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S 0 G R 52 K 0 4 8 O AR 4 ARV R, ST 2 B A A 0 F ARy
i B B EBESE RG240

100071 75 4 T A0 0 0 A .k 317K 4050 % R0 4 088 2138 o A A o 0 8 2
IR I FLAT B AE KT fr S L 5 B 5 R 38 0 TR S T WU PR AL )
P, A5 A A2 T R L 5 0 B 2 AR 5 R 4L
SRR, VIR 05 2 T SRR AT/ SR A AR SE A M
T R T BB 28 €5 LA KU L5 7 G450 LA (LG50 5 0 1 S
B T BB S DR 5 T A0 L G M B S P 0 5 B,
98 L B 55T A o I bl 8 Rl A A B0 0 N o AR L 45
D7V 5t (%) SR 26 B 0 L B P80 DR R 2 , L AN R 5 i
iR 2

[0008]  PSMATKEL A H T HLAE AT 71 IR AN 1 DA K T 1 44 941 , 2608 0 911
St L R RS ARV 5 HE 2 A 9 E A0V /I IR M L, PVA 8
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PERT B R 2H 2R i 33K - PSMA R 7E 48K 22 50 S A4 IMogd 1K B ik 8 R e b Rk o B PSMAZE il
H RIS HIZ R IS RGN , I FLPSMARR 48K 22 HUBC AR A2 A P A T e v25 % 325 1 fii 3 i o PSMA
SETTR RIS S E A, B - 110k F &, L 40 B (B LR 1-18) , E5 i
X 38 G AR 19-43) , A1 Z 4B A X I (AL ER 44-750) o EARZHA N v Bo RIS T X S )
Dige B BT4R (5 A B35 5, 0 M 40 XIS 2= 30 T ZOppAS [R)E 1 o PSMAZE AR # 2 R 4
RIEAE L FAE IOREN- 2 B B - R A B R 15 2 R (NAAG) AR A 4 2 TR MIN- 2 I R 46 2
P& o FH S, HAT IS AR N- 2 Bk e B2 () R 14— KIS (NAALADase) o FH T 783 v /)N g 1)
YE R, PSMAAG IS PR St B K S T (FOLH 1) BRAY A BRAR B IR (GCP 11) , HAE MR-y
BRI IRER £ v S AR I H KRN 7B Za- S B AR -

[0009]  PSMAtR B 5 A FESE T 24K (TER) AHALE , IR R 2 PSMARITERIS) 2 T TS5 M
o AR HE , PSMAZY 5 S5 7~ 5 TERTAITIR2154 % F160 % i [ J5 P o SR , AT R T 4E 1]
IR A P — AR I R AFAE , PSMATU BB 5 D), — AR B Fp AR I R A7 AE

[0010]  A[FE T2 HEIREG G EE , PSMALL S A UK [ 45 & 52 M b g A R 32 AR AH LR
77 TR A PR AR HE N 20 o PSMAE T X k- 2 19169788 1T U1 B8 1A A, B S B A T B0 42 4 i
TH BB AR VA B A . L3R I 1) A2, PSMAR) — SEAR AT S AR T 0% m] A AL AL (E2 AR B 2
AR G 8 SR Wtk , A PSMARY) — R A A BA B VS T, T AR A o

[0011]  JE PSMAXT 1T 21 FiJers 248 J ) 40 e 1o ) 1 R TS SR AR, 2 AR B[ A2 PSMAAR R 18
PRV /BT S PR 8 AR W) T PR R FE S W 57 R R ARG 97 70 22 Bl o w2 e e 4 e 1)
A ATEERR

[0012]  HT-PSMAH W E S A (mAb) TELLIW S - BERK EW (KN
PROSTASCINT®: scan) H 1 FH K2 Wl 71 iffe 10 5 4 A1 52 5 SR T, 237 6t 1) T
FEAE T HEM@EH B4 (Lange ,P.H.PROSTASCINT scan for staging prostate
cancer.Urology 2001,57,402-406;Haseman,M.K.;et al.Cancer Biother Radiopharm
2000,15,131-140;Rosenthal ,S.A. ;et al.Tech Urol 2001,7,27-37) . 'E 45 & ELEIRIEH]
B2 96 240 v (¥ PSMAR) 0 e P 3R A7 o B30T, O HF K HE 45 28 PSMAZH g #1 [X 35k 1) 5 5w & e
A4, 3 HL O TBURH PR A T 6 AT P SMA-BH 1 5l 51 B It S A A vh B R SRR AR, FH B
PR SRR U R ) 52 BTS2 PR R ) 5 i BRI OKRSE (150,000Da) FTA AR SR A1 20
UGG IR 2 T A, TSR B8 R BIOTE 2 RS TR0 %) 326 336 1 08 1) o) T AR B30T 97 = T A2
AR AT, S5 R AR I I (~30R) el BE A EER T B ARG 9%
[0013] 5| FAF AR A Bigft H AT /EZ 2P A H T2 4 AE—F 7
VA TR INTRZEGAREN (FH T 201 BB i 8% KGRI LR 2 e R ARAR) 70 PR 20 23 BTl
W IR I W AR A5 51 B2 21 o B i i AT FH RSB LB 2 — A0 AE UL 5 RR 08 4 = R 1) 22
Aty (o BP 2 238 I  ~F IR DR A Bl AL 1 4 2 11 ) AR5 S Ak 3R 1) 0 KGRI 2 11 4B N JIK 7
Tl o 12 WS (1) 5 B0 FH R AL D TR AL B 2 23 AAFAE DO, SRV & HE & 12 ('
B ) BRI MR FF T2, B EAMBRIRRIS T R o Frid Ieg 5 A6 FINTR AL R} IE B
B A J g B v 7= A S TR S S5 R S MR kL R T A R R LR e R B A
M LT VE R 3 AR BV 2 KSR 2 I e e e e (L 4R 2 5 AR R AR
RARTEIFEEE [ 9 RERE R 2R 3R3K) « BbAb, Ay S8R A W 1) =F F5 mT DARE JMosg B2 4k, 3
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FUR A B M o 1 22 19 BT VA T A g — 2 rh BRSPS AR BT o 4K 22 BT e, TX L]
BOE I IR A I 200 HH IR B TE B 2 AR 1R, KRR U A & BEKHT SN TE] (24h)
PR SEAEDE I Hh A RIS 2 A, v AR B PR 45 SR AR e B A 7 B AR o

[0014] AT SeRHE A A H: BB O L3 A& A2 1 B4 18] A1 72 b8 v B pHZE e BCE AL L 5L
B o

[0015] 55—, 5O Bu Rt & 2 e — 5 e PR ER (m] e A% , FL 3 3P 25 1 e kA i SR AR AR 1
SEARK AR T R AR o B AREL ] PSMAR) FUAR-NIRGL RS W I R 3 NI IE 26 5l S R TR
It PRAAES , {H 2 B SS BY (NTR YR O 8 &8 BB e BE fU AR bE aiHer—2, H B 1 IR 2 MR FF K
ANZEML, IR B GUR) h AR 22 520 FH IR . B TR B SR IS IV i Ak 2 FH R 1 Jo PR G e R
oI R R A AR A e M M BE R B P, RECE AN AT R PRI AR % AN A R 5 Ak
FAMA AT, SR M iR RS O AN AR A TP AR E CRRE-<2h) iUy, sk D
K W 25 44 5 SCPT DA PR X S 28 5 W 3 e 2 lm R N A JEL DR & 5 A 7 i R 22 4 SR Ok
%o WAL, 5N FECARAHEL , Hil 8 X Ee B4R A2 51 5 B0 B2 IR o 55 AN, RE A PRI 2 3% S AR i
T ANAE<2h A NPSMA-FH PR AL S35 BR 1) /7 5B A (Me>0. 5Da) o VR 5w b, 2 T 6
FOILE A AN i (A A 5

[0016] U RLL /N FRCAR B VF 2 05, JT K YEFFEUG 58 /N 7 FHF PERONTRZL R A
BRI o BT, PSMAR 25 R 2 F 2 MBI C 884 22 n] OB K A ek (400-600nm) Bb 7
XA T P I B FE M [Kularatne SA,Wang K,Santhapuram HK,Low PS.Mol
Pharm.2009May—Jun; 6 (3) : 780-9] B Z /E =M B4l e [Liu T,Nedrow-Byers JR,
Hopkins MR,Berkman CE.Bioorg Med Chem Lett.2011Dec 1;21 (23) ]E%AE A ML S (He
W,Kularatne SA,Kalli KR,Prendergast FG,Amato RJ,Klee GG,Hartmann LC,Low
PS.Int J Cancer.2008 Oct 155123 (8) :1968-73) H K

[0017] AT OGP HE R AR N R 51 3 NP AR U AR S, JR D & X e gekh i T-21 44
H A AE T SO A RO AR S PR SOt T2, IR S AL S VR (50 L 3R
Gb AW A A U H R ML 20 8 A RACRT IO, o 2 i3 R R IR Al D Az oK o A ZEAL 2 e
B FE K IH R SR 1) iR — e A e AN R A W 3 Ah ORI AP (pKa=6.4) ‘FEAES
9V (1) pHARRG IR SORT A 55 o DR 5 2 T2 0l R AL BHI RO AEARpH (FEpH 5L T) B4
Ko

[0018]  [K ., 4% & S 40 7] PSMAF) /N FECAR FINTIR LK) [ (a) Humblet V,Lapidus R,
Williams LR,Tsukamoto T,Rojas C,Majer P,Hin B,Ohnishi S,De Grand AM,Zaheer A,
Renze JT,Nakayama A,Slusher BS,Frangioni JV.Mol Imaging.20050ct-Dec;4 (4) :448-
62.; (b) Thomas M,Kularatne SA,Qi L,Kleindl P,Leamon CP,Hansen MJ,Low PS.; (c)
Chen Y,Dhara S,Banerjee SR,Byun Y,Pullambhatla M,Mease RC,Pomper MG.Biochem
Biophys Res Commun.2009Dec 18;390 (3) :624-9; (d) Nakajima T,Mitsunaga M,Bander
NH,Heston WD,Choyke PL,Kobayashi H.Bioconjug Chem.2011Aug 17;22(8) :1700-5.;
(e) Chen Y,Pullambhatla M,Banerjee SR,Byun Y,Stathis M,Rojas C,Slusher BS,
Mease RC,Pomper MG.Bioconjug Chem.2012Dec 19;23(12) :2377-85.; (f) Laydner H,
Huang SS,Heston WD,Autorino R,Wang X,Harsch KM,Magi-Galluzzi C,Isac W,Khanna
R,Hu B,Escobar P,Chalikonda S,Rao PK,Haber GP,Kaouk JH,Stein
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RJ.Urology.2013Feb;81(2) :451-6.; (g)Kelderhouse LE,Chelvam V,Wayua C,
Mahalingam S,Poh S,Kularatne SA,Low PS.Bioconjug Chem.2013Jun 19;24 (6) :1075-
80. 1 &My A 27 Jfee B A Y ) AR ) o

[0019] 4 SRIX L4 [ P SMA R NTRALRLLE 1 S 4 o 3= 1 37 A 40 . (0 S pib i, (B2 e
ATIAE FALPSMA R i 51 Ji it 8s S M AL ) sh WG A v B AR 9510 280t 491 40, Humb 1 e t 55 A
TR 73~ SRR AR AR A it Je 5 82 A0 e e RS AL A A v (1 5 O o JEL TR AT DA 2 B A4 SNTR Y
KEZ E B> A B bg 4, HomT DLBE RS Fe Ak S PSMAH ) 45 & 1 4845 4. 55— J5 1l , S5 DUPAM
bl o TV B 18 (1) e A4 HL AT 0T PSMABE AR IR 55 F1 77 o S AL 28T ST 1 ) O A X LA 5 it , 220
LRI Bt

[0020] &1 PSMAYNIRFFI/E Chen S A P 4 15 75 22 8 1 20 /N >k 13K I8 DA K 72/INmF A
AR EE A H 2T 5 ot 2 25 b, 1 ] PSMARNTRY R B A IR 12 (1) 12 KI5 5 o SR AE BT F e
I e H (X PSMA ) &5 & SR AL BE % 4 N T, AR BE SLPSMAFK) HiT 71 Fi e 240 . Jok g vh A IR AR Y
AR o T30 5 200 FAE A TR H e A 23 b 7 A8 52 T AR AR S PRI AL, ZEP SMA- B 1 4
N A7 AE R AR IO , X 45 tH Chen B A4k T BUNTRER S ) 4 e PR AR S 1) 1 o

[0021]  Chen%f A MTLaydnersi AR /N7 T FCARZE A 22 IRSOOCW (— FAINIRZLEL) o IRSOOCW
FEAKTFREI Gk, BT IR , B A n— 2L DR 0T A ES (NHS) o 3% 2 A i 5 55 5T 4
R R T T 55 0 S L 2 B 5% (1 ki $60,000) - TRSOOCWHH, B A7 7845 IS ) ASF2 58 1Y
B, P RUE DR - (a) NHSERH 7K (b) 2 JRME R 7K i - TRBOOCW R 54 £ R HA 1) i 2 £
5E T T BUY BRI 60 %6 B AN Ay B B4 o X 75 BRI A0 A, B B i (0 A ™
A, B i e R R PSSR I ) B, O HL T REE AN 2 ME AR 20 4

[0022]  Laydner® N8 H IR IF] R4 (61> 2k ) A AT NHS AT B S i SF i ) U B 1% 4%
PHG PSMAFC AR 28 A 22 TR8OOCW . 5k T FH TRSOOCW 5 T 1) 4= F Bk pii 2 41, 1% 4 4] PSMA ) TRBOOCW
BAEMICBAZIRIEG RT3 & EZHE BCE R (5 BRCAE , R Fo A 22 B B R B 0 g B B
Za B RE RN, & BURZERAR , 3 IE AR S A 22 TRO0CW , 1 IR K -TR800CW A
HH e i B0 & B E e IE14K) , D IRE L AL, fil & AW s A R0 Az n T
I PR ] o X 8 73 11 5 T R E R JR RIS AE T 0 B 2 A T bl o 28110, 9 S FDA
Bt A 2 AT RO B IR RS ) (SZAR S ) AA) — FBCH 75 S22 1) 2% AU PP A 43 B SZAK 7 4
A, AN R (RIS TP b L) (B IR TAT R 4002 75 8N AN IR 254 7 i 1) B
FHAIE , JE DA e 3 6 e BUTR S MR8 SRS AN [R] 1) S5 A 77 %077 PRI 22 AR AiE

[0023]  Laydner&& A HIF /N 73— BC 44 & G TuNHCONHCy s—SH. Cy s H 4 il 18 Bt B 35 40t 1]
TAA, T e 7 F S AHE R BRI T AL I H— 2 3A 52 143 - G1uNHCONHCy s—SH
TIC A4 222 G R I i S 285 28 XU RE TR SR o KBRS, ZE TR BT 55 5 R Bt i 2 1]
[ S5 S A PR I L7 A2 50 %6 1R I it o A 5 B AR 1 JcBe 72 ARG IR rh Je AR E T, A
VT - S P STV i S P A5 P PRUISS: i o S ) G s P 88 T8 3 BBOH AR e S PRI AL

[0024]  KelderhouseZf A2t H R BV 1% 3 ] # DUPA-IE 4K ~Cy s & B Alexa flour
647, - ¥Dylight 750484 FDUPA. B, iX 6 43 B AT 5 ) e B W i A3 % 1) A s e o I
A, X ELAG P ACNIR YL B} B A 7 W AEAR &3 5% o BRARAE SRES 36 B8 /N BB A p U 1 43+, (HLE
B2 AT ER o

[0025]  Liuf5 A4 75 4L 1 PSMARINTRGU RN — Lo fA S Hi s , (H2 FF AR 5 s W 8l - 72
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FeAR SNTRYRL Z [ i /b5 38 1) B 420 ) LA S SR A B ) B AT o e b S i e 5 H e i o
Itk & FER A VE 2 8o HAE 3 T IV R A S AR AT AN XEBR I el o PRk, R A X 3 T
PR BR P FCAA LA B AN XS FRNTRAL R P 1838 1Y) ¢ A o

[0026]  Nakajima®% A5 4% &5 2 [CGHIFI-PSMATUAR (J591) o A2t , i S 17 27270
I A4 e AL GBS RS « L Ah , AL S B AETR A the ok, BWRE HoR 15 8 A2 AN AK
HrEIE 30K . thAh , TCG AT EE (1 5 B R IR e A o — 28 B B R AR R S PR BE R &2 591, 3
OGN AR PR AN 77 R 77 PRI AR AR ) 5 A 2 A o R AR i 45 40 52 SCmT AR il X 2
EYBE R R Nm RN, SR A e 5 A 7 I R A 2 5 S R Pk o

