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Abstract: **Ac has high linear energy transfer, suitable half-life, short particle range, and good coordination abili-
ty, making it one of the promising alpha emitters in targeted radioisotope therapy for tumors, and it has significant research
value. This article briefly introduces the physical and chemical properties of *’Ac, as well as common chelating agents
(prostate—specific membrane antigen, octreotide, nano—carriers, etc.). It reviews the applications of targeted drugs la-
beled with **Ac in tumors, based on peptides or small molecules as targeting agents, monoclonal antibodies or proteins as
targeting molecules, and nano—carriers. It also analyzes the value of its application in therapy, summarizes the methods of
labeling with *’Ac and the selection of suitable chelating agents, improvements in targeting specificity, and toxicity side ef-
fects. Furthermore, it looks forward to the localization of **Ac production to meet future clinical needs, in order to provide
reference for the subsequent development of **Ac—labeled drugs.
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SHAIT . RTIELE T B4 R R P08 4 i O
Bl 1k Jifsgg i 1k R R A R, RV L RT 40 A
J5 ¢ Ab R S R 9T (external beam radiotherapy,
EBRT) il Py #& 5} 5 J7 (internal radiation therapy,
IRT) . EBRT i FHl = 66 X S 4k H 7 5 1o 46 A
TR AN B2 HE A B bR L, DO SR A st T
TR DU TS U508 T 4K P9 2R BB 200 B A 7
o BRI, IRT A FH 1 [ 67 28 R Y
B R A A R R U1 E DNA &% | DA 75 59 40 il
AT IRT AT LU i 0 75 20 16 7 M s v 7]
BLR B , 40 e 0 (MR B BB )
l I G 3 0 R A B A A Cande ik R ST R 2L
ST AT TR B AR B 9 oK R ) E AT 4 B
TR

TN IRGHBIT I R ALHE o B I BRH
TR R . BT BZER N &)z, H4k 2010
4 FDA L1 o 259 P Ra-RaCl, ] T 56 & 1k
BRI G, o % R 259 09I R N i DR &
fE. 5 R AL, ok T HA B AL B %
(linear energy transfer, LET) FI%5 %0 A4 4 41 28 1% H
B9, BERE AL A8 JR 0 LA A (R T R A s 1 e
i, A W B A W RONE, I HLAT DAk JE L E
WAL . DR LB, BT 51 AL DNA W2
ANAESE AT E LT AN SZ R At
TR BE A 52, T 7E 2 A0 R R O3 dn ™
#1-225 (Actinium 225, *Ac) & 5 A7 I H i 5% 69
oM Z " I R R oo R EH IR
o962 240 A, ] syl 2 ] T O 2L A 483403

1 Acty LAV

PAc BRI 9.9 K, B 5.94 MeV , K4t
T2 50~80 wm, 548 i #2 RE i 4 4~ 15 LET (80,75,
64.61 keV/pm)a ki (& 1), ZEERHA LU Y e K5
PR 85 wm, PRI HE A Ji e 4 6 19 2 A e K R 40 g
o SR AR A A0 A A L T4 6 DX, DT S AR v
A% K TV 9g 4 B T 3k A X 48 3 IE H AL ZURsE
Hy 0% 5 77 Ac AN Rl S n] T RE s FB A, P UL T
B A A AR 5 18 T AR i

@ o particle
T,,=9.9 days . .
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Fig. 1 Decay chain of **Ac

I Ac b ic 1 i 2 iy AR F A . SR, iR
TR A A o R Y R P BE Ol > 100
keV, A] A5 B0 A% 32 D Ik o i 2 A v B 5 0
FEAR P EE B 50 A, | R R B £ R 4 2 e A
PER B, AT ELAERR T AN BRI > A I
FURAZ R B E , 91 40 B RO R [ 3 e sl il
FHAUR A B AR Ac B FLFAR S 2 Ac 1Y H FHRL
HREES LG 1,4,7, 10- IR+ he-1,4,7,
10- DU ¥R R (DOTA) \3h 23— — 20 = i 1. £ T
(CHX-A"-DTPA) .1,4,7,10, 13- FL & 223+ F ke
-N,N',N",N,N""- . Z,ig(PEPA) .1,4,7,10,13,16-
ANRAI T \BE/S S (HEHA) Fl 2 Z ji 4 2, 1
(EDTA) , HH DOTA J& T+ Z e WA K IR,
XF 42 e A R A AR S R U, 5 2 A e J5 3R
B A AR e N S Iz AR
R, BA RAFRIELOIRE ST, AT LS 2R X Re 2
G Y AR AL A R R ZH T &
1R T 60 “CHY it 3 BT R B, T B BURR Y A R
I3 F ANBUIASE ) 75 IR A bR G AR . PR, T
B RHEG T, A AR C & s s &
o P DA R A A% 2R it e

