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1. “£%F5R” FRANGHTEFNR
1.1. ADCHAMERRESL

RARBEE 4 (Antibody-drug conjugates, ADC) & ¥ % [&iutk, &4
T A B =Mk, ADC i@id# e AR 32 S8 it R & &
RE ¥R, R ADC-RR B b4, RBETMA4EEEG (clathrin) A~F
A BAE AN mAL, 1&| B IENIIG mIe R L2 7 A & AT G e
ADC ¥k AR SR Al femiZZ 0B El, ANEL g
B by dete, oM 2 T8, £ B ATIIE & J7 ARG S AT LT M Z—,

B&1l. ADC L&A AL

o ## (%47) . %&
L 'Y ollo samm pa . 2
J\ ? YL = ' °
LI B g & - °
> ]
s Tk 7% 4w e,

& EH K
a2 K

TARR: BHYRME, RLATEIERT LA

B 1910 4 %.9% % Z % Paul Ehrilich #2 t “ k-7 #7 a9k, tFRZ
TRBEK, E A HZR, AR O/ THEARFORK, %5 T 2000
FAd AR A K LT ADC 2540 Mylotarg, /& B ™ F & & 4F A F4 A4 T K
WG HAS ADC #F AR BT K, B 2019 F AR 2R HEHM 9 K ADC B
Y, BABERBAA, ERTHEE S,
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B%2. ADCEHARMHA

quAk&.&i ADCH K K& . MM & ADCI& 3% #7

>~ 2
L) Ll

A

20194, polatuzumab
vedotink $t
2019, enfortumab
vedoting #t /i

20194, fam-
trastuzumab deruxtecan
A ptof
20174, inotuzumab 2021-F,
19014F . L % [ 19937 ozogamicink #L IOI}C_aS'}lXim?‘lb
19574F, Mathé® £ BAKEES AR | & 5H 2017+, ge;u;lzmnab 'esggﬁ*t A
R T RIS S ¥, Ko RAFHTADC | Ak paogumuch X WAL | | (Voo op vt
el m#;?zmh.l? 1975, kol it — KR & b &F Lok Culzmabiyecatin
1910FPaul || g EamE, || oousent A %7 2013, ado- 28
Enrlich3% i 7 A RXMBRRE 1988, S b‘ - 2021,
CRRT WA kB %S Al th A DOX trastuzumal Fmtansme tisotumab vedotin
ALK AR PR
1950 1960 1970 1980 1990 2000 2010 2020 1004 & ADCiX
i
i A S FR
19674 % A% o5, = | 1993%, s Zoozlo(;zﬁiciiﬁgt}/;z;‘;? e
it —% A, 12 || hADCHES, vindesine- fm‘ﬂyﬁgﬁ &;’ADC TaE R A R SS S it
RRMMEE, £ || FATFHAHL CEA% % 4hit : x I £ .
S K T Rt 15T HRAMK vyl 220 E, prutiadh
s AR XK 38 %4 e brentuximab mafodotini 7
0z0 agmicinétFDA ozogamicin 2020, cetuximab
4,% # M FALL AR sarotalocan#f #t /&
20184,
moxetumomab
pasudotoxk #t 7

##t &R Signal Transduction and Targeted Therapy, # AT #iE HR AT 5T AT

1.2. 38R, ARk, Y., 2ETUABRBEE S X ZH R
ADC WA kK &%

FFAR ADC 9 BB GHRRKE L, FR2u20F BB, UK, #
B, ERFTUAEEE T X AR E, B4Rk

1.2. 1. ¥R

¥e R A ADC RA B Mt iRt T FM A @, & ADC B F R A%
ZEEWRAE, BRI AEGRR LA AT UAFIE:

*EFE: R ERAEREZEMN BT R, MALETEEF R
FEREZXMRY, UMM EE, mARRB R AITE®IEE TR R
FEmAn MR, VAEH ADC PTiR A,

AR s LB R R LA RGN F 89 ADC, EH MY Hmit
AL I 22609 ADC, M 3 B I 9 S 16 P IR 3 m 452 o M AT

*3T A A ADC B ey ik im Al e R B A X R T e mie A &
9 1 BAE 12 ADC-HU/R B &4 35 N J5 tm it A 31

H ATk 389 ADC Zh4pedde BB w R Emie T R X HFHES, 4o
A 3F 52 4R 98 69 ¥e & HER2. Trop2. Nectind #= EGFR, 4+t f i 78 49 ¥2. & CD19,
CD22. CD33., CD30. BCMA #= CD79b . [&# IPig A4 %05 5 B sh AT 1
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89 NWTIR N, ADC ¥e 4R 09 3 4% O 38 #1 AL S 09 I 78 4m RO R & B 0 763
IR P #dedr (Blhe R Ao dn B R ). Vo R AT A=l JRAF 2009 AT IEYE 2.
T AARE R G, AT @RI At I8 KR 69 i 57T fe & ADC 2540
FAH ML e R . Blde, KR ¥ed ADC 40 T A6l if P KA 42
mpn A0 A KA FREmFRBEMOAT ., ADC BT ¥e @) /8 m Io 4 & Py
R A AR A TR E R BT, TRLAR) 2R, mE> Ak
HFaympaey KA RERminty KRBT AFEE, ETUAAEKEE AL
Ay &t 2 MR — Y A A A F

B&3. MBmEABRERRET AT ADC F R EZREBIERR

U HER2, EGFR

EDB, ETB, PSMA, VEGFR2,
ROBOA4, Tissue factor

Collagen IV, Periostin,Tenascin C

GPNMB, CD70, CD56, Trop-2, FRa, Tissue factor,
U ENPP3, p-cadherin, mesothelin, STEAP1,

CEACAMS, Mucin 1, Nectin 4, SLC44A4, PSMA,

LIV1, 5T4, SC-16, Guanylyl cyclase C

Cancer cells

—~_—

Driver oncogene
CAFs

Target antigens
overexpressed in
cancer cells

.Emhmcyle @ Neutrophil

@ vorocre @) monoore

tumor vasculature

\—/\, U Target antigens in

Proteoglycans

s, % Target antigens in
i

tumor stroma i{ cp30, D22, CD79b, CD19, CD138, Target antigens in
€D74,CD37, CD33, CD19, CD98 haematological malignancies
Collagen

FAHk R Signal Transduction and Targeted Therapy, 7R IEAT #E 44 50 Af

1. 2. 2. futk

FRKIFMAEFREAAE, 3T ADC Bdyrr . HRA ) F.
HRFRHIEA EERh. AT ERLIERME, TR RATFI6 R R MR
PR 2 E B A ARLIK, AL AR RE, 8T LE K& GUgG)
RRGESE 8%, MERRFAN G, LRETXTFZPEKBAT 22
AT ADC 89#F K # . 1gG A @A A (IgGl. 1gG2. 1gG3 #= 1gG4), & T
Ay LM A it £ Frde T

A ERERAR G S
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&4 IgG &y 4 M TRGKF

4 6 13 4

R R A

EORr Sl SRS o 60% 32% 4% 4%
A R 21Kk 21% 7-21% 21%
Clg% & P E3 £ &
Fey# 4= 7 & 1K & ki s

i i Clq ++ + 4+
il id FeyR +++ + ++++ ++
Kadcyla® Enhertu®,
e/ A : S
Padcev®

F#t %R : Nature Reviews Clinical Oncology, 7 T #iE & 4F %A

BAare L7 a9 ADC Zh4F, %4554 89 Mylotarg #= Besponsa & f| 1gG4
R, HAHEE 1gGl 4 hutk. 1gGl A= IgG3 Aatk 1gG2 4= 1gG4 *F Fc
TR FF ) R, R T AN F R ARG BOE SRR 6 e e b
(ADCC) # 2 BRAMAE B 8 mia#& 1 (CDC) #& . [gG3 ¥ &4, B
MiRTR, 1gG2 MAaH R —RAKFEAREFR ADC 23, BmXHP LA
KRB .

1.2.3. 8T

HERET ARG RGBT R ENEZGIRS, i@ bhhien e
KM, RRETORARTHEFRE, FLEEHARTETH PK 4K,
8 %3 P H ARG RBEG A BT mIRE AR, 12X &4 ADC # AV 78
mI G H AR, B, #48F 2k ADC P40k K J7 k=2 &4 A 69 X
B, EETIER LTS ATHEBEZETFo R TRBEET,

ST R AR 6 T A AARIE ST AP g e Z 8] 09303 £ 7 (de: BRI
Fim. FEHRAKMES) o BARREY, Tik—F 5 hFRMME
#32F (PH #RAM & IFEERET, & RZEETRER G S Mylotarg.
Besponsa #Ae —HiAEiEdET) Aok TIKAE G BEIR MM £ T (BB AR O bs
BB K AEG-B. AEREEF EAEEREE, B -8 HARELEREG. B -FIUAEIEE.
RERBRESE ). B T hif P AL QEINFA, BIRMMEEETEKRBER T
WE ARG, 4 ADC Bl ARG, BRRM ML EET AT mAn b it B &
KA EEER R A BRERE, A HE] Ik U m e k — 4 38 5% 3 A I8
FAE T, HERFTIRE “FAFRET. B, XXEBETH ZEAET
i LAY 14 3 ADC 2540, 9 348 R A TIRAE A9 BRI B iR 42 T, K
F M hdhe e A %5 # 47, polatuzumab vedotin, X %2k % i, T-DXd % .
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A&5 THEMOERET AT ADC FXFARKE

kK * () <€— Tumourcells, TAMs

Bystander cell

5’% DEATH
©
I % t Antigen O Lysosome
Phagocytes\©j Y mAb \\ Microtubules
3% Diffusable drug < Cathepsin B

F#H & K : British Journal of Cancer, % J2T #:4iE F 4 50 B

T EET R B I Mo NS R E ik fe it i T o954, LA
s A, HmBieAEd K, aX B X E - FREAH LT e
AABMEKE AR rhdmie@En, WERATHAABR@E, Bnla
FECFREHL FILOARTEMEET BT, Bk £E28T
% KEAEMWH44e: T-DMI1, Belantamab mafodotin.

1.2.4. &%

H 2R ADC NALEI TG a0 )6 KA e & Mg L 501, % ki
HEHRA KL 2% ADC TR AM B3, AIA—BREREHGEFR
ZR 3%, 1C50 {54 0.01-0.1nM, L& BA R4 6K IEM B iF 694252
M, BHSRAENLESGHRER, RS T@RANF. BaT, &
A &9 ADC .25 £ % 60,4632 80K E & 49 H] 7] . DNA 3545 70 F= %% 8 5 7l

A ERERAR G S
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B%6. ADC 4+ R RAEN DD THKES

REMEZRORE, AREE G RKGPEL A fem

B35 M T R AT istati 3
S Ram it £ 47 £ 4 (Auristatins) A K 0.05-0.1 nM
e £HERE LA (maytansinoids)  FABTAE & O ZRAKG RS, 0H R RME TR 0.05-0.1 nM
Tubulysins WHEIRE E QRS 0.1-1nM
k|76 E % (calicheamicins) DNAs 4 b7 2 5EDNAZ A 4 4, 5l A sk R 0.1-1 nM
. DNAJE & AL 5 DNAR & 25 4 A N3{2 ik 2k 40 ok 2 A%
Duocarmycins o5 ok 1-10 pM
DNAZR 4% 71 ER. 35 41 57 #9814 41 70 : 5 poisomerase |52DNA & &1k 5 4, 1-10 uM
[ DNAF 4, MAd 5| ADNAS, FEmitAE T
Rt o G Ry 5 £
Pyrrolobenzodiazepines DNAZ Bx : /£ B DNAF étﬂ}]r; '#;% AR AL 5 2 = £ DNAGE Id] 0.1-1 pM
B
. R AR R I Fe i 5V R IR 69 TR R SR S 3 A 8 RO S Y _
55 A4 TLRsiA I o 1L
STING# 3 7 AR IR Tk & Ao Al J Ot B B F 69 % ~100 nM

%4tk R : Signal Transduction and Targeted Therapy, # I AT & A 5F 507

FHH ADC &t P AR RALTT 4, Blde: F &%, ZEHE,
KA BF, R EFXA ADC H e E %R XA K. ks
S F B P AR —H BB AMBALL (2%), BRTEZELA L%
ML ER B A LB T AR, B, £BSH ADCHRTTIIANT &
TE R ARG TT 4k, Plde: Auristatins (8.3 MMAE. MMAF X £#0% &
G445 ). calicheamicins (DNA #457]). £A5 & £ib4 (40 DMI,
DM4). EMaiTAE4 (4o DXd = SN-38) %, Xha A BWAE RABK
BETTETEmieER, RILZ I, RS QA EK T4 Toll #4k
(TLR) ##H R FeFHEERBAEF  (STING) #FHH#I5IN ADC 8
it ¥, 13 ADC a9 Fh AR A F T,

1. 2.5. & #-Hutk b (DAR)

# 25-Hutk k) (drug-to-antibody ratio, DAR), Z4&&/# 4w L35 # 49
BRAFHHE, X5 ADC W93 X, BATIRHA ADC 4 DAR &
B % 2-8. —Akil, HIMKIETF, & DAR # ADC FH L&, ETRE
P b il i AT AR A f P AR . VA Brentuximab Vedotin #8], &/ §AER
P DAR % 8 #9 ADC s 3 F k% b DAR % 2 69k 545, F A B RHE M T
BT RRAMEE. BRIMARLET: 569 DAR AT UANMFIE AR £ £
P b AR- AT LA MO F ARG g X, T LB 5] 8 F R M AEM R
B F o T 44T A= DAR % vk fn 3 1% & (4o : Sacituzumab govitecan)
49 ADC k&L, %69 DAR M &okA kA 23 09 Sl 78 & 1.

A ERERAR G S
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E 2544
7. DARTEHR

’%?%?*’r?%?r A}fﬁﬁﬁﬁﬁ?

DAR 8 DAR 7 DAR 6 DAR 5 DAR 4 DAR 3 DAR 2 DAR 1 DARO Unconjugated

% >, MMAE
S R
Conjugate (evaluated as antibody-conjugated MMAE [acMMAE])
N g
~"

Total Antibody (Tab)

KA &R : Pharm Res., 7 IEATH LR 50T

1.2.6. 1837 X
BB 7 Xk & 7 ADC #) DAR Fo3—1t, 8% 5 A MIBIRA 2 845

E%O

*RE AR R 2 48 T FAk R § 3T s, A L& @ e AR KA
(= AFthpF P ART 80 AN) a9t Ak REBLALAE A R8T R —mse (—
NHAARGFH AL 16 AN) B FERARKL 5 EETHE, BRI
ﬁ,%kuﬁﬁﬁ%ﬁax%m Fi%AanMRm CORI R VN
RERSMEENRE, HRERE, INFRRIT—, FHIEETHEI
R, BREE

& BABBRA AR A5 69 28 T AR A G 3 AT OGS SR ILE AR A R AR R
EAERY, FHADC M —MHRARS, AmEKIESGTHENER, 16
FierED, mAADC FAOERREE T @,

A ERERAR G S
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B %8. ADC RE18I# %

8607k

R B AT &

i ALAR B

A B AR

T ALY F ¥ BE R R A

Z A

XA AL
2 BAB I

B 575 B ) 4 4

Glycan
remodeling and
glycoconjugation

pClick# A

RER
—3% . %’}ﬁ 4, DAR (0-8) ;
. S Q3 x4 CffA%#uiJ T
! AR E
°ﬁ4 Utk £ A 3L
m\\{,ﬁ’ l\\{éfv* Y T T SRR T O R OINEE Ty
BT

»“‘c %“T, F B 3 % I I N
B\ A\ V= o R R HHIAEK;
Tt SR T TR B R M Fe A «ifl % [ T DAR 2

o3 B At

! ) > \ '\gf'l o3t F AR 2 A 45 4 B v + J 8 misbridging;
== s — e B R A T Aok -3 % K& T DAR 4

4

R A B ITAEEK;

k ok , R F A A
o, , — Y ’ TR Y B P ekl R - '
e S CTRBARBAREM o w g sl 4
a - GELHES .
TR

BTV ETLER T T TR

, - o BRI EIEEEE XS TS

L - 7 A HED RS ¥ &SI LR

. “DART % 7% R
2 o % B M R

\\nf"‘::, Y Y b e | ERRERARATREE
2. R o QB | AR IS

b ——— edbow " s<dkw 432 T EALE RS & ERE

N ENE T N

&
>
z

## &R Signal Transduction and Targeted Therapy, # AT #iE A &F 50 AT

B Rit: ADC KB EA LB/ T ZRHARTFE, Afk, £,
EETE @A Rk, F—KE9 ADC 254 A Gemtuzumab ozogamicin #
K&, KSR RLBRIEEARLIK, EBETREE, RGO FHEK
KELAMARERE mARERS, Fal/EARK: %K ADC A
Brentuximab vedotin #= ado-trastuzumab emtansine # X % , & B AR HAR
FEH R HNEY. ke ta 5, @B‘ﬁﬁMﬁ%ﬁﬁﬁk‘aéﬁﬂiﬁﬁi'ﬁ%K
TR H =K ADC 245 VA fam-trastuzumab deruxtecan A K&, TAA
BACC TR, & EF MR AR T EARIKIB AR 694% AL AT IT 3 24T, 4E'mﬂsr
M P A R A9 T R A a4 AL A L.

