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Canertinib (CI-1033;PD-183805) /& &/, AR EGFR fil5; #0H|4HM EGFR F1 ErbB2

Description
H SRR 1C50 {H5 518 7.4 1 9 nM. Canertinib A] LU 5 /05 B B0 4= 05 2 IR T8 I e o
EGFR ErbB2
IC50 & Target[1]
7.4 nM (ICso) 9 nM (ICso)
Cell Line Type Value Description
0.15 Antiproliferative activity against human A431 cells
A-431 1Cso
uM overexpressing EGFR after 72 hrs by MTS assay
Inhibition of EGF-stimulated autophosphorylation of EGFR
A-431 ICso 7.4 nM
enzyme in A431 cells detected by immunoblotting
Antiproliferative activity against human A549 cells expressing
1.59
A549 1Cso wild type EGFR coexpressing k-Ras mutant after 72 hrs by MTS
M
assay
Inhibition of EGF-stimulated wild type EGFR
A549 1Cso 6 nM autophosphorylation expressed in human A549 cells by sandwich
ELISA
7162 Antiproliferative activity against human A549 cells assessed as
A549 1Cso
nM inhibition of cell growth measured after 72 hrs by CCK-8 assay
Antiproliferative activity against mouse BaF3 cells assessed as
BaF3 1Cso 9.2 nM
inhibition of cell growth measured after 72 hrs by CCK-8 assay
5612 Cytotoxicity against human BJ cells assessed as inhibition of cell
BJ 1Cso
nM growth measured after 72 hrs by CCK-8 assay
Cellular Effect
Antiproliferative activity against human BT474 cells
BT-474 ECso 10 nM
overexpressing ERBb2 after 3 days by methylene blue staining
0.001 Antiproliferative activity against human HCC827 cells harboring
HCC827 ICso
vl EGFR del E746-A750 mutant after 72 hrs by MTS assay
Antiproliferative activity against human HCC827 cells assessed
0.3776
HCC827 1Cso as inhibition of cell growth measured after 72 hrs by CCK-8
nM
assay
6000 Cytotoxicity against human HEK293T cells assessed as
HEK-293T  ICso
nM inhibition of cell growth measured after 72 hrs by CCK-8 assay
Antiproliferative activity against human HNS5 cells
HNS ECso 50 nM
overexpressing EGFR after 3 days by methylene blue staining
Antiproliferative activity against human HL7702 cells expressing
L02 1Cso 2.3 uM
wilt type EGFR after 72 hrs by MTS assay
Antiproliferative activity against human NCI-H1975 cells
NCI-H197 0.064
1Cso harboring EGFR L858R/T790M mutant after 72 hrs by MTS
5 uM
assay
NCI-H197 1Cso 101 nM  Antiproliferative activity against human NCI-H1975 cells
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5 expressing EGFR T790M/L858R mutant incubated for 72 hrs by
MTS assay
Antiproliferative activity against human NCI-H1975 cells
NCI-H197 11.34
ICso assessed as inhibition of cell growth measured after 72 hrs by
5 nM
CCK-8 assay
Inhibition of EGFR L858R/T790M double mutant
NCI-H197
1Cso 3nM autophosphorylation in human NCI-H1975 cells after 2 hrs by
5
sandwich ELISA
0.8585 Antiproliferative activity against human PC-9 cells assessed as
PC-9 ICso
nM inhibition of cell growth measured after 72 hrs by CCK-8 assay

In Vitro

Canertinib DL & RO 7 20235 06157 10 SR (A Z0W 40 RaH3 Al RaHS [4EK. 1C50 200y
0.8 uM, 5 uM Fli T, WA RELAILE 72 AP bA K. K 2EEOH KA RaH3
RaH5 5 1| uM Canertinib J¥ &, FIEALERSS 24 /NGy (E40 A0 SRR T A A 00 GL 91, BREBS
YHMJHTI 1 1 M Canertinib FTHIHI AR R T ErbB1-3 SZAABERR (L, AN FRME Akt-. Erk1/2- 1
Stat3 & PE[2].

Canertinib 12 41 IA A 73 VA I 5 R0 77U [3] -

In Vivo

Canertinib I LT IR R PRGN, HIRSGZ)E A431 SRR A KERET 50 K
[1.