(00271 Jifr 4t 75 FXD BE i) PSMA N T R A vt AR A5 e PE AN S R 1 175 o ] DA A2 H T3 4
WEWIR 25 2348 715 (PK) FF ik

[0028]  MAifiy, 4 2% 5 ZE SR 51, B8 0% LRy S M 8L 11 SR A P SMA K e 4 e 50 A8 21 21
BTN 2R G0, BA GRS 2 I, SRR PRSP, 50w (R VA AL B2, st g SR 4 R ot
BRIEE B PR 3 5 AT g ) R T S b (TBR) , HI TR AL A AT 45 51 3 (TR

LR

[0029] AR/ FFHRALLE i AS[F) 3 f2 A E B ENTRYLRH I BB 18] PSMA R BCAA , LAEE e AL &9
) Wl PR 1 (9] A i T, PRI, VA A 2, DR IR R4, B i R 01t , BRI R R TG ok, A B
S MR ) o R A TR A MAE NS B T TR R AE L T AR A FF
I FRAM T fr SR AR TN T R Ar BC)aR /D BeRL 43— o 1R AR ey SR DU O A - TE B AR - NTR G
BHR A WD S AT o AN FE SR LR I 58 s S A AR , DAE S NTRER A4 1 44 A 538
FIFAPKERME o A% 0 FF A 4R FH T3 1A PSMA R fit 8 40 455 AEUAS BR T 115 51 e 1) S 1 18 P 9 4k
AW, R T 5 G A 5 P SMABH 1220 29 0 g (1) B A5 R0 2 A Hh 0 D5 s o

[0030]  fEAELL sty U, AR LS HAB-X-Y-ZE

[0031]  J A1 BE 41 | PSMAIR) 43 F 5

[0032]  X& R FE4

[0033] Y& S SR IF) b4 s AN

[0034]  Z&NIRZEL,

[0035] 7 Bt de skt 77 T, 42 m PSMARK) 43106 B /N4, EC A&, #0055, Ssh ) B - AT A
W o AE FE 2L S 77 T, S8 1Al PSMARI A A4 A& e A o A8 H e St 77 =0 , #8131 PSMARI AL A4
FEDUPA o 7E H e s il J7 2 , B 5] PSMA R AL A4 52 45 S PSMA I /N7y F-o

[0036]  7F JE b5k it 77 2, X2 i 7K TR B 420 o 76 e sz e 7 20, X B 8L AL S 1R (BAOA)
TN EFIEE , TR R, 72 240 K BRI B s 05 AN O R BT e 2L 1
ik, 35 H SR ATIR A BRI, FIH p — AN RO B e A AT R4 LA, AT R 29144
JRF, 10— AN 7 B 5 A e B 2108 249144, BRI 10 B L1 TAN R F o A8 N — 52 7 20
o, T B DA, 5 201 2 41304 J 1, BRI 238 41204 J5i 1+ 78 S e s it 77 =R, [A) B A K S 2 7
AN AR B SR 7 TR 1) BE A0 5 EAOA o 76 S e S it 77 X o ) B 40 7] A8 i vl o 7
e iz it 7 2, XA I LA o 72 e 3 7 P, XA SR A

[0037]  fEHELECsLyE 7y A, Yik B BRI CGHF £ 1)) SRR, b AR A& S NS 2R S L
A s e CGr IEHL A IR IR LE WS 2R , 2R , A = R e HL AT A 5 A e Al T R
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B, b i H AR, 2 AR, AR, IR, BRI, R A B , FI7s @Bt i S AT s
AR (BiK) AR, LL A &R, R, R & R A L, TR, R E R, AR
B2, AR IR IR s S AT AR o AE R s 77 a0, Y2 5 IR S L R I AT AR ) o 76 R B S it
77 YR IR R A AR e Sl 7 P, YR L e

[0038]  fEAELLs Ty A b, 2k B IR ZL AR 4l s H AR T-LS288, IR800, SP054, 50121 ,
KODAK , S2076, S0456 F11/B% 1% [ A 1 4Lk -

SO
R* HYR = 80M; ¥ =0, 8, N

[0040]  7E Rt st 7y =0, Z AT AR My B o 7R SRS Sty =0, 25 A IR R e o 7R S
T, LA A

[0041]  FERELLSL Ty Kb, AR AL SR A T 3

[0042]  B-X-Y-Z

[0043] o BE 4 1] PSMA I AL A 40 s X W) B 420 5 Y L AT 2 T A0 22 A %) e B 1 1) B 420
MZAENIRGL AL o 7EHELE ST Ty T, BLAT 75 B I B 5 LA 1 2 B R T R ) =2 1 DR R » AE L
St 7y AP BT S AN L A ) R IR () B A A2 P R R o A R sy U, B SR
A% 22 [A] 1 2 LR ) B A 2 5 A i (thiophenol) #431I43 ¥

[0044]  FERLLLsLE )y b, ARG AR A T

[0045] B-X-Y-Z

[0046]  FLH B ZEE[AIPSMAIAL G4 s XAE M D 5 Y2 AT 5 I e e 2 I 22 A (1) S L 1R 1)
B s FNZIENTRYL RS o

[0047]  fEHdes )y =0, Ak R LT AL A4

[0048]  B-X-Y-Z

[0049] e, By £ [ PSMARI AL A0 s X AT B A0 5 Yo S IR 1 T IR, 1 IR IR,
FRECHATAY) s FIZAZNIRGR)  AE R B syt 7 s, YA B R 2 PR B R 2 PR AT A ) o AE R 28 5K
it 77 2 YA A T S R A [ 67 3R AE R 2 BRI 5 TR IR b o AE B s 7y U YT HA A
[ o7 25 75 IR IR 1) 28 L 1R

[0050]  7E Rt sl 75 b, AR A FEAL S WB-X-Y-Z, Ho A BAL E DUPAS AT AE 4, XA
TrEAOA, YA & it 2 R , AZA0 2750456

[0051] A B K BA N R I &4
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[0052]

[0053]
[0054]
[0055]
[0056]
[0057]
[0058]
[0059]

7/66 TL
R SR ‘/‘ '\:Z‘:\X
-
TN R,
N ;B
.«*”f- \
o B & ;
R \T \ﬁ) ™ = \“ Ry
f‘i § Rt.‘;
\\ fe & PN g Réw““k':;:} #.R‘fﬂ v
L J 7 ‘;* 3
R ”g\"?%f*’ N Teoon AN
3 & 3
R Ry \ A R
TN
B
g
Ry
(D
B H 255 sz i, B R AR, Hodr

RifFCRZBLSOsH

RoACFRA, CHs , C3HsS0s ™, CsHsSOsHER C4HsS03 ™, B, C4HsSOsHEL CsHsN™ (CHs) 3
RaMIRs £ AR AT e — DB AL 4

R , A E et — A B 2 A 8

RefUR L, ., BB Jil 1 (FE 75 IR 2 )2 0 2 TA) () HLA2C-CH)
Roze AR R H S A7 AR AQSR ST IR BRI ], AR5 e 48 5 PEEE 3 i s 2 A 2,

KBRS ) A 7 5

[0060]

R 3% ) H 24 A7 AERACER L AT 95 IR TR ) FE 12 A%, I 55 IR S 22 1R A2 EE

Phe . Trp Hi sBUHATAY) , FHES TR FEBR L WArg Ly s, BUOLATAY) , P18 2 EBL LE 4Asp
GLuBHATAEM, 55/ TR /B8 7 IR R AF R AR R R IR B AT A 0 5

[0061]
EXVF
[0062]
[0063]
[0064]
[0065]

Rofe AR 1) H A7 AE I AUR A MERRBE , BUR 2 —RE stk , [ v IE fedk , BUHATT

Riof8#CO2H, PO3Hs , SOsH, CH2S03H , CHoCONHCH2S03H , CH2CONHCH2CH2S03H 3

R11A & C02H, SO3H , CH2CONHCH2S03H , CHoCONHCH2CH2S03H 5 A1

Riof A, AL, CHo A AT DU e b 45 AR R AL 282K CHa.

FEFELE St 7 T, AR WA A Y A £9500nm 42 2 900nm ) IR ST 5 AR AR 59 8

KAR o AEREEESE 5 5 S A B AL 50 B AT £9600nm 22 800nm 1 W WAL s KAB AR b e KB

[0066]

FERCLE S Ty 3 Q0 , R AL SV A1 2 Ja AR WAL S0 5 0 o FE L EE S

Jra, i I AL ANBR RO I S A R AL S R R o AE S St Ty 5, A
K EEA HPSVARI S5 525 A1 77, FLSRAUDUPAR 25 6 2 A 77 o RS S i Uy 30, Ak
A A 0 vt 3 30 P 1t B8 1) P T3 4 o AR ) D0 328 ) SR 5 2K, A O AR A5 D S 1 RT3

He A .
[0067]  AERCLESLtE Ty 3Crh , AR WAL G104 T 41 7 B 50, AR e sy Kb, 4 7

AR T AN B E 2558 b2 (A Lf&ﬂ% FRI BT o

[0068]

AR B L SE it Ty sCAR PR IAPSMAR) AW 2 2 A OG22 LB T3 12, ik 7 12
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T

[0069]  (a) #5AEW2 R 4L 40 5 A0 5 ¥E 5 PSMAFGINTR Y BHb A M0iG 20 & P i,

[0070]  (b) BF th A R 2 A 4 b (R Ak B 0 AT AR 023 BB AR R 43 A

[0071]  (c) AL & mT WAL K IR R e e 2L 435

[0072] (o) KAk &P HIK 55 .

[0073]  7F JE st 7y 2 , 3% 2875 v FH T4 DU 5 R  PSMASR 188 DR (1) 2 99 o 75 L8 S e 7y
A BEFE M (D) TR IE S AR BRI D IR AR e sty =0, AR IR RTIA 1
T3k, Lo B IR (o) ARG SR PR AT X B K PRI B E 22 R e A4 5 20 238 fir, FiZH 21
RIS KT o AR S 7 U AR BRI L N B4R, 8 W IR R R, TR
BB FRG0, FARY B BBUR W S0 FH T 6 BRI/ B0 07 V20 3R

[0074] 7 JE sl s 7 20, AR B IR 2B W R0 D7 70 FRVB Y7 RBRE o 75 28 5 it 77 b, 8
I 1 I FU NG , I , e, e , B0, B 0, AR, FLIE , I0Rs , AN N o Wb 45 W
Jor, SE AL B L B o AR R L S Ty AP, AR R B SR 1Al PSMAINTR B B A4 I T R 1k
PSMAF) £ i ) B 15 o 78 B0 s it 7 2, S S0 41 M5 1 i 50 e 400 L, i 270 I e &0 L 5% o e
ST, il 200 B, P e 2000 L, Jiiofs 401 JH » F e 400 L, PR) R 0T L, 7L e 400 L, o s &4 L, A2 Y
S UL TE AN M, 5 e 4 M, S8 AL 40 M R P 68 E TR A

[0075] 7k J BH AR ARAMEE 1A AR 422 A S P R A S AL ) 5 v, B ()

[0076] &g A4 24 it 5 B 1] PSMA NI R RME A W fich— B i) 8], S AR A M 45
A R ERARAH M S AL 2 /D — PR A I s AT (b) 62 DAL G WA AR 5 R o TR AEAE BN AE,
Hod LA AER I B8 (b) T AE7E 15 B bR A i SR AU AFAE T A W2 B oh o AE S e S
T, A HH $RAI R PSMAF) 20 i K ' 22 AG I T 325 , G 45 F A R B (1) PSMA—#E [ NTR YL )
WA, RO CIRAE - TAL G4, Aok UK B A6 S W00 256 o 7 3R B St 77 s, Bk O
PR VT LA P A ) o 70 B St 7 5, SR 1 K 1 i PRl A 29600 32 100048 2K o 71
S 77 2 WOR G A E 21670 28504 K

[0077]  FEHELL sy S rp, AR IR BEAT 52 AT B8 5 S RTF ARG 72,
[0078] &) 45T PSMA-ER[AINTRYL BHME S W 4 51 , FL26 AR RIR i) 2 DAE L A 5 42
TR 72 T ARAT A5 5

[0079]  b) FLLAMEC IS P EARAL AR AL ;s Al

[0080] ) WAL AMEEUR I R 5 I X 38T FAR DI

[0081]  fEA K B 72 R e s it 77 xS 20 AR G ) JE & 29600 2 100045 K o 7E A K
HR 720 e szt 7 s, 4 296 T0 28504 K I 20 M K o

[0082] A BH () Rtk siifa )y xCER AU AE 52 vh s W s 7 v, g

[0083]  a) 4574 T B 2R 2 = 1 2L R PSMAFGNTRYRME A4 — BEI A, H 4% A
AL A 2 % /b — PhaRIEPSMALK 2 i 5

[0084] b)Yl &k F AR ERE S ARAE AL S G T

[0085]  c) ¥ fED) HINE S5 5 & DA HEE RS LB, o Bk 28 /b — A5 B
AL AR AR SR LA G5 AN, SRR 40 M SIS 2 () A ) 2 B A R {5 55 AT
[0086]  d) $&ULZIT IS, HorpE D BRe) W B L AR R A7 AE

[0087] A<k B f e s ity 2, $R (360, S PSMA- S A NTR YL RMA A W 1k 70 B o 7B FE Bl s
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Jita 77 2 5 7 B T R ISP SMAK 20 2 1) AR o A1 R e st 75 3, SR PSMALT) 1 i A2 i
1M o A7 e Sl 7 X S R PSMA R 41 A 2 Al 57 20 I e 40 i o A5 it e il 77 X, Rk
PSMAF) 4 2 17 51 it 928 200 B o A8 R e St g 2 H 5 38 PSMAT) 48 A2 e 4 L 6 L 8 52 i
77 3CH, FRIEPSMAR [X 33042 98 20 B ) B Ik 8 R 48 o A S e St 77 20, Ak B T )
R o AR HE L STt 75 b, AR R WAL A T B 1 AR TR A/ Bl el 2 1 TS o 7E AR K
A 5 ) e it 77 b, SR ELE AENTREE A 10 5 ' Bkl B TS B 19 T Rl % o 70 3L B s i
77 3, A B R A PSMARINT RIS MG A4 B AT o 1 IR 1 e Lt
[0088] & Sl Ty U, AR AL A A FH R RS 12 W BRI HE wiT 51 e 4 e, Lok B
FE% I T P, o s 200 L, P 4 P, O 4 Y, 5 o 00 L R0 R 4 L, 7L s 4 L s 4
FREE P 53U AN B 45 W Jed A ML, 2 AL T 40 i 330 P 62 30 R0 4 o 7 e St 7 b, A 0
S A B2 JER T R Hmm IR o £ e S it Ty 2, A A 2 237 BB T R SmmR o 75 St
77 2, R D) M8 7 B Ik T R Ak Smm R o A 5 2 S T e Hh A WU ) 40 i AE 57 B R
e 3 6mm , 7mm , 8mm , ImmER 1 OmmiAR o 7 4% & B 1) 2 S 7 XA, Al I G R 76 7] Lok
2 Ah o AE R St 7 2, A AR T AT WO Y61 B JeoRHR BT o AR R 28 5 77 U, AR
P AL B A 5 0 K 650nm 22 90 Onm RS R S BHR BT o 78 FE A8 S 7 T, A % B B8 5] PSMA
FINTRGLEME & B A 75 £9650nm 2 1000nmifT 21 40 X 38 K e K6 e a8 1K, 49 e — Fh S it
7720 A K £9800nm,
[0089] 7 Fir i i 5 vk 1) X — st 77 s, AR T 2 I A2 I e e, e, R, i, B
PRIE  FLIRSE , i , BRER PN 23 WA , S5 Wi S AL BB L 3R o
[0090] £ Fr (i i 5 VR ) X —SE Tt 7 2 rh , ZR AR PSMA ) 40 e >k B e o AE P iR Bt
TR S Sz 5 3, IR PSMAK I A2 g o 78 3 sy 2, bR AR RH 2 2 /D 1000mm®
15 F e szt 7 o, JRg A AU /N T 1000mm® o £E 28 sz ity 20, R AR 2 /N F950mm”
5 RE e ity 2, R AR R e /N TF900mm® o 77 FE b sty A b, R AR B /N T 850mm’ £
Ko st )y 2 rp, IR AR A /N T 800mm® o 75 KL 2 ity A, R AR /T 750mm’ o E
et A b, IR AR BUR N T 700mm® o £ B ity A e, R AR B /N T 650mm® o £E
seiita 7 A S IRAR B N T-600mm’ o 78 L6 S it 2, iR 4 AR A /N T-550mm” . 77 1 5
it A, R A AR /N T-500mm’ o 77 3 28 St 5 2 e B AR B /N T 450mm’ , 7 F 4L 52 i
Jr A, IRAA UL /N T-400mm® o 78 RE L sty A S IR AR AU /N T-350mm® . 78 FE LY S it
A, IR AR R /N T 300mm’ o 78 e it 5 2, IR AR /N T 250mm’ o £ JE i s it 5 X
IR A AR /N T 200mm? o 7 e Sty b B AR B /N T 150mm® o 8 8 s ity 20
Hh B AR AR A /N T 100mm® o 72— Pl Sty A S B AR AR 2 /D 75mm’ o #5525 e
R AR A /N T 75mm® o 48 X —SE it X, R AR U /N T T0mm® o 78 X — 2ty o, IR
PR /N T65mm” o 75 3 — St 5 28R, IR AR B /N T-60mm® o 75 3 — 52t 75 30, figd 4 A
JE/NT55mm’ o 7E— Pz iy b, R AR AU & b 50mm® . 7F H e szt s b, RN T
SAE N 2 T A, R AR R /N T4 5mm? o A8 e sz it 5 o, R AR R AN T
SAE N 2y A, R AR R /N T 35mm? o £ S — sz it 5 o, R AR R N T
30mm® o £E X — 52 i 77 2, R A B /N T 25mm? o £E X — S22, IR AR R R N T
SAE N 2 T A, R AR B N T 1 5mm? o £ szt 5 o, R AR R N T
FAE N 2 T A, R AR R N T 2mm? o AE szt 5 o, R AR R N T
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Omm® o 7E 3 — St 7 b, R AR R /N T 8mm? o £ XSz 5 A, s AR R N T T
78X sz Jy 2, R AR R N T 6mm® o A8 X S2 i K , R A AU /N T-5mm?

