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fefig (DOTA) . KOOI a2 272 Y v hh—0nblbEERTF KT v T %+
H ok LT F o A 177 (1TLu)  CEERR L7 PE Y v RIRIRIK T,
EH)TH D PSMA ICHEA L2, =2 RYA b= 22N LN L 0 E
BEAIANICE D A v, TLu 1S X0 BUEEIEME &2 R T, 17TLu O A
6.647 H D~_— Z M IRHEERE T, _— 2 N EEHIIRIC B S 70 DNA 15 % 5]
TR 292 & TR AR ER 2 T S, TLu DR 5N — 2 B i
K /¥— (Emax) % 498keV T, Mk COREITHRATH 2.2mm (F
%) 0.67Tmm) TH D720, L EFHBE~OEENIZ Siv, EE~DORhHE
B 72 R IR S P RECH 5,

WA Tl & 55 2 RPUEMESEAIBERE O mCRPC BH x5 & LI s e
MHHFER (A12301/VISION #ER) THIMER VLRI R I, T ORERIC
HoX 2022 F 3 H, RKENZEBWTHHELT > Fa b U/ ks 7 L S
(ARSI) KO W RPBEMEEEANC X 2R IEZ S IERENR® 5
PSMA Bt mCRPC # A3 2N BE T DR L L CORRERS L,
F4E 12 HICIZFRMN THRBENT-, TO%., ¥ Y o RPUEMEERIAR TG D
mCRPC FBE & x4 & L= #gsh s MAHRER (B12302/PSMAfore #BR) 0% 31[a]
FRRfENT (2024 5 2 A 27 BT —XHh v b4 7) OFSRICESE, 2025 4 3
AL, KENZEBWTH 4 > RPUEMEIESGANIC X 2 1R% R 72 PSMA 51k
mCRPC D ANBF T HIERE L L CORREZIT T2,

HARTIEL, &% RPUEMES ARG U I AR E O PSMA Bitt mCRPC &
Fa g & LT EWNE THEREBRIC CTHMME R LMD MR S, 202549 A
I TPSMA Bttt DR & F 3 2 EERPUERT IR | 2 2hEES U3 L L
THABEIE L,

&7 A7 4+ 7 X (Theranostics) L. 16 (Therapy) & M2 Wr
(Diagnostics) # @& S E7o@7- 2T, [F UAER S 71Tkt L TR 72
BFEZ G T DHURCRT T FEDOHAZ | 2R 2172 W O YR RIAL AR
G2WrH RD) . 1RIFEERCIZIRIEA RI CHERk 42 2 & T2l LIREE1T 9,



I-2

I-3.

A DARFIEE

SO RF|FHIEE

1. AT 7 FERER, BICIRERAETR (PSMA) B0 E gz &
3D EBIPIERIRE (mCRPC) (Zxd 2ENYIO®T ) AT 47
WD R Y B RIBRIETH D,
PSMA BATER A OfERRICIT, AR IN-2WHERLEZHWD Z &,
( TV-2. eI RICBE 3 215 [VI-2. (2) 3% BT 5505k
gl DEBR)

2. WHHEALTF UL 177 (TTLu) TE#SHSNICEEYRT K7 7% X 00
PSMA 1256 L. TEEMENICENY A E L, 17Lu O S X—%
WS DNA G2 A U, TS IMEIER 2 835,

( TVI-2. (2) F5hzEBAAT HRABRAE] OHBR)

3. ARSI KON x4 o RHUEMEIES ARG O PSMA 5% mCRPC B4 % %f
G b L7iBsh B MAERER (A12301/VISION #ER) 2B\ T, EEFHMHE
HOBMR Tz (BICR) ICKARINIREY —% 2 7 7 L—7 3
(PCWG3) JLHEIZHE - T2 I I IS < S A IR (rPFS) KO
DA (0S) 13, KB ORI TEMERE (BSC/BSoC) #f & thig
LN 4 7 NEE+BSC/BSoC BECTHREICIER L7z (xPFS EEMEAT
AN — R 0.40 [99.2%1F#E XM (CI) :0.29, 0.57] . ;i p<0.001 ;
&% log-rank 7E., AEAKE 0.004 () ) [OS BN : NP — Rk
0.62 (95%CI : 0.52, 0.74) . /il p<0.001 ; @3] log-rank F7E. A EHK
#0.025 (A1) ] (BREEAIFRETRE R

( TV-5. (4) WFEARER ] OIESM)

4. 1 FEED ARSI OIGRENH W X 59 o ZHUEM IR O PSMA 5
P mCRPC B Z x4 & Lo B MAHRER (B12302/PSMAfore #5%)
IZBWT, FEIFMEER TdH 5 BICR HIEIC X %D PCWG3 FEHEICHE - 7= ]
B2WcE5< vPFS (X ARSI BHRE L i L7 VY ¢ 7 MEFERECHE
RIEE R LT [~ — KR 0.41 (95%CI : 0.29, 0.56) . Al p<
0.0001 ; J&H log-rank MiE. A E/AKUE 0.025 (FH) 1 (KREAIBEAT S
2 .

( TV-5. (4) MRFEAIRABR] DIESMR)

5. EAZREIEME LT, BHIH, BERE N REShTHD
( Tvi-s. (1) BEARZLEIWEM & MBIER. (2) ZTOMOF Wﬁjﬁﬁﬂ
)

FERIIC OV T, BRSO BIVEH O IE K OS5 i IR RRARE D & D R 2 2 ]
‘é—é ko

BRI D7D . A TR EICHEA ST 5
( TIV-10. (1) FEEDLIERRLS - 0%, MR R A - AT 51
W OEBR)

\



I-4 BEFERAICELT

BERd N EHE

-5 ADEHRUVRE -
=R EDHIREIE

(1) AEB&EM

(2) @ - EALOHIR
£IH

I1-6. RMPODEE

AR B A A
L et A b, B
EHGG Y R 7 EEGE (RMP) H [1-6. RMPOMEEL | DIEHSM
BIMOY A7 /MEiEE & LT C ERIFEPEEE T EM  EIEER AR
B SN TV EH ( TXT-2. ZDfthDBEHEE DIES
&)
. CHBEFEMITEM ST gy MNEBEIC L
IR EZ T HEBEIALE ZFKROT
( TXI-2. ZOMoRE#EER) DOES
i lE))
FE T A T A flls
3 FAMEHED — e EICfE > HEFIHIC
DOWT (BREFI11L F65 : D711
1B - o> B4 75 = e i s H A11H)
( TX-14. #BRHEM EOEE] OIES
i)

(2025 4E 11 HBS)

BEFEAL U 2 7 EHEEHE 2 R E D b WENCEMT 5 Z &,

M OHIBR D V) |

AFNIBHEES L TH L Z b, UTORIRFEZEZE TS Z &,

< ARANL, EREE OO B BREL I

ZESF L, WIEICERT 52 &,

RMP OHZ (2025 4F 10 H)

B4 ik, B 2 HoR M Ol 0 46

1.1 ZAeMERGFEE

[EEARFESNTY A 7]

[EEREER Y 2 7]

[E A 2 )

- H RN

- PR RERE

- BHZENH M
© CIRMEEAE

- OIS 2 A
TOREICBT 2LE
P

1.2 ARMEICEEd % METgeA

L

| EREICEE S ZAEMEAHR DD OIEH)

| RIS U 27 B IMbD 7= b D% E)

2. RIS EVERE LG OB

4. VA7 F/AMEEHE R

W O EIE LAV ERTE

WO Y 27 /MBS

BN A 2 P E R AR T B
- TTHRIE F2 A

3. ARWEIZBIT %A - SBR O G O

2L

BN U 27 g /MEiE S

- TTARE IS K 2 H gt

- EIEGEFEE B GEIERER T
A ) OFFERL, feft

c BEWITEM (VT4 7 MEE
Wk oinRex i oFESAL T
FIEDTT~) DERKL. Rt

X ORHTONBIE, MSIATEGEN IS R SRR OB O R 3K L R SR ~— 2 T

B LT<IEauy,



0. AFIZET HIEHE

o-1. BR5E4
(1) #% TNT 47 MEHE
(2) *4 PLUVICTO® Injection
(3) BIMMDHEX M ER e L
I-2. —#&
(1) & (ddik) NTFULAEERT KT 7% &H > (177Lu)
(2) *8 (%) Lutetium (177Lu) vipivotide tetraxetan (INN)
3) RTL ~NTF R -tide
¥ L— Ml : -xetan
I-3. #BEAXITRMEX o
Oﬁ
.-\‘\_NY\N/_ \
0 OYO o-C’”Lu(' R
N N
N S |/ \Ao
CO,H )
O
2 J
HO»C/\NJ\N CO-H
2 NN 2
14 HFARUDFE 453 1 CaoHes' LuNgO1s
4y 1 1216.06
0-5. %4 (k) X | 2-[4-[2-[[4-[[(29-1-[[(59)-5-carboxy-5-[[(18)-1,3-dicarboxy propyl]
FXRE carbamoylamino]pentyllamino]-3-naphthalen-2-yl-1-oxopropan-2-yl|
carbamoyllcyclohexyllmethylamino]-2-oxoethyll-4,7,10-tris(carboxylato
methyl)-1,4,7,10-tetrazacyclododec-1-yllacetate; lutetium-177(3+)
I-6. ERAA.MNE.BS. | ¥ =2—F:AAA6L7
EEES AR ORI - [ LulLu-PSMA-617, """Lu-PSMA-617




m-1.

(M

(2)

(3)

(4)

(%)

(6)

(N

WL EME

AR - HEIR

Py

iR TE

R (DRR) GBRR.
BRE R

kiR B AR B TE 2

DERE

Z DD E L RIEE

. ASTICET HIEE

HE 0~ o (LI A D

AFNDFFHTH 5 17Lu-PSMA-617 1%, (LFHRIBMEACTHLEERT KT K7
Xr&r (PSMA-617) %, MEEOHBEYE TH oIV T F 7 L (177Lu)
ICE VAR L, KERE LCRET 5, BREME E L CoRE (B o
B, JREITEEE L 220,

BAN-v AP

<HE>

NTF o (1Lu) ZMH U IEREHAL A Y TRl L 7= RII L T o & B0
Th D,

175 u-PSMA-617 DOEfRME

VA RE (°C) B (mg/mL)
K (pH7) 25°C =10.0
K (pH7) 37C =10.0
EEleS U U MEEIR (pH 4.5) 25C =10.0
EEleS U U MEEIR (pH 4.5) 37°C =10.0
MR L
mMERe L
MY ER e L
MR L

BB a0 R (7TLu & L Q)
- BRI - 6.647 H
« TR BT FRILF— : 0.498MeV (78.6%) . 0.385MeV (9.1%) .
0.176MeV (12.2%)
c ER Yy BRERLF— 0 0.208MeV (11.0%) . 0.113MeV (6.4%)
CHEE

LB FRAE U R
0 (hour) 1.000
1 (hour) 0.996
2 (hours) 0.991
5 (hours) 0.979
10 (hours) 0.958
24 (1 day) 0.901
48 (2 days) 0.812
72 (3 days) 0.731
120 (5 days) 0.594
168 (7 days) 0.482
336 (14 days) 0.232
720 (30 days) 0.044
1080 (45 days) 0.009




BRSO EEEHE
TIZHBITHREMN

B DR FER
&, EEIE

Uy (RS EE TRICBW THEBES L2 W)

Uy (RIS TRICBWTHEBES L2 W)



(1)

(2)

(3)

(4)

(%)

(1

Filftz
FIRZ DX A

HFDNE R UK

#HAla—k

HHEDYE

xq2hi]
KFI DA

BHEG (EERS)
DEERVFMF

BATERADMAR
URE

i

EAYTHARMEDH
DAY

AN DFEEHTIC
BlIF5REM

V. ®FIEE9 5EE
TS
HRIE4 TV 4 T NERE
S8 INA T IV
PRI I 6~ A T ] DR
AZM L7220
pH : 4.5~17.0

12BIE : 528mO0sm/L

M LR

s

TNT 4 7 MEHE

ARGy

134 7 (7.5~12.5mL)
LNTFFUAEERF KT FFF® & (1TLu) 7.4GBq (WE H )

AANA

134 7 (7.5~12.5mL) H

BElE  2.25~3.75mg

Helz b U 7 A 3.08~5.13mg
FoFT U 2.93~4.88mg
TAVEEEF MY A 375.0~625.0mg
vEF Ly b )T REEE 0.75~1.25mg

BRI
EARRANA

BRI

FE L

FEPERECh 2 b7 F U A (L) ICHRT 2 A6 E LT, RN

b5,

« BLEGRE  1TLu X 16Yh LV ARSI D,
176Yh NIFCEIO A TX, 175Yb (MERR 0 - 4.2 H) BNAERL, IBATS

HHEMEN D D,
PR PR wAE e A i R
H S ZNA T )V
. q +7mETFN 5HET
R A7 R 25+2°C ST 5 H BN C o 7=
Xyvv7
H T ANA T IV
. 5 +7eETFN 5HET
ﬂﬂﬁnﬁ%’ﬁ 40i2C :I\A*j/t:‘i’?/l/‘: 5E|FE5 iﬁ*ﬁWT%sz
¥y v7

AR H - MR RIEMERY, MRS, pH, MUEERER, = R b R




(1)

(2)

()

(4)

FELER VBBRED
REMN

fth&l & DEEE XL
(MELFEME1L)

ptangcd

 BE- a8

TRNALEGRE - A
. SEBIEKRLES
2= - BRI HIER
(23

FiHEE

BHROME

AZRRESNDEM
<]

. EDih

EARSANA

EARRANA

BRI

PHREIL D T2 A T/ AERITHRE STV D,

134 7L

EARSANA

NAT IV HT A

SAE TueTFA LA

¥y T

EARSANA

EARRANA



v-1.

V-2.

