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CLAIMS 

1. A compound of Formula I or a stereoisomer, tautomer, racemic, salt, hydrate, or solvate thereof, 

R1  

R
3 Y 	---- -O, 

R2  R 
O 

lit 

H 2  

5 I 

Wherein, 

X is hydrogen or halogen; 

A is —NH-C(=O)- or —C(=0)-NH-; 

Y is N or C; 

10 R3  is selected from the group comprising hydrogen, C1_20alkyl and C3.15cycloalkyl; 

R1  is selected from the group comprising hydrogen, CI 	.1kyl, C1_20alkoxy, and halogen; and 

R2  is selected from the group consisting of C1_20alkyl, C3.20 Ikenyl, C3_20alkynyl, C3_15cycloalkyl, aryl, 

heteroaryl, and C3_19heterocyclyl; wherein said C1_20a1ky1, C3 	,..lkenyl, C3_20alkynyl, C3_15cycloalkyl, 

aryl, 	heteroaryl, 	and 	C3_19heterocyclyl 	is optionally substitut:A 	with 	one or more substituents 

15 selected from the group consisting of halo, hydroxyl, oxo, cart). 	yl, amino, amido, cyano, aryl, 

heteroaryl, 	C3_15cycloalkyl, 	C3_19heterocyclyl, C1_20alkylamino, C1.0 	kyl, 	di(C1_20alkyl)amino, 	C1- 

2aalkonThalo-Ci_20alkoxy; --halo-C1_20alky17-thiol-, C-1.20alkylthio carboxyli . cid, adylamino; G1.2,2alkyl 

esters, carbamate, thioamido, urea, and sulfonamido; 

20 

or R2  taken together with R1  forms a cyclic ester (lactone) comprising from 4 A 9 carbon atoms in 

the cyclic ester ring. 

2. The compound of formula I according to claim 1, wherein; 

R3  is selected from the group comprising hydrogen, C1_6alkyl, and C3_6cycloalkyl, in p, 	iculai 

hydrogen or C1_3alkyl; more in particular hydrogen. 

25 
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pound of Formula I or a stereoisomer, tautomer, racemic, salt, hydrate, or solvate thereof,

Y o-*'
R

X

Wherein,

X is hydrogen or halogen;

A is -NH-C(=O)- or -C(=Q)-¡¡1-'

YisNorC;

R3 is selected from the group comprising h

R1 is selected from the group comprising hydrogen, C

R2 is selected from the group consisting of C1-2ealkyl,

o
NH,

1-2salkyl ârìd C3-15clcloalkyl;

kyl, Cr-zoalkoxy, and halogen;and

nyl, C3-2ealkyn!|, C3-15clcloalkyl, aryl,

9 carbon atoms in

H
N

oN

5

heteroaryl, and C3-leheterocyclyl; wherein said C1-2ealkyl, kenyl, C3-2salkynyl, C3-l5cycloalkyl,

aryl, heteroaryl, and C3-leheterocyclyl is optionally substitu with one or more substituents

15 selected from the group consisting of halo, hydroxyl, oxo, amino, amido, cyano, aryl,

heteroaryl, C3-l5ctcloalkyl, C3-leheterocyclyl, Cr-zoalkylamino, C , di(Cr-zoalkyl)amino, C1-

esters, carbamate, thioamido, urea, and sulfonamido;

10

20

or R2 taken together with R1 forms a cyclic ester (lactone) comprising from 4

the cyclic ester ring.

2. f he compound of formula I according to claim 1 , wherein;

R3 is selected from the group comprising hydrogen, C1-6alkyl

hydrogen or C1-3alkyl; more in particular hydrogen.

25

and Cg-6,cycloalkyl, in
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3. The compound of formula I according to claim 1, wherein; 

H is halogen; more in particular fluoro; 

A • -NH-C(=0)- or -C(=0)-NH-; 

Y is 	•r C; 

5 R3  is sel= ted from the group comprising hydrogen, C1 _20alkyl, and C3_15cycloalkyl; in particular 

hydrogen or 	1_6alkyl; more in particular hydrogen or C1_6alkyl; even more in particular hydrogen; 

R1 	is selected 	em the group comprising 	hydrogen, 	C1_20alkyl, 	C1_20alkoxy, and 	halogen; 	in 

particular hydroge 	C1.6alkyl, and halogen; more in particular hydrogen, methyl, and halogen; and 

10 

R2  is selected from th:• group consisting of C1_20a1ky1, C3_20alkenyl, C3_20alkynyl, C3_15cycloalkyl, aryl, 

heteroaryl, and C3Aghete •cycly1; wherein said C1_20alkyl, C3_20alkenyl, C3_20alkynyl, C3_15cycloalkyl, 

aryl, 	heteroaryl, and 03.19 	terocycly1 	is optionally substituted with 	one or more substituents 

selected from the group cons 	ting of halo, hydroxyl, oxo, carbonyl, amino, amido, cyano, aryl, 

heteroaryl, 	C3_15cycloalkyl, 	C3_19 	-terocyclyl, 	C1_20alkylamino, 	C1_6alkyl, 	di(C1_20a1ky1)amino, 	C1. 

malkoxy, halo-C1_20alkoxy, halo-C1_20 Ikyl, thiol, C1_20alkylthio, carboxylic acid, acylamino, C1_20alkyl 

15 esters, carbamate, thioamido, urea, an• sulfonamido; 

or R2  taken together with R1  form a cyclic :ster (lactone) comprising from 4 to 9 carbon atoms in 

the cyclic ester ring. 

4. The compound of formula I according to claim 1, 	erein; 

20 R1  is selected from the group comprising hydrogen, Clo 	kyl, C1_6alkoxy, and halogen; in particular 

hydrogen, C1_6alkyl, and halogen; more in particular hydrog- 	methyl, and halogen. 

