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7 100 mL B A A AAY 1 (6-FHLnmk-4-F, 1.89 g, 10.0mmol) . HE %
HTHE (1.89 g, 10.0mmol) , HATU (3.8 g, 10.0 mmol) Fl NN-— K H Ll (2.6 g,
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20.0mmol) KA ZE 30 mL NN-"FIEEHGE, BRGS0
A, FRERY. SRR (AU EE=30:1) AiiF A aEREY) 2, 725 87%.

WA 3 14

7£ 100 mL B4y WA 4k54 2 (1.51 g, 5.0 mmol) . 1-3R-3-E( %% (1.55 g, 10.0
mmol) FIRKEZA (138 g, 10.0 mmol) KX AZE 50 mL N,N-HIBEH B fZ . 3R RTT
IRE] 60°C, fRIFHR COCCHFLRL, I AMER VAN, B2, K (C&EH
Be/HEE=50:1) 2ifuf3 BRI EY) 3, 775 63%.

WA 4 1A 1

7£ 100 mL BT /S AAY 3 (0.76 g, 2.0 mmol) | 1-FUT A IRIEIRIE (0.55 g,
3.0 mmol) , MBUALEH (049 g, 3.0 mmol) KKWAZE 30 mL ZHEd. #ik A& THEF
60°C, fRFEFAR 60°CHIFRIIR, WEAMRERA, B2 Y. SrERA (U b/
BE=30:1) 23 AL S 4, 775 58%.

B S B4

TEVKIRHAE T, B 4 (052 g, 1.0 mmol) ¥ARAE 10mL & H A = LM (1K
FALL 9:1) RGBT, BARRFHR B SRS 2h, R 2 G kR AR N, H
10mL FJ N N- " FIE LA i, 5 8av s, & M.

WA 6 1A

AW 5 1R NON- " B RS fre Y33 3 I\ iR — T IR (022 g, 1.0 mmoD)
A NN-ZRFIE S (039 g, 3.0 mmol) , FRMPLIR, Il AR A7), 152800
Y. SR (& G/ HEE=10:1) AifbF A aiikaY 6, 7% 712%.

B T 1A

£ 100 mL 5T 4r B AY) 6 (047 g, 1.0 mmol) « (S)-FH M LE-2-HfiE h s 44
(0.13 g, 1.0 mmol) , HATU (038 g, 1.0 mmol) Fl NN-"FHILLZ (026 g, 2.0
mmol) MIRIEANZE 10 mL N,N- B . NG W) = IR 2 R PS5 o, o 281
BRIV, AREHY . SREH (AP FRE=50.D diimntaEikay 7, oF
85%. K 1 Mfb&W) 7 Wi, K 2 WG 7 LGS, B3 My 7 IS
.
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AP 8 14

K¥WEY 7 (250 g, 45 mmol) , XfHIZERAE —/K&Y) (258 g, 13.6 mmol) , 25 mL
(K ZJEMMAN R B, 65°CIM. 1h, TLC WM& 7 e 4d: CRE: & Hb=5:1 ,
40°CYkJE# T MM 14mL f¥) DMF., DIPEA (3.05 g, 23.6 mmol) , 25°CHi+:, RN S
(D, BEEY 7 BIWRGEBLORA S B rh R A . 3 N-RUT S0k R - (1.62 g,
4.8 mmol) , HATU(2.60 g 6.8 mmol), 10 mL [{J] DMF A\ % — R, 25°CRE 30
min, JPHRT (2) , KRB (2 [RBERERBMEIRN (1D R, B 1h,
40°CIRHE AT, A 50 mL f4itk/K, H DCM I IX, &KX 50 mL, 53F DCM, H
KRB, Uk, AT, B, HRERA, SHEEY 168 g. Mk T &
709.3799, SEN4y 1 70938801, FiikLi IR HARY)—E. K 4 AHLEY 8 IBTIE K.

WA 9 14

FAEY) 8, X HZAEE /K& H(1.61 g 8.5 mmol), 20 mL [ ZJEMANIEH
65°C M. 1h, 40°CHJEZ&T . A 20 mL ) DMF, DIPEA (1.83 g, 14.2 mmol), 25°CH#i#¥,
SMSS (1) o # Fmoc-O-# T #£-L-B & M(1.43 g, 3.4 mmol), HATU(1.29 g, 3.4 mmol),
20 mL 1) DMF IS — &N, 25°CK N 30min, NGRS (20 , #RN (2) KRN
WK AT IMER M (1D RART, &M 1he 40°CHEAT, 73RN, HENiRa, 45 Hx
¥ 1.19g. PG5> 15 1016.5008, 24y 7 & 1016.51094, Fiitsi RS His—8. B SN
WA 9 K.

