-[4-(2-{[2-ethoxy¥-(methylsulfonyl)phenyt]lamino}[1,2,4]triazolo[1,5-
alpyridin-6-yl)phenyl]-2-(d\fluorophenyl)propanamide,
(2R)-2-(4-fluorophenyl)-N-[4-(R-{[4- (methylsulfonyl)-2-(2,2,2-trifluoroethoxy)-
phenyl]amino}[1,2,4]triazolo[1,5\g]pyridin-6-yl)phenyl]propanamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl)proganoyl]amino}phenyl)[1,2,4]triazolo[1,5-

15  a]pyridin-2-yl]Jamino}-3-methoxy-N-(2, A 2-trifluoroethyt}benzamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl)propanoyNamino}phenyl)[1,2,4]triazolo[1,5-a]-
pyridin-2-ylJamino}-3-methoxybenzamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl)propanoyl]Jaming}phenyl}[1,2,4]triazolo[1,5-a]-
pyridin-2-ylJamino}-3-(2,2,2-trifluoroethoxy)benzamjde,

20  (2R)-N-{4-]2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-medoxyphenyi}amino)-
[1,2,4]triazolo[1,5-alpyridin-6-yl]phenyl}-2-(4-fluoropheny)propanamide,
(2R)-N-[4-(2-{[4-(azetidin-1-ylcarbonyl)-2-methoxyphenyl]amo}{1,2,4]-
triazolo[1,5-a]pyridin-6-yl)phenyl]-2-(4-fluorophenyl)propanamidg,
(2R)-2-(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(2-0x0-1,3-oxazolidinN3-y}phenyl]-

25 amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
(-)-2-(4-fluorophenyl)-3-hydroxy-N-[4-(2-{[4-(methylsulfonyl)-2-(2,2,2-tri-
fluoroethoxy)phenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanagide,
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10

15

20

25

(2R}-2-amino-2-(4-fluorophenyl}-N-[4-(2-{[2-methoxy-4-(methylsulfonyl)-
henyl]lamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]ethanamide,
-(4-{[(2R)-2-(4-fluorophenyl)propanoyl]amino}phenyl)[1,2,4]triazolo[1,5-
alpyrNin-2-ylJamino}-3-methoxy-N,N-dimethylbenzamide,
(2R)-2-(4Xluorophenyl)-N-[4-(2-{[2-methoxy-4-(pyrrolidin-1-
ylcarbonyl)phenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl}phenyl]propanamide,

(2R)-N-{4-[2-({
trifluoroethoxy)phgnyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-yl]phenyl}-2-(4-

(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-
fluorophenyl)propanamide,
(2R}-2-(4-fluorophenyl)-N.{4-[2-({4-[(3-hydroxyazetidin-1-yl)carbonyl]-2-(2,2,2-
trifluoroethoxy)phenyl}aming)[1,2,4]triazolo[1,5-a]pyridin-6-

ylJphenyl}propanamide,

(2R)-2-(4-fluorophenyl)-N-[4-{2-{[X; (pyrrolidin-1-ylcarbonyt)-2-(2,2,2-
trifluoroethoxy)phenyl]lamino}{1,2,4Xriazolo[1,5-a]pyridin-6-

yl)phenyl]propanamide,

(25)-2-(4-fluorophenyl)-3-hydroxy-N-[4-(2-}2-methoxy-4-

(methylsulfonyl)phenyl]lamino}[1,2,4]triazolo[N,5-alpyridin-6-

yl)phenyl]propanamide,

(25)-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl}-2-(¥,2,2-

trifluoroethoxy)phenyljamino)[1,2,4]triazolo[1,5-a]pyridin-6-yl]phenyl}-2-(4-

fluorophenyl)-3-hydroxypropanamide,

yl)phenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]ethanamide}

- 183 -



(2R)-2-amino-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-
ethoxyphenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-yt]phenyl}-2-(4-

flugrophenyl}ethanamide,

(2R)-2xamino-N-[4-(2-{[4-(azetidin-1-ylcarbonyl)-2-
5 methoxyghenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]-2-{(4-

fluoropheny )ethanamide,

(2R)-2-amino-A(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(pyrrolidin-1-

ylcarbonyl)phenyNamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl}phenyl]jethanamide,

(2R)-2-amino-N-{4-[2\{{4-[(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-

10  trifluoroethoxy)phenylfamino)[1,2,4]triazolo[1,5-a]pyridin-6-yl]phenyi}-2-(4-

fluorophenyl)ethanamide.

