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Detailed kinase selectivity data of compounds 5, 7, 13, 25, and 28 (1 of 3); Source: Invitrogen.

Compound 5 7 13 25 28 Compound 5 7 13 25 28
Test concentration [ulM)] 1 1 01 1 Test concentration [uM] [ 1 1 0.1 1 0.1
ACVR1B 15 713 01 7 - DCAMKL2 109 231
ACVR2B 14 DDR1 38
AKT1 185 2 11 -17 33 DMPK 0.4
AKT2 A7 7 36 81 DNA-PK 63 6
ALK 6.8 DRAKA 4.4
DYRK1A 6 30 2 41
igﬁ B - 4?}_]2 = DYRK1B 7 0 05 1
Abl £7e 02 15 DYRK3 6 06 09 2 38
Arg 02 7 DYRK4 3 14
Aurora_A 623 60 103 73 259 EGFR 45 |623 | 24 | 06 | 38
Aurora_B 20 42 47 224 ERK1 20 | 6 | 62 | 54 | 123
Axd 67 13 19 165 ERK2 20 g 5 Lo
EphA1 17 15
B-Raf 35 65 82 119 49 | PN o - TR
B-Raf(V599E) 20 73 33 Ephm T EE
P .
BMPR1A 0.9 EphA7 e
BTK 0.8 5.8 EphAS 0 652
Bk 72 EphB1 191 | 7+ s .
Bmx 1.6 EphB3 55 7.2
Brski 4.6 EphB4 15 [ 53 306 EEN
SIMKM 10.2 ErbB2 4 40 5 24
ErbB4 > B -« s S
CAMKKZ - FAK 3 32 35 63
CDK1/cyclinB 75 4 81 44 165 FGFRI 45 16.9
CDK2/cyclinA 2 0 19 81 FGFR2 “ 68 15 556
CDK5/p25 18 0 43 44 FGFR3 31 68 T6 05 455
CDK5/p35 17 41 46 0 FGFR4 11 39 1 47
CDKT/cyclinH B 14 31 |Fes 43 JEE 51 387 383
CDK8/cyclinC 3 115 124 573 For 36 101
CDK9/cyclinT1 13 -1 3.3 Fit1 6 587 6 108 186
CHK1 3 35 88 191 FIt3 I 7 2+
CHK2 7 51 36 43 |Fid 1335
CK1_alphal 88 12 Frk 131 26
CK1_delta 3 0 66 83 GCK 6 711 552 638
CK1_epsilont 3 S 7 Bl 44 ORK 10 | 4 | 96 | 04
CK1_gammat 19 1 GRK3 4 | 111110
CK1_gamma? 105 63 183 23 15 ggi: 121 5? gg
gﬁf'phm 4 | 67 15123 3:: 35 GSK3 alpha 515 1 97 48 406
CLK? o | 71 GSK3_beta B - 45 51 1
HIPK1 17 45
CLK3 89 &7 HIPK2 28 T 66
CLK4 1.3 HIPK4 2 11 5 111 186
CSF1R s4 B 25 375 Hyl 66 46
CSK 38 179 IGF1R 95 97 29 59 65
CaMKl 174 IKK_alpha 5 2 9.2
CaMKII_beta 17 438 IKK_beta 25 16 65 01 33
CaMKI_delta 6.9 427 IKK:epsilnn g 0F
Camkll_alpha -13.8 3.2 IRAK 2737
CamkIV 66 164 IRAKA 43 268
Cot 203 22 28 438 196 ||RR 14 13 T4 T3 145
DAPKA -11.3 InsR i i 345 13

S2




Detailed kinase selectivity data of compounds 5, 7, 13, 25, and 28 (2 of 3); Source: Invitrogen.

