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75 $ B Fr 1999 —2014 5 ADCs £ 24k 98 P o9 2 A A8 % Sk, 3t AP IR B ARG P o B R EE DL AT B4 )ath, 4R 54
PRI AR 1059 4, L A A Lk 30 &, ADCs - — £ &k BAF 3R 69 it i Yo e 25 4, w45 I 0k | dm B A e 25 4 il it
BTk B R, R AR G AT B 06 U7 e AR AR o R RO, VT AT AR A AL ST 6 AT MR M, €8 34 ADCs 24 b
W, 2 Mylotarg #= Adcetris &2 JA T & M1 & ik R EIEF ik A %P 9E, 2013 55 £ 89 Kadeyla & % — A8 97 ARG 69
ADCs; B %7 H# AMG595,SGN-75 . IMGN901 .PSMA-ADC .MEDI-547 % % #F ADCs & T I ~ II #16 AX 3-8k, 5L A T SUAR I

FE IR B EFIBF FNIG PR T BEIERAR, RA KR TG BI04 Y

KR Fe® g T FAR-H AR IR s F4KJE s Kadeyla

IR TRTT /N AT 254 B AR EL S e A )
AT AR A 2 RS R E A RIE . B
PR HAT R A A ey e, AR e o6 P A 55, o P )
Ko Pilk-25 98154 (Antibody-drug conjugates, ADCs ) J&—
FEH E R AL R PR 2 R B 10 R YT 2 .
DABTAh #od (R0 5 A M s vk 25 3 4 , R R PLACR:
SV R SRR, AT SR F G R R TR
TR BRI 28 5 Pk 55 2, M L 2 3 4 2 20 0 3k 31 S AR 5
{7, A HCFERT Y ADCs B 2 H A vh F I R G g i6y7 . B
T, 25 [ FDA T4t i#E 3 F ADCs | 117 : 2003 4E 17 1 Mylotarg
(TR A 2011 4 1Y Adcetris T TIRY7 S MERENE P10 |
Phi UL 96 45 1L VR AR 8 bR 5 2013 4F B i1 19 Kadeyla (il ] 44 4
Ado-trastuzumab emtansine, T-DM1) F FiA)7 ALK 4K
F (Human epidermal growth factor, EGF)3Z 14 2 (Her-2) FH 1 [F]
Fof o] 222 2R BRT ( Trastuzumab ) F1EE A2 AT $0 24 14 1) B B ki
FEPEFLIME B3, 50— MIRYT SLIAE 1 ADCsY . BT, t A
Z RN S48 1) ADCs b F 1 ~ THHIG RIS R B, J2 R
SR SRS RE M)A YT BT . ADCs BT 55 35 55 0 fifed 40
Mo S PRI BT R IR BT R, & ADCs BUEN I OCHE . 285
DL P A - 25 Wy (R 169 7 9244988 Antibody-drug conjugates”
“Solid tumor” 4§ Ay 4] , 4 & 4% 1] PubMed . EMbase , 1 [ 1
T4 SCRCHE P b [ A ) s A SR BRCHE 2 N Ty B T