A ERERAR G S
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@

B%9. =KRADC H#HEKRKETHAE

CT e | eewee | wawes

Futk TR R AN RAIAR A BACHAR T Ao AR AR & Fabs
EET TAER RRMRG THEM AR T LM ERET, PRI 3R AL A 4 42 ) 2 A R AR B I 9 AR
#4 B, OEHEE, SuEFATEEL WA T £ A 2R F AT A &AM, 4ePBDAE &, ARG A AT, Tubulysin, % &AW 5|
DAR AT 4289 (0-8) 4-8 2-4
X VEN [ AABER, et & MABEE, Bl & BABIE, B A P AR
KA Gemtuzumab ozogamicin and Brentuximab vedotin and Polatuzumab vedotin, enfortumab vedotin, and
- inotuzumab ozogamicin adotrastuzumab emtansine fam-trastuzumab deruxtecan

oS AK R A AR 69 % AT % 89 9T A
R HDAR, &4 HFPKIPD;
o R A R EAT

el [EAGIEE 3

A AL L RS BT SEELE

VR 1 i R
FHIRE; -
RS A R DAt 5 A AT A 69
o I cbihe i etk T S TR
% SR M e

%4tk K : Signal Transduction and Targeted Therapy, # AT & E A 5F 507

2. ADC £ #HAF K Ik
2.1.ADC X 5. T {REHE LA

ADC B w g2 aEK#H A E XK. 23K ADC BT %3 K5%z), H
ATE R 14 3k ADC #h4n. RABEH R 7 %, 2019 FLHRAEEH A 28
LT, 2021 FLRESOMLEL, £ THATL KM K Z 5 ADC 242
J6 BT FmZ — & # 1 ADC BRI, THLARSIER ¥, Mt
AHE ADC BT R Feig K E, RAERE LML P ONE,
it 4 369 ADC 2457 % 2024 SF & 2030 SF-2 A13A 104 12% T A 207 12
£ 7T, 2019 £ 2024 SF69 L AF K EN 30.6%, 2024 55 £ 2030 F69 4
S RENR 12.0%; P E ADC 89T % E £ 2020 F4 3, & T ADC #
A& B B8k, #F K E R 48, AFat a9 B 2 BT i K, B ADC
BT FHREK, T 2024 F & 2030 FRHHEART 74 CLABRN
R 202 /2L AR, 2024 SF £ 2030 F 69 £ A5 K EH 25.8%.

HFmA R RERT G LT AR 14
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B&10. ARER LT 14 2 ADC B4y

| 8 i -

IR K

X, W F=Seattle
Genetics

F K

HEIH1E K

17 3 A
¥R

Seattle Genetics/
ESUE

% — = /T AT
)3

Immunomedics
GSK
Rakuten Medical

ADC
Therapeutics

PR

Genmab/Seagen

Mylotarg

Adcetris

Kadcyla

Besponsa

Lumoxiti

Polivy

Padcev

Euhertu

Trodelvy
Blenrep

Akalux

Zynlonta

& WA

Tivdak

CD33

CD30

HER2

CD22

CD22

CD79%

Nectin-4

HER2

TROP2

BCMA

EGFR

CD19

HER2

TF

1gG4

lgG1

1gG1

IgG4

1gG1

lgG1

IgG1

lgG1

1gG1
lgG1
1gG1
lgG1
1gG1

lgG1

T4 F4E% DNAZMR 2-3 M A GhRm  2017/9/1

. W & EH .

THHm  MMAE Al 4 oL 2011/8/19  2020/5/12
ATHH DML % 'iif’ Y HER2+5LIZ A 2013/2/22  2020/1/21

T
AR 3B EBm
T F4E#% DNAZMR 5-7 JoF Pk m  2017/8/17  2021/12/22
JETE B %
TH b peag T *ﬁf & / Gmpamm  2018/9/13 /
‘ s E QM A K Blm itk

=] AT . N

THHm  MMAE Al a5 o 2019/6/10 /

THy  MMAE % iif # 4 sk kR 2019/12/19 /

iF
) TOPO1 4 #1 HER2+3L % %

w] BT

THb Dxd . 8 Hors s gy 2019712120 /

TH SN38 TOP?{?’V *’J 8 ZWSLIE 202014122 /

Ly S
ATy MMAE B%ﬁﬂf’ # 4 S RBFME 2020806 /
KR K . e 2020/9/25
¥ % 5
n  IRDYeT00DX 4t / Sk A o ApvMDA !
TH  PBD=J/ DNAZAF 23 % *Bg’ HE 0114123 /
TH  MMAE % iiuﬁ o 35 Her2+ % 7 / 2021/6/9
A
T MMAE % ;ﬁf’ # 4 o A 2021/9/20 /

#KH#RR: FDA, CDE, % LAT#&IEHKAF50HT

T4 %97k, ADC A8 LT MG, $EK T LRGF KR
e RO IF TG T Rk Ay, HH A& a e Bk, SikBhew
A Fe 7 HAFIE T B BLR £ . 5 FikA G 4E A F AR, W
77 M) & A B Bde A, B T A A 2 R o tm e e i 78 4 L i § 2K
B, BLAABSEN ety im, MILZTF, ADC 44 T Hiks7 ik, L7
Fa T APFIFN T R L BMLY, BRA RN EGRS, FHETEHT 24
e RIXIELE R, AMIE EHRMBET BIFETE, FAE TRKGRK
%

=z

*EFPE: ADC 89 FUARI 7T A B4 /A W e &) I 4a i
VRIS ATl E &S

5% 44 y7 48

SEFE BRI KIEE: T ADC T ke te i g min, BT
b EEPH7 20 ADC 24, mA R Fl 2 644G T7 2hah &K kAt

N

PR

*Hh B & R : ADC 254 8% £
FAF R mb AR .

AT E ek Fem s b AR T 5

A ERERAR G S
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*REBLEZEFHIK: ADC B RALS ), @I A0 fe 24
FH SR RGO TR BET AE Rt S E SRR EH4 ADC B4,
BTk, £ A ADC ¥ty #IFAEF &K, BRSNS A% B ADC
RE, AAXFAFIFLELEN

BE&11l. 2RHF ADC + A wifH B RAEHF

k12, 28k KAMH ADCHELLLFLEKD (B E
2022 %4 F)

3000 [#
2695
25162573

2500
2197 2282

1995
2000

1579

1500
1271 1228

1000 320
655
535

500 310 387 419 55

142 138 150

0

O N

S I I T IR IR I I I R I B I
S EEE TS S S D S S
S S I S S N S S I i S S N

Seagen
ImmunoGen | I

AbbVie

EL X

Roche

Pfizer

RO LY

AstraZeneca

X

Systimmune

=Y
o
=)

15 20 25 30

THRR: HEF, REAEIERF A

FHRR: BEHET, F LA EIERT A

AT #HNIZAB, ADC #8% 49 BD X H AL AR EL AL FHA AL L
Fto 2020 FF AL 210 L ELE ZH ML T ADC 2 5] Immunomedics,
ATEFRHXH LR, && 2021 FEAVTAE B F — =R A R KA
K, CHMIKT F DS-8201 A= DS-1062 3k &k T £ 5148 60 1L £ LK o
RS &N Y b 0 S 04 B ISR VA 26 10 £ LA B e i 4 45 Seagen i B
TP E AL RE S 2022 F2 A, 5% AEF4LE S M5 ADC 4 &) Mersana
F= ImmunoGen &£ & T £ 4142 10 10 £ TLa9&A4F, E KN BILIZKRE v

Ko

A ERERAR G S
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B£&13. #5423 ADC %8 BD X5

ADC#H H x5

A HEADCE B

Immunomedics Trodelvy (Trop2) 21010 £ ALy

Velos Bio VLS101 (ROR1) ¥ & 28T E 4Ll

MORAb 202 (FRa) TR ERTE 65 EAMARIMSTEADAES

HAHADCZ &

. s 40007 £ L FAH R399 E LT
Zymeworks ZW49 (HER2 £ {2) H i A H IW2SHZWAS H 32 K3 % 56 4 B B0

EEISE] Trop2 BEEdh 30007 MMt S22 7L AR M EAZR

Mirvetuximab Soravtansine (FRa) EEEH 40007 % A SR+2.651C £ L

ADC Therapeutics CDI19, CD22. AXL. KAAGI SRk 50007 £ AL ST 8], HiL51%

AR R: Armstrong, 7 AT HIERGF T

EFmARRERR G 2T EY 17
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AR14. ADCHUEFRHERRHEHELEHNH

12000 [ A7 AL

30
10000 | 1 2
8000 | 12
6000 | 115
s000 | 10
2000 | 5

o O_O,Q\Md/ Lol 0

1998 2000 2002 2004 2006 2008 2010 2012 2014 2016 2018 2020 2022

A O E I e O 5HE

FoARR: BEHET, &R EIER A

R E202254 A 17 8, AADC 48 % 49 3 5 #4717 L& %) ImmunoGen.
Seagen. LegoChem Biosciences. Synaffix # L&k & %, 29 T €A
ADC A3 ARRG HF K R 7, KB EZARE B IRkt K-F oAk £ 38,

B %15. ADC 54X 5 ¥ TOP10 it 5 5 it 7

ImmunoGen, 19

TOP1L Takeda Pharmaceuticals, 8
Seagen, 11
TOP2 Genmab, 7 -
LegoChem Biosciences, 11
TOP3 ADC Therapeutics, 6
Synaffix, 10
TOP4 Tksuda Therapeutics, 6
I Suiro Biopharma, 5
TOPS Exelixis,
I Ambrx, 4
TOP7 Sanofi. 4
I A DC Therapeutics, 4
TOP6 Genentech, 4
I \[ersana. Therafeutms,}
TOPS Pfizer,
I i E 3
TOP9 Celgene, 3
I 11 Pharma, 3
TOP10 “ i3
0 2 4 6 8 10 12 14 16 18 20 22
mikik g Tik

TARR: BEHRET, FILATEIERS A

DA S ADC S X 5 it P ib 69 5F Bt B RANT AR I: KB H*
kTR FHE, W RAT BEE 76.25%, Wk [ #& 10%, W& VI3 &
Y 4.4%, s R 1137 & 2.5%.

A ERERAR G S 18
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B%16. HELEMXHE ADC Bk Z LA FHREFHH&E (RE 2022

F4A1)
s s T3 ke b 3
o6 K, 497
VI 5 K. 740

= 1 R AT

= RIS R
Tl AR
VI I R

= T i R

= I 0 R

o it
P BT

LA IE K, 1677

+ AR IE R, 29

s R AT, 1227

TARR: BEHRT, HLATHIERT LA

HETERAE ADC AW HEMNTUEES: 55 ADC XH ¥+ E
LY RFEFEZSH, FESFRAIRKGXLHLILT, 2021 F2 K2 T
1402 %, mAEAERHWXE ADC & %tb K % A0 E g 3 R ATIE

BAL7. +E&ERADC ZG FRAM LT BA18. 2018 42022 % 4 A X Bt ADC 45493
R EE 2R

3 2018 [N Py,
Ef 1 2019 N AT
i 2020 S E— A
* 0 2 1 1 u AT
akl 2 2 0 1 1 2021 — " A

I
A5 o BMEM 1 0 o Sg—
2018 2019 2020 2021 2022 0 5 o 15 2 35 30 35

FARR: BHRT, FBAHIERT LI TR BEHRTG, FRATHIERT LA

IM—B T A ek kA, BEHRETHAELT: 2021 SFE A ADC 44
AUBENE T 40 Z BT FH (A 1PO), ~AALBTAELERAN, S
Ay C R aTE 10 LA K T KA E A k% . AOC.ISAC.VDC % ADC
2 4 69 4T A A L3R B 3 AN AAT I ALE o

HFmA R RERT G LT AR 19
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P &19. 2021 B B A5 ADC s R FHAHAE

T T TR T

2021-01-12 Elucida Oncology
2021-01-14 Abdera Therapeutics
2021-02-05 Bolt Biotherapeutics
2021-02-08 X
2021-03-01 T AW
2021-03-04 Elastrin Therapeutics
2021-03-10 Cybrexa Therapeutics
2021-03-16 Acepodia
2021-03-19 #7204
2021-03-22 Aura Biosciences
2021-03-29 Fortis Therapeutics
2021-03-30 Pyxis Oncology
2021-04-16 THEE
2021-04-20 RE A%
2021-04-27 Mablink Bioscience
2021-04-29 Adcendo
2021-04-29 Adcentrx Therapeutics
2021-05-08 EZ XX
2021-05-10 Gennao Bio
2021-05-19 e E S
2021-05-20 e B A A
2021-06-17 Ambrx
2021-06-23 Orum Therapeutics
2021-07-08 ik A A
2021-07-12 A
2021-07-29 Rakuten Medical
2021-08-02 5 4 7 2 Ak
2021-08-09 Navrogen
2021-08-23 Aarvik Therapeutics
2021-10-13 A
2021-10-20 BRI
2021-10-29 Aura Biosciences
2021-11-15 I E 2
2021-12-02 Acepodia
2021-12-07 Emergence Therapeutics
2021-12-09 e XX
2021-12-14 Phosplatin Therapeutics
2021-12-15 Mythic Therapeutics
2021-12-16 Immix Biopharma
2021-12-27 ZE A
2021-12-30 M A
2021-12-31 G X

AT A
IPO
Pre-A#t
Akt
A5
B#
B#t
A%E
/
Akt
B#:
Bt
C#
e ics
Akt
AR
C#
A%E
C#
B#t
IPO
Bt
IPO
Akt
D#
A+
A F A
AT
Akt
Akt
IPO
P&
C#
Akt
Pre-B+#
AR
B#t
IPO
B#:
B+#
B#t

44007 £ 7.
6307 £ 7T
2.6451C % 7.
HF7ET
35 AR T
/

25007 £ 7
47007 % 7T
ML AN R T
80007 £ 7.
40007 £ 7.
15212 % 7T
MUMLAANR T
/
4007 BX 7T
62007 £ 7.
50007 £ 7.
101z LA &,
40007 # 7.
HAAAR T
90007 £ 7.
1.261C % &
84007 % 7.
35.711¢ # 7.
55007 £ 7.
1.661C % 7T
90007 A K,
300% £ 7T
/
L2 T AR T

HFHFAART

86907 % 7T
50007 % 7T
1.0912 £ 7T
8700% 7T,
2L AR T
37007 % L
1.0312 £ 7T
21007 % 7.
500077 % 7T
MU R, T
A830007 £ 7T

C'Dot-Drug-Conjugates
TR IR B A Pl 4 &
FARABIX 9% A B4 (1ISAC)

ADC
ADC
FARAB IR 2 R B A
Tk A% 5% 25 45 (PDC)
Itk om e AR K 4 (ACC); @ fe s &
ADC
I 7 #2454 1% 3% 45 (VDC)
ADC
ADC; ¥4
ADC
ADC
ADC
ADC
ADC
ADC
FAR FE A% BRAB BR 4 (AOC)
ADC
ADC
ADC
FAR & fif 7 4% 5% 4 (AnDC)
¥, ®i; ADC
ADC
ADC
~5%-F; ADC
hoF5 #4; ADC
ADC
ADC
M 4t; ADC
2 #F 25 4 18 B 4 (VDC)
®Hu; %4u; ADC
FuAk tm e AR EX A (ACC); fmfeyy ik
ADC
¥ 5. Riw; ADC

pyrophosphate-platinum conjugate

ADC
aF; ADC
bhoF ZalEmil: ADC: itk
B3 WA BmAEEG; ADC
ADC; % it

FARR: BEHET, FLATEIER A

A ERERAR G S
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2.2. 23K ADC B4 KB

ARIEE SR T HE: 23 ADC S e sF 8 Rie B R 2 SR
gAY {2 B AT £ 252 % 4 HER2 (38.4%). EGFR (11.9%). TROP-2
(9.9%). Claudin 18.2 (9.9%) 'V HJUA#1¥e &, Hide & JF & 49 = 18]k
AR Ko

A%20. 23R ADC e s h AL E, T 25 ¥ £ HER2 f£ 51

B R AT
HER? I - B P ARIE R

EGFR mm m s R
TRODZ - W—" - B I 6 /&
CLDI:lI\i; H L s R
PSMA mEE B T/ 1
CD19 = H B I 06 R
FRo EEETE i kT
Mucl B Bk AT

BCMA Nl
0 10 20 30 40 50 60 /7

THRR: BHRT, & EATEIERT A

WA A, EPEIET S, 95.17%0F & Bt iE Mg
MG, kA EAEERR (1.75%). @ERE (0.66%). BHF#
A MHEETE (0.66%) %,

B&21. 2XARAHAANERADC H Aty EREILES T, T 24NN

AP m s R
O RAEIER | = PRI A
fﬁi}hﬁ-’/{é | =T s R
. o - = T ¥ R
EiEFE R AT | T
FofRomAal M T | w TV
AL AR R m I s R
F B s BERAT | m b
R Y 3 m bk b
1244 ¥
0 100 200 300 400 500/4

A RR: EHET, FIRAEIER A

M RFEERAE, BAEKSHOFARABALTFHNE, Lk
AT & EL 46.78%, ek 1 21 & L 29.93%, W& U/IL 275 7%, s & 10 27
& 7.54%,

WA R E R T T 21
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M%22. BIARAEN ADC X 2R FEAMTAEAFH (BE 2022 4
4 8)

