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1RAR I IV-1 (e &V ot 452 1.

B 2 RAL I IV-S (LB Rt e .

B 3 AR BT TV-9 &A1 5 i e

B4 RAKRHI IV-13A LA Rt 4 e K.

B 5 AL B TV-13 (b &Pt % e 1

P 6 4RI T AR IR IV-1 A &4 P Ga bric S e 45 58

B 7 PR T AR ®Ga-3 TV-1 (AP 2R ER AR I i e 1

P9 8 KRB Y AR Ga-30 IV-3 A G A 3 B KR s A s k.

B 9 PRI 1 AR I S Ga-3X TV-9 14 A i) 25 3 26 AR 33 R 1

B 10 AR CGa-30 IV-1 45400 ©Ga-PSMAG617 [RI£H Hi 35 5236 F0 0 F 5 &5 S 425
X

P11 4RI T A K B 4 Ga-K IV-1 th B 7E PC3-PIP K LK) MicroPET Jiif% P J L%
X 3

P 12 fRBL T AR B ©Ga-320 TV-9 (b A4 7E PC3-PIP Hi% 1 MicroPET {5 [ H &R
X dak e

B 13 4B T AR a3 IV-1 A S ATE TR B B A4 40 A L

B 14 JE 4R TLu-3 IV-1 (b &4 24 PC3-PIP # AL R J5 1) SPECT FfR A
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P15 BT AR -3 TV-1 4 A4 % PC3-PIP B RS 41 4L S i
B 16 S AR I ®Ga-3X IV-1 LA 1044 20 i SR8 A\ B9 PET B .
B 17 RBL T AR ©Ga-30 IV-1 A B W45 25 R0 91 e N 5 (1 G X 5
B 18 AN K Ga-30 V-9 {L &% 2511 41 s s A5 (1 PET I fR 4558 -
P 19 BT AR Ga-38 TV-9 1L A H4E 245 10 51 B w6 N5 NG X I i

HAA S 75 2
DUl i B AR S 77 2045 6 B B A A W I SR 7 Sl ATl — 2P B B A A

KR 1. K IV-1 (L &P %
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5 \
et
S S—NH  OH
i N/ i
241
7N\
N 70 0 N 0
/N o /o N\ / : .
\ /%Hi/ o—N - &y (‘s)rNH HN/\/\/?/OH
: NH
3.1 41 cos

N
=
H
N TN - OTOHO Os._ _OH
NH o] o7 N/\/\“\i )k MOH
H
@)



WO 2025/060375 PCT/CN2024/083379
33

HoN
2 NH
H
No o O« _OH 0. _OH
NH o . J\ OH
HN 07 N T T Ny
| i HH

0=8=0 O 0

N\ 7

BB

W 2-1 14 K

B L-ZEREE (1.69 g, 10 mmol) T 20 mL 10% [T BRENER T, ¥ 5-( R
Z5- 1S (2.69g, 10 mmol) AT 20mL [¥ 1,4-ZF ki, BV N ERHE g L-
KHARY, EF| FXMN 4h. RNMERE, A IMEEEEpH £ 4 4, FE, HUH
PUAHR S 2 TR LA A, 323, SRR R AL G 2-1, 773 81%.
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B 3-1 104

BALEY 2-1 (400 mg, 1 mmol) 1 NHS (230 mg, 2 mmol) 3T 10 mL [P0 SR,
VKB N IZRRE N DCC (3 C 3 — WD (412 mg, 2mmol), 7= T RN,
SOMEERE, 18IS BOETR S 2R b L A B, SRR A S R G iR E
W1 3-1, U 34%.

&Y 4-1 14 e

K4 E4 3-1 (495 mg, 1 mmol) FICGH T A HES)-L-FA MR (246 mg, 1 mmol) ¥&T 10 mL
) DMSO ( —HIEWH) o, FHIMA=ZM (505 mg,5 mmol) %M FRMNIER . KNVEEKR
JEIMNFE ERFRAC I =%, A AU VBT E 28 TR Va8 RIS B, SRt ai Ak 18
EAEY 41, 77F 76% .

WA 5-1 1L R

10mL B A AALE ) 4-1 (112 mg, 0.2mmol). 1-(3-H &I FE)-3- 273 m —
WHEEFRE: (40 mg, 0.2mmol), N-ZFT ZBEEHL (23 mg, 0.2mmol) F15 mL [ N.N-—
H B H R . IO 4h J5, N NON- 07 48 2% (60 mg, 0.5 mmol) #1 PSMA-617 (130 mg,
0.2mmol), HBFIFNE ST RN, Wit HPLC MR M5 M. 5k 28 i 22 0a 7, 1595
v, ¥R ma otile, RuTRa2Igdine? s-1, 7% 59%.

