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4H) ;  oxo-thiazolidin-(5E Z)-ylidenenethyl] 2.57_ (. .
ple 2H): amino} -5-(2,2-dinethyl-progi onyl am no) - l\%é‘ggt/ thesis as
(m 2H); (2-pyrrolidin-1-yl-ethyl|)-benzam de 4.22 (m |.
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(s, 1H); 8.49 (m 1H); 9.40 (s,
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HN" o (DMSO0-d6, 300 |607.775 | 166
o} /”4
C/N AN ' XS}{N MHz) (selected
° 0 '> N peaks) 8 = MS (ESI)
021 (m,2H); |[M+1]™:
0.40 (m, 2H); 608

3-{[2-[1-Cyano-1-(cyclopropylmethyl
-carbamoyl)-meth-(Z or E)-ylidene]-3-ethyl-4-
oxo-thiazolidin-(5E/Z)-ylidenemethyl]-
amino}-5-(2,2-dimethyl-propionylamino)-N-

(2-pyrrolidin-1-yl-ethyl)-benzamide

VAR

*159159*

1.02 (m, 1H);
1.69 (m, 4H);
2.57 (m, 2H);
3.03 (m, 2H);
4.22 (m, 2H);
7.38 (s, 1H); 7.70
(s, 2H); 7.90 (m,
1H); 8.16 (s,
1H); 8.49 (m,
1H); 9.40 (s,
1H); 10.51 (s,

1H).
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4-{[2-[1-Cyano-1-(2,2-difluoro-
ethylcarbamoyl)-meth~(Z or E)-ylidene]-3-
ethyl-4-oxo-thiazolidin-(SE/Z)-ylideneme

thyl]-amino}-2-(2,2-dimethyl-

benzamide

propionylamino)-N-(2-pyrrolidin-1-yl-ethyl)-

'H-NMR
(DMSO-d6, 300
MHz) (selected
peaks) 8 =

1.24 (m, 12H);
1.67 (m, 4H);
2.59 (m, 2H);
3.60 (m, 2H);
4,23 (m, 2H),
6.08 (tt, 1H),
7.08 (dd, 1H);
7.78 (d, lH);
8.00 (m, 1H);
8.08 (s, 1H); 8.52
(d, 1H); 8.69 (m,
1H); 10.68 s,
1H); 12.13 (s,

1H).
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ple -p-(2,2-dimethyl- 3.21 (m 2H); Weight/ | thesis as
pr opi onyl am no) - N- (2- pyffolidin-1-yl-ethyl)- 3.139 (m
No. 2H); benzamide 4.23 (m 2H); 7.08 (dd, |H); 7.M3(E8) |in the
2H); 8.04 (s, 1H); 8.53 (d, 1H); 8.65 (m IH;
10.58 (s, 1H); 12.13 (s, IH. 304 Ex- Struct|ymer1ghd|Case of
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propionylamino)-N-(2-pyrrolidin-1-yl-ethyl)- 339 (m, 2H);
benzamide 4.23 (m, 2H);

7.08 (dd, 1H);
7.77 (m, 2H);
8.04 (s, 1H); 8.53
(d, 1H); 8.65 (m,
1H); 10.58 (s,
1H); 12.13 (s,

1H).
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7.07 (dd, 1H);
7.77 (d, 1H);
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4-{[2-[1-Cyano-1-(2-fluoro-ethylcarbamoyl)-
meth-(Z or E)-ylidene]-3-ethyl-4-oxo-
thiazolidin-(5E/Z)-ylidenemethyl]-amino} -2-
(2,2-dimethyl-propionylamino)-N-(2-

pyrrolidin-1-yl-ethyl)-benzamide

"H-NMR MW:

(DMSO-d6, 300 |599.728
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peaks) & = MS (ESI)
122 (m, 12H); |[M+1]™:
1.68 (m, 4H); 600
2.60 (m, 2H);
3.45 (m, 1H);
3.52 (m, 1H),
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4.41 (m, 1H);
4.57 (m, 1H);
7.08 (dd, 1H);
7.77 (d, 1H),
7.83 (m, 1H);
8.08 (s, 1H); 8.55
(d, 1H); 8.67 (m,
1H); 10.60 (s,
1H); 12.16 (s,
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7.77 (m, 2H);

1H); 10.58 (s,
1H); 12.11 (s,
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IH; 815 (m 2H); 852 (m IH); 9.42 (s, |H);
10.58 (d, 1H). 309 Ex- Strg ure and Nane ' H NWR
Mol ecu- Educt/ am |ar Syn- ‘Eﬂte Wei ght/ thesis as
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Ex- ({Sirutirg gnd NAS o' 0 1 | peaks) 8 1) o pglegy |Bdue
( 3H); [MH] +  1.22 (m 12H); (582 3 - {[2- [| S
am-- Qyano- | -ethyl carbanmoyl-meth-(Z or 1 . 68 (m ?ﬁ—l) yn-
E) -yl i dene] - 3- et hyl - 4- oxo-t hi azol idi n- (5E/ Z) 2. )
ple 2f); ylidenenethyl| -anmino 1 -5 -{(2, 2-di net hyl ‘é’ Hb‘t/ thesis as
(m 2H); propionylam no)-N(2-pyrrolidin-1-yl-ethyl)
No.4/22 (m 2H); benzarnide 7.40 (s,|IH; 7.72 (MSZBPD) |inthe
7,93 (s,
[M+1]"  |Case of
320 jﬁ 'H-NMR MW: 162/
HN" Y0 ) (DMSO0-d6, 300 |591.733 | 166
o] /’/
H N MHz) (selected
NNp\u/XS%H
o 5 N) \Y peaks) & = MS (ESI)
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. B L i _ . _5_
thiazolidin-(5E/Z)-ylidenemethyl]-amino} 3.9 (m, 2H);
-di -propi ino)-N-(2-
(2,2-dimethyl-propionylamino)-N-( 426 (m, 2H);

pyrrolidin-1-yl-ethyl)-benzamide

7.41 (s, 1H); 7.71
(s, 1H); 7.93 (s,
1H); 8.15 (m,
2H); 8.52 (m,
1H); 9.42 (s,
1H); 10.58 (d,
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1H); 8.12 (m IH); 851 (m 1H); 9.42 (s, 1H);
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I\Io I\/B (ESI) |n t he [I\/H]+ Case of 322 'H NVR MW
=) 360635708166 3 ) A_— 7T K-F 1— - |Educt/
Ex- I\/H%“‘ N ARACCAN pdakMR \s ( s Yotesuy (Bdue
128 (m 12H); [M11 + 1.69 (m KH); 636 | Svi-
am-34{[2-[| - Cyano-1-(2,2,2-trifluoro-| 2.58 (m 2H|'* yn
et hyl car banoyl )-neth-(Z or E)-ylidene]-3- 3.92 ) .
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-yl -ethyl)- (s, 1H); 7.93 (s, bengamde IH); 8|21 (m
2H): 8.51 (m 1H); 9.42 (s, 1H):|10.62 (s, [M+1]" | Case of
321 I "H-NMR MW: 162/
HN 0 (DMSO-d6, 300 |581.738 |166
/\/R'\"/@N /‘\;\//\87:?”/’ MHz) (selected
H
0 o } \¥ peaks) & = MS (ESI)
1.06 (m, 3H);  |[M+1]™:
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propiony )-N-(2-pyrr yl-cthy 422 (m, 2H);
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7.40 (s, 1H); 7.72
(m, 2H); 7.93 (s,
1H); 8.12 (m,
1H); 8.51 (m,
1H); 9.42 (s,
1H); 10.50 (d,

1H).
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ple (2, 2-di met hyl - propi onyl arni no) - N- (2- 3.93 (m 2HjVeight/ |thesisas

pyrrolidin- 1 -yl-ethyl)-benzam de 4.22 (m 2H)| 7.09 |
No.(dd, IH: 7.78 (d, 1H; 8.12 (m| 2H); 8.53 (MSAEPD |inthe

8/68 (m 1H); 10.62 (s, 1H); 12.12 (s, 1H). 3p4
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o) H : :\ = MS (ES
o I} N peaks) & (ESD

1.28 (m, 12H); | [M+1]™:

1.69 (m, 4H); 636
3-{[2-[1-Cyano-1-(2,2,2-trifluoro- 2.58 (m, 2H):;
ethylcarbamoyl)-meth-(Z or E)-ylidene]-3- 3.92 (m, 2H);
ethyl-4-oxo-thiazolidin-(5E/Z)- 4.24 (m, 2H);
ylidenemethyl]-amino}-5-(2,2-dimethyl- 7.41 (s, 1H); 7.72
propionylamino)-N-(2-pyrrolidin-1-yl-ethyl)- (s, 1H); 7.93 (s,
benzamide 1H); 8.21 (m,

2H); 8.51 (m,

1H); 9.42 (s,

1H); 10.62 (s,

1H).
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NS =
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H
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O peaks) 8 M5 (ESI) O N 1. 25 (m 12H); [M11 + 1.70
(m 4H); 593 -{[2-]1-Cyano (cyanomnet hyl - car banoyl )
2.60 (m 2H); meth-(Z or 31)}I i dene] - 3- et hyl - 4- oxo
4.15 (m 2H) 312 Ex- Structure and Nanme ' H NWR
vy anF—tar Sym- pte Wi eSS - |Educt/
X N&“A‘}‘E“f%ﬁ Elln the [ M+l] + Case of Molecu ue
t hi azolidin-(5E Z)-ylidenenethyl] |-am no) -5- 4..15 (m g
2H): (2, 2-di et hyl - propi onyl ami no)|- N- (2- 4. 25 (r’ri“ yo-
pyrrolidin-1-yl-ethyl)-benzam de 7.41 (s, 1H); ,
(5, IH: 7.98 (s, 1H); 8.21 (s, |1H): 8.37 (s, WPua)ﬂ,/ thesis as
8/52 (m IH),; 9.45 (s, 1 H); 10. |64 (s, |IH. [825 _
HNWVR My 162/ HN O (DVSO-d6, 3Q0 593. 749 166{ MBI(ES]) |in the
MHz) (selected -,, NS H Y& 0 pegks) 6 M5 (ESI)) 1.25
(M 12H); [ M1l +: [M+1]" |Case of
1.24 (m, 12H); |[[M+1]™:
4-{[2-[1-Cyano-1-prop-2-ynylcarbamoyl- 1.68 (m, 4H), 592
meth-(Z or E)-ylidene]-3-ethyl-4-oxo- 2.58 (m, 2H);
thiazolidin-(SE/Z)-ylidenemethyl]-amino}-2- |3.09 (m, 1H);
(2,2-dimethyl-propionylamino)-N-(2- 3.93 (m, 2H);
pyrrolidin-1-yl-ethyl)-benzamide 4.22 (m, 2H);
7.09 (dd, 1H);
7.78 (d, 1H);
8.12 (m, 2H);
8.53 (d, 1H);
8.68 (m, 1H);
10.62 (s, 1H);
12.12 (s, 1H).
324 i "H-NMR MW: 162/
HN” Yo n | (DMSO-d6, 300 |592.721 |166
o) /'J//
H N MH lected
C/N/\/N EXS?{H z) (selecte
0 o N> A\ peaks) & = MS (ESD
1.25 (m, 12H); |[M+1]1™:
1.70 (m, 4H); 593
3-{[2-[1-Cyano-1-(cyanomethyl-carbamoyl)-
{ 2.60 (m, 2H);
meth-(Z or E)-ylidene]-3-ethyl-4-oxo-
( 4.15 (m, 2H);




1.70 (m 4H); 594 3- {[2-[| -Alylcarbanmoyl- 1
-cyano-neth-(Z or 2.58 (m 2H).

E) -yl idene] - 3-et hyl - 4- oxo-t olidin-(5E/2)- 3.80 (m
2H); ylidenenethyl] -amno) -5 -(2,2-dinmethyl- 4.25

[ Lo W I \ WY " H ] . AY AL/ O - 1= 4 1 L —
&z oy anTt o) =1\ 2- PyTingr - L=yl - _

Bx- 5| Sygicpuy and Nte b2 o de 5. 12 (dd, BTVHR 313 prioleeu-" | Educt/
Structure and Nane ' H NVR Mol ecu- |Educt/ am Iqr Syn- S
am-ple Weight/ thesis as No. M5 (ESI|) in the [ M1]'¥F Case |
of 5.12 (dd, 1H); 5.83 (m 1H); |7.41 (s, 1H);[.7.71 _
ple (8, IH: 7.88 (m IH); 7.98 (s, |1H): 8.52 (m|Wepight/ |thesisas

9[42 (s, IH; 10.51 (d, 1H). 32 'HNVR MN 161/ HN|
No.O| F (DVBO-d6, 300 635.708 166 O r|j~-F ON N ~ HNSKESI) |in the
MHz) (selected N HHNO N peaks)| 8 M5 (ESI) [14 1.22
(m 12H); [M- | +: [M+1]" | Case of
thiazolidin-(5E/Z)-ylidenemethyl]-amino}-5- |4.15 (m, 2H);
(2,2-dimethyl-propionylamino)-N-(2- 4.25 (m, 2H),
pyrrolidin-1-yl-ethyl)-benzamide 7.41 (s, 1H); 7.76

(s, 1H); 7.98 (s,

1H); 8.21 (s,

1H); 8.37 (s,

1H); 8.52 (m,

1H); 9.45 (s,

1H); 10.64 (s,

1H).

325 i 'H-NMR MW: 162/
HN" o /’j (DMSO-d6, 300 |593.749 |166
H ° N MHz) (selected
O]
H
o} o r> \\N peaks) o= MS (ESI)

1.25 (m, 12H); |[M+1]™:

1.70 (m, 4H); 594
3-{[2-[1-Allylcarbamoyl-1-cyano-meth-(Z or 2,58 (m, 2H);
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(SE/Z)- 3.80 (m, 2H).

i -amino}-5-(2,2-dimethyl-
ylidenemethyl]-amino}-5-( imethy 425 (m, 2H);
i ino)-N-(2- lidin-1-yl-ethyl)-
propionylamino)-N-(2-pyrrolidin-1-yl-ethyl) 5.08 (dd, 1H);
benzamide 5.12 (dd, 1H);




4-1[2-[1 -Cyano-1-(2,2,2-trifluoro 1.68 (m 4H); 636
et hyl car banoyl )-neth-(Z or E%3yl idene]-3 2.61 (m 2H);
et hyl - 4- oxo-t hi azol i di n- (5E/ 3.40 (m 2H);
ylldenemsthyl] -am no) - 2- (2 2-dimethyl 3.95 (m 2H);

Ex-
am-
ple

No.

p IR N (2=pyrrotidim=171 hy T )41
2§t¥“%‘ﬂé%§aN € 700 (dd, IH: 314 HMtructurPgélaegﬁn Educt/

Nane ' H NVR Mol ecu- Educt/ am |Igr Syn- ple Wj %ht/
thesis as No. M5 (ESI) in the [M{1]+ Case of o
(d, 1H: 8.11 (s, 1H: 8.25 (m 1IH): 8.56 (s, |IH: ,
8/67 (m 1H): 10.67 (s, 1H): 12.112 (s, 1H). HVeight/y|thesisas
"HNVR MW 159/ N NH (DVBO-d6, 300 533.654 166 H 0 N
MS (ESI) |in the

Syn-

[M+1]" | Case of

5.12 (dd, 1H);
5.83 (m, 1H);
7.41 (s, 1H); 7.71
(s, 1H); 7.88 (m,
1H); 7.98 (s,
1H); 8.52 (m,
1H); 9.42 (s,
1H); 10.51 (d,

1H).

326

f "H-NMR MW: 161/
(DMSO-d6, 300 |635.708 |166

CA
\/\N /j; %‘( MHz) (selected

peaks) 8 = MS (ESI)

122 (m, 12H); |[M+1]™:
4-{[2-[1-Cyano-1-(2,2,2-trifluoro-
1.68 (m, 4H); 636
ethylcarbamoyl)-meth~(Z or E)-ylidene]-3-

2.61 (m, 2H);
ethyl-4-oxo-thiazolidin-(SE/Z)-

3.40 (m, 2H);
ylidenemethyl]-amino}-2-(2,2-dimethyl-

3.95 (m, 2H);
propionylamino)-N-(2-pyrrolidin-1-yl-ethyl)-

4.23 (m, 2H);

benzamide
7.09 (dd, 1H);




MHz) 8
| -

0.97 (m 6H); M (ESI)

5 ([2-[1-Cyano-I| -prop-2-ynyl carbanoyl - 1.28 (m 3H);
[MH ] + neth-(Z or E)-ylidéHkl-3-ethyl-4-oxo- 3.07
(s, 1H); 3. 93 534 t hi azolldln (5 FJZ) ylldenemsthyll
m-nao) 1N H
\||| LII}, '-I-LJ \||| s 3-Ccar
Ex- 54 Py é‘ed‘fﬂéﬁﬁ’ﬂ ani no- 7.15 (dd, HT tﬁ yl)-ani EIM&L&}—E Educt/
7/41 (d, IH; 786(m 1H); 8.05(m 4H); 10} 52 (d, S
am-1H); 11.59 (s, 315 Ex- Structure fand Nai ne H NRR yn-
Mol ecu- Educt/ am lar Syn- ple Wight/ thesis|as, i
ple No. M5 (ESI) in the [M:1]+ Case of| IH). 328 /"MMeight/ |thesisas
O' HNVR MV - 159/ N NazZtINS NOHO~ H/\V~7
No.(CDC13, 300 549.696 166 N MHz) 8 = 0.26 (m 2H) |MSRESI) |in the
(ESI) 5-1[2-[]-Cyano-I|-(cycl opropyl nethyl 0.57]|(m
2H); [Mr 1] +: -carbarnoyl)-nmeth-(Z or [M+1]" | Case of
E)-ylldene] 3 ethyI 4- 1. 10 (m 7H); 550
avaoa-—t hi o= 1 4 .
ONO—tTH azotHerm=—(5EZ)= yllucneneln/ . .(myon),
ar|ni nol -1 Hi ndol e- 3- car boxyl i c aci 7?5@55?{22 (m 4H);
di ethyl am no-ethyl)-amde 2.72 (m : j 2H) ;
3.55 (m 2H): 4.40 (m 2H): £1 (s, 11578 24
(m, 1H); 8.56 (s,
1H); 8.67 (m,
1H); 10.67 (s,
1H); 12.12 (s,
1H).
327 R "H-NMR MW: 159 /
Pasv S SN W
I u“/];;{‘*‘” (DMSO-d6, 300 |533.654 |166
N A}
O MHz) § =
0.97 (m, 6H);  |MS (ESD)
+-
5-{[2-[1-Cyano-1-prop-2-ynylcarbamoyl- 1.28 (m, 3H); [M+1]
3.07 (s, 1H); 3.93 {534

meth-(Z or E)-ylidene]-3-ethyl-4-oxo-
thiazolidin-(5E/Z)-ylidenemethyl]-amino}-1H-
indole-3-carboxylic acid (2-diethylamino-

ethyl)-amide

(m, 2H); 4.25 (m,
2H); 7.15 (dd,
1H); 7.41 (d,
1H); 7.86 (m,
1H); 8.05 (m,
4H); 10.52 (d,

1H); 11.59 (s,




6.20 (m IH; 6.90 (m IH; 6.98 (dd, IH; 7.40 (d,
IH; 7.68 (d, IH; 7.80(3‘&& 7.90 (d, IH: 8.90
(s, I 316 Ex- Structure and3Nane ' H-NVR Mol ecu-
Educt/ am Iar Syn- pl e Wi ght/ theS|s as No. M5
H—the—ftMH+Case—of —1H); IH) - [Educt/
Ex'slst“f\?t aﬁﬂ/@ 159/ _\ NNN :S HW!N r ~H HM°E|°u He
(CDCl,, 300 535.67 166 0O N N MHz)| (sel ected peallérs) 6 Svn-
am-=(MB (ESI) 5- {[2-[| -Allylcarbanpyl- | yn
-¢yano-nmeth-(Z or 1. 10 (m 6H); [|Ml] +: ) ,
ple EJ-yl i dene] - 3- et hyl - 4- oxo- t hi azol i di n- (5E/ 2) - 1| Wsightf, |thesis as
3H); 536 ylidenenethyl] -amno | - 1 Hindole-B- 2.66]
No.(m 4H); carboxylic acid (2-diethy| am no-et hyl ) } MSi(88I) |in the
2/75 (m 2H); 3.56 (m 2H); 4.0 |(m 2H); 4.40|(m
2f); 5.19 (dd, 1H); 5.26 (dd, IH); 5.90 (m [[M+l]" |Caseof
1H).
328 R "H-NMR MW: 159 /
H | O,
— N
_/N’\/ )(o : u”j:}%u% (CDCl3, 300 549.696 |166
N N
o MHz) & =
0.26 (m, 2H); MS (ESI)
+l
5-{[2-[1-Cyano-1-(cyclopropylmethyl 0.57 (m, 2H); [M+1]
-carbamoyl)-meth-(Z or E)-ylidene]-3-ethyl-4- | 1.10 (m, 7H); 550
oxo-thiazolidin-(5E/Z)-ylidenemethyl]- 1.41 (m, 3H);
amino}-1H-indole-3-carboxylic acid (2- 2.62 (m, 4H);
diethylamino-ethyl)-amide 2.72 (m, 2H);
3.22 (m, 2H);
3.55 (m, 2H);
4.40 (m, 2H);
6.29 (m, 1H);
6.90 (m, 1H);
6.98 (dd, LH);
7.40 (d, 1H);
7.68 (d, 1H);
7.80 (s, 1H); 7.90
(d, 1H); 8.90 (s,




1H); 6.28 (m 1H); 6.90 (s, IH); 6.98 (dd, 1H);
7.40 (d, IH); 7.65 (m 317 - Structure and Nane
"H NMR Mol ecu- Educt/ am Syn- ple Wight/ thesis
as No. I\/S (ESI) in the [I\/H]+ Case of IH) 7.77 (s
e IFI),UJ.I \b iH) 5 S, ]
Ex'ss{éV"ﬂ\?t“rﬁaﬁﬁ/ﬁTaﬁﬁf 159/ "yr_ \ I\F/mé)ﬂﬁl 0 H (%quﬁ‘,‘ Educt/
300 577.629 166 N MHz) (sel ect ed |peaks) 8 = I\/BlgrESI) S
am-1/0 (m 6H); 1.29 [Mr11 + 5- {[2F[ 1 - Cyano- yn-
-(2,2,2-trifluoro- (m 3H); 3.97 (m 578 . )
ple et hyl car banoyl )-meth-(Z or E)-ylidene]-3- 2H); uWsight/ |thesisas
(m ethyl-4-oxo-thiazolidin-(5E2)- 2H); 7.13 {dd, _
No.Vlli denemet hyl ] -arni no) -1 Hindol e-3+ 1H); 7.42 ((MS (ESI) |inthe
carboxylic acid (2-diethylam no-ethyl)-am de 1H); 7.85
(m IH; 8.01 (dd, 1H); 8.16 (m| IH); 10.58 (@M+1]* |Caseof
1H); 10.66 (d,
1H).
329 K "H-NMR MW: 159 /
H | " O, /—//
A% N s N
. I (j: R (CDCl3, 300 535.67 166
X
o L W MHz) (selected
peaks) & = MS (ESD
: M+1]™":
5-{[2-[1-Allylcarbamoyl-1-cyano-meth-(Z or 110 (m, 6H); [ ]
. 536
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(5E/z)- | 4 (1 3D
ylidenemethyl]-amino}-1H-indole-3- 2.66 (m, 4H);
2.75 (m, 2H);

carboxylic acid (2-diethylamino-ethyl)-amide

3.56 (m, 2H); 4.0
(m, 2H); 4.40 (m,
2H); 5.19 (dd,
1H); 5.26 (dd,
1H); 5.90 (m,
1H); 6.28 (m,
1H); 6.90 (s,
1H); 6.98 (dd,
1H); 7.40 (d,

1H); 7.65 (m,




as

IH); 11.59 (d, 1H).
"H NWVR Mol ecu- Educt/ am | LSyn
No. MS (ESI) in the [M1P¥ Cas

"H NMR (CDC13 MA 159/

pl e Wi ght/
e of

318 Ex- Structure and Nane

t hesi s

H 331 NN
HO /\/INN'*~SN-\/ 0 HH+

- . 0 (m—3A)y, T
Ex ( t f(eég amse-{[Z-[l-C,yano-I - pr opyl car banoyl - rrlgt"#“%z Educt/
6); 1.35 (m [M+I] + or
am-g) -yl i dene] - 3- et hyl - 4- oxo-t hi azolildi n- 3H); 1. SZlafm Syn-
538 (5 E/Z)-ylidenenethyl] -amno | - 1 Hindolege-3.- .
ple 2H): 2.52 (m carboxylic acid Weight/ | thesis as
(2-di ethyl am no-ethyl)-amde 4H); R.60 (m 2H)] 3.25
No.(m 2H); 3.48 (m 2H); 4.31 (m |2H); 6.12 (nmMS|(ESD |inthe
;0616(5 5 (1|s:|) | H; 6.8 8 (dd, IH; 7.31 (d, 1H;
. , © 7.68 (s, 1H): 7.80[(d, IH: 10 S, |Caseof
| K); 10.60 (d, 319 " s )
1H); 7.77 (s,
1H); 7.88 (m,
1H); 9.17 (s,
1H); 10.65 (s,
1H).
330 N 'H-NMR MW: 159 /
o o) F
— N
DAS : ij}%u/\? (CDCL;,300  (577.629 |166
N X
° I\ Sw MHz) (selected
peaks) § = MS (ESI)
1.0 (m, 6H); 1.29 | [M+1]™:
5-{[2-[1-Cyano-1-(2,2,2-trifluoro- (m, 3H); 3.97 (m 578

ethylcarbamoyl)-meth-(Z or E)-ylidene]-3-
ethyl-4-oxo-thiazolidin-(SE/Z)-
ylidenemethyl]-amino}-1H-indole-3-

carboxylic acid (2-diethylamino-ethyl)-amide

2H); 4.25 (m,
2H); 7.13 (dd,
1H); 7.42 (d,

1H); 7.85 (m,
1H); 8.01 (dd,
1H); 8.16 (m,
1H); 10.58 (s,
1H); 11.59 (d,

1H).




Ex- Structure and Nane ' H NWR l\/bI ecu-

Educt/ am |ar
Syn- ple Weight/ thesis as M5 (ESI) in the [MH ]+
Case of IH).H332N'H-N 13|\/W159/ HO NN
SNNIIrc HandDI\/SOd6 537685166 0> ~11NO
N 300—M+E 06— m——6H) VM5 ESh) N
X5 Wtf‘rlea@mg’el -i sopr opyl car banoyll HlNMJ% (m 6%401&11 Educt/
[MHI] +: -neth-(Z or E)-ylidene]- 3ethy|-4-oxo 136 S
am-(m 3H): 538 thiazolidin-(5 E/Z)-ylidenenethyl |} yn-
-amno) -1 H 2.57 (m 4H); indoll-3-carboxylit_acid _
ple (2-di ethyl amino- 2.69 (m 2H): ethyl)-anide 3.5pWekht/ |thesisas
2H); 4.120 (m IH); 4.31 (m 2H);| 5.92 (m 1H); )
No.6./81 (s, 1H): 6.90 (dd, 1H): 7.35/ (d, 1H): 7. MS(ES]) |inthe
If); 7.88 (d, IH; 10.42 (s, |H| 10.61 (d, .
320 [M+1]" | Case of
331 i 'H-NMR (CDCl; | MW: 159 /
N R
™Y : uts}%{v + DMSO0-d6, 300 | 537.685  [166
o]
N N
L W MHz) = 0.88
(m, 3H); 1.01 (m, | MS (ESI)
. M+1]":
5-{[2-[1-Cyano-1-propylcarbamoyl-meth-(Z 6H); 1.35 (m, [ ]
. 538
or B)-ylidene]-3-ethyl-4-oxo-thiazolidin- 3H); 1.52 (m,
(5E/Z)-ylidenemethyl]-amino}-1H-indole-3- | 2F5 -2 (0,
carboxylic acid (2-diethylamino-ethyl)-amide | +F> 2-60 (m
2H); 3.25 (m,
2H); 3.48 (m,
2H); 4.31 (m,
2H); 6.12 (m,
1H); 6.75 (s,
1H); 6.88 (dd,
1H); 7.31 (d,
1H); 7.61 (d,
1H); 7.68 (s,
1H); 7.80 (d,
1H); 10.08 (s,
1H); 10.60 (d,




Ex- Structure and Nane ' H NVR Ml ecu-

Educt/ am |ar
Syn- ple Weight/ thesis as M5 (ESI) in the [MH ]+
Case of H O 333 'H NVR MW /[ (DMSO- d6, 300
506.588 166 H N S N ~~NHH 0 N- \\N Mi) (sel ect ed
nnnnnnn Q. — N [ Q1
PeaKsS; o = EOI} 126 \lll JI'I), Educt/
EX'-<§§?1‘8‘-“GF“9‘3<U fhonet hyl - car banoyl ) Eﬁgkﬂ}s JMEI%% He
507 neth-(Z or E)-ylidene]-3-ethy| -4-o0xo0 (m 2}-,1)% S
am-4,14 (d, thiazolidin-(5E 2Z)-ylidenenethyl]-ain )-1H yn-
2H); 4.22 (m indol e-3-carboxylic| acid L . )
ple (2-di methyl amino 2H): 7.11 (d, ethyl)-ani de 1H)Weightp |thesis as
(s, IH; 7.80 (m 1H); 7.97 (d, { 1H); 8.08 (d IH,; |
No.8./18 (s, 1H); 8.30 (m 1H); 10.50 (s, |H); 1IMSBJESI |inthe
(s, 1H).
[M+1]" | Case of
1H).
332 R "H-NMR (CDCl; | MW: 159 /
~ AL W
) u%j:s}%u and DMSO-d6, [537.685 |166
(o}
N X
° k N 300 MHz) & =
1.06 (m, 6H); MS (ESI)
: M+1]*:
5-{[2-[1-Cyano-1-isopropylcarbamoyl 1.18 (m, 6H); [ ]
. 1538
-meth-(Z or E)-ylidene]-3-ethyl-4-oxo- 1.36 (m, 3H);
thiazolidin-(SE/Z)-ylidenemethyl]-amino}-1H- | 237 (™ 451);
indole-3-carboxylic acid (2-diethylamino- 2.69 (m, 2H);
.50 (m, 2H);
ethyl)-amide 3:30 (m, 2H)
4.10 (m, 1H);
4.31 (m, 2H);
5.92 (m, 1H);

6.81 (s, 1H); 6.90
(dd, 1H); 7.35 (d,
1H); 7.72 (s,
1H); 7.88 (d,
1H); 10.42 (s,
1H); 10.61 (d,

1H).




321 Ex- Structure and Nane ' H NVR Mol ecu- Educt/ am
lar Syn- ple Weight/ thesis iﬂNNOI M5 (ESI) in the

[ MF1] + Case of 334 N'HN

160/ 0O (DwsO-d6, 300

505. 600 166 N HOI\/Hz) (selected NaNN/ ----- HHS
HEIN——XKIN 8—5—(ESH) s [IVH-" }

Ex-¢] 5?%%‘?*’69%@8“’1 prop- 2-ynyl car banL)Hl[ 20 (s, }gls%}cu Educt/
2|39 506 (m 2H); 2.90 (m rreth(Z or S
am-Ej_y| i dene] - 3- et hyl - 4-oxo 2H); 3.08 (m thi azo| yn-
lidin-(5 E/Z)-ylidenenethyl) -amno} - 1 H1H);|3.92 )
ple (m indol e-3-carboxylic acid (2-dj methylani no PWgight/ |thesis as

4,25 ethyl)-amde 2H); 7. 10 (dd,| I H); 7.3 0| (s
No.1H); 7.80 (m 1H); 7.95 (d, 1H);| 8.05 (m 2HuM88ESB in the
(s, 1H); 10.40 (s, broad, IH);
[M+1]" |Case of
333 R° 'H-NMR MW: 160 /
~ &0
% (DMSO0-d6, 300 |506.588 |166
. ”/j;y%(\\
N MHz) (selected
o) \\ \\N
peaks) § = MS (ESI)
1.26 (m, 3H);  |[M+1]":
6-{[2-[1-Cyano-1-(cyanomethyl-carbamoyl)-
2.20 (s, 6H); 2.38 | 507

meth~(Z or E)-ylidene]-3-ethyl-4-oxo-
(m, 2H); 4.14 (d,
thiazolidin-(SE/Z)-ylidenemethyl]-amino}-1H-
2H); 4.22 (m,
indole-3-carboxylic acid (2-dimethylamino-
2H); 7.11 (d,
ethyl)-amide
1H); 7.30 (s,

1H); 7.80 (m,
1H); 7.97 (d,

1H); 8.08 (d,

1H); 8.18 (s,

1H); 8.30 (m,
1H); 10.50 (s,
1H); 11.49 (s,

1H).




11.48 (s, IH). 322 Ex- Structure

and Nane ' H NMR

Mol ecu- Educt/ am lar Syn-_ple Wight/ thesis as

No. MSB (ESI) in the [M]+ C¥le of
160/ 0 (DMBO-d6, 300 521.642 166

nn+nn| NN || |\| L1

335 ' H NVMR M/
N HO M)

VAl Y

el-ected HNH-peaks)—8— M5t O NOTG 216
Ex-2 Eruc[tw]gl dﬁameo 40 (m 2H) . 522 MR ¥bleel! |Educt/
6{1[ 2-[| - Cyano-1-(cycl opropylnethyll 1.02 (m 1H);
am-- ¢ar banoyl ) -neth-(Z or E)-ylidene]ll-3- 1.25 (m B#; Syn-
et hyl - 4-oxo-thiazolidin-(5E 2)- 2.20 (s, 6H); 2{39 .
ple yli denemethyl] -anmino) - 1 Hindolle-3- (m 2H);|Wegbt/ |thesisas
( carboxylic acid (2-dinethylan no-ethyl)- 2H);
No.4122 (m amide 2H); 7.11 (d, 1H);|7.30 (s, 1HMSAESD |inthe
1H); 7.80 (m 1H); 7.97 (d, |IH); 8.09 (m 2H);
10.48 (s, IH); 11.48 (s, |IH). [M+1]" | Case of
334 [ "H-NMR MW: 160 /
\_ 0 (DMSO-dé6, 300 |505.600 |166
H
\én Q MHz) (selected
{\ peaks) § = MS (ESD)

6-{[2-[1-Cyano-1-prop-2-ynylcarbamoyl-
meth-(Z or E)-ylidene]-3-ethyl-4-oxo-
thiazolidin-(5E/Z)-ylidenemethyl}-amino}-1H-
indole-3-carboxylic acid (2-dimethylamino-

ethyl)-amide

1.25 (m, 3H),  |[M+1]™:
2.20 (s, 6H); 2.39 | 506

(m, 2H); 2.90 (m,
2H); 3.08 (m,
1H); 3.92 (m,
2H); 4.25 (m,
2H); 7.10 (dd,
1H); 7.30 (s,
1H); 7.80 (m,
1H); 7.95 (d,
1H); 8.05 (m,
2H); 8.13 (s,
1H); 10.40 (s,
broad, 1H);

11.48 (s, 1H).




