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T z) & LC1M1.25mg/kg ((AE) %305 LA
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VPR 2 R 3
JEREEE (TEN)
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B GEIIC BT AR, . IR, 408, RF O
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BEREER I BT, ARFNIR 9 2 HUAR o B A sy
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15.2 FEERRAER ICE D < I15Hh

152185 (79 ) I2BWT, BRBEEZT
[l % & 20 & f R O B A 5 B G h 380 iz,
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16.1 MeEE

16.1.1 BEI RV REHRS
AL LR D & B WIG Y ANEE 2 IR B Rz s B8 12, 28 H
1A 7 0E LT, AFILO™ 1x1.25mg/kg® 1. 8 R
15H BICEIRNTRSG- Lz &0, 4270101 HEKRYLS
HHOKRF L OMMAED Ifil h i BEHERS K VSR Bh g/ 5
A= EZUTFTORKEOIFRIZRT,
KHI25mg/ kgt GO, 427 V1O 1 HHIZHT A15H
H D Cmax % WAUC o) 125D K RFI O BRI E e
0946 % (F1.14Tdh - 720 T 72, AHI1.25mg/ kg#k 58, +
A7 nV1o1HBIZHT %15H HDOCmaxM UAUC(doq)L:%
<5< MMAEDERREIL # N2 N160 157 TH - 727,

100.0
——1.25mg/kg
3
g} & -6 -10mg/kg
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o
®
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=
0.1
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(LSRR O B 5 ARGV AN TE 70 JR % 1 B2 g BB L AR
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£ OARHIHE R O A% 512 O AF O M h B RE S T

A =%
\ 10mg/kg \ 125mg/kg
5% (FA 27 Vv1olHH)
N 9 8
Cmax
(ug/mL) 204 (124) 242 (185)
Tmax” (day) | 00237 (0.0187,0.0429) | 0.0254 (0.0237, 0.0450)
AUC o b)
(day- ug/mL) 267 (192) 276 (174)
ty, (day) 189 (17.9) 185 (68)"
FAEHS-% (4271 D15HH)
N 6 4
Cmax
211 (301 20.1 (8
(ug/mL) (30.1) 0.1 (80)
Tmax” (day) | 00427 (0.0237,0.0867) | 00452 (0.0208, 0.0800)
AUC o7
(day-pg/mL) 297 (189) 281 (121)
tye (day) 320 (21.9) 302 (281)

ATFIGE (EAM%CV)
a) WRE (R/ME RME)

b) N=7
FORFVHR N O SAER 5-% OMMAE O 4% iR S8 Bh g/
TA—=5
‘ 1.0mg/kg ‘ 1.256mg/kg
HA%L5% (427101 HH)
N 9 7
Cmax
(ng/mL) 169 (50.2) 2.10 (1036)
Tmax” (day) 2.02 (1.00, 3.04) 207 (101, 301)
AUC o7
(day-ng/mL) 927 (474) 11.8 (1004)
REEP5% (P4 7)1 D15HH)
N 6 4
Cmax
(ng/mL) 244 (587) 394 (915)
Tmax” (day) 2.02 (0,998, 2.95) 1.94 (0977, 197)
AUC w0
(day-ng/mL) 135 (56.5) 217 (915)
tyz (day) 392 (11.0)" 430 (35.2)

RMFI9E (EM%CV)
a) HRfE (Rl R fE)

b) N=4

L 1[M125mg/kg (AE) TH 5,

16.3 2%
MMAE®D t MRS Sin vitrofi 4 31368~82%T

&)O f:e)o

¥5) AFOKRBHEIIL VAV Y YT NFFY GRETFHEEZ) &

16.4 X3

in vitroRBRIZ L) . MMAEIXFICCYP3A4ATRE 22 =
LpsRrENY, [10. 2]

16.5 HEttt

Ty M ERGR L 7Z2MMAE 0.056mg/kg % H.[Al IR I $%
B L7z nh, H5AREM £ TICH ST RE D #9195 % H3 R
VAR AHEE S N, P 56728 R % F O RED EhHE
LM e OV F LB N96.7 % 1N102%. TR AR kIR L 2
NZNI5IK94%Tdr 72"

16.7 E¥HEE(EA
16.7.1 4 O+ -

PR IR E TV ICHE O VWY I A=Y a v IcBW
T KA EME G547 FaF V=)L (HWCYP3A
FHEEHD) i HH%5- O MMAE © Cmax & (NAUCO A -3 fiF
DIIE, FRENLIGK 138 E HeE s 72Y, [10.2 2]
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16.7.2 Z Dt
PR EEEE TV ICE O WY 32— g Vi Bw
T AFHEMPEGECST2) 77 EY > (BWCYP3A
FHEH)) PRS- EOMMAED Cmax & FAUCO #1154
DI, FNEN0T72M% V047 L HEE S h72¥s

