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RIS FREASAH (20131 A21 BRH)
—BE-Bmf BT BiERAE RGEERFT—VERXERE BARE BER
Rituximab/Rituxan CD20 Bttt IR+, MCL . 1997 20014
Trastuzumab/Herceptin ~ Her2 AA, BHA Yes Yes 19984 20014
Alemtuzumab/Campath ~ CD52 (DDA EA=it Yes 2001%  Phase |
Imatinib/Gleevec Ber-Abl/Kit ~ CML, GIST, Ph+ALL Yes 20014 20014
Gefitinib/Iressa EGFR ENRRERHA A Yes 2003%F  2002&
Bortezomib/Velcade Proteasome %3 BREE. MCL 2003%F  2006%&
Bevacizumab/Avastin  VEGF KD A, AR A, ADA,  Yes 2004F 20074
FIFTFAN— BN A, BESA
Cetuximaby/Erbitux EGFR KA, BESHA Yes Yes 20045 20084
Erlotinib/Tarceva EGFR JeNERaRE A AL DA Yes 2004F 20074
Azacitidine/ Vidaza DNMT BHEMREGH 20045 20114
Sorafenib/Nexavar Multi-kinases E#fA A, FFREAA Yes 20054 20084
Sunitinib/Sutent Multi-kinases  GIST, Bl A, NET Yes 20065  2008%F
Dasatinib/Sprycel Ber-Abl/Src  CML, Ph+ALL Yes 20064 20094
Panitumumab?Vectibix ~ EGFR RKEHA Yes Yes 20064 20104
Vorinostat/Zolinza HDAC RETMEE v /\E 20065 2010%
Decitabine/Dacogen DNMT BHENEERE 20064 Phasel/ll
Lapatinib/ Tykerb EGFR/Her2  3.AA Yes 20074 20094
Temsirolimus/Torisel ~ mTOR ErasA Yes 20075 2010
Nilotinib/ Tasigna Ber-Abl CML Yes 20074 20094
Everolimus/Afinitor mTOR EHA A, SEGA, NET, AAA Yes 20094 20104
Pazopanib/Votrient Multi~kinases BN A, BRERIER Yes 2009%F 2012%
Romidepsin/Istodax HDAC RETHEALE /B 2009F KAE 2
Denosumab/Ranmark ~ RANKL BRE(SEMBHE. BRHSABES) Yes 20105  2012%
Ipilimumab/Yervoy CTLA-4 *5)—% Yes 20114  Phasell
Vandetanib/Caprelsa Multi-kinases  BARIRBEHANA/ Yes 2011%  Phaselll
Vemurafenib/zelboraf ~ BRAF(V600E) *35/—< Yes 20115  Phasel
Crizitinib/Xalkori ALK RN A Yes 20115F 20124
Ruxolitinib/ Jakafi JAK ERGHEE Yes 011E 20114
Axitinib/Inlyta Multi-kinases BN A Yes 20124 20124
Vismodegib/Erivedge ~ Hh signaling ~ EEHRNA 2012 AR
Mogamulizumab/Poteligeo CCR4 RATHERALR) /B Yes Phaselll 20124 (HBFNHETV)
Pertuzumab/perjeta Her2 LA Yes Yes 2012 HFE
@ Carfilzomib/Kyprolis ~ Proteasome % H M BHE 20124 Phasel/Il Bayer/Onyxis
Ziv-aflibercept/Zaltrap ~ VEGF KEHA Yes 20125  Phasel
Bosutinib/Boslif Bcr-Abl/Src CML Yes 20124 Phasell/Ill
(@Regorafenib/Stivarga  Multi-kinases  KIBAA Yes 20124  EAZEMD Bayer
(i Cabozantinib/Cometriq Multi-kinases FIRIRERFEA A/ Yes 20124  Phasel Exelixis
@Ponatinib/lclusig Bcr-Abl(T3151) CML, Ph+ALL Yes 20124 Phasel/Il ARIAD
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BEREZERT—VICHIESFES FEREHRMNAH

(201351821 BHRHE)

SEMEEHE] xRN ZEEOES S |ERs# (BR)