323 Ex- Structure and Nane 'H NVR Mol ecu- Educt/ am
| ar Syn- ple Wight/ thesislvsg2 No. M5 (ESI) in the

[ Mt ] + Case of 336 'H NWR 160/ N O (DWVsO d6, 300
531 585 166 HOI\/Hz) (selected NNS -yF HH N O XN~

MS(ESH— Y N—123— (T VIE L FIm 4° | Educt/
Ex- §tr€§frblrea§g;laglef [2-[] -Cyano-1I-(2,2- Iiﬁoro 2. ofec He
2 ; ethyl carbanoyl)-neth-(Z or E-ylldene] 3 B. Svn-
am-(m  2H); ethyl -4-oxo-thiazolidin-|(5E/2) 4.25 ( ar2H), yn
ylii denenmet hyl ]-ainino)-1Hindole-3 6.08 (tt, IH); )
ple carboxylic acid (2-di methylam no-ethyl) 7.11 (d Wegglq}/; thesis as
amide 7.31 (s, 1H; 7.80 (m 1H);|7.95 (m 2H); 8.09 |
No.(d, 1H); 8.12 (s, 1H); 10.48 (s, MS (ES]) | in the
[M+1]" | Case of
335 / "H-NMR MW: 160 /
N
\\\ o (DMSO-d6, 300 |521.642 |166

N
?t@\ o MHz) (selected
S
e [
N \\

022 (m, 2H); |[[M+1]™:

0.40 (m, 2H);  |522
6-{[2-[1-Cyano-1-(cyclopropylmethyl 1.02 (m, 1H);
-carbamoyl)-meth-(Z or E)-ylidene]-3- 1.25 (m, 3H);
ethyl-4-oxo-thiazolidin-(SE/Z)- 2.20 (s, 6H); 2.39
ylidenemethyl]-amino}-1H-indole-3- (m, 2H); 3.03 (m,

carboxylic acid (2-dimethylamino-ethyl)- 2H); 4.22 (m,

amide 2H); 7.11 (d,
1H); 7.30 (s,
1H); 7.71 (m,
1H); 7.80 (m,
1H); 7.97 (d,
1H); 8.09 (m,
2H); 10.48 (s,
1H); 11.48 (s,

1H).




IH); 11.48 (s, 1H). 324 Ex- Structure and Nanme
"H NWVR Mol ecu- Educt/ am | Syn- ple Weight/ thesis
as No. M5 (ESI) in the [ M1 Case of 337 HO 'H NWR
MA 160/ _-N 0 (DVSO d6, 300 513.595 166 N aN NH S H
O N MRy setectedpeaks) TINRHKAERSTT I - |Educt/
Ex- 5 _§ffuc{tw Iail('l_'gan{e HNMR® Mol uc
611[ 2-[| -Cyano-1-(2-fl uoro-ethyl carbanmoyl) 2.19 grs, Svn-
am-gH); 514 nmeth-(Z or E)-ylidene]-3-ethyl-4-o0xo s 40 yn
(m 2H); thiazolidin-(5 E/ Z)-ylidenenethyl] -ajino) - )
ple 1|H 3.50 (dg, 2H):; indol e-3-carboxylic acid Weight/ | thesis as
(2-dinethylamno 4.25 (m 2H); ethyl)-amde 4.40 (m |
No.1H): 4.58 (m 1H); 7. 10 (dd, 1 |H; 7.30 (s, |MBS)ESD |inthe
779 (m IH; 7.95 (d, 1H); 8.05 (d, 1H); 8.[2 (s,
[M+1]" | Case of
336 'H-NMR MW: 160/
—N
P (DMSO-d6, 300 |531.585 |166
H
\%@ Q MHz) (selected
N N S, F
H H — N
/IN>—<\H/\F/ peaks) & = MS (ESI)
e} \\ \\N
123 (m, 3H);  |[M+1]™":
2.18 (s, 6H); 532
6-{[2-[1-Cyano-1-(2,2-difluoro-
2.39 (m, 2H);
ethylcarbamoyl)-meth-(Z or E)-ylidene]-3-
3.60 (m, 2H);
ethyl-4-oxo-thiazolidin-(5E/Z)-
4.25 (m, 2H);
ylidenemethyl)-amino} -1H-indole-3-
6.08 (tt, 1H);
carboxylic acid (2-dimethylamino-ethyl)-
7.11 (dd, 1H);

amide

7.31 (s, 1H); 7.80

(m, 1H); 7.95 (m,

2H); 8.09 (d,

1H); 8.12 (s,

1H); 10.48 (s,

1H); 11.48 (s,

1H).




IH); 10.41 (s, 1H); 11.49 (s, 1H). 325 Ex-
Structure and Nane 'H NVR Mo ecu- Educt/ am |ar Syn-
ple Weight/ thesis as No. ‘kESI) in the [ Mt1l] + Case
of 338 N'H NWVR MAN 160/ O (DwWsO d6, 300 507.616 166
NroH-0-MHr—{setected—NN-SHHNHEFRAS) 8 Bbkeh) [Educy
Ex- o] Hrugue gpd N (i) 4 2,18 (s, gﬁif;éﬁg_ 29 508/ e
61{[2-[I-Al Iyl carbanoyl -I1-cyano-nmeth-(Z or (m ;
am-380 (m el Syn-
E) -yl i dene] - 3- et hyl - 4- oxo-t hi azol i|di n- (5 Z) - 2::%]; . )
ple 4|25 (m ylidenenethyl]-aininol-IHindol e-3- 2pVeight/ |thesis as
5,08 (dd, carboxylic acid (2-dinethylanm no-ethy|)- .
No.lH; 5.12 (dd, amide IH); 5.81 ( | H; 7. 1pMS8d@SI) |in the
[{H); 7.3 0 (s, 1H); 7.80 (m 1H); 7.95 (d, H) ;
8/08 (d, IH; 8.10 (s, 1H); 10.38 (s, [M+1]" |Case of
337 Hs® 'H-NMR MW: 160 /
~7 0
2 F | (DMSO-d6,300 [513.595 166
N MHz) (selected
o \\ \\N
peaks) 8 = MS (ESI)
125 (m, 3H);  |[M+1]™:
6-{[2-[1-Cyano-1-(2-fluoro-ethylcarbamoyl)-
2.19 (s, 6H); 514
meth-(Z or E)-ylidene]-3-ethyl-4-oxo-
2.40 (m, 2H);

thiazolidin-(5E/Z)-ylidenemethyl]-amino}-1H-
indole-3-carboxylic acid (2-dimethylamino-

ethyl)-amide

3.50 (dq, 2H);
4.25 (m, 2H);
4.40 (m, 1H);
4.58 (m, 1H);

7.10 (dd, 1H);

(m, 1H); 7.95 (d,
1H); 8.05 (d,
1H); 8.12 (s,
1H); 10.41 (s,
1H); 11.49 (s,

1H).

7.30 (s, 1H); 7.79




1H); 11.48 (s, |IH). 326 Ex- Structure and Nane
"H NVR Mol ecu- Educt/ am Syn- ple Weight/ thesis
as No. M5 (ESI) in the [ M1 Case of 339 'H NVR MW
160/ 0 (DI\/SO d6, 300 495.605 166 N H 0 Miz)
—$ LCU "ann|\|~aKb)8'" 6 ) P i
Ex “rﬁé‘“éﬁ{am?H) [Me] + 1,25 N]'g%; 406 | Moleth- | Educt
6 1[2 [1-Cyano-I| - et hyl car banoyl -rret h-(Z or 2. 201 s, S
am-gH);  E)-yi i dene] - 3- et hyl - 4- oxo-t Wi azol i di n- (5E yn-
240 (m 2H); ylidenenethyl] -amino | - 1H-indo|e 3- :
ple 3120 (m 2H); carboxylic acid (2-dinmethyl ani no- pYRighy/- | thesis as
4122 (m 2H); amde 7.11 (dd, IH)J|, 7.30 (s, IH;
No.7/67 (m IH; 7,80 (m 1H); 7.93 (d, 1H); 8. [MS((ESI) in the
1H); 8.12 (s, |IH); 10.48 (d, 1H)| 11.48 (s, [H).
[M+1]" | Case of
338 | _/ "H-NMR MW: 160 /
k\ 0 (DMSO0-d6, 300 |507.616 |166
N
&j\ o MHz) (selected
N N s N
H N peaks) & = MS (ESI)
AN .
1.25 (m, 3H);  [[M+1]":
2.18 (s, 6H); 2.39 | 508
6-{[2-[1-Allylcarbamoyl-1-cyano-meth-(Z or (m, 2H); 3.80 (m,
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(5E/Z)- 2H); 425 (m,
ylidenemethyl]-amino}-1H-indole-3- 2H); 5.08 (dd,
carboxylic acid (2-dimethylamino-ethyl)- 1H); 5.12 (dd,
amide 1H); 5.81 (m,
1H); 7.10 (dd,
1H); 7.30 (s,
1H); 7.80 (m,
1H); 7.95 (d,
1H); 8.08 (d,
1H); 8.10 (s,

1H); 10.38 (s,
1H); 11.48 (s,

1H).




327 Ex- Structure and Nane ' H- NVMR Ml ecu-

Educt/ am
lar Syn- ple V\éight/ thesis as No. Ms (ESI) in the
[ MH1] + Case of (O H NVR3 160/ 340 N/ _:a O F

-d6 300549575166 N(DI\/BO H--f HNS N F HF O

1H); 7.93 (d,
1H); 8.06 (d,
1H); 8.12 (s,
1H); 10.48 (d,
1H); 11.48 (s,

1H).

7.30 (s, 1H); 7.67

(m, 1H); 7.80 (m,

N |\, TN 0 VAR TS BN o a
TN \\I\I IVIIL ST CL:L cu pcar\o) 0 = 1 O- J. _
Bx- _ ctpgurepnt E\E‘nﬁe 2-trifluoro- 1.25 (m%&% [ M+ %le&u Educt/
et hyI carbarnoyl)-neth-(Z or E)-yli|dene]-3- 2.19 ]%{ S
am-6H) ; 550 et hyl - 4- oxo-t hi azol i di n-|(5E/ Z)- 2. 40 yn-
2H); ylidenenmethyl] -amno) - 1 Hindole-3 - 3 96,3(}@ .
ple 2H) ; carboxylic acid (2-di nethyl anj no-ethyl)- 4|%si thesis as
2H); amde 7.12 (dd, IH); 7.33 (s, 1H); 7.80 |(m _
No.lf); 7.97 (d, IH); 8.08 (d, IH;|8.16 (m 2HMS (ES] inthe
10.49 (s, 1H); 11.49 (s, IH. H 341 N'H NWR| MN
158/ O [M+1]" | Case of
339 | _/ "H-NMR MW: 160 /
\\\ o (DMSO-d6, 300 |495.605 |166
N
?j@\ o MHz) (selected
N S,
D >=<kﬂ/\ peaks)s=  |MS (ESD
o~ N W
N 1.05 (m, 3H);  |[M+1]™:

1.25 (m, 3H); 496
6-{[2-[1-Cyano-1-ethylcarbamoyl-meth-(Z or |, 5 (s, 6H);
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(SE/Z)- |4 49 (m, 2H);
ylidenemethyl]-amino} -1H-indole-3- 3.20 (m, 2H);
carboxylic acid (2-dimethylamino-ethyl)- 4.22 (m, 2H);
amide 7.11 (dd, 1H);




NFN)r'~~-N) N\, ~F (DVBO d6, 300 563.602 166 0 :S H
FNNIMiz) 8 328 Ex- Struct and Nanme ' H NWVR
Mol ecu- Educt/ am |ar Syn-y{ﬂee Wei ght/ thesis as
No. M5 (ESI) in the [Mtl]+ Case of 1.25 (m 3H); M
— o oot AR Cyano-1T=(2, 2, 2= T T f]iTC Z. 18| REN- [Educt/
Ex-| mc-ﬁlf“e aie‘éﬁilalhcear banoyl ) - met h- (Z or Eg -yi i dene] 32
2{48 (m 2H); 564 ethyl-4-o0xo-thifazolidin-(5E Svn-
am-3111 (s, 3H); ylidenenethyll-arnijno)-1Hindole yn
3/60 (m 2H); carboxylic acid (2-djinethylam no- yl)- .
ple 3/195 (m 2H); nmethyl-arnide 4.26 (m 2H); 7.1 (eég&/ thesis as
IH); 7.41 (d, 1H:; 7.70 (s, 1H);| 7.78 (d, IH; 8.12]|
No. ( 2H): 10.50 (s, IH); 11.60 (s, I1H. H 34PMR(ESD |inthe
' NVR MW 158/ NF S N N__ HH)\-< (DVSO d6, | 300
545.612 166 O F [M+1]" | Case of
340 H/° 'H-NMR MW: 160 /
~ 0,
\ S F 1(DMSO-d6, 300|549.575 |166
apese i
o N\\ \ MHz) (selected
N
peaks) & = MS (ESI)
125 (m, 3H);  |IM+1]™:
6-{[2-[1-Cyano-1-(2,2,2-trifluoro-
_ 2.19 (s, 6H); 550
ethylcarbamoyl)-meth-(Z or E)-ylidene]-3-
2.40 (m, 2H);
ethyl-4-oxo-thiazolidin-(5E/Z)-
_ 3.96 (m, 2H);
ylidenemethyl]-amino}-1H-indole-3-
_ 4.25 (m, 2H);
carboxylic acid (2-dimethylamino-ethyl)-
7.12 (dd, 1H);
amide
7.33 (s, 1H); 7.80
(m, 1H); 7.97 (d,
1H); 8.08 (d,
1H); 8.16 (m,
2H); 10.49 (s,
1H); 11.49 (s,
1H).
341 K 'H-NMR MW: 158/
I I O, E
\T/\/NYE_\O\”ES}%N/\%F (DMSO-d6, 300 |563.602 |166
© F
o ’L N MHz) & =




NNMz) 8 1.24 (m 3H; M (ESI)

5-j[2-[l -Cyano-1-(2, 2-di fl uoro-
et hyl carbarnoyl )-neth-(z or %

2.18 (s, 6H);

[ MF1] +:

yl i dene] -3- 2. 48 (m

2H) 546 -9%9T\- 1) 329 Ex Struct ure and Name ' H NWR
Mol ecu- Educt/ am—lar u_yn IJ' CWH‘;N'M thests Ma

Ex- Nﬁtnmreggdds\lapw the [M]+ Case of R lecu- |Educt/
et hyl - 4- oxo-thi azoli di n-(5E/ Z) -yl iidene- 3.12 (s|, 3H)

am-3}57 nethyl] -amno | -1 Hindole-[3 -carboxylic lfrm Syn-
aH); 4.22 (m acid

ple (2-di met hyl ani no-ethyl)-nmethyl-arnide 2H); 6.08 Veight/ thesis as
1H); 7.11 (dd, IH; 7.40 (d, [IH)y) 7.61 (s, 1H;

No. 7{71 (s, 1H); 7.79 (m 1H); 8.11 (s, |H; 10/MS(ESD |inthe
broad, IH; 11.58 (s, 1H. H 343 N'H NVR MV 1158/
N|' S N'~ (DVM5O-d6, 300 509.631 166 YL H H O N[M¥1]" |Caseof
Miz) 8 1.07 (m 3H); MS (ESI)

1.25 (m, 3H); MS (ESI)
5-{[2-[1-Cyano-1-(2,2,2-trifluoro- 2.18 (s, 6H); M+1]7:
ethylcarbamoyl)-meth-(Z or E)-ylidene]-3- 2.48 (m, 2H); 564
ethyl-4-oxo-thiazolidin-(SE/Z)- 3.11 (s, 3H);
ylidenemethyl]-amino} -1H-indole-3- 3.60 (m, 2H);
carboxylic acid (2-dimethylamino-ethyl)- 3.95 (m, 2H);
methyl-amide 4.26 (m, 2H);

7.14 (dd, 1H);

7.41 (d, 1H);

7.70 (s, 1H); 7.78

(d, 1H); 8.12 (m,

2H); 10.50 (s,

1H); 11.60 (s,

1H).

342 | K "H-NMR MW: 158/
N | Q F
2% )(Qij\o N&SQHN (DMSO-d6, 300(545.612 |166
F
N
0 L S MHz) § =
1.24 (m, 3H); MS (ESD
, 2.18 (s, 6H); [M+1]™:
5-{[2-[1-Cyano-1-(2,2-difluoro-
, 2.48 (m, 2H); 546
ethylcarbamoyl)-meth-(Z or E)-ylidene]-3-
1192 (s AH- 2 87




1.29 (m 3H); [MH] +:
5-1[2-[1 - Cyano- | - et hyl carban? -meth-(Z or
E) -yl i dene] - 3- et hyl - 4- oxo- t ht&zol i di n- (5E/ 2) - 2.18 (s,
9H) ; 02\10 ylidenenethyl] -amino) - 1 Hindole-3 - 2.45
—R—2H- (s 3H——carboxyt T qraaig ;
Ex (zSt&?CﬁléfFﬁWEﬁﬂﬁo- ethyl) 330 Ex- Stfrquc l?\re and '%I?Tlgcu Educt/
"H NWR Mol ecu- Educt/ am lar Syn- ple Wight/|.thesis
am-a§ No. MB (ESI) in the [M+ ]+ Case of nethyl-dfide |V
3[21 (m 2H); 3.60 (m 2H); 4.22{(m 2H; 7.1p (_%g ,
ple IH); 7.42 (d, 1H); 7.62 (m 1H);| 7.69 (s, 1HWeighys|thesisas
(d, IH: 8.05 (d, 1H); 10.40 (d, | 1H; 11.60 (f,
No.1H) . H 344 N'H NWVR MN 158/ O N[N N'4' S ( DMSMEEESD |in the
300 521.642 166 HHO NO N Miz) 8
[M+1]" | Case of
ethyl-4-oxo-thiazolidin-(5E/Z)-ylidene- 3.12 (s, 3H); 3.57
methyl]-amino}-1H-indole-3-carboxylic (m, 4H); 4.22 (m,
acid (2-dimethylamino-ethyl)-methyl-amide 2H); 6.08 (tt,
1H); 7.11 (dd,
1H); 7.40 (d,
1H); 7.61 (s,
1H); 7.71 (s,
1H); 7.79 (m,
1H); 8.11 (s,
1H); 10.0 (s,
broad, 1H);
11.58 (s, 1H).
343 | N 'H-NMR MW: 158/
| o)
N
VY C\HES}%K\ (DMS0-d6, 300 |509.631  |166
(o]
g NK \¢ MHz) & =
1.07 (m, 3H); MS (ESI)
129 (m, 3H);  |[M+1]™:
5-{[2-[1-Cyano-1-ethylcarbamoyl-meth-(Z or
2.18 (s, 6H); 510
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(5E/Z)-
2.45 (m, 2H);
ylidenemethyl]-amino}-1H-indole-3-
3.11 (s, 3H);
carboxylic acid (2-dimethylamino-ethyl)-




1.25 (m 3H); MS (ESI)

5-1[2-[I - Al Il yl car banoyl -1 -

eyaz%o- meth-(Z or 2.17 (s,

6H); [M+ 1] +:
E) ylldene] 3- ethyl 4- 0X0- t hi azol i di n- (5FJZ) 2.42 (m
2 denenet ||y| J —am IIU) = IIUUI c-

Ex- ( .Sth{glfﬁrc m&%N yI ic acid (2-dinet I’yﬁ{am no- et hyly) MO%CLES Educt/
(m 2H); nmethyl-amde 3.79 (m 2H); IAIAfmI'Il' S
am- 381 Ex- Structure and Name ' H NVR Ml ecu- Educt® am |PY
| ar Syn- ple Weight/ thesis as Ng. M5 (ESI) in the _
ple [Mr1] + Case of 4.26 (m 2H); 5.0 (dd, 1H); 5 Weight/ |thesisas

(dd, IH; 5.88 (m IH; 7.13 (dd, 1H); 7.41 |(d,
No. 1H); 7.69 (s, 1H); 7.73 (d, 1H);| 7.80 (m 1HMS (ESI) |inthe
8/06 (s, IH; 10.39 (s, 1H); 11.|60 (s, IH. 345
"HNVR MW 158/ N'"'"~s NO N H H|(DVSO d6, 300&M+1] Case of
5P7.622 166 N N MHz) (sel ected pdaks) 8 = M5 (|ESI)
methyl-amide 3.21 (m, 2H);
3.60 (m, 2H);
4.22 (m, 2H);
7.15 (dd, 1H);
7.42 (d, 1H);
7.62 (m, 1H);
7.69 (s, 1H); 7.75
(d, 1H); 8.05 (d,
1H); 10.40 (d,
1H); 11.60 (d,
1H).
344 | y 'H-NMR MW: 158/
\ T ] 2
v uﬁf%‘{r”% (DMSO-d6, 300 |521.642 |166
(o]
N
o L N MHz) § =
1.25 (m, 3H); MS (ESD
2.17 (s, 6H); [M+1]":
5-{[2-[1-Allylcarbamoyl-1-cyano-meth-(Z or
o 2.42 (m, 2H); 522
E)-ylidene]-3-ethyl-4-oxo-thiazolidin-(SE/Z)-
] ) 3.11 (s, 3H);
ylidenemethyl]-amino}-1H-indole-3-
_ . _ 3.58 (m, 2H);
carboxylic acid (2-dimethylamino-ethyl)-
_ 3.79 (m, 2H),
methyl-amide
A 26 (m 2HN-




5-1[ 2-[I -Cyano-1-(2-fl uoro et hyl car banoyl ) - |

*

26 (m

3H); [Mt1l+: neth-(Z or d:%/l i dene] - 3- et hyl - 4- oxo-
2.18 (s, 6H); 528 thiazoli H- (5E/ 2) -yl i denenet hyl ]
-am no) - 1H- 311 (s, 3H); |ndole30arboxyllc acid
(2 rhrmi- A A0-—£ Al oL L

€H l,LII LAY 3—49 ooz, 171 T, 332 _

Ex- of Stetuie @ %ﬁlamﬁarre 'H NMR Mol ecu- |Educt/  am Ia M& e, |Bduet
ple Weight/ thesis as No. Ms (ESI|) in the [I\/H]+ Case S
am-of ethyl)-methyl-amide 3.60 (m 2H): 4.24 (m [28: yn-
4150 (dt, 2H); 7.18 (dd, IH); 141 (d, 1H); [7.69 i
ple (8, 1H); 7.77 (d, 1H; 8.08 (d, |IH); 10.47 (d,Welﬂhﬁ/ thesis as
11.60 (s, IH. H'HNW MN 158/ | 346 NN\/ N S .
No. (PMBO-d6, 300 535.669 166 0 HO N H N Miz) 8 0.M8 (EfJ) |in the

2H); M5 (ESI) 5-1[2-[I-Cyano-I-(gycl opropyl methyl
0/]40 (m 2H); [MH] +: -carbarnoyl)-neth-(Z or|[M+1]" |Caseof
E)-ylidene]-3-ethyl-4- 1.02 (m 1H ; 536
exe—thi-azottdi n-(SE’Z)-yIidcucnetu g& 3H)
amno | - 1 Hindole-3 -carboxylic aC| (2- 2 16 (s,
6H); di net hyl am no- et hyl) - net hyl - asr.rbéd{edd’ lﬂi (nmy 2H);
5.12 (dd, 1H);
5.88 (m, 1H);
7.13 (dd, 1H);
7.41 (d, 1H);
7.69 (s, 1H);
7.73 (d, 1H);
7.80 (m, 1H);
8.06 (s, 1H);
10.39 (s, 1H);
11.60 (s, 1H).
345 K "H-NMR MW: 158/
L] 0
\T/\/NY C\HES}%&NF (DMSO-d6, 300 |527.622 |166
(o]
X _
° L S MHz) (selected
peaks) & = MS (ESI)
26(m,3H);, |[M+1]":
5-{[2-[1-Cyano-1-(2-fluoro-ethylcarbamoyl)- 1.26 (m, 3H)
i H): 528
meth-(Z or E)-ylidene]-3-ethyl-4-oxo- 2.18 (s, 6H)
. .11 (s, 3H);
thiazolidin-(SE/Z)-ylidenemethyl]-ammo}-lH- 3.11(s )
. : 49 (dd, 2H);
indole-3-carboxylic acid (2-dimethylamino- 3.49( )




3.07 (m 2H);

333 Ex- Structure and Nane ' H NMVR

Mol ecu- Educt/ am lar Syn-_ple Wight/ thesis as
No. M5 (ESI) in the [M+l]+ e of 3.10 (s, 3H); 3.60
(m 2H) 427(m 2H), 712(dd 1H)' 742(d 1H)
/ —F—8—( J.rl), 805 J.rl), T
Ex- 1r§tf“°i“£e é'éff Héfne 1347 04 ' H NMR WM M&e@f Educt/
N' OHN>_H(DI\/BOd6 300 519. 627 166 INI\/Hz) S
am- 1| 22 (m 3H); MS (ESI) 5-f lat - yn-
[R-[I-Cyano-I -prop-2-ynyl carbanoyl|- 2.15 (s, 6H); . .
ple 1|1 + ~nmeth-(Z or E)-ylidene]-3-agthyl - 4-oxo- 2.\Mv1gb% thesis as
2H); 520 thiazolidin-(5E 2)-ylidenenethyl]-amno}-IH
No. 3108 (m 1H); indol e-3-carboxyliqg acid MS (ESI) |in the
(R-di nethylam no- 3.12 (s, 3H); ethyl)-nethyl-fainide
3|58 (m 2H); 3.92 (m 2H); 334 HEx- Structure EEMJIH/]* Case of
Nane ' H NVR Mol ecu- Educt/ am |gr Syn- ple Wi ght
) ‘;tlsllylj me?hyl amide 3.60 (m, 2H);
4.24 (m, 2H);
4.50 (dt, 2H);
7.18 (dd, 1H);
7.41 (d, 1H);
7.69 (s, 1H); 7.77
(d, 1H); 8.08 (d,
1H); 10.47 (d,
1H); 11.60 (s,
1H).
346 R "H-NMR MW: 158/
LT ;
N
o I Hﬁ/:s}%u/\v (DMSO0-d6, 300 |535.669 |166
X
o L A MHz) & =
0.21 (m, 2H); MS (ESI)
0.40 (m, 2H);  |[M+1]™:
5-{[2-[1-Cyano-1-(cyclopropylmethyl
_ 1.02 (m, 1H); 536
-carbamoyl)-meth-(Z or E)-ylidene]-3-ethyl-4-
) 1.25 (m, 3H);
oxo-thiazolidin-(5E/Z)-ylidenemethyl]-
.. 2.16 (s, 6H);
amino}-1H-indole-3-carboxylic acid (2-
) 2.48 (m, 2H);
dimethylamino-ethyl)-methyl-amide
3.07 (m, 2H);




No. M5 (ESI) in the [MI]+ Case of 4.22 (m 2H); 7.11
(dd, IH):; 7.41 (d, 1H); 769(s 1H; 7.75 (s, 1H);
8.0(s, 1H; 8.08 (s, IH; 3380. 40 (s, broad, IH):
11.58 (s, 1H). H 348 NN 'H NVR MW 159/ HO \ N\ /
N-N—A—SNAH H-565-695—166—(CBC13 3 N -
Ex- 1| Sygchise (ESI) 1.42 (m erﬁif 1]+ Ebtede-° [Bduct
5-{[2- I Q/an02m)rphol|n4yl 2-loxo-eth- 2.6 ém
am-4H); 566 (Z or E)-ylidene]-3-et hyI - 4- oxo-t hi azd|!#di n- | Sym
275(m 314); (5 E/Z)-ylidenenetihyl] -amno 1 )
ple Hindole-3 - 3.59 (m 2H); carboXylic acid Weight/ | thesis as
(R-di ethylam no-ethyl)-arnide 3.7Q (m 4H); 7.76 (m
No.4H); 4.40 (m 2H); 335 Ex- Strugture and Nanme MSHBBR|in the
Mbl ecu- Educt/ am lar Syn- ple Weight/ thesis| as
No. Ms (ESI) in the [M+1]+ Case of
3.10 (s, 3H); 3.60
(m, 2H); 4.27 (m,
2H); 7.12 (dd,
1H); 7.42 (d,
1H); 7.70 (s,
1H); 7.78 (d,
1H); 8.05 (s,
1H); 10.40 (s,
1H); 11.60 (s,
1H).
347 | K 'H-NMR MW: 158/
| o}
\ N
Y : N”j:f}%u/\\\ (DMSO-d6, 300 |519.627 |166
N N
N MHz) & =
1.22 (m, 3H); MS (ESI)
: M+1]7:
5-{[2-[1-Cyano-1-prop-2-ynylcarbamoyl- 2.15 (s, GH); (M
. 520
meth-(Z or E)-ylidene]-3-ethyl-4-o0xo- 247 (m, 2H);
thiazolidin-(5E/Z)-ylidenemethyl]-amino}-1H- | 3-8 (@ 1H);
indole-3-carboxylic acid (2-dimethylamino- 3.12 (s, 3H);
ethyl)-methyl-amide 3.58 (m, 2H);
3.92 (m, 2H);




[ Mt11+ Case of 6.94 (m 2H); 7.48 (d, 1H); 7.61 (d,
1H); 7.78 (s, IH); 7.88 (d,,,1H); 9.32 (s, 1H);
10.63 (d, IH). 349 01\ /0" MR MW 156/ 0 S- N

(DVSO d6, 300 516.644 166 N MHz) (sel ected peaks) 8

e e (ESG —(m—3H) ;W1 T _

Ex- | QEhelie 30T Name’ ) 12! di met hyl ani|nasurRyl) - 2. |[Melpge- | Eduot
6H); 517 nethyl-sul fanmoyl]-phenyljam no) - neth- (lFJ Z) 2 S
am- 140 (m 2H); vylidene]-3-ethyl-4-oxo-thiazoli di?’f-(ZZ yn-

of E)- 2.69 (s, 3H); ylidene]-Nprop-2-ynyl-acletam de .
ple 3102 (m 2H); 3.09 (m IH; 3.93|(m 2H); 4.24Veight/ |thesisas
2H); 7.50 (d, 2H); 336 Ex- Struqture and Nang 'H NWVR(
No. Mol ecu- Educt/ am lar Syn- ple \ight/ thesis|MS(ESD |inthe
No. M5 (ESI) in the [MHI]+ Case off 7.71 (d, 2H); 8.19
(s, 1H); 10.58 (s, IH. [M+1]+ Case of
4.22 (m, 2H);
7.11 (dd, 1H);
7.41 (d, 1H);
7.69 (s, 1H); 7.75
(s, 1H); 8.0 (s,
1H); 8.08 (s,
1H); 10.40 (s,
broad, 1H);
11.58 (s, 1H).
348 N "H-NMR MW: 159 /
H | o]
N\ N / \
Y Y : ‘u’jis N °|(CDCL,300  |565.695 |166
0 L A\ MHz) § =
1.09 (m, 6H); MS (ESD
1.42 (m, 3H);  |[M+1]™:
5-{[2-[1-Cyano-2-morpholin-4-yl-2-oxo-eth- |, g (m, 4H); 566
(Z or E)-ylidene]-3-ethyl-4-oxo-thiazolidin- 2.75 (m, 3H);
(5E/Z)-ylidenemethyl]-amino}-1H-indole-3- |3 59 (m, 2H);
carboxylic acid (2-diethylamino-ethyl)-amide | 5 7 (m, 4H);
7.76 (m, 4H);
4.40 (m, 2H);




350 "H-NVR MW 164/ N -""- N _SaN S NO1/ H
(DMSO-d6, 300 516.644 166 0O N N MHz) (sel ected peaks)

8 = 1.24 M5 (ESI) 2-Cyano-28%5-[ | - f
3-[(2- dlmathylamno ethyl) (m 3H); 2.19 (s, [Mkl +:
m fh\ll cil fannyg a -—.A _ R _
O | J pncn_yl a||l o7y T B ) Ol‘l),
Ex- ( pyt iufeaviﬁ&%ﬁ - 3- et hyl - 4- oxo- tl’llg hdi n- (2 l\gtrﬁeéf- Educt/
2H); 2.72 (s, ylldene] N- pr op 2- ynyl-acetal ni de 3H);

am-3|08 (m 2H); 3.92 (m 2H); 4.23|(m 2H); 7.42%(d, Syn-

IH: 7.60 (m 1H); 7.68 (m 2H):| 8.19 (m 2 _
ple 10.50 (s, 1H). 337 Ex- Structurg and Name ' H- \Wight/ |thesis as
Mpl ecu- Educt/ am lar Syn- ple Weight/ thesis| as

<

No. Nb. M5 (ESI) in the [ M1]+ Case off 351 'H NVR W8 (ESD |in the
HOHNN, SNs NO O H (DWO dg, 300 502.617 166 O
N|N MHz) (sel ected peaks) 6 = 1.24 M5 (ESI) [M+1]" |Case of
2t Cyano-2-[5-[I1-[3-(2-dimethylamino (m 3H); [MHl] +:
6.94 (m, 2H);
7.48 (d, 1H);
7.61 (d, 1H);
7.78 (s, 1H);
7.88 (d, 1H);
9.32 (s, 1H);
10.63 (d, 1H).
349 | | Q0 "H-NMR MW: 156 /
/N\/\ >S/

(DMSO0-d6, 300 |516.644 |166
/j: }% MHz) (selected
peaks) =128 |MS (ESD)

(m, 3H); [M+1]":

2-Cyano-2-[5-[1-{4-[(2-dimethylamino-ethyl)- |, ., (s, 6H); 517

methyl-sulfamoyl]-phenylamino}'meth'(E/Z)' 2.40 (m, 2H);

ylidene]-3-ethyl-4-oxo-thiazolidin-(2Z or E)- 2.69 (s, 3H);

ylidene]-N-prop-2-ynyl-acetamide 3.02 (m, 2H);
3.09 (m, 1H);
3.93 (m, 2H),
4.24 (m, 2H);

7.50 (d, 2H);




- et hyl sul f anoyl ) - phenyl am no] - net
(E/ 2)-ylidene] - 3-ethyl

h- 2.06 (s,

6H) ;
-4-oxo-thiazolidin-(2Z 2.27 (m

503

2H); or E)-ylidene]-N prop-24nyl -acetam de 2.82 (m
2H) 291 (s 3H) 3.08 (m 1H); 3.92 (m 2H);
4 744 \||| 7 54 graRt) T 7 &Su- Educt/
Ex- 1151‘5“"* éi%dwﬁﬂe 10.55 (s 1 WM g, Mo e
Structure and Narre 'H NVR Mol ecu- |Educt/ am llgr. Syn- lgon.
am-pl e Weight/ thesis as No. Ms (ESI|)) in the [I\/Fkl]"f}-r Case |°""
of 352 o\4o0 "HNWVR MAN 163/ N,,,//~Nis Hs o H ) )
ple (DMBO-d6, 300 504.633 166 H o N\\ M) (sel ectWgight/ |thesisas
peaks) 8 = 1.28 Ms (ESI) (m 3H);| [ M1] +: .
No. M Al 1yl - 2-cyano- 2-[5-[ 1-[ 4- (2- di ngt hyl ami no- 2. |[04S(ESD |inthe
6H); 505 ethyl sul fanmoyl)-phenyl ani no] - met h- (E/|Z) -
2{25 (m 2H); ylidene]-3-ethyl-4-loxo-thiazolidi[M¥13Z |Caseof
ofr E)- 2.80(m 2H) yIidene]-acetarride 3.80 (m 2H);
4 22—m—2H-— 505 (dd,—1H) T 5. J.éfh(]el,, 21N
8.19 (s, 1H);
10.58 (s, 1H).
350 I /@\ "H-NMR MW: 164/
(o]
N Y
WK n/j/:s' "= |(DMSO-d6,300 |516.644 (166
o N N
) W MH?2) (selected
peaks) =124 |MS (ES])
_ : +1]™:
2-Cyano-2-[5-{1- {3-[(2-dimethylamino-ethyl)- | (0, 3H); 2.19 (s, | [M*1]

. . 517
methyl-sulfamoyl]-phenylamino}-meth-(E/Z)- 6H); 2.42 (m,
ylidene]-3-ethyl-4-oxo-thiazolidin-(2Z or E)- | 2H); 2.72 (5,
ylidene]-N-prop-2-ynyl-acetamide 3H); 3.08 (m,

2H); 3.92 (m,
2H); 4.23 (m,
2H); 7.42 (d,
1H); 7.60 (m,
1H); 7.68 (m,
2H); 8.19 (m,
2H); 10.50 (s,
1H).




