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L Nintedanib (BIBF 1120) 72—l 2 = L5 W EE0 #1057, 40%] VEGFR1/2/3, FGFR1/2/3 A1
Description PDGFRo/f [ IC50 {47354 34 nM/13 nM/13 nM, 69 nM/37 nM/108 nM 1 59 nM/65 nM
VEGFR1 VEGFR2 VEGFR3 FGFR1
34 nM (ICso) 13 nM (ICs0) 13 nM (ICs0) 69 nM (ICs0)
IC50 & Target
FGFR2 FGFR3 PDGFRa PDGFRB
37 nM (IC50) 108 nM (IC50) 59 nM (IC50) 65 nM (IC50)
Cell Line Type Value Description
Antiproliferative activity against human A549 cells after 72
A549 ICso 22.62uM
hrs by MTT assay
Antiangiogenic activity against human Calu6 cells assessed
Calu-6 ECso >1uM as inhibition of cell proliferation by [3H]thymidine
incorporation assay
Antiangiogenic activity in human Calu6 assessed as
Calu-6 ECso >3500 nM inhibition of cell proliferation by [3H]thymidine
incorporation assay in presence of fetal calf serum
Antiangiogenic activity against human FADU cells assessed
FaDu ECso >1uM as inhibition of cell proliferation by [3H]thymidine
incorporation assay
Antiangiogenic activity in human FADU assessed as
FaDu ECso >4500 nM inhibition of cell proliferation by [3H]thymidine
incorporation assay in presence of fetal calf serum
Antiproliferative activity against human HT-29 cells after 72
HT-29 ICso 0.83uM
Cellular Effect hrs by MTT assay
Antiproliferative activity against human HT-29 cells after 72
HT-29 ICso 4.9uM
hrs by MTT assay
Antiangiogenic activity in HUVEC assessed as inhibition of
HUVEC ECso 290 nM bFGF-induced cell proliferation by [3H]thymidine
incorporation assay
Antiangiogenic activity in HUVEC assessed as inhibition of
HUVEC ECso 9nM VEGF-induced cell proliferation by [3H]thymidine
incorporation assay
Antiangiogenic activity in HUVEC assessed as inhibition of
HUVEC ECso <10 nM VEGF-induced apoptosis by [3H]thymidine incorporation
assay
Antiangiogenic activity in HUVEC assessed as inhibition of
HUVEC 1Cso 10 nsM VEGF-induced cell proliferation by [3H]thymidine
incorporation assay
Antiangiogenic activity against human HeLa cells assessed
HeLa ECso > 1uM
as inhibition of cell proliferation by [3H]thymidine
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incorporation assay

Antiangiogenic activity in human HeLa assessed as
HeLa ECso >3500 nM inhibition of cell proliferation by [3H]thymidine

incorporation assay in presence of fetal calf serum

Antiproliferative activity against human HeLa cells after 72
HeLa 1Cso 51.65uM

hrs by MTT assay

Antiproliferative activity against human MCF7 cells after 72
MCF7 ICso 8.28uM

hrs by MTT assay

Antiproliferative activity against mouse NIH3T3 cells
NIH3T3 1Cso 2.41uM assessed as cell growth inhibition incubated for 24 to 72 hrs

by CCK-8 assay

Inhibition of TGF-beta-induced collagen accumulation in rat
NRK-49F 1Cso 1.1uM NRK-49F cells incubated for 2 days by PSR staining based

microscopic analysis

Inhibition of TGF-beta-induced collagen accumulation in rat
NRK-49F ICso 1.1uM NRK-49F cells incubated for 2 days by PSR staining based

microscopic analysis

Cytotoxicity against human PC3 cells assessed as reduction
PC-3 1Cso <30uM

in cell viability by CellTiter-Fluor assay

Antiproliferative activity against human SKOV3 cells after
SK-OV-3 1Cso 28.76uM

72 hrs by MTT assay

Inhibition of N-terminal GST-tagged human recombinant

PDGFRalpha D842I mutant expressed in
S9 1Cso 1.9nM baculovirus-infected Sf9 cells using FAM-labeled peptide