8. Intermediate compound of\general formula (In1) :

15  in which R%, R?, R*, and R® are as defined in aky one of the claims 1 to 7, and CG'

represents

wherein * indicates the point of attachment of said gxoup with the rest of
the molecule ;
20
R®' and R®2
represent, independently from each other, a hydrogen atom oNa C4-Cq-alkyl

or C3-Ce-cycloatkyl- group ;
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or

57 and R™ together represent a Cy-Cs-atkylene group.

9. Inteymediate compound according to claim 8, which is selected from :




























10. Intermediate compound of general formula (In2) 2

10

in which :

RE! and R®?
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10

represent, independently from each other, a hydrogen atom or a C;-Cg-alkyl
or C3-Ce-cycloalkyt- group ;
or

R®" and R™ together represent a C4-Cs-alkylene group;

and

G' is selectedXrom:

* N CH,







CLAIMS

1. Method for preparing a compound of general formula PC:

R
4
H Ne xR
/N_<\ N~
R N~ R’
5 R®
(PC)
in which :
R represents
H
O
o R®
10
wherein * indicates the point of attachment of said group with the rest of
the molecule ;
R? represents
Sa "
R | X
~Q
RSb
15
wherein * indicates the point of attachment of said group with the rest of
the molecule;
R® represents a hydrogen atom ;
20
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R5
5 RSE
RSb
10
R6
15
R9
and
20 Q

represents a hydrogen atom ;
represents a hydrogen atom ;
represents a group selected from: methoxy-, ethoxy, F3C-CH;-O-;
represents a group selected from: H3C-S(0);-, HaN-C(0)-,

0]

§

O *
N—( . k y F
k/o [D N\l Sr
F Fro .

wherein * indicates the point of attachment of said groups with the rest of

the molecule;

represents a

*

F group ;
wherein * indicates the point of attachment of said group with the rest of

the molecule ;

represents a group selected from: methyl-, HO-CH;-, HaN-CH;-, -NHy;

represents CH ;

the method comprising the step of allowing a compound of general formula (In1) :
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10

15

20

in which CG' represents

R
H N\ ~
N—<\ N
— —
Rz/ N cG’
RS
(In1)
O_RBZ
/
* B
0~R®"

wherein * indicates the point of attachment of said group with the rest of

the molecule ;

R®' and R®?

represent, independently from each other, a hydrogen atom or a C;-Ce-alkyl

or C3-C¢-cycloalkyl- group ;

or

RB! and R®? together represent a C;-Ce-alkylene group;

in which :

G'  represents

to react with a compound of general formula (In2) :

(In2)
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wherein * indicates the point of attachment of said group with the rest of
the molecule ; and

LG represents a leaving group;

5 thus providing a compound of general formula ([a) :

10
or
the method comprises the step of allowing a compound of general formula (In1) :
R3
4
N R
H i =77 "
/N N ~N._ .=
R? N LG
RS
15 (In1)
in which LG is a leaving group;
to react with a compound of general formula (In2) or (In3):
R*—0 F K
\ ] \ - ]
a2/ /
20 R™—0 F
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(In2) (In3)
in which :

G'  represents

i
*N H R
5 o; R®

wherein * indicates the point of attachment of said group with the rest of

the molecule ;

10 R® and R®
represent, independently from each other, a hydrogen atom or a C4-Ce-alkyl
or C3-C4-cycloalkyl- group ;
or
RB" and R together represent a C;-Cs-alkylene group;
15

thus providing a compound of general formula (ia) :

