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IV 22 U0 AR B3R R TG, 91 a0 ot e B 3% R IR s 1T

R s, SSTAE R 5 P 70 e 22 4t AW o 22 4% S R4
Jifa 48 5 E AR

ERMEZZIKS T, H 14N RERA K, 7784
& Alal-Gly2-Cys3-Lys4-Asp5-Phe6-Phe7-Trp8-Lys9-
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FZE 9 50 W8 (neuroendocrine neoplasma, NEN)
FERAAE B i, S Bl B, AR R 21
A ) 2 R AE SR R IE SSTR, AR K03 A H 2Rl Pt
SSTR s S MRS &, T FHORAE Jy i 48 P9 23 Wb Ji 88 )12

W 2 AE ST 25 R Bk .
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TR DS AN [R] 3 AR R FR e A, 8 e 22 N 23 J
Joi S 2 305 SSTR2, 0y 1 3 A i A2 e vk, &2 Wik
BB H AR R IR TR 1) & #55 R ot 7T, of
il 7 — b SST HIZEA, $2m 1 stk

55— BT R VR A SSTT il Ak 28 bl B it
ik (2, octreotide), IR J\JK, 7 TR ANAREE T SST 24
R, T HL A2 & 7% SSTR ISR A 77, 9 T K SR L A4
SST H+ 2 /i £y, BL il IR &5 4 o & AN 3R R IR Sk
PRk K D-Phel Fll D-Trp4, 2 3 R (9 F e A8 4l v 1 %)
FEAMRERRENE, 1,,= 1.9 h, KR TI677 858 4
A 1iE (carcinoid syndrome) (Uhl W, Anghelacopoulos SE,
Friess H, et al. The role of octreotide and somatostatin in

acute and chronic pancreatitis. Digestion, 1999, 60 Suppl
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2:23-31). ZHifik (3, lanreotide) /& Ipsen 2 &) #F & 1)
T )R, G A 3 A AERRE LR, WS AR
5E P55 B R AL, i PR 336 97 I3 B KE (Sucini
C, Buscail L. Role for the use of somatostatin analogs as
anticancer agents. Ann Oncol, 2006, 17: 1733-1742). 1A
Hi [k (4, pasireotide) £ A8 /2 MR Ak, (5 7 N E I R
RE AR RIRA, hicE s, AR E I 2%
P, WVERA PR S, Im ARG T Rl ACTH 23 WA THE T
5 ;it_ f] Cushing J% (Bruns C, Lewis I, Briner U, et al.
SOM230: a novel somatostatin peptidomimetic with
broad somatotropin release inhibiting factor (SRIF)
receptor binding and a unique antisecretory profile. Eur
J Endocreinol, 2002, 146: 707-716). # 1 4| H 7 iX =
> SST AN B3 1A A0 2 2 301 Bl
B IR B — IR AR KA ER SR G, AT
WY H AR 259, Wt & A B Ik i 45 14, R B A
SSTR (1 i 2R A, A 948 1) S AR U VA% 2R A H
B 225 SSTR 1) & o A 22 A 70 Bt . 737
BCUE R HWE 2 A, B KA 2 T B - 25 W R R )
(antibody-drug conjugate, ADC) H ] #. 77 F% i ik A, #%
AT ADC Al 55 259 D, 7 522 linker i f6 4
W Az 5, 5 7 738 BOF B 4R T 3R 14 SSTR i 411 i
Ak, 1K B BN AR BIR T H
23 BRERESF-—DOTA HHMEWNELKL
Fe e — &7, JUHIE S 4N RUR T R A, R
FARBE ST, 54MNRE TR TR, T 5 8)E
BRI Z W ESTEN, NN N N DU+
VU 4R (5, DOTA, X FK tetraxetan) A& ¥ JH 8B40 %
WA, B 5 Ca® 8 Gd™ & T WAL & P I A2
EHBER WA E . SWANLESES 7
X% 15 45 4 1B A W) (Zeng D, Desai AV, Ranganathan
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Table 1 Marketed somatostatin analogs
No. Name SSTR2/pK, SSTR3/pK, SSTR5/pK, ¢, Marketed Indication
2 Octreotide 8.7-9.9 7.4-8.6 7.2-9.9 1.9h 1988 Carcinoid syndrome
3 Lanreotide 8.7-9.6 7.2-8.0 74-9.3 2h 2007 Acromegaly
4 Pasireotide 9.0 9.1 9.9 12h 2009 Cushing's disease
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D, et al. Microfluidic radiolabeling of biomolecules with
PET radiometals. Nucl Med Biol, 2013, 40: 42-51).