MEEN (TR

MEEN TR IR E
THEE

V. JaRICEYT S1EHE

4. PEERIFZHR
PSVA B D=[RIEH & A Y 5 ZZEHIERTLIRE

(fEE%)

AFNT, AR RAOBEHUR (PSMA) BYERSHER SN HHT > ka s
IR 7 IVLESRK (ARSI MOV X4 o RPUEM SRR E IR O in M X
BPUMERNZARE (mCRPC) B & XU ARA & e B O RHETE /R TR IR
(BSC/BSoC) DOFH#G. (A#|+BSC/BSoC) DA Nk N2 2 1RBRFH Y
FERT 25 %R L7~ BSC/BSoC & thifie L 7= ¥igsh s MAERABR (A12301/VISION &
BR) . PSMA D R S 7= 1 FifED ARSI 1BHEREN H 0 # 90 RPuEME:
MRS AIARTEE D mCRPC B % I RUACARA| O F M 022 2% ARSI OE®
&l U7 s s AR (B12302/PSMAfore itBR) . K ONZ U HiEA I
FRBR OFE R A SMET 5 AR CEM L2 ENE TR (A11201 #ER) ok
W, Wb EEFHMIE B 2 ik LAIERRBO b, Z“eE7a 77 AL
FRIFTHST-Z ENnn, EXUIHR%E [PSMA BtEomEEE 2T 55
BRPUERINIARE ) ERE L7, ((TV-5. (4) MGERIERER) DEZR)

5. MRERIIHRICEET HIE

5.1 A SN2 A EIL 2 W REIZ LY . PSMA GMHEREE T 5
TEMMEREINT-BEFICEGET DL, B, AR INRWHERS
DIEFERIZONTIEL, LTFOT =7 WA "B AFAETH S -
https://www.pmda.go.jp/review-services/drug-reviews/about-reviews/
p-drugs/0035.html

5.2 7vITmy, mUPNALE IR, ToLEI RIIF e L E I Rk
ERIED 72N EE BT DA 30K O BVEITHESL L TV 7220y,

5.3 HKMBRITHAAN DT BE DIGRIEICOWT,  T17.HRRART @
HONKZRA L., KROHIWER LR+ g L7z T, #
X W L RPUEMENEE A O & 722 2 BBV T, # ¥ R puEN
JESAINC K DIRED EHEIZHOWT HIEEICHREFT L, i EE ORI E1T
52k, [17.1.1-17.1.3 Z ]

5.4 KRBT BIHIEIC I T D28 20K OV BN L TV,

(fEE5%)

5.1 RAIDOERBET L ORERRBRAGEN S, MRS N 2R 25572012
PSMA BitEA U MREIC L VERTHAZENEETHDL I ENLEEL
7o ABIOEKRBR T, Y 7L (8Ga) I¥ M F FiIC X 2858 i
WrEfss =2 v o —ZWiEiRke (PET/CT) Bm&NSHWOILE,

52 T7vognmy, mUYPNLAIR, To0LEZ I RXFLFa Ly I Rickbig
IO I WEBEIZB T 2FMER VL EMITMHESL L TWRNWT ENLERE
L7z,

5.3 [17. BRERAE] OHEICGEH SN TV B E IR (A12301/VISION
#BA. B12302/PSMAfore #BR) K OEPNFE OB (A11201 35k TR
TE ST AANVIENE OB GRILHE) OS2 HIEITIE - 7o B CARAIOH 2
K OVZEMWEDRHER I TSI, KFIOMEIGBE ORIRICHT- > T
[17. BRG] OEONKZEIM LTz E AR OIS BE 28I 5 = &
WEHETHDLZEMBERE L, 51T, XV 2 RPUBMIESEAIRIEHE
DERFIZBW T, Z X9 0 RPUEMEEA] 2 8 D il 2 IRR AR S
DIENLIVEETHDLZ ENLHRTE LT,

5.4 AFIOWTHMEIRIEICI T DA 9MER O EVEIMENL L TN L Dhik
E L,




V-3. REERUAE=E
(1) BZERUAEDMEER

(2) RERUVRAEDRE
g - R

V-4 RZERUVAEICEE
THIE

6. FZRUHE=E

\|E., RAZIILVTFULAEERF RT FIF% kX (1T7Lu) LT 1

7. 4GBq % 6 B TR 6 BIFAIRNZE LT 5, 7ok, BEORIEICX
T EET D,

(fEE%)

AANTV oo ) UR T OMROAEIRM DRV, BERR] K 1

~1047) XUFXEIW ik (7 7 07 3A3EEA v 7 2 5, BEGEERE 930

) OWT IO FIETEET 5, BHEFIEOFEMIZO VWX, [Trv g

NgFE BR5OTFT5& 22T 52 L,

[H]
U

HESM B AR (A12301/VISION iR, B12302/PSMAfore iklik) & ONENEE
IAERAER (A11201 3RBR) Tik, WOk b AAl 7.4GBq (£10%) % 61
(£1 H) 21|, &R 6VA 7 NEIRNES Loy, 2 ORELROHEIZERR
BB T D AELRICE SV TRELEZLDTH S,

A12301/VISION #Er7% 2018 4F 5 HIZBHMA S35 £ Tz, 20 22 5 AFK
LCARBOFIE, FRBRER ONZE2MET a7 7 A ABHE STV,
German Society of Nuclear Medicine 2016 TlE. A#lix 6GBq % 8 il [# kg
T3V A I NS D2 ERHERESNZN, £ < OAELHERTIL 6GBq % 8
MR T 4 A 7 V53 2 ELROHENMEM &z, Hofman HIZX 257
0 AT T 4 775 1 FEEEGRER I, P 7.5GBq (P : 4.4~8.7GBq)
% 6 HEFMETRK 4 A 7 VFELG L, BHRIBREEBEIER RSN
(Hofman et al. 2018) ., £/, 4 VA 7%z T (KIOV A7) 5L
THLLEEMDBKITIRO O ¢, BHHRE I 72 (Briuer et al.
2017, Yordanova et al. 2017, Kulkarni et al. 2018a, Kulkarni et al. 2018b) ,
WAV IFEEER (A12301/VISION iR, B12302/PSMAfore itfk) K& ONENE
MAEEER (A11201 3BR) OF5FR. W s HEFHMIE B 2 2k LA IMED R
Do, BENET 0T 7 A MIBIHTHoT2Z EDBARFIOHER OHEEH
E LTz,

1. BZERUVHAZEICEET %R

7.1 OFTEMEREER] & OGFRIZ DN T, ARIMER OV ME TN LT
1,\

1.2 BWER VB L=25A8121%, UTOREEZSE I, ARFIEZKRE, HEX
k4% Z to@k\wﬁﬁ ié%i#4ﬁﬁ%ﬁit%ﬁﬁ\$
HlOFEHRIEZEZET D L, BITERIC LD ARAZEE L 7GE120E.
FELRWZ &, [8.1, 8.2, 11.1.1, 11.1.2 ZH]

WEDOH%Z

B L~ L 1[E &

B G R 7.4GBq

1B PR = 5.9GBq

2B PR Rk i BhH Ik

BIVEFAZBIRF ORI - i - 5 FIEoR%

mIEH P ALiE
B R Grade2 Gradel XiF_X—RX T A IZEET S F
(&, i/ TIRIE L, FETHBHT 2,
WA iE. B | Grade3Ll b Gradel X(FX— AT A ZEIET D F
I BR Pk JiE TIREL, HELTHET S,
i OBk I
JiE . UL BR
DiE)

10



BTk E « Grade2lL EDIiE | Gradel XiEX—A T A IZEET 5 F
7 LT F =8N THRIEL, FIETHRHT S,

Xix

* CLer<30mL/min
(Cockeroft-Gault=iZ
K VEHE)

R AT AU | R=AT A ZEET S ETIRIEL, W
40% L Lo iiE s v | LU CHEHBET S,

T F = HE

Re

c R—RT A NG
40% % 8 2 % CLer I
/b ( Cockeroft-Gault
Kz LV EFHHE)
Grade3ll ED I B ERIET5,

1 PN Grade3 JE L CHEBIT 5,
B E Grade3lL Lk Grade2 X(F3_X— A F A BT 5 F

TIRE L, W& L CHBT 5,

AST E5- 3% | AST WIZALTAULN | #5-% ik3 5,

ALT E5- D205

1#) GradelZNCI-CTCAE ver5.0iC%: L 5,

ULN : JEHEfE 1-[R

7.3 SR SUINERY BB & OFF L2 Wi A O a0 R OV e 13 fess L
TR,

(f255%)

7.1 MOPUEMIEEA] & OGFHIZOW T, FMER O 2T MEST L TR
ZEMBERE LT,

72 BIERANRBE LSS @IS T 57720, o5 I R B
(A12301/VISION Bk, B12302/PSMAfore #tR) K ONEMNE 1141 BR
(A11201 FRBR) (2B A HYEICHE L T, AFIOKRE « i - Pk IEHEE R
E LTz, FHEERBRTIZ, SO OEECIVEVERZEH T2 &0
RETH o7,

7.3 HEHI U BR BB & OFH L 22 WA O 0ME K OV M I3eSr L T
WRWZ EMBERTE LT,

11



V-5 BRERAHR

(1) BBERT—2 /8y 45—

:/“
=P by
2| s S |RBEEo | B B 5 o
E |A11201 &% RPUEM RS SRR ARt |2 Y REUEMEEFIEARER] - AF 2| ©
IR FIBEIR I XX ARAB I O | FFE M AR |7.4GBq (ZOOmCI) (£10%) FRMN#S-
W 17 M PSMA BB | HRE oo (6 E IR HE KN 6 [E) +BSC/BSoC
mCRPC &3 : 30 PR | & 30 RYUEMIEEAIRIGIREN « AH) 2
PK 7.4 GBq (200mCi) (+£10%) HARNTE S
(6 HfH kR K 6 [a1)
##4+  |VISION 1HRELL Eo ARSI KON Zhsk 36 (Aot | AFIY 7.4 GBq (200mCi)  (+10%) k| ©
A ((A12301) 1 XIE 2T D & 5 | FHHR ek W5 (6 MR K 6 E]) +BSC/BSoC
RYUEMEBER 2 S | EER X
LY AN K DIREIE| T v Ak BSC/BSoC Hjh
N HEITHE PSMA 5| WA THER Lk
M mCRPC 4 : 831 1
A%+ BSC/BSoC ¥
551 {4
BSC/BSoC #£ 280 4
VISION El= FT7 o MME | BERE | ARFIP 7.4GBq (200mCi)  (=10%) #iik
¥ 7 2 & 5| K#HI+BSC/BSoC #E|HAE PK W5 (6 EFFRER K 6 [F]) +BSC/BSoC
+ 30 41 DRI
PSMAfore (18D ARSLIC L DI SliscdtF Aok | AHI 9 7.4GBq (200mCi)  (£10%) kK| ©
(B12302) RN | KW | EET IR rgeXd AL (6 @R K 6 [B)
RPUEMEREG A 2 5 T FEE R i
LA VBT S 2|7 Ak ARSI (7EFTurXigz ¥ a3
&MY & S A | IR TRER b R) ~DZEHE
i 4T ¥ PSMA B M
mCRPC &£ : 468 fl
AFKIRE 234
ARSI Z F it 234 {5
© : P&k
a) A1120135 & U'B12302/PSMAforeskik Tidiiflk &AL L7z, TR TERAOMBIIUTO LB Th D,

NTFULEERF FT b FXEF 2 (U7Lu) 1GBg/mL. EiE£0.30mg/mL. EffgT VY 7 20.41mg/mL, 7> T

“ 0.39mg/mL,

T AV VEEF Y U AB0.0mg/mL, YTF L2 b T2 HEREE 0.10mg/mL

b) A12301/VISIONZRER CIIERARRERBA 2 H Uz, ERRFBRBANL TR T A & B & OVE BR9IZ RS & FEm S 4
77
[E| N ER S EFER

A11201 #E VISION v
Z X RP| Z Y RPUEMEIEL A &K CPARSIO IR N 2 3 SR BB & OCARSIOIEFRIE O & 2 PSMAGEmCRPCAE
T A D JEIE D B 5 PSMAMPEMCRPCEE Alternate PE: rPFS, OS
BRI D 0 PE: ORR (local reading) Arm: AAA617+BSC/BSoC vs. BSC/BSoC only

Arm: AAAB17+BSC/BSoC

VS 3t ARSIDIRIEED & 5 PSMAME PSMAfore # B
TEMERESE A O mCRPC/# (Taxane-naive) o ARSIDIRIEE D & 5 PSMAR 1 mCRPCHEE (Taxane-naive)
TR L PE: ORR (local reading) PE: rPFS

Arm: AAAG17 Arm: AAAGB17 vs. ARSI O

PE: primary endpoint
a) MIEFRRIREEZ R T 2EFEFAEZ SR L L,
b) VISION #7 2% F 4 (FAY) &Eie : HRRHE,
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(2) ERPRERIEEAER

1) ZRMEHER ENE DHEAER (A11201 X8 /8— K1) V2

H Y7L (68Ga) =¥ FF F PET/CT A% v > 2% L, PRIEZHEICLY
PSMA BPEDSHERR S T2 2 3 o RPUBEMIEEAIRE A SUIARIEHR D mCRPC
BELZHELE LT, AFI7.4GBq (£10%) % 61 (1) Mk THRA6 VA
JNVERIRNIE G- Uiz, 5 5  R B RS AIRE R B < ik, AR 5514
AT TR BRAH Y [ Al 23 384K L 7= BSC/BSoC Z# fEH#E L1,

N—h 1 & LT, HERREHEE (DLT) #Z24H (A 271106 Fo
DLT RBURMICIE D X AK| O ZFFMEZTANL L7265 R, RoIcHAAN L 3
B (AR R REM) (2 DLT 13380 vz oT-, 728, 3 BlefnZ %
B R PUEMEEE AR R O BFE Th o 72,

2) QT/QTc 5%l BOVEMARFER (A12301/VISION BHERY TR 2T 1. HAEADT—%) ¥

1 FEELL Eoo ARSI KOV 1 X% 2 FRE O & o RHUEMIEEANC X 5 1G58
N0, FRGEZHECZLD ATV UL (68Ga) I8 T K PET/CT A% % T
PSMA 52358 S 7= mCRPC 3 30 2 x5 & LT, BSC/BSoC & O fif
FTAA 7.4GBq (£10%) % 68 (1) MR THRK 6 VA 7 LEIRNE S
L7 7T AZT 2B, DEX (ECG) MUHME & &€/ PK 5—4
AR U DB k- 5 52 88 % A L 7=,

FEAM B B AR AT O A5 B Fridericia =& AW COHE CTHIE L7 QT Rk
(QTcF) OD~X—2AF A4 b0 bE (AQTCF) 13-5.2~2.1ms TH V. AHAl
1% QTcF (ZHERAIC BB R B % RIE S 2o T, IEEE-QTe T I W - fe i
T B D ST S AN 3.8ng/mL D & & D A QTeF OFF /L FHIMEIL 3.1ms [l
90%(5HEIX [ (CI) EFR : 5.5ms] THY ., RE-QTc EATICHE S LEIERIN
T ARFN D IMAE FIREE DK 6ng/mL £ T, 20 ms &z 5 AQTcF ~DEEIL
WEEBZ bz, Fo, AANTOAEL. PR R, X0 QRS KRR ERRAICE
Do DB E RIFI o7,

PlEXY, KANZ QTIERIZRT AV R 2H LW LR ER I,

(3) RERGEFRAR E RN D4R (A11201 38R "2

HAEY © AARANDOEITHED PSMA Bt mCRPC & 25412, AR OARME, 2
Bk, et PR, ROWIRM 2 33 2,

RERT A v Lk 3tE, FEEMR. X

e HUh (8Ga) Z¥ FF RPET/CTA ¥ ¥ 112 L W PSMABE D iR S iz & % 3 o SR 51
BEIRIR JUIARIER O mCRPCHEE 3061

B is o + ECOG Performance status (PS) 23LL FDBE

& %W RPUENE RS AIBEIR B ER © PS 0~2
& X R PTG AIRIREEN - PS0~1
- EATHEOMCRPC L fER S, B U 7 a (%Ga) FF FF FPET/CT A ¥ v o THHR K EIC LV
PSMARG: & fERR S N 72205 0L Lo B
- f3h/IAET A P AT v AENEB L UL (50ng/mLA XIL1. Tnmol/LA ) OB
- PCWG3-modified RECIST v1.11Z S < JIEFTRERZ % 1o EA L. LT ORER O UL -3
B
H Y R PUEME AR AEM  1REU EOARSI (2P AZ I K, TEITFm i) Ik
DIREENRH 0 . DO1IIIEEHD & % RPUEMEEGEA 2 G L T A S L DIEEEND 5 8
Fo, WEICEEINTZ Y U RPUESERA ST LU A VR IEEOAOBE L, 2BEE O ¥
FV U RPUEMEIEER 2 G LY A NS K DTREN G & 7R D7 S ER VI L 725 A IS
ANnzZzr L LT,
A3 U RPUEME IS RIARIRREM « CRPCXIL AT VEZ MRS IRE (HSPC) DIRIL T T,
ETOERE L CIREEOARSIUC X DIBEENH D . o X X5 v RTUEEEEAZ i U A
IZEBIEEEN R, Z X U RPUEMEEAZ 50 L U2 VR EHT 5 2 LA EY) &Rk S v
B, RN MEERIE L L CoO X 0 R PUEEMEEER 2 5T L U A X BIREE (kK
6V A L) IZHOWTIE, YEZMiBREDOK T 6120 A0NRE L WU AN & Lz,
st BT ERE. ITARRE R OV RREZ AT 5 B
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B/ St

