
BIBW-2992、PF00299804和特罗凯的疗效比较
（1）Tovok（Afatinib，BIBW-2992）是勃林格殷格翰公司开发的表皮生长因子受体（EGFR）和人表皮生

长因子受体 2（HER2）酪氨酸激酶的强效、不可逆的双重抑制剂。

CAS Number:439081-18-2
Mol. Formula: C24H25ClFN5O3
Mol. Weight: 485.94

Figure 2. Afatinib and progression-free survival. CR = complete response; ECOG = Eastern
Oncology Group; E/G = erlotinib/gefitinib; PR = partial response; SD = stable disease



Figure 3. Afatinib in patients with EGFR mutations. CR = complete response; DCR = disease
control rate; NE = non-evaluable; PD = progressive disease; PR = partial response; Inv =

investigator; Indep. = Independent.

BIBW2992 lapatinib canertinib gefitinib

EGFR-phosphorylation in
A431 cells

13 105 22 35

HER2-phosphorylation in
NIH-3T3-HER2 cells

71 171 85 2300

HER2-phosphorylation in
BT-474 cells

35 99 184 3710

HER2-phosphorylation in
NCI-N87cells

48 101 288 541

The EC50 values were determined as described in "Materials and Methods”, confirmed in
independent experiments and reported as nM values.

BIBW2992 (nM) Erlotinib (nM)
L858R 4 16
L858R-T790M 119 >10000
E746_A750del5 0.9 5
E746_A750del5+T790M 64 >10000
S752_I759del8 0.2 33
S752_I759del8+T790M 103 >10000
L747_A750del4insP 1 5
L747_A750del4insP+T790M 60 >10000
L747_P753del7insS 2 0.3
L747_P753del7insS+T790M 49 >10000
E746_S752del7insV 0.2 25
E746_S752del7insV+T790M 102 >10000
EGFR variant III deletion 0.9 144



（2）PF-00299804 (dacomitinib)
PF-00299804是辉瑞作为一线药物治疗晚期非小细胞肺癌（NSCLC）患者使用而研制的

pan-HER抑制剂，作用于 HER家族当中的 HER1、HER2和 HER4。





（4）BIBW-2992、PF00299804和特罗凯的副作用比较
参考文献：http://www.current-oncology.com/index.php/oncology/article/view/877/685
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（5）Erb（HER）家族


