
thod for preparing a compound of general formula PC: 

H 

R2/ N-IDR1 

R5  

(PC) 

5 

in which : 

CLAIMS 

RI 	represents 

10 

H 
N H R

9 

0 
\ Rs 

wherein * indicates the point of atta 'ment of said group with the rest of 

the molecule ; 

R2 	represents 

R
5b 

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

the molecule; 

R3 	represents a hydrogen atom ; 

15 
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0 k 
* NH 

xF 

, 	 , 	
F 	; 

represents a hydrogen atom ; 

represents a hydrogen atom ; 

5 	Rya 	re resents a group selected from: methoxy-, ethoxy, F3C-CH2-0-; 

R5b 	represe s a group selected from: H3C-S(0)2-, H2N-C(0)-, 

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

10 	the molecule; 

R6 	represents a 

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

15 	the molecule ; 

R9 	represents a group selected from: methyl-, HO-CH2-, N-CH2-, -NH2; 

F group ; 

and 

20 	Q 	represents CH ; 

the method comprising the step of allowing a compound of general formula 1 : 
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0—RB2  
/ 

*g 

O—R
B1  

in which CG1  re esents 

H 
N 

R2/  
NI-- 	CG 

R5  

(Inl) 

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

the molecule ; 

RB1  and RBZ  

represent, independently from :ach other, a hydrogen atom or a C1-C6-alkyl 

10 	or C3-C6-cycloalkyl- group ; 

or 

RB1  and RBZ  together represent a C1-C6-alkylene •soup; 

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

LG 

(1n2) 

in which : 

G1 	represents 

H 

* N H Rs 
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(la) 

H 
N 

10 

3 

R5  

(Inl) 

in which LG is a leaving group; 

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

RBi 0  
\ 
B 

B2 	/ 
R —0 

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

the molecule ; and 

LG 	represents a leaving group; 

5 	thus pro ing a compound of general formula (la) : 

or 

15 

20 

the method comprises the step of allowing compound of general formula (Inl ) : 
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(In2) 	 (In3) 

ei and R62  together represent a Ci-C6- lkylene group; 

5 

15 

in hich : 

G1 	represents 

N 	1-1 

R6  

wherein 	dicates the point of attachment of said group with the rest of 

the molecule 

10 	R61  and R52 

represent, independent from each other, a hydrogen atom or a C1-05-alkyl 

or C3-C6-cycloalkyl- group 

or 

thus providing a compound of general formu (la) : 

H 
N 
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2. The method according to claim 1 wherein the compound of general formula (PC) 

selected from the group consisting of: 

