
 

 
1 適應症                             

1.1  
Tarceva EGFR-TK (NSCLC)

 

1.2 
Tarceva

 

NSCLC
3 Tarceva

[carboplatin paclitaxel gemcitabine cisplatin]
 

EGFR  
 
2 用法用量  

2.1 建議劑量  
EGFR-TK : 

(NSCLC) Tarceva
EGFR  

Tarceva 150 1
2

Tarceva
 

: 
Tarceva 150 1 2

Tarceva
 

2.2 劑量調整  

Tarceva (ILD)
Tarceva [ (4.1)]  

Tarceva loperamide loperamide
Tarceva Tarceva

Tarceva Tarceva
(bullous)  (blister) 

/ ( )
 

: CYP3A4 [
(6)]  

50 Tarceva  

Tarceva CYP3A4 ( atazanavir clarithromycin indinavir
itraconazole ketoconazole nefazodone nelfinavir ritonavir saquinavir
telithromycin troleandomycin (TAO) voriconazole

)
Tarceva CYP3A4 CYP1A2 ( ciprofloxacin)

Tarceva [ (6)]  

CYP3A4 rifampicin erlotinib AUC 2/3 4/5
CYP3A4

Tarceva
Tarceva rifampicin 450 Tarceva

rifampicin
CYP3A4 rifabutin rifapentine phenytoin carbamazepine

phenobarbital St. John's Wort
[ (6)]  

erlotinib
Tarceva 300

150 300
Tarceva

[ (10.2)]   

Erlotinib erlotinib
(Child-Pugh B) ( )
Tarceva (  > (ULN) Child-Pugh 

A B C) [ (4.2)] Tarceva  > 3 x ULN

( / ) Tarceva
/

 > 3 x ULN /
 > 5 x ULN Tarceva [ (4.2,4.3)

(5.2) (7.7)]   
 
3 禁忌  

 
 
4 警語及注意事項  

4.1 肺毒性  
Tarceva NSCLC

(ILD-like events)( )
NSCLC [  (12.1)] Tarceva

( 0.8%)   
NSCLC (ILD-like 

events) Tarceva 0.9% 0.4%   

Tarceva 5 9 ( 39 )

(parenchymal lung disease)
Tarceva

ILD Tarceva
[ (2.2)]  

4.2 肝功能損害病人  
(Child-Pugh B)

15 10 Tarceva 30
1 8

10 6  > 3 x ULN
Tarceva  > 3 x ULN Tarceva

(  > ULN Child-Pugh A B C)
( /

) Tarceva [ (10.2) (2.2)]  

4.3 肝毒性 
Tarceva ( )

(
) /

 > 3 x ULN /  > 5 x 
ULN Tarceva [ (5.2) (2.2)]  

4.4 腎衰竭  
( )

/
(

)
Tarceva

[ (5.2) (2.2)]  

4.5 胃腸穿孔 
Tarceva ( )

NSAIDs / taxane

0724 -TAR-01 

  

warfarin NSAID  [ (4.9)]
( )

 

腎臟疾病 

( )  [
(4.4)]  

肝臟疾病  

Tarceva Tarceva
[ (4.3)] Tarceva

  

眼睛疾病 

Tarceva (
) [ (4.7)]

/  

Tarceva NCI-CTC
3 [ (14)]  

皮膚、毛髮及指甲疾病  

 

Stevens-Johnson 
syndrome / (toxic epidermal necrolysis) [

(4.6)]   

(NCI-CTC 3 4 )

/

 

Tarceva /
( )  

其他疾病  

  

 Tarceva 65 65
[ (7.4)] Tarceva

 

5.3 上市後經驗 
Tarceva

 

 
6 藥品交互作用  

Erlotinib  CYP3A4  CYP3A4 
CYP3A4  ketoconazole erlotinib

 AUC  2/3 Tarceva ciprofloxacin(CYP3A4 CYP1A2 )
erlotinib  [AUC]  [Cmax] 39% 17%

Tarceva ketoconazole CYP3A4 ( atazanavir
clarithromycin indinavir itraconazole nefazodone nelfinavir ritonavir
saquinavir telithromycin troleandomycin[TAO] voriconazole

) [ (2.2)] Tarceva
CYP3A4  rifampicin  erlotinib  AUC 2/3 4/5 (

30 50 ) rifampicin 11
8 Tarceva 450 erlotinib (AUC)

rifampicin Tarceva 150 57.6%[
(2.2)] CYP3A4

Tarceva Tarceva
rifampicin CYP3A4
rifabutin rifapentine phenytoin carbamazepine phenobarbital St. John's Wort 

[ (2.2)]  

Tarceva coumarin ( warfarin)
(INR) coumarin

(INR)
 

Tarceva statin statin ( )
 

erlotinib
Tarceva Tarceva

[ (2.2)
(10.2)]   

