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b A AR, AN ®Ga. "'Lu. PAc. “Cu. PAt.

AR WG PEHIRE 245 77 DOTA SR BEBERR 45 &, TR ORI 54 DOTA-
PR . SR ®Gay "Lu. PPAc. “Cu. At bR, BTEH BT
WA T AR R, AR MBS MERZ ZARiC K DOTA-F LR, iX
BERAH BB XRE AR P IR AT 0T T R AL 250, IX Pl 24 B O 4Tt
RIFWEHER R ®Ga. ""Lu. P Ac. “Cu. At Fl DOTA-{F BEBEER G #4675 PEH
IR R AR AR AE AT, B 1 1 KT 2 IIRER.

RISty &b, BB ai 8 KT T 95%.
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L 3
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S2. &M 2 B EtOAc V& H i Il HCI/EtOAc » RMAERALED) 3;

S3. FkAY 3 INA pHCI H, ZS RS NI POCI; Al HsPOs, IN#R L,
AEVEREOREE S, N H0 , In#diEE, AR s 4
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KRR ST op, BETPERZZE A “Gay TLu Bk 'Cu i, 4311k
ENEIR . BEBREATEW . BOBUR MR R BRI RIR A ), AR A VAR pH H,
JRBL, KT pH . KE. g, B4

MBS ERZ N P A I, R T AR AT IRENEVR. DU LR
VSO PEAZ 2R bR A 5], IR AW pH {H, AL, XA pH
fH. KE. o€, B

M ERZ N T A B, R TR AT IR BB PR
SEMOR G, ARG pH H, &L, BIRVET pH EH. KIE. U,

AR IFS IR, AR N “Ga i, 45 20-30ug 38 1AW

N 0.8-1.4ml ¥R %A 0.25M [IFEERANIE WL B J5 IS 29 20mCi 1) “Ga £hi%
W REHS), AR pH EN 4-7, fRiEH 5; 80-100°C L, ikl
95°C; MSEN 10-30min, L&A 15min; KMGIEST pH A 55 R 145
PIERLKHE A Img/ml;  “Ga #HIEWIOWEZ Y SmCi/ml~10mCi/ml;

Mg EZ R N T Lu i, 4 20-30ug 2K TR AN 0.8-1.4ml # M 0.25M
B BRENTEW, BEJS NS 2N 2mCi (9 L BhiAWG IRAIS), YIRS
W pH BN 4-7, RIE 55 80-100°C R BL, HRIE S 95°C s [ MR F] 2y 10-30min,
Peise Ay 15mins SR VR pH B A 4.5; 3R TS RINIK E N 1mg/ml; Lu
VAR BE A 10mCi/ml~20mCi/ml;

MBS EZ N P Ac B, 20-30pg R T AMINA 0.8-1.4ml ¥k JEHy 0.1M
FIBUER ML EREN AR 0.8-1.4ml JRJE N 0.1M IR BRANTEWL,  BEJG IS B A
0.01mCi ) *Ac $hiEl; TRAE, IR pH 1A 4-7, &N S;
80-100°C %, ik ly 95°Cs SRy 10-30min, L& 15min; S5 P85
pH {54 45: R 1T WEWBEBRAIKEN Img/ml: PAc shiFMIKE N
0.01mCi/ml~0.02mCi/ml;

MG EZ R N S Cu i), K 20-30ug RIALAVIINA 0.8-1.4ml 3R JEH 0.25M
(TS BRENTE WG BEGINNTEE A SmCi [ “Cu $hyA T IRAI5], MR AVER
) pH {E N 4-7, Uik 55 80-100°C )L, HikA 95°Cs R SN[A]A 10-30min,
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PLiEN 15ming NS pH EA 45 R TAWIEBIIKEEN 1Img/ml; “*Cu
TS SmCi/ml~10mCi/ml;

MR PR R N AL, K 20-30ug R TAL AP 0.8-1.4ml ¥R ¥ A 0.25M
FOBNBRENIAT; B IMNTEE N 1mCi (1 2V At 37 IRAHS), TR AE
T pH B 4-7, 1% 55 80-100°C B, Ly 95°C s SRS 1) 24 10-30min,
PeiE N 15ming RAJE Y pHAEA 7; R TS WIETIIKEN Img/ml; > At
R EE A 1.0mCi/ml~2.0mCi/ml

AR BN TS WAE B e B AR 5 107 e B Vi TR (K 24542 h f) 2
H.

