by L 0%00B84E-T

! . W ey
1 PCT WORLD INTELLECTUAL PROPERTY ORGANIZATION
Intemational Burcau
INTERNATIONA_?;_ APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)
: (5_15 International Patent Classification 6 : (11) International Publication Number: WO 98/09951
A2
Co7D 217R0 (43) International Publication Date: 12 March 1998 (12.03.98)
(Zlﬁntemﬁonal Application Number: PCT/US97/15468 | (81) Designated States: AL, AM, AT, AU, AZ, BA, BB, BG, BR,
BY, CA, CH, CN, CU, CZ, DE, DK, EE, ES, Fl, GB, GE,
(22) International Filing Date: 4 September 1997 (04.05.97) GH, HU, IL, I8, IP, KE, KG, KP, KR. KZ, LC, LK, LR,
LS, LT, LU, LV, MD, MG, MK, MN, MW, MX, NO, NZ,
_ PL, PT, RO, RU, 8D, SE, SG, SI, SK, SL, TJ, T, TR,
(30) Priority Data: TT, UA, UG, US, UZ, VN, YU, ZW, ARIPO patent (GH,
08/708,411 5 September 1996 (05.09.96) uUs KE, LS, MW, SD, §Z, UG, ZW), Eurasian patent (AM, AZ,
BY, KG, KZ, MD, RU, TJ, TM), European patent (AT, BE,
CH, DE, DK, ES, FI, FR, GB, GR, IE, IT, LU, MC, NL,
(71) Applicants (for all designated States except US): AGOURON PT, SE), OAP! patent (BF, BJ, CF, CG, CI, CM, GA, GN,
PHARMACBUTICALS INC. [US/US); 10350 North Tor- ML, MR, NE, SN, TD, TG).
rey Pigles Road, La Jolla, CA 92037-1022 (US). JAPAN TO-
BACCO INC. [JP/IP]; 1-1, Muraski-chou, Takatsuki, Osaka
569 (JP). Published
Without international search report and to be republished
(72) Inventors; and upon receipt of that report.

(75) Inventors/Applicants (for US only): WHITTEN, Kathleen,
R, [US/US]: 4966 Gunston Court, San Diego, CA 92130
(US). DEASON, Michael, E. [US/US]; 13826 Frame Road,
Poway, CA 92064 (US).

(74) Agents: GARRETT, Arthur, S. et al.; Finnegan, Henderson,
Farabow, Garrett & Dunner, L.L.P., 1300 I Street, N.W.,
‘Washington, DC 20005-3315 (US).

(54) Title: INTERMEDIATES FOR MAKING HIV-PROTEASE INHIBITORS AND METHODS OF MAKING HIV-PROTEASE
INHIBITORS

{57) Abstract.
HIV-protease inhibitors inhibit or block the biological activity of the HIV-protease enzyme, causing the replication of the HIV virus

to terminate. These compounds can be prepared by the novel methods of the present invention using the novel inventive compounds and
intermediates.
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