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P dE 24 /NI o B FE D S0% S ALKV IR SITRABAL 2 pH O 6, REMIAATH, i
L EAFFBT, 5F4LEY) 2. 'THNMR (600 MHz, DMSO-ds) § 13.64 (s, 1H), 10.31 (s, 1H),
8.81 (d, J=4.4 Hz, 1H), 8.11 (d, J= 2.8 Hz, 1H), 7.99 (d, J= 9.1 Hz, 1H), 7.88 (d, /= 4.4 Hz,
1H), 7.41 (dd, J= 9.1, 2.8 Hz, 1H). '3C NMR (126 MHz, DMSO-ds) & 168.26, 157.36, 147.00,
144.61, 133.83, 131.71, 126.68, 122.80, 122.73, 106.95. LR-ESI-MS (ESI)*: m/z caled for
C1oHgNO3" [M+H]": 190.1, found 190.2.

B2 B 3 HIERR

BB g 1 BRLEY) 2(4.1 g, 21.67 mmol )IFMFT#E 150 mL MeOH w1, 7EUKIBS
PRI S mL LA, WIS TE 60°C 44 NHEE A, FhJR 2RI TR
Y ZBEIURE . BARWTE 0°C NHEEE 30min, LIBIER A, HEI1LEY 3. 'H NMR (500
MHz, Methanol-ds) & 8.85 (d, J= 5.0 Hz, 1H), 8.18 (d, J=2.7 Hz, 1H), 8.11 (d, J = 4.9 Hz, 1H),
8.05 (d, J = 9.2 Hz, 1H), 7.55 (dd, J = 9.2, 2.7 Hz, 1H), 4.07 (s, 3H). 3C NMR (126 MHz,
Methanol-ds) § 165.09, 158.07, 143.12, 139.90, 135.66, 127.07, 126.76, 123.86, 122.18, 106.22,
51.59. LR-ESI-MS (ESI): m/z caled for CiiHsNOs [M-H]": 202.1, found. 202.5

IR 3: ALEW S KB
LS 4 (5 g, 20.46 mmol) K] P EEI(120mL) AR I = 2K &0 (5.9 g, 22.51
mmol, 1.leq), JUIRALER (7.46g, 22.51 mmol, 1.leq), SRJGRMNAE 25°CHtFE 12 /M.
RNEGE WG v de I N, FH SR CREAHL, /KRG & A MUARIR S, £ 8RR (PE/EA=3:1)
14
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4554k &4 5. "H NMR (400 MHz, Chloroform-d) & 3.46 (dt, J = 15.6, 5.8 Hz, 6H), 2.57
—2.31 (m, 6H), 2.10 — 2.00 (m, 2H), 1.47 (s, 9H).

R4 WEW 6 ERL

£ 100 mL BT 40 ML & 3 (4 g, 19.69 mmol). L& 5 (6.05 g, 19.69 mmol).
TRIRAT (5.44 g, 39.37 mmoD MK IAE AN A 50 mL NN- FU 3 FR ke v L 44 A THIR 3 60°C,
REFE R 0 CHFIE R, PR ZLIRR LA, BEFES . ErERAE (PE/EA=1:1) 4tk
51659 6. '"H NMR (600 MHz, Chloroform-d) & 8.84 (d, /= 4.5 Hz, 1H), 8.23 (d, J=2.8 Hz,
1H), 8.05 (d, J= 9.2 Hz, 1H), 7.92 (d, J= 4.5 Hz, 1H), 7.41 (dd, J= 9.2, 2.8 Hz, 1H), 4.20 (t, J
= 6.2 Hz, 2H), 4.03 (s, 3H), 3.46 (t, J= 5.1 Hz, 4H), 2.64 — 2.41 (m, 6H), 2.07 (m, 2H), 1.47 (s,
9H). 3C NMR (151 MHz, Chloroform-d) & 166.80, 158.60, 154.78, 146.89, 145.57, 132.35,
131.38, 126.78, 122.98, 122.78, 103.87, 79.67, 66.40, 55.18, 52.61, 28.44, 26.49. LR-ESI-MS
(ESI)": m/z caled for C23H3N30s" [M+H]': 430.2, found. 430.2.

WS WEWTHER

A& 6 (1.00g, 2.33mmol, Teq.) 9 100 mL /R 50 mL DY 4K 1 59 omo
100 mL F 4548 (167.26mg, 6.98mmol, 3eq.) KIFW . ZIRSWIAE 25°C NkE 1 /K,
SRIGTERZSTRRYE . ARV KR, AR E pH N 5, BHE 15 2505, Bt
B R R, e RS TE. BEEERIEY 7. "HNMR (500 MHz,
DMSO-ds) 6 8.87 (d, J=4.5 Hz, 1H), 8.19 (d, J = 2.8 Hz, 1H), 8.04 (d, J=9.2 Hz, 1H), 7.93 (d,
J=4.4Hz, 1H), 7.50 (dd, J=9.2, 2.8 Hz, 1H), 4.20 (t, J = 6.1 Hz, 2H), 3.46 (t, J= 5.1 Hz, 4H),
2.98 — 2.76 (m, 6H), 2.11 (m, 2H), 1.42 (s, 9H). 3C NMR (126 MHz, DMSO-ds) & 167.74,
157.39, 153.51, 147.61, 144.79, 134.23, 131.18, 125.90, 122.60, 122.06, 104.56, 79.30, 65.60,

53.74, 51.64, 27.98, 24.59. LR-ESI-MS (ESI): m/z calcd for C22H2sN30s™ [M-H]: 414.2, found.
414 .4.