5. The compound of formula I according to claim 1, wherein; 

R1 	is selected from the group comprising 	hydrogen, 	C1_20alkyl, 	galkoxy, and 	halogen; in 

25 particular hydrogen, methyl, and halogen; more in particular R1  is methyl • 	fluoro; and 

R2  is selected from the group consisting of C1_20a1ky1, C3_20alkenyl, C3_20alkyn 	C3_15cycloalkyl, aryl, 

heteroaryl, and C3_19heterocyclyl; wherein said C1.20alkyl, is optionally substitute 	with one or more 

substituents selected from the group consisting of halo, hydroxyl, oxo, carbony 	amino, amido, 

cyano, 	aryl, 	heteroaryl, 	C1_6alkyl, 	C3 _15cycloalkyl, 	C3.19heterocyclyl, 	C1_20a1ky1.- • ino, 	di(Ci_ 

30 20alkyl)amino, 	C1_20alkoxy, 	halo-C1_20alkoxy, 	halo-C1_20a1ky1, 	thiol, 	C1_20alkylthio, 	carb. 	lic 	acid, 

acylamino, C1_20alkyl esters, carbamate, thioamido, urea, and sulfonamido; 

or R2  taken together with R1  form a cyclic ester (lactone) comprising from 4 to 5 carbon aton . in 

the cyclic ester ring. 
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3. The compound of formula I according to claim 1 , wherein;

is halogen; more in particular fluoro;

A -NH-C(=Q)- or -C(=Q)-11 ¡-'

Yis c;

5 R3is from the group comprising hydrogen, C1-26alkyl, and C3-l5cycloalkyl; in particular

hydrogen r-oalkyl; more in particular hydrogen or C1-6alkyl; even more in particular hydrogen;

R1 is selected m the group comprising hydrogen, C1-2ealkyl, C1-2ealkoxy, and halogen; in

particular hydroge C1-6alkyl, and halogen; more in particular hydrogen, methyl, and halogen; and

R2 is selected from consisting of C1-2ealkyl, C3-2ealkenyl, C3-26alkynyl, C3-l5cycloalkyl, aryl,

10 heteroaryl, and yl ; wherein said C1-2ealkyl, C3-2qal kenyl, C3-2salkynyl, C3-l5cycloalkyl,

aryl, heteroaryl, and yl is optionally substituted with one or more substituents

selected from the group co

heteroaryl, C3-l5cycloalkyl,

of halo, hydroxyl, oxo, carbonyl, amino, amido, cyano, aryl,

C1-2ealkylamino, C1-6alkyl, di(Crzoalkyl)amino, C1-

2ealkoxy, halo-Cr-zoalkoxy, ha kyl, thiol, C1-2qalkylthio, carboxylic acid, acylamino, C1-2salkyl

15 esters, carbamate, thioamido, urea, a ido;

4. The compound of formula I according to claim 1,

20 R1 is selected from the group comprising hydrogen, C.¡ , C1-6alkoxy, and halogen; in particular

hydrogen, C1-6alkyl, and halogen; more in particular hyd methyl, and halogen

5. The compound of formula I according to claim 1 , wherein;

R1 is selected from the group comprising hydrogen, C1-26alkyl, and tn

25 particular hydrogen, methyl, and halogen; more in particular R1 is methyl fluoro; and

R2 is selected from the group consisting of C1-2ealkyl, C3-2salkenyl, C3-2ealk C3-l5cycloalkyl, aryl,

heteroaryl, and Cg-rgheterocyclyl; wherein said Cr-zoalkyl, is optionally with one or more

substituents selected from the group consisting of halo, hydroxyl, oxo, carbon amino, amido,

cyano, aryl, heteroaryl, C1-6alkyl, C3-l5cycloalkyl, C3,leheterocyclyl, C1-2ealkyl ino, di(C1

30 2salkyl)amino, C1-26alkoxy, halo-C1-2salkoxy, halo-Cr-zoalkyl, thiol, C1-2salkylthio, ca

acylamino, C1-2ealkyl esters, carbamate, thioamido, urea, and sulfonamido;

ic acid,

or R2 taken together with R1 form a

the cyclic ester ring.

(lactone) comprising from 4 to 9 carbon atoms in

or R2 taken together with R1 form a cyclic ester (lactone) comprising from 4 to 5 carbon a

the cyclic ester ring.

rn
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6. The compound of formula 	I according to claim 1, wherein one or more of the following 

restrictions apply: 

• X is halogen; in particular fluoro; 

A is -C(=0)-NH-; 

5 V is C; 

• is hydrogen; 

• R1  -- selected from the group comprising hydrogen, C1_20alkyl, and halogen; in particular 

hydrog 	, C1_6alkyl, and halogen; more in particular hydrogen, methyl and fluoro 

• R1  is hydra ten; 

10 • R1  is fluoro; 

• R2 	is selected 	rom 	the group 	consisting 	of C1_20a1ky1, 	C3_20alkenyl, 	C3_20alkynyl, 	C3- 

15cycloalkyl, aryl, 	eteroaryl, and C3_19heterocyclyl; wherein said C1_20a1ky1, C3_20alkenyl, 

and C3_20alkynyl is o►  ionally substituted with one or more substituents selected from the 

group consisting of halo, 	ydroxyl, oxo, carbonyl, amino, amido, cyano, aryl, heteroaryl, C1- 

15 6alkyl, 	C316cycloalkyl, 	C3.-1 	leterocyclyl, 	C1_20alkylamino, 	di(C1_20a1ky1)amino, 	C1_20alkoxy, 

halo-C1_20alkoxy, halo-C1.20a1 	I, thiol, C1_20alkylthio, carboxylic acid, acylamino, C1_20alkyl 

esters, carbamate, thioamido, u 	a, and sulfonamido; in particular R2  is selected from the 

group consisting of C1_20a1ky1, C3-20.. 	enyl, C3_20alkynyl, C3_15cycloalkyl, aryl, heteroaryl, and 

C3_19heterocyclyl; 	wherein 	said 	C1.2 	lkyl 	is 	optionally 	substituted 	with 	one 	or 	more 

20 substituents selected from the group 	. sisting of halo, hydroxyl, oxo, carbonyl, amino, 

amido, 	cyano, 	aryl, 	heteroaryl, 	C3-15cYclo 'IkYl, 	C3_19heterocyclyl, 	C1_20alkylamino, 	di(C1- 

20alkyl)amino, C1_20alkoxy, halo-C1_20a1koxy, 	•Io-C1.20alkyl, thiol, C1_20alkylthio, carboxylic 

acid, acylamino, C1_20a1ky1 esters, carbamate, thi.. mido, urea, and sulfonamido; 

■ R2  is selected from the group consisting of C1_20a 	I, C3_20alkenyl, C3_20alkynyl, and aryl; 

25 wherein said C1..20a1ky1, C3_20alkenyl, C3_20alkynyl, and . yl is optionally substituted with one 

or more substituents selected from the group consistin■ if halo, hydroxyl, oxo, carbonyl, 

amino, 	amido, 	cyano, 	aryl, 	heteroaryl, 	C1_6alkyl, 	C3_15C 	°alkyl, 	C3_19heterocyclyl, 	C1. 