I3 s R, 11901 % 3 B 1391, | B
) i !’;?’—{EJ:."F.H-‘L'I

I i J%, 353
I W 7R, 34791

= 0 KAl
= PR IE R
VI 6 /K 3277 .
& JR AT, 2117 LILE s

w LG R

= T/IILH s

L& R, 13570 = TITHA 0 /R

" b b

P ALIE R, 107 o G A

TARR: BEHRT, FLATHIERT LA

2.3. P H ADC Z%%AF KN

HRE2022F4 7, REEHEFTRIEEGWE: Sia44 (19 4).
44 (1A, 2844 (1A, BRED 84) AR A ADC
EERREZHWELS L,

E#%23. PHE ADC %% B TOP10 & &F &% B (HKE 202254 4)

444
7 A4 e | |
RE £ 11
B EZ e 3
A 4y —
ZEF I— 5

HSL At ——
A 25—
SREAZE L —

19

e

0 3 6 9 12 15 18 21

TR R BEHRS, FEAHEILRA A

LA RAYEM, BR ADC A 4hie bb 2%+ & HER2
(38.4%). EGFR (11.9%). TROP-2 (9.9%). Claudin 18.2 (9.9%). c-Met
(5.96%). PSMA (5.3%). CD19 (5.3%) iX st |%e &,

HFmA R RERT G LT AR 22
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EHAY

B#%24. v H ADC H¥¥e & H BHILEEE, 2845 HER2 £.5 (&

E202254H8)
HER? | . m PR
EGFR  I—— "J;f‘?ﬁ
i &
TROP2 - JEiE [11’: l&
CLDNI8.2 HEmm | B LG R
c-Met HEEEN N m T s R
PSMA m— w IV U5 &
CD19  mm— I s R
FRo HEEEDE T i b
Mucl I mhLE B
BCMA

20 30 40 50 60 /771

[=]
—
[=]

THRR: BHRT, & EATEIERT A

AR By ey g kA, P R R B RIET B 952%09%F & Byt
SIERME, FARABF RAEMAER (1.75%). @B EFE (0.66%). 2K
Fibta AR TE (0.66%) F. AR AT EMBER Y, ALK
FE. AE D ma MR, PRB. BB, BEAMREFEEBA L,

B&25. FEIRFANE ADC H By ERIEIRTE, 2244 BE

(BRZE2022%4A4)

g 1] " R P

. PP .T]tnm};']
B kskiims 0 P ARG R

MR | ESL
BRSO RTE | B /ILE s R
AL R R T | I s K

AL [ W I 5 R
R B BN | W ITL 5 R
LEEAER T ol
M LI m g LT
0 100 200 300 400 500/

FARR: EHREF, FIRATEIER A

MWAF RStk F, RBIFERZHGFEABARTFIFHTFENE. £
P WK G 61.82%, WERAT G 18.87%, ek I A& b 8.24%, e & VI
A&k 1.08%, R 11 H0&rk 1.95%.
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B%26. BATPEAS ADC XS & FhATAEAFH (RE 2022 F
4 8)

& AT, 8797

s ARAT

P HR0E R
= L s R
= VILY i R
= Y R

‘ I-Itﬂ & )}\.381;1 . H{]]I'Itﬂ ]Ilk‘ﬂ}?\
\\ LIS R 590 w IR 0 R
\'\

o AR e R, 1997

WK, 90 = ik b
]:[:"]]I-ﬁﬂ I E\ _.2'@ m b F
LY 6 FK, 951 *fm "
g 2,3 AP
Pk £ 40

£ ¥ 4R, 2857

TARR: BEHRT, HLATHIERT LA

3. 23 £ &2/ &k H ADC %4

3.1. #35: ADC ARBRMLIR, B LRAA ADC B4
Mylotarg

Mylotarg (Gemtuzumab ozogamicin, F-%&#k¥ i) RAF/N 5] A5 35,
miew CD33 MR ERMBRAEE FHFEFBKAR, ZHELLEKE A
L ey ADC 54k, LR FRIF FDA Aoik flife 69 BT A 4 25 p 5 —NB a9 25
Y, RS2SR TERKETS ADC #54. BATC IR FDA Ht/E®)
i N JEOLFE:

(1) ##4 CD33 Mt agmAF KT 1 MAWIILEZETHME G LB
(AML);

(2) BERBMEEEHCDI3MMERAFKT 2 FYWILELEFHMES
55 (AML),

P % 27. Mylotarg by4LE 44

gemtuzumab
anti-CD33

Naverage ~2-3

N-acetyl-y-calicheamicin

FH KR : MDPI, F AT &K TP

HFmA R RERT G LT AR 24
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B %£28. Mylotarg 89 X & A2

LG A B ERE AT (SWOG S0106) -7
EHAEEORARTNYG, BeNHasEc
BTk ML m (5.7%vs1.4%) , L4k

LRFIFDAR L2 MR ARA. Mylotargé 2 AT,
P97 7577 % M i . o .
AML 4 654 77 Ly 1 F EINMPA % ZENDA % i

Wq
W

i kv
sk b FDAMLE :
FOASLEEE T “60% wA L EL 1. #f# Hf HCD33 A AML &9 & A & & 6955 77
Tk StmB AL SR LA 2.8 £ H i CD3I3MEAMLEA BH, 2
RCDI3MAMEAML &K 89557 " ¥ R2¥ VA LIl B R AL

FEAAFDAK & i 5

FH#kR: FDA, CDE, 7 A7&EKF AT

FDA T 2000 §#t/& Mylotarg £ AT “60 ¥ AL H R & fmfid &1L
AR I A CD33 fatk AML &5 69:6777, 12 L7 5 6930 E 4 |1l 247
% (SWOG S0106) KMz hA = ey LAy, KA RBaeyaTF
BT AT (5.7%vs1.4%), mEARMEAIOE ARG, Hib
T 2010 5 6 A 34 Mylotarg it , ¥ “4 85 £7# 77 hik: —F @,

AL RS HHE (B Img/m S8 E 3mg/m?) MK d FEIKESIER,
7%:141 BT EF AN CEFRIT Fo OB R AFHRTT R

B %29. Mylotarg Bk L4 &5 £330

BITAR LHANE 8 25 18] & /B 3
2 . .
( Ef(fﬁ;) ¥ 25697 NA omg/m’ HIHIAR B — K
INAESAH| 3mgm’
BRAETT
(1T 4 fe 3 %éf.i’@;
%) PCLE: (+ Rtk k + MAEIF)
20174 AAEAM| amgm® |y oy
( é ?})'T .J: Tf:‘ ) Cyclel Cycle2
U R (+ B % + MERT)
, , 1A% 3 B H | 6353mg/m?
¥ HLTT , )
6mg/m 3mg/m
SN E A H|  2mg/m? 2mg/m’3E 5 Pk 34 77 84 i

#H KB FDA, 7% TATHERTF AT

F5 T4 %75 £69A%, Mylotarg 8915 K J7 5432 7 4R %5 :

(1) #F AML —%:477 &%, Mylotarg AL (o B £ A4

HFmA R RERT G LT AR 25
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¥erod) HREATE (FLFEEAMAERT) 69kt T Hk RiX 5
(ALFA-0701) #4277 : Mylotarg 40 % F 69 P {2 L FH AL A4 (mEFS)
MKOSAAREKET 1734MA, FHEREEIKT 44%.

B %30. Mylotarg AT —&E77 AML &F Ak Ty et
FHAE AR 9S AEKE 173 A, FHRGHEIK 4%

100
. — GOarm

90 Median EFS, 17.3 months (95% CI: 13.4—30.0)

80 K « == Control arm
3 K Median EFS, 9.5 months (95% CI: 8.1=12.0)
< 704
S
s 60 —
3
» 50
8
& 40
<
§ 30
W20

104 HR, 0.56 (95% Cl: 0.42—0.76) PeeQeeee 9---0

o 2-sided P=0.0002
T T T T T T T T T T T T T T 1
0 3 6 9 12 15 18 21 24 27 30 3 36 39 42 45

; ; Time (months)
Patients at risk (n):

GO 135 109 98 86 74 57 47 36 32 25 18 15 10 3 3 0
Control 136 100 93 69 51 32 21 16 10 5 5 2 1 0

F# KR : Haematologica, 7 IEAT & 44T 5 AT

(2) T2 miz—k LK AML %%, MyloFrance-1 X3 8934 2
7=: Mylotarg # 25477 T AL I 26% %9 £5 T 2% % (CR), Wil &5
¥ {5 % et ia] (mRFS) i 11.6 A~ A .

Mylotarg R FEB LB T “LHHFL” WESEM, BITAE ADC 4
B F—AEPFARBRGY R T EURBARALRR, AHEHLlenNg, §
24 B Mylotarg 893, £, Mylotarg /£ 27 #& T KK B TR, —
HEAZAKE AML &g Eh R EGEX RN BT AN, LBRHFM

RTER2E,

3.2. ¥ K: T-DMI1 B H & SUREAUBR A § £ 34%

Kadcyla (T-DM1, B ¥ %2k ¥ ju) & ¥ KAF K 89—k HER2 ADC 25
4, d1¥e ) HER2 69 ¥ %2k R 544 i E R E 69177 2h4p £ 3297 (DM1)
WA AT AR FLEE 4T MCC 4 Mk, DAR=3.5, RAE “FFH%
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B %31. T-DM1 &L sEH

MeO

o

MCC linker

n
o okl — Wheren ~ 3.5
DM1/Mab

FH KR adcreview, F AT & IE KA ITAT

T-DM1 R &R F —NEMA T R4E (JLIEE) 4 ADC, 3k FDA
e b 8G9 E Y JE 6,45 “HER2 Mt -F-AASUM R 93 8697 7, A% “HER2
FE PR SR AS P JURR R 89 — 0877 7, 12¢ & § &A= NSCLC L Kk 242 $LAR
P TBMAE, T-DMI F 2020 5 1 A A ¥ B KEH— AR ey
ADC %4,

B%32. T-DM1 RE G4

AT AKX 52 TDM4374g S M — A

;;i?f;’? E;?f’ff;*le}z* LB A2 TIN5 AR 3 31&%‘_ zlfrzmscm T W
B LML, ARFDA % (MARIANNE) il O 35 F 4451 AL
s ' K IR 44 “ M 8935 77

Her2+ A5 JUREA: — & AT RGP E Her2+-1- 1 JUR A 69 4 85 26 77

FDA#L:A % 25 M T 22 h % - P NMPA i# ZNDA, g?gﬁgﬁgf‘;lﬁi};

PRI EAIE R R Fsgirdod 6 A R AT T AR E) R T 22K A5 %

T4 577 B BHer2 +H 45 2 b d e ol b

LR R 89 54 7 A A 3T?ﬁ¥M%ﬁEu%1ﬁ
w7

#FH#RR: FDA, CDE, % LAT#&EHAF 5057

3.2. 1. 4F*F HER2 Fa A SRR & 69 50 8D 08 7
5t F 2 A ap e ) F BRI AR R G A I B e e 69 HER2
M FLAR R &, T-DM1 52k 4k ot k49X 3% (KATHERINE) %

HFmA R RERT G LT AR 27
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2 27: T-DMI1 069 3 F 2B 52 XA 5% (IDFS) 2% 5 T ¥k
15 ) %2 A4 77 69 3T R840 (88.3% vs 77%, HR 0.5, 95% CI 0.39~0.64;
P<0.001), 4% HER2 Fab 2L % &% 5 IS AL T 50%.

B %33. 4t3t HER2 fai:-FHSLARE 093 Bh 477 T-DMI1 Ty 2% %

88.3%
100 m% (95% C1:85.8-90.7)
w0 Ty | i
70 o REDUCTION
g 0 in the risk of recurrence
2 HR=0.50; 95% CI:
o ¥ 0.39-0.64; P<0.0001
S g
30
20 — KADCYLA (n=743, number of events: 91}
10 3-year iDFS
]
[] G 12 18 24 30 36 az 48 54 60
Months
KAD 743 707 681 658 633 561 409 255 142 4 4
r 143 676 635 594 555 501 342 22( mne 38
Mo. at risk

FH KRR T-DM1 B R, Z& BT HIERF LA

3.9. 2. 4F st HERD 814 B 3008 2 355 45 P SLIG R — & 58 77
B EKRERIEHIR R LB RAE RS LT B A &6 B3
REEALPE HER2 Fa P SUAR /% B, T-DM1 £ 25 54Ly7 a4 “dam b R+ 35
Reig” 69 katsk I A0 R K% (EMILIA) 4R 35: AEa P84 h
# (mOS) 309 A VS 25.1 A Pt kA BH (mPFS) 9.6 A~A
VS 6.4 ANA; BULEE (ORR) 43.6% VS 30.8% ; w454 84 g o 1]
(mDOR) 12.6 A VS 6.5 /AN A, T XA#L T-DMI ZEALTF 48695 k. AT
%X J FDA #L 7 T-DM1 =474 77 HER2 a2 45454 SLAR /&, L6 T-DM1
P E R AT R TT R, B AT R AR AW ADC B4, 2021 F A &
HRAKE A 2178 {L£ L. T-DM1 HR ¥ 2k EfiArhg Lk ERZRT
HER2 Mt SRR AN “ RATAY AT BY 2677 7. “RB & EB4ETT 7 2 “Bhinss
B — AR &G AFEEE, BT ¥ RALRBABG FH L1

(52
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B %34. 4+t HER2 8 bE 53R A R 4545 LA & — &4 T-DM1 £ FALs7

El
.

PROPORTION SURVIVING (%)
B 8 &5 88 3 8 &8

30.9

MONTHS 05

HR-0682 25.1
95% Cl: 0.548-0.8439 MONTHS i
P-0.0008 [—
| . MONTHS
104 = KADCYLA[n=485); No. of events: 148 ] MrmomMET
= Lapatinib + capecitabine (=436 ; No, of everts: 162 | eedenis
U‘r T T T T T T T T T T T T 1
1] F 1 1] 8 n 17 " 1] ® 0 n - » -] n x k] %
No.at iskc MONTHS
KADCYLA 435 45 474 47 &9 418 349 28 202 197 166 136 M %6 & 3 2 13 5
Lapatinib+ g 471 453 w35 40 %9 27 M0 24 15 1B N0 B 6 5 T T 7 4
capecitabine
1004
m-
m_

PATIENTS RESPONDING (%)

KADCYLA

Lapatinib +
(n=397) capecitabine (n=389)

50% IMPROVEMENT
IN MEDIAN PFS
W

N HR=0.650
9.6 B 95% Cl:0549-0.771
, MONTHS. 3 Pe0,0001

f events: 265
(n=496);

$ 6.4

Ed MONTHS

PROPORTION PROGRESSION FREE (%)
=l

MONTHS

No. at risk
KADCYLA 4% 419 341 236 18 130 101 72 54 &4 30 18 9 3 1 0

Lapatinib+ o5 gyq 310 1 1 B W B B W 9 8 5 1 0 0
capecitabine

NEARLY
DOUBLED
_DoR

12.6

MONTHS

95%C1:8.4.20.8
/

A = KADCYLA (n=173)
= Lapatinib + capecitabine
(n=120)

*{ g5

MONTHS |

95%CL5.522 |

PROPORTION PROGRESSION FREE (%)

MONTHS

FH kB T-DM1 B R, & AT HILRA AT

T-DM1 B #14 ¥ B .4 55 2L HER2 R M- 2A5UA % 6955 80 74 55 , HER2
Pa b a9 2545 P SURR IR 89 — &K 8T o

3. 3. Seagen: Adcetris A= T7 CD30 faPLik e 8477 69
B ARAF

Adcetris (Brentuximab vedotin, %7 -%&& ¥ i) d¥e s CD30 o9 A Kk
4 ¥ 4 Brentuximab. FT 2L fF 69 N R - 20 BRIk iE AR T A B0E A ) R
MMAE &8 sk, DAR % 4, %F%H 153kDa.

