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[ Abstract])
disrupt tumor DNA | has emerged as a pivotal strategy in cancer treatment. This review summarizes the phys-

Radiopharmaceutical therapy (RPT) , which utilizes targeted delivery of radionuclides to

ical characteristics of key radionuclides, including Y, ""Lu and "*'I, and their clinical applications in ma-
lignancies such as thyroid cancer and prostate cancer. Furthermore, it explores advances in drug develop-
ment targeting biomarkers such as somatostatin receptor ( SSTR) 2, prostate specific membrane antigen
(PSMA) , and fibroblast activation protein ( FAP). Future directions in RPT will focus on novel a-emitting
radionuclides (e.g., *>Ac) , optimization of ligand design, combination therapies, and precise dosimetry to
advance precision medicine.
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TS 25 9996 97 ( radiopharmaceutical therapy, RPT) i
T L ) R Joh K O MEAZ R R TTT BB ORI DNA 4544, 35 3
I H A, B SO S RS E T RGBT Y RPT Rt T
20 20 40 AEARAE T IR YT HUIRBRBOR 2, 40t 80 RAFEK
J , BT W R 1) SR . — 2SR WS 1) A, G ik
HOR AR RUERPE Y T R RIS £ 197 Ray n— A £ 3
S0 254, B I ORISR R P 45 5 g A2 (A S 8
FEHEIRYT o

S RPT AAAEZ 2 ERHIMR] AP BRI 8 AR O
PRI XA 0] R, AE B A 5 A YT HAR IR 9 1 1 TRy i e R
FEIIY SrCL, JRTT R M 2L BP0 AT 51 IR 8 ( metastatic cas-
tration-resistant prostate cancer, mCRPC) P4 L= R 5 B S
PiJF (prostate specific membrane antigen, PSMA ) -617 25t P
TRIT AR BT, RPT e 3R X Jie M A B I A M i
TR E WY B A LR S IBEE %, RPT AYRFSE
SR INGE, S BE 22 g JR R B RONIRIT T R AL
B LE B RPT 19 E 2R Y7 %R 5 4 KM 2 52K (somatostatin

receptor, SSTR)2 PSMA T 2 4 g 3836 25 (3 ( fibroblast acti-
vation protein, FAP) %5 FEMFEH0 & R RPT Ak & Y
VAR RN 255 7 T Y K 7 Tl

— ZEMEEREH

RPT BT RCR M TR YT PEA% R B 2 B, AR
YAz 2 AR AR B R S BRI A = K2 R o
RFIRZE (A AL Ac 55) &S B RIFRIZER (™'LY,
TTu 55) R G B AN A T A R (A0 In 7 Ga
Sy o BT AR A T AR B 4 (50~ 100 pm) |, BAN K
B PR BE R PR R R R R A P TS AR
TR R B IE, MIILZ T, B R FREARKN
HAVGEIE B (1~5 mm) A = P RE &, BEAE X B8 KA Y
iR L P AR A O HL B AR R KR T RE R 5
TG, T IE N S HT2YT — R K ka3, A I B s AR X
N HATHesz CIER RPT K,

OY VEN—Fhal B AR W 64.1 h, K 5 i
B 2.284 MeV 1 B R T B AT IK 11 mm , 36 H THRYY
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R BE . 20 tHag 70 48,0 Y EELURAIE IR
RIRPERG, W5 4 B A2 0 & R, Y fric bk 2y
Y FE T 00 HL0 R SR NG R IE ST . FLRE, Y sk
FEIFRIRYT 7 B A W I RBOR , © B RPT e Y
AR, RAETY T RAR, (50 T R A R
3% BE (>300 MBq)

T Lu & H AT N TR RS A TR R
R 6 67d, BT EREMN B N T (& KEEE
0.497 MeV) , HAR LRI/ (RKREE 2 mm) , { BE T
T e G e RS GEL > 5 mm ) REFE HE 17 il 82 1] ] A 30
AR ] Bl I L 20 BR 70) i FLY7 Lu 3 AR IS8 22 38
F SPECT AR v ST, o1 FF VAL iy 08 i 0 fb 9 2 J@&
AR, ZAZ R AT SR HE R A B R A B R R AL
2Rk I RV B R, RS BSTT — IRb R EAEA R

