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V~Ce claim: 

1. 	compound of formula (I): 

RI 	N'° 
I 	/>---R3 

N N  N 
I 

,..... ...,.. H 

5 

4. 	N 	 (I) 

wherein 

R1 is hydrogen or Ci-C6a1 	, 

R2 is hydrogen, halogen or C1 	3alkyl; and 

R3 is hydroxyalkyl; 

or a pharmaceutically acceptable salt the eof. 

10 

2. The compound of Claim 1 wherein RI 's hydrogen, R2 is hydrogen and R3 is 

hydroxyalkyl. 

3. The compound of Claim 2 which is 2-Pyridin-2 	1-pyrimidine-5-carboxylic acid 3-5-(1- 

15 hydroxy-lmethyl-ethyl)[1,2,4]oxadiazol-3-yl]benzyl , midc; 

4. The compound of Claim 1 where R1 is Cl-C6alkyl, R2 • hydrogen and R3 is 

hydroxyalkyl. 

20 5. The compound of Claim 4 selected from the group consisting a 	-pyridin-2-yl-pyrimidine- 

5 -carboxylic acid ((S)-1- {34541 -hydroxy-1 -methyl-ethyl)- 1,2,4 -ox a I azo I -3 -y1]-phenyll - 

ethyl)-amide and 2-pyridin-2-yl-pyrimidine-5-carboxylic acid ((R)-1-{3- 	-(1-hydroxy-l- 

methyl-ethyl)-1,2,4-oxadiazol-3-A-pheny1)-ethyl)-amide. 

25 6. A pharmaceutical composition comprising the compound according to Claim 	and a 

pharmaceutically acceptable carrier. 
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clairn:

compound of formula (I):

R1

(t)

wherein

Rl is hydrogen or C1

R2 is hydrogør, halogen or Cr

R3 is hydroxyatþl;

l; and

or a pharmaceutically acceptable salt

10

2. The compoundof Claim l whereinR

hydroxyalkyl.

hydrogen, R2 is hydrogen and R3 is

3. The compound of Claim 2 which is 2- -pyrimidine-5-carboxylic acid 3-5-(l -

l5 hydroxy-lmetþl-ethyl)[7,2,4loxadiaznl-3-yl

4. The compound of Claim I where Rl is Cl-C6alkyl,

hydroxyalkyl.

hydrogen and R3 is

20 5. The compound of Claim 4 selected from the group consisting -pyridin-2 -yl-pyrimidine-

5 -carboxylic acid ((S)- 1 - i 3 - [5 -( i -hydroxy- I -methyl-ethyl)- 1 -3-yll-phenyl)-

ethy l) -ami de and 2-pyridn-2 -y1-pyrimidine-5 -carboxyl i c aci d (R)- I - {

methyl-ethy|)-7,2,4-oxadiazol-3 -yll -phenyl) -ethyl)-amide.

I -hydroxy-l-

25 6. A pharmaceutical composition comprising the compound according to Claim and a

R3

N
I

H
N

N

5

pharmacerf ically acceptable carrier
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A method for treating an allergic or inflammatory disorder in a patient in need thereof, 

co 	. rising administering to the patient a pharmaceutically effective amount 

accort 	g to claim 1. 

of the compound 

5 8. The met t d according to claim 7, wherein the allergic or inflammatory disorder is selected 

from the group onsisting of allergic rhinitis, asthma, chronic 

and age-related m cular degeneration. 

obstructive pulmonary disease 

9. A process for prepa 	g a compound of formula (I) 

10 

.. 	N—Ck 
I /7-R3 

N N N 
I 

ri, ...,... 