AR ARG 20 T A A TE 1 A 2L A8 ST R R M R I 25 R
L o
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76 25°C R HEFE 3 /. TLC MM BE5E4, ARar=4. RS2t
HRILEW 2 (790 g, 723 96.7%). FLEATH B BT N3 RN,
S2. (&Y 3 Kitl&
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H _HCIEtOAC N/
\_>7 >L \_>/.—o|—|
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3

PKIBEAER, HAEEY 2 (1.90 g, 5.75 mmol)f) EtOAc (2.00 mL)& R N

HCI/EtOAc (4 M, 20.0 mL). JSORAE 25°CHid: 2 /Mo LC-MS K Il J5Uk g i 58

Ao RN A IR GEA3 B0 AR AL T AL A 3 (800 mg, 7=3E: 79.9%), AFHE
— DA R T T — B RN

S3. (LAY 4 W&

HoN H2N~\_\;
\_LN/ POCls, H;PO; N
—_—
PhCI, H,0 \_A’
\_O>*OH Hiogp OH

3 4

BALE 3 (800 mg, 3.24 mmol, HCI salt)lI A pHCI (100 mL)H, &/SARS T
I POCI; (9.93 g, 64.7 mmol)Fil H3PO3 (5.31 g, 64.7 mmol). A IN#EF] 80°C ¥
FE 16 /NI, BHEVEREORERARE N, I Hy0 (20.0 mL), 80°CHHE 5 /N,
LC-MS WA 74 mass, SSVBORIIEIFAEE 2 T lk4d, Rl RYiid prep-HPLC
(YMC-Actus Triart Diol-HILIC, 150*30 mm, 5 um, 120A Mobile phase: 0.2%
CH3COOH, CH3CN)ZiAv 15 3| F (il {44 54 4 (90.0 mg, 8.68%) %)

S4. N I4LEY Carbs 2%
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<N—/\N
HoN S S
_\_\_N/ DOTA-NHS-ester HOOC _N_— N\_/<°
\_}»(DH TEA, DMF/H,0 HN
M0 posH, —\_LN/
H20:P7] oj—:

4 |

FAL G4 4 (60.0 mg, 187 umol) Y HyO (200 uL)¥& ¥ i\ DOTA-NHS-ester
(141 mg, 281 umol)f{) DMF (200 uL)¥&VK, BifEIMA=2Z%(114 mg, 1.12 mmol).
NRAE 25°C R 16 /. LC-MS WIH 7240 mass. SN R 84,
Bl prep-HPLC (Hilic, 0.2% CH3COOH)4itk. 28I GE AR 1 tha
Carbs (4.00 mg, 3.02% yield, 86.8% purity).

X TG HPLC Bkt 4 Brox,  LC-MS B & 5 fros.

LTt 2

AL AFF T #il % *°Ga-DOTA-FHBLEERRT , DOTA-FUERSER ) F = %542,
HAER:

EX 8 AN EP &, [ FHE MK DOTA-H LR (1mg/ml)5 pg. 10pgs 15 pgs
20 pg. 25 pg. 30 pg. 35 pg. 40 ug, AAINABEERANER (0.25M) 1ml, K5
T 43 IO BT B E 1 ©®GaCls BB i (Smei/ml) 4ml, F 0.25 BE /R M B4
AN 0.01 BERIGERER VAT pH (5% S L4, RAEHIRS, 9SCTEEM T RN
15min, SRS ANEZEG, SEEY pH {El 4-6, KM 022 pm KJUER
BAT KB oI BGRAEZ4UZNTE (TLC) WE *®*Ga-DOTA-FHEBEER I
U202 N3 1 PR