- PSMAZRER &35 ettt U B RiRE (RLT) (X 2RREOH 5 B

< BERAT6y AUNIZ, AhvrF A8, <~V A153, L="ULA186, L =7 L1888, T U A

223, FHHREOWTINOOIEE E 2 ) T B3

- H YU RPUEMEE AR RAEM - BB ET28 B LINIC 2T HUERIRE (6] - (LBRIE, hER

. AWEREE (B 7 va—F 8RS | 7272 LARSHIERRLS ] #5172

« X XY RPUEM RS A RIGRAEM « RGBS MR ST (25 2 PARPBLEA], #0
BV EIRTE, R RIE T A FRRIEIC LD IRERO 5 % B [1E « e MBS ET

WEEE Lo ofh (ke A 7)) 1%, Wi mBhEE I aiiBEEOKR TS

124 ADNRIB L TWAEAICHRESND]

B RE

AL, 42D 8— F TR E N (03— MITTERIEBR S— FTH Y, FEMTICEENR VD, K

HTIH/A— F1=3IZ oWV TR . &3— MIRZ U —=2 71, #HE5EHROEYBYRA Y TR S

i,

c RX— b1 (ZEMEEA S Y RPN NEEAIRE AR U R TR B 301 & kT B AH D 2
REZFHME L, 2ARMEZMER L-%IC/3— h2L 3 &B%h

« X— b2 (Y U RPUEME I AIREARS— b)) - TREL EOARSI, RO TR ¥ 4
RPUEMEIER 2 & L 2 A NS X DIREBEN G 5 BE (X X9 RPUBMEIEERIBEAEREM) %%t
BT, AAI+BSC/BSoCHEH 5 O F 0 I N2 2 % 3t

« = 13 (Z XV U RPUBMEFEBAIRIGHE S— ) IFEEOARSIZ L ATEWENRH D, XXV R
PUBEMEIEGR 2 &ie L U A 2T 5 Z L 05@y) &M Sz B3 (X 5 0 R PUEME SRR
FRAER) A xRIC, AR OA MR 24 % 2T

%N~%\z79—ﬁ/7% ZHY A (88Ga) =¥ FF F111~259MBq (3~7mCi) % H[E# RN

45 LU CPET/CT A% ¥ &2 %EhE L, PRI HEIZ L Y PSMABGMES MR S - B8 135

17 L7,

BHMTIx. AHFI7.4GBg (200mCi) (+£10%) %61 (1) R CTHRK6Y A 7 LVEIRNES L

Tro Z XV U RPUEMEEAIBEIRIE BE TIX, AKIE5-BRLARTIZ TG B Y A 233841 L 72 BSC/BSoC ™

EOFREE L. RBIOERFET A 7 A TH LG R IEIEHEIZE N 95 £ Tk L=,

58T (EOT) KBiZ . & %4 o RprBEIEEAIRE AR E M CrIARIREER 5 B XI1ZBSC/BSoCH 5

ETHERBOWTADEWNENSTHURN, &3V o RYUENMEEE A A IEEER TIEAFIRAE 1 7 1

52T A XITEEFIE A2 B TALINICERK L, EOTHKEED30 A #1224 BHdHE % 32 L CRYEH

FREHNCREIT L, 245 A FRRE X ITBRE T OV o F OB FE TRk L=,
*BSC/BSoC & LT &= I -
ARSIAPHA Sh = BFHE I (=P ¥ I R) Thote, FOMoF72BSC/BSoCE LTl X -t
v R=vnay (66.7%) . 7/ A<7 (41.7%) . TV YV EQRY 2a—Fr LUy (%33.3%) Thol,

{12

- HEhE

T E B : 52 H6 R B E I & D5 PCWGS-modified RECIST v1.112 %3 < e & B3 =

(ORR) *!

BV E B - sS55I IEAE 2 IR (¢PFS) *2. 2/EfEHIH

(0S) . FRFEAmHE R K E I & 2 PCWG3-modified RECIST v1.112 53 < M EORR., HEA = h—

NZ (DCR) *2, =M (DOR) . #ri=7ZefifErtEBESES (SSE) I E TOMM*, AL

D (PSAERNR) *5, SEEAFYIR (PFS) *6, fEFEEIHEQoL

=HITWG&m&%dMNETﬂJKE6<£MLﬁ%%@HET W HRBR AT £ TOBORMMHE E CR X I e
EPRTH - 7= BEDEE & LT, BORDHE i@ﬂﬂﬁﬁ S D BT OO A % VS, CRYXUZPRIZ 4@
uL®W@%§UfimTé@ﬁié2M®@%&ﬁ L0 HEE Lz,

%2 AFIEHE G A 7 & ERaERHEBTHEIC L 2 PCWGSHUEIZ AL - 7= B2 W S < #EAT235388 b= B X
SR &b B £ TOMM E Lz,

*3 BORAHEE S 7-CR. PR, #& (SD) . XiZNon-CR/Non'PDTh »7=fBREDEL L L=,

s 4 AFIPIER G A A HSSE GEFEMIRAE T, LA, TEEICBIE L B RHOLRE ., BEiEmoT= b o
SRR O MBI OB UK 2R BT ToMR L L,

%5 4RI, % O R L= PSAIMIEIC & 0 HEiR S iz, PSAMENR— R T A i 550% LA & T Lz BE F|
B LERLE,

*6 AFWERG B2 OHEFT (HRZEIC L DT, BRI, UIPSATEST) 233 @%ﬂtﬁﬂiﬁtif
OHIB L Uiz, BRZWIC & 21T R O R B AT I E 5 E R O34, PSATEFTIZPSAME ORI
AN

« AR = M1DOY A 7 1T EIT HDLTOIEH
s et HEES
< O PR, B (ISR R VR )

Bk
(FEEEHT -
it [20234-12H 8
HTF—4 vy
rA )

- HOWEOIENTIE, & %Y R PUEMEIEG AR RER (/S— F 10 2 %5 REUBIEIES AR R &
%EA~F2®$%)&U&%%/+#ﬁﬁﬁfﬂiﬁﬁﬁl(A~F1®&##/+#ﬁﬁﬁfﬁ$
BREE &= F3D/E) OFEFIZONT, TNTOMANEE BAKDER GNP D72 LD
24388 (44 A 7 V) OWRBEEER G258 T 3G 2 Pk LR R CEBET 2 R L7 (F—2 X v
A7 H20234£12A8H)

- BIMEORNTH REIL, FEMNTHREML L, 4061827 ) —=v 73, 356180 ) 7 A
(68Ga) =¥ FF FPET/CT A% v &% [RROHITGGER (FAS) 1 . 2D 55, PSMAK
PEDSHERR S AR 2 181 2L B85 S 4172 3011 23 T BMEHT R SR Je OV EMERRAT R R EEHT (SAS) (12
aENT (F %Y RYUEMESAIBLR RER 1261, & %3 2 SR PUBIERG ARG ER 1861)
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B
(EHRAT -
202341248
BT —X4hv
r47)

[ 2R H ]
- 7 £ORR

32 it [ SRR B M) B 12 & A PCWGS-modified RECIST v1.1ICES < & BHRAZIE (BOR) 1%, FEEE
2785 (CR) KRUMEEMSZEZ) (PR) 28, # ¥V RPUEMEEFIEIEEER TERLZN06 LTS
i, &% o RHUEMERER R ISRER T4 L V26 ThH V. HEORRILZ 3+ o RHUEMEIEEH
BEVRIREER T25.0% (8/1261)  (90%CI : 7.2, 52.7) . # X9 v RPUEM SRR IR REM CT6/18%
(33.3%) (90%CI : 15.6, 55.4) Th-olz, WTNOEMTEH, EEORRDHI90%CIO T FRE X
FENCHE LIZBIE (7 35 0 RPUEEIESEAIBLIRFREN %, & 59V RPTEMEIEE A AT L
12%) % EEY | AK5RER O EEFEME B 23R S vz,

BRI H ]

'rPFS

B2 IS < HEIT (G EBREBHEIE) I DA R SBFB LIZEFIL, ¥V kPl
esinier %UEE“(@??%TQHZWL & X U RPUEMEEEARIREER T8/18BITH Y . WL EERZ
Wriz L BT ThH o7, rPFSHTRAEIL, & W o RETEMIEREFIBEEEER T3.71 5 H (95%CT :
1.87, 11.07) . & ¥V REUEMEEHIRIGHER T12.25 5 A [95%CI : 3.65, HEEARHE (NE) ] T
HoT-,

- 0S

T—H Ny AT ETIZ, ¥ XY RPTEMEEBAIBEEEEN T4/1261 (33.3%) . ¥ XV RbiHE
PERIS A AR TEPREM Ta/1861 (22.2%) 2FELE L7z, OSHEIL, & ¥ o R MRS I RE G
£ T14.42 % A (95%CI : 10.35, NE) . # ¥V RPEMEEIE ARG HEN T12.94 % A
(95%CI : 8.77, NE) TH -7,

- fEEORR (H JFFATRE BEH )

BRI S & b G & U 72 R Je BRI RS 0 1 E 12 35 < e EORRI . &ﬂe%/jéf LIS ARG
PREEFTIE16.7% (90%CI : 0.9, 58.2) T. CR;tMiJ_nu&szn PRIZZBD N oTz, X FH
R PLEME S A ATE R T136.4% (90%CI : 13.5, 65.0) T. CR 13%\ PRIZ1IBNIZE D B
7=,

* DCR

AR ZE 226 5 & U 7= M S R B H B 12 & 2 DCRI. & 59 v RPUEMIESE ARG LN T
1171241 (91.7%) (95%CI : 61.5, 99.8) . & & W % fu ik flE 5 Al R 1R % [0 < 15/18 41
(83.3%) (95%CI : 58.6, 96.4) Tk o7z, BREBMMRIFNE & 5tR & U7 P i - lis% R EIC L 2
DCRI%. # ¥4 v RPUEMEISEHIBEAEEN T66.7% (95%CI : 22.3, 95.7) . Z &V R PUEMHE
BAIARTIBIRER T72.7% (95%CI : 39.0, 94.0) ThH-o7=,

- DOR

5 24 L R UBEIESAIBEG LM Tid, BORAM#EE CRIULHEEPR T H - 7236 OV FUIZ HrPFS
A N2 R FEBUT 72 < DORD FRAEIZFH H TE Rinodc, Z %4 R PUEMERLE AR IGHRER T
(X, BORDGECRIITMEEPR T H - 726 16 TrPFSA ~ > b 23580 b, ZOBA TODORIE
10.41% AT o7z,

- BT 72 SSEFHL £ TOHIH

SSEIZ. # X9 R PUEMEEABEREER TIT 1126 (8.3%) . # F¥ L RPUEMIEEFIRIEHE
M TIEs/1861 (16.7%) (2R bz, H7-7eSSERB F TOMM O FIE TSN OEM T #E
ETEehol, 61 HRFROSSEF BB ROHEMIT, ¥ X9 RIUEMEEAIPHGRER T
91.7% (95% CI : 53.9, 98.8) . & ¥ > RIUEMEEEFIRIFFELN T81.1% (95% CI : 51.9,
93.5) Thol,

- EARTERIRY) (PSAZRSLE)

NR—2 T A v OPSAMTMHEIX, & F V2 RPUEMEIEG ARG 86.82pg/L, ¥ X9 v RPN
ME 5 A R VA PR H154.49ug/L T, PSAME D RN—2F 4 b DK BEALRFRAEIZZENEh-
34.31%. M U-85.82%Td ¥ . PSAZERNRIT X 3V o RPUEMIEE AL IGEEM T33.83% (95%CT :
9.9, 65.1) . Z XV RPUEMMEEAIARIGHER T55.6% (95%CI : 30.8, 78.5) Th -7z,

+ PFS

PFSOA R M RFBLUTIESNE, & 50 v RPUBMEIEE A BEIR LM T10/1261 (83.3%) . # %
R PUEVENES A ARG AL T/18%1 (50.0%) (ZFR® B, PFSHREIXZFNZE3. 715 H
(95%CI : 1.87, 8.51) M U5.59% A (95%CI : 3.25, NE) Th -7,

- fEFEESH QoL

FACTP : X—R2 7 A ' OFACT-PAEEI A 27 OWEHEIL, ¥ F 5 REUEMEEEAIBEGEER ©
107.70. & ¥ RPUEMIEEAIRIBEERN T107.18 TH o772, KA 7 LVDOFACT-P 45227
DOEHEIE, WTHROEMATHER—RT A UnbligE A EB Loz,

BPI-SF KR OBE A r—)L : XR—2 5 A4 L OBPI-SFEROME A7 —)LOSHHEIL, ¥ *Y %
PUEM RS RIBEAREN T2.05, Z &V RPUEMIEGHIRIBREN T2.35Th o7, KV A 71D
BPI-SF KR DR E 27 — /)L OEHEIL, # %3 o RPUEMEEFIBEERER TIIR—2 T4 U D
OENED (&FE) L, 59 RPTEMEEARIEREN TIHE A EBIL L 20 o T,
BPI-SFAEJE~DEER r—)L : X— 2 F A  OBPI-SFAEIE DB r — )V OSYEHEIL, Z X2
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B
(EHRAT -
202341248
BT —X4hv
r47)

RPUEMEESAIBLARERTL1.16. # F W v RPUEHEEAIRIERER TLITTh o7, &A1 7V
DOBPI-SFATE DB 7 — )V OFEEIEIL, & %3 2 R PUEMEIESAIPERFREMN TiE A1 7 13~5
WNTTR=RF A4 LI L2 b OOBHE b TId/e <. & X3 RPUEMEIE ARG R ER
T A 7 A =B L 72 b DD, EDOMOY A 7 L TiHIF & A EEITRD bz
ST,

EQ-5D-5L : X— A F A > ®OEQ-5D-5L Japan utility score?® ¥ L, & %4 > RHUEIERREAIPE
IR T0.88, & %1 o REUEMIEG A ARIEREMN T0.84 Th o7, KA 7 /L DEQ-5D-5L Ja-
pan utility score D FHMEIX, WTFNOEMTHEN—R T4 U nbIFE A EEL Lo T,

[Z D OFHEER ]

- PR R

N—RUZBNWT, YA 711 THELNZSPECT/CT, O Z F— T — & i QN ik F & QR
HERET — &% L 0 25 R OB s ORIV EN IS EMEZFH Lz T gid. A% 1E 2
R S EHI ATRE Ao R BRI T — ¥ 2 1oLl A LTV 5 A3