(2 -2-(4-fluorophenyl)-N44-(2-{[2-methoxy-4-(methylsulfonyl)phenyl]amino}-

[1,2,4 riazolo[1,5-a]pyridin-6-yl)phenyl]propanamide, 

5 (2R)-N-[4- -{[2-ethoxy-4-(methylsulfonyl)phenyl]amino}[1,2,4]triazolo[1,5-

c]pyridin-6-y henyl]-2-(4-fluorophenyl)propanamide, 

(2R)-2-(4-fluorop enyl)-N44-(2-{[4-(methylsulfonyl)-2-(2,2,2-trifluoroethoxy)-

phenyliamino}11,2, triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide, 

4-{[6-(4-{[(2R)-2-(4-fluo phenyl)propanoyl]amino}pheny0[1,2,4]triazolo[1,5-

10 c]pyridin-2-yl]amino}-3- hoxy-N-(2,2,2-trifluoroethyl)benzamide, 

44[6-(4-{[(2R)-2-(4-fluorophen l)propanoyl]aminolphenyl)[1,2,4]triazolo[1,5-a]-

pyridin-2-yl]amino}-3-methoxybe amide, 

44[6-(44[(2R)-2-(4-fluorophenyl)pro noyljaminolphenyl)[1,2,4]triazolo[1,5-a]-

pyridin-2-yl]amino1-3-(2,2,2-trifluoroeth xy)benzamide, 

15 (2R)-N-{442-({4-[(3-fluoroazetidin-1-yl)carb yl]-2-methoxyphenyllamino)-

[1,2,4]triazolo[1,5-a]pyridin-6-yllphenyl}-2-(4- orophenyl)propanamide, 

(2R)-N44-(2-{[4-(azetidin-1-ylcarbonyl)-2-methoxy enyl]amino111,2,4]-

triazolo[1,5-c]pyridin-6-yOphenyl]-2-(4-fluorophenyl) opanamide, 

(2R)-2-(4-fluorophenyl)-N44-(21[2-methoxy-4-(2-oxo-1,3- xazolidin-3-Aphenyl]-

20 amino111,2,4]triazolo[1,5-a]pyridin-6-Aphenylipropanamid 

(-)-2-(4-fluorophenyl)-3-hydroxy-N44-(2-{{4-(methylsulfonyl)-2- 2,2-tri-

fluoroethoxy)phenyllamino111,2,4]triazolo[1,5-a]pyridin-6-yl)pheny ropanamide, 

(2R)-2-amino-2-(4-fluorophenyl)-N-{4-(2-{[2-methoxy-4-(methylsulfonyl 

phenyl]amino1[1,2,4]triazolo[1,5-a]pyridin-6-yOphenyl]ethanamide, 

25 	4-{[6-(4-{[(2R)-2-(4-fluorophenyl)propanoyl]amino}phenyl)[1,2,4]triazolo[1,5-

a]pyridin-2-yliaminol-3-methoxy-N,N-dimethylbenzamide, 
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(2R)-2-(4-fluorophenyl)-N44-(2-112-methoxy-4-(pyrrolidin-1- 

carbonyl)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6-yOphenyl]propanamide, 

(2R) -{442-(14-[(3-fluoroazetidin-1-Acarbonyl]-2-(2,2,2- 

trifluo ,,ethoxy)phenyllamino111,2,4]triazolo[1,5-a]pyridin-6-Aphenyl}-2-(4- 

5 fluorophe l)propanamide, 

(2R)-2-(4-fluo phenyl)-N-{442-(14-[(3-hydroxyazetidin-1-Acarbonyt]-2-(2,2,2-

trifluoroethoxy) enyliamino)[1,2,4]triazolo[1,5-a]pyridin-6-

Aphenyl}propana'de,   

(2R)-2-(4-fluorophenyl) 14-(2-114-(pyrrolidin-1-ylcarbonyl)-2-(2,2,2- 

10 trifluoroethoxy)phenyt]a off1,2,41triazolo[1,5-a]pyridin-6- 

Aphenyt]propanamide, 

(25)-2-(4-fluorophenyl)-3-hydrox -N14-(2-[[2-methoxy-4-

(methylsulfonyl)phenyl]aminol[1,2, triazolo[1,5-a]pyridin-6-

Aphenyl]propanamide, 

15 (28)-N-{442-(14-[(3-fluoroazetidin-1-yl)ca onyl]-2-(2,2,2-

triftuoroethoxy)phenyllamino)[1,2,4]triazolo 1,5-a]pyridin-6-Aphenyl}-2-(4-

fluorophenyl)-3-hydroxypropanamide, 

(2R)-2-amino-2-(4-fluorophenyl)-N14-(2-{[4-(methy ulfonyl)-2-(2,2,2-

trifluoroethoxy)phenyl]amino111,2,4]triazolo[1,5-a]py 'din-6-Aphenyt]ethanamide, 

20 (2R)-2-amino-2-(4-fluorophenyl)-N44-(24[2-methoxy-4-(2 xo-1,3-oxazolidin-3-

Aphenygamino111,2,4]triazolo[1,5-a]pyridin-6-yl)phenyget namide, 

(2R)-2-amino-N-{412-([44(3-fluoroazetidin-1-yOcarbonyl]-2-

methoxyphenyllamino)[1,2,4]triazolo[1,5-a]pyridin-6-Aphenyl}-2-

fluorophenypethanamide, 

25 	(2R)-2-amino-N14-(2-114-(azetidin-1-ylcarbony0-2- 

methoxyphenyl]aminol[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyt]-2-(4-