2 aMEIREIE T AT IR

o B E IR YT (targeted alpha therapy, TAT)
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ST I o R (8 TS 2 ) 2 P 3 0 3 e
BT, LA il e e I ) o) B R JEE M B AR B R 1 3
JP T . TETAT H, S22 3K by i 38 ) A5 7
TR o 55— AR SR W 2RI o A% 38 AR Ml A o e
AL BRI AEE BT, DA T S 3 g 4 1) 5 5 —
TSR 2K o 2 3R 5 1) 2 A (AN 22 K LB s B T
PRE/ N3 ) (R, 3 AE (IR A4 RS 1 24 W g 6%
i) 2 Z2 B A B Iegg e, TAT 76 bR 36 7 U 2
AV AL RIS AR 28 9 43 WA PR | I
i e 45
2.1 KSR FARE S FHITAT 59

Hi 5 Hﬁ%(prostatic cancer, PCa) & 3 PRI R 2
e UL LR, JLT- A e PCa 8 E 32
WA IMATT G e AR o itk e Ry 2 R HT v i 4]
o F M R BIRPUE TS HRE (metastatic castra-
tion—resistant prostate cancer, mCRPC) J& & /i, PCa
BAET I FEEA . AW IR T B Y
T H mCRPC B 19 5 4R B A7 R ATSRARAIL , R 75 BT
RURYT 75 o 19 e S BT (prostate—spe-
cific membrane antigen, PSMA ) J&—F 75 JE0E 85 (1,
AH G 1E R 51 R 4 2R B A ) HL AR A7, PSMA
FE PCa P I R S M 5 3R05 O A LR RKF 5
PCa Y12 281 i BEAH G, Rt , PSMA J2 HiT 91 it g8
IR — A EAE R 2, AR RIS A AR A
57 F o PSMA #[1] B 25 ¥ '"Lu-PSMA-617 i J7
mCRPC WRCRAR S BAT KA 2235 40% 1 8 35 T
BALFIRIT LN o M T 4w ST, TAT B HAY
PR T A A AR 2 R R, Ac-PS-
MA-617 £ mCRPC HiR 7 A 2, IF H A T g
I B VAT BT 254 . Van der Doelen %5 By HF 5%
gER IR, P Ac-PSMA-617 387 mCRPC 1 L) i 3%
FiEK: HB 1Y B A A7 (overall survival , 0S) , [al i %
P PSMA 234 7K - F1 DNA i 518 52 S 0897 I & 1Y
TRAE TN AL AR ) o Yadav ZE 2 TR 5T 2 0H , 16 X
1B PEFIWIIA mCRPC 7 N H * Ac-PSMA-617,
IRIT I N R, I HGE T YOS R 45
AR EE WAL, MR PR 2 R 1 R TR
THEIF 716 . Alan—Selcuk K Hi[m] 52" [m] Jif {1
ST T 23 8P Ac-PSMA VAT L E By 45 3 R BLED