Compound 5 [ 13 25 28 Compound

Test concentration [ulM]| 1 1 01 1 0.1 |Testconcentration [ul]

Itk 23 7 4 14 PAK1

JAKA 2 -2 01 2 PAK2

JAKZ 94 393 34 18 503 PAK3

JAK3 9 397 -13 43 454 PAK4

JNK1_alpha 9 577 41 585 51 |PAKS

JNK2 339 148 PAKS 243
JNK3 315 23 PASK

KDR 147 72.2 PDGFR_alpha 2

KHS1 PDGFR_alpha(Vv561D)| 23

Kit 34 37 PDGFR_beta 14 57

LIMK1 405 424 PDK1(direct) B 4o
LRRK2 -6.9 482 PI3K-A N

LTK -1.8 PIZK-G -105 147
Lck PI3KC2b 8 19

Lyn 35.2 PI3K-D

LynB 34 PIM1 B 2

MAP4K4 53.7 PIM2 4 0

MAPKAPK2 9 -33 PKA 2

MAPKAPK3 48 04 PKC_alpha 115
MARK1 125 113 193 258 PKC_betal 58 2

MARK3 15 55 196 37 PKC_delta

MEK1 20 25 244 238 PKC_epsilon 62 11

MEK2 20 73 -06 15 PKC_eta

MEK:3 17 PKC_theta 2

MEKK:2 327 PKC_zeta

MELK 41 471 PKD1 715
MKKE 114 7.1 PKG1_alpha

MKNK1 27 4 PLK1 35 2

MKNK2 36.7 PLK2

MLK1 53 Bl 154 92 114 PLK3 185 -73
MLKZ 14.8 PRAK

MRCK_alpha 24 85 PRK1 5

MSK1 42 156 PRKAAT 327
MSSK1 7.1 PRKAAZ 55

MST1 335 30 637 PhK_gammat 13

M3T2 17 Phk_gammaz

MST3 31.3 70.2 |Prkx

MST4 19 RAF1(Y340D,Y341D) | 225 633
MYLK(smMLCK) 8.3 RIPK2 45 [N
MYLK2(skMLCK) 30 508 82 28 255 ROCKT 5 -

MYLK3(caMLCK) 17 ROCK2 10 2

Mer 26 261 538 Ret

Met 44 318 133 [Ron 8

Mink1 28 657 Ros

MuSK 0.3 169 Rse

NEK1 2 9 81 42 15 |[Rski

NEK2 8§ 72 63 10 Rsk2 B

NEK4 2 33 Rsk3 15.5
NEKE 9.9 77 Rskd 10.5
NEKZ 11 45 16 16 -09 SGK1

NIK -0.5 SGK2

MNLK 12.2 446 5  |5GK3 a7 3
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49.9

159 3.2

35 78 6.9
14.9 [ EEH

07 2

137 7 6
35
52 41
2

-4.8

38 14 -2

84 3

26 16 13

128 214 114

05 125

83 137

-13.2 187

123 143

228 201 17

164 229

0.3 [ 495

2 15

108 4.3

92 43

5 -44 -58

23 52

106 115 -16

125 85 16
17 83

32 47 48

173 77

53 156

76 104 184
59.5 [

0.8 -14

05 58

14 7 R

03 492 6

68 6.2

14 475

67 154

M7 92 -6

149 256 11.9

24 86 195

44 13

29 18

93 176 22




Detailed kinase selectivity data of compounds 5, 7, 13, 25, and 28 (3 of 3); Source: Invitrogen.

Compound
Test concentration [ulM]

Slk2
SLK
SPHKA1
SRPKA1
STK16
STK33
Src

Srm

Syk
TAK-TAB1
TAOT
TBKA
TEC
TGFBRA1
THEKZ
TSSK1
TTK

THK
TYKZ2
Tied

TrkA,
TrkB
WEEA
WWNK2
Sk
Yes

ZAK
ZAP-T0
ZIPK
eEF-2K
mlOR
p38_alpha(direct)
p38_beta
p38_delta
p38_gamma
pr0SEK

5 1 13 25 28
1 101 1 01
68 0.8

9.3
4 4 23
54 41
275
18.1
I o 26
111 77
151 533 43 16 371
382 155 11 02 279
5.5 [ -2 IS
45 34 16 53 43
29
955 31 [
1.4
BB o 62 96 28
126
51 55
14 47 33 438
0 21 [ 228
9 255 516
151 69
1.2
436
98 65 63.9
14 146
15.1
10 9 24 3 45
29 39
43 103
3 8 24 05
7T 133 44 26 348
5 10 64 56
13 0 84 96 51
81 142
B @2 2 75 153
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