[0091]  YE—Fpsii /7 20, 76 FI A &% 0H 40 5] PSMA NI RYLRME, & F R YT 2 6T, s B
H 2 /DommP) KB AE— P 7 A, X 8 T VA B /N T Smm ) R o AF e S T
AT INT- Amm ) g o A8 FELL STt 7 S, ARSCO7 VA /N T 3mm ) g o 48 X — 5K
it 5 3 R B & A emmif KB L AE sy b, R R A E D Tom K AE S —
Sty A R LA 2 A Smmff K S o AE S —se it s, R LA E A 9mmi K L AE L
— SRty A, R B AT A D 10mm ) K B o A8 X S A b, R AT E D Immf K
18 52t )5 20, R LA 2 /0 1 2mmif K B o 78 S — St 5 a0, TR LA 2 20 13mmif K
V& o AE N ST A IR B AT E D LAmm K o AE XS 2, iR EAT & D 1 5mm
(KK 70 X — st 5 a0, R B % D 16mmff K B o 75 X — sz iy N, i B % b
17mmR) e B o £8 —SE i 7 A, BiloRg B AT 25 /0 1 S K S o A8 skt 5 3, i B
%/ 19mm¥ K S o AE N — St 77 30, I B 2 D 20mm K L 7R X — SE e 7 2R, AR
HAGF /D2 imm 1)K JE A — Lt 75 3, IR B % 2 2mm K5 o 7R X — S22
i LA 22 /02 3mmi1) K S o 78 X —SE i 77 A, i B 2 b 24mm K AE N — 52 7 X
e B 2 D 25mm T AR N — S8 AR, e B 220 30mm K K

[0092] 75 K-ee sy 2R , ARAFFEE R B A BUTLL AN (NTR) Yk fr) 45 [ 1l 1) R S P i
U (PSMA) BIAL &4, A FHT¥6 97 FS W B I 775 S L, AR A il a7
5 RIKHTH B R PR IE U (PSMA) (1) 240 M A SC I 2 093 I Ak S W N 732, ik 2 99 = L 0
GITRIE » SEAR IR AU IR0 o A2 FF I F A fhill 25 AT AL S P T i A A9, 3+ N4k
AR T, FE AL AP & R T A , B8 | PSMAI AL G 9 L e B i B4k (L)
A ZNIRGLEHYDUPAT] A FHT B AR 12 W F1 /BRI T R 21 R Je A1 2530 3R IR BT FRAKPSMA
9o Jir 24T H B A4 B AT D5 9 » P SMA A 4 i 2K 1D 2 1 5, L P A AL T 06 4 i 3 1 B2 A4 L a4
A B A AR B N R o MR R B, A0 55 HL A TS o 1 88 S R/ BTG A o2 1)
LA RN/ B A FA B 0 T2 1 B 1 B A [ 0 T B AR 1) RS A mT UL R SRIE T S A%
/SO W TR -

[0093]  #E—ANIRAPESL 5 30, SE AR L AT DU AR O B AR AR RO E A A —
D51 ERARLI K T S B AL TR F o AE— DR FEBARLI K 2 B A L0 R
FE— AR AR LI 2 B DA A R o FE X AR AL K R AT
21224, LT R 2920, AT R L8 i o £ N —AB B AR LI K JE R L 145 422,
Y158 212, LA 14 B L1207 i T

[0094] 754 F8 )5, FEHARLIG K 1 24103 (A),

[0095]  fE— AR ERARLIK K RS DA ISA A5 R EBARLI K 5
ALIPOA E SR KL K 24 10A £ 21304,

[0096]  7E#&FE I 1, 7L VE T L A TCARBIG — i, ALK & DA 1 ER L
SA SR AE—NB R, E 3 5 S5 A TRBI — i, SEBARL K & /> — T i B
SEZI4A BUE AL, BRI 3 A BTG . BN IR B, AL AR A S A B AR . 4 4 A BUFEAK B
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3 A B AR A R 1 o 9 kS e 3T DA R T e 0 K T R AR R SR,
I8 SGEARI TR 5 55 o an B PR HE , 72— B i AR B R AR I F 2 45 A AR ) —
BT, K RN E AL TA HERALSATEL. L gA B F ILE L 3A B
fiX.

[0097] 78 X —SEjt 7 U AL AR — D E A K ek, H g8 8 S5PSMAR) — 1N ER
LRI TAE R, BHEE A KM BER) 3L R L anSer, Thr, Cys ,Arg,0rn,Lys,Asp,Glu,
GInFNAUR L o 75 N — 3Lt /7 U, IE AR LR — N B AN B K B4k , FLRR % S5 PSMARY)
—ANEE AR EAEH, SR A K MR ZFERE aival, Leu, Phe, Ty, Me t FIZE 4B,
B o NIRRT A 1) SE T 7 2O T AT DAALERS SRR LA A B TR L 45t , AR S
AR EEAL, K KEREDLATNEFRER L EELS5A L4 A BOE KBk 3A BE
fi%, LR AAFE— D A AR, HoRE 8 S5PSMAIK — DB MR R BAE L, a4 Val ,
Leu,Phe, Tyr,Met FIZALIAR 3

[0098]  7E X — 5K 77 TUH , FE AR I — v e AR SO A Bk, A0, BRI R - 1 8 . AF
— PRy oA, B, 2, BRI I 1 R R R B 2 DB A R AR N AR A, B PR
KE 2B E T, B 10 R o 78 X —SE T 7 =, ik, 40, ORI iR 1 4 e AR L
AT o AE— AR B ik, 50, BB IR R — 884322 = A Fr BEMG RS o 61l 4, A9 2 IR
Phe-Phef{ R4 (L) ] LA IS FH W 288 A B sl H BRI A2 B R A PR A Ui B G R R - 1, 4-
ey

[0099]  7E X —sLit )y X , A SCHER 29 A G, b Frid 25 H & W aFEa S ERN A
HRERZRE Y, H TR IT B A RS, 12 W1 e BB IR A, A/ B 4 23RN /B)
YA, e AT RIS BT F AR PSMAR ZH M7 SR AR AT O o s 191 PR, 2540 5 )t AL 65— Fhek
% PSR, R R AT/ BB 75

[0100]  7E X — St )7 U , ARSCHEIA 1 512, H TR 7B A IR AS 1S W e i B0
POIRAS , I/ BUSAR L 230 /B M, e AT] 5 Rk B SR AR PSMA ) 40 M S AR o8 Flrak T
EAFRG T AR SCHIR S VMBS B AR RGN AMASYN LR, HEH
BRI BIRMBRIRAS  IZW Bm B IR A, 1/ BOUSAR 0 230 /B At , ‘e A5 Rk Bt
IR P SMARK 2 o JE BF AR A R

Bff 135¢ RR

[0101] B 1-fk221- (1) - (9) &7~ B[4 PSMA I DUPA— B AA -NTR B A% 77 45 ) , AT AT A8 K
FEERAA .

[0102] &2 (A) —4E [ PSMAFIDUPA-FITC CRIEE i B £/ B8) 241 (1) 45

[0103]  [&]2 (B) —%E[AI PSMAYIDUPA-FITC (3 3 S UK 51/ B8 864 (14) S ILAERR =)
o X PSMA-RH P 22Rv 1A 21T 271 i 4 B R0 % PSMA—-F PEAB 49 N 2 i o JE 1 iz 4 ) &5 &
SE A A7 (Ko) AR S PE o8 v T-RPMI RS 57 3L (K DUPA-FITCLA 48 H 4k 5 I S RPMT 1% 57 3 b (1)
22Rv1BLABAOA Y, 7E37 Cld B 1/ o SR 5 B 2 5 55 5L, FLB 1 37 JL Bk vk (3x) , A1 HIPBS
(PR SR 7K) & 48 o 18 ot VR 4H B AR 234 o iR 22 HRR EARERSD (n=3) o sTEHLIR TR
L
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[0104]  [&|3—H4IDUPA-NIRZE & 11-9 6 T-DUPA-FITC (14) 145455 M 17 . 4837 CAE100nM
DUPA-FITCAZAE I #PSMA-[FH P 22Rv 1 A\ ZEHT 1 ik Je A1 Mol & 1/, 3 38 INDUPA-NTRZR &4
(RIA L AR S B 2o R 0, AR BT 52 005k (3%) , R FIPBS 5 3 A1 M 25 A1 2% 5% At =Xl
WA DU o

[0105]  [&]5-3k 5 #E =] PSMAf¥DUPA-NTRER 5901~ 9 1 2 434 W o3 A B 48 1 Fifyeg < 2 2358k
LG o 75 A8 2 T > AR PR R A% 30 1 D & 45 2 40 DR X 3 (ROT) HR ) 5606, SR G vH S i - — 4
ZU I

[0106]  KE]6-4 A PSMARIDUPA- AR -NIRFG I 4544 , B A 7ERCAR 5NIRGL KL 2 [H] 1
iR SRR

[0107] &7 FLAF 55 R S PR R I DUPA-NIRZE & M) 55 T-DUPA-FITC (14) [ AN 454 5
7. E37 CAELOONM DUPA-FITCAEAE N #5PSMA-BH PE22Rv 1 A 2K Fif &) B 98 40 018 & 1/
FEHEINDUPA-NIREE S WM I B SR I B o a3 2, BT BERG  FReis (3%) , A FHPBS &5 #  4]
W 254 ¢ 6 AT 40 B AR T

[0108]  [K[8-DUPA-NTRZE A W15 123 1) 2L 23 A= W) 43 A1 43 B R0 g - 223 LL , 436 FH s A 28T
F i P gRe S PR AZ AR (22Rv 141 HL) 197N BRI 2 ' AR, - 8 FH 2 B0 ik [ 17 22R v 1 Mg S b
FE I B P AL BR Y3 ST DUPA-NIR YL B SR AW 7245 T DUPA-NIRBLEL B W02 i 27N /N i
GIRIE, WOR BT (I 21, H LV TVIS G A 5 (ex="T45nm, em= 1CG, Z& & [ [H] =1s) 7E
BB S5 AR N BB AR & %20 2347 SR X ROT) H iy 50k, SR e v B s - —2H 23 ¢
Ho

[0109]  E9-fEIFTTEIME < J5 , & BBk B ROCEIBAEDLER R ES . %R 22RvIA
SR HI R 8 S A AR ) /N SR BT 20nmo 1 14, FEAEAS R I 7] 5] B FH TV S B RS (ex
=745nm,em=1CG, &M 6] =1s) »

[0110]  E[10-7EHWBME L 5, & B EC-E S 7ORBRAACER B E S m 1% 22Rv1
N0 5 R8s S AR AR A /N SR ST 20nmo 1 23, 78 A [F] s) 8] 7] b FH IVIS A4 844 (ex
=745nm,em=1CG, &M B =1s) »

1111 K11 BME LG, & FEC-E S 7ORBRARCER B ES . m % 22Rv]
N0 5 B g S AR A A /N SR ST 20nmo 1 25, 78 A R ) 8] 7] kg FH IVIS BABA 844 (ex
=745nm,em=1CG, &M 6] =1s) »

[0112]  E12-7E iR G, & 5B 5 ZOLEGARDLEE BRI ES . [ %1 22Rv1
N F B S RS R ZINBR VR S 6nmo 1 35, 78 A [ IS 1] (] B8 FH TV S AG A A (ex
=745nm,em=1CG, 2N [H] =1s) »

[0113]  E13-7E TR G, & B8R 5 ZOLEGARDLEE ERES . [ %1 22Rv]
N F B S RS R ZINBR VR S 6nmo 1 36 , 78 A [ IS 1] (8] K& FH TV SRS AX A (ex
=T745nm,em=1CG, ZZE M B =1s) »

[0114] & 14415 PSMAKDUPA—E BEAA-NTR AR 77K 45 1), B AT FEFC AR SNTRYL R 2 7] ()
FISER i U

[0115]  [&]15-DUPA-NIRZ &) 5 T-DUPA-FITC (14) [ AHXT &5 & £ 1 /7 . 4E37 CAE100nM
DUPA-FITCAZAE I 14 PSMA-PH 14 22Rv 1A S Hi Z1 i 4 Mol & 1/, 35 INDUPA-NIRZR 5 4)
(RIS o AR S B 2o B 3R 28 , DR R 1T 7 2R V4% (3%) , R FHPBS 5 # 211 25 A1 2% o6 A it =X
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WA DU o

[0116] P& 16-DUPA-NIRZE A ¥)39 141 R 4123 LE L {3 R #0250 5 R b S RiRS
) (22Rv 141 ) 1 /INBR ) 2B RRR - 2 FH RS K 1] 7 22R v 1R S P RS AELAA) 1 I P A B v
SIDUPA-NIRYLEL 5 W) o 145 T DUPA-NIRYL RN G W) 2 I 278 K /N BR 22 SR BE , WOR I 32 1)
Y2 AR IVISHUB A S (ex="T45nm, em=1CG, B FEM [A]=1s) fERAE 2 &, FIE P %
BRI E S H LG R X IE ROD) I, SR 5 v SR - 21 2L 58t

[0117]  E17-fE WA G, & 5B 5 ZOE B AR ORI LR ES . [ 5 22Rv]
N5 R S AR AR A /N R ST 20nmo 1 39, 7 A R ) ) 7] b FH IV IS BB A 44 (ex
=745nm,em=1CG, =M [H] =1s) »

[0118]  E18—7E W< Ja, & BBk 5 %Ot E B AR OLEIE LR ES . [ #7H 22Rv1
N5 R e AR AR A /N SR ST 20nmo 1 40 , 78 A 7 i) 8] 7] b FH IVIS BB A 844 (ex
=745nm,em=1CG, =M [0 =1s) »

[0119]  E19-7E iR G, & 5Bk 5 ZOLE B AR OLERIE LR ES . [ 7 22Rv]
N5 R S AR A A /N SR ST 20nmo 1 41, 78 AR i) a) 7] b FH IVIS BB A 844 (ex
=745nm,em=1CG, =& M [H] =1s) »

[0120] ] 204 1A PSMARIDUPA—Z 82448 -NTREAZ 7 I 454 , B A 7EFC AR ENTRBL R 2 /] 1
IR LI 2 N

[0121]  E21-49F150 ) DUPA-NIRZR A )< T DUPA-FITC (14) HI A%} 45455 Fl 77 . E37 CHE
100nM DUPA-FITCAFAE I #4PSMA-FH P 22Rv LA 1l 71 A 40 M il & 1/, 538 iInDUPA-NIR
ZEA DI AR JERR 2R R0, , R BTeE s 32 55 % (3x) , R FHPBS & e Al iU 25 A 1 % %
e v 1 0 N

[0122]  [&22-DUPA-NIRZR & 4049 5011 L ER AL W) 53 A o Bt A e < 22 EL , i 57 A28
BB M e S PR A A (22Rv LA AR 1R /)N SRR 98 6 A8 « 45 R R A8 Jok i) i 22Rw 1 i 8 S o
FEAELWDIP) B VR AR SR S DUPA-NIRGL RN R & W) o 7E 45 T DUPA-NIRYL R ZR G- 2 I 2/ NI 4 7]
B 22 R A0 WOR P ie R 20 23, A ZA FHTVISHABA R (ex=T45nm, em=1CG, &I [H] =15) o
FERAGZ G AR R A D & & 2H 23 S0 IX 380 ROT) HR %1, SR JE v B e - -2 431
[0123] & 23— 4[] PSMAF DUPA—TZE 244 -NTR A% 7K 45 440 , EL AT W] ARy L (RN TRYL b} 43—+
[0124] K] 24-DUPA-NIRZ 4456 T-DUPA-FITC (14) [ A 45 & 55 F1 77 . 4E37 CAE100nM
DUPA-FITCAEAE T K5 PSMA-FH E22Rv L\ 10 51w A M il & L/, 3 39 IDUPA-NIRZE 54
(RIA E AR S B 2o R , PR B 5 R Ak (3%) , FH FPBS 5 i o At i 25 A1 2% 5t At =X 4
H AR .

