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ELT ADC ZAMRIVALLABTTAEFNTH. HESTFRR, £RBEFCEE 12 KL ADC
7o), BT YEF RSP AEMRBENLEETE, FETERATEENRZAT,, BBl &

RMEE M AR BB RE. WTRUEEERE, ADCHMRELE
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) iz CD33 A Bt & 1LyTiaiT BER mPRS
My lotar Pfizer CD33 HEE 7 2017.09
ylotarg FEEE BR | ams 173 1B, 7N 954 H
. 2 fF PFS %4 82.1%, XIHB4H
Adcet Seattl CD30 MMAE = ESSMHEE | 2011.08
cetris eattle K ETEHEE 5 77.0%, R RS 3490
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R, FRHREKERARROBEIFESTEMN,

El&6 ADCZYHREBRZHT=REARATE
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£k ADC YT BRI EEK . RIE Grandview %38, 2014 4% ADC 54T iZMAE Y 4.6
{2Z¥E7T, E LAY, 3| 2020 FF£3k ADC AYHiZE K E 251 12%5T, EAEEAR
32.9%, MEEIRFIFIFEREMFSH ADC Bh¥khs: i, BN BN EREDE L RmauE,
ADC 9 947 W HERSR D BRFFIRE B, it 2020-2025 £ 5 S5 H H#E1d 50%,

E&R8 £ IR ADCHAYTHZREFREFREEK ({25%7T)

2107

136.1

CAGR329% — o

46 53 6.6 87

20\ g® g goWT g0\® g0 020 g0t 0 B g02h 02

FRLFENE. Grandview, -EZufHe A
B 7 ADC AY{NERATIZE . 1R Nature XZME, 2020 FEIUFT_ETHEY 10 2k ADC 9

Z| 2026 EHEE RTEEIY 164 {2%Tt. HP, BFTrARHEZIERNEESE, F—=3#K
Enhertu T4 X 62 {ZETTHISHE TN E SR —AL, HIBL 4008515, ™ Roche A9 Kadcyla
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B TFXBRT 6877 HER2+FL iR FE I B S mllh A ¥ U5t dr, H 2026 FHEFFIT A 2312% 7T,
HE ADC A A ARMEE , A REBNEZHILNETEIRE BENERAY), FEEERAL

R,

Ex9 E LW ADC ZMHEBFHERY 160{2%T
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5,500 -
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A 4,500
(B7 %) 4,000

—— Trastuzumab deruxtecan (HER2)
—— Enfortumab vedotin (Nectin-4)
Trastuzumab emtansine (HER2)
~— Brentuximab vedotin (CD30)
Sacituzumab govitecan (TROP2)
—— Polatuzumab vedotin (CD79b)
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Inotuzumab ozogamicin (CD22)
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BRLFE: Nature, FZul 56507

FE HER2-ADC #4¥th B BB L 50127t Bai R E# E&RE ADC 4 T E 2 5% HER2
s, BENETEEREARE. SEMBE, DUX 3 MENEH#HTNE, HA1WitT, F’E HER2-ADC

YR TiH = B 2025 F

4% 26.7{27T, F| 2030 F0 2035 FH LA F| 43.5F1 57.31Z7T, F*

EE| ADC ¥ BRIEE A R aTr TRILEZEI R, AN ELENAERNATT =8, ABEHE
E &ariEE, ANEERRBIAGTE, THRAERAT IR

El%10 3 E HER2-ADC g3 ¥inp R Ak E] 5712

BRix 2025 | 2030 | 2035
B
RIBEIAN 3.2 3.3 33
HER2 FR M B35 Akt 15% 15% 15%
ADC ##iBEE 20% 30% 40%
S ADCAITHESZAE (AA) 1.4 2.2 2.8
B 2aTTHE (F) 1.0 1.0 1.0
R EA (ATkE) 8.0 8.0 8.0
TR (12) 10.9 16.6 22.3
LR E
RIREIF %M 4.9 5.0 5.0
HER2 FH 4 B& &tk 30% 30% 30%
R HA B L 40% 40% 40%
ADC i &K 20% 35% 45%
15 ADCIATITIEBAS (FA) 0.8 1.5 1.9
EZATTHE (F) 1.5 1.5 15
BT B (AT 10.0 10.0 10.0
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T HAE ({2) 12.3 | 217 28.0

742
EREIAAN 49 5.0 5.0
HER2 PH 4 EE GEL 5% 5% 5%
ADC #ABER 20% 20% 20%
2 ADCAITHEBAE (BA) 0.7 1.1 1.4
% 2 6 7 BiE (4F) 0.5 05 0.5
BT ER (ATE) 10.0 10.0 10.0
TiHME (17) 35 5.2 7.0
BHEHE (12) 26.7 43.5 57.3

ARIRIR: BTIEP, FHUFHTHT

2.2 ADC Zi S hESLBEIE, HEAMMBR

E = ADCZyH B 35 E MR KK, BT ADCETF SRR, mHEERARERH, FAlb
SIREENMARERS . RIBEHBEATES5IT, BRIEK#H 156 5 ADC 5940 F IR AR
EX, Hr, 11 FTFIEER I EAMER, SELTIRK | BN, ATHE ADC AP & b HXE
%, BRIHLH 383K ADC 254, ZHEUNALTIGEK | BIFIGRAINER, 5EIMELLHERAESG,
B B E Ak 3-5 ik EHUEAER.

E&11 BB ADCAYHRTERPEIGE | FHER

t uE =5 Ely
44

2 32
18

© &

fod Xjﬁ@%@ \\,@%\\tﬁ\ \\,@%\@% \\{&ﬁ\% W (R

BRl ADCEBENE T EREHESSAERE ., NEH ADC AYMENERFBEXE, £k ADC 49
REFEEREMBIE, HPEERAM], H£F 135K ADC = R, AEEELY 87%.
AR RATER TREARMNEHE, ADCAMNERMIRE MR, LR, B
iE th3F T MBI SAT T R R A R AR, BRERBRERSE. BREMUEREERE.

BEEAEEERRAR IRRRSE, NERAREZF THRERBHRRE,

BEREFEROIEARMRBRER TNE ARE. 11/ 48
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ER12 &N B R RS F R AT S

135

33

2 2 1

[

i i

ADC £ i T BREPAENRNERITER. MERTERE, B ADC A¥IHA & PIERAEE
=, TREER LT ADCAYHECARMTEPFRRIENER. Hf, EHTAYHERLZEN
EMHMEERZHE HER2EER, —3F 26 . HIRE-MHIERE EGFR, BREIEH 1
7 £, RINIER 6 AP TIRRK | . XP ML R FREE R AT

E513 B Hl ADC YR TERFHAE HER2 fl EGFREER

el NIHA IER 4R I ERRT
26
3
5
2
10
1
15 1
6
2 5 5
1 1 1 4 4 N 3 3 3
5 1 1 1 1 1
T HEET R REERER
1| |2| L 1 2! |2 1 1

\A\E‘D‘?' EG?R _‘RO\D'L P»O?A GD'),’Z FO\‘R\ 00\9 Q,CN‘P‘ G_N\ek 003'5 o

ER HER2-ADC FER A#iHT. EANAI ADC 25tk TEEHTE HER2 1 TROP2 ¥, HA,
HER2 ZiE & A5, BRTdH 1377~ &, HEMR ADCELY 34%, BEE RS thFFia% EiE
KA G LETATHEES, B0 c-Met. ROR1, MUC1 %, EE5EIMALL, $ESEFMAR HE—,
% BB MHEN RS

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 12/48
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E&14 EN ADCAYRRTIEREFH HER2 £

=y NER

13

S 4 4 4 1 1
1 1 1 1 |- L 3 L 3 L -—l
VER? coF® qoP? qoRY o2 o oo\ goh pwet ot R of

XA, Bl ADCHYBAERFECELRAAL, o LTt ERRARENTE SRR, B
PR AL, #19 ADC TR AV th FFIR R P RR EIFEE R, ZKERTWE S AN HBERFIESR,
MAEBBRRNEREN, AEHAEBERM.

%15 H #J ADC A EL SR FIER

SEm%E Tubulin KEEY BLm ALT-P7 Tubulin Alteogen | #8
Enhertu TOP1 —=# Bt GB-251 Tubulin =AY | #A
Kadcyla Tubulin Roche =) LCB14-0110 Tubulin Legochembio | #A
TAA-013 Tubulin REZAW I #A SHR-A1201 Tubulin BwES | #A
SYD-985 |DNA ZZBEF Synthon I #A DAC-001 Tubulin ZEEY | #A
BAT-8001 Tubulin RS I #A HERD NJH-395 TLR7. 8 Novartis | #A
HERD ARX-788 DNA 3 Bt 7l Ambrx I #A B-003 Tubulin LEEA | #A
ZRC-3256 Tubulin | Zydus Cadila | 11l #8 RG-6148 |DNA 32 Et5 Roche | #A
MRG-002 Tubulin REEY Il £ KM254-ADC NA WREA | WK
A-166 Tubulin B Il #A DP303c Tubulin AHER | #A
BI-CON-02 NA Biointegrator | #5 ZW-49 Tubulin Zymeworks | #A
PF-06804103 Tubulin Pfizer | 55 HER2-DM1 Tubulin Fetls | #A
GQ-1001 NA BEEH | A HER3 U3-1402 TOP1 =4t I #A
BB-1701 Tubulin S EREY | £4 CD37 AGS-67E Tubulin Agensys | #A
Trodelvy TOP1 Immunomedics| E £ Akalux NA Rakuten [=H=nt)
DS-1062 TOP1 B—=4t I #A ABT-414 Tubulin Abbvie 1 #8
rop_p | SKB-264 NA Ry | 1 AVID-100 NA FB?;T;ZTI(?; Il #9
BAT-8003 NA EEES | #5 EGFR MRG-003 TOPA1 REAEY Il 8
FDAO18 NA R=k 1N IND ABBV-221 NA Abbvie | #A
Trop2-SN38 TOPA FREY IND DUO5 NA BIEAN | #A
CD19 Lonca DNA 3 B3 Therzsgutics BELEm EDV-RRM1 NA Engeneic | #A