A ERERAR G S
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B %35. Adcetris 894054

| Antibody inke: Drug
cAC10 anti-CD30 Attachment Protease- MMAE
antibody group cleavable linker cytotoxic drug
L -~
’ s J ~ j
S N
o i & 0 NT . N N
oo X - NN [_H ) 3 ocmo
o PORSGRO S S — ] S D ——
PABC Methyl e b b
e e valine e
Maleimide Caproic acid ;”
MMAE

Maleimidocaproyl Valine Citrulline

FH KR adcreview, F AT & IE KA AT

YA B BAABRT LR R ADC Hd (2021 FL2RHELH
13.06 L £ 7T, £42HK ADC HWAURHEL F =), HAT, Adcetris £42HKT
RS AERE, TREEPAERGEEAT R K@K EE (SALCL), A
T wfak e (PTCL), 2#EF4eHEB (cHL) =ZAEH, ALEX=A
FEAY BT IRB, mIAMNIE AR B — &, ML T CD30 HEG— %477 894R

#Fo
B %36. Adcetris X E A2
E it —Ae sy FDAM i de iz B T é ik FDAMA & 3 W F 2404557 .
i 4 S ik o] 4 4k K fn F oAb (ASCT) % M) &8 %M ok Bk ) I K sw B 41, K@\ EdE
fm Lk 9 69 55 T HL “ 3" A FASCTHy, & P4 (pcALCL) #CD30+69 NMPAE@!-;SZNPA,
(sALCL) 2 E F AL ST 49 HL 2 g P 5 A Gkt R Fir
ALCL=# _ HL=# ALCL=#

£ 44 i dn T dw B AR AL " ALCL—#
5 % I A A L LT HL % FDA#A % 355 4457 M
frfzfrz:#HLﬁf::Mﬂﬁé FDA$LR % # 5 1L 77 ) /

. Thizitia) (SALCL)
7 oM T ALV ACD30+5+ B THa ik £
% RHLE— A %6H (PTCL) 577

#HH# & R: FDA, CDE, % LAT#ERKT AT

3.3. 1. 4tx CD30 Mtk 2 F &M em (cHL) #—%7577
#£ Adcetris Z AT, CD30 b3 F o &3k ©Jg 0947k — K677 —T7
B4 ABVD (T B & +HE k&£ +K AL F 2% ), Adcetris ZATFRA AVD
(FTEH£+K AL FE%) 55404 ABVD — &G M2 E 44
Mg (cHL) #9Kkx kML, 2. %+ 3 ##F 5% ECHELON-1 4 R £
T PALRE T 24.6 N A, EEBLESH R T, AdcetristAVD 44+ ABVD 4

HFmA R RERT G LT AR 30
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(]

Bk 2P F £ R RIS 2 FA5ITHR PES 4551 4 82.1%A= 77.2%, AT %
AR 76 T= 3 o B RIS 23%, BF 70 % 146 49 2 44 3T i PFS £ 41 4 81.0%
Fo 74.4%, ATHERL T RERBERERNE 28%. REBLESHT LT,
AdcetristAVD 48 VS ABVD 4, TA&%M%E (CR) 4414 73% vs 70%,
3% (95%Cl: 2.3-8.4) B M4 % % (ORR) % A1 # 86% vs 83%, 3.2% (95%Cl :
22-8.6)0 AMHI LT, AdcetristAVD A5 At 58 350 dnth 52 A M
BAR E—H & TiziX I FDA #ok T Adcetris — 7877 2 B E H MO8,
05 T IZATIR 40 B R A #0987 B RN Lo

B&37. BHhiitFER KM AdcetristAVD ALb B #38. % H k4 AdcetristAVD #8E8 ABVD 41—
ABVD 4.—%.:8 5 cHL Mk K% 23% %7877 cHL M4& 58— X% 28%

10r=ggsons__ L0r—mne,
0.9 0.9-] I\l
Xm -
wo-wam,
~ . _ 4 g,
T os el Bt V. . . 3 os T AR
2 _\«m..\ H e
3 00 -G5S~ ———0— 08 a M
0.74 ABVD 074 -——o——o—amce o
- & ABVD
0.6 2 06
© A+AVD, censored
055 o A+AVD, censored 054 @ ABVD, censored
g o ABVD, censored 2
T 044 T 044 Hazard ratio for progression, death, or modified progression, 0.72 (95% Cl, 0.57-0.91)
2 Hazard ratio for progression, death, or modified progression, 0.77 (35% Cl, 0.60-0.98) 2 PED-O;“’ by stratified log rank test
S sl P—0.04 by stratified log-rank test S sl No. of events: A+AVD, 123; ABVD, 164
No. of events: A+AVD, 117; ABVD, 146 E -
A+AVD ABVD A+AVD ABVD
0.2 Reasons Leading to Event (N=117) (N=146) 0.2+ Reasons Leading to Event (N=123) (N=164)
Disease progression 90 102 Disease progression 73 103
0.14 Death from any cause 18 22 0.14 Death from any cause 15 22
Subsequent anticancer therapy when complete response 9 2 Subsequent anticancer therapy when complete response 35 39
not achieved at completion of frontline therapy not achieved at completion of frontline therapy
W T T T T T T T T T T T T T T T T T T T T T T T T T T T
0 2 4 6 8 10 12 14 16 18 20 22 24 26 28 30 32 34 36 38 40 42 44 46 48 50 52 0 2 4 6 & 10 12 14 16 18 20 22 24 26 28 30 32 34 36 38 40 42 44 46 48 50 52
Months since Randomization Months since Randomization
No. at Risk No. at Risk
A+AVD 664 637 623 600 541 528 513 493 463 439 347 328 309 196 185 169 96 85 77 26 24 21 4 4 4 0 O A+AVD 664 640 626 604 536 523 514 495 468 448 360 340 324 202 191 175 99 87 79 27 24 21 3 3 3 0 O
ABVD 670 636 626 593 521 490 474 459 432 413 326 306 292 177 164 153 76 66 62 16 13 12 1 1 1 0 0 ABVD 670 636 628 594 513 488 474 463 439 424 340 315 297 182 167 157 78 69 62 16 13 12 2 2 2 0 0
B SR Sk ST R sl SR b Lok S ol
AH KRR : NEIM, % IEATHEFA AT AA KR : NEIM, F AT & E R 50T

3.3.2. 413 CD30 a9 T tmfleik 298 (PTCL) 49— & :4& 77

HAINE T ek e 7g (PeripheralT-cell lymphomas , PTCL) —#.7477
7@, Adcetris AT 7 E CHP CGREEBLE+IT B F+HRA) 5NN
477 PTCL 89— &AR/E 67 77 £ CHOP CGREBLIE+IT B F+K AW aS+5% 09
AR) BgkAPkEAL, WEH. BRSZ PO, I PARLRBRERIT: P
i 362 ANA, HArE—%&AsT CHOP Aakk, Adcetris+CHP 4 J7 40 ¥T 48 % %
QP s Lt & A A (mPFS) & 20.8 M AEKE] 482 AMA, HEmit &R
M TEAK 29%, 3 FRst/EA A4 (mPFS) & 44.4%8R 5 2] 57.1%, TR
M FE A& 34%, Adcetris BEAHLTF 7% CHP #f = 7 PTCL & 77 69 #7474T o
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B %39. Adcetris ZRA4LTT—£& 457 PTCL &%
mPFS A 20.8 J 3£ K %] 48.2 A

B %40. Adcetris AT —&&577 PTCL¥& &4 8
T A& &% 34%

Progression.free survival (%)
@
2

100 ¢
—— A+CHP —— A+CHP
— CHOP 90+ — CHOP
HRO71(95% C10:54-0-93); goq
p=0-0110 g -

mi M

ionof patients who survived (%)
2
2

50 50
40 40
30 § 3
5
20 & 20
104 Median in CHOP Median in AsCHP 104 HR 066 (95% C10-46-0.95);
2080 months (95% C11268-4757) | 48:20 months (95% C1 35-15-not evaluable) .
T T T T T T T T T T ) T T I T T T T T T T )
6 12 18 24 30 36 42 48 54 60 66 6 12 18 24 30 36 42 48 54 60 66
. Time from randomisation (manths)
Number atrisk Time from randomisation (months) Numberatrisk
number censored) (number censored)

A+CHP 226 (0)
CHOP 226(0)

175(39)  149(61)
157(65)  129(93)

134(75) 108(82) Bi(85)  64(38)
12(107)  87(116) 75(119)

63(121)

A+CHP 226(0)  208(14)
CHOP 226(0)  196(24)

193(27)  184(33)  159(42)
181(39) 158(57)  140(60)

128(47) 108(43) 83(51)  45(51)
121(63) 103(66) 79(68)  46(71)

20(51) 4(51) o(s1)
22(72) 4(73) 0(73)

38(93)  24(93) 9(94) 3(95) 0(95)
44(121)  26(122)  7(123)  2(124)  0(124)

FAHK B : NEIM, % EATHIEHKFF P

FA KB NEIM, K EATHIE K 5CHT

El AT Adcetris /£ ¥ B CL 23k o9& o 2 0,45 CD30 Fa MM e g moA B4 -
R RME G RGN TR MK B (SALCL); B RS Eiaaisn
EHEmeB (cHL); BEE LT R AW EIT R KEIIKE E R X mie
M@ (pcALCL) REHAHA R (MF).

3.4. A /% —=2%: DS-8201 /h &k

Euhertu (T-DXd; DS-8201) @ AR HER2 ¥ 57 & 4tk iy % 2k ¥ 4o i@
5T A R8BIk R4 FAB IR 4B A B 1 A0 H) ) SAY AT A4 (DXd) M
Mk, DAR # 8, %2k ¥iu 5078 w0k @6y ¥e % HER2 o A5
A BAERFEANMNB ML, FHANGREIRE S REETHEAMR, BRBEERD
DXd #4464 A 1 69 &M, # M 35] K DNA 45 F=m e B,

B %41. DS-8201 t9iu 4ty

/ FH GG B ERT

o) — Bt L s
7 o o o & (&)
%

3

o FRRERAL
EECR

RERAL 5
FERBARIE, 5 69 — G4 & F

#25 (DXd)
Exatecan #iT4 4%

FHAR: F—ZEER, REAEEAT L

3.4.1. 4 % HER2 M M LM & B & & 57 (
DESTINY-Breast01 X% )

FHARE . £H . Z Py I #0ERAF L DESTINY-Breast01 4F 70 £
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: 184 1) HER2 Fa bk $UIRJE &5 24 A T AAP A A A Lib 77 7% (F
usmz&;&m 6), % DS-8201 5.4mg/kg 896557 )5, PR 11.1AA,
B EE (ORR) i# 60.9% (n=111); * ¥ 43% (n=8) #4&HF X374
%% (CR): 56% (n=103) #&H LD 5HRLEM (PR), FHFLL8M
i (mDOR) A 148 ANA, FAzLdt BA A (mPFS) A 164 ANA . X
LEE AL T-DMI 677, PA2E577 &R 6, LT % KX HER2 8
MR SE G T FBAR AR T BRI E R EAE, BT L E K IERNE.
S A 77 @ 18] P A R i K (ILD) 89 R AR 9%, H P 2.6% 2 B otk
49, ILD A=fE i & e 4% FDA PIN BAEE 4, & Fi% % % 2019 5F 12 A FDA
AT DS-8201 A T4 RAET L4 2 # R A L HER2 32877 ik 69 A
TN F Rtk 34545 HER2 M SLAR R &%

B £42. DS-8201 &4 477 HER2 fa 3R R &% B %43. DS-8201 B %45 HER2 fatksUigm &4

mDOR i 14.8 /N A

mPFS i 16.4 4 A

Response to Therapy
1.04

g 09 _
5 z
2 o8 £
] a
-3 .
= 07 B
£ 06 ¢
¥
E 2
£ o3 g os
s
2 044 £ o4
° ‘s
£ 03 z o
£ o 3 o
£ ]
£ 01 & 01
0.0 T T T T T T T T T T T . r r T . e 5 0.0 T T T T T T T T T T T r T T T T 1
0 1 2 3 4 5 & 7 & 8 10 11 12 13 14 15 16 17 18 19 0 1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20
Months Months
No.atRisk 112 112 105 98 92 85 7. 60 52 34 21 18 11 7 4 3 2 1 1 0 No.atRisk 184 182 174 155 153 135 121 107 103 94 69 5S4 38 17 11 10 9 4 3 1 0

FHFRIR: NEIM, FIATEERA P

FHRIR: NEIM, Z AT &K 25

3.4.2. 43 HER2 fa M &AM R B R F ARG &RIT X (=
=%, DESTINY- GastricOl X35)

FAARE %’7‘1’&:‘ AL DESTINY-GastricOl #F % 27 : s FRRIEE
Y &G (Bl 69 HER2 M F R ERF IR
%, DS-8201 4848 b T af B ALy 40, B4 fE % (ORR) (51.3% vs 14.3% ),
HmiE#| % (DCR) 85.7% vs 62.5% ; iz ¥4 AH (mOS) 12.5 vs 8.9
MR, RTRIETER 41%, 1240 OS F: 522%vs 29.7%; Pl Ltk A
%3 (mPFS) 5.6 vs 3.5 AN A, & it & RIS 54K 53%. 16 #1 &# (12.8%)
A4 T-DXd ABX &R EMm (ILD; 134 1/2 &, 241 3 &, 11 4 44,

5%), miLTEKRE,
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%44, SFHER2FAMMREHEHSETREELZEZR LS B %45. 3T HER2 Fapit# BB EREEZ S &R LT
DS-8201 A8 bk 7 2T R 1K 41% DS-8201 #8 bbAL 77 5 4% i3 & R 1K 53%

Overall Survival Progression-free Survival
100 “\_-\_\ 1004,
v ' kY
90 Rk H %4 1t
L 80 H i Y i
® NV H Median o 1Y Median
2 L i : Overall 2 \ |\ Progression-free
s 66 L ' No. of Deaths/ Survival s 4 \ W\ No. of Events/ Survival
F oo A M No. of Patients (95% C1) 2 o 9\ No. of Patients (95% C1)
s E Loy 152 mo = = mo
e 50 LU N Trastuzumab  62/125 125 (9.6-143) g s L Trastuzumab  73/125 5.6 (43-69)
é‘ . P Deruxtecan £ o 1 1 Deruxtecan
3 g . o Physician’s Choice 39/62 8.4 (6.9-10.7) E L T i3 Trastuzumab Physician’s Choice 36/62 35 (2.0-43)
3 ¥ e of Chemotherapy s 21 | deruecan . of Chemotherapy
20 ' Hazard ratio for death, 0.59 204 ey < Hazard ratio for disease progression or death,
il Physician’s choice 1 = (95% C1, 0.39-0.88) 104 o 0.47 (95% C1, 0.31-0.71)
of chemotherapy L P-0.01
o T + T T T T T o) o —
3 6 9 12 15 18 21 24 o 3 6 13 1 4
Months
No. at Risk
Trastuzumab deruxtecan 125 115 88 54 3 14 7 3 0 2 3 20 s 3 0
Physician’s choice 62 54 37 19 10 2 2 0 0 19 o o o o o
of chemotherapy rapy
P I Sl b o Ty —
At &R : NEIM, 7 EAT &L K557 FH R IR : NEIM, % ATHEFF AT

3. 4. 3. 4Fxf HER2 [ t& #4515 LA A& 2 4. J7 & (DESTINY -Breast03
KIR)

FEAL. FF3 4R & . DS-8201 4= T-DMI #9k2Fk I #70k R K
DESTINY-Breast03 #F % § /£ 14 — % A4 LT ) L2k A= F 4 0278
J7 69 HER2 Matk45 M UIRE B4 P77 siv s ot IR I T, A
524 AL 2869 &, DS-8201 224= T-DM1 48 12 /N Rt B 4 4 54
A 75.8%F2 34.1%. 12 A~ A BF, DS-8201 2842 T-DM1 A% 4 G E 5 A1 %
94.1%#= 85.9%. DS-8201 A 4N 89 &M % % (ORR) A 79.7%, T T-DMI
7 34.2%.

B &46. DS-8201 4= T-DM1 48 12 NA Rt R 4 B %&47. DS-8201 44 T-DM1 4 12/NF ¥ £ 5% 9

B EH5HH 75.8%F= 34.1% A A 94.1%A= 85.9%

Progression-free Survival

1004 l
90-|
90 g Trastuzumab deruxtecan (N=261)
EE
30 g s Median
B s P LI Overall  12-Mo Overall
2 ‘S’:t:;::l‘ rogression-free > 1 Trastuzumab emtansine (N=263) Survival Survival
i Tasuzumab denstecan (N-261) o { o mxa)  Es%a)
2 o S s % u mo %
s £t 5 504 _ s
% 504 Trastuzumab NR (18.5-NE)  75.8 (69.8-80.7) E T';?’:i"'::: NE(NE-NE)  94.1(30.3-96.4)
& Deruxtecan £ a0
§ Trastuzumab 638 (5.6-82)  34.1 (27.7-405) s Trstwzumab  NE (NE-NE) 35 (20.9-93.)
B G Emtansine g 30| mtansine
< | Hazard ratio for death, 055
Moot e 95287 N B o esaiae-om
104 or death, 0.28 (95% Cl, 0.22-0.37) LT}
P<0.001
o
0 2 4 6 & 10 12 14 16 18 20 22 24 26 28 30 32 O 2 4 6B 102 d4 e 18 20 22 24 26 2830 32
— Months
No. at Risk No. at Risk
Trastuimals 261 1350/7240. 234/ 2005168 180112 75 58 36 56 fioy By w2 Trastuzumab 261 256 254 249 243 237 218 180 133 86 56 42 24 11 762210
dbuiincen deruxtecan
Trestarunab 263 200 155 108 93 65 S1 37 20 2 12 6 1 1 1 1 © ab 263 253 243 236 231 224 188 151 120 75 52 32 18 5 33110
emtansine emtansine
Bl b oo Y L P VAR ———
A RR: NEIM, & BATEERT LA AAt R K : NEIM, 7R AT &I FHF % AT

DS-8201 Akt B4 % (ORR) # 79.7%, T-DMI1 % 342%. %t
DS-8201 A Rzt &+, 16.1% A8 2 &% (CR), 63.6%% 2] 534 i
(PR), 16.9%%&miax (SD), 1.1%HAEmEE (PD). AL fest G
W8y & mizH E (DCR) 2414 96.6%F= 76.8%.
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B %48. 413t HER2 M £ H SLIR & 2 &.7477 DS8201 #£F T-DM1