............<„--- N 

wherein 

H 

(I) 

R1 is hydrogen or Ci-C6alkyl; 

R2 is hydrogen, halogen or Ci-C3alkyl; and 

15 R3 is hydroxyalkyl; 

or a pharmaceutically acceptable salt thereof, comprising 

formula XI 

step of reacting a compound of 

RI 	N....
1 	.-R3 

I-12N Iti 	N  

R2 XI 

20 wherein RI, R2 and R3 are as defined in formula 1, 

with an acid compound of formula 

(3 

....--P-J-- N 	OH 

N
..' 

in the presence of a suitable coupling reagent. 

wo 2011/044307 PCTruS2010105t727

A method for treating an allergic or inflammatory disorder in a patient in need thereof

administering to the patient a pharmaceutically effective amount of the compound

to claim I

s 8. The according to claim 7, wherein the allergic or inflammatory disorder is selected

from the of allergic rhinitis, asthma, chronic obstructive pulmonary disease

and age-related degøreration.

9, Aprocess for a compound of formula o
l0

R3

(t)

l5

wherein

R1 is hydrogen or Cr-Coallcyl;

R2 is hydrogen, halogen or Cr-C¡alkyl; and

R3 is hydroxyatþl;

or a pharnraceutically acceptable salt thereo{ comprising

formula XI

step of reacting a compound of

XI

20 wherein Rl, R2 and R3 are as defined in formula l,

with an acid compound of formula

-43-

N
I

H
N

N

in the presence of a suitable couplìng reagent.
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. The process of claim 9 wherein the compound of formula I is 

N —° 	OH 

IP 	

N 

N 

and the compouni of formula XI is 

0 	OH 

SI  

5 

11. The process of claim 10 whet.,  n the suitable coupling reagent is selected from the group 

consisting of DMTMM, CDI, and T 

12. A process for preparing a compound o formula (I) 

10 

R1 	N 	s  
/ 	R3 

N N 	 N 

H 
R2 

N 	 (I) 

wherein 

R1 is hydrogen or CI-C6a1ky1; 

R2 is hydrogen, halogen or Ci-C3alkyl; and 

15 R3 is hydroxyalkyl; 

or a pharmaceutically acceptable salt thereof, comprising the step 

formula XI 

of rcactii a compound of 

R1 	N-13  
1 	R3 

H2N 111 	N 

R2 XI 

20 wherein R1, R2 and R3 are as defined in formula I, 

wo 2011/04.1307 PCTruS20101051727

The process of claim 9 wherein the compound of formula I is

and the formula XI is

H

11. The process of claim 10 the suitable coupling reagent is selected from the group

consisting of DMTMM, CDI, and

12. Aprocess for prqraring a compound (r)

N

(t)

wherein

Rl is hydrogen or Cr-Coalkyl;

R2 is hydrogen, halogen or Cr-C:alkyl; and

R3 is hydroxyalkyl;

or a pharmaceutically acceptable salt thereof, comprising the step of

formula XI

a compound of

R3

H,N

XI

-44-

5

10

15

N
I

H

20 wherein Rl, R2 and R3 are as defined in formula I,
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"th an ester compound of formula 

OR, 

wherein R4 is 	-C3alkyl, 

in the presence o 	,5,7-triazabicyclo[4.4.0]dec-5-ene (TBD). 

5 

13. The process of clai 1 12 wherein the compound of formula 1 is 

N 0 	OH 
/ 

N 
1111 

--....z..5-,N 

arid the compound of formula XI is 

	

N —C) 	OH 
i 	/ 

H2N 	11101 

10 

14. The process of claim 13 wherein R4 of the ester con sound is CH3. 

15. A process for preparing a compound of formula (I) 

R'l 	N —Ck 
I /1—R3 

--..... 

N 	
IS 

H 

N 

i 	
R2 

...,.....N 	(I) 
15 

wherein 

R1 is hydrogen or Ci-C6alkyl; 

R2 is hydrogen, halogen or Ci-C3alkyl; and 

R3 is hydroxyalkyl; 

WO 2011/04¿t307

-45-

an ester compound of formula

wherein R4 is -C3aþ1,

in the presance 7 -triuzabicyclo [4.4. 0] dec-5 -ene (TBD).