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 13/48
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huB4-DM4 Tubulin Immunogen Il %3 EGFRVIII/MMAH  Tubulin Abgenix | #A
LCB-73 NA Legochem | I R BT AMG-595 Tubulin Amgen | #5
IKS-03 NA Iksuda I PR 23 ABBV-321 |DNA 3z B£F Abbvie | #A
NECTIN4 Padcev Tubulin Seagen = i?) Blenrep Tubulin GSK =07
— Polivy Tubulin Roche 2L MEDI-2228 NA Medimmune | #5
RO-7032005 | Tubulin Roche | #A BCMA CC-99712 NA Celgene | #A
SYD-1875 NA Synthon Bv | #A ,
5T4 AMG-224 Tubulin Amgen | #A
CME-548 NA Oxford
Adcetris Tubulin Seattle BELH Besponsa |DNA 3ZEEF Pfizer 2t
CD30 CD30
i B ks H] — 2 BEX H
_MCC—DM1 Tubulin R=k 31N | #A ADCT-602 |DNA 3 B3 ADC Il #5
Mylotarg | DNA 32 B£5 Pfizer BEEmW BAY-1862864 NA Bayer | #A
CD33 IMGN-779 |DNA 3Bt | Immunogen | #7 CD22 TRPH-222 NA Catalent | #8
e RFB4-SMPT-d NA SLTERER
AVE-9633 Tubulin Immunogen | I K81 o :_\LEE i
gA R AT
Kodiak NA
VEGF KSI-301 NA oca Il #8 CD22-4AP Catalent | 88
Sciences
CEACAM SAR-408701 Tubulin Immunogen I #A TF TF-011-MMAE|  Tubulin Genmab NDA
IMMU-130 TOP1 Immunomedics| |l #A DLL3 SC-002 |DNA 3z Bt Abbvie I #A
ABT-399 NA Abbvie I #A IMGN-853 NA Immunogen I #A
c—Met RC-108 NA REEY | #3 MORAb-202 Tubulin Eisai Il #5
_ NA
SHR-A1403 | Tubuin | IEREZ | £ FOLR1 | STRO-002 Sutro E:
Biopharma
S HEHEK Antibiotic NA
_ H] — Y K B
RG-7861 Agent Roche | A IKS-012 Iksuda G PR &1
TDGF1 BIIB-015 Tubulin Biogen | 49 NBE-002 NA Nbe‘Ti::rapeUt IE:
IGF1R W-0101 NA PierreFabre | Il 3 CS-5001 |DNAZXELH| EAZHY | IGKAT
MRGO001 NA REEY Il #A RORT TRS-006 NA BHE I R BT
huxBR1-402-F  NA  |Nbe-Th 1
CD20 CON-4619 NA Biointegrator | #§ ! NU © icserapeu I K BT
TRS-005 NA L E S | #A ELN-11 NA Elasmogen | I FR &1
BMS-986148 NA BMS Il #3 CAB-ROR2 NA Bioatla Il #A
Mesothelin - ROR2 -
BAY-94-9343 Tubulin Bayer Il #A VLS-101 NA Velosbio Il #A
TIMA1 CDX-014 Tubulin Amgen Il &8 CD276 DS-7300 NA F—=3 Il &R
NCAM1 BB-10901 Tubulin Immunogen Il 8 MGC-018 NA Macrogenics | Il #f
ZIP6 SGN-LIV1A Tubulin Seattle Il #3 CD37 IMGN-529 Tubulin Immunogen Il #5
CD166 CX-2009 NA Cytomx Il £A AGS-67E Tubulin Agensys | #A
GPNMB |CR-011-ADC Tubulin Celldex Il #A AXL-107 Tubulin Seattle Il #A
SDCH BT-062 Tubulin Biotest Il #A AXL BA-3011 NA Bioatla Il &R
Gl hi N
VZ‘;Z’; "9 oBI-999 Tubulin Obi Il 8 ADCT-601 |DNAZEH||  ADC | 8
R CX-2029 NA Cytomx Il #8 IL2RA ADCT-301 |DNA ZBtFI ADC Il #8
AOC-1001 | BEiZEHR Avidity g BK & LaraA IMGN-632 [DNA 3Bt | Immunogen | #A
Ganglioside | PF-06688992 NA Pfizer | #5 BAY-943 Tubulin Bayer & PR BT
Sut
cD74 | STRO-001 NA >utre | £ ENPP3 AGS—-16F | Tubulin Agensys IE:
Biopharma
CLDN18 SYSA-1801 NA AR | 58 TNF ABBV-3373 NA Abbvie Il #A
SOT-102 NA Sotio Il PR A1 SGLT2 XMT-1536 NA Mersana Il #A
DPEP3 SC-003 DNA 3z B 5 Abbvie | #§ LYBE RG-7841 Tubulin Roche Il #A
FBEEERERBMALIMRKRE, NEHREF THRERSHRKRE, FEHEEAFIRDIARBRERE NS BIR . 14/ 48
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SLITRK6 | ASG-15ME | Tubulin Agensys E TLR8 SBT-6050 NA Tﬁ!\r’;ﬁiis | £
PRL-R ABBV-176 [DNA 3 BEF Abbvie | #A FGFR2 |BAY-1187982 NA Bayer | #A
LY75 MEN-1309 | Tubulin Biothi?;(;r:utics | £ FGFR3 | LY-3076226 | Tubulin Lilly

CD48 SGN-CD48A | Tubulin Seattle | #A PSMA MEDI-3726 |DNA Z Ex7f [ Medimmune | #A
Tub201 NA ZELEY | #3 CD228a [SGN-CD228A| Tubulin Seattle | 2R
MUc PAb—001 NA Peptron I T |CCL2/MCP1|  FOR-46 NA ucsD | 58
coke IKS—02 NA lksuda | W5sET | CA9 | IRDyesoOCW NA B:SZ?;S | £
IKS-04 NA Il Bk & PTK7 PF-06523435| Tubulin Pfizer | 57
B7-H4 XMT-1660 Tubulin Mersana I PR B LYPD3 BAY-1129980 Tubulin Bayer | #A

STING XMT-2056 NA Mersana I BR BT polyri';‘ése " MGTA-117 NA Heidelberg | IfG FR BT

KAAG ADCT-901 |DNA 3B ADC 9731 DLK-1 ADCT-701 NA ADC I R BT

CD70 AMG-172 Tubulin Amgen | #§ CD133 OXS-1650 NA Minnesota Il PR BT
CDH3 PCA-062 NA Novartis | #A EphA2 MM-310 NA Merrimack | #A
LRRC15 ABBV-085 Tubulin Abbvie | A LAMP1 SAR-428926 |  Tubulin Sanofi | 27

SG-3227 AZ Il #A MRG005 RELEEY | WmKRR

MRGO04A RELEY Il A MRG006 REEY | wEKR

RC-118 KEEY | #8 MRGO007 REAY | KR

RC-88 REEY | 28 MRGO008 RELEEY | mEKR

MT-8633 Rz;zt:sh E MRGO09 REEY | KA

k& AbGn-107 47 Abgenomics | #3 4 JY-023 F 4 EE ) 1 BK BT

YBL-001 Y—-Biologics | I Bk B BL-B002A2 Systimmune | It 5K 7

LCB-69 Legochem | I KRBT BL-BO05A2 Systimmune | I K81

LCB-67 Legochem | 5 PR BT BL-B029A1 Systimmune | I K &1

LCB-91 Legochem | Ifi GK BT PYX-201 Pfizer Il PR Y

CS-5002 ERAV | WAKET PYX-203 Pfizer Il PR B

VIS-705 Visterra It PR BT NI-2201 Novimmune | Ifq K B

2.3 Wi S BASEEEFRHBR ADC FEigd

REEYIHEERE” LT ADCHYI. MEFIR LYK FEARE, BV ATFESRSE, Eit
ADC TREZELR AFE, Roche. Seagen. F—=#HZEMUVHH~M LW, HEMERAIFEMNE
W= mmE. ERAVTTE, HERES ADCAYHEACH NIRKREHNEVEREREEY. K
TAEMIRBEALE, B, REEVNAEAEZRHRET 2021 £ 6 A%t L, SARREN
£ E9E = ADC 254, E M EAtd W #9 ADC B L AR TR HAmA N o

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 15/48
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Ex16 ERAY ADCHAELZARIER

i

]k}

A

BT BERKRIN, ARiEe HFE, BRI KDV HBESEREANEENEIAFT X ADC %
Y& ST B

Bx17 HFEeVBSEESI#HNTIRIR ADC

k1T SGARTEX ., HEE-EFRFTERMBXATEL. T

2019.04 Immunomedics = TR 175 W AAGE
01904 - — AstraZeneca W77 EARE—=3£988E HER2 A9 ADC %54 Enhertu 3A L &1
‘ U= W, WITBTE S HCE E W E FE AL AL Enhertu
- — W J7 B EeiE— =3t #0E TROP-2 & ADC 254 DS-1062 A A&
2020.07 S AstraZeneca PN, TOTI 7 BROEE PSR FE R WAL, DS—1062
_ W 75 B EF R U3-1402 5 Tagrisso ( &), RAEBRE ) BEE4
=4
2020.08 Bo=K Astrazeneca 7 EGFR 3 ML TSMEAE VARAIOAE ( NSCLC ) 8ok
e O 3 T
020,08 Sesen Bio - 2 5125%k 18 ADC 254 Vicineum 7E R R X TR ERAE 7=, FFA TR
A AL AF
H \ e H /=] - o _2
2020.09 Immunomedics Gilead Gilead B4 2101255040 Immunomedios, 3487 —Sk¥EMR Trop

8977 Mk {k ADC 7= & Trodelvy

2020.09 Seagen MSD W B AELBRSEER £ EF & ADC 254 ladiratuzumab vedotin

MSD X 27.5 123 £ VelosBio, #K15H —5k X% M 1% A&

2020.11 VelosBi MSD
elosEIo SL{REEHY ROR1 ADC 254 VLS—101

REEMAEAPEY— B EARRRTE R TER R EFT, MR
2020.11 25 RS RELY 3t 2 5] ADC 7= @M IND EHg#t e, WAk ad A& aihEH
RIB, LI ADC H¥E S RS

= 7 BB S TR EER, HENE Tubuls Hr—RIIABE 259

2020.12 AWED, GEAL Tubulis ADC BT, B EHZIERTY Hif
{515 £ 95 A Synaffix IREEMETH ADC HA, B3 toxSYN.
2021.06 Synaffix FiR 4 GlycoConnect #l HydraSpace £4, F.kEHEXEIE M ADJ
1BEED T, FEREYE R RESETR AR
2021.06 AL LegoChem Biosciences | LCB /» ¥ i@id 7508 & B — AL AR SHERE HEIH ADC A&

FHTFR. EAEH, FEIET,

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 16/ 48
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=. ADCE¥MBERES, AFEBERIRESR2

3.1ADC H=EXAM, HEELEE

ADC YR RTELHRAEYEI RS R FIER, ADC BISIRHEST BT 100 F, B
E AL R B AN M S BT RN TR REE ADC AT L ER K, RARELES
ADC 4 FEHNENERBLZL S NI RAERLEN, SIPREEFRERRABATER

1) HYIEMEERMAFEENE, X—PHEERENENT EAMERFEERSEX;

2) ADCHIREEYHKMIENIL, ER ADC AYMEBRSMALIE;

3) ADC Zi¥#AMKEMIF RIS E, X—IHTEENH TR BRELEFH BNFE LR ;
4) FEMEMEAGYEGNTREAE, X—FPFTESTEGRBTMEBRILANM;

5) LT HBEHRSRRGMEME, X—THESREDFL MMM RIEZNERR,

El%18 ADC %4 ¥ X (EAMN &4

8 o 3 3 Sl 47 43 z::s

LA A (6) AT T Ty &

g, Ay

L9

(2) ADC-
hREa

fit 8 Pk Ay 2L
o e W e

FERGRERE, 5
IR R

ZFRIEE: nature, FLUEEHIEHT

ADC ZAYH B D ITEBR=ERTNAGH AR, ADCH=/EDAMR, S EFEF 1 ADC
RERNTMZE M. A7 {E ADC A sE B ERUR LM NE &Y 2 MM A IE1ER, ZEH4E ADC
N ®BEEEENE. SRS T, EETRERKTN:

> k. 2 ADC R9REHHISAME, BEED THEMERR, HERBURT BRI, T
53 1 EUR AR X MUR

> BER: 29 ADC EMHMXRAR, tRIEATRGMBAENENY ¥, FTEAESS
. BEIATRERERNE

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 17/48
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s EET: EIERER, FEAMRERYEBRE, MAZNAEEMERESHN ARG

By THEREEER
s EEGN ERER D THAENSE, RES—HNAYMALFLLER (DAR), F2E ADC 254
R B DT HO5

®19 S AMBIBEEEADC HYRR

y FY oF @) T2
P 3EA SR LR LK
Yoty B AR miie > A E RS

¥ 5, > BAT AR

> AR SR
e iEth Sk > AR M
> B FAR T A AR

- BRI, A h B
/ BRI apsasat, > BB de gt
P e
> e ¥ S

)G A& semin > BARRFGH
e > RA A B

ZFHRIFE. BCG, FLuBrHslr

ERYERUEVEBRNTRRRUER., ¥\ ADC M, AR5~ EEFMENMENEIZ O
DREETNERNAEHD, RHEHRENEIKI. ADCAYHAEFEZ LR, M E sk
Y ERETRASENMEERRMO EARLER, ERY - SELEYELRALRIFT TF,
AR BT F oML UHRERAISNRT, FETMUEAZ LM ADC &,

3.2 A EERI ADC BT E N

ADCHEERHEFRAREER, aWE T BENER, BAFEENSWLETURAEIZLIMEHR
fREEA R R BSKFNRIEA, A2 ADCAY T EIRFIEAEMENENTEEN, HE
R R ADC ZATTE DR N XBRER R Z—, HEBEMANNMA M TIRERER. BT
ADC A R EVERAINE MIB TR B ER, FINY TR RN ERE Ak

> ﬂ?ﬁﬂ%@ﬁﬁﬁo AT RIS M, SR MEAE FE A M M E e RA, TE
EEAA FARRAHERFIE, BN, HER2 ZAAEE FNFABAL T ML 100 15,

»  EREARREAERIA, ADC 5B MR EAMBEME I RFIRENEMNAIEER, B
IS FEAMERBREIRE EREFREMNETER ADC E&FER, TURBERN NS I
(>10°/40/8 ) 77

» GRNEARDBEN. MERT SEARKREHH ADC Y FHRIESE, NSRS
B BRRLE S ) ADC 24D, RmERTIMZE M.

