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Description

Derazantinib (ARQ-087) /& —# ATP 3&4PE. IRIEM: FGFR 407 (IC50s: FGFR2 4 1.8
nM, FGFR1 #1 3 24 4.5nM). Derazantinib #)ifil] FGFR #%E2{t. Derazantinib i 2 F 7 Fi % A 45
A ep R AR K

IC50 & Target[1]

FGFR1 FGFR2 FGFR3

4.5 nM (ICsp) 1.8 nM (ICs0) 4.5 nM (ICs)

In Vitro

FEANML, Derazantinib ¥677 RSB 4MH] FGFR2 [ SRk LL & FGFR @B i MhER
(FRS2a . AKT. ERK). 4UuB4HF 7% W], Derazantinib fEH FGFR il (BLFGH . Ml AIZEAR)
YR (40 A RAT RO E . 7 FGFR2 & (F1KF i 0 40 M 2 vh A 110 40 e S F 0 2
Derazantinib #5311 G1 200 i 3145 i 5 1 ) 75 5 000 400 B 00 1 2 ) A TEAR DR R AR (1]

Derazantinib 7££7 100 nM I BIW#80 FGF2 A3 B4 KA, EC50 4 100 nM, HAEFIE 500
M IR EE R 8 ARG I E) 2 3% 514 . Derazantinib &350 FGF2 XN KL A 70-500 nM .
Derazantinib 7 1] FGF (40 413 57 Z R AR A1 538 & 1075 5 . Derazantinib 7] 4 4
FGF 2R 7 pgcs 4 o (e i . 7EJCANM MmN 2 . Derazantinib #] FGFR1-4, fH
AN F b B2 A K WL LG . Derazantinib 7] 1 5/ 4% 7 M1 S/ FGFR1 A FGFR2 ZEAE1A.
Derazantinib A #5500 BUBE 2 A3 SR AT /) BUTER 25 B RS -4k FGFR S0 401k [2].

In Vivo

Derazantinib 7] 45 241l FGFR2 2K %825, SNU-16 il NCI-H716 SRt g i (X LL Ay
AFAERE DR 3 AR &) P TR A 1]

TEVEST Derazantinib (KB HT, K2 BUMENA(81.3%) I 53 1AM 2R, X7 A B T 1 2 )
T A5 5 B FrEL . REARAS A T, IR AT FGFR M S R B R R, IR R A 1
RN, A AR [2].

Solvent&Solubility

Y ST
DMSO VA REE : 25 mg/mL (53.35 mM; 75 B, IR DMSO X7 i VA 7 RE A S 35 R,
T AR T 1) DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration
Preparing 1 mM 2.1342 mL 10.6708 mL 21.3415 mL
Stock Solutions 5 mM 0.4268 mL 2.1342 mL 4.2683 mL
10 mM 0.2134 mL 1.0671 mL 2.1342 mL

FTEARE 7 S LE AN TENA R o BV R BES PR A& VA I T 5 0 — BLECRUA R, 19 9 26 ORAE,
ST R R I T 7 R

AR RAF T RANWIBR . -80°C, 2 years; -20°C, 1 year. -80°C f#fEM, ##E 2 SN,
T, VAR 1 AENREA .

B EL:

TEIRARIE R SEgRsh PR Ss 24575 R IR 2 VA IR T &

VUV 7 B e I In Vitro 75 SUBLHITEE R BRI I Bh 7 77«

—— NP SEG A RN, WIS IORE AT ARIE A 50, 3&E S 0R A PRI SEER I LR, &
WESLHIE, 2R,

[ S T AN (= S = REAY i VN T 2 78T G R % N AN s O P C Gl DU s el B/ TR/ e
LG, AT LOE AR/ B8 7 1 7 B

-20°C fi#
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VI S

R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: > 2.5 mg/mL (5.34 mM); V&5

W RAHAG > 2.5 mg/mL (R ARKD HIETHIRT.

VL 1mL TAEWCHE], B 100 pL 25.0 mg/mL B DMSO f## N 400 uL PEG300 1, VR4
Y15y, B ERKATIA 50 uL Tween-80, VB AAT; ARG HEAEEMA 450 uL AEBEK EFHE 1
mL,

AEER ALK IR 0.9 g SN, WEMT ddH.0 FHEASE 100 mL, A LA B S 004 B K
s

I -

R FFA IR 10% DMSO  —  90% Corn Oil

Solubility: > 2.5 mg/mL (5.34 mM); V&5

SEJ7 ARG > 2.5 mg/mL HRIEEARFD MBIEIRIR, eIy RSEme FTE A H UL - r3h W5
TR

L 1mL TAEMCHE], B 100 pL 25.0 mg/mL BT DMSO f##BME 900 uL FoKihh, REH
Ao

EZ 3N [1]. Hall TG, et al. Preclinical Activity of ARQ-087, a Novel Inhibitor Targeting FGFR Dysregulation. PLoS
One. 2016 Sep 14;11(9):e0162594.
[2]. Balek L, et al. ARQ-087 inhibits FGFR signaling and rescues aberrant cell proliferation and
differentiation in experimental models of craniosynostoses and chondrodysplasias caused by activating
mutations in FGFR 1, FGFR2 and FGFR3. Bone. 2017 Dec;105:57-66.
(=4 N
SRR BRI R -
TEARLEE 7 i LS [ 77 T BV 7R A PR 3 PR VA RIS A 5. — ELTC ARV, R 20 B ORAF,  JBE G0 S ST R RS R 7 i 2R
T RAE )7 AR : -80° C, 2 years; -20° C, 1 year. -80° C /2, iHE 2 EAMEM, -20° CflfEnf, &4 1 4E
WAL .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI
WE
1 mM 2.1342 mL 10.6708 mL 21.3415 mL 53.3538 mL
5mM 0.4268 mL 2.1342 mL 4.2683 mL 10.6708 mL
10 mM 0.2134 mL 1.0671 mL 2.1342 mL 5.3354 mL
15 mM 0.1423 mL 0.7114 mL 1.4228 mL 3.5569 mL
DMSO 20 mM 0.1067 mL 0.5335 mL 1.0671 mL 2.6677 mL
25 mM 0.0854 mL 0.4268 mL 0.8537 mL 2.1342 mL
30 mM 0.0711 mL 0.3557 mL 0.7114 mL 1.7785 mL
40 mM 0.0534 mL 0.2668 mL 0.5335 mL 1.3338 mL
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50 mM

0.0427 mL

0.2134 mL

0.4268 mL

1.0671 mL
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