20alkylamino, 	di(C1_20alkypamino, 	01 _20alkoxy, 	halo-C1_2aatko 	halo-C1_20alkyt, 	thiol, 	Ci_ 

20alkylthio, carboxylic acid, acylamino, C1_20a1ky1 esters, carbam• e, thioamido, urea, and 

30 sulfonamido; 	in 	particular R2 	is selected from the group consi• ng of C1_20a1ky1, 	C3_ 

35 

20alkenyl, C3_20alkynyl, and aryl; wherein said C1 _20a1ky1 is optionally su• 	tituted with one or 

more substituents selected from the group consisting of halo, hydrox 	oxo, carbonyl, 

amino, amido, cyano, aryl, heteroaryl, C3_15cycloalkyl, C3.19heterocyclyl, 	►  malkylamino, 

di(C1_20a1ky1)amino, 	C1_20alkoxy, 	halo-C1_20alkoxy, 	halo-C1 _20a1kyl, 	thiol, 	oalkylthio, 

carboxylic acid, acylamino, C1_20alkyl esters, carbamate, thioamido, urea, and sulfa 	amido; 

• R2  is selected from the group consisting of C1_6alkyl, C3_6alkenyl, C3_6alkynyl, an• 	aryl; 

wherein said C1_6alkyl, C3 _6alkenyl, C3_6alkynyl, and aryl is optionally substituted with on: or 

more substituents selected from the group consisting of halo, hydroxyl, oxo, carbony 

amino, 	amido, 	cyano, 	aryl, 	heteroaryl, 	C1_6alkyl, 	C315cycloalkyl, 	C3 _19heterocyclyl, 	C1_ 
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6. The compound of formula I according to claim 1, wherein one or more of the following

restrictions apply:

X is halogen; in particular fluoro;

A is -C(=Q)-¡¡1-'

5 is C;

hydrogen;

R1 ected from the group comprising hydrogen, C1-2ealkyl, and halogen; in particular

, Cr-oalkyl, and halogen; more in particular hydrogen, methyl and fluoro

R1 is

10 R1 is fluoro;

R2 is m the group consisting of C1-2ealkyl, C3-2ealkenyl, C3-26alkynyl, 03-

lscycloalkyl, aryl, , and Cg-rgheterocyclyl; wherein said C1-2ealkyl, C3-2salkenyl,

and Cg-zoalkynyl is lly substituted with one or more substituents selected from the

group consisting of ha

6alkll, C1l5cycloalkyl,

oxo, carbonyl, amino, amido, cyano, aryl, heteroaryl, Cr-

eterocyclyl, C1 -2ealkyla mi no, d i(C 1-2eal kyl )a mino, C1-2qalkoxy,

halo-Cr-zoalkoxy, hal , thiol, Cr-zoalkylthio, carboxylic acid, acylamino, C1-2salkyl

and sulfonamido; in particular R2 is selected from the

, C3-2salkynyl, C¡-rscycloalkyl, aryl, heteroaryl, and

C3-leheterocyclyl; wherein said kyl is optionally substituted with one or more

20 substituents selected from the group of halo, hydroxyl, oxo, carbonyl, amino,

amido, cyano, aryl, heteroaryl, kyl, C3-leheterocyclyl, Cr-zoalkylamino, di(C1

2eal kyl )a mino, Cr-zoal koxy, ha lo-C1 -2sal koxy,

acid, acylamino, Cr-zoalkyl esters, carbamate,

1-2qalkyl, thiol, Cr-zoalkylthio, carboxylic

mido, urea, and sulfonamido;

R2 is selected from the group consisting of C1-2ea C:-zoalkenyl, C3-2qalkynyl, and aryl;

25 wherein said C1-2ealkyl, Cg-zoalkenyl, C3-2ealkynyl, and is optionally substituted with one

or more substituents selected from the group co halo, hydroxyl, oxo, carbonyl,

amino, amido, cyano, aryl, heteroaryl, C1-6alkyl, C3-1 kyl, C3-leheterocyclyl, C1

zoa lkylam ino, d i(C r.eoa lkyt)am ino, -Q r =zoal ko,xy, halq-Cr.zoalhyl, !þiol, C-r.

26alkylthio, carboxylic acid, acylamino, C1-2salkyl esters, carba , thioamido, urea, and

30 sulfonamido; in particular R2 is selected from the group of C1-2ealkyl, C3-

2ealkenyl, C3-2salkynyl, and aryl; wherein said C1-2salkyl is optionally tuted with one or

more substituents selected from the group consisting of halo, oxo, carbonyl,

amino, amido, cyano, aryl, heteroarll, C3-l5cycloalkyl, C3-leheterocyclyl,

di(Cr zoalkyl)amino, Cr-zoalkoxy, halo-C1-2ealkoxy, halo-C1-2ealkyl, thiol

kylamino,

kylthio,

35 carboxylic acid, acylamino, C1-26alkyl esters, carbamate, thioamido, urea, and mido;

R2 is selected from the group consisting of C1-6alkyl, C3-6alkenyl, C3-6alkynyl, a aryl.,

wherein said C1-6alkyl, Cg-oalkenyl, C3-6alkynyl, and aryl is optionally substituted with on

more substituents selected from the group consisting of halo, hydroxyl, oxo, carbo

a

a

a

15

esters, carbamate, thioamido,

group consisting of C1-2ealkyl,

amino, amido, cyano, aryl, heteroaryl, C1-6alkyl, C3 l5cycloalkyl, Cg-rgheterocyclyl, C1-
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20alkylamino, 	di(Ci_20alkyl)amino, 	C1_20alkoxy, 	halo-C1_20alkoxy, 	halo-C1_20alkyl, 	thiol, 	C1. 

20alkylthio, carboxylic acid, acylamino, C1_20alkyl esters, carbamate, thioamido, urea, and 

sulfonamido; in particular selected from the group consisting of C1_6alkyl, C3.6alkenyl, and 

C3_6alkynyl; wherein said C1_6alkyl, C3_6alkenyl, and C3 _6alkynyl is optionally substituted with 

5 one or more substituents selected from the group consisting of halo, hydroxyl, oxo, 

+=rbonyl, amino, amido, cyano, aryl, heteroaryl, Cl_6alkyl, C3.16cycloalkyl, C3_19heterocyclyl, 

C1 	lkylamino, di(C1..20alkyl)amino, C1_20alkoxy, halo-C1_20alkoxy, halo-C1_20alkyl, thiol, C1_ 

20alkY 	io, carboxylic acid, acylamino, C1_20alkyl esters, carbamate, thioamido, urea, and 

sulfona 	lo; more in particular R2  is Cimalkyl optionally substituted with a substituent 

10 selected fril 	the group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido, cyano, 

aryl, 	heteroa , I, 	Ci-ealkYl, 	C3_15cycloalkyl, 	C3_19heterocyclyl, 	C1_20alkylamino, 	di(C1- 

20alkyl)amino, Cl 	oalkoxy, halo-C1_20alkoxy, halo-C1_20alkyl, thiol, C1_20alkylthio, carboxylic 

acid, acylamino, 	oalkyl esters, carbamate, thioamido, urea, and sulfonamido; even 

more in particular R2  t^ 	1-6alkyl. 