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 18/ 48
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AR BE R

TUHEERAK. ADCHMELE SR EFTRRIRENSHRSERENGR, FERHT

B YRR EmAE R, NMBRERS ek, MREEHnR T ERA R ENERN
A FSRUE, XS0 ADC I3, REASRE AT EIBBEES 14,

E#&20 ADC % %) H9¥E sk 3 SHM T AR X5

SRR

FHRA, BITE
URBZEEX S
B, BlasERA

FEZWENR,
AR AIRIER R
AR R BB

SRR ER lIH

R A TR lDD

DS HTR IUU

NABERREE,
REABRBAEN
RAREBKLY

BRARFBIE D IhE
e, TREY
FIRE

HELRARFHITR

IRRIREE, BEMER

WARE (HRP/ER ) oo ol

il
il
i
gl

TEREBRHE
Ht, BEUPE

EEREBR, B
BREFERE R

BB E A,
FERAE

LT BEMMIE
P RIEXRIER

o PR SRR RE R th T I
RIBEAB, EBSE

HEREBRRHEL
B, BHEMTE

ol

]|
1l
il

RRIRES, BEERD
FIRBI LS

EEREBR, B
BEERRER

FHRENE, KA
BRRTELE

EAIRE YRR
ReiEsE P R IR E R

MR

FHRA, FER
TR RN TIER
BRABHR Y

BUEBNAR,
FEIEBARTOARY
e o] kiR

il
il
il
1l

RERMEE, BEEHN
WIRFIFGES

PHERE, €A
BRELREEE

ERRBIERIE
sy, EREY
FIE

FHRLFE. BCG, FZUBRHEH

ADC Y & EEFEMRERERE, RIBSIRAMELES, B Rl THAM A ADC 14,
MEAHREESNFTEEMBREMESFEEE LT RANRAE SR, FlMLEEFH HER2,
TROP2. Nectind. EGFR, [MRIM&EFH CD22. BCMA. CD19 1 CD20 %, X (183|L51FH
L FEE R AP, HBEEMTIRAHEE, BE) ADCE S EEREHT IR FEEa T, FHE
T e AN ISR, FFIaERE ADC 5858 =,

ER21 ADC AW EEFRRER L TERRMFER

% R

AWIEEES, BRETELERR
(hF. B, . CAR-T)

S

ERIFES (FELEH™M) REAF¥E S, {NFEADCHASR

TROP2FINectind 2
ERIFERTHADC
L measiEa IS

cadh
ein

DL | B
mucls  CD70 F ::’"a'
o . Folfa oxo01L [ENPP3
Mesothelin 574

PTK-7

BCMA

PD-L1 Globo H

Noteh-2
o2 Cada  CDIGS
/LYPD3

CD138 HLA-DR SSEA4

Claudin D175

o123 PSMA AXL - CD37 182 a cD228
. TWEAKR
PRLR w | CBF 4 o
ADAMO Tissue CEACAMS CD4g
MT1- Factor
ROR1
MMP
Muct SAL - MDS e s
EGER  cMet CD74 HER3
DLL3 RORz Lyl LAMP1 MG ek
FLT3 CD30® i B7H4
@ hiw, 2! Mg, FEW HWFERTER, KL O RHE, BSLw LfhE, RLbw K BiplE

ZFALFJE. EvaluatePharma, BCG, -“EZiF&mtaAr
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BRI R NOMANREE D, NERKEKE, RT AMERR LSRR,
AERIMREIER R EE /A T AR, BREFNERS. NE THARIMNERMAEE R A
o $rm) R i) ADC @1 R E By 4 A KEFHIRESEIEMMRIL T, BTATH B MR
TR ERRI T S A BB A T, FIELE AL ADC T RE R A E 2N 1o, X
AR SRR, HERAEMNERARE, FEMAMTRETAITEMEAENRN.

E%*22 ADC # = X EET7E R AS FREHEAE

\l Target antigens overexpressed 1 Target antigens in the tumour vasculature
in cancer cells * Fibronectin, extra-domain B (EDB)

* GPNMB
* NCAM (CD56)
* TACSTD2 (TROP-2)
* Folate receptor alpha
* Tissue factor
* ENPP3
* CD70
* P-cadherin
* Mesothelin
* STEAP1
* CEACAM5
* Mucin 1
* Nectin 4
* Guanylyl cyclase C
* SLC44A4
* PSMA
* LIV1 (ZIP6)
* SLITRK6
*5T4
*SC-16

* Endothelium receptor ETB
* PSMA

*VEGFR2

* Tissue factor

* ROBO4

Stroma

Target antigens in
the tumour stroma
« Collagen IV

* Periostin

* Tenascin ¢

Driver oncogenes
* HER2
* EGFR

BERIFE: Nature, FZuf50EHr

3.3 HEHEFER M ADC YN ETRE

#FiEETERE, & ADC EFAEMNMADRER, ST ARINNF/AEHAITE
HEEEATW. AT ADC MIEBHAN 1ZABREM BIEEFMN N, 1, EENEASRE
. REERNE. SRALTKMNE R,

SR FEFMRAKIFEERX . £ ADC HYRIFHA AR, TEERNNAZ R, KR
REREMSBERIERRR, MRRBERRS. #BEREATEMERNTRENRAES, FALEN
AR AR, 2RSSR, BREZRMEIE NRK, BIT ADC AMMH LR,
#E L ADC 2547, {X Adcetris £ & HLlA, Hith EHZ5¥INRE BRIEETAN KL ADC
i IR N B se BE LA

E%&23 AT M AREBEXEFEN A 43K
s ) N R . R AEA A
e onab 100%E B/NRER ( BeEMESE) R 5 B IRk [ Muromonab ﬂr
o —ximab 35% /MR +65% A (AT EXKE, BEHS RETENEEL, ZER Rituximab
a X%&BTA) MR, FREPEK ( F ZEBH)
SR umab 5% +95% A ( AT BHE A M5 # & BB fiiAELtt, %£& Alemtuzumab N
Y REN) R BEAR ( BT 2847)

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR
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R umah 100%A % 5 R $S R SAMEL, % Adalimumab \]r/

2 R PR RBEAR ( PTIAARET )

ZRIRE: Molecules, FRul WA

B E=RNBN T IR SHATRER, B 196 BT EA TR AMMAER,
IgG 89 4 L Brh, 19G1 E HEIHS MAVEE, XTEE IgCL It Hth TR AF—EMNHE:

> IgGl 1 1gG3 5 Fc SEMEMAST 19G2 1 9G4, BH ER AT AR E RS
( ADCC) RAMEKEHIREEE ( CDC) 3N, M 1gG2 1 IgG4 B MR N HIAI UL INEE ;

» M IgG3 HT5 Foy n MIRGHEERKR, SBHEHBRERERR, ¥RENH 7X, B
WA, MEMTRE MEHATREMREL, FREAN 21 X;

> 1gG2 BAMTINARMA ML, BEEH—RE, TaHSBERETSH ADC T

> 9G4 IR I AETHINUF MR, REMRR. AT EEEBEINIRBTMERN, 9G4
£ ADC FAH 8%, Bei LAy ADC #1, Mylotarg #1 Besponsa & FIHY.2 19G4 Hiik,

E%&24 19G FUWENEHWTTIREER

DA 68

T E Y YN 4 6 13 4
Fxr (X) ~21 days ~21 days ~7 days ~21 days
TR BEFN

i@ itC1q ++ + e
i@ itFcyR 4+ + 44 ++
Kadcyla®, Enhertu®,
EFHHRE Trodelvy®, Blenrep®, Mylotarg®®,
Adcetris®, Polivy®, : ) Besponsa®®
Padcev®

t

BERLFE: Nature, LUl

P RLRR T EF AR FEM X, ADC B EMNER IS, RUEcRR®R, ER
BHIREHRFN G S SELAEFBRURMER, RF08 ADC 24 Z1AR B AR AR . B,
PURD TN EIBRIFEF S (Kd<10 nM) BARIRAME S, INFRELMEPHRER Y. B,
ERBEEZBEFNRED FTEXN, SEDFERNKN, ¥NETERE AR EMARNMN K,
MEND FEXN TS MEE RN R,

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 211748
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ADCHLIAMMR AR T ERREAETMBBRR, L5, REZIABEES R ADC Z9YIH Ik
FERSE, RPN ELEFREELTAEN ADC AMR DN EXEFR. B RARIEAESF
R RIRIESIEFBEMALRENTTE, WSS BEEMERNFFIEIAR ADC 254

> FERARGUER RO, WY MR SE—EMR ENRMAREEER, XM
URESEIETEA, FREDN AR RMEER. b, ERERR N EESRM
PR B PUBRIT A HURA RS, MRS ADC M IIAERIER,

»  EfE FoiniR@iBEM. BT ADCAMMIRTRA, ERFEMMEAELSER ADCIRTTE
FEFERNES . BTREEENMEEPEN SRR, Bk BRiTTAEE 53R
8. BIGER scFv (TTEX ) 3 sdAb ( 4Kk ) (EARIBMEEIUA, BFXmEME
B FER/N, MEHRNGTAARLL 196 B\, EBE RS BEAHINE,

» ENEREBRECNRFE, 5N URSEMESENZNRRRE G R FERA . X
IR, XnEMENEFRREASEREN DA TR THRORENEZE ST
ARBMENDHERD, SB ADC Z¥ERMBRUR T, SEBNESE MM A/ NRT
ADC T £ [ “EUHENN", NCEAEMRHITRG, BRAUSFRE,

3.4 EETHEERM ADC BEEMHER

ERTSEWATE M, EETRARIMRENTETEONXEZ— Bk, EETHRER
H—ERREN, MNnERLEIMEMRBE A, EHR ADCAEMRKRENIERHTEN, BRIR
BRUSESTHES M, ¥ ADCHYAIETE N, MAEHXNERRE, T ERRSENEN
B, RERMPER. SRR D AR RBERE TN ZEREE T RBENERTY
A MERA SRR RN TEER; FRBERBIE AR REEE T TE & FHEE,

ER25 ERFIEDATEERNTIREE

APHA R, d#EAfm
B UG Ao MR R

SR AR
ok
2 k31 AEREPH, LR
T R — S SRR T
BT, Tad, M b
- mpmmE R A FEE BRAR KA, £ F——=
it 5 T AT Err |
CEEE
S | F#%ADC |
P, sedn
i AR | wcpre. |
A2 4 Lo AL AR R CD20% ik |
€ 5 8 I JE AT #
-/

T 8 4w HEL 1 09 BEAR
HEOAE, FAiLiE,
ERAE S & 3

et
- EmRE 7T E g
s HEZF& 4009 | 0900090909 RIS o e e o —
ik o, b - )
S AL AR, N | AAARTEMLERS |
_ BN R #9ADC ¥, feiFCD224
T TLMEM, Rdid L CD79b 5 i iz 5 4 54
REHEREEER N - —

ZRFE: Nature, FZul 5607

s URBERTRERBIEARD A CERMERTHBRMBEET, AP UFRBERT
BREET NG, BREEETITERTERETNSKE,
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1)

2)

3)

4)

R . X pH {E 8UR. MR o 14 pH T4EA0TRTE, MR M 4RRR X =, 5120 A RefA( pH 4.8)
FHAREARE (pH 5.5-6.2) FEWKBERE G R, ZESKEERLEF IR
B, AMBEFRERKR, TAESREHE, BRIENAEZZRRT MRS,

“idE. WRMHRKER, MERTAMER (GSH) B9/REXN 5 pmol/L, TR THmEFE
BEEAKARIRE (1-10 mmolL ), MfEMES SIREMAR, Mfi~4£S GSH K,
RHBVHFTAOER. B, “mBEETEMRTIEERE, HFREEMES =M.