13. The process of 12 wherein the compound of formula I is

N
H

arìd the compound of fonnula XI is

14. The process of claim 13 wherein R4 of the ester is CH:.

15. A process for preparing a compound of formula (I)

PCT/US2010 t05t727

5

10

I
R3

I

H
N

15

(t)

wherein

RJ is hydrogen or C1-C6alþl;

R2 is hydrogen, halogen or Cr-C:alkyl; and

R3 is hydroxyalþl;
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or . 

formu 

harrnaccutically acceptable salt thereof, comprising the step of reacting a compound of 

XI 

RI 1
-o 

1.1,N 
,..)-R3 ill 	N  

R2  XI 

5 wherein R1, R2 and 	are as defined in formula I, 

with an acid chloride co , pound of formula 

o 

Iv 	c1 
-.. ..... 

N 
,..,N 

16. The process of claim 15 wherein the ompound of formula I is 

	

NC) 	OH 
i 	/ 

N 	 N 

1.1 

0 

and the compound of formula XI is 

N —R 	OH 

H2N 

Oil 

N 

17. A compound of formula 

........ 

N-7 "----1  
1 

N 

N"... N tz....z/ 

".......::;i  NI 
5 

or an ecid addition salt thereof, 

wo 2011/044307

5 wherein Rl, R2 and are as defined in formula I,

with an acid chloride of formula

16. The process of claim 15 wherein the of formula I is

N

N
l0

and the cornpound of formula XI is

17. A compound of formula

or

PCT/US2010/05t727

-46-

acceptable salt thereof, comprising the step of reacting a compound of

XI

XI

NH,N

\Â*t=/

or an ecid additlon salt thereof,

{
ì

l5
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A compound of formula 

HO ,OH -'N 	N 

110 	NH, 

or an acid additi • , salt thereof. 

5 

19. A compound of foi , ula 

HO,
N 	

ip 
1 	 II 

01  

20. A compound of formula 

'l< o 	 ...o N 

J-.... 	
I 	OH 

0 	N 	so   
10 . 

21. A compound of formula 

-0 N 
I 	—R3 

I-12N 	Is 	N 

R2 

wherein R2 is hydrogen, halogen or Ci-C3alkyl; and 

15 R3 is hydroxyalkyl; 

or an acid addition salt thereof. 

22. The compound of claim 21 that is 

1
, 0‘ 

e 	OH 

N2N 	10 	N 

20 or an acid addition salt thereof.. 

wo 20111044307

A compound of formula

or an acid salt thereof.

19. A compound of
HO.

20. A compound of formula

k

PCT/US20101051727

-47-

.oHHO-

NHt

5

l0

l5

o

21. Acompound of formula

o
R3

R2

wherein R2 is hydrogen, halogen or C¡-C3alkyl; and

R3 is hydroxyalkyl;

or aû acid addition salt thereof.

22.The compound of,claim 2l that is

N

20 or an acid addition salt thereof..
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23. The compound of claim 22 wherein the acid salt is the hydrochloride salt. 

5 24. A prk ess for preparing a compound of formula 

...0 
N 

I 	—.1R3 
112N 	401 	N  

R2 

wherein R2 is hydrogen, alogen or C1-C3alkyl; and 

R3 is hydroxyalkyl; 

comprising the step of reducin: . i oxime compound of formula 

HO.,
N 	

...0 
1 	—R3 

401 	N 

10 R2 

wherein R2 is hydrogen, halogen or C1-C3alky i and 

R3 is hydroxyalkyl. 

wo 201u041307 PCT/US20r0l0st727
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compound of claim 22 wherein the acid salt is the hydrochloride salt.

5 24.4 for preparing a compound of formula

R2

wherein R2 is hydrogen,

R3 is hydroxyalþl;

or Cr-C¡alkyl; and

comprising the step of oxime compound of formula

HO_

R3

R2

wherein R2 is hydrogen, halogen or C¡

R3 is hydroxyalþl.

R3

l0
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Claims 

1. 	A compound of formula (I): 

O 	R1 	N —C)  
1 	/ 	R3 

N N 
I 

-,, 	.....- H 
R2 

5 

.......„.......  N 	 (I) 

wherein 

R1 is hydrogen or Ci-C6alkyl; 

R2 is hydrogen, halogen or C I -C3alkyl; and 

R3 is hydroxyalkyl; 

or a pharmaceutically acceptable salt thereof. 