20
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15

20

25

2. The method according to claim 1 wherein the compound of general formula (PC)
is selected from the group consisting of:
(2R)-2-(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(methylsulfonyl)phenyl]amino}-
[1,2,4}triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
(2R)-N-[4-(2-{[2-ethoxy-4-(methylsulfonyl)phenyl]amino}[1,2,4]triazolo[1,5-
a]pyridin-6-yl)phenyl]-2-(4-fluorophenyl)propanamide,
(2R)-2-(4-fluorophenyl)-N-[4-(2-{[4-(methylsulfonyl)-2-(2,2,2-trifluoroethoxy)-
phenyl]lamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl}propanoyl]lamino}phenyl)[1,2,4]triazolo[1,5-
a]pyridin-2-yl]Jamino}-3-methoxy-N-(2,2,2-trifluoroethyl)benzamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl)propanoyt]amino}phenyt)[1,2,4]triazolo[1,5-a]-
pyridin-2-yl]Jamino}-3-methoxybenzamide,
4-{[6-(4-{[(2R)-2-(4-ftuorophenyl)propanoyllamine}phenyl)[1,2,4]triazolo[1,5-a]-
pyridin-2-ylJamino}-3-(2,2,2-triflucroethoxy)benzamide,
(2R)-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-methoxyphenyl}amino)-
[1,2,4]triazolo[1,5-a]pyridin-6-yl]phenyl}-2-(4-fluorophenyl)propanamide,
(2R)-N-[4-(2-{[4-(azetidin-1-ylcarbonyl)-2-methoxyphenyl]amino}[1,2,4]-
triazolo[1,5-a]pyridin-6-yl)phenyl]-2-(4-fluorophenyl)propanamide,
(2R)-2-(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(2-0x0-1,3-0oxazolidin-3-y)phenyt]-
amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
(-)-2-(4-fluorophenyl)-3-hydroxy-N-[4-(2-{[4- (methylsulfonyl)-2-(2,2,2-tri-
fluoroethoxy)phenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
(2R)-2-amino-2-(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(methylsulfonyl)-
phenyl]amino}[1,2,4]triazolo[1,5-a|pyridin-6-yl)phenyl]ethanamide,
4-{[6-(4-{[(2R)-2-(4-fluorophenyl)propanoyljamino}phenyl)[1,2,4]triazolo[1,5-
a]pyridin-2-yl]Jamino}-3-methoxy-N,N-dimethylbenzamide,
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15

20

25

{2R)-2-(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(pyrrolidin-1-
ylcarbonyl)phenyl]amino}{1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide,
(2R)-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-
trifluoroethoxy)}phenyl}amino)[1,2,4}triazolo[1,5-a]pyridin-6-ylJphenyl}-2- (4-
fluorophenyl)propanamide,
(2R)-2-(4-fluorophenyl)-N-{4-[2-({4-[(3-hydroxyazetidin-1-yl)carbonyl]-2-(2,2,2-
trifluoroethoxy)phenyl}amino){1,2,4]triazolo[1,5-a]pyridin-6-
yllphenyl}propanamide,

(2R)-2-(4-fluorophenyl)-N-[4-(2-{[4- (pyrrolidin-1-ylcarbonyl)-2-(2,2,2-
trifluoroethoxy)phenyl]lamino}[1,2,4]triazolo[1,5-a]pyridin-6-
yl)phenyl]propanamide,
(25)-2-(4-fluoropheny!)-3-hydroxy-N-[4-(2-{[2-methoxy-4-
(methylsulfonyl)phenyllamino}[1,2,4]triazolo[1,5-a]pyridin-6-
yl)phenyl]propanamide,
(2S)-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-
trifluoroethoxy)phenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-ylJphenyl}-2- (4-
fluorophenyl)-3-hydroxypropanamide,
(2R)-2-amino-2-(4-fluorophenyl)-N-[4-{2-{[4-{methylsulfonyl)-2-(2,2,2-
trifluoroethoxy)phenyl]lamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl}jethanamide,
(2R)-2-amino-2-(4-fluorophenyl)-N-[4-{2-{[2-methoxy-4-(2-0x0-1,3-oxazolidin-3-
yl)phenyijamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]ethanamide,
(2R)-2-amino-N-{4-[2-({4-[(3-fluoroazetidin-1-yl}carbonyl]-2-
methoxyphenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-yl}phenyl}-2-(4-
fluorophenyl)ethanamide,

(ZR)-Z2-amino-N-[4-(2-{[4-(azetidin-1-ylcarbonyl)-2-
methoxyphenyl]amino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]-2-(4-

fluorophenyl)ethanamide,
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(2R)-2-amino-2-(4-fluorophenyl)}-N-[4-(2-{[2-methoxy-4- (pyrrolidin-1-
ylcarbonyl)phenyt]lamino}[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]ethanamide,
(2R)-2-amino-N-{4-[2-({4-[(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-
trifluoroethoxy)phenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-yl]phenyi}-2-(4-

fluorophenyl)ethanamide.
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