Tarceva CYP3A4 (midazolam) AUC 24%
 

gemcitabine erlotinib
erlotinib gemcitabine  

pH erlotinib
Tarceva omeprazole erlotinib AUC 46%

Tarceva
pH

Tarceva Tarceva
(H2 blockers)
erlotinib

Tarceva [ (10.2)]  
 
7 特殊族群之使用  

7.1 懷孕  
懷孕分級 D [ ( 4.8)]  

( 150
AUCs) erlotinib /

( AUC ) /
 30 / /  60 / /

( / 0.3 0.7 )  erlotinib
 

erlotinib 600 / /
( 150 / ) 60 / /

( / 150 / 0.7 )  

 

2   

Tarceva
[ (4.8) (11.1)]

Tarceva

Tarceva
[ (4.8)]  

7.2 授乳 
erlotinib Tarceva

Tarceva 2  

7.3 小兒使用  
Tarceva 18  

7.4 老年人使用  
62% 65 38%

65 ( ) [ 65
HR = 0.75 (95% CI: 0.6, 0.9) 65 ( ) HR = 0.79 (95% CI: 

0.6, 1.0)]  
 

 

7.5 性別  
65% 35%

 [ HR = 0.76 (95% CI: 0.6, 
0.9) HR = 0.80 (95% CI: 0.6, 1.1)]   

7.6 種族  
78% 12%

 [ HR = 0.79 (95% CI: 0.6, 
1.0) HR = 0.61 (95% CI: 0.4, 1.0)]  

7.7 肝功能受損病人  
Tarceva (  > ULN Child-Pugh A B C)

Tarceva  > 3 x ULN [
(4.2) (5.2)  (2.2)]   

erlotinib  erlotinib
(Child-Pugh B) (

) [  (2.2)  (10.2)]  

7.8 腎功能受損病人 
 9%

 
 
8 過量 

1,000 Tarceva
1,600

200 Tarceva

[
(2)] Tarceva  

 
9 說明 
ATC code L01EB02 
Tarceva (erlotinib) (  (tyrosine kinase inhibitor)) quinazolinamine

N-(3-ethynylphenyl)-6,7-bis(2-methoxyethoxy)-4-quinazolinamine
Tarceva  erlotinib  

 
 
Erlotinib  C22H23N3O4‧HCl  429.90  25℃

 pKa  5.42 Erlotinib
(acetonitrile)  

Erlotinib pH pH 5
pH  1.4  9.6 0.4 /

pH  2  

Tarceva 25 100 150  
erlotinib  erlotinib (27.3 109.3 163.9 ) : cellulose 
microcrystalline lactose monohydrate sodium starch glycolate magnesium 
stearate sodium laurilsulfate hypromellose hydroxypropyl cellulose titanium 
dioxide macrogol  400  

 
10  臨床藥理  

10.1 作用機轉 
Erlotinib Erlotinib

(EGFR) (tyrosine kinase)
EGFR

 

10.2 藥物動力學 

吸收與分佈 

Erlotinib  60%
 100%  4 Erlotinib pH

erlotinib pH Tarceva
omeprazole erlotinib (AUC) (Cmax) 46% 61% [

(6)]   

 93%  erlotinib α-1 (AAG)
Erlotinib 232  

代謝與排泄 

591 Tarceva
36.2 7-8

erlotinib
24%  

CYP450 erlotinib CYP3A4
 CYP1A2  CYP1A1

100 91% 83% ( 1%
) 8% ( 0.3% )  

erlotinib
erlotinib 1/2

erlotinib (apparent plasma clearance) 24%
erlotinib

AUC0-∞ / 1/3 1/2
(N= 35)

Tarceva 150 300 erlotinib
[

(6)  (14)]  
 
特殊族群  

  

Tarceva (  > ULN Child-Pugh A B C)
Tarceva  > 3 x ULN [

(4.2) (5.2)  (2.2)]   

erlotinib erlotinib
(Child-Pugh B) ( )
 

 

 9%
 

 
11 非臨床安全性  

11.1 致癌性、基因毒性、生育力損害、生殖毒性 

Erlotinib
(clastogenic) erlotinib

 

(
) erlotinib

erlotinib  

Erlotinib  

(MTD)  

 

(MTD) /
erlotinib /

erlotinib 150  
 
12 臨床研究 
12.1 非小細胞肺癌(NSCLC) - 以Tarceva做為單一治療用藥療法 

EGFR-TK

Tarceva EGFR (NSCLC)

 

(ML20650, EURTAC)
EGFR (exon 19 exon 21 )

(NSCLC) ( IIIB-IV ) 1
1 Tarceva 150 4  

(PFS) (n
153) Tarceva (n 77) (n 76) 0.42 (95 % 
CI, 0.27 - 0.64) (p<0.0001)。 58%。

