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Abstract: Compared with B-emitters commonly used in radioimmunotherapy, a-emitters have
advantages in high linear energy transfer with a short particle range in tissue resulting in
high relative biological effectiveness(RBE) and cytotoxicity. Due to these properties, targe-
ted a-therapy(TAT) is expected to be an effective treatment for disseminate and micrometa-
static tumor. In this paper, the recent developments, problems and prospect of ' At, *"*Bi,
“2Bi, *Ac, and **Ra are discussed.
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Table 1 Properties of o-radioactive nuclide suitable for TAT!!
Bz M et AR E3/
(Radionuclides) (Half-life) (Energy)/MeV  (Emission) (Production)
225 Ac 10 d 5.8 S5as3° 233U AR /[l g hn ik #% (2°3 U natural decay/cyclotron)
2AL 7.2h 5.9 2a,2EC IF1 5 1 3 24 ( Cyclotron)
212 g 60. 6 min 6. 05 20,237 228 Th 3EAF /221 Ra K& A 4% (*28 Th natural decay/?*'Ra generator)
213 B 45. 6 min 5.8 20,38 25 AR A (P Ac generator)
223 Ra 11.4 d 5.7 5a,33" 227 Ac J H: 2% (27 Ac generator)

FHF S 32 245 90 19 A% 28 AR > 22 S 0 6 30 min~
10 dAHKHBSr o B3R 020 3 W 3k K sl 2, 5 b
WFSE T T i A A o A% R A 7 IR (X S 4% 3R
MM AR HES B 5. o ER R o ST RE RS,
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SHAIT M B LET A (100 keV/pm) HE 2
PE s K Y o R SRR S A R 2 B S R —
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WA G G R TRYT IR R R N B
FERECE RN — A AW ERE. Al T «o
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1 o ZEMHELMARER

M 20 HE22 40—50 AEARTFIRT kA 24 H TF
IEWFIE o B R ACTE B B A IR i 25 4K 3
32 RV R T R A O S v 2 W i
FBE T HedAl. A 70 AFACLL)E . T AL T BL
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(k8 5 I 2 1 A R BIE 5E I B . R i) 56 [ 12
A 2 i W B A B R (FDAD 5 BR324 & 45 38 )
(EMA) B #** Ra-dichloride #tt it J F it K36 J7
R KT o« BRBAHEL WA TR Z
TEE 3 (K o B3RS B e B PR Sy Bral
ZWETE— . HEE AR N AMEE TR A o3 A
I R 5 W PR AT SR . 1 st LA E T R 1R T
f9 o A% R AT 5T JRE AT 2 LAY 4

£ 2 o BRRBEIAIT YR
Table 2 Progress in TAT

(Radionuclides) (Radioimmunotherapy drug)

iy 2 7Y W5 ot e
(Tumor type) (Progress)

21T At 21T At-81C6 i 1958 ( Brain tumors) MR T /1 W (Phase T /1)
211 At 2L At-MX35F(ab'), YR §L98 (Ovarian cancer) IR T W (Phase 1)

223Ra 223 Ra-dichloride i (Myeloma) FDA it #f (FDA approved)
213 By 213 Bi-lintuzumab Za e PE 1 1095 (Acute myeloid leukemia) AR I /11 W (Phase T /1)

225 ¢ 225 Ac-lintuzumab Za PR PR 1 1095 ( Acute myeloid leukemia)

I T /1 #(Phase T /1)
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LT BA iR 4 Ja P 7T 5 05 36 B A e it 7 A
HEEAT N AR G R T L R R R
100201 o £k, ST KOF- B RE 5 6. 78 MeV,
LET 2} 98. 84 keV/pm; 75 FCAL 2 i) 5 B2 24
6~ 8 A4 Jifd (14 95 Bl (55~ 88 o) + il WS 1A 9 1T
o ESE BRI TR ARG TT AU Y AL RE L
JEfRFRN

(Electron
capture, EC)