fluorophenyOethanamide, 
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(2R)-2-amino-2-(4-fluorophenyl)-N14-(2-112-methoxy-4-(pyrrolidin-1-

y arbonyl)phenyliamino111,2,4]triazolo[1,5-a]pyridin-6-yl)phenyliethanamide, 

(2R)- -amino-N-{442-({4-[(3-fluoroazetidintyl)carbonyl]-2-(2,2,2- 

trifluort -thoxy)phenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-yliphenyll-2-(4- 

5 	fluorophen l)ethanannide. 



5 

H 
N 

R2/  

CLAIMS 

1. A method for preparing a compound of general formula (la): 

(la) 

in which : 

0 

G1  represents 

H 

Rg 
 

) 	\ 

o 	R
6 
 . 

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

molecule ; 

5 R2  represents 

R5a  

Y4 
 

R
5b 

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

molecule; 

20 	R3 	represents a hydrogen atom ; 
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R4 	represents a hydrogen atom ; 

R5 	represents a hydrogen atom or a C1-C3-alkyl- group ; 

5 	Rya 	represents a group selected from: C1-C4-alkoxy-, halo-C1-C4-alkoxy-, 

C1-C4-alkyl ; 

R5b 	represents a group selected from: 

-C(=0)N(H)R8, -C(=0)NR8R7, -N(R7)C(-0)0R8, 127-5(=0)2- ; 

10 

R6 	represents a 

group ; 

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

molecule ; 

15 	wherein said group is optionally substituted, one or more times, identically 

or differently, with a halogen atom or a methyl- group ; 

R7 	represents a C1-C3-alkyl- or a cyclopropyl- group ; 

20 	R8 	represents a hydrogen atom or a C1-C6-alkyl- or C3-C6-cycloalkyl- group ; 

wherein said C1-C6-alkyl- or C3-C6-cycloalkyl- group is optionally substituted, 

one or more times, with a halogen atom ; 

or 

25 	R7  and R8  together with the molecular fragment they are attached to represent a 4-

to 6-memberered heterocyclic ring, which is optionally substituted, one or 

more times, identically or differently, with a halogen atom, a C1-C3-alkyl-, 

halo-C1-C3-alkyl- or Cl-C3-akloxy- group ; 

-115 - 



15 

RBI 0  

B 
B2 	/ 

R —0 

R9 	represents a group selected from: Cl-C3-alkyl-, hydroxy-Ci-C3-alkyl-, -N(H)R8; 

-N(W)R8, N(H)(R8)-C,-C3-alkyl-, N(R7)(R8)-C1-C3-alkyl- ; 

and 

Q 	represents CH or N ; 

5 

wherein the method comprises the step of allowing a compound of general formula 

(lnl): 

R3  

R
,/ 	

m 
 

R5  

(ln1) 

10 	in which R2, R3, R4, and R5  are as defined for general formula (la), supra, and LG is a 

leaving group; 

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

in which : 

20 G1  represents 

N
/

H 

H R
s 

6 
R 

RB1  and RB2  

(In2) (In3) 



represent, independently from each other, a hydrogen atom or a Cl-C6-alkyl 

or C3-Co-cycloalkyl- group ; 

or 

RBI and RB2  together represent a C1-C6-alkylene group; 

5 

and 

10 

RA2  and t are as defined for general formula (la), supra; 

thus providing a compound of general formula (la) as defined supra. 

2. The method according to claim 1, wherein LG represents a chlorine atom or a 

bromine atom. 

