2-substituted saccharins which inhibit the enzymatic activity of
| ytic enzynes are useful in the treatnent of degeneratlve di seases
hve the formul a [err] X »:

n: Lis:-O, -S-, -SO or -SOerr]- N mandnare each _—
endently 0 or 1; Rlerr] is substitut ed phenyl het erocyclyl or
tued heterocyclyl or, when L is -O and nis 1. Rerr] is
@hept atri enon-2-yl or, when this -S- and nis 1, Rerr] is cyano
@er - al koxyt hi ocar bonyl or, 10

or 7% phen L is -SO2- and nis 1, Rerr] is
| owelg- al kyl or trifluoronethyl; Rlerr] is hydrogen,
| one- al koxycar bonyl, phenyl or pABSYRA(ITo; and Rlerr] and Rerr] are
eachghydrogen or various substituents, and processes for preparation
and gharmaceutical conpositions and met hod of use thereof are
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Novel 2-substituted saccharins which inhibit the enzymatic activity
of proteolytic enzymes are usclul in the treatment of degenerative discases and

have the formula

Ry
Tz
Ry N-—(CH=CH),,CH-L,-R;
S
10 7 X,
wherein:

L is -O-, -8-, -8O- or -SO»-;

m and n are cach independently O or 1; .
15 R is substituied phenyl, heterocyclyl or substitued heterocyclyl or,

when L is -O- and n is 1, Ry is cycloheptatrienon-2-yl or,
when L is -8- and n is 1, Ry is cyano or lower-alkoxythiocarbonyl or,
when L is -SO2- and n is 1, Ry is lower-alkyl or trifluoromethyl;
Ry is hydrogen, lower-alkoxycarbonyl, phenyl or phenylthio; and

20 R3 and Ry arc each hydrogen or various substituents,
and processes for preparation and phamlaccuucal compositions and method
of usc thereol are disclosed.
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