ABSTRACT STERO D SULPHATASE | NHI BI TORS The invention provides

‘phar maceuti cal conpositions conprising a pharnaceutically acceptable
“carrier or diluent and a conpound conprising a ring system and a sul phamate
‘group of the fornula [err] wherein é&ch of R and R2 is I ndependent |y
‘sel ected fromH, alkyl, alkenyl, cycloalkyl and aryl; wherein at |east one
of R and R2 is H and wherein the ring systemconprises at |east three
rings, at least two of which are fused; wherein the conmpound is an

i nhi bitor of an enzyne having steroid sul phatase activity (EC 3.1.6.2);
wherein if the sul phamate group on pAR&STRAEPuUNd were to be replaced with a
sul phate group to form a sul phate conpound and i ncubated with a steroid

| phat EC 3.1. t 7.4 d 37C it | d id K
sulphatase enzyre (EC 3- 1. GeRofd sOLPHATASE NidisifGRs ou' @ provide a Km

The invention provides pharmaceutical compositions comprising a pharmaceutically acceptable

carrier or diluent and a compound comprising a ring system and a sulphamate group of the formula

Ry 0
N-§-07
RS &

wherein each of Rq and R; is independently selected from H, alkyl, alkenyl, cycloalkyl and aryl;
wherein at least one of R1 and Rz is H; and -

wherein the ring system comprises at least three rings, at least two of which are fused;

wherein the compound is an inhibitor of an enzyme having steroid sulphatase activity (EC
3.1.6.2),

wherein if the sulphamate group on the compound were to be replaced with a sulphate group to
form a sulphate compound and incubated with a steroid sulphatase enzyme (EC 3.1.6.2) at a pH 7.4
and 37°C it would provide a Kn value of less than S0uM.

[ ————

D

*G00002*

*162162*