WA 12 M4

¥ c(RGDfK)(1.00 g, 1.7 mmol). ZIHEF T fe- 5 & [ -JEHIBE L i 6 (0.74 g, 1.9
mmol), DIPEA(0.44 g, 3.4 mmol)1 20 mL [¥) DMF JIA S BT, 30°C 5B 20h. 40°CHk
AT, N 10 mL fFEE, 0060 mL i) MTBE, #th[E 4k, 38k 11, filigg, 40°C
FAT W 2he BRI A 11 ISR, A 30 mL ) TFA, 1.5 mL {2ifbK,
30°C /2B 1h, PBEIE% 0-5°C, /0 200 mL [¥) MTBE, 0-5°CHi#: 30min, #iy&, f MTBE it
Yo, 40°CHEATHE, 1977, M) T8 7624024, ey T 762.40768, Jiks: S H
Y—3. K 6 AEW 12 KFTIEE

A 13 KA Rk
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BAEY) 9, W ZEREEE—/KE4(0.34 g, 1.8mmol), 20 mL ) ZESIN NI, 65°C
SN 4h, 40°CHkEZ5TF. I 20 mL ) DMF, DIPEA(0.36 g, 2.8 mmol), DCC(0.14 g,0.7
mmol), NHS(0.08 g, 0.7 mmol), 35°CJ . 15-20 h f2F|F[f{A 10, BFiRZE 25°C, IALE
Yo 12, B 1h, 40°CHEZET, 13HLM, Hl&Bmaitk, 5HRY 665 mg. BB} 7 &
1704.8300, s2il)5rF & 1704.84518, FitZE RS HAY—3. B 7 AW 13 KIEE.

WA 14 198 1K

AP 13, 0.5 mL [URIE, 2 mL (K DMF SIS BIEF, 25°CR M 1h, A0 10 mL
K1 .08 CBE T ek, $EHE 30min, HhJE, K 40°CEHZTHE 2h, 3775 508 mg. Kk
Fmoc RIIALEY) 13 WfEAE 2 mL (¥ DMF 1, JIA NOTA-2 #UTH§-NHS i5{L,
DIPEA(0.010 g,0.08 mmol), 25°CJz)vi 1h, 40°CUkJEZAT, MA 2 mL R LEE, 2 mL K
MTBE #ré, $iEH 20 min, g, [k 40°CEHZA T, 45970 432 mg. Hisr 7 &
1880.0196, Sl Jr1 & 1880.0369, JiiG4i RS Hiz¥)—2. B 8 &Y 14 KiK.

WA 15 1A R

Kb 5¥ 14, 2 mL B =5 RN, 25°C S 1h, 40°CIREZA& T, 3R,
IS BRI, U, f377 b a ) 15, 75 42%. Bigsr 75 1767.8944, Sy 7&
1767.91036, iz iy Hbx¥)—8. Ko Abad 15 KA .
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M) 38U Ga-68 #3712 FAPI-RGD R (I-1) &Y (“*Ga-FAPI-RGD) il

W5 K2 18.5~1850 JKIUHT (MBq) **GaCls EhIRVAR (b AR A AL 2D I
0.5mL sEjtif] 1 fil &g (-1 KA ERIETR - R S W R (L.og/L)M B g, E
T 37°C T 20mine H— CI8 43 BS/ME, S5 10mL Jo/K ZBEGA8WkE, FAH 10mL /K
Wse. A 10mL ACKHRICTRRE S, AR B L, 6 10mL KR ERFRCH PGa B
T, FHH 03mL 10mM (¥ HCI ¥ R332 **Ga brid i) FAPI-RGD FLEY). bk
WA EF RIS, A LA IEE RIS ©Ga bric i) FAPI-RGD Bl &) 3 5 -

Vitik: £ 18.5~1850 KA (MBq) **GaCls ERIRVAWL CMIE HEERRAERS) A
EHEX (D WEMEETZ&%, R2JG 37°CF XM 20min. BU— C18 43/, SEH
10mL Jo/K CBEENEMYE, PR 10mL ZKkPE. H 10mL /KAARICIBMRERS , LAES] o Bk
b, JeH 10mL KR ZAKRICH ©Ga 87, FiH 0.3mL 10mM ¥ HCI 1) Z BB bk et 1
TSI Z Ml R E KRR, A LIRS RI73 “Ga 51y FAPI-RGD [it
BVNESH
SEHE) 478054 Lu-177 732 FAPI-RGD R (1-2) B&4Y (""Lu-FAPI-RGD) K%

Fe'H pH=5.5 MIZeriE i BRI 57.6 2 BifR. 189 s JulHI A 525 2y — /K AW
B, 48 =THAKEE, I AEMAATRIE T pH=5.5. H] 200pL 223 R (pH=5.5)78 43 i
200 pg Bl 2 H& ML mat (2) KA, RIEIMA S ZFZEFIR(pH=S5.5)bL K
150mCi /47 'LuCly I #EBRIA TR TRAWIRESIJE 80°CHIHR . 20min. [N 455V 51 4

10
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i ERPLRA A KR, A TE L IEE RIS 10 mCi/mL ¥ 'Lu RICH FAPI-
RGD P &R

