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HEYEE

EGFR-IN-11 is a fourth-generation EGFR-tyrosine kinase inhibitor (EGFR-TKI) with an IC50 of 18 nM for

Description triple mutant EGFRL858R/T790M/C797S. EGFR-IN-11 significantly suppresses the EGFR phosphorylation,
induce the apoptosis, and arrest cell cycle at GO/G1[1].
EGFRLESSR/IT90M/CT97S
IC50 & Target
18 nM (IC50)
EGFR-IN-11 (Compound D9; 0.0001-10 pM; 72 hours) shows significantly potent anti-proliferation against
HCC827 and H1975 cell lines with IC50s of 0.88 nM and 0.20 uM, respectively[1].
EGFR-IN-11 (0.01-1.00 pM for HCC827 cells; 0.1-10.00 uM for H1975 and A549 cells; 8 hours)
suppresses EGFR phosphorylation in a concentration-dependent manner in the HCC827, H1975 and A549
cell line[1].
EGFR-IN-11 (1 uM; 24 h) potently induces the apoptosis of HCC827 cells.[1]
EGFR-IN-11 (1 uM; 24 h) induces cell cycle arrests in HCC827 cell[1].
Cell Proliferation Assay[1]
Cell Line: Human lung cancer cell lines HCC827 (EGFRP¢! E746-A750) 'H1975
(EGFRSS$RT790M) and A549 (EGFRWT); epidermoid carcinoma cell
line A431 (EGFRWT)
Concentration: 0.0001, 0.0003, 0.001, 0.003, 0.01, 0.1, 1, 10 M
Incubation Time: 72 hours
Result: Inhibited HCC827 H1975 A549 cells proliferation with IC50s of 0.88
+0.09 nM, 0.20+£0.01 pM, 2.91+0.61 uM, and >10 uM, respectively.
Western Blot Analysis[1]
In Vitro Cell Line: HCC827, H1975 and A549 cells
Concentration: 1.00, 0.10 and 0.01 pM for HCC827 cells; 10.00, 1.00 and 0.10 uM

Incubation Time:

for H1975 and A549 cells

8 hours

Result: Suppressed EGFR phosphorylation in a concentration-dependent
manner. EGFR phosphorylation in the HCC827 cell line was more
remarkably suppressed than in the H1975 and A549 cell lines.

Apoptosis Analysis[1]

Cell Line: HCC827 cells

Concentration: 1uM

Incubation Time: 24 hours

Result: The percentages of apoptotic cells is 56.91%.
Cell Cycle Analysis[1]

Cell Line: HCC827 cells

Concentration: 1uM

Incubation Time: 24 hours
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Result: The number of HCC827 cells in GO/G1 phase was increased
significantly.
i g
Solvent&Solubility DMSO IR : 125 mg/mL (217.88 mM; A Biva; AR H DMSO X ™ bt VA R 5 A 8 2%
e, i HET T & (1) DMSO)
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 1.7430 mL 8.7152 mL 17.4304 mL
Stock Solutions 5mM 0.3486 mL 1.7430 mL 3.4861 mL
10 mM 0.1743 mL 0.8715 mL 1.7430 mL
* VAR P S AE AN 5 VA 70 P VA R P S B B & VA RIS 490 — B ARIATR, B NS IRAE, ke
SRS VR R R T
it SRR 147 77 ATWIBR : -80°C, 6 months; -20°C, 1 month. -80°C f#fFit, %1t 6 A~ A WA, -20°C
TETRES, ELE 1A H WA
B
TR IR Y SEaR A4S 2575 2 I 2 VA R T %
DR A7 ZE 80135 S 1 8 Tn Vitro 7 ARG AV (O RE T, PRI VRV I BV 771 -
——IPRIESEIR S IR T EENE, P ROl B T AR R A7 25 1R, S ORI SRER R AR, 2
BOSIUHIRS, 2 RAE A
PR 7R RT 2733 0 1 43 L R i i P TR E SR ) i M R 5 L s e FC A A o BTE S AT i
PG, AT LUE R ARl 5 () 7 2B T
VI S
R F RN FER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline
Solubility: = 2.08 mg/mL (3.63 mM); ¥ & AR
RIS = 2.08 mg/mL LRI RED (BT EW -
L 1mL TAEWCHB], B 100 wL20.8 mg/mL HIFEIE DMSO f###M#E 400 uwLPEG300 1, &
GH5); B ERERFMA 50 uL Tween-80, JRAHIL); RIS HEHLEMAN 450 vl AHEK &
AE 1mL.
AEFRE K R H: 4% 0.9 g EALEN, VAT ddHz O JEERZE 100 mL, B LA SIS % W 1 A 30 2
TR -
I
TR FFA IR AT 10% DMSO  —  90% Corn Oil
Solubility: = 2.08 mg/mL (3.63 mM); ¥ iEVAHR
SEJ7 ARG = 2.08 mg/mL CHURIEEARFD MIBIEEH, M7 Z95 MITE A A UL i3k
AL o
A ImL TAEROAHI, B 100 »L20.8 mg/mL [¥#5% DMSO &N 900 vL ki, WA
B5.
[1]. Lei H, et al. Discovery of novel 9-heterocyclyl substituted 9H-purines as L858R/T790M/C797S mutant
BEXER EGFR tyrosine kinase inhibitors. Eur ] Med Chem. 2019 Nov 16:111888.
TR BRI HIR -

* R AN RN P VA R A B A B VAT 8 450 — BRI, 3 0 S AR, 388 S I S VR Rl AR A 7
KA. BRI T AW -80°C, 6 months; -20°C, 1 month. -80°C f&FERS, H7E 6 NH WAER, -20°C fEFERT, #57E 1

MANAEH.
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AT FE 1 mg 5 mg 10 mg 25 mg
WAUAER

W
1 mM 1.7430 mL 8.7152 mL 17.4304 mL 43.5760 mL
5mM 0.3486 mL 1.7430 mL 3.4861 mL 8.7152 mL
10 mM 0.1743 mL 0.8715 mL 1.7430 mL 4.3576 mL
15 mM 0.1162 mL 0.5810 mL 1.1620 mL 2.9051 mL
20 mM 0.0872 mL 0.4358 mL 0.8715 mL 2.1788 mL
25 mM 0.0697 mL 0.3486 mL 0.6972 mL 1.7430 mL

DMSO

30 mM 0.0581 mL 0.2905 mL 0.5810 mL 1.4525 mL
40 mM 0.0436 mL 0.2179 mL 0.4358 mL 1.0894 mL
50 mM 0.0349 mL 0.1743 mL 0.3486 mL 0.8715 mL
60 mM 0.0291 mL 0.1453 mL 0.2905 mL 0.7263 mL
80 mM 0.0218 mL 0.1089 mL 0.2179 mL 0.5447 mL
100 mM 0.0174 mL 0.0872 mL 0.1743 mL 0.4358 mL
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