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[ Abstract )
idly. Radionuclides produced B ray or a ray can be used for labeling tumor targeting probes. Compared with

As an effective treatment for tumor, the radionuclide targeting therapy is developing rap-

B ray, o ray has higher linear energy transfer, which can destroy DNA more effectively and kill tumor cells
thoroughly. Besides, the tissue penetration distance of o ray is short, which can reduce the damage to nor-
mal tissue. In recent years, « ray radionuclides are more and more used in tumor targeted therapy. A variety
of probes have been labeled with different a ray radionuclides and used in the treatment of hematological ma-

Ziik

lignancies, neuroendocrine neoplasms,

prostate cancer, melanoma,

etc. This article summarizes the pro-

gress of a ray radionuclides and their labeled probes in tumor treatment.
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A% 2R YT IEE R R, Lu-1,4, 7, 10-P A 31
Zhe-1,4,7,10-T0 R (1, 4
4, 7, 10-tetraacetic acid, DOTA)-D-Z N &R 1-B & 12 3-70
Z MR 8-T8 i Ik ( D-Phel-Tyr3-Thr8-octreotide, TATE) B #% 35
& 5 2 0 W & PR (Food and Drug Administration,
FDA ) #it i FH T 9 2 9 43 W5 I 98 ( neuroendocrine neoplasms,
NENs) W36 97, "7 Lu-i5 51 I ¢ 5 B 47 IR ( prostate specific
membrane antigen, PSMA ) J&77 HiI 91 9 B9 850 R AN W 2,
MBAZFRARICIRETTE MR 1% R L 1R 7 b AW S8 L 7E A W T
Jee o R v Je TR 1 3 TR AT 0 K S A [ S e 1 % 2R T e A%
R ENRITOIIER) 2 N EE Ty ), H R 2 12 k4T B
SRR, T Lo MY, W o SRR TR L REL
(linear energy transfer, LET) Bk, BB T A DNA s
TR T DA B B AL S R AR SO A ke 45
i o YL R B HARICHR BT TE IR A% R IR YT T A OG5
PEATERIR

—. o ST EREHtiR

LET i it 2 () — Fh iy Hil e, 38 B B B S AR 7E HL

7, 10-tetraazacyclododecane-1,

P FERR IR FIHFER IR EL Rt R 16 i B R S B SF W I
P PRl 17 A A= 1 BE B RS . AR RSN 5 R Sk LET fB
R, A0 K, BB A A A AR A M, o S 2R
LET 24 100~200 keV/pum, i T B 414k LET(<1 keV/um) ,
}Eﬂ%‘ LET éﬁé)%o U\%#ﬁ\iﬁiﬁﬁfféﬁ%ﬁéﬂiﬂ’m&%%%?‘é

7? L\EEI.

ﬂ?i’r/ﬂﬁ Iﬂ)ﬂéﬁ %T%%B’WE%H@%RJLB/J ? B%T%M’E%Hﬁ
TR/ | SRR A0 9 7 20 M PR 2803 g ) 5 B Th R 4T o

SRS 1,2 T 'S Sm R 5 B ST/ Fl 4 FUu
3BTk 7 100 F112 30007, o SR & LET 7858 1] ] iy
AT EOK A DNA SUEEWTZL , SR 45 40 5 B3 20 10k 17 b Jsg
BITHN WA LIRFEST B S L ali by 25 3t i 4n i, Sl b
ITSHMEG PRI R B L A, ARG 2 o SR
SRE U S F LA 42 (<100 wm) , 7T DAGRIE7E 2%
PEVE RSO AN A R B, R B R AL SN Z B, M
T,B 44k LET % SRR, M LG R i iR 4n i, I 5
SR JE R A A L DT, o SFERIAYT HL A
B AU MEAZ IR IT A S, BN, (AT o BRI IR
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MA@ S ERIATT Y LU i T B 22 KR AL I
PRI HEATIESE

2013 4F 56 14 o SHERRIBIUR A4 — S AKAR-223(Xofigo® )
BHEAENR IR TS T Bt K AU AT B8 (metastatic cas-
tration-resistant prostate cancer, mCRPC) HFEIRIT, o H14%
UMM R IR TS 21 . IF5E W RIZ 2% 921 4l B 1Y
IRITRCREAS , 5% IR A L, R E AR T 3.6 A
(PR 14.9 5 11.3 A H) 7 HATER™ Ra 4F, HA0™ Ac
FPPBi AF o SR SRR R AL IE B HE ARG RIS