Z. RPT #Eanils K 5z A

RPT SR 23 P R — N i R, Al S A AR
W S AR G Bl A IR T VR RO T e R A AR BRI
R R R S RS G 1 F S 25,
TE 5T F-HI A S IR s 240 L ok o s 6, 5T, BB T
C A 2R HIRTT 259 (32 1), Fol i 0 O
FUE S 28 B (BT R DT RS Bidk h
KB TRERIRSE) SEIEYT H Y, Ho i A 2 s
BRIC A R TE I A9 v o 4l 2 4™ 5 g i (A R e g
AR H i I AL Tl R A 5T B B, 40" I-iopofosine 1RYT & K ME
TR M R AR 5 T B R B fRER R B AR AR
S 3 B 38 AT 3 e S T I A e R 2 L e TG R 1
BIT

AN [r) B R SRR T 24 0 A b 98 v R B R N TR YT
SR EXREE, HUAN S B RPT 38 % 78 fss v i 54 ik a) 45
£ HHAR AR AT REXT IEH A B AL (MK R G5 )

TR . SRR LG /N TR ZE W) B LA PR 1)
I BR B I3, LA e Igg v 0 s e e TR o A

LARSS S PR TER R, (1) PP T2y 8.02.d,
3 I i 7 0 Te I AT R VR T ILRE
5 VLRI L 2 L R 3 8 PP OTR U s 200 B A e P R L, X
S 38 3 AR AL 7] 5% 32 4K ( sodium//iodide symporter, NIS) 32
By, WAL A FUIRBRER B 1 0 F B 4R O E TR
TR R ORI R o U PR R T HUIR IR Zh
RETCHE AN FAR B e 7 S it T 30T B, U H =X T
PO LRI HUIR B, P DIRY PSR S B IE % .

(2) 2P, 7P IR IRBERR B 2 T TR I7 META M 2
P I — IR 25 ) 2 N SR A BT 3
SIBEAE A P RE A MR T, X A ) 0 A R A i
SR R AE IR b S L 4B DX Ik 3, AT AR P&
[ B SRTER i Je 240 B 2 A7 A 20174 JRy IS FRSRF 410 skl i ) A
Koo JRAFTP A R B AL R AT b s HE O B I
PRI F B2 MR T3 Z AR N CT X & EZ BT BL =
L2 SN TIRIT I B A PE R SAS R BT A AR T
e 2

(3) ®Ra, ' Ra &5 ARG EE M 525 50 B E
HJ5) (Food and Drug Administration, FDA) #LIER « BT &5
BZ WA RURIT mCRPC P BUE MRS . 247 Ra I
BB AL 9 PR G A TR R I, LR S RS BE o T REAE
L0830 e 20 L b 5 | A O T 336 Y DNAOBURE T2, R IR o r
TAEHPER/NT 100 wm , T A RS T 40 Y #:14

7E ALSYMPCA K56 /b 1" 22 RaCl, B4 e A5 VA YT
AW A T P B A B 1) A R R e RS R A A (P LR
A N2 D HIERZE 14, ST Ra BRETTAL, H AT
IERFOR S HAR AN B ARV 25 1) [ 4022 V6 {38 (docetaxel ) | (2R
JHRH B RAZME B A 00 550 [ 40 BB A (olaparib ) |

R LT 2 R AR

HFx PRI R ELHIAR KR
By SR RN B ki T W3 SO0 A S HOR R R SH
FRLZE S5 7 IR R B

153 Sm-lexidronam K ERTFIR P AN LS R R e B 2k B it HREIIH B I RN 2 R R R R
e ogi 754 R IR B I

¥ SrCl, ok A AR FUAR IR A 4 B 2 Rt e R B ki F SRS B BRI A

*RaCl, AR =2 A% B A IER 5 8 mCRPC o RIT BRI RO G i 2 )

177 Lu-PSMA-617 $3Z 1 R E 25 RYT 1) mCRPC B BT BREE] %55 B iE SO

Y ibritumomab CD20 HUJEFRIA M E L e imtE ARG &6 B ki T EREI G B A RO Z ) TR | L P gk
AL AR R AT 4 i e BhElm g TUCIMAE | DR H R

B! tositumomab CD20 iJFRIKME L oliMe it ARG g B i T HHEE 2 01 SN | R IGE R | i E
o Ak R 7R AT 4 ik LR N B AE | DR