# 1 AN[F DOTA-F BERERE F & T F B0 2 20 R 45

5 | DOTA-BEERER: (ug) JBtk el
1 5 50%
2 10 62%
3 15 83%
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4 20 95%
5 25 97%
6 30 96%
7 35 92%
8 40 92%

ML 1 ATRLE M, FEHARSAREDE TG, 2 DOTA-RBERERZ H &4
20-30ug i, *®*Ga-DOTA-{7 BEREIR 1 8L 2440 FE Bt , FH BT ol T Uk v
TRURH A 27 200 2 I A1

St 3

ARSI AR B pH (T T %, BikA:

B 7 NEPA, AEHEFRIUINN DOTA-FBERERS(1mg/m1)25 pg. FERREAVA
Wi (0.25M) 1mls IIAFEEM B *3GaCls Befi i (Smei/ml) 4ml, I 0.25 BE/R
BB RN 0.1 BRI ERIR Ay BT pH (HE 24 3. 4. 5. 6. 7. 8, SR
WIRE], 9SCHEJRM TN 15min, KM FERAEHZZEE, KA 022 um 1
JEREHAT K vk, BERAMZAUZHE (TLC) M5E **Ga-DOTA-{F L
BRI A 2 AR, 5k 2 B

K 2 AN PH T S al i 25 R

Fr5 PH & JE Ak 2t
1 2 47%
2 3 89%
3 4 92%
4 5 98%
5 6 95%
6 7 27%
7 8 18%

M 2 ATLLEH, 7E PH{EA 5 I, DOTA-HFHEBERER (KU AL 22 4l 1 et
PH {8 & T BUEACT 5 I MU 2240 B A%, PH (E i T 6 BURK 2240 B iRH
BEARG o

S5 4
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ARSI A B h BE R AN A S AT TR, Bk

B8 A EP &, R HIN A ARE AR OB R (0.25M) 0.2ml.
0.4ml. 0.6ml. 0.8ml. 1.0ml. 12ml. 1.4ml. 1.6m, 45NN DOTA-{FHERE
(Img/m1)25 wg S HrEMEEHT “GaCls ol i(Smei/ml) 4ml, F 0.25 BE/R FTE L
NIRRT 0.1 BEZR IR B 7 AT pH {HE 5, RfRmIRS, 95CTREB T X
N 15min, RB5EMGAEN R E G, BT pH {8 5, KA 022 um 9ENE
BAT K . BERASZLUENTE (TLC) WE *®Ga-DOTA-F LR
WSR2, RT3 Jik:

%3 AFIRSBRANETR (0.25M) & T RIS LRl R 5 3

] P BRIV (mDD Tk al
1 0.2 60%
2 0.4 66%
3 0.6 85%
4 0.8 92%
5 1 96%
6 1.2 94%
7 1.4 91%
8 1.6 84%

M3 ATLAE , ZE AR AZ IS SR, MBS RN TR =4 0.8-1.4ml
i, “®Ga-DOTA-FHIE B BRI U b 22 Sl B e, F AT BOm T kSl et
W2 20 22 BT FEAIG

SETEA 5

ARSI R A T S ST BN (B BEAT T 5, AR

B 18 M EP &, ¥ A(ZFiRL: 25+2°C). B(60°C). C (95°C)3 4, F4KE 6
9 IFREA AB/Coe's » BEE TR RN 4 BN DOTA-F BE B2 (1mg/m1)25
wg. FERRANTAML (0.25M) Iml BB SEMEER “GaCls BE R (Smei/ml) 4ml, F
0.25 PE/R VIR BRANVA VRN 0.1 BE/RIYELIR 73 A1 pH (% S AAd, RO RHIR
&) a6 S TE S AR N AKX BL Smin. 10min, 15min. 20min. 25min

10
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30min, RMSERRAAE RIS, ST pH 4 5, KA 022 um KRR
ITKHE . 8. MG R Z4UENE (TLC) M5E “Ga-DOTA-{P LR 1K
LA, SRR 4 FR:

K 4 AR S )N B TBURHb 2 2 B 25 SR
TE /) Smin 10min | 15min | 20min | 25min | 30min

