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Tilfrinib (compound 4f) is a potent and selective Brk/PTK6 inhibitor with an IC50 value of 3.15 nM for Brk.

Description
Tilfrinib shows good anti-proliferative activity and has potential of anti-tumour[1][2].
IC50 & Target IC50: 3.15 nM (Brk), PTK6[1][2].
Tilfrinib (20 uM; 36 /M) AT PTK6, FHF#(% ETV4 WT %3 UM-UC-3 4ffi CXCLI &
CXCL8 FikLAK TAN ' VEGFA 3t MMP9 Fik[1].
Tilfrinib (L& 40 4f) Xt MCF7. HS-578/T Fl BT-549 8L RAF AP IETE, GIS0 {4 5N
0.99. 1.02 F1 1.58 uM[2].
Western Blot Analysis[1]
In Vitro Cell Line: UM-UC-3 cells (stably expressing FLAG-ETV4 WT or Y392F)
Concentration: 20 uM
Incubation Time: 36h
Result: Reduced ETV4 WT-induced expression of CXCL1 or CXCLS in
UM-UC-3 cells and expression of VEGFA or MMP9 in TANs by
inhibiting PTK6.
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Solvent&Solubility DMSO AR : 125 mg/mL (454.05 mM; i 75 B, IR DMSO Xt/ 5 I RS B35 8

e, i HET T E 1) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 3.6324 mL 18.1620 mL 36.3240 mL
Stock Solutions 5 mM 0.7265 mL 3.6324 mL 7.2648 mL
10 mM 0.3632 mL 1.8162 mL 3.6324 mL
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KPR 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
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AE 1mL.

A HKIEH: K 0.9 ¢ MM, BMET ddH. O FFEAZE 100 mL, ] LIS RIS W A E
TR -

L -

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

Solubility: = 2.08 mg/mL (7.56 mM); ¥ & iATK

W EATHAG = 2.08 mg/mL CHAIERED HIEE AR

U 1mL TARRCAH], B 100 1w L20.8 mg/mL HI¥EE DMSO &N 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-HWKE) MAEAET 10mL AEMEKS, BEBMEETEN.
R =

EIRF I INEFER:  10% DMSO  —  90% Corn Oil

Solubility: = 2.08 mg/mL (7.56 mM); ¥ & iATR
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PL I mL TAEBCNE], B 100 wL20.8 mg/mL (¥ DMSO ff#&8mE] 900 wL FoKilid, BA
5.

[1]. Zhang Q, Liu S, et al. ETV4 mediated tumor-associated neutrophil recruitment promotes

Bk lymphangiogenesis and lymphatic metastasis of bladder cancer[J]. 2022.
[2]. Mahmoud KA, et al. Discovery of 4-anilino a-carbolines as novel Brk inhibitors. Bioorg Med Chem Lett.
2014 Apr 15;24(8):1948-51.
SRR BRI R -

* AR = A [F AR P I A B SR B A G I A FRURC 1 6 48 s — ELC I, 1 - SR, B S S VR RIS B
K. AERWIRAE T AR . -80°C, 6 months; -20°C, 1 month. -80°C f#fEN}, 575 6 A WA, -20°C 1Ry, H7E 1

AN P
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BRI

wE
1 mM 3.6324 mL 18.1620 mL 36.3240 mL 90.8100 mL
S mM 0.7265 mL 3.6324 mL 7.2648 mL 18.1620 mL
10 mM 0.3632 mL 1.8162 mL 3.6324 mL 9.0810 mL
15 mM 0.2422 mL 1.2108 mL 2.4216 mL 6.0540 mL
DMSO 20 mM 0.1816 mL 0.9081 mL 1.8162 mL 4.5405 mL
25 mM 0.1453 mL 0.7265 mL 1.4530 mL 3.6324 mL
30 mM 0.1211 mL 0.6054 mL 1.2108 mL 3.0270 mL
40 mM 0.0908 mL 0.4541 mL 0.9081 mL 2.2703 mL
50 mM 0.0726 mL 0.3632 mL 0.7265 mL 1.8162 mL
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60 mM 0.0605 mL 0.3027 mL 0.6054 mL 1.5135mL
80 mM 0.0454 mL 0.2270 mL 0.4541 mL 1.1351 mL
100 mM 0.0363 mL 0.1816 mL 0.3632 mL 0.9081 mL
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