B 6: WEM 8 HER

[ 4k &9 7 (100 mg, 528.64 umol, 1.00 eq) M (S)-1-(2-F 3 2, ik 3 )-4,4- — % e
2-F 382 #5(220 mg, 528.64 pmol, 1.0eq.)¥& T DMF H, Ffij& i1\ HATU (241 mg,
634.36 pumol, 1.2eq.), N,N- 55 2, J%(205 mg, 1.59 mmol, 3eq.), KN 25CH
12 /NiF o 3 98 IF A8 A i) £ & HPLC aiifk )8, 92459 8, 'H NMR (500 MHz,
Methanol-d4) & 8.98 (d, J= 5.0 Hz, 1H), 8.24 (d, J=2.7 Hz, 1H), 8.14 (d, J= 9.3 Hz, 1H), 7.87
(d, J=5.0 Hz, 1H), 7.71 (dd, J= 9.3, 2.7 Hz, 1H), 5.16 (dd, J = 9.4, 3.4 Hz, 1H), 4.46 (t, J =
6.0 Hz, 2H), 4.44 — 4.08 (m, 6H), 3.74 — 3.43 (m, 4H), 3.31 — 2.73 (m, 6H), 2.48 — 2.34 (m, 2H),
1.50 (s, 9H). LR-ESI-MS (ESI)": m/z calcd for C24H29F2NsO3" [M+H]*: 487.3, found 487.5.

BT WEWI RERK

B S 8 (100.00 mg, 170.46 pmol) ¥ fi# T TFA (10 mL)f) DCM (10 mL)#
W, R AR 1 DE, 2R S I Z8E, AR, R BT 72
FHEERANEW 9. HYEREHT T8, Ifiidtk— B2k, 'HNMR (500
MHz, D>0) § 8.96 (d, J= 5.5 Hz, 1H), 8.16 (d, J= 9.3 Hz, 1H), 8.03 (d, J= 5.5 Hz, 1H), 7.81
(d, J=2.6 Hz, 1H), 7.77 (d, J=9.3 Hz, 1H), 5.10 (dd, J= 8.9, 4.1 Hz, 1H), 4.40 — 4.29 (m, 4H),

15
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429 — 4.02 (m, 2H), 3.82 — 3.47 (m, 10H), 2.99 — 2.82 (m, 2H), 2.38 — 2.28 (m, 2H).
LR-ESI-MS (ESI)": m/z caled for CaoH37F2NsOs" [M+H]": 587.3, found 587.5. LR-ESI-MS
(ESI)": m/z caled for C2aH20F2NgO3" [M+H]": 487.3, found 487.5.

B8 HEW 10 E R

# Boc-gly-pro-OH (100 mg, 367.24 umol, leq) F4k &% 9 (178.67 mg, 367.24
umol, leq)¥ i T DMF H, FfJ5NA\ HATU (167.57 mg, 440.69 umol, leq.), N,N-—5
N (237.32 mg, 1.84 mmol, Seq.), RMLTE 25 CHEFE 12 /. RS G Y8
R, A &2 HPLC ghifk, 1831469 10 8 &£ "H NMR (500 MHz,
Chloroform-d) & 8.58 (d, J = 7.5 Hz, 1H), 8.17 (t, J = 8.7 Hz, 1H), 8.12 (d, J = 7.6 Hz, 1H),
7.72(d, J=7.4 Hz, 1H), 7.66 — 7.65 (m, 1H), 7.24 (dd, J= 7.5, 1.5 Hz, 1H), 6.50 (t, /= 8.4 Hz,
1H), 4.75 (t, J= 7.0 Hz, 1H), 4.55 (t, J= 7.0 Hz, 1H), 4.09 — 3.82 (m, 8H), 3.53 (m, 6H), 2.73 —
2.48 (m, 8H), 2.03 (m, 2H), 1.94 — 1.80 (m, 4H), 1.40 (s, 9H). LR-ESI-MS (ESI)*: m/z calcd for
CssHyrFaNgO-* [M+H]': 741.35, found 741.5.

FE]: WEW 11 K&K

K Ak &9 10 (103.78 mg, 161.98 pmol) % f#-T TFA (10 mL) ] DCM (10 mL)
W, TERE TR LR, RIS AN ZRE, Al EE, R B AT B
FTEREERILEY 1. B TEEHAT T 28R, LR Saik.