15 • said one or more option 	substituents for R2  are selected from the group consisting of 

halo, hydroxyl, nitro, amino 	cyano, aryl, heteroaryl, C3.15cycloalkyl, C3_19heterocyclyl, C1- 

malkylamino, di(Ci_20alkyl)ami 	, 	C1_20alkoxy, and 	halo-C1_20a1ky1; 	in 	particular from the 

group consisting of cyano, C3.8 	loalkyl, C3.6heterocyclyl, C1_6alkoxy, di(C1_6alkyl)amino, 

aryl, and heteroaryl; more in partici! . 	from C3.6heterocyclyl, and C1_6alkoxy; 

20 • said one or more optional substituent- for R2  are selected from C3_19heterocyclyl and C1- 

2oalkoxy; more in particular from oxolanyl . 	d methoxy; 

• R1  and R2 taken together form a cyclic este 	omprising 4 carbon atoms in the cyclic ester 

ring. 

25 	7. The compound according to claim 1, selected from the grot 	consisting of 

• methyl 	4-({3- 	[2-(aminomethyl)-5-[(3-fluoropyridin-4-y 	arbamoyl]phenyl]phenyl}amido) 

benzoate; 

• methyl — 4-({342-(aminomethyl)-543-fluoropyridin-4-yi)carbatn, 	liphenyllphenyl}amido)-3- 

fluorobenzoate; 

30 • methyl 	4-({3[2-(aminomethyl)-5-[(3-fluoropyridin-4-y1)carbamoyl]pl • nyllphenyllamido)-2- 

fluorobenzoate; 

• propyl 	4-({342-(aminomethyl)-5-[(3-fluoropyridin-4-y1)carbamoyl]phenylli_ lenyl}amido)-3- 

fluorobenzeate; 

• methyl 	4-({342-(aminomethyl)-5-[(3-fluoropyridin-4-y1)carbamoyl]phenyl]pheny 'amido)-2- 

35 methylbenzoate; 

• propyl 	4-({312-(aminomethyl)-5-[(3-fluoropyridin-4-y1)carbamoyl]phenyliphenyl}ami 	)-2- 

methylbenzoate; 

• methyl 4-({342-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyliphenylIcarbamoyl) 

benzoate; 

5
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2oalkylamino, di(Cr-zoalkyl)amino, C1-2¡alkoxy, halo-C1-26alkoxy, halo-C1-2salkyl, thiol, Cr.

2ealkylthio, carboxylic acid, acylamino, C1-26alkyl esters, carbamate, thioamido, urea, and

sulfonamido; in particular selected from the group consisting of C1-6alkyl, C3-6alkenyl, and

Cgoalkynyl; wherein said C1-6alkyl, C3-6alkenyl, and C3-6alkynyl is optionally substituted with

one or more substituents selected from the group consisting of halo, hydroxyl, oxo,

rbonyl, amino, amido, cyano, aryl, heteroaryl, Cr-oalkyl, Cg-rscycloalkyl, Cg-rgheterocyclyl,

Cr lkylamino, di(C1-2ealkyl)amino, C1-26alkoxy, halo-Cr-zoalkoxy, halo-C1-2ealkyl, thiol, C1-

SU

carboxylic acid, acylamino, C1-2ealkyl esters, carbamate, thioamido, urea, and

o; more in particular R2 is C1-6alkyl optionally substituted with a substituent

selected the group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido, cyano,

aryl, C1-6alkyl, C3-l5cycloalkyl, C3-leheterocyclyl, Cr-zoalkylamino, di(Ur-

2salkyl)amino, koxy, halo-C1-2ealkoxy, halo-C1-2ealkyl, thiol, C1-2ealkylthio, carboxylic

acid, acylamino, kyl esters, carbamate, thioamido, urea, and sulfonamido; even

10

15

20

30

-6alkyl

substituents for R2 are selected from the group consisting of

halo, hydroxyl, nitro, amin cyano, aryl, heteroaryl, C3-l5cycloalkyl, C3-leheterocyclyl, C1-

2salkylamino, di(Cr-zoalkyl)am , C1-2salkoxy, and halo-C1-2ealkyl; in particular from the

group consisting of cyano,

aryl, and heteroaryl; more in

kyl, C3-6heterocyclyl, C1-6alkoxy, di(Cr-oalkyl)amino,

from C3-6heterocyclyl, and Cr-salkoxy;

said one or more optional su r R2 are selected from Cs-rgheterocyclyl and C1

more in particular R2

said one or more o

2salkoxy, more in particular from oxolanyl

R1 and R2 taken together form a cyclic e

ring.

methoxy;

mprising 4 carbon atoms in the cyclic ester

25 7, The compound according to claim 1, selected from the consisting of

. methyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4-

benzoate;

moyllphenyllphenyllamido)

. methyl 4-({3-[2-(arninomethyl)-5-[(3-fluoropyr.id

fluorobenzoate;

phenyllphenyllamido )-3-

. methyl 4-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]

fluorobenzoate;

henyllamido)-2-

. propyl 4-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phe

fluorobenzoate;

enyllamido)-3-

methyl 4-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllph

methylbenzoate;

mido)-2-

. propyl 4-({3-[2-(am¡nomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllphenyl]am )-2-

methylbenzoate;

. methyl a-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllphenyl]carbamoyl

benzoate;

35
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• methyl 6-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-y1)carbamoyl]phenyl]phenyl}carbamoyl) 

pyridine-3-carboxylate; 

■ 2-methoxyethyl 	4-({3- 	[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyl]phenyll 

amido)benzoate; 

5 oxolan-2-ylmethyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyliphenyl) 

ido)benzoate; 

• 4-(. I inomethyl)-N-(3-fluoropyridin-4-y1)-3-{3-[(1-oxo-1,3-dihydro-2-benzofuran-5-y1) 

carba 	oyl]phenyl}benzamide; and 

• N-{342-(- 	inomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyl]pheny1}-1-oxo-1,3-dihydro- 

10 2-benzofur- •-5-carboxamide. 

8. A compound according t• any one of claims 1 to 7 for use as a medicine. 

9. A composition comprising a 	• • pound as defined in any one of claims 1 to 7, for use as a 

15 human or veterinary medicine. 