25+2°C 40% 52% 56% 65% 70% 72%
60°C 56% 65% 79% 81% 84% 85%
95C 78% 87% 96% 94% 94% 93%

ME 4 FTUEH, EHMFEAANERELT, S7E 95°CTF R 15min [,
Ga-DOTA-F LB I8 11 FCSH AL 24 4t s dp e, IROBEIS TRDRE G L 3ol B BE AT
TR 2 Al P 2 B AR

St 6

RSB AT T AR B T Lu-DOTA-FF PR 10 & 1153, Bk Ay

HU DOTA-REE IR (25ug) N Iml EEERAATEM (0.25M) HENA 0.2ml Hi
EERBER T LuCl BRI (29 2.0mei), FI 0.25 BE/R UBSEREAVA IR 0.01 BE/R I
SRRV pH HE S 4, 1E 95 CemHt R R 15 48, BUHAT 0.04M 13512
Y pH & 4.5 7id7, R CM FEF (BRETE VLw), Bt B R
i, B435) Lu-DOTA-FBEBERR .

St 7

ARSEHEHATF T A K B 225 Ac-DOTA-F BIE [ 7057 (K4 61 vk, By

B DOTA-FHEERR (25ug) M Iml FEIRMERIER (0.1M) K 1ml FrEE R
BAVATLCO.IMD, FEANN 100ul B R BER) > AcCls Bl (£ 0.01mei), FH 0.04M
FIERERIA ST pH 2 4.5 124, (E oS CE&JEitr =B 15 2%, HUH A 0.04M 1 #h
BRI pH 2 4.5 47, HA0P I e, A5 3] 2 Ac-DOTA- L .

Shtts] 8

AL AFF T AR I S Cu-DOTA-F BEBEBR AL 3T (K & ik, BARoA:

EL DOTA-REEERR (25ug) AN 1ml BEERENIEWR (0.25M) HEIIA 1ml 3
EEMRBE CuCly BE (£ Smcei), FH 0.04M [WERBEREY pH £ 4 £ 4, 1E 95°C
SR 15 %0, BUH AT 0.04M IEER A pH £ 4 4, BTt

11
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EIERE, A5 3] “Cu-DOTA-FHHEIER .

St 9

RSB AT T AR 2" A-DOTA-FHHE B BR 72 97 10 & 1 1%, Bk Ay

B DOTA-FELERZ (25ug), AN 1ml BIERAHVER (0.25M) HANA 1ml
BEMRBE Na” At BEB (4 1.0mei), 97 pH £ 7 £47, 95 CAELIRBIB T M
15 43%h, WA pH £ 7 A4, HIN R L EER, 5&8 5 A-DOTA-{F B
TR o

WIS 1-5 RAK °Ga-DOTA- LB N4 SEHEB] 2 £ 1 9’5 S HIJ5vEHl
Z M o

I 1

ARIGN AFF T A KB B Ga-DOTA-HF BEBEER (4K S e 52 PESE I8, HARN:

B4 A~ EP %, KAidAO-@F, Hrh@. @54 A4 7K 0.1ml,
@ @FAHIMNFRET 10 (5 EEAMLIE 0.1ml, BEJG 4 &5 BN B S %
() “Ga-DOTA-FHLEEL 1.0mci, @, @FHE T FiLEQ52TC). @, @SHE
F37°C&EI P&, /£ 10min. 30min. 1h. 2h. 3h. 4h 5% # R4 2N
2 (TLC) e O-@ SIS 202, SRUTR S Fis.