HE10: HEW Z2C-1 A

B AL A 11 (100.00 mg, 156.08 pmol, leq) WM T 10 mL DMF H1, In A
DOTA-NHS (391.37 mg, 780.41 pmol, Seq)®1 DIPEA (201.73 mg, 1.56 mmol, 10eq), £ =
BN BERE 12 /NI, ACRVRSE G f 4 HPLC gifk, BRILEY 2C-1 Nl
4. 'H NMR (600 MHz, D>0) & 8.94 (d, J= 5.3 Hz, 1H), 8.15 (d, J= 3.2 Hz, 1H), 8.00 (d, J =
5.0 Hz, 1H), 7.79 (d, J= 9.3, Hz, 1H), 7.75 (d, J= 9.3 Hz, 1H), 5.10 (dd, J = 8.9, 4.1 Hz, 1H),
4.34—3.94 (m, 9H), 3.85 — 2.79 (m, 38H), 2.32 (s, 2H), 1.98 (s, 2H), 1.81 (s, 2H). HRMS calcd.
for Ca7HesFaN12012" [M+H]": 1027.4807, found 1027.4805.

SEHER) 2 AL EW ZC-2 KIS

N
Hooc\\N\i \;\N> )
ECOOHOOQf _\?L ° ’\ﬁp
O U\/\/O\C‘%
7C-2 "
W& IrESEIEe 1, XAET, ¥E5LEY 7 RMEIS)-1-Q-25E LM HE)-4,4-—
SN Ae-2- FF TG SR R 56 B e (S )- 1-(2- 2 2k Lk 25 )P i Joe -2- FH IS BR BR 26
FRAEEFE : "H NMR (400 MHz, Methanol-ds) § 8.59 (d, 1H), 8.19 (d, 1H), 7.75 — 7.70 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.65 (m, 1H), 4.55 (m, 1H), 4.11 — 3.88 (m, 6H), 3.76 — 3.18

16
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(m, 16H), 2.82 — 1.68 (m, 32H).
SEHEG 3 B 2C-3 K&

0 N\)kOH "
o N )}FX bl >ro N\)KN
F
N\/\/O& N\/\/O& NG
9
N H
HQN\A o N )3< Boo Gl-Pro-OH . HN\)KN/\ o N A F T
g >
K/N\/\/O\& HN\’&O K/N\A/O\Q\J\;j NC
Oj< NG
Q\( \,N
F _DOTANHS HOOC™ " \/lkN
o /\3< S /E 0 NH Q<
NG N0
Hooc._ NN \—COOH
N/
ZC-3

Wl T ESH GG 1, XAET, ERITH8 8 i, Bi&1 9 5 BOC HAR
R, BARR AR HEY 9(1.0 eq). BOC HEAM (1.5¢q) ¥ T DMF, A 1.2
eq HATU, 3 eq DIPEA, =i 8 /s BRIFIMLEYEL TFA RS E S
Boc-gly-pro-OH KR, BE| (L&A TFA BifA 5 5 DOTA-NHS R ([ %1
Y5 seiEfl | AHFEERALD B3] Z2C-3.

FALHHE: "HNMR (400 MHz, Methanol-ds) § 8.59 (d, 1H), 8.19 (d, 1H), 7.75 — 7.69 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.75 (m, 1H), 4.35 (m, 1H), 4.11 —3.79 (m, 11H), 3.60 — 2.43
(m, 38H), 2.08 — 1.71 (m, 6H).

THEB 4 WA 2C-4 &

HOOC—\ _—/\N ;\

o
L W@){b
Hooc._NN \—COOH N
7C-4 N~
Wil TS H L 3, KATET RS EY 7 RB(S)-1-(2- 55 4 BEH)-4,4- — 5
L % A5 -2 HEY AR st Rt 5 0 P (S)-1-(2- L2k £ R 2 )L W g -2- HH RS h R
FALEIE : 'H NMR (400 MHz, Methanol-ds)  8.59 (d, 1H), 8.19 (d, 1H), 7.73 — 7.70 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.65 (m, 1H), 4.35 (m, 1H), 4.10 — 3.89 (m, 8H), 3.74 — 2.43
(m, 38H), 2.23 — 1.72 (m, 10H).
SEHER S AW ZC-5 K%

o N F
H o H\/\/\)J\ Os NH F
/\«N Y N/\ NC
- N 0]
HOOC/\N/\N 0 C)}/\N:: k/ ~N X
~
C “
N
\—~COOH
Hooe N~ ZC-5

17
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il & S I 3, XATET, BE5EY 9 RN BOC HEMEHh 6-[ (i
TR FHEICE.
RAEHHE: "HNMR (400 MHz, Methanol-ds) & 8.59 (d, 1H), 8.19 (d, 1H), 7.74 — 7.69 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.75 (m, 1H), 4.28 (m, 1H), 4.10 — 3.79 (m, 8H), 3.61 — 2.27
(m, 42H), 2.08 — 1.32 (m, 12H).
LB 6 AW Z.C-6 K&

N
N—  \—~COOH 7.C-6

W& T ESHZ LG 5, XAET RS HEY 7 KBE(S)-1-2- 85 21 5)-4,4-
bt gt 5 -2 F i 30 2 3k 25 40 (S )- 1-(2- L Bk 2Tk B ymtnss £e-2- FR I R g 6

FALKIRE : 'TH NMR (400 MHz, Methanol-ds) 8 8.59 (d, J= 7.5 Hz, 1H), 8.19 (d, 1H), 7.75
—7.70 (m, 1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.65 (m, 1H), 4.28 m, 1H), 4.11 — 3.88 (m, 6H),
3.74 - 2.28 (m, 42H), 2.22 — 1.31 (m, 16H).