{6 A A IR YT 77 %8 35 2 TS MR B A mCRPC 9 4]
TP Ac-PSMA IR W B AT 1. BSR PSMA TAT
TEWE Y] PCa A BT A 0 FH AT 5%, {H l T PSMA 1E
IV i A5 IE 5 Gl AU Pl A A 3k, T LU R IR YT
Jo R S B AR IR 3R T A e Y [ A
Z—
FiZ2 N 43 Wb iR 98 (neuroendocrine neoplasm,
NEN ) S22 5T IR BE A 28 70 RN 28 P 43 10 40 11
JoE PR, e e 4 i 2% T A A A R AR KRR
% 1K (somatostatin receptor, SSTR) , H: 1 I} SSTR2
Kl 2. ERMWZEILIY (somatostatin ana-
logs, SSAs) Xt SSTR2 A R 1 F1 7 . 7E NEN 1Y
BITH, T 1,4,7, 10- U AL+ 2 4e-11,4,7,
10-P4 2.1 (1,4, 7, 10-Tetraazacyclododecane—1, 4,
7, 10-tetraacetic acid, DOTA)-D -ZK N &AM 1 -BX &
iz 3-SR R 8 -2 i JIK (D—Phe1-Tyr3-Thr8-octreo-
tide, TATE ) %) Bk 32 14 ikt 569 $ 4% 2 J7 7 (Peptide re-
ceptor radionuclide therapy, PRRT)"™" , & % UL By
LRl BV YT ik o Bt KA AR W R G
DOTA 5 # 2 i 47 B A, /E F 4 5 & SSTR™ .
Tafreshi & 7E /NSl ) 19 il 1 68 P 43 106 Jie g A6 750
TEAS T Ac-DOTATATE YT RL, I K& P AEAS
TG RO IR/ R AR A I E] o Demirci
A TR P Ae—~DOTATATE X T 1 393 1 " Lu-DOT-
ATATE XEVEPE NEN BVR TR &2 A 300, SRk
AR IR 5 B 22 B RIS PR IR SR B 22 1R T 7 X OS
B MR RN AE A RIVE o Yaday 25 PFAE T2 Ac—
DOTATATE ¥ [a]35 7 W S &Il 1 25 55983 ( paraganglio-
ma, PGLs) YT RUFN 4 4, B IZIARIT I k4] i
HHAT R 25 Ak IEB 3L F DOTATATE 1 o7 I AE
TR YT WE ] PGLs &% 2 A ALY, JF H R Xt 1 56
il 7Lu-PRRT MEVA 0 8 AT I 45 b o — T
REPERIF 9T 38 T **Ac-DOTATATE 7£ SSTR % ik
BHE: B4 575 B 5 T I s 28 9 43 TS 988 ( gastroenter-
opancreatic neuroendocrine neoplasms , GEP-NET) &
BT B IR ZE R . RS SE T
32 15l # 52 "Lu-DOTATATE 34 J7 1 Fa =& (14 fi] ,
44% ) s JEJRAE (18 191], 56% ) Y ¥ P GEP-NET &
H AR B T > Ac-DOTATATE (100 KBg/
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ke) EATIRYT o X 24732 Bl 83 T 28 R N kA5 T
VA, Ho 15 R 22 i, 9 Bl I R o 7R R 8
AH GER 2~134H) BB U5, B 10 5% 29
PE SR B A8 T LA T IS I3 W 4% 90T 2K 1 (chromo-
granin A, CgA) /K ¥ & & T B , Ik B *"Ac-DOT-
ATATE & — R A R 1R I7 259, 8 " Lu-DOT-
ATATE MEIR P 3% 2 34 3] "Lu-DOTATATE 4 J7 fix
AL Ty JE T 0 £ 53 TR B

JI¢ 5 B 41 983 (glioblastoma , GBM ) 2 % 8 UL )
AR DR B AR L T B RR TR YT A B KRR
0 FARUIERE LAR L AT BI85 2E T . I
JERE AN IR 238 K1Y G B RS2 AR 22
K 1 32 f (NK-1) , f& M1 J5 19 P ) 5 (substance P,
SP) AT Ay L C A FH T8 ) e A e, BRS8N B
BETF I EAT ) NK-1 48 ) B A S 6T 1A 3K
SR T o PR Krolicki S5 #EFT T
BT A 21 B2 AR IR T IR A 2
RS R a4 BB 35, T A iR 2
BB I 7 IR 9T B R 8110, 20, 30 MBq, [H]
21, a6 7, R EIITAH BERITA
wese A B sz e R A, A b 3l 5697
FAOG Y HoA 3/4 9 wEPE . (HBFHFEA /IS, BEVT IS
[, A R — Y KA TR
22 HMBEEEHAASESAERS FHTATHY