5.82 (m 1H); 7.41 (s, 1H; 746 (d, 2H); 7.73 (d,
2H); 7.92 (m 1H); 8.17 (m, 1 10.50 (d, 1H). 339
Ex- Structure and Nanme H-Nl\ﬁ—'% I\/bI ecu- Educt/ am Ilar
Syn- ple Wei ght/ thesis as No. M5 (ESI) in the [Ml]+
G o0+ NVRMN—1637 | y
Ex- t&“‘ﬁn‘rf‘«la%d’]({IBWéO d6, 300 546.592 JG%WRIS > M%Yeﬂl Educt
MHz) (selected N peaks) 8 = 1.28|Ms (ESI) (m Syn-
am- 2| 07 (s, [M+1l +  2-Cyano-2-[5-[I|-[4- (2-di neth;)?ram no [SY™
6H); 2.25 (m 547 -ethyl sul fanoyl )|- phenyl am no] |- met h- )
ple 2H): 2.80 (m (E/Z)-ylidene]-3-etlhyl - 4- oxo- t hi éi’s*ght/ thesis as
2H); 3.96 (m lidin-(2Z or )
No.E)-ylidene]-N-(2,2,2-trifluoro- 2H); 4.25 (m |MS(ES]) |inthe
ethyl)-acetam de 2H); 7.41 (s, 1H)}; 7.48 (d, 2H);
7173 (d, 2H); 8.20 (s, |IH; 8.29 (m 1H): 10[M+I(5, |Caseof
351 /@\ . "H-NMR MW: 165/
R H
WK u”j:s "= |(DMSO-d6, 300 |502.617 |166
o) N \\
) N MHz) (selected
peaks) =124 [MS (ESI)
+|
2-Cyano-2-[5-[1-[3-(2-dimethylamino (m, 3H); [M+1}
-ethylsulfamoyl)-phenylamino]-meth- 2.06 (s, 6H); >03
(E/Z)-ylidene]-3-ethyl-4-oxo-thiazolidin-2Z | 2-27 (m, 2H);
or E)-ylidene]-N-prop-2-ynyl-acetamide 2.82 (m, 2H);
2.91 (s, 3H);
3.08 (m, 1H);
3.92 (m, 2H);
4.22 (m, 2H);
7.44 (m, 1H);
7.54 (m, 2H);
7.71 (s, 1H); 8.16
(m, 2H); 10.55
(s, 1H).




IH. 354 0 "HHNVR MW 163/ O N HIaN SO N
(DMBSO- d6, 300 502.617 166 O _~ N MHz) (sel ect ed peaks)
8 1.26 M5 (ESI) 340 Ex- Stritture and Nane ' H NMVR
I\/bI ecu- Educt_/ am lar Syn- ple Weight/ thesis as
2 1 the i+ Case ofyg( Ho 2. feSu- | Educt/
Ex- | vit!“} S 0- 2 [ 5o 4 (2 di rreEe T o5 et He
2128 (m 503 et hyl sul fanoyl ) - phenyl am no] - net hi-_2H) ; Svn-
am-2|80 (m (E/Z)-ylidene] - 3-et hyl - 4- oxo- t hi azol i |dfn- (22 |5™
2H); 3.08 (m or E)-ylidene]-Nprdp-2-ynyl-acetjamd .
ple 111); 3.93 (m 2H); 4.22 (m 2H)| 7.41 (s, myel t/ |thesis as
7047 (d, 2H); 7.72 (d, 2H); 8.18 (m 2H): 10,52 (s, |
No.|H . 341 Exanple Structure and Nane Ml ecul ar EdeESI) in the
No. Weight/ Synthe- M5 (ESI) sis ds in [Ml]+ he
Case of 355 0 MW 149/ [M+1]+ Case of
352 | QP "H-NMR MW: 163 /
N\/\ /\ :
(DMSO-d6, 300 |504.633 |166
/jv: }% N\ | MHz) (selected
peaks) 5 =128 |MS (ESI)
(m, 3H); [M+1]™:
N-Allyl-2-cyano-2-[5-[1-[4-(2-dimethylamino- | 5 og (s, 6H); 505
ethylsulfamoyl)-phenylamino]-meth-(E/Z)- 2.25 (m, 2H);
ylidene]-3-ethy1-4-oxo-thiazolidin-(2Z or E)- 2.80 (m, 2H);
ylidene]-acetamide 3.80 (m, 2H);
4,22 (m, 2H);
5.05 (dd, 1H);
5.13 (dd, 1H);
5.82 (m, 1H);
7.41 (s, 1H); 7.46
(d, 2H); 7.73 (d,
2H); 7.92 (m,
1H); 8.17 (m,
1H); 10.50 (d,
1H).




HN O H612.70 166 N I .\ L& HF O N\,\\ N M
(ESI) [MHl] + 613 356 0 149/ HNk, O HF F
586.60 166 N'*"'IS NNH"XF NNI\/B(ESI) [ MHI] +:
587 342 Exanpl e Structure and Nane Ml ecul ar Educt/
—N ttre=—— VB (ESIH)—Si s a3yl VFLI]TF T -
Ex oo N e RN Oo N o B, o ) ¢ lecy [ Educt
t\ 66 O M5 (EST)
am- lar Syn-
ple Weight/ |thesis as
No. MS (ESI) |in the
[M+1]" |Case of
353 | 0.0 c "H-NMR MW: 163/
/N\/\N.S
H O\N S%:%N/ F |(oMS0-d6,300 |546.592 |166
H/j/: H
o} 5 \\N MHz) (selected
peaks) 8=1.28 |MS (ESD
(m, 3H); 2.07 (s, |[M+1]™:
2-Cyano-2-[5-[1-[4-(2-dimethylamino
Y (-8 Y 6H); 2.25 (m, 547
-ethylsulfamoyl)-phenylamino]-meth-
Y Y 2H); 2.80 (m,
E/Z)-ylidene]-3-ethyl-4-oxo-thiazo-
EZyy ) Y 2H), 3.96 (m,
lidin-(2Z or E)-ylidene]-N-(2,2,2-trifluoro-
2H); 4.25 (m,
ethyl)-acetamide
2H); 7.41 (s,
1H); 7.48 (d,
2H); 7.73 (4,
2H); 8.20 (s,
1H); 8.29 (m,
1H); 10.59 (s,
1H).
354 | o 2 "H-NMR MW: 163/
/N\/\N/S . .
H \©\ . Q (DMSO0-d6, 300 |502.617 |166
N/>: H
H
o >>><<Z MHz) (selected
peaks) =126 |MS (ESI)




[
1

0 542. 66

Mr1l] +: 533 358 0 MW 149/ HV ~ ~\ \
66 NHS HON~N M (ESI) % { [2-[ 1-Cyano- |
prop- 2-ynyl car banoyl - [I\/Hr1144 nmet h- (E or

Z) ylldene] 3-et hyI 4- oxo- 543

Tz | it (o= & Z) )=yt T denemetty _
Ex- 5 B ﬁ%‘bcw 'Pi%lleene 2-carboxylic au%w pyrroli é\./[onl_em} Educt/
-yl -ethyl)-am de 359 0 MW 149/ HN \ I o~5£?5.72
am- 166 NN s HHNH\ 0 ~ \N M5 (ESI) [M+1] +:|la5gg | Syn-
343 Exanple Structure and Nane Ml ecul ar Educt}/ _ No. )
ple Wei ght/ Synthe- M5 (ESI) sis as in [Ml]+ the Weight/ |thesis as
of 360 0 MW 149/ HN
No. MS (ESI) |in the
[M+1]" |Case of
(m, 3H); 2.08 (s, |[M+1]":
2-Cyano-2-[5-[1-[4-(2-dimethylamino- 6H); 2.28 (m, 503
ethylsulfamoyl)-phenylamino]-meth- 2H); 2.80 (m,
(E/Z)-ylidene]-3-ethyl-4-oxo-thiazolidin-(2Z | 2H); 3.08 (m,
or E)-ylidene]-N-prop-2-ynyl-acetamide 1H); 3.93 (m,
2H); 4.22 (m,
2H); 7.41 (s,
1H); 7.47 (d,
2H); 7.72 (d,
2H); 8.18 (m,
2H); 10.52 (s,
1H).




0 578.76 166 NHSN ..--SO 00 N10& N M (ESI)

[MHI] + 579 361 0 MW 149/, HN O 574.75 166 N *~s N
NH_ > H ON~\ N M (E3l) [MI] + 575 362
NOO*" O OH MNW 146/ H _Is N'Y 542.66 166 H OH o N~
\W.\ NM (ESI) [MH] +: 543 344 Exanple Structure
and Nanme Mol ecul ar Educt/ No. Weight/ Synthe- M
(ESI)- sis as in [Mt1l]+ the Case of 363 MW 146/ H
N
Example | Structure and Name Molecular | Educt/
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
355 MW: 149/
j:*{_\—@‘ 61270 |166
MS (ESI)
[M+1]™:
613
356 0 MW: 149/
(§es!
0 F 586.60 |166
C U s e
CB H } F
0 ) \\N
MS (ESD)
[M+1]7:
587




H ~s - N574.70 166 0 N n/\ o\ N--" NO M (ESI)
[MHI] +: 575 364 MW 146/ N N H S N 539.66 166 0 ~N
\WN 1, NH AO MB (ESI) [MH]34 540 365 MW 146/
N 011 O _Is N~ H N H524 69 166 O N~ \\ I N
N—er "“'ai"‘TO-L |_o Clllyl"-l-' ME{ES ')
Exa{nj_:le[ 3St(‘5°‘f‘ﬂéiaf‘€ﬂb - 1-yI - pr opi onyl aﬁﬁ?ﬁg)‘l %ﬁ’l‘:}/
henyl am no] -nmet h- (E/ 2) -yl i dene] - 52
hi akol i din[2-(E or 2)]-ylidene]-N w&ﬁﬁhﬂac%ﬁlgiﬁ'de
345 | Exanple Structure and Nanme Mbllecul ar Educt/ No.
Wi ght/ Synthe- MS (ESI) sis as in | MOWESD psieacisle
[M+1]" |the Case
of
357 MW: 149 /
Qo R
H 532.  |166
0
N’IS%N’\
H H 66
o” N \\N
/ MS (ESD)
[M+1]™:
533
358 o MW: 149/
00
o) 542.66 |[166
N
o] ) \\N
MS (ESI)
6-{[2-[1-Cyano-1-prop-2-ynylcarbamoyl- M+1]":
meth-(E or Z)-ylidene]-3-ethyl-4-oxo- 543
thiazolidin-(5-(E/Z))-ylidenemethyl]-
amino}-naphthalene-2-carboxylic acid (2-
pyrrolidin-1-yl-ethyl)-amide
359 MW: 149/
'I % ,\O 595.72 | 166
MS (ESI)
[M+1]*:
596




of 366 MAN 146/
MS (ESI)

[MH] +:

0 HN-C'" NN"A-S H N 581.74 166 O N

582 367 M\ 146/

HN*4 H Is >_

N,/ON 507.62 166 0 N, N MS%ESI) [M] + 508 368
MN 146/ O ~ N'al S NO HNH>540.69 166 N M
(ESHc M- SAT—346—Exanpte St el Brs IName
Examl_ﬁeﬁ fur gﬁ%N/amﬁo Wei ght/ Synt he-Mkl}Eb’PEgl ﬁglt/s as
Nlo.n [ MH ]+ the Case Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
360 1% MW: 149 /
HN
S ) o u 578.76 | 166
J N’j:s N ~s”
N
D 0 ) \\N
MS (ESI)
[M+1]™:
579
361 0 MW: 149/
o} 574.
SRRPsOLts
N
O ) \\N
MS (ES])
[M+1]™:
575
362 0 MW: 146/
C,N/\/‘LNQ s Nn 7"
ﬁ’j; >.<‘ T 542.66 |166
o N W
) N
MS (ESI)
[M+1]":
543




of 369 MV 146/ _Is NNO HN'~ H > H 508.64 166 0 N,
N M5 (ESI) [Mk] "+ 509 370 MW 146/ H N %s N-0 H
H536.70 166 0 N N MS (ESI)344[ M+ ] + 537 371 0 MAf
146/  CN 111~k N'al O H N O**Is N-C H H 510.66 166 o0

QL

N— o IN-IVEA vt +—5%1—347 Tctiur e
Exagple NSIRSTURREENRDE Equct/ No. Vi ght %yl‘ﬂ?ﬁeﬁ“% (ESI)
sis pgs in [Ml] + the Case
No. Weight/ | Synthe-

MS (ESI) |sis as in
[M+1]" |the Case

of

363 0 MW: 146/
GN’\/’LN,@ 0 N/
N N'):&{‘ 574.70 |166
o” N\ O
0

MS (ESI)
[M+1]":

575

364 o] MW: 146/

N AN
N H'I&{' NI 539.66 |166
)%

MS (ESI)
[M+1]":

540

365 o MW: 146/
GN/\)LN,@ . 3 N)r
N u’j: >{', 524.69 |166
(o ; \\N

N-tert-Butyl-2-cyano-2-[ 3-ethyl-4-o0x0-5- MS (ES])
[1-[3-(3-pyrrolidin-1-yl-propionylamino)- [M+1]™:
phenylamino]-meth-(E/Z)-ylidene]- 525

thiazolidin[2-(E or Z)]-ylidene]-N-methyl-

acetamide




of 372 MW 146/ NS NHJ562.67 166 0 \,\ N M
(ESI) [ Mt] +: 373 000 MWW 146/ 574.70 166 H
NXs NNQ 0 HO N>~ HN¥S (ESI) [MI] + 575
374 MW 146/ N OAIN'** S|IIXHHNF 536.58 166 N M
ESH i3 537348 Exanpte—Sty rerandNane
Exapie, [Sfrigiure gnd Namey,) ~\gi ght / Synthé\ﬂg%ﬁﬂﬁg(%ucgi s as
' | M+l ]+ the Ca f 375 MW 144/
Nlor] [ ] € mase o Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
366 Q MW: 146 /
o, I “n
HN
J/g N S}{'”\J’B 581.74 | 166
o \ N
G ;N
MS (ESI)
M+1]7:
582
367 /\/'ci ,Q MW: [146/
N Q ZN
G H N’j;s>.<7”\/’ 507.62 |166
N
o} ) \\N
MS (ESI)
M+1]":
508
368 o] MW: 146 /
CIN/\/"\N’@ s 3 ?\/*0’
N u’j:% 540.69 |166
N
o} ) \\N
MS (ESI)
[M+1]™:
541




HNHA494.62 166 0 NN Ms (ESI) [Mtl] +: 495 376
MN 146/ NO HHN'%s NH > 508.64 166 0 N, \\ N
2- Cyano- N- cycl opr opyl net hyl - -6[3 -ethyl- M5 (ESI)
4-0x0-S-[I-[3-(3-pyrrolidin-1-yl- [Ml] +:

T T i RETyam o = met - @??
Exa éﬁysﬁy%l“ggne?)ﬂaméazol idin-[2-(E or cular | Educt/
NyI i dene] - acetam de 377 MN 146/ HN %KFN&%? '?1
O ,+t~F H IS >~ N576.69 166 0 N, '""\'®& ( © M+ ]
+:  b77 349 Exanple Structure and |Nane Mol ecul ar
Educt/ No. Weight/ Synthe- M5 (ESI)| MSJERD jsts ag MmI | +
the Case of
[M+1]" |the Case
of
369 o MW: 146/
GN’\/'LN/@ S Q N_O
N u’j: F{'H 508.64 | 166
N
o] ) \\N
MS (ESD)
[M+1] ™
509
370 /\)(i MW: [146/
N 0
C i N”ISF{' uO 536.70 |166
N
0 ) \\N
MS (ESI)
[M+1]™:
537
N 0 MW: [146/
Gy s
H E'I ),{' H‘<§ 510.66 |166
o N \
) N
MS (ESI)
[M+1]™:
511




378 MV 146/ H 492.60 166 Ho NH N MS (ESI) [M- 1
] +1 493 379 0 HO IN MV 146/ HS NN NHH N>

574.66 166 N MS (ESI) [M3¥7+ 575 380 MM 146/ H
N'ls NH>_ 508.64 166 o N, ~\\ N M5 (ESI) [Ml] +

CNOQ AL N I

50 O—xanp Strueture—and—Narredyoteqular Edguat /
Exagple (ﬁ'ﬂ‘dﬂ?‘? a%‘%?ﬁ‘& MBS (ESI) sis ag Mﬁec%lﬁﬁdygifhe
Case| of 381 Mv 146/ H No' _Js N .
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case

of

372 MW: 146 /
HN’@ g R N
N
562.67 |166
J/ko H,IN>_< \—< >—F
o) /

o
\N

MS (ESI)
[M+1]":

563

373 o~ MW: [146/

574.70 |166

o ; Y MS (ESD)
[M+1]™:

575

374 o MW: 146/
Saa S BT
i M'I>_,<' e | 53658 166
)N

MS (ESI)
[M+1]™: |

537




HN- _~-0570.70 166 0 N14 ~ N OH M5 (ESI) [MH] +:
575 382 0 0 MV 146/ S NN'ONH H 559.69 166 0 N N
N 2- Cyano- 2- [ 3- et hyl - 4- oxo- 3481 - [ 3- (3- M5 (ESI)
pyrrolidin- | -yl-propionylam no)- [MH] +:

phetydamaol—feth-—(E-2)~=yt+idenme=—"5
Exaﬁﬁﬁa’z'%mc ?]JgTdeIque or 2)]-yl i dene] - I %lgcular_ Educt/

pyrildi n-2-yl -et hyl)-acetam de 383 | 146/ |J N S
Npi, 1545.67 166 1\ N M5 (ESI) [|\/++|/]M{V+e.lg th ) Svathe-
Exanpl e Structure and Name Ml ecul gr Educt/| No. |
Wi ght/ Synthe- MS (ESI) sis as in| YIRKESD |skeasGige
of 384 MW 146/ o**

N H

[M+1]" |the Case

of
375 o MW: [146/
n~A Q O\ H
O™ ﬁﬁ;s}.{' NS 40462 [166
N
o) ) \\N
MS (ESI)
[M+1]":
495
376 o MW: 146/
A /@ O\ H
O™y N’I‘K% WA | sose4 |166
N
0 ) \\N
2-Cyano-N-cyclopropylmethyl-2-[3-ethyl- MS (ESD)
+'
4-0x0-5-[1-[3-(3-pyrrolidin-1-yl- [M+1]
propionylamino)-phenylamino]-meth- 5098
(E/Z)-ylidene]-thiazolidin-[2-(E or Z)]-
ylidene]-acetamide
377 MW: 146/

F
HN’O\ K 'H/O
N S N
576.69 |[166
0 ) \\N

MS (ESI)
[M+1]7:

577




HN

527 385 MW 146/

Is N-~0526.66 166 HO N N M (ESI)
HN js NHHS524.69 166 0 N N M5

[ M- 1]

(ESI) [M] + 525 386 MAP4246/ N 574.70 166 0 H
O~ S NN NOOHM (ESI) [M1] +: 575 352 Exanple
S Hure—and-Name—votecut-ar—EductaNo—erght+
Exargp %‘ﬁé{ucﬁ}ée Elfé‘sﬁ?m& s as in [Ml]+ Il\ﬁ%ie?%%re%dglft/
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
378 o C MW: 146/
CIN/\/'LN N“\-S 3 NS
N H’I >_<‘ NS | 49260 |166
N
o ) \\N
MS (ESD)
[M+1]":
493
379 o MW: 146/
o)
HN/©\N s H‘N»\G
J,go H'IN>_<‘ N\ J | 57466 |[166
\
or T
MS (ESI)
[M+1]™:
575
380 o MW: |146/
Gy s -4
N u’I% 508.64 |166
N
o) ) \\N
MS (ESD)
[M+1]™:
509




387 0O MW 146/ O HN HN. H _): S528.70 166 O N N
MS (ESI) [M#l] + 529 388 g MN 146 0 0 HN
CN'"',A- | '-. N,j 579.77 88 j NaNHH 1S 0
N-~\,\\ N M5 (ESI) [M+l] +: 580 389 M\ 146/
N = 51771 166 0 9 ; ()
Exaiiplg 53%@3[];533:35;1%2 353 Exanpl e il B e
N(I;/_bl ecul ar Educt/ No. Weight/ Synt he'Weight/ Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
381 o MW: |146/
e oS PURLY
H H’I }.{' Z_O 570.70 |166
o” N W
) N OH
MS (ESI)
[M+1]":
575
382 o /@\ o MW: [146/
s N
fl N H'j: >—<_ 559.60 |166
) N\
2-Cyano-2-[3-ethyl-4-oxo-5-[1-[3-(3- MS (ESI)
pyrrolidin-1-yl-propionylamino)- [M+1]":
phenylamino]-meth-(E/Z)-ylidene]- 560
thiazolidin-[2-(E or Z)]-ylidene]-N-(2-
pyridin-2-yl-ethyl)-acetamide
383 o] MW: 146/
C,N/\)LN,@ &~
H N’I y{‘H N | 545.67 |166
N
0 ) \\N
MS (ESI)
[M+1]7:
546




M5 (ESI) sis as in

146/

[ MF1] + t he Case
O HHN _Xs NHJ540.69 166 0O N N Ms (ESI)

of 390 0 0 Mw

N—r

as

[MHI] +: 541 391 MW 146/ 3ﬁllxllo, N'~S 0O NN H 559. 69
166 N MS (ESI) [MH] +: 560 392 MN 146/ OHO—|
"\1 S H—+H | I\I JL’-I- Gg 166 |V Ol
Exa’[“P/rFI Stguoturg 3ad-Namc— Exanpl e Struct uré\/fl%lﬁéulﬁajr@ bl
Mol ecul ar Educt/ No. Weight/ Synthe- Ms (ESl) sis
Nin Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
384 MW: 146/
O o
Hﬁ;s}.{‘ ~° | s2666 |166
o N W
) N
MS (ESI)
[M+1]™:
527
385 o] MW: 146/
CIN/\/ILN/@ s 3w
N ﬁ’j: >_<‘ N 524.69 [166
N
6] ) \\N
MS (ESI)
[M+1]7:
525
386 MW: [146/
»
r 57470 {166
L A, 3
s N
o™ N'j:»—{’
MS (ESD
[M+11":
575




[ MF1] + t he Case

of 393 MW 146/

HN'*JS NH H®%

524.69 166 0O N N Ms (ESI) 1] + 525 394 0 MW
146/ " O HN S | NO H H3380.65 166 0 N, ~~ N
2- Cyano- 2- [ 3-et hyl - 4-oxo0-5-[1-[3-(3- M5 (ESI)
ettty propronytam o)y M+
Exansxﬂgrﬁrgﬁt]u Oa;n_quxﬁq (E/ 2)-ylidene]- SWCCPWaESWt{ji n-
[2-(E or Z2)]-ylidene]-N phenyl acetam d 395 146/
Ney H|N - S>. N 534.68 166 H 0 MS (Eﬁflg%f/m-gymm 535
355 | Exanple Structure and Nanme M| ecul ar Educt/
MS (ESI) |sis as in
[M+1]" |the Case
of
387 0 MW: [146/
S e S U
H H’j:»{' ~7ST | 52870 |16
N
0 ) \\N
MS (ESI)
[M+1]™:
529
388 MW: [146/
0 -
~A /@\ RN
C’N N H«)s}{w\_) 579.77 |166
N
o) ) \\N
MS (ESI)
[M+1]™:
580
389 /@ MW: [146/
0
HN -
J/go H'IS}.% 3~ 551.71 |166
o N W\
o ;N
MS (ESD)
[M+1]7:
552




No. Wei ght/ Synt he-
0
H 539.70 166 O N Ms (ESI) 3

Case of 396

MAN 146/ " !

M5 (ESI) sis as in

] +:

[ MF1] + t he
OH'~"NN HN-~S Nr~j
540 397 0 HO

MN 146/ O HNA-S NH> HD540.69 166 O N,, N M
EShH—F i 541—398— i — A6/ TN T H N B 166
Exarpplg %“%tﬁgéndjifm‘?] +: 573 356 E»(gir% le11 t-l]rzuc%/ur > and
N(!\'Iam'-_ Mol ecul ar Educt/ Weight/ |Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
390 0 ” MW: |146/
C,N/\)LN,@ . Ok
N u’):*%' 540.69 |166
N
o) ) \\N
MS (EST)
[M+1]*:
541
391 ’@ MW: 146/
0
IOy s A | ssos0 [ 166
< 2 o N N\
) N
MS (ESI)
[M+11":
560
392 /\/l(i o o MW: 146/
N H
@ N N’j:&{' VAN | 52469 166
N
0 ) \\N
MS (ESI)
[M+1]™:
525




No. Weight/ Synthe- M5 (ESI) sis as in [Mtl]+ the
Case of N 399 O MW 146/ N"-' NHHJ572.73 166 O
SN > NM (ESI) [Ml] + 574 400 0 MW 146/ N Q O
HHN _Xs NH575.73 166 0 N's NN M (ESI) [Md] +
Exarﬁglg (S'\%mﬁf J?@%‘HS an\i T EJS gt ;JyIAD4UoQ|( 'N/éoiﬁu?a[rq E? ?C&E/g °
Nghoryl am nol - et b (&2 y1 1 dene] + ;;We? v (| ¥ithe:
thiagzolidin-[2-(E or Z)]-ylidene]-N é(]gSI) G as in
[M+1]" |the Case
of
393 /\i Q o MW: 146/
O™ H'I&{' MK | 52469 |166
o N \
/
MS (ESI)
[M+1]":
525
394 /\)C’i Q 5 MW: 146 /
O™y ﬁ'):}.{' D | s3065 |166
0 ) \,
2-Cyano-2-[3-ethyl-4-oxo0-5-[1-[3-(3- MS (ESI)
pyrrolidin-1-yl-propionylamino)- [M+1]™:
phenylamino}-meth-(E/Z)-ylidene]- 531
thiazolidin- [2-(E or Z)]-ylidene]-N-phenyl-
acetamide
395 o { MW: 146 /
C/N’\)LH’@H’U;S%N 534.68 |166
0 5 \\N<
MS (ESI)
[M+1]7":
535




fl uoro-phenyl)-ethyll-acetam de 357 Exanple Structure

and Nane Mol ecul ar Educt/ No. Weight/ Synthe- Ms (ESI)
sis as in [Mt1l]+ the Case Bf 402 MW 146/ 0 HN* S
H N 560.72 166 o N>- s MP/ N Ms (ESI) [MH] + 561
AQ3—N—HAGH—N-OF—584—74—166—HNT*=—H—SNH—o N N
Exagple aucture mpd Name “cor"/04 My 146MORRHE 5PV 4| 0 1
H IS>~ N~ /0586.76 166 0o N, [\\ N ESI
Nomel |+ N Welghl\{F (Synt}?e-
MS (ESI) |sis as in
[M+1]" |the Case
of
396 0 MW: [146/
e aS UL L'
N S N
H H'I>.<' Y 539.70  |166
0 5 W
MS (ESI)
[M+1]%:
540
397 0 HO MW: |146/
CIN/\/ILN/@ s 3N
H H’j: »{‘ N 540.69 [166
o) 5 W
MS (ESD)
[M+1]":
541
398 0 MW: [146/
CJN’\/'LN/@ K
N'j;&.{' 572.73 166
o) ; W
MS (ESI)
[M+1]™:
573




587 358 Exanple Structure and Nanme Ml ecul ar Educt/
No. Weight/ Synthe- M (ESI% sis as in [M1l]+ the
Case of 405 HH OH MW 145856 N NHO~ 0 la Ns O
557.67 166 H > N\ o N, \\\ N I\/S (ESI) [M- 1] +:
558 "06 H-H +45—06—06-—589—72 = NO
Exanjgle | S&pist uremvékffme 590 405 h 1 of IRnife TERRLC, o
555,70 166 H S N )
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
399 MW: [146/
/\)? /@ S H
O™y H'j:sy{_ 572.73 |166
o N W
) N
MS (ESI)
[M+1]":
573
400 0 MW: |[146/
g S LY
N u’j:% 575.73 |166
(o} 5 W
W
N | MS (ESD
[M+1]™:
576
401 /@ MW: 146/
o
by H’j:s*{' N 576.69 |166
o N
o ) \\N
F
2-Cyano-2-[3-ethyl-4-oxo-5-[1-[3-(3- MS (EST)
pyrrolidin-1-yl-propionylamino)- IMH1]
phenylamino]-meth-(E/Z)-ylidene]- 577
thiazolidin-[2-(E or Z)]-ylidene]-N-[2-(4-
fluoro-phenyl)-ethyl]-acetamide

0



0O )N~ ~\\N M5 (ESI)
Structure and Nane Ml ecul ar

[ ML ] +:

556 359 Exanple
duct/ No. Weight/

Synthe- Ms (ESI) sis as in 11+ the Case of HH

MA 145/ 408 0 "Ct N'*4 O ND, 539.66 166 H Is ) _ OH

N TN A= 2= —Cyano=—2=— (3 hvdraxyrs e (S )
E"a‘ﬂﬂ} ot o%tpl&?lﬁg T@/Nf' -oxo-eth-(E or 2) M%IFM{?& Edﬁ?t/

yl i dene] - 3- et hyl - 4- oxo-t hi azol i di n- (§‘f .