DRILFXF—EEN
orantinib/SU6668/TSU-68 KEEESR
lestaurtinib/ CEP-701 FINI—E—FA
KRN-633 HmFNFEEX
0SI-930 FATSRABE
TAK-593 REES

Q)Fa X F—FER (ZARER)[84]

1. EGFR/Her2[21] TAK—285 HREAZES

2. IGF1R[6] linsitinib/ASP7487/0SI-906 FATSRABIEE
KW-2450 BEFREEEY

3. VEGFR[12]

tivozanib/KRN951/ASP4130

O7ATSZ (IBIHFFU)

GDC-0084/RG7666

golvatinib/E7050 T—HA
lenvatinib/E7080 I—HA
E-3810 I—HAa
TAS-115 N

4. PDGFR[3] tandutinib/MLN0518/CT53518 HEZES

5. FGFR[5] E-3810 I—HA

6. CSF1R[2] PLX3397 F—=H

7. c—Kit[4] tandutinib/MLN0518/CT53518 HKEES
PLX3397 E—=H

8. c—Met[17] golvatinib/E7050 I—H4q
TAS-115 N BT

9. FLT3[6] tandutinib/MLN0518/CT53518 HKEES
KW-2449 HInFEES)
PLX3397 F—=H

10. Trk[1]

11. Tie2[1]

12. Ak[5] AF802/CH5424802 tha| Sl
ASP3026 FATSRBIEE

13. Ret[1]

@) FOoLoxF—FEN (CGEZEER) [29]

1. Src[4]

2. Lyn[2] bafetinib/INNO-406/NS-187 BAFHE

3. Ber—Abl[5] bafetinib/INNO-406/NS-187 BAHE
KW-2449 BEANFEEE)

4. Btk[3] ONO-4059 INEPEE S

5. Syk[2]

6. FAK[4]

7. JAK[9]

DV -ALA=VEFER  (MAPK ##i8) [28]

1. MAPK/ERK kinase(MEK) trametinib/GSK1120212/JTP-74057 BAIXIESE

[17] GDC-0973/RG7420 sl ElE

GDC-0623/RG7421/XL518 thal Sl
CIF(RG7167) thal Bl
CKI27(RG7304) th o} B
E6201 I—HA
TAK-733 HKEZES
RO5126766/CH5126766 th o} Sl
R0O4987655 tho) Sl

2. Raf[8] RO5126766/CH5126766(BRAF) tho} Sl
CKI27(RG7304) cho} &l
MLN2480 HKEES
RG7256(BRAF) FE—=H

3. p38MAPK[3]

B)EUY-ALF =X F—HFEN  (P13K/Akt/mTORERE) [58]

1. Phosphoinositide3—kinase CDC-0941/RG7321 4} Bl %k

(PI3K) [28] GDC-0980/RG7422 cho Sl
ZSTK474 ST
DS-7423 —=#
PA799 tho} Sl
MLN1117 HKHEFES
CH5132799 tho} Sl
GDC-0032/RG7604 thal Bl
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2. Akt [12] UCN-01 BT

GDC-0068/RG7440 tho S

3. mTOR [18] 0SI-027 FATSRAEEE
MLN-0128 HKEHES
GDC-0980/7422 thg} Bl %
DS-7423 E—=H
DS-3078 F—=3

(6) Y -ALA=>FF—FEN (GERREHEE) [49]

1. Cyclin dependent kinase (CDK) [16]

UCN-01 FAFNFEEE )

2. Weel kinase  [1]

3.cDC7_[2]

4. Checkpoint kinase (Chk) 1/2 [9]UCN-01 BIFEEET
CBP501 HAZES (Fro/R)
GDC-0425/RG7602 chof Bl
GDC-0575/RG7741 oh ) Bl

5. Aurora kinase  [13] alisertib/MLN8237 HEHES

6. Polo—like kinase (PLK) [13] TAK-960 HEES

(1) YV -RALA=UFF—EERN(ZOM) [14]

1. Protein kinase C __ [4] UCN-01 BIREX)

. Casein kinase II(CK2) [1]

. PDK1 [1]

.DNA-PK [1]

. TGF B R1 kinase [1]

. p21 protein(Cdc42/Rac)-activated kinase 4(PAK4) [1]

8) ¥ F—FUNDEN(TESIRFYIR, TOATHIE, BEEEFHEER) [36]

2
3
4
5.PIM__ [2]
6
7
(
1.

