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lon Channel Explorer
ABL(ABL1) CaMK4 ACVRL1(ALK1) FLT1(VEGFR1) Her4 LYNb MOS PAK5(PAK7) PLK1 TAOK2
ARG(ABL2) CAMKK1 AMPKa1/B1/y1 FLT4(VEGFR3) HIPK1 MELK MLK1(MAP3K9) PAK6 PLK2 TAOK3
ABL1[F317I] CAMKK2 CLK1 EPHA1L HIPK2 MER(MERTK) MLK2(MAP3K10) PASK PLK3 TBK1
ABL1[T315I] CDC2/CycB1 CLK2 EPHA2 HIPK3 MST2(STK3) MLK3(MAP3K11) PBK PRKCE TEC
ACK(TNK2) CDC7/ASK CLK3 EPHA3 HIPK4 MST3(STK24) MNK1(MKNK1) PDGFRa PRKX TGFBRL(ALKS)
AKT1 CDK1/CycA2 CLK4 EPHA4 GSK3B(GSK3B) MST4/STK26 MNK2(MKNK2) | PDGFRa[D842V] PYK2(PTK2B) | TGFBR1[T204D]
AKT2 CDK1/CycE1l COT(MAP3KS) EPHAS GPRK4(GRK4) NIM1K(MGC42105) MELK PDGFRB QIK(SNF1LK2) TGFBR2
AKT3 CDK2/CycA2 CRIK(CIT) EPHAG GPRK7(GRK?) MAP2K1 MRCKa PDHK1(PDK1) RAF1 TIE2
ALK CDK2/CycE1 CSK EPHA7 GSK3a(GSK3A) MAP2K2 MUSK PDHK2(PDK2) RIPK2 TIE2[R849W]
ALK[G1202R] CDK3/CycE1 DAPK1 EPHAS IGF1R MAP2K3 MSK1(RPS6KAS) PGK(PRKG1) ROCK1 TIE2[Y1108F]
EML4-ALK CDK4/CycD3 DCAMKL1 EPHB1 IKK-alpha MAP2K4 MSK2(RPS6KA4) PHKG1 ROCK2 TIE2[Y897S]
NPM1-ALK CDK4/CycD1 DCAMKL2 EPHB2 IKK-beta MAP3K1 MSSK1(STK23) PHKG2 RON(MST1R) TNK1
ALK2(ACVR1) CDK5/p25NCK DDR1 EPHB3 IKKe(IKBKE) MAP3K2 MST1(STK4) PKR(EIF2AK2) ROS1 TRKA(NTRK1)
AurA(AURKA) CDK5/p35NCK DDR2 EPHB4 INSR MAP3K2 PKCa(PRKCA)  |PI3K(p120gamma) RET TRKA[G595R]
AurB(AURKB)/INCENP CDK6/CycD1 DMPK1(DMPK) Erkl IRR MAP3K3 PKCB1(PRKCB1) | PIK3CA/PIK3R1 RET[G810C] TRKB(NTRK2)
AurC(AURKC) CDK6/CycD3 DMPK2(CDC42BPG) Erk2 IRAK1 GLK PKCB2(PRKCB2) | PIK3CB/PIK3R1 RET[G810R] TRKC(NTRK3)
AXL CDK7/CycH/MAT1 DYRK1A Erks IRAKA HGK(zC1) PKCy(PRKCG) PIK3CD/PIK3R1 RET[G810S] TSSK1
BARK1(ADRBK1) CDK8/CycC DYRK1B Erk7(MAPK15) JAKL HPK1(MAP4K1) NDR1(STK38) PIM1 PTC1(CCDC6-RET) TSSK3
BARK2(ADRBK2) CDK9/CycT1 DYRK2 FAK JAK2 KHS NDR2(STK38L) PIM2 RET[M918T] TTBK1
BLK CDK12wt/CycK DYRK3 FMS(CSF1R) JAK3 GCK NEK1 PIM3 RET[S891A] TTBK2
BMPR1B(ALK6) CDK13/CycK DYRK4 FGFR1 INK1(MAPKS) TNIK(ZC2) NEK2 PKACa(PRKACA) RET[V804L] ITK
BMX CDK16/CycY EEF2K FGFR1[V561M] INK2(MAPK9) HCK NEK3 PKACP(PRKACB) RET[V804M] TYRO3
BRAF CDK17/p35NCK EGFR FGFR2 INK3(MAPK10) MINK(ZC3) NEK4 PKACy(PRKACG) RET[Y806H] VRK2
BRAF[V600E] CDK18/CycY HER2(ERBB2) FGFR2[N549H]] TYK2 MAP3K5(ASK1) NEK6 SIK(SNF1LK) RSK1(RPS6KA1) WEE1
BMPR2 CDK19/CycC CHAK1(TRPM?7) FGFR2[V564F] LCK MAPKAPK2 NEK7 skMLCK(MYLK2) | RSK2(RPSGKA3) WNK1
