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FGFR1/DDR? inhibitor 1 & HA5 [ ARIE 1 1 4T 44 f 2 K R F 524k 1 (FGFR1) REDIRE F

Description 4k 2 (DDR2) M7, HX} FGFR1 fl DDR2 HJIC50 {4514 31.1 naM. 3.2nM. EAFUHR
T
FGFR1 DDR2
IC50 & Target[1]
31.1 nM (ICso) 3.2 nM (ICso)
Cell Line Type Value Description
Antiproliferative activity against FGFR1 fused human KG1
KG-1 1Cso 108.4 nM
cells after 72 hrs by CCKS assay
Antiproliferative activity against human KG1 cells after 72
KG-1 1Cso 108.4 nM
hrs by CCKS8 assay
Antiproliferative activity against human NCI-H2286 cells
NCI-H2286 ICso 93 nM
Cellular Effect after 72 hrs by CCKS assay
Antiproliferative activity against human NCI-H2286 cells
NCI-H2286 ICso 93 nM
harboring DDR2 mutation after 72 hrs by CCKS8 assay
Antiproliferative activity against FGFR2 amplified human
NCI-H716 ICso 31.8 nM
NCI-H716 cells after 72 hrs by CCK8 assay
Antiproliferative activity against FGFR2 amplified human
SNU-16 1Cso 93.4 nM
SNU16 cells after 72 hrs by CCK8 assay
FGFR1/DDR2 inhibitor 1 (compound 11k) (25-200 u M; 2 hours) shows significant inhibition of
FGFR2 phosphorylation in a dose-dependent manner in SNU16 cells. FGFR1/DDR2 inhibitor 1 shows
(60-250 1 M; 2 hours) significant inhibition of DDR2 phosphorylation in a dose-dependent manner in
H2286 cells[1].
In Vitro
FGFR1/DDR?2 inhibitor 1 significantly inhibits the proliferation of FGFR-driven cancer cell lines with
IC50s of 108.4, 93.4, 31.8 and 306.6 nM against KG-1, SNU-16, NCI-H716 and UMUCI14 respectively.
FGFR1/DDR2 inhibitor 1 demonstrates substantially activity against the DDR2-driven cancer cell line
NCI-H2286 (93.0 nM)[1].
FGFR1/DDR2 inhibitor 1 (10-20 mg/kg; p.o.; once daily for 7 days) has profound anti-tumor efficacy in
NCI-H1581 tumor model[1].
SCID mice bearing NCI-H2286 tumors were randomized and treated with FGFR1/DDR2 inhibitor 1 at
doses of 10 mg/kg for 10 consecutive days. FGFR1/DDR2 inhibitor 1 could suppress tumor growth with
tumor growth inhibition rates (TGI) of 82.8%[1].
In Vivo Animal Model: Nude mice bearing NCI-H1581 tumors[1]
Dosage: 10 or 20 mg/kg
Administration: P.o.; once daily for 7 days
Result: Suppressed tumor growth in a dose-dependent manner with tumor

growth inhibition rates (TGI) of 59.7% and 98.1% at doses of 10 and 20

mg/kg, respectively.
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AT E ) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.9940 mL 9.9701 mL 19.9402 mL
Stock Solutions 5mM 0.3988 mL 1.9940 mL 3.9880 mL
10 mM 0.1994 mL 0.9970 mL 1.9940 mL

SRR = S TE AN [ A 77 oV AR REE PR I I VRIS G 48 — LGOI, WA,
S VR R A 7 it 2R

ik & T A7 75 SRR . -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
fETERE, EAE LA A PR

YL

ARG SRR 2 2 MR PE 2 T AT R

AR VAR TT A S6% B8 In Vitro 77 sURCHIVEE (065 490, FEARVCE I BOIE 7
——APRESEIO G R AT R, VI (O 68 2 T LARIB AR 40, &M RAE s R SSIRi TAR, &
WS BIRD, 4 R

DA VAU SR 1 T 4 LU R 8 A 7R 7 A TC ) 2B P P PR o s B FE TR A v e BT L T
WG, W7 LOE s FAEn /s 7 i) 7

JE

B F R IR R 10% DMSO  —  90% (20% SBE-B-CD in Saline)

Solubility: 2.08 mg/mL (4.15 mM); EMtif; #75 WiE

BT ZAT3RAG 2.08 mg/mL 550 Bk, Bkl T A T IRAN R s i

PL1mL TAEGCAE, B 100 pL 20.8 mg/mL [¥)77H DMSO fifi & nF] 900 uL 20% [ SBE-B-CD
A AOKIE T, BEHA.

2 g SBE-B-CD (I T4/ B-FAMIAE) MR TA T 10 mL RIS, SR MEBEEN.

P -

KA INEAER:  10% DMSO  —  90% Corn Oil

Solubility: > 2.08 mg/mL (4.15 mM); EIHER

W7 R3S >2.08 mg/mL CHIRIERAD MEIEER, M7 5250 RITE A A LA L3 sesbm
A .

PL1mL TAEBCAEI, B 100 pL 20.8 mg/mL 77 DMSO i & inE] 900 uL F oK, REH
5.

BEHR [1]. Wang Q, et al. Discovery and optimization of a series of 3-substituted indazole derivatives as multi-target
kinase inhibitors for the treatment of lung squamous cell carcinoma. Eur ] Med Chem. 2019 Feb
1;163:671-689.
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DMSO 1 mM 1.9940 mL 9.9701 mL 19.9402 mL 49.8504 mL
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5mM 0.3988 mL 1.9940 mL 3.9880 mL 9.9701 mL
10 mM 0.1994 mL 0.9970 mL 1.9940 mL 4.9850 mL
15 mM 0.1329 mL 0.6647 mL 1.3293 mL 3.3234 mL
20 mM 0.0997 mL 0.4985 mL 0.9970 mL 2.4925 mL
25 mM 0.0798 mL 0.3988 mL 0.7976 mL 1.9940 mL
30 mM 0.0665 mL 0.3323 mL 0.6647 mL 1.6617 mL
40 mM 0.0499 mL 0.2493 mL 0.4985 mL 1.2463 mL
50 mM 0.0399 mL 0.1994 mL 0.3988 mL 0.9970 mL
60 mM 0.0332 mL 0.1662 mL 0.3323 mL 0.8308 mL
80 mM 0.0249 mL 0.1246 mL 0.2493 mL 0.6231 mL

100 mM 0.0199 mL 0.0997 mL 0.1994 mL 0.4985 mL
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