B REYIEIR/Beyotime Biotechnology
T8R4 - 400-168-330137800-8283301
1JfRe-mail: order@beyotime.com
ARZIM : info@beyotime.com
PA3IE : http://www.beyotime.com

Icotinib HC1 (EGFR3HIF)

77 i 77 i PR .3
SD4767-10mM Icotinib HCI (EGFRIM#17)) 10mMx0.2ml
SD4767-5mg Icotinib HCI (EGFRIM 7)) Smg
SD4767-25mg Icotinib HC1 (EGFRAM#171) 25mg
F &
> HEER
N-(3-ethynylphenyl)-7,8,10,11,13,14-hexahydro-
W4 [1,4,7,10]tetraoxacyclododecino[2,3-g]quinazolin-4-amine
hydrochloride
TR FR Icotinib HCI 0/_\0 N
514, Icotinib Hydrochloride, BPI-2009H [ “
e ANEED o oSN
7 N HN =Z
’%%ﬁ C22H22C1N304
TR | 427.88 \©/
CASS 1204313-51-8
gifE | 98% -
WS | Water <Img/ml; DMSO 5mg/ml; Ethanol <Img/ml
] SmgfiA1.17ml DMSO, B¢%&:4.28mgli A\ 1ml DMSO,
Ll 10mM ¥ . SD4767-10mM H DMSOFC il »
> EUGEE:
Icotinib hydrochloride is a potent and specific epidermal growth factor receptor (EGFR) tyrosine kinase
K P inhibitor (TKI) with an IC(50) of 5nM, including it's mutants of EGFR(L858R), EGFR(L861Q), EGFR(T790M)
and EGFR(T790M, L858R).
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Icotinib inhibits EGFR activity in a dose-dependent manner, with an IC50value of 5SnM and complete inhibition
at 62.5nM. Icotinib selectively solely inhibits the EGFR members including the wild type and mutants with
inhibition efficacies of 61-99%. Icotinib blocks EGFR-mediated intracellular tyrosine phosphorylation in human
{R4MHFFE | epidermoid carcinoma A431 cells in a dose-dependent manner. Meanwhile, in our proliferation assay performed
on A431, BGC-823, A549, H460, HCT8, KB and Bel-7402 cell lines, we found that the relative sensitivity of
cell lines to Icotinib is A431 > BGC-823 > A549 > H460 > KB > HCTS and Bel-7402. Icotinib exhibits a broad
spectrum of antitumor activity and it is especially effective against tumors expressing higher levels of EGFR.
In vivo studies demonstrated that Icotinib exhibited potent dose-dependent antitumor effects in nude mice
carrying a variety of human tumor-derived xenografts. The drug was well tolerated at doses up to 120mg/kg/day
RANHEF | in mice without mortality or significant body weight loss during the treatment. A head to head randomized,
double blind phase III trial using Gefitinib as an active control for patients with advanced non-small cell lung
cancer (NSCLC) was finished recently (Trial registration ID: NCT01040780).
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SD4767-10mM Icotinib HCI (EGFRIM#I7) 10mMx0.2ml
SD4767-5mg Icotinib HCI (EGFRHI 1|71 5mg
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