100 4

o | _ T-DXd T-DM1
% 21 T-DXd (n = 245)2 nezen TS
» 40 2
@ » L Confirmed ORR
E 21 n (%) 208 (79.7) 90 (34.2)
£ [95% CI] [74.3-844]  [28.5-40.3]
8 60 |
g.ao | P<.0001
.8-100 |
8 CR 42(161) 23(8.7)
£ PR 166 (63.6) 67 (25.5)
a ol T-DM1 (n = 228)2
2% sb 44(169) 112 (42.6)
-2 PD 3(1.1)  46(17.5)
© o 1
S Not evaluable 6(2.3) 15 (5.7)
#w CR + PR+ SD
% a0 (LR 252 (96.6) 202 (76.8)

. Be:
g8

FARR: 2021 ESMO, % I AT il A5 50 PT

A Tz 2022 4 5 A FDA #t DS-8201 A -Fia77 eaTd it
HER2 477 77 £ 49 7T 111k 45451 HER2 FaPESUIRAE A & . T XAt
DS-8201 £ A& R T T-DMI1 4E A LA IR — &8 J7 AR JT iR 69345, 2022 Bk
# NCCN 45 d 4t 2t HER2 a4 | 2 & P VT ik (B3R 3 X 3% 2 IV #1(M1)
B G b — &7 69 HEH DS-8201 94 A €435 F T-DM1,. 2022 F
AEIIRE KA T T B s RAITIEF A IIRE (CSCO BC) 54 #7348 DS-8201
H R B BT IR R B R R I RAEHE, RS0 1A EES
%o B —TF &AM TIAE 2, DS-8201 48ttF T-DM1 & DAR £5, #%
FRENERE, MEH—HELREF, IRACHENEZRA,

B £49. DS-8201 #8tt T-DM1 EHE£ 5, H—H 247

High drug-to-antibody ratio (DAR)

T-DM1 DS-8201
Antibody Trastuzumab Anti-HER2 Ab
Payload Tubulin inhibitor DNA Topoisomerase I
(DM1) inhibitor (DXd)
DAR 3.5 7-8

HiC*chart 8

Intensity
-
'
=,
)U> Ee——— 0
A e—
wun
—
T
Intensity
»
(-]

DAR

HIC*, Hydrophobic interaction chromatography

PR AR, R R

3.4.4. 43 HER2 REMAE MRt B &7 & (==4,
DESTINY-Lung01 X3

FAARE . P ouy 111G KR X3 (DESTINY-Lung01) #F % 75 *F
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TARBE G A (RAEZETETO PN 2) BB % HER2 REH
NSCLC %%, #ZE 2021 55 A, PAzkiFeFE % 13.1 A, #% Enhertu
BT EE, BRIFEERAANGENLHEE (ORR) & E| 55%
(95% CI,44-65), #miz#lF (DCR) H 92% (95% CI, 85-97), ¥4
fE#4EatiE] (mDOR) % 9.3 AMNA (95%Cl, 5.7-14.7), ¥4z Lt &4 5
(mPFS) % 82 ™A (95% CI, 6.0-11.9), ¥4z% 4 A4 (mOS) # 17.8
ANA (95%CI, 13.8-22.1)

DS-8201 *F#2# HER2 K % 9 NSCLC &% 2 B H A5 IF 8 1t
%é&%ﬁﬁﬁ%%%$fﬁ4wm%%ii3ﬁ&£%ﬁ%%%%ﬁ%

REM, RELOFHELPHEmER Y E (19%). 26% 89 &HF KLY
%ﬁ%@ﬁﬁ%%,%%&zzm%%to

B %50. DS-8201 :455f HER2 ® % # NSCLC &% B %51. DS-8201 457 HER2 ®% # NSCLC &%

mPFS % 82 A

mOS # 17.8 A

Progression-free Survival
1000 _

904 c 5
804
704
60
504
40

Percentage of Patients

304
204
104

[

Overall Survival
100 =g = -

Percentage of Patients
38

01 2 3 456 7 8 910111213 14151617 18 19 20 21 22 23 24 25 26 27 28 29 30

01 23 45 6 7 8 910111213 141516 17 18 19 20 21 22 23 24 25 26 27

Months

Months
No.atRisk 91 89 88 86 82 77 75 75 70 68 65 58 51 46 36 29 25 22 1919 17 1514131310 7 5 3 1 0

No.atRisk 91 89 83 74 69 55 49 42 39 31 2521 1919151513 9 7 7 2 1 1 1 1 1 1 O

FHRIR: NEIM, FILATEEHR AT

FHRIR: NEIM, Z AT EIEF 25

DS-8201 B ATE. 3543 FDA RaLH 5 kikz, BAT:&554% HER2 %
B kn K 4058 95 2018 4 97 )6 K A 5% Jm it & 69 5451 NSCLC &%,

I, DS-8201 —F EAKE 5R PD-1 ARF LA EBA, F—F
BLELERMY KERE. BATELABHE. ZAEIURE. BIES R
BTG R R, BRI 6905 R IF AU LR YR 093 5 JE 48 43 DS-8201 —
B 1] MG Sk A, X #E 2 A 4 A Nature Reviews Drug Discovery UM% 25 ¥ /&
2026 FAHRMEFA T 2L ET, EAKRF LT 10 & ADC 24hik 4
A ER 89 R AT AE

&% B %,2020 4 12 A DS-8201 3£ 1% CDE #% T~ 49 % #k bk 57 ik 3%
¥R FRRARES TR LGS E4 HER2 [tk B3fngk i sk 44
HHE RREF &N (GEDRERAEHE LT .43 A 21 8,DS-8201
B W8 L IE KA NMPA % 32,

A ERERAR G S
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3.5. E#4&: Trodelvy £ A AN KM LT & TROP-2 &
ADC

Trodelvy (Sacituzumab govitecan, X iV ¥zk¥E i) @R 8 R4 5
A f& L 210 /2% LA 89 Immunomedics, % 25 & 2% TROP-2 #L/3 89 AR
& 1gGl kil i =T L6y i T 5 &R 464 74985 [ 374 7] SN38 1% 8k M
R, BATAAHAE——H LT ey’ TROP-2 49 ADC 4.

B %52. Trodelvy /L5444

cleavable

carbonate
short PEG for G
B solubility i o
A 4 5 H 0\ P S | N oM
— NNA— <\/'\o’f e N T NN QLN e
e R oNg 70 R =
imide N 5. R 4 ”
I
)
SN-38 7.6

anli-TROP2 Trodelvy® (sacituzumab govitecan or IMMU-132)

KRB : Pharmaceuticals, 7 JEAT#E KA 7P

3.5. 1. AP Z M SUIRE B &7 (==%, ASCENT K1)

AN, FFARARE, KA T #0006 KK ASCENT b4 7 Trodelvy 5
iy #% (LRAWK, KRERK, FRAEERTHEIE) BT ELRKIER
P AEAS P = P SUMR R B 09T An e Atk Trodelvy 489 P2 Lt R & 4
#1 (mPFS) e T8 48 A VS 1.7 A, HmtERIGHERT 57%, +
R4 A8 (mOS) MA 11.8 A VS69 A, AT#HEREHEIKT 49%, &
ML fEE (ORR) 31% VS 4%.

A ERERAR G S
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B &53. 43t =P HILARIR G &8 ST7 Trodelvy ABIL FALF A B HRE T IFaI KRR S

Variable Full Populationt

Median progression-free survival (95% CI) — mo
Hazard ratio for disease progression or death (95% CI)
Median overall survival (95% CI) — mo
Hazard ratio for death (95% ClI)

Objective response — no. of patients (%)§

Complete response
Partial response

Clinical benefit — no. of patients (%)Y

Stable disease — no. of patients (%)
Stable disease for =6 mo
Progressive disease — no. of patients (%)

Response could not be evaluated — no.

Median time to response (95% CI) — mo
Median duration of response (95% CI) — mo

Hazard ratio (95% CI)

Sacituzumab Govitecan (N=267)

Chemotherapy (N=262)

4.8 (4.1-5.8) 1.7 (1.5-2.5)
0.43 (0.35-0.54)
11.8 (10.5-13.8) 6.9 (5.9-7.7)
0.51 (0.41-0.62)
83 (31) 11 (4)
10 (4) 2(1)
73 (27) 9(3)
108 (40) 21 (8)
96 (36) 71 (27)
25(9) 10 (4)
65 (24) 100 (38)
of patients (%)|| 23(9) 80 (31)
1.5 (0.7-10.6) 1.5(1.3-4.2)
6.3 (5.5-9.0) 3.6 (2.8-NE)

FHFRIR: NEIM, FLATEER AT

B %54. Trodelvy J& & & 77 % L Z %4 mPFS A

A F ASCENT X% 6945 £ Trodelvy F 2020 5 4 A 4% FDA #t/& B T4
TFRRAEC L E Y 2 AT A Z AR ILRE (TNBC) BAEH, ©
R B BGEAT FDA e ib 77 #5451 = I P SURR & % 49 2.5 TROP-2 49 4tk
1B 54, % TNBC &H 8R4 T #76978697 &%,

3.5. 2. 4T3t k3% B SR 69 )6 k677 (= =%, TROPHY-U-01 X35
%P, FRARE. I HEMA R IMMU-132-06 4 £ 2-7:  Trodelvy
A3t 3 % i A Aa LT BX A PD-1 374 71 Sk PD-L1 4 41 70 &9 By 3R % 2 sk 4% 45 4
JR9& LR B, PAZREE 9.1 AN A B, BEEE (ORR) A 27% (95%CL,
19.5 to 36.6), FAz+%4%MEEE (mDOR) % 72 4MA (95% CI, 4.7-8.6
ANRAD), PR EAEEEH (mPFS) A 54 AA (95%CI, 3.5-7.2/4A),
PR A AH (mOS) # 109 MA (95%CI, 9.0-13.8 A ).

B %55. Trodelvy /&% 477 &% EXRE mOS A

544 A 10.9 A
1.0 4 + Censored 1.0 4 + Censored
Median (95% Cl): 5.4 (3.5 t0 7.2)

0.8 0.8
= —_ Median (95% Cl): 10.9 (9.0 to 13.8]
é_ = edian ( ) 9.0to )
o 4 = J
= 0.6 _% 0.6
= =
c =]
= =
= =N
by 0.4 — 0.4 4

w

a =]

0.2 0.2

T T T T T T T T T T
o 1 2 3 4 5 6 7 8 9% 10
Months
No. of patients:

At risk 113 102 81 60 51 48 36 31 27 14 12
Censored 5 6 9 18 18 18 22 24 24 30 30

01 2 3 4 5 6 7 8 9 1011 1213 14 15 16 17 18 19 20 21
Months

T T T T T T T
11 12 13 14 15 16 17

No. of patients:
At risk 113 107 103 91 82 77 72 70 66 60 51 39 28 22 17 13 9 6 5 3 0
Censored 0 1 1 3 3 3 4 5 7 9 11 21 30 33 36 40 43 45 47 48 50

5 2 1 1 1 0
3 36 36 36 36 36

FAH KK : TClin Oncol, % IAT i %5 5 PF

FA KR : TClin Oncol, % IAT i 4 AF 5 AT

A ERERAR G S
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B %56. Trodelvy & & 7477 k% LK &4 mDOR #
72 4A

1.0 4 + Censored

0.8
E Median {95% Cl): 7.2 (4.7 to 8.6)
£
S 06
=
o
_
(=3
= 04
o
=]
o
0.2

T T T T T T T T T T T T T T T
0 1 2 3 4 5 6 7 8 9 100 11 12 13 14 15
Months
Mo. of patients:

At risk 3 31 30 26 25 19 15 12 8 4 1 1 1 1 0
Censored 0 0 1 3 3 3 3 5 8 9 1 1 1 1 1

FH &K T Clin Oncol, Z AT &E K AF 5057

A4 F TROPHY-U-01 iX %, 2021 4 4 A, Trodelvy X #k FDA #mig it/
B T4 97 54475 B2 A PD-1 49 4] 7 3 PD-L1 4] 7 649 B 305 20 SR 2545 1
% ERBRANED,

202243 A 7 B FA#&NA T Trodelvy i& /7 L 7T 4% 3L R ik i8 77 .
CDK4/6 #1572 £ 4 &AL77 7 £ 69 HR+/HER2-3 45 P JUAR J& & & 6916 R
3 # TROPICS-02 #F % (NCT03901339) £ %: %A kB TER4E, 5§
7 Aark, Trodelvy 477 4 itk £ A (PFS) AATFEX I F K
£, TEAEERE5ER 1/2 81 IMMU-132-01 FF 0 P R B 094 F—H,
ZAWERLEZ AR, FmkRRKBEFEESGF KA E
UK

Trodelvy #2149 TROP-2 HLR & 5 AP MG mAe (Jo LIRS & #J% .
ARME. R W&, WE. BORE. fIPRES) PHRERA, &
# Eig i R AR IR A 677 % 1. B AT Trodelvy 3% 25 % 5 4% PD-1
FRE BB N AR AR AR IR S R R TR T %l R R IR AR
F, AREABRRBL TN,

4. BERE &R &M ADC &4
4.1. % S 4% : RC48 B ADC Zh4pty 2174

Yeid B % ¥ 4 (RC4A8) A — A #7 A dy¥ee HER2 &9k iBik 4y
(ADC), ®Zaey AR HER2 IgGl ¥ %[ H4K Disitamab 8 i$ 7T 2 fif
89 % 42T MC-Val-Cit-PAB 5 5 & 494 5| # 7 LR35 47T E (MMAE) 1%3%
# %, DAR=4,

A ERERAR G S

39



=
4

SRS AREEAR

East Asia Qianhai Securities Co., Ltd.

EHAY

B %57. RC48 HLf4EH

0 ¢ AN
v O, NH 0 A 0 0/ : o
N )

v N
o LU |
!
MC Val-Cit PAB MMAE

£ ERT

FA KRR : RS EDACIRBILIAY, & EBATHIEFA LA

RC48 &9tk o4& EMV/Gmit k& HER2 #9fRsh 454356, ADC
B A% min ) Bt IE B R EEAR, EET BB G Bl U I H R
MMAE, #3Rmfie AiE M, F8A L5 R mie iz timie T,
I, ARINFF S R RC48 a4 HER2 <ARfE 5, A SRR ta e

IgaymipF (ADCC) A,

B %58. RC48 & Ity tm e 6 pL 2

}v‘a |(\ Rcas-ADC
N

. "
éﬁa ?“A‘% 00— RC484 S HER2 % 4%

MMAEZ & MEHEA
PP LEVE BB A 8T 1)

FMMAE# R
MMAEfM S BEARE

M ——————©

THRR: REEDHACIRBIILAS, & RATHIERT LA

4.1. 1. 43 HER2 F A X Ra B L& (==%&, C008 iX3)

Fate. %, A I #6915 KX CO08 #F 248 3569 127 L £V 4
T 2 ARG HER2 i34 (€ XA HER2 Lz A8 FAhELER
A 2+3R 3+) B3R s A E & (GC) (w{.-‘%'ife:%é%\%m%y% (GE)
B, ERBEAEL—K 2.5mg/kg 49 RC48 /677, AERAKMmiEE. =T
T EN, ATREFHDeFREH. A3 \%d% 2019 12 A 17 B =

)

40
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2020 4F 6 A 22 BT M REIESAT, ST 2021 £ 1 A 25 B 2R
T AP RENAE 12 A 2B H. A E 2020 56 A 22 A &9H
B REFESHT, ML FEERIFEAIN 127 LEEQERLEMRE
(ORR) # 24.4% (95%CI: 17.2%-. 32.8%), ¥4z L #t/E 4 H# (mPFS)
A 414 A (95%CI: 3.5, 4.8), #2864 F?ﬁ}] (mOS) # 7.6 A~ A (95% CI:
6.6, 9.0). et m®m, £ 127 LEET, RF ML TRAE A amigit
FEAR(53.5%), K (52.8%), EF'i%lémﬂﬂfréﬂi‘ﬁ&(49.6%)&zﬁ (45.7%) .

B %&59. RC483 A48 GC X GEJ B EEH MR E B %60. A4 GC & GEJ & & F#E % RC48 &

EREBREARD>ARR FEALEZNEREOREERLETOULIH
- 3
= ;"
—_—
= ¢
—E. 120
— H
= H 1004
E= 804
= '= 60
v BEAEHE =4 I L E Y _
—" A iz s <
E ;5 2-HHHEMHIG - - - - ----------— -
—— o <, DA
£ WDk z
A
= '.'- BN DOR w0
___f W swmg wl
3
=E 80
_=E -100
%
= 3
=E
=
-__.’.'
] s 12 5 24 30 36 o 48 54 50 66
Tt CJED
FA KRR : R EDACIRIBIGLIA S, & IEATEIERFT T FA KRR : R EDACIARIBIGLIAS, & IEATEIERIT T

AT iZls AR X5e, RCA8 T 2021 F 6 A K E K25 I &M &k B,
AT#xEEY AR LN HER2 &% (THC2+3x THC3+) &3RiL
MBREASEE R (LHEFRELESIMRE) EH GG,

H5h, 2018 57 A FDA 4% 7 7 RC48 Al Ti477 B 6932 AN =,
TEEEFA LTHAERE RCA8 3 B RAG-LFT A4k & 4. A 3) 2020 4 9
H & FDA #3 7 RC48 )ﬂ%’Aﬁ A /&89 11 #9006 KX 3089 IND, 5+ T 2020
F 11 A 3K1F FDA #y ik i@ #&w}\k, B KBNS A iZFE . b,
N B KRB B AN EMA 423X RC48 477 B /%6916 KXo P iF .

