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FIG. 1A

(57) Abstract: The present invention relates to novel compounds
of formula (I) having anti-cancer activity, pharmaceutically ac-
ceptable salts thereof as well as pharmaceutical compositions
comprising the same and the use of such compounds for the treat-
ment of cancer wherein --A-- represents a peptide chain, where-
in said peptide chain consists of 4 to 9 amino acids, wherein
preferably said amino acids are selected from a-aminoisobutyric
acid (Aib), leucine (Leu), preferably (S)-leucine, or S-alanine (-
Ala); Ry is (A), wherein the arrow indicates the attachment to
the NH-moiety depicted in formula (I), and wherein Rs is se-
lected from H, C;-Cjgalkyl, C;-Cjgalkenyl, carbocyclyl, hete-
rocyclyl,,C;-Csalkylene-carbocyclyl or C;-Csalkylene-heterocy-
clyl, wherein said C-Cjsalkyl and said C1-Cjgalkenyl each inde-
pendently optionally substituted with halogen, OR 13, NR9R2,
-[O-C,Hy4],-OCH;3; wherein n=2-20; and wherein each of said
carbocyclyl and said heterocyclyl independently at each oc-
currence optionally substituted with C;-Cjalkyl, halogen, oxo,
CF3, ORjg, NR19R20, CeHs, CgHs substituted with halogen,
Ci-Csalkyl, ORjg, NRj9R20, wherein Rig, Ryg, Ragp are inde-
pendently at each occurrence H, C;-Csalkyl, and wherein Rg,
R7, Rg, Rg, Ryp, Ry are independently at each occurrence se-
lected from H, C;-Cgalkyl, C1-Cgalkenyl, carbocyclyl, hetero-
cyclyl, C;-Csalkylene-carbocyclyl, C;- Csalkylene-heterocyclyl,
halogen, C;-Cyhaloalkyl, ORj; or NR3;R»3, wherein said Ry,
R22, Ry3 are independently at each occurrence selected from H,
C;-Cealkyl, C1-Cgalkenyl, C(O)O-C;-Csalkyl, C(0)-Cq-Cealkyl,
C(0)O-C-Cgalkenyl, C(O)-C;-Cgalkenyl, carbocyclyl, hetero-
cyclyl, C1-Csalkylene-carbocyclyl or C;-Csalkylene-heterocycl
yl, wherein each of said carbocyclyl and said heterocyclyl inde-
pendently at
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each occurrence optionally substituted with C;-Csalkyl, halogen, oxo, Cj-Cshaloalkyl, OR;g, NR19R29, C¢Hs, CsHs substituted with
halogen, C;-Csalkyl, OR g, NR9R5(; or wherein two of said Rg, R7, Rg, Rg, Ry, and Ry together with the carbon atom to which they
are attached form a carbocycle or heterocycle, preferably a carbocycle; said carbocycle and said heterocycle optionally substituted with
C1-Csalkyl, halogen, CF3, OR g, NR9R»(; and wherein at least one of said R¢, R7, Rg, Rg, Ryg, and Ry is not H; and R, is selected from
C4-Craalkyl, C4-Cyoalkoxy, Ci-Csalkylene-cycloalkyl, C;-Csalkylene-aryl or C;-Csalkylene-heteroaryl, wherein independently in said
C;-Csalkylene one -CH,- moiety is optionally replaced by -CH(NH)- or -O-; and wherein said alkyl, cycloalkyl, aryl and heteroaryl
are each independently optionally substituted with one or more, preferably one or two, substituents selected from C;-Csalkyl, C-
Cshaloalkyl, oxo, OH, halogen, C;-Csalkoxy, C¢Hs or C¢Hs substituted with C;-Csalkyl or OC1-Csalkyl; R3 is (B), preferably (C),
wherein the arrow indicates the attachment to the A-moiety in formula (I), and wherein Ry, Ry3, Ry4 and Ry 5 are independently at each
occurrence selected from H or C;-Csalkyl, preferably H or methyl, or two of said Ry, R3, R4 and R 5 together with the carbon atom to
which they are attached form a carbocycle or heterocycle, preferably a carbocycle, and wherein R ¢ and R~ are independently of each
other selected from H or C1-Csalkyl optionally substituted with halogen, hydroxyl or C3-Cgcycloalkyl; or together with the nitrogen
atom to which they are attached form independently at each occurrence a heteroaryl or a heterocyclyl, each independently optionally
substituted with halogen, C;-C4alkyl, OR;g, NR9R; or a pharmaceutically acceptable salt of said compound of formula (I).