and ATP as substrate preincubated for 10 mins followed by

substrate addition measured after 1 hr by mobility shift assay

Inhibition of mouse GST-fused VEGFR2 expressed in Sf9
S9 ICso 13 nM

insect cells after 20 mins by scintillation counting

Inhibition of human GST-fused VEGFR2 expressed in Sf9

SfY IC50 21 nM
insect cells after 20 mins by scintillation counting

S9 ICso 5nM Inhibition of human VEGFR2 expressed in Sf9 cells

Nintedanib (BIBF 1120) 545 IS 2 A AR AR IR T 2 MBI ATP S A s

44 . Nintedanib 41l PDGF-BB HJi#/f) BRP 3458, 40/ lE H11¥) EC50 J¥ 79 nM. Nintedanib (100

In Vitro
nM) £ 5% I PDGF-BB #IBEBLET MAPK f¥%. Nintedanib AJFHi: PDGF-BB Hl ¥
W, AN ETIEALANH (HUASMC) E:2¥H ) EC50 A 69 nM[1].
Nintedanib (BIBF 1120) (45 H Il 25-100 mg/kg) 7 HTA RIS ch 5 B st e, G E 4 R
In Vivo 1A P K 0 XTSI B MR A 20 5K BUMORT B . 308 3 R POV AR PR AR AR ) 2
5 RJG I B AL 2 B FRAG, AR KA B35 (1.
Nintedanib T TR, 7E4A PRI AL R It 4 NS (K7 80, IR 52 7 I [2].
1 B S
Solvent&Solubility DMSO H IV MRE @ 5 mg/mL (9.27 mM; #B75 BIE (<60°C); WRIEH) DMSO X7~ 5 VA iR A i &

S, R HOTE R DMSO)



http://www.shyuanye.com

RIRET AR TR AT

Shanghai yuanye Bio-Technology Co., Ltd
HLE: 021-61312973 & E: 021-55068248
P4ik:  www.shyuanye.com

HR#: shyysw@sina.com

iR 0T

H20 HHAERE < <0.1 mg/mL (insoluble)

Solvent Mass
1mg 5mg
Concentration

10 mg
Preparing 1 mM 1.8532 mL 9.2658 mL 18.5316 mL
Stock Solutions 5 mM 0.3706 mL 1.8532 mL 3.7063 mL
10 mM - - -

S 2 VR R R i R 2

T7IE, ATE 1L 4ERBE .
BSLR:

s A K 77 B .
HE —

T TS I A 711
Solubility: 10 mg/mL (18.53 mM); M, #8775 B

50% PEG300 — 50% Saline

HE =
T TS I A 711
Solubility: 10 mg/mL (18.53 mM); M, #8745 B

1% CMC/0.5% Tween-80 in Saline water

AR S E AN R T VA IR B IE PR S E IR R RL A i 80— BLRCIRIATR, IE 0 RRAT, B

T RA7 7 SRAARR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 E{ER,  -20°C fik

DUR AR TT 58, 1 ELRRIC ] TARM. U B, 7Rl PRI 5E.  DUR I RITT 2on 7 20t
AR ISR H L AR G b e RSRI R R s B . AT R, T BLE A

@%}‘Cﬁ [1]. Hilberg F, et al. BIBF 1120: triple angiokinase inhibitor with sustained receptor blockade and good
antitumor efficacy. Cancer Res, 2008, 68(12), 4774-4782.
[2]. Roth GJ, et al. Design, synthesis, and evaluation of indolinones as triple angiokinase inhibitors and the
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52(14), 4466-4480.
SEREAE BRI R -

RIS 7 i FE AN [R5 P B ¥ A LI P A IO FRIIE A 26 0 — ELRC IR, W0 e ORAT T8 o IR SR B PR 7 i SR 2

%5 AT 7 AARR . -80° C, 2 years; -20° C, 1 year. -80° C f#fEHF, 54 2 4ENMH],

20° C A2, EAE 1 FE PN

Mo
AT FE 1 mg 5 mg 10 mg 25 mg
BAUAER
W
1 mM 1.8532 mL 9.2658 mL 18.5316 mL 46.3289 mL
DMSO
5mM 0.3706 mL 1.8532 mL 3.7063 mL 9.2658 mL
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