4.1.2. 43 HER2 it £ %k sk LR B E & 77 % (==4)
RC48 $”’5/ 55 HER2 i3 & ka9 k5% L & UC 892 M 11 2006 KX

A ERERAR G S
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IbHEET 64 % HER2 it &5 (IHC 2+3 3+) B304 45 R T ik 69
Fsb LR B E AL 625 ¥, 89.1%AAENIEHE, 859%Y
Exd 2 maiy (fEmE, SHRE. BH L), 297% 51Tk
AT BRI LT . X B EHRFELT—K 2mg/kg FIE 49 RC4A8 £ 25
&7 (BEZ), BERAERKERE. RTHLHERE, LFHBE, AT R
VI FTELEF R, ERET: EENLEME (CORR) H# 50.0% (32/64),
HmizH % (DCR) A 76.6% (49/64), Fiz Lt E £ A2 (mPFS) H 5.1
AR, PEEAH (mOS) A 142 AMA.

B %61. RC48 )5 %457 UC &% & mPFS # 5.1 4~ B %62. RC48 )5 %497 UC &4 mOS # 142 A~

100 - M= 100
90~ 90—
804 80—
704 70
g ~
T 60 Z s0+
= [}
E 50 E 50
i H
H 407 5404
S
30+ 304
S0  LIPFS:5.1 3 (95% Cl: 4.0,6.9) 50  (PHIOS: 1427 (95% CI: 8.7, 19.2)
12MEPFSE: 252% (95% CI: 14.4%, 37.4%) 15 55.6% (95% Cl: 41.2%, 67.8%)
109 Nes4; 50 107 N=sa; 3313
0 T T T T 1 0 T T T T T T T 1
0 3 6 9 15 18 21 0 3 6 9 12 15 18 21 24
f¥iE (F) Hia (3)
TR RR: RS EWARRIBILLRA Y, & BATHIERTF AT FHRR: RS EMACMRBIRILAS, F AT HIELEF T

£ F VR I RCAS T 2002 4 1 1 3 A R 25 b5 B 4 abie £,
ATRELEES A F AT 4 HER2 i &8 (THC 2+ THC 3+) &3
BRI L AR & 03577

5B i, RC48 4T 2020 5+ 4 A 3k FDA # /A £ B ARG 67 %
% F R R e 11 A0l KGRI, & 2020 F 7 A A= 2020 5 9 A 3#/%F % E FDA
T E T A R Bk B AR S R AR ST RN .

4. 1. 3. A3 R HER2 & AR A5 09 3% L K%

o) I By RCA BR &4 35 L A1 507677 By 3F W 3 S 4 A5 M R 3%

I 09 Ib/IL BAAF 704 RACRY A N TT 19 & IR 4] HER2 & R R & R kat
T RAR L — K 2T 69 B SR I AR M SR T ik 69 R 3E LR B .
BE202 F4AMTERET, E19OBIAAEEF, L 1THEFTRT
EVRITFEOEMN, L b 16 Bl EH LB %M, & ENLEHEE(CORR) A 94.1%
(16/17), @33 P2 &% M (CR, HF 2 #IAH#HIE CR). 13 Bl A3 4
fi# (PR, #F 94 AiEe) PR). %K %4 EF (88.2%) &% —KJ7 &t
et (81 B) HAL M. T AR &4, HER2 R&ERE,
EMEMEE (ORR) BA—FK, AF—XiEnEHF BAEKRBETRIT) &
EA L F (ORR) A £ 100%(10/10), HER2 % ik &% 69 B U4 fiF & (ORR)
K 3] 100% (15/15)
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B #63. RC48 BEAKRR LA R AR HER2 22K A6 UC BF 2

AW KE S
60% -
HER2 Expression
40%
IHC 0
.IHC 1+
20% o mIHC 2+
W HC 3+
0% -

-20%

Percent Change from Baseline

-100% -

FHRR: RS AEWACIBBITLIAS, & BATEIEFH AT

4. 1. 4. 43 HER2 a1+ SUA /5

FAARE, FEHEL (05. 1.0, 1.5. 2.0 % 2.5mgkg, Q2W)
I #0s KR, 24835 A 06/7 T 70 % HER2 MMIUREEH . T2 XBhE
B A A RC48 B9 KAt Fl& (MTD). K& MF5 11 kKX
HHFEHE. HE2020F 12 A31 8, R 2T7: % 1.5mgkg. 2.0mgkg
K 2.5mg/kg FlEGEH LA, BENEME (CORR) 5 HH 22.2%. 42.9%
B 40.0%, Az LR A A B (mPFS) 214 4.0 ANALST AA K 6.3 A
Ao

B%64. RC48 3t HER2 B ML BEE L AA GRS

A 110
100
90 1.5 mg/kg
gg = 20 mgkg
60 2.5 mg/kg
50
40
30
20

10 II e+ NAl NA?

0 In —
LU T
-20

=30 =
0 Ui |

-50 4

-60 -

=70
-80 -

290 -
=100 —

TR RR: RS ABACIRBILLIAR, & EBATEIERH AT

HER2-positive subgr:

Percent Change from Baseline (%)

4. 1.5. 43+ HER2 1k % ik LA /%

N B IF R B TR AL T Bls KRS, B3R T 48 % HER2 1k %
ik (13 % HC 1+ %), 35 % IHC 2+/FISH-FA %)) SURRJE &%, Xk A —
A& (2.0mgkg, Q2W) &J7. R %+, EEMNLEME (cORR) #=

HFmA R RERT G LT AR 43
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P Az A A A (mPES) 9514 39.6%A= 5.7 AR, #+ 35 % IHC
2+/FISH- %% 69 Z % f# % (ORR) Ae¥{z Lt &£ AH (mPFS) %A%
42.9%#= 6.6 ANA, 13 % IHC 1+& %49 ORR A= mPFS 4514 30.8%A=
55 ANH. RC48 %Iy 73F HER2 K& K SLIRIE Y RIFOO67 %, A
PIANZE KWL T HE A,

B %65. RC48 3+ F3+ HER2 k& XU BEAGAES

HER2-low-expressing
100" mm —— |HC1+

80 m— |HC2+ FISH-

Percent Change from Baseline (%)

-100-
Note: * means percent change from baseline of target lesion is 0%.

T RR: RS AEWACRBILLIA, & BATEIERH AT

% HER2 £ FJE. A% LE. SUIRBZIN, R A ML AFAMIT
J& RC48 A Ti497 HER2 kA f2i8 5% | A ) am RO At 0% 5 % A 52 AR 98 09 e JR A

B %66. RC48 £ %A LB P IFET IR XE

"t s i EL
fitits &% 5
(RC48) HER2 ADC

Bii: W sESEETEESL: A =5

& (REEEFERAERA)
3-8 | 1'7.3 IND 1% IF'] NM/l3  NDA/BLA k¥
HER2 & i f & * 2021464
HERZ & i f.35 b i 4 20215124
HERZ & it Bk Lo &
HERZ 4 i f & [ |

HERZIE A A TN A | EERGEREBRRE

;
HER2Fa it # 46 B4 £ 4L !

HERZ4& 7 & ik & 35 LA

HER2& i Reif &

HER2 f i 4k | b 81 B

£ 4PD-15 4357 — BUC/IBC 5Seagent 1
EHEAS

TR AT el =ik it i W4k M =R EHOLH AL

TARR: REEHEM, K RATEIERF A

4. 2. L EH: ARXT788 H 2 ek DS-8201

it & 2569 ARX788 & —3#k HER2-ADC #4145, F 2013 F 6 AMAEE
Ambrx Biopharma /2 8] 5| #t . ARX788 69 FuiRk3R 4 Lk e T A 4 T
BLR T A8 (pAF) 121 Aot CBERA A8 (pAF) 114 AAIEANGGIE XA
AR, pAF L&9ERE A A 5 E M E & aipdlF AS269 &9k A 4%
S AT R ITAE, i AR ADC 294, pAF-IemELAaw, T
WE|, KRR ZEWIH pAF-AS269, ™ L& &% AS269, R4 T
A%k HER2 e mfe & 3 N BAetfsl, MR KRS T AR S %MK,
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B&67. ARX788 /L34
H @ Tw H
HN. g~ O~ g~ Oy N (A N
o A1 ome oMe 0 A
| AS269 |
Site specific
Binding domain conjugation of AS269
B K
Light chain

Heavy chain

ARX788

FHR B : Ambrx Biopharma BRI BLA4, & AT HIE R AT

Ambrx Biopharma /2 5] 49 3F X AR 2 AL B € AR AR %) &-49 ADC 4h
90%VAL DAR # 2, H£4NZ DAR 1, S2H T ADC Zh4hdE% F 63—k
KFo lERAMARLET: SHAFHRABRIBIKT £6) DAR A 4.5 49 ADC
Fart, DAR % 2 69 ARX788 9 4uhtig & £ 5.

P %68. ARX788 DAR # 2 &) %" & 90% A LF]| R &% DAR 4 1

Lysine Conjugation Cysteine Conjugation Ambrx’s SAA Conjugation
Sk TR
S . o, > -
o 7S Wi, 0
ERN }'- 1 g
e
L) i
o Sl
o
100 100% 100%
80% 80% 808
g 60% 3 0% 3 so%
- 2 2
s 3 o e
* as ® A0 . Ll
20% 208 20%
% L
012345678910 3145678910 012 345678910
DAR DAR DAR

F# kK : Ambrx Biopharma #BILHLA P, & AT HE K77
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4.2.1. 43 HER2 M H @ A X#HEHHILKREE X E T
(ACE-Breast-01 X% )

ARX788 £ B M #7694 %t HER2 FatEop A 4545 fLARE &% (b
A 89557 REF 2408 6) 8906 R | #AF = RILFF ¢ ACE-Breast-01 2
T, #EF] 2021 4 12 A 14 B, ARX788 & 1.5 mg/kg #AF CA#iNe EA
% fiE % (ORR) # 66% (19/29), #&m## % (DCR) # 100%, £ 1.3 mg/kg
o LHINEG B EE (ORR) 4 50% (8/16), s&miz#l%E (DCR) #
88%. FAEEF 1.5 mgkg Q3W 44 3 & &#, 1.3 mgkg Q3W 44 1.3
mg/kg QAW 8& A 1 LEFHHE 100% Y, iEH] ARXT788 B A beik, K
N BAGETMBEH . BATA g m g E A B AR W s
RAF 5. T RAFO G REIE, 2021 F 5 ABRH %A (NMPA) #&F
ARX788 = %7677 HER2 84545 M SUAR IR 69 R AL TT RN E .

B %69. ARX788 3 HER2 fat: i iR s 45 M SLAR R & LA Besk, K
A, BAeR®&D

Waterfall Plot for ACE-BREAST-01 (1.3 and 1.5 mg/kg)

Dose Lewel
303w @ 1.5Q3wW
3 Q4w

a1
a1

10%

0% T

=10%

-20%

-30%

-40%

-50%

Change from baseline (%)

-60%

-70%

-80%

-80%

-100%

T T T T T T T T T T T T T T T T T T T T T T T
1 3 5 7 9 1 13 15 17 19 21 23 25 27 29 31 33 35 37 39 41 43 45
Patient Counter

FH# KB : Ambrx Biopharma B M, #& IEAT & iE A 5F 5 PT

4.2.2. %%t HER2 MM we il § 5% — %7 & (ACE-Gastric-01 X% )
ARX788 4t AT th %2k 4T 697477 K k9 HER2 Faan i g & (&,
HHEREEAIME) EH0 T HHZ5 38X (ACE-Gastric-01) #F X 2
T, & E 2021 £ 4 A 7 B ARX788 & 1.5 mg/kg 4+ T AN B G
(ORR) # 46% ( 6/13), HmizHlF (DCR) A 46%, 4 1.3 mg/kg A+
CAING B R E (ORR) A 43% ( 3/7), #&miEH E (DCR) A 57%.
M ALK B FERAEENE (DLT), LAK 2R KAHHE (MTID), H
ATAT A % & 5 E A E TR IV B0E R AT 5.
4. 2. 3. & *F iz gz A
¥ B Ao KA 31T 69— ARX788 4Faf HER2 Mt 5E4RE (1%
FUI%J%E . GE/GEJ. NSCLC. ¥Pf %, &AMz, il k¥ Ekm. F
T R ek R IR R) 69 T A 2 #38X 3% (ACE-Pan tumor-01) #F 5045
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2R, #aEF 2021 %4 A 8 H ARX788 £ 1.5 mg/kg 4+ T AN BN
%% (ORR) A 67% (2/3), #mizH % (DCR) # 100%, £ 1.3 mg/kg
ML RE (ORR) AFKAIN, B&BEIFEHE (DCR) A 100%. @ LK
AT FRRAE R L T-DMI1 A= DS-8201 477 & Wty &%, ARXT788 134k
3R
4. 3. Bk : A166 A A e M6 F =K ADC

A166 & % =K ¥z HER2 49 ADC, i@l i3 & @ 88 7] 2 M6y dE TR o &
HRERSHARGME & G6939%) ) Duo-5 & BABEE
4.3.1. 4t xF HER2 MM UM B & &6 97

A166 ¥ 25477 %31 % %6757 69 HER2 LR EE R0 T R &
AR FET 58 ) HER2 M MU R &4, X & H 42 5L HER2 677 &
HA 4, AEFEABETIR LRI R MLREIETT, 94.8%09 &4 1
% it ¥e6) HER2 49 TKI 477, 20.7%49 %% 4% % id HER2-ADC 477 o

RBLERET, RE2021 512 A 10 B, AZEH@: 4.8mgkg AAe
6.0mg/kg 28, B M4% fiE % (ORR) %A 73.91% (17/23; 95% CI, 51.59-89.77)
#2 68.57% (24/35;95% C1, 50.71-83.15); ¥4z Lt & & A (mPFS) 47!
#12.30 A (95%CI, 6.00 -NR) #= 9.40 A (95% CI, 4.00 -10.40) . 4.8 mg/kg
WA 1 PIANT %M (CR) BB ERFTAT TAR . AFIERILR,
A 24 Bl & (41.4%) ERGZET A166 877

AN E: KAEZ3 BRETMIXTREHAAAKRLEIHE (345%),
LA AR (22.4%) FeFmBHHE AR E (103%). EARRRBRE T, KAER
HRARFEHGEEZ AL RAE T EETE, HTKREL. METRERC
L7749 HER-2 ADC 240, A166 f&4% 4 M 7 & B8 B 5 69 4o

K BIF R 7 A b, A166 & 1T Bl RF R HEFEH 4.8
mg/kg. B E B AT, A166 & Ki& & HER2+JLARJZ X 48 11 # % S ix MHls
KRR TN, EAFEIT Pre-NDA 894 & T4k, Ib Hia/E X B OIE
NSCLC. ZHA M4 § &, EHRRIER N,

5. ADC ¥ % 7] & s 89 e &%,

ADC 4£ 4 B W4 A4T PD-1 404 K& 69 F — 4137 25 2 8 B R #
BReEMERETE, RRTERGLNHE, RAERL S0, 12
BT R BRI R A e A MK —, ALK L, Mylotarg
METERTHEZH ETONRA) LA T ZLEBREHMHATHER
Mo & RBLH AR ADC B9 ENAEF N, URFEBER Sl KNME
8 ADC /=5, 12 ADC Zh1E A —/NEF 09 %4k, AN ER 2
A — Tt B4 LA RKE, BfEILAE RS —K ADC HhdrF R 62
BB AR AT ARIERE AT K 77 X RAF Y = o, KA M e K R & 5047
& 89 vadastuximab talirine. AstraZeneca/Medlmmune 7 X 49 MEDI4276 ¥
B4 A R AT St . T L, ADC 897 K S AT @ s 7 0 Pk

5.1. B R HRF ) F 44

ADC 4% (2@ 3#ESH) B, TE2ULM TN ADC. B
RAE B R G AT X EGETHRESRY, E ADC iRA ¥R, Rk,
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FABIRIE Z AP G AF XL THERNT . BA G ADC HRF) ) FHiE R 4
MR ADC ARG KR EREE ADC 49 R ACF= Uik 69 7 R fm IS B 1
ko HrRFARFIL R £ OIEEB AR ML R %A Fe %4 (FcRn) /~$49
FEFR, @it 5 AR E T8 ADC 24, FcRn ¥ ADC #r it 2| tm i 98 X 'E
HATEAAR. B, QIELEMTEN ADC Fo iR AR R 6 FARE 7 e i%
KON TFTHMFERBE R, ETHHORS L EFERM, BITREXK
ERAF BRI, EIANTATRRA T2 4048 LAE A AT B AR E 9k,
AL A B & Bdm b B G AR £ F B A 5 PK A2 PD B A R R iR
ADC 895 R 4§ 427+ 3 85 T #7 & ADC #93% 7+,

5. 2. 3 VAEE %69 & 314 A

(1) “Bi¥e. BLArHB” MATRAFHMFELFT KEHKIAA ADC &
PRI, SIARBOBZESHEN, RRGERAN S TEAAIWENR
e, mEA5¥FBR R FE, tbde MMAE 5% 62, P rEmias s . B B
ZiRE AKX, DM1 S R Y Feif 448 X, MMAF 4= DM4 5 R34
HAI X, BATC 230k EH6) 144 ADC P, RELOKRTFET I HHG®™
THEIMEAR R FMN, OIFEFHEEMBPR Y. o RRY . @ity
FeR ., dikFEM. HEWFEBHERLEFHIEFETREERHTITHEHL
Bl i IR, AEIT IR AL L RAT IR IR P AR B B T R R0 B %M
H K, EEXFEINER S F AT AR,k 3G 58 6948 R m e — o

(2) ADC ) RAKRSFFHRLBRRLE TR RZERLEHRE, Kn
FREHFH.