AEER. XREEREE, fIWp AEREERE. 26 B-SEEERN ADC TJRUAE
DAR=8, MALSIEREBE, WALKEIK ADC MEKM, FX L, XFhRE AL K KB
87 ADC MM FKBRE, NfRE T ENEERNTI

ZKR: SWAREOMKE BEK, XR—MABAEOE, EMBRRTEERE, M
MmE P HFAEZEOIIGH . Hit, XFEEFARRTSERE, A NMBHARESH
A AEAE BEMRE, WANEMENERSER, RIFNRET HAELRM.

o AU REEET HRENREN, AR ST RSRE,

1)

tbanmBhiE s 7. BiiRsEET . AURMEETRBTEOEY ADC AN HIES
R, REF L 5K ARBHANRERZERENTREETD T FAit, H5RTE
MESLES N, FEFREFEMRITEREEES, NWEGREERES XL
EHUIER . Roche 89 Kadeyla /218 13 F20E AU 1 671 DML EREE R HUA L

ENERNERPERETHTEX BT — T ERFEETXIE ADC WA EERERESE,
XA ADC AR FAZUERD, RAREEETSEEAYN LR FEMMBEN
mAEHENEE M, o] UIEERE T ERBNSABIMEERT, B~ ENHEAYEERR
SLECARR, FF0) A RUREE AR S EBIE AL R AVRARIE T, H— BB RARE N,

E&26 T RMBERTITNTEZUERNY

A~ (D €— MEHAR

WAL LA
/ TREAAEADC
/ AL

N Ik @ WRBHTREA NI
>.»-<‘A®’ % v \ 1: 1 DTS |
. TMWDNA \vf ‘ 3 J > 5% SET
'/‘?'f;k’]\\l . \\\\\ | @"
\ S0 / )

"<‘ Rtk \
\ 2 o AT \
| HEREES \
_ ¥ B An i \
h @\_/ A A

GRED Q\\# ~T
@
H W I

N
N
VAR

FWME Taie

? sum () samtk
Y itk N7 &5
\) i . \\
R I FBmER OO ALEAND
ADCHh o] fE #3151 Fe )y
SRS AL

ZRFKE: Brd Cancer, FZUBFHIHT
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BH] ADC Z5#Mzs it ( DAR) PRV N/™4%, BREHEEY 4 RS A MK D REFWE
Bk, M DARBIIBINSEREF W ADC X TIEN R, AH—PRSAHWATEA, BRHEE
M E, BAEET NI ERL 0 SEREEET R KT IER T L AR EHNREKE

> REEETHEKM, BRICIEE ADC B/KMHIEINS ADC EREMEME X, ™ ADC
BB PURIT i L -2 g iH T Ee, F R TIRE A FE/K M 1EL 8 Enhertu F1IBR 2 —F2
1t ADC IESE 7T X—=, FEit, BERITIEINEETEKMEEET DAR EINSEHER,

s EINEET EEREEREEE, 25 ALFFRNARSE ADC HERE T (UNE SN A RE
o A, REMMRFRPIETINE WM LA EEHEXE . Anami R HEERITRE
THANESZEET FRER, 2R T RIS MEREED T, REAWRII.

3.5 SEMIEFERm ADC 253

ERELREMERIEANERIS . &£ ADCAMHNARE, STERALEHEABILTHNEN

Z, Fit, SENSHNECEESEEZWAYX T REEN, WP mTa. BT 8K

MRS ELAEFRABWNERIS. BNDTE. BRenNMESt, FERXRBUFTTER

BX B itk _ERREfR EHUME S .

>  BRERSHESMN. ZEINARZENSERNMATEE, MEABERERIRNIERLE,
RARFRXFELAAED BN HETHERR SRR ADCHEBHLE a9 DM TRAIZE A 50%,
BARE 1L56%MFREBFHNBRIFLIEER, MAEPRSSRREIEER. ELL, A TRE
7 {EM, ADCIEENERFTERBEBSNIT MR B R BB,

>  BBRINADTE, ADCEEDTEBIENT S S5 ADCAYNERE, FHERINER,
th, FSENHD FEXRFHESIEEE, N, BINNHTFEFEESSEY BT MR 534R
MR, REZUEN, FH—5 1B EGR R,

> ERYEIRAERE., BT ADC A BETHEMERLLERR, ALSETELSHEMER
WRN, TELEMERES, FETATVHIESEMIGET, FibvERYHIEEBRH,

» RAUFTEBREGE LR REHMEE M. FLMBSRNICEILTHN F Rk K 1B
FHR A ERIVFREUERE S, RESFERRTEENE R

RIEVERVIBIARE, BRIAT ADC MRS ET B0 DNA IIAFIFIHE & HIF.

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 24148
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B&27 FRBREEBIEEES HIBEESHMTIFT DNA BIFH

ﬁiﬁi’éﬁaﬁ%ﬁﬂ EMEEFEE S

W KT, BTG E
oLkt )| REBIDHAE LR
T 2R AR

RERTEY I LG
EERENHNELHNE
HREZEAREH

MITFEF ‘ -
I i

P EEBHFIF

R—EERHBE BRI
BsEZ5, OTIAFIDNA
HEEHBHBE

DNARIRF

A I RAEE | P e
P R1EE SDNALE &

% (PBD) 2|2 DNAK

B L S L S SONAR A

ZRFE: Nature, LUl 56507

s WEERIHEF

WERABEBRNTRAMMBY, ERBIRIEPNEINERZER . ATHBAESREFR
RIBME, Eib, THMBARALYROMEEB NI AMEANHELTT Bz — 1ZEH0
HATREMHHEZRANR AT ZF (AP ERANRS. HP, (BHHRERARAFIERT
o« -pHEEAREMNP-TE, FRELAKAZFE, M MMAE. MMAF, milHHEERS
B & FR B MHMASE AR EER —REAnNRS, MDM1. DM4,

> DNA R 57l

S5 %15 6940 EE /RSEEIHEEL, DNA A 7TAY ICso B B EE/R, Btk A DNA S A FIE
HEMBEDEN ADC BER, o SEEAEME UK EFRIEANTE, FEEBRGLTE
T ZMAR EEARYEELHAG . DNA SR A1 A FEAVLS]: (a) DNA XEMH, FlIaRFEER; (b)
DNA e &1k, fBlan+F3%F; (c) DNA #x A\, #a0 Dxd; (d) DNA X BE, fFlan=EER.

ER28 EBOIHIFS HRLE] E3%29 DNA 1 15 75> AP T4

e a-Tubulin
AR ® B-Tubulin

ZHFE: IntI Mol Sci, FZUFHEar ZRFE: IntI Mol Sci, FZul a0
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MEREHN IConHmIENKRE, ADCERELEE nMAF, BRRAFANX/IMARSRES, %
BRMLLERSRSMRKR, MBFURAMNEFIE DNA BIAFHA PBD, RN DBERHIALL
Bz —, PBD RILEAMEHNERTTIE 54 DNA R EREMRE & I3, Eib, X R
I PR AR AEIEIE AEH DNA BiE &, MinA Tl eIz,

E&®30 EASENSHRESTERL

Camptothecin

Methotrexate
»—=s [ —
Auristatin Doxorubicin
*—e —=e
Calicheamicin Daunomycin
—e —e
PBD Maytansine Taxol Vinblastine
. > * @ ) *—e —s
I | | | | | 1
1012 101 1010 109 10 107 108
(pM) (nM) (mM)

Payload potency (ICg;, M)
AR FJF: ChemPharmBull, FZUFHHEAT

3.6 REARXAEERI ADC ey —i

BEREARERENXEHY, TR TG, EEFRARSEZGE, ZFNBKARSE MY
iR {EEELL ( Drug Antibody Ratio, DAR) % ADC Z5#1r939—1M, Mmssnt ADC B4 ¥ 5E .
iy 2 M RAVRE M. MRBERNMARSERIT D, WSREEEDEEFTRG 32 NN ADC 7

MEFERERLZEMERE, BNZHRENRENERES. BE TS, HEMN DAR A 24,
B 8T 2 ¥ NI K8 ADC 391 PirfsE AR BB 77 N E E - AR VB ECANE = 188 .

Ex31 BERINTIED DEHBKIERBEK

Aotk b A 7280-100 4 # SUAL 49 Ik,

i R0 TI R, R S A
L AL1% Bk

A FAR A 12448 ) = AR Al A 4h

m 18] —ghgk, TRl A S8R BB

3 iR REAFR AR AL, &
- i  FHEE R
t%r—?imi’\%if@—-ﬂﬁ.i@iﬁ VARRAE &

N EEMBR
: A& BB T 0 BARE, #R

LR RNA a0 5) § B4 20

m PP A R AR ) 69 X A
LB B, A At Lt fr g

BERLFE: Nature, FZuf50Ar
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BEVUREHE R BB EZX 5124 DAR 7185, DAR TJRE#E 0-8 Zja&f, Fit, Ak
PUBEK =~ £ BB A F DAR K ADC MREUREY), SERLMMT ADC AYMBIMA—, ¥
ma 2 MEET AR E. TERBEA DAR R A RS, RANMH—BMRS, ReETEA.

El5k32 ADC % ¥ B4R HERL&]

YO

« = Site Specific Conjugation
Defined DARe.g. 2, 4,6...
| I I I I * Engineered residues
Sl I il l LI | * Modified glycans
5 7 ) * Enzymatic ligations
)rug Antibody Ratio (DAR) Drug Antibody Ratio (DAR *  Cross-linkers
(a) (b) (c)

R, Proteincell, FELUFF05Ar

(a) FHABRRSIMEF (b) BEBRY LR, ENTLZGELL (DAR) 89ZF0EEY, M1 (c) a7
1B BT ZE /T TFELHY DAR 12 R BT/~ in 5. [E1HIEYE. BEE B Z 57

BEALBEC: BRIE LHAZ MR REEERBIIEEK, /4 RFF DAR K ADCHIRFUR
a9, Hashhz, BN A 860, SBUTR TR ik ERERER(81) i
HREE(80 M) B AKX ENERNMHEIEN, RLEEASHED FEEHAR.

a) BRBRBEREE

ERH ADC AR TIRT, BEEFNE LNBERIEAEEAR, HEREERES.,
EBRTEMUE ENBERREE TIA 801, SETRAMFMM, ¥ DAR 4 3.5-4,
>0 0-7 Z (8], #08 ADC 2R HHAES 1, Kadeyla g2 AXfiT=.

b) Bt EERBEX

FMUEERE S NEBNEMSR BT _mESEETEE, BTSN EES
FRANGREERE AT R M, MR B EREAM S B TR ADC MEREM., &4
# DAR A 2. 4. 6. 8, HHM L THEER, REXAYWH Adcetris,

**ﬂ%ﬂ% EEEFRNANER, BEERTEARGDFHIANEREMEANTER, M
BESESHENUFEABRKEER, SIUNT DAR E=RIg—HHNBER =,

a) REM¥HEERBEE (ThiomabF A )

&EH Genentech &, HEHAERNERLSIAFAEMRIRTEE, BT IRFEIUANH
& X P BUSH R BR AR BBFR E A A DAR b 2 93 ERIG( b Eik 92.1% )
ADC, MZEIERM F, FNITERMIEF DAR, BIEBIDE W EMBKEHTHREERE
REATREFNIZEME, XA AEEE DAR 7504 4.4 F1 4 &9 ADC,

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 27148
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b) BEER

BT 1gG 2—MiEER, ©fF Fc ARSI E#N CH2 £ N297 BB & — N&
B, XFE R DUEAEER SE M E S, ZHES Fab X alizEE E AR K 77
BEEIRENMENIRE SN XEE, o, STURRSEHELL, AL Z AR RRE,
AN SR EEN, FENRhEENBEBAS,

c) IERASER

BEAEFERSIA B -ZBEFERATRIEAFRRTERGE, HAERATERTAAHMN
e fEd. ek SEEERKE AR, ZREEEEG TIEERE,

d) ek

BEHENNE T NBE AR PR ENEERTENIFEEEFMNTRSE
o XERBWEREEFTIRS, HIMPEHRREMNEE (FGE ). MAYMS RBEER
B (MTG ). HAKESSEERRRES, MMeEBHiTARSRIEBE,

N, 2REERFRFIATXTEAMR

4.1 E AN ADC Mt & IEFE @€ Fibik

fE#& Kadeyla% 5 — X ADC 4472k £, RUIHRTMIGKT AT HHEE, EREoelt
FiRBsh ADC A 4, BEZE I me-too A%, HREEINEE L HAYAIKAIES, 6121 HER2,
S% PD-1 R %1KE, KAXKIDE™ ADC AYE I e th EmIGE AREENT S, BER AFTAID
WEBEEME, FERER HTHNET. EEMAZENSVESEN, NEERAFASANHE
T, BV FRREEBTEZERMUA ADCHAY), TEAEIAE S ADC HEBEREFARAIERE,
KK ENTANTE ADC AL B EHNCIFINE, 5IAEBREIH,

B33 I E ADCHYMRIEAEZRSAERLIHBRER

//\ 3.0 & JE B FRA] 3787 %
1.0 % 3 25 4T Bobk =) 4 : \
. Fast—followEJﬁ:FEfjﬁ)\ |
_ [
N . EATERTHEHN
HREHEBETEE +  FastfollowEL LA IEATBA . SN
R IS HARTEE RS * BN RAAIARAE - SEHRATE
* R EEUE . FERAELISNEE

LB B RTaE

N

ZRIFIE: Nature, FZUFFHEHr

HER2-ADC 5 ¥t R WIE T ZR#EH .