B 7 AW ZC-7 Kkl &

HOOC

7
HOOC [\\
J\}\NH 0
KcooHoﬁN) ,.\\‘LN/\/O\/\O/\)OLN/\ o ,\QZ)N}IFE
Q : LN~ O oS
7C-7 N

9
o N F TFA
F e

o
N F BocHN\Ofo\/‘OOH BocHN \/O\Ao NTY N
N\A/O\G\j% N K/N\/\/O& NG
NP N
<
HN/\/O\AO/\)J\ ™ ° " Boc G\meOH N H”VO\/\o/\/lL oy
7@% e g &J e

o\é
HooC
b
HOOC \
(H o m)k o M i < J >\
)\\ N/\/ o N()\‘ N ~ )N3<FF DOTANHS NH Qo
7 A \j NC —_— kCOOH Q\) o HLJ‘DJ
’ N N Oy NH F

G ”Jkuzyo\/\o/\)kh‘/\ Ho
K/N\/\/O s
7c-7 N

BB ITESF LM 3, XAET, EHTSER i, e 95 N-RUT Ak
B-TROTTE-RBIRN, BARNEER: KUEW9 (1eq) 5 N-BUTEIIE-—HL
TEE-REE (1.1eq) T DMF, N 1.2 eq HATU, 3 eq DIPEA, =IE{HHE 8 /N 155
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Ik &4 TFA BARY 5 15 Boc-gly-pro-OH SN ; R B E WA TFA BRI 5 5
DOTA-NHS SR SR kA3 5 s 5] 1 AR [ sl 183 ZC-7.

RAEHHE: "HNMR (400 MHz, Methanol-ds) & 8.59 (d, 1H), 8.19 (d, 1H), 7.74 — 7.69 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1.5 Hz, 1H), 4.75 (m, 1H), 4.34 (m, 1H), 4.12 — 3.77 (m, 10H), 3.73
—2.39 (m, 48H), 2.10 — 1.65 (m, 6H).

SR 8 AW Z.C-8 I &

HOOC

7
HOOC [ \\\
J >\NH
kCOOH ﬁ) 7 o ﬁ /NLD

G lLH/\/O\/\O/\)LN/\ e
L\/N\//\\/O N
ZC-8 N7

Wl rESHae 7, XAET, ¥E5LEY 7 RNMEIS)-1-Q-8 5 LB H)-4,4-—
TR he-2- RS SR IR £ B4 (S )- 1-(2-Z ik 2Tk k) L s Joe -2- YIRS BRI 26

FALHHE: "H NMR (400 MHz, Methanol-ds) & 8.59 (d, 1H), 8.19 (d, Hz, 1H), 7.75 - 7.67
(m, 1H), 7.61 (d, 1H), 7.28 (dd, 1.5 Hz, 1H), 4.65 (m, 1H), 4.34 (m, 1H), 4.12 — 2.40 (m, 56H),

2.23-1.71 (m, 10H).
SLHEB 9 4B 2C-9 itk &

HOOC,

7
Hoog // \\
\\J /\NH o)

kCOOH U\ o o
G N/\/ N \/\O N/\ Mo
K/N\/\/O\(%
P
N

7C-9
BB ITESH LR 7, KAET, BS50EY 9 RVK N-SUT Ekdk- K2 -
RIREHN 5,8,11,14-PY4 7% -2- R8T Lk —BR-1-8U T TR,
FAEEHE: "H NMR (400 MHz, Methanol-ds) § 8.59 (d, 1H), 8.19 (d, Hz, 1H), 7.79 — 7.68
(m, 1H), 7.61 (d, 1H), 7.28 (dd, 1.5 Hz, 1H), 4.75 (m, 1H), 4.34 (m, 1H), 4.12 — 2.36 (m, 66H),
2.08 — 1.70 (m, 6H).
STHEF) 10 A ZC-10 K&

HOOC,

7
Hoog [ \\3/\
// NH o

QCOOH |j\ o o
K/N\/\/O RN
ZC-10 N”
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il & S I 9, KANE TR SIEY 7 RPLAI(S)-1-(2- 23 2 BEA)-4,4- 5
MLt et k5 -2- FE i #h 2 £k B 45 (S )- 1-(2- L 5= Sk ER ymibngs £e-2- FR TG SR
RAEHE: "HNMR (400 MHz, Methanol-ds) 8 8.59 (d, 1H), 8.19 (d, Hz, 1H), 7.78 — 7.66
(m, 1H), 7.61 (d, 7.28 (dd, 1H), 4.65 (m, 1H), 4.34 (m, 1H), 4.14 — 2.40 (m, 64H), 2.25 — 1.69
(m, 10H).
SEHEG 11 WA 2C-11 K&