KAWL KRR CEHE R DR KANTH - ZIEESTFEE (2.021.0Gy/GBg) THY ., &KW
TR (0.78+0.026Gy/GBq) TH 7o, R6VA 7 /144.4 GBqD BFELGIZ OV THEM L 7ZRIE
Fe OB IR OHEE WU EIL, EEN90+45Gy L (N85+£1.2Gy Th o7z, FREAHMORIIRET
0.033=0.0072Gy/GBq T, 2611 7 /L OHEEW IR #1L1.5=0.32Gy. B hgO W $130.34 +
0.059Gy/GBq T, 261 A 7 VO H EWILH FEI1X15+2.6Gy TH o 7=, EHH & 130.090 =
0.020mSv/MBq & B H &7z,

R 5 T CORZEMFHMEME T ok T 2RIER (RAIL OREH D LB Sh - AEES) O%F
BEIA T, 2203061 (66.7%) . & %4 RPTEMEIEEAIBEAELER T8/126] (66.7%) . ¥ X
VRPN IR R AR E M 12/18%1 (66.7%) TH 7=,
- E2EIEH
ERBIER (10%LL 1) i3, &R CEM &R O /MR 45 6/3061 (£20.0%) . & ifi5/30 4
(16.7%) . AN OIEREREA4/30%1 (4£13.3%) . Bl BAKEUE K O AR 4243/30%1 (%
10.0%) ToHh -7z,
224 RPUEME RS FIREISIERER T, DL FICHRE L= 4 1372 <, 26 (16.7%) IZ3BL L7~
FLUIEM, R, DNEGE, EBERE M/ MEOED Th o7, &5V 2 RPUEMEEEG ARG RE
FCiE, SBILLEICHEL U= S 80T, AN O/ MR 2345401 (4522.2%) « B E ORE AL
NE3F (£516.7%) Thol-, 26 (11.1%) I L-FRIT. AMBBAE, /D E, R
TAT A, AW, B, BREREOREEETH -7,
« Grade3LlL |k & ¥HE SN =RIER
HEEE 2N Grade3ll B & HIE SHIZBEWER X, &K T36] (10.0%) . # 5 9  R P mEME IR LR
LEMTIH] (8.83%) . & XW U RPUEMEFEAIARIBEEN T26] (11.1%) 1RO LT, ¥FH %
PUEMENREAIBLAERER O 10T ) o SEIE. Z 59 o RPUHEME RS FI R AR AE 13 MR >
RO ERE (FA—EB3) | R ERERE LSS 1B EL LT,
- HEREERS
EERAEERIL, 2T (18.3%) . Z XV RPiEMEEERBISEREN 26 (16.7%) . ¥
XY o RPUEMEEAIAREREN T26] (11.1%) ISR bz, EERERIT. Z XV RHUEMNE
JESHIBEEHAEM TV VS EER OB BB A (R—H8F) | VIR TRBIENK1IH, XX
FPUEM RIS A R TR RN Tl OB Y B R 2 RN S 16 CTh -T2, b d B, U
SREVEIFAK & OBESH Y L s,
s BERIICE - EEES
AFN OB EHILICE - 2 EERIT, ¥ 5V 0 RPUEMNESAIRERIRERN C 16 /MR ER D 23 %
BLL, KA OB #ED O LHlr S,
- FEEH
TR E T CoOREMIMEEM P Ic, EXIZHTICESTAEFRIIRE SN o1,
BRI (FEMTOT —F v A7 B ET) TiE, 2T (¥ X4 R PUEMIIEHIELE
JRAEMAB], & XV RPUBMEIEEAIARIGEEM4F], LUTFREIE) 23381 Uiz, 761 (461, 36)) D3E
RITERE (RISEIREE) TH Y. ¥ 59 RPUEMIERERIR IR O 15 A MR 4 X AH|
B G N D205 HIZIZH L Lz, AFERIIAEESREMMBZICREA Lm0 FEREFRLE LTHRE
ST, TRBRH YRR X 0 AHK & OBFEZR L &k S Tz,
* 2 X ROUEMIEEFIREE LR - AKX EBSC/BSoCO# L-BIE H 5 5 EOTHREE D0 H . XIIAK 4
FEMNBH41A% (UEBSC/BSoCHEE 51 H30HE) OWTHAENHEE T
B %4 L RPUEME I A IR © ARFI OB 584G H 55 EOTREE D80 A # U AKRAEE 50 H41 H %O
WPREBWHET

(4) HRELR9EHER

1) AMERGEAER @iy EMHER (A12301/VISION &, SNEADT—45) *°

HAEJ : ARSI K OVF 4 o AP IEEAIRES R OHE 714 D PSMA BtE mCRPC
BEEXIRIZ, AHE BSC/BSoC O 5O 9k OV 4% % . BSC/BSoC
B E & 4 %,
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RBRT A

LR IEE (R, ALRo86kisk) T & AMu. B, WATHEMIE: (BREEER)

S i ]

NN~ DFE TFTrow—T TITUAR A TUX, Ava—TFT HEH, KE

SES

HVU A (8Ga) 2 FF RPET/CTA ¥ ¥ 12 L 0 PSMABE AR HER 7= ARSI OV %4 o % hi
MR A BEE R O mCRPCHEA 83141

e B L UE

- ECOG PS30~2m B3

BN METH S Z L3, MR, WEERY, XISHRFERICHER STV B

- HUwh (BGa) ¥ FF FPET/CTA X ¥ > 2 90 L, thkeFissu)iiic & v PSMARME: & iR & h
- HE

- M3h/AET 2 AT v AEREB L~ (50ng/dLAR XIX1. Tnmol/LA) OB

< 1fE¥ELL EDOARSIIZ L B1BEEN S 5 HBE

« 1 2FEFE D & 9 R PUEEMEIEEANC X DIERIEN H D B [ ¥ XV 0 RPUEMEEERIC X 5 15%
LI H Y R PUEMIEEA O 5B N RIE2Y 1 7V OGA L EFR, ¥ XV R PUEMEEEA O
TERBENIFEEOA T, 2MEE O 4 59 0 RPUEMEEANC L AR50 S 2y (Bl 2 1 EE s ST
BERIED T DEFH LTV D, HDWIIAME) & IR Y =AW U 7256 13 A AL AT ]

- HITHEMCRPC (MyEPSAEST. #KEPMHMIFEZ OH#IT, UTERELZDOEITO 5> H12oU FIZigY% 45
Ua) =67 58FE

s N—Z 54 LHEEOCT. MRL, XI3HE A% v v CEBIREL 1o FAT+ 5 BE

s B TR, TFRSRE R OEHERE = AT DR

T e BRAN I UE

- PSMAZEHRLTIZ X 18R ED & 5 B

T A MMEET6 S BUNIZA hr T L899, Hh~<U T A153, L= A186, L= LA188, TV
5223, XIXLHFBHOWNTNDIEFELZ T -BE

- 7 & MERI28 H LA & 02 T HUESEE ((LFEE, A, AMENEES) 25207k
B

B RE

AL, A7V —=2 T (T % Aeri4lf) | &5 HEOCEYEFAEY CHER N,
27 ) —= T
AV (®Ga) ¥ FF F111~185 MBq (3~5 mCi) % HEFIRNIES- L CTPET/CTA % v %
Fht U, PR HEIEIC L PSMAGTEZ G L 7=, PSMARGE. >3 X COMEIES TR Sz
B % AKHI+BSC/BSoCHE XIXBSC/BSoCHAIZ2 : 10T T X b LT, 1RBRIEYEMIT. T
Z IMERTICBSC/BSoCZ &R L7z, T & AL Tix, LDHfE (£260 IU/L. >260 IU/L). Tiz%
(FH. #) . ECOGPS (0~1. 2) . BSC/BSoCICARSINEEN D) (B, ) ZEiKHEF& L,
Eran il
« RHI+BSC/BSoCHETlx, 7> ¥ LME%28BLUN [7272L, AU 7L (68Ga) =+ b5 FPET/CT
AX X VEMBEALUNZRLS] ICIRBREOR G 2B L, AANILT7.4GBq (200mCi) (=
10%) Z6il (1) MR CRK6Y A 7 VERNEE Lz (A 7 1458 TH#H, &5k H 7
iife L, DOREVNEET2HEIC2Y A 7 v 28 s) |
* BSC/BSoCIZWTHNDETH, EATOIERICHE > THREG L, BHEPIEEEICE YT 5 F Tkt L
72
+ BSC/BSoClEidH O CHRIH FIRE iR iEiE C. ARRBRBAERT O EhE F ORE L T v &7 MMtk
ICBAE T AIREN G ., BN AZB U CEERREL L7z, BSC/BSoC& LT, ARSI (=¥
NWE IR, TETZTaUE) OFBIZTE L7223, hoiRBRE, MEEM bR E, ek,
OFEESRS (P07 4223 &) O2HEE, TEHREOFRIIRTE L7,
%« BSC/BSoC & L Tl & 7= 3851
AF+BSC/BSoCHEZH T, ARSI &N BE OFIG1352.6% T, =2V HFLH¥ I FH329.7%, T 7
TuYIR25.0% ThHoT=, £, ARSIZFR< £72BSC/BSoCE L THASNAZMAEKIE, Va—TrL )
(72.4%) . v Aot huy (507%) . 7TERTI 7= (38.0%) . 7/ A<7 (34.8%) . 'L K=
V' (34.0%) Thoiz,
BSC/BSoCHETIE., ARSINHE G SN EBHEDOEAIX67.8% T, T2 A ¥ I RR424%, 7T TR
35.1% CH o7z, F7z. ARSIZER< E2BSC/BSoCE LTHEAESNZEANL, Va—TmL U (62.9%) .
FrHxrE by (166%) . 7T I/ 7=y (429%) . T/ A~7 (39.0%) . 7L K=y
(87.6%) ThH-ot,
c RFNOFHESE G- B, XIIBSC/BSoCE G T OPTE B OWT BV AN BHIS0 A%, o ARRER
TOFRZE L OPUEERIEZ RIGE & L CRBT 2aMc, K TR (EOT) Ktz L. EiB
BFRAE ~OZINZFE L7 BEIIEOT KRR I RSB ELNCRBIT LT,
FEHLERRAY
EWLEMRAWNIXEOT XKPits 7 b Il O BE D RHLEMGREWNICRBITH%24» H, Xi3508:D0OSA
Ry RPERE IR (0OS BEMHTRE) OWTRROWKERETE Lz, S HIT, OSEMKMAT
% EHBMGEAE 2 L, AR L O Z 2O W THRE L,

SR H

- rPFS
Z oA BMEB S ER TN E (BICR) (2 &k APCWGSEAEIZHE » 7= BiE 2 ric kS < #1T
MERDO BT H XUIFER Z B WIET HD ) HLFsFu B £ ToHIR

- OS
F U H MMEADBIER A RWIET B £ TOHIM
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AR B

[ 2 BIREHE H ]
* ORR

R—2 T A VEHIEHMIFTEER A 2 AT 5 B I2B T 5, BICRHIEIZ X ARECIST v1.1123-3< BOR
PHETE SNT-CRXIZPRAZ R LIZHEE DOEIS

* DCR

NR—=Z2 T A VG RER A 2 A+ 5 B2 BT 5, BICRHIEIZ X DRECIST v1.1123-5< BOR
WHEE EN7-CR. PR. SDXi¥Non-CR/Non-PDD E#E DEIE

< Hr7c 72 SSEREL F T

U MMEB D BHT-/SSE GEFEMIREYT, BT, EEICBE L BIEARILE, B Rk
DT O FIRILEOMENE) ORBH IR EZ B DRVETHO 2 b EVH E TOH
Eil

[EIKEHAGEE H
- EALFRIRD) (PSARAFH)

AHEBILL E% 0#EE: L7-HIEIC X VR SNz, PSAEMNRR—RX T4 U n550% 0 FIKF L7zHBED

HE

* PFS

T oA AMEA LT (B 2WNIC X DT, BRRAEST, SUIPSAKETT) AWIH TRH BN H X
IR 2 2B HOWT R B £ CoME (BEZEHIC X 2 #ITIIBICRHIE., KT
AT V3 22 M [ RS B O 34T . PSAMEFTIZPSAME DR B H-5<)

- fEREBHE QoL

FACT-P. BPI-SFXUEQ-5D-5LIC & % #¥Hl

fAT 7 1%

1

Wt RAE
FAS
T DM ENTZTRTOEE (KHI+BSC/BSoCHES51%1. BSC/BSoCHE28041)

+ PFS-FAS

20193 A5 HLARRIZ T v X AL Sz T X TOEE (KH+BSC/BSoCHE385%1]. BSC/BSoCHE196
1)

* FEBNEVAMG AT REAR AT ek S

PFS-FASD 5 5, _R—2F A IRIZRECIST v1.1123-5 < BICRHIE TEEAN AT RERZE (12U Lo
HOSUTFEERIRE) a9 5 BEEM (K#|+BSC/BSoCHE319%1, BSC/BSoCH:12041)

- FASZ A VEfRAT % G 4L 1

FAS® 9 HAA|I X 1ZBSC/BSoC % 1AL E# 5 &9 T HEF (KA +BSC/BSoCHEF29%1
BSC/BSoCH£205%1)

[ R AT TE H
- YPFSIZPFS-FAS%A . OSIZFASZ AT REM & L, rPFSXIZOSOWT NN THERERBE LN

T 5 B WCAHA] + BSC/BSoCHEDIRIRAN R NGB b Tc L+ Z & & LT,

- TPFSIE3644E DYPFSA N R AFAE LR R CEEMT 2 EEd 52 & & L, £/, rPFSHZEMF

i COSHRIEMT 2. 5081 DOSA X b 3R LIZ S COSERKIMBIT A EBfiT5 & & LTz,
B, EEEIZIE, rPFSA X2 M MR34TEREA LT KA TOSA X2 hRB30HERAEL TV Z &)
5. OSHMMATIEFE_E T, Z O CTrPFS £ EARAT M CNOSEMEMENT 2 Fh LT=, T D72,
rPFSHAE TH-T-BE (BE/AYE : F1{110.004) OOSKKIENT OA B /AKUEITRM0.025. A& TiE
BRno T HA I 0.021E 7o 7=,

- rPFSOREMLER T, T v & AMLFEO G BIA 7% A 72 J@ Billogrank R &2 L 0 f#HT L7=, Kaplan-

Meieri%: % F\WCTrPFSH I & Z 099.2%CIE#EE L, JBHIK 1% AWz J@hlCoxkbfil ¥ — KEF
MZE DA — R & ZD99.2%CIEFHH L7z,

- OSbREIERIC, 7 & 2L @ RIE T % A 72 & Blllog-rank 1 & 2 FI VN TREM L 21T - 72,

Kaplan-Meier: % FIVTOSH il & 2 D95% CIEHEE L, BRIK 1% H\ 7z BRI Cox el Nt — K
ET MLV AP — R EZDI5%CIEFE N LT,

- rPFSKTROSIT. HBEFE RO T 7 N — % FERiT 5 = & NN EHE S -,

(2 BIREHtHE H ]
s BERHIEE O WS ER S e EERRIKEHEE H 125V THochberg O P 2 v

THRBREEROE —FEOBBREHE L, WHTERAEBEKETHRTE TS & & Lz, rPFSEEMRT
B COSIRMIRNT 2 HhE L= 2 &2 D, EE2EIRETMIE H OF E KX, rPFSHA E 2> 20SH

BEOBAIZ0.05, rPFSOAAE COSHAEE TIZARWEAIZMMO0.05 (HH L) . rPFSHAET
1372 < OSHHEE OHAITMIH0.042 & 72 o 7=,

* ORRX O'DCRIFREBNRHAM FTRE AT A SR 2 5 RIT, T > & 2B D @RI &2 AV 7 g il v 2 A

T4 v ZERETNVEROCCA Y XkERH L, BRIWaldy A _R’REZIT -7z,

BT 7R SSEFBLE TOMMIL, PFS-FASZ M5 & LT, JEhllogrankiiE s & 0 BEM L 21T -

7o
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HEhE

(202141 H
2TH F — X
By A7)

(R E A ]
- rPFS (rPFSEZMFHT)  (BREEAIFREATHE )

B2 WS < 1T (PCWGSHEHEIZHE » 72BICRYIE) UL DA X hAAFEH L7 AEFIT.
AF+BSC/BSoCHET254/385%1 (66.0%) . BSC/BSoCHET93/19661 (47.4%) Tdh-7-, rPFSH
RAEIL, AHKI+BSC/BSoCHER.7H A (99.2%CI : 7.9, 10.8) . BSC/BSoCH#3.4% H (99.2%CI :
2.4, 4.0) TH VY, AH|+BSC/BSoCH THERIEENHED L, rPFSA X2 kU 27 IBSC/BSoC
FE L il L CAHI+BSC/BSoCRETE0%IE T L7z [/N9— KE0.40 (99.2%CI : 0.29, 0.57) . Ffilp
<0.001 ; JEJhlllog-rankfi &, A E/AKHE0.004 A ],

BICR¥E < & B rPFSMKaplan-Meierghifg (PFS-FAS)

8
!