5.9 MeV
41.7%

1A
Fig.1 Decay chain of *'' At
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Fig. 2 Radioastatination scheme of BSA using TCP as linker'?”
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Zalutsky S5 HEAT I R 11 413056 v, 18 4~
oG i 95 52 K BCE AR TR VDB O s N T
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AN BRSO LA bR BT IR R T fig
SR R K P s S e AR 24 h R
W& T 5096 .45 h i I H A4 RSP v BE T 600
FROBR B o ) S e e BE AE 20 h B 12700 +
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B AL E W AR B E R A AR
B o

R A7 67 At bR ic 245 5 14 B 5% 16 76 4k dn
2R B HEAT P A 22 I R S 38 A SR 1 I R 1
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PEBL AT AT Th K 4R 8742 10 44 - 2F 5 1 ¢
Ji2 60. 6 min, — il 1 Ra & A= #5 2K 1l 4 . LA
SR PR G 2 T Y R 1 7 Bl g A 4 R
T 3, AN 2 A o B2 A4 B KT, Y
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PRI, £ 5 B 4 N DL A 4 I B 4 AR 287 Bi
P9I A IOE P 47 o — S B IR AR

[19a : 36d : 55.6s : 0155]
zlzPO 64% 112
0.3 ps 60. 6m1n ]0 6h

o] 6.05 MeV
36%

ZORPb Z(NTi
3.1 min

K3 2 Bi AR g IEl
Fig. 3 Decay chain of *"*Bi
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A7 Bi #L 25 W) (9 48 KR A7 SCN-Bz-
DTPA,.CHX-A"-DTPA F1 Mx-DTPA, 5 4 3 W]
il CHX-A"-DTPA {8 5 (1) #2 10] 25 49 76 1k 4 A
BFIIRRE PR

20 {H2s 80 A4S " Bi HUH S 2 25 ) 1 B 52
JT s 32 S AL & 4 31 2 7 I E 9T L <5 fe 9 A
BRI RN T BRI R SR Aok 56 71 B
WEFEARE IF A 2 O A 2 (9 2 B Y [0 37 Bl

1.3 “Bi

OB AR E R T A AL 7R T IR T
M o ZE T, Kok R, B 46 min, {H*" Bi
AN A/ Bl kAR i B A BTN RO 2
VER R P9 & A 2% I FE S 1 25 9 v, 52 Bi 2%
fl.>" Bi ¥ ) 25 4 K A 48 B R) E CHX-A™-
DTPA, A H A&, d T Bi 348 B 8 23 ik
440 keV 1 y BT B AT FE IR YT R B rh E AT
WAR KA R T 43 A 2B ) ARG
WFoE TAER T .

98%
S8MeV 8.4 MeV
2%
09

B4 7 BiRI AcaE AR 4 A
Fig. 4 Decay chain of **Bi and ***Ac
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29 Bi-DOTA-PESIN #1*"* B-AMBA = Fift it 7] 24
Yy B R 32 4 AR W) O3 A RR o . X BREHR
b B8 % ' Lu-DOTA-PESIN 4b #, 52 86 %
B2 Bi-DOTA-PESIN F1°" Bi- AMBA 1) 5 K it
)& 25 MBq 1" Lu-DOTA-PESIN f14 & K ifit
Zd & 112 MBq,*" Bi-DOTA-PESIN 4 1 # i
FETE WA KT 15 L ' Lu-DOTA-PESIN 4 ()
5 iR K. Cherel %5 FI/N B2 & o 8 95 15
RIWFSE T 77 Bi fric$t mCD138 Y74k, 3. 7 MBq
A 7.4 MBq 197 5 58 B 2 28 /N B A7 15 B 1)
UL Ak 21 Bl 1] 2 ) 38 7E 5 e L 7L AR J A T )
i g % % 25 g vh A I DR AT 5K