DOTATATE (6) X ¥k DOTA-octreotate, s& DOTA 5
B IR B SR AU octreotate AR K 7+, B h K Phe3
FI Tyr3 ACE:, A2 128 8 ML IR L B ) —F2 8 T
Thr8 % ., 15 1| ) Tyr3-Thr8-octreotide FX{F octreotate,
J5 # [¥] Phel £ [ 52 55 DOTA 55X, By DOTATATE
(6), DOTATATE H. A 53 I & J& 85 1 R AR 5 ) B 5 i)
BE 1, RIS W OR B T 5 A2 KA 3R 3244 B0 v RO A
(Fani M, Nicolas GP, Wild D. Somatostatin receptor
antagonists for imaging and therapy. J Nucl Med, 2017,
58 (Suppl 2): 618-66S). Fl DOTATATE 45 & AN [A] () 4>
JE BT3B B S, B35 [E FDA £ 2016 FF AL #E K
gallium Ga68-DOTATATE /& DOTATATE 5 Ga'™ 1 % &
Wy, 52 1FE B R 5 W2 514 (positron emission tomog-
raphy, PET) ) %1% 12 Wi 7], 2018 4F it #E 7 lutetium
Lul77-DOTATATE #& 5 Lu® & B 2 &4, NIk Z &
RS PERZ 2R IT % (PRRT) 254 .
3 WA RE 5 gallium Ga 68-DOTATATE
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K% 4. DOTATATE 54K K22k 2 (SSTR2) A
SRR ANy, T SSTR2 1 15 My [ Ji 55 1 8 PN 73t Ji J8g

s, B 7 & AR AEIX R MR L2 b, IR RO R
B N [, 77 1E A 2R 7 R A5 b O HLR G A
TR, 707 R 68 2 KA pORL T BTBUR R R, TR T
PET 2 W I & i J83 1) #R A

# kE 5 )5, gallium Ga 68-DOTATATE 43 i T 4h
Ji, WA T ik SSTR2 HILH 4 8 B v, e iie L HAR
i TR B IR 0 A R A5, (LA M R g
BUDTEN, AR DLHE NI . T AT AN 0.25~
0.65 mL-cm”, 2 FE ] ¢, 68 min. 2016 4E FDA L #E Ny
WS W RG] . 7 4 2 Netspot (Mojtahedi A,
Thamake S, Tworowska I, et al. The value of (68)
Ga-DOTATATE PET/CT in diagnosis and management
of neuroendocrine tumors compared to current FDA
approved imaging modalities: a review of literature. Am
J Nucl Med Mol Imaging, 2014, 4: 426-434).
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Lutetium Lu 177-DOTATATE (8) /& 2018 4F- |- 117 (I J8UH
PRI 2459 .

HE-177 TR PR R AL ER, RS 3 M e & 1 poRL 1
yEPER, BRI, N 6.7 R, H pRL T REE A XS LSS, 7
FEPEE 1 BRCEEK, NPk R AR A R P I ] i 2 27
(AR S P A B B B . T RS y S 4, T
SEAL TN . Lu® 5 DOTATATE FE 2 Vi B 54 8.

Lutetium Lu 177-DOTATATE 5 A 1] gallium Ga
68-DOTATATE S5 HRFIEARLL, 2 i 3 A EE3R 4Lk 3 4
T (Lu’) A7 DOTA F1 SSTR AL /£ ostreotate £,
B, RN TR Gat H Lo’ B4, S WiRIAIR YT 2, 2
fEeik SSTR2 (191 A3 iR H U P68 YT 24 (Teunissen
1J, Krenning EP, de Jong FH, et al. Effects of therapy
with [177Lu-DOTA 0, Tyr 3] octreotate on endocrine
function. Eur J Nucl Med Mol Imaging, 2009, 36: 1758-
1766). JLAEHIMLAIE, ¥ bkiE S 8 J5, DOTATATE #47
Lul77 e FVE ik 58 T =i 4R35 SSTR2 32 A4 ) i J83 ZH 21
b, 3F 5 SSTR2 454, WA RE NI, Lul77 il i )y Jif
SR R 2 T % 0 8 4 L o I R T 9T 36 9 Tutetium
Lu 177-DOTATATE 1] V& J7 15 Jiz [ Jii #2895 b i
J&, 2018 4 FDA fit #f I 17, 7 i 4 Lutathera (Kam
BL, Teunissen JJ, Krenning EP, et al. Lutetium-labelled
peptides for therapy of neuroendocrine tumours. Eur J
Nucl Med Mol Imaging, 2012, 39 Suppl 1: 103-112).
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/NG F 2R IR (small molecule drug conjugate,
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TEVER T 5 BRIL O IE TR, R TN T 2R IR -
TR (B ZEAU) 1% 7 B0 R T T B AR T SN
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WA E R A (AR SOR LI RTT), A3 20K
SRWE A LR, JEIT 6 1 K S A4 TROR A% 2897 i 8
A3, (peptide receptor radionuclide therapy, PPRT).