M N
w b N

CHEHO TV XA X R O b T R E

&
z ™
Z| et A X"\
& 40% 2 \\\

30% ) \

e
20% ) i N -
10% ‘ 59Y 1
+—s AH|-+BSC/BSOCHEE A
BSC/BSoCE

Q
>

T L RN i Team e | LN, SR R SN B B S

T T T 1 1.7 T
0 123 456 7 8 9 101112 13 14 15 16 17 18 19 20 21 22 23 (A)

subjects at risk S U LEh S OHAM
AF|+BSC/BSOCE IS ITIM2 292 272235215194 182146137 121 88 83 71 51 49 37 21 8 6 1 1 0O
BSC/BSoC##
AF+BSC/BSoCH# BSC/BSoCHE

Ik 385 196
A X NREBBIE (%) 254 (66.0) 93 (47.4)

BRI LD < B 171 (44.4) 59 (30.1)

SETC 83 (21.6) 34 (17.3)
FHE0 6 (%) 131 (34.0) 103 (52.6)
rPFSH i (H)  [99.2%CI] 8.7 [7.9,10.8] 3.4 [2.4, 4.0]
J& Blog-rank i & pfi Fllp<0.001
~Y— K [99.2%CI] 0.40 [0.29, 0.57]

+ OS (OSHAMEHT)  (BRAERIAATIHE R)

X, AHKI+BSC/BSoCH: T343/551%1 (62.3%) . BSC/BSoCHET187/280%1 (66.8%) IZiRH 5
iz, OSHfEiL, AHK|+BSC/BSoCH#15.3% H (95%CI : 14.2, 16.9) . BSC/BSoCH£11.3% H
(95%CI : 9.8, 13.5) TH V. AHK +BSC/BSoOCHTHEREENRO LN, LTV A 71X
BSC/BSoCHf & tb# L TAFH + BSC/BSoCHE T38%IE F L7z [~¥— FE0.62 (95%CI : 0.52,
0.74) . Fflp<0.001 ; EHllog-rankif &, HE/AHE0.025 (FHD) 1.
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HEhE

(202141 H
2TH F — X
By A7)

0SMKaplan-Meierghifs (FAS)

100% —| Gy,
90% — -
80% —
E 70% —
E 60%
% 50%
)
| 40% —
&
30% —
20% —
+ THHY
10% - +—+ KH|+BSC/BSoCE
— BSC/BSoCE#
(Y) :; ; é ;3 1'0 1'? 1'4 1 [6 1'8 20 ?'? ?‘4 ?'6 :;8 3'0 3,? (B ‘)
cubjocts at isk S5 V& LAEH S O HAR
AK|+BSC/BSoCE 551 535 506 470 425 377 332 289 236 166 112 63 3% 15 5 2 o
BSC/BSoC#f
A +BSC/BSoCRE BSC/BSoCHE
JiE 4% 551 280
ARy NFRBUEE (%) 343 (62.3) 187 (66.8)
FH80F1% (%) 208 (37.7) 93 (33.2)
OSHE (H) [95%CI] 15.3 [14.2, 16.9] 11.3 [9.8, 13.5]
J& Blllog-rank# E pfi Jrillp <0.001
NP — K [95%CI] 0.62 [0.52, 0.74]

[EZE 2RI REHTE H ]
* ORRKU'DCR

PFS-FASD 9 b, _N—AF A VFfICRECIST v1.112 55 < BICRHIE Tl rl 6E/R 2 (1-2oLh Lot
HISUXFEERIRE) AT 2838 (RN se T st R4ER) T OMEREMINZE 2 x5 & L /=il
T. BICRMEIZ X 5 ORRIZAAI+BSC/BSoC#H#£29.8% (95/31941) . BSC/BSoCH#E1.7% (2/120
) Thote [A v X24.99 (95%CI : 6.05, 103.24) . HMlpfE<0.001. EBIWaldb 1 —Feh
E] ., £z, BICRHIEIZ L 5DCRIE. A&+ BSC/BSoCHES9.0% (284/319f%1) . BSC/BSoCHE
66.7% (80/120%1) TH -7z [A v~ X579 (95% CI: 3.18, 10.55) . HifilpfE<0.001. f&HIWald
A ZRRpE]

ORR, DORR U EBRMERR (3Tl ol s n R EH)

A#|+BSC/BSoCHE (n=319) | BSC/BSoC#t (n=120)
ORR. n (%) 95 (29.8) 2 (1.7)
> Xtk [95%CI] | pfE 24.99 [6.05,103.24] . p<0.001
DCR. n (%) 284 (89.0) | 80 (66.7)
v Xk [95%CI] | pfE 5.79 [3.18,10.55] . p<0.001
KBEREE [ CR 18 (5.6) 0
(FEE) PR 77 (24.1) 2 (1.7)
n (%) SD 68 (21.3) 30 (25.0)
Non-CR/Non-PD 121 (37.9) 48 (40.0)
PD 33 (10.3) 35 (29.2)
N 2 (0.6) 5 (4.2)
ORR : CR+PR

DCR : CR+PR+SDX/INon-CR/Non-PD (FERPRZE%#H LRWEE)

< BT 72 SSEXRILE TOHM

SSEXHFETC1E, AA|+BSC/BSoCHE T256/385%1 (66.5%) . BSC/BSoCHECT137/19661 (69.9%)
WZRO BT, Hric72SSERBLE TOMMOF REIX, AKl+BSC/BSoCHET11.54 H (95%CI :
10.3, 13.2) . BSC/BSoCHET6.8% 4 (95%CI : 5.2, 8.5) T V. A#|+BSC/BSoCHE THE /R i
ENRO B, HRSSEXIIELEA X FOFEAY 27 Z50% & L7 [N — FE0.50 (95%
CI: 0.40, 0.62) . p<0.001 ; f@3llogranki®E, HEK#0.05]
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(202141 H
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A+ BSC/BSoCHE BSC/BSoCHf

IiE 51144 385 196
A MNREBBE (%) 256 (66.5) 137 (69.9)

SSE 60 (15.6) 34 (17.3)

BT 196 (50.9) 103 (52.6)
5890 6% (%) 129 (33.5) 59 (30.1)
o () [95%CI] 11.5 [10.3, 13.2] 6.8 [5.2, 8.5]
J&Blog-rank i & pfi p<0.001
NP — R [95%CI] 0.50 [0.40, 0.62]

[EIKEHAGEE H
- AEALFRIRD) (PSARAH)

R—R T A PSAE O FHE AR +BSC/BSoCHE339.1 ng/mL. BSC/BSoCH£365.8 ng/mL, ~X—
AT A D DI BERO RREIZENEN-68.6%., 24.3% T, PSAZERhRIIAKI+BSC/BSoCHE
T46.0% (95%CI : 40.9, 51.1) . BSC/BSoCHETT7.1% (95%CI : 4.0, 11.7) Th -7z,

+ PFS

PFSD A X MR U I-EFNIE, AHI+ BSC/BSoCHE T299%1 (77.7%) . BSC/BSoCHET114 i
(582%) T 7=, PFSH &L, AHl+BSC/BSoCH T5.9» H (95%CI : 5.2, 6.6) .
BSC/BSoCHET2.44 H (95%CI : 2.2, 3.0) THo7-,

- fEEEBHE QoL

FACT-P : X— A7 4 V' OFACT-PEFA a7 OFHIfEIL, AAl+BSC/BSoCH: T108.4, BSC/BSoC
#T110.1 THo72, FACT-PAFIFA T O (R—RF A4 0510784 > ML EORD) | IR
FIEST, NI TOWVWTALNHBO 5D ETOYM O FRfEllX, A&|+BSC/BSoCHET5.7% H
(95%CI : 4.8, 6.6) . BSC/BSoCHT2.2% A (95%CI: 1.8, 2.8) Th-oTz,

BPI-SF KREDBM I A —/)L 1 X—Z 7 14 ®OBPI-SF KR DME A7 —/LOYHEIL, KK+
BSC/BSoCHET2.57. BSC/BSoCH#ET2.65Tdh 7=, BPI-SF KFDME A —/LDES, (R—RF
A U BH30%LL LT A > UL D) | BRRMET, T OWT RO BND ET
OHIM O FRAE X, ARAI+BSC/BSoCEES9% H (95%CI : 4.8, 6.9) . BSC/BSoC#:2.2 % A
(95%CI : 1.8, 2.8) Th -7z,

BPI-SF AiGF~DEBRr—) : XR—2F A »OBPI-SF 4G ~DEBZ /r— )L OSEMEIX, AHFI+
BSC/BSoCHE. BSC/BSoCHf & 122.49Tdh -7, BPI-SF AfFE~DEBEAr — /L DR—RAF A
5O (B30%LL EXIX2R A > FELEOHEN) | BERAEIT I TOWT AR ROHNDHET
O O IfEix, AHKI+BSC/BSoCHET5.04 H (95%CI : 4.2, 6.1) . BSC/BSoCH#:T2.3% A
(95%CI : 1.7, 2.9) ThH o7,

EQ-5D-5L : X— 2 Z A » ®»EQ-5D-5L utility score ® VE-#Jfi 1%, AH|+ BSC/BSoCH#f TO0.71,

BSC/BSoCHET0.72 Th 72, EQ-5D-5L utility score® v £ TOHIM (EQ-5D-5L utility score
DR—=RAF A NSO LR, BRET, HD2 VI TOWNTONED LN ETO
Wik o RfEix, KA +BSC/BSoCHET1.04 H (95%CI : 0.7, 1.8) . BSC/BSoCH:TO0.5% A
(95%CI : 0.4,1.0) TH»o7=,

ey

€533 %
2023 4 12 H
48T — %
Hy bAT)

Z U F MEIBEE T TORZENRHMIHIMFIZR T 2EIER (RBRIEL OBESH v &l =B EFHEG)*
OFRBEIG 1L, AH|+BSC/BSoCHET451/529%1 (85.3%) . BSC/BSoCHES9/205%1 (28.8%) T -
72

FARBREE OB G A 2 b ixifé #5530 B % ST BRIGRABORT B OVWT PRV A L TICHB L AEFFR, A
B 5-H1 1k X358 T #IZBSC/BSoCO A Z kit T& 5 Z & & L7z7z® ., AAIXITIBSC/BSoCOFE TR DWF L
BT E TICHREL L inE i S P oA EFER 2 I LT,

- ERRITER

AHK|+BSC/BSoCHED 72 GIEM (5%LLE) 1X. HINEZE190/529%1 (35.9%) . 9% 57166/529%1
(31.4%) . HE.00148/529%1 (28.0%) . & 1M 136/529%1 (25.7%) . I /INB Ik 2 e 83/529 14
(15.7%) . BHRIEE68/529%1 (12.9%) . MEM-63/52961 (11.9%) . VU > 7SERIEIE61/529 41
(11.5%) . FHREOAMERBIES58/529%1 (%£11.0%) . E5546/52901 (8.7%) . M PEkEIE
43/529%1 (8.1%) TH-oiz,

BSC/BSoCH#ED L/ RITER (3%LL L) 13X, #9714/20561 (6.8%)
7=,

. B0 8/205%1 (3.9%) Tho

+ Grade3ll £ & HE S NZEIEH

HAEE N Grade3PL L &HIE SNZRITERIZ. AAI+BSC/BSoCHET15261 (28.7%) & O'BSC/BSoC
RET8H (3.9%) (IR BNT-, AHKI+BSC/BSoCH O E72Grade3lL EORIER (5% E) X, &
5161 (9.6%) . ML/IRIBAER VY o SERBAES-3661 (46.8%) T o7z,

- ERE Zn R 1E ]

EELRBIEAIZ, AK|+BSC/BSoCH T5141 (9.6%) . BSC/BSoCRETHHI (2.4%) (ZFRD BTz,
AH|+BSC/BSoCRET2HILL HIZRE L=FHguT, AiMm116] (2.1%) . LIMEREAESE] (0.9%) .
M/ IR ESH] (0.6%) . mlEBREsE, @, MR, EEAEIL, AmEREDE, B, gk,
IEH-E261] (£0.4%) THo7=,

