PCT

WORLD INTELLECTUAL PROPERTY ORGANIZATION

International Bureau

INTERNATIONAL APPLICATION PUBLISHED UNDER THE PATENT COOPERATION TREATY (PCT)

(51) International Patent Classification 6

CO07D 491/22, A61K 31/47 //(COTD

(11) International Publication Number:

WO 99/05103

A3
491/22, 311:00, 221:00, 221:00, 209:00) (43) International Publication Date: 4 February 1999 (04.02.99)
(21) International Application Number: PCT/EP98/04919 | (81) Designated States: CA, JP, US, European patent (AT, BE, CH,
CY, DE, DK, ES, F], FR, GB, GR, IE, IT, LU, MC, NL,
(22) International Filing Date: 20 July 1998 (20.07.98) PT, SE).
(30) Priority Data: Published
9715821.6 25 July 1997 (25.07.97) GB With international search report.

| (71) Applicant (for all designated States except US): PHARMACIA
& UPJOHN S.P.A. [IT/IT]; Via Robert Koch, 1.2, I-20152

Milano (IT).

(72) Inventors; and
(75) Inventors/Applicants (for US only):

BEDESCHI, Angelo
[IT/IT}; Via Pietro Redaelli, 11, 1-20146 Milano (IT).
CABRI, Walter [IT/IT]; Via Massimo D’Azeglio, 29,
1-20089 Rozzano (IT). CANDIANI, Hlaria [IT/IT}; Via del
Chisso, 10, I-21052 Busto Arsizio (IT). CAPOLONGO,
Laura [IT/IT]; Via P. Rembrandt, 11, I-20147 Milano (IT).

(88) Date of publication of the international search report:

15 April 1999 (15.04.99)

(54) Title: 20(S)-7-ETHYL—9-(N-METHYL—N-PHENYL)AMIDINO-CAMPTOTHECIN, ITS PREPARATION AND ITS USE AS

ANTITUMOR AGENT
~
N
.
I
N
=
NS
(57) Abstract

A water soluble camptothecin derivative which is 20(S)-7-ethyl-9-(N-methyl-N-pheny!)amidino-camptothecin (I) and pharmaceutically
acceptable salts thereof, pharmaceutical compositions containing them and a process for their preparation are described. The compound of
the invention and its pharmaceutically acceptable salts are useful antitumor agents and are further characterised by having a remarkable

therapeutic index.
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