NPE/ 7)) -yl i denenmethyl] -anmino | -phe ?gép Synthe-
(2-pyrrolidin- | -yl-ethyl)-urea HH MV 145/ 409 N O
0 H554.67 166 0 NN _JS> ~N H %\ MBI(ESDQsisves ings) )
[ MHL] +:

[M+1]" |the Case
of

402 o] MW: 146 /

C’N/\)LN,@ W
N u’j: }_é' N7 560.72 | 166
N
o] ) \\N
MS (ESD)
[M+1]%:
561
403 qj:j MW: 146 /
Wl
o)
C,N’\/'L” s ,j:s *{‘NH 584.74 | 166
N
o ) \\N
MS (ESD)
[M+1]%:
585
404 MW: 146 /
A S
N S N
ok, H"I >_<' 586.76 |166
C "N N
) N
MS (ESD)
[M+1]%:
587




555 410 MW 145 N ? 596.75 166 HN T NO O NHO
MS (ESI) O Nz N[M 1] +. 597 360 Exanple
Structure and Nanme Mol ecul aB>&duct/ No. Wi ght/
Synthe- M5 (ESI) sis as in [Mtl]+ the Case of 411 H

H NMNAL 145/ CNMN NL_NL 1 AV o Wl BV o W NI | Lo Yo N ao M, W oYl A
TV N T OT NN IO ra U Iv P OO 4 L 1 3S
Example A SHUgturqa WBIE eS| ) [ M ] +  SIPSERETIEHy | 145/
Y N[O la NA~s O N-O 551.71 166 H |} > Ho|[N~\N
No. Weight/” | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
H .
405 C’N/\/NYH HO{OH MW: 145/
© O\ R 557.67 |166

MS (ESI)
[M+1]™:

558

406 C,N,\/n H MW: |145/

\Cr’r O\ SNV 2
s X 589.72 |166

) N
0
/| MS (ESD
[M+1]%:
590

H .
407 C,N/\’N H H MW: 145/

o)
I'Q
© ¢ 3 NS 555.70 |166

MS (ESI)
[M+1]7:

556




N 2-

[1-14-[3-(2-pyrrolidin-1-yl-
phenyl ami no)

2-[ 3- et hyl -
et hyl ) -
- met h- (E/ 2) - yl P@ne] -

Cyano- N- cycl ohexyl -

4- oxo0-5- MS (ESI)

urei doj -
552

[ Ml ]

+:

t hi azolldln [2 (E or Z)] ylldene] acet am de 413 HH

—— AL N FaN-S5—6—"525-6773%66 N,
Examgplg, %“E%Eﬁ 3nd}fj"f\ﬂ?] +: 526 361 Exarrp(ﬁecuktr f Ed ut{e and
Nang Mbl ecul ar Educt/ No. Wi ght/ By sis
Ness iln [ M+1]+ the Case of 414 MW 1%}8%% /EY'&‘ 77. 68
166 | HNYN O NI*"** O HH _XS - N F|Ms (ESI) N~[,, &
~ & |N[MH] + 578 415 0 MN 145/ M$ S%csrszasws
[M+1]" |the Case
of
408 /\,H H MW: 145/
QL
o 0
539.66 |[166
< o
N
1-(4-{[2-[1-Cyano-2-(3-hydroxy- MS (ESI)
pyrrolidin-1-yl)-2-oxo-eth-(E or Z)- [M+1]":
ylidene]-3-ethyl-4-oxo-thiazolidin-(5- 540
(E/Z))-ylidenemethyl]-amino} -phenyl)-3-
(2-pyrrolidin-1-yl-ethyl)-urea
409 N,\/n H MW: 145/
e £ ¢ DU
N s N 554.67 |166
DS
0o N N TNnH
) N
)
MS (ESI)
[M+1]™:
555
410 MW: 145/
»
H 596.75 |166
HN\",H
© \@ [ 3 NK\N’\
”'I >-<' 3 MS (ESI)
0“ N \\N
[M+1]™:
597




NSrNOOV~SN HHON- ~ M (ESI) N[M-i ] +:
590 416 HH MN 145/ _NY.NO HF F O N'~s N, X
551.59 166 H > F O NN (ESI) [M+Hl] + 552 362
Exanpl e Structure and Narme Mol ecul ar Educt/ No.
VA Syttt IVD\ESI) sts—as— ittt e e Case
Example ; ??‘“ﬁt K‘/W‘d?ﬂ HN NN Y shYolkeulat BTy o
N HH N N M5 ESI
No. ° ( ) Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
411 H o MW: |145/
N
< 0 3
© N,IS }{_N’ A | 52263 |166
H
N
0 ) \\N
MS (ESI)
[M+1]%:
523
412 H H MW: 145/
N-NN
a T O k 551.71 |166
N
2-Cyano-N-cyclohexyl-2-[3-ethyl-4-0xo0-5- | MS (ESI)
[1-{4-[3-(2-pyrrolidin-1-yl-ethyl)-ureido]- [M+1]™:
phenylamino}-meth-(E/Z)-ylidene]- 552
thiazolidin-[2-(E or Z)]-ylidene]-acetamide
413 N ,\/N H MW: 145/
rQa
o
525.67 |166
DeE a2l
N
o ) \\N
MS (ESI)
[M+1]™:
526




[MF] + 592 HH MM 145/ 418 NN O N 507.62 166 N
S, H> H o N, NNM (ES.),. [MH] + 508 419 MN
145/ Nr, 589.68 166 HN TR0 0 NSNHO N> ~\\N
M5 (ESI) NO "-ON[Ml] + 590 363 Exanple

duCt A NG Ve
Ex;ﬁﬁlﬁt héea-ﬁc% Eﬁggll ;imséi s as in [Ml]+ P}I!]\ééle“t%%e Eﬁagft/ H|H
NcIY.W 145/ 420 0 H J~ 523.66 166 Weight/ | Synthe-
MS (ES]) |sis as in
[M+1]" |the Case
of
414 O MW: 145/
N
'/' 577.68 |166
H
HN _N
Q. o
N s N
H’j: >{— —)-F MS (EST)
o) ; \\N
[M+1]™:
578
415 o~ MW: 145/
C,N,\,H H 589.72 |166
Yo
Peat
0 5 N\ MS (ESI)
M+1]™
590
0 \@ O H F
WIS}_{_N\X: 551.59 |166
N
o ) \\N
MS (ESI)
[M+1]7:
552




H_IS> No

N ? 589.72 166 HNYN O O

[ Mr1] +:
pyrrolldln

N,

N MS (ESI) [ M

]
NS> 0

et hyI ) ure| do]

+:
H

524 421 MN 145
MS (ESI)
2- q/ano 2-[ 3- et hyl 32x0-5-[1-f4-[3-(2- 590

N OH

n a||| ng) h=—EZ=ytidenet—thiazol+di=t-(2-GE or
Exa%jpfe tir"b%‘hrg ?(I—F{aﬂwhydroxy 1 - phenyl Méteﬁ‘f/lflﬁ %%?am de
364 | Exanpl e Structure and Nane Mbllecul.ar Educt/ No.

i ght/ Synthe- M5 (ESI) sis as in| [¥eighté $athease
of 42 MW 145/ N ? 574.71 166 HNYN O O H
MS (ESI) |sis as in
[M+1]" |the Case
of
417 F MW: 145/
H H
C,""\’N‘;r“@\ 591.71 | 166
0 o
pead
o N W
) N MS (ESI)
[M+1]™:
592
418 Hod MW: 145/
AN
C/N ng‘@ .
H’IS&H\ 507.62 |166
N
o] ) \\N
MS (ESI)
[M+1]":
508
419 MW: 145/
»
rJ 589.68 (166
BN, _H
2o URY
H’IS>{N~
N \ g N MS (ESI)
) N |
N [M+1]™:
590




NSNHN> -

145 Nr,
M5 (ESI)

~\\& M5 (ESI) N [M] + 575 423 MA
560.68 166 HNYNQO N%S> N 0) HH
N[MI] + 561 42835MN 145 N ? 541.67 166

YN, OO OH- aNo'* H _IS> NM (ESI) o Ns N[Ml]
+ 2365 —Fxanpte—Structure—and
Examafils SO A TRYF Synt he- M5 (ESI) eI TERReT |
t he [Case of 425 CN,~"H H M\ 145/ u]Y N %I
No. eight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
420 N H MW: 145/
AN
& 0 3
H 523.66 |166
Y
N
MS (ESI)
M+1]7:
524
421 MW: 145/
(3
I/' 589.72 [166
HN
TF
o
’): *{k@ MS (ESD
W
N OH
M+1]":
2-Cyano-2-[3-ethyl-4-ox0-5-[1-{4-[3-(2- 590
pyrrolidin-1-yl-ethyl)-ureido]-
phenylamino}-meth-(E/Z)-ylidene]-
thiazolidin-(2-(E or Z))-ylidene]-N-(2-
hydroxy-1-phenyl-ethyl)-acetamide




0

NSO NS539.70 166 H >

% H N,

0\\ NM (ESI)

427

as

[ MH ] +: 540 426 MW 145/ ? 589.72 166 HNY NO N
OH ISNo6 pHoNOHNM ) N[MI] +: 590
MA 145/ Nr) 582. 77 166 HNNNIA~SNHHI\/S(ESI)
N 583366 p
Exan.%lfe gtﬁluc{ﬁ%éE%n %ﬂﬁb Wei ght/ Synt h@wﬁ\%{uﬁé S%a g\{?s
N(l).n [ Mt ]+ the Case of 428 MW 14)/Weight/ Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
422 MW: 145/
»
l/' 57471 |166
H
HN_ _N
?)r O\ O H
H’j;s%-{w MS (EST)
0 ; YWoOON )
= [M+1]™:
575
423 MW: 145/
.
,/’ 560.68 |166
H
HN_ _N
Z’r @ ° /
H’I = MS (ESI)
(o] 5 \\N
[M+1]%:
561
424 MW: 145/
»
’) 541.67 |166
H
HN . _N p)
IS OUEYE
N S N\(
H,j: >{- MS (ESI)
0 ; W,
M+1]™:
542




N?543.71 166 HY N'al 00 N H ): M5 (ESI) O N
N [MI] + 544 429 MN 145 N ? 566.73 166 HNYN ' at
ONONCNH _ IS> HM(BS) oN, 1, N[MI] +

567 H H MAN 145/

[ NN W, &

I | il sl ]

430 j NYNO H O 555.70 166 0 N-"*"

1 QLN L AL
N (L) [ VI

H :(“ :\\I N G N |\'4 &) 1 . J U T,
Exa@gnﬁtw? MANFRC and Name Mol ecul AMEERILT] Edgey
Wei ght / nthe- Ms (ESI) sis as in
S (ES) Weight/ |Synthe-
MS (ESI) |[sis as in
[M+1]" |the Case
of
425 H H MW: 145/
AN
R &< U
© NS N% 539.70 |166
Pese
N
o] ) \\N
MS (ESI)
[M+1]":
540
426 MW: 145/
-
’/’ 589.72 166
H
HN_ _N
lr @ Q H\p
pise
. 5><: o MS (ESI)
N
[M+1]™:
590
427 MW: 145/
»
') 582.77 |166
H
HN_ _N
YO
N S N \
Y >{7 X MS (ES])
o” N\ \\N
[M+1]%:
583




MHI]+ the Case of HH MN 145/ 431 NNY O lal OH
S 540

[
Ns 539.70 166 H > ~~ O N, N M (ESI) [Ml] +: 4
HHMV 145/ 432 NN O N S366N 539.70 166 H Hj o N
v NMS (ESI) [M+l ] + 540 433 HH MW 145/ N O
N_A4* N _BEA4°2 66166 1S N1 N N> \v |_= N ”/r\ /|—c~=
Exarff’ gl ]S?rg;t_ﬁ'fdsazlél bguue — = TV Molecular | Educt”
No. Weight/ | Synthe-
MS (ESI) [sis as in
[M+1]" |the Case
of
428 MW: 145/
(3
') 54371 |166
HNTH
0 [ ] O\ H P
N S} N s
H MS (ESI)
0 ; \\N
[M+1]":
544
429 MW: 145/
-
(' 566.73 1166
HN\'rH
e, 3O
N S -
H’I >—<_ H MS (ESI)
o) ; Y
[M+1]":
567
430 C,N’\’HTH / MW: 145/
0 @ 0 ?
N’j,:S*-{_“)) 555.70 |166
H
N
0 ) \\N
MS (ESI)
[M+1]":
556




Exanpl e Structure and Nanme Ml ecul ar Educt/ No.

Wei ght/ Synthe- M5 (ESI) sis as in [Mt1l]+ the Case
of 434 ON O MV 147/ H Ja 86574.70 166 H _XSI N 0O N
~No / O I\/B(ESI) [MH ] +: 575 435 0 MW 147/

OS] Aa (Y1 1 . N a Vil oY o Wl Wa¥

ONSH- OHH-6-—540-—69—166 Nbl\l &S
Exar{qé‘él )Stmfﬁ-f&ft‘[?’z‘ld[NaI@ano | -[ (2- hydr oxy- eq(‘l‘%ﬁl%r EP?M] -
propyl - car barmoyl ] -net h- (E or 2Z)-yl i e
Ng- etlhyl - 4- oxo- t hi azol i di n- (5- ( E/ Z) d&gﬁrgfﬁerg%@ﬁw ]
-amino I -N-(2-pyrrolidin- 1 - yl-(=th : bgnzam de¢ 369
Exanpl e Structure and Nane Ml ecul a /| SHias 1n
Wei ght/ Synthe- Ms (ESI) sis as in [I\/Hr1]+ the Casge
of 436 ON O MW 147/ H 524.64 [M+1]" |the Case
of
431 H H MW: 145/
NN N
C’N Y \O\ RN 539.70 |166
uyﬁ”ﬂ -
N
o] ) \\N
MS (ESI)
[M+1]":
540
432 H H MW: 145/
NANGN
SRR AU
° s N +/ 539.70 | 166
=
N
MS (ESD)
[M+1]7:
540
433 Ho 4 MW: |145/
CJN’\/NYN
I'TL o 542.66 |16
peat
H H
N
0 ) \\N
MS (ESI)
[M+1]":
543




0166 N N' O N HOHM (ESI) [Ml] + 525 437 ON O

MN 147/ HN~S O N/__ 508.64 166 Ho 0 MS (ESI)
[MHI] +: 509 438 0 MNW 147368 N H 0 H 556. 71 166
N'~s N-N ~_ N H O HM (ESI) [Mi ] + 557 370
Cvannl o0 Cf v a4 e—an o Colaiant [ N

Al I OUT UG all U I\U.IIC IVUI Cbul UL L/ I .

Exa‘@%ﬁﬁ?“’@%’#ﬁ% (ESI) sis as in Nf‘ﬁ)ﬁ‘ﬁ: tEfigc%as;e

439 ON 0 MW 147/ )
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
434 MW: 147/
Gt
Hh o 57470 |166
pes@
H
N
o) ) \\NQ
0 MS (ESI)
[M+1]":
575
435 MW: 147/
Q. o |
N SN 540.69 |166
De Qs
o) 5 \\N
MS (ESI)
4-{[2-[1-Cyano-1-[(2-hydroxy-ethyl)- (M+1]"
propyl-carbamoyl]-meth-(E or Z)-ylidene]- 541
3-ethyl-4-oxo-thiazolidin-(5-(E/Z))-
ylidenemethyl]-amino}-N-(2-pyrrolidin-1-
yl-ethyl)-benzamide




HO581.74 166 H Is > N\IJ O M5 (ESI) [M- 1] +:
582 440 ON O W 147/ HO N 507. 62 166 N **Xs N, ,AH
> O N\NM M (ESI) [MIP6% 508 371 Exanple
Structure and Name Mol ecul ar Educt/ No V\él ght/
Syt Mo—ESH—st+s—as—n |_|vu|]"r T dUIt/4 1 ON
Exangplgy @Wﬁ“ﬁea\-‘ﬁ%%o 69 166 N A N, M@e_"ﬁ@ (HRL s | Vs
(ESI)) 4-1[2-[]-Cyano-I|-[ethyl-(2-pmethoxy- [[M-H] #:
Nt hyl ) - car banoyl ] -net h- (E or~ 2) -yl | d¥6 paynthe-
3-etlhyl - 4-oxo-thi azolidin-(5-(E 2))-ylideng- methyl]
-amino | -N-(2-pyrrolidin- 1 -yl et M8 {Edpnsiamsde| 442
0 MV 147/ H N'*XS 0 N-O 536.70 166
[M+1]" |the Case
of
436 MW: 147/
O
N o 524.64 166
DeE o
o ) \\N
MS (ESI)
[M+1]%:
525
437 MW: 147/
G
N o 508.64 |166
N’IS}{—Nﬁ
H /
N
MS (ESI)
[M+1]":
509
438 MW: 147/
Qo
H o S)LH 556.71 |166
YL
H H 'y
N
e} ) \\N
MS (ESI)
[M+1]":
557




HHM (ESI) [MH] + 537 372 Exanple Structure and
Nanme Mol ecul ar Educt/ No V\él 8ht/ Synthe- Ms (ESI) sis
as in [M]+ the Case ONO MW 147/ HO
510. 66 166 ISN~HO N> ~\\N H M5 (ESI) [MH] +:
MAF A7 —H-0-562 671667 H- SN ESI)
Exa‘fﬂf h@iﬁ“ﬂ‘“@ G5 0o My 147/ ON| MOl gﬁ*ﬂ‘*’?o 166
NO* SNHOI ~ H MS (ES
No. ik N ( )Weg\éht/ Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
439 MW: 147/
o
N
H o0 My 581.74 |166
DeSaci)
o) ; \\N
MS (ESD)
[M+1]™:
582
440 MW: {147/
0
C&w
507.62 |166
Y »(“/’
MS (ESI)
[M+1]™:
508




[ Mt1] +: 575 373 Exanple Structure and Nane Mol ecul ar
Educt/ No. Wi ght/ Synthe- g/? (ESI) sis as in [M1]+
the Case of 446 ONO MN 1470 H 0 F 536.58 166
N-"JsN,,XH > F o N, NI\/S(ESI)

A4 EZZLIIIIUUIU- :
Exameﬁlﬁy ﬁg{a{{rz arm;?‘]LNémé -(E or 2)-yli d:néj[écglar E‘}uw
et hyl - 4- oxothlazoI|d|n(5-(FJZ)) Y, thyl ]
No-apilno | -Ne(2-pyrrolidin- 1 - yI-eW)?}%?‘?/ rﬁ%&ﬁ?’ de 447
ON QO MN 147/ H N¥%s O N'Sk-& 492(60 166 {HHQ N~
~N\4 M5 (ESI) [MH] + 493 374 EMSEHSD) $618 #61ilr e

E

and [Name Mol ecul ar Educt/ No. Weight/ Synt he- M5 (ESI)
sis|las in [Mt1l]+ the Case of [M+1]" |the Case
of
441 MW: 147 /

QR
\/\Hh o ) | 54069 |166
u’IS}{-N\/\O
o 5 Y

MS (ESD)
4-{[2-[1-Cyano-1-[ethyl-(2-methoxy- [M+1]™":
ethyl)-carbamoyl]-meth-(E or Z)-ylidene]- 541
3-ethyl-4-oxo-thiazolidin-(5-(E/Z))-ylidene-
methyl}-amino }-N-(2-pyrrolidin-1-yl-
ethyl)-benzamide

442 MW: 147/

O
) 5 536.70 |166
mj&.(‘u-@

o) ; N

MS (ESD)

[M+1]™":

537




448 ON O MV 147/ H-'"IQNO H ~ 508.64 166 H Is N
0 Ne~,\\.N MS (ESI) [MH] +_ 509 449 ON IN O 0 w MN
147/ H 574.70 166 N~ S NP ): )- -0 0 N~\\ ~N
OH M5 (ESI) [M+l] + 575 450 o0 MW 147 NINHO H

C O ~ | e AL L1 N Nl

-

55969—166— NH- Nt =N N IYSTEESH)
Exan?;ﬂ)il F&g@ture@gé'l\?ﬁe Exanpl e Struct ur\igloéﬁsfaiﬂﬁg&t/
Mol ecul ar Educt/ No. Weight/ Synthe- NS (EHl) sis|as
Ng.n |[Mr1]+ the Case of 451 ON 0 MaWeighy |Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
443 MW: 147/
o)
T
H o 510.66 |166
puacal
o“"N W
) N
MS (ESI)
[M+1]™:
511
444 MW: 147/
QR
N)U o 562.67 |166
H
Pede
H
N
o} ) \\N
MS (EST)
F
[M+1]™:
563
445 > MW: [147/
O 0 574.70 |166
N\/\
Pt
0 j N MS (ESIT)
[M+1]™:
575




HO 545.67 166 HHO NM (ESI) [M- 1] + 546 452
ON O MW 147/ HJa 0 526.66.166 N'~s N.~ OHo N M
(ESI) [MH] + 527 453 ON°6°MN 147/ 524.69 166 H
NN SON Ho N-HM (ESI) [Ml] + 525 376

MR E Gre - and—Name Vot ecut & ' Bz,
Exa ?gﬁlﬁcgén%iﬁegh% (ESI) sis as in N[%ﬁ{ tEfw\fgCt/ se
of 454 ON O MW 147/ 0 H 574.70 166, H, ~'s -, M| ~
No, N oH Weight/ %ynthe— 9
MS (ESI) |sis as in
[M+1]" |the Case
of
446 MW: [147/
G R
HJ\@ o F 536.58 |166
S H\XF
DS he
N
0 ) \\N
MS (ESI)
4-{[2-[1-Cyano-1-(2,2,2-trifluoro- [M+1]":
ethylcarbamoyl)-meth-(E or Z)-ylidene]-3- 537
ethyl-4-oxo-thiazolidin-(5-(E/Z))-
ylidenemethyl]-amino}-N-(2-pyrrolidin-1-
yl-ethyl)-benzamide
447 MW: (147/
Qo k
EJ\@ o 492.60 |166
YL
N
o] ) \\N
MS (ESI)
[M+1]™":
493




N M5 (ESI)

567.

[ MHI]  +:
76 166 N

575 455 ON O MN 147/
~Cs N HO N> ~N e M5 (ESI)

HO

[ MH ] +:

568 377 Exanple Structure af Name Mol ecul ar Educt/

No. Wi ght/ Synthe- M5 (ESI) sis as in [M+11+ t he
Exam\qﬂg §tructu{)e @dm mi 4“,\*/(5#( ES| ;\" S A tecute TEAG 0P
4-1[|2-[| - Gyano- | - (2- et hyl sul f anyl } ngga
Net hyil car banoyl )-meth- (E or Z)-ylide / =>§§nthe'
et hyl - 4- oxo-thi azolidin-(5-(E 2))- I denernet hyl ]
-amijno | -N-(2-pyrrolidin- 1 - yl- i@(ﬁﬂbeﬁlﬁaﬁﬂda 457
ON WV 147 ON N~ON O Ow 579.77 166 H O
[M+1]" |the Case
of
448 MW: 147/
0
GV\N*@ 508.64 |166
H o .
HEWH*
N
o ) \\N
MS (ESI)
[M+1]7:
509
449 o MW: [147/
G,
’I >-<_ 574.70 | 166
MS (ESD)
[M+1]";
575
450 O ° MW: 147/
N\/\N
H QK 559.69 |166
N s N
D ,
(o} W =
) N Y
MS (ESD)
M+117:
560




NH ** s N HoN NM (ESI) N[M 1] + 580 378
Exanpl e Structure and Nane Ml ecul ar Educt/ No.

Wei ght/ Synthe- M5 (ESI) sid7as in [M1l+ the Case
of 458 0 MW 147/ HJ|C~ N' SONCN— 551.71 166 HH

{'\ N N (ECSIN CED ALO-— (N MAAL 1 [l n O

Exanple) | 85UatHES i“ﬁﬁﬁlp?) N B (ESI) [M+ WJFC“I*‘S: ?‘Ed‘ﬁ% ON 0
MN |147/ H O --~OH 540.69 166 N WS>, ~N
No. Weight/ | Synthe-

MS (ESI) [sis as in
[M+1]" |the Case

of

451 MW: 147/

N\/\
h 545.67 |166
/ i

MS (ESI)
[M+1]™

546

452 MW: [147/
T
HJ\@ ., | 52666 |166
N

% MS (EST)
[M+1]":

527

453 MW: |147/
O 8
N 524.69 |166

XI
Iz
=z W
O
z7
I

0 \
/ MS (ESI)
[M+1] ™

525




O HHM (ESI) [Mtl] +: 541 379 Exanple Structure
and Nane Mol ecul ar Educt/ No. Weight/ Synthe- Ms (ESI)
sis as in [M-1ll+ the Case 3%f 461 0 MW 147/ H ~la O
51963166 ISN NCHH o N M (ESI)
4-112 n"""‘"‘ ‘IIUI 1_y|L,a|u =TT
Exampig St(@tg,e aij‘r\if‘i“}edenej - 3-ethyl - xi%m"é‘%* ‘Educt/
thiazolidin-(5-(E2))-yli denerrethy
No.N-(2-pyrrolidin- 1 -yi-ethyl) benzéNF‘@g]/ 4%32“‘%% N--, N
0O MW 147/ H 548.71 166 0 0 ~-N N H H Ms (ESI)
[MHI] +: 549 380 MS (ESI) [sis as in
[M+1]" |the Case
of
454 0 MW: 147/
Q.
H A_H p 574.70 |166
N NS N
PESQns
(o] ) \N
MS (ESI)
[M+1]%:
575
455 MW: 147/
Qo R
H/KQ o ,| 56176 |166
N
DeSers
o ; Y
MS (EST)
[M+1]™:
568




Educt/ No.
[ Mt1] + the Case

Exanpl e Structure and Nane Mol ecul ar
Wei ght/ Synthe- MsS (ESI) sis as in

of 463 0 MN .147/ H N _%3’D N-0 530.65 166 H H O
N, M5 (ESI) [M+] + 531 464 ONO MN 147/ H _lct 0
539, 70 166—No-*: S N-H—+\—O-N-MGLES =M +
Example) §§E°t“rE>@é‘f¥ETaéneStructure and Na ﬁﬁ!ﬁ"@@ﬁl%@“ dugct /
No. |Wei ght/ Synthe- Ms (ESI) sis as _in _[M:1l]+ the
NeCase of 465 ON O MV 147/ H 0 ' o\ Weight/o| 3gBhe-N N~
S>.INj OH
MS (ESI) |sis as in
[M+1]" |the Case
of
456 MW: 147/
o
O,
H o 4 528.70 |166
D e Gt
N
o) ) \\N
MS (ESD)
4-{[2-[1-Cyano-1-(2-methylsulfanyl- [M+1]":
ethylcarbamoyl)-meth-(E or Z)-ylidene]-3- 599
ethyl-4-oxo-thiazolidin-(5-(E/Z))-
ylidenemethyl]-amino}-N-(2-pyrrolidin-1-
yl-ethyl)-benzamide
457 MW: 147/
Q
O o { 579.77 |166
N~
AP
el
o 5 N MS (EST)
[M+1]%:
580




M5 (ESI) 4-t[2-[I-Cyano-I|-(2-dinethylamno-I|- [Ml]
+:  nmethyl -et hyl carbanoyl )-neth-(E or Z)- 540
yl i dene] - 3- et hyl - 4- oxo-t hi azbl8i di n- ( 5-
(E/Z))-ylidenenethyl]-amno)-N(2- pyrrolidin- |
Ry R anite 466~ ON 0 MM 47— H-OH—O
Example” Sficre AR Ne "\ Ve By [ i Yipleqular [yl )
I\\I(E};;arrpl e Structure and Nane Ml ecul gr _Educt/| No.
i ght/ Synthe- M5 (ESI) sis as in| [Weightt Hatheade
of 467 ON NN-N O MN 147/ H S 0 H|572.73 166 H I
N,~-PON~N- N M (ESI) [MI] +MSKESI]) 4&Baddin\W
147/ HO H NH 573.68 166 N 2 H 0 Q40
[M+1]" |the Case
of
458 MW: (147/
O
Hh o 551.71 |166
N«Is }{LN-C-
H H
N
0 ) \\N
MS (ESI)
[M+1]":
552
459 O o MW: 147/
N\/\N
7
Hh o 4 Q 540.69 |166
N s N
Y
N
MS (ESD) |
[M+1]":
541
460 MW: 147/
Q.1
H o 540.69 |166
N
0 ) \\N
MS (ESI)
M+1]™:
541




M (ESI) [M+l] + 574 469 MW N 571.70 .ON H CH
NS 143/166 HO N OH MB (ESI) N [M] + 572 383
Exanpl e Structure and Nane MdPecul ar Educt/ No.
V\éight/ Synthe- I\/S(ESI) sis as in [I\/H]+ the Case

|9 U9, l’-1- m H:\\= O :\\IHC NIy
Exa‘(l%]§| E"/’i%‘gmémﬁl N 0 [ 1]+ 6M°1 WPC‘KI
553. 69 ONHN 0O _
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
461 MW: 147/
Ak
ﬁh o 519.63 |166
—
”’IS}{ N'Ng
N
0 ) \\N
MS (ESI)
4-{[2-[1-Cyano-1-(pyrrol-1-ylcarbamoyl)- [M+1]%:
meth-(E or Z)-ylidene]-3-ethyl-4-oxo- 520
thiazolidin-(5-(E/Z))-ylidenemethyl]-
amino } -N-(2-pyrrolidin-1-yl-ethyl)-
benzamide
462 MW: 147/
HJ\@ o 548.71 |166
Do
N
0 ) \\N .
MS (ESI)
[M+1]7:
549




N N ND 143/166 H OH 0 Ms (ESI) [Mtl] +: 554 384
Exanpl e Structure and Nane ~%hecul ~ar Educt/ No.

Wi ght/ Synthe- MS (ESI) si$®3s in [M1l]+ the Case
of 472 N ONH NOlav 0O MN HO NH568.70 S N AO

L

E ar%l% <SAGET I QP et Ny )= 2-Ccyano-2={xr 435665

¥ (ESI|) et hy‘% %??%?4 [ 3- (4- et hyl - pi lédeorlgczu;f#- P?‘i}?tf- +:

ropgi onyl am no] - phenyl am no) -neth|589.

N%'FJ Z) -yl i dene] - 4- oxo- t hi azol i di n- [ z-?’%l%%t/ Synthe-
Z)]-lyl'i dene] -acetam de 473 MN N;) 537.69 k"N H
N~~N 0 O 143/ 166 MS (ESI) (sis as in

[M+1]" | the Case
of

463 MW:  [147/

O
C!l\/\N )
H o 530.65 |[166
uj:a.{“u@
N
MS (ESI)
[M+1]™:
531
464 MW:  [147/
o
C'I\I\/\N
H o\ 539.70 (166
“1'3>-<L A
N
o) ) \\N
MS (ESI)
[M+1]":
540




V~s N/ _
Exanpl e Structure and Nane
Wei ght/ Synt he-
of 474 MW N 585.76

HM (ESI) o N

N [
N
$84
ONHNO

ec
M5 (ESI) si S

H

u
i

a

]+
r

538 385
Educt/ No.

[ MF1] + t he Case
NA S N )~_N 143/ 166

NN 586475 MA-—N-565. 74
a%RFH %@ %g ﬁ-‘dN%eﬁRL 0 143/166 H H ¢ MPIRBIRrEEMNCY i e
+: 566 476 MW N 539.70 i
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]* |the Case
of
465 MW: 147/
\/\
539.70 |166
MS (ESI)
4-{[2-[1-Cyano-1-(2-dimethylamino-1- [M+1]*:
methyl-ethylcarbamoyl)-meth-(E or Z)- 540
ylidene]-3-ethyl-4-oxo-thiazolidin-(5-
(E/Z))-ylidenemethyl]-amino}-N-(2-
pyrrolidin-1-yl-ethyl)-benzamide
466 MW: 147/
o :
a_.,
H o 572,73 |166
H
N s N
DaSeet
N
MS (ESI)
[M+1]*:
573




ONHN-NyN O *QN* SO0 143/166 N< HH Ms (ESI) O
N~ \,\9%N [M1] +: 540 386 fx-anple Structure and
Nane b~o | ecul ar Td-uct/ N3 82\ei ght/ Synthe- M5 (ESI)
sis as in [I\/H]+ the Case of 477 N 591.71 ONHN
2 H-o—N .VU\_S:) N} 592 478
Exafy lecr\?%ﬁw%l%i%mﬂeo NS> 0 NN | Melequlay [Estgct |
ESI
Nb! Weight/ |Synthe-
MS (ESI) (sis as in
[M+1]" |the Case
of
467 MW: 147/
Yol
H N’IS%HLQ 572.73 |166
; N
\
0 ) Y
MS (ESI)
[M+1]":
573
468 MW: [147/
o .
G,
H o 4 573.68 (166
PuSeant
“ O
N
0 ) \\N
MS (ESI)
[M+1]™:
574
469 MW:
N
“,‘:) 571.70
N N
QL 5,
u’j:s N 143/166
o B \ OH | MS (ESD)
[M+1]":
572




0- [Mr1]+: 604 479 N ONH 565.62 NO O HFF
143/166 N A~S> N,,)<F'" 0 ). H M8 (ESI) N [MI] +:
566 387 Exanple Structure a%d Name Mol ecul ar Educt/
No. Weight/ Synthe- M5 (ESI) sis as in [Mtl]+ the
E RE[ StRlcu it ! 65 ON T =YA N OO 0A4H3166—)
xaigBhe Stleny A N PRI B (I 7570
HS FNyN O N'* O H 143/ 166
Nb S Y Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
470 MW:
N
N 603.74
O
'O,
H’Is}%N 143/166
MS (ESI
o™ N N\ Q 5D
) N T :
/ [M+1]™:
604
471 MW:
N
NN 553.69
K/N\/YH
0 O\ o)
N’I&{“O\m 143/166
o 5 \ MS (ESI)
M+1]7:
554

ON



H Is NM (ESI) O NN [MI] + 524 482 N 537.69 ON
HN ON >0 H'4 143/166 |}E’I):_l\/IS(ESI)ONN[I\/H-I]
+: 538 388 Exanple Structu &*and Nane Mol ecul ar
-Educt/ No. Weight/ Synth]je- M5 (ESI) sis as in

T 483 —N-N-605 747D HN-B-H-F—5
e LT AR NIl 0l S, o N R Eguct 6

Ng84 |N-) = N."~=YH N Weight/ | Synthe-

MS (ESD) |[sis as in

[M+1]" |the Case

of
472 SN
Qs
\/YN
o} O\ 0
I, |
0 ; W TNH | 568.70
/go
N-(2-Acetylamino-ethyl)-2-cyano-2-[3- 143/166
MS (ESD
cthyl-5-[1-{4-[3-(4-methyl-piperazin-1-yl)-
[M+1]™:
propionylamino]-phenylamino} -meth-
569
(E/Z)-ylidene]-4-oxo-thiazolidin-[2-(E or
Z)]-ylidene]-acetamide
473 MW:
N 537.69
O

N
© \@N s St~ 143/166
H'j: MS (ESI)
o N \\N
/ M+1]":

538




SP, 0 kh I
2- Cyano- 2-[ 3- et hyl
143/ 166 pi perazin
phenylanlno I

"a No):s 0 NNk,
-5- |

M

I -yl)

HHO NN 521. 64
{4-[ 3-(4-net hyl -

pi onyl am no] - +:
- et h- (E/Z) ylldene] 4 0X0 522

MS (ESI)

a 1 Z)y)=ytHtdenrel—h-prop
Exm& yl-acephéa%fNégﬁ Exanpl e StructLPgO%ﬁHm%QRBCV
N.I\/blecular Educt/ No. Wi ght/ Synthe- M5 (ESI) sis|as
Pn [MH ]+ the Case of 485 MN  N|5¥eigt/ tHeN |0
O ri| NH 143/166 H M5 (ESI) O N N [[MH] +: (542 486
_KiW. N537.69 ONHN 0 0 143/ 168S (ESI) |sis as in
[M+1]" |the Case
of
474 MW:
‘N’\ 585.76
k’N\/}',N
S UURTRY
NS SN 143/166
Hj: >—<-H \ ' | MS (ESD
0] ; \\N
M+1]":
586
475 MW:
N
’,‘\:\ 565.74
N H
\WN
0 ]::l o}
”ﬁ;s}%n—o 143/166
o 5 \ MS (ESI)
[M+1]":
566
476 MW:
N
N 539.70
Qs
\/YN
YO L«
143/166
S N
N’I >-§ i~ MS (ESI)
0“ N \\N
/ [M+1]";
540

0




N O%-S>w~N 0 ) H MS (ESI)
N--) N 603.74

N [MI] + 538

487 MN

IY_ 0 HNO HM (ESI) 143/166 0 OH N N

HN[M 1) + 604 390 Examd¥be Structure and Nane
Mol ecul ar Educt/ y No. Weight/Synnthe- M5 (ESI) sis
FraSte TN iche Case—of—488—KFW. - - N 588 73 0
xa ﬂeoW‘(}Eﬁ NG 166 N oS N H| MR |Eduety G0
489
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
477 MW:
N
N() ’ 591.71
N
\/YN
© \@ M
ﬁ’j:s N 143/166
N\ MS (ESI)
) N
+-
I [M+1]*:
592
478 MW:
N
N
QVYH 603.74
(0] @ 0]
H’j:%..{‘ N 143/166
o 5 \ MS (ESI)
o= | M+1]™:
604
479 MW:
Y 565.62
O s
\/YN
© O\ QAH FF
N % 143/166
H F | MS (ESD)
0 ; \}\l
M+1]":
566




N 574.71 0 HN 143/166 O M5 (ESI) N N~ ~SHHON
[MH] +1 N> 575 490 N555.70 ONHNO ON, NOO
H 143/166 H N~ M5 (ESI) [|\/H318]+ 556 391 Exarrple
Structure and Nane Mol ecul ar Educt/ No. Wi ght/

Exa

No.