(3) # & & HER2 ADC 85 50+ K3 ADC B4 52 A6y &t
%R GeBlREMR ILD), AL R£EE. £ T-DMI1 4 DS-8201
8 R AF 5 b A AAARE 89 5 ILD A8 £ &9 /LB T sm ], 12 ILD 49 & ALk
MAF#E, WP e mREF: g ADC 12 G a9t AR K, XL R ADC 49
T R FB i W 6975 3 25 29 K% de ILD,

5.3. ADC ¥ R &

%% ADC BEZBREAL, RIKE ADC ¥EANALEGRAH (L=,
A ) A REREOTRNE, RA—EZRERNAEARS MK,
LR ADC SI B ELRN I RGMIE NFELHAE05R.
1k pH #F2F % ADC T 4M K AT, 5l e&ahkE. BARZEER
AR @AY R T RRAFIE O BB T PR, B ke Libsk 2 X (CDR)
SRR, ERFAGATRERELRR, SMe&aRRERARRT IR
Kk,

5. 4. It 98 ¥e. @ fa Al R AT

M FAGeEEL ) HF, ADC BABFETRAIASFSEK
13 %, XA ADC F % AT 8 R 55 3k B I 9 2m f6 09 2 5 A TR 4B IR,
IR IESH 6 ADC Zh 4 s Ak B AP I8 A L0910 & 2%, XA RN A A
it ADC B E B HERG AR, —F @A T BRI C LK S HCREB AN
BB B EBRL T RTROZAEN, RASRBZ NG EETELY
B, B @A T AR GIEANMILSRIRAER, EETELRERE
%, BRAEZT ADC 891E & 2AMX — &, ADC 2| PB4 4058 i3

A ERERAR G S
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75 % ADC-4 8 B o4 M ALt mie 3k, BRbE T 2% 42T 49 ADC #kdtis
B FHASKRT, §T2FO8AMG ADC 2445128 2| 0 ) A SRk fe 8 Be 1K
W, SR AR SRR T AR min M 6 ADC RAPBER B € &
B £ ADC 89 BHE L A T 2R ey FE AR 8 25 T AA R F Ao,
RHFRAE ADC 8 “F A B0n” 3 B B s &K SR 69 I I8 fa e R AR A A5 4
Flo

5.5. ADC 8 . &% R

ADC R A LA RO AW KT, FTAKRKLRAERET 74, £
HiEFRIRBE GRS, ik ANARGH ADC 53 & 4 69 5tk
(anti-drug antibody, ADA) H5AMKARGE G XX E 23 ADC A H Y
W R R AR, AN AT LR T A

5. 6. @t 25 HE

(1) RBRAAXAH
— 77 & AN I tm e R B & R A Fe R T A AL ADC SR IR A 69 e AR R A
REmOFERAER ; 5 — 7 @R 69 & R KRB e ek & B §E 69 ADC
B B AR AR ADC 89 R 20t thde 1 B o & ik i & 89 CD33 R 2 7H AL
Mylotarg, A R4 A B R F 695 & ok, FURMIT b9 25 MR AR BT 3
TP T8 IR BT P 69 4 IO S H R AR 4 AL T AT 9 fm ek B AR 6 B B R AR L R
1% ADC ik R o A WAE A s &G N R H0RBLARG) G 42 7T LB T I 78 4m
fast ADC 898K B bt
(2) Ary&smpe R 544 ADC HRE 4R
ADC & 2B mia N B2 mie N3 m KET &K, ZdAEEFET
clathrin-mediated (CME). caveolin (CAV1-mediated. clathrin-caveolin JF4R
BN B ERZTAR, HEIGmMITEET AR ADC &~ A& h4E R .
(3) BEEIRI R
ADC # AW B K EBER, M P RS RAE & G Kifis 2L
BB KM FAGE R o — 77 @ R EEAR pH 38 0, 247 %) & & K REE,
M AR AR R, B — 7 @ R BRI AT AR B P ADC o RS A8
JRABEN E, RGN EENBBAARAELLZ AT HER,
(4) &HHEEZa
%442 & & ATP binding cassette (ABC) transporters 3 MDR1 ¥ 4%
O 69 B 25 AN 4m i ) 4532 B tm A SME T ik R AR TR s B A 1R R
(5) ETL
BB ERNGRAES (ME &9, 64348 1 % RNA R 48 1)
A ERAERT.
(6) it a4
w0 B 25 1 5 5T R A %o P Ig e i3t ADC #4980 RGP o A R R ILAE T
S ARG G wm et Mylotarg 89O R, mAA R THE B amie R
B AL Mylotarg A& 30 m B3t £ 25 R T F & & M AF A 95 50 .
(7) BEE5ES
T 5B I G HE ST AL A B T8 5% AP E e st ADC A9 At 25t 4RIk
A5 R I E PIBK/AKT 15 5 18 8648 £F 5 AX AML 28 2 3+ Mylotarg @t 25 14 3%
%o
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(8) M ATRATRE
2 0B T AT A9 E AL A vl ADC #98RE M. SRR R ILT B R AT
% & BAX #= BAK i£ 2 LA % & BCL-2. BCL-X #{4 %" AML %@ g st
Mylotarg 94k &P, 4K 1 #F % .= BCL-2 & & 69474 % ABT-263 T A3 7%
ADC #F .
B %&70. ADC # &t 25 hub

1. ADC4: &3t 2

\\\(\HUI///0 PI3K PTEN

Lshe\lo

q’? & Crcint
’///,,, ,,)\\\\\ o G2
Interphase,
\/'Recydlng
endosome

LT ey
ADCH Z L3 -

A, fe i RA IR A
BT SRR B
HAAZETES

. B B £ A ik A
A R B T
SR B A

. EE
HASEE R
EBHiEES

A ERSRFEARE
R S
Y e R

Cytotoxic

&ﬁ.iﬁﬁﬂt v . g

oo o
20
Y %0
2990,0

Lysosome

ErXCc—ITOoTNOO

4. #Pﬂﬁ’

SDNAJ A%
© 2018 American Association for Cancer Resear

Cancer Research AAG

FH#&IR:  Cancerresearch, 7 AT & iE KA 7 FT

6. J& DS-8201 B ADC #H 4 IF K % AT AT ?

% K DS-8201 £ ADC B RBE%E S, (E2@MB L. H#HE T, &M
kA ADC FERB H, ABHLTANE, RBRRMES, R,
ADC Z# R 25 T2 Kk, FFAETATIB 470987048, 247 24k
A 98 % 9% BH X 2 & o ADC HAK-F6 BRI KA &5, 1BIMENEK,
TAESEREFE é’JF LILA, MR A KE K, b WA KX
BT M A G G R H 7)o BN 25448 ADC AF R X — 4TS T AL T R 3
WAEH 2 &, AMAE BE BATS001 ARE6H — K LA T K
T-DM1, %% ZRKARS £4 RC48 K K& #93F ik, linker. payload #47
AR, ARNAEKRD KL EABIEHAR AR EN S =X ADC, B4Rk
HARFTF T HEaFREG S K.
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% — =209 DS-8201 FE L L LB A K& K ADC FF K AR T
BRIEN, HAVA B HE S L2 Seagen #9 HER2 TKI /* & tucatinib i 2
% K49 HER2 ADC = 5 T-DM1 #8522 T DS-8201 B ax K 7 K 69 oF &,
RBIKAE AR A DS-8201 LKA F BT % L A BB ] £ B bk
& T H . T-DMI1 4F A FARIG &7 AR ARATE ADC #4n, REAXRS
BB S 63t %, T-DMI1 @3t DS-8201 ¥ LA E4, XikXFZEA
BT AR, 12 DS-8201 HIEXE sk, BAREZLUTELRE, £%
ANERE T KL DS-8201 & 3| KIa| Ak X, BHZAM, # FDA FIAR
ABELE; Hk, DS-8201 WMMAREF, EABMELZSESH 7-8 Z/A (KR
BENEE), RIELRSHKBAEFZ2aNT,

= —TF E A % — AR PD-1 £ 45088 K A K& 69403 259, B b
Lot K 2 O A EHEMLET 1 %, BARTHR PD-1 >t
NIRRT R, RMARALBCRILF. ATHEF
&7 EmAL T IEAA £ S, BRALE 64 PD-1 $448 2% F KR,
SEF )T RAIE EFRAANA T AL TR o B RN 7TEE, FEA
BHoRHURRETLE, At. B PD-1 £RMAE R A8 K %4 0
BT, 24 EMA & BLITHY, “HFEA S KA LA NGB DES
—H R P T k. BAARGARIFREMILT S5 ATR B ®iE,
RS —RAHEHTENUH B LN EFHFRAKSE, 0%, 4XNA
DS-8201, B EALI# B EA S E ADC KRB 5 H I,

RAHF L, FEET. @ DS-8201 t9ES, RMEFCLHAT —
LBk AP 52 %4, 3T HER2 MEILRBENE R/ AL HhH
ARX788 1 #A7| = RIKAF 5269 45 R B 6916 R 3k & £ T4 T DS-8201, 2%
AR AT, shdl, 4aF HER2 RPESEARIE 692 A7 1 A7) & i 38 X 36
3t FREAEE LT T-DM1 4= DS-8201 7477 & Wty &%, ARX788 13t &k
W R %M. RIAFEAHE 25 0k 69 A166 4T3F HER2 Fa L SLAR R 69 )5 &6 97 1 HAF
YRR R IE 3T EF 60 RK A E T M T DS-8201, M ELEAR TR R R
K2 OT 4% o W 3L T AL, DS-8201 89 F R % & 5+ 3k & ADC 7T K 897k — R L5k 2,
# ADC ENMABATAA R —FEFNKEZ B,

6. 1. ¥&.8 % i

BATA R LRLERAEAN ADCH KA HER2 F ¥k L3 EE T,
BERCPENE, REABTAGEAESRHRTHEL. TEEORA,
R ie, &7 QA5 .

6. 1. 1. % T F# & R 4T ¥e b

FRa: FRo ZEFARTREEKS, eHESZHRERBTIEELER,
B A5 RAEAT4E 3T FRo 2 209 H Rk L. 2020 10 A, AR EHF]
# Immunogen ¥&15 FRao &9 ADC #7 25 Mirvetuximab Soravtansine #9 F E X &,
Zthd & B AT 4RI KRB FRa ADC 254, &£ FRo & & k69 £ & HE9p
Rz B P RUT AR IER Aok kP B, JRAF 2 5 Immunogen iE
AT e R KEE . R T 4 B, 413 FRoADC 2021 4 12 A X+
#1813 T Sutro 4 8 7F & #5 STRO-002.STRO-002 & — % % =X & 185 ADC
thi, DARAEAN 4, F&L3)—1s, BAT Sutro 2 34397 £ 5%/F & W EE
FEEATFRE T R X5,
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Claudin 18.2: HELLKHFHEEG, AFRFPIAHMEER, EF
ERSTREZRTEREE LMLty EE mia s &%, *ﬁi%%%‘cﬁwﬁ
3, R—AbRBEBNI SR, RE4405RiE AT KE CMGI01 £ 4
IR IND #4698 2k CLDNI18.2 ¥ ADC, 4 £ ¥ BUF 1k AR X 30 7 44 5
ﬂ)ﬂ‘? T ARIEEWE RREREESIMEERIER FDA thigidiE

F#EAINLE T A4S, CMGI01 B AT T RARB 2 iXH F & T [ IR = 838 ;&
W R 7o

EGFR: EGFR A3 #MBTEEEE, LAY SHRA LTEEST
ey ER¥etr, BATHALI¥E® EGFR & ADC F& bW, RE4A48
MRGO003 2 B AT E A & T i KA 2 #0695 €] 49 ¥2 %) EGFR @ ADC 2547,
H 234N EGFR ¥e&) 24 — 4% R A B4 F P47 K k89 EGFR 874 0% 20 3%,
A5 ERE (.45 SCCHN. NPC A #.#1 NSCLC) & %‘*#ﬁﬁ%iéﬁ E 77
TR, AERLEATARER®. | A ZREfFET RABGEREDE
7, MRGO003 /& EGFR a4k 5 3p8%5% (SCCHN) Fo5vH i (NPC) EH
FEIAETERG L ARSI AT FORIEEE, AZAMETE R
TR R AN, FRTROREAF., FF0H B AT A%
SCCHN #= NPC && 23 T 1L H s RAF 7.

6.1.2. RE& ALk

REZOLWFAAFORFRLALFHGLEAUKFERELESHHE
2, mECHEREHEMIEAL, &u%ﬁﬁ]ﬁ%?ﬁééﬁ’?i’aﬁaﬁﬁ S
AT AR & P I 8 97 69 4% bk, B 9T KA 35 ADC 89 ALK -3t /4 & s Ak
6. 1. 3. ¥z &

BUFE EAF F SRR A ADC RI3H R T 69T 88, IR T AK
ERARALARGHFBHR A M. Zymeworks #] Fl £ AzymetricT™ #=
ZymeLink ™ % K -F & 7F & 89 545 5t M Stk - 25 018 3 4 (ADC) & & 37T &
7 L Yo B 4% 7 AR Zanidatamab A ak FABEE T 325 MMAE @Ak, ZW49
B ATIE A BT — [ HA0G KR 3, 2 257697 B30 i ) R 45 45 £ HER2 a4 5%
RIg & H . AR RIANL T #3245 F ik ADC, s¥e &4 M 4k
ADC Z54 ZW49 {2 HER2 &k t9mn i WAL KT 25, REHRB LS,
0 L A PE AL R,
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BAT71. ZW49 b3 32 5 48 F AR ADC RALK-F 5 po & 4 5%

ADC Internalization Toxin Accumulation Cytotoxicity

8000 1,000
=
2 £< 800
0§ 6000 82
QE 2= Z
- = S € g00 S
o < O 4
g a ¥ o)
£ & 4000 5C 5
= s =
ED 2 £ 400 &
£ g < R
- C = O
8 2000 E 8 00
=
= —a
0 0
0 4 8 12 16 20 24 0 2 4 6 8 1012 14 16 18 20 22 24
Time (Hours) Exposure Time (Hours)
=&~ 7ZW49 (Zanidatamab-ZymeLink ADC) =&- ZWA49 (Zanidatamab-ZymeLink ADC)
-8~ Trastuzumab-Zymelink ADC -8~ Trastuzumab-ZymelLink ADC

801
604
404
|
204
A
o-
)
e oy ey vy e ™

0.001 0.01 0.1 1 10 10t

Concentration (nM)

—&- ZW49 (Zanidatamab-ZymelLink ADC)

- Trastuzumab-Zymelink ADC

FA KR : Zymeworks B F, A LATEIERH AT

W R AR BT, EURET ZW49 th22 3 HER2 ¥ $e & 48 7 M ik

ADC 4 T-DM1 #AP9G B 2 3%,

B&72. BAIMART BT ZW49 tb T-DM1 BB S £ 3%

Breast Cancer Patient-Derived Xenograft Model Breast Cancer Xenograft Model

2000 900
E 1500 -E
52 -~ Vehicle —2 600
wi vy
§ H 1000 =%~ Trastuzumab emtansine, 6 mg/kg E 2
o8 =]
>3 >
5 g - 7W49, 3 mg/kg : 2 300
E- 5o - ZW49, 6 mg/kg 5
2 =
T k
0 20 40 60 0 0_ 20
Time (Days) Time {Days)

30

-8~ Vehicle

=%~ Trastuzumab emtansine, 12 mg/kg
=+~ Trastuzumab deruxtecan, 12 mg/kg
= 7ZWA49, 12 mg/kg

Breast Cancer Patient-Derived Xenograft Model Breast Cancer Model of Brain Metastasis

2500 100
g _ 2000 R
=2 -8 Vehicle 5 .
g8 1500 a
S+ =¥~ Trastuzumab emtansine, 6 mg/kg 5 50 4
2 c 8
Eg 1000 =+~ Trastuzumab deruxtecan, 6 mg/kg & 5
=] 25 il
5 s =4 7W49, 6 mg/kg 3
ot
0 f SERHRLEP S RSP
Tirne (Days)
0 20 40 60
ttttttttt
Time (Days) A A A A A

= Vehicle
= Control Conjugate, 6 mg/kg qw

= Trastuzumab emtansine, 6 mg/kg qw

« Trastuzumab deruxtecan, 6 mg/kg q2w
= 7W49, 6 mg/kg g2w

zymeworks

FH KRR : Zymeworks B F, F EATHIE KGR AT

6. 2. & M IE R % T

B AT DS-8201 £ 5LA%J% . B J%. NSCLC $#& g F&A It TR KT
FRh, AFRAENE LOF B LE, —H@ERS DS-8201 “HE &7,
53] Mylotarg. T-DMI £ 5 JE G & @) AT & A By dfeidt, 55— 75 & A T

BLiE & Phdh Ak B 09 5 R A B,
6.2. 1.8 %5 DS-8201 “¥& &7

M ADC FRAFEARRY M e & EI3LH, m A A EE
AU, LA DS-8201 ke sk “FE” S ES LSRR, RS LY

A ERERAR G S
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Z T ARE A 5 — /B ADC RAeay i, R KA R L)ash T g Eedit
H. WAREE, TERBRIFWETE, NMUAEFEERRENESDEE
BE, THFABRKR, MAAMERAXEE, R LETE, ALRLITRAL
AT H. % RCA8 413t ey B J& . s LR IR JE &677, #3& 2 HER2 1k &
F SRR AT R Aot . A€ N JE Ry 4% LB T DS-8201 MEF T A, R
Bk 5 DS-8201 skt kX ey Mk, mEETRRETEL R H 5L
BT R T AP ] LT, HREEFXF.