17 . BRERF A8
171 B8RV RSMEICET 258
17.1.1 EF£FESE NHARE (EV-301:ER)
B4 RPUEMIEE K™ & OPD-1/PD-LIBHERIC X 2 1G5
JED & B I YIRARE 2 R 1 K i 60861 (H A A86
Bl % &tr) RFRIZ, RFN1.25mg/ kg% 28H 14 7 v 1,
8 U5 H B HAR G- L 7-B 0 A% N eV % . ik
HYEMOBIRT 2L (KX, 7)Y 5 F%
VI Fvinflunine) ™ X BT 2 2 X 2 Hi & L2 IER1L
IEE ML % FEht L 7,
FHEFHIEE T 2 &2EFME (0S) (&, b3 EF LIt
WL TARBETEEREEZ R LY,
TE6) 114 APUE MBS AR AT T 5 S 127 H DA
BHEFT AR & B A 1T 1, FIeRIUEMIR A1 & 2 5
BWEL AT L &SN,
FET) P RPUEMIESA % ST LR R OMIHEL L LT T AL
~7 GRETHIZ) 5 s BE L RE Sz,
18) AFFTlEvinflunineldREKRTH L7200, Rty F L LiFos
77 FLNLONWT PRI ES N,

S AFH AL
BrORRH (30167 (30761)
Eveaiilii
LR P DI
et (%) 134 (445) 167 (54.4)
hogefii [H] 12.88 897
(95 %I HEX ) (1058, 1521) (805, 10.74)
= FH 0.702
(95 %15 HHIX 1) ® (0556, 0.886)
Franpfs 0001427
T Bl EOKE 000679
F PR (v b4 7 H : 202045 7 H15H)
§  ERICox BN — FETF I K DAL & ok
1 Bilarg s ke
1.0 1
N\
0.8 \%«M
\“w R
* e
0.6
= 04 RN N,
feegusn m**mjwu ,
0.2 +HL‘*LH+L,,k,H
0'0“vv““.“‘v““vv“‘.‘v
0 1 2 3 4 5 6 7 8 9 10 11 12 13 14 15 16 17 18 19 20 21 22 23 24
2478 [A]
;ﬁﬁgk& 301 286 272 257 246 234 222 190 158 130 105 85 63 52 42 33 23 15 7 4 3 2 1

10
AesfUEBE 307 288 274 250 238 219 198 163 131 101 84 66 51 44 32 29 16 11 6 4 2 2 1 0 0

M1 4 OKaplan-Meier fif (EV-3013t5%)

AN G- 87229661 (HARA36HI % &) . 27861 (93.9%)
WCEIER SR Sz BAREWEM (20%LLE) &, BT
(453%). KWWK = 2 — /85 — (338%). % 9 FEIE
(321%). 957 (31.1%). ERHE (30.7%). Tl (24.3%).
BREARE (243%) BOEL (226%) ThHo7. [6.1 2]
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AbZFR IR O 7 W AR G Y B B 70 BR B b Rz o 585 88611

(HARNOBI % &) ZXFRIS, KFIERAT0) A<T (#

FT-HEE2) OPEEZET oFR et . HESR

PUBEMEER * ST (bEE (FAY Y EV RO, VAT

FUREHANETTF )Y LT A LR HNE LT

HEVERALIEE MR & S0 L 72

FERHMIEE Cd 5 &AM (0S) K OVEEdg 58 A 77 1 [

(PFS) &, HARTUEMEIEEH = & e LSkt & i L <.

AHERATOY) X7 T GRETHIEZ) OfFHREENTH

BERIEERR LY,

19) MrE IR I LSRR T b A S, T RI2 Hil
2R L 72 RIS L BE DS R & Sz,

#0) 210 % 194 27 vk LT, AH1.25mg/kgx 1. S HHIZ, X
A7u) A< 7 (EETHIEZ) 200meg% 1 HHIZHES L7,
PERFEGHFIC B WL, RFZ RIS L, RAaT70) X<
7 GEETHIEZ) 3ARFOFLGHT 2689305 O MFx B
TG 2B L 72,

FD 21H% 1% A4 7 Ve LT, 4 Y % ¥ »1000mg/m*% 1. 8 H
HIS. (RBRIEY EERTASERIR L 72 A &R PUEEEH (275
F > 70mg/m* XiE /WK 75 F > AUC45X1E 5 mg - min/mL
HLE) &1 H IS L. HERPUEMEESH % & $ b
BRI K 6T A 7 VvETE Lize £/, SBRBIBHZICHESR
PUEIEE A = & UL REEROMERE L L TRV < T
(EfE TR ) OFGAFIE SNz,