It

gis as—Tn

ruchiPe bidPNAm
N 553.73 ONHNDO

o Y PR e Y
[CviFI—+

+ Iﬂn f‘ﬁS
‘Molecular

Weight/

1
Educt/ ﬁ

Synthe-
MS (ESI) |sis as in
[M+1]" |the Case

of

480

0
uj;&{‘u\
N
o) ) \\N

MW:
511.65
143/166
MS (ESD)
[M+1]*:

512

481

MWw:
523.66
143/166
MS (ESI)
M+1]™:

524

482

MW:

537.69
143/166
MS (ESI)
[M+1]*:

538




ON S ~N143/166 O HH MS (ESD N [Mr i | + 554
492 MW N 603.74 ONHN Ort N"** O HH IS N-P
M5 (ESI) 143/166 O N OH N [¥# 1 ] + 604 392 Exanple
Structure and Nane Mol ecul ar -Ed-uct/ No. Weight/
Examaplat NEr TSI s as— M+ the—GCase—of 493 N
R S WP NG\ Ty N s, 7aMolecular | Educy
N%—Q/ano-z-_[s-et hyl -5-[I-f4-[3-(4-met§¢g_- Mg (ESI)
43/[166 piperazin- | -yl)-propionyl Saight] -| Symthie] |+:
phenyl am no) -neth-(E Z)-ylidene]-4-oxo- 558
thiazolidin-[2-(E or Z)]-ylidene] - NMS{ESI) |sis as in
[M+1]" |the Case
of
483
N MW:
N
k/N 605.74
L
HN E
‘@ o 143/166
”,I%—{'H MS (ESI)
o 5 Y [M+1]7:
606
484 \Nﬂ
K/N\/}rn
S
H'j:s»{b T NI
N
3\ 521.64
2-Cyano-2-[3-ethyl-5-[ 1- {4-[3-(4-methyl- 143/166
. _ MS (ESI)
piperazin-1-yl)-propionylamino]-
. _ [M+1]*:
phenylammo}-meth-(E/Z)-ylidene]-4-oxo-
522
thiazolidin-(2-(E or Z))-ylidene]-N-prop-2-
ynyl-acetamide




met hyl sul f anyl
ON,~,~ HO 0 143/ 166

[ ML ]

e -Ed-uct/

~aN-'
+:
No. Wi ght/ Synthe

Al A N

QN _70

-ethyl)-acetam de 494 N ON 608. 81
~S N HH M (ESI)
609 393 Exanple St38fture and Nane Ml ecul ar
M5 (ESI) sis as in

O HN O

0N

N

Exaﬁé’fé

43/

166

ﬁdﬂ%ﬁﬂ%ﬁg aLr{r?5)4'>v<:v s N- C

496 KFW- N 569.73 O\|%~ H N

1 |INVIRfecyfar | &

0 kh S
Weight/

MS (ESI)

[M+1]°

@‘WH

OH

Synthe-
sis as in
the Case

of

485

MW:

541.67

MS (ESI)
M+1]":

542

143/166

486

MW:

537.69

MS (ESI)
[M+1]7:

538

143/166

487

OH

MW;

603.74

MS (ESI)
[M+1]™:

604

143/166

| +




N MS( 0 HESI) N[MI] + 570 497 --Kfw -- N
("IN569.73 0 HN 143/166 O N N4,, OHM (ESI) HHO
N N[MI] + 570 394 Exanrﬁ@ Structure and Nane
Mol ecul ar EEdductt// O i cu t/ Sy uc No. ht/ Synthe-
Exam IEV@ cgggaﬁumgmyb (ESt)ysisas i t+-he—Case
o? MN N 548.67 ONHO O 143/1%%1 "Rér @4‘@9%: H
NN H M8 (ESI) Weish
ght/ | Synthe-
MS (ESI) |sis as in
[M+1]" | the Case
of
488 MW:
\Nﬂ
(N 588.73
o
HN
@ o 143/166
Nts}{_“ MS (ESI)
H N
0 ; \ (3 M+1]":
589
489 MW:
(N 574.71
o
HN
\@ o 143/166
7 MS (ESI)
o) ; \\N [M+1]%:
575
490 MW:
N 555.70
Qi
\/YN\@ 0/
° s H\e 143/166
H MS (ESI)
0] 5 \\N
[M+1]™:
556




N [M] + 549 499 N 525.67 ON. %~ HN kh HO Nct N
0 143/166 0 H M5 (ESI) N rml]+ 526 500 N 539.70
ONHNN N S ~N'--0 143P166 H H M (ESI)
[ Mt j+: 540 395 Exanple Structure a~n~d Nane
3 X: o N W ght Syt he——WE5—(ESH)—si-s
xanf] Fkﬁf?ﬁruié:%gﬁéﬂée of 501 N 541, Yole5ytan| Educt/
No. Weight/ |Synthe-
MS (ESI) |sis as in
[M+1]" | the Case
of
491 MW:
N 553.73
Qs
WN
0 @ 0 '
N s N 143/166
H H MS (ESI)
o N \\N
) M+1]
554
492 MW:
~N
N 603.74
NSO
WN
© \@ K
u’j:s N 143/166
o j \ x| MS (ESD
N
[M+1]";

604

as



N OOHOH143/166 O NNN SN. MH S (ESI) N [M]
+: 542 502 NfFW _: N 541.67 HNN OO0 N <-OH
143/166 HH O M5 (ESI) [MA¥ + 542 396 Exanple
Stru ~ture nd N ne Mol ecular fd-uct/ No. Weight/

Exaf@pld e IS as 1 [+ rthe—Caser—=p+—593 N
R et N S R v 1 11| Nilssaiag] Bicy
| __ A _ - 2_ n | - /- 3- IVB Es‘l
N%.Ar%?gg N-(1 1 -diethyl - prop-2-ynyl ;2 [3-| M6 (ESI)
MS (ESI) [sis as in
[M+1]" | the Case
of
493 N
N
QO
WN
SRy
H,IS% No~s? | MW
0N Y
) N 557.74
143/166
2- -2-[3- -5-[1-{4-[3-(4- -
piperazin-1-yl)-propionylamino]- [M+1]*:
phenylamino}-meth-(E/Z)-ylidene]-4-oxo- 558
thiazolidin-[2-(E or Z)]-ylidene]-N-(2-
methylsulfanyl-ethyl)-acetamide
494 MW:
\ ,\ < N> 608.81
w N
\/YN g
I'Q 0 143/166
uta{u MS (ESD)
o N W
N IM+1]™:
609




[ME 1] +:

ethyl -5-[1-f4-[3-(4-nethyl - pi perazin-1-yl)-
propi onyl am no] -phenyl am n 3I) -meth- 578
(E/ Z) -yli dene] - 4- oxo-t hi azol éln [2-(E or
Z+yl i dene] -acetam de 504 N 553 73 ONHN H~N/"(
ExaflbleoStHlcAAS hiPRamNN VB ESH—HvH 554397
m& n+p| e Structure and Nanme Mol ecul & |M°1F<aﬂ‘l‘fc tBdusg,
NYéight/ Synthe- M5 (ESI) sis as in Mr11l+ |t he Cage
of 505 K TW--. INN553.73 ONHO ghy 183nth66
NPW HHM (ESI) O NNrmH]+] 554 8506 _ ~tw
N 553. 73 MS (ESI) [sis as in
[M+1]" | the Case
of
495 N MW
N
N 580.75
o}
HN
O\ o 143/166
_ MS (ESI
DS e )
07 N +,
) \}\l [M+1]™:
581
496 MW
~N
N’ﬁ 569.73
NN
\/YN ,
SRS
N s N 143/166
H MS (ESI)
o) S \\N
[M+1]":
570
97 | MW:
@
K/N 569.73
o}
HN
@ o 143/166
MS (ESI)
0 j Y [M+1]":
570

XS



ONHN-"%N ON SO 143/166 N%uHH M (ESI) 0 NN
[MHI] +: 554 507 N559.69 _ONH,%-~-N 00 NO
143/166 HH O N M5 (ESI) l\ﬁ“MH] +: 560 398
Exanpl e Structure and Nane Ml ecul ar Educt/ No.

Exaible 8 ttuchtBbh@NaMe (ESI) STs as i M1+t he Case
of 5p8 STW_ N 569.73 ON% "~~H N Hé"bvlﬁ"‘ﬂ et |-\

N343/1166 HH M5 (ESI) N [Ml | + |570.
Weight/ | Synthe-

MS (ESI) |sis as in

[M+1]" | the Case

of
498 MW
AN
NN 548.67
K/NVYH
S o U
N"\-$ N-N:j 143/166
H H = | MS (ESD
0 5 \\N
M+1]™:
549
499 N
‘N() 525.67
N

(o]
N N~ 143/166
H \ MS (ESI)
\

o \
) N ;
[M+1]™:
526
500 MW:
N
N
()N\/ﬁr“ 539.70
(0] Q (o]
ﬁ”j:s NNA 143/166
o 5 \ MS (ESI)
M+1]7:

540




509 N

N HO~ S> NI[M | |
la O HN ***
602 399 Exanple Structure and Name Ml ecul ar

~, N 601. 77
+: 60
H jS N 143/1

IY_ 0 HN O M5 (ESI) 143/166 NQ Nt
510 N 601.77 ON H N O

50 NM (ESI) N [M1]+:

Educt/

Example ME@REE oV Nalae- VB (ESH—sts—as-A—fMril+th
Casel of 511 MWW N N N 604.78 0 rN‘ii&%‘?lifaﬁduRF/ﬁwE
NGES! |
' Weight/ |Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
501 e
\N 541.67
Sy
\/YN
o 1:::L o y OH
N"N-s N 143/166
: MS (ESI)
) N \
(M+1]™:
542
502 MW:
~
N()N H 541.67
N
e el N
ﬁ/j:s i~ 143/166
0 5 \ MS (ESI)
N
[M+1]™:
542




HHO NN [MI] + 605 512 MV N 589.76 ON H O

143/166 O N S> ~N'p H H M5 (ESI) N [Ml] + 590
513 MW IN N 613.78 ONH N Y NO N C, 143/166
~SNHM (ESI) O NN[M 1] +: 614 400 Exanple
Exafpleu S tiictura A Nafe VDI ecutar—Eduetf—Ne-—Wéight/
Synthe- NB (ESI) Sis as in [M1]+ |OYeleeular] Edyct/s 4
NMWW | N 615.80 ONHN-NyNI O No'+:S 0 N 1443/ 166
: Weight/ | Synthe-
MS (ESI) (sis as in
[M+1]" |the Case
of
503 N
N
Qs
YIS | M
o“ N A\
) N 577.75
2-Cyano-N-(1,1-diethyl-prop-2-ynyl)-2-[3- 143/166
( yl-prop-2-ynyl)-2-{3- | 1o (ESD)
ethyl-5-[1- {4-[3-(4- -piperazin-1-vi)-
yl-5-[1-{4-[3-(4-methyl-piperazin-1-y) [M+]*:
propionylamino]-phenylamino} -meth- 578
(E/Z)-ylidene]-4-oxo-thiazolidin-[2-(E or
Z)]-ylidene]-acetamide
504 MW
N
N()N " 553.73
WN
0 O\ Q H
h"j:s N~ 143/166
o ; \ MS (ESI)
N
[M+1]7:
554




HHM (ESI) O N MN
2- Cyano- N- (2, 3-di hydr oxy-pro
(ESI) ethyl-4-o0xo0-5-[1-[4-(2
et hyl ) - phenyl am no] - net h- (E/ Z) -yl i dene] 500

N [M] +

616 515 499.63
|)-2-[3- 142/ 166 M5
yrrolidin-1-Yi

[ MEI] +:

ExatplAZtridiiB ahd NamoT 2Ty denel—N-fgthyt—aeptam-de 401
ahE’J>i<)arml e Struct urieﬁeand Name Mbl ecul aﬁw%](yﬂ’&'&l?’i ct/
ight/ Synthe- Ms (ESI) sis as in Mt1] + t he Cage
N§$ 516 MAN ON 531.68 142/166 N N R’@‘gl]m Syothe-q MS
(ESI) [MH] + 532 517 MW ON OH 497.66 | N
MS (ESI) |sis as in
[M+1]" | the Case
of
505 MW:
N 553.73
Qs
WN
o] @ o)
NN\ N+/ 143/166
H H MS (ESI)
o) ; \\N
[M+1]%;
554
506 MW:
N 553.73
Qs
\/YN
S
N"N\-S N’>< 143/166
H H MS (ESI)
o} j \\N
[M+1]*:
554
507 MW:
:\/N H 559.69
\/YN
o) O\ o)
ﬁ"j:&{'ﬁ‘@ 143/166
o ; \\N MS (ESI)
[M+1]%:
560




VS HDO

~N M5 (ESI) 142/ 166

[ MEI] +:

498 518 MW

ON 481.62° 0 N _ N~ 142/166. N H 0)-S> ~ OH MS (ESI)

[ME 1] +:
-~fo-1 ecul ar

482 402 Exanple

~fd-uct/ No. \eight/

Synt he-

38 ucture and Nane

M5 (ESI) sis

Fxado] e—Case—of—5+9—N-w-—ON-496.83 =N 0
xagiple) Rtmletire piig Ndfs 0% Ve TEsr ) [Wplpcular [ftacts o
b\ iW -~ ON 464.59 0 N N4~S 142/166

0 Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
508 MW:
‘N/\ 569.73
k/NV\”,H Ho
QL g
N s N 143/166
H,I >-<‘ H MS (ESD)
0 ; \\N
[M+1]*:
570
09 | N MW:
N
N 601.77
(0}
H
N\@ o 143/166
LS
N +,
0 ) \}\l M+1]™:
602
510 MW:
~
S 601.77
N\/Y
© @\ SN
u’j:s N 143/166
o 5 \ MS (ESI)
N
[M+1]7:
602




498 403 Exanmppl |l ee Struct

0 NN HM (ESI)

[Mt 1] +:

N 4~S> ~N-Z- 0O 142/166 0 N N

465 521 Ww ON 497. 66

HM (ESI) |

M+ ||

+:
W¥® and Name TZol ecul ar

Educt/ 0. NNo. Weight/ Synthe x MS (ESI) sis as in
] I f—522—O6N—493—-67 No—-M5—342/ 166 N
Exa:’\rlfiﬁeé g tn%éﬁﬁe‘ﬁﬂ? E@ﬂ% [MHI] + 494 ~Molecular | Educt/
No. Weight/ |Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
511 o MW:
e
(N N 604.78
0
”NQ 3 143/166
N,IS>1<_N MS (ESI)
H H
o 5 \Y M+1]™:
605
512 MW:
‘N’\ 589.76
Nt
© O\N s S 143/166
H’I >—-<‘ " MS (ESI)
o” N W /
! :
[M+1]7:
590
513 MW:
\N’\ 613.78
K/NWH Q@
© @N s Sy 143/166
H/j: ><‘ MS (ESI)
o” N \\N
) [M+1]™:
614




523 Wv --. ON 523.61 F NS N 142/166 HH MS (ESI) O
FIMI] + 524 524 N, fw--. ON 467.64 N N (-
142/166 N 0O NHH S (ESI) ] +: 468 404
- Ex-anpl e Structure and Name Ml ecul ar Educt/ No.
Exahty / t VB (ESH—sts—as—+aM+—the Case
Xl Bty difie oy 64 N 0 HF H qX¥olgilaniducs> ] 66
NY N M5 (ESI) [M+ 1] +: 520 526 MW . ON 53]. 68
0. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" | the Case
of
514 MW:
N\
N 615.80
Qs
\/\”,N
@N s dy 143/166
H’I >-<'H MS (ESD)
0“ N W
I :
[M+1]7:
616
515
MW:
499.63
2-Cyano-N-(2,3-dihydroxy-propyl)-2-[3- 142/166
) MS (ESI)
ethyl-4-0xo0-5-[1-[4-(2-pyrrolidin-1-yl-
_ [M+1]":
ethyl)-phenylamino]-meth-(E/Z)-ylidene]-
N 500
thiazolidin-[2-(E or Z)]-ylidene]-N-methyl-
acetamide




N"*OHN NHOSN-~&\ M (ESI) 142/166 [M 1]
+: 532 527 MNW ON 493.55 4(())1H FFN S>N142/166 N
0 H"XF M5 (ESI) [M+ i | +7°494 405 Exanple
Structure and Nane Mol ecul ar Educt/ No. Wi ght/

Exa {

NS .ESI

[MH ] +:

534 529 MW

FelBs LS SN el 166

Weight/
MS (ESI)

[M+1]"

ST

f—538
_Ef-%c’ré S
Synthe-
sis as in
the Case

of

516

MW:

531.68

MS (ESI)
[M+1]%:

532

142/166

317

MW:

497.66

MS (ESI)
[M+1]™:

498

142/166

518

MW:

481.62

MS (ESI)
[M+1]™:

482

142/166




ON 449.58 N S N 142/166 H H M5 (ESI)
530 MW ON 531.64 H N 142/166 N
M5 (ESI) [Mtl]+: 532 406
Pao--lecul ar -fd-uct/ No. Wi ght/ Synt he-

[ MHI ] +:
NN* N HO~ H/00
anpl e Structure and Nane

450

M5 (ESI) sis

[ M1+ *h\_ case—of—5315%

Exanmle Stypgture and s >~ H M (
| +

No.

514 532 O\lO HN,~a N S

—~'\\|Veig t/
MS (ESI)

[M+1]"

et

Bl Y

[ M
Synthe-
sis as in
the Case

of

519 MW:

496.63

MS (ESI)
M+1]":

497

142/166

520 Mw:

464.59

MS (ESI)
[M+1]™:

465

142/166

521 MW:

497.66

MS (ESI)
[M+1]7%:

498

142/166




N O H 465.62 142/166
2- Cyano- 2-[ 3-ethyl -4-oxo0-5-[]-[4-(2- M5 (ESI)

pyrrolidi n-l-yi-ethyl)-phef‘\ am no]-neth- [ M 11 +:

(E/Z)-ylidenel -thiazolidin-[2-(E or Z)1- 466

viidanal N (2 ana
T il

S R e s T TR

No.Wei|ght/ Synthe- M5 (ESI) sis as i

14
of |534 481.66 ON N-)7s N 142/166 VS| (ESI

of

+: (484 407 Exanple Name Wb-1ecul ar,, Strugture a
N W[e}ﬁi‘ -g?"ﬁtge'case

HH ESI). 0 N, N
[Mt i ] + 482 53-5 ON 531.68 (QM$(ESD |sisas'in

[M+1]" |the Case

ON
M+ 11
nd No.

522 MW:
493.67
Q
N H
H MS (ESD)
N \\N

(o)
/ M+1]":

494

\/\@ s ) 142/166

523.61
G
N N
H’I =( " MS (EST)
N \\N F

(o)
/ [M+1]7:

524

F
\/\@ s O Q 142/166

524 MW

467.64

MS (ESI)
[M+1]7:

468

O
\/\@ 142/166
s H—(‘




NOSN, 142/166 NH N
532 536 ON 497.66 0 S)..
MS (ESI) [Mr 1] +

498 4

A\ Ms (ESI) OH [M 1] +:

8§I¢)(,,,0—| 142/166 O N H

-f-x-anple Structure and

Nane DTo-|ecular -fd-uct/ No. Wight/ Synthe- MS (ESI)

s-s—as—+ M+ the—Case —of 53 1#T8dgy $ O
Example \Strugiyss idNeme \'e 1 e (ESI) %%CUN M+ 477
o 3 NFW ON HO 517.65 0 N 142/ 166 N1y |sunthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
525 MW:
519.64
a
\/\@N s 3 HVUF 142/166
H’I MS (ESI)
o 5 N,
[M+1]*:
520
526 MW:
531.68
O\ H
142/166
N S N
H:)j:N>< ) | Ms@sp
) W
[M+1]7:
532
527 MW:
493.55
G‘\/U
O H F F
s N x 142/166
”’j: >—< F MS (ESD)
L N
/ M+1]™:
494




HHM (ESI) O N~\\N[MI] + 518 539 MW ON
469.61 O HOH N'**IS N 142/166 H M5 (ESI) \\ N [ M
I] + 470 409 Exanple St#cture and Nane bTo-Iecul ar
f-du-ct/ No. V\éight/ Synthe- I\/S(ESI) sis as in

MrH—+—the e—of—540—ON—O—vA— t AT8 62 N N
Exam :Lﬁt‘ﬂxcf%rgan o- N- (cyano- di net rweﬁ%]taﬁ /ﬁshf’ci/ [B- MBS
(ESl) ethyl-4-o0xo0-5-[1-[4-(2-pyrriol [ - [ MH] +:
No.et hyl ) - phenyl ani no] - net h- (E/ Z) -yl | o\&ﬁ’éﬁ/ )l lglth';'
thiazolidin-[2-(E or Z)]-ylidene]l|acetan ¢e 541 ON
50%.68 N-4"S> N 142/166 0 N H H MS (B33 )sis as in
[M+1]" |the Case
of
528 MW:
533.67
G
\/U o
N"\-8 NJ\©\ 142/166
H,I ; F | MS(BSD
o) 5 \\N
[M+1]":
534
529 MW:
449.58
Q
\/U o
N S NS 142/166
H’I H MS (ESI)
o” N \
[M+1]%:
450
530 MW:
531.64
G
\/U o o
NS, N (N 142/166
H,j: H S | MS(ESD
) ; N
[M+1]":
532




N[MI] + 506 542 MNW ON 481.66 N N 142/166 H S

482 410 Exanple
Structure and Nane Tdo-1 &8 ar Educt/ No. Vi ght /

H~j

MS (ESI) O)N> N[M 1] +

Synthe- M5 (ESI) sis as in [M1ll+ thg Case of -Kf W

543 481,66 _N-NY-s—N-IA42F166—H ESBaRyN N [I\/H-l_
Examplq | Structurgand Bemeyyy o 487. 63 N 5‘} 66 H S3 ~\\N H
No Vo (ESD) O [Mrll +: 488 Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
531 MW:
513.69
G
S
V\Q\N N 142/166
H’I >{ N MS (ESI)
o N W
) N :
M+1]™:
514
532
H
s N
”’)’NP{— 465.62
142/166
2-Cyano-2-[3-ethy1-4-oxo-5-[1-[4-(2- MS (ESI)
pyrrolidin-1 -yl-ethyl)-phenylamino]-meth— [M+1]™:
(E/Z)-ylidene]-thiazolidin—[2-(E or Z)}- 466
ylidene]-N—(2-methy1-a11yl)-acetamide
533 MW:
483.63
O”“O
AR~ 142/166
N (o)
”’):S%{ { MS (ESI)
o” N \\N
) [M+1]7:
484




545 ON 491.66 N'k,S N 142/166 O NN H M5 (ESI)
492 411 Exanple Structure and Nane

[M- 1] +:
g‘}W/ Synt he-

Mol ecul ar
in

Educt/ No. Wi
[ MF1] + t he Case

M5 (ESI) sis as
of 546 ON O N A~-S "N\, N MN

N H N 49668 2 Cyane—N—~{2-dirmety A preriy ) 2- [ 3-
Examplel iStructige apgsNams, 7 MbREREP Eduty
et hyl -4-oxo-5-[1-[4-(2-pyrrolidin-1-v] | o H
No. et hyl)-phenyl arni no] - net h- (E/ 2) -yl\%a%hté] \g)éi}llle
thiazolidin-[2-(E or 2Z2)]-ylidene]-N nethyl. acetiam de
547 ON HO 497.66 V 0 0, S, _~N 14MSI@D |sis as m
[M+1]" |the Case
of
534 MW:
481.66
-
0
\/\QN s v 142/166
H’j; i MS (ESD
o7 N N
3N +
[M+1]":
482
535 MW:
531.68
QG
o)
V\@N s 3N 142/166
H'j; MS (ESI)
/ [M+1]™:
532
536 MW:
497.66
G\/@
o)
142/166
s N OH
H’j: p{”% MS (ESI)
o” N N
/ M+1]™":
498

0




N N M (ESI)
and Nane -Kfo-I|ecul ar
(ESI) sis as in [M1]+ t48

[Mrl] +: 498 412 -fx-anple Structure
Educt/ No. Weight/ Synthe- M5
Case of 548 ON 503.62 N

0 ~ S M 142/166 H O Ni> HHO (ESI) N [M1l+: 504
549 ON 529 71 0 H N-A-S>—N-OMS A2 N
Exampl¢ EStryctueimdName 530 550 "¢ 5293?[?%8{“3? 3Fﬁfw\dg\ﬂl N' S>
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
537 MW:
476.60
GV\@
(0]
= 142/166
s N-N__
ﬁ'j: >-<_ H > MS (ESI)
o N W\
/ [M+1]™:
477
538 MW:
517.65
\/\@ < 142/166
N S N
H'j: ><' H MS (ESD)
o N W\
>N :
[M+1]
518
539 MW:
469.61
ONV\Q
o) OH
142/166
S N
H'j; >{ S MS (ESD)
o” N \\N
) [M+1]":
470




N

HO MS (ESI) 142/166 [MH] +:

530 413 Exanple

Structure and Nane Mol ecul ar Educt/ No. Wi ght/
Synthe- M8 (ESI) sis as i#9 [M+1]+ the Case of 551
532.71 O H,~N N _S N 142/166 H ~ I\/B (ESI) ON
[Me1] & 533 3FW——552—EN-5337 67 0
Exampley| SirpotgerandNomess H O N H M5 ( B etilay, ﬂ)?: |] + 534
5%3 MW ON 517.70 NSON142/16&, 8>~\ H Ps M5
No. (ESI) [M+ 1] + 518 414 Exanp| eVetgficy S¥¥M%ny Nane
Mol ecul ar Educt/ . .
MS (ESI) |sis as n
[M+1]" |the Case
of
540
Gv\@ o
o} )(
s N
H’I ><‘ H o\ 478.62
o N W N
) N
142/166
2-Cyano-N-(cyano-dimethyl—methyl)-2-[3- MS (ESI)
ethyl-4-0x0-5-[ 1-[4-(2-pyrrolidin-1-yl- [M+117:
ethyl)—phenylamino]-meth-(E/Z)-ylidene]- 479
thiazolidin-[2-(E or Z)]-ylidene]-acetamide
541 Mw:
505.68
G
o)
\/\@N s Yndl= 142/166
H’j: " MS (ESD)
o” N N
)N +
[M+1]*:
506
542 MW:
481.66
G
o)
\/\@N s, N 142/166
H H MS (ESI)
o N N\
N :
[M+1] "
482




No.
Case

0

N, [MH] +

Wei ght/ Synt he-
of 554 ON 541.72 N
542 555 CN

M5 (ESI) sis as in

0 N'I

543.73 0 N 4\\ N 142/166

[

Mr11+ the
142/ 166 H MS (ESI)
NOMN H IS J--O

2. Orane—N—{I—1—gi-rethyt=—2=pheny Far iy TERAES )
Example F@U@W)ﬁlﬂay% 5-[1-[4-(2-pyrr oﬁog-%é{rl]vai gﬁ’m [ M+J] +:
et hyl ) - phenyl am no] - net h- (E/ Z) -y| idenel - | 344,
No. thiazolidin-[2-(E or 2)]-ylidene]- 8‘§F‘Qm g’@‘%%%e
148/ M5 (ESI) 166 [M+ i | + 581 415  Exanpl.e
Sfructure and Name Mol ecul ar EducMS (5D & gt
Synthe- Ms (ESI) sis as in .
[M+1]" |the Case
of
543 MW
481.66
ONV\@
0
142/166
s N
H’I >—<‘H/>< MS (ESI)
o” N Y
/ [M+1]™:
482
544 MW:
487.63
0
142/166
s N
H'j: >-<‘H-© MS (ESI)
o” N Y
/ [M+1]":
488
545 Mw:
491.66
Q /
V\Q\ S 142/166
N 8 N
H’j: »-<_ MS (ES)
0 5 N\
[M+1]":
492

540. 73



+ the Case of 557 MW N 554.76 r) HN 148/ 0 0
M5 (ESl) 166 0 N-):S N-\, .Ho N [Ml] + 555 558
W\év"' N 568.78 r) HNA48/ po 0 MS (ESI) 166 O

Erl A O’l:| H _|~»| ?nll\l I’:\M:"I :ulu j:: ..,.o. .NI ,N 569 559 M/v N
Example, | Siicture and Name - © ' © N VB (B th1elhlr | EdEtO| H _I S
No. Weight/ |Synthe-

MS (ESI) |sis as in

[M+1]" | the Case

of
546
Q
\/\@N S E \N’\’/ MW:
H,j/: }{ NG
o 5 N 496.68
2-Cyano-N-(2-dimethylamino-ethyl)-2-[3- 142/166
MS (ESI)
ethyl-4-ox0-5-[ 1-[4-(2-pyrrolidin-1-yl-
[M+1]":
ethyl)-phenylamino]-meth—(E/Z)-ylidene]-
497
thiazolidin-[2-(E or Z)]-ylidene]-N-methyl-
acetamide
547 MW:
497.66

C‘\l\/\@ HO
N 3 3 N 142/166
”,j: H MS (ESI)

> N

M+1]™:

498




[ MEI] +:
Mbl ecul ar
in

MAL N 604 77

of

) \

563

III\I

’l

r-1

Examplg

No.

Siryctpgand fate,

)
[\

TN
0]

1Q/
130/
\\

N

n

RIEYE

Weight/
MS (ESI)

[M+1]"

Bligcy |
+:
Synthe-
sis as in
the Case

of

O N N 595 416 Exanple Structure and Nane
Educt/ No. Weight/ Synthe-
[ MHI] + the Case
OOHNI\/S(ESI) 166 O

M5 (ESI) sis as

MAN N 589.76

IS N_O HONN[I\/H] + 590
%S

HN 148/

548

MW:

503.62

MS (ESI)
[M+1]7:

504

142/166

549

MW:

529.71

MS (ESI)
[M+1]7:

530

142/166

550

MW:

529.71

MS (ESI)
IM+1]7:

530

142/166




HO 605 562 MN

(ESI) 166 HS NO O N, >
Exanpl e Structure and Na
I\/B(ESI) sis aS|n

Wei ght/ Synt he-

N 596. 79

2

r) HN 148/
~~ & [MH ] +:
3N| ol ecul ar Educt/ No.

O N

[ MH ] +

0Or4 NMS
N 597 417

the Case
5 ON

of 563 -HN-O-P—MAF—0—FKkh—N-0—1\g
Examplq 4 §ructureand a0 | - oyano- | - (2, 3-d %‘??yF“' Fisel? (Es|) 166
cycl ohexyl car banmoyl ) - et h- (E or ) i
No. yl|i dene] - 3- et hyl - 4- oxo-t hi azol i d nwfgg-%m)éynthe
(B 2))-ylidenenet hyl ] -am nol -phenlv\&-l\l- . ,
(2-di et hyl ami no- et hyl ) - but yr ani de MSESY Wis 3 IR 568. 78
[M+1]" |the Case
of
551 MW:
532.71
R =N 142/166
S N
0 > W,
[M+1]7:
533
552 MW:
533.67
C&V\@
0
142/166
s N~ )_
H'j: r—{k“ " | Ms (BSD
o” N N,
% [M+1]™:
534
553 MW:
517.70
G
\/\@N s 142/166
H'j: »{_ y MS (ESD
o™ N Y
/ [M+1]™:
518




ry HN 148/ 0 0 Ms (ESI) 166 O N"**' |SN HO
N> ~\ H\\ N[M11l+: 569 418 Exanple Structure and
Name Mol ecul ar Educt/ No.4! ight/ Synthe- Ms (ESI) sis
as in [ MF1] + t he Case of 565 MW N 614.77 HN 148/
N 0 Ms{(ESH—166 SNV “Edu'é't/\\ N
Example wmure ?“@66 MW N 616. 83 ‘Mki48/ 0 4lh 0 M5
N (ESl) 166 0 Weight/ Synthe-
0.
MS (ESI) |sis as in
[M+1]" |the Case
of
554 MW
541.72
Q
\/\@ AN 142/166
N S,
H'j: >-<- H MS (ESI)
o N N\
> N +
[M+1]™:
542
555
O\ H
N NS N7L/©
H/I >—<h 543.73
N
o} ) \\N
142/166
2-Cyano-N-(1,1-dimethyl-2-phenyl-ethyl)- | MS (ESI)
2-[3-ethyl-4-ox0-5-[1-[4-(2-pyrrolidin-1-yl- | [M+1]":
ethyl)-phenylamino]-meth—(E/Z)-ylidene]- 544
thiazolidin-[2-(E or Z)]-ylidene]-acetamide
356 MW:
540.73
148 /
MS (ESI) | 166
M+11":
541




(
0

Vi|

ISN HHO NJ[MI] +:
tructure and Nane Tdo-I| ecul ar
ESI) sis as in [I\/Hr1]+tﬂ§
NS NNHG®G44.84 0 N 148/

(4- 112

Case

N 617 419 _ffiduct/
No. Wei ght/ Synthe-

Exanpl e
VB

of 567 HN O 0 N MW

Exampla § UiV -y ) ot (& o 2) TTCAEReFORY ] o
o SO AL (S D)l AR L)
568 673.88 HN 0 148/ M5 (ESI) 166 N SIN\-/ N O
[NM#] H MS (ESI) |sis as in
[M+1]" |the Case
of
557 MW:
(J 554.76
e 148
Z'/\/\@u,j:s;’{fh,_\ MS (ESI) | 166
0 5 N [M+1]™:
555
558 MW:
(J 568.78
H,L/' 148 /
g/\/\O\N s -8 MS (ESD) |166
H’oj:;*{; Vﬁ, [M+1]7:
569
559 MW:
(J 594.82
H(' 148 /
g/\/\@uts }:2' “O\ MS (ESI) {166
0 5 Y [M+1]":
595




O N 674 420 Exanple Structure and Name R-ol ecul ar
-fd-uct/ No. Weight/ Synthe- M5 (ESI) sis as in
[ Mr1] + the Case of 569 N#Wf- N 583.80 HN N- 148/ o 0

M (ESI) 166 0 NSNHHON [Ml] + N584 570 N
Examplg, gtWtPrerf“j@ﬁém%'n N 333"8‘3“3 ety E,d‘f‘\ic‘tﬁ LM
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
560 MW:
LNJ 589.76
H»':/’ 148 /
;’)’/\/\@H,ISPO{,N @ MS (ESI) | 166
0 5 N [M+1]*:
590
561 MW:
LNJ 604.77
HNKl 148/
m”ts*‘o{-n MS (ESI) |166
° 5 N q [M+1]":
HO
605
562 MW:
LNJ 596.79
H,ﬁ/’ 148 /
g/\/\@r«)s E N’_(O MS (ESD) | 166
i 0 f-{; = [M+1]%:
597




ONSON-BM(ESI) 166 HHo N[M11l +:

N

421

Exanpl e Structure and Nane ~To | ecul ar Tduct/ No.