10 

2. The compound of Claim 1 wherein R1 is hydrogen, R2 is hydrogen and R3 is 

hydroxyalkyl. 

3. The compound of Claim 2 which is 2-pyridin-2-yl-pyrimidine-5-carboxylic acid 3-[5-(1- 

15 hydroxy-1methyl-ethyl)-1,2,4-oxadiazol-3-yllbenzyl amide. 

4. The compound of Claim 1 where R1 is C 1 -C6alkyl, R2 is hydrogen and R3 is 

hydroxyalkyl. 

20 5. The compound of Claim 4 selected from the group consisting of 2-pyridin-2-yl-pyrimidine- 

5-carboxylic acid ((S)-1- { 3- [5-(1-hydroxy-l-methyl-ethyl)-1,2,4-oxadiazol-3 -y1]-pheny11- 

ethyl)-amide and 2-pyridin-2-yl-pyrimidine-5-carboxylic acid ((R)-1-{3-[5-(1-hydroxy-l- 

methyl-ethyl)-1,2,4-oxadiazol-3-y1]-pheny1}-ethyl)-amide. 

25 6. A pharmaceutical composition comprising the compound according to Claim 1 and a 

pharmaceutically acceptable carrier. 

7. A compound according to claim 1 for use in the treatment of an allergic or inflammatory 

disorder. 
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Claims

1. A compound of formula (I):

R1

N

N (r)

wherein

Rl is hydrogen or Cr-Coalkyl;

R2 is hydrogen, halogen or C1-C3alkyl; and

R3 is hydroxyalkyl;

or a pharmaceutically acceptable salt thereof.

2. The compound of Claim I wherein Rl is hydrogen, R2 is hydrogen and R3 is

hydroxyalkyl.

3. The compound of Claim 2 which is 2-pyridin-2-yl-pyrimidine-5-carboxylic acid 3-[5-(1-

hydroxy- 1 methyl-ethyl)- 1,2,4 - oxadiazol-3 -yllbenzyl amide.

4. The compound of Claim I where Rl is Cl-C6alkyl, R2 is hydrogen and R3 is

hydroxyalkyl.

5. The compound of Claim 4 selected from the group consisting of 2-pyridin-2-yl-pyrimidine-

5-carboxylic acid ((S)-1-{3-t5-(l-hydroxy-1-methyl-ethyl)-1,2,4-oxadiazol-3-yll-phenyl}-

ethyl)-amide and2-pyridin-2-yl-pyrimidine-5-carboxylic acid ((R)-1-{3-[5-(l-hydroxy-l-

methyl-eth yl) - 1,2,4-oxadiazol-3 -yll -phenyl ) -ethyl)-amide.

6. A pharmaceutical composition comprising the compound according to Claim I and a

pharmaceutically acceptable carrier.

7. A compound according to claim 1 for use in the treatment of an allergic or inflammatory

disorder.

R3

N
I

H
N

5

l0

l5

20

25
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8. A compound according to claim 7, for use in the treatment of an allergic or inflammatory 

disorder, wherein the allergic or inflammatory disorder is selected from the group consisting 

of allergic rhinitis, asthma, chronic obstructive pulmonary disease 

degeneration. 

and age-related macular 

5 

9. A process for preparing a compound of formula (I) 

0 	R1 	N —C)  
1 	/ 	R3 

N '  N 
I 

'NJ- 
H 

R2 

,......,7  N 	 (I) 

wherein 

10 R1 is hydrogen or Ci  -C6alkyl; 

R2 is hydrogen, halogen or Ci-C3alkyl; and 

R3 is hydroxyalkyl; 

or a pharmaceutically acceptable salt thereof, comprising the step 

formula XI 

of reacting a compound of 

15 

0 
R1 	' 

i 	-•-•R3 

HzN 

IP 	
N 

R2 XI 

wherein R1, R2 and R3 are as defined in formula I, 

with an acid compound of formula 

0 

N 	OH 

20 in the presence of a suitable coupling reagent. 

