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HKI-357 is an irreversible dual inhibitor of EGFR and ERBB2 with IC50s of 34 nM and 33 nM, respectively.

Description
HKI-357 suppresses EGFR autophosphorylation (at Y1068), and AKT and MAPK phosphorylation[1].
1C50 & Target == Zuit
34 nM (ICso) 33 nM (ICs0)
HKI-357 (0.01-10 pM) is effective in suppressing ligand-induced EGFR autophosphorylation and its
downstream signaling, as determined by AKT and MAPK phosphorylation in NCI-H1975 cells[1].
HKI-357 also is effective in suppressing EGFR autophosphorylation (measured at residue Y1068),
and AKT and MAPK phosphorylation in parental NCI-H1650 cells harboring the
delE746-A750 EGFR mutation[1].
In Vitro

Cell Line: NCI-H1975 bronchoalveolar cell line
Concentration: 0.01, 0.01, 0.1, 1 and 10 uM
Incubation Time:
Result: Suppressed ligand-induced EGFR autophosphorylation and its downstream signaling AKT and
MAPK phosphorylation.
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Solvent&Solubility DMSO ¥ ARIZ - 100 mg/mL (174.20 mM; #2875 BiAE; WK DMSO X7 i ME i A B 3% 5

e, V8 HET T E ) DMSO)

Solvent Mass
1 mg 5mg 10 mg
Concentration

Preparing 1 mM 1.7420 mL 8.7100 mL 17.4201 mL
Stock Solutions 5mM 0.3484 mL 1.7420 mL 3.4840 mL
10 mM 0.1742 mL 0.8710 mL 1.7420 mL
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R FA AT 10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: = 2.5 mg/mL (4.36 mM); &% ¥ i
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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: 2.5 mg/mL (4.36 mM); &kitif; ##H Bh

SBT3 2.5 mg/mL B AL, S R] B T IR A

U 1mL TARRCAH], B 100 uL25.0 mg/mL A% DMSO &N 900 uL20% f# SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FTHEEE B-FHMIAE) MAERET 10mL MAEFEHKF, TEBEMEBHESEN.
R =

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

Solubility: = 2.5 mg/mL (4.36 mM); FEHE

SRS = 2.5 mg/mL CHERIEERAD BOEIHIAI, B 28 SE80 A WI7E AN BB sh st is
FItE A o

DL ImL TAERCAHI, B 100 uL25.0 mg/mL 1755 DMSO fE#3B0ME] 900 wL Fkihd, 1BE
5.

ZHE
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wE
1 mM 1.7420 mL 8.7100 mL 17.4201 mL 43,5502 mL
5 mM 0.3484 mL 1.7420 mL 3.4840 mL 8.7100 mL
10 mM 0.1742 mL 0.8710 mL 1.7420 mL 4.3550 mL
15 mM 0.1161 mL 0.5807 mL 1.1613 mL 2.9033 mL
20 mM 0.0871 mL 0.4355 mL 0.8710 mL 2.1775 mL
DMSO
25 mM 0.0697 mL 0.3484 mL 0.6968 mL 1.7420 mL
30 mM 0.0581 mL 0.2903 mL 0.5807 mL 1.4517 mL
40 mM 0.0436 mL 0.2178 mL 0.4355 mL 1.0888 mL
50 mM 0.0348 mL 0.1742 mL 0.3484 mL 0.8710 mL
60 mM 0.0290 mL 0.1452 mL 0.2903 mL 0.7258 mL
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80 mM

0.0218 mL 0.1089 mL 0.2178 mL

0.5444 mL

100 mM

0.0174 mL 0.0871 mL 0.1742 mL

0.4355 mL
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