BIMIBG PRZREAN NI | TC i IR A9 )R 0 I 0 B s R v B hF EREIIE 5T | N SR RN R I
i 24T T 0 ) o 22 R JE kg FURAR S REEE | kR R R R 2

77 Lu-DOTATATE 8 W B 28 P9 43 Wb i3 B ki ¥ BREIIH = J1 . B W I R WL B R L

POY-BHE IR ATTUIERBES B REAT 7% Uk BT

2L K E R A S SRS
BRLY  EBEANE] | E S A SRR E R AR
IMAE

¥ :lexidronam SR EPERGEZ , PSMA A i 51 BR 4% 5 BEHT JBL , ibritumomab A7 857 5 B 57 B U A4 ( TR BAT) |, tositumomab “AFE T 5< B4 , MIBG
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HMEZRFEGUR [ 0B 286 7 ( enzalutamide ) 0BT Bb 55
(abyrone) JHRAH ], Lhitt— 2 BRI R0

2. E B RPT ., Bl A i 8 A OGBSO AR 43 F 1 &
IR 2R A i 5 3 2B S U PRV T 25
BRI A, AN 4% SSTRs B PSMA %5 4% S 4 5 JF
R B EIR YT 2, B e h AR T X CD20( B 40 A
W), IRFRTE B AN R ) AR BB A TR g
B 21 ), AR BRI S AT Y- S
FHUAA (ibritumomab ) Fl BUT-FE P B T AR ( tositumomab )
TEIRYT B R SR I R 2 AT 4 I PR SR 1 I PR o
BT A0 B SN SR SN RS 1), DR AR e H
AT RPT 34X 3 B 7E & 43 1k #1 22 19 43 W 93 ( neuroendocrine
tumor, NET) Fl mCRPC 45Uk H, 425 W& IR 24 ' 1-
('] A5 IR ( meta-iodobenzylguanidine, MIBG) , %25 W) it v
% A e R Aok 27 R A TSI R 3R B iE, B T 2023 48
AT eAb Y FRIC IR IR RO ( SIR-Spheres) A H AT
AT P — R FH 145 8 W 9 I S B 3R 7 5 R A T O e g
BBk PIRIT B2

(1) SSTRs, SSTRs J& T G & MRBZ &, & 5 Fh
W HI(SSTR1~5) ,Hid SSTR2 ZEi## 13 80% Y 5 % i NETs
TR RE AT IR R FH SRR [ NETs

BeARS> T 1,4,7,10-9 A 225+ Zhe-1,4,7,10-0U 2.1
(1,4,7, 10-tetraazacyclododecane-1, 4, 7, 10-tetraacetic acid,
DOTA) -D-AKNE R 1- & 18 3-75 2 8- Ik ( D-Phel-
Tyr3-Thr8-octreotide, TATE ) FiI DOTA- i 2 iX 3-FRL K ( Tyr3-
octreotide, TOC) ¥ J& T1EM 5 1R SFEHTTT 2504, T HE
SSTR #0 s sl 5" Lu SR 45 G, 55 —18 NETs ¥4
JERU M 259 Y-DOTATOC Bl PR T 3H 3 90 25 SR R | 7
1109 ] NET H3& 7, 39.3% B9 H & i 4 B 15 s 39 0k JE 45
FUARGE 1k, A AR Y T E A B SSTR 0K
FS B9 Y-DOTATATE D38 228 75 i I8 P 58 K 1) i B s i) 25 3]
T E AT R, AT N B R 22 B R e AT K S i
VivEAl, BB 73% W B & WG R e, BAEfR I B 3% 1T
K

—J5Z rfues 9 T I PR NETTER-1 B8 85,7 Lu-
DOTATATE B & B R ] 08 25 40 < b Jizp bt 22 PN 4 0 o 8 A
F O A A (P i k. 28.4 F11 8.5 S H ; P<0.001) , H.
GotEnl i, BEFIE, " Lu-DOTATATE F 2018 4E 3K 36 [H
FDA FIRCHN 24 5 % B1LR) ( European Medicines Agency, EMA)
e, R AR IR R Z )