AEIE < 70) <7 | AERPUEEIEE#)
SHAMIE H GEETHIRZ) OBRFRE| &bk
(44211) (444131)
e G
PP ANE 2
LB (%) 133 (30.1) 226 (50.9)
el [H] 315 16.1
(95 %I HE X ) (254, —) (139, 183)
NAF— FH 0468
(95 %15 TEIX 1) ® (0376, 0.582)
i I Pt ! <0.00001 "
A 78 A7 4
PR P ANE 2
L7t (%) 223 (505) 307 (69.1)
ol [H] 125 6.3
(95 %I HEX ) (104, 16.6) (62, 65)
NHF— FH 0.450
(95 %=X 1) ® (0.377, 0538)
i I Pt ! <0.00001%
T WA EAKHE © 0.01548
# ¢ WA KRR ©0.005
oo (I A7 H 2023458 H 8 H)
§  EHICox LB NY — FET I L b5 & o b
1 :@Bolars s s BE
| : RECIST/ 4 FF 4 ¥ LIMUIZHD < HMT A7 i) 58
= fEEARTT
: AEERLTOYZTT GRETFMEBZ)
o \\\ D FARER
&
?‘? 50
® ¢ aﬁmmugm\\ .
» EZEUILPREH e

T % F b b % b % k8 b 2 A % B b 2 W % B
S57FHM (A]

owman M2 426 409 34 36 I 200 22 18 4 108 61 3% 2 12 8 1 1 1
© a4 43 393 36 317 263 200 164 125 % 60 3 25 18 12 1 6 2 1

SR R O Kaplan-Meier i (EV-3028%8%)

18.
18.

i
-]
E
&
7
S

FFERLTOY XY T GREFEBRZ)
DB ARER

BERAEBEERH N
EEUILPIER e ———

[} 2 4 6 8 10 12 w4 16 18 20 2 24 26 28 30 32 3

MEELFERM (A)

442 400 361 303 253 204 167 1% 102 73 45 B 116 3 1

© a4 a0 27 23 14 78 s 4 % 19 8 6 5 3 2 1 1

(3 i A A7 O Kaplan-Meier i (EV-302:t5%)

AR R B144060d (H AR A1961 % &) 42761 (97.0%)
WZEWER 300 S 720 EREIER (20%LE) &, KRy
JEH = 2 — a8 F — (500%). %) A (39.8%). BEE
(33.2%) . BERITIHBREE (32.7%) . 57 (29.3%). THi
(275%) . ERGEE (268%) K UEL (202%) TH o720

ETHEIP

1 ER%E

IYRNVY YT NXEFF Ui, PiNectin-4k M IgGlE / 7
o—F itk MUNEREAHEEN 2 H T 2MMAEL ., )
YH = E N LA G S RE AR TH B, T
Ry ~7 NEF Ui, EEHBOMBE L ICEHT S
Nectin-41Z#5 & L. MIEAICIY AFN7-BI1I2 7077 —¥
W& DY v — A S, MMAEASHIIE A g3 219,
WEHE L -MMAEIZBUNE IS A L. filan s HELTT
A=Y A%FHFET S L& LY, EEEIEIEH 2R
FEEZLNLTVWEY,

2 HESEH

IRV YRT NEFF AL, R R HRAG-B8XLIZ
AG-BIUEBMME T & B T A28 L 2 R G BRI ar <
ANZBNT, FESFRTEIEIEA & R L 72,

19. 8% ICEAT 2IB{EFHHR
— A T TRV T REF U GEETFHERZ)

ES

g

(Enfortumab Vedotin (Genetical Recombination) )

TL YRV YRT XEF Y (4FFE e #9152,000)

BPURSEMEARTH ), EfzTHiEzE/ 70—
F VIR DT 4 OCyshRIEIZE X F VT oY)
AFFYEE) O H =S BNEF U ((3RS)-1-
(6-1{[(28)-1-1{[(28) -5~ (HNWINEANTI/)-1- |4~
[({[(2S)-1-1[(25)-1-1[(8R4S55)-1-1(25)-2-
[(IR2R)-3-{[(1S2R)-1-t Fu*i-1-7 = =)V~
ORy-2-A V)7 3 /1 -1-A M F T-2-2F V-3-F
Fyraorlray) Y r-1-4 )b} -3-x M F T -5-
AFN-1-FFIANT Y -4~ V] (AF)V)T 3
V-3 AFN-1-FFV T ¥ -2-4A V]T7 3 /}|-3-
AFN-1-FF VT 7 -2-4 V] (XF)I) H1VINE
AW FI)AFNVIT =) -1-FF RV ¥
V2 AN]IT I3 AFN-1-FF TS 24
W]IT7 I -6-FFAFIN)-25-YVFF VDO
1)V r-3-4 VHE (CesHieN1Os 0 70 F 5 0 1,317.63))
DHEE LT PuRHIE e PNectin-4128 5 %
HIEFHIR A v MegGlE/ 7 u—F Uik TH |
F A Z—=ANLAY—INHEMIBIC L ) EAE SN D,
Ry BT O T 3 RS S 7 H HER
(p188) 2R R UNMAD T 3 WRIRIEN S 7 ALK
(K$H) 2R CTHERL SN DHESY 0 (T
147,000) TH %,