[0125] P 25-7E 1 R < Ja , & B BCE 5 ZOLEGARDLEE ERES . [ %1 22Rv]
R0 5 R8s S A AR /N SR ST 20nmo 1 54, 78 A [F] s 8] 7] kg FH IVIS ABA %4 (ex
=745nm,em=1CG, ZZE M [E] =1s) »

[0126]  E[26-7E A WRIME 2 fa, & FECE S 0OLERBAE ARG B ES . [ 22Rv1
R0 5 R8s S A AR /N R ST 20nmo 1 55, 78 A R s 8] 7] kg FH IVIS ABA %4 (ex
=T745nm,em=1CG, ZZE M B =1s) »

[0127]  E27-7E R WRME 2 f5, & FECE S 5OLERBAE ARG B ES . m 1 22Rv1
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NG5 R S AR AR /N R ST 20nmo 1 56 , 76 A 7 i ) 7] b A IV IS BB A 44 (ex
=745nm,em=1CG, &N A =1s) »

[0128] K28R WRME < fa, & B ECE SRR BAACER BN E S m % 22Rv1
N5 R S AR AR /N R ST 20nmo 1 57, 76 A R i) a) 7] b FH IV IS BB A 44 (ex
=745nm,em=1CG, =M [H] =1s) »

[0129]  KE29-7E A WHRME Z f5, & B ECE S 7OLERBA A CER B E S m i 22Rv1
N5 R S AR AR /N SR ST 20nmo 1 58, 7 A R i) a) /) b FH IVIS BAZ A 44 (ex
=745nm,em=1CG, == N [H] =1s) »

[0130]  KE[30-7E A WHRME L S5, & B ECE S 7OLERBAACER BN E S m % 22Rv1
KRB R S AR A A /N SR ST 20nmo 1 60 , 7 A 7] i) a) 7] b FH IVIS BB A 844 (ex
=745nm,em=1CG, =M [H] =1s) »

[0131]  [&] 31— £ [ PSMAF DUPA-TE FZAR-NIR BRI 46 44 , B A 25 Pl AR FINTR B k)
[0132]  [&]32-DUPA-NIRZ &)< T-DUPA-FITC (14) [ AHXT &5 & S5 M 7 . £E37 CAE100nM
DUPA-FITCAZAE I 44 PSMA-PH 14 22Rv LA S Hif Z1 i 4 il & L/, I35 DUPA-NIRZR & 4)
(R E AR S B 2o R 0, PR BT 52 05k (3%) , R FIPBSH 3 Al M 25 A1 2% 5% At =Xl
HLA DU o

[0133]  KI33-FEHWHIME L f5, & B EC-E B 7OLRBAACER B E S m 1% 22Rv1
KT 5 R S AR AR A /N SR ST 20nmo 1 63, 76 A (R i) a) /) b FH IVIS BB A 844 (ex
=745nm,em=1CG, &M [H] =1s) »

[0134]  KE[34-FEHWHME L 5, & B EC-E B 7OLRBRA A CER B E S m 1% 22Rv]
NS F I SR R ZINBR VR S 6nmo 1 63, 78 A [ IS 1] [ K& FH TV S AB A A (ex
=745nm,em=1CG, &M 6] =1s) »

[0135]  KI35-FETHWHIME L fa, & B ECE B 7OLRBRARCE R B E S m % 22Rv1
N0 5 R8s S AR AR 0 /N SR ST 20nmo 1 64, 78 A 7] s 8] /) kg FH IVIS A8 A 844 (ex
=745nm,em=1CG, &M B =1s) »

[0136]  [&]36-H AT AN[F] BOAA ) #E 5] PSMARINTR AR AT 2544

[0137] K37 : 40 1] PSMAFINIRZE A9 5< T-DUPA-FITC (14) () A 45 A& 55 A1 17 . E37 CAE
100nM DUPA-FITCAEAE I 44 PSMA-FH M 22Rv LA 1T 51 fiAes 48 it 7 171N, I 39 iDUPA-NIR
ZA IR S ARG R L35 aRdt , FUB SR SR 5L B0 (3%) , AIHIPBS & i . 41 i 45 4 1 ¢ 't
i v I 00 N

[0138] |38 7R R < Ja , & B BCE B POLEBARDLEIE ERES . [ i1 22Rv1
N F B S R R ZINBR VR S 6nmo 1 14, 728 A [ IS 1) [ B8 FH TV S AX A% (ex
=745nm,em=1CG, &M B =1s) »

[0139] %W

[0140]  RIERfif, AR B I A J5 IR T A SCHEAR R I I J7 76 T 28 Al 3 L 25 A A7) 9
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N G IR AR R FHIR] 55 S o RS 5 AR SCHEIAR ) TS L8 AR B S AR ART U7 2% L 2% B A o B
i T AR B I S B Bt , IRAE R ORI i 5 v B B A o

[0143]  ZRSCHR S A o FE AL R a2 51 PARE AR A B B AR S, a0 2 H
) £ R N T AT Re R B TR 1) R B AT A o A8 SCHR B9 SCRR I T3 AR A FR
P28 H AT FF N2 o A ST I ATART P 25 R I AN R A AA R BN T 76 58 K B B AT
He R mAGA TR A ZHl .

[0144] X T AR K EE R PSMARINIRE G, R E 7P R4 J "B Fr R4S &7 2 44
PSMA-$E A A 54 , Ho 455 BPSMARY — DB AR A7, (HEE 5T EIFA RN ME S/ 5 A IR
REFENES PR ES T

[0145]  ARAE 7R AL A SCHT F 2 TRDUPAFT 1R AR PSMA 17 s o F2 47 P DA A& 28 P B 45 14
P B LR I T AR .

[0146]  tnASC A H, “PSMA-EE [\ k&4 7 B 7§ (1] PSMARI AL & 4 7 A0 48 TR 2L/ 7+ L B
1 2 BRANER [ i, 22 /b B e P45 B R PSMAB PSMAR AT ) AR W 2005 T« X ek & ),
FEECAR , 5244, KB B R P 31, Ho 456 R PSMABL 2 /D —NPSMAZKR A .

[0147] ARG A S PSMA-EEH 4L 54, BAITRT LASS A PSMAT 73 A & , BUE AT AT LA &S
A 5PSMAH X I A e R 1l 25 1 BBl sz A4 .

[0148]  ARE"EREH”, WEMEE 27, AR TR AR AT, TR BRSO
PRI N7 Ak 52 S SRS 3 7 A AR U AT AR SR T 48 BH R 1 ] 8 S 4 8 B T
X B ARTEAE AL 22 U PR BT R S, FF BAEAR SO B R TG 3 7, Hsg B — 2 Dhse
BOE I e 5 HEnF RMPER .

[0149] ARG "2 IR e 15 RN AR R IR 2L , UL S D8 SADLR IR 2 L R 1Y) 2 s 1 2 ALk
WA B BRAL UM o« F SR G5 1) S B R A2 20 P iy W2 R (R, K 2 R, R A& Bl , R 4%
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B EGEAIRE B B ale, bL s 22 2008, TR S22 IR TR A U B AN, FR I 208 PR L 0 o Pk 26
R A ZAB MR F (b iE 2 B BB IR 28, (AR B 5 KSR E LR AH [ 11
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[0150] AL AT LAE A SOl K — 2 M =7 B FF 5 BB L TUPAC-TUB
Biochemical Nomenclature CommissionffEF# ] FRERT SRR I.

[0151]  JUHE , AR B RN TR A SG I # Fhin] B LIS 1= ARVA 9T 220 T i/
By E FH Y A P SMAFK 40 e , R0 JT L A2 48 0] PSMA ) Gkl 25 A4, e B A O 18 1A < 2 i
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USHEEBEIE 700,000 42 S8 25 e i AR 140 % 1 F AR B A EN B /5wt 2 K .
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1%, U T E MR R Sl o AR B AU 20 A G (1) SE R PSMATI 2854, Hod Fa e 1 W 78
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[0155] AR /N FF 4 (3% 432 2 NTR YR} 4 BE 1) PSMASK) BCAZ , FIE B FL (R 77 v o AR A FF o 3Rk A,
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St 77 2, R A PSMAR AL & W42 45 5 PSMATKT N3 £~
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bR B AT R LA BAT R A VAN A, 1 N5 BT B B A 4102 4
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KODAK , S2076S0456 F1 /5% Airidk 4L k% [ -

[0166]  AEICLLSLE Ty A, Zn] AR L o AE SRS T S, ZE AT I L A o AR L B S
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e
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[0173]  LepBAESE [ PSMARI AL A0 s X2 (] B ) 5 Yo R IR 16 I R IR ~F DB UK, IR
BHATAEND s MZAENTRYGR o 78 e STty 30, VA 35 R e R B R = IR T A ) o FE D LB S T
T3, YA TR R AR () o7 2 AR B R 1) 55 IR A b o AE RGBSt T 3 Crp, YR 55 R 3A I
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TTEAOA, YEL & g 2 1R , FHZA9 2750456 6

[0180] MR AED:

iy 5o
ﬁ} \\ N
‘\( NTR,
,"v,?w'“\
W ‘ {
&i{; S B § Ré\\. E.f \\l \,..« §$
i ; s R
'\ ? sw ?\ BTN 3“‘3\ 2 \.‘f{%
[O 1 8 1 ] F‘{‘\i v,v;é\\ N g *\g\i ,.v“"‘\‘\'»\c GQH \\
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[0186]  RafUFHx, R A(ELHE— B 2 AN L
[0187]  RefUR A, %, U B [ (FEF RN 5 LA R 30 Z [A)f) EL4C-CH)
[0188]  Resg ATk ) H 2447 FEMHA R I R UACIE (21, DAASE 3G 568 016 4 M b B 3 25 B2 0 38
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[0189]  Rsjfe ATk i H 4 A7 M AR B A 75 IR 2 R MR A B2 44, ridk 75 e 2 FE 1R 2 L 4
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[0192] R CO-H, SOsH, CH2CONHCH2S0sH , CH2CONHCH2CH2SO0sH ; 11

[0193]  RuACKRE, FF 2, CHo AN A] DAL 2k b %% E AR R L 28 I CHe o 72 SR B s i 77 5P, A
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HO T N S7Es @&
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FEREE ST b, AR AR BAT R IR S Mt 54 -

N n

A DA D

Ry = F, Ry, Ry =H: (19)
R{= NO2R2; Ry= Hi{20)

Ry Ry = NOy, Ry = H; (21)
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HOys™

FERLE S Ty aCrp, AR A BT T IR E AL &4
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[0217]

[0218]
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[0220]

[0221]
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PRI SCHET7 2Crh, AR ARG B AT R IR 45 30 %’a\%:

HO,S

SOsH

FEREE ST AArh, AR AR HAT T IR S5 M st 54 -

HOsS

R1 Bn, Ry, Ry =H: (28)

=H, Ry =H, Ry =F:(29)

Rl =H, Ry =H, Ry = 0CH3: (30}
i = H, Ry =NOs, Ry = H: (31)
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NH
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N7 SN
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A 1
HOC” T "u\N ZcoH

H H H
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H ﬁ
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SO+
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[0257]
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R=H, {57}
R = 80:H,(58)

_ WL ~C0H

(

COH

[0265]  ESLELSLH Ty aCrh, A A5 BAT T IR e AL 54

[0266]
[0267] L Z
HO:$
' NN B0H
W JYN\,cozH -
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[0270]
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FEREESE i T 3Crh, AR AR B AT T R S AL 54 -
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63



CN 108135903 A w BA P

31/66 1T
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[0287]
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COsH
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FEREE S 7 aCrh, AR AR BAT T IR S Mt 54 -

FEREE STy ZK?i%@%ﬁﬁFL EAA IS -

COM
GOH /g/ W JY v 2
HO;Cj\ R= H: {14} il

H R = CH3:.{70)

FERBESE Ty 3Crh, AR AR B AT T R S AL 54 -
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[0289]

[0290]

[0291]

[0292]

SO-,H

[0293]  FERLELSC T 30, ZK?i%@%ﬁﬁFﬁ EAA IS -

sou e, J\NH\;’*CO"‘ :
W4

[0294] HOaC COH (76)

[0295]  FERCEL Sy A, AR R HE R AT N A 45 e &4 -
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[0297]

[0298]
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[0300]

[0301]
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[0303]

FEREE STy AArh, AR AR BAT T IR S5 Mt 54 -
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e
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ey ” Oﬁ)l\f@ '9
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™
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[0304]

[0305]
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FEREESE Ty AArh, AR AR BAT R IR S Mt 54 -

o AL

HLNT NH

FEREE ST 2Arh, AR AR BAT T IR 5 Mt 54 -

HaNT S NH

R=SOM: @4 O

HaN ANH B = CH,805H; (85)
‘ R = CONHCH,SO,H: (86}
R = CONHCH,CH,S0,H; (87)

FERLE S Ty aCrh, AR B BAT T IR e AL &4
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W J\YrmvCOZH
HOLS. /g/ 3
[0312] Hoch\ N £=COoH (88) '

[0313] RSB sLitiy aCrh, A 5 B AT IR AL &4

HN/'#:N HO:&
" O s ‘ N/\/\\/SOIBH
N{ N COH
j\j T
[0314] Hoz_c:%\g”u\m R ~COH {89) ,
\ N
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[0315]  fERdb sy =0, AR AR B A N R X 54 -
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[0320]

[0321]
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r%gw@ﬁqﬂ R AR TRt L A

HOLS

H
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(92)
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AR PBOMEE R AL SRR T ik
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[0322]

R1=CH3, R2 =H;: (93)

! ' R1 = H, R2= CH3: (94)

R, Ry R1 = CH2COOH, R2 = H: (95)
" R1 = H, R2 = CH2COOH: (96)

R1=R2 = CH2CO0H: (97)
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HOLC /U\N

I
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COR

H (107)
P, Q. R W, X, Y, Z7T et ZH (35), Na, K, NH,
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COOP

(108)
P,QR W, XY, Z7 U ZH, Na, K, NH, .
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[0325]
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CO,R ;
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coop Sof ™
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[0327]
o
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{(113)
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[0328]  Z5H35IIAL S IARAEA I B RS LI o
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EV?\*
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ZLAh (NTR) ek, BT AR B ik o
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[0331]
. L L L L
114 L L L D
115 L L D L
116 L L D D
117 L D L L
118 L D L D

(0332] |19 L D D L
120 L D D D
121 D L L L
122 D L L D
123 D L D L
124 D L D D
125 D D L L
126 D D L D
127 D D D L
128 D D D D

[0333] ¥ ik 04 Ak
[0334] AR BIASN R AL A4 04 T ik

[0335]

[0336] B HZy57 LRl HEA2 1K) 2, BRI Az, Herr
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[0337]
[0338]
[0339]
[0340]
[0341]
[0342]
[0343]

RiACREA B SO0sH;