20 

10. A compound according to any one of cl 	1 to 7, or a composition according to claim 9, for 

use in the prevention and/or treatment of a dise- e or disorder, in which ROCK is involved, such as 

diseases linked to smooth muscle cell function, i 	lammation, fibrosis, excessive cell proliferation, 

excessive angiogenesis, hyperreactivity, barrier dysf .ction, neurodegeneration, and remodeling. 

11. A compound according to any one of claims 1 to 7, or . composition according to claim 9, for 

use in the prevention and/or treatment of at least one disease ,r disorder selected from the group 

comprising eye diseases; airway diseases; throat, nose and e. 	diseases; intestinal diseases; 

25 cardiovascular and vascular diseases; inflammatory diseases; ne 	•logical and CNS disorders: 

proliferative 	diseases; 	kidney 	diseases; 	sexual dysfunction; 	bone 	.'ceases; 	benign 	pro-static 

hyperplasia, transplant rejection, spasm, hypertension, chronic obstructs 	bladder disease, and 

allergy. 

30 12. A compound according to any one of claims 1 to 7, or a composition according o claim 9, for 

use in the prevention and/or treatment of an eye disease; including but not limited to 	-tinopathy, 

optic neuropathy, glaucoma, degenerative retinal diseases such as macular degeneratio 	retinitis 

pigmentosa and inflammatory eye diseases (such as anterior uveitis, panuveitis, inter 	-diate 

uveitis and posterior uveitis), and/or for preventing, treating and/or alleviating complications an, or 

35 symptoms associated therewith. 
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5

methyl 6-({3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllphenyl]carbamoyl)

pyridi ne-3-carboxylate;

2-methoxyethyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carba moyl]phenyllphenyl]

amido)benzoate;

oxolan-2-ylmethyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carba moyl]phenyllphenyl]

ido)benzoate;

nomethyl)-N-(3-fluoropyridin-a-yl)-3-{3-[(1-oxo-1 ,3-dihydro-2-benzofuran-5-yl)

phenyllbenzamide; and

nomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllphenyl]-1-oxo-1 ,3-dihydro-

10 2-be rboxamide.

8. A compound according ny one of claims 1 b 7 for use as a medicine

9. A composition comprising a

human or veterinary medicine.

pound as defined in any one of claims 1 to 7, for use as a

15

10. A compound according to any one of 1 to 7, or a composition according to claim 9, for

use in the prevention and/or treatment of a d or disorder, in which ROCK is involved, such as

diseases linked to smooth muscle cell function,

excessive angiogenesis, hyperreactivity, barrier

mmation, fibrosis, excessive cell proliferation,

20 , neurodegeneration, and remodeling

11. A compound according to any one of claims 'l to 7, or mposition according to claim 9, for

use in the prevention and/or treatment of at least one disease disorder selected from the group

comprising eye diseases; airway diseases; throat, nose and diseases; intestinal diseases;

25 cardiovascular and vascular diseases; inflammatory diseases; n ical and CNS disorders:

Þ ro I ¡fêrâ tivè d i sè-a sès; -kid nèy d isez¡sss; se-xue I benign pÏostãtfc

hyperplasia, transplant rejection, spasm, hypertension, chronic

allergy.

bladder disease, and

30 12. A compound according to any one of claims 1 Ìo7, or a composition accordi claim 9, for

use in the prevention and/or treatment of an eye disease; including but not limited to

optic neuropathy, glaucoma, degenerative retinal diseases such as macular deg retinitis

pigmentosa and inflammatory eye diseases (such as anterior uveitis, panuveitis, i

uveitis and posterior uveitis), and/or for preventing, treating and/or alleviating complications a

symptoms associated therewith.

a

35

te
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13. Use of a compound according to any one of claims 1 to 7, or a composition according to claim 

9, for inhibiting the activity of at least one kinase, in vitro or in vivo. 

14. .e of a compound according to any one of claims 1 to 7, or a composition according to claim 

5 9, as a 	inase inhibitor; in particular as a ROCK inhibitor, for example as a ROCKI and/or ROCKII 

inhibitor; n ore in particular as a soft ROCK inhibitor. 

15. Use of a corn, sund according to any one of claims 1 to 7, or a composition according to claim 

9, for the preventio 	-nd/or treatment of at least one disease or disorder selected from the group 

10 comprising eye diseas s; airway diseases; cardiovascular and vascular diseases; inflammatory 

diseases; 	neurological 	. ,d 	CNS 	disorders: 	proliferative 	diseases; 	kidney 	diseases; 	sexual 

dysfunction; 	bone 	diseas L., 	benign 	prostatic 	hyperplasia; 	transplant 	rejection; 	spasm; 

hypertension; chronic obstructi 	- bladder disease; and allergy_ 
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13. Use of a compound according to any one of claims 1 to 7, or a composition accordíng to claim

9, for inhibiting the activity of at least one kinase, in vitro or in vivo.

14. of acompoundaccordingtoanyoneof claims 1to7, oracompositionaccordingtoclaim

5 9,asa nase inhibitor; in particular as a ROCK inhibitor, for example as a ROCKI and/or ROCKII

inhibitor; in particular as a soft ROCK inhibitor

15. Use of a nd according to any one of claims 1 to7, or a composition according to claim

9, for the treatment of at least one disease or disorder selected from the group

10 comprising eye d airway diseases; cardiovascular and vascular diseases; inflammatory

diseases; neurological CNS disorders: proliferative diseases; kidney diseases; sexual

dysfunction; bone diseas benign prostatic hyperplasia; transplant rejection; spasm;

hypertension; chronic bladder disease; and allergy
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CLAIMS 

1. A compound of Formula I or a stereoisomer, tautomer, racemic, or salt thereof, 

R/  
A 

i

s

o 

 

O., 	2 
R 

X N H2  
H 

„..),.... ...,...,,, .„.". N 11. 
I 

N„..„........5.)-  

I 

Wherein, 

X is hydrogen or halogen; 

A is —NH-C(---0)- or —C(=0)-NH-; 

Y is N or C; 

R3  is selected from the group consisting of hydrogen, Ci_20alkyl and C3 _15cycloalkyl; 

R1  is selected from the group consisting of hydrogen, C1 _20a1ky1, C i _20alkoxy, and halogen; and 

R2  is selected from the group consisting of Ci_20alkyl, C3_20alkenyl, C3_20alkynyl, C3_15cycloalkyl, 

aryl, heteroaryl, and C3_19heterocyclyl; wherein said C1 _20alkyl, C3_20alkenyl, C3_20alkynyl, C3_ 

15cycloalkyl, aryl, heteroaryl, and C3_19 heterocycly1 is optionally substituted with one or more 

substituents selected from the group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido, 

cyano, aryl, heteroaryl, 	C3_15cycloalkyl, C3_1913eteroc_yclyl, C i _nalkylamincl, 	C1 _6alkyl, 	di(C i _ 

nalkyl)amino, Ci_20alkoxy, halo-Ci_malkoxy, halo-C1 _20alkyl, thiol, 	C1 _20alkylthio, 	carboxylic 

acid, acylamino, Ci_20alkyl esters, carbamate, thioamido, urea, and sulfonamido; 

or R2  taken together with RI  forms a cyclic ester (lactone) comprising from 4 to 9 carbon atoms 

in the cyclic ester ring. 

