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Theranostics (Therapy + Diagnosis)
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[211At]NaAt : radiochemical purity

Effect of the reducing agents: 1At solutions
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(AA: Ascorbic acid)
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[211At]NaAt : Effect of the ascorbic acid
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[211At]NaAt: cellular uptake (K1-NIS)
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[211At]NaAt: treatment effect (K1-NIS)
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K1-NIS xenograft model
(human papillary thyroid carcinoma)
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(Watabe T, et al. J Nucl Med. 2019) 20



Histology: NIS expression

K1-NIS
xenograft

Thyroid
and
stomach

Cellular viability assay using K1-NIS cells
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[18F]FBPA PET targeting LAT1

(L-type amino acid transporter 1)

e

Recurrent oligo-astrocytoma

(Rouaa Beshr, et al. Ann Nucl Med. 2018) **

Alpha therapy targeting LAT1

CHg CHa
18F COOH 211AL COOH
m m
HO HO
LATLEIRBPETTO—T LAT1E IR adR B R
18F-FAMT 2L1At-AAMT
12000 -
% @ 10000 A —a— control
N E 8000 { **O:-AAMT
g & 6000
=R ‘g‘ 4000 -
ucl £ 2000 -
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0 20 40 60
Days after treatment

BHA T ZI20.5 MBq (70 f mol) £ 5 LR &R
(Kaneda K, et al. From QiSS website)



zs W) Osaka University
%1)2 Graduate School of Medicine

K KR=FIZHIT 5
iRz EEABEFEDEHFE

- SRR E DB -

ABERE DT % SEMN EHE

100.0
§ I
w00 N |
\ ;
8.0 s |
N \
5 w0 }
3 \ 1
18 00 [N I
et N |
i 50.0 \ ;
5 N |
% N |
6 \ |
< 0o I |
N [
200 s s i
o [N N |
\ N [
00 W = N |
% THE IIBA MRA VES 4% 1H3 B MRAIVEE 25 [HE B3 MRAIVEE (& 183 TR HRA VER 2% 183 0¥ HRAVER 26
L] A8 AR B, Aw 2R
100.0
9.0
80.0
5 700
- 3
18 60.0
4
* 50.0
7
® 00
-: 300
200 ‘
o BRER I ' K ‘ i
NE S STAES FRE AR SAE ] [NE 1/0/mv/2 10BNV 21 I KN 2
R RETRE R ERETRETRE AR FURETRETRE CRETRE CRECRETRE CRRTRE DR TR TRE RRTHE RETRE AR (RETY
s H*H@‘ - FZA8 FEus FEPEE 3Rk
72 Hgk 755

(BNAAHRRLE L2 —HROEERANAZET —2LY)



fElEICIEDNARENEE

Pancreatic Cancer
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(Meng H, et al. Adv Drug Deliv Rev. 2018)

FAP:
Fibroblast

[ Tumor stroma J Cancer-associated Act |Va t i on
F AP(‘H') fibroblasts(CAF) .
Protein

e ; "+ Growth factor

Cancer cells ’

(https://www.news-medical.net/) 36
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FAPI: Fibroblast activation protein inhibitor
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Pancreatic Esophageal NSCLC Head and neck Colon-Ca
cancer cancer

(Giesel FL, et al. J Nucl Med. 60(3):386-392. 2019) 5,
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(Watabe T, et al. J Nucl Med. 2019)



%4Cu/%8Ga/?*>Ac-FAPI-04 : #Z#HER

RI 64Cu 68Ga 225A¢
3 B H#A 12.7hr 68 min 10 days
FAPI-04 30uM 30uM 300uM
4= 1z sp 0.IMACONH4 | 0.07MAcONa | 0.07M AcONH4
pH pHG.5 pHG6.5 pHG.5
EITH 1%Asc A | 0.2% AscA | 1%Asc Na
BRI EE 80°C 95°C 80°C
& i B 1hr 20min 2hr
%RCP 88.5% 95.0% 96.9%

(Watabe T, et al. J Nucl Med. 2019.)

2BAc : ZRIBERA T —LA
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225Ac-FAPI-04 (BEl&IZEETIL)
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Alpha therapy targeting FAPI

225Ac-FAPI-04 in PANC-1 xenograft model
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Immunohistochemistry: FAP antibody
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