RoACFRA, B CHs , BX.C3HsS03 , B C3HsSOsHER C4HsSO0s ™, B C4HsSOsHER CsHsN" (CHs) 35
RsARs % H AR AT 18— B A L 28, B, BUAR, B0

RaARFR M, HA TR — N B A L

RefRR AL, L, BUBR B JR 1 (255 R 5 & R AR T TR B 4C-CH)

Rese AT i) H. 27 AE I AR 4 fe 1 7 IR BRI

Rexe AT1E B H A7 AEM AUR B 77 R R MR A B 4K, PITid 77 iR L e & B

Phe Trp His TyrBUHATAEY), M/ BFH & 7R MR L hArg Ly sECHATA , A/ BB & 5
RILIRLE tiAsp GLuBELAT ALY, A/ BT R/ B 1/ I & T IR I AR R IR A AL IR B AT A

s

[0344]  Rex&AEEN H AR EM AR LR MEAR BT , BUR & B 44k , IR MR B ¥k, B
PR AT

[0345]  Riof{F#CO2H, POsHz ,, SOsH, CH2SOsH , CH2CONHCH2SO0sH , CHoCONHCH2CH2SO3H ;

[0346]  Ru1fX 7 CO2H, SOsH, CH2CONHCH2S0sH , CH2.CONHCH2CH2SO0sH ; 11

[0347] Ry 7 HARFR S, B L, CHaCOOH, CHoFH T LI 1 Hh 5% 1 AR et S2 88 I CHy

[0348] AR EHBIMEIERI A EFE T A
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[0349]
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[0350]
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COOH HO5S
NN
N §
| é/\on COH
o) 2 0
=1: (136) R
=1: (137)
n=4(138)  HO.S /

[0351]

QAR

/ SO4H

[0352] A IASMELLII AL S BT ik
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[0354]
[0355]
[0356]
[0357]
[0358]
[0359]
[0360]
[0361]

B2y R i, O A 2, o

RiACREA B SO0sH;

RoACFRA, B CHs , BX.C3HsS03 , B C3HsSOsHEY C4HsSO0s ™, B C4HsSOsHER CsHsN" (CHs) 35
RsARs % H AR AT 18— B AN L2, B, BURR, B0

RafRFR M, H A TR — N B A L

RefRR AL, L, BUBR B JR 1 (255 R 5 & R HE I TR B 4C-CHR)

Rese AT i) H. 27 AE I AU 4 i 5 7 IR BRI

Rexe AE1E B H A7 AEM AUR B 77 R IR A B FRAK , BT id 77 iR & L e =& B

Phe Trp His TyrBHATAEY), M/ BFHE R MR L Arg Ly sECHATA, A/ BB & 5
BILIRLE tiAsp GLuBEAT A, A/ BT R/ B 1/ I & T IR I AR R IR R R IR B AT A

s

[0362]  Rof& ATkl H Y FAEM AR B Ml B8, BUR & B 4k, R O a8k, THE
PR AT

[0363]  Riof{FCO2H, POsH2, SOsH, CH2S0sH , CHoCONHCH2S0sH , CHoCONHCH2CH2SO03H 3

[0364]  Ry14X3CO2H, SOsH, CH2CONHCH2S0sH , CH2CONHCH2CH2SO0sH ; £l

[0365]  RuoBhSTHBACEA, B 3, CH2COOH, CHo A AT BAAT %6 b - 1 AR I 2 8 (1 CHa

[0366] AR EHBIMEIE I AP EFE T A
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[0367]
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[0368]

J\j%ﬂf\*

HOzc m 2 CO.H

(03691 fEILEL St Ty 3, AR WAL S AT £1500nm % £J900nm i W Wi KA R Fe
RAA AR et 5 20, AR AL A& P HAT 29600nm 22 800nm 1 W AT e KABLATA 5 e KARL
[0370]  FEREEESHE T 2Nrp , AEAL VAN b 3 Al TR A R AL B R Ot o AE D L 5L i
JiaH, R LLAN KB E AL S EA S AL BB 50t o AR IR SK I T 30, Ak
WAL A P AT S PSMAK 45 45 S5 R0 7, FLRABIDUPARK 45 45 55 A0 g o A5 S 28 st 75 30k, A% 9
40 i A B A ) g 4

[0371]  AERRME Sty srh e AN R AL S W45 3 /5 B 52, MESL LS 5 a0
LAY, Kbk TS SNEA 5 2557 B R s i BAA BRI B

[0372] A% WA ft) B e s Jr s B 3 AR PSMA K A= W 22 L 4R S i T ik, ik T A
fi:

[0373]  (a) K AEW2A2H S5 40 5 #E 1R PSMARINIR YL ML S MR 4 A Wi fid

(03741 (b) B H R ) SR AL S0 b B AL B A2 A W2 B b o 0 A 5

[03751 () AIAL S Pl MRS i K A ey REZAL 2 A

[0376] () W dlfb S0 I JEaA 15

(03771 RSy 30, X 875 10 Al T4 U 5 R PSMASR TA A SR IO PRI o 7 R 2 K i 7
Ap ISR (D) R R AE 5 M R D B AR S e Sty b, A e B SR A TR 10
Jridk, Fe b R (a) BAEHEAE S Rp R AT DX A PR AN ECE 2 Mo et 590 S A R, ARk
MG T 52103 o o RSB STt Ty 5, AR MR SN BB, 38, W 2 B &R 4t , TG
AR RS, TARY BB BORW 400, TR/ Bt T 20 B

[0378]  FELCLESLt Ty 3 Crh , AR W] A AL S PRIV SRR YT IRE o AE L SE ity 5, 78
RE 3 B FU MR » JE5 IOEAE , B, A e, Mo, VB e DRVJRA » LR TR , e 9 b e, 465 W
T » S8 AL U € 3O o AE SR ST Ty 2 p , AR W] S R PSMAFNTRILRME 54 F T 2R3E
PSMAFK) 48 [ ) S8 o 75 28 5y 5o, IS Ee 4 i ase B B 50 0 1 » i 2 Mo 4 M 5% e A
2, e S, PR 4 L, i T8 240 ML, B e N PR R I SPLTRORE 4, T AR M, A e
0T A L 25 M TR A ML 5 S8 AL 4 B L B A 5

(03791 A Wi AB B2 AL 40 p) AR W A A it v O A SR R R T 8 A4S < ) R AR A o S 40
(5] PSMARINTRAEEME 5 W) H ik — BU 8], FL 2 PHEARAL S 45 A 22 40hR AR SR R i) &2 /b —
P2 s ATb) S S Aer AL S DAL L W B I P AT AL BOANATAE , e AL S e A U 20 B o) o
FFAETE HH BEAR A WU S BT AE T A W2 e it b o AERE e St 77 2, AR W $R (LR IA P SMA )
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S M F S'e 2 W J7 v , ELFE 45 25 AR 9% W] (1 PSMA- I B NTR Y RHb &0 , 8145 BT iR A6 &40 52 3%
RCIRAE T, AR 05K B AL A WD 96 't o 78 e st 75 3P, BOR IR R U 40 A KO o A
e Sl 77 T, MR I T 29600 2 100048 K o 75 S e sy 2 R S K
(1) 3 ] 2 21670 28504 K

[0380]  7rtsbspif )y =l , Ak IR 2 K F AT L Bl S RF R 7%, B
[0381] &) 4 TG PSMA-SEFINTRYCEME A W 450, Ho 4 A4 At ) 2 DL IS L S 07
Y FARAL TR

[0382]  b) FLLAMEEC BB WES LA YR AL A1

[0383] ) X AZ AL AR T R 2 6 X AT F AR VIR o

[0384] 7R K B 5 VA I e s it 77 2 rh , £0 4 6B IR R & 29600 22 100048K o 72 AR K
IR 7 VA JE e st 7y 3, B AL AP 63 K 1B 2 296 T0 22 85040 K

[0385] i BH (1) Bl s it 7y iR LR A2 TP s Wi s i v, LA

[0386]  a) 45T T B2 2 = 10 L H PSMAFINTRYRME & 4 — BL it i), H 4% A
B WS A B F /D — PR IAPSMANY 40 M a4 23 (PSMAHE 78 44 K 22 Brs Ak i 1 i ik e &
G RIK) 5

[0387]  b) W&k H AV SRR A TINE S

[0388] ) #AED) BRI 55 5 &2 AR B L, oo Bk 2= /b — A0 BB
ATk B BRI E R LA A5 AN B BB AR 4 o S B 1) AR WD 2 R A ) 15 5 s AT
[0389]  d) $RALZRT IS, o 7E 0 Be) W L B4R R A7 AT .

[0390] 7k ) 5 52 e 7 20 B2 (1640, 2 PSMA—HE [ NTR 2 b A A 1 1) £ 75 586 S e
7520, R B T 3R PSMAK) 21 M 53 2 2R 1) B o 75 28 s 7 20, ZRIEPSMAR 41 2
iR 200 o 70 S 7 5K b, RIS PSMA K 41 A2 E 5 B R Je 40 g o 78 S s 7y U, 3R
TP SMARK 21 fi 2 T 51 I ek 38 240 i o A 8 e iz it 77 b, R IAPSMAF) 41 A& 55 A1 A o 7 Bt e s
Jit 77 2, AR R B T 5 om0 o 76 B8 s it 7 20, AR R AL S T ReE i F R
DIk A0/ B 1 TS o 78 S e S 7 xQHh , AR B 5 iR AR A L AENTREE A 1 R ' Yk 5
T AR S o AE S St 75 5, AR B S8 5] PSMATRINTR Y RIb A 7 EL A D 1 Bl
skl

[0391] 7R e s 7y AHp, AR B A1) R A 12 W SOk U= Wi 2 e 40 e, FLi% 1
JE5 I e 200 ., e 4, T 40 L, A 240 L, " s 00 . PARD R 40 M, 7L T e 40 M, o 4
P PN 73 WA T A0 G » 465 im0 D 5 S22 AL 8 400 0 50 £ 3R A M o 7 L e st =X, A
L7 R IR R Smmi o E e S it 7y b Ao R ZE 2R R R T R SmmiR o 7 e 5L i
75 3 A U ) bR 7 R kT AR ek Hmmi o 7F e S g R, A I 40 M A A R R T
e 3k 6mm , 7mm , 8mm , OmmEK, 1 Omm . 7E A% i B 8 i 75 5 b, mARS U SRR ET 7 T 1T WOkt
DA AL o AE LB S 7 2, A3 HOR T AT WO 6 1 (4 e kb Rt o A8 B e s 77 2 U, Ak
B WD, B0 % K6 50nm 22 90 0nm U () G BHRET o 78 B8 St 7 T, AR & B 4 5] PSMATH)
NIRHRMEA P H A £1650nm 2 1000nmiT £ 7k X 1) e KGR e K 5 B it HLAE — P ity
AT K Z5800nm.

[0392] 7 T (it 7 vt X — St 7 20, Al Bl 2 e A2 1 IO s » fileg , P, e, ' e
PIRE , FLIREE B0 » AR N 2 YA » 5 Wi » <2 LR TR SR 1 200
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[0393] 7R R AL 7721 S —SZ i 77 2, SR PSMAT) Ji 41 i >k 15 Jifsg o 78 B {1k 1 77
VI S SE 7T 2 S 2 IR PSMAFK) I8 2 JHRg o 78 S e st Ty b, B AR AR £/ 1000mn’
71 R e sz it 7y X, TR AR AU /N T 1000mm” o 78 2 52ty 2C b, R AR /T 950mm”
71 5L st )y arp, OB AR B S /N T-900mm® o 71 L8 sty A b, R AR B /N T-850mm’ o 7
Rt )y 2 rh OB AR S /N T-800mm® o 71 2 ity A b, B (AR /N T 750mm’ o 77
S ity A rp IR AR U /N T 700mm® o 77 2 5ty A R AR /N T650mm® 77 2
St )y 2Rrp YRR RS /N F600mm’ o 77 FE e s ity 2 rh , OB AR B S /N T 550mm° . 77 sk
it 5 2 ORI AR /N F-500mm’ o 77 FE e sty 2 rp, R AR B /N T 450mm® . 77 28 S ife
Ty, R A AL /N T 400mm® o 78 5L 80 5 7 30, BB (AR /N T 350mm° . 78 R S ity
2, R AR /N T 300mm” . 7 R e 5 77 X S Bl AR A /N T 250mm° o 78 2 sz it 75 2K
R AR /N 200mm® o 7F BE 8 st 7y 30, iR AR R /T 150mm® . 7F B s il 7y =X
TR A AR /N T 100mm” o 76— FhSZ it 5 30, IR AARR 22 /0 75mm’ o 71 3 — 52ty X
PR AR R /N T 75mm’ o 78 X — St 5 a0, IR AR B /N T-70mm® o 76 S — st 5 2, i
PRRR /N T-65mm’ o 76 X — 52t 5 28, AR B /N T-60mm’® o 76 3 — 52t 7 2, s i1
J&/NT-55mm’ . £E — Fhsg ity b, oR AR 2 /b50mm® . 76 H g SEiiE 5 b, R N T
3 E X — St A7 2, R A AR S /N T 45mm® o 78 8 52 2 p, R A R N T
3 AE X — St 7 2, R A AR S /N T 35mm® o 78 X — 52 7 2, MR A AR N T
30mm® o 7F X — 5Lt 7 2, R AR AR A /N T 25mm® o 78 S — SE e R, IR AR AR N T
3 AE X — St 7 2P, R AR AR S /N T 15mm® o 78 X — 52 7 20 op, R A AR N T
3 E X — St 7 2P, R AR AR S /N T 1 2mm® o 78 X — 2 7 2, MR A AR N T
Omm® o 7E 3 — St 5 Aeh , PR AR R /N T 8mm® o 78 X — Sz 5 e, R AR RS N T Tmm®
PE X szt Jy 2 R AR R S N T 6mm® o AE X S2 i 3 , R A AU /N T 5mm?
[0394]  YE—Rpsi /5 20, 78 A % AH 418 5] PSMANT RYLRME & Y7 R U5 2 6, s B
A 2 /Dommf K B o AE— P S 7 5 X L T VA T /N T Smm ) e o AE B S T
ASCTTAERE I /N T Amm () Ji8g o A5 HE L8 St 77 S, AR ST A /N T 3mm ) Jeg o 78 X — 5K
it 75 2, et B A /D 6mmif) K o AR X — i 7y 2, o B 2 D Tmm K AR N —
SEgE 77 A, R B A /D 8mm K o AE X — S s, MR B A /D 9mm ) K R L AR
— it 7 20, iR B 2 /D 10mm K KB AR X520 7 20, R B F D I mm K
15 52t )y 20, R B 2 D 1 2mmif K 8 o 76 S — St 75 30, iR 2o 2 20 13mmif K
J o AE N St A BR B A A D LAmm K8 o 7E S SE it 7 2, iR B A & /D 1 5mm
(K 7 S — szt 2 rp, R B % /b L emmfH) K L 7E L — ity e, R B % /b
17mm ) e o 78 3 —SE it 7 b, BiloRg B AT 25 /0 1 Smm ) K S o 78 S—se ity 3, o B
/0 19mmif) K S o A8 X — St 77 30, iR LA 5 /D 20mmi K5 o 7R S — Sty 2R o
HAE D2 mm K o 78 X — S 77 30, iR B AT 42 /0 22mmi¥) K S8 o £8 — 2t s
Jieg B A A /0 23mmf) K o 78 X — S 7y 20, R B 2 /b 24mm R RE o AR X — S 7 3K
iR LA 2 /D 25mm K B o A8 S St 30, R LA 2 D 30mm K
[0395]  ZEdEsbszifi b, AN FFUE KGR S ILLL AN (NTR) B} Bl 51 RS S5 1 S 1 A
(PSMA) #E 4L &9, e HGy7 S W B2 R T3 vk SERR A, R A FF A S A 7 vk, A
TLW RNETT 55 BT 5 B MR R (PSMA) 1 4 AG S5 1 B2 97 » LE f01 BT 2 Biess A 2%
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(RIS FEIE HEIA i & FE AL SR T IE R 5, FE ML B 715, FIF A S
MR o R TN, S8 15 PSMATY AL & W) EE AnDUPAER K PSMA- 21 4] B AR 28 i ek (L) & &
ZENTRY AL AT L FH T 50 71 B A 2230 3R 1A B Ik 3R 15 PSMATH) 97 i 40 O T A2 (1) A S 2 97 1) ok
B S A/ BORTT - PSMASE A i 2 T 2 (A T, Ho 8 A0 T R AR T X 40 i 3R T 52 A4 L fn 4 AR
FAMMEL RN N G AE - PSMA L AE 465 K 22 Hi s I (1) 8 ik R b Rk AR T R
I, 945 A FUSE A E 194 B /BT 8 1 B N/ B K il Se 1 B 1K B R A
(R RAR I SR L 5 mT DL FRIBTT S A/ BUS T B o9

[0396]  FE— IR PESE G 7 20, FERRARL AT DL PR B A m] R R T A o AR — A
J7 I EBARLI K E e B D AT R F B — DN o EBARLI K 2 2D 24104 JF
E— AR R ALK B DA AN T AN — B8 S BRI K JE R ATR
L1224 VAT B L1240 BT B L 20N R F o A8 X — B AR LI K R 4145 4131
A LA R L9244, BRA 14 R 29201

[0397]  FEABEJT I, EBAKLIY KT /2 20201042 () .