B T LA Z IREL/N 3-SR ) 431 TAT 2454
DABR v REHTAR R ¥ 10) 4311 TAT 25t AE 58 v
7 2B 0 225 AR I, A B S BT 4 (very late anti-
gen—4, VLA-4) B ) i 323K 5 148 A e g A4 K
VRS A 5, P VLA-4 5 9 TAT 9 38 75 4045 .
—TUIPAL VLA-4 $8 [m36 97 B BF 90 R B, 87 Ac—
DOTA-anti-VLA4 4b () B16F10 ( 24 {4 2598 ) 41 Jifd
FETE AR T X IR o B W) o0 A0 45 21 SR 25 W) 7
VLA-4 FH 1 0 i 988 Fe & VLA-4 (19 8% B 1 A
2o RO R AR/ EBTA T, 250 VLA4 D
A ST J5 /N BRI A2 2248, A7 15 R 1] o) 1
Tty 2 Ac—Tlintuzumab (M2 ER BP0 ) 5 10)7 254
BRI 4 B 1 (cytarabine ) B¢ (5 F 9 17 10 1 PRI 56 26
WY HC B BUM R 2% o " Ac-lintuzumab BX
fd ] venetoclax (Bel-2 #1571 ) i 3k 175 5 WU DNA

W 24 MCL-1 25 [ KV (I ARG 5 T 4% 3 o9 4
ML PR AR o I Ah Xl 2 45 7E venetoclax ffif 24
AR P AML AR i S 50T J09 285 9% o 400 ) R A2
M AAE AR 22 BT H SO RE BRI TAT 2575 £
PR G 7 s —E BRIOCR (B AR BT
WorF R B IR R0 S BE NS T BR AR 5 7 I E
(A AVIIE, 37 e RS = 1] A0 i Rl IR
B BRI IR TT , BT REDUA TAT 2590598 A
AR R R B TR IO P R i) e i i A
YRS T 25 5 H X e A i

23 ETHRBMEHTATEY

FEIRT VAT M R DO % il T
A9 2 i i DA 245 40 e I 5 i T I i 2 2
AR, DN 51 A 178 = 0 20 2 e IR o e S A
F TR BRI R EZ — R,
FHAK AR A8 26 TR PEA% ZR T 4865 R 1% 7]
il 2 A DR TR R A 80T TR . AR R Bk 5
RIEREIRIT AR TR B A B, B T AR UKL Y 25 )
FIE A% 38 2o 1 505 375 1 R B i 88 R ) A ke 5
PUAEROA A SRR R AR B, T G889
RO GORBRHE S I VA 84800k , T 7E IRT
Hh A B R IR YT PR B [ 6 2 s R A Ak T 4
Y5 AR T — 7 ) .

