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B [l BRI YN
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1.ruxolitinib; 2.axitinib ; 3.tasocitinib ; 4.afatinib ; 5.masitinib ; 6.apatinib; 7.
bosutinib ; 8.dacomitinib
Bl 8#MEiAmAERMENHFNLREERNK
LA R LA BRI L RIS A o ZAE S AN Tanus i JAK-1
FIAK-2 [ 5 P45 5%, Ruxolitinib i £ $1 il 3 2 Fi g v P 1111
REERITVE o %25 IR HE S RE T 2 T i 528 1] (4 2
TR ARG e A RO . 25 2 B0 EGHY BT A
AR H R BRI O, HE A B BT LA R YT 25 W ek s
A 25 1, BN REEAT B BB RS . 21X BE P 2 Ruxoli-
tinib 22 CHEIL) 8¢ H BT SRA RUTR T 259 (U BE iR sl
RS ) o 45 R, Ruxolitinib 1477 21 ML 1A B /1> 35 9%
DL S8 R T 3o A 2 20, HLE ARSI S YT A i (Bl L
PRFI BRI 50% L B9 5341, Ruxolitinib X F 2T 41 i
W2 R VEN MRS 2 S EREANIRE 1 U AR T IEAL T
I3 RIS T o 2500 T HABAR I AE 191 i A 22
BB BRI ROE RIS P
1.2 MAEER
BoT Y JE 2 ) UL 1-2, T 2wl AT F) — ol 1A/
T2 R R R R, T 201248 1 ] 43¢ 1% FDA i
T, % A R AR R (VEGF) i /i A= 4 B F 32 1k
(PDGFR) A il {1 o it/ A= 1< 7 (PDGF ) vl i i 22 il
ROWAE FH T 1A 1 0 e 0[] J5 20 B, A1 4 1 T2 1 s VEGF 7EVF
Z2 IR v BE STk, IR IR T A LA A b AR O B A
P o BTG A i e Ao 0 ] 0 g R A A i e A I
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2 AbF TEAIG PRI 36 HR Y 25 38 o B S ER i i 401 161 57
A WaEt LK 1,

2.1 Tasocitinib (CP-690550, Tofacitinib)

Tasocitinib 2544 UL &l 1-3, i1 ¥ 2s Al &, J&—Fh ik
A JTAK-3 A5 1 i 2 BRI 1), T 0 ) 22 24 A P 11 2
MLPES , T el JRI7 BB R (RA) S, —
T 311 PRI 56 4% 5 5 715, Tasocitinib 697 RA TRt B 4T, 46K
Ry B 25 22 5 R e A5 B G2 i, T ELA DB i R 24
Al IR NG PRI 1A 6 A~ 1, Ja 22 JR 35 % HR R
PRI, 32 NBGE 611 4], FrfS 5 iR, 7R FH 5 mg Ta-
socitinib {557 2R H , A 60 % 1N 245 2 J5 R 2R ff ik
20% ;2% FH 10 mg Tasocitinib {577 A 52 104 H , A 66 % I A
NG RARHRAE AT RO o BRI B rh R 27 % 1Y
NFAFIE 73 WeAh, — T B RS AL 0 6 4~ T 1) 2B 5%
FH, 5B R AL, Tasocitinib 41 R HH T IE 20tk HE
J¥ SN AT ) B O RE . B RTHFSEARAE AT, Ui &0
ORIV R @ 7il)= s
2.2 Afatinib

Afatinib Z5 4 UL &1 1-4 , B 78 [ Mg Bk S wl e, 2
— Tl b K NP 2 AR (EGFR) R 46 B2 &% {4 2 (HER-2) 45 2
AR S R S RE 1 7], RO+ 85 0 5878 BGFR B 44, thxt
TBLEARIETG YT AU BB AR, X Afatinib #E47AYE/NH
i it g T 391 A6 R -5 25 1 % BR LG A 49 12, 6 580 1]
223552 T ALY ANSE 14X EGFR % 2 BR BRI 1 590 (G5 AR e sk
JEIBRE ) 25 i A /N M i B T AT . SRR KR
P F1 IR 25 %) Afatinib RTRE TT T IV A /N 20 6 il o 28 45 1) o
{7 TCilk A AFHIAE K 2 £ (AR AR AE K SR L A7 . Afatinib
BEL S Y RN Sk || B R e d i e
2.3 Masitinib

