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HEYEE

EGFR-IN-7 & —F A 20k EGFR EEH0H7, FAF 1 RGE M . EGFR-IN-7 %} EGFR (WT)

Description HlEGFR (RAZME C797S/T790M/L858R) H A #IfIfEH, 1C50 {430y 7.92nM F1 0.218 nM.
EGFR-IN-7 #J Fl T &M Ik I It o
EGFR (WT) EGFR (C797S/T790M/L858R)
IC50 & Target|[1]
7.92 nM (ICs0) 0.218 nM (ICs0)
Cell Line  Type Value Description
Antiproliferative activity against mouse BaF3 cells expressing
BaF3 ICso 17 nM EGEFR deletion19/T790M/C797S mutant assessed as reduction
on cell growth incubated for 72 hrs by MTT assay
Antiproliferative activity against mouse BaF3 cells expressing
BaF3 1Cso 21 nM EGFR L858R/T790M/C797S mutant assessed as reduction on
Cellular Effect cell growth incubated for 72 hrs by MTT assay
Antiproliferative activity against human NCI-H1975 cells
NCI-H19
1Cso 910 nM expressing EGFR L858R/T790M/C797S mutant assessed as
B reduction on cell growth incubated for 72 hrs by MTT assay
Antiproliferative activity against human PC-9 cells expressing
PC-9 1Cso 45 nM EGEFR deletion19/T790M/C797S mutant assessed as reduction
on cell growth growth incubated for 72 hrs by MTT assay
EGFR-IN-7 (b &%) 34) (10 mM) X} EGFR (WT). EGFR ( A 19del/T790M/C797S) #1 EGFR
(C797S/T790M/L858R) Ity iifi M A 1R 58 A M IAE T, 1CS50 {48 314 7.92 nM. 0218 nM 1 0.16
nM[1].
EGFR-IN-7 (1 mM) 7£ A431 #ffih%} EGFR (WT) AREF%EFME, 1C50 4 154 nM[1].
EGFR-IN-7 (10 1 M-0.508 nM) %§ Ba/F 3 (EGFR A 19del/T790M/C797S) = RAAN) 1C50 18
N 22 nM[1].
In Vitro EGFR-IN-7 (10 &M B¢ 100 wM) A[#fi#] pEGFR Ba/F 3 (EGFR A 19del/T790M/C797S) 4H At
WAL TEYE, 1C50 2N 19 nM[1].
Cell Proliferation Assay[1]
Cell Line: A431 cells; Ba/F 3 (EGFRA19del/T790M/C797S) suspension cells
Concentration: 1 mM; 10 pM-0.508 nM
Incubation Time: 3 days
Result: Inhibited proliferation in cells
EGFR-IN-7 (fL. &34 34; 5-45 mghkg: FR: & H % 3 13 R) £ FHA BaF3 (A
19del/T790M/C797S) LI FHEAE (CDX) BALB/c #5245 A6 Y o 2 3 HH 52 30 Fi Rt v A [ 1]
EGFR-IN-7 (25 #1 50 mg/kg; FR; & H Kk, 3% 3 Ji) X/NRBFRAMFA PC-9 (A 19del) #E
R e AR AT 3 I IR .
In Vivo

Animal Model: Ba/F 3 (A19del/T790M/C797S)-derived xenograft (CDX) BALB/c nude

mice (female, 6-8 weeks, 18-22 g)[1]
Dosage: 5,15, 45 mg/kg

Administration: Oral administration, daily, for 13 days
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Result: Significantly increased the half-life, the amount of exposure in plasma

and tissues, had good pharmacokinetic effects in mice.

Animal Model: Subcutaneous xenograft PC-9 (A19del) model[1]
Dosage: 0-9 days: 50 mg/kg, 10-21 days: 25 mg/kg
Administration: Oral administration, once a day, 3 weeks

Result: Had a significant inhibitory effect on tumor growth, had a

tumor-reducing effect and showed good antitumor efficacy.

