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CAS No. 1108743-60-7 0 N
A7 2% A -20°C, JEEYG [ P 4k Q
H20 : Insoluble 1"41 H
. u
ft HN 5

NS J F

L | DMso: 100 mg/mL (178.37 mM) Y

(25°C) Ny

H
Ethanol: 100 mg/mL (178.37 mM) F
EREI | AR RASE TNER, WREELK, i,
HABULRH | AT LSRR, TR RAR —IREFERE,

féifr: Entrectinib (RXDX-101)2&— D k4= 7] FI F 172 -TrkA/B/IC, ROS1 FI ALK #iil7], 1C50 7

N 0.1~1.7 nM. Phase 2.

WE MR K A8

AP : o H R

W H20 : Insoluble; Ethanol: 100 mg/mL (178.37 mM); DMSO: 100 mg/mL
(178.37 mM)

TR 298%

BETRIREE: -20°C, BOLRTEES pFg
EYrEs

Entrectinib (RXDX-101)&— 7 0 AR AP m] R FH 1932 -TrkA/B/C, ROS1 il ALK #1171, 1C50

s JGFE A 0.1~1.7 nM. Phase 2.

TrkB  TrkC ROS1 ALK

IC50 & Target TrkA

Entrectinib selectively blocks proliferation of ALK-dependent cell lines and potently inhibits

5 ALK - dependent signaling. Entrectinib also highly inhibits cell growth of the NSCLC cell line
NCI - H2228 bearing the EML4-ALK rearrangement.
N In mice bearing Karpas-299 and SR-786 xenografts, Entrectinib (p.o.) induces complete

tumor regression. In NPM-ALK transgenic mice, Entrectinib induces complete regression of
tumor masses observed in the thymus and in lymph nodes. In the NB xenograft model,
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Entrectinib cotreatment enhanced the efficacy of conventional chemotherapy.

SRS W HERE (2 AR SRHE R 7 B B IR)

MB2148 TAEG84

MB0370 HG-14-10-04

AL ERAEAE: HeR IR E: QoA AR, T L PSR, B A R AN, (7E 45-60°C
TKED o BARRGEERIE IR, BRI, dEeEfE, @i -20°C1-3 ;5 -80°C 3-6 H .

1K DMSO B =
& 1 mg 5mg 10 mg
RE = q

1mM 1.7837 mL 8.9184 mL 17.8368 mL
5 mM 0.3567 mL 1.7837 mL 3.5674 mL
10 mM 0.1784 mL 0.8918 mL 1.7837 mL
50 mM 0.0357 mL 0.1784 mL 0.3567 mL
[EE]
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s 12 0.6 20
) 10 0.5 20
i 3 0.24 12
i 1.8 0.15 12
liEgE 0.4 0.05 8
NG 0.15 0.025 6
O 0.08 0.02 5
/IR 0.02 0.007 3

i A(mg/kg)=311 B(mg/kg) X 0% B ¥ Km REU39) A (11 Km &%
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1-20MG 0.1MG
50-500MG MG
>1G 3-5MG

Nt A B RROBFI A AR, RGBS S R AR /N, [ 27 i AR VR T R RE ok B A2 B
PR REER—Z, PTREWEAS SR, AT LIS SR (S HREBETHD iR iesiE s R
iz SE AR
X TR SR K 07 AR AEHCE AR B E AR TR, BA TR BUE Ed Vs R B iz e 5 W TR
AARIERI &Y, BERAAT P RWIOKY, SBURRR, XM b 75 2B A TR h R

Tel: 400-659-9898
Email: sales@meilune.com

Fax: 0086-411-66771945
Postcode: 116600