Wi ght/ Synthe- M5 (ESI) 4li’s as in
of 572 HN MW

[ MHI] + the Case
000 YON~~~~N N H IS > H616.83

0 N1 N 148/ 4 (4if2-f4—Cyanosttlids =—\G
Examplq[ Iiﬁlﬂiclﬂl@@nd ;ﬁ:ﬁ@"tﬁyhl |C;iz, barmylt z}.- ne?ﬁwlﬁreggla‘; ]?&?é:t/;jeng]l d
+ - et hyl - 4- oxo-t hi azol|i 4j,n-( 5- -
No. Yl i denenethyll -amno | -phenyl)t &\’(3@{1’9 gjyn%ﬂé
dilet hyl am no-et hyl ) -butyram de 573 MM. + ( N 607.82 ?
NIHN Y -1 148/ 0 0 P N-*,,S N MSMSEEiSD 188 asgaN N
[M+1]" |the Case
of
563
|
Her\/\Q Q— MW:
0 0
N .
”’j:s»{"* 608.85
o“ N W
;N 148/
4-(4-{[2-[1-Cyano-1-(2,3-dimethyl- MS (ESI) | 166
cyclohexylcarbamoyl)-meth-(E or Z)- [M+1]7:
ylidene]-3-ethy1-4-oxo-thiazolidin-(S- 609
(E/Z))—ylidenemethyl]-amino}-phenyl)-N-
(2—diethylamino-ethyl)-butyramide
564 MW:
L J 568.78
N
'/’ 148 /
HN
Z/\/\@ o X MS (ESD) | 166
peat
H
o 5 N, [M+1]":
569




H[M11 +: 618 422 -Ex-anple Structure and Nane
Mol ecul ar Educt/ No. Weight/ Synthe- Ms (ESI) sis as
in [Ml]+ the Case of S5HMSMN N 628.84 HN 148/ 0

ONO M (ESI) 166 yo***~~~ NH IS > HO NI,

[ Ml ]

+. N 629 575+ )—HN-ON—Y—a—1

Example) |4mctoe andeNama” (4- ([ 2-[ | - q/aho-v&‘[@}“(‘ai- Edpey)) |

SNH
(%)

(BSI) 166 piperidin-1-yl)-propylcarbaindyl]-neth-(E
No. [M+1 | +: or Z)-ylidene]-3-ethyl 4 4‘%&@“&1%‘3& 1din-(5-
1) - N

638 (E/2))-ylidenenethyl] -amno I -Eheny_ }
( 2+ di et hyl ami no- et hyl ) - but yr ani d¢ MS (ESI) |sis as in

[M+1]" | the Case

of

565 MW
(J 614.77

148/

@ N
g/\/\@ 2 ¥ MS (ESI) {166
N,IS%N
H H

N +.
0 \\N [M+1]":

615

566 MW:
(J 616.83
r 148 /

HN
(o] O
YVUN ,Is *{_N MS (ESI) | 166
H H
o”N O\, [M+1]7:

617




423 Exanple Structure and Nane -go--|ecular Educt/
No. Weight/ Synthe- M5 (ESI) sis as in [Ml]+ the
Case of 576 N 672.77 HN4 COF 148/ OO FFON
O NM (ESI) 166 HHN[M11 + 673 577 _i~i_w. N
566. 77 _HN 148/ 0 0+ MS{ESH 55—y — 5 N
Examplbid'Structure arg Name) N, [ Me11 + N £ Mplecilar ﬁdu?\t]?‘ X0
692.32 1.48/ O N--- S M5 (ESI)|166. . O-N
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
567
L
RAge!
O (6] ™\ N= MW:
NY-S N\_/N_Q
P 644.84
0 W
) N
148 /
. MS (ESI) | 166
4-(4- {[2-[1-Cyano-2-ox0-2-(4-pyridin-2-yl- (ESD)
. M+1]1":
piperazin-1-yl)-eth-(E ot Z)-ylidene]-3- !
645
ethyl-4-oxo-thiazolidin—(5-(E/Z))-
ylidenemethyl]-amino} -phenyl)-N-(2-
diethylamino-ethyl)-butyramide
MW:
568
L
‘) 673.88
"y 148 /
MS (ESI) |166
O M /
H'j:&{’ O [M+1]":
o? "N W
s N 674




H N [ Mr11+:

Cl 693 424 Exanple Structure and Nane

TZo- 1 ecul ar Educt/ No. Weight/ Synthe- M5 (ESI) sis as
in [Ml]+ the Case of. 879 N 616.83 ? 148/ HN N S
NFP M5 (ESI) 166 HO NH[M1 1 + 617 580 Br HN
MAL—N-—4— SN0 N3O 737 T R1o 1IN LA S Educt/
Examplg | Srugtuse f@ltf%“‘f 4- Br ono- phenyl ) - 434%%‘1( E$I) 166
hyidr oxy- pi peridi n-1-yl | -I|-cyano- 2- Ok rs %{@_I 1+ (E
No. or| Z)-ylidene]-3-ethyl -4-oxo-thi azol i n-
(9-(E/2))-ylidenenmethyl] -am no) |- |- .
N-|( 2- di et hyl ani no- et hyl ) - but yr ani &EE?EQ({) S1$ as 1n
[M+1]" |the Case
of
569 MW:
(J 583.80
N
n/' S 148/
HN
Z”/\/\@ R S“ MS (ESD) |166
pest
N H
0 ; N [M+1]™:
584
570 MW:
(J 614.81
3
o % 148 /
B/\/\@ ¢ 2 NS MS (ESI) |166
Y
H
o™\ \\N/?o [M+1]™:
615
571 MW:
(] 638.83
N
l/' 148/
HN
Zr\/\@ . Oy &7 s (ES) | 166
Y >—< R
0 ; \ [M+1]":
639




425 Exanple Structure and Nanme Mol ecul ar Educt/ No.
Wei ght/ Synthe- M5 (ESD sis as in [M1l]+ the Case of
581 N 592.76 r) HN 148/ 430 N O M (ESI) 166 yo~a H
~SHON, [MI] + N 593 582N) N 619.83 r) HN

148/ O N =-""] Q N !\VIEJ IEQ| 166 Vi |
Bxample:| STNCEROANINAK £ 620, 79 1) H (Mojeeita? [Baged ¥
(BSI) 166 _
No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
572
,SNJ
HN
0 0
N
H’Is}—{_ H 616.83
L A\

) N 148 /
4-(4-{[2-[1-Cyano-1-(4-propy1- MS (ESI) | 166
phenylcarbamoyl)-meth-(E or Z)-ylidene]- M+1]™:
3-ethy1-4-oxo-thiazolidin-(S-(E/Z))- 617
ylidenemethyl]-amino}-phenyl)-N-(2-
diethylamino-ethyl)-butyramide

573 MW:
LNJ 617.82
HN o 148/
0 o)
Y\/\@N’jis )__{,N MS (ESD) | 166
H \
o ; \\N M+1]7:
618




ISNHHoON[M i ] + NG621 426 -fx- -anple
Structure and Nane Mol ecul % Educt/ No. Weight/
Synthe- M5 (ESI) sis as i # [ MH1] + the Case of 584 N
617.77 0 HN 148 H2N-IQ OOI\/B(ESI) 166 0 N'41

IC‘I\I Ll Ll N

Examply [NURGHIC 0 NATC L o0 N 065 N M (@?‘S‘ LT
No. MBS IR Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case

of

574 MW:

L J 628.84

148/

HN '
I\/\@Nj:s R ,RD MS (ESI) | 166
H H
0 Bﬁ [M+1]™:

629

575 L J

‘—\‘ MW:
g/\/\@ .
N
”’I%-{'H 637.89
o) 5 \\N

4-(4-{[2-[1-Cyano-1-[3-(2-methyl- MS (ESI) | 166

148 /

piperidin-1-yl)-propylcarbamoyl]-meth-(E [M+1]7:
or Z)-ylidene]-3-ethyl-4-oxo-thiazolidin-(5- 638
(E/Z))-ylidenemethyl]-amino}-phenyl)-N-

(2-diethylamino-ethyl)-butyramide




701 586 RW. N 653.93 HN N-/,/ 148/ N "**I S N M5
(ESI) 166 H_>_HON,rr§[I\/H-1] +: 654 427
Exanpl e Structure and Na M-l ecul ar -fd-uct/ No.

Wei ght/ Synthe- MS (ESI) sis as in [MH]+ the. Case

of 587 Taw————N-666—84—t—HNT] BEaS N VS
Examplg pBiryctyiggnd Nageyy ¢\ 1 N [ M i  Mleculal D 588 HN M.
0/0 00 NNr-OHH 582.77 0 N 148/ .

No. 44(4-{[2-]I-Cyano-| -[(tetrahydro-ﬁ&?%yz- SW?'ESI) 166

MS (ESI) |sis as in
[M+1]" |the Case

of

576 Mw:

( 672.77

o o 148 /
X-F

0 s N F MS (ESI) | 166
Y >—<' ;

o” N\ [M+1]™:

673

577 MW:
LN) 566.77

\ g/\/\@ 148 /
(0] (0] 6
H’j:s‘»{_NQ MS (ESI) lé

N N [M+1]7:

567
578 MW:
H
L o 692.32
N
{ 148 /
o M\ :
u'j:s*_t\_,'\lb MS (ESI) | 166
N
) N [M+1]":

693




yl met hyl ) - carbanoyl ] -nmeth-(E or Z)- [MH] +:
yl i dene] - 3- et hyl - 4- oxo- thlzgzol idin-(5- 583
(E/Z2))-ylidenenet hyl | - arft - phenyl ) - N

c

(2-di et hyl am no-et hyl )-butyram de 428 Exanpl e

ruct ure and
TrocT Ot O I

ne £ 1 1
1'\\lan|: ro_reclural

— L Y& ght /
Examples) $truciure gad Sis ~as in [M Qﬁ%ﬂf ?%du P ao
l zw - N 569.77 ? 148/ H\Wwy "~~~ N .0 .0 ESI)) 166
No. N[** NH _~S HO N [MI] + \\ &9%1%9 ggf?g . N
609.84 HN 148/ Y'"" a--- ND 00 r-1 ESI) 166
_KS NHo NH[MI] + N 610 5_M§(ESI) sis'as in
[M+1]" |the Case
of .
579 MW:
LNJ 616.83
r /_Q 148 /
HN
0 0
Y\/\@N’j:;{‘” MS (ESI) |166
H H
0 ; N, [M+11™:
617
580
J
Br
HN\"/\/\@ QQ MW:
0 0
N'j:sy-{‘ "on 737.76
! W :

) N 148/
4-(4-{[2-[2-[4-(4-Bromo-phenyl)-4- MS (ESI) {166
hydroxy-piperidin—l-yl]-l-cyano-2-oxo-eth— [M+1]™:

(E or Z)-ylidene]-3-ethyl-4-oxo-thiazolidin- 738
(5-(E/Z))-ylidenemethyl]-amino} -phenyl)-
N-(2-diethylamino-ethyl)-butyramide




N 595.81 ? 148/
Ho N~ [ Mt11+:

HNNO OO N**SNM (ESI) 166 H
N 596 429 Exanple Structure and Nane

| Zo-1 ecul ar -fd-uct/ No. 4% ght/ Synthe- M5 (ESI) sis
asin [I\/H]+the Case of 592 N O 625.83 ? ON HN
1 {'\{'\l\/Cll: 1664 1N — = —— — .
ESt ) 100 ™NO S IN > E‘ | M ] +:
Exampley %%ctumj@g IR 8s r) HN 148/ | WOleREar :%qlﬁc 66 0 0
No. NS H Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case
of
'E"JJ 592.76
" 148/
Y\/U o ,_Qj
o
. ,):S >‘<_N MS (ESI) |166
H H
o 5 W, [M+1]™:
593
582 MW:
;NJ N 619.83
o 148/
0 0
Y\/\@N’j:s }{N MS (ESI) {166
N H
0 5 \Y [M+1]™:
620
583 MW:
(J ‘ 620.79
l/’ 148 /
HN :
0 o) -
Y\/\@N«I&_{-N MS (ESD) 166
N H
0 5 \ [M+1]%:
621




H(N ONNMI11 +: 639 594 1 XW--. N639.91 r-) N
HN Y' -r- 148/ O a N''I O Ms (ESI) 166 ISNHHON
[ME 1] +: N 640 430 _fx42mple Structure and Nane
-R-ol ecul ar -fd-uct/ No. Weight/ Synthe- M5 (ESI)

sis.as in [Mll+ the Case—of S“EW"“Q 7 or-|
ExampleHITxStIHSSlﬂre awdNamg .. HO 0 0 MS (E TIY“%%%I“ ‘;ﬂ“i/ils>_~N H
H(O N b [M1]+ N 639 _

No. Weight/ | Synthe-
MS (ESI) |sis as in
[M+1]" |the Case

of

584 MW:

L J 617.77

HN
| b 148
(o] O,
Y\/\@N ,j:s }_{_N MS (EST) | 166
H H
o ; Y [M+1]7:

618
585 MW
LNJ Q 700.95
:) (‘_N) 148 /

HN
N .
g/\/\@ o MS (EST) | 166
N S N
DesE :
o N N\ [M+1] "

701

586 MW:

l/l"l 5 653.93
HNW\@ N_/—/ 148 /
0 o ,~
S N MS (ESI) |166
[M+1]":

654




5906 0 ? 0 HNNMN 0O

ISNHH61181 0O N~ N

148/ 4-(4-1[2-[ 1 -Cyano- - (2-mor pholi n-4-yl - M
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descri be the biological action of the conpo
Exampl%licordi ng to the invention: pounds

The following examples describe the biological action of the compounds according

to the invention:

PLK Enzyme Assay

Recombinant human Plk-1 (6xHis) was purified from baculovirus-infected insect cells
(Hi5).

10 ng of (produced in a recombinant manner and purified) PLK enzyme is incubated
for 90 minutes at room temperature with biotinylated casein and 33P-y-ATP as a substrate in a
volume of 15 pl in 384-well Greiner small-volume microtiter plates (final concentrations in
the buffer: 660 ng/ml of PLK; 0.7 umol of casein, 0.5 umol of ATP incl. 400 nCi/ml of 33P-y-
ATP; 10 mmol of MgCl12, 1 mmol of MnC12; 0.01% NP40; 1 mmol of DTT, protease
inhibitors; 0.1 mmol of Na2VO3 in 50 mmol of HEPES, pH 7.5). To cémplete the reaction, 5
ul of stop solution (500 umol of ATP; 500 mmol of EDTA; 1% Triton X100; 100 mg/ml of
streptavidin-coated SPA beads in PBS) is added. After the microtiter plate is sealed by film,
the beads are sedimented by centrifuging (10 minutes, 1500 rpm). The incorporation of 33P-
y-ATP in casein is intended as a measurement of enzyme activity by B-counting. The extent
of the inhibitor activity is referenced against a solvent control (= uninhibited enzyme
activity = 0% inhibition) and the mean value of several batches that contained 300 pmol of
wortmannin (= completely inhibited enzyme activity = 100% inhibitioﬁ).

Test substances are used in various concentrations (0 pmol, as well as in the range of
0.01 - 30 pmol). The final concentration of the solvent dimethyl sulfoiide is 1.5% in all

batches.
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I ncar.,por.ati on .of 33P- 7- J L cbrSratidhe ASwal
o0 s SRR Sy Bl BTG SRS PLTBRE T 85 o
extent of the iphibitor actiwvi .S referenc .
in the rangeph{501-30 $8): Hsntinal Gpmqepiratan Qi st an%tﬁgfﬁgf"x‘de was
activity = 0% inhibition) and the nean val ue of "
0.5%). Thvesllwdrainshbased fratt daymindthaptesgrsg offfbsubstances. The ce
wortmannin (= conpletely inhibited enzyme activity
proliferatd@%dsriatepintried by colemi theitrsls avithesywaleialsie dhe pellsarere dixed by
concentrations (0 gnol, as well as in the range of
i sasafing B of alE1% pltdricCadeh@ds saluticanfool S hiiputes at room
adding 20 ii/meastiio el of a1 B a1 bat chee.

tempera?ltgf?m p%%g {h}réee&gstlﬁ%ygﬁ§ Y thieUlel CalieWith Wakn, e platdarvass tiried at

S were attened out at a density of 5000
I'1s/ [ int i - I I E it e toer 9
B A R e iy g

hours, the cells of one plate (zero-point plate
violet salotion e was setat J by adding P‘éﬂt‘@tac‘@g-egﬁﬁ%&&?ﬁ)vyas&}ﬂgl Cﬁke%@f&e
medi um of the other plates was replaced b_g fresh
colored@¥llé withk waeaj thenplatesOerg dyied atroown temperatire. cEhe dyspasizsalyed by
were added in various concentrations (0 Rm as well as,
adding 100 hilA@edsarigg pint 6f H16%BQceriy acideldtional Theentinetianawasodetasmined
the sol vent di met hyl sul foxide was 0.5%. The cells
ey | ad16shth 8F 595 £HaY Thi Bhdrde oPE€lbgroosh,dh peesit, was
byphm%ﬁ%?’lgﬂ%gg %ﬂgé cell proli ferdagtei on was determ ned by
coloring the.cel | to\hOL8inctibh $al6sd fFh¥Rdre-point
calculaﬁcﬁ)pélétaggardggg?l}e@%%8%#%%%@&% r?g pol nt of an 11%
glutaric al dehyde_ sol ution, for 15 m nutes at room
plate (=08mpad shaexdinciipn @'f?tiﬁ Hpggatwa&)mrn)gce&? éT‘LeGsO @f the fixed
cells wwth water, the plates were dried at . room

tenperature. The cells were colored by adding 100
Rl / measuring point of a 0. 1 %crystal



violet solution (pH was set at 3 by adding acetic
acid). After three washin ycles of the «colored
cells with water, the plat®es were dried at room
tenperature. The dye was di ssolved by adding 100
THolreHRESH el 10 BB ncCfesdy HOYeaGRId B BBICH BELWLT on. The
extrnction was determ néed y photonetry at a
wavel engt h of 595 M. The change of cell growth, in
percent, was cal cul ated by standardi zati on of the
measured val ues to the extinction values of the

Table 1:zer0-point plate (=04 and the extinction of the

untreated (0 ~In) cells (=100% . 496  The results of
Examplehle PLK enzynSfrusteray are presentBEKi n| Table 1 bel ow
Table 1: Exanple Structure PLK No. I1C50 [nM 25

No. H®0, 0 r-136 0 N, r,S- "|NIG50 0{0 46 7 SO O
-N>= N 360160 'SOFON\VJ'N 19 500 OY 0O O
-aN~ H _IS - [nM]

25 o /_/ 36

36 160
Q\H/ISFO(O/—
F N\
-

19 500

56 on 810

234 o. [/ 950




ON N 56 0810 NHNIISO-6,N SO0 01N N 234

0 950 497 -
3100 0 223 0 The results dP7ot
and the prollferatlon assay are

Ex--anple Structure PLK No.

| C50
her
presented in

Aand 2 Khal -~ ’_““ ut:b — |

LT J | WA UV\I L
Exampifh| pi ti on of §Fr&°ti“re | nhi bition

im CeII Proliferation (MTu
OHFF NN S==N O0OHF

N NH

[nM

PLK enzyne assays

Tabl es 2

Structure
oF |urmr No. | C50

318507475,

[nM]

223

[:1m:;:%j2gk_<}

3100

527 100
6 0

r- F

The results of other PLK enzyme assays and the proliferation assay are presented in

Tables 2 and 3 below:

Table 2: Amides

Example Structure Inhibition of Plk-1 | Inhibition of Tumor
No. IC50 [nM] Cell Proliferation
(MaTu) IC50 [pM]
527 100 2.8
“a
O H F F
Y=
N
(o} ) \\N
310 F 74 5.6
\N/\,OO o N/“‘(F
| H /IS% H
o) N) N
307 ~y~© o = 71 1.7
| \QN s>_’_< H
HIX \
o} '} SN




N,

HN ONO, av 72 1.7 307 0O f NN NH H-~O-N"

AN, O N 498 -fx-a-nple Structure Inhibit
A ion of Plk-1
| nhi bition of Tunor No. 1C%38[nM Cell Proliferation
I(\r[\/alg) :\|C52 [H~bM - FF4112330HF N ,J HNIf~
== L0 N-N—=345-3
Examifle ) O N 1~ N Styugture 190 9 7 1 8{:‘?&})&05‘151 ;\'hﬁlll')\ftloﬁ'of Tumor
No. IC50 [nM] Cell Proliferation
(MaTu) IC50 [uM]
330 FF 41 1.2
NN Y F
S L 3
N s N
(o] ril\ \\N
169 345 3.55
H o /—
N7(©\N S N
go H’I ="
N \
&S
192 OH 190 9.7
o Q OQ_/
Y=
N
AN
210 @ o 270 4.5
Y=L
N
L \¥
Table 3: Esters
Example Structure Tnhibition of Plk-1 | Inhibition of Tumor
No. IC50 [nM] Cell Proliferation
(MaTu) IC50 [uM]
133 0 34 1.4




N NCNH eHFr-~
" NC)

S0 ~—\\

: N27045 210 0 ON S -
HO N\\N Table 3: Esters -

I nhi bition of Pl k-1 Inhibitd8n of Tunor

'~x-anple Structure
No.

| G50 [nM

Cell Proliferation (I\/aTu) IC50 [[tI\/] - 34 1.4 133 0
0 'S Q0 0 N> =14 N499 EAallpl e biti8hH of Tumor

Examgie bi k-1 | nhi biSEUSW™ S Tumor No Inﬁhl [ "\ﬁkcgh}lﬁ}h ™
Proliiferation (MTu) ICBO[ ~LM 132
Nadd -0 N~ ~"N- HH23 47 I'N N N Jé&m i ¥rStiferation

(MaTu) IC50 [uM]

132 0 81 3.1

)k© o —
Dol
N —
0 Nk \\N
AT 5
peo
H ——
N
o} ) \\N
H H 37 33
o) N/Is>=<‘o\_
H
N
(o]} \\ \\N

Tables 1 to 3 show that the compounds according to the invention inhibit PLK in the

nanomolar range.




H IS-0 ONN - HH37 3.3 74 NO-aNS H 0 N
\\N Tables | to 3 show that_ the conpounds according to
the invention inhibit PLK i%90the nanonol ar range. 500
Description of the Figure Fig. | shows the finttion of

Des“?ﬁtﬁ@’!;"féﬂgﬁ“r% Entry into mtosis: Plk- | activates

S results in the activation of the

CDK/ cyclin B conplex and converts the cell from& to
Mstatus. 2. Triggering of mtosis: Plk I plays an

i nportant role duri n%bé he cytokinesis, especially in

t Fitg.  sherus therfugtionted Pk-pol ar spi ndl e apparatus and the
chronmosonme separation during the late nmitosis phase.

Pik- | is also required during centrosone maturation

and binds to so-called 'kinesin notors.' 3. Conpletion
ofjepd:t osis: Pl k-1 activates the APC/ C conpl ex

(anaphase pronoting conpl ex/cycl osone; Kotani et al.
1998;). ‘ V.76 t bre; : s ats
pgl yabi q%}ﬁﬁl%/ aEt?%)l% g% g%“é%? e|Sc sugst'r gtﬁ 1essr ,es.usl,tgérllﬁthaes%cuvatwn
e.g., cyglin Such, an_ubi qui tinylakion '

i £ et ey GBE b Gitmpte Lol i 28y FogP o3 18 Mitarus
proteasones. This in turn leads to a reduction o o
cPi | - cyclesseEys PE%@?S: 851 bnﬁxs 4 mparignt Wiq %%r%tge Fyokinesis,
the exit fromthe mtosis phase in the so-called d

- st at us espedidlly ingh¢ formmtian of the hipiolar spindlespparatnstang the
further elaboration, it is believed that one skilled

i n the ahroraesomeastpagtiomdurrgethe titemitdeis phaget iRdlke1 is also required
utilize the present invention to its fullest extent.

The pre C(ﬁﬁli'n{@%ent%&ﬁ%rrﬁ@cﬁraﬁﬁﬁ ahd biad§ fPROAEANRAT Kinddi® motors.’
therefore, to be construed as nerely. illustrative,

a gd hot C(lrh%ltl(?'[ é)fvrﬁitggis PRI SRhA0 Rl A@C/‘Cﬁ@on%léf taﬁiﬁﬂﬁa@e
i N any way at soever.
promoting complex/cyclosome; Kotani et al. 1998;). APC/C catalyzes as E3-
enzyme the polyubiquitinylation of specific substrates, such as, €.g., cyclin B.
Such an ubiquitinylation of proteins ultimately results in their degradation
into proteasomes. This in turn leads to a reduction of cell-cycle regulators

below a critical value and in the exit from the mitosis phase in the so-called

G1-status of the cell (M—G1 transition).



In the foregoing and in the exanples, all tenperatures
are set forth uncorrected in degrees Celsius and, all
parts and percentages are BPlwei ght, unless otherw se
i ndi cated. The entire discl osur es of all applications,

D3 D othen bl ABpH P et Bl B0l cap pyine th
precenkp% ﬁgscﬁ?ﬁ&p %”tlh%éthe%ﬂéb%nt ianéhtidn Do its Rilleei aditemalThe precedlng

lon Serial No. 60/517, 061, flled I\b\{y'l'ﬁ@ d _
prefer2dilPecifie ernbodnmsaaredhtryfor@,é@ b? éWtSéﬂl AEMELe Stfat“’e and not

hmlta@{rge: gg@g %Vam@%p Sf%?et %?l o eﬁx?f%aﬁﬂ?rl?{ﬂc%o:%l ?-l glrl ar

S B el fbfegbinyg aﬂ@%ﬂiehﬁdmpl%@,@llaampemmiéme egidorth iingprrected in
conditions of this invention for .t

degrepy €clsitts ard, @laps 68d PETFRHAGER &F efl?)’r‘@?j&ﬂ% ﬂnels ‘gﬁ?rﬁ’ﬁedﬂ&cated
eggl&,?fl*ll |& scé%sﬂretsrb? aft'a ﬁ&ﬁoﬁ%% t:gﬁts 338 pliblddafiohd) Rited herein and of

aracteri |cs I'S I nvention and
corredfohdidg (GetiRpay Apﬁ@fiaftlbn N @3 HFu4. i8t44a ﬁ&dmg@fﬁﬂ 203 and U.S.

Prov1glgg@ln%n1§§§a¥§1r I%%ggz 88/8 g? Qgﬂ S’g{@ﬁ a%'S;ﬂ@Ofire 'irtb%rporated by

ons. 502 Clalms 1. Conpounds of general
roferddl Merbin®) ‘'n0 BNHS2 XR_NCN

RM . i
V\h]‘lfefpré@eﬂhgrmtamblns cam bé repgatechmtbrsmﬂa}nsucqqs%\;pds@stltutlng r‘he

epende e.anot her f
gene 15@& ﬁpecﬂiﬁgﬁﬁgﬁscngﬁﬁl feactans ahd/?)l' gﬁgatirfg olﬁ}iﬁf "épthls 111(1§<|ent10n or
those%seﬂntﬁ@p?écmﬁgekﬁﬂﬁless optional ly substi t ut ed in one

places, in the sane way or differe

nt
h aIF rogethe forgghing Siescggu% ong élglgp(bgygp 8% CRRY pasily aﬁ\;vepﬁmt thg essential
chara%terlsgcs ol}l%%ls 1nvent1%l\clﬁ%alth%t mgftﬁ'@ﬁ'&x@ the spirit and scope thereof, can

make various changes and modifications of the invention to adapt it to various usages and

o C

conditions.



het er ocycl oal kyl itself optionally can be interrupted
by 'One or nore nitrogen, oxygen and/or sul fur atons
and/ or optionally can be i f0@rrupted by one or nore
-(CO- or -S02- groups in the ring, and/or optionally
one or nore double bonds can be contained in the
Claims ng, and/or the ring itself optionally can be
substituted in one or nore nore places, in the sane
way or differently, with Cl-C6-alkyl,
C3- C6-cycl oal kyl , d - C6-hydroxyal kyl or with the group
- NR3FAnpde@ds obgenkral ford@B X CO) - L, - NR3(CO) - NR-L, - CORG,
-CONR)-M, NWCS)NR 3R4" -NR SO02-M -S02-NR Wor -
SO02(NR3) _M L stands for Cl-C6-al kyl or heteroaryl
that is optionally substituted in one or nore places,
in the sane way, or_differently, with
C - C6- hydr oxyal R - C6- al koxyal koxy,
C3- C6- het erocycl or with theggroup - NR3R4,
whereby the hgv8 kyl . itsel\f{ optionally can be
i nterrupted by one or Hror el ni\r oged, xexygen and/ or
sul fur atons, and/or optionpall be interrupted by
one or nore -(CO- or -82%;_ roupsG™M the ring,
0]

and/ or optionally one or re \dpubl e bonds can be

contained in the ring, and/or Rhe ri ng itself

optionally can be substituted in one or nore pl aces,

in the sane way or differently, with C-C6- alkyl,

C3-C6-cycloal kyl, C I -C6-hydroxyal kyl or with the

group -NR3R4, M stands for )CG- al kyl that is

optionally substituted in one”’or nore places, in the

same way or differently, with the group - NR3W or

C3- C6- heterocycl oal kyl, X stands for -NH or -NW, R

stands for Cl-C4-al kyl, C3-cycloal kyl, allyl or
inwhcbpargyl that is optionally substituted in one or

nore places, in the sane way or differently, wth

hatpgensmnﬁﬁﬁmaamdshﬂmpmhydrogen or for Cl-GC6-al kyl,

Cl - C6- al koxy, Cl-C6-al kenyl, ClI-C6 al kinyl, )

C3AChd0N Gh@Hekddntly @3 ofb ainsthery sianyt-foo hydepien, Aplpeerp thydroxy, amino

heteroaryl that is optionally substituted in one or

nor e p'%?ﬁﬁr in the sane way or differently, wth

hal ogen, ya)r’ oxy, cyano, Cl-C6-al kyl, C-C6-al koxy,

d - C6- hydr oxyal kyl , C3- C6-cycl oal kyl

C3- C6- h&ferocycl oal kyl, C I -Cs6-alkinyl,. aryl,

aryl oxy, heterqaryl or . w.ih . : y €0 € 0r MOore

tre,  fork iy s C gk o bl stq e b

het er ocycl oal kyl itself optionally .can.be int ad_

by one qiacesria the samsgEsy OT&%‘;%TSWI%&Y)‘? alogeps Wﬁé\%}g%%

and/ or optionally can be
heterocycloalkyl or with the group ~NR’R* or —CO(NR3)-M, whereby the

heterocycloalkyl itself optionally can be interrupted by one or more nitrogen,
oxygen and/or sulfur atoms and/or optionally can be interrupted by one or
more —(CO)- or —SO;- groups in the ring, and/or optionally one or more double
bonds can be contained in the ring, and/or the ring jtself optionally can be

with

Isubstituted in one or more more places, in the same way or differently,

. Ind
C,-Ce-alkyl, C5—Cg-cycloalkyl, C;-Ce-hydroxyalkyl or with the group -NR'R",



interrupted by one or nore -(CO- or -S02- groups in
the ring, and/or 504 optiqﬂﬁlly one or nore double
bonds can be contained in t’YHe ring, and whereby
aryl, heteroaryl, C3-C6-cycloal kyl- and/or the

C3- C6- heterocycl oal kyl ring in each case itself
optiongfly can be substituted in one or nore places,

in the _sa or,. o I it In4
hydr ox{or NR(CEEL oy |(?6&W%&Wd?§9§§?ﬁ%4’ {)}gﬁl{@gm R,
Cl - C6- al koxy, C3-C6-cycl oal kyl

C3- CG-h]HRg?’ Y6 -5 348¥y§¥)2(}19%3ﬁ‘2\91 or heteroaryl

that is optionally substituted in one or nore _J[ol aces,

i L t he standsifor@ayCealkylior heteenarylyhat g eptionallnsubstitudgd infoge or

the group -NR3W -NR 3 (CO-L, or -NR 3(CS)NR 3 R~,

or R2 aiste Bladed, agthehaime fnawyor diffeBently; With&h eCoylrydvar yaloxy, Ci-Cs-
ring, which is interrupted at |east one tinme by

nitrog %ﬁ“ﬁggkg}&;’ QAL heterb@yidagkyll B ith Wi @Gup INRIRE, @hereby the

nore place oxygen or ‘sul fur and/or optionally can

be interyupte ne. Qr. - ): - - - i

Che' 1\ TGP R a6 SmRin 8 er AR fitosn
can be contained jn the ring, and/or the ring itself

opt | onaryge . arsuliiiapTE Andibr oRtenalY cap br gitmted Gy one or

in the sane way or differently, with cyang, hal ogen,

hydr oxymore &(€0)-G6--&Cey groupsinche ting He(ok 9pt,10r@11iy on€ or more double
- C6- hydroxyal kyl, C 1 -C6-al koxyal kyl or with the

group -B¥nRdScdibeodontaiidan trnmiig and/antheeingiitssifioptieraily can be
wth aryl or heteroaryl that is optionally

subst i tdyh&fluiel iR Bfc & mERRadeh, a6 e, saine vdyeorshfferenthy with C,-Ce-
differently, with halogen, C1 -C6-alkoxy or with the

roup - inde Qﬁ(gg,g SHRSroNP IR,
gt agg r hgﬁ—r%éscé/gmglr ’(():rllé(]fl-CG- I%Wr‘gt}}%- gllﬁislzoxy,

-CO- d -C6-al k hat_..i ' ' :
39, G 4Bl by SR AR o S, i
differently, with hal ogen, hyaOXY, -CH-

h Iet er ocije IS%;&F YR\‘AS?‘V or dyff : -tlﬂyﬂft% %WRW%WQ%'%ﬁléetemcydoalkyl’
group -NR 3 R4, whereby the heterocycloal kyl itself

OpKi onaéthr;dscfml*ﬂé-cbrml‘ﬁiswpt ed by one or nore nitrogen,
oxygen and/or sulfur atons, and/or optionally can be

| NRET I UgeT fyCO0g-alltyl, AEcycluatigl, allgr-propargdim: igensinpelly
in the ring, and/or optionally one or nore double

"G, PRSI et tpii, mippr e it s

i"ﬁhb onall ¥ CBPnhfoSitlst thi &L ed aikd1, XN LAkERY, €, it 2Ryl Ci-Co-
alkinyl, C3-C¢-cycloalkyl, C3-Cg-heterocycloalkyl, aryl or heteroaryl that is
optionally substituted in one or more places, in the same way or differently,
with halogen, hydroxy, cyano, Ci-Cs-alkyl, Ci-Ce-alkoxy, C,-Cg-hydroxyalkyl,
C5-Cg-cycloalkyl, C3-Ce-heterocycloalkyl, C;-Ce-alkinyl, aryl, aryloxy,
heteroaryl or with the group —S-C;-Ce-alkyl, -COR®, -NR’R?, -NR*(CO)-L or
_NR3COOR’, whereby the heterocycloalkyl itself optionally can be interrupted

by one or more nitrogen, oxygen and/or sulfur atoms, and/or optionally can be

interrupted by one or more ~(CO)- or —SO;- groups in the ring, and/or



the same way or differently, with cyano, hal ogen,

Cl -C6-al kyl, C-C6- hydroxyal kyl, C 1 -C6-al koxy,
C3-C6-cycl oal kyl, or with 98 group -NR3 Ror -CO NRR4,
or R3 and R4 together forma C3-C6-heterocycl oal kyl

ring, ?Fﬂcl)na ly%né B oféJ&’c}u%fje @otnd% S%Islge co%ﬁ E%f %ﬁﬁé tglrlg,%ng whereby

and op can be Interrupte

pl aces X n_or sulft r an gpt ally can he,

i nt er rﬁ%'{é’ﬁf) é/ﬂg@ng the é)s‘léﬂzﬂ etgfogypiealky] ring in
the ring, and/or_ opti onaII one or nore doubl e bonds

can betachateitselfpptiangliycanibs gubsiiteed in enieeor more places, in the same
heterocycl oal kyl ring itself optionally can be

subst i way etldifferantly, with cyanoghglbganekydroxy, (heCsaikyl, Gaysor
differently, wwth C-C6-al kyl, C3-C6- cycloal kyl, CI

- CB- hy Hydrsyyalliigy br CF Op-alkypl k @yt iy, 331;01; té})zs. c‘lBiaYk 1, aryl,
or with thekg%roup lglRSWyRSS%bans?’Qé 5 %F Yh oy

Cl - C6- Bérls9I A hetd@bar$ th&is %béféﬂ}l’lkl sﬁ%‘uté@woﬁe' &%rk S)élaces in the

substituted in one or nore places, In

d| ffer gﬁ(é M?fy W&ﬁfﬁﬁ lgqﬁrﬁl 'P*k@?q‘r oXy, cyano,

C3 06 het erocycl oal kyl, or wth the group - NR3W

wher eb¥f t he heterocycl oaI kyl itself optionally can be
|nterrupted by one, or e nltrogen oxygen and/ or

sul f ur foathegroup MNRE Ni% O0dJ, by-NRICEINR R er r upt ed by
one or nore -~CO)- or -S02- groups in the ring,

and/ ororopt i onal [y one or nore double bonds can be
Contained in the ring, and whereby the

R L Rieb @t1es Yéinoa OsUt - hdt@rBcydl Syl ring, ®R%h i€R%Erupted at least
optionally can be substituted in one or nore places,

int heon%ﬂffﬁe %Mltﬂ{feﬁj hid ﬁt@ﬁ*ﬁ%c nVBetlH E{Qlﬁted%f 30Qor more places

halogen

aI Kk r ou
W or *%%%é& rs%% il il ﬂvﬁqedﬁtfme%eﬂ%g%ae prore-(CO)-
Cl - C6-al kgxy or the group -NR3W., R7 stands for
- ( CHR) Ot =S5 Broyps 1y thepping, andlar optianally ong @r mose dewhle bends can be
| - 6, as well as their stereoisoners, diastereoners,
enant i eomtainedandhemang, apd/ar the rtrigdtsslfiopﬁblmlliy@an bhatbstihged in one
foll owi ng conpounds do not fall under general fornula

(1): ormore places, in the same way or differently, with cyano, halogen, hydroxy,
f 2- Cyano- 2-[ 3- et hyl - 4- oxo-5-[ | - phenyl am no- net h- f

yl i dencetz-hikyB ol Cglepddak g FC,-0- h?drbxydlkﬂe@ Fbﬁ-alkoxyalkyl or with

-acetylarnino} -acetic aci d meth yl ester,
the group -NR’R* or -COR® and/or can be substituted with aryl or heteroaryl

that is optionally substituted in one or more places, in the same way or
differently, with halogen, C;-Cg-alkoxy or with the group —~CORS,

R’ and R*, independently of one another, stand for hydrogen or for C;-C¢-alkyl, C;-Cs-
alkoxy, —CO-C;-Cs-alkyl or aryl that is optionally substituted in one or more
places, in the same way or differently, with halogen, hydroxy, C;—Cs-
heterocycloalkyl, C;-Cs-hydroxyalkoxy or with the group -NR’R*, whereby the
heterocycloalkyl itself optionally can be interrupted by one or more nitrogen,

oxygen and/or sulfur atoms, and/or optionally can be interrupted by one or



2- Cyano- 2-[ 3- et hyl - 4- ox0-5-[ | - phenyl am no-neth- (E/ 2) -y
i denel -thiazolidin-(2-(E oé;?é

Z))-ylidene] -Npyridin-3-yl¥et hyl - acet am de,

2- Cyano- 2-[ 3- et hyl - 4- oxo-5-[ | - phenyl am no-neth- (E/ 2) -y

i d . L di @2 . .
ZI) ) ?Sle?rg)g@nlé o ?gLilf,‘?n{ ?gél&s%i Ehﬁ rlnﬁ, %Ib({//?l) o_pélgg%m%gr more double

. - . - 4- 0x0: 5- [ 1- | ami no- et h- (E/ 2) -
I2i %ﬁg?qﬁ% I[cgré g% ?;Xjétﬁi‘ﬁfg %(n? tgg 61]{1%, &G%vqyereabr;] tﬂg C?Féa-hegeroczy)clo)e/dkyl

Z)) -yl i.deqe%f.l\l-q%4- fl uorg-benzyl L acet am de,

2- Cy anB@1aAt ieach case gpidomlly|cap he sytistititerbinrome or (iokplayes, in
|'idene' ]-thiazolidin-(2-(E or

7)) - y| tha&pey way 8 difargstityl with4yario; haloge, oy atedliyl] ORC,-
2- Cyano- 2-[ 3- et hyl - 4- oxo-5-[ | - phenyl am no-neth- (E/ Z) -y
li denel_}ydmﬂyabkyl,i(dL%ﬂke;{ﬁ_@ﬁc6-cyc1oa1ky1, or with the gro
Z))-ylidene] -N(2-norpholin-4-yi-ethyl)-acetam (}lg

2- CyandiFPRf 3r eCOYNRZROX0- 5- [ | - phenyl am no- et h- (E/ Z) -y
lidenell-thiazolidin-(2-(E or

Z))-yldrdene] - N-[ 3- (2- oxo-pyrrolidin-1-yl)-propyl]-acet
am de,

3 cl.ohexyl -2-[ 3- et hyl - 4- oxo-5-[1 - phenyl am no
R b (R y-Cntisersorelaaliel Uoe.(wbich i imtemupid o east
Z))-ylidepe] -acetam de,

4- 12- &7 BY Bitfoger erd pptipnglly e e intenmiptedamone enmote 1&g by

)-ylidene]-thiazolidin-(2-(E or

Z))-y |oxgeganeqr-satfut grddoniptiohallyi qae b dirteupted BY bRyt mére—(CO)- or

acid ethyl ester, 507

2- CyanS03- frdupd injthe Ang@d/r bbti R1AEP1hE B AR BB AL oih be

| i dene] -t hi azolidin-(2-(E or

Z)) - ylcbﬂqﬁﬁhh{\lth(egi-d%}/dr oxy- propyl)-acetam de,

2- Cyano- 2-[ 3-et hyl -"4- oxo-5-[ | - phenyl am no-neth-(E/ 2) -y

l'i den ' iLdin-(2-(E or . ) .