1999 —2014 4 ADCs 7£ 524 o7 A AH 56 Scaik , HegkAs sck
1059 5%, HH ROk 30 45 o A SCUABTIAHE SR BT S iR
ADCs [ B RBIFFE E R
1 URBEEKBEFZEREALBRE
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2010 AEFF G 1) —I00 T JWAIE R EEY, BHAf T Kadcyla 9771
BRI PEREPE (DLT) 2 4.8 mg/kg, i KT 32 H & (MTD) W 3.6
mg/kg, Hodi 22 UL A AN B R 43 501 Ay /NS 2L | B S RS il
THE 2 0 AR, 55 A2 T 36 5 T AL
RIE5E AR AT 10 BlEE Aok LR B B AL, iRl 34
AR F R 1.8.2.4.3.6 mg/kg, Fx 4 5 3.6 mg/kg W f K it 2
ey s N O s N Y i iy [ L4 = A I S VR <N (| AN 8 R
I S SRR R Tl Sk 450 201148, &%) T-DM 1 #E4 719 2 UK
T T A PRI BG:, 4390 A 2l BR A a2 1 2 4R 3R 7 i3 32 ad i
ZERAGTLL BRI SR AL R LR R L1250 110
], 4455 3 R 3.6 mg/kg, HkEh 2. 25 BoR , HE Wi
Z(ORR) 435K 25.9% 1 34.5% , {3 To ik & 26 42101 (PFS ) 43
Bk 4.6 4 AR6.94 AN, BT —IRRENL 2 L T
WG RA 5T , 78 Her-2 (+) FLIRE FR 3 AR PEAN T-DM L X He i 2
BRAG+ 2 P FE (RO e 4 . 2013 4E 00 T IZFSE Y
AHEHHE  T-DM1 4109 h 67 PFS S 14.2 41, X B2 R 9.2 4
H XU H(HR) :0.59, P=0.035], T-DM1 2H B 32 P 40 (=
R B2 K A 283561, }9 46.4% vs. 89.4% ), [RINF, T-DM1
2H 1 H S RE RO AL B ) E K, S 7.5 4 A vs. 3.5 4 F (HR:
0.58,P=0.022)", 2013 4F-3JE47 /) — 5 I 3 1l AR A 55 (EMIIL-
IA) V25 R R0, T-DML B2 24 SR Je e & R 5 fh il
B 7 PES 435124 9.6 > H vs. 6.4 F [HR:0.65,95% B 15X
[ii] (C1) 3} 0.55% ~0.77% , P<<0.001], " {ir A= FE 41 43 511 247 30.9
NMH vs. 25.1 1 H (HR:0.68,95% CI 5 0.55% ~0.85% , P<
0.001) , FP AL EEAREAL B 8] 43 51 7.1 A~ A vs. 4.6 > (HR:
0.80, P=0.012) , & M A3 2L 5 53 5~ 43.6% vs. 30.8% (P<
0.001), Mo/IVoA B Jz b & A= 43 5 41% vs. 57% (P<
0.001), XEELEREY R, T-DMI LT P25 7 I Her-2 40
3897 o 20134F2 A , 3£ [E FDA IE Rl T-DM1 H T1897
Her-2 FHPE R I 2L AR /B 3 . BRI, 53 40 2 300 130910 R i 6
(MARI-ANNE , TH3RESA) 1E7E #4750, H =22 H (1 2 M
Kadcyla 55 H Z-ERBHT A2 RERY A FHZG AR
1.2 DAEGFRHJ I B RET{E (EGFR-VI) A ¥R

EGFR 75 5 5988 20 i rp vt it 36 35 | £ R g s, Jih
EGFR-VIUZ: 5 # WL 5848 2 — . ‘B EGFR & H fAMX 2~7
N T R R s G DR O D N I SRS € I
PESEAH G . EGFR-VII— B 72 1E # ML AN 338, Wi AE 25% 19 %
PR i e vh 3235 , BT L EGFR-VIY S 15 B 98 408 [l 6977 19— b
WTERE AR, AMG595 2 A JEAL 4T EGFR-VII IgG1 H5e
Bebuik 5 365 K 44 DM BRI ADCs MY, FZHF
VAT I R TR | 18] AR SR T AN R | 22T A I R R AN TR
i Amgen 2> 7l % B9 EE X AMGS95 By T 301G R IR 86 1 AEEE T
o, B 7T B AMG595 (1) DLT #1 MTD. A1 S& 5088 i A
N
2 WBARSLIECD 4FABRE

20 B AE 1E 4 AR BN [R5 28 AN [R) B B A B3 fhad A
R 07 N [ o1 B TETR a2 L 2 A
FGE A R A S R v B R R e e B
T 20 A A B D A IV 2R G 95 06 S 8 A T 1 R S
[ s} A — S S A vt )2 B
2.1 LLCD-70 A¥RHTE
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SGN-75 23T CD-70 ) B4 h1F6 15 Auristantin £ 1 54k,
A4 MMAF (BB i i ADCs, JTISIA YT B 4 (RCC) A
AT S (NHL) , HETA T T I RIS pr B, — 0
AZH B 26 1 (e 12 45 NHL A1 1446 RCC) By T 351 A AIF
5%, FHULEL T SGN-75 X RCC I NHL 47t A5 75 1 LA K A
Sy 2 (i 2 Ak b 2GRt HAS R, SGN-T5
X RCC A NHL #5AG W] S il VR T 5 25 25 05 00 3 mg/kg B
31K, 870.6 mg/kg AR 1k, H BN [N RN Y
55 (31% ) E > (23% ) ML /KRR 2> (19% ) 4 JE 1k 7K b
(13%)™, F5—0 1 80 AR, = ZEPFAL 2 Hi K SGN-75
282y UM I P A Ak . IR AL T 16 ] R (9
RCC A1 7THINHL) ; 252 )5 200 0.3~2.0 mg/kg 3 J 11k, 15§
0.3 mg/kg BFJH 1k . 455 9 ) NHL &, 1 B35 o 22
(PR) , 3 4l 1% Fa =& (SD) , 5 #4915 i/f '€ (PD) . SGN-75 1
MTD {75l Ee A B A LA
2.2 LBLCD56 4 ¥R

