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BIOLOGICAL ACTIVITY
Description EGFR-IN-82 (Cmpound 8a) is a potent and orally active EGFR inhibitor with ICsq values of 0.09 and 0.06 nM for EGFR
L858R/TT90M/CTI7S 51y EGFRDEILY/TTIOM/CTITS raspectively. EGFR-IN-82 has no significant effect on EGFRVT. EGFR-IN-82 has
anti-proliferative activity and inhibits tumor formation in nude mice. EGFR-IN-82 can be used in non-small cell lung cancer
research [,
IC5, & Target 0.09, 0.06 nM (EG FRL858R/T790M/C797S’ EGFRDe|l9/T79OM/C797S)
In Vitro EGFR-IN-82 (compound 8a) (72 h) significantly inhibits the growth of Ba/F3-EGFRPe!19/TT90M/CT97S ca||s with the IC5q value of

12.7 nM, but has no significant effect on the growth of A431 cells [,
MCE has not independently confirmed the accuracy of these methods. They are for reference only.

In Vivo EGFR-IN-82 (Cmpound 8a) has better pharmacokinetic performance than Brigatinib (HY-12857) in vivolZl,

EGFR-IN-82 (15 - 30 mg/kgROral gavage (p.0.)R14 - 21 days) exhibits moderate inhibition on PC9-EGFR Del19/T790M/C797S

xenograft mice model, while presents a very strong tumor growth inhibition effect on tumor with high expression of EGFR
Del19/T790M/C797S[1]

Pharmacokinetic Analysis in Male Balb/C mice Model(!]
Route Dose (mg/kg)  Cmayx (ng/mL)  AUCq ¢ (ng/mL*h) AUCO‘“’(ng/mL’h) t1/2 (h) MRT (h)
p.0. 5 1574 15375 15632 3.5 6

MCE has not independently confirmed the accuracy of these methods. They are for reference only.

Animal Model: PC9-EGFRPeIL9/T790M/CT97S yanograft mice model
Ba/F3-EGFR Del19/T790M/C797S y anograft mice model [

Dosage: 15 or 30 mg/kg/day, 14-21 days
Administration: Oral gavage (p.o.)
Result: Exhibited moderate inhibition on tumor growth, with a tumor growth inhibition rate (TGI)
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0f 21.60% at 15 mg/kg and 46.79% at 30 mg/kg in PC9-EGFR Del19/T790M/CT97S yanggraft
mice model. Presented a very strong tumor growth inhibition effect with the TGI of 48.43%

at low dose(15 mg/kg) and 82.60% at high dose(30 mg/kg) in xenograft mice model of
Ba/F3-EGFR Del19/T790M/C797S_
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Caution: Product has not been fully validated for medical applications. For research use only.
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