HOOC

1

HooC /r'\\w
L\\ )/ j;WH o
o] (ﬂjii><F
COOH <\lj ‘ku/\/o\/\o/\/o\/\o/\/o\/\o/\)kh‘/\ &ONHNC F
N_~_0O N
ZC-11 N7

Wl HESH I 7, KAFET, KHHEY 9 RNV N-SUT Add- R 2 -
RIR T 40N 21-(BOC-25£)-4,7,10,13,16,19- 75 A% — 15 FR

FAEHHE: 'H NMR (400 MHz, Methanol-ds) 8 8.59 (d, 1H), 8.19 (d, 1H), 7.80 — 7.68 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1.5 Hz, 1H), 4.75 (m, 1H), 4.34 (m, 1H), 4.11 — 2.36 (m, 74H), 2.14
—1.72 (m, 6H).

SR 12 A a8 ZC-12 K&

HOOC

7
HOOC [ \\
./ >\NH o
1,
COOH “\N/\/OV\O/\/O\/\O/\/O\/\O N/H O NI[-\{ICD
Q H K/N\/\/o\&
~
7C-12 NG

B ITESF LM 11, XHET, B50EY 7 RNMRIS)-1-2-2 5 Lt 5)-4,4-
TR ke -2 FE i Eh R R B 45 (S )- 1-(2- U AR LI ER L e 2- R SRR AR

FAEEIE : 'H NMR (400 MHz, Methanol-ds) § 8.59 (d, 1H), 8.19 (d, 1H), 7.81 — 7.66 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.65 (m, 1H), 4.34 (m, 1H), 4.14 — 2.40 (m, 72H), 2.23 — 1.70
(m, 10H).

St 13 &Y 2C-13 K&

HOOC
\

HOOG [ \\\
J )’\NH

F
o N
cooH”

lkN’“\/O\/”\o/\\/o\//\o’“\/ox//\o’“\/o\//\o/\v)LN Oy NH /L:><F

C
; K/)“\/\/O s "
7C-13 [I:N;j

W INESH I 7, KOAHET, RBSUEY 9 R N-FUT A kIR R 2 fE-

o}
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FRIR B N-BUT SR -L IR 4 e 278 .
FALEFE: '"H NMR (400 MHz, Methanol-ds) & 8.59 (d, 1H), 8.19 (d, 1H), 7.78 — 7.69 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.75 (m, 1H), 4.34 (m, 1H), 4.16 — 2.41 (m, 82H), 2.08 — 1.68
(m, 6H).
SHEB) 14 &Y ZC-14 %

HOOC.

)
Hoog [N\\\
S o
{ o

COOH

NC
: K/N\/\/O

(¢] e] N
<\lj"‘JJ\N/\/O\/\O/\/O\/\O/\/O\/\O/\/O\/\O/\)LN/\ Oy NH Q
X
P
N

ZC-14
Wl 59l 13, XAETH S0EY 7 RB(S)-1-2- 8 LB )-4,4-—
TR be-2- G SR 18 £ B4 (S )- 1-(2-Z ik 2Lk k) L s Joe -2- Y ARG BRI 26
FALEFE: "H NMR (400 MHz, Methanol-ds) & 8.59 (d, 1H), 8.19 (d, 1H), 7.78 — 7.67 (m,
1H), 7.61 (d, 1H), 7.28 (dd, 1H), 4.65 (m, 1H), 4.34 (m, 1H), 4.17 — 2.38 (m, 80H), 2.23 — 1.68
(m, 10H).
SEHEF) 15: AW ZC-1CG-1 )%

HoN

~° 9

N~ N O, N:
G Q\/\/O\&
P>
N

QNJM\\LN;\NWO\&“C)\
ICG-ZC1 N/
S LAY ZC-1CG-1 & %

FH AL S 11 (100.00 mg, 156.08 pmol, leq) ¥ T 10 mL DMF t, A
ICG-NHS (387 mg, 468.2 pmol, 3eq)F1 DIPEA (201.73 mg, 1.56 mmol, 10eq), fE=i T
PERE 12 /NI, 28 R4 I 18 A 1 46 20 HPLC 4lifk, B3 &Y) ZC-ICG-1 R & [#H
/& 'H NMR (400 MHz, Methanol-ds) & 8.72 — 8.65 (m, 1H), 8.59 (d, 1H), 8.27 — 8.16 (m, 2H),
8.06 (d, 1H), 7.99 — 7.92 (m, 1H), 7.82 — 7.71 (m, 3H), 7.61 (d, 1H), 7.57 — 7.18 (m, 8H), 6.71
— 6.47 (m, 4H), 6.42 — 6.33 (m, 1H), 6.01 (d, 1H), 4.75 m, 1H), 4.52 (dt, 3H), 4.18 — 1.26 (m,
48H).

