wo 2005/077957 A3 |10 0 0 00O OO O

Title: METHODS FOR MAKI NG 3- 0- PROTECTED MORPHI NONES

AND 3-0- PROTECTED MORPHI NONE DI ENOL  CARBOXYLATES

[err] Abstract: Disclosed are nethods for making
(122INTERNATIARAL SFHILIGGT @NBSBLISHIDIUNDER GHE PATHNTOQOPRRATION TREATY (PCT)

corresponding pri- mary or condary al cohol to react

o AR e G i e

enbo |mant e al cohol i /" fornul a
M@Qﬁt@ﬂnﬁﬁd?}[}ﬂﬁﬂbiieaﬁ&l BatP! Ot ecITTIg gr oumm) ﬂit&ﬁatﬂha%m&e&im Number
O

(51 Irft@lamala’a(eit)ﬂatsmcajwl dl 2@07i|)|’43?/0i33 pr e@eﬂ@ eZCBﬁ BB, BG BR,BW,BY, BZ, CA, CH, CN,

o1 I‘F a?}{ﬁalne cont ai ni ng conpound an nd“ack 1Rt DEf DM, DZ, EI(iFiII::I 1;35 JI;?)SKFg
e ¢

t ‘E‘l dpﬁr &P tﬁf’%c{rﬂuszoé’srb%ﬁd l O\r’]\" beishgh) %’P@LKP% 1S, LU, LV, MA, MD,
e oxidation s ep to react I@Hl\ﬂ&yfl\f NINONZOMPG
(22) International Filing Date: 4 February 2005 (04.02.2005) PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, SL, SM, SY,
TJ, ™M, TN, TR, TT, TZ, UA, UG, US, UZ, VC, VN, YU,

(25) Filing Language: English ZA, 7M, 7ZW.

(26) Publication Language: English

(84) Designated States (unless otherwise indicated, for every
kind of regional protection available): ARIPO (BW, GH,
GM, KE, LS, MW, MZ, NA, SD, SL, SZ, TZ, UG, ZM,
ZW), Eurasian (AM, AZ, BY, KG, KZ, MD, RU, TJ, TM),
European (AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, FI,
FR, GB, GR, HU, IE, IS, IT, LT, LU, MC, NL, PL, PT, RO,
SE, S1, SK, TR), OAPI (BF, BJ, CF, CG, CI, CM, GA, GN,
GQ, GW, ML, MR, NE, SN, TD, TG).

(30) Priority Data:
60/542,711 6 February 2004 (06.02.2004) US

(71) Applicant (for all designated States except US): EURO-
CELTIQUE S.A. [LU/LU]J; 122 Boulevard de la Petrusse,
1.-2330 Luxembourg (L.U).

(72) Inventor; and
(75) Inventor/Applicant (for US only): STUMPF, Andreas Tublished:

[DE/US]; 5504 Aspen Street, Dublin, CA 94568-7678 ~—  With international search report

US).

©9 (88) Date of publication of the international search report:
(74) Agents: ABRAMS, Samuel, B. etal.; Jones Day, 222 East 4 May 2006

41st Street, New York, NY 10017-6702 (US).

Fortwo-letter codes and other abbreviations, refer to the "Guid-

(81) Designated States (unless otherwise indicated, for every ance Notes on Codes and Abbreviations" appearing at the begin-

kind of national protection available): AE, AG, AL, AM, ning of each regular issue of the PCT Gazette.
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(57) Abstract: Disclosed are methods for making aldehy-
des and ketones comprising allowing the corresponding pri-
mary or secondary alcohol to react in the presence of tri-
choroisocyanuric acid, a compound of formula R;SR, and
a base. In one embodiment, the alcohol is a compound of
Ra~_ formula (I) wherein R; is a protecting group. Also disclosed
© (I) are methods for making 3-O-protected morphine dienol car-
boxylates comprising allowing a compound of formula (I) to
oxidize in the presence of a chlorine-containing compound
and a compound of formula R;SR,; and allowing the prod-
uct of the oxidation step to react with an acylating agent.

N——CHj

OH



