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[ Abstract] The vascular endothelial growth factor ( VEGF) family and the VEGF receptor ( VEGFR)
pathway play an important role in regulating tumor-induced angiogenesis. Consequently, inhibitors targeting
the VEGEF/VEGFR pathway have demonstrated potential as anti-angiogenic agents in cancer therapy. However,
the clinical application of these inhibitors is currently limited by off-target toxicity and the heterogeneity of
VEGF/VEGFR expression levels. Radiolabeled molecular probes targeting the VEGF/VEGFR pathway offer
a non-invasive means to detect VEGF/VEGFR expression in tumors, aiding in therapeutic decision-making
and efficacy evaluation of anti-angiogenic treatments. This article reviews the research progress of radiophar-
maceuticals targeting the VEGF/VEGFR pathway in tumor diagnosis and treatment, with a focus on the role
of structural modification methods in optimizing the performance of VEGF/VEGFR-targeting compounds,
and provides an outlook on future research directions.
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AU [ A A N A K I (vascular endothelial growth
factor, VEGF) ] FIHL I A BRI 7 2L R Y (EhR = 2%
T A, SR AR R A . JF L, Pum s
A T A R A K B TSRS . VEGF/VEGF {4
(VEGF receptor, VEGFR ) % [K 75 Z2 F JJfsfd b 5 223k, B R
PAE A AL B0, ASSCHER T H A I AR v A #0
1] VEGF/VEGFR I8 [ A 410 il 71 22 A S 0 3 1 25 W 6 g 12
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—. VEGF/VEGFR i B85

VEGF & — 2K [FJi — AW E A, @il 5 VEGFR 454
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ducible factor, HIF)-la F1 HIF-2o %3475 , 2 7 VEGF 54l
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1. VEGF %6, T4 VEGF K5tk VEGF-A VEGF-
B.VEGF-C \VEGF-D FlJia#% 4k K [FF (placental growth factor,
PLGF) ., M, VEGF-A 38 i ¥e 5 4E 87 V18 sl 22 A W 24 . 4n
VEGF ,, f1 VEGF (s, VEGF ,, B4k T 15 35 AU H 1945 6 Fn
87008 FILEA SRR 1, W VEGF &5 7 4
B, Bo MM NE P
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UigeRiH, 1241k, B4 10 AR VEGE/VEGFR 3
AR AR A5 2 B £ i 5 24 5 B 48 1R (Food and Drug
Administration, FDA) L TR 2RISR (£ 1), £ E
5 m VEGF B HHTAE 259 R ] VEGFR B/ 24

st (pLer)

Yy, IEE KN SR EH TR ER M VEGE/
VEGFR 3 89 7 i 51 .

= .¥8[5 VEGF/VEGFR ifi 8% B 5% 8T 14 25 ¥ 5F 5T BUIR
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VEGFR 3k 19 5 PRl ARy 7 s 22 S W b, R, 1
VEGF/VEGFR AYTCEPE 4 41 1T o B 5 sk il Ho e 5k | HL&5
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Lyifk, DUARER B4T ( Bevacizumab, BV) 21 3K 32 H
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. PLGF MIREAEKETF, NRP AMALTEBEA

1 ¥ ULEE VEGF/VEGFR 3 M 14 g 254

FA Iy 1 F[H FDA B AL AR i A FH EE PN
Bevacizumab  FAd VEGF-A 2004 BN NI R A Gl N7 N LR R A [4]
FLARIEE | 5B 200 M
Ramucirumab ~ Hihg VEGFR2 2014 Wa IR A A A AR A i [1]
RN 7y IR N ] T
Sunitinib N VEGFR1/2/3 2006 5 24 | S g ) R [5]
Sorafenib INYF VEGFR2/3 2007 5 200 g T B [6]
Vandetanib INGFF VEGFR2/3 2011 WA LA 5% Y R A [7]
Pazopanib N VEGFR2 2012 5 44 i g [8]
Axitinib INYF VEGFR1/2 2012 5 201 e Ja [9]
Cabozantinib ~ /NMF VEGFR2 2012 S AR [10]
Ponatinib INFF VEGFR2 2012 P R L | b B AT 5 [11]
Lenvatinib INGFT VEGFR1/2/3 2015 FHPR AR JH-40 B [12]
Regorafenib N VEGFR1/2/3 2015 S5 M | W IE R SO T AN g [13]

1 : VEGF S I45 N J 4= K 17, VEGFR 2} VEGF 3214, Bevacizumab i U1 f% ¥k B8 5 B 3K ( 1 FRBA 1) , Ramucirumab Sy 75 552 B4