SEHEB) 16: SGa-ZC-1 K&
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\\N ’)k,'\\ly&
N H O« _NH R
RN RLSTS .
C1\/N/""G‘¢a j >\ LN~
\/\N\\ \j N/

Ooo

HUA 0.1M 3R A ©3Ge-8Ga K AE 28 M ©*GaCls 44 uL, 5 0.5 L 9% 4 10 pg/ul
A ZC-1 KERIRE, BN 400 uL ZRAhEHc pH EEEER] 4-5 J5, £ 95°CH4
BB AT RN 10 0%, RMSEHE, H 1 mL A KRR RN, FES s T
A C18 fitdhikrb. SRS A1 10 mL A3 ER K C18 MiEhik i 1T 2 ik, DRk SHE
V) ZC-1 2561 5Ga>, B BIAH BT IBEV L I 193E B2 22 R /T 10 uCi. 5, H 100-200
pL ZEEPEE C18 B A, 733 ¥Ga-ZC-1.

MR SLHiB) 1: ZC-1. FAPI-04 5 FAP (X BRI 4047

FAP HH =445 1 RCSB HE T = R %, PDBID 7y 1Z68. fit I [ AY 7
B AT ZC-1 A1 FAPL-04 BEATEAL . A g L WK 2, KA rIL i &R
FAP B M E S/ FHIEER, BENSBANONELRR. HE 2 6,
ZC-1 5 FAP (B 55520 & 7.6177, T FAPI-04 2 6.3464. 5 FAPI-04 fiLt, ZC-1 G
55 Tyr’™ . Trp*®. Arg'?. Ser’®. Arg>®. GIn*Y fll Asn*” #HEAER, T FAPI-04 {{REH%
5 Trp3 Al Ser M HAEF . #MELT FAPI-04, ZC-1 1 Gly-Pro A8 35 7 L&) 5 FAP
MAREIER, A FAP B 2 IR RRIEH T4 S, WHififs ZC-1 5 FAP
EAMAEEHTR,

WALHER] 2: Ga-ZC-1 155+ FAP BREFIZ & LR

¥ 1x10° > USTMG 4l T-HH7E 96 FLANM IR 194 L, Kigs 24 /NI . K SEHE
) 16 145 ) 8Ga-ZC-1 F1 Ga FR1C () FAPI-04 {5 F 55 72 ZE R B 51 1000 nM. 500 nM .
250 nM. 100 nM. 50 nM. 25nM. 0.78 nM K R[F¥H . FR, FAPI-04 f 58459
AR 100uM BA & 0k A K fLH BB RS FREE ML R HY, S 0.2mL PBS
WEWIR . LI N 8Ga-ZC-1 1L 8Ga-FAPI-04 4, AN WE & AH 5LGH, 2k
MmN 0.1mL F A FHREE, FAHIA 0.1mL (] FAPI-04 ¥ (100puM), J7E 37°C
TEIFR 0 e, SEERAR A A S Al N 0.1mL A [F VK B 8Ga-ZC-1 5%
8Ga-FAPI-04 /A, 7€ 37°C NS 2 /NI W W, A PBS JE e X . A 0.2mL NaOH
W CIM) AR 20 M IR Ly T BB B v 2. Fr M3 — A b 47 . SRR 1.

% 1. 8Ga-ZC-1 F1 $Ga-FAPI-04 5 FAP & 945 &1 Kafl

K (nM)
8Ga-ZC-1 10.55 +0.57
68Ga-FAPI-04 21.34 £0.81

R 1 A4, hEY) 8Ga-ZC-1 B RITH FAP A4 SRS,
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MRS HER) 3: 8Ga-ZC-1 7E 37°C T ks

4 ®Ga-ZC-1 ¥ EAE FBS B BSA 2Py, MR 10 pg/ul. S35 45uL 1.5M i
FRENIETAN 430 pL SUALSIRGEH, A4, e E & T 37°C R4 A4 E Omin,
30min, 60min, 120min ERFFHEATHEOIGENT, £ v HWESRNE 25 SAREt, 45
HIA 3.

3 3R 5Ga-ZC-1 {E PBS 5 BSA ZZiivii, W/ NigA BRSBTS, 2
EVERR, WTHT N8,

WX SLHEF) 4. BGa-ZC-1 Al 8Ga-FAPI-04 7E USTMG A Jixi # 22 Ji JiR 8 1 B4 Y
PET/CT B4

RIS 45257750 USTMG NIith 22 R TR e B, R i ko di

B2 SR &

8Ga-ZC-1 2H: JFEFEBKES 150 pCi/200 uL *Ga-ZC-1.

BHUTEH . 70 fE 5 Ga-ZC-1 7T 30 408, 8 Bk 4L &9 FAPI-04 (FR%T
YR & 500 f5id 8.

W . BEFES 150 nCi/200 pL #Ga-FAPI-04 .

TYEHT 8Ga-ZC-1 J5H7 0.5, 1, 2h #E4T PET/CT A%, SUEHREE /N AR A (99041 DA
MAEMR X IR &R, @WK 4-6.

