
-2a-

Summary 

In one aspect, there is provided a. compound of formula I. 

wherein 

X1 is C-R1 orN; 

X2 is C-R1 or N; 

X3 is C-R1 or N; 

X.4 is C-R1 or N; 

whereby only one of X1. X2, X3 and X.4 is N; 

R1 each separately is selected from the group consisting of hydrogen., halogen., hydroxy. C-i 
6-al.kyl and Cus-alkoxy; 

R is selected from, the group consisting of H and Ci ^-alkvl: 

R3 is selected from the group consisting of H and Cus-alkyl: 

or R~ and R: together are =0: 

Y1 ' is C-R4 or N; 

Y2 is C-R4 or N; 

Y3 is C-R4 or N; 

Y4 is C-R4 or N; 

whereby only one of Yl, Y2, Y~' and Y4 is N; 

R.4 each separately is selected, from, the group consisting of hydrogen, halogen, halogen-Ci.^ 
alkyl. hydroxy, Cj^ralkyl. Cj-6-alkoxy and. S.i(Ci .ft-alkyl'h: 

m is 1.2 or 3; and 
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'31 is 0 or 1; 

or phafro.ace1rti.c3l.lv acceptable salts thereof. 

In another aspect, there is provided an intermediate of a. compound of formula I as 
defined herein, wherein. 

15 

X2 is C-R1: 

X3 is C-R1; 

X4 is NO: 

R.1 each separately is selected, from the group eoiisi.sti.iig of hydrogen, halogen, hydroxy. € i 
10 fi-alkyl and Cj-^-alkoxy; 

R2 is selected from the group consisting of H and Ci^-alky!; 

R3 is selected from the group consisting of B and Ci_.ft-al.kyl; 

or R.2 and R3 together are =€); 

Y1 is C-R'orN; 

Y2 is C-R.4 c 

Y3 is C-R.4 or N; 

Y4 is C-R4 or N; 

whereby only one of Y[, Y2, Y"' and Y4 is' N; 

R4 each separately is selected from, the group consisting of hydrogen, halogen, halogen-Cw,-
20 alkyl. "hydroxy. Cj^-alkyl, Ci-6-alkoxy and. SiCCi.ft-alkyl'h; 

m is 1. 2 or 3; and 

11. is 0 or 1; 

or pharmaceutically acceptable salts thereof. 
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In another aspect, there is provided a -process to manufacture a compound of formula I, 
comprising the step of reacting a coin.pou.nd of formula (II) 

II 

with a compound of formula (III) 

NH-

- • I A- 14 wherein n. ro, R.h RJ. X " and Y ~ arc as defined hereinabove for formula (I), 

In another aspect, there is provided a compound of formula I as defined herein, whenever 
prepared, by a process as defined herein. 

In another aspect, there is provided a compound of formula I as defined herein, for use as 
10 therapeutically active substance. 

In another aspect, there is provided a compound of formula I as defined herein for the use 
as therapeutically active substance acting peripherally and centrally in the conditions of 
inappropriate secretion of vasopressin, anxiety, depressive disorders, obsessive compulsive 
disorder, autistic spectrum disorders, schizophrenia, aggressive behavior and phase shift sleep 

15 disorders, in particular jeflag. 

In another aspect, there is provided a. pharmaceutical composition comprising a 
compound of formula 1 as defined herein, and a pharma.centical.lv acceptable carrier and/or a 
pharmaceuticallv acceptable auxiliary substance. 

In another aspect, there is provided use of a compound, of formula I as defined herein for 
20 the manufacture of a medicament for acting peripherally and centrally in the conditions of 

inappropriate secretion of vasopressin, anxiety, depressive disorders, obsessive compulsive 
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disorder. autistic spectrum disorders, schizophrenia, aggressive behavior and phase shift sleep 
disorders, in. 'particular jetlag.-
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III, 

wherein n, m, R2, R3, X1"4 and Y1"4 are as defined hereinabove for formula (I). 

14. A compound of formula I according to any of claims 1 to 12, whenever prepared by a 
process as defined in claim 7. 

5 15. A compound of formula I according to any of claims 1 to 12 for use as therapeutically active 
substance. 

16. A compound of formula I according to claims 1 to 12 for the use as therapeutically active 
substance acting peripherally and centrally in the conditions of inappropriate secretion of 
vasopressin, anxiety, depressive disorders, obsessive compulsive disorder, autistic spectrum 

10 disorders, schizophrenia, aggressive behavior and phase shift sleep disorders, in particular 
jetlag. 

17. A pharmaceutical composition comprising a compound of formula I according to any of 
claims 1 to 12 and a pharmaceutically acceptable carrier and/or a pharmaceutically 
acceptable auxiliary substance. 

15 18. Use of a compound of formula I according to any of claims 1 to 12 for the manufacture of a 
medicament for acting peripherally and centrally in the conditions of inappropriate secretion 
of vasopressin, anxiety, depressive disorders, obsessive compulsive disorder, autistic 
spectrum disorders, schizophrenia, aggressive behavior and phase shift sleep disorders, in 
particular jetlag. 
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