> 1&fh: BEASRFIHTEELEN Kadeyla#t it metoo &1, 540 BAT8001 ( & B % ). TAAOL3
( Rz ) &, NEESBIEARBRZILVE—3, W2FEAZ3REin. Ao M®MHN MCC &
F . EERXUYNSENHRRBIEE AR,

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 28148
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> BHE: /e, BERSMWIIATE Kadoyla HAl XA EMERHAITHE, BlMgarhZe
i (RC48, REEY ), Eiifkin, HEREZXAT HIELLFNHE HER2 B, Mitihx
REMERESFRMA. AEET R, XATHEREERT, T "SR REiEda
LMBAERKYR, FEAEFNREN. EEKAINEXAT RREYBEK, HbHER
RE EF—M, SRHNEERXUMZE D MMAE,

> BIE. EMBRERA#HS, WAEERSSCVAESRSENESEBEAR L H, #—FSuE
YIS — M 2, H120 MRGO02 ( RE 44 ) 1 Al66 ( BMEZA ) &, FH 7 E S B
B, BEBEY—MNERME, BEEBX Kadeyla it 255 TR A= 4 7738,

E%*&34 HER2-ADC #5 M ZWNE 7 X@aH

- EESABEEALN
* MRG002. A166%

E$i )
RC48§—; -

4

L RTkadcyIaE’]*B'ﬁ‘ﬂEﬁ%

« T EXfkadeylai# 7455
* BAT8001. TAAQ13%

Bl

Me—-better
me-1too

ZRIEE: Nature, FLUFEH5cAr

e REIEIIE ADC > FEIFTEEM ., ME R HER2-ADC SRk E, ”*‘Pcﬁﬂ%ﬁi ADC #5349,

BlanE—= A B Enhertu, #TEZR ARX788 RS2 VEY A166, E(EHBSRIIDFEIFNE
it, BREAERKFERE TRAIBENTHER, RiE TE=R ADC AYHIEX RS, B, 1Btt
Kadcyla 7 Fi# TR A ADC 254, Blan4Edmm%, thEB& AT PEE TR AINENIRRKZE R,

E%35 H Bl HER2-ADC ¥ EX Lt

BN IE %Y AE BEHE I R4
B
HER2 fH 14 Bz Enhertu F—=4t 125 ORR: 51.3%, mOS; 8441 A
HER2 BH 14 B & #38 PE KEEY 127 ORR; 24.4%, mOS; 7.6 B
HER2 BA MR% BA4EF% 1 B%e ARX788 HIIEZ 3 ORR: 67%
LR =

r/r HER2 PR M FL AR
(b ETIESHS T-DM1)
B 13 13 52 i 2 Bk B4 55 77 HER2 BRMZL AR Kadcyla Roche 490 ORR: 43.6%, mPFS: 9.4 MH
BL1FIES HER2 JATY ( 50%IEZ =3 43877

Enhertu EF—=4 253 ORR: 61.4%, mPFS. 16.4 ™A

RC48 E= 70 RR: 42.9%, mPFS: 5.7 4
9 HER2 TR © RBEY ORR: mPFS: 5.7 1A
61.4%¥% 5 =5 2877 HY HER2 PR MEFLBR R A166 ez 36 ORR: 63.9%
78 3 134 £ Y
e HERZW?%;Z@HMHEFWM TAROTS B 7 ORR: 10%, mPFS AF 547
K 788 i

IFR. A BN, Clinicallnals, F&ulZmani:

BEE A EEERRAL IRARKE, NERARZFTHRERBARRE, WEEEHIFIRAEHRBRER NS ARR 29/48
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ADC ¥ AR WELY KAXR, ADC EA—MASTZY), (EE—NAMRIBDOE T Nt ITESR
By, MIRIUG+ERINER, BT MERGEHIE R HEHELET U+ TLIR Mz FIF&R
Et, ADCAGKATEEARARMIMNENE, TUAGEREFEN~m, HBEMEDWY~mE
L%, MEBTHRTFENEVERANEREN . ZFERGE ADCEVHARHE, HIME
— = 370 Seattle, HREFUBTFOLE, BIARSMEIRIER,

42 F—=H

F—=HEHE—XREEELRERTHNEER ALY, BENTHEARSE, 2FRAE 15F2R T,

RESKEERETWMNERELEHR=ROTR. k. £FNELENS ThHZA%ER, /ASH ADC

FARFEE#A DXIADC, 7 ADC BB NEMEET LB T ST ARCIEH, S

> {ERAIEIHE DNA 3RFNFA0EE 140HI7) ( DX ) EF RS ERNE, SERNLTAMRIIEE
(SN-38) #8tt, JEMIRS 104% , EFERMRGIER, FHEML KadeylafdzyHE D, It
4N, DXd EBRESEMEIENRE S, BT EE=WEIY;

> AEEETHE, ASFEANEETFEEEESNREN, fBIFRMHMEYSERANAEE
AR ZE AR (cathepsins ) Y1E|, iLIEMBERERAS ZESHAYMNTN;

> NEMFEANBEEATUE—MUE LR EBE SN EE S, TR T B DAREHI N 4
N E SR, BYFRESITAMZEe Mz 8 FE,

FAEENFEAES, ASIBREELHF AT 7% ADC %), H Enhertu ( DS8201) E£L 5% E

T, HAaJUERAD R THE R

ER36 H—=3HA ADCELMRIER

Seven ADC Assets

Project Potential . .. .. Pivotal/
(Target) indications Discovery Pre-clinical Clinical approved

D ) ol ]
(HER2) NSCLC, CRC, etc.

D RoP Brmnet I
(TROP2) Breast

R CRC B ]
(HER3) CRC, Breast

DS-7300 SCCHN, NSCLC,
(B7-H3) Esophageal, etc.

DS-6157
(GPR20) GIST

DS-6000 Renal,
(CDH®6) Ovarian

DS-3939 Solid
(TA-MUC1) tumors

AR 2\ aIplh, FEufsahr

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 30/ 48
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B  Enhertu ( DS8201)

Enhertu ( DS-8201) 2/A S H 48 HER2-ADC 254, B AJRILHESZEER 190G BEdn. I T8 1]
) FI MBS (R UKIEET (GGFG ) Hpl, XAMNEBEHA IR FMEBREENE BB,

E#37 Enhertu 4 = EZEMER

Humanized anti-HER2 IgG1 Deruxtecan'?
mAb'3 1
S 1R~ M o L |
0.
N/\/\/\", N N N
& e O
Cleavable Tetrapeptide-Based Linker
Topoisomerase | Inhibitor payload

(DXd=DX-8951f derivative)

HRIFIR: L\ agpis, FLuEsHasr

Enhertu #0148 LL B 3724 ADC RE E S DAR, A% 8, X2 BH4EI¥B S0 SRS A
7B, BAHK DAR f£15 Enhertu REBEIHEK HER2 FRik/KFHIBE ™ £ HAEIER, EREAL
Kadcyla {8 E)i#— 4R, AT, DAR 84 ADC BYWAARBHRRE, TBEMT DARAT
4213 ADC LIRS, H—=36RITMIGE BT HOKMMTIES59E DAR % 8HHERT
RIGTE, MTRIENEERE,

& %38 Enhertu 5 DARXE 8

 Ti— T-DM1* DS-8201

Antibody | Trastuzumab Anti-HER2 Ab
Payload Tubulin inhibitor (DM1) Topoisomerase | inhibitor
DAR 35 3 7-8
4
2 8
2 5 =
= X £
3 6 3
K= o) 7 £ 6
| | :
DAR DAR

AEIFIR: L\ aapls, LU Hasr

B8] Enhertu E 278 EEFBOM R E 7, BRAAES B4 345657 HER2 FR M B2 3 427877 HER2
PRMEFLARRE. oo, REFRSIIRARE, HRENME, B HER2 {RFRIAAIAMEF HER2 FE M4
FENAIEfbRES . Enhertu ELTEIRK ERIVE Z ML, AN HER2 FHM BN EREHZ .
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E%*39 Enhertu IREFHREZENAE

Phase 1 Phase 2 Phase 3 Submitted
(TBD) HER2+ BC 2L~/1L (US/EU/Asia) TNBC (durvalumab | (JP/US/EU/Asia)HER2+ BC 3L (EU)HER2+BC 3L
DESTINY-Breast07 combo) DESTINY-Breast02 DESTINY-Breast01
BEGONIA
(TBD) HER2 low BC chemo naive/ |(US/EU) HER2+ GC 2L (JP/US/EU/Asia) HER2 + BC 2L (US)HER2+GC 3L

post chemo
DESTINY-Breast08

DESTINY-Gastric02

DESTINY-Breast03

DESTINY-GastricO1

(US/EU/Asia) HER2+ GC combo, 2L
~/1L
DESTINY-Gastric03

(JP/US/EU)HER2+/mutated NSCLC
DESTINY-Lung01

(JP/US/EU/Asia) HER2 low BC 3L~
DESTINY-Breast04

(EU/Asia)HER2 + NSCLC
(durvalumab combo)
DESTINY-Lung03

(JP/US/EU)HER2+/mutated NSCLC
DESTINY-Lung02

(JP/US/EU/Asia) HER2 + BC post
neoadjuvant
DESTINY-Breast05

(US/EV) BC, bladder (nivolumab
combo)

(US/EU/Asia) NSCLC(durvalumab
combo)
HUDSON

(JP/US/EU/Asia) HER2 low BC
chemo naive
DESTINY-Breast06

(US/EV) BC, NSCLC
(pembrolizumab combo)

(JP/US/EV) HER2+ CRC
DESTINY-CRCO1

(US/EU/Asia) HER2 mutated tumor
DESTINY-PanTumor01
(US/EU/Asia) HER2 expressing

;‘E';‘;rNY-PanTumorOZ
R B L, FUEA o
» % HER2 fHM 5% ( DESTINY- GastricOl )

XE—T . FRAIRKIRLE, 8% 187 BT ATHI HER2 B RIABZES. &
FEW AT, 5 B3 Enhertu F1LI7 3857 - Enhertu A4 125 B 83E, 3877 A% 4 6.4mglkg
Q3W, fLyTAN 62 BEE, BEIRABERIZVERT. NMEFRERRE, WITHEEN
ORR #1 mOS 314 14.3%70 8.4-NF, 10 Enhertu 222 #) ORR 1 mOS 43> 324 51.3%7
12518, IF3URARE.

El%40 Enhertu ff —4BRE&77 PHEILLTTRTRE AR Z

Eventsin Median DS.8201 (n = 119) PC (n=56)
100
12.5 months ORRbyICR 51.3% (n=61) 14.3% (n=8)
% W Ds-8201 62125 (95% CI, 9.6-14.3) (CR+PR) 95% Cl, 41.9-60.5; P < 0001 95% Cl, 6.4-262
80.3% o Confirmed ORR by ICR 42.9% (n = 51) 12.5% (n=1)
80 M Physician's choice 39162 (95% o n 7 {CR+PR) 95% Cl, 33.8.52.3 95% Cl, 5.224.1
70 HR, 0.5 (95% C1, 0.39.0.88)
P=.0087
® 60 (prespecified O'Brien-Fleming
3 boundary, P = 0202)
£ so
H
2 @
H
& 30
20
10
0 i
o 3 6 9 12 15 18 21 24
. . Months
AN = T T T o
BRIFE: L TMh, FRUFHFEAT

> HER2 [ M Z.IR%E ( DESTINY-Breast01)

XTI, ARG RIRGE, A% 253 Bt ATiESiT Kadeylaafr M8 ZMEAM HER2
FAMILIRESRE, BEWO N 34H, 9IS 5.4mgkg Q3W (1844 ). 6.4mg/kg Q3W ( 48
%) 0 7.4mgkg Q3W ( 218 ) BATT AR, AITERE R, 184 BIESR T 5.4mgkg Q3W 34
THRENEZF, ORRIAZE| 61.4%, DCRiAZ| 97.3%, mPFS 4 16.4MNB, iRy Ba) B9 AL
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9 2081 A, BR—%ATT ( BRZER+IBZER+LIT ) MBEEN AT EA 20.2 08 ZIEK
25 R RILE Enhertu X Kadeyla FTEHR BEAF 9385778 1.