Masitinib £544 UL [&] 1-5, (174 [# AB Science 2 ml Bl , f&—
Filt 11 i Kit # PDGF ZZ (il 5] . Masitinib 1 FiA97 8 I 18
[ 58 (GISTs) 4 I PR T 2008 4F 12 A JT 4R, T 2012
A6 J1 459, Masitinib HIRZG 25, 754 7.5 mg/(kg - d) ; X
254 T % JE (Imatinib) , 11 AR 45 25 , % 4 400 5% 600 mg/d.,
GISTs J& 5 WL K AETE B I IE I N IE AR . K2 % GISTs 4
T e-Kit(CD117) B, CD117 & —Fh 4 R i, 5 1
AR (SCF) 32 AARRT R o 52 K 248 JEL PR 1 i 2 PR A g5 0
JESSRARER A, P HEN T (A GISTs IR c-kit 2878,
B c-kit S AR 232 MR AR 1 o Masitinib AT PEPEA ]
c-kit, Masitinib 57 PG/ (Gemcitabine ) B¢ FH , FHFi677 H40)
R e L T A G T 2008 A T4 , B RINIEAE#E T
T 10 T J S I T R AR A - — 01 22 (9 ;R S I
PRI , b I B R 9 44 VR IR R 13 4,
H 457 9 mg/kg Masitinib 547 1 it (1) 75 P fth 12 ,n%‘éﬁm ,
SV LR IR D 6.4 4 F, th A AR AR ]S 704N T, AT
Tl Masitinib 55 7 P4 fih 52 ¢ F 09 A 550 A2 Atk B i B8 A
ALy, AT g TR PRI T 4 484
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2.4  Apatinib

Apatinib (YN968D1, 4514 UL K] 1-6) AT 3 £ M 4 il VEGF
SZAA 2, AT e A0 L HP ) I A B, Apatinib HE 0 6
VEGF A3 14 PN 57 241 B8 R 4, AT SEL VBT Je s 2E 28 1) 1
B, HALBERR I c-kit F c-Src W 2 FR A . Apatinib
I 32 [E Advenchen A /I &, J5 FH VLI E B 125 24 4y A5 KR
] S LSK 23w A [ Bukwang 23 Al S BFE , FRTESR
FEIHEAT TR A, E2 0 TR Y7 R /N4 A It s 70 B o
VAT AE /N2 e it 98 ) TR ARS8 S B AL A 2 ik
55, T 2011 4F 4 A F1G, #iitT 2013 4 4 A 453, 457 Apatinib
750 mg, qd, LA=AS (N ST IR, 28 d S —NJRL s 3697 R sl B2
P R TR Rt o BEAL WU 22 03U, F 2011
1 A IR, T 20124E 6 H 455, 45T Apatinib 850 mg, qd, LA
25 R HR AR TG PRS0 2 117, 5 8 Apatinib A] R
7 ABCB1 (P M4 H ) 1 ABCG2(MRP1, £ LR 254 4 ) Y
TR AR TT RS
2.5 Bosutinib

Bosutinib Z5 4 LI 1-7, H 2 FCHil 254 RS 7l (Wyeth) T
K, 7 Sre/ABL i S S B 1 700 , B BB 1 2 i A e 20 i
rf Sre 2 P A BB ER AL , dLBEAI I Src A1 ABL R4 19 R 1L
R, BT JE SR e AV JE T — 28 Mok A i 1
195 (CML) B A Y7, 11 Bosutinib 1F 76 HEAT 4 T 1711 A3 56
FEHFHDECIRIT R EE VBN M —2h77 .
IG5 2T T, S — I H B T e T 2 5 AN 32 1
BB, Horp—2 8355 Bosutinib B 522401 2 5 55 /b—I0
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B ICIRIT RO 2k v Je iRy R SR A AL
2.6 Dacomitinib
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AT BRI T A5, DAk EHm g i H . b
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