21




Freectia CBERIICE s A EES
(B HEIRAT | AFI+BSC/BSoCHEIZEBWT, ARANDOELGHILICE -7 FEFEEFRIT630] (11.9%) IZHBD LT, 2
2023 412 H| BILI LRI L =2FS0T, Ak O/ MRBAES 1561 (£2.8%) . AIMERB/ETR (1.83%) . &FH
14 H 7 — | ERBAIEAB] (0.8%) . ILIMERIEAIESSH] (0.6%) . 357, MR, VU > 7SERE, Blide, imiettm
By "AT) | AR PEEEBR K QYR BRIV &26 (£0.4%) THo72, BSC/BSoCOHGHILICEST=HEEFR
1. AH|+BSC/BSoCHET47#] (8.9%) . BSC/BSoCHET1661 (7.8%) 2B bz, T4
BSC/BSoCHEDOFFBEIL 361 (1.5%) Thoi=,
- FEEH
WL E > A EFRIL, AKI+BSC/BSoCHET19%] (3.6%) . BSC/BSoCHEET6EHI (2.9%) 1Z788
b7z, AH|+BSC/BSoCH: CHUMAEAR] (0.8%) . JLiLERIAE26] (0.4%) . BYEFARE, B
REREAR 4. COVID-19. BT, RIGEMERUIE, 722850, BEEANEIM, FFAL. B Mhze
AR RIS RS . ZEERE AN S E MR R T 2% I OV T i 4 1451 (0.2%) . BSC/BSoCHE
TR EGEAT, B N IME, BHIREEALAE, O IE RO 1F (0.56%) Thotz, ZhHmH
B, BITEAIC X 113K+ BSC/BSoCHE T (GRLIMERIE2H], B BEHERER 2, I T mAE,
FHENHIMAA16]) 5 iz, BSC/BSoCHE TIIELIZE » BIERITHE S e o T,
i BlIER—E (BEER  IXTOREMEAR. WIhHhDHET=5%) (REUHEAREEMR)
AF|+BSC/BSoCHE (n=529) BSC/BSoCHE (n=205)
HAFE (PT) 4 CGrade Grade3lL k 4CGrade Grade3ll k
5 n (%) n (%) n (%) n (%)
T TORIEH 451 (85.3) 152 (28.7) 59 (28.8) 8 (3.9)
WD ORETZ5%5EH
mlaL7Ed 190 (35.9) 0 0 0
W7 166 (31.4) 21 (4.0) 14 (6.8) 0
L 148 (28.0) 5 (0.9) 8(3.9) 0
A ifn 136 (25.7) 51 (9.6) 6(2.9) 1 (0.5)
I/ NI E 83 (15.7) 36 (6.8) 0 0
BAEHE 68 (12.9) 6(1.1) 6 (2.9) 0
Mg - 63 (11.9) 3(0.6) 3(1.5) 0
U o oSER D E 61 (11.5) 36 (6.8) 2 (1.0) 0
T 58 (11.0) 3(0.6) 0 0
H I Bk e 58 (11.0) 12 (2.3) 3(1.5) 0
155K 46 (8.7) 3(0.6) 1 (0.5) 0
I BRI E 43 (8.1) 17 (3.2) 2 (1.0) 0
MedDRA version 26.1
@iESEMmMERER (B12302/PSMAfore SRER. SABEIADT—4) &7
B : ARSI BEVGHR C# XY RPUEMEIEEAIRIEHE D (X X% RPrEME
BAlEEte LY A U EEMT D2 EREY EE X L) | EITED PSMA B
" mCRPC & 2 X512, AARNOF R O 2ME%E ARSI OEFE L i3 5,
RERT A SZhaaxdeE (O, dEko72kiik) . T o X sk, HEER. WATEERRR (RFEER)
i A=A LIT X — HFH, Fxadtiil, 7T R R4V AT UF KT K AaA
X7, AL Ay =—T 2 AL A, BEH, KEH
GRS ARSIBEIAIE T4 X4 RPUBEIBSA 2 80 L O A V2 IEHT 5 Z LRl EEx o, B DA
(*®Ga) =¥ FF RPET/CTA ¥ ¥ 12 & ¥ PSMABME D R X 417-mCRPCHEE 4681
T R R R L - 18k Ll L. ECOG PS/R0~1D A%

CBNCARE TH D 2 & DS UM IR S TV B R

« V7L (8Ga) ¥ hF RPET/CT A v > THIRFERHIEIC L W PSMABHE & iEsd S =B

- Mg MHET A R AT AEREBA L UL (50ng/dLA 1. Tnmol/LAT) B
IEHOARSI (TEITuy, UYL ZI R, XX I RIT/UvZ I R) ICLDRHEEFIC

c Z XY UREBMEGA Z2E L U A K DIBRREIEN T 5 2 ENE TH D LW S B

cHYEOFEIC L VARSIOEE R RIAEN L BE (P2 I REOT BT T v QAN L

- #ATHEMCRPC (M /M EPSAMEST,

1B OHEIT LI EE (EHNVF I R EE—MRT > Fa b U R REERIEILTE SN D5,
ARSIIZ X D HIEIE L 13072 & 720, ARSHIZELE DGR TR T TR S 7220, )
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2TAFT—%A| [»~P—FL0.41 (95%CI : 0.29, 0.56) . A Mlp<0.0001 ; /&Hllog-rankti &, fEAKH0.025 (Fr
v hA7) a7,

24




HEhE
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(14.1%) . THI18/227H1 (7.9%) . WRFAL18/227H) (7.9%) . WWH:17/2276] (7.5%) . 1HFH
16/227%1 (7.0%) . ml/Mfﬁi@w\ﬁm/mﬂﬂ (5.3%) THo7=,

ARSIZEHEOEREIEMR 5% L) 1%, EFIEF1/2326] (22.0%)
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I 557 42 (18.5) 1(0.4) 43 (18.5) 3(1.3)
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(2) RNERMTHHER
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DOPSMA 2% 9 B 45 HFME Y
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o -FEEME Y T F X —+¥ (NAALADase) iEMEZHRIE L LR ET vt
AI2LV, EERF RF FTIXEH D PSMA 1Tkt A5EE BRI ZME L
7o ZFOREE. KifEE CEXEEERERZE) X, U RS T viA T2.34=%
2.94nM (n=7) . NAALADase [HE7 vt A T 0.37£0.2nM (n=2) Tho
7.

[RABR 71k ]

LNCaP#iin (1 X105, 7 = /)v) % 68GatZi# [Glu-urea-Lys-(Ahx)ls-HBED-CC
(0.75nM) TF7E F TPSMA-617 X /EratLutZ i PSMA-617 (0~5000nM) & =i T1
WA ¥ 2 _—T 3 v L, Mz sk, Seldtkes o ~h o o2 —CllE
L7z, F7o. BEE L TAcAsp-Glu GREEE400M) ZH W 7 v & HEHIK
FCHIRE0.05~1000 nMOEERF RF b T X%v X LIRE L. 0%, iz
t & (rh) PSMA#K (0.4pg/mL) ZHMUL CT37TCTIRfA o Fa— gL
7o 95 CTHOMDOMBIC LY KIS EEILSEEE, ~f 70 FL—F) —F—
(AP £330 nm. #YEIEF450 nm) [ CHEEREZRIE L, ERERIFET LV E
FAWTKIfEZ=HH L7,

QfERNE Y AH R URTEL P

PSMA Bttt bEiSZAREHIIEE CTH 5 PC-3 PIP Hifin % V7= Ml PN EL D 3A 7
EOWTELORBRFHZB N T, VT F T AEERF RF F I3 X > (7Lu) IR
% 2 B ST 4 BERECUSINE D) 55%~T0%ASHIAPNIZE Y A E ., £ 10%
~15%MNINTEL L7z, —JF . PSMA [ PC-3 flu fifd Tix, W7 F U AEER
FRT h I X 2 (TTLu) OHBINELY AT 0.5% KT/ T Lz,

B2 DM (4Sc-EERF KT FIx%kvZ V) XU H R (8Ga-b
ERF KT R I7F8X KR 68Ga-I2& T F) O CHIKMANEY IARIZHA S
MIRZET A BN o T2,

PSMA [514 PC-3 PIP #ERE K U PSMA f214 PC-3 flu #RRICH 15
PSMA 1R FRSHE ) 7 > FDELY 3AAH & RTEIE

PSMA B51% PC-3 PIP #HRa PSMA [214& PC-3 flu #HRa
(%) (%)
1001 £z “4s0-PSMA-617 1007 £z “4sc-PSMA-617
EY'77Lu-PSMA-617 EY'77Lu-PSMA-617
% 8Ga-PSMA-617 T % 8Ga-PSMA-617
754 53 %Ga-PSMA-11 % i 75] S %#Ga-PSMA-11
)i’ ) il
5t L L L &f
Fég 507 4 § ;ﬁg 50
5 AN
¥ ¢ § ¥
RSN & ol
Z g § ﬁﬁ & ®1 <05%
| ot
0 . ,, ES‘@ r (4SRN N 7% E NN O_OL—_—.,.&_—_
B L) sA S|4 By Y iA R7EE B Y JA
2 BFfE 4 BFE 4 B
EHEHIZERE
[(FRER T IE]

PC-3 PIPAHIE X IZPC-3 flufifad (5X105{E, v = /V) %#37CT—BikiE L%, &
FHEAEFRPSMA Y 5> K (25pL. 7.5 pmol) Z¥RIIL CT37°C T2 X IX4WF[H A > =%
2= R L7, AU FaX—va U ETH, BEEY T FOREY ARE (g
= EOPSMARE S 4y & NIE(LIE4y) 2RIE LTz, 7 L— FMEFRR, &7 =12
NaOH (1 M, 1 mL) %Mz CTHIREZEM L%, MIEERREE T~y
2 —TCHEL, K T ROWNELRERE Lz, MBERE ST A X
L7=%. Micro BCA % > /%7 EAssay v b ERAWTERIED & 237 BERIE
L. ¥REVAZREE300pg/mL% v /87 B 7= 0 O REIBE RIS T 584 TR
L=,
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2) RORRILBEETIVIZBIT2HESHE (/in vivoRER)

t s PSMA %8~ 7 AR ML (RM1-hPSMA XX RM1-PGLS) #~
U ADR TIZEFESH LR g T V2V, VT F U AEERTF KT R
FX 2 (17Lu) © DNA HBIEER &K OB R 2 i ie & ik
SR EORBE R LT,

OEBE & thikstae

i ) DNA {E{54ER »
K iE 60MBq DAV TF U AEERF KT hT7F kX (TLu) % 31 &
N 62MBg/mmol TH 5 L7z 6 ffilH 4 5l (67%) T, Sk K& OGN OV T4
IZBWTHAE: DNA IS (5% LD AR Sz,

RMI-hPSMA BB I=xtd BILTFILEERF FFFSF 42> (M) BEIC
& % DNA 1515

y-H2A XEBEZDORRMGESEBEE (x1045) v —-H2A. XIS MO EIE&
=" (%)
g 50-
% °
=} ‘f 40.
=
é ;
(= >
g— e 301
= i
% 20-
— > N BT -
E ]
é- 4 104
= °
= e 8 &
62MBg 31MBg 15MB ok
» /nmo| & /nmol B /nmolqi* BIRH
[FRERT1E]

C57BL/6%E R4~ 7 A IZRM1-hPSMAMINE (1 X 105#) Zf FBHE L. Bitid4H
BT E60 MBqOLTF U LAEERF KT FFF% k& (TLu) %, K
HHHE0 (L) | 15, 31 062MBq/nmol TH#ARNEE S L, 54 H & I HEG R %
BRI Ty -H2AXEMBAL PRz 1To7- (n=38/8) . SBRICEL23M (§
) 1L H2A XM OB &2 2 271 (+: 5%~10%. ++ : 10%~20%.

+H+ > 20%) L7z (B . £, BB Y 7 &% H CH2A X% AR o
AEERNLE (BX ; P ORI EHME, n=3/1)

i) PEEHETEINFIER 12

B E 60MBq DAV T F U AEERF FT FI XL (1TLu) %
62MBg/nmol THH LIZHEIZEB W T, ROAIMEZ R LT,

BehH 7 B OMEEAREX, 31 &Y 15 MBg/nmol £ (590+46 mm3) & il L
T 62 MBag/nmol # (323+122 mm3) THEIZHA L= (p<0.05. Mann-
Whitney #E) . #5 4 HZEOEGRBEAE (R CEERE) X 62,
31, 15MBg/nmol Ff & OVREERECZEN T4 87+£23, 91+14, 145519 KON
134+13 mm3 Th -7z,
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WTFFILEERF FT FSFE82 > (M) BEEEZESEOD
BH AR L EHEAHIENS

[ERERY v '8F—FDG PET fEE L HE M
(mm®) (mm®)
1,000, . 62MBg/nmo | 250+
— 31MBg/nmo | B¢ 5 & e
|
S — 15MBa/nmo | &% / o 2001
2 - iR R pe ° o
& 500 n=3/gt x =R . T o
1 FiEcens /) | - e 2
& B 100 .. ° 9 o
I f‘ e . °
¥ 0<0.05, Nann-Whitney i 752 50 oo
(62MBq/nmo | £ vs. %
0 31 % U5 15MBg/nmo | E) i n=6/8%
............ 4
0 5 10 62MBg  31MBq 15MBA sy
BE#OE™ (8) /nmo | & /nmo | B /nmo | B
BT 7]

C57BL/6%E R4~ v A ZRM1-hPSMAAIE (1 X 105M8) Z 7 TR L7-4H %
12, BIEFHRE60 MBqOLTF U AEERF FT b I x kX (TLu) % bl
AE0 (AL . 15, 31X U62MBg/mmol TEHRNEE G L (n=6/8F) . 54K UTH
BICCTIC X v EEAEEZBE L (n=3/FF) . #5548 %ITIXSF-FDG PETIC XL %
AR M 2 ) E L7z,

i) E7FHR 2

B RS 60MBq DLV TF F 7 AEERF RS X%k % 2 (1TLu) %
62MBg/nmol T L L7RETIZ, 60 HLUL EAF LR (n=1) DB H LI
72

WTFOLEERF FFrIXE2Y (V) BEEREICE T2 EFHME

1.0+ 1 « 62 MBa/nmo | B
i = 31MBg/nmo| Ef
0.81 i — 15MBg/nmo | B%
. |, TEaE
= T80
7; 0.6 | T
04{ il
i
0.24 i ‘
oof{ !
0 10 20 30 40 50 60
BRE#ZOHRM (B)
[BR 514 ]

C57BL/6%E R4~ v A ZRM1-hPSMAAIE (1 X 105M8) % 2 FRME L7-4H %
12, BIRFHRES0 MBqOLTF U AEERF FT b T x kX (TLu) % bt
AE0 (JAHE) . 15, 31%U62MBg/mmol THHIRANEE G- L (n=6/8F) . #5%60H [
LLEiZh= <o 2A0EFMB 2 HE L,

QHEBMNRICHT RBIHREDE 1V

PSMA [ RM1-PGLS #ifd % [FIFEREHL L 7=~ 7 212, HidEE 62MBqg/nmol
DILVTFFUALAEERF KT FIXvH L (TTLu) ZHEERGLEZEE, &5
12 H#&ORGAAE CRAMEFEUERRZE) 13, IR 7747291 mm3, 30MBq
4121127 mm3, 60MBq #f 393214 mm3, 120 MBq #f 113+=50 mm3 T&
V. 120 MBq #f Tl b 3RV EGIETRIGEIERN 370 bivic, £z, AFEHRIE
30MBq K ONVAIERE & Fhie L€ 120 & 1Y 60MBq #ECER L 7=,
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(3) 1EFARIRERR - F it
¥ il

BEREBHBREOILTFILEERF FTFS3Ft42 Y (V) BERHD
ERERENOFi: 252

(mm®)
TS0 o 120MBq 2%
— 60MBq £

o — 30MBa/ ¥

= 1 - B

E 1,000

%

& ;

=] q
EHEHIZERE
*p<0.05, Mann-Whitney #&7E

(120MBgZ¥ vs. 60K U*30MBgZE¥)
0 +: PET/CTRIERIZZNZNIFIFET

rEZOHM (B)

BIEBBESHREDILTFILEERFRETFFSFE42 Y (M) BEIZEITS
HFHAR

1.0
0.8-
£ ged —— .
£ o6 |
0.4 L.—.
SgeE |
1= af 0 Lol
027 _ 30MBq 2 - 7
—-- AR |
004 = 1541V .
0 10 20 30 40
EBE5%OHME (B)
FRERITIE]
C57BL/6~ ¥ AIZRM1-PGLSHUA % X FREAE L7c4 H# IS, W SO il ae
62MBg/nmol®D /L7 F 7 AL ERT K7 FF7 %X (17Lu) %, 30, 60Xi%120
MBqO SRR CTHEE L (n=5/8) . MR K OVER I 2 I HNE L
770
FMER e L
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VI-1. meEEO#HFRE