El%41 Enhertu #& Kadcyla TmR B E&HRIAFTE N

Monotherapy Duration of Response: 20.8 months (median)

Standard of care in first-line mBC:
the CLEOPATRA Study in 15t line mBC
1.01 THP (trastuzumab, pertuzumab and docetaxel)

Duration of response = 20.2 months (95% CI, 16.0 to 24.0)
a S Swain J Baselga et al NEJM2015
0.8
L |
©
£ 069
June 2020 data cutoff
; DS-8201 5.4 mglkg
H 0.4+ Intent-to-treat analysis (N=184)
s
A Duration of follow-up, median (range) 20.5 months (0.7-31.4)
27 Medianduration of response, 20.8 months (35% Cl, 15.0-NE) Patients remaining on freatment 201% (n = 37)
7| Patients censered 65.2%(n = 73) Confirmed ORR by ICR 61.4% (n=113)
0.04 (95% ClI, 54.0%-68.5%)

T T T T T T T T T T T T T T T T T T T T T
0 1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20 21 22 23
Months

AEIFIR: L\ aapls, LU Hasr

> HER2 FH M4 ##M4E (CRCO1)

X220 I HA. FFE G RIR IS, 385 86 R HT WLk I EARfATT B9 HER2 BRM .
ROy M E EpEEE, EhEiES3% HERERIAESE, 1568 HER2HRIAE
#H 18 8 HER2 [RFRIABE, £ 6.4mgkg Q3W 9587 FTX ., 7£ 53 % HER S FRIA N EE
A, ORRIAZ| 45.3%, DCR 4 83.0%, mPFS 4 6.9 M8, OS 4 15548, I EZ,
mEHMmENBEREHF, ORR A0,

El%&42 Enhertu f R4ATT BB M BHETRIEZTX

HER2 IHC3+ or IHC2+/ISH+ HER2 IHC2+/ISH- HER2 IHC1+
Cohort A (n = 53) Cohort B (n = 15) Cohort C (n = 18)
Confirmed ORR by ICR, n (%) [95% CI] [§:é455932;] [0.0-021‘8] [O.OEIB.S]

CR 0 0 0

PR 24 (45.3) 0 0

sD 20 (37.7) 9 (60.0) 4(22.2)

Not evaluable® 4 (7.5) 1(6.7) 4(22.2)
Disease control rate, % (95% Cl) 83.0 (70.2-91.9) 60.0 (32.3-83.7) 22.2 (6.4-47.6)
Median duration of response, (95% Cl) months 7.0(5.8-9.5) NE (NE-NE) NE (NE-NE)
Median treatment duration, (95% CI) months 5.1 (3.9-7.6) 2.1(1.4-2.6) 1.4 (1.3-1.5)

FRFR: LIy, FRubswasr

» HER2 RZEfffE ( DESTINY- Lung01 )

X2 I H5. FRAERIRLE, i85 42 % HER2 RERER ML \AlRihERE, B2
6.4mg/kg Q3W ESEITAIR . RIBIGKEIEE R, FEE ORRILAE| 61.9%, DCR 4 90.5%,
MPFSiA%] 14.01 B . B 74 B2, EnherntuE FiZ % R £ E FDA R F ATF457 HER2
R MR NIRRT R R TR E
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El343 Enhertu 7£ HER PFRM IS o BB

of Diameters

Best % Change From Baseline

Best Change in Tumor Size

———

Patients (N=42)
Confirmed ORR by ICR 61.9% (n=26) (95% Cl, 45.6%-76.4%)
CR 2.4% (n=1)
PR 59.5% (n=25)
=] 28.6% (n=12)
PD 4.8% (n=2)
Mot evaluable 4.8% (n=2)

Disease control rate

80.5% (95% CI, 77.4%-97.3%)

Duration of response, median

Mot reached (95% CI, 5.3 months-NE)

PFS, media

14.0 mo (95% CI, 6.4-14.0 months)

ARIFIR: L aapls, FLusHEsr

=AZLERRE ( BEGONIA)

XE—IN I/ #3. FRsiERRLE, FitiEs 200 2% M =AREEE, £% Enhertu
( 5.4mg/kg Q3W ) # Durvalumab ( 1120 mg Q3W ) MBX&38I7T R, RIBINKEDEE =,

B H K ORRILE 66.7%, RNEFFEM,
> 71 Opdivo Bt & 76Fr HER2 S A 7L AvKE

XN b #lEKIRE, A 48 & HER2 ALiREEE, HP S 32 ZiEiT Kadeyla A
FTH) HER B FRIA B ET 16 B3 e RRIA B3E, 5 Enhertu( 5.4mgkg Q3W )

+Nivolumab ( 360mg Q3W ) MIEL&IAST. IHAREIEBE =, BFRILBEMNRFKILAEEN ORR
43Il 25 59%7F1 38%, DCR 4314 91%7F1 75%.

E %44 Enhertu B4 PD-1 Y IR T RIRTT

B %45 Enhertu f PD-1 BX&I7 A RIBIFITH

Part 1: Dose escalation
3+3+3 design

Part 2: Dose expansion

HER2 positive HER2 low
T-DXd 3.2 mg/kg q3w Cohort 1: HER2-positive (IHC 3+ or (n=32) (n=16)
+ — IHC 2+/ISH+) BC after T-DM1
Nivo 360 mg q3w n=29 Cogli:rmed ORR by ICR [95% CI] 59% ?o,:._zﬁl 1(r;:m) 38% [1 5;35] (n=6)
(n=4) Cohort 2: HER2-low (IHC 1+ or IHC "
: PR 56% (n=18) 38% (n=6)
1 [— 2+lSH-)BC a‘l’te:l;hsndard treatment sD 31% (n=10) 38% (n=6)
RDE = FD 6% (n=2) 13% (n=2)
Cohort 3: HER2-high expressing NE 3% (n=1) 13% (n=2)
—  (IHC 2+/3+) UC after Ctx and IO naive
n=30 (planned) DCR, median [95% CI| 91% [75-98] (n=29) 75% [48-93] (n=12)
Cohort 4: HER2-low (IHC 1+) UC
— after Ctx and |0 naive DOR, median [95% CI], months NE [4.1-NE] NE [2.8-NE]
n=15 (planned)
ZHAFR: IntJ Mol Sci, FZAFEHEA ZAFIE: IntJ Mol Sci, FZuFsEHasr
BB EEEERRAR IWRIRE, WEARZT THRERSHRR S, BERECHFIBN EIRRIREE NS BAR. 34/ 48
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» REMHMR

R Enhertu TR, EERKATHARTERER, TEISSEMERMEME, FEE
CRCO1 I RSEE FSET 3BIAATT XML TRE, XEHM HER2-ADC F B YLNE
. AEEETHRKARARE 2020 FF 11 B, A I AR AIRKRE L4 R ER ML
B BB, SRrBXERMEMRNEERANZNAEEALDN 5%, TEEFHE—
KM%, EOEHNDBELIAREE, ReMAENTE,

E#46 Enhertu ZE A || 5 h SE M AR M AE R

15%

Patients, %

5%
mAdjudicated as drug-related ILD
0% = Pending’

Total Grade 1 Grade 2 Grade 3 Grade 4 Grade 5

ARFR: 4\ TM, FLUFHEA

B DS-1062

DS-1062 /A BEHF AR TROP2 ADC 754, HARLH TROP2 /Y IgG1 £, #HhFr71aEs |
IHFIFBSE R R IUAKEE T ( GGFG) AR, XANBHR AN S EREENESBE, DAR
H b

E %47 DS-1062 1) T ELEH

Humanized anti-TROP2
1gG1 mAb Deruxtecan*

J

\
| |

Cleavable tetrapeptide-based linker

Topoisomerase | inhibitor payload
(DXd)

AR 2\ aIplh, FRuEsahr

DS-1062 BRI EFE#1TIRER I BB M F MG AR, ERAE AL 10O FLTT 6T EMEas ER A%
14 A HAFE /)RR AT R . /A SILLRT7E WCLC19 E/A% 7 DS-1062 1yl RETE . 7E XTI FRIRLE 7,
£ N4H 40N HA NSCLC B E #1383 EGFR. ALK I R E e B S I HIF EE AN R E5877,
FrE BHEFHRT 35FAENET. MREIEER, EF 122BFHUWTHER (PR A 30%,
YR EWRT ELETIERE, AN, DS-1062 iF 78 FFE = BR AL AR E R o

BEEAEEERRAR IRRRSE, NERARZFTNRERFTVRR S, HEEEAOIZARMRBRER THNE ARE. 35/48
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#&48 DS-1062 j& 57 NSCLC #iEESR E%&49 DS-1062 B RI{AEFR ST RAL
» Pivotal Phase3 study in post |0/chemo started in December 2020
¥ TROPION-Lung01: NSCLC without actionable mutations TROE;T.’JL
EE ¢ » Phase1 studies in 10 combination are underway
Ei ¥ TROPION-Lung02: Combination with pembrolizumab
gg . ¥ TROPION-Lung04: Combination with durvalumab
EE » Phase2 study in post plati based chemotherapy/
Eg EGFR TKI started in December 2020
=

¥ TROPION-Lung05: NSCLC with actionable mutations

» TNBEC cohort was added to ongoing Phasel study in July 2020

~ Other tumor cohorts planned

Pationts (n = 72)

HRFIR: L TEN, FZIESHTAT AHFR: LJEMN, FLIEFHEA
B U3-1402

U3-1402 /A5 B FFFAH HER3 ADC 7%, HABEMWIAZEREIAY IgGL EHu. HFNFAEE 14]
FIFIFIBSE N BIUAKIEE 7 ( GGFG) Ak, RANBEANEEMEMBEENTE 2BEK, DARXA
8, ENAETE R EGFRRERIE/ Nt . SEBEMILEE. AT 2020 ESMO £ HR
i, RIE 1 HIERLEEIER I, U3-1402 7 49 5|22 EGFR TKI AL yr e H R IE/ )\ itz
EE PR IIVEEHNLEM, B ORR 4 25%, ATYREIREIHETERE,

®R50 U3-1402 & T EE FFk51 U3-1402 34 7 B8 NSCLC B EHURER
19gG1 mAb'-4
40 N=49
30 I Median follow-up: 5 months

32 g
o o 00 Deruxtecan p CLE
* Em Confirmed CR +

+

El Confirmed PR
%0 B Unconfirmed PR
-100 + Treatment ongoing (27 of 49 patients [55%])