10. The process of claim 9 wherein the compound of formula I is 

-43-

8. A compound according to claim 7 , for use in the treatment of an allergic or inflammatory

disorder, wherein the allergic or inflammatory disorder is selected from the group consisting

of allergic rhinitis, asthma, chronic obstructive pulmonary disease and age-related macular

degeneration.

9. A process for preparing a compound of formula (I)

R1

5

l0

15

R3

N

N (t)

wherein

Rl is hydrogen or Cr-Coalkyl;

R2 is hydrogen, halogen or C¡-C3alkyl; and

R3 is hydroxyalkyl;

or a pharmaceutically acceptable salt thereof, comprising the step of reacting a compound of

formula XI

R3

R2 xl

wherein Rl, R2 and R3 are as defined in formula I,

with an acid compound of formula

OH

20 in the presence of a suitable coupling reagent.

NN
I

H
N

10. The process of claim 9 wherein the compound of formula I is
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N —C) 	OH 
1 	/ 

N 

...-- 

! -............::,N 

and the compound of formula XI is 

N —ID 	OH 
1 	/ 

11111  

5 11. The process of claim 10 wherein the suitable coupling reagent is selected from the group 

consisting of DMTMM, CDI, and TBTU. 

12. A process for preparing a compound of formula (I) 

13 	R1 	 N —C)  
1 	/ 	R3 

N -" N N 

I I 
H 

N 	 R2 

-...,
,

,,7- N 	 (I) 
10 

wherein 

R1 is hydrogen or CI -C6alkyl; 

R2 is hydrogen, halogen or Ci -C3alkyl; and 

R3 is hydroxyalkyl; 

15 or a pharmaceutically acceptable salt thereof, comprising the step of reacting a compound of 

formula XI 

N
-0 Rl 

FizN 

1 	/ 	R3 
ill 	N 

R2 XI 

wherein R1, R2 and R3 are as defined in formula I, 

20 	with an ester compound of formula 

-44-

N

and the compound of formula XI is

11. The process of claim 10 wherein the suitable coupling reagent is selected from the group

consisting of DMTMM, CDI, and TBTU.

12. Aprocess for preparing a compound of formula (I)

R1
R3

N

R2

N

OH

N
H

N

H2

5

-oN

N
I

H
N

l0

l5

(t)

wherein

Rl is hydrogen or Cr-Cealkyl;

R2 is hydrogen, halogen or Cr-C¡alkyl; and

R3 is hydroxyalkyl;

or a pharmaceutically acceptable salt thereof, comprising the step of reacting a compound of

formula XI

o

Þ*.

XI

wherein Rl, R2 and R3 are as defined in formula I,

with an ester compound of formula20
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0 

N- 	i 	OR, 
1 

"-- 	N7  
.....::.,...  N 

wherein R4 is Ci-C3alkyl, 

in the presence of 1,5,7-triazabicyclo[4.4.0]dec-5-ene (TBD). 

5 13. The process of claim 12 wherein the compound of formula I is 

0 	 N---0\  OH 

N."-----JLN N 
I H 

I 	
N ."--- 

 N 

and the compound of formula XI is 

N — C) 	OH 

HZN 40 N 

• 

10 14. The process of claim 12 wherein R4 of the ester compound is CH3. 

15. A process for preparing a compound of formula (I) 

0 R1 	N ° 
i 	/ 	R3 

N --- 'N 
I 

N 
H 

R2 
...,....  N 	 (I) 

15 wherein 

R1 is hydrogen or Ci-C6alkyl; 

R2 is hydrogen, halogen or C j-C3alkyl; and 

R3 is hydroxyalkyl; 	 1r 

-45-

oRo

wherein R4 is Cr-C3alkyl,

in the presence of 1,5,7 -triazabicy clo[4. 4. 0] dec- 5 -ene (TBD).