() aRLAEDGMPIR
i3

(2) BRERABRTHEZR SN
f-mFEE

VI. EMEHEICEE T 51EH

R L

1) BARANGBEESIEREIIIRESEICS ITEMEKRE

[EINE T/ERER (A11201 5XB%) 1 "
HARAN® PSMA 3% mCRPC 3 3 FllZAAK] 7.4GBq & HAIFARN B G- LTz &
E DML T REVRE D HER R O BIE R T A — X I TOLEBY ThH-o
Tro MR REIR 1L, 24~48 FEf £ TORGHEM & 120 FFf] £ TOREMRM D
THREDHERDFRD BT,

AF| BRI SROMADBRIEREDH#R (mCRPC E#H)

10 9
16 4
;;”%
€ 12 4 %
o [ 3
= 10
.tﬁi 'A FiglE +HZHERE
” © (h=3)
¥ 6
+ 4
2 THfE +1ERERE
0 ~— v - , (=9
60 80 100 120 140
i £ 856 (h)
EYHEE/INS A —4
0 Cmax Tmax AUClast | AUCinf T1/2 CL Vz
(ng/mL) (h) (h-ng/mL) | (h-ng/mL) (h) (L/h) (L)
13.5 NA 59.0 59.6 28.9 1.72 71.7
3 +3.06 +16.0 +16.3 +0.478 +0.258 +10.6
13.3 0.124 57.4 57.9 28.9 1.71 71.2
(24.8) (165) (30.4) (30.6) (1.65) (15.5) (15.4)

BB PSRN R S T P (ICV %)
MR BERE X, T~ D& —CTHlE L THE LS REEMN kBg/mL% . PK
ST 12 ng/mLICHE

2) NEANEGEBEEZERMINIREEFICE T5EEERES ENELNMHERAER
(A12301/VISION KE&H TR &2 T «¢) . AEADT—4H] ¥

S E AN D PSMA Bt mCRPC B3 30 BIlZAA|] 7.4GBq % HEEARN &5 L 7=
& Z DOIMR S RERRE OFMBNRE /X T A — X ILL T D LB ThoTo,

AFHEERSROMATRIEDENBE/ NS A —4

Cmax Tmax AUClast | AUCinf T1/2 CL Vz
n (ng/mL) (h) (h*ng/mL)|(h-ng/mL) (h) (L/h) (L)
7.22 NA 52.1 54.8 51.5 2.13 156

30 +3.60 +17.9 +18.5 +44.4 +0.586 +128
6.58 0.266 49.7 52.3 41.6 2.04 123

(43.5) (180) (31.6) (31.4) (68.8) (31.5) (78.1)

B EE RS TG BEE (BATCV %)
MR AR BERE X, T~ &2 —THIE L TR LN R kBg/mL% . PK
FFAI A I ng/mLIZ a5
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(3) HhEE

4) 8% - FRROEE

VI-2. EYERERA/ND
A—5

(1) frA&

(2) WRUREFEE K

() HEEEEH

4) 2V75VR

(5) HMEE

(6) i

VI-3. B%£H (REaxL—
Lay) fiE@fr

(1) fér7ai&

(2) WS A—ZEHERA

LB L

LB L

Mmig$ PK 737 A —# %, Phoenix WinNonlin ¥ 7 b7 =7 ZHNT /a2
IR— R A MEFTIZZ D HEE LT,

LR L
LR L

BARANGBHEESERMRNIREEEZNRE LE-EASE THAEE (A11201 &
Eﬁ) 1)

HAAD PSMA 5t mCRPC £33 BlICAA ZFIRN&Z G- Lz ey s
U7 Z A (CL) ORMEBHE (EMCV%) 1£1.71L/h (15.5%) TH-o7=,

B EABERERIREEEE MR E LB EMMAAER (A12301/VISION
REBYIRET4. AEADT—4) ¥

SLEAN D PSMA 51 mCRPC 35 30 Bl AR &2 F kN G- Lzt & ey s
V7 Z A (CL) OMRMFEEIME (%M CV%) 1£2.04L/h (31.5%) ThH-oiz,

BARANEGEBHEESERMRNIREEEEZNRE LE-EASE THEE (A11201
Eﬁ) 1)

HAAND PSMA 5t mCRPC £ 3 BlICAAIZFRIRNE G- L7z & & OOMRK
8 (Vz) ORMEEEE (88 CV%) £ 71.2L (15.4%) TH-olz,

EEMESERMEIIIREEEENRE LB EIEGRER (A12301/VISION
HEBYIXR4T4. NAEADT—42) Y

L E AN D PSMA Bt mCRPC 3 30 BN AR 2 RN 5 LT & & OO AR
& (Vz) OREHE (%7 CV%) 13123 L (78.1%) Th -7,

MR L

FZ7 54 N (Tlag) ZFEH 0 WL OMIZHE A EETe 3 a2 /=K A hE
F )L

B LB R IRERE 2SR & LN E I AR
(A12301/VISION B Y7 2 % 5 ¢) OILiK P REIEE T — % &2 W TR
PK f#AT 21T > 7=,

ZORER, R=ATA W7 VT F =717 F A (Clerpl) 1% CL (2%
L TR FMIc S LR Th o7, Cleren 75 40%1& T (f5 : 101.5
mL/min 75 60.9 mL/min ~®JED) 5 & &, CL 2N 21%K F L= 19,
AHN O EHEHRMRRIKITE R CTd 5700, FEER PK f#HT 2 F W CARA DRz &
kT D=2 T VEEOBEEREEDEE IOV Ty I 2 Lb—ra a2 FE
L& 2 A, BHBEIERBE L i U T K O 5 S REREE R Tl
AUCiInf O HFIAENZNEI 20% K TN 42%H0 L7225, Cmax (26T 2 H 572
ERIIRD DN hoT-, 2B, THEEBRHERERESDVIal—va v
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VI-4. DRI

VI-5. %%

(1) &k — R BP9 @@

(2) ik —Rs B8RRI T @A
3

(3) Fit~DBITH

4) BEBR~DRBITH

X, B EIN7=—2?fE (CLersL = 54 mL/min) DOIIEESWTW5, FEM
PK Tz o< &, N—RA T A4 UFFICEE (CLerpn 60~89 mL/min) |/IH
%% (CLerer 30~59 mL/min) OB HEREIEE 2 A7 2 BE Tk 25 H &M
AL EZ bR W

T, NR—=RA T A VEEOKRE (WTe) (X, FRI /8~ KX NOSAARE
(V1) IR L CHEHPICH BRI BB TH ~ 72y WTeL 2 23%E4 (41 : 88.5
kg 725 68.1 kg ~DJD) T 5 L x, ViV 18% AT 5,

L2>L, WTe I Cmax ([ZBEREEL RITS RN LD, BRRMICERD
HHLOTIE L, KRECESS HEFSIAELEZ LN Y

NTFULEERF FT b TxH e (07Lu) 13, slEEIRNE G 5364 T

b5, (V-1 (2) BRRBCHIR S MR OEBH)
BH TR L
<BE>

BAANGRBEESRRMRIIREEEEZ SR E LE-ERE THRE (A11201 &
Eﬁ) 1)

HAA D PSMA Bt mCRPC £ 3 il AH 7.4GBq Z BRI i 6 B (B
SEE L LT 44.4GBq) $IRNEERL L7- & X OO IR EHEEME CEEIMHE)
X, Z1FH 0.11Gy, 0.68Gy THh-o7=, ( [VI-5. (5) ZDOMOMME~DH
1] DIEZM)

ERMESENMIIIREREENRE LB EMAERER (A12301/VISION
REBYIRET 4. AEADT—4) ¥

SEN D PSMA it mCRPC #3529 Bl AH] 7.4GBq % Hila % 6 [1] (B
HittE & LT 44.4GBq) ##ARMIE G L7- & X OMOWINHR EHEEE  CEYmE)
. FhZER 0.051Gy. 0.30Gy Th o712, ( [VI-5. (5) Z DDk~
BATME) OHEBR)

AR L

UERR L

<BE>
BARNGBRERZIERMATIREREZXNRE LE-ERNE TEEER (A11201 &
Eﬁ) 1)

H AN D PSMA B3 mCRPC £%# 8 Bl AAKI 7.4GBq % HiEI X% 6 8] (BFEhK
BHEL LT 44.4GBq) #ARNEE L L7z & & OFRtE B ORI EHEE M ()
B) 1%, FhEh 0.25Gy. 1.5Gy THH7z, ( [VI-5. (5) ZOfoOMMkE~
DATIE] DRI

EBEEAPERMRNIREEEE R E LB FEIMAEE (A12301/VISION
HBYIXR4T4. AEADT—42) Y

SME A D PSMA 51 mCRPC 35 29 Bl AR 7.4GBq &= HIaI i 6 8] (BFE
JERE &L L C 44.4GBq) $IRNIRE L7- & & OROEB OV EHEEE OF
BIE) 11X, =N 0.26Gy. 1.5Gy Th-o7-, ( VI-5. (5) ZDiho#hk
~OBATIE] DIESR)
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(5) ZD DI~ D
T

1) MEKA~DRTHE (in vitroDT—%5) ™

NTFULAEERF FT b T7x%vZ L (BLu) [ARIOEHKD THDHLTF
TALAEERF RT R TXREZ L (TTLu) O TLu ZIEHETHERNR 175 Lu THE
WLIALAEY] ROEESRECERTF R b7 %t & 0,/ e E oS
WEIZ, TNFN 049 K028 THHoT2, WTFNH IR THTZZ L b,
b RIRIMERIZEAT LW EE 2 b,

2) OO~ DFEITHE

MM ERe L

<HBE>
BARANGBEHESZERMINIREEEZXRE LE-ERNE TR (A11201 &
Eﬁ) 1)

HA AN D PSMA Bitt mCRPC 4 3 Bl AH 7.4GBq % HE i 6 EIFEIRN %
HLizE&, #Es (A 270 1) RO 6 a1 5RO &g & Va8 O IY
MEHEEEIIUTO LB THo T2,

N - 7 AGBQELEIE T 6la1# 5- (E’E%ﬁ%@ﬁ&%{ﬁ%
s + ALk B L BT (Gy) 44.4GBq) THMH L.

R Y WAL (Gy)
EIkES 0.15+0.029 0.92+0.18
it 0.11+0.055 0.68+0.33
I8 0.10+0.023 0.61+0.14
iR 0.090+0.020 0.54+0.12
JIEgEHE 0.13+0.031 0.77+0.18
FekG 3.5+1.3 21+7.8
N 0.38+0.12 2.3+0.75
5 BE 0.10+0.024 0.62+0.14
At 1.9+0.70 11+4.2
[EX 3.3+1.2 20+7.4
(Lol 0.45+0.19 2.7+1.1
B ik 2.6+0.44 15+2.6
TR 15+7.4 90+45
Sl 0.74+0.093 4.4+0.56
fiti 0.30+0.025 1.8+0.15
[N 0.12+0.027 0.69+0.16
[T 0.12+0.024 0.72+0.15
WEE TR 5.8+0.19 35+1.2
IR 0.25+0.053 1.5+0.32
BT R R AR 0.19+0.037 1.1+0.22
R 0.544+0.12 3.240.71
FHE 0.092+0.020 0.55+0.12
Ha Jij 0.096+0.020 0.58+0.13
RN 0.37+0.049 2.240.29
155 IR 2.5+0.091 15+0.55
2 0.18+0.037 1.1+0.22
R YRR A
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VI-6.

(6) MIFELMHER

e

(1) BB R UM BHE
iz

EBRMEZERMMIREEEZIRE LB EMEKE (A12301/VISION
HBEYITRET 1. HEADT—%) Y

SHEAD PSMA B mCRPC 4 29 BIllCAF 7.4GBq % 6 HHHE T 6 [HFH
RN G Lz L &, FlERE (A 270 1) KO 6 (R G-RF D5 s X OV 5y
OPNL R BHEEMEITLLFO LB Y ThH -7z,

) 6lalf G (RAFE& G hdTEe
WS - Ak e Ty | 44.4GBg) T L
e WA (Gy)

ElkEs 0.25+0.19 1.5+1.1

% 0.051+0.038 0.30+0.23
Bl 0.18+0.19 1.1+£1.2

iR 0.16+0.18 1.0£1.1
JRgERE 0.21+0.19 1.3+1.2
ek 4.3+1.0 26+6.1
N 0.52+0.23 3.1+1.4

H BE 0.19+0.19 1.1+1.2
LihG 2.4+0.58 1443.5
[EX 4.1+1.1 25+6.3
LR 1.3+0.88 7.845.3

B ik 3.1+£1.4 19+8.4
TR 15 +3.6 924921
ilRL 0.69+0.37 4.142.2

it 0.78+0.83 4.7+5.0

HEE Nk 0.20+0.19 1.2+1.2
A 0.20+0.19 1.2+1.2

WEE T i 4.6+2.7 928+16
IR B 0.26+0.15 1.5+0.91
BT R R AT 0.26+0.21 1.6+1.3
Ll 0.45+0.21 2.7+1.2
i 0.17+0.19 1.0+1.1

fifa Ji 0.18+0.19 1.1+1.2
RO AR 1.9+2.8 11£17

[ e EE 2.4+0.19 14+1.1
- 0.28+0.20 1.7£1.2

SEEE R 2

invitrodT—%4 '

b MISEICBWT, AT FULAEERF KT TR H L (1BLu) OMmEEA
FEORIT, 1 LV bpg/mL TENZENHK 70% L O 62%., FEEH EERF K7
kT XX o OMmEEAREARIZ 1 KO bpg/mL TEREIVE 70% &% O 58%
ThHoT,

invitrodT—245 "

in vitro KRR OFE R, VT F U ALAEERF RT b IFvH > (1BLu) KO
I EERTF T b I X 30nTint, b NOBELORIED S9 Eisy
HFIZEBWWT 37°C T 1 FEM £ ¢, B MSEFIZIWT 37°CT 2 Kefil £ T, fUH
MIZZETHDHZ EDRENTZ, F£2. B FONFIBEOFED S9 m3iz kb
FEZE SRR L TS ZE TH D Z ENRENTZ, LTEN-T, A TF Y
LEERF RT b T Xt x> (Lu) 1 EFECSOIB S CEt s henw e & 2
b,

SHEADT—4 (A12301/VISION REEH TR AT 1) ¥

PSMA 5 #a R M LB TME R 2 e BB 29 B AH 7.4GBq & Himlf 5. L |
5% 2 M E CRREO SRS, B5% 24 FER) (2 KD | 48 K (=
2 WEf) KON 72 W (£2 FEf) (SBMOREIE GERME) Z8EL, JRPMR

37



(2) REICEAET HEEHR
(CYPE) OHFiE.
FEER

(3) FIEBEBRDEE
RUZDEE

(4) KEHDOFEEDOHE
RUOEML., FEL

=

VI-7.  HEit

VI-8. +SVARKR—E—IC
B9 % 1E%R

VI-9. BRHFIZKDBRER

VI-10. HEDNERZEHT D
BE

VI-11. Z0itt

B E RN LT, FORBE, T XTORKTREMAEZ KR E S, 0~2 FEfijo
BIERMIRIC I 1T 2 RERD HETREDFE 1L 91~100% (1 % 78%)
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BSC/BSoC #£ T, BRERERE T OB S WEHA RO 5T D 2
EMBERE LTz, ARFEE P IXEMMICBEEEREZITV., BE OIRAE
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W 5E4 Pluvicto 1 000 MBg/mL solution for injection/infusion

HITE - Hiks Solution for injection/infusion : 1 single-dose vial
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Z M
Hi g FLEN A

KEDORFSGE | 5.4 Embryo-Fetal Toxicity

(2025%-3H) The safety and efficacy of PLUVICTO have not been estab-
lished in females. Based on its mechanism of action, PLU-
VICTO can cause fetal harm /see Clinical Pharmacology (12.1)].
No animal studies using lutetium Lu 177 vipivotide tetraxetan
have been conducted to evaluate its effect on female reproduc-
tion and embryo-fetal development; however, radioactive emis-
sions, including those from PLUVICTO, can cause fetal harm.
Advise males with female partners of reproductive potential to
use effective contraception during treatment with PLUVICTO
and for 14 weeks after the last dose /[see Use in Specific Popu-
lations (8.1, 8.3)].