Best change in SoD from baseline, %
3

+ 4+

AEFR: LEMN, FXUESHEA ARFR: LB, FLUFHEA
4.3 Seagen

Seagen {32 F 1998 &, BERAITAME, T 2001 F£EMEIILAT Eh. ASRERITIZH ADC
HYFROT LV Z—, FREEEKREDLETHNZHK ADC %4 Adcetris, FE/S7E 20194, /AT
FRHBEN=R ADC 24#) 2 —H89 Padcev th3k18 FDA #it & £, #—SEATWEFN. B
NB)ELPHE 7/ ADC 254, 35 GeneTech. Abbvie. Astellas. Bayer. GSK 5 Genmab &
B, SENFEEFLT 14 5K ADC 5%,
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Program Tumor Type Setting Trial Name/Description Phase 1 Phase 2 Phase 3
Diffuse large B-cell lymphoma RR + lenalidomide, rituximab
Hodgkin lymphoma (HL) 1L + nivolumab, doxorubicin and dacarbazine
ADCETRIS® HL or PTCL (unfit for combination ck L
(Brentuximab HL and PTCL RR Retreatment
veclotin) HL (pediatrics) RR | CheckMate 744: + nivolumab
PTCL (< 10% CD30 expression) 1L + cyclophosphamide, doxorubicin and prednisone
Metastatic solid tumors RR + pembrolizumab post PD-1
1L EV-302: + pembrolizumab vs chemotherapy alone
EV-301: Post PD(L)-1 and post platinum chemotherapy
Locally advanced or metastatic urothelial cancer
EV-201: Cohort 2 post PD{L}1, platinum naive and cisplatin ineligible
PADCEV® 120 | EV-103: +/- pembrolizumab
'VEE"C&'I'”‘J:?& 1L EV-303/KEYNOTE-905: + pembrolizumab, cisplatin ineligible
Muscle invasive bladder cancer EV-304/KEYNOTE-B15: + pembrolizumab, cisplatin eligible
1L EV-103: +/- pembrolizumab
Locally advanced or metastatic solid tumors EV-202: Monotherapy
2L/3L innovaTV 301: Monotherapy
Metastatic/recurrent cervical cancer 2131 innovaTV 204: Monotherapy
172 | innovaTV 205: + other anti-cancer agents
Locally advanced solid tumors innovaTV 206 (Japan only)
Metastatic solid tumors R/R innovaTV 207: Monotherapy
Platinum-resistant ovarian cancer 2L innovaTV 208: Monotherapy
Metastatic triple-negative breast cancer 1L + pembrolizumab
Metastatic solid tumors RR Monotherapy
Metastatic breast cancer RR Monotherapy
Solid tumors RR Monotherapy
Solid tumors RIR Monotherapy
Solid tumors RR Monotherapy

FHFR: LB, FLUESHEA

ATIHE ADC BAMETREAFT S, HAE TR AREE —SIGEIIAN ADCC MR, =S
MERGRER, T ADCEEH, ASESE. EEY. JUF. MASERAT L KR E197TR
T BT =

> ESERLE, ATIEX ST aurnistatin X HAb K 5I89259;
> EEEYE, ASNAEATFAENTEREEART RIS EEENNERS;

> ERARAREFESER L, AT SNAYIFMNERARE R EYE /A S 53R
K B #11E5 Agensys X% OxfordBiotherapeutics & 1£;

o EFAME RO TTE, AT A NRL. T EE SRR (1858 ADCC) RBUEH
RIE 3 linker FIALSAIEEI K EE (THIOMAB ), BETBHE{BEX ADC BY FUR R B &,

B Adcetris
Adcetris £ —5 %[5 CD30 f9 ADC Z3#), m#P[m CD30 fI#RE IgGL A AR Z & B, HEHHF

MMAE o] R & BRS Y VIR —ARE R TR M, RMMEBRTXZMIEE, ¥19 DARN 4, HTE
73 153kDa,

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 37148
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El%&53 Adcetris N T E4LM

Canbosy | [T [

cAC10 anti-CD30 Attachment Protease- MMAE
antibody group cleavable linker cytotoxic drug
L4 ~
-5 y ~
g " . o AL
9009 0= 4 i ' s B
PG NS v oo o

vaine Dolasoleune Dolaproine Norephedine
valine

e |
Maleimide Caproic acld

Y
| =\ s

Y

Maleimidocaproyl Valine Citruline MMAE

ZRIFE. adcreview, FZUFZFHEAT

B 5 IR EdEEIE Adcetris BIFHSEITES

> AT R 102 (I EZ SHEBESZNIGRRIRIE S, WRIREERRE, 73%EEIAT S 7E
IR D EMR, XEEE TR EIAR] 6.7 B ;

> E—UUSK 58 fle 5T AWK EEEENRKRE S, RKRIXEEREKE, 86WEE
KBS EEHENER, XEEELIEBRMEILET 126 MF;

> A NEIERIRES , £1R35 131 [EKLEFTIAT7A) CD30 FH 4 RZ Ak T 4R E 8 CTCL
B3E ), HEERRKP, B3 Adcetris Ja 7 EE PR EMEFLELEIT 4B ROELE 4 56.3%,
BEBIIXIRAR 12.5%,

B Padcev

Padcev 2 —xk#E[5 Nectin-4 9 ADC 254, H Nectin-4#i{k AGS-22C3. #EHI%IF MMAE F1T]
BEABEVIN_RKEEFAR, XANBERARSFHERAEE 88K, ¥19 DAR K 3.8, &
F& 4 152kDa,

B354 PadcevTELEM

Maleimide-hexanoyl Valine-Citruline  p-aminobenzyl MMAE
carbamate
! " (Linken | © fspacer) T [ {payload) ]
NH, :
s 5 o= :
X NH H
. N . H /-—\ r ~\
: : OH
: HN.‘—< | T H N H
\1\.40 o) E :/ O-J\ \](N\)LN N\I/H/\ﬁ
X: Antibody targeting- ErlN-)_NH oé oL © O 0 ~
(Nectin-4 in Padcev) : /" :
(CD79b in Polivy) Rt snsicanadd

FALFE. Pharmaceuticals, -FZuF 5507
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> BRI RES ER R (EV-201)

XU, EM IR, A 1 NABES PD-ULLASIFIET MEShhrnEER
125 &, BA% 2 NAXREZARUTT BT EIRDATT &N EELL 01 &, TEREES
1.25mg/kg #9 Padcevia 7 . Ia R &R B 7, BAZI 1 FIRASY 2 B.3E B9 ORR 7> B4 2| 529%7F1 44%,
ST E AT 5L R 109 7.6 N, BEHENE PD-1 BRATTAMNE T,

El%55 Padcev 7 AT iEHARES LR R EHRIRF T

EV-201 COHORT 2 (N~91) EV-301 (N~600)

Hazard ratio 0.70

Hazard ratio 0.61

10.9 mos
[95% CI: 0.50, 0.75] P<0.00001
Tolerable with a manageable safety profile* PADCEV arm adverse events consistent with USPI*
= Full data to be presented at an upcoming medical meeting « Ata planned interim analysis, the IDMC recommended the study

be stopped for efficacy

EV-201 COHORT 1 (N=125) + Full data to be presented at an upcoming medical meeting

44% [95% Cl- 351,53 2]

7.6 mos

Tolerable with a manageable safety profile*

HRIFIR: 2\ TP, PRI

> BX& PD-1 ( Keyturuda ) —% 385744 UC ( EV-103)

XE—I0 b/ . FF & ERIR IS, 2R 452 FIRREHAS 4 51 IR Bk L R 3, 1% Keytruda
0 Padcev B &3GTT. ERET, B#F ORRIAZ| 73.3%, CRiAZF| 15.6%, mPFS 4 12.3
MHo WbIh, BETTIAET 83.9%0 BEE BTSN A BT E, B 53. 7%H & M A9 S E)
BT T 15, AR FREEE TR F MG IR

El%56 PadcevZEBKS PD-1 B —4&AI7TIREE FREEETRIBF TR

Maximal Target Lesion Reduction by PD-L1 status Progression-Free

and Objective Response Rate per Investigator ] e Survival
a*] R Median PFS: 12.3 months
‘:: . est Rosponse 1o . (95% CI: 7.98, -)
;;f 73% ORR . @ Confirmed CRIPR ™ 12-month PFS rate: 50.1%
i 93% had tumor reduction g .l (95% Cl: 33.0, 65.0)

N=45; 20 Events

¢
.""000¢.,

Tumor Size (% Change from Baseline)

LYy

teee 1 Overall Survival
XXX )
Individual Patients (n=43) ] Median OS: not reached

12-month OS rate: 81.6%
(95% Cl: 62.0, 91.8)

N=45; 7 Events

“Combined positive score high 210

of the combination, including rash, hyperglycemia, peripheral

Safety profile appears consistent with individual components
neuropathy and immune-mediated events

ARIFR: L aapls, FZuEsHEsr

FE N MMAEH ADC 1 PD-1 M EBHERN . MMAE TETIHEER, £ FBANEN
N RE R M RRET e ER M AR TS —F SRR MED F IR, 5130 DAMP,

BREEERERIAL IHRRE, NEHRETF THREFSHARKE, FHREEAITIRATARRER TNE ARR 39/ 48
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HMDB1 %, MMAUERAREEMIRGIE, 5 RilH o I 5% & i e 9% i AR5
FF B BRIBAE, R

El#*&57 MMAE-base iy ADCHl PD-1Z¥EFIHE/ER

KO L

MMAE disrupts microtubules ICD causes release of DAMPs activate innate cells T cell responses can be
causing ER stress and an immune-activating molecules that can initiate antitumor further augmented by PD-1/L1
immunogenic cell death (ICD) (DAMPs,: ATP, HMGB1. CRT) T cell responses inhibitors

ARIFIR: 2\ aIpiss, U5 asr

44 REBEY

EEEYE—ROFAEYHI A, BT 2008 F, ASETT ADC. HAREER. BHEN
ME AT IALYTE ., ASBRIS AT 10 R EE M2~ RO TRk . RPT5E IND
BAENE, P 4R~ R0 FIRKIREMER, 27 M N LBE, 43 5% fth % Fn g i 32,
#mPFEZE (RC48) 2FKER WA I BB IRE FDA BT RMMFAAEE ™ ADC =&,
F 2021 £ 6 B & HERMIE4HUE £

ER58 RELVABFEWELEL

RE (RAEETHARBAER)

A&k #dh E X3 FX ERE W AT IND 13 1143 E3. 0] NDA/BLA#R X B #1
R b 202137
Aottt P oo
Eﬁﬁfé#ﬁ KNS R s VE AT A R A
Sl g 1

harsn :agfaf BlySIARI %ML&%}E%F&_-_"_-_____,
ks
SRHARIA
Tamen s

HER2# 3 % 4 E T 2021561

IE & AT
WRE
Disitamab

Vedotin  HER2 ADC
(RC48)

HER2 i g i
HER2ZA G hmtid I
3 A Ny
RCBS  MAK  ADC gy mgangtennm WA )
RCS8  PD-L1 mAb A A b Akl T I

RC108 oMET  ADC &M (v8
RC118  fk% ADC B F (R D
RC138 &% HiBody % 9:ths B
RC148  f# HiBody &t &Mk D
RC158 (R HiBody %t 9:4x%4 EED
LA R
RC28 VEGFIFGF  aafr& & #8H A5k 5 KA
R AR T

ARIFIR: LB, FLUSHE
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B AEEIZEH (RC48)

“#EE PR ( RC48) 2/ASH T4 M HER2-ADC /=5, B HER2 BYANE{L 1gGl B sfE
Pk, TTREZ K Mc-VC-PAB & 2 FAIFMEMFIF MMAE HAE AL, BB h¥EHtRERREVE
B¢, 1Y DAR 4 4, #dfZ B RMRE Kadeyla 19585 HER2 25, {BEEAELEA) HER2 21K
FRRNTFEARR, BREERIFEMAFAETNE,

ER59 #dmEZETEE
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' ' MC ValCit PAR MMAE

| i )
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ARFR: L IEN, FEU5HaAT

BRI ZA T EEBRE. R LARE. FUBRES S T i WSk Rt B R e,
FELVP RABERFNIT, H—PRIEASH ADCRARTEEEES . RERFHNIRKT, 458
A% B RIE 2RE 7 KRR T RN M ETEARE, MK FDA#UERNIRE BERETIR
WMTRIAE, BRBRAEN.