IMGN901 (Iorvotuzumab mertansine) +& $it CD56 K L3¢
HuN901 5 55 % 247 4= ) DM 1 1ok AT 27 (0 — i B3 422 10 At
B A EIY B ADCs, £ 2 FI6Y7 /NN itHE 2 & v
BRI U0 B BRI . IMGNOOL 5R41 2 2 FF
B FHZS R BENL T 9911 PRI NORTH" C 2575 /N2 M i s
AT AR BE 32 6 A AR R 2 1 R 2 M 217
A7, Horb 2/3 B B R IF 45T IMGN9O1, B 2 Iyii b i s 3
255 IMGNOO 1 X /INAH I Jiri 483 119 24 850 T e ik S g, L A
RN 1A B B, A4LiY 28 1 2 K 1k B
JEAE W T MTD 112 mg/m’, H 28 Bl oA 241(7%)
MEEE] CRI,

3 MIEEBEEEREEERBAENRE

AR B 1 B 46, 9 B 25 (1 B (Glycoprotein non-metastatic
melanoma protein B, GPNMB ) & — FE1E T S R AR P (19 4 7
TS EN BT 1 BESEE N, 25T b  RIE 4181
TR, AU SE AL T PR (0 230 FLI IO R T 55 %2
FofoJefgm 200 A R e 3k R, SO R AR K R R E L
FEA SN A Ry S I T T T AR

CDX-011 (Glembatumumab vedotin) +& LA 3T GPNMB A 7
1k 1gG2 $if& CRO11 5 Auristantin 28 B 54K 477 24 ) MMAE i
I 2851 G R - TN R SR 10C 17T 1 Y ADCs, iR TR R R
FAREE RS PEFLIED, HATE 20t A TG RIRIR B B, IR
HIFFEH, CDX-011 X GPNMB 5 R is 41 i 22 R 3 H 3 AT
Jiggg e 3 T /T A0 PRI T 117 Bl A REF
ARWT/IVEA S BRI E A T3 LR 321k
B LR 3FORTRI A 2 )56 . IR 25 R Bk, HEMTD 4351 0
1.88.1.5.1.0 mg/kg, 5 T E 1 T o/ IV oA B S K K2 925 (20 % )
AR 40 8> (15% ) o #E MTD i, H: ORR 43 514 15%
(5/34).339%(2/6) .29%(2/7) , i H ,CDX-011 [} FEHA %
28 h, S R N 4G T B G 2T 55 . SR LF- R iR
HARH I T R SEAS RN, 3% T B & T k32 ik GPNMB
SIEM . 2010 4R —350 T /110 1™l IR SR MCAR T 42 191k 8
Wiek R SRR B B 45T COX-011 1.88 mg/kg £t
SWIIGYT J7 58, Horh 34 1] GPNMB 235 1 7E 1) 2% ORR 1y
13% , ifif GPNMB 3 i% BH 5 #9 8 7] /& 7% ORR ik 22% , & W]
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CDX-011 Xf GPNMB £ ik MR EH A%, —WM LT
CDX-0113A57 fe i 40 AL AS I = 2% 3% GPNMB 1 ZLI e i 11 1)
I AR IEAEDEA 7R
4 DAETSI AR R RE R A SRR

AT B4 S P BB I (Prostate specific membrane antigen,
PSMA)J& T [l BUES SRR 2 (1, O TRTSUAR b R 4R IH . PS-
MA TE 1E 5 40 I LA R 591 B 184 24 200 i 2 T Jo 38 s R A
TR, ELE 81 R AN it e R I L, O LR Ak kR
W MR R AT s P 2Ras i — 2D R
GRS WTRT AT IS 1 BRAS R A5

PSMA-ADC J&LU#T PSMA A Y4k 1gG1 Hi /4 Auristantin 2
31k i A2 ) MMAE 38 2o 201 280 2 - I 2 12 ek 1 396 1717 1l A
ADCs, FIFIRI7 RSB , BT b A T /10 81 AR5
Bt IWRRHETHFSE 75 , PSMA-ADC % PSMA %35 F & 1944 4h
1) R 982 AT 24 50 7 v B (1Cs0) <<0.022 nmol/L] A9 28475 77
JE TG PSMA 2 358 41 Jifd (1C50>30 nmol/L) F 1 000 4%, SR 1
SRR APUMIRIETE™ . —IE T PSMA-ADC St iy 1 19
I ARIERER Y, B T 25 TSR AZ I 245 A 6 A 1 i ) i B 3 1
3P TG R A5 A 26 M) B ) G Y % 2 mg/kg i
BAIKFMTD, 12513557 1.8 mg/kg 5 (109 B & b, 45 4 1) 1
BT WIS R AT (PSA) G I8 40 T 3 B 22
S S HUIIRE IE PE R UESE . T AR IR YT F Y 4 (EORTC) ™
FEWIRAE : MTD 4 2.5 mg/kg, 7£ DLT 4 2.8 mg/kg i £x i B
LA LR/ RS T 335 174 JHF 2 e AR AR 7R
5 LLEphA2 A$BHIE