5.5 Infertility

PLUVICTO may cause infertility in males. The recommended
cumulative dose of 44.4 GBq of PLUVICTO results in a radia-
tion absorbed dose to the testes within the range where PLU-
VICTO may cause temporary or permanent infertility /see Use
1in Specific Populations (8.3)].

8.1 Pregnancy

Risk Summary

The safety and efficacy of PLUVICTO have not been estab-
lished in females. Based on its mechanism of action, PLU-
VICTO can cause fetal harm [see Clinical Pharmacology (12.1)].
There are no available data on PLUVICTO use in pregnant fe-
males. No animal studies using lutetium Lu 177 vipivotide
tetraxetan have been conducted to evaluate its effect on female
reproduction and embryo-fetal development; however, all radi-
oactive emissions, including those from PLUVICTO, can cause
fetal harm.

8.2 Lactation

Risk Summary

The safety and efficacy of PLUVICTO have not been estab-
lished in females. There are no data on the presence of lutetium
Lu 177 vipivotide tetraxetan in human milk or its effects on the
breastfed child or on milk production.

8.3 Females and Males of Reproductive Potential
Contraception

Males

Advise males with female partners of reproductive potential to
use effective contraception during treatment with PLUVICTO
and for 14 weeks after the last dose /see Clinical Pharmacology

(12.1), Nonclinical Toxicology (13.1)].
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Infertility
The recommended cumulative dose of 44.4 GBq of PLUVICTO

results in a radiation absorbed dose to the testes within the
range where PLUVICTO may cause temporary or permanent
infertility.

Hi FEHENA
BRI DOWR(TSCE | 4.4 Special warnings and precautions for use
(2025%F9H) Fertility

Radiations of lutetium (17"Lu) vipivotide tetraxetan may poten-
tially have toxic effects on male gonads and spermatogenesis.
The recommended cumulative dose of 44 400 MBq of Pluvicto
results in a radiation absorbed dose to the testes within the
range where Pluvicto may cause infertility. Genetic consulta-
tion is recommended if the patient wishes to have children after
treatment. Cryopreservation of sperm can be discussed as an
option for male patients before treatment (see section 4.6).

Contraception in males

Male patients are advised not to father a child and to use a con-
dom for intercourse during treatment with Pluvicto and for 14
weeks after the last dose (see section 4.6).

4.6 Fertility, pregnancy and lactation

Contraception in males

Because of potential effects on spermatogenesis associated with
radiations of lutetium (177Lu) vipivotide tetraxetan, male pa-
tients are advised not to father a child and to use a condom for
intercourse during treatment with Pluvicto and for 14 weeks
after the last dose (see section 4.4).

Pregnancy
Pluvicto is not indicated for use in females. No animal studies

using lutetium (177Lu) vipivotide tetraxetan have been con-
ducted to evaluate its effect on female reproduction and em-
bryo-foetal development. However, all radioactive emissions,
including those from Pluvicto, can cause foetal harm when ad-
ministered to a pregnant woman.

Breast-feeding
Pluvicto is not indicated for use in females. There are no data

on the presence of lutetium (177Lu) vipivotide tetraxetan in hu-
man milk or its effects on the breast-fed newborn/infant or on
milk production.

Fertility

No studies were conducted to determine the effects of lutetium
(17"Lu) vipivotide tetraxetan on fertility. Radiations of lutetium
(17"Lu) vipivotide tetraxetan may potentially have toxic effects
on male gonads and spermatogenesis. The recommended cumu-
lative dose of 44 400 MBq of Pluvicto results in a radiation ab-
sorbed dose to the testes within the range where Pluvicto may
cause infertility. Genetic consultation is recommended if the pa-
tient wishes to have children after treatment. Cryopreservation
of sperm can be discussed as an option for male patients before
treatment (see section 4.4).

50




ok

cines in pregnancy)

F—A M7 U T DK
(Australian categorisation system for prescribing medi- | X (2024-7H)

<HBE>A—A T VT OLFEOME : Australian categorisation system for prescrib-
ing medicines in pregnancy

X : Drugs which have such a high risk of causing permanent damage to the fetus that
they should not be used in pregnancy or when there is a possibility of pregnancy.

2) NBREADEESICEET 585 FHR
AKINZBITFBEARFD 197 /WNREZE] OEOEEHIZLLFTOLEEBY THY | KET
eSS L3RR 5,

9.7 /pR

AN Z RS & U T BRARRBR I3 M L T 7220,

(i LN
KEDRASGE | 8.4 Pediatric Use
(2025%-3H) The safety and effectiveness of PLUVICTO in pediatric pa-
tients have not been established.
Hi R
MM OEfICFE | Children and adolescents
(2025%-9H) The safety and efficacy of this medicine have not been estab-

lished in children and adolescents under 18 years of age. This
medicine should not be given to children or adolescents aged
under 18 years because no data are available in this age group.
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Al #E

1) E1TED PSMA (514 mCRPC BE Z xR & LI-ENE IHER (A11201

FARFRE—5

HER) 1B SEIERDE

5 %Y RPUEEEG AIRE IR R

5 %Y SR UEME IR AT R R

PSE IR N=12 N=18
P BT e | BT e— sk
n (%) n (%) n (%) n (%)
FEHUIEL 8 (66.7) 1 (8.3) 12 (66.7) 2 (11.1)
MES LT DNREE 4 (33.3) 1 (8.3) 4 (22.2) 0
1. 2 (16.7) 0 3 (16.7) 0
H i BRI i 0 0 2 (11.1) 0
M/ IR E 0 0 2 (11.1) 0
AN 1 (8.3) 0 0 0
U 2o REHE 1 (8.3) 1 (8.3) 0 0
T R ER S E 0 0 1 (5.6) 0
IRfES 0 0 2 (11.1) 0
K474 0 0 2 (11.1) 0
BRES 6 (50.0) 0 6 (33.3) 0
{51 2 (16.7) 0 4 (22.2) 0
PNz 2 (16.7) 0 2 (11.1) 0
L 1 (8.3) 0 2 (11.1) 0
21 0 0 1 (5.6) 0
NG 1 (8.3) 0 0 0
R0 1 (8.3) 0 0 0
—fi% - 2BEE LS L VRS0 IKRE 2 (16.7) 0 3 (16.7) 0
=9 2 (16.7) 0 2 (11.1) 0
W7 0 0 1 (5.6) 0
FRERIRE 2 (16.7) 0 5 (27.8) 2 (11.1)
TR E A 2 (16.7) 0 4 (22.2) 1 (5.6)
b P ER G 1 (8.3) 0 1 (5.6) 1 (5.6)
IR e 0 0 1 (5.6) 1 (5.6)
REELUREREE 1 (8.3) 0 2 (11.1) 0
BARER 1 (8.3) 0 2 (11.1) 0
HRERES 0 0 4 (22.2) 0
AR 0 0 3 (16.7) 0
SEYR 0 0 1 (5.6) 0
fEAR 0 0 1 (5.6) 0
BEHB L UVETHBES 1 (8.3) 0 0 0
SRBE 1 (8.3) 0 0 0
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2) #EFTED PSMA 514t mCRPC BE Z R & L= SE MAEEKER (A12301/VISION 3X8%) I2&(F 58!

AR T kmomEnaEkE—E
BSEE 2k N=529
N . 7L — KDOEE 7 L— R3Ll k-
7k n (%) n (%)
FEELBIEL 451 (85.3) 152 (28.7)
1PN RIS 190 (35.9) 0
W7 166 (31.4) 21 (4.0)
BTN 148 (28.0) 5 (0.9)
1. 136 (25.7) 51 (9.6)
i/ KR ek SiE 83 (15.7) 36 (6.8)
BARIEE 68 (12.9) 6 (1.1)
g - 63 (11.9) 3 (0.6)
U o RERIE 61 (11.5) 36 (6.8)
T 58 (11.0) 3 (0.6)
H ifn BRI i 58 (11.0) 12 (2.3)
GEA 46 (8.7) 3 (0.6)
B BRIk i 43 (8.1) 17 (8.2)
RA v 25 (4.7) 2 (0.4)
WS IIE 24 (4.5) 3 (0.6)
REA 24 (4.5) 0
B 21 (4.0) 2 (0.4)
TR AR A 20 (3.8) 0
;5 BBy NN b 15 (2.8) 4 (0.8)
RPN 15 (2.8) 1 (0.2)
R 14 (2.6) 2 (0.4)
M7 L7 F = 0 14 (2.6) 0
FREME D F 13 (2.5) 0
K474 13 (2.5) 0
1KY > gE 12 (2.3) 3 (0.6)
PR 12 (2.3) 0
LR R 1 (2.1) 0
IEp 11 (2.1) 0
230 1 (2.1) 1 (0.2)
% K] e 10 (1.9 1 (0.2)
IR 9 (1.7) 0
[Es9R 9 (1.7) 1 (0.2)
77 P 9 (1.7) 0
i3 8 (1.5) 1 (0.2)
TARGXURET I ) N TV A7 27 —8HN 8 (1.5) 0
&V S E 8 (1.5) 1 (0.2)
& A v I E 8 (1.5) 1 (0.2)
&5 bV T AIE 8 (1.5) 0
TI5=rT R TR =T —B N 7 (1.3) 1 (0.2)
M7 AH YRR 7 X —FHE0 7 (1.3) 2 (0.4)
iz 7 (1.3) 2 (0.4)
1ETY 7 (1.3) 0
fa L 7 (1.3) 5 (0.9)
A b 6 (1.1) 0
ISV RN ik 6 (1.1) 0
KT 6 (1.1) 2 (0.4)
LI BR B i 6 (1.1) 5 (0.9)
ON% 6 (1.1) 0
AHRAE 5 (0.9) 0
Y 5 (0.9) 0
SRR 4 (0.8) 4 (0.8)
Ik 4 (0.8 0
Bk 4 (0.8) 2 (0.4)
B RE R 4 (0.8) 0
g af 4 (0.8) 0
Lo 4 (0.8) 0
&7 VT 2 e 4 (0.8) 0
AR 4 (0.8) 0
fitige 4 (0.8) 2 (0.4)
FEEN 4 (0.8) 0
REIRS 4 (0.8) 2 (0.4)
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3) EITHED PSMA 514 mCRPC BE Z xR & L =B E M4HELER (B12302/PSMAfore

BSE IR AR N=227
PAPRRE &7V — FOREE 71— 3Ll k-
n (%) n (%)
FEBLHIEL 199 (87.7) 27 (11.9)
H N EL I 126 (55.5) 2 (0.9
BT 59 (26.0) 0
M) E 55 (24.2) 2 (0.9)
W I7 42 (18.5) 1 (0.4)
=il 33 (14.5) 7 (3.1)
AARIEE 32 (14.1) 0
T 18 (7.9) 0
R N 18 (7.9) 0
g i 17 (7.5) 0
5K 16 (7.0) 0
i/ N RR D iE 12 (5.3) 3 (1.3)
RZAT7A 9 (4.0 0
Eb 9 (4.0 0
po -t 9 (4.0 0
RA &R 8 (3.5) 0
U o SERERD 8 (3.5) 6 (2.6)
T HR BRI AMEE 8 (3.5) 1 (0.4)
H i gk s 8 (3.5) 0
Mz L7 =8 6 (2.6) 0
W7 ARE 6 (2.6) 0
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ifi/ AR E ik D 4 (1.8 2 (0.9)
77— 3 (1.3) 0
B 3 (1.3) 0
FEME D F 3 (1.3) 0
HIEAR R 3 (1.3) 0
M ifn BRI 3 (1.3 1 (0.4)
7 P9 3 (1.3) 0
hi P EREE D 3 (1.3) 0
RPN 3 (1.3) 0
VU fis e 3 (1.3) 0
& 9 FEIE 3 (1.3) 0
EERELEIN 3 (1.3) 0
MER R 2 2 (0.9) 0
T2V R R Ye 2 (0.9) 0
S I 2 (0.9) 0
mimEs v —=e8 2 (0.9) 0
A VTV PR 2 (0.9 0
Y —EHN 2 (0.9) 2 (0.9)
U L SERIAE 2 (0.9) 0
R 2 (0.9 0
FHIMET 2 (0.9) 0
R 2 (0.9) 0
AN 2 (0.9) 0
TR 2 (0.9) 0
R 2 (0.9 0
R AT 1 (0.4) 0
25 1 (0.4) 0
TI=rT ) NI UAT =T =B 1 (0.4) 1 (0.4)
TARGXUET I ) N T A7 2T —BH 1 (0.4) 1 (0.4)
fEE7 B RAT 72— RN 1 (0.4) 1 (0.4)
e e g 1 (0.4) 0
EIRfe Bz 44 1 (0.4) 0
e T 1 (0.4) 1 (0.4)
P IR 1 (0.4) 0
HER K 1 (0.4) 0
YA Z N 1 (0.4) 0
BLW 1 (0.4) 0
IR 5 FEhE 1 (0.4) 0
AR 1 (0.4) 1 (0.4)
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N . L7 L— ROEE 7' L— R3LL k-

7k n (%) n (%)

FEELBIEKL 199 (87.7) 27 (11.9)
5177 1 (0.4) 0
R o> FL) ek 1 (0.4) 0
Y= NWNEINETURT 2T — BN 1 (0.4) 0
R 1 (0.4) 0
R TE R R 1 (0.4) 0
B 1 (0.4) 0
FAEER T 1 (0.4) 0
~E7 0 e R 1 (0.4) 0
FTH 1 (0.4) 0
2T 1 (0.4) 0
& hT7 AT 2=Vl 1 (0.4) 0
JERTE SRR 1 (0.4) 0
1A Vw7 A SiE 1 (0.4) 0
BA U T AfiE 1 (0.4) 0
KT N U AffE 1 (0.4) 0
&Y v E 1 (0.4) 0
TEAIZHE S BUG 1 (0.4) 0
R PE S BSOS 1 (0.4) 0
VLR N 1 (0.4) 0
BP=3 723 1 (0.4) 0
hEORIE 1 (0.4) 0
A ERE N 1 (0.4) 0
Hh N Y 1 (0.4) 0
FERE D RIE 1 (0.4) 0
R 1 (0.4) 0
58 K& IR 1 (0.4) 0
R 1 (0.4) 0
HE TR 1 (0.4) 0
LI 1 (0.4) 0
Gt 1 (0.4) 0
LI ER P E 1 (0.4) 0
ISERRRBIKR T 1 (0.4) 0
SAp=TRTOIRRE 1 (0.4) 0
S INTRZ N2 1 (0.4) 0
BAE 1 (0.4) 0
A p R 1 (0.4) 1 (0.4)
MR IR 1 (0.4) 0
B e 1 (0.4) 0
7 R ER Y 1 (0.4) 0
BT AN 1 (0.4) 0
N ER R AR 1 (0.4) 0
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