[0398]  fE—ANARHIH  EBARLI KT 2 2 DL 15A 7 N — B b ERAALI K E 25
DZI20A . 7E N —AF T, PR LI VB R 2 20 10A %2 £ 30A,

[0399]  fEAFETTIH , ML R A A TCARBY — i, ALK EN 2D —H 5 ER 2L
SATY SE K o 7E— AR Y o FE 32 22 45 A BCARBI — i, B AR LK I 2 D — i I B A2
ZIAATY SEAIG, BLLISAB AR - NN IR B, AL FE Z95AE T AR L Z94AB T AR L BLZ SABE R B2
BRI 7 481 P S il 7 X PT DA A, B S A ) TS 8 K P I T IR 5K, HH DGR S TE AR 1)
] AR 93 o 7 48] PR, AE X — AR Y o S AR A B A 0 4 2 5 A T AR 1 — e 1) [0 A T 35
gy, KA E DL TATT B N LISATE AR £ 4AT E AR B L SABE A .

[0400] 75N — S 77 P AR LA HE — AN ELE AN K A, LR 5 PSMAR) — AN B)
LRI TAE R, BHEE A KM BER) Z 3L R L anSer, Thr, Cys ,Arg,0rn,Lys,Asp,Glu,
Gin ISR AL o 78 3 — 52 72U, B AR LA RS — AN B2 MK 244, L RE 45 5 PSMAT
—EZ N RIE A EAE R, BRE R A B KB @ AR L tnval, Leu, Phe, Tyr , Me t FIZE AL
W o N FE A, RIS 1 S 7 R T T AL R SR M A LA A () AR L o G, AR SO
AR EBARL , oK BN E DT R TR B NI SA L L4 A BUE AR Bk 21 3A 5L
WAR, IF A A — a2 K E A, AR S5PSMAR) — AN 2 AR A FLAE A, A
Val,Leu,Phe, Tyr,Met FIZELIAR 3L,

[0401] 45X — skt 77 :rp , PR 1) — I A2 AR ST I AN &5 Bk, 2, Z8UR B - 1 B« 7
— st 7y 2, Bk A BRI IR PRI PR BE K JE RN B DS i AR — AN 2 MR
KRN R DT R F B A 10 R o AE X —S2 77 3, B A8 ORI 51 B R B
(1) o FE—ANAE A e, Bk AR BRI S ) — B8 42 A v BO R o il o, A5 IR
Phe—Phe [ ZE44A (L) 7 LA FHE 2008y BB B A2 B B AL PR A 20T AL G R R - 1, 4-
ISR,

[0402]  7E N —sEhitiy s, A SCHER A &4, Horh 29 A SR A SR I B A
Yy, Ho B U0 IT B IR A IS B 5 i B R AS S/ B AR 2L 23R/ B4R L, AT
5 RIA TS R IAPSMA R 4195 JE AR 5% B PE L , Z9W 20 A W A HE — PPk 2 Rl ik
s R R/ R T 71
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[0403] 7 3 —5L i 5 3, A SR IR BT 67 B9 AN R 25 L 12 7 5978 B0 R A
A1/ B AR SR/ B AN L F 790, A S A B R IR PSMA R 41 B ps JEUBE AR AT 5% . BT id 7y
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S0456 LI A [K] g 18 3o g 28 R ) R 350 23 G0 3 SO B 1) 26 o o
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[0408]  FEAEHN A SLiE 30, EHA /N T L0 o AR e 52t 7 =0, s ek T-204
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BN A AL A P RINT RIS i BORR 5 o 72 X — STl 77 b, B ik B 2 D74 i 18
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AT 5 AL I PSMATC 4 2% A Wt 41 b R IA I PSMA S 1L o % P A0 R A R LR FE R SE A K
FR ) 5k

[0413] 7 BEEe Syl 77 S, PSMASE (1] 4k 5 W) 45 A 2 PSMA 43~ ZH M A1 X 350 A 1 A8 R 3R 67
A2 e S 7 2, PSMA-SE A AL A W &5 & B PSMA_E I AR5 bR fr . — et , 5 &

T IR AR S R AT B A B W S 4 B PSMA SR A T AS S PSMA BEAK . 75 A 2 B i St 1 5 i
T ECH, PSMA-SE a1 AL S AL S0 45 B R PSMA SR AR o 7EAS R B 1 R 2l szt 77 =0, PSMA-#E )
1A ELAT 5o BARPSMAZE [ AR SE R A7

[0414] 7R HELL s /7 20, PSMA-SE 1) 4k & P A O A o 78 R L6 st 75 5 b, PSMA- SR a1 b &
22— 13- (1,3- R IET L) IRFE] IR — 2 (DUPA) o 7B R-susizjifi )5 s oy , PSMA- L [a) 4k &4 42
DUPABKDUPARI AT A A , BAd , #0155 BB sl 1, HL 45 & 22 SR IAPSMAR v i L .

[0415] AR B AIPSMA-#E ] NIR YLkl = AL i - B 55 5 LE, Hm T84 £ AENIRYe Rl s AR
EEFINTRGYRL I PSMA-EE [a] A6 A VD D iR - T 57045 5 L o AE R BE st 7 =0, B /2 1065 o 7
LS 7 AR, MR R G T TR DA R O AR R STt Ty X, JRg T s L 3
FE 1565 AT S 5 b, BE 1A PSMAFKINT RYL R 3 515 5 S2 SE I PSMAF AL & 011 25
RSS2, Frid b &% A KN T-600nmi 6 B 1) 5 Gl o £E 24 & B 1)
Sy 2 b, T 2 A A ) PSMAINTRGR ) 5 i 7 AR T 55 5, Ho/N T 41 [ PSMA
LB G 5 10—, BridL & 4 & 2 K /N T-600nm i Y6 A S R PE ¥ 58 6 4%
B o FEAS R B ) F e 5 it 7 T rb , A 40 B {3 HEE [ PSMARINIR YR Tk = A B =5 5,
H/NTEE R PSMARIAL ST 505 51—, Brid b S48 & 20/ T500nm A
SSEPHR ) 5 G R} o 45 AR R B ) =20 S it 77 X rh 5 i 4 AT FH 4 ] PSMARRNTRGY R} 77 2%
PAREERES, N T RPSMAR AN E R E SN =92 —, b b EWE A 20K
KN T600nmiR) S6A S B 1 2 6 Ge k) o 78 AR B 1) 7 28 S it 7 X, i 20 i A4S FH 42 1]
PSMAFINIRGLRLW 7732 A w5 5, H/ N TR m PSMAI AL A I S B 5 =02, i
RA DG A 2 XA /N T 500nm ) YA PR DG GL R o 75 AR BH 1) HE 28 St 77 =0
XY 40 o A A ] PSMAFINTRYS L) 77 727 AR T A5 5, Ho/NT-BE [ PSMAR AL & 0 11 75 5=
BSR4 2 —, i A A 4% 6 2 0K/ T-600nmif) YA s S PE K 5 Y Gl o 7848 2 B
(16 B s i oy X, 63 4 A A P S ) PSMA I NT RGN 70 72 AR s 5, Ho N TR )
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PSMARI AL ST E S5 5 TV o < —, Frid b S804 2 0 K /N T-500nmF 6 A s B2
15 HE YL A6k o 75 AR i B ) it 2 S e 7 R, o) Vi 41 M AT FH 280 ] PSMARSINTRG AL 1) 77 927 AR T
555, H/NTEEEPSMAIAL S B G 5 g 2 — Iridb 5 M & 2K/ T
600nm ] A S5 NP G 516 GL ek o 7 AR i B I S 8 S 77 2 rR , Vi 4 B S FH 2 1) PSMATH
NIRYR 7 A 55 5, /N TEL A PSMARIAL &SI B B S T2 —, Ikt &
MEA BT/ T-500nm R 6 A R PE R 2 6 JL Bl o 78 AR i BH 1) FE L8 STt 77 2P, 6y 48
JATE FHEE (5] PSMARINTR B RHK U5 7 AR =5 5, H/h T ER i PSMARIAL A M0 E 55 5 1)
NG, TR A W85 & 5 K N T-600nmiK) Y6 A S BT I 2 Yo el o 78 24 2 BH ) it
SE it 77 A, 607 4 A5 AR e PSMARINTIRZY BLR) 7 V57 AL TS 508 5, Ho/ N TSR [\ PSMAIF) 4k
U ERE TR\ 52—, ik &M G 2B/ T500nmiF G KOS I 58t By
o AEAR A B (1) FE 6 ST 77 20 Hb S v 2 M {5 B [m) PSMARINIR Y B VB A B 5 5
H/NTEH PSMARI AL E M E B 5 T 2 —, i &4 & 2 XK/ T-600nmfH)
A SOSMEIR CG R} o A2 AR R BH ) 8 St 77 2 b, S8 vk A5 FH A 0] PSMAFINTR AL} ()
TEAEERES, KT RPSMARKIL AN E R E S a2 — Ik tb EME &
XTPEA/INT-500nm R A PR RO R R

[0416]  FERLLLs Ty U, PSMA-EE [ 4k & V2 7 e MR 45 A PSMA R /N 43 FBOAR o BT ik /)43
FEART] LLEE B 22 KSR G PSMATI BEAL 55 S5 41, TR /N9 B A ] BA 2L A PSMA S A4 Fic 44
FEAE P R AFA] — B 22 Fofr

[0417]  ARAFWIRUES AL R FI 7%, KA BPSMA-SE R &4, T 381k
PSMATKT 1 e  2H 23 B8 e 8 11 8 1) Je A8 o A5 SR B8 S 77 0 s R A F I BB 4 e FLEh fir AR
Y, Ho A, S PSMA-EE [ 4b A4 BRI A RINTR YL o 8 e sz it 7 sy, B e A R s 2 &
B, Ak AT, B AN IR A o AEFELL T I, Zu Al ik 5 LS288, IR800, SP054 ,
S0121,KODAK, S2076 , S0456 F1/ B 4L k% [ -

[0418]

R=HSR=SOHX =0/ &N

[0419]  FERLLLTT I, AN HF e (o S L PR A I A A NIR BRI 7%, Horp UL R e
i R MR AR , L AR, TR AR, MR R K2R, KW, 75 ABIG , AR, A R
B2, S H A AR AT A o AE R BE ST 7 20, 5 -0, -NH2 B - SHE BE [ 1 2 B 1R L H Sy
PEBAT AL I /D VR BE R I S 2 SRR 00 R 77 AR DG A 5 2 L IR L L A A B
RTEMIZE Y AE B S 7, & -OUE f8 B (0 2 L 18 . e S R BT A M 7E & %
I 5 Gl P A Tk, HL 330k A W01 5 P RGN o 75 R e St T Qb , AN A R S L IR
i A ENIRYLRIE 4, Horh 24 -SH. - Sel ., -PoHB-Te H'E 88 [ [ 2 1 « H B AR BLAT
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AEWNAE G R 54k 42 C-S. C-Se . C-Po B C-Te i o fE R LLTT [ , AR A H I KNG S AL IR 4
A Az Rk, H B A 21500nm % 290 0nmii) W A5 K AR AT A5 f RAEL o 7E H B 7 T, 4524
R R %A B 0Ok, HEAT £1600nm % £ 800nm 1 W YA e AR IR 5 e KA
[0420]  FEZAMY) SEHE 7 K, AR A F e R B IR A L A A 2 PSMABCAR 1) 77 7%, He
s R IR B A e PR 2T, 22208, 75 21, W K 2 1R, KA G , 75 2 LG, IR
iR, AR LR , e AR B AT AR, OF Hald R4 & 2 IR AR X — 7, A A4
PR AL 5 i BRBCAR A 7732, Ferp IR R A 2 R IR, 2 IR, 13 2R WA 1%, ¥
QPR , KRB, B 2 B, 1 W , A MR , H e A R BT A2 M« 78 H 8 S2it 77 5K
W AN SR B SR FC AR R G 2 R AR R IR A ) U7 v, o R A R B AR , 22
Mg, 73 2R, WA R, K2 IR, R AN , 75 2B, I 2 18, AP I 2 8, e e i A B AT
AW o AEFLELTT I, BRI B R IR 45 & AT A AL IR A ol , T2 38 Itk & Vot B 5] 52 44
(R M o 7 R S STt 7 U, BRI FL A TR S B0 R e e, P Ak B4 S8R m) 32 4K
(W52 45 5 S T F7 52 52 2150

[0421] AR HEsLHE T K, AR AT B 44 ADUPA-EAOA-Tyr-S0456 14k 54 (L rHEAOAZ
8ZIE IR 1 FaE, H T EME 51 3T AR, e Bt , w IR RS , FRISPSMARI 2H 2R a5
FEALPSMAR s Rl A, G PR IR B IR LA o 75 H & 5 T, 46 A4 & DUPA-EAOA-Ty r-S0456
744, 7% 1 DUPA-EAOA- (D) Tyr-S0456 , DUPA-EAOA- {5 Tyr—S0456 , DUPA-EAOA-B- i~ Tyr—
S0456 , DUPA-EAOA- (\Me) —Tyr—S0456 , DUPA-EAOA-Tyr (OMe) -S0456 , DUPA-EAOA-Tyr (OBn) —
S0456 , DUPA-EAOA-NHNH-Tyr—-0Ac-S0456 , H #h FfTAY

[0422]  fEAELE sty U, ZISE%ﬁEﬁPSMAEI@%%.‘%%PSMAE@/J\éj\%&‘iﬁ:o

[0423] SR PSMARINIRZLEL A4 L A

[0424] "Rk 7T S IR AR B EE A PSMARINIRALBLZE S W1 A R o

[0425]
CO,'Bu CO»'Bu CO,Bn CO.Bu CO.H
BuO,C A ~NH, HCI BuO B 4 T P : !
o le BuQ;C b H ﬁ g COsBu BuQ,C o E{ }I}l{ = CQ,'Bu

(10) (1) {12)
[0426] &1 A FIMMEM: @) () =65, TEA/DCM,-78°C 5 (ii) H-L-G1lu (OBn) -0'Bu *
HC1; (b) H2; Pd—C/DCM

Y
o~
[0427] : l?f"s £©OH
H P
O g NWLQ oo — o /g
Hogcj\ OM {13} Hozcj\ CO {4}
[0428] K2 ARFAEA . (@) () 20 % WREE/DMF, r.t., 109 % ; (ii) Fmoc—8% Jit -1 -

OH,HATU,DMF/DIPEA,Zh;b) (i) 20% Wk Mg /DMF, . t., 109 %f; (ii) 12,HATU, DMF/DIPEA, 2h;
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¢) TFA:H20: TIPS (95:2.5:2.5) , 1h; (d) (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,100

C, 1544,
[0429]  (a)
[0430]
é;]ii/ O H@”i’ifer
5 G o N "
Ernockii O\/©/ i o /g/ H
spps HO ﬁj\{‘: oo
W” J\\f vpo Moo o
)l\ra’lgc;» @7 0 H
[0431] 23 F) LA (@) (1) 20%WRWE /DMF,r.t.,10min; (ii) Fmoc—Phe—OH,HATU,

DMF/DIPEA,Zd\ﬁT;(b)(1)20/6M§WE/DMF,r.t.,106}%¢;(11)Fmoc—8§a£§§§ﬁg—OH,HATU,
DMF/DIPEA, 2/NiF 5 (¢) (i) 20 % WRWE /DMF, r.t., 1043 8f; (1) 12,HATU,DMF/DIPEA, 2h; d)
TFA:H20: TIPS (95:2.5:2.5) , I/} 5 (e) (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,
100°C, 1543 h.