Gouard %5 FI# B 2 & 1 B 6 980 455 700 HE 4
TAL GR35 3 Ak I7 1 R7Y B A 0 25 0 1) S
G RETT I ITT 30 . 25 AR BR AL A — 2 4 B 7 42 il
SR AN 63 d 5 BT, RO AT LT R I
L HA T 200 pg SE1C M8 BUAE IS B 0] 42
Ko 78 8608 a0 M B2 A 22 d )5 AP Bi AR BT
CD138 Bk iy UM e iR 7 A 60 20 A7 1% 2
e IR 4 M2 AR 25 dJE TR AT RS G g IR T
WA o BRI IIRITIE G TIRIT/IMA
R s o 8t 4k Y 2 38 vk © R yT AP Bi bRid 24
PR 1] 36 9T B A R Ok W Of WA R R AR R
Milenic Z£50847 Bi-DTPA-F3 5 4 42 i B 4 2
K FH T4 BN RS 7 % i 5 780 v, 16 5 T 25 ) 44
(0 BE T VR HT 38 it (] I BBC 5 FH 24 0 b B s ) 25 5
A A ZE TR B A7 B ]

2B ) 25 W) 96 T 2 SR B I R T
S 2 Bi-DOT A-substance P 34 37 K 5 & {57 1)
IV 5 A8, FH &5 SPECT/H ¥
FEE LI 2 F1 8 CCT) A% R A1 L I3 2 A6 % Ok B
HEIR T 15 B0 6 PR B4 R o 2% 77 Bi R ) 24
YR B A% R ) 25 W) A AR R 9 97 30 H o« B2 R
Xof ] L IE B 4L 20 4583 /0 o w30 I IR K 5 E 1]
T2 Bi-DOT A-substance P {47 ¥ 45 ¢ 5t 98 S 11
A A HEHE,

2B W 25 YRR YT B e A AT
J& 2V Bi ARG AR 2 Bk AT A I IR T 19 52 58 iE W 3%
B 25 % R AT, A2 Bi bR iC AR Z BR BB
G R T/ 113852 50 v, 31 /4> 2 Pk B 1k 1 il o A8 3
BeZ TIRIT . SR BIE 5 d 5, R
P 2 M A H D RGN T 1~2 d A IRE
M 18.5~46.25 MBq/kg *" Bi #5ic i k2% Bk 51
P A1 7R 2 RE A R0 R A 25 4 L I PR EL

it d 7R N N Fie KR 2 500 4 AT 3k 37 MBq/kg, 7E
FH? B B8 1] 25 )36 97 B G0 kA0 24 ) £ e A i
BH B E DB W B o« R WG IT X
NN AV R S G
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PACFEANE R T E AL w0 TR R
M o B Z P P UK 7 Ra, 2 10,0 d,
A A B 2 G T m i X, “CAcli K
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2 5 B9 AT % Th 5l Ry *° Acak A I BE K T
A H TR IETAB IR RZ
— IR T ACHE P BE Y BE A% R W F

BIFR b4 B Ac Bl R N & AR #REY . |
FACEBA A 6 AN PR R BREA ]
DU 4 A o B TR K o 22 3R 10 48 i 55
PSR (A o A% R AR T IRRE A L A R
221 AR G M vk 4 TS 43 HICE) ik R 4 2 A0 R
TE B 20 23 R 0 B h P At 5 Hh A 25
FHIEHEERBZ —,

PN TR E B R AL R AR A L AR R
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SEUUERSE T BRI ES AR 1,4,7,10,13,16-%
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RARDCEL . SR 1, HEHA 5 Acg 8 R 45 &
A8 7 IF AN AR 25 0 3 728 1R 43 A7 2 b Jg AL 4L 4%
Sofou % DOTA S MU I K8 Actil 1 44
KR e A i s LR o 78 A i 2 8L
TRE R, BYIBEFRA G RIE TR E 5 Ac, i E
FRGE BB FE kL, T RN Aok 225 G FE Wi IR IR 35
I SCPR B R 4% FIRORREEBALN, Z
J& X H —Fh 22 B i it iA (MUVEL) , 7] DR
B 98 %6 (B 430 7 Ac. 31 % *AcliyF1& .

