ABSTRACT The present invention provides pacli.taxel. derivatives of fornula I
S [err] i'n which [err] is [err] in which [er] is RO or R 710 P [err]
is [err] alkyl, [err] alkenyl, [err] alkynyl? [etr]: cycloal k§l, or a -
radical of the fornmula [err] in which Wis a“bond, [err] al kenediyl, or
[err] inwhicht is one to six; and [err] is naphthyl phenyl, or

het eroaryl, and 15 furthernore [err] can be optlonal |GT-22:
substituted with one to three same or different [err]

ABSTRACT

The present invention provides paclitaxel
derivatives of formula I

BCOCH,

in which
R' is -COR* in which R* is RO- or R;

10 R? is C,4 alkyl, C,¢ alkenyl, C,4 alkynyl, Ci
cycloalkyl, or a radical of the formula
-W-R* in which W is a bond, C,4 alkenediyl,
or -(CH;)~, in which t is one to six; and R*
is naphthyl, phenyl, or heterocaryl, and

15 furthermore R* can be optionally substituted
with one to three same or different Cy,
alkyl, C,s alkoxy, halogen or -CF; groups;

R' is -OCOR, H, OH, ~-OR, -0SO,R, —-OCONR°R,
-OCONHR, -0COO(CH,) R, or -OCOOR;

20 R® and R® are both hydroxy or together form a bond
with the carbon atoms to which they are
attached; and

R and R°® are independently C,, alkyl, C,,
alkényl, C;¢ cycloalkyl, C,4 alkynyl, or

25 phenyl, optionally substituted with one to

- three same or different C. alkyl, Cp

alkoxy, halogen or -CF; groups.

This Sheet Has Been Re ﬂ

I ] 1170



al kyl, [err] al koxy, hal ogen or -CF3 groups; [err] s -OCOR H, -OH, OR
[err] -OCONHR, [err] or -0OCOOR;, 20 [Brr]s and [err] aﬁe bot h hydr oxy:
or together forma bond with the carbon atoms to-which they--are attached;
and R and [err] are independently [err] alkyl, [err] alkenyl, [err

cycloal kyl, [err] al kynyl, or 25 phenyl , optronallycgngé%ﬁﬁuted
with one to three sane or drfferent [err] al kyl , [err] al koxy, hal ogen or
[err] groups.

Also provided by this 1nventlon are

pharmaceutical formulations (comp051t10ns) and a

f
method of treating mammalian tumors with a compound ©

formula I.
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