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Chemical Properties
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Storage:
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Store at low temperature .

Powder: -20°C for 3 years | In solvent: -80°C for 1 year
Actual storage temperature shall be subject to the COA.

Afatinib (BIBW 2992) is an irreversible inhibitor of the EGFR family (EGFR-wt, EGFR-L858R,
EGFR-L858R/T790M, and HER2) with IC50s of 0.5 nM, 0.4 nM, 10 nM, and 14 nM,
respectively.

Apoptosis,EGFR,Akt,Autophagy,c-Met/HGFR,p38 MAPK

METHODS: NSCLC cells NCI-H1975, NCI-H1781, HCC827 and A549 were treated with
Afatinib (0.0001-10 puM) for 72 h. Cell viability was measured by MTS assay.

RESULTS: Afatinib inhibited the survival of tumor cell lines harboring wild-type (H1666)
or L858R/T790M (NCI-H1975) EGFR. Afatinib is also effective against NSCLC cell lines
expressing HER2 776insV (NCI-H1781) or EGFR E746_A750del (HCC827), but is inactive
against A549 cells expressing wild-type EGFR and HER2 but also harboring the
oncogenic Kras G12S point mutation. [1]

METHODS: BEAS-2B cells overexpressing wild-type or mutant HER2 were treated with
Afatinib (0.1 uM) for 6 h, and target protein expression levels were measured by Western
Blot.

RESULTS: Afatinib treatment inhibited the phosphorylation of HER2, EGFR and AKT. [2]

METHODS: To assay antitumor activity in vivo, Afatinib (20 mg/kg, 1.8% HP-beta-CD +
5% acetic acid (10%) + aqueous Natrosol (0.5%)) was administered by gavage to NMRI-
nu/nu mice bearing A431 xenografts once daily for 25 days.

RESULTS: Afatinib resulted in significant tumor regression with a cumulative
treatment/control tumor volume ratio (T/C ratio) of 2% and downregulation of EGFR and
AKT phosphorylation. [1]

DMSO: 242 mg/mL (498 mM),Sonication is recommended.
(<1 mg/mlrefers to the product slightly soluble or insoluble)

10% DMS0+40% PEG300+5% Tween 80+45% Saline: 4.5 mg/mL (9.26 mM),Solution.
Please add the solvents sequentially, clarifying the solution as much as possible before adding the next one.
Dissolve by heating and/or sonication if necessary. Working solution is recommended to be prepared and
used immediately. The formulation provided above is for reference purposes only. In vivo formulations may
vary and should be modified based on specific experimental conditions.
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A DRUG SCREENING EXPERT

Preparing Stock Solutions

1mg 5mg 10mg
1mM 2.0579 mL 10.2893 mL 20.5787 mL
5mM 0.4116 mL 2.0579 mL 4.1157 mL
10 mM 0.2058 mL 1.0289 mL 2.0579 mL
50 mM 0.0412 mL 0.2058 mL 0.4116 mL

Please select the appropriate solvent to prepare the stock solution, according to the solubility of the product in
different solvents. Please use it as soon as possible.

Note: The dilution table applies only to solid products. For liquid products, please calculate the stock solution based
on the stated concentration and/or density.
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