X

(p-aminoben y\ aleonol carbamate e)

W r

SGD-1010 (MMAE)

e dp pm "
N
AGSZZC:!
ﬂmj; A0

NH

‘ 07 NH,

SGD-1008 (Drug-linker)

21
21
21

RGBSR

A BN A 7 EEEE 2R ED b
L2 ENTOBRBREGSHO TIROENT WD Z L b, HEIR
Jetk. —EBOREBNARL T — 7 BEBE SN DL T TOMIZ
SHEB R GUA B A2 RS2 2 L1280, FHlD
EHBEDOTEFREM RS 5 & &b I12, FHOLEMERT
HREZBE S 57— 7 2 RICIEE L. AAo@EIE I
TRfhEEHE LD 2 Lo

22. 3%
(% R+ 7 EiEEEEH20me)
1347
(% R+ 7 EiEEFEH30me)
1N 7V

23. FE
1) #PEEE 5y b - Ik - IR ER
(20214F 9 H27H&RZE CTD 26.6.6.1) (DIR200240)
2) thpoE R o RS - SR EhEAER
(20214F 9 H27H&EE CTD 2.722.14) (DIR200241)
3) HNEHEE Ty b -3 iS5 EnER
(20214F 9 H27H#&EY CTD 266.3.1.3) (DIR200239)
4) FLPsE Gl fma B (20214F 9 A 27 H KGR
CTD 2664) (DIR210016)

5) FENEEE © RATEIT OO IR R e e R -
EPME T ARER (EV-102 study)
<KQM£9H27H%ﬁFCTD276® (DIR200242)
MRS SRR AR A - SR BhRE R
<mm$9ﬂmﬁ%ﬁCﬂxnzmn (DIR200243)
MRS © Ty b - PR - S ERERER
(20214F 9 H27HE2 CTD 264.6.1) (DIR210048)
P B - A IR B RE £ 7OV IEAT
<mm$9ﬁﬁﬁ&ﬁClem5n<mmmm®
KPR R X R PR s b R g R

T/\I’Jsﬁmifﬁait%ﬁ (EV-301 study)
<2021$ 9 H 27THA&EE CTD 2.764) (DIR200247)
P RIBFR O R FTELT I IR R i b
B ﬁf’%#slﬂ% MAHEER (EV-302 study)
(%%$9H%E$%CTD%ﬁD(Dm%m%)
PR AL (e MHsk) - IR
(e & Nectm ANDFEEBAE) (20214 9 H 27 H KGR
CTD 26.223.1) (DIR200249)

RS R (v S Hsk) - SEEMER (BERE
2B 2 M NEEAT & dik)  (20214F 9 H 27 H G2
CTD 26.223.2) (DIR200250)

13) #hNFRESE BB (v PHR) - SEEEHR (MMAE

OMMBBAR)  (20214E 9 H27H#&FE CTD 26.2.233)

(DIR200251)

Francisco JA, et al. :

[R-08448]

15) AEPis S e (v b sk) - SRR (RN B3 5 1)
(20214F- 9 H27HAEX CTD 26.224.1) (DIR200252)

16) *LPIREESE © BEREEMIL (v Nisk) - SRR
(23BN A 2% v F—=5F) (20214F 9 H 27 H 42
CTD 262244) (DIR200253)

17) AP B R R IE R AESCID ~ ™7 A - SEH
PER (20214F 9 A27H &2 CTD 262251) (DIR200254)

%% 10)

11)

12)

: 1458-1465

14) Blood. 2003 ; 102(4)

HYNZERS 5 2 Lo

24 XEAEERER U WAL B
TAT AN EAE AT A INA L THA—arbod—
T103-8411 AR X HAAEARIT 2 TH 5% 1 7
7Y — ¥4 ¥ 0120-189-371

26, BUEERE EE %

26.1 81&ERSE
PATFTSARERASH
R RROABAR 2T B5 %15

SiJ
PEV31108231