3. The method according to claim 1 or 2, wherein the compound of general formula 

15 	(la) is selected from the group consisting of: 

(2R)-2-(4-fluorophenyl)-N14-(21[2-methoxy-4-(methylsulfonyl)phenyl]aminol-

[1,2,4]triazolo[1,5-a]pyridin-6-Aphenyl]propanamide, 

(2R)-N14-(2-[[2-ethoxy-4-(methylsulfonyl)phenyl]amino111,2,4]triazolo[1,5-

c]pyridin-6-yOphenyl]-2-(4-fluorophenyl)propanamide, 

20 	(2R)-2-(4-fluorophenyl)-N-[4-(2-114-(methylsulfonyl)-2-(2,2,2-trifluoroethoxy)-

phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6-Aphenyl]propanamide, 

4-[[6-(4-[[(2R)-2-(4-fluorophenyl)propanoyliamino}phenyl)[1,2,4]triazolo[1,5-

c]pyridin-2-yl]amino}-3-methoxy-N-(2,2,2-trifluoroethyl)benzamide, 

4-[[6-(4-[[(2R)-2-(4-fluorophenyl)propanoyl]aminolphenyl)[1,2,4]triazolo[1,5-a]- 

25 	pyridin-2-yljamino}-3-nnethoxybenzamide, 

4-{[6-(41[(2R)-2-(4-fluorophenyl)propanoyl]amino}phenyl111,2,4]triazolo[1,5-* 

pyridin-2-yl]amino}-3-(2,2,2-trifluoroethoxy)benzamide, 

(2R)-N-0-[2-([4-[(3-fluoroazetidin-1-yl)carbonyl]-2-methoxyphenyl}amino)-

[1,2,4]triazolo[1,5-c]pyridin-6-yliphenyl}-2-(4-fluorophenyl)propanamide, 
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(2R)-N44-(2-114-(azetidin-1-ylcarbonyl)-2-methoxyphenygaminol[1,2,4]triazolo[1,5-

a]pyridin-6-yl)phenyl]-2-(4-fluorophenyl)propanamide, 

(2R)-2-(4-fluorophenyl)-N14-(2-112-methoxy-4-(2-oxo-1,3-oxazolidin-3-yl)phenyl]-

amino1[1,2,4]triazolo[1,5-a]pyridin-6-yl)phenyl]propanamide, 

	

5 	(+2-(4-fluorophenyl)-3-hydroxy-N44-(2-[[4-(methylsulfonyl)-2-(2,2,2-tri- 

fluoroethoxy)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6-yl)phenylipropanamide, 

(2R)-2-amino-2-(4-fluorophenyl)-N44-(2-[[2-methoxy-4-(methylsulfonyl)-

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

4-f[6-(4-M2R)-2-(4-fluorophenyl)propanoyl]aminolphenyt111,2,4]triazolo[1,5-

10 a]pyridin-2-yllamino}-3-methoxy-N,N-dimethylbenzamide, 

(2R)-2-(4-fluorophenyl)-N14-(2-[[2-methoxy-4-(pyrrolidin-1- 

ylcarbonyl)phenyt]amino111,2,4]triazoto[1,5-a]pyridin-6-yl)phenyl]propanamide, 

(2R)-N-042-(0-[(3-fluoroazetidin-1-yl)carbonyl]-2-(2,2,2-

trifluoroethoxy)phenyl}amino111,2,4]triazolo[1,5-a]pyridin-6-Aphenyl}-2-(4-

15 fluorophenyl)propanamide, 

(2R)-2-(4-fluorophenyl)-N-012-([44(3-hydroxyazetidin-1-yl)carbonyl]-2-(2,2,2-

trifluoroethoxy)phenyliamino111,2,4]triazolo[1,5-a]pyridin-6-

yllphenyl}propanamide, 

(2R)-2-(4-fluorophenyl)-N44-(2-([41-(pyrrolidin-1-ylcarbonyl)-2-(2,2,2- 

	

20 	trifluoroethoxy)phenyl]aminol[1,2,4]triazolo[1,5-a]pyridin-6- 

yl)phenylipropanamide, 

(2S)-2-(4-fluorophenyl)-3-hydroxy-N-[4-(2-[[2-methoxy-4- 

(methylsulfonyl)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6- 

yl)phenyl]propanamide, 

	