2. The compound according to claim I wherein R3  is selected from the group consisting of 

hydrogen, C i _olkyl, and C3_6cycloalkyl. 

-Jt-

CLAIMS

1 A compound of Formula I or a stereoisomer, tautorner, racemic, or salt thereof,

Y o-*'3
R

o
X NH,

o

Wherein,

X is hydrogen or halogen;

A is -NH-C(=O)- or -C(:O)-NH-;
YisNorC;

R3 is selected from the group consisting of hydrogen, C¡-2ealkyl and C3-¡5cycloalkyl;

Rl is selected from the group consisting of hydrogen, C¡-2ealkyl, C¡-26alkoxy, and halogen; and

R2 is selected from the group consistitrg of Clzoalkyl, C3-2ealkenyl, C3-2salkynyl, C3-¡5cycloalkyl,

aryl, heteroaryl, and C3-leheterocyclyl; wherein said C1-2salkyl, C¡-zoalkerlyl, C3-2ealkynYl, C:-

¡5cycloalkyl, aryl, heteroaryl, and C3-leheterocyclyl is optionally substituted with one or more

substituents selected from the group consisting of lralo, hydroxyl, oxo, carbonyl, amino, amido,

Çyano, aryl, heteroaryl, C3-l5cycloa.lkyl, C:-rqheteroçyelyl, C¡-2¡afkylamino, Cr-oalkyl, di(Cr-

2ealkyl)amino, C1-2salkoxy, halo-C¡-2salkoxy, halo-Cr-zoalkyl, thiol, Cl-zoalkylthio, carboxylic

acid, acylamino, C1-2ealkyl esters, carbamate, thioarnido, urea, attd sulfonarnido,

or R2 taken together with Rl forms a cyclic ester (lactone) cornprising from 4 to 9 carbon atoms

in the cyclic ester ring.

2. The compound according to clainr I wherein R3 is selected fronr the group consisting of

hydrogen, C¡-6alkyl, arrd C3-6cycloalkyl.

H
N
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3. The compound according to claim 1 wherein 

X is halogen; 

A is -NH-C(=0)- or -C(=0)-NH-; 

Y is N or C; 

R3  is selected from the group consisting of hydrogen, Ci_20alkyl, and C3_15cycloalkyl; R1  is 

selected from the group consisting of hydrogen, C i _20alkyl, C i _nalkoxy, and halogen; and R2  is 

selected from the group consisting of C1 _20alkyl, C3_20alkenyl, C3_20alkynyl, C3_15cycloalkyl, aryl, 

heteroaryl, 	and 	C3.19heterocycly1; 	wherein 	said 	C1 _20alkyl, 	C3_20alkenyl, 	C3_20alkynyl, 	C3_ 

15cycloalkyl, aryl, heteroaryl, and C3_19heterocyclyl is optionally substituted with one or more 

substituents selected from the group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido, 

cyano, aryl, heteroaryl, 	C3_15cycloalkyl, C3_19heterocyclyl, 	Ci _20alkylamino, 	Ci_6alkyl, di(C1- 

20alkyl)amino, Ci_malkoxy, halo-C1_20alkoxy, halo-C1 _20alkyl, thiol, C1 _20alkylthio, carboxylic 

acid, acylamino, C1.20alkyl esters, carbamate, thioamido, urea, and sulfonamido; 

or R2  taken together with RI  form a cyclic ester (lactone) comprising from 4 to 9 carbon atoms in 

the cyclic ester ring. 

4. The compound according to claim 1, wherein R I  is selected from the group consisting of 

hydrogen, C1.6alkyl, Ci_6alkoxy, and halogen. 

5. The compound according to claim 1, wherein; 

R1  is selected from the group consisting of hydrogen, C1 _20alkyl, C1 _20alkoxy, and halogen; and 

R2  is selected from the group consisting of Cizoalkyl, C3goalkertyl,. Cloalkyiyi, C3_15cycloalkyl, 

aryl, heteroaryl, and C3_19heterocyclyl; wherein said C i _20alkyl, is optionally substituted with one 

or more substituents selected from the group consisting of halo, hydroxyl, oxo, carbonyl, amino, 

amido, cyano, aryl, heteroaryl, C1 _6alkyl, C3_15cycloalkyl, C3_19heterocyclyl, C i _20alkylamino, 

di(C1 _20alkyl)amino, 	Ci_20alkoxy, 	halo-C1 _20alkoxy, 	halo-C1 _20alkyl, 	thiol, 	Ci_20alkylthio, 

carboxylic acid, acylamino, Ci_20alkyl esters, carbamate, thioamido, urea, and sulfonamido; 

or R2  taken together with R1  form a cyclic ester (lactone) comprising from 4 to 5 carbon atoms in 

the cyclic ester ring. 
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3. The compound according to claim I wherein

X is halogen;

A is -NH-C(:O)- or -C(:O)-NH-;
YisNorC;

R3 is selected from the group consisting of hydrogen, C1-2ealkyl, and C3-¡5cycloalkyl; Rl is

selected from the group consisting of hydrogen, C¡-26alkyl, C1-2ealkoxy, and halogen; and R2 is

selected from the group consisting of C1-2¡alkyl, C¡-zoalkenyl, C3-2salkynyl, C3-l5cycloalkyl, aryl,

heteroaryl, and Cs-rqheterocyclyl; wherein said Cr-zoalkyl, C¡-zoalkenyl, C3-2salkynyl, C:-

l5cycloalkyl, aryl, heteroaryl, and C3-leheterocyclyl is optionally substituted with one or more

substituents selected from the group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido,

cyano, aryl, heteroaryl, C3-¡5cycloalkyl, C3-leheterocyclyl, C1-2ealkylamino, C1-6alkyl, di(C1-

2salkyl)amino, C1-2¡alkoxy, halo-C1-26alkoxy, halo-Cr-zoalkyl, thiol, Cl-zoalkylthio, carboxylic

acid, acylamino, C¡-2ealkyl esters, carbamate, thioamido, urea, and sulfonamido;

or R2 taken together with Rl form a cyclic ester (lactone) comprising from 4 to 9 carbon atoms in

the cyclic ester ring.