% 5 AL TR T K AL FRRT ) R Ga-DOTA-{7 BERBR I B AL 2 41 RE

10min 30min 1h 2h 3h 4h
iR (EEEAO 98% 97% 95% 95% 95% 93%
=E (i 99% 99% 99% 96% 96% 93%
37°C (EHERIK) 99% 96% 96% 92% 90% 87%
37°C (i) 99% 97% 96% 92% 88% 82%

MFE 5 ATUEH, “Ga-DOTA-FIEBERE 0 T SR B TR T, =R
T AEARHR R AR LY PR, 4h HBUHL 22 2L AT > 90%

I 2

KRB AFF T ARIAK ®Ga-DOTA-FHEBER K HE K A ZEE g, Ak
N

B3 % Sml BOESHES A-O. A-Q. A-Q), FIEEHSHIIA 0.5ml

12
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1F ¥ 85.,0.485ml 22 B5F7K &% 0.25ml £ 0.5mei Bl % (1 ®*Ga-DOTA-F L1,
18 I BE IR 2] 24753 20min, B BA 2000r/min B0 Smin, 43 B4R FERACE
HLAE0. 1ml & 3 32X RARE P (4 4R 5 B-O+ B-@. B-®), JHE T ZMAEOK
HDO.1ml & 3 X RRE (23S C-O. C-@. C-@). ATy #HE#E 4 5
SE AT HUAH IR RO PR, e A U BB K 4T R 2L 1gP.

GRERW, ARUWN “Ga-DOTA-FFHEBEER e /K HC R 1gP ~-233, %
IARIE KB VERCR,  FRVE RN .

R 3
ARG AT T AR K BGa-DOTA-F BRI ML A 45 8L, H
AR

BUF R BB BT AR 1ml % 1. B3 D EP B4 5455 A-D. A-O.
A-G), B BN 0. 1ml F 5 A L3 S 0.25ml £) 0.5mei Fr ] % ) ®*Ga-DOTA-
LR, RE0AET 37CEERTI A 30min. B3 32 Sml &0 73 5 9
5 B-O. B-@. B-G), Al & 5 MR SRS O, BE RS
OEPIIA 1ml B 25%H) =R LRI, 78701825 LA 2000r/min &0 Smin,
G B 3 SO BORE 1 (g 5 C-D. C-@. C-®), EHEEL K
B LI 3 IR AT y TS 43 T 0 e L AU b TSV O PR
TG IR Rk E AL A% (PPB),

SRR, RRWAK CGa-DOTA-FIEERE MK ¥ A 30min J51X PPB A
81%. ML A5G 280k 1, SRR AR 1D TENU A Hh 452 BE (R I RV, B S T
oveaes XS INRTA L E e N

I 4

AR AT T AR FGa-DOTA-FHHEBEER L /I B, P (A N A B 22,
HAEN:

BX 20 R @R RBMNR(ERE R 18-220), BNl N 4 A 4 5 R,
B2 2 B IKTE 5 0.5mei/0. 1ml B 67 4% 1) * Ga-DOTA-F BEREER, 47T 15min.
30min. 1h. 2h JGlkAbSE, BOGRBIMKIL. M. O FF. B B, B B Mg,
LA, BEE VR, JRE R v THECE I e U PRV, G R s 1F )
TR TAR T DIESFIER (%ID/g). ®Ga-DOTA-F B BEER AL /N 5 4 P 43

13



WO 2023/092830 PCT/CN2022/070444

A RUTT 2R 6 Pron:
% 6 *Ga-DOTA-TFF IR R 71 /1N B (04 1 40 45 51
H A BK %ID/g
wE 15min 30h lh 2h 4h
L 1.037 0.557 0.349 0.216 0.159
ixs 0.526 0.658 0.498 0.418 0.325
i 0.665 0.562 0.332 0.350 0.283
Jifi 0.869 1.479 0.659 0.477 0.272
=} 4.658 5.391 3.774 2.414 1.023
| 1.254 1.365 0.964 0.658 0.562
il 7 2.635 2.837 1.622 0.452 0.325
i 0.097 0.063 0.036 0.039 0.061
Je e 2318 3.346 6.693 8.365 4.268
WL 0.472 0.526 0.365 0.194 0.856

& 6 ITLVEH, HEx “Ga-DOTA- LR TR AL 5, 78 2h FHARIHR K
{H (8.365 %ID/g). LR R TREK:, 7EB B IHREUA B T %, {H% 4h i,
R INEE LA R T TS R A TIE 4.268 %ID/g, B 5w T HAh T2 K 414,
VY ®Ga-DOTA-{F BEBFRE 588 1 IOFEFRGR (F BRI, AlikBaE
¥ AR R