Solvent&Solubility

il

DMSO H ¥ fEE : 5 mg/mL (7.20 mM,; ultrasonic and warming and adjust pH to 5 with 0.1 M HCL and
heat to 60°C; MEHEHT DMSO X7 i AR LA W2 m, i ATHTTE B DMSO)

Solvent Mass
1mg 5mg 10 mg
Concentration

Preparing 1 mM 1.4397 mL 7.1984 mL 14.3968 mL
Stock Solutions 5 mM 0.2879 mL 1.4397 mL 2.8794 mL
10 mM - - -

SRR = S TE A [ A 77 o VAR R PR I I VA IS G 480 — ELIC OB, WA, ik
VR R R 7 it 2R

ik & T A7 75 SRR : -80°C, 6 months; -20°C, 1 month. -80°C f477RT, 1 7E 6 ANH P, -20°C
PRy, EAE 1A PR

YL

ARG SR AN 27 2 MR PE M TE RT R

AR VR TT S S6% B8 In Vitro 77 sURCHIVEE M 65 490, FEAR VA I B IE 77

ARUE SR 4 R AT Rk, VTS (O A T DMRSE R AR 5 1, S8 IRAE s R SSR i TR, &
WEBLHIE, 2R

DA VA S R 1 T 4 LU 8 A 70 7 A TC ) 28 P PR s B FE TR A b s BT L T
TG, W7 LOE o FARn/sE 7 i) 7

FE

KA INEAER:  10% DMSO  —  40% PEG300 — 5% Tween-80 —  45% Saline

Solubility: > 1.25 mg/mL (1.80 mM); ¥EIHIER

5 ARG >1.25 mg/mL AT ARED (98- R -

PL 1mL TAEGCAE], B 100 pL 12.5 mg/mL ¥ DMSO fifi&#in#| 400 uL PEG300 ', JBA
¥151; Fi BRI 50 uL Tween-80, JREII5]; SRIG ARSI 450 uL AHHK EEZE 1
mL.

AHEKIIEH: ¥ 0.9 g FAEN, BT ddH.0 FERZE 100 mL, A LGRS % B 10 A4 B 4R K
B

HE =

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

Solubility: > 1.25 mg/mL (1.80 mM); 5 TER

P ARG >1.25 mg/mL AR ARED (98- R -

PL 1 mL TAEGCAE], B 100 pL 12.5 mg/mL [H77H DMSO & nE] 900 uL 20% [ SBE-B-CD
AR, IREA.

2 g SBE-B-CD (Il TJEMk B-MAMIKS) MiAKEAT 10mL MAEHIKP, EABMEREEN.

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

Solubility: > 1.25 mg/mL (1.80 mM); 757 0

SET7 AR > 1.25 mg/mL CHEURIEESRAD MVE WL BET7 22 S8 FUWIZE AN T BA_E M 3h W seie iy
AL

P ImL TAEM B, EX 100 pL 12.5 mg/mL %% DMSO fig & 900 uL oK, RAY
5.

E =30 N [1]. Ling WY, et, al. Prostaglandin E2 suppresses bacterial killing in alveolar macrophages by inhibiting
NADPH oxidase.
SR BRI R -
TR S AEAS RV R P BT R R P A G M VE RIS 2 — BRSOV, T 0 e OR A, G R SRR B 7 i
R
il # IR R A7 77 AP -80° C, 6 months; -20° C, 1 month. -80° C f§f#HT, 1H7E 6 NMA WA, 20° CHEFERT, WA
1A H WA
ALIEVEF J5ig= 1mg 5mg 10 mg 25 mg
B
WE
1 mM 1.4397 mL 7.1984 mL 14.3968 mL 35.9919 mL
DMSO
5mM 0.2879 mL 1.4397 mL 2.8794 mL 7.1984 mL
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