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ABSTRACT

A retroviral protease inhibiting compound is diclosed. The

compound is of the formula

wherein R; is hydrogen and R, and R; are independently selected
from C¢-aryl-C;-to-Cg-alkyl, Ce-to-Cio-aryl-C;-to-C¢-alkyl, Ci;-to-C;-
cycloalkyl-C;-to-Cg-alkyl and (heterocycliic)—Cl-to-Cs—alkyl; and

A and B are independently selected from Rg-C(O) - (NH) - (CH(Rs)) -

C(0O) - and Rg-C(0O)- wherein at each occurrence Rg 1S independently
selected from R7-N(Cl—to-cs—loweralkyl) -, R;,-0- and R—,—S'-— wherein Ry
is heterocyclic or (heterocyclic)-C;-to-Cg-alkyl and at each
occurrence Rs; is independently selected from C;-to-C¢-loweralkyl;
or a pharmaceutically acceptable salt, thereof.'.Also disclosed
are a composition use and kit for inhibiting a retroviral protease
and for treating an HIV infection. Also disclosed are processes

and intermediates useful for the preparation of the retroviral

protease inhibitors.
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- CLAIMS

1. A compound having the formula:

NH-P,

wherein P, and P, are independently selected from hydrogen and an
N-protecting group; R, is hydrogen or an O-protecting group, and
R, and R; are independently selected from Cg-aryl-C;-to-Cg- - .
alkyl, Cs-to-Cip-aryl-C;-to-Cs-alkyl, Ci;-to-C,;-cycloalkyl-C;-to-Cg-
alkyl and (heterocyclic)-C;-to-C¢-alkyl; or a salt thereof.

2. A compound having the formula:
OR, ' R,
P, ~-NH

NH- P,

R

wherein P; and P, are independently selected from hydrogen and an
N-protecting group; R, is hydrogen or an O-protecting group; and
R, and R; are independently selected from Cg-aryl-C;-to-Cg-alkyl
and Cg-to-Cyo-aryl-C,-to-Cg-alkyl; or a salt thereof.
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3. A compound having the formula:

OR, R
P, -NH

NH-P,

R,

wherein P, and P; are independently selected from hydrogen and an
N-protecting group; R; is hydrogen or an O-protecting group; and
R, and R, are independently selected from Cg-aryl-C;-to-Cg-alkyl
and Co-to-C,p-aryl-C;-to-Cg¢-alkyl; or a salt thereof; wherein the
carbon atom bearing the R; substituent has the ngu configufation,
the atom bearing the OR;: substituent has the "S" configuration
and the carbon atom bearing the R; substituent has the "S"

configuration.

4. A compound having the formula:

OR; R3
P, -NH

NH- P,

R,

wherein P, and P, are independently selected from hydrogen and an
N-protecting group; R; is hydrogen or an O-protecting group; and
R, and Ry are benzylf or a salt thereof; wherein the carbon atom
bearing the R; substituent has the "S" configuration, the atom
bearing the OR,. substituent has the "S" configuration and the

carbon atom bearing the R, substituent has the "S" configuration.

5. The compound according to Claim 1 which is
(ZS,BS,SS)-2,S-Diamino-l,6-dipheny1-3~hydroxyhexane; or a salt

thereof.
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6. A compound having the formula:

o

or an acid addition salt thereof.

7. A compound useful having the formula:

OH

2 T

or an acid addition salt thereof.

8. The compound according to Claim 7 which is
(28, 38,58) -5-amino-2- (N- (5-thiazolyl) -methoxycarbonyl)amino-1,6-

diphenyl-3-hydroxyhexane; or an acid addition salt thereof.

9. The compound acocording to Claim 1 which is
(28,3S8,58)-5-Amino-2- (N- (((t-butyl) oxy) carbonyl)amino) -1, 6-
diphenyl-3-hydroxyhexane or a salt thereof.

10. The compound according to Claim 1 which is
(ZS,BS,SS)—ZeAmino-5~(N4(((t—butyl)oxy)carbonyl)amino)-1,6-
diphenyl-3-hydroxyhexane or a salt thereof.
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