Bandekar 25" FI g 54 26 487 A, PEA% H X
HI M S BT i R A5 1 . R & B i g oa
R HE ™ Ac, 140 5 % b J591 Uik A A10 &
Bek , % gk F2 1k PSMA 91T 4 B 968 20 i 2043
FHEANE S 3238 PSMA 1) HUVEC #5541
] e 0 N TR BE RO R A% T . ARl iy J591 Bt
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77, A0 PR 5T R WL FR G  T591 PR i 40 i
B EEA R K. KA AcHTiPSMA
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B i TR BB IEBEPE LS & L O R S8 PSMA Rk 2
Ff A 45 175 3 58 PSMA N B2 20 . 3X 86 B2
A g TR Ik KR BE g T LLAE B b R R i 5T 1
KNFRTERE T E Y o3 A HEHE o« R
HE ) 25 W) O BIE5E

2 Ackric 19 EAGLO 78 #R BUFT 51 i g F0 25
J¥gy 9 15 TR v 34 R A0k A ) R Y 1 R SRR B
(A7 3% BF 18], Song ZEM H * Ac A5 38 19 T B
HER-2 HUAR 6 77 B B2 IR 968 % 7, 150 0 AR [ il 2
ik 6700 MR B AR AE K 1 a, HE* Bi ARl
AT 61 d Ay A7 3% I (8] A1 Y AR ac i L4 50 d
(R 7355 B ) A B g A 3 o AEL AR W) 03 A O3 B 45 2R
WoREZARIT G IR R REE TN,
4B T KR FEMEAE . Essler %0 1
BT AT Bl ARIC 22 IR /)N B T % % i 1Y
ST R0, E 422 b 8 A0 M JS 6 BE 2L A A T I TR
60 d, %52 6 X 1. 85 kBq **Ac-DOTA-F3 {5¥74H
16X 1. 85 MBq *“Bi-DTPA-F3 41 /)N B A 1215 B
B350k 95,97 d. *° AcHl®™ Bi fric Y FE 1] 25 9
Y RE A A KRR BRI A7 0 T L U )
PEFERT LR Z T B N . " Ac-HuM195 78 & &
Wesc g b WoR 1 R AF I 254030 ) 2% R e
PEVER . Jurcic 99 JEAF T Ac-HuM195 1 Il
IR T IHRSS . 18 (i R F 452 T 18. 5~148 kBq/kg
R 259, 111 kBa/kg #l 148 kBq/kg 5 & 21
SN 1 A2 A R A 10 AL
0N B I A AR B - B R A0 2> 33 %%
HEHZ,
1.5 **Ra

BRTETCR LR P8 T -4 )8 .°° Ra 545
) f  ELA R G710 2 B M AT DABEADLE 15 8 BE ol K
A I AW e B s . Ranl Ll o
PN/ Rag ARG 2 W0y 11,43 d, AR
PR Z B B 2R TR 08 B e R]HE AT A . A
(421 5 A A AT DAl *%° Ra A K 0 5 748 /i M k4l
ZUPIE IR B AR A 2 W) & 7 Ra & 1Y
o KL FPHEER 5. 78 MeV, H s i LET 4]
PLFT W DNA XURE . % 58 9 40 .

 Ra WG PR AT SE 50 = W], *° RaBA R AT 158
SER S e v N R S T A VRN o 1Sl S
I R AI 9T 36 /8 T Al . — Ak #E P RaCl) 9]
0w AR T3 52 56 5k T 5 46 ~ 250 kBq/kg 7l
WY B T RE WA =200 . H A &
PR T PR 52 1 S5 3 i R R s R IR 45 2

Parker %7 HEAT A I PR T I0I S 562 36 97 199 A3k
BTN 4 G NS — K 50 kBq/kg 5 &
259 L5 6 U, #2327 Ra 1697 1 [ & T2
Z A NE YT B B EAF TG B A E T 3.6
WEEWER T F AW K ME T R
A fE i ft . Lassmann 58538 % 58 T S AL HE 7E
N LT =2 <R TN o Sl =
&MY O 2R PE AL 0 WOUR] i O I E
s B T 25 500 6 3% 25 W TR i IR B i T 42
“TAEMENSH, ET LR T/10/11 K
I, Ra &% — /14 FDA J EMA it 1 +
& RVEIT Y o % R .7 RaCly 11 590 TR 97 1
A e BT AR BT N IR 5% 7% 1) 2% KL 7k i 81
g 7 44 O Xofigo,
1.6 HE oiBITHZE

P Fm Lt B E N I « BRZ—
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