Sunitinib AEFJEEE JE , Sorafenib 4R JEJE , Vandetanib & JLEE A JE , Pazopanib K RN JE | Axitinib A Bi] 7 &%

J& , Cabozantinib < 1% J& |

Ponatinib i 4N € , Lenvatinib A 1% )8 , Regorafenib A FiA%AEJE , FDA SH£ 55 25 5l W B4 3R
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25 FRANFARGEFR I . KBRS (Sorafenib) X VEGFR2
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L ID) Y5 T IS VEGF,,, Fl'® I-VEGF, . 75 A U5 45 [ s i #84 oy
B A , B 1-VEGF ,, W B8 7 5 w25 1) 4 S5 P B,
TR W st AZ E b % cu IH 12,7 h W2k 3, 5
VEGF ,, W45 S0 I B B [0 (A Jig o B 240 it 988 A5 75 B v oy
48 h) VE L, A B T 0L 8 A0 I AS I 8 Tz I T bR il
VEGF,, ™, Cai ZEP FIFH® Cu #7iC 1,4,7,10-PUR IR+
T He-1,4,7,10-P0 LR (1, 4, 7, 10-tetraazacyclododecane-1,
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RS /N AL b ORE (60 mm? ) 2 3 HY R A I, i K L i o
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Yo VEGF,, , #5444 VEGFDEE , Ji /b H X} VEGFR1 Y 3 F
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SEIHESE T N ) 38 2 - ( polyethylene glycol, PEG) K J¥
9" Lu-DOTA-PEG-scVEGF , 7 = FI#EFL IR B 7 oy A% 43
F Ui 3.4x10° 1Y PEG 453K i s LI 700 o, LB U7
e fik. i 5 BV 5 Sunitinib BEAGIRYT, WIS S 3 09 0l
B . Rusckowski % #E — 25 55 4iE 7" Lu-DOTA-
PEG-scVEGF 5Ifi AR 2% ] 55 2 I Joi 44 ( liposomal doxorubicin,
Doxil ) 4 & FIRYTRCRIL T HARIK S0 T %

5B, IR S #E ) BCAATE S PR 25 ) o A R
SN RS Tyt 5 i i AR S SRR B, )iz
NEFIT R AR AT, SR, KK BK 5 WA P4 2 11 it
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TR E A2 Bl 1 2 PERE

Yu S5 I W A A R R B R O 1 Y VEGFR $E Ji) fik
IS Cys1 55 P 2 1 56T A Ok, 2 g L AR 7 P S
J1o FPTTARICIR I EHTE R MO 7R B 24 h A4
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tivity of injection dose per gram of tissue, %ID/g), Giordano
4120 3@ i % VEGFR1 il NRP-1 # [i] JIk ) 1% .02 J 1) RPL 3
1] - S ZE R B (% R A L- R SRR R D-ZIEIR
IR — AR I) 433, (LPR) JIK, IR B X A
B PRl BONE VEGFR (975 264173 (X VEGFR-1 Fl NRP-1
(9 1C5, 340 2 pmol/L) . [FIRERET D-BREEHEME, Su %+ i
TP Te"-BeFJE 52 Bt % (hydrazinonicotinamide, HYNIC)-"A7R
TE = B R BRI AR A b R R4 AR kR i/ LA L
T ATR K, B BESRROREAR . Li 551 JF R T VEGFR3 #Lfa)
JIk TMVP1, 3 1% Ga ARICHEAT PET WAR, 52 % 1 O S Al
B HUE R P, % Ca-DOTA-TMVP1 845 1T 5 {3 K £ B 7%



BRI 5 0 TR 25 2025 4E 8 4 45 545 81 Chin J Nucl Med Mol Imaging, Aug. 2025, Vol. 45, No. 8 - 511 -

kb SR R A A 25T B R AASRE ™ Ga-NOTA-
(TMVP1),, 35 VEGFR3 (454 BE )1 = Bk 22.1 £%, Ifs
R, 5 A ERREE IR A 8 18 s R, KZHPF-FDG
PIAYIRAE (81.8%,18/22) £ Ga-NOTA-(TMVP1), I 7R
RS SEE, SUV,, M SUV, 25k 2.32£0.77 Fl
1.6120.48) | Hu Z*1 JF % T 2 F KR VEGF 55 . I B
)% Cu-DOTA-PEG3-VEGF ,, . 45451, HE A )y [ i B W 5K,
}9(302.7£4.9) nmol/L] 5 VEGF 5 5 M3, 7E KL BI6F10
{6, IR A USTMG BT B 4 M S A5 0 vy 322 R B 6 e vh
7N T RS PERRER (2 USTMG i o £ B s 1] 2, ] RE 5 ik
A, WA, Z IR R AT 454 VEGFR1 #l VEGFR2,
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