I 5

ARRIGBAFE T AR AR *®Ga-DOTA-FF LB IR AE BT 76 % Fa o AS [R5
BEL, HiEN:

HU 1 R %) 2Kg HIBTE >4 e, 20 BRIk 5B 5 1 4 1) *°Ga-DOTA- (R HE %
B 1.0mci/0.2ml, 435 T¥ESE 1h, 3h 34T PET £ 5 214 (K D,

B 1 AT RAE Y, S 1h BUE . BRSO SURH ,
&5l WAAREEW, WERTAREAE;, B2 8K, MEMMEL, M. &
LR B TGR , XU 05 e vk J v ) B e, IR i vk, BB
R IBHER B R AR B HT IR . L “Ga-DOTA-FHERE IR & — N AL SUB R
B, EERTREUS R A UAR R GHRM K AR R, B A B K45 B A TR A
K, FRH R TR I IR R, Ik B SRR
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I 6

W4 SEHEA 6 (K77 VE I3 7 Lu-DOTA-HR BIE B2 78 37 74 22 e rh AN [ B 1] o5
BBEL, BN

B 1 R %) 2Kg FOHTIE 22 S, 20 BREGae korE g e ] #1117 "Lu-DOTA- {7 BE
B2#) 2.0mci/0.2ml, A5 FiES G 1dy 3d. 5d. 7d 37T PET &5 8% (K 2).

K51 7

WS 7 BT VERIA3H 2 Ac-DOTA-F BIE BB 76 37 78 2% S h AS [ IS i)
BBEL, BN

HU 1 R%y 2Kg WIRiTE 5%, S B SER k5t IR s pric 260 T Bk il 2%
f) > Ac-DOTA-FH LI FRZ) 0.01mci/2ml, 45 TVES G 1d. 3d. 5d B:47 PET 4=
24 (E3).

301 8

ARB A FF T AR B T Lu-DOTA-AF BEREEA [ 7E 7% B (PC-3+ H1975,

MDA-MB-231 B # A (G775, AR 5K ' Lu-DOTA- 31
TRz SE ) 6 1T A

(1) TR BRI, % 24 H SPF ZBEMERE R & 12 H SPF i EARE R,
SERUGTRRIEE IS, YR A MR OGBS /e R IR, A AR B R B (29G
Bk BRSO E M AL ERE R, SE RS, EA 25u
(%5 2x10°) PC-3 (12 AN, H1975 (12 RiEME). MDA-MB-231 (12 H#f
Ve SRR IR B SIS, B E s EAL, BEWE T 37°CHIR LR,
R L 05 ik (Rl 6 v 4k 20 5%

(2) FR AR g #efh 4 JE S, A Micro-CT 47k} 36 R BEHAT
i, WE BN R B A R E TR, IR R R 2K,
Ny Kby YRR

(3) NRGTT FHER A4 1 36 Rt i (¥4 8 BRBENL 7 4 4. Hop
FE#IkEST " Lu-DOTA-HFBE B BRI &5 OIS B (100uCi  500uCi) % 2 4,
H 3 R JAEEEKS OIRA, 58/ REFE (oul, souD), A 3

Ro

15
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() BITHREREER: T 0. 7. 14, 21, 28, 35 RIEAHATEMAT
NVETY, B IAR R 6 BB R A ) G AR o 7R NI ) 4 e B B T )
Jei PIRERE A, S BTSN B HES), FFHIEN 30 min JEAEE. 1
TARHEBAT AT A 0 s ATEDIE R, ALK R 5 B R sh A 5
1 gr, BERMERCREAT: 2 7 BRMREBATRERE 1 280 3 22
s 3 o, BAM)ERAT BT 4 2, BEENERSSEAE, Ak
EH. SRUNRT PR