& 6-1 14 ks

120 mg LAY S-1 T S mL 1) 2 M [EEIR- 208 ZBgva i, fEEE M 4h.

RN EER G RLIERSBIA Y, REMNCR OEER =R, H2HE6-1, 7% 92%.,

WA TV-1 (A R

A4 6-1 (5.5 mg, Spmol)y DOTA-NHS GREEEFEHIM: P fZ- VY E R+ 5l /) (8
mg, 2 umol) BLJZ N,N-:Bﬁ\iﬁmﬂ (3.2mg, 25 pmol) fRKXELAZE 1 ml i NN-FE:H
B o [ AR B TE S 4R S BERE OB, L HPLC WM 45 e 8 485 o . KkH =44 HPLC 4lifk,
AHETIRE RS R IVEL, PPE 52%; S RIERIE 1.

SERER) 2.8 % K IV-3 W EW
AR IR B R LT
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R2f) LR R R E ek L- AR, "2 &Y 2-5, A5 B2 MStE] 1 i &L &y
3-1 pidAe, MEY 2-5 B LR Rt it ay 2-1, AEIEY) 3-5, Bt PSR
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SR 10, 5% Iv-10 (b &
S IEH 5, K ST S T 5 EY) 3-9 OB T FUEL)-L- R SR ¥ #2 i Ne-Boc-L-
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SN BEAATR -

39 4-10 HN—BOC

N
H H H
[¢]
5-10
/Nt l
|‘ (o]
S//
/7 ONH
[e]
(o)
@]
HN k
NH J
|, .
H
O\’(N o @) OH O OH
[0}
NH [e] ] TJ I/ OH
2 O/\N/\/\\\ N \N Y
H H H
o]



WO 2025/060375 PCT/CN2024/083379
50

Ho o IV-10
o

SEHEA) 11-S2) 12: #)& Iv-1 e AR v-12 e
EATHH] & 7 v B2 S2E ] 1-10, B0, ESTER] 1 ER BB SE Y 3-1 N
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W oF T e T
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HOOC ~NH +
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gl
HNi Oﬁ/W\é( HN\/O
@(S) © HO i NH
_ ~ (S)
Va O~ OH
IV-13

C72H96N1 20188
Exact Mass: 1448.6686

HARDRIT:

# NOTA-Bis (t-BuEster) i T DMF, JIA DIPEA, FIEZ 10°C, FIA HBTU, iR
SN 30min. B 1 6130 6-1 4 5\ DIPEA TEEGE MM, AN ERRBIE . 5
ERONL 1h 5, RNVIRIE M MTBE, #rifiEf, #EEEH EEER, W&ahBf ks
W) IV-13A, S5HRAENLIE 4.

BEY) TV-13A V5T TFAK=100:5 KR, 30°C/RSY 3h, SRR R BVR RN
MTBE, Wik, cLffEihl&aifh, HFHA20a01v-13 Prosiii ey, Sk el s

2 W STt 1-13 $RALRY J7 ] & AR BB HAB AL &, 40 TV-14.TV-15.1V-16.IV-17.
IV-18. IV-19, IV-20, IV-21. IV-22., IV-23. IV-24.

B 14. IR BEHHEZ R “Ga bR IR &Y

SGa R AR LR T

Wik B2 37~3700 MBq K7 “GaCls BiRRIER (Ve A 54X E8S) MAE] SR bRiT
EYIERIEOE TR (TR AR & PIVAROZ 0.5~2 mL MESEE-BERREL A, Hoh & F
20-200 pg SLHEF] -5 13§l F 0S4 59, BT =I\RE 100°CF KM 20 min JGAHIE =
W, FAAREE KBS KRR, A TR IR ICA SIS, 1A E%Ga- R IV,

R G E R IG M ANZ] 373700 MBq i1 “GaCly EhESVA T (Whve A 8RR 4288
BINEIE 20~200 pg R b EMIAT 20 & T (TR FFFr b &P SEit ] 1-905 ] 13
R BNEY), RAEAEETFEZE 100°C R RM 20 8 EA RSN, HAmEEK
I KRR, A TR IR S hric b & E SR, 1eE<%Ga-s N IV,