7)) <y e R AR bRk o seiS aprionali cambasubstituted in one or

2- Cyano- 2-] 3- et hyl - 4- oxo-5-[| - phenyl am no-neth-(E/ Z)-y

| i den8}%FF RPETolM BF sempe weg opdifferently, with Ci-Ce-alkyl, C;—Cs-

Z))-ylidene] -N-[2-(4-hydroxy-phenyl)-ethyl]-acetam de,

N- Al | §YedealkyleRoCahydrogyallyl, @:1-6xalkexpilkpheymb ahyiraes smvith

h-(E/ 2)11ylidene]-thiazolidin- (2-(E or

Z)) - ythedmowg) -NR'®*ani de,

Izécyano- 2-[ 3-ethyl - 4-o0xo0-5-[I - phenyl am no-neth- (E/ 2) -y
densthndshoagol0dila (Cr-Clak -Ce-alki is onti

2))-yl i dene] - R (62-%;%05- Remvh 91 Gy Cyrallinyl that s optionally

2- Cy aghséitukedr iR loR¥ br ﬂl(()g@(@Eéeg,E i ROSY 5 Qroc_iiﬁ%}err]lﬁg',Evlvgl)l ﬁa/logen,

| i dene] -t hi azol i di n-

Z))-yhi - N (4 hydr.oxy- hutyl ) - acet am de,

2- q/af#r‘{:‘ﬁ‘g’g?lﬁ%i% 9‘ '-Ia/&:ail%é’é‘y 58{'&'ﬁzﬁ“éﬂ%j}%ﬂngw&rh@f%omwy or

Iidenﬂ- hi azol i di n-4 2- (E or )

2))-y théhf‘e?@w (8RR, o WhsEgbY: heyheferenyetoalkiytidself optionally can be

2- Cyano- 2-[ 3- et hyl - 4- oxo-5-[ | - phenyl am no-net h- (E/ 2) -y

| i deni@ferrupfedzy dngion naze fiiFrogen, oxygen and/or sulfur atoms, and/or
optionally can be interrupted by one or more —~(CO)- or —~SO;- groups in the
ring, and/or optionally one or more double bonds can be contained in the ring,

and whereby the C3-Cg-heterocycloalkyl ring itself in each case optionally can

be substituted in one or more places, in the same way or differently, with




Z))-ylidene] -acetam de,

2- Cyano- N-et hyl - 2-[ 3- et hyl - 4- oxo- 5-[ | - phenyl ar ni no- net

h- (E/ 2) -yl i denel - thiazol i di%8-(2-(E or

Z))-ylidene] -acetam de,

2- Cyanggaae - = t hoxy- phenyl ani no) - met h-
Cyangyao| Igj'lgélJﬁYb -%6{41]&& A%‘FEﬂF%&% 2, 1% 1- 5-a1?()oxy, C3_Cg-

7))y L denels NNl et byl aeet ami d
2- C}/gn%’?ci@%l’eqr%% &E&%‘%ﬁfhg%@q)m3ﬁ, nmet h- (E/ 2) -y

| gdenel égftgl;?i azolidin-(2-(E or
Z;{) - y| Sterasdpr hydwxy, fetGryalkdcer-Ematkexy 6r the[gRop -NR’R?,
-Cyano- 1 -dinet hyl carbanoyl -nmeth-(E or Z)-ylidene]
-BZ pt hstands forsco CHov-arglodri-CH, X hetetdzr)andy | | denenet hyl ]
-am no) -napht hal ene-2-carboxylic akid,
1] 2-fthndS\fanb- 6~ di et hyl car bar noyl - net h- (E or
Z)-ylidene]-3-ethyl-4-oxo thiazolidin-(5

as welt 4stthéi} ytedboisdBRERE re 2T 1 - i ¢ acid, 508
2- Cyano- 2-[ 3-et hyIa?ﬁé%d[ome?%ﬁ]@glpglfy-%@gsﬁfﬁ’am no) - met h- (

with t%s)@n;]ﬁﬂgﬁﬁféﬂh&%&@%ﬁ%?h@ﬁg I g{dﬁp&?@éﬁlnglre? general formula (I):
L1 - Oyanpnl - di |- met h
- E G AL ety B b D41 sty amino. meth. (V2 lidene]-thiazolidin-(2-(E

th& azolidin-(5-(E 2))-ylidenenethyl]-arninol -benzamn de
or Z))-yh ene]-acetylamino} -acetic acid methyl ester,
2- Cyano- 2- [ 3-et hyl - 5-[I - (4- hydr oxynet hyl - phenyl ami no) -
r?eClViaI‘(OE-Z)-eb}nbfl-éi-@nei_S—[4-pmeﬁylhimlilﬁ)lmbthdaBﬂZX-?ﬁc(eﬁePfhiazolidin-(2-(E or
Z))-ylidene]-N, N-di nethyl -acetam de. 2. Conpounds of
Z))-ylidgme B Napyrfdi-Bull@dethyl-ae@fidé,ng to claim 1, in which Q
stands for phenyl, naphthyl, quinolinyl,

v ol 5 oo byt oy VAR e AR UB R bigectte o-e o

ol eh,: and.for hydrogen, ,h hal ogen, hydroxy, am no

Z) yhcge?%ﬂf(?émg azom'ry?'@rq&gt‘ﬁgt-agl | or C1 -C6-al koxy that
1,S~0 tio&e;lg;; ubstituted in one or nore places, in
£reyalars b -0%9-Hfldrhbenylgming methH(E Dedidentlytbiazalidin-(2-(E or
. C3-C6- heterocycl oal kyl or with the group -NR 3Wor

2))-ylidepe} Npgd SJuokg-bowryhedvptattide, het er ocycl oal kyl itsel f
optionally can be interrupted by one or nore nitrogen,
8>Grge0-20i3ekthyl-4 ok d-6+ 1 phensammodheth-(BIE)LRHchd Mhf88liBE-(2-(E or
interrupted by one or nore -(CO- or -S02- groups In

Z))—ylidehe]-Ni(Bgnor@H@lirﬂn-pr}dpgl)adcbW or nore double bonds

can be contained’in the ring, and/or the ring itself

9@§aﬁ6‘-"2‘-['3yetﬁsaéh-9:?o-5-j?‘%fhé@%{xﬂ%g:&%ﬁﬁ%é{’yﬁiéggé] R SEES2-E or

I n"the sane y or

Z))-ylidene]-N-(2-morpholin-4-yl-ethyl)-acetamide,
2-Cyano-2-[3-ethyl-4-oxo-5-[1-phenylamino-meth-(E/Z)-ylidene]-thiazolidin-(2-(E or
Z))-ylidene]-N-[3-(2-oxo-pyrrolidin-1-yl)-propyl]-acetamide,
2-Cyano-N-cyclohexyl-2-[3-ethy1-4-oxo-5-[1-phenylamino-meth-(E/Z)-ylidene]-
thiazolidin-(2-(E or Z))-ylidene]-acetamide,
4-{2-Cyano-2-[3-ethyl-4-o0x0-5-[1 -phenylamino-meth-(E/Z)-ylidene]-thiazolidin-(2-(E

or Z))-ylidene]-acetylamino} -piperidine-1-carboxylic acid ethyl ester,



al kyl, C3-C6-cycloal kyl, C 1 -C6-hydroxyal kyl or with
the group -NR 3 R4, or for ~NR (CO-L, -NR3(CO-NR3-L,
-COR6, -CONW-M _NR3(CS) 4, _NR3 S02-M -S02- N\VR4
or - SO2(NR )-M L stands for Cl-C6-al kyl or
h2{CyRRGRYB-diiAl4-b:6-94p1 in3WRsth (BN S gl Qe Q.
509 rmréé[ pl aces, i%Pt?g&%dr%mﬁ/alﬁgé%#E@S'%SF%%{%QWOC]WQ‘Q'(E or
Z))-yligkn NIy 1 G- C6- al koxyal koxy,
) yl&?@ %9&%@%@”@&‘8&% th the group - NR3R4,
e eby ,the terocycloal kyl. itself optionally can
b P St T oot e svaineretlo ) o ottt 2-(E or
7 1.aul f]g\{ 4atorrvs, and/ or optionally can be interrupted by
))-yligene] dY-(4-msthoxy-benyyl)-enetangde- groups in the ring,
and/or optionally one or nore double bonds can be
cofyanand3thyl-Hoxoi hil-plenglaating-heth-(B8)-yi&dle|-thiazolidin-(2-(E or
optionally can be substituted in one or nore places,
Z))-yhdcmeﬂ-hb[%@mdmw-glengj)f&}%gﬁgge{%idw th Cl-C6- alkyl,
C3-C6-cycl oal kyl, C T -C6-hydToxyal kyl or with the
N-QUR1-2M5ar0-B43-Mytuaiidss.f 2 - al Kyl LilS o
opt i ]?)lnall\é?y sugstemya?gdggi thgf)]lée%/; \&:h -&%@-,yllfl?pe]-ttmézohdm-
2. e 0 I f.herently, with the group - NR3W or
( (Eo?%@yéﬁé?]eércg%rgp%al kyl, X stands for -NH or -NR5-,
sta for -C4- al kyl , C3-cycloal kyl, allyl or
?F%%"&P%&'?tﬁalrgﬂo-édﬂ rrbigaYlpmpinosmptht (B L Willene]- thivezobidin-(2-(E or
.hore places, in the same way or differently, wth
Z))'yh‘r‘?nglﬁéﬁjhde@Ysﬁt@ﬂhgceﬂmldb.,ydr ogen or for Cl-C6-alkyl,
Cl - C6- al koxy, Cl-C6-al kenyl, Cl-C6 al kinyl,
24 Y803 ashyligrbxo-631 @eﬁlﬁtuﬁrn@qnahqakisyﬁideﬁé]%ia%lich-(z-(E or

heteroaryl that is optionally substituted i'n one

Z))-ylidme]eNquageﬁ)xyiumt}tmgcme,v\ay or differently, wth
hal ogen, hydroxy,” cyano, Cl-C6-al kyl, Cl-C6-al koxy,

- Byiar A kyl < - C6-cycl o . . o
%13(;@? %@e%? c{%;a? @’I%ﬁe@@'@%‘f’ ﬂ%#‘ké}z,)'yé‘tdﬂle,] -thiagelidiy-(2-(E or
e R T
g eroSy | oal kyl itself optionally can be interrupted
';%Yaﬂ% dg'%h»ﬂé-%q-iwﬁb-@hqny emeihEA4L)-yliderda)thiazalithn-(2-(E or
and/or optionally can be interrupted by one or nore

Z))-ylidenap@petamide, S02- groups in the ring, and/or optionally
one or nore doubl e bonds can be contained inthe ring,

myanmwahyl-atybthyh%gwa{nyﬁhengamﬁﬁ,-.ﬁgg,@zﬁyﬁdetn@g;:I]{ or
S

the C3-C6- heterocycloal kyl ring in each case |
thiazolidif(2 YB ¥ @)_ﬁmngpa&%ﬁgé’t uted in one or

2-Cyano-2-[3-ethyl-5-[1 -(4-methoxy—phenylamino)-meth—(E/Z)-ylidene] -4-0xo0-
thiazolidin-(2-(E or Z))-ylidene]-N,N-dimethyl-acetamide,

2-Cyano-2-[3-ethyl-4-oxo-5-[1-phenylamino-meth-(E/Z)-ylidene]-thiazolidin-(Z-(E
or Z))-ylidene]-N,N-dimethyl-acetamide,

6-{[2-[1-Cyano-1-dimethylcarbamoyl-meth-(E or Z)-ylidene]-3-ethyl-4-oxo-
thiazolidin-(S-(E/Z))-ylidenemethyl]-amino}-naphthalene—2-carboxylic acid,

4-{[2-[1-Cyano-1-dimethylcarbamoyl-meth-(E or Z)-ylidene]-3-ethyl-4-oxo-

thiazolidin-(5-(E/Z))-ylidenemethyl]-amino}-benzoic acid,



nore places, in the sanme way or differently, with
cyano, hal ogen, hydroxy, ( glo C6- al kyl ,

d - C6- hydr oxyal kyl , or C SN koxy, C3-C6-CYrl oal kyl,
C3-C6- heterocycl oal kyl, aryl, benzyl or heteroaryl

R S R A T e
thlazo%mg-(g#g%g)i}@g%?‘ﬁ]éﬁgﬂ’ﬁétg%pﬁ@gﬁeet er ocycl oal kyi
. ich is i | ;
Al Catdr | Fireelh bR dmeBor 2 vbenc] Stethylbors.

hi f(haces b oxygen or sul fur and/or optionally can be
thiazofigip o (B byllidsnemethyliramine pberz@@ide, or - S02- groups i N
the ring, and/or optionally one or nore double bonds
citaﬁym-zxfbnﬂm-ﬁe{ai-(mydmymemgl-plmsuaﬁﬁné)tkﬁeﬂwi'«ﬂzj-yflﬁﬁhg-4-oxo-
or aces,

optionally can. be substituted in one nore p

thiazolidin{(2«E S2ZR- WanELN N-finsdimnlal it h cyano, hal ogen,
hydr oxy, g Kyl Rl ctamfde, kyl |

2. Smbyggey it A ST Km0

ter that i.s optionally substituted in one or
3 o SRt O BBl d Wi loy ” heiraicaralyl indesidsindazoly,
hal ogen, | -C6-al koxy or with the group -COR6, R 3
and Riga?ﬂﬁeﬂgﬁﬁl%ﬂl%fpdﬁdﬂne anot her, stand for
hydrd(()ge_n or for C1 -C6-alkyl, C1 -C6- alkoxy,
Aomdd - indensnilgntlymf oae whothérastands foo hydroped, Ihtlogeh Hytifdkly4nino
in one or nore places, in the sane way or
di f f eoenittoy, wi t h hal ogen, hydr OXY, C3-C6-
het er ocycl oal kyl, C I -C6-hydroxyal koxy or with the
groupor NR3R4, whereby the heterocycloal kyl itself
optionally can be interrupted by one or nore nitrogen,
oxyge d 0 far~atons, .and/ or. optiopally can be
i nter ?bur 8?‘2‘33 %%/&g&nreél‘é%'al%%’f%thg{]w{m&ﬁly-sg 1tutgd ypre grinore
t he ripg antill/or os/ti oni|ly one or nore double bonds
can bBUEEGHILTASHME Way 9B differentlyawith haloger faydioay, Cs-Co-
C3- C6- het erocycloal kyl ring itself in each case
opt i ohgrIogydedkfer sithsthe groupeNRIRS ne ~GOMR P M vateeshy the
in 511 the sane way or differently, with cyano,
hal ogheterocycl@gkylitsylf ppinally camelimetiprdd/by orfe dr more nitrogen,
- C6- al koxy, C3-C6-CYd oal kyl, or with the group

- NR3Rbx0ygen @idl/BRWIfi® toms, and/or optionally can be interrupted by one or

more —(CO)- or —SO,- groups in the ring, and/or optionally one or more double
bonds can be contained in the ring, and/or the ring itself optionally can be
substituted in one or more places, in the same way or differently, with C;-Cs-
alkyl, C5~Cs-cycloalkyl, C;-Cs-hydroxyalkyl or with the group -NR’R*,

or

for -NR*(CO)-L, -NR*(CO)-NR-L, -COR’, ~CO(NR®)-M, -NR*(CS)NR’R’,
-NR’S0,-M, -SO,-NR’R* or — SO,(NR?)-M,

L stands for C,-Ce-alkyl or heteroaryl that is optionally substituted in one or



R 3 and R4 together form a C3-C6-heterocycl oal kyl
ring, which is interruptedégg nitrogen at | east once
and optionally can be inte pted in one or nore
pl aces by oxygen or sul fur, and/or optionally can be

| Nt er 1 inotepladls, Mtfe YimdBhLor aifeldhity Qbish EXE HHOURSLET, ¢

the ring, and/or opti onalﬁfy one or-’nore

can be i REd~i he ri d/ or, the

het er 0%15%2*0&& C?'lﬁﬁ%]e ef°§é’&galk§]&rivﬂﬂ’aﬁ@ﬁ%hﬂgw, whereby the
substilt&it ed ilnlo)ﬁe or. npre places, in the: same way or

di f f er SRTPEYCIQAlEY] tteelf eptionally can bgintsarupjes kyzdrieydr more nitrogen,
d - C6- hydr oxyal kyl , Cl-C6- al koxyal kyl, cyano, hydroxy

or w tPxYeRR algyewlﬁwmomsmnd/mpﬁbmu&ahm ifierrzpte@ bl he or

Cl - C6- al kenyl, or Cl-C6-alkinyl that is optionally

subst i moteedCO)- emeSQyr grampeirpthaiag, arldorloPHosARFORYRY nfifre double
differently, w th hal ogen, hydroxy, cyano,

Cl - C6-tando¥ah bdeontdindadin tRAiky, |and/g3ﬂ1%§21f o\%i%r}aélgfan be

eterocycl oal kyl, or wth the group
the hey;8§R6i¢84P | £ ional | vy can.he )
i nterrupted 31/ gé}%yﬂo?b@?%e%?ﬁh@g%ﬁ{e "é}'ﬁglhg%fﬁ@}bwﬂth Ci-Ce-
sul fur 5 ~and/ or tionally can be |interrupted by
one or %Bp?wlpalgyf&ﬁ&yﬂmﬁyﬁ of Wittbthe group, -NR’R",
d/or opti or&talhéy one or nore double bonds can be
nt aiSHEEs fa1 G 'i‘lkﬁlgt,hat 13 apfianally ehstitited in one or more places, in
C3- C6- heterocycloal kyl ring itself in each case
opt i ores Jamecwpy orgdiffeightly, ivith thd groupoNR’Rf Of05-€ s HeRE&cloalkyl,
in the sane way or differently, wth cyano, hal ogen,
& - Costahttyfor -NWH- 66-NRék oxyal kyl , C - C6-. al koxy, C3-C6-
C){C| oal kyl, or with the group -NR 3 Wor -CO NRR4, R6
R andstah@d R IO ky1CCl-cv (”Eﬂéﬁ - %{ | koxy.,.or
the group - NRW = R? ’st%a%lc?d F%lrl’k&ﬂ IJr?P%\r tﬁgtrm optionally
- (CH2) hs I n.stands for 1 - 6, 512 as,
woi 1 EsSEKEL A3 or A0S Biobts” B Be sithe waor dieeansly with halogen,
kastere r enanti onmers and salts. 3. Conpounds of
gener 5?“‘?S$Frﬁydcf°¥?n %{cfegﬁsuﬁngﬂﬁyb (o Ga-#tkox36 (C1 L s-alkenythi G FCs-
Q stands for phenyl, naphthyl. or indolyl, A and B,
i ndep Hé’llwtqwgﬂﬁy -Gehsterocypeidalkyly aryl ol legedaryl that is
hal ogen, hydroxy, amno or nitro or for C|
- C3- aPpiyanaly sebstitut@binadne @x ynoréplacéss inohe s@n@Wway or differently,
substituted in one or nore places, in the sane way or

L Lo o 6 SR oy gonnin

3)_M nyﬁ%fc%lﬁalkpf C3-Co-heterocycloalkyl, C;-Cs-alkinyl, aryl, aryloxy,
heteroaryl or with the group —S-C;-Cg-alkyl, -COR’, -NR’R*, -NR*(CO)-L or
-NR’COOR’, whereby the heterocycloalkyl itself optionally can be interrupted
by one or more nitrogen, oxygen and/or sulfur atoms, and/or optionally can be
interrupted by one or more -(CO)- or —SO,- groups in the ring, and/or
optionally one or more double bonds can be contained in the ring,
and whereby aryl, heteroaryl, C;-Cs-cycloalkyl- and/or the Cs-Cs-

heterocycloalkyl ring in each case itself optionally can be substituted in one or

more places, in the same way or differently, with cyano, halogen, hydroxy, C;-



het er ocycl oal kyl itself optionally can be interrupted
by one or nore nitrogen, gen and/ or sul fur atons,
and/or optionally can be |§t§rrupted by one or nore
-(CO- or -S02- groups in the ring, and/or optionally

one or nt a

ring, Cngp%rqfolﬁﬂ ng O?Q:dttféiagﬁ%yl’,@ (g“nc é°a S, C-Ce-
substijuted i e | aces, t he same way

di f f e#‘eg(n °F¥°1°‘rkﬁ1 aré‘,{ b afW?mm&%the%lse?@%adlwbstlt@ed in one
- C6- hy droxlyal kyl or vvrth the group -NR3R4, or for

- NR3( CP%mPre plages,inghe sapas way or- chifﬂently, @afNRG)zeN)
_NR3(CS)NR3R4, -NR3S02-M -S02_NR3R4 or - SO02(NR3)_M
L stan¥s for Cl-C6-alkyl or heteroaryl that is
optionally substituted in one or nore places, in the
same Wy thergraig IR lNR3é6 6 NGB (hysRdRyal koxy,

Cl - C6- al koxyal koxy, C3- et er ocycl oal kyl "or with

the grgup -NR 3 R4, whereby the heterocycl oal kyl

itself optionally can be interrupted by one or nore

1 0 sulf nd/.or
%trngﬂﬁﬁr%,et@%‘fg%@a- e PoESEUP Y oiie: wfichipinierniptsg at leas
or -S02- aro he. rrﬂ and/ or optionally one or
nore dBYBPE™ and aptiqnally sen be Wisarupted;inene opgrore places by

and/ or the rln? |tself optionally can be 513
subst i ¥¥YgeHor iy andder ontiosally candw, inferrupted byame onmpre+(CO)- or
differently, with C-C6- alkyl, C3-C6-cycloalkyl, CI

- 06- hy-§iQax gaiuky in the ring) dndt’d’r@pgbﬁul@ onbligr gadrd doB1& bé&&ﬂ%an be
for C1 -C6-alkyl that is optionally substituted in

one: ofcofirdith 8&Ang hﬁu/mh!herfn HRelBytidtall :
with the group -NR 3Wor C3- %6 %et%rogy Icoaﬁig'{bfs Xlgedmone

ey B i F S0 s o
b

di ?2:%“&5 A et é’pﬁéﬁﬂ@h&y& §rhga m@%@ or with

for gl koxy - C6- al kenyl , -

al ki mﬂile grekp &k&&raﬁ% b andzietmh ped er mtsr@mryémayrs optionally

aryl or heteroaryl. that is optionally substituted in

one orubgiteted inaeresr more phees amthe\same say i ifésrenmtyl, with halo gen,
wi t h hal ogen, hydroxy, cyano, Cl-C6-alkyl,

Ol - Q &;MyxalkoxyGhrdith theqreupyal GRS,  C3- C6- cycl oal kyl ,

C3- C6- het erocycl oal kyl, d -C6-al ki nyl, aryl, aryl oxy,

hﬁ?z{lﬂR 1}8 rlﬁcﬂerggﬁdéﬂtl?fbfbfi@aﬁf_tﬁi‘lqpséic% !aydrggénaé#%} €Tk C1-Co
alkoxy, ~CO-C;-Cg-alkyl or aryl that is optionally substituted in one or more
places, in the same way or differently, with halogen, hydroxy, C;~Cg-
heterocycloalkyl, C;-Cs-hydroxyalkoxy or with the group -NR’R?, whereby the
heterocycloalkyl itself optionally can be interrupted by one or more nitrogen,
oxygen and/or sulfur atoms, and/or optionally can be interrupted by one or
more —(CO)- or —SO;- groups in the ring, and/or optionally one or more double

bonds can be contained in the ring, and whereby the C;-Cg-heterocycloalkyl

ring itself in each case optionally can be substituted in one or more places, in



wher eby the heterocycl oal kyl itself optionally can be
interrupted by one or nore nitrogen, oxygen and/or

sul fur atons and/or optionéﬂﬂy can be interrupted by
one or nore -(CO- or -S02- groups in the ring, and/or

opt i oN@elsYm@RE ; }}p abl e bo can, b t ai ned
Rt ho i me Gy B g RERL B Sait BB e g Consi €15
C3- C6- |~ and/or the, C3-C6- heterocycloal kyl
ring i ‘glé’gﬁl’ s‘sel'ei‘g{é‘ﬂ‘y’égr%ﬁ-‘éﬂlﬁkbéawmthe group
substi d in_aone or, nore places, in the same way or
differéﬁﬁ/f’r\ﬁpm“no, hal ogen, hydroxy, g -

C6- al kyl, Cl-C6-hydroxyal kyl, or Cl-C6-al koxy,

C3- C6-@vcl oal kyl, C3-C6- heterocycl oal kyl, aryl,

_be3nzy| Or heteroaryl. that is optionally substituted

| R adR” togethon fermph @6 &Cy-hdtétotytfoaBaIBinAWhieh is interruRﬁdg\xl

differently, with halog: en, or for the group
- NW CQitrbgentt 1eabMéfeehiRd5¥o i RSt oget her
forma G Cb- hater ocycl o@?&nfﬁ}r%%g‘%mmﬂeﬁ 1g one o7 more places
interr t nce.by. .nitrogen and optionally
can be f i ni,i g?r?%rp%ugtgiiaﬁd%ﬁ 8‘.)%?%% :n g?’é’éeé?pﬁifl byRarE Qe
sul fur_ / or S(zgti onal ly can be interrupted by o ne or
nor e (( - Y gpgrougs B{/ﬁBE ring, andeor optignallymae or more double
optiogelly one or nore double bonds can be contained
in t h@oPdhean berrentsinedrin the ning, andlet the hpteravyeloblkybau felf
substituted in one or nore places, in the sane way or
di f f eropronatly canbh selystinted cdne@e Morf PREEX h the same way or
Cl - C6- al kyl, C3-C6-cycl oal kyl, d -C6-hydroxyal kyl ,
a - ( ~ deffebdb)s wathkoLCRAIKYE, Th-CLARIA ~AR % .
_COR 6 , and/or can be ?ugs?fi%ﬁ&t%ed W’lt[%l g? {/l?drg’r(ya%yl’ Ci-Co-
het er gio¥yalk{1N&anb ShvaPdy - ti{mied in one or
more pl acgas,ilfﬁ}a{lh’e,ﬁg%@%b}ytg?%%ﬁlpfgﬁe ly, with

| og €6- 0 or. with the group: 6 -COR R
%a andg‘{%&‘dsf}rﬁ’g&s??a@ﬁ@ ‘);x(&ﬁ‘agﬁ%yla%‘?ﬁ@ﬁ-,aﬁ%n%mﬁtstcrptlonally
hydr ogen .?r ({.or d - C6-al kyl, Cl-C6- al koxy, -COC |
- C6- a?‘%ﬁfl Ued 1Dyqpe of [iare placesyin tha sams way be diffeenly, with halogen,
one or nore places, in the same way or differently,

with hﬂif@@é ieyamny @n €seyalkaxy; Co-Colrgtloaligly Cs-dqtteydrocyeldalkyl, or
- C6- hydr oxyal koxy or with the group. -NAR~, whereby

the wehéhogpop eRRBA, wihietebl thettiztdrodyaldalkyt a8elPSptionally can be
interrupted by one or nore nitrogen, oxygen and/or

2 ﬁ Ief g{nt@f@m by S mAR hitRipah, okyg & arktFor SAHGF Lok GHaRY
optionally can be interrupted by one or more —(CO)- or —SO,- groups in the
ring, and/or optionally one or more double bonds can be contained in the ring,
and whereby the C;-Ce-heterocycloalkyl ring itself in each case optionally can
be substituted in one or more places, in the same way or differently, with
cyano, halogen, C;-Cs-alkyl, C;-Cs-hydroxyalkyl, C;-Ce-alkoxy, C3—Cs-
cycloalkyl, or with the group -NR*R* or —CO-NR? R*,

R® stands for hydroxy, C;-Cg-alkyl, C;-Cs-alkoxy or the group -NR’R*,

R’ stands for ~(CH,),-aryl or ~(CH,),-heteroaryl and

n stands for 1 - 6,



nore -(CO - or -S02- groups in the ring, and/or
optionally one or nore double bonds can be contai ned
in the ring, and whereby tﬁ%2C3-CB-heterocycloalkyI
ring itself in each case optionally can be substituted

1 Bs @BR I C i he. sanme _way or ..
as wel s OB sovp {59 ﬁdﬁ%‘%é %ﬁstgﬁ‘stog‘é%?m&lnﬁt% enanftipuaers gd sgifs.

hyd | . Cl - C6: al koxy, : C6-cycl oal kyl, or with
e OBl gt eimersf i3 Yicegsiing to claimg onds prdiha
tﬁget her (%gym a C3-C6-heterocycl oal kyl ring, which is.
i Bt er r Hipdsdonphanyl gaphthy or indolylpy ni trogen, and
ggti onally can be interrupted in one or nore places by
ygé B, sndependenily ofeont/ anothepisiand £bi hydesgenialogune hyd#ok e dmino
by one or nore -(CO- or -S02- groups in the ring,
and/ ororaptro onal | y one or nore. doubl e bonds can be
contained in the ring, and/or the heterocycl oal kyl
ring idgrself optionally can be substituted in one or
nore places, in the same way or differently, with

Cl - C6- i &Y« | kvl . Cl-C6-hydroxyal kyl,

& - o3 [0 AR P CSRIR itis SaoBilyg e s gprmors
-NR3R4, * 5 %tlands for .-OG-&I kyl, Cl-C6-al kenyl, or

ol - o6 PP Yt e way %ﬁlffsrﬁa Y yVithshalegen: hidsexy, £ 6ie

or nore places, in the sane way or differently, with

hal og éW?em(}Yﬂﬁag‘ﬂ/?r vithths, graap QngﬁmxyCO(NR3)-M, whereby the
C3- C6- CYd oal kyl , C3-C6-hoterocycl oal kyl, or wth the

gr oup hetdraRdloalkiybiteitfjortionalhedanreditetamel By oht 8€mbre nitrogen,

optionally can be interrupted by one or nore

ni t r og&pgenHAUR BuENHiS%hs, b ol 6%6&{05%2 cathd {n%rrupeeéd}x ong or

optionally can be interrupted or nore--

- S02- uRsol-n L Re).. & . : ional |l y one or

nor e éllg{lfgl Ee@(t)))o%ésggénérg 0182?%41?1%88 &tﬁr ?ﬂtéoqaﬁxape oLmgre double
wher e - 6- het.ergcycl oal kyl ring.itself in each
case 2 é?és{)]c%gﬁéf %tgﬁled Blé&?lﬂi@t F]%@retae F‘Hg btﬁeé? BptigagHy can be

pl acesbi.n t%gl sane way or differently, with cyano,

hal og&HPstiBjtedi ooy morgplages, e saypamiay or differently, with C;-C-
d - C6- al koxy, C3-C6- eycloal kyl, or with the group -NR