SRWE 4 FiR, USTMG SRR (1) ©Ga-ZC-1 PET B R7R T i I8 kY
MM S R AR L. RIS S 0.5 /NI, iR B AR Bk F
4.467+0.379%ID/g, FHE 1 MR SEER D . F4b, ®Ga-FAPI-04 1 At L ATTE R
FERHMIZH, EE TGS ERA 2. i, EEH $Ga-ZC-1 0.5 /NG, /NRZAHT
T 1 USTMG M5 i mT WL, FHWTSES R, TSy St SR80 14 (1 FAPL-04 J5., e (1
FRHIE b o X — 45 IR Ga-ZC-1 TERN IR R AR R . WA}, °3Ga-FAPI-04
FEFESE 0.5 h g e T WLAES SR EUR 22 T8 L, S5 e X SR B I 2 BRAI, 2h S
S5 W, 52 $Ga-FAPL-04 FltL, %Ga-ZC-1 7 8 X sk i3 i W& =TT,
e e R T R BE G . SIS 45 TR BHER AT 3Ga-ZC-1 B 15 MR g AR

K5 NIRRT ARG, B ER R ], ESR ATV S FAPI-04 {E YRI5, 18
R E K B 8Ga-ZC-1, MR 5T ®Ga-ZC-1 FIFEUH &K, R 8Ga-ZC-1 REMS
5 S M B R FAP SR IA MR, B R /R o A e SR 13, B 6 O 8Ga-ZC-1 F
8Ga-FAPI-04 Zt T il J7 3 B 5 i [A) (1 il 26 R AR CAUC), H T EE 8L %Ga-ZC-1 F1
5Ga-FAPI-04 Fifi 2 ) [ HER% I g S5 B 2 K/, 4l oo 422.5 AT 98.14, 1 8Ga-ZC-1
P i 96 i B I ] B G
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BRI R

LA (D Frsfie ey, B B il mmbfk, AR sk, s
/ﬁﬁmflﬁ PHFE A, 2 B3, BHEY. SE R RmCitE?,

(0]
o
R1

Rs\R,L\N Os_NH
2 Q\/\/O\E:% R4
~
N

Hor, B4 RMSIHOYKERECH, MELEN Fr
Rz A-(WDa1-(W1)n2-(W 1)a3-(W 1)na-(WDas-(W 1 )ns-» 01 2 n6 & FH ISZHIA 0 87 15

Ot O
BRE T
Wi & H ARSI ] DU 45 Hrf

’

Ra 2t H. C1-C3 fekk, % Wi Z[a ABREEAN N FER e e, HAAEH 3 siE 24
O O%:}z

S SN

Rs NXUIAF %Aﬂ xﬁﬁ%%l&¢r%%

L A-(CH)uar-, H o n7 /& 0 2 40 W% %; HA A CH MSr 4R & A -O-. -NH
-(CO)-+ -NH(CO)-Ek-(CO)-NH- & Ha, A2 B4 WA ARSI CH. £ 1% 7] I 5 $62 «

R4 N-CN B{-B(OH):.

2. ARAERCRIZR | Frid A4, BULZS Pl Ee2 i, WU, JEXT
& SNETRMAR . BREE AR, 2. WRIEY . B R RRICILEY, HREE
T,

PR e B Ak B 1,4,7,10- DU R+ 2 ke-1,4,7,10-P0 478 . =3 L PUJE.
2-(4,7-WHR B HL[1,4,7] = AR F R 1- - 2 R BRI g 2. — W2 =R
NONONUNYN"-F1 28 . NON- (-8 K 228 “JIE-NN-Z 48R 2,2/,27,2"- (52,132
TR EELSS 135 TR EL3,7,11,15-PURU-1,9 (2,6) - HEnE-5,13 (1,3) - ORI
-3,7,1,11,15-PU3) VU 288 RN 1,4,7,10-DU R+ —4%-1,4,7,10-P0 2.8 5k

Eip Yo S=p - Ei kDR AR WD €11 NS AN Rl PE - 4= [ S UR AN N P - Y

AISEERI AR H : SR PR RREER IR TEFIOLGLEL (i Cy2),
SGEOIGER . BT R GURRF . Fle S EE—Fi;

LA — X P DA F : R GRS (510 Cy3. Cy3.5. Cy5. Cy5.5+ Cy7. Cy7.5).
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BODIPY 2§ ({4 56t kg . 2450 —Ikng ) B (s s, B 6G.
VURRSEZ FEa . 2 FHH B, W2 FHH. X-ZFH0 . BB, BRI, BT .
AR ERE AT Rl

LA R B AT DAk = T35 Rk (Bl Cy7. Cy7.5). D-A-D 2% (541 CH-1055.
CH-4T. FT-TQT). BODIPY 2§ ({41 NJ960. NJ1030. NJ1060. PCP-BDP2). HF /.
KR T AR

FIr i 7 9 BFE AN TG BRPUSE A b A A, MR A,
A=) LR

14

X (D,

BRI HECE F T F/sk

NE
i N o ;. Fl/Ek

0 . ik . /g
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HHAEA-CH- O AT % FH-O-+ -NH-30-(CO)- T #t, 25 1F R &AM 4B 1Y -CH- R A4 B
e, B5§

L NARFELE, Biik H-NH-(CH2)us-(CO)-+ -NH-(CH2CH20) no-(CH2)ns-(CO)-, & n8 Al
n9 M7 A 1-10, fREE 1-8. 1-6. 1-4 [FHEE F/ok

R4 H-CN.