PRIzl 1 il st IV-1 S bsic oA, BRI R R R R I
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[ j\ 0. OH . _OH
Hj Xy io\\z/ [GaGa]GacI3
OH —————»
N NN T pH=4-as
HN 0 95°C, 104} 4
|

88Ga-z\, IV-1

W AF AT 95%, NIRRT Ak, it P BN: Hl— Sep-Pak CI8 41 E/MiE,
JefF iR 10 mL /K 282 M 10 mL AKBEAT ks . F 10 mL ACK bRidsidRe e, B 215
B E. HK e BAERR R R RN ©Ca BT, QBSOS RIS ©Ga-TV.
WL EREREE VAN, SA 2R KRR IS 70 B L R B AR 1d 6 G I SR

& EIR BRI IIER] 1 M V-1 A, SR 6 Bk, ®Ga- Iv-1 HA R
BRI RIS, RS RAERE, BR T IRK ISR A .

ARRIEFH “Ga tric b &Y, BFRERRT ®Ga-2 1v-2. “Ga-: V-3, ®Ga-X
V-4, %Ga-30 IV-5. ®Ga-i{ 1V-6. ®Ga-: V-7, ®Ga-R 1v-8. %Ga-3 1v-9. ®Ga-3{ TV-10.
%Ga- Iv-11.%Ga-70 IV-12 %, SR IEWT, AR R EEI A6 &1 B B I AR 10 3 R LIS FE
BRRZE. BAERR, AR TIRR BN .
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SEHERI 15, s MR

PSR 14 ARIC T, ARinsSehEml 1. St 3 AseiEmsl o flas kS V-1, b
E9 V-3 FL S V-9, BEIH ©Ga bRt B A 2 HHC/ECGa- X V=17, “®¥*Ga-3{ 1v-37
FGa-3 1V-97 4 F A F B K 40 BV AR IS L AU KT 95%I *°Ga-3X TV-1, **Ga-3{ IV-3
A Ga-3R V-9 RO S RSB AR ], BUREF HPLC 34T 404 . 72 BTt A 1,
FAREHR IPAR RSO b 27 210>95 06, R AR IR I P MR AR SE , N5 0 o **Ga-2X V-1,
%Ga-3X V-3 1 *Ga-2{ TV-9 7S A 78 K FasE 4 HPLC %5 5E 45 SR a0 1 7-1 9 iy A 6
SRR, RPHAERELKERPE 2 W KB R REEC95%).

WG RO A KT 95%0) *Ga- 1V-1. ®Ga-3X 1V-3 A1 ©Ga-30 V-9 ¥R 5 1
BHEER T EARNE, MAZERESE, B0 EEHR, BUWEH HPLC #4745 .
6 TR 18] 5, FHRET R T H AR RO 22 21>05 % , R HLAE 3R e v Mo M R R e 5 i
%Ga-2X TV-1., ®Ga-3 V-3 Al G- TV-9 (RS MG FE P HPLC %55 45 a0 7-1 9 i
B il fin, IR A IR K RIS AR T 2 2 h R IF AR R e 1 (595 %)

SEHEB) 16. FIABHERER T u ARiC R &Y

B B2 18.5~1850MBq (11 '"LuCls BEERANIE W AN EIS Fbric b & Wi i 2
OV TR RS PR T AL A VIS 0.5~2mL (SRR -BEER Eh, Hrh &4 20-200 pg Sciti
il -9 13 H& & EY), BT 90°CF R 20min J5 A 2 i, FHAE# EhKk el 5
FKFRE, 2 LRI IR B EPME A YE SR, EtE  Lu-2 TV,

BT BRI IR 37~3700 MBq 11 '7LuCly IAZEI 4 20~200 pg FFtric it
UG ET RN AR S RA R RS, G EA RG] 1-525
Bl 13 $il & S, REAERGE T FIRE 100°CF R 20 4 oA E s, HAE
KBRS KR, R4 LRI A RIS A SR, 1R e TV,

WAL SR T 95%, WITEHE T4k, S BIRAN: HU— Sep-Pak CI18 4 & /M,
JefE iR 10 mL /K 482 & 10 mL KBEAT I se. Al 10 mL K bRiCiiRe e, ERESIS
BAE . KM SR R R Tl BT, O AR RO BISL ) T bRl
MEREYr. Bl R LA YIEN, 248 KRR G o 1 e R A8 AR e A & 43 5

