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Theliatinib (Xiliertinib) is a potent, ATP-competitive, orally active and highly selective EGFR inhibitor with

a Ki of 0.05 nM and an IC50 of 3 nM. Theliatinib has an IC50 of 22 nM for EGFR T790M/L858R mutant.

Description Theliatinib shows >50-fold selectivity for EGFR than other kinases[1]. Theliatinib is a click chemistry
reagent, it contains an Alkyne group and can undergo copper-catalyzed azide-alkyne cycloaddition (CuAAc)
with molecules containing Azide groups.

EGFR EGFR EGFR (L858R/T790M)
IC50 & Target
3 nM (ICso) 0.05 nM (Ki) 22 nM (ICs0)
) Theliatinib R0 A431 47 EGFR BE2{L, IC50 9 7 nM. Theliatinib 401 A431.H292 1
In Vitro FaDu #fA7¥%, 1C50 {54050 80 nM. 58 nM 1 354 nM[1].
Theliatinib 20 A431 47 EGFR BEE2{L, IC50 9 7 nM. Theliatinib &40 A431.H292 1
FaDu #HfA7¥%, 1C50 {545r50% 80 nM. 58 nM 1 354 nM[1].
. Animal Model: NOD-SCID mice injected with esophageal cancer cells (PDECX 1T0950 model)[1]
fn Vive Dosage: 2 mg/kg, 5 mg/kg, 15 mg/kg
Administration: Oral administration;daily; for 21 days
Result: Attenuated tumor growth in PDECX 1T0950 model in a dose-dependent manner.
i g
Solvent&Solubility DMSO HJHAMEE - 1 mg/mL (2.26 mM; 7S BIA (<60 °C); BRMEZMFAM (HCL 1Y, pH=3) ; iR
7 DMSO %/ b VA A 3 R0, 1 6 F BT 45 /1 DMSO)
1 mg 5mg 10 mg
Concentration
Preparing 1 mM 2.2598 mL 11.2992 mL 22.5984 mL
Stock Solutions 5 mM - - -
10 mM — - -
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il % B R A 7 SURBR . -80°C, 2 years; -20°C, 1 year. -80°C ffif7H, &7E 2 AEPMEA,  -20°C fif
fERE, VETE 1 AENAER .
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