Ex60 #HAZANEEFRSTINKERN

6 R i It R BT IND 147 1137 1147
HER2 % i W % 2021468

HERC M Amtis____ KISR0\t itk EAETE A
HER2 & &35 L 118 EY e ahiaimand
HER2# it ¥ 12

HERZKEAAMA sy ! E f& i {7 i3 A0S AR R 3
HER2{& 4 7% & ik A5 1k 53

HER2#&% iA A= ifi &

HER2 it 35 |- s 8 b3

ARFR: LB, FLUSHEA

> S HER2 I FRIAAE (147)

XE—I | #]. FRurs. fIERSaEmii%, SURE R, AEZITZIULR AT B R
HOTHBRERITSTR( BIE47TRBEEER AR RE EEEEE )P, BEH ORR Y 17.5%,
DCR } 49.1%, B EEMNTANHTH , 2.0mgkg F1 2.5mg/kg 3557 2H89 ORR 23314 20.7%
M 18.2%, ARG ERBRENTANTT, ORR A 50%, EIHBFHHMEEE, it
Bl b, ASH—FSHRT HEmZEHE BRI RS FEEN I B Im KR
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HER2 i3 FRiABRE (1157 )

XA B8 I EREM IR, £B5E T 127 22 ESEZELFRMITATH HER2
HRIEBENEREESIIRESRE, 5% 2.5mgkg Q2W 48 ZE AT IR K EUEE R,
£E ORR 4 24.4%, mPFS 4 4.11H, mOS K 7.6, EKEELFH, EEZIEFKRL
B, EmZENT 2021 F 6 ARSERALBMEFAHHMELT, BTEISELEMR
Zifkyr 8y HER2 i3 3kiL ( IHC2+8) IHC3+) BEtmGEA B ( BiEE REE S IRE)
BE AT

PREE ERFE (11HR)

XE—TFR. B8N 1 HIRKRIRE, 85 8 2R EZT 2 547 HER2 i3 KA
MR YIRREE FRREEE, Hb, 326WHEELEZFIEDEWAMLIT, 20.9%%1E 21T
RIEEAIT. BEE 2EES 12X 2mgkg FI 248 Z 8255877, IRREIEER, £5F ORR
4 51.2%, DCR 90.7%, mPFS 1 6.9MH, mOS 1 13.9 M8 . H, BIF&EBINESEN
ORR £ & 65%,
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WEFERE A (JE)

ARIFIR: 2\THHRB, FLUSHTE

RIBUL TG R EEE, ASFRTY %488 I HEMMTERRE, LihRLEIESE 64 B8
ZEIE T (BFhMHE. FAMWME. £12EK) 19 HER2 IRk R RS M A ]
BREVIRES FROFEEE, HRAEMAZ 2mgkg Q2W B AAST. REIEE R, £%F ORRA
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50.0%, DCR:} 76.6%, Hr, 3+F IHC3+3 IHC2+/FISH+{ 2541823, ORR } 64%; Xt
F R (ST — &7 95l 23, ORR 4 55.6%; Xt FER{TiESHd 2 L7 iY 42 Gl 23&,
ORR } 54.8%, B EES mPFS 4518, mOS #1424

EsR62 4 FARIATTIRES ERER I £ A I 4R

-+ l®

B
i

E
1

T TR (%)
BUETEREE)

&
I

8 B
T

DIPFS: 5.1 H (95% CI: 4.0, 6.9)
127TFIPFSH: 26.2% (95% Cl 14.4%, 37.4%)
T Ne=64; 50T T

DAIOS: 1.2 (95% C1:8.7,19.2)
1424755 55.6% (95% CI: 41.2%, 67.8%)
197 nesa: szt

s

T T T T T T T T T T T
0 3 6 9 12 15 18 2 0 3 6 9 12 15 18 21
wiE (7) w9 (A7)

HRFR: L\ eIHRHB, FLUSHFEI

BB RIS BHUAST EAt i SSE S RS £ R (1b/Il)

RGN 19 FIARPREI HER2 FRILIRZS . ToiAM ZSIE 4 — 4 $A0FT B [SER R BisL 7% el
RO YIRROYFRES F R 3, 24P 1.5mokgHiF s ) 3mgkg. B FEZ 2.0mgkgt
FEEF 3mg/kg SRIT AR, IRREIERER, B35 ORRILE| 94.1%, HA CRILE 17.6%.

ElR63 4 AZHM PD-1 BN ST AT REE FRERE PRILTR

60% -
a0 HERZ2 Expression
" mIHC 0
IHC 1+
20% A mIHC 2+
mIHC 3+
0% -

Percent Change from Baseline

-100%

ARFR: LM, FLUFHEA

> FLEREE (1L IbHR)

I, b #AERIRIE 7 AHREE 7 70 & HER2 PAMZLBRAE BE T 48 B HER2 RFRIAABRE BE,
Hep, KEBH (90.7% ) BEXAFIHFHTE , 70 B HER2 FHMEEF, 70.0%% 1% 213
FHREINEN HER2 jA77, 48 % HER2 RFILEBET, 80.4% LR MIAAETT. 7E 70
5] HER2 A 2EH, #:5% 1.5mg/kg. 2.0mgkg & 2.5mg/kg FIEHEET L, ORRSFIL
E| 22.2%. 42.9%F0 40%, mPFS #5440 M8, 5.7 1MB Xk 63 1B, # HER2 [RFRILE
EFHERTRFNNE,
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ER64 HBEZA HERZFAMIRESEFHTY ERCS “%BEZAE HER2 R RIATIRESE TAIFTRX

A 107 HER2-positive subgroup HER2-low-expressing
100 100@ & m—HC1+
90 . )5 mgkg
80 - - 20 mgke 804 = |HC2+ FISH-
70
= 25 mgkg
60 2/kg 60

10 wraNalNAY
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204
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90| 407
-100 - -100-
Note: * means percent change from baseline of target lesion is 0%.
HHFIR: L JIHRB, FLUES WA AHIFIR: L JIHRB, FLUEFHTA
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REEYR—RBETHE A MR CIFE AT 25, BT 2018 &, /A S REDZA ARE
NEFEENHNABED T AN EIIES, 835 ADCEAES . FiELITEES. BEEEFETZ 0
WHEES., A ADCIE&FBEEERAZM Synaffix 3[3# 4 GlycoConnect™ ( B§E ¥ ES
BEL ), FTEZFARRBEEMASILINE 2@, BTHEH—NK ADC 459, REFEHEAFT
A, A EBHAE SFHHANIERNERAMEILEAY), HPBHE S ADCITE. 2R T =AY
1B ERS, eEERNPEERES ADC BELMMESYZ—.
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B MRGO003

MRGO0032/A 5 B = WA K EGFR-ADC /= &, FB91 EGFRAY IgG1 B S fE ik . o] R ARAK %2 wc-PABC
EETFIHENH R MMAE &AL, AS{ERK EGFR Bttt AZERMNE S FEMNRES
4671, BEEFFNREMN,

E%*67 MRGO003 & rEE

1 LS
-J J rd I{, » | J :' "i _.'.-\_4
° I Y Y
. £ X
Vs e

I-INM PADC veMkn #om

ARIFIR: L\ TIHRAE, FLUSHEAT

» HNSCC. NPC % CRC

XTI MARE R 1 HIEARIRSE, la#i3t4E5 22 BRI HNSCC. NPC & CRC &%, IbHj
485 39 % EGFR FRIAPHMAI HNSCC. NPC % CRC &, MIGKRERRE, la ik
EGFRFIAERMEZ T, X ORRINA 5.6%, DCR A 33.3%, M7E Ib £ EGFRFRIAFEM
F9EEH, #k ORRIAE 30.3%, DCR 2 63.0%, H#, HNSCC. NPC#l CRC £##J ORR
4> 3 5 40.0%. 44.0%7F0 25.0%

B MRGO002

MRGO002 2/A T B AR HER2-ADC /=, Bz FIZ & 8. T HMEIKE vc-PABCIERETM
MEHIFIF MMAE A& TRk, AT BRI RAR M Zk R AR b thZ R B ARTE Fec XIBEFEFEMS
MRS ERERE L KE, — R T AN F CD16a R MR A XM, D BELRRR K,

> HER2 [R5

XE—TFBARER | FAIGERIRGE, la 253385 25 BrtHA HER2 (M SLAERE, GRS
BoR, 7E 21 B ET I EETR, BK ORRIAE| 42.9%, DCR % 81.0%, HH, 16 %
HER2 FH M ZLigEEE A, ORRIAZ] 50.0%, DCRIAZ| 81.3%,

®E MRGOO1

MRGO001 2/~ =) BF WA R CD20-ADC /=&, HFIZE EIEDEIZE. TTRMAKE wPABCE
17 AENNHIF MMAE 485 T .

> HER2 BB 1 Ltk 98
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XE—TFFAM | BRI, 383 184 CD20 At B ARIEESS BB EE, B,
—& FLEEE 0.15mgkg FIE TiA%F| PR, —% DLBCL &7 1.8mgkg FIE TiAF) CR, —
% FL BE% 2.5mg/kg 72 TAZE PR,

A, @R

51 XFAREKMENERUHERLLHEE

B RIFTARRA MR FLL B, MBRERIHAMEANERE, TEA7T RERIEEINRAZY
i) me-too K BIFFRIBEE ZR ARG, VAR NERMEEEE, SBHZ LB EIREX,
Bl PD-1 B, REDAENNIE. HER N THEHRZALLH

BEEHDIAN 20 B, HHEMAENET, BREERICVHHREARDS MR 1.0 2%
2.0 BB, TEEBL me-better/faster WEFA TS, FHSEREN, HMERHENEES o
HEXAMER, RBERATHEHALCEEELE], FRaXAERUEE, BINTHELLERT
LERESWNEN, BHACWVRFEES. Fit, AL 2.0 FRRNFEXIEFRSEL M
RFE, XML TERTERANERTTHE:

r SERL2UFRALSG. HERAELENKSNENASURMSY , XEFEPHTRE, 7
FEMEARERLZRER, OELVELRABEE, 1IN, BERAFOEBMEELNA L, £
W A HFHEREMEN .

> EERBIEHCIFE S, FRTAHERANCIFESNM, XEESHEEFATAR, B
BRERSIEKRNME, B NRAEHS KRR BERSIEE, 21 CD47. CD73. SHP2 %,

ADC # BEZ2HBMEZ —, WHABRRPBITURBRALRE 1. BBE ADC SARK T AR
BiFk, ADCA¥Wrair I RMERAFERTT, BReARKREHBSEFHTR, R HEAR
LR PN, MR ERERE, BNEEEHTL, BRAMPIWAT %X, RARATS
B WS, BRIDAERE ADC M EIRIRENER, FEEAYITT AR, RRILE ADC TR
Wk WERE, TATEELANK, THRERFEY Ko

52ADC FEFXFABET S UREER RIS

FambVFREMNXR, ADCIENNNAEANY, B—MARBIHRT UL ER, BEFE
MTREt . EAMEIETHTARSFTEMRNEE, SEHRE. REEMERZEUSE, A
FEMELRE. BEAERAFENLVAEEBHSKRRAR M, METRELMEL, BNE
EREFIULTEEEVS, B —EREN, BIXXRTSRLRATANHLEASY,
BIERELEY. FEEY. 2EEDF.

HEENASVE SRR RE, B THRE ADCITWIEEZD M fast-follow 2!, F ik B 574 FIEEK
EHRN R REEREM . 5% PD-1 8BRS ER, HAHERAESNEENEEZRUHD
B RREBE EHELERRATY, REBEZRAMNE, BUOIMALSPATE N
A =&, FlaREEY. REAHVE,
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ERAFREEFHERTG FE ADC TV IEANFIBREFMAELE, DUVFFIRBITRRETRE
B R P £IRIERE AT LRI E, IEMBEERERFIREEMRN ADCH T, BE
H—H1RE ADC YT R KEMSER, EmEIKTH, BSOS N FREERLN™
A, FlanREEY. RN ANTEHRSF,

CRO W HEEEBZN THRAAE, ADC YA RIMMERS, MKELHALTERBEMOBH
WEES], AR T RIFTEENNAEHES BRI T HENIMES SHEHAFEE,
/5 ADC 9, BFEEMEARENH CRO L EME, FIIFH VG, BlanZABREYE,

7~ RERFR

6.1 &R K&

ADC /= i B RIRAMAM LN B, HAMEAREIRE. BR. RAFZREXN, FAHREREM
HAE = K IGA9 T RE,

6.2 SHE KK

#54> ADC BF &£ WHIFE i o R AL 2%, & BN DR B BRIRIE, Kk L /s ae
BT AR IR

6.3 3T 5 fm B KLk
AR THESEE S LB ADC Filll, SEEFREEL.
6.4 BUR K&

ERFNEA, TUVEEBRFERETNINGE .
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H F (Fir6 MNAR, KRNRMET AR 300154 10%E 20%2 (4] )
s M (it 6 MNB R, RNFIMET AR 300 I8 57 + 10% /4] )

] B (6 MNBR, BRMFTIMSETIFHE 30055 10% 1 £ )
17V 3 FAELR:

BFAT (it 6 NB A, TligEaRINET AR 300355 5% U L)

es M (Tt 6 MNAW, TIIEEFRIABXFIFE 300 FE 57 +5% > (8] )
SEFTAW (M6 MBR, FTIIEEERMETIFIR 30055 5% £ )
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