Histon deacetylases(HDAC) [23]
entinostat/SNDX-275/MS-275 INATILES

. BET(Bromodomain and Extra Terminal) family [1]

. Telomerase [2]

. Splicing Factor (SF) 3b_[1] E7107; Spliceostatin A(HIEEFR) I—HA

. Nuclear factor Kappa B(NFkB)  [1]

. human metal-regulatory transcription factor 1(MTF-1) [1]

. VEGF expression  [1]

[coll RN (=2 (S0 o [V [N

. HIF-1 alfa expression _ [1]

9. Integrin alfa2 expression [1]

10. ICAM-1 expression [1]

11. STAT3 phosphorylation [2] OPB-31121 KiZHE
OPB-51602 RIFBEE

12. SH2 domain—containing tyrosine phophatases—1 and ~2(SHP-1 and SHP-2) [1]

() FF—FUNDEN (B RVEBRREEH -SRI NT12T FFE—F—, B#HX) [56]

1. Poly(ADP-ribose) polymerase(PARP) [12]

E7016 I—HA
E7449 I—HA

2. Famesyltransferase(FTPase)/Ras signaling [8]
LNK-754/0SI-754/CP-609754 FARATIRABEE
salirasib/famesyl thiosalicylic acid/ONO-7056 /NEFEE S

3. Proteasome [4] ixazomib/MLN9708 BEESR
ONO-7058/oprozomib/ONX-0912/PR-047 /NEFEER

4. Nedd 8 Activating Enzyme[1] MLN4924 HEES

5. Hsp90 [18] KW-2478 I FEEF
DS-2248 FE—=4

6. GRP78 [1]

7. ER stress induction  [1]

8. Mitotic kinesin _[9] litronesib/LY2523355 BmREET)

9. CRM1/XPO1 _[2]

(10) F+—FUNDEN (ZFRF— R A—FIFI—) [18]

1. p53 activation [5] RG7112/R05045337 ch o} Bl 2
RO5503781 rho} S

2. Bcl-2(BH3 mimetic) [4] ABT-199/GDC-0199/RG7601 th o}

3. Inhibitor of apoptosis proteinIAP)  [4]

4. Survivin expression _ [1] YM155 FARATSRBE

5. Mitochondrial function  [1]

6. Autophagy [1]




(1) FF+—F LN DEM (Hedgehog/Notch/WntiREE . AR EEER) [15]

1. Hedgehog signaling pathway [7] TAK-441 HEEMS

2. Notch signaling pathway [4]  R4733/R04929097 o sl

3. Wnt signaling pathway [2] PRI-724 I—HA(FUXL)

4. Cancer stem cell pathway [2] BBI608 DX BARFREE
BBI503 ABAREREE

(12)FT7—ELUSNDER (FDHh) [22]

. NADH-Ubiquinone Oxidoreductase [1]

. Tumor—specific NADH oxidase [1]

. Nicotinamide phosphoribosyltransferase [2]

. Gamma—glutamylcysteine synthetase [1]

. s—adenosyl-L—methionine decarboxylase (SAMD) [1]

. Cyclooxygenase—2(COX-2) [3]

7. Cyclic guanosine monophosphate—phosphodiesterase (cGMP-PDE)  [1]
8. Cathepsin K [1]

9. Endothelin A receptor antagonist [1]

10. Integrin receptor antagonist [1]

11. Chemokine receptor 2(CCR2) antagonist [1]

12. CXCR4 antagonist  [2]

13. PPAR gamma agonist _ [1] efatutazone/CS-7017 F—=3
14. Toll-like receptor (TLR) agonist [2]

15. Angiopoietin __ [1]

16. Sam68 [1]

17. TRPV6 calcium channel [1]
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