[0432]  (a)

[0433]

Mg@}g”

N\)LJ\,., . — OEWJ\(\)L

i yY @t f
- g Hi
H02Cj\ Z . HN HOLE & m s;{ 5‘ (lo ]

HNZ 1,

N a
HN NH

[0434] T4 RFIAILAT: () (1) 20 %WREE/DME, r.t., 1094 (ii) Fmoc—Arg (Pbf) —OH,
HATU, DMF/DIPEA, 2/} 5 (b) (i) 20 %6 WREE /DMF, . t., 104381 ; (ii) Fmoc—Phe—OH,HATU,DMF/
DIPEA, 27N 5 (¢) (i) 20 %6 WRIE /DMF, v t., 1043 %5 (i1) Fmoc—8%( & 3 BR-0H, HATU, DMF/
DIPEA, 27N 5 (d) (i) 20 % WRHE /DMF, 1. t., 104 %h; 12, HATU,DMF/DIPEA, 27N 5 (e) TFA:
Ho0: TIPS (95:2.5:2.5) , 1/NEF; (£) (i) Ha0,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,100°C,

1558
[0435]

w&@

SPF‘S

CoH W JYH \/u\ ee ] . GOt SWJ‘ Jﬁ( :)J“g pean ]
J EERARMLLS

H"‘/

BE0 COaHt

[0436] E5 R FIAEAF: (@) (1) 20 % WRIE/DMF, 1. t., 10434 (11) Fmoc—Asp (0'Bu) -
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OH,HATU,DMF/DIPEA, 27Nt s (b) (i) 20 % WRIE /DMF, r. t., 1043 %h; (i1) Fmoc—Phe—OH,HATU,
DMF/DIPEA, 2/} s (c) (i) 20 % WREE /DMF,r. t., 10981 (i) Fmoc—8% 4 3¢ #R—0H, HATU,
DMF/DIPEA, 2/ 5 (d) (i) 20 % WREE /DMF,r.t., 1048 12, HATU, DMF/DIPEA, 27N 5 (e)
TFA:H20: TIPS (95:2.5:2.5) , I/NiF; () (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,
100°C, 155 %F .

[0437]  "FR SR H T2 1] A A T i B A S it 77 I s B e 11, FR AR = AR B il B B AL
FEER FIVEHE o« QAR SCRHE , BT A AL S PR VLI RS B R R R 58 DL 25 Aoy =0z At , oot
EARMER AT E BB LA BT 6 75 o 910, AL A W RE 845 N 38 P S B A= IR AT AR ) LA
SR ECAR , HEGR T4 &Y B T (AR A o R GURE RN 5O 2248, Bride i J& T B
BRI R G A o

S 51

[0438) S (1) « S PSMARONIRI L 5 O i PR AT o B 72T b S NIR Yk 2
W) LA A4 e /) A K

[0439]

o
Cogs 3
N4
HOQC”?N RO

g B

mﬁ O \
® 4

Go % nﬂ“@iﬁjﬁrg\-j\” A

HO:C h\EJLN TSCoH &

RO,

[0440] &1 A FA%A: (@) (1) =6, TEA/DCM,-78°C 5 (ii) H-L-G1lu (OBn) —0*Bu *
HC1; (b) Hz2; Pd-C/DCM
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[0441]
HOSS
7~ _'\x 5
FmocBN 50
8 o OH
ook N7 00 M

BT G 0 ¢
N A G N )
COH W
. , & H .
HOXC*E J'l\ £NCOH 43} HOLG™ ’U\ ENHCOH 4 HOSE™N
e N N H RN RO :

[0442] T %2 WA (@) (1) 20 % WRNE/DMF, 1. t., 1043 %F; (i1) Fmoc—8% J& 3¢ IR -
OH,HATU,DME/DIPEA, 2h;b) (i) 20 % WRNE /DMF, r.t., 1044, (ii) 12,HATU, DMF/DIPEA, 2h;
¢) TEA:H20: TIPS (95:2.5:2.5) ,1h; (d) (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,100
C,15%%F.

[0443]  (a) P& AMIFFL

[0444] ]2 15 7~ 48 A PSMARDUPA-FITC (Xt 3R Sim &R 21/ I8 2054 (14) 2450 e FAE
15 32 5 PSMA-FH P 22Rv 1A 1T 51 Fi g 200 i A0 s PSMA-BH EA549 A R ifiyf 24 g | 5 41 i
(K454 55 A1 7 (Ko) AR S 1k B DUPA-FITCES T RPMI K 72 3 DUPA-FITCYA T-RPMI RS 5234 DL f
HH AR N 2 RPMI 5 5% v (1] 22Rv 1 BRAB 4940 i , 7E37 CIRL B L/INNF SR G FR L35 55 5, B i
B Rk (3x) , MIHHPBS (R 22 b 7K) B4 o 8 it IR AR4B AR 7y o DR ZE AR AR
SD (n=3) od A& A AS4941 il

[0445] &3 :DUPA-NIRZ: &40 1-9C T-DUPA-FITC (14) (K AH X454 S5 1 17 . 7E37 ‘CAE100nM
DUPA-FITCAFAE I #PSMA-[H T 22Rv 1A 1l 1 A 40 M il 5 1/, 3538 iIDUPA-NIRZE 54
(R E SR JE B 2B 77 2, PR BB IR B0 (3x) , R HPBS & 4 - Al 45 4 1 2 ol FH It =X 4
H AR .

[0446] 15 JUDUPA-NIRZE AW &5 & 2k F0 77, B Al n T3 1

[0447] 1. HAG AT AF K B 1) K5 40 (I DUPA-NTRZE & W) % PSMA-FH P2E 22Rv 1A S5 1 %71 Jig i 48
RS AR
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o £ DUPA 5 NIR ZAZ M ¥ RF# Ky (nM)
1 3 141.9
2 3 112.7
3 7 9.71
4 12 15.2
[0448]

5 15 12.2
6 18 35.7
7 22 26.8
8 27 23.2
9 21 17.2

[0449] ARG 0 T4 9 407, Wa MIDUPA-NIRZE & M0 4 2345 A0 H s T4 o 4 1 Hh
FH4E 7 N 2S00 5 B g S5 AhAZAE A (22Rv L4HE) 11 /0N BR 1) % ' Bl A5 0k 5 DUPA-NTREZR 5 4)
V-9 AW 53 A o« 22 FH RS MUK 170 7 2 2R IR S P B2 REL A T P 4 BV E S DUPA-NTR A 4%
H W AELE T DUPA-NIRYERI AW 2 S 2/NB /N BR 22 SR AR, WOR BT i IR 4043, A 4L FH TV TS
GG (ex=T45nm, em=1CG, &g 7] =1s) . &5 R~ T K4,

[0450] IR ZR A WA 7 Ted - 2L 237 S L o 1615 58 7 Jeg < 4H 2378 St , Y 3 41 m) PSMA
[FIDUPA-NTRZR A W01 -9 L ZV W) 3 AT B o 75 1A% 2 5 P A A R A8 3001 I & 454 40 %
X3k (ROT) H {57, SR I v S R« -~ 2R 5

[0451] S50 AR AN A S A TR otk &3 TN IR FRIBE YD) 4 2N JEF B
F15 (15N R 17] 470 X PSMAEL A 1R & 19 555 0 77, 1Ak & 01 (3N IR IR) g4 A2 (341
() B 40) X PSMA LA ARSR AN A7 o 3R %04 5755 , PMSA-#L FINTRAUEHEDUPA-SNT R FZ 7] 75
BT AR BE A s/ N JE DL B S A s & 2R R 7T

[0452] {454 ,DUPA-EAOA-Tyr—-S0456 , (EAOA-8Z Ik 2 %) Bon P i & 8B4k &4 h
(1) e A IR 1 S bl (TBR) o Ak G404t 30 7w Ji g Hh 2658 v 1190 2 D' i JiE o 1% STt 81 R Y PA (1) 4k
AW AL A6 AT R S R = B TBRL AR, Ak A 106 AT iR 92 e s 5L &
W3 AFNSFH L TEAIK o 7675 FE 0T R IAPSMALK) BT 271 JiJess 200 Ff R o e 28 311 55 0 7 AR Sk i
Jo P9 e G FE L IR e bl 2 2 S5 B IR A B WA R AR R 3 B I PR A 5 {H
He Gt m] DUAE I PR A B AESE 56 26 A b S (i — S R 0 i

[0453]  Sijitif51] 2 - 42 5] PSMAFRINT REE A M0 () i PR AT VAT, e B A FERCAR S NIRGLRL Z (8] 1) 75
RS IRIENEA »

[0454] |6 . 7~ 4 ] PSMA A DUPA—E FE AR -NTR A5 I &5 4 , H B AT E R AR SNIRY kL 2
) () 75 TR R DR B AR o B R T R T IT &3

[0455] (b) G Hk,
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[0456]

(15}

@7 OH

[0457] 7223 RIS (@) (1) 20 % WRIE /DME, . t.,10min; (ii) Fmoc—Phe—0OH,HATU,
DMF/DIPEA, 2/} 5 (b) (i) 20 % WREE /DMF,r. t., 10981 (i) Fmoc—8% 4 3 iR—0H, HATU,
DMF/DIPEA, 2/Ni 5 (c) (i) 20 % WRIE/DMF,r.t., 1043 %F; (ii) 12,HATU,DMF/DIPEA, 2h;d)
TFA:H20: TIPS (95:2.5:2.5) , 1/MiF; (e) (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,
100°C, 155 %F.

[0458] &AM FT . BT B os B 75 iR S L TR AR I DUPA-NIRZR &4 5% T-DUPA-FITC (14)
AN 45 & 55 A 77 o 7E37 CAE100nMDUPA-F I TCAZAE T 1 PSMA-FH 14 22Rv 1 A 26T 21 i Je 411 A
B /NG, FE3IMDUPA-NTREE A IR FE o SR Ja bR 5 i 70 2, B R s 2L ek (3%) , F A
PBSE # o 20 M 25 1) 2 't AL 2 A A It

[0459] K2 IR H A 75 & AR DUPA-NIREE A ) -5 PSMA-FH 14 22Rv 1A K11 1) B Je 41
45 2B A 15

1ot Kp (nM)
15 4.9
23 7.5
25 6.3
27 222
[0460]

32 32
33 16
34 34.9
35 23.9
36 134

[0461] A& 5T o 8 S 7R DUPA-NIREE A5 W) L 5 N 23 (1) AL 2R A 40) 43 A7i 3 A R e - L 21 LE
1 FHI 45 NS R0 i B S R RS R4 (22Rv L) 1 /0N B8 1) 5 6 e o 2 F R8BS e ik 1
22Rv 1 [ S5 R RE AL ) e P A SR VE S DUPA-NIR GBI -5 W o £E 45 T DUPA-NIRYL KL 2% 51
2 JG 2N NG 22 SRR IR I (K L 2R, 2R3 FHT VIS A3 A% 848 (ex=745nm, em=1CG,
TR = 1s) JERAZR LG > AR N RRAG 3 A DU B 45 A 23 R X 48 ROT) HH (1925606, 2R Ja T
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B 2

[0462]  KE9W/RAEFTERE LG, & FBCE S ROLEGBARCEE ERES . miET
22Rv1 NFEHTZ IR Med S MR A ) /N SRS 20nmo 1 15, £EAS [A] I 18] [R] b FH TVI SESAZ AN
1% (ex=745nm,em=1CG, 7=z 5[] =18) »

[0463] K10 BB BME )5, & BBk B RICEBAALEG ERES . miET
22Rv1 NFEHTZ IR Med S MR A 1) /N SRS 20nmo 1 23, £EAS [A] I [8] [R] b FH TVI SESAZ AN
1% (ex="745nm,em=1CG, 7=z 5[] =153) »

[0464] K11 B RAE T BME )G, & B8R 5 RICEBRAALEG ERES . [ iET
22Rv1 NFEHTF R ed S PR A ) /N SRS 20nmo 1 25, £EAS [A] I 18] [R] & FH TVI SESAZ AN
1% (ex=745nm,em=1CG, Z=Z& 5 7] =1s)

[0465] K12 B/RAETH T BME )5, & B8R B ROCEBARLEE ERES . miET
22Rv 1 N ZEH0T 21 i e e B2 A A /N SR S 6nmo 1 35 , 7 AN [ IR 18] 1] B FH TV IS AR A
1% (ex="745nm,em=1CG, 7=z 5[] =158) »

[0466] K13 WA BME )5, & B8R B ROCERARLEE R ES . miET
22Rv 1 N ZEH0T 21 i e e A2 A A1 /N SR S 6nmo 1 36 , 76 AN [F] IR 18] 1] B FH TV IS AR A
1% (ex=745nm,em=1CG, Z=gz 5[] =18) »

[0467] 2518 IXLEARAHNE G 25 T B WoR 1) 22, A B 015,23 25 FI36 X PSMA B A 1R /=1
HIZE A T30 IbAh A 015,23, 25 35F136 R A48 T 2 Ja 2-4/N 2 N AR R AT 4 B Rl
B LA, AL S 150135 on AL 571 MR 15 St b (TBR) o 775 [& XI5 PSMAFK) i 57 A
0 B R e ZH 2R 16 5 R 3R S L IR N GRS bl L B T A ORI AR SR R
(R RIERAF R 5 A S L5 35 RE B AR 9 L 7 ) Wl PR A3 40 » HL 2 H ek &t m] L AR

e RN/ B S B8 A 36 420 o
[0468] S 1] (3) - %L I PSMARUNTRER & ) e A BT -0 » LA FERCAR SNTRYLRL 2 [F
T HL A EE R AR

[0469]  [&] 14 57~ 4R A PSMAIDUPA-E BEAR -NIR IS IR 4544, H B A 7E e ik ENIRYL R} 2
V) F%) L B A 34, I HLIX B A i B T &4
[0470]

SPPS

2~

PR N

SO Wﬁ Y i » .‘z
:k i s '

BaeE N‘JJ\N TNCOM a6y BN Hoe

RoOHOR !
FuNT S 1

(o3

G

[0471] 5 &4 AKFIFIZAF 2 (@) (i) 20 % WREE/DMF, r. t., 10981 (ii) Fmoc—-Arg (Pbf) —OH,
HATU,DMF/DIPEA, 2/NEF 5 (b) (i) 20 % WRIE /DMF,r.t., 104344 ; (ii) Fmoc—Phe—OH,HATU,DMF/
DIPEA, 2/ 5 () (i) 20% WREE/DMF, . t., 1043%F; (ii) Fmoc—-8% J& 3% R —OH, HATU , DMF /
DIPEA, 2788 5 (d) (i) 20 % WRIE /DMF, 1. t., 104 %h; 12, HATU, DMF /DIPEA, 27N 5 (e) TFA:
Ho0: TIPS (95:2.5:2.5) , 1/Ni) 5 (F) (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,100°C,
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155,

[0472]  [&|15 % 7RDUPA-NIRZE &9 T-DUPA-FITC (14) [ X 45 & S5 M1 17 437 CAE100nM
DUPA-FITCAZAE I #PSMA-[FH P 22Rv 1 A SRR 1 e A0 Mo & 1/, 338 INDUPA-NTRZR 54
(R E AR S B 2o R 8 , DR BE T 57 005k (3x) , R FHPBS S 3 . A1 M 25 A1 2% 5% At =Xl
WA DA o

[0473]  ARPYAIF AL - 116 S 7R DUPA-NTREZR A W 39 R4 1 (1) g « 2L 2Lk, i 485 A 2500 51 A
JieE S P AZ AR Y (22Rv LAHME) B9 /)N BRI 2R SR o« 28 EH R 0 Ik [ 7 22R v 1 e S PR AL )
1) B VE R B S DUPA-NIRBL BL 28 &M« 745 T DUPA-NIRFURL R AW 2 fa 27N 4 /N R 22 5
BE, R AT I 23, HEI I TVIS AR A % (ex="T45nm,em=1CG, Z&Fa i [0] = 1s) - 7L 1%
25 AR AR A D - AL 4G 9% X8 (ROT) w9, 8% v S I - 2L 20 9
[0474] K17 BoRAETBME )5, & B8R B ROCEBAALEE ERES . miET
22Rv1 N SR Z R ed S P2 A ) /N BRESS 20nmo 1 39, £EAS [A] I 18] [R] B FH TVI SISAZ AN
1% (ex="745nm,em=1CG, 7=z 5[] =158) »

