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RAN 4013/26 

Abstract 

The present invention relates to novel a1-adrenoceptor 

antagonists of the formula I 

I 

in which: 
al is acetylamino, amino, cyano, trlfluoroacetylamino, halo, , 
hydro, hydroxy, nitro, methylsulfonylamino, 2-propynyloxy, a 
group selected from (C1-5)alkyl, (C3_5)cycloalkyl, 

~ 

15 (C3-5)cycloalkyl(C1_4)alkyl, (C1-5)alkyloxy, (C3_5)cyclo-
alkyloxy, (C3_5)cycloalkyl(C1-4)alkyloxy and (C1-4)alkylthio 
(which group is optionally further substituted with one to 
three halo atoms) or a group selected from aryl, aryl(C1_4)­
alkyl, heteroaryl, heteroaryl(C1-4)alkyl, aryloxy, 

20 aryl(C1_4)alkyloxy, heteroaryloxy and heteroaryl(C1-4)alkyloxy 
(which aryl and heteroaryl are optionally further substituted 
with one to two radicals independently selected from halo and 
cyan~); 

R2 is cyano, halo, hydro, hydroxy or a group selected from 
25 (C1-5)alkyl and (C1-6)alkyloxy (which group is optionally 

30 

further substituted with one to three halogen atoms) ; 
R3 and a4 are both hydro or methyl or together are ethylene; 
a.."ld 

RS is a group selected from Formulae (a), (b), (c) and (d) : 
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0 Re·· 0 Re a.,_ Re 0 R6 

'Y--N." ~N· N. ~N· 
-N Z -N. =(=_o -N x -N. __c,o 

H z- $--/--Ra y Ra 
0 R7 R1 0 Ra Ra 

(a) (b) (c) (d) 

in which: 
x is c (0) I CH2 or CH (OH) ; 

5 Y is CH2 or CH(OH); 
Z is Nor C(R9), wherein R9 is hydro, (C1-5)alkyl or hydroxy; 
R6 is hydro, a group selected from (C1_5)alkyl, (C3_5)­
cycloalkyl, (C3_5)cycloalkyl(C1-4)alkyl (which group is 

optionally further substituted~with one to three halo atoms) 
10 or a group selected from aryl, het~roaryl, aryl(C1_4)alkyl and 

heteroaryl(C1_4)alkyl (which aryl ~d heteroaryl are 

optionally further substituted with one to three radicals 
selected from halo, cyano, (C1-6)alktloxy, (C1-5)alkyl and 
aryl); 

15 R7 is (C1-5)alkanoyl, carbamoyl, cyano, di(C1-6)alkylamino, 
halo, hydro, hydroxy, hydroxyiminomethyl, (C1-5)alkylsulfonyl, 
(C1-5)alkylthio, a group selected from (C1-5)alkyl, 
(C3_5)cycloalkyl, (C1_5)alkyloxy and (C1-5)alkyloxy(C1-4)alkyl 
(which group is optionally further substituted with one to 

20 three radicals selected from halo, hydroxy or (C1-5)alkyloxy) 
or a group selected from aryl, heteroaryl, aryl(C1-4)alkyl and 
heteroaryl(C1_4)alkyl (which aryl and heteroaryl are 

optionally further substituted with one to three radicals 
selected from halo, cyano, (C1_5)alkyloxy, (C1-6)alkyl and 

25 aryl) or R7 and R9 together are tetramethylene; and each RS is 
independently hydro, hydroxy, methyl or ethyl; and the 
pharmaceutically acceptable salts and N-oxides thereof. 