SEIS 43 A B BLF RUR
1. ®Ga FFicH0 (I-1) FAPI-RGD [ &) R4 58 M4 HT

B 20yl Sz 3 #1410 Ga-FAPI-RGD (3.7MBq i & /20uL) {7 NN 31 & 45
100l =B EL K8 PBS(pH=7HI L, 1E 37°C4AF NI E 0.5hy 1h 1 4h, JLIFE
W B 20pL L EEM, L 0.22pm BFECIEE, SRH] HPLC 3 Ui Az . I it4h
Rk 10 B, “Ga-FAPI-RGD 7EA# K PIFE 5, R B, BUR AR
T 99%, ViHIA K BH]% 1 ®Ga-FAPI-RGD FasE HAL R o

2. ®Ga pric s (I-1) FAPI-RGD HBC AW em o s 56 4

fE HT1080-FAP Jit@4n e s 47 “*Ga-FAPI-RGD [I4HMARE S5, ks R anfE 11
[f) A #B5rFis, “Ga-FAPI-RGD HAPRMAIMIEEI, 7EFFE 30 S-8ht, USSR
TRFFFEARNURBUK PAIE 2 /e Bhdh, BHITSZHAESE, “®Ga-FAPL-RGD 41 i $5HX AT L
# CRGDfK) 8¢ FAPI-02 #5340, "ILAYE FAPI-RGD SefHBr (WK 11 iy A
48> o f£ HT1080-FAP Fll USTMG JiEg 4y thidbAT | 4iffu sl s, Tkes ol 11
Fif) B Al C fizR, 76 HT1080-FAP 4Hfsiitrh, 3 “°Ga-FAPI-RGD 1 **Ga-FAPI-02 [f]
ICso W43 %129 11.17 nM il 4.14nM. HT1080-FAP 4iiffgszis ., 75 **Ga-FAPI-RGD Al **Ga-
C(RGDFK)I¥) ICso PiZr5124 18.93 nM A1 11.49nM #H. SZE645 5% W] FAPI-RGD 5 AH B K] 5
TRAEL, HILHIR 2k FAP A & ouBs B MIBIRISER T,

3. ®Ga bricst (D FAPI-RGD LA H7ERTIR /N BRI K] MicroPET 4%

H RG] 3 ¥ )7 i % °Ga-FAPI-RGD, 7E HT1080-FAP fiffgi /NGl v, EF3f BHAL M 41K
NEL S BIGEEKES 7.4 MBq I8 ®Ga-FAPI-RGD. *Ga-FAPI-02 Al **Ga-C(RGDfK), #&
JATESERLEREE T, “Ga-FAPI-RGD 4153 4525 J5 0~240 min #E47 MicroPET 245, L&
o T4 %55 0~120 min 347 MicroPET W44, 45K WIE 12, Kl 12 7+ A, C I E 435
T R AN R E RS S AR A HT1080-FAP 8 /N, (n=3) ¥ MicroPET fit k
HEREEG, B D M F BRI T i =4UNSIES G SR B s (i, BFL B
AL FEA R I s BB, R 2 o — AN AN 225 23l % BEVE SRS 5 0.5hy Th Al

11
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2he [ 12 SR 1RGSR 25, BRI AT 0L, JF B **Ga-FAPI-RGD (13 5575
F 4k ®Ga-FAPI-02 il ®*Ga-C(RGDFK) iR HE L. *Ga-FAPI-RGD 7EAA A 15 57 M 45 45 e
& aPs Al FAP [PE 8@ BT S50/ 2E 2. % Fid “Ga-FAPI-RGD 5 C(RGDfK)H{
FAPI-02 i) ] HT1080-FAP i /N AN, 1 MicroPET (W45 45 5 K 2 B R 4l R
K13 FiRe B 13 h, A BTSSR A 240 4 It S B °Ga-FAPI-RGD. **Ga-
FAPI-RGD 5 CRGDfK)37EHf. “®Ga-FAPI-RGD 5 FAPI-02 3Ly:4f. **Ga-FAPI-RGD 5
C(RGDIK)#I! FAPI-02 JLyEEFEIM 4 B Fl C 73l kBl 1 FR P 2HAN [R5 07 RS 5
MR EIRAL (L. K B BRI % **Ga-FAPI-RGD [¥j45 HUAIHE/AR4E L {8,
B il C oAl 2 B s S DU A FOIR B A AT 5 IR B A rh g IOy 577 20 A
13 A LES], 5 “Ga-FAPI-RGD i) RGD B FAPI-02 HJBERRACHRIN **Ga-FAPI-
RGD (48, 5 *®Ga-FAPI-RGD FLyEH C(RGDFK)+FAPI-02 NIk — 5 FEAL B % *Ga-
FAPI-RGD ({450, BHWTSZEIFS: ®Ga-FAPI-RGD 7E& N B8 1 45 4 %42 oyps 1 FAP
SR R P e

4. YLu drid i (ID FAPI-RGD IR & Y)7E T8 /N B4 P 1Y) SEPCT 1%
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