Tarceva 9.4 5.2
(ORR) 54.5% 10.5% (PFS)

(independent review of the scans) Tarceva 
10.4 5.4 0.47(95% CI, 0.27 - 0.78)(p  0.003)

Jan 26, 2011
Tarceva 19.3

(95% CI 15.9-26.8) 19.5(16.1-not assessable) (HR 1.04, 95% CI 0.65-1.68; P=0.87)
(76%) EGFR

 

62% maturity 0.93 (95 
% CI, 0.64 - 1.36, p=0.7149)

(82%) EGFR 2
， Tarceva

(PFS) Tarceva 
10.4 5.1 (HR = 0.34, 95% CI, 0.23-0.49, 

P<0.0001)  

Tarceva
(BO18192) 889 

1 1 Tarceva 150 
EGFR IHC 

(PFS)  

BO18192 (SATURN) (PFS)[
0.71, p< 0.0001] (OS)[ 0.81, p=0.0088]

EGFR (n=49)
( 0.10; 95 % CI: 0.04-0.25 p<0.0001) 

( 0.83; 95 % CI: 0.34-2.02)
67% EGFR -

(EGFR-TKI) EGFR (wild type) (n=388)
(PFS) 0.78(95 % CI: 0.63-0.96 p=0.0185)

0.77(95 % CI: 0.61-0.97 p=0.0243)  

BO25460 (IUNO) 643 EGFR (exon 19 exon 
21 L858R ) 4

(NSCLC)  

erlotinib erlotinib
(OS) Tarceva

(OS) EGFR (
1.02; 95% CI: 0.85-1.22 p=0.82) (PFS)

Tarceva ( 0.94; 95% CI: 0.80-1.11; p=0.48)  

BO25460 (IUNO)  Tarceva EGFR
 

731
(NSCLC)  

Tarceva 2:1
150 Tarceva (488 Tarceva 243 )

(PFS)
17  

3
ECOG

(performance status PS) 2 9% ECOG PS 3
50%  

3  

 TARCEVA 
(N=488) (N=243) 

 N (%) N (%) 

 173 (35) 83 (34) 
 315 (65) 160 (66) 

 
65 299 (61) 153 (63) 

≧65 189 (39) 90 (37) 
 

 379 (78) 188 (77) 
 18 (4) 12 (5) 

 63 (13) 28 (12) 
 28 (6) 15 (6) 

ECOG * 
0 64 (13) 34 (14) 
1 256 (52) 132 (54) 
2 126 (26) 56 (23) 
3 42 (9) 21 (9) 

6  
<5% 320 (66) 166 (68) 
5-10% 96 (20) 36 (15) 
>10% 52 (11) 29 (12) 

 20 (4) 12 (5) 

 104 (21) 42 (17) 
 358 (73) 187 (77) 

 26 (5) 14 (6) 
 

 246 (50) 119 (49) 
 144 (30) 78 (32) 

 41 (8) 23 (9) 
 

 11 (2) 2 (<1) 

 46 (9) 21 (9) 
( ) 

<6 63 (13) 34 (14) 
6 12 157 (32) 85 (35) 
>12 268 (55) 124 (51) 

* 
CR/  

PR 196 (40) 96 (40) 

PD 101 (21) 51 (21) 
SD 191 (39) 96 (40) 

* 
1 243 (50) 121 (50) 
2 238 (49) 119 (49) 
3 7 (1) 3 (1) 

* 
 454 (93) 224 (92) 
 34 (7) 19 (8) 

*  
4  

4

(1) Cox (Cox regression model) ECOG
 

(2) ECOG
(Log-Rank test)  

(3) (Fisher’s exact test)  

 

 Tarceva   
(1) 95% CI p  

  
6.7  

 
4.7  0.73 0.61 – 

0.86 <0.001 (2) 

1  31.2% 21.5%    

  
9.9  

 
7.9  0.59 0.50 – 

0.70 <0.001 (2) 

 
(CR+PR) 8.9% 0.9%   <0.001 (3) 

  
34.3  

 
15.9     

 

1
Kaplan-Meier PFS ECOG

 

 

Kaplan-Meier 

 
 

 HR Cox ECOG
P ECOG

 

( 38 - )
(NSCLC)

(MO22162, CURRENTS) Tarceva (300  vs. 150 )
(PFS) Tarceva 300 (PFS 7.00 6.86

) EGFR  
 
12.2 非小細胞肺癌 (NSCLC)-Tarceva 與化學療法併用 

1000
Tarceva

[carboplatin paclitaxel (Tarceva N=526) gemcitabine cisplatin 
(Tarceva N=580)]  

12.3 免疫原性 

 
 
13 儲存及處置  

30°C  
Tarceva (EXP)  
 