5 13. The process of claim 12 wherein the compound of formula I is

OH

N

N

and the compound of formula XI is

OH

H,N N

l0 14. The process of claim 12 wherein R4 of the ester compound is CHg.

15. A process for preparing a compound of formula (I)

R1

R3

R2

N (t)

wherein

Rl is hydrogen or Cr-Cealkyl;

R2 is hydrogen, halogen or Cr-C¡alkyl; and

R3 is hydroxyalkyl; ì,

-oN

N
I

H
N

l5
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or a pharmaceutically acceptable salt thereof, comprising the step of reacting a compound of 

formula XI 

R1 

HzN 

,0 
-R3 0  N 

R2 XI 

5 wherein R1, R2 and R3 are as defined in formula I, 

with an acid chloride compound of formula 

N 	CI 

r N  ,..,,..,-,N 

16. The process of claim 15 wherein the compound of formula I is 

0 	 N — ° 	OH 
1 

I \ --- --)Li  N N 
I 

-'-'. -` N 

H 
SI  

I ....,.........;; N 
10 

and the compound of formula XI is 

N —O 	OH 
I 	/ 

110 

1 7 . A compound of formula 

0 

N 	1  N 
, 	I 

N .  

L.2 

-.........:,....--„,
I 	

N 
15 

or an acid addition salt thereof. 

5

-46-

or a pharmaceutically acceptable salt thereof, comprising the step of reacting a compound of

formula XI

R3

XI

wherein Rl, R2 and R3 are as defined in formula I,

with an acid chloride compound of formula

16. The process of claim 15 wherein the compound of formula I is

N OH

N N
H

and the compound of formula XI is

-o OH

H N

17. A compound of formula

N

N

l0

T1*v
N

l5

or an acid addition salt thereof
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18. A compound of formula 

HO. 	,OH N 	N 
I 

1101 	NH2  

or an acid addition salt thereof. 

5 

19. A compound of formula 

HO. 	0 ,
j  OH 

SI 	N 

20. A compound of formula 

0 	N-0 -k 
..... 	1 	. 	OH 

0 	N  	N 

10 . 

21. A compound of formula 

N
,0 
I 	"'-' 1R3  

HZN 	si 	N 

R2 

wherein R2 is hydrogen, halogen or Ci-C3alkyl; and 

15 R3 is hydroxyalkyl; 

or an acid addition salt thereof. 

22. The compound of claim 21 that is 

-0 \ 
1 	/) 	OH 

1-12N 	0  
20 	or an acid addition salt thereof. 

-47 -

18. A compound of formula

HO-

NH,

or an acid addition salt thereof.

19. A compound of formula

20. A compound of formula

-o

o

21. A compound of formula

-o
R3

H,N

R2

wherein R2 is hydrogen, halogen or Cl-C¡alkyl; and

R3 is hydroxyalkyl;

or an acid addition salt thereof.

22.The compound of claim 21 that is

OH

H

5

10

15

20 or an acid addition salt thereof.
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23. The compound of claim 22 wherein the acid salt is the hydrochloride salt. 

24. A process for preparing a compound of formula 

N
-0 

1 	„>—R3 
HZN 	0 	N 

5 R2 

wherein R2 is hydrogen, halogen or Ci-C3alkyl; and 

R3 is hydroxyalkyl; 

comprising the step of reducing an oxime compound of formula 

HO,
N 	-0 

I 	./>—R3 0  N 

R2 
10 wherein R2 is hydrogen, halogen or CI-C3alkyl; and 

R3 is hydroxyalkyl. 

-48-

23. The compound of claim 22 whereinthe acid salt is the hydrochloride salt.

24. Aprocess for preparing a compound of formula

5

10

R3
H,N

R2

wherein R2 is hydrogen, halogen or C1-C3alkyl; and

R3 is hydroxyalkyl;

comprising the step of reducing an oxime compound of formula

HOr
R3

R2

wherein R2 is hydrogen, halogen or Cr-C¡alkyl; and

R3 is hydroxyalkyl.