ZERES o HENEE

P Ac MBI AL B R o UM R OB T
I PRATIF S S R R I ), AP Ac FPPBi R Z

12 Ac Rtk P Ac B EMIEK, Ry 9.9 d AT DL IE
BEHETE 7P Ac AT 6 AN S TR PR A R IR I K
AR LI R 12 Bi (B 1.9 1074 ) o 7E3%
AR R, Ac FERAT 4 HIREHE N 5.8~8.4 MeV 1 o S5,
NGV R R 47 ~85 wm, FEAR RS 7AE 2 AN K
AEHEDY 1.6 F10.6 MeV 9 B H¥2k, J35h, * Ac TAS R 4=
SRR ST v BT 9P Fr( 218 keV) A7 Bi (440 keV) ] T
SPECT 4% % Ac fEIL R84 v 7 A2 (1 2 Fh o SRR A 2K
ATE IR 20 e

B DOTA # G PRk & 55 Ac bRid 950+
WSS  pH (B 9 BHINAREE 95 CIFHFEE 5 min, 78 HE T B
0.1 MBg/nmol [ 25 1, Ac A5 ic ¥ 19 ik 16 4l K F
99%'°), WiEA KR 40 °C (I EE T bric SR A 9 43 1,
SRR RN A, IR, ¥ HHRT KA N,N-W (6-R
Fe2 e ) H 3L 14, 13- " 24-18-7-6 { N, N-bis[ ( 6-carboxy-
2-pyridil ) methyl ] -4, 13-diaza-18-crown-6, H2macropa} %}** Ac
MBS A VER , HARFE = IR T Pl 45 67 Ac, T R 9 AR e M
W E A Y, H2macropa B84 JE VU E M) 4 F- 417 Ac 5
LA IR

KRG TARC &R 3T 027 Ac MBI, 1T 32
SRy BRI T T B SRR A 119 1w BE N 85 AT ) 4, AR
i3 Ra FEHEAT 2R AT AT 457 Ac  ABABME M A E .

2. 7PBi FE, VB FR A o B R, Ik
46 min,97.8%M*" Bi i B S 5 AR AR A A 9 4l o K
AP Po (N 4.2 s, E=8.375 MeV) , B b 2.29% 197 Bi
1T o FEAL(E=5.549 MeV,0.16% ; E=5.869 MeV,2.01% ) £
LTI, P Po K5 8.375 MeV o HHERAE AMLH L 1Y
FIEIE N 85 pm U Bi BEHUNZ B BEREAY 92.7% K A o« 5
AR T B RALTTR 7.3% > Bi (AR 1B 440 keV Y F 1
R4, T LA v P = B AR 0 y AL TR, A
W Bi (AR W 0341, T AT 25480 12 A i 22 5

UBi kAR RO U, HoT i T O = L
2 ( diethylene triamine pentaacetic acid, DTPA)a{ DOTA 5/
Yoy FrasE i, h TIFEEE G IR DTPA mfiF A= Y 1E %
T T AR & 3 )2 HARR S A AE 70 Bi Aric duik m 2
HY, P [ (R)2-FE-3-(4-FEREE) WA ]-(8,9)
J5E-1, 2-DTPA { [ ( R) -2-amino-3-( 4-isothiocyanatophenyl ) pro-
pyl ] -trans-('S, S)-cyclohexane-1, 2-DTPA, CHX-A''-DTPA }
S B FRICHUR Y E RS, I R Y Bi bR BT AT 7E

KRV 15 min IEFTY

=, o ST EEIETT

o ST R RRIC /0 F R 6T o0 X6 7 10 T8 28 40 3 1 b o
EZERINIEHERTE Ve I

1. 2 Ac FIPP Bi XoF I Y 2R G0 A IR 36T . IR 4
A TrE 200 B B R 80 S R R AR I A AR EAS 6, BTN
PR ZIRYT U, AR & A TR o IR YT Bi bR
ICPUHARIE YT I BY I PR A 58 7 21 LRIt E & o
JRUE T o SHERIA T AR G0 IR A I PR G
B P X AVERE R IR AIRYT . FIE IS RY Y Bi-bhZ
ERBATTREDLAR (FIFRBPL) , BV lintuzumab , ELA H1 H IML55 55
P, IFREI TR B BT IRIY R M kY L R
PR B i 111 kBg/kg 2 Ac-lintuzumab B EA B &1
LA MEAE T ; 112 Ac-lintuzumab 234 -5 /N5 Pl A At 7 B
Al AT — AR AT ROR Y