14 病人須知  

[ (4) (5)
(2.2)]  

 
 

 
 

Tarceva

  

Tarceva [
(4.8) (7.1)]  

Tarceva erlotinib [
(10.2)]   

 
包裝 

25  12-1000  
100  3-1000  
150  2-1000  
 

 
 
CDS 18.0_04.18-TAR-3B01 
2021 9  
 
“ ” 100     025077  

F. Hoffmann-La Roche Ltd. 
Grenzacherstrasse 124, CH-4070 Basel, Switzerland. 
Delpharm Milano S.r.l. 
Via Carnevale 1, 20054 Segrate (MI), Italy 

( ):   
1 91  

 
“ ” 25       025076  
“ ” 150     025071  

F. Hoffmann-La Roche Ltd. 
Grenzacherstrasse 124, CH-4070 Basel, Switzerland. 
Delpharm Milano S.r.l. 

    Via Carnevale 1, 20054 Segrate (MI), Italy 

 
     
    170 10 10 1 3 10 5 8
    (02)27153111 

 
“ ”  “TARCEVA” OSI

 

 

 

 

[ (5.2)]
Tarceva   

4.6 大水泡性及脫皮性皮膚疾病  
Stevens-Johnson 

syndrome / (toxic epidermal necrolysis)
[ (5.2)]

Tarceva   

4.7 眼睛疾病  
Tarceva Tarceva

( )
/ [ (5.2)] /

( ) Tarceva  

4.8 懷孕  
懷孕分級D 

Tarceva
erlotinib ( 150 AUCs)

/
( / ) 150 0.3 0.7 erlotinib

[
(7.1)]   

4.9 國際標準凝血時間比(INR)升高及可能發生出血事件 
(INR)

( ) warfarin
warfarin coumarin

INR  [ (5.2)]  

4.10 藥物濫用及依賴性 
 

 
5 不良反應  

  

Tarceva 1200 150 Tarceva
 

Tarceva NSCLC
( ) [ (4) (2.2)]  

( 1) MedDRA
(≥1/10) (≥1/100 <1/10)

(≥1/1,000  <1/100)  (≥1/10,000  <1/1,000)  (<1/10,000)  

5.1 非小細胞肺癌(NSCLC)-以Tarceva做為單一療法 
EGFR-TK  

154 (ML20650) 75
Tarceva EGFR-TK (NSCLC)

 

ML20650 Tarceva
( 80% 57%) 1 2

3 9% 4% 4
1% (

) 11% 7%  

 

1532
(BO18192 BO25460)

 

BO18192 BO25460 Tarceva
(BO18192： ：49.2% 3 ：6.0% BO25460： 39.4% 3 ：

5.0%) (BO18192： ：20.3% 3 ：1.8% BO25460： ：

24.2%， 3 ：2.5%) 4 BO18192
1% <1% Tarceva BO25460

BO18192 (
) 8.3% 3% BO25460 5.6%

2.8%  

 

1 731
(NSCLC) (BR.21)

2:1 Tarceva 150
 

( 75% 54%)
1 2 Tarceva

3/4 9% 6%
1% 6% 1%

BR.21 8 12  

Tarceva 150 (
(ALT) (AST) )

2 (>2.5–5.0 x ULN) ALT
Tarceva 4% <1% Tarceva

3 (>5.0–20.0 x ULN)
Tarceva [ (2.2)]  

 
1: BR.21 (Tarceva ) ≥10% (≥3%)

 

 
Tarceva (BR.21) 

N=485 

 
NCI CTC  3  4  

MedDRA Preferred Term % % % 
 

 * 
 

24 
 
4 

 
0 

 
 

 
   
   

 
52 
-- 

 
8 
-- 

 
1 
-- 

 
 
 

 
   
   

12 
12 

<1 
0 

0 
0 

 
 
 

 
   --  -- --  

 
 

 
   
   

 
-- 
-- 

 
-- 
-- 

 
-- 
-- 

 
 
 

 
   
   

41 
33 

17 
4 

11 
0 

 
 
 

 
   
   
   
   
   
   
   

 
54 
33 
23 
17 
11 
--  
-- 

 
6 
3 
2 

<1 
2 
--  
-- 

 
<1 
0 

<1 
0 

<1 
--  
-- 

 
 
 
 
 
 
 
 

 
   
   
   
   

 
75 
13 
12 
-- 

 
8 

<1 
0 
-- 

 
<1 
0 
0 
-- 

 
 
 
 
 

 
 
 
 

 
52 
-- 
-- 

 
14 
-- 
-- 

 
4 
-- 
-- 

 
 
 
 

* 
--  

 

5.2 臨床試驗  

胃腸道疾病  

Tarceva ( ) [
(4.5)]   

 
2:

 

 

:  
/  
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