Abstract HETEROCYCLI C ASPARTYL PROTEASE | NHI Bl TORS

Di scl osed are conpounds of the fornmula (1) or a stcreoisoner,
taotoner, or pharnaceutically acceptablesalt or solvate thereof,7
wherein Wis a bond, -C(=S)-, -5(0), -S(0)2-, -C(=0)-, -0-, -C(R)(R
)-, -N(R)- or -C(=N(R))-; Xis -0-, -14(R)- or -C(13.6)(R)-;
provi ded that when Xis -0-1Uis not -0-, -8(0)-, -8(0)2-, -C(=0)-
-C(=NR5)-; Uis a bond, -8(0)-, -c(c)-, -0-, -MX01215-, -C(=N12.5)-,
-((R)(R))2- oroN(R5)-; wherein b is | or 2; provided that when \V
is -S(0)-, -S(0)2-, -0-, or -14(R5)-,700 is not -8(0)-i -S(0)2-, -9-,
or -N(125)-; provided that when Xis -N(R)- and Wis -5(0), -8(0)2-,
-0-, or -N(R)-, then Uis not a bondbsteasd R, R, R4, R, R, and R
arc as defined in the specification; and pharnaceutical conpositions
conpri si ng the conpoHEREROCYEQICABRART). PRATEASH iNHIBIDORE i S t he net hod
of inhibiting aspartyl protease, and in panicular, the nethods of
treating cardi ovascul ar di seases, cognitive and neurodegenerative

di seases, and the nethods of inhibiting-8f Human | mmunodefi ci ency
Virus, plasnepins, cathepsin D and protlozeal enzymes. Al so disclosed
arc methods of treating cognitive or uﬁodeg@heratlve di seases using
the conmpounds of fornmula I in conbi nationh with a chol i nesterase

i nhibitor or a nmuscarinic nb agoni st or! n2 antagonist. No suitable
figures.

Disclosed are compounds of the formuta (I) or a stereoisomer, taytomer, or pharmaccumaily acccptublc salt or sul
vale th(::gc[)f7 wherein W is a bond, -C{=8)-, -5(0)-, -5{0);-, -C(=0)-, -O-, -C(R }(R )~ -N(R ) gr C(—N(R - X is -O-, N(R )
or ~C(RI(RD-; pm\:ﬁegi that when Xis -0- ?,U is nat -Q-, .?(0) s -5(0)-, -C(=0}- or -C(=NR")-; U s & hond, -8{{)-, S(O)z

-C(0)-, 50‘ POWOR)-, C(—NR - -(CR ){R My Or —N(R 3-; wherein b is | or" provided thut whea W is -8{O)-, S(OSL
or -N{R™-, Uisnot —S(IO) S(O); v O 9 - -N(R ; provided that when X is N(R J)- and W is -3(0)-, -3(0)3-, -O-, o1 -N(R)-, [hcn
Uisnotabond; and R, R R R® ,and R are as defined in the specification; and pharmaceuticat compositions comprising
the compounds of l’ormula ([) Also dlscloscd is the method of inhibiting aspartyl protease, and in particular, the methods of treat-
ing cardiovascular diseases, cognilive and neurodegencrative diseases, and the methods of inhibiting of Tluman Immunodeficiency
Virus, plasmepins, cathepsin D and prolozoal enzymes. Also disclosed are methods of treating cognilive or neuradegenerziive dis-
cascs sing the compounds of formula [ in combiration with a cholinesterase inhibitor or a muscarinic m; agonist or m, antagonisl.

No suitable fisures.