B* Ac FIPUBi Ab, Hofth o SR R bR iC R B0 T 1
AR GOGMEBIRIOIT BIRESE . WA R o PR R bR IC Y
80 1m) 2 & M5 8698 ( multiple myeloma, MM) FIBTIRIEST o BT
SHEEEIBTT . BRI, 522 Pb FRiC % PR S B
e, Pb ARiC AY CD38 A3t daratumumab (*'* Pb-daratumumab )
XFCEHRESR RPMI8226 4 M A% Y 14 48 BH b i B il 4, L
7E 370 kBq PATF A7 A ULEE 31 B -5 g #1185 kBq
8, 272.5 kBq 19*"*Pb-daratumumab 3537 i BH 5 30 s 19 4=
K, BB E /N BAEE %" Ph-daratumumab ( 277.5 kBq) i&
IEJa A AE AR 55 d, T B R £k 2% #h I ( phosphate buff-
ered solution, PBS) X HRZH Jy 11 d')

2. P Ac FIPPBi X} NENs 193597 ' Lu-DOTATATE & F
2018 4FE4E 35 FDA 1EHEHEH TG RIGYT NENs, (HA5E &6
Gy BAEXX AT RN AE, TER, o I EiridEK
WY EFT NENs B9IRT7 AS B B TR, Kratochwil
AL 358 25 |22 Y-/ Lu-DOTA B2 B2 3-38 it JIk ( Tyr3-oct-
reotide, TOC) VAT TCAL HY NENs 3% H*® Bi-DOTATOC #E4T
VAIT, o 21 12 3 ke A R A il 3 00 A, 4 ) 22 bk
&, L2 ANHARRS T 1~5 A JAHA Y7, Bi-DOTATOC
H) BRUEE R 2.6~21 GBq, X 8 Bl B P 44 B
MR MR FEPE IR B RIRYT T R A RS0 W
B, SR H X B R SRR AR T HEBL, X Bi-
DOTATOC 597 R K 43 4 6 Y-DOTATOC & 57 55 SR A 1
BETEHAT Y Bi-DOTATOC JAY7 5 , 1 58 2%, 1 (385
A2 BRI RRE . BLAFIT R, 2P Bi-DOTATOC J& ¥ 7E Y
NENs 2 Z 803657 259, A B TXF B SH436 97 Joak g & it
TR,

FET—TYA 39 BT NENs RS B, B X 8
JEI* Ac-DOTATOC B H% KT 52 77 &4 40 MBq, 2 KIAYT AT
RN 5275 45 4 D H 25 MBq 345 2 4~ H 18.5 MBq; &
F W BIARTT SN B R — I 1 1 21t 25 NENs 3578
2 ANRYT I CEB 1 R 16 MBq AN%E 1 JAIHH 42 MBq) 5 Ui
015 90 AR

3. P Ac FIPP Bi XA BRI G IT o B Lu-PSMA-617
YRIT RIS BB FT A5 88 22 UL, o S5 2 4% E AR 10 PSMA-
617 X RIS ARIE 116 9T B 5T, B A TR YT A 2 5 A 5
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T BRI RO R R R R I R 7R H
5| B8 VA IT TR Ac-PSMA-617 1 T2 Bi-PSMA-617%7
I, BRI R -5 2 Hh ik FH™ Ac-PSMA-617 #4797, KK
Z RAWA TR O-R RIS JEAE 2014 4FFF )87 Ac-PSMA-
617 MIAITHIFST , FEEEST T 0 24 4 il & A PR L FH 70 i
BB 4R ) 5 48, o™ Ac-PSMA-617 73 Y7 mCRPC & #E [
BITRITE R HE B T PSMA-617 25 3h 12 m £ &
R AR TR IR SO PR 3 R i B I i s T A v
BrRbi, A AT KRB o & A R Ho A b iy 22
A o BHHRE I L FEMEH . 3T Lu-PSMA-617 1) R 4114
SPRCR A B AR AN A B TSR Y o SR BRI PSMA-
617 LB LFIIRITROR

2 Ac-PSMA-617 G F I mCRPC Jr3f B2, SCHkikE 2 4]
MEIGTE L ™ Ac-PSMA-617 3697 5 iR 5E & g2 i A
WFFEH RAEELL /A5 19'" Lu-PSMA-617 I Ja]-35 )3 ih 2k 315
FIEAG A, H E B mCRPC ™ Ac-PSMA-617 ARifEfLIA
Jr R XTI, A 8 I E A 1 ™ Ac-PSMA-617
(P A B 100 kBa/kg) 7l ik 3] f (B2 12 %t 40 4l
mCRPC SB35 7617 WUBT I 43 H7 , 57 50 4 53 7 D 0 A 3 4%
20 VAR RS Ac-PSMA-617 FLA b 3 By BT i wg 5 7
LR B R R A, 12 T 97 T W VR R ) 3 W AR AT 2800, 11 45
BAE RS IV YT SR 4R 45 2 1 R BRI FE R e R YT T
ZEIN I E Y % Y A, Ac-PSMA-617 T T B §F 4k
IRITRCRAMER mCRPC B3, 2 Bl 34 2277 Ac-PSMA-
617 AIT G SE M .