4. The compound according to claim l, wherein Rl is selected from the group consisting of

hydrogen, C¡-6alkyl, C1-6alkoxy, and halogen.

5. The compound according to claim l, wherein;

Rl is selected from the group consisting of hydrogen, C¡-2ealkyl, C1-2salkoxy, and halogen; and

R2 is selected from the con ofC C C

aryl, heteroaryl, and C3-leheterocyclyl; wherein said Cr-zoalkyl, is optionally substituted with one

or more substituents selected from the group consisting of halo, hydroxyl, oxo, carbonyl, amino,

amido, cyano, aryl, heteroaryl, C¡-6alkll, C3-¡5clcloalkyl, C3-¡eheterocyclyl, C¡-2ealkylamino,

di(C¡-2salkyl)amino, C1-26alkoxy, halo-C¡-2salkoxy, halo-C1-2salkyl, thiol, Cr-zoalkylthio,

carboxylic acid, acylamino, C1-2ealkyl esters, carbarnate, thioamido, urea, and sulfonamido;

or R2 taken together with Rl form a cyclic ester (lactone) cornprising from 4 to 5 carbon atoms in

the cyclic ester ring.
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6. The compound according to claim 1, wherein: 

• X is halogen; 

• A is -C(=O)-NH-; 

• Y is C; 

• R3  is hydrogen; 

• R' is selected from the group consisting of hydrogen, C1 _20a1kyl, and halogen; or 

• R' is hydrogen; or 

• R' is fluoro; 

• R2  is selected from the group consisting of C i _20alkyl, C3_20alkenyl, C3_20alkynyl, C3_ 

15cycloalkyl, aryl, heteroaryl, and C3_19heterocyclyl; wherein said C1 _20alkyl, C3_20alkenyl, 

and C3.20alkynyl is optionally substituted with one or more substituents selected from the 

group consisting of halo, hydroxyl, oxo, carbonyl, amino, amido, cyano, aryl, heteroaryl, 

C1.6alkyl, 	C3.15cycloalkyl, C3_19heterocyclyl, 	C1 _20alkylamino, 	d i(Ci_20alkyl)amino, 	C I _ 

20alkoxy, 	halo-Chnalkoxy, 	halo-C1 _20alkyl, 	thiol, 	C1 _20alkylthio, 	carboxylic 	acid, 

acylamino, Ci _20alkyl esters, carbamate, thioamido, urea, and sulfonamido; or 

• R2  is selected from the group consisting of Ci _20alkyl, C3_20alkenyl, C3_20alkynyl, and aryl; 

wherein said Ci_20alkyl, C3_20alkenyl, C3_20alkynyl, and aryl is optionally substituted with 

one or more substituents selected from the group consisting of halo, hydroxyl, oxo, 

carbonyl, 	amino, 	amido, 	cyano, 	aryl, 	heteroaryl, 	C i _6alkyl, 	C3_15cycloalkyl, 	C3_ 

19heterocyclyl, Ci_20alkylamino, di(C i _20alkyl)amino, C i _)oalkoxy, halo-C1 _20alkoxy, halo- 

Ci_20alkyl, thiol, C i _20alkylthio, carboxylic acid, acylamino, C1 _20alkyl esters, carbamate, 

thioamido, urea, and sulfonamido; or 

• R2  is selected from the group consisting of C i _olkyl, C3_6alkenyl, C3_6alkynyl, and aryl; 

wherein said C1 _6alkyl, C3_6alkenyl, C3_6alkynyl, and aryl is optionally substituted with 

one or more substituents selected from the group consisting of halo, hydroxyl, oxo, 

carbonyl, 	amino, 	amido, 	cyano, 	aryl, 	heteroaryl, 	C i _6alkyl, 	C3_15cycloalkyl, 	C3_ 

i 9heterocyclyl, C1 _2oalkylamino, di(C1 220alkyl)amino, C1 _20alkoxy, halo-C1 _20alkoxy, halo- 

Ci_20alkyl, thiol, C i _20alkylthio, carboxylic acid, acylamino, C i _20alkyl esters, carbamate, 

thioamido, urea, and sulfonamido; 
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6. The compound according to claim 1, wherein:

o X is halogen;

o A is -C(:O)-NH-;
. YisC;

. R3 is hydrogen;

. Rr is selected from the group consisting of hydrogen, C'¿salkyl and halogen; or

. Rl is hydrogen; or

. Rl is fluoro;

. R2 is selected from the group consisting of C¡-2salkyl, C¡-zoalkenyl, C3-2salkynyl, Cz-

l5cycloalkyl, aryl, heteroaryl, and C¡-tqheterocyclyl; wherein said Cr-zoalkyl, C3-2salkenyl,

and C¡-zoalkynyl is optionally substituted with one or more substituents selected from the

group consisting of halo, hydroxyl, oxo, carbonyl, atnino, amido, cyano, aryl, heteroaryl,

C1-6alkyl, Cg-rscycloalkyl, C3-leheterocyclyl, Cr-zoalkylamino, di(Cl-z¡alkyl)amino, C1-

26alkoxy, halo-C1-2salkoxy, halo-C ¡-2ealkyl, thiol, Cr-zoalkylthio, carboxylic acid,

acylamino, Ct-zoalkyl esters, carbamate, thioamido, urea, and sulfonamido; or

. R2 is selected from the group consisting of C1-2salkyl, C¡-zoalkenyl, C3-2¡alkynyl, and aryl,

wherein said Cl-zoalkyl, C3-2salkenyl, C3-2salkyrryl, and aryl is optionally substituted with

one or more substituents selected from the group consisting of halo, hydroxyl, oxo,

carbonyl, amino, amido, cyano, aryl, heteroaryl, C1 6alkyl, C3-¡5cycloalkyl, C¡-

leheterocyclyl, C1-2¡alkylamino, di(Cl zoalkyl)amino, C1-2ealkoxy, halo-Cl-zoalkoxy, halo-