3. MRAEACRIE SR 1 8 2 Frid b &4, siEZg2E Dol sz i b, rhmc i d, JRxfmeiz
R, AE TR . BHEL SR, 208y, BREY. &R RCrteEYr, HLEE
7T, Frid=t (D 4hEPE e d-D, (J1-2):

HooC o
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(D LB 1 KA 2 AR B A 25

(2) a2 5HETER RN RIS 3;

(3) a4 KAEBARRNERAEY 5

W a5t s Steat 3 HATHAUR N AR EY) 6;

(4) L&Y 6 AATHE A AR SN A A &9 7

(5) &M T 5(8)-1-2-F 2 LTAk)-4,4- — LM e-2- FF I A 2B M 5 B2 A 1K
L& 8;
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(6) &1 8 Bk Boc fRIFETERALEH 95 SREHAD) 9 5 Boc-gly-pro-OH k4=
dEE NI R &) 10;
(7) 6B 10 Bk Boc fR#7%; )55 DOTA-NHS kN JEH B A 2C-1.

6. — MU MR REARICEC &Y, H BRI ESR -4 F— TR & 255 |
AR ER . W R AR SRR A R AR TRAR . BHAL R 2 A e
WA AL ARG AYREUE, AR PERZ R M 1521

R, TR O A% IR MBS U S W s AU VR T I R

Feit, Frdact s Wiz &RiEE . Y. BF. S'Mn. 2™Mn. 522Mn. AI[*¥F]. *Cu.
Ga. %Ga. $Zr, ®"Tc, "n, '3[, 124, 125], #Sc, YISc I HAER — M, 0L 36Y . AI['SF].
®4Cu. ®Ga. %Zr. 9mTc, ' TR —F;

K, BT UR R R E . Cu, Y, 121, BILL 183Sm, 166Ho. "Ly, '%Re,
I88Re, 2UAt, 212Ph, 203pp, 212Bj, 213Bi, 23Ra, 2¥Ac. 27Th FFE—FF: ik “Cu.
0y, 1551, B, 7Ly, 2Ra. ZAc. 2MAtHPER—M; BELE SGa. TLu 8L 7Y

ik, BV R AR d i S & an F NI AR

H,

L. Ry BRI KR 1-4 AR TRFTRE 3

M e AR pTE s ik, MOGEEH %Ga. "TLu A1 OV P AER A
EAREEI, PR O VERZ R O S A DU 45

7. BUREESR 6 Frik RITBUR R 2 2R AR G IS & P il 2 U0, FEDARURIZEK 1-4 4E— T
P A B 255 BRI H2 (0 ER  XIWER M . AR Bk, AMiETedk. iR
. ZEAY. WREY. BERM RSSO, TRICBON TR R M
R, BRICTE NIRRT R B AR T i
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T, FrRiRikbric kRN PR RERAUFIZK 1-4 £ BTk 0 (D
a2 L2 R EE . MR . AR IR AR, SRR B AR £
AR ERIEY . SR R PRC A S YIE T P S A B T KR 2NE TG R
FHERTIINTBO PEAZ R MO, 6 PSS 5-40 min, - BIZE BRUBUN PEAZ R AR LR &40

Rildt, PridkehFikpnicdrik, @GN PR, RIEERAIEER 1-4 £ TR Mt
(D EWEIL 255 Earges il . M. JExmotiy i, ShHets . B
RS 2 Y S BRE AL ARTC AL S0 TS R 3 T K 43 2V T
KT ERATAIES, D TaST, @R FETEREmESS, BEGT4E: i
T2 P INNIE R LFRIE RGO AR , BN IO VR R MR, %
SN 5-40 min, BRI AR SRR R AR LIS &)

PTR UM VERZ TR MR SCUTBURI 225K 6 Frik .

8. AL G, HASEERRIZER -4 £ BFTR MG, K% Bk
SEOEL . XTSRRI AR SRR AR SNEIRAR . BHEE AR 2R, WHEY. &
ARG &), M ERBEER ZAR LI G i —MEE Fh, DL ARG Zy % b
HI RS2 AR

9. BUAIZR 1-4 £ — TR AL P aR L 2552 PRI RESE i . SRR A4 L AR Rk
SR ANENER. B R, 208, BREY. SER R ey, 8#F
EIRTBUNVERZ BRI AT & AR ) 2 F T 40 FAP 35 1 100 v O LA

10. BURJEKR 1-4 FE—T TR L&V 25 % E TSz ik . TR fi . dExtme
SRR, A IER. R, 2 REY. EREY. &R RO, B
RO R R AR ICEL A YA B T2 . TRBE A/ EA YT L FAP Rk ORI R
2 el o g S H

RAELER] % F T FAP 15 A MR 10 697 8RR 5 8050 i R «

fhiktth, FriRM) FAP @k bR R AU . ORS0E. M. B, B
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