[0475] K18 WoRAETH T BME )5, & B8R B ROCEBRARLEE R ES [ iET
22Rv1 NFEHTZ R ed S P2 A4 (1) /N SRS 20nmo 1 40, £EAS [A] I [8] [R] B FH TVI SISAZ AN
1% (ex=745nm,em=1CG, Z=gz 5[] =18) »

[0476] K19 WoRAE T BME )5, & BBk B ROCEBARLEE R ES . [ iET
22Rv1 N SR Z1 R ed S P2 AL () /N BRVESS 20nmo 1 41, £EAS [A] I [8] 1] b FH TVI SISAR AN
1% (ex=745nm,em=1CG, Z=gz 5[] =18) »

[0477]  Z5if IR ELARAM B 2 0 J3 80 WoR A2 (L A4 L PSMA B AR i I A 77 o 4k
)39 4014 1 I 7~ AE B B ARSI R AR BT 5 Hh AR B 471K 4 B R AT PR 3 52 JER VR 5% o 1) 7E T
-8R I IR FAR ENTRG K [0 1 A I N Arg , 3800 1 fE far 25 ELRS AR 21 A
B A o SR B Arg B 43 B A 2 S PSMA 55 A1 77, {H 3K R4k A 47 S 7 PRI R T B o
TE 2% F& 5 I8 PSMA Y HI 371 i e 200 i 0 Jrk 8 4L 03 P 5 R0 g 0 S P R iz RV ok 2 )i » AL
H DAL R A PRIGEEYD , AH 2 H e At mT DL AR IR ARR /B S 38 154

[0478]  SKafd] (4) « %[5 PSMARINIREE 5 M0 00 e R BT VR4, L HAT ERCAA S NIRG R} 8] 1)
AL R

[0479] &1 20 {75~ B 5] PSMA ) DUPA—TE AR -NIR G 7 0 5 749 , He A FERCAR SNIRGL R} 2
() [ A7 F A I A A T R T T &5

[0480]

\i/
Jdond
FrogcHN &
© eers
a-e
O
" o - g .
B \ . N\)L. —
o T & i
& e :
A &3 HO Iy
HOLC] R TR
STRTNT TH TR oo

[0481]  J7 &5 A4 (@) (1) 20 % WRNE /DMF,r. t., 1043481, (ii) Fmoc—Asp (0'Bu) -
OH,HATU,DMF/DIPEA, 2B} 5 (b) (i) 20 % WRIE /DMF, 1. t., 104 % (ii) Fmoc-Phe—OH,HATU,
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DMF/DIPEA, 2/ 5 (c) (i) 20 % WREE /DMF, r. t., 10481 ; (ii) Fmoc-84& 3& ¥ /& —0H, HATU,
DMF/DIPEA, 2/ 5 (d) (i) 20 % WREE /DMF,r.t., 1048 12, HATU, DMF/DIPEA, 27N 5 (e)
TFA:H20: TIPS (95:2.5:2.5) , I/INiF; () (i) H20,aq.NaOH/pH=9.5,r.t.; (ii) S0456,H20,
100°C, 1543,

[0482]  fAHMEIFFR - K21 : 49 FI50 [ DUPA-NIREE & 9% T-DUPA-FITC (14) [ #HR 45 & 35 Al
77 .4E37CAE100nM DUPA-FITCAFAE T 45 PSMA-FH 14 22Rv 1 A 211 1 iR Jee 4 e & 1/NE, 9
4 NDUPA-NIRZE AW B2 - SR Jabr 4 g Ak, I iy s B e it (3%) , AT FHIPBS i #6 . 4 fe
ZhA Ot i 2R gH B AR I

[0483] AR HIEFT o K122 5 JRDUPA-NTRZE A W49 RIS 0 () 4 23 4 43 A 43 B A kg - 2L 213 EL
i R NS0 5B e S A RS AEL Y (22Rv L) 170N BRI 2% Y RS, o 28 1 8 B e ik 1
22Rv 1 JiEd S RS ) () BEPERR SR S DUPA-NIRYLRLEE 5 ) o 7E25 T DUPA-NIRZL KL 5
)5 2N NG, 22 SRAE  WOR I I AH 21, R HIVIS AR A % (ex="T745nm, em=1CG,
TN E=1s) AERMB G » RN A B I & 25 41 234 R X (ROT) 580, SR Ja ot
S FRg - 2 R

[0484] 4518 : BAAXIPSMARL A ARES A 26 A1 77, AL A 49 B A 1R s 1 s 8 52 (5 9%t ik
) R B 1 i 5 bl .

[0485]  SEJitifsl] (5) : 42 A PSMAFINIRGLEL R & M H s PR AT VAN , FL B A A8 A 1 NTRZL R}
AN

[0486]  [&] 232 7~ £ 4] PSMA R DUPA— 3 B4R -NIRBAG I 45 44 , FL B A AT AR5 F NTR L K}
AN

[0487]  [&]24 :DUPA-NIRZ 4456 T-DUPA-FITC (14) [ AN 45 4 55 F1 77 . 4E37 CAE100nM
DUPA-FITCAZAE I 44 PSMA-BH 1 22Rv LA S Hil Z1 i 4 il & L/, I 35 DUPA-NIRZR & 4)
IR SE SR G B 221 37 0 , DB B3 R L Bk (3x) , MIFHIPBS i # 40 M 45 A 11 28 Ol i =X 4
WA o

a4 Ky (nM)

15 4.9

54 2.6
[0488] 35 7.3

56 3.7

59 60.9

60 5.4

[0489]  &[25: fE A WIRIME Z Ja , & B ECE B 0OLERBAEACEE B E S . m 7 22Rv1
NS AR e R RS AL /N BV B 20nmo 1 54, 78 AN A I 7] 18] Bg F TV IS8 A it (ex
=745nm,em=1CG, ZZE M B =1s) »

[0490]  [&]26 WoRAE I RME 2 )5, & B BCE 5 ROCER ARG FRES . [T
22Rv1 AR Z R Bl S A RS AL /N BR Y 5 20nmo 1 55, 78 AN [R] s 7] [/ [ F TV TS Rl A Ak
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1% (ex=745nm,em=1CG, Z=gz 5[] =18) »

[0491] K27 BoRAE T BME )5, & B8R B RICEBRAALEG ERES . miET
22Rv1 NFEHTZ IR Med S MR A ) /N SRS 20nmo 1 56 , £EAS [A] I 18] [R] b FH TVI SESAZ AN
1% (ex=745nm,em=1CG, 7=z 5[] =18) »

[0492] K28 WoRAETA T BRME )5, & B BE B RICEBADLEG ERES . [ iET
22Rv1 NFEHTZ IR Med S MR A ) /N SRS 20nmo 1 57, £EAS [A] I [8] [R] b FH TVI SESAZ AN
1% (ex=745nm,em=1CG, Z=Z& 5 [7] =1s)

[0493] K29 WoRAE T BME )5, & B8R B RICEBAALEE ERES . miET
22Rv1 NFEHTZ IR ed S PR A4 (1) /N SRS 20nmo 1 58, £EAS [A] I 18] [R] b FH TVI SISAZ AN
1% (ex=745nm,em=1CG, Z=Z& 5 7] =1s)

[0494] K30 IR AE T BME )5, & B BCE B ROCEBARLEE ERE S miET
22Rv1 NFEHTZ R ed S PR A () /N SRS 20nmo 1 60 , £EAS [A] I 18] [R] B FH TVI SESAR AN
1% (ex="745nm,em=1CG, 7=z 5[] =158) »

[0495]  Z5f  IX BAR AN G o I 18U o n 1 22 , L 5901555 .56 FI60 X PSMA LA 1R /=
[R5 77 A B 1554 . 57 AI60 .7~ 78 I TR AR PR RS A A 9 Hh AR R 1 1) 4 5 UG AR 2
JRIE B3 o IR, A MNT RS Bg: 22 AR 3 [ (SO3H) i ik 2 47 i A 5 By T 7 A s iz ok 75 e
ORI i e R AR o 578 RN SR AKPSMARR i 1) Hi-Jes 4 e 0 ek e 2H 3540 2% R0 3 e e 1 PR
Fe I b 2 5 A B 54 .57 L 1608 AT 9l R 5164 .

[0496]  sijifafs] (6) : Bl PSMARINTRYEL S W1 e PRET VR4 « 25 FIDUPA-NIRZE A4

[0497]  [&]31 : £ [H] PSMAF DUPA-TE AR -NIRBAZR AN 540 , FoH A & PhIE AR FINIRGEL .
[0498]  [X]32 & 7RDUPA-NIRZE & 4155 T-DUPA-FITC (14) [A) AR 454 55 Al 17 . 437 ‘C#E100nM
DUPA-FITCAZAE I K PSMA-[FH P4 22Rv 1 A\ SR 21 e A Mol & 1/, 3 35 INDUPA-NTRZR &4
(RIAE AR S B 2o R 0, PR B 52 R0k (3x) , R FIPBS 5 e 1 M 25 A1 2% 5t At =Xl
WA I8

ath Ky (nM)

62 141.4
[0499] 64 318.8

65 983

66 K

[0500]  ARP AT . B33 R AE PR WA 2 )5 » 4 B BCE B RO EUR/E A RS B ES .
[ 48575 22Rv LA SR 21 8 e MR R A1) /N BRAE 5 20nmo L 63, £E AN ] s (7] [1]) B FH TV Sk
ARG (ex="T45nm, em=1CG, B FEM ] =1s) »

[0501] 340 R AE T RME G, & S BCE B POLEB AR CEE B E S a7
22Rv1 NFEHT R a5 PR A1 7N BR O B 6nmo 1 63, 7EAN [ IS [ [ B% FH TV TS AR A Rk
1% (ex="T745nm,em=1CG, =& I [7] =1s) »

[0502] &35 W R AE T RME )5, & B BCE SR ICEBAACE G R ES . [
22Rv1 NFEHTF i e S P RZ AR 1) /N RS 20nmo 1 64, £EAS [] B 1) 1) B B TV SERAZ AN Rk
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1% (ex=745nm,em=1CG, Z=gz 5[] =18) »

[0503] 251« IR EEAR A1 Ao R0 J3 U B 7R ) 2 (LA 62,64 .65 F166 X PSMA L A (K 25
RT3 AR, A A6 3FN6 A, I 7= 7E IR TR) AR5 12k B AZ i 98 A AR R 4 1) 4 B B A5 R0 Bk iz Jk
TBER - R, 1 546 316 A58 8540 e A A F e PR A% 18 ), AH 2 e At mT DL AR I
PR/ B SR B (5 -

[0504]  sjiafs] (7) « B/ PSMARINTRYL RN -G MR s AR AT VR4 : DUPAR 24 FERC A4

[0505]  [&]36 {5 7~ B AT AN R FL A4 1 S 1Al PSMAFINTR A TR 45 4

[0506] P37 7~ 40 ] PSMAFINIRER: A 9159 T-DUPA-FITC (14) %FPSMA-[FH PE22Rv 1 AT
PSMA- B PEAS A2 i [ AH X 45 & SE A1 F7 . £ 37 CAE100nM DUPA-FITCAEAE R4 iR & 1
AN FHEEE AL A D LSRR BT ARG e e i 72 L, R RS SR R e (3%) , A HIPBS & 4t - 4]
W 254 1 ¢ 6 AT 40 B AR T

[0507]  K&I38WIRAETH T BIME )5, & BBk B RICEBARLEE ERES . [ iET
22Rv1 NZEHT R M8 S AR A1 7N BR 33 B 6nmo 1 15, 7EAS [ B [ [ B FH TV TS AR A K
1% (ex="745nm,em=1CG, Z=gz 5[] =18) »

[0508]  45if: BRAREL A DUPARY) £ BEACAK , S DUPAAH EL H X PSMA LA B @ i S Fl 7, {H 2
2 SE ) 5 7 A1 5% PSMA-FH P 22R v 1 41 A B A 1R i1 55 0 77, A PSMA-BH A5 494
U5 S ikl , 3K Fi5 H A A 1546 PSMA A2 15 A PR 1) o I TR AR5 P 4 B B A 90 8 7R 1)
T AW LSAE /N BRI PSMABH 14 Jirb 8 A vh B4, 3 BRI R 7R A 5 0 15 0 3 1) i PR o 126
Yo
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¥of] PSMA # DUPA-#£8/4A-NIR & A ¢4 84, BATERAESERK
(a)DUPA-i£ 34K-NIR #8544

CO,Bu CO,'Bu CO,Bn CO,'Bu COsH
'BUO,C” B "NH HCI BuO,C TN "N C0,BU “SNECOo,

(10) (1) 12

Z
[}
Q
8
{5y)
=

U

£
i " 4{ s (14} 2RV
s {14) ~AB4G

FHRABAE

0 200 400 600 80D 1000 1200 1400
HE ()

$o) PSMA &) DUPA-FITC (A EFARRL/ENREHIDHH SR A
F A A 2f PSMA-FEEE 22RvE A K FT5) BB s Aest PSMA-B b
AS49 AR R LA MR s F F A (Ko)fedd 1. 38T RPMI
3475k 4 DUPA-FITC vA4% 3R % An 2 RPMIEE A2 F ¢4 22Rv1 3, A549
mpe, £ 3TCERT 1400, RERZERE, AHRSZRAREGN),
Al PBS(HBRG A A H. HRARAX@mERSH, RELKEAR
& SD (n=3), *H k&4 ZE A549 WL, |

K2

100



CN 108135903 A Wi B B B 2/26 B1
(1)

R

~1?:}
(3)

100+

SO s

i
£

(3

w01

60

éQw

AL S0 Rk

-1 <10 & 8 7 B B
A& log (nM)

K3

&

.\\)

101



3/26 L

arn)
e

Bg B

i\

CN 108135903 A

i
e A

s e e e e
£ b o

BEE

enierinn B

$aannt o il

&3

PTE N RS TV

K5

102



4/26 T

arn)
e

Bg B

i\

CN 108135903 A

K6

103



5/26 T

M

iR

i\

CN 108135903 A

\\?v«) \\:fl! e

«d 2 £ 3 Sk

R NI A Vg

¢ 4§ 4

Log (4R AE]

: e ki
o S o S < S
w < &4

UL B TR Y

K7

104



CN 108135903 A W BB B M 6/26 T

105



7/26 7L

BR £ M

i\

CN 108135903 A

p—

R

“,;
o

15

w

i .ww

£3
£

UE R

K9

106



8/26 T

arn)
e

Bg B

i\

CN 108135903 A

K10

107



9/26 T

M

iR

i\

CN 108135903 A

n

ey

12

&

108



10/26 7L

arn)
e

Bg B

i\

CN 108135903 A

14

4]

109



CN 108135903 A W BB B M 11/26

. & ¢

F-3

2404 = (39)
g | WY
T4 e 4

M

)

_

L

K15

110



12/26 7L

B B M

i\

CN 108135903 A

zﬁw«w\\\\

=

v

&?&\\

vc§%§

. k%NNNWNsx%NNWﬂsmg

\\§

— m @%
f@% \s\ m\\\ g
Y
Y&W\\\\\H\\&
=

T

L9

HE R B

=5

16

&

K17

111



13/26 7L

arn)
e

Bg B

i\

CN 108135903 A

19

&

112



i B B M

CN 108135903

113



CN 108135903 A W BB B M 15/26 T

hém sk A0 K

Log [#4RE]

\\\\\\\\;\\m\&x\\ \\\\\\\§

K21

114



CN 108135903 A W BB B M 16/26 T

115



CN 108135903 A W BB B M 17/26 1

Sy
AR
LS

AR

15

RN

R

2 R

AT A A T AT

R=H; (67)
R=8Q;H, (58)

K423

116



18/26 1l

B B M

i\

CN 108135903 A

a)
UL 08-S FEBH Y,

i 5 g
o0 wr

K25

117



19/26 7L

B B M

i\

CN 108135903 A

26

&

27

&

118



20/26 5T

arn)
e

Bg B

i\

CN 108135903 A

K28

29

&

119



21/26 5T

arn)
e

Bg B

i\

CN 108135903 A

%
3
2
%

K30

120



CN 108135903 A W BB B M 22/26 B1

K31

121



CN 108135903 A w B P M

“‘iﬁi}w B

Log [543 E]

K32

122



24/26 51

arn)
e

Bg B

i\

CN 108135903 A

34

&

35

123



CN 108135903 A w B P M

25/26 T

i
H

&
s {Fy
FER

K36

124



26/26 5T

]
7

B
K3

=
s

iR

K

%

i\
[

?

Log

o3 £ i

%% 195 77t

CN 108135903 A

125

K38