4 Ac 4b, " Th-PSMA-617 L% i 81 i i B — & B34
JPVER  BRR ST 6 MBq 5K 2 YR 433145 T 3 MBq " Th-PSMA-
617 1677 2H /I B A= K A o HR 4 B I 5K 15 5% 2 YR
i B 3 MBq B9/ BRI A 3, 3T 36 d, TR EIRIT I
AN AETE AL 20 d2) 3 S Th-PSMA-617 (5 MBq)
J5 ,PET/CT BAR/R25)7E PC-3 B AR h ik e R 4 It
Ah, BRI 18.68 d 197 Th FRic R &t H T AT 91 Ao 176
JPWT5Y, Hammer 2520 LI Th 7 30 #8 1) 7 91 B 98 90 4K
BAY2315497 155 PSMA-E [ P £ H: 45 25 9 (targeted thori-
um-227 conjugate, TTC) , Tipf8/IN BLSLI6:45 5 i R 78 M 3 2% f
JRIY ST1273 AU rh | LI IT I 125 kBq/kg (9775 SR FE
PSMA-TTC , FT A5 i 3 B Bl el S50 s A4 £ 500 kBg/kg
Y3 B FE ST PSMA-TTC J&, 10 H/NRA # 0, 10 B
INERA SE AN BRI R R e — Y B N S A 25
o, PSMA-TTC 145 245 R S AEH A4 B & 250 A1 500 kBq/kg A
AT A e A= 4

4.7 Ac FPVBi Xt HoAb R (A 7' Lu AP Bi bR E
I A5 2R A A TR BT h8C3 #RREIR AR A B AR K, {H7 Bi-
h8C3 H'"" Lu-h8C3 AR, [RIMF, 14.8 MBq( #5742 ) 27 Bi-
h8C3 X PR B AY B i E 7.4 MBq ({7 4) WA & (P =
0.01), 1" Lu-h8C32 A HIARYT 2 5 G i3 35 45T )
FERIEIT RIS, 7 Lu-h8C3 7E EZ R H M F Ml Ky
JZ2UBi-h8C3 19 2 i, 1M 3 MR i 300 2 J LT AH ) 5 i
PERITAE R 2P Bi-h8C3 F' Lu-h8C3 7l & i A K
AT B A0, TR S AR IE DU A R 15T 7= A B 0 1 00 Y 2 B
AR RN, Bi-h8C3 Hiih A B Al B 6 IR IT 1)

ok

T 2 IR AR i 2 R R R YT I B B R N, o A%
FhR TR ) e JBIR 43 R AT T R R A SR B R
57181 Cordier 257 %) 5 4] /4 % {di F*"° Bi-DOTA-P ¥y Ji
(substance P, SP) XU TiAYY , 5L 5 mm 1]
g M H 40 A0 R X Y AR L, 3 5 R 81 pm
BIPUBi B A2 A | 5 I T Bi-DOTA-SP JR
BIT I AR ML B 5 i ok 4 & 844, H*" Bi-DOTA-SP 7£ il J8
AR LTS 25 12 Bi-DOTA-SP ¥ [5] i 5 BR 18 97
AIAT, EL 2 P AT, JORR AR 2 T RESRAR . 5 A i, 20 £
ZRRERTT (TR JBT AT J5 AR S 5 R MR
SRR B E 2 1~ 7 AW Bi-DOTA-SP J&877 , 5 &
N 1.8 GBq, [A1B% 2 AN A A EAAI AT K 7.5 A A P,

M BEfRE

RIS b o IR BATE SIS (AR LET s
i B A0 M T P TRDRRE FH T 1 W LA, T o B 2R3A 0T
of 3 F AT e A o ) SR T A o BEER AR AR I A
TR YA PRSI 5 , 75 7% JEOE 5 20 2L 52 J5 3 2 AR
TR o FHERIBIT 5 T BOE AR 2 BT BR AT 45, Ik
Ao SHER MRS )R YT JovkE i y AR T

B2 o SHREEA IS LET AR 2 58 35 M A £ H skt
TR TR SRR AL, M A RS o FHERAE R R AR
Z B IR SRR R AR B, B DL B o SR A%
FARC I T HRE T R IR R m R 7 M 9E H 3538 2 o BT
LRAZZ ML ) IR IR T U 2K B A% R IR IR YT Z S
PITRIT T, (RTE BLIEHE A NG R Z 00, 75617 R Gk 3
PE J 22 RO I IR 5T
FERR A EE TR AASEAER 25 0p 58
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