AREERA o bric i A, SREEART "L 1v-1. TLu-X 1v-2, 7 Lu-
A IV-30 Thu-R 1v-4L e V=50 Lok TV=6. T u-a TV-7. T Lo-aR TV-8. -t
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V-9, ""Lu-A V=10, "Lu-R Iv-11. TLu-a Iv-12 2,

WA LAS LA FoR K A bR E T i A R R AL AL &Pt AT A, 0 PR
Iv-13. "F-a{ 1ve14. MR- rve1s. PR 1veie. PR vz, PE-aR 1veig. MR- 1ve19.
BEa 1v-20. PR Tva21. PR 1v-22, PR Tv23. PR Tv-24 £

T4k, R CAS RILE BORIR AL EARERIL TR (RIS ERE T AR IR A 7775 X
AR IR A B AT 4 O M AR O A AT AR IS, U A R RS E AR T FL Ve,
64Cu\ 67Cu\ 67Ga\ 68Ga\ x()Zl‘\ mIn\ ngTC\ 186Re\ mee\ 139L‘d\ 140La\ 175Yb\ 1‘BSIII\ 166HO\
vy, Y, "pm. "Dy, "Er. "Lu. YSc. "Pr. °Gd. *“Bi. *"Bi. “As. “Se. “Ru.
109Pd\ 105Rh\ mlmRh\ llng\ lsza\ 1231\ 1241\ 1311\ 197Hg\ 211At\ 151Eu\ ISSEu\ 169Eu\ 201T1\

203Pb\ 212Pb\ wau\ ZZSAC\ 227ThB2199Ag%§o

SEHEE) 17, AR SE G

iR AR M S S B8 . SEBRTFEART— R, #E 24 FURPAFLIMA 2x10° 4> PC3-PIP 411, i
. ML A=H: BEEH. WRERIRIAE, FHUTL. SRR 100
Rl & (1) PSMAG L7 PEAHIHIF, S8 )5 1) B FLA T 4 BN 500 uL 6 135 15 7= 5 Re 1 4
SHE] 14 752 2 BUR S8 KT 95%09 Ga-30 TV-1 % (18.5 kBq/AL), Inak o fE
37°C MM FAANBE . NESGEGHRNLA, HHERE G 100 302 60 F1 120 min B
BN B AN, F PBS Mrocdii 3 Ik, AL Ve e — 2, SRS H | mL Wb
AL . KHDHIZ, 37 °C RIS 10. 30, 60 F1 120 min 5 FIVKA A PBS (pH 7.4) ¥l
U SRS RS ACIEE AL A I o WREFUAR P FITAT Y ORI A R TSN AR i /N . B3 4 500
uL TSR SRR AR CGa-3 TV-1 3, T EAFLIMN R PR, Fyit s
BB TR, TR R T AR A R RN

YN 2 AR RN S 4 £ 6 S B AR A R B S 45 R R AN 45 & S m Al R A D e
ZARSER AN, IF DA FRIC R e 1Ry S e #E AT ik,  H T 98 IR ER ST %
The Wik SRIRFFIATT, 7E 96 FUARIMIEAR AR FLAN 50 uL PC3-PIP (2x10°/mL) G
ERIRE . IR AR MR IC Y (18 kBa/FL), BT L I B 2 R R AR R
) 200 pL: B TRG A L EEIRY 4 h G+ R0, BT, W BERIE Iy TH s & R
ST ¥, K Graph-Pad Prism #0415 Ko fi.

TIGEE R 10 fis, ®Ga-R IV-1 1 K5 “Ga-PSMA617 #i24 (2. B. D #41
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HiZk), (B 2 N ®Ga-3 IV-1 ZIEEEGE = T ®Ga-PSMA617 (W, A, C B4 HIAE
RED.

SCHEB) 18. ©Ga-30 TV-1 IIRAEE! B MicroPET 4%

TSR] 14 BIFRC 7 VR S 1 ORGS0 KT 95%09 ©Ga-3X TV-1, 1 PC3-PIP /I
BRBEHL A A 2N R ZH, BY 0.2 mL (4 74MBq) *Ga-2 TV-1 45 28020/ U
Bk HEATVESS, RIS RN BRIE S ©Ga-PSMA 617, Ty5H)E 1 he 2 h F1 4 h i [&] 5
1T MicroPET Butg. BUREE R 11 Fs, A 35Sk Fraa XKoo B Ak, xf TR 5
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