6.2.2. AT & B &8 77 2| T 1L

B ATFR 489 ADC K % A 3f 692 18 JE 69 )6 &8 77, KRG 12 7 2K AT 45,
BHERAAARLE ARG ETAFZS, BAMER D, AL AF EE
K7 AE A By B9 B AR AL BT B )6 &I, LBFH BRI R IETT 77 ZH B/ )
&7 o
6. 2. 3. A/ IR BLE 7 E A BE

ADC #4238 L kLR A e bR 3 i 3 R 40 e, 127 R AV 8 4.
ARG EEATRG, 3 ADC R SALRA £ F6), HIELAAR
HEARSTHRARIFARGFHEREET AN, BISABRTTRAELE
KRB, £FEDG 34 ImmunoGen ¥1% FRo 9 ADC #f 25 Mirvetuximab
Soravtansine, % #4F A 3 257477 4adt 2590 R IR 6997 Ae e A a9 s R 111 7
#F 5% FORWARD 1, #R D% W K 48 B XA ILRIE FRa 2 X R A AIFA
MABEF T B RA S PFS LA LT EMER, MEHEFRoS £
R EE R KA TG RBAEEEAGRKSE, AT, &
iE g JE Gy EAR R IR ELE AT T ADC 89 A T AL EXE &,
6.3. AR X H

BA — A FUAT B B % T X 100%F 3K, BT ABERA R 4E ALk 697675 8
YWUARBGRKBERLG T FRANBETHMGERARSE, LETFTIT,
3 B4, Doy TFiew i b PD-1/PD-L1 %3, 8% &5 TR
PDI/PD-L1 #25 K %, /£ ADC 8916 RAT T KILT RAEGILL, $AEK
A 52 & 3L HER2 ADC B5 44 PD-1 T AR E#R 5 /7 3. ADC £#%4pb
THNGTFRRS T EERGWFESER . 2EFEEGL, ADC K
G mieEFRS T, wREANATHMKESMERN, RMmaEoeslE
B, RS 4@ F RMER ADC 0B RIS 477 K%, ADC % 65k
AU HBRBERT:

(1) RbEERF (de¥er) VEGF 25:d8%), £—2A2F LAK T
MG 8 R, Mk & ADC @Ifga eyt 35k ADC #min 4
PEAE R

(2) RBEAYIE s ek & 3 bR & K 6 B4 7T fe AR Suik-HU R 254,
KAt ADC-Fe /R B AR N8y 2540 438 e it 78 tm e $E I ADC A i 38
7% om0 A

(3) 5 ADC #9825 T UM MR L AMUE XA R R A 8 A4 =T
VAt — W 3R R A ey mn F bk

(4) PR3 3 5 505 0 S IR ZOR 20 AL 84 28 4 =T VA3 3R AR R b 4w oL A
PEAE ) B bm JR A F 69 I IR IR A A R R S TRk, A BT 38 5% ADC 4 F 89 A
9B AAAE R .
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A&73. ADC ¥ ABKEGLHR%

EACLIEER
F i

P2 3L 7 4 RS
R @ITR K
S ESED)

.?y Fc receptor
L @ R ER
L SE R
V& A
W E o I Ja9 %40

KAk : Nature reviews Clinical OncOlogy, 7 IA7 #iE A5 3BT

6.4. 2488 (XDC) B KF'E ADC 89 X & = ia

EAR, MAEHKGE S ADC T/ LEM LT € R k2% o) Futk+
ERETFHERBEX, BEBIFEGH (RDC). 1T858 %4 (SMDC). %
kA% 254 (PDC). SIRIKABIE 2540, sz kA8 88254 (ISAC). 4utk
183k siRNA. @B 4tk (AOC). %5k ADC ¥ ##4& ADC #4hdn®
BAFHRE LR, mAARRGF LORFEHRT LG, 8% LRRK
PEFELE R ELRAFOTF LML, B, 48 ADC FEBH KL
TARER TR K, FEEXAAR K &AM,

ZRBE NPT HWEEMRS THDIIBLA—R, KELEGD
STHREIRMBBAEEK, TUAZHH T LG REH LR NHE
Ro 122 BATHE, BTV RIANS KR/ ZEBEGWER LT GELEE
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53 B R EARAY 22 R 4L IF 98 Lutetium Lu 177 dotatate. Oncopeptides /2 5] 49
BT BRI S KBRS 69 Pepaxto. % 697677 PSMA [ L% A AT
7| A% % 49 Lu 177 vipivotide tetraxetan) Z 5, ZABEk 2h 4L &b T FHAIK &
B, REH T FM. Mersana Therapeutics #9 ¥ NaPi2b 9 B T4 77 97 3£ &
# % 3% 3k ADC 2544 Upifitamab Rilsodotin, DAR #53% 10-12, /& 1 4+ #7
HELTZBINRT P ENESMEA, m LF X F 48K . Bolt Therapeutics
9 HER2-TLR7/8 ISAC Zh44t 3t HER2 a1 524K 69 F- 216 K X 3 4 3% 2
T & AW R IR B FARAK, 40 BISTIR4E & P EE M E ORR XA 2.5%.
Bl ¥ 2 71 T 7 X ISAC #5449 Silverback Therapeutics 9 SBT6050 5 K 25 %%
7677 HER2 Ma b RARTE 6916 R 1 B8 27, &4 6905 KR & FLIRAK,
14 BT ikt & Som 2 & ORR X 7%. &M EZ, ZARIA N6 H]
Bk, SRBLLFRT ZLZIREGTaRNE, TAFMH oL D —
£ E2FEREZ %,

6. 5. N &

20 % ADC 8979 K %% 69 3 102

(1) Htk: eat@aERriR—FF05, @EALEES. L
TR

(2) HBH: hpfEarPfs, mien T ik 2,

(3) #H#EFHX: 2 84BIK, F A6 ADC ¥—H5;

(4) ##: FMH3%, IC50 1442 0.01-0.1nM; KEMHR; ©oF P42,

BERFFRFEMNATRIEEHREGEETLIFELSAE—K, BA
ADC A F & —ANIEF A R4 M 5K, CMC 89 T ATt faxf F 3 T R4 T
FRER—FHRAE ADC A T k2 HAER .

EArHEANAZRA AT B, RERATAEEEANGKR —FHF. 3t
F ADC REAELR I, RELE—BKGWH T IRBLL K 5 KE R E LT
REE—MFLEX TRGRABAETR, LT RE, & ATHHRAK,
BB, 22T, 285X TRBMAEFGHE, ADC FF LA
BRUNHR IR THERLERY, FAZLUFERXBEGAENGE—, KTHRRE
BEFNEFEI. A, ZBRERLAGLMARTALEL —KF £ F
KEZ 5. o RAEQ FRY, FEPEARKRRN, #H KB LERE K,
PREAEE S LB RETRALLSANNRE. B DS-8201 BHAK, @AFIRT A
BRST LG9 R 77, Rodn °T uAE)iE B A 25 4 B 4 A OE 69 4 37 5 Aikot, I
RAHNAE R LG RNMEHE S,

7. 3% T2

T.1.XE¥E, EREEZRURE, FFREREMLLY
ADC HpF K o

ADC 2 R RRA B T Z Kk, FFEET I E T 893A58, 257
SARAYIE R AR E RN, ADC 240 Bk 6y & B i fetm i 2 & 49
BB EN, RINELSa B4, 2R L2 e T, i, &
T ADC 9 R AR D FHME A Ky THM AL, THEREER
ERBYHTHHELR/UBIRIEE K, EXINFRAHFT EXOERE R
B AR BB RA, LitAALHLERFEL ADC F AA £ I e S feil
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R AERG LGS H. A T L PD-1 K “BHA KK 76 RkH 55 ER
IR EN, HAZE ADC HRKLEF A DS-8201 5B RABNHHXT,
e st (LREFTAELFRHRITFRE, RE&FadkE, W), &
RJE % A (368 %5 DS-8201 “48 %7, Al&RE &G LT, ik
EELE B IEAZE), A ETT (iEhadEmA. RRBREEGH,. &R
AR BANRAS R R A, A RO B A e 6 2 A e
FPD-1 ¥4) F & K&, BAFE AN &7 f6 £ )6 DS-8201 KA
12 ADC B AR89 61374, 388 £ 5 5 £ AR, F Rt A6 ADC
B A RERELL: RE44H. HiTEH. ARHL,

7.2. XA ADC BAFEMHL#E64L 1

MAERRGB Y, MG ELH L RS ADC B futh+it i
FHERHGE KX, BEMBESH (RDC). ) o-F188 %54 (SMDC). % ki
%4 (PDC). IR KARIL 540, S aAl#ABaR 254 (ISAC). #ARIBER
siRNA. @fefgixiitk (AOC). %3k ADC F# 14 ADC Zh4d4n @ G A&
FREEE, RAELRAS R LCARFRHRTEANG, A LRARRT
HAuE g AL R A T R L, B, P ADC HAR-FE 8oL Ltk
i K ey L R AE p g LT AR A, RBTHE a9 iR i an,
AEHRE %o A ADC BRRFERF IR ERLL: RS LM, ERE
B, SEAM. RELN,

7.3. XERM ADC FF A —H IR F89 CXO £k

%85 KR, ADC It N2 F 3t Ak # A, 23R Rt 14 3k ADC
%k, 2021 FLHAKER R S0MCEL, THLEZRTIZF T, Mt 2030
FARFTHFKEL 207 CEL (BHES, RELDRBRLAR). EHBAT
PG B T7 AR R B R T M2 —, 2R ADC A S, BT AEHS:
L. BAL LIt ADC 48 F XA AFIEFTZH, PEES S FHAELK
ADC R 5 ik NS R R % — 4, Bl B N6 LT RR LY &
# ADC 7 B &34 456 0 (EHE 7)), 46K % H N 4 T I R AT A= 16 R -F-48,
T AT X B 695 5 K % L5 K5 7] 85589 biotechs ADC 2 K § 4
M, F., HE, HK, FHFORTMA ADC F RO T EHK, &
FARBE L3R A7 s SR AT B W JR A R 09 &-/A~3R T, T biotech A& Lk E 7
ARX S Pek, B d ot T A A — AR ADC #F R IR 489 CXO &kt E
KAEFERKRE, TR ADC #F X —HRILIRF8 CXO K&t k: 2
e, ELEH, £,
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8. A&

FRKBRA s EHITLEA S RAING B, A8 &2 BENT
RFERZA], TRFKIEASZ BN, RATREAKRZEAIN I T ER
Je kM, &R AR

BB, EHMRTERY R K, ER. BERFEXBRA
HARM ARk K, EBCRENE K, B, FEBRENRNE, &
st 8] W4y AR KF R

AT GRBTFEEL, 2LALAEK. BANESITL—ET HF
ZRTIHRTIAEBALY, ADC FRE ZHAAAN, Loy ihitae
71 & RKEZ, WK %3 biotech JU-F XA B * wibdn, £ LATET %R
B TRATTRIASAAED, ML EREHEHFKE XK
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East Asia Qianhai Securities Co., Ltd. E —Q‘% #h
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4 %) 7% B

GERMRHAZESHERAE), GEAZTHMBAL L E S ERERIET] GRIT)) &F 2017 5 7
A1 BREXEH, RIELARIL, K EATHIERIFT ARG RNIEFHA R3 (PAK), BiiddartF6if
FE AR R AT R AR T A R H BRI ATRE S R C3, C4, CS ML BT H. FEFELEL
R H BRI A LA ) A C3. Ca, C5 d9-LB8 X4, HBUH L, 37 7008 A SAE B AFTFIROP 69454713 &
BT i PRk E, HABERTE, MiFLix! RifEL T 2@ 5mE,
%-H7 )T 7 B

R E AR ABAR B ARIRE G BT A A 500 A7 0T S TAR A B AR SLBRIE, AT 5 IRE P X TAEAT R AT B Gk
FFT R F G B3 e 2 BRI AR EGANAIL B o R TT R & AR 69 547 T R BGRB8 17 A ) & L5 LA R =
Fa B AP, B PR 24 B A UARAR BATEIE R A (R 8] 69 BRI E . BT A B 50047 ) 3 TAEA R A&
JEAEAVIR B GG AT — ARG 5, Th, L R25RREF ARG HESE T LR EA BERBEGIKF,
BHTIFA2B

A, REBATHIERT T KT EARER U EF. PRUERFRITF, 2021 FAoNF BATEIER,
LEE R BARLY, ETAITLRER, & LK BAEZENINE .
B EHHA
REAEIERTLIPEARZR: 5. FH, 98

H#H: AR 6—12AA, Wit ZALIBHREALRTRTH L L.

P RR6—12AA, AT LEREALRERNT B L ERHFT.

= Ak 6—12A4A, AT G AR IGE T R ET 7 A A

3% RIS R A PR 300 HEH.

REAHIERNGIPEARR: RARE, BE. B, B

RAMEE: AR 6—12A4A, iz SNt Bl 20T 5 A e 5 IR M AE 20% A £, IR B ATITS L

EH: KR 6—I12A4A, itz s RN AT R T 5 A ERHREA T 5% —20%. ZIFRASATITL H,

ook AR 6—12 /A, itz s pLmast B AT % K eSS R T ENT-5%—5%. ZIFRASHITLE,

= 8 Ak 6—12 /A, Fitizo S| ALt Bl 2070 % A 45 R 5% A L. PR E AL,

% RIS H A PR 300 HEH.
AT AEAE T 09 B TP LA

KIBETOG AT EMBIL, FRAMBATRFASHEREILERATR . KRER R EMEAT &
BRAEAR A L BIR, F1E4 R IRIEAT 3 BAE KRB A2 NS,
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X EHA

AEATHIEAARTENSETEIEFAEFER ML, TREEIERLTEHLS T,

AREE AR A HIERA FRFAEN ] (AT AR BATHIER) AEMMEIAAAZF (ATRAEF) R4, LEHHRER
HRAE X, B R, WS C R RIR A A,

REANEIEALE RBERANKB ARERALNEF « ARERRKZLERAEIERE PO, &HTIEMA, RA K LZATEIE
REPTRAFERER, B AFIER A GIERE P, AR F Mk,

ARET RO LA LRABEEPFMEFZR, FIMARITE P ORFTEZI, FIEENE £, AMIERR L C 2R T L9 8F &
fRiEo & TATHIERARBE AT TA R LB, A EHEE ARE, BIRRIEZ AT ARG ERNRGEHRERTER, BFiFY
i AR AR A FH e A9 P —IRAE d BN ARG S ) BT

RIEAHIERNE BR BT A ARRARE L RO ABRESTEF o REAHIEREBE 7 o A AEFTE P B L F7iE K2
FRR o) 5k B BAT T Ao ARSI AR, FE, 2 IS ERNSIRRETAZRELSEF, ARETHURETEFAA
FAR o

AIREPTE A B R et & AR LA IERAE KA ARE S B A, REBATHIERTRAHELCERARETEANET —RIA T
Fl 2t 09 4kE, 12K BATEIER LA X At ik A 23 ARE S AN A EABRE P . REAEIERTASEE P& A ARE R
FRYOME AT,

AIRE TR I 20 P b 0y 3k RAB AR HE, 3 T 5T A8 5 B89 R AT B iE kB ob ASM Y s ik RAB R 548, R AT IE R A
ME o RREREIX LI RAZ R B RIE RN T E PR R, 43RS N ETHM R ARIREWEMTES, ZP &8
1T A=) A% e B sk 6 B R B .

REATEHIEREFEAFOFENTTALE, BHRFA ARE D AL ARBITIERA S, 8 ARE D RN 8 4R 4 IR
REOERTRATLSENGRS R LS I, REASHIERATRS ARES RGNS Z N AEELSRXF, FLEFARARTL
$RRGEEP

K AE 5 A VLI, PTA AARE GG T A AT HIE R K2 F BATHEIE R F 58 @I, AT A ARG LAEATH X 2K
A AR AR E AT A, RTINS A 8RR E b 7 X AR B o P A A2 ARS8 A 8 AR, RS ARIR BARIT, TR
A, HAEEATEIEFRGHAR. RFPARIRBART,

R I AT A AT A SR B — i AA

ALA KB B R

WX KEA KRERE wR AR

[P N AR FAR 15622207263 linzn716@easec.com.cn

EiENX KdL 15201727233 zhuh731(@easec.com.cn

JIRHLX X A 13710051355 liuhh717@easec.com.cn

B & &A1

RILATEHIERA FRAAEN S AFRAT

ATHRE: LFTT AKX ARS8 TFLRE A EZE BiZ: 100086
LFiERRE: LETHAFRELKE 1788 THEBELIE 1 52748 R %H: 200120
JURRR : R TARRRX P OWS | 5 EEHR)HE—EE 23 E Wi g 518046

28] Ak http://www.easec.com.cn/
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