25 	(2S)-N-042-([4-[(3-fluoroazetidin-1-yOcarbonyl]-2-(2,2,2- 

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

fluorophenyl)-3-hydroxypropanamide, 
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(2R)-2-amino-2-(4-fluorophenyl)-N-[4-(2-{[4-(methylsulfonyl)-2-(2,2,2-

trifluoroethoxy)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6-yl)phenyljethanamide, 

(2R)-2-amino-2-(4-fluorophenyl)-N44-(2-112-methoxy-4-(2-oxo-1,3-oxazolidin-3-

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

	

5 	(2R)-2-amino-N-[412-([41(3-fluoroazetidin-1-yl)carbony11-2- 

methoxyphenyl}amino)[1,2,4]triazolo[1,5-a]pyridin-6-Aphenyl}-2-(4-

fluorophenyl)ethanamide, 

(2R)-2-amino-N14-(2-{[4-(azetidin-1-ylcarbonyl)-2- 

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

10 fluorophenyl)ethanamide, 

(2R)-2-amino-2-(4-fluorophenyl)-N-P1-(24[2-methoxy-4-(pyrrolidin-1- 

ylcarbonyl)phenyl]amino][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)phenyliamino)[1,2,4]triazolo[1,5-a]pyridin-6-yllphenyl}-2-(4- 

	

15 	fluorophenyl)ethanamide. 

4. An intermediate compound of general formula (1n2) : 

Rsi 0  

B 

RB2-01  

20 	 (1n2) 

in which : 

V and RB2  

25 	represent, independently from each other, a hydrogen atom or a Cl-Co-alkyl 

or C3-Co-cycloalkyl- group ; 

or 
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* N

H H2  
C—OH 

H 
/ 

* N NH2  

5 

15 

H 
H2 	/ 
C—OH * N 	NH2  

RBI  and R'32  together represent a C1-C6-alkylene group; 

and 

G1  is selected from: 

5. An intermediate compound of general formula (1n3) : 

10 

(1n3) 

in which : 

G1  is selected from: 

6. Use of an intermediate compound of general formula (1n4) : 

--1 g-r) - 



LG 

* N

H H 
H2 	 i 
C—OH * N N H2  

10 

(In4) 

in which : 

5 	LG 	represents a leaving group; 

and 61  is selected from: 

for the preparation of a compound of formula (la) as defined in claim 1. 

7. A method for preparing (2R)-2-(4-fluorophenyl)-N44-(24[2-methoxy-4-

(methylsulfonyl)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6- 

15 yl)phenyl]propanamide the method comprising the step of reacting (2R)-2-(4-

fluorophenyl)-N44-(4,4,5,5-tetramethyl-1,3,2-dioxaborolan-2-

yl)phenyl]propanamide with 

6-chloro-N-[2-methoxy-4-(methylsulfonyl)phenyl][1,2,4]triazolo[1,5-a]pyridin-2- 

amine 	thereby 	giving 	2R)-2-(4-fluorophenyl)-N14-(2-112-methoxy-4- 

20 	(niethylsulfonyl)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6-

yl)phenyl]propanamide. 

8. A method for preparing (2R)-2-(4-fluorophenyl)-N14-(2-112-methoxy-4- 

(methylsulfonyl)phenyl]amino111,2,4]triazolo[1,5-a]pyridin-6- 

25 yl)phenyl]propanamide the method comprising the step of reacting 6-chloro-N42- 

-I PI— 



methoxy-4-(methylsulfonyl)phenyl][1,2,4]triazolo[1,5-a]pyridin-2-amine with (4-

[[(2R)-2-(4-fluorophenyt)propancygaminolphenyl)boronic acid thereby giving 2R)-2-

(4-fluorophenyl)-N-[4-(2-{[2-methoxy-4-(methylsulfonyl)phenyl]-

amino111,2,4]triazolo[1,5-a]pyridin-6-Aphenyl]propanamide. 
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