EEhFIAH L, B ARIC B SSTR2 H54i F1 BA W 5 1 b
SRR T B I | HE G 0 ) B 0 A RN R R B T R
— 7 Lu bRIC A A B Lu-DOTA-JR11, 7E 4 |15 1 NET
B MG R IR 56 7 7 Lu-DOTATATE B2 65 1) Ji g8 4%
ESCRITEEC K (1 o3 v 2 st i) P 2 9 I 550 e 28 10 %572
TE—30 1 W AR 6 v, 99 A 20 BiXEYS B 234k RLAFHY NET
BH 83 AR 7.4 GBq a7 Lu-DOTA-JR11 JA Y7,
Hor 6 4532 1 AN EBNEYT 14 1352 2 AN JHENATT , 458
BRER 45% ,85% 1 B3 s 15 2N 7 il , o Jo itk e AR 77
Wik 21 A H AR RARAFAE— 8 A % Pk () T, 57.1% 1Y)
AR 2 AN AWE B 4 ZegpEI R, BB R K

5552 AN U ) R AR — 2, LABR B B 5 i 2 1 Gy,
W E IR T 75 —Fida 4071252459 Lu-DOTA-LM3 #£ 51 fil
NET & ryiR %, %57 Lu-DOTATATE A8 7] B3A 97 7
Z 8 R BN, N A DU 25, ek 8 1 4 G iR o
190, TE 85% 1 FR A LR B B 45 i, B A BB 3 8 B o /s
Mg A, o L™ AN BRI Y

(2) PSMA, PSMA 7 Ri% A e S AP 383k, B
HFRKT 5 IR 2 M S B ARG R FHAR MY RPT #L5
MR Z R TR F  PSMA BN S MBI, TR &
A R Ao i B T 2] e R T, RS2y
¥, W% Ga-PSMA-11, i1 PET AR SZIL T R AR IR 4 1Y 7
REPEENL, N IR EIRIT W KB T HE00, B, PSMA
1 RPT 36F H R M 45+ 3 204 R #1350 (7 Lu-PSMA-R2 |
7 Lu-PSMA-617 ) R B IAM H77) (7 Lu-CTT-1403) %,

FE—TRRERL I 111G R TheraP BFFT Y, 200 4]
mCRPC B # #1352 K A FE ( cabazitaxel ) 5L Lu-PSMA-
617 VAIT s A5 R, " Lu-PSMA-617 £H B i 1) I 4% S 0 D
(prostate specific antigen, PSA) 7K -4 FE 2R T B 50% (1) LL 5]
BEETRUABIELA 70% M 36% ; HUAE L (odds ratio, OR)=
6.36,95% CI:1.69~30.80,P=0.038] ;24 PSA /K- T
R KT 30% 0}, 27 35 B B (i . #E— TG B 1T 300
VISION #F5¢ 4k 831 ff] mCRPC B ( B/ 3% 1 %
FZEERIT ) BEALAT B2 2 3R 90 AR METR YT 3" Lu-PSMA-
617 V89T , 5 BoR$E2" Lu-PSMA-617 1697 BB E 15
Tet A A7 BET KU FAIG 60% , A bnifE IR i AL i 2k
FEMIR E AR [ 15.3 F1 11.3 A 3 KU L (hazard ratio, HR)=
0.62,P<0.001 ], H A KLl #5200 i 56 45 SR At 0 26 [
FDA %259, IF X" Lu-PSMA-617 ( Lutathera® ) £
HEYIRTT R

(3) FAP, FAP J&—f I 7 55 5 22 S e 26 1 /K S g, )
1255 Iohyes A M3 VR T | 4 B A5 T SR B R o A A G, O
FEIEF AP RFGR BRI | T TE 90% LA 1 1) S Agg ik
A, DR EL LA S AR AR AR 7 AT W5 e s

Lindner 25 & YOK  Y-FAP #1413 (FAP inhibitor, FAPI)-
04 1 FH TR RLIR IR BB BIRYT , FER G 3h £ 1d N
MBS UG R B, IR A W AR R R R ARA T R =
(2.9 GBq) T, B EH I W& Z M HARME R AR,
HE— 245 FAPT 7E e Hh ) 45 0 28 4 HAs BE S IR) , Loktev
BT — 251 FAPT ZE(R , Horh FAPI-46 76 R 55 13 |
I JULER i T8 B 35 B L 24 %58 FAPT-04 i #2755, Fendler
SEDOHGE T 6 P R AR SR B AR AN 3 051 e A
BT R, 25 R RO Y-FAPI-46 Tif 321 B 4T, Hovb 4 il 3
ARG E LGN