FERE LA B4 TR R T RERI 9K
BE AT TCHUBORL i BT BRAUOKE AILREY,
ARS8 P bR 10 52 ) 16 A ) 0 A AT e g
RE s MeAh X T HA KRR R R 8
I AOR AR DA 0BT, TT AR A R I [ HO
ST . AR EH, > Achric Ak 259,
W Ac #5 3¢ B9 CaCO,. GAPO, ( I A Au) HI
Au@TADOTAGA TEIR YT 25 R e Jy T HAT B R
W1, — IS Geantd SE4F R AL 5011
T AR A S S5, AL A InPO, 9 K
KIFH A B ARG YR, 450 8RB
FFr 1 52 3 a0 , P 3493670 8% 1 18% , AT
VPP Ac BN TIRIT . 51 —TFsE s T
et FEE i i AL 45 PN B2 B9 mA D 201b F BeAB M i 4 4
B LnPO, 94 KR, 757 DK R 5 J5 GH 7R /D RS b
A UEW T R R0 . FETESS 1 h, i
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H 2B R B R 70% L 7E 24 h R 295 90% .
55 SV PR 20 ST BEZE A EL T i) i 792 A
NP VA7 /N BURT LAVE /> EMT-6 (/)N BRUFL IR g 20 i)
P2 o BUe S 4598, LnPO, NP SR Ih AR 8 T K
TR, AN YIS o i 565 04 %453 e 1 T
A% =7 R GH K IIORE S ]T 43R I 1) 245 40y i 2% 1) A7
BRI POREBIR R G . H&BA T P Ac 5T
4548 GdyEu,, VO, 44 K ORI AL Ac B 3748
T Fr B2 Bi TEAR S i B G O, 25 R B Ac 1)
AL P 2R (58.3+14.1) %3 25 31 (94.8+1.5) % ;
R ARk b > e At s 2 KM (67.64£3.3) %,
M A% = 5¢ 49 K UKL 09 1 T hy (45.5+3.6) % , 1t B
B -5 AR AT DL i e P AR B R T e
X TiO, 44 K JORLRE M (1 BF 5% & B, FEXT 3+ 42 )8
BH B R 04 s B 8 1 EL A e W S R
I L3 a3 35 %o H 3 1w vl AR A7 1 2R A0 T RE AL AN
MM . Cedrowska %5 (i F P4 f& i ¥ TiO, 44 K
i [Ti0,~PEG-SP(5-11) [T T Ac L H 71k
FIPR BB HRSY o 455 /R Ac-Ti0,-PEG-SP(5-11)
FERA TR 5 2% wh i A= PR AR A8 mT AR 2 1
FERIA 10 d, AR5 TE B W 8 PR 1 4K > Fr
M3 R 30% , HA B P Ac-Ti02-PEG-SP(5-
L) TEARSP T TOBG M 5t 96 240 s v 3% B 1 5 v 114 24
PREEAE L, 7 S 1A o 470 I8 R0, 38 7 i — 25
8o VA AR AARTE TAT 4 17 FHIE B 3 ik 5
PR R MR EA B 0 PR B AR DA ke . T
TEARFR A8 B A 2P R A B R A5

3 RELHEA

A E—MA BT o 3, BA RIFRY
R B L B A AL S i A s PR, T A
FAPLIE (PSMA FIIE i RIS S5 2 Bh 251501 DLk A T
PR IR T, HAEMRAYT P lus T RAFRY

S54SR, H AT Ac BRic U PR 25 W i 5245 9%
FAAEE —LE PR AP IR D Ac R BRI
FEER A [/ AL i o BT 22 PR TR 2R R R
TR . QFRIC TS A I I B A R e A
BE— e IL I AR RS IL R JF HIF AR 2
AR FLRERE N T VBRI 2 IR DR SE AR
Ror 5 QR TER S 5 I P R A e &
R B AL, A RE R AR JEE 14 3% AL Ji 83 240 M, e
PATE A B PEZR 258 TAT IR YT, iU Al REAY 4
FUARFL LL , DRHAT T e B0 4 1] 53 B WF 58 3
e

HOEE QK B A v 1 1] IR i 1 3 T R
SR TR 28 B8R 55 T TS A TR o7 2R e A
PERRIC /N3 AT LG, A AR T 1] LUAE — A HE
PAY 25 A8 R0 e 14 0 S e R 22 A TR [ 7
R, JF AR ST YRR R SR 1 1A 4 £ B 7
TS H AR o AR, AR P Bz 28 G 3 40 K it
L P PR 9 53R 2 DR R A0 JFL 8 L 1) 0%, 9 ]
REXTIE W H AV INA RBEVE . 0 T — 4R i
Je R S TRIT A0 A0 0 ) FELIE 5 20 200 4 B A
PEEEE , AT R BAT RAF A WA AP T AR
figp A LA R G S5 e B i e R ) RO Y R AT
R TG M 1) 20 oK JORE > o BER B R4 A
W52 AR BE A/ R o PR AR AR A
Ph b 55 BUARURE 50 A6 I RS AR 2 O R A T T (9
IR B, WFSE N B AR B 2 —
TR IR 1 NP, BE45 & 1 NP 974 S5t F1 K B G5
Mo NGS 5 HAth 44 K UKL A L A Il ke A A3
P NGS iy N R ik, al U 2 2 A s 1254,
I ELAT AR pH R RE T AR 5, BT LA HAT A
WA TE ST o R, R AR B AT R 1l 3
PR 520 BB TR 2 | K FE IS A% B2 2 AR
BT B DT TR D | 33X — U W58 N LR T
TR AR 2 18]
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