3 R4 8L G- Rrewledkylr C5Cshydrasyalkyl onywdthcty grop-NR'R®,
-C6-alkyl, C1 -C6-al koxy or the group -NR 3 R4, R7
standerfor -(CH2),,-aryl or -(CH2),,-heteroaryl and n
stands for 1 - 6,

for -NR*(CO)-L, -NR*(CO)-NR’-L, -COR®, -CONR?)-M, -NR*(CS)NR’R*,
-NR’S0,-M, -SO,-NR’R* or — SO,(NR%)-M,

L stands for C;-Cs-alkyl or heteroaryl that is optionally substituted in one or
more places, in the same way or differently, with C1-Cs-hydroxyalkoxy, C;-Cs-
alkoxyalkoxy, C;-Cg-heterocycloalkyl or with the group -NR’R*, whereby the
heterocycloalkyl itself optionally can be interrupted by one or more nitrogen,
oxygen and/or sulfur atoms, and/or optionally can be interrupted by one or
more —(CO)- or -SO,- groups in the ring, and/or optionally one or more double

bonds can be contained in the ring, and/or the ring itself optionally can be



as well as their solvates, hydrates, stereoisoners,

di astereoners, enantioners and salts. 4. Conpounds of
general formula 1, accordi ”d3to one of the

abovl e-nentioned clains, in which Q stands for

i TG A R R —————
[‘2'3"2?@1« DG i B g hdreryale apvithiie ggup NRR'

stltutedln one or nore places, in the sane way or

f er%‘?‘ﬁqs)for Gi-Cerafiyt thet iswiptighallysupsiititai iy bne or more places, in
pi perazinyl. or with the group -N(Cl -C6-al kyl) 2,

wher ebifie pame vlay o differently] with it gryhp NRIN‘RR @ZCMéterocycloalkyl
itself optionally can be substituted in one or

pX acesstarids forarsasreNgly, or differently, with
C-06-al kyl or O -0C6-hydroxyal kyl, or for -CONH)-M

SIS(ZX( W’S ﬁr (F_lb?{ Siﬁ?gr bﬁ y@f@ﬁ?@ é@rl grpwpg&,%/ B!;;? i—sglmtigrrlaliy

t hat | substituted . in one or nore | aces,
0t heﬁgﬁﬁ%ﬂeg\a 'ﬁ?tn]xé/ or merte é’llaé:ﬁf »[ig the, samg wayjor d1fferent§J , with halogen,

- -hy k - al koxyal koxy,
yr rol® ? %}1 hyat%é? 8‘2%‘\5@ -Goralkyls Gi- Ch-@H@KE,L@] -ENgIReryl, Cy-Co-
- C6- al kyI )2 wher eby the pyrrolidinyl or piperazinyl

i t sel Rlkiptli Gn&kicycloalkylb6s Cleimterdaytiodikyh) aryd OE heteroaB! hat is
pl aces, in the same way or differently, with CI

- C6- alopybnalllyl sabstitated i106ne@drrhéie pldeyd, lﬁ ﬁfétsafn§ vpa%dr%mérgl%ly,

substituted in one or nore places,

di 11 eneHaogeh Ryard 32 g 810, R fl! %ﬁ-é‘ﬁ\}%bkﬁ&o M Corhydrxyalkyl,

pyrrolidinyl, X stan for -
for C stituted in
one ordj CG CI%Iah%,iés 3 hétgrﬁgypioa@@'?’vééyc &H?y[l’faé)’ leAyloxy,
vvlth R2 andsf drogen or for

HQ‘F{; o1 @ﬁ%grl?@ﬂyg Cick -l Viar GORVI- NR(}E ,GBIR*(CO)-L or
cycl o%ﬁﬁo yrrol i di nyl, piperidinyl, phenyl,

tetrar » i ndol yl that IS optionally substituted
in one or nore places, in the same way or differently,

wi t h Whershethe H&Momto,allqj/ﬁm)f opfion§ify @&nkiédl interrupted by one or
Cl - C6- al koxy, O -C6-hydroxyal kyl, C3-C6-cycl oal kyl,

t et r amper witrogan wkygen)and ok bﬂftﬁ)ﬁkom@éﬂ%r%ﬁhﬂﬂélly can be interrupted
nmor phol i nyl, 517

by one or more —(CO)- or —-SO,- groups in the ring, and/or optionally one or
more double bonds can be contained in the ring,

and whereby aryl, heteroaryl, Cs3-Ce-cycloalkyl- and/or the C3-Ce-
heterocycloalkyl ring in each case itself optionally can be substituted in one or
more places, in the same way or differently, with cyano, halogen, hydroxy, C;-
Ce-alkyl, C1-Ce-hydroxyalkyl, or C,-Ce-alkoxy, C3—Cs-cycloalkyl, C3-Cg-
heterocycloalkyl, aryl, benzyl or heteroaryl that is optionally substituted in one
or more places, in the same way or differently, with halogen,

or

for the group -NR’R*, -NR*(CO)-L, or -NR*(CS)NR’R®,



phenyl, phenoxy, biphenyl, naphthyl, thienyl, furanyl,
tetrazolyl, pyridyl or wth, the group -S d -C6-al kyl,
_CONH2, -COO-d -C6-al kyl, -N(d-C6-alkyl)2, -NC1

- C6- al kyl ) phenyl, or -NH(CO -L, whereby phenyl,
furanyps C3-C6-cycloal kyl, piperidinyl or piperazinyl
in each case itself optionally can be substituted in

e R TBE Epd B8 s LyrhllErod TR ingy tsh i i a eas

hydr ox hen or norpholinyl, and the C |
- C6- al %@ﬁ “grm‘é}/genéeﬁ ﬁ%@@,ﬂyw@%bp fnte@mt%mame;orme blaces by
substituted in one or nore places, in the.same way or
di f f er @¥eey or swlfus and/ooeptionally carf by intemeiptrddiypned Groke —(CO)-
-C6-al kyl )2, -NH(CO-L, or -NCH3(CS)NHCH3, or R2 and

R 5 t ogretS{r gfompsnimthie Irlngl and/or oprieidli diglor n{H?é BB\QAI& B¥hds can be
pyrrolidinyl, piperidinyl or piperazinyl, whereby

aziri dctdihydmedailehé Hhg)ahd/oFHeR Y 1ts@I>f|o t191¥arll§‘?:|ah L @ﬁﬁgsbltuted in one

pi peridinyl or piperazinyl itself o tlon

subst i 21R", I he sanpe, wa
di ff er(gg{lﬁg/ ,plh\{/évlef Eﬁ ﬁ&rcf r OX v@ayéj? d%&am?) Wl&l(fly 2B Raloged, hydroxy,

hydr oxya, I alkxak or tht

y x@f bﬁﬂkéfl % %c%ﬁlwlfq %’r’b o¥ya] yl(ﬁl-gp-@aqoxyalkyl or with
and/or can beNi{sﬁ stituted w th phenyl, benzyl or

pyri dyhe SRt ot T SARI» Iaf}d/%%’tbetﬁybﬁﬁuﬁeﬁ Voﬁlearml'onmmoaryl
places, in the: sane way or differently, w th hal ogen

or Cl- hﬁ-l&pkwllyamtlﬂﬁefkma)MS)rhmre flac&sGirathk ¥hme vay or
Cl - C6-al kenyl that is optionally.substituted in one or

nor e lifferestly,iwith ldogeaN€, -Walkeky di itk Elorp Wi t h
Cl - C6- al koxy, as well as their solvates, hydrat es,

st er ecicxymErs, di astereoners, enantiotners and salts.
5. Corrpounds of general for mJI a (1), according to the

g pre‘HH | | t ands 351

e R RbeRAS s R pudiher, YRR REREBER: dtré’ﬁ[cll SR, C1-Ce

one an her t dro en, hal oge dr oxy

am no & Cgé 08 g?-alﬁyloq agyl|tha t@o%q@ﬁy sHb s uted i 1n one or more

- C3-al koxy that is optionally substituted in one or

nor e Dhced a1 the sgmeryeayseifferentlye withi HatogenityidyoxywCs-+Cs-

pyrrolidinyl, piperidinyl,
heterocycloalkyl, Cl-Cs-hydroxyalkoxy or with the group -NR’R*, whereby the
heterocycloalkyl itself optionally can be interrupted by one or more nitrogen,
oxygen and/or sulfur atoms, and/or optionally can be interrupted by one or
more —(CO)- or —SO;- groups in the ring, and/or optionally one or more double
bonds can be contained in the ring, and whereby the C;-Ce-heterocycloalkyl
ring itself in each case optionally can be substituted in one or more places, in
the same way or differently, with cyano, halogen, C;-Cg-alkyl, C;-C-
hydroxyalkyl, C;-Cs-alkoxy, C3—Cg-cycloalkyl, or with the group
-NR’R* or -CO-NR’R?,
or

R’ and R* together form a C3—Ce-heterocycloalkyl ring, which is interrupted at least



pi perazinyl or wth the group -N(CH3)2 or

- CO(NH) - (CH2) 2- N( CH3) 2, vvhereby pyrrolidinyl,

pi peridinyl or piperazinyl Slfself optionally can be
substituted in one or nore pI aces, in the sanme way or

"oy YA, End ot et ipopespapor laes by

CH2
2N 3@@% o wl%&%%’op%@a {8 be ptpmupted by oné o more ~(CO)-
- NH( CO CH3) 3, - NH(CO) - (CH2) - O( CH2) 2- OCH3,
- NH( BOUPAIrCbRISINg, arg/aq optienally dhieldr Mkt ddlible bbnd3 can be
N";;z NNHIS O No NNHHD519 or -S02-NH (CH2)
2- N( CH@npained inS2ring, CH3) - (CH2) 2-N(CH3)2, 5 x stands
for -NH or -NR R stands for Cl-C3-alkyl that is
opt i onaid/or theReérot bl Gfliky1 'Fmgnﬁd?B ﬁ@{aﬁy@ég&e?_l dis?,lt?dgi?l%ne or

same way or differently, wth ﬁ; ogenéfl b
hydr 0gg8reHlade®rin @ & d¥drdi /C3- —Cy-
Cly o lc(alcﬁrl]a;/ ’ in the (%w A&Vclr i éretgﬁr, "&/1 Y s-alkyl, C3—Cs

cycloalkyl, C1-Cs-hydroxyalkyl, Ci-Ce-alkoxyalkyl, cyano, hydroxy or with
the group -NR’R*,
R’ stands for C;-Cg-alkyl, C;-Cs-alkenyl, or Ci-Cs-alkinyl that is optionally
substituted in one or more places, in the same way or differently, with halogen,
hydroxy, cyano, C;-Cs-alkoxy, C3-Ce-cycloalkyl, Cs-Cg-heterocycloalkyl, or
with the group -NR’R*, whereby the heterocycloalkyl itself optionally can be
interrupted by one or more nitrogen, oxygen and/or sulfur atoms, and/or
optionally can be interrupted by one or more—CO)- or —SO,- groups in the
ring, and/or optionally one or more double bonds can be contained in the ring,
and whereby the C3-Cy-heterocycloalkyl ring itself in each case optionally can
be substituted in one or more places, in the same way or differently, with
cyano, halogen, C,-Ce-alkyl, C;-Cs-hydroxyalkyl, C;-Cg-alkoxy, C3—Cs-
eycloalkyl, or with the group -NR’R* or —CO-NR’RY,
R® stands for hydroxy, C,-Cs-alkyl, C;-Cs-alkoxy or the gro'up -NR3R4,
R’ stands for (CH;),-aryl or -(CH,),-heteroaryl and
n stands for 1 - 6,
as well as their solvates, hydrates, stereoisomers, diastereomers, enantiomers and salts.
4. Compounds of general formula I, according to one of the above-mentioned claims,
in which

Q stands for phenyl, naphthyl or indolyl,



cycl oal kyl, piperidinyl, phenyl, pyrrolidinyl, indolyl
or tetralinyl that is optionally substituted in one
or nore places, in the sanélﬁay or differently, wth
hal ogen, hydroxy, cyano, d -C6-alkyl,

Ch-4a8 myme?éﬂ&hhy bf IR st &é fo%%c%%{éel?? %}Fgel:n’, hydroxy, amino

tetrahydro ur any pyrrolidiny

rmrpho+ %{_ phenyl phenoxy, bi phenyl, naphthyl,

t hi eny aranyl, tetrazol yl or pyridyl or wth the
group - S—CH3 COOCH3 - COOC2H5, - CO NH2, - OCF3,

-N(CH3Y- phenyl, -N(Cl-C4-alkyl)2, or -NH(CO -CH3,

wher eby phenyl, furanyl, C3-C6- cycl oal kyl,

pi peri®r ﬁfyicscﬁikxl|0p€hiﬁsrai}ydxyahatlmamidnmly @ut%ﬁﬁﬂe@ﬁh&ﬁle or more
itself can be substituted in one or nore places, in

t he saptecesgiy the satid way enditfesentty thflﬁﬁﬁtdm;h Gfdinyl
hydroxy, Cl-C3-al kyl, d -C3- hydroxya I kyl, rréjﬁ ¥

HRIE gj%lpé}ﬁilwl di’hzﬁfhyﬂhe }-&Bwtlhﬁf%&ﬂ%hé%q%mﬂ
Pg: |m dgdne rﬁjfi ﬁ;@ qz r%gelf é/migggﬁ%%%ugstggtea ?%Srtlehg]&pore
* * *NII( * N Hal
NI C~ Od)(?ac'qs ml\ﬁ)q_fa@jq way qqﬁlﬁrggtly, wigh @1-C6-alkyl or(Cl-Cﬁ-hydroxyalkyl

or
for -CO(NH)-M, ~CO(NCH3)-M, -NH(CO)-L, -NH(CO)-NH-L,- SO,(NH)-M
or — SO,(NCH3)-M,

L stands for C,-Ce-alkyl or pyridyl that is optionally substituted in one or more
places, in the same way or differently, with C1-Cg-hydroxyalkoxy, C;-Cs-
alkoxyalkoxy, pyrrolidinyl, piperazinyl or with the group -N(C;-Ce-alkyl),,
whereby the pyrrolidinyl or piperazinyl itself optionally can be substituted in
one or more places, in the same way or differently, with Ci-Cs-alkyl,

M stands for C;-Cg-alkyl that is optionally substituted in one or more places, in
the same way or differently, with the group -N(C;-Cs-alkyl), or pyrrolidinyl,

X stands for -NH- or -NR’ -

R' stands for C;-Cy-alkyl that is optionally substituted in one or more places, in
the same way or differently, with halogen,

R? stands for hydrogen or for C;-Cs-alkyl, C1-Cs-alkenyl, C;-Cg-alkinyl, C3-Cs-
cycloalkyl, pyrrolidinyl, piperidinyl, phenyl, tetralinyl or indolyl that is
optionally substituted in one or more places, in the same way or differently,
with halogen, hydroxy, cyano, C;-Ce-alkyl, C;-Cs-alkoxy, C1-Cs-hydroxyalkyl,

C3-Ce-cycloalkyl, tetrahydrofuranyl, pyrrolidinyl, piperazinyl, morpholinyl,



I -Ow _3~0 *-NNT NH *-NNHNmMm Hal N NH N NH

/| 4. NO oder NO [or] g R5 stands for
Cl - C3-al kyl or CI-C3-aIken3ﬁ that is optionally
substituted in one or 521 nore places, in the sane

ool ke BB b B
Generof FSRAPLFTREUCED, 2O oo G SRR RE. ELany,
;;?2' " o'z;N}@I‘ Fé&l@ﬁ)gah'gﬁ'ylfﬂ'cf@ﬂgﬁ@ﬁargs o; ogngr glno? Ler ,

ﬁ an? o‘ff'ﬁ)%el?}yp : o%: pﬁﬁ?&ﬁl}éﬁ&'ﬁycgégiéi(gﬂpmggh;ﬂ?ﬁr p'(i)pr?e_r:zlirtl;l (i)n each
optionally substituted in one or nore places, in the
same \ia§e Beelitpptionalincanybe substhuted iPee or e pPatEs, ifrfieGime way
or differently, with C;-Cg-alkyl, Ci-Ce-alkoxy, cyano, halogen, hydroxy,
phenyl, benzyl, or morpholinyl, and the C1-Ce-alkyl or C;-Cs-alkoxy itself
optionally can be substituted in one or more places, in the same way or
differently, with halogen,
or
for the group —~N(C;-C;-alkyl),, -NH(CO)-L, or -NCH;3(CS)NHCHj,
or
R*andR® together form aziridinyl, azetidinyl, morpholinyl, pyrrolidinyl, piperidinyl or
piperazinyl, whereby aziridinyl, azetidinyl, morpholinyl, pyrrolidinyl,
piperidinyl or piperaziny] itself optionally can be substituted in one or more
places, in the same way or differently, with hydroxy, C;-Cs-alkyl, C;-Cs-
hydroxyalkyl, C,-Ce-alkoxyalkyl or with the group —CONH3, —-CO-C;-Cg-alkyl
or —-COO-C-Cs-alkyl, and/or can be substituted with phenyl, benzyl or pyridyl
that is optionally substituted in one or more places, in the same way or
differently, with halogen or C;-Ce-alkoxy, and
R’ stands for C;-Cg-alkyl or C1-Cs-alkenyl that is optionally substituted in one or
more places, in the same way or differently, with C:-Ce-alkoxy,
as well as their solvates, hydrates, stereoisomers, diastereomers, enantiomers and salts.
5. Compounds of general formula (I), according to the above-mentioned claims, in

which

Q stands for phenyl, naphthyl or indolyl,



het erocycl oal kyl or with the group -NR3R 4 or -CQO(NR
3) M whereby the heterocycloal kyl itself optionally
can be interrupted by one od8nor e nitrogen, oxygen
and/or sulfur atons, and/or optionally can be

'tﬁtﬁ?fﬂ‘ng“ aiteal0 Bt B kBl bt aschoioen Basy, amino

can €H%alned inthe ring, and/or the ring itself
optlonéi y ctan be substituted in one or nore places,
in the sane way or differently, with CI -C6- alkyl,
C3- 06-®ycl oal kyl, C 1 -C6-hydroxyal kyl or with the
group -NR3R4, or for NR3(CO-L, NR3(CO-NRL

~CORB, for Cq@gm;kylm ClKIR-ﬂkdiS)thRBRéptlonaI‘lBsﬁﬁ@tméd 1n one or more
~So, NR3RI or - S02(NR3) _M L stands for Cl -C6-alkyl

or hetslacayiylthé faie way 6M1ff@fé§ﬂ& Wiy d Hdit eﬁ g) ?%h(ﬁ% or

522 nore places, in the sane way or diff
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A G o,
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sul fur gﬂﬁ a4 and/ or o tlonall¥ can be interrupted by

one or® ped In png or rgpre s igthesame;wayraylifferently, with C-Cs-
and/ or optionally one or nore double bonds can be

cont aidied of f1haydraxyalkylad/ or the ring itself

optionally can be substituted in one or nore pl aces,

in thersane way or differently, with CI-C6 3p 4,

al kyl, C3-C6-Cyd oal kyl, C 1 -C6-hydroxyal kyl or with

the  grfonhe ghiip.-08-NER(TUHS,) L N(CHL ), (6 :zgc é’tﬁf‘:ﬁm& £0-

optionally substltuted in one Or nore

the sape ca I? ently, with the group -NR , or
C37C6- hefg?gcygloaca3p Rl stands for C1 -C4- aIkyI,
C3-cycloal kyl, allyl or propargyl that is optionally
substituted in one or nore plipces, in the sane way or

dlfferggﬁﬁy and allyl or
pr opar* R4 |nd en Mﬁf$§V1ﬁk\ ot her,
drogen f

stand for or Cl- aIkyI g -alkoxy,
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het er ocycl oal kyl itself optionally can be interrupted
by one or nore nitrogen, gen and/ or sul fur atons,
and/ or optionally can be |§t§rrupted by one or nore
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(JE' or Z)-Cyano-[3-ethyl-5 -(E/Z)~( {4-[2-(2-methoxy-ethoxy)—acetylamino]—
phenylamino}-methylene)-4-oxo-thiazolidin-z-ylidene]-acetic acid ethyl ester,

(Eor Z)-Cyano-(3-ethyl-5 -(E/Z)-{ [4-(2-methoxy—acetylamino)-phenylamino]-
methylene) -4-oxo-thiazolidin-2—ylidene)-acetic acid ethyl ester,

(E or Z)-Cyano-(3 -ethyl-4-oxo-5-(E/Z)- { [4-(2-piperidin-l-yl-ethanesulfonylamino)—
phenylamino]-methylene} -thiazolidin—2-y1idene)—acetic acid ethyl ester,

(E or Z)-Cyano-[ 3-ethyl-5 -(E/Z)-( {4-[2-(4-methy1—piperazin- 1-yD)-
ethane'sulfonylamino]-phenylamino} -methylene)-4-oxo-thiazo1idin-2-ylidene]-acetic acid
ethyl ester,

(E or Z)-Cyano- {3-ethyl-5-(E/Z)-[(4-methanesulfonylamino-phenylamino)—

methylene]-4-oxo-thiazolidin-2-ylidene} -acetic acid ethy] ester,
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(E or Z)-Cyano- {3-ethy1-5-(E/Z)-[(2-ﬂuoro-4-hydroxy-phenylamino)-methylene]-4-

oxo-thiazolidin-2-ylidene}-acetic acid ethyl ester,

(E or Z)-{5 -(E/Z)-[(3-Chloro-4-hydroxy-phenylamino)-methylene]-3-ethyl-4-oxo-
thiazolidin-2-ylidene} -Cyano-acetic acid ethyl ester,

(E or Z)-Cyano-{3 -ethyl-5 -(E/Z)-[(4-hydroxy-3-nitro-phenylamino)-methylene] -4-
oxo-thiazolidin-2-y1idene} -acetic acid ethy] ester,

(E or Z)-Cyano- {5-(E/Z)-[(3,5-dichloro-4-hydroxy-pheny1amino)-methylene]-3-ethyl-
4-oxo-thiazolidin—2-y1idene}-acetic acid ethyl ester,

(E or Z)-Cyano- {3-ethyl-5-(E/Z)-[(4-hydroxy—3,5-dimethyl—phenylamino)-methylene]-
4-oxo-thiazolidin-2-ylidene}-acetic acid ethyl ester,

(E or Z)-Cyano- {5-(E/Z)-[(3-diethylaminomethyl-4-hydroxy-phenylamino)-
methylene]-3-ethyl—4-oxo-thiazolidin-2-ylidene}-acetic acid ethyl ester,

(E or Z)-Cyano-{ 3-ethyl-5-(E/Z)-[ (4-hydroxy-3-methyl-phenylamino)—methylene] -4-
oxo-thiazolidin-2-ylidene} -acetic acid ethyl ester,

(E or Z)-Cyano-{5 -(E/Z)-[(3,5 -dibromo-4-hydroxy-pheny1amino)-methylene]-3-ethyl-
4-oxo-thiazolidin-2-ylidene} -acetic acid ethy] ester,

5-{[2-((E or Z)-Cyano-ethoxycarbonyl-methylene)-3-ethyl-4-oxo-thiazolidin—S-(E/Z)—

ylidenemethyl]-amino}-2-hydroxy-benzoic acid methyl ester,
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(B or Z)Egans- {3-hmybMEKZ;f[@'zae@l-@ﬁeﬁ?{aﬁﬁgnggﬁé&ﬁ%@?llﬁ-ew

according to clainms 1 to 5]

thiazolidimgbyﬁd;aneageg[d:gcﬂgethﬂ &legi m 15 or 16, as inhibitors of
the p.olo-like kinases.”” 19. Use according to claim
Pl k4.

(E%cgrj Z)VL‘ES(]%%ZP- {(2 Eﬁ%gl%%g%ﬁﬁai@ﬁgﬁ;’lg%h@g%ﬁﬁﬁfﬁfﬁaylA-oxo-
thiazolidigﬁgﬁé%ﬁa@ggca{ig&# gt{h?lkﬁ%tefr,lor Eeﬂte eE glr m ng eﬁt eral and
(Eoorr %)—(%%1%-%-Setﬂ{y?-tSI-(%?Z)-[( l-methyl-1H-benzoimidazol-2-ylamino)-

methylene]-4-oxo-thiazolidin—2-yh'dene} -acetic acid ethyl ester,
Cyano-[3-ethyl-4-0x0-5 -[1-[4-(3-pyrrolidin-1 -yl-propionylamino)-phenylamino]-
meth-(E/Z)-ylidene]-thiazolidin—(Z-(E or Z))-ylidene]-acetic acid allyl ester,
Cyano-[3-ethyl-4-0x0-5 -[1-{4-[3-(2-pyrrolidin-1 -yl-ethyl)-ureido] -phenylamino} -

meth—(E/Z)-ylidene]-thiazolidin—(Z-(E or Z))-ylidene]-acetic acid allyl ester
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4-(4-{[2-1 -Allyloxycarbonyl-1-cyano-meth-(E or Z)-ylidene]-3-ethyl-4-oxo-
thiazolidin-5-(E/ Z)-ylidenemethyl]-amino}-phenyl)-butyric acid,

Cyano-[3-ethyl-4-ox0-5-[1 -[3-(3-pyrrolidin-1 -yl-propionylamino)-phenylamino]-
meth-(E/Z)-ylidene]-thiazolidin-(2-(E or Z))-ylidene]-acetic acid allyl ester,

4-{[2-[1-Allyloxycarbonyl-1 -cyano-meth-(E or Z)-ylidene]-3-ethyl-4-oxo-thiazolidin-
5-(E/ Z)-ylidenemethyl]-amino} -benzoic acid,

6-{[2-[ 1-Allyloxycarbonyl-l-cyano-meth-(E or Z)-ylidene]-3-ethyl-4-oxo-thiazolidin-
5-(E/ Z)-ylidenemethyl]-amino}-naphthalene-2-carboxylic acid,

Cyano-[5-[1- {4-[3-(2-diethylamino-ethylcarbamoyl)-propyl]-phenylamino} -meth-
(E/Z)-ylidene]-3-ethy1-4-oxo-thiazolidin-(2-(E or Z))-ylidene]-acetic acid allyl ester,

Cyano-[3-ethyl-4-ox0-5-[1 -[6-(2-pyrrolidin-1 -yl-ethylcarbamoyl)-naphthalen-2-
ylamino]-meth-(E/Z)-ylidene]-thiazolidin—(2-(E or Z))-ylidene]-acetic acid allyl ester,

(E or Z)-Cyano-[3-ethyl-S-(E/Z)-( {4-[3-(2-hydroxy-ethy1)-ureido]-phenylamino} -
methylene)-4-oxo-thiazolidin-Z-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-[3 -ethyl-4-ox0-5-(E/Z)~( {4-[(pyrrolidin-l-carbonyl)-amino]-
phenylamino}-methylene)-thiazolidin-2-ylidene]-acetic acid ethyl ester,

(Eor Z)-Cyano-[3-ethyl-S-(E/Z)-( {4-methoxy-3-[(morpholin—4-carbothioyl)-amino]-
phenylamino}-methylene)-4-oxo-thiazolidin-2~ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-{3-ethyl-5 -(E/Z)-[(4-{ 3-[2-(2-hydroxy-ethoxy)-ethyl]-ureido-
phenylamino)-methylene]-4-oxo-thiazo1idin-2-ylidene} -acetic acid ethyl ester,

(E or Z)-Cyano-[ 3-ethyl-5-(E/Z)-({4- [(4-methyl-piperazin-1 ~carbothioyl)-amino]-
phenylamino}-methylene)-4-oxo-thiazolidin-Z-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-[ 3-ethyl-5-(E/Z)-( {4-[3-(2-hydroxy—ethyl)-thioureido]-phenylamino} -
methylene)-4-oxo-thiazolidin-Z—ylidene]-acetic acid ethyl ester,

(E or 2)-{5 -(E/Z)-[ (4-Acetylsulfamoyl-phenylamino)-methylene]-3-ethy1-4-oxo-

thiazolidin-2-ylidene} -Cyanoacetic acid ethyl ester,



529

(E or Z)-Cyano- {3-ethyl-5 -(E/Z)-[(4-{3- [2-(2-hydroxy-ethoxy)—ethyl]-thioureido} -
phenylamino)—methylene]-4-oxo-thiazolidin-Z-ylidene} -acetic acid ethyl ester,

(EorZ) -Cyano-(3-ethy1-5-(E/Z)- { [2-(2-hydroxy-ethyl)-phenylamino]-methylene} -4-
oxo-thiazolidin-2-ylidene)-acetic acid ethyl ester,

Cyano- {3-ethyl-5-(E/Z)- [(2-ethyl-phenylamino)—methylene]-4-oxo-thiazolidin-2-
ylidene}-acetic acid ethyl ester,

(E or Z)-Cyano-[3-ethy1-5-(E/Z)-( {4-ﬂuoro-3-[3-(2-morpholin-4-yl-ethyl)-ureido]-
phenylamino}-methylene)-4-oxo-thiazolidin-2-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-[3-ethyl-S-(E/Z)-( {4-[3-(1-ethyl-pyrroIidin-2-y1methy1)-ureido]-
phenylamino}-methylene)-4-oxo-thiazo]idin-2-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-{3 -ethyl-5-(E/Z)-[(4- {[4-(2-hydroxy—ethyl)-piperazine— 1-carbonyl]-
amino}-phenylamino)-methylene]-4-oxo-thiazolidin-Z-ylidene} -acetic acid ethyl ester,

(E or Z)-Cyano-[3-ethyl-5-(E/Z)-( {3-[3-(2-morpho1in-4-y1-ethyl)-ureido]-
phenylamino}-methylene)-4-oxo-thiazolidin-2-ylidene]-acetic acid ethyl ester,

(Eor Z)-Cyano-[S-(E/Z)-( {3-[3-(3-dimethylamino-propyl)-ureido]-phenylamino}-
methylene)-3—ethyl-4-oxo-thiazolidin—2-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-{ 3-ethyl-5-(E/Z)-[(4- { [4-(4-methyl-piperazin-1 -yl)-piperidine-1-
carbonyl]—amino}-phenylamino)-methylene]-4-oxo-thiazolidin—2-ylidene} -acetic acid ethyl
ester,

(E or Z)-Cyano-[5 -(E/Z)~( {4-[3-(3-dimethylamino-propyl)-ureido]-phenylamino} -
methylene)-3-ethyl-4-oxo-thiazolidin—2-ylidene]-acetic acid ethyl ester,

(E or Z)—Cyano-[S-(E/Z)—( {3-[3-(3-dimethylamino-propyl)-ureido]-4-ﬂuoro-
phenylamino}-methylene)—3-ethyl-4-oxo-thiazolidin-z-ylidene]-acetic acid ethyl ester,

(E or Z)-Cyano-{ 3-ethyl-5-(E/Z)-[(4-fluoro-3- {3-[2-(1 -methyl-pyrrolidin—Z-yl)-ethyl]-

ureido} -phenylamino)—methylene]-4-oxo-thiazo1idin-2-ylidene} -acetic acid ethyl] ester,
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(E or Z)-Cyano-{ 3-ethyl-5-(E/Z)-[(4-fluoro-3- {[4-(2-hydroxy-ethyl)-piperazine- 1-
carbonyl]-amino}-phenylamino)-methylene]-4-oxo-thiazolidin-2-ylidene} -acetic acid ethyl
ester,

(Eor Z)-Cyano—[3-ethy1-4-oxo-5-(E/Z)-( {4-[3-(2-pyrrolidin-1 -yl-ethyl)-ureido]-
phenylamino}-methylene)-thiazolidin—Z-ylidene]-acetic acid ethyl ester,

(Eor Z)-Cyano-[3-ethyl-5 -(E/Z)( {4-[(4-methyl-piperazine-1 -carbonyl)-amino]-
phenylamino}-methylene)-4-oxo-thiazo]idin-2-ylidene]-acetic acid ethyl ester.

9. Uses of the compounds of general formula ITA or IIB

[or]
in which D stands for the group -NO,, -NH, or —NH(CO)OC(CHj3); and E stands for Ci-Cs-
alkoxy or halogen, and R® and R* have the meaning that is described in general formula I, as
intermediate products for the production of the substances of general formula I according to
the invention.

10. Uses of the compounds of general formula ITIA or ITIB

D D

oder
®\/(Q\H2)” NRR"

MA G B

[or]
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in which D stands for the group ~-NO,, -NH, or —NH(CO)OC(CHs)s, and G stands for the
group -NR’R* and R , R* and n have the meaning that is described in general formula L, as
intermediate products for the production of the substances of general formula I according to
the invention.

11. Uses of the compounds of general formula IVA or IVB

IVA VB

[or]

in which D stands for the group ~NO,, -NH; or —NH(CO)OC(CHj3)3, and K stands for Ci-Cs-
alkyl or C-Cg-alkenyl that is optionally substituted with the group -NR?R*, and L stands for
C;-Cs-alkyl or C1-Cs-alkenyl that is optionally substituted in one or more places, in the same
way or differently, with C,-Cs-alkoxy, Cl-Cﬁ-alkoxy-Cl-C6-alkoxy or the group -NR’R*, and
R’ and R* have the meaning that is described in general formula I, as intermediate products
for the production of substances of general formula I according to the invention.

12. Compounds of general formula V

A

DR
N

® H
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in which Q, A, B and R! have the meaning that is described in general formula I, as
intermediate products for the production of the substances of general formula I according to
the invention, with the proviso that cyano-[3 -ethyl-4-oxo-5-[1-phenylamino-meth-(E/Z)—
ylidene]-thiazolidin—(Z-(E or Z))-ylidene]-acetic acid does not fall under general formula V.

13. Use of the compounds of general formula I, according to claims 1 to 5, for the
production of a pharmaceutical agent for treating cancer, auto-immune diseases,
chemotherapy agent-induced alopecia and mucositis, cardiovascular diseases, infectious
diseases, nephrological diseases, chronic and acute neurodegenerative diseases and viral
infections.

14. Use according to claim 13, characterized in that cancer is defined as solid tumors
and leukemia; auto-immune diseases are defined as psoriasis, alopecia and multiple sclerosis;
cardiovascular diseases are defined as stenoses, arterioscleroses and restenoses; infectious
diseases are defined as diseases that are caused by unicellular barasites; nephrological
diseases are defined as glomerulonephritis; chronic neurodegenerative diseases are defined as
Huntington's disease, amyotrophic lateral sclerosis, Parkinson's disease, AIDS dementia and
Alzheimer's disease; acute neurodegenerative diseases are defined as ischemias of the brain
and neurotraumas; and viral infections are defined ag Ccytomegalic infections, herpes, hepatitis
B and C, and HIV diseases,

15. Pharmaceutical agents that contain at least one compound according to claims 1 to

16. Pharmaceutical agents according to claim 15 for treating cancer, autoimmune
diseases, cardiovascular diseases, infectious diseases, nephrological diseases,
neurodegenerative diseases and vira] infections.

17. Compounds according to claims 1 to 5 or pharmaceutical agents according to

claim 15 or 16 with suitable formulation substances and vehicles.
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18. Use of the compounds of general formula I, according to claims 1 to 5, and the
pharmaceutical agents, according to claim 15 or 16, as inhibitors of the polo-like kinases.

19. Use according to claim 18, wherein the kinase is Plk1, PIk2, P1k3 or Plk4.

20. Use of the compounds of general formula I, according to claims 1 to 5, in the form

of a pharmaceutical preparation for enteral, parenteral and oral administration.