5OV R, Lu-FAPT-04 76 AR A S = #5241, v g
5 AR g e B IR G L Assadi 25 X HLIG
Y7 ICRU A R e e F 3 3R 1T 2 TR A Y 7 Lu-FAPL-46 897, &
BILT- iy BT 32 R4, IR FAPL FE44 P iy 8 B[]
Zhoralski 2503 35 4+ 4 i FAPI-2286, 3@ i3 57 Lu # &, 15
F'" Lu-FAPI-2286 , 3+ H F I KB 58, 455 Bom, 11 i &
Jihgg £ 2 A BRI, HOR RN /b, FAPT B9 I B
SRR 1SR T A A U R R AR T SR h
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BN ZE At AR T Sy B SR B IR YT T &R .

(4) B I ZE BT Z 1 ( gastrin-releasing peptide receptor,
GRPR) ., GRPR J& G & H BBk 327 74 v el Ji7 3 52 1 5% 1 1l
Biz— H 206 T HEia 2 g moR A gt d g,
FUZUBR PR 0 A AR o 48 R G0 45 2 Bl WO B R Rk
H T 32 BB AR I I AS RS0 RN AR RE P m) L, H TR 3T 5%
1i0) S EL A O )0 ) S o o e R o D T O o e A 1L
B SZ RSB, W T AR A% Ga-RM2 ( BAY 867548) % Ga-
RM26 F1® Ga-NeoBOMB1, LA & H F 34 97 5" Lu-NeoBOMBI1
7 Lu-RM2, Hrdr " Lu-NeoBOMBI1 £ Rij 51| it 95 PC-3 JihJd
SRR AT AR R v () 7 R 4 P g B BRI PR 1) i
THBRDY S Lu-RM2 (I 2E BT R W], 7E mCRPC B3 Al
FE R B IR BRI (6.20+3.00) Gy/GBq ], HAEI M
AEHEbR 8 4120 (LR IR ) TP R

(5) YRTEER .Y TS FEAR S — PR O P S koA
TETR TN e 1 Se A, R0 T TEvE T AR W i J 4
M Bl B B E ., HEiTh La 3 e sm™yY
TR . B ER AR AR B Bk sk, = AR R/ B
AN DA 2 5, b B S R S AR ok H 2 9 2
FDA b,

= BREE5RE

RPT 1B —F I 16 I7 SR ms , Fo BRI S R BUAE . BE RS
SEERIAYT B ) GG TEAS T AL T7 RO T v e
B ARG R 5 16 F A8 BT 52 IR 96 400 I 1 14 B2 Tt 245 L
il FET A R R, 2T IR YT 2 B 3R
[ FDA e, TESE T HG AR W7,

PRI B U2 A LIS Wi 2o X, IR TG 7%
FU AR BRI 20 & B SE . 2020 4EJ5 {7 RaCl,
RS CY WOk e SRt B, B Bk 0258, Hifth
WP EAFIR NaP'T DRI 2 ARG, AR LA
S P P R M TR R A B T AR =Y T L AR
TRIT IR A RN [ IR YT 2 AT &

K RPT B4 JE AT M LA JL 5 1 IF R . - 4% T 4 o /)
e R, I & B R AR B TG AR 4 T | S R P O A
WHZ BT R, FRF R RPT 544 4t 24 4 sl HoAth
BT FBIC AT IR IR R IT, W™ Ac ' Th %5 o R
Wy R ) Y IR SHA T SR B B R ) (B — 2 R R
T 75 3 3 e A [ R O R A% R o B AR SR i
R = ReAN R 14 B8 15 1S AR I B & L AT AL B AT
FEMIAZ R IR AR, L B 7 BFORS o 1) 7 A 200 R A1 L g
XU, #E[5] SSTR2 PSMA FAP %5311 RPT T )5 B
KLU (TR 52 1 FIIE 7 08 0, R SR 5 N R A Ak 45 25
% HIRAAE B IE DL SR 2 S AT I MBS R L 2R BT
B RPT MR R MR IR YT 7 ok T H M 8 ,  Balk— 20 42
R A AR TR
FEEMR AR ITOR 45 phoe
TEETEER i TR R T B SCIR TS AT RS0
B2 A6 ORME A /N K RIS AR R AU SR ks R
LB PR A T eSO B & SRS
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