BRK(PTK6) CHAK1 EGFR[D746-750 T790M] FGFR3 KIT MAPKAPK3 NEK9 SLK RSK3(RPS6KA2) WNK2
BRSK1 CHK1(CHEK1) EGFR[V769-D770insGE] | FGFR3[V555M] KIT[D816V] MAPKAPKS NuaK1(ARKS5) PKC&(PRKCD) RSK4(RPS6KAG) WNK3
BRSK2 CHK2(CHEK?2) EGFR[L861Q] FGFR3[K650E] KIT[T670I] MARK1 Nuak2 PKCe(PRKCE) SRC WNK4
BTK CK1a(CSNK1A1) EGFR[T790M] FGFR4 KIT[V559D] MARK2 OSR1(OXSR1) PKCZ(PRKCZ) SRM(SRMS) TTK
BTK C481S CK1y1(CSNK1G1) EGFR[A763_Y764insFQEA] FGR LATS1 MARK3 p38a(MAPK14) PKCn(PRKCH) SGK TXK
BUB1/BUB3 CK1y2(CSNK1G2) EGFR[C797S] FLT3 LATS2 MARK4 p38B(MAPK11) PKCB(PRKCQ) SGK2 YES(YES1)
CaMK1o(CAMK1) CK1y3(CSNK1G3)  |EGFR[d746-750T790MC797S]| FLT3[D835Y] LIMK1 MAP3K4 p38y(MAPK12) PKCL(PRKCI) SGK3(SGKL) YSK1(STK25)
CaMK1B(PNCK) CK16(CSNK1D) EGFR[d746-750] FLT3[ITD] LOK(STK10) MET p385(MAPK13) PKD1(PRKD1) SPHK1 YSK4(MAP3K19),
CaMK15(CAMK1D) CK1g(CSNK1E) EGFR[D770_N771insNPG] FRK LRRK2[12020T] MET[D1228H] | p70S6K(RPS6KB1) | PKD2(PRKD2) SPHK2 ZAK
CaMK2a(CAMK2A) | CK2al1/B(CSNK2A1/B) EGFR[L858R] FYN[isoformal] LRRK2[G2019S] MET[D1228N] PAK1 PKD3(PRKD3) SRPK1 ZAP70
CaMK2B(CAMK2B) | CK2a2/B(CSNK2A2/B) | EGFR[T790MC797SL858R] | FYN[isoformb] LRRK2[R1441C] MET[Y1230A] PAK2 PKN1 SRPK2
CaMK2y(CAMK2G) CGK2(PRKG2) EGFR[T790MC7975] Haspin(GSG2) LTK MET[Y1230C] PAK3 PKN2 SYK
CaMK25(CAMK2D) ACVR1B(ALK4) KDR(VEGFR2) Her2 LYNa MET[Y1230D] PAKA PKN3 TAOK1
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Log Cabozantinib[nM]
RET VBO4L | RET VBOAM | CCDCG-RET | RET wt | RET MI18T
1C50 | 134 2331 37.26 38.6 1103
CDK4/6
120 -
-~ CDKA4/CycD3
90 4 -e- CDKG6/CycD3
5 -e- CDK®6/CycD1
£ 604
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£
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-4 -2 0 2 4 6
Log Palbociclib[nM]
CDKA4/CycD3 | CDK6/CycD3 | CDK6/CycD1
IC50 | 4.037 11.61 0.5513
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FGFR
120 —e— FGFR1
- FGFR2
90 —e— FGFR2[NS49H)
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= 60~
2 —— FGFR3[K650E]
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Log Nintedanib[nM]
FGFR1 FGFR2 FGFR2[N549H] FGFR3 FGFR3[K650E] FGFR4
1C50 2476 27.22 7.96 67.91 21.03 556.7
MAP4K
120+
-o- MAPAK1(HPK1)
90- -~ MAPAK2(GCK)
s - MAPAK3(GLK)
3 501 - MAPAKA(HGK)
L
< 30 - MAPAK5(KHS)
¢ ° -o- MAPAKG(MINK)
of ¥ - MAP/K7(TNIK)
4 2 0 2 4 6
Log Sunitinib [nM]
HPK1 | GCK | GLK | HGK | KHS | MINK | TNIK
IC50 | 5.597 | 1381 | 19.23 | 1181 | 24.32 | 32.78 | 22.23