EphA2 J& Eph 52 /< /i 24 2 18 /i (Receptor tyrosine kinases,
RTKs) Z— , %85 40 i A 4 BB K I 45 T8 A v A6 1 1
F . 1 EphA2 7E 1E BN 21 b Feak /K P MR RAR 3 3
KTV 2T AFR N S T R s DB R AR
TeA LA R 8 JRORE ) o TR () Ry s

MEDI-547 f& LA $it EphA2 A Ui fk 1gG1 $ii ik 1C1 5 Au-
ristantin B FFEARAV A 4% MMAF 3 5 > Jo: 2 1 4% 5 (0 B T ok,
i) ADCs, 2 F IR 97 US98 75 W S AR . Bt
EphA2 Hiik 1C AL A B JCPU b e, H B p e kA%
HALTF BRI . AEAR RS AR A T T 5% v, MEDI-547 X
EphA2 i 2234 1 38 G B S R RS2, 7 ik e 5 5 ok 1~
3 mg/kg I} AT WLEEE] MEDI-547 B g3 G 1=, 2010 4, —
Jjt MEDI-547 J&3 97 £ P9 IR PG K RTBIF T 25 5 o, HAT ik
PNE N IR EE I N e 0 e ioaTU Rt b e i B
W], MEDI-547 %t Hec-1A Fl Ishikawa 5/ N I 41 R 1
B B EE M ROV, AR UEAR IR T, 2013 AR HE T ) — TR IF
TR T HIE AR B, ALY 6 181 06 3 7 PN s S o a2
MEDI-547 0.08 mg/kg. & 3 Ji 1 IR 96T, H &4k ME-
DI-547 {67 & e 1t B A P SR IR 1) 4 4k \MTD 2y 812
SHAPRTETE . (ARFE eSS 2 B A 2l oA B
T 5RO I REE I ) R S E SR (3 R B L, 2
Bl H B ) 5 6 1l B E H L, 5 5] PD(83.3% ), L 171 SD(16.7% ) 5
1 FLI 75+ MEDI-547 P G R R L 3697 3 dJE TR 70%
TEEE 2 R 2GR, MG ok & BB R 1 MEDI-547, jx gb4k
R I HE MEDI-547 78 A 52 448 183 v i) ik — 25 I IR AF
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Feo (BT RIS IR RITFEIEAERE T b R LA
AN, AT IR Z ADCs 1SR Hh (4 5 FIWFSEAL T 1 30311
IRAB BB, HAR LR 1.
F1 HRCHAEHEN | BIGKFTH ADCs

A i AR ALY AmANLS

HEE-4  AGS-22M6E MMAE BN

Cripto BIIB-015 EHEEDMA S

BAE IMGN388 EHEDME Sk

il % BAY-94-9343  EHEZR RN

AGS-16 AGS-16M8F Auristatin RCC

NaPi2b DNIB0600A Auristatin RN I

CD356 IMGN90I-DM1  FEHEZEDML /NI 2R v R 40 s
SLC44A4 ASG-SME MMAE [ NI

6 iE

25 b, ADCs HA RS R 6k R RIE /N R AR

AE B4 i N0 BT ANAR T 25 TR TR 25 PR R L. Bl Adcetris

L, B0 YR YT JCEEL ] T ADCs B fif 45 Kadeyla 9 |

T, TCRETME T ADCs 752 MR v B, A AR SE MR iR

FYRET . (5 ADCs 7ESEPR b B AT TR IR AR 22 () -

PR30 53 o o I B ) ADCs 76 S 4098 1 2 JR 1) 2 it

JITLLAE PR R S R TR RN B 0B T R A

P& —NEEMRE ., 4, Biik R B scFy (single chain

fragment variable) , Fab, F (ab) ’ 2 minibodies . diabodies % &

ADCs BB 2] 172 W ™. wT AT, BE A BE 2 i

FE VBRI WA JEFI 5835 , ADCs RE 43t A A
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