BN 40 mgkg/ R Canertinib 7] 2 35 4 A 28 € 3000 S A FS DR RaH3 Al RaHS
MIEK. EIRIT 4 R, HXT G R MR RE PR CBI, IH HAEA BT WA i —
SRR, IXA] DUEIE R AR 2 R B, JRETRYT 18 RNIE RIS THE = X[2].

Solvent&Solubility

1 H S

Ethanol 1 [I¥f#I% : 12.5 mg/mL (25.72 mM; i 75 BIVA)

DMSO AR : 4.9 mg/mL (10.08 mM; ANFBIE; WARHK DMSO X7 Sh R LA B2 i,
WAL BFFE Y DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 2.0579 mL 10.2893 mL 20.5787 mL
Stock Solutions 5mM 0.4116 mL 2.0579 mL 4.1157 mL
10 mM 0.2058 mL 1.0289 mL 2.0579 mL

SRR = S TE AN [ A 77 o VAR R PR I I VA RIS B 480 — B HUOBTI,  W R,
SRR R I BT R

M R A7 7 AR . -80°C, 2 years; -20°C, 1 year. -80°C i/, iH7E 2 EA{EM,  -20°C fik
TP, TEEE 1 AERA

YL

ARG SR AN 2 2 SR PE 2 T AT R

AR VAR TT S S6 %88 In Vitro 77 sURCHIVEE (065 490, FEARVCH I BIE 7

—— ABIES A R PR, T IR A T DURIB RE AR 46 0F, GRS TR, &
WSR2 R A

DA VAU SR 1 T 4 LU 8 A 7R 7 A TC ) 28 TP R s B FE TR R b e BT L T
G, W7 LOE I FAEn /s 7 i) 7

JE

K FARIEERIER:  10% EtOH —  40% PEG300 — 5% Tween-80 —  45% Saline
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Solubility: = 1.25 mg/mL (2.57 mM); ¥ iEHER

W7 RS = 1.25 mg/mL CHEATBERAD HIMBHIE

L 1mL TAEMCHE], B 100 1L 12.5 mg/mL KIS EtOH f##&Bn%| 400 nLPEG300 1, &
Bol; Ei BRI RTINS0 uL Tween-80, JBAHIL): REHALIMA 450 wL AWK &K
% ImL.

AEFRE K TS 4% 0.9 g EALEA, VAT ddHz O JEERZE 100 mL, B LA SIS % W i A 30 2,
TR -

I -

IR IR 10% EtOH  —  90% (20% SBE- B -CD in Saline)

Solubility: = 1.25 mg/mL (2.57 mM); ¥ iEHER

TR = 1.25 mg/mL CEATBERAD HIMBH A

P ImL TAEMBCBI, EC 100 wL12.5 mg/mL MY EtOH ff#3ME] 900 nL20% ) SBE-B
-CD AFEHAKEW T, BEHA.

2 g SBE-B-CD (FT Mk B-HWKE) BMAEAET 10mL EMEKS, SEBMEEHTEN.
HE =

RPN AAT): 10% EtOH  —  90% Corn Oil

Solubility: = 1.25 mg/mL (2.57 mM); ¥ &AM

B RS = 1.25 mg/mL CHEURIEEARFD MIBIEEH, M7 R8I ITE A A L i 3h sk
AL o

L 1mL TAEBCAB], L 100 L 12.5 mg/mL [T EtOH f##43nE 900 wL Tk, BE
B5.
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SEMRE AR
TEARLEE 7 i AN TR 77 T BV AR A PR A 3 R VA R TC A 5 — ELFCRRIB VL, 20 B ORAE, 3B G0 S ST R RS R 7 i 2R
il B IR R A7 7 SRR . -80° C, 2 years; -20° C, 1 year. -80° C fEfFHS, 7L 2 EAMEIH, -20° CfEfERS, 7E 1 4F
WAL .
ALIEVEF RE 1mg 5mg 10 mg 25 mg
BB
W
1 mM 2.0579 mL 10.2893 mL 20.5787 mL 51.4467 mL
DMSO/Ethanol | 5 |y 0.4116 mL 2.0579 mL 41157 mL 10.2893 mL
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10 mM 0.2058 mL 1.0289 mL 2.0579 mL 5.1447 mL
15 mM 0.1372 mL 0.6860 mL 1.3719 mL 3.4298 mL
Ethanol 20 mM 0.1029 mL 0.5145 mL 1.0289 mL 2.5723 mL
25 mM 0.0823 mL 0.4116 mL 0.8231 mL 2.0579 mL
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