% Inhibition

120
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-30

SNS-032 [nM]
CDK2/CycE1l | CDK7/CycH/MAT1 | CDK9/CycT1l
IC50 | 11.69 53.62 10.43
JAK
1207
- aia
o d - e
. - ks
; 50 7] - k2
= 30
E3
Log Tofacitinib [nM ]
JAK1 | JAK2 | JAK3 | TYK2
IC50 | 2.206 | 1.492 | 1.527 | 46
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ABL1 CHK2 EPHA7 Her4 MAPKAPK2 PKACB SGK3
ABL2 CKla EPHA8 HGK MAPKAPKS5 PKACy SLK
ACK CK1yl EPHB1 HIPK1 MER PKCa SRC
AKT1 CK1y2 EPHB2 HIPK2 MET PKCB1 SRM
AKT2 CK1y3 EPHB3 HIPK3 MINK PKCB2 STK10/LOK
AKT3 CK16 EPHB4 HIPK4 MLK1 PKD1 STK24/MST3
ALK CKle Erkl HPK1 MLK2 PKD2 SYK
ALK4 CK2a1/B Erk2 IGF1IR MLK3 PKD3 TAOK1
AMPKa1/B1/y1 CK2a2/B Erk5 IKKa MUSK PKR TAOK2
AurA CLK1 FAK IKKB NEK1 PLK1 TAOK3
AurB CLK3 FER IKKe NEK2 PLK2 TGFBR1
AurC CLK4 FES INSR NEK9 PLK3 TGFBR2
AXL CSK FGFR1 IRR p38a PRKCD TIE2
BMX DAPK1 FGFR2 ITK p38P PRKCE TNIK
BRAF DCAMKL1 FGFR3 JAK1 p38y PRKCH TRKA
BRK DCAMKL2 FGFR4 JAK2 p386 PRKCI TRKB
BRSK2 DDR1 FGR JAK3 p70S6K PRKCQ TRKC
BTK DDR2 FLT1 JNK1 PAK1 PRKCZ TSSK1
CAMKK2 DYRK1A FLT3 INK2 PAK2 PYK2 TTK
CDK1/CycEl DYRK1B FLT4 INK3 PAK3 RET TYK2
CDK16/CycY DYRK2 FMS KDR PAK4 ROCK1 TYRO3
CDK18/CycY DYRK3 FRK KHS PAKS ROCK2 WNK1
CDK2/CycE1 DYRK4 FYNa KIT PDGFRa RON WNK2
CDK3/CycEl EGFR FYNb LCK PDGFRPB ROS1 WNK3
CDK4/CycD3 EPHA1 GLK LYNa PIK3CA/PIK3R1 RSK1 YES
CDK5/p35NCK EPHA2 GSG2 LYNb PIK3CB/PIK3R1 RSK2 ZAK
CDK6/CycD1 EPHA3 GSK3a MAP2K1 PIK3CD/PIK3R1 RSK3 ZAP70
CDK7/CycH/MAT1 EPHA4 GSK3pB MAP3K2 PIM1 RSK4
CDK9/CycK EPHAS HCK MAP3K3 PIM2 SGK
CHK1(CHEK1) EPHA6 HER2 MAP4K2 PIM3 SGK2
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Larotrectinib (1uM)