Cr-zoalkyl, thiol, C¡-2ealkylthio, carboxylic acid, acylarnino, C1-26alkyl esters, carbamate,

thioamido, urea, and sulfonamido; or

. R2 is selected from the group consisting of C1-6alkyl, C3-6alkenyl, C3-6alkynyl, and aryl;

wherein said Cr oalkyl, C3-6alkenyl, C3-6alkynyl, and aryl is optionally substituted with

one or more substituents selected from the group consisting of halo, hydroxyl, oxo,

carbonyl, amino, amido, cyallo, aryl, heteroaryl, Cr-oalkyl, C3-¡5cycloalkyl, C:-

leheterocyclyl, Cl-zoalkylamino, di(C1 2ealkyl)arnino, C1-2ealkoxy, halo-Cl zoalkoxy, halo-

C1-2¡alkyl, thiol, C¡-2salkylthio, carboxylic acid, acylamino, C¡-2salkyl esters, carbarnate,

thioamido, nrea, and sulfonamido,
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• said one or more optional substituents for R2  are selected from the group consisting of 

halo, hydroxyl, nitro, amino, cyano, aryl, heteroaryl, C3_15cycloalkyl, C3_19heterocyclyl, 

Ci_20alkylamino, di(Ci_malkyl)amino, Ci_20alkoxy, and halo-C i _20alkyl; or 

• said one or more optional substituents for R2  are selected from C3_19heterocyclyl and CI- 

2oalkoxy; or 

• R' and R2  taken together form a cyclic ester comprising 4 carbon atoms in the cyclic ester 

ring. 

7. The compound according to claim 1, selected from the group consisting of 

• methyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4- 

yl)carbamoyl]phenyl]phenyl }amido) benzoate; 

• methyl 4-({342-(aminomethyl)-5-[(3-fluoropyridin-4- 

yOcarbamoyl]phenyl]phenyl}amido)-3-fluorobenzoate; 

• methyl 4-({342-(aminomethyl)-5-[(3-fluoropyridin-4- 

y1)carbamoyl]phenyl]phenyllamido)-2-fluorobenzoate; 

• propyl 4-({342-(aminomethyl)-5-[(3 -fluoropyridin-4- 

yl)carbamoyl]phenyl]phenyllamido)-3 -fluorobenzoate; 

• methyl 4-(1342-(aminomethyl)-54(3-fl uoropyri d in-4- 

yl)carbamoyl]phenyl]phenyl } am ido)-2-methylbenzoate; 

• propyl 4-({342-(aminomethyl)-5-[(3-fluoropyridin-4- 

y1)carbamoyl]phenyl]phenyl}amido)-2-methylbenzoate; 

• methyl 4-({342-(aminomethyl)-5-[(3-fluoropyridin-4- 

ylamoyllph]plienyl) carbarnoylj benzoate; 

• methyl 6-({342-(aminomethyl)-5-[(3-fluoropyri din-4- 

yl)carbamoyl]phenyl]phenyl } carbamoyl) pyrid ine-3 -carboxylate; 

• 2-methoxyethyl 44{3- [2-(aminomethyl)-5-[(3-fluoropyrid in-4- 

yl)carbamoyl]phenyliphenyl } am ido)benzoate; 

• oxolan-2-ylmethyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4- 

Acarbamoyl]phenyl]phenyll am ido)benzoate; 
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said one or more optional substituents for R2 are selected from the group consisting of

halo, hydroxyl, nitro, amino, cyano, aryl, heteroaryl, C3-l5cycloalkyl, C3-¡eheterocyclyl,

C¡-2ealkylamino, di(Cr-zoalkyl)amino, C1-2salkoxy, and halo-Cr-zoalkyl; or

said one or more optional substituents for $2 are selected from C3-leheterocyclyl and Cr-

2¡alkoxy; or

Rl and R2 taken together form a cyclic ester comprising 4 carbon atoms in the cyclic ester

ring.

7 . The compound according to claim I , selected from the group consisting of

o methyl 4-({3- [2-(aminomethyl)-5-[(3-fluoropyridin-4-

yl)carbamoyllphenyllphenyl ) amido) benzoate;

. methyl 4-({3 -1z-(aminomethyl)-5-[(3 -fl uoropyridin-4-

yl)carbamoyllphenyllphenyl ) amido)-3 -fl uoroben zoate;

. methyl 4-({3 -12-(aminomethyl)-5- [(3 -fl uoropyrid in-4-

yl)carbamoyllphenyllphenyl ) am i do)-2-fl u oroben zoate;

. propyl a- (3 -12-(aminomethyl )-5 - [(3 -fl uoropyrid in-4-

yl)carbamoyll phenyllphenyl ) am i do)-3 -fl uoroben zo ate;

. methyl 4-({3 -12-(aminomethyl)-5 - [(3 -fl uoropyri d in-4-

yl)carbamoyllphenyllphenyl ) am ido)-2-methyl ben zoate;

. propyl a-(3 -L2-(aminomethyl)-5- [(3 -fl uoropyrid in-4-

yl)carbamoyllphenyllphenyl ) amido)-2-methylben zoate;

. methyl a-(3 -12-(aminomethyl)-5- [(3 -fl uoropyrid in-4-

v

methyl 6- ({3 -12- (amino m ethyl )- 5 - [(3 -fl uoropyri d in -4-

yl)carbamoyllphenyllphenyl ) carbamoyl) pyrid ine-3 -carboxylate;

2-methoxyethyl 4-( { 3 - [2-(aminomethyl)-5- [(3 -fl uoropyrid in-4-

yl)carbamoyllphenyllphenyl ) am ido)benzoate;

oxolan-2-ylmethyl 4-( { 3 - [2-(aminornethy l)-5 - [(3 -fl uoropyrid in-4-

yl)carbamoyllphenyllphenyl ) arn ido)benzoate;

a

a

a

a

a

a
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• 4-(aminomethyl)-N-(3-fluoropyridin-4-y1)-3-{3-[(1-oxo-1,3-dihydro-2-benzofuran-5-y1) 

carbamoyl]phenyl}benzamide; and 

• N- {342-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyl]phenyl} -1-oxo- 

dihydro-2-benzofuran-5-carboxamide. 

1,3- 

9. A pharmaceutical composition comprising a compound as defined in claim 1 and one or 

pharmaceutically acceptable carriers, diluents or excipients. 

more 
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4-(aminomethyl)-N-(3-ftuoropyridin-a-yl)-3-{3-[(1-oxo- 1,3-dihydro-2-benzofuran-5-yl)

carbamoyllphenyl ) benzamide; and

N-{3-[2-(aminomethyl)-5-[(3-fluoropyridin-4-yl)carbamoyl]phenyllphenyl]-l-oxo- 1,3-

dihydro-2-benzofu ran- 5 -carboxamide.

9. A pharmaceutical composition comprising a compound as defined in claim I and one or more

pharmaceutically acceptable carriers, di luents or exc ipi ents.

a

a