- W14 , A Larotrectinib (LOXO-101) is an ATP-competitive oral inhibitor of the tropomyosin-related
"""4{‘7 W/~ 7k /i:“& kinase (TRK) family of receptor kinases (TRKA, B, and C), with low nanomolar 50%
=8 \Y ) M At inhibitory concentrations against all three isoforms, and 1,000-fold or greater selectivity
@, * JAE - - \i&‘gm s i
SR P e relative to other kinases!tI[2l.
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~k A CANK [1]. Guagnano V, et al. Discovery of 3-(2,6-Dichloro-3,5-dimethoxy-phenyl)-1-{6-[4-(4-ethyl-piperazin-1-yl)-

- phenylamino]-pyrimidin-4-yl}-1-me thyl-urea (NVP-BGJ398), A Potent and Selective Inhibitor of the
- Fibroblast Growth Factor Receptor Family of Receptor T
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TK kinase panel list(76 kinase)
ABL1 EPHAS HCK NTRK3
ABL2 EPHB1 IGF1R PDGFRA
ALK EPHB2 INSR PDGFRB
AXL EPHB3 INSRR PTK2
BLK EPHB4 ITK PTK2B
BMX ERBB2 JAK1 PTK6
BTK ERBB4 JAK2 RET
CSF1R FER JAK3 ROS1
CSK FES KDR SRC
DDR1 FGFR1 KIT SRMS
DDR2 FGFR2 LCK SYK
EGFR FGFR3 LTK TEC
EPHA1 FGFR4 LYN TEK
EPHA2 FGR MERTK TNK2
EPHA3 FLT1 MET TXK
EPHA4 FLT3 MST1R TYK2
EPHAS FLT4 MUSK TYRO3
EPHAG FRK NTRK1 YES1
EPHA7 FYN NTRK2 ZAP70
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CDK1/CycA2 CDK5/p25NCK CDK9/CycT1
CDK1/CycE1l CDK5/p35NCK CDK12wt/CycK
CDK2/CycA2 CDK6/CycD1 CDK13/CycK
CDK2/CycE1l CDK6/CycD3 CDK16/CycY
CDK3/CycE1l CDK7/CycH/MAT1 CDK18/CycY
CDK4/CycD3
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Mini kinase panel (60 kinase)
ABL1 CK1y2 IGF1R PDGFRa
AKT1 CK1y3 IKK-alpha PIM1
ALK 4 CK2al ITK PKACa
AMPKal/B1/y1 CLK1 JAK3 PKCa
AurB DAPK1 JNK1 PKD2
AXL DCAMKL2 KDR PLK1
BRAF DYRK1B LCK PLK2
BRSK2 EGFR MAP2K1 ROCK1
CDK1/CycE1l EPHB4 MAPKAPK?2 RSK1
CDK18 Erk2 MET SGK
CDK2/CycE1 FGFR1 NEK1 SRC
CDK5/p35NCK GSK3B NEK2 SYK
CHK1 HGK p38a TIE2
CHK2 HIPK1 p70S6K TRKB
CKla HPK1 PAK2 TSSK1
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Larotrectinib (1uM)

Larotrectinib
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Larotrectinib (LOX0O-101) is an ATP-competitive oral inhibitor of the tropomyosin-related kinase (TRK)
family of receptor kinases (TRKA, B, and C), with low nanomolar 50% inhibitory concentrations against =
all three isoforms, and 1,000-fold or greater selectivity relative to other kinases(!2l. =

[1]. Guagnano V, et al. Discovery of 3-(2,6-Dichloro-3,5-dimethoxy-phenyl)-1-{6-[4-(4-ethyl-piperazin-1-yl)-phenylamino]-pyrimidin-
4-yI}-1-me thyl-urea (NVP-BGJ398), A Potent and Selective Inhibitor of the Fibroblast Growth Factor Receptor Family of Receptor .
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Sunitinib(1uM)
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