& 7 ARG TG A TS R R 8 BT ERT A

0x 7R 14 % 21 R 28 K 35Kk

fiCHs g
"TLu-DOTA- | (223) (233) (23,2) (2,42 (1,1,2) (LD
TPE I 1

EEEE
7 1-DOTA- (2,2,2) (2,2,3) (2,2.3) (2,1, 2,1, (LL)
RIEEIR

IMEFRE

hokd (13.4) (23.4) (3.4.) &N ) (LD

KRARFAAE TR
KA

(423) (/2.3) (/3.4) 3.0 0 (LD

W O REFHFE 1. 20 3 AEpER, ACRHEEER O,

MF TATLEH, DS 0 RAEL, 47 @%S/ERE ""Lu-DOTA-3E
R (500 0 C YRITEEE S B, NAETERATRE BN AT R AT VR4 (R
WAEFTA LA PR, HAPSSCE M e 2 s A A FNEEHIE ' Lu-DOTA-f
PEBSRRINES 5 JATIAAIEfar 98 SR B AT 28 R AT P20 (11 250 B R 8 o T IS

PR LU, 7R B T S R T Lu-DOTA- A IE I e
(500 u Ci) BHATVRITIS, JERMRFE LR, A2 S J P IIAZ G 260 fe i,
HEFAFGNE " Lu-DOTA-FFBE B ERA YT i 57 0 T HE Lt R AL, X &M
"Lu-DOTA-FHBIE [ 9 /5 6 P o8 i 56 RS VT 7 v O Rl 4T R B 2k

Gity BIRSZiE] 1-9 KRkt 1-8, ®Ga/'"Lu/ P A/ Cu/** At -DOTA- (P BE
BRIORRIC VAT B, SIS A, it R, HAKEMEROR . =i R R4 E
SEVEEUT, MURE ARG, 1N R IR AN 20 SOHvE =2 S i) AR Al o
HH R e SRR ) 1 B TR, R I 76 BT R PR (Y i ) e LA P R PR B 1
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BN SR VR Bl IR T PETUR P25 -

LA b (0 S 51 5 AR e W] — Bl S 81, T AN A AR K SR o A W
(10 S 91 PO P 4 5 I AR 15 AR R A ZESR ORI RO AR I E L, i 2 U R IR AN K
B AR 326 7E SRR o T A B R B SE T, AU I B AR N S AE B R B3
PE57 shETSR T PR Ay St seitats], A T AR BRI v .
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Eh

Rinn A

BAERF
L BRI T FERR O bR R R e A B 2 2 BT B A

COOoH CO0H
(\ P ,/1
N NK
ROOC S N P
HiN—
/
N
HanP’>(_QH
PO24z
AT
2. — MR T AR AR IR B 2525 Bz dh, HARIEE T, 45
= 11 iR,
FOOH cooH
’\N ——
/
N A
HOOC i réim(ﬂ
HN
L\_N/
T PO
® 1

T,

Horp A NI ER R, TRiEN ®Gay Lu. PPAc, *'Cu. PAt.

3. ARHEBCRIZER 2 Bk s MR e B L 22 B Bk, AR AELE
HTBU A SR T T 95%.

4. WMRABEBURIER 1 TR B AR T M Rl R S i 46 7 vk, HURRAE

fET, BREUT DR

S1. WG 1 5TRISERRUT e S R AE B A 2

S2. AW 2 1 BtOAC VAR I HCI/EtOAe » RBLAE b &4 3+

S3. KA 3 I pHCL o, B ARSI POCLs F HsPOs, I s i,
A HEREIRIEREIE, N HO , iR, AR A 45

S4. LAY 4 1 HyO ¥ N DOTA-NHS-ester ¥4, B 5 I\ = 2.1
R BAE R T AP

H e S anh
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HoN
Boc o} HN: H
1
HN—\_\; \)Lok _\1 / HCI/EtOAC N/ POCI3, H3POs
—_— N —_— —_—
\H \_>> ha \—>70H PhCI, H,0

\

1 2 3

MWﬁL % g
N/ DOTA-NHS-ester HOOC N _—N_ 0O
_—
TEA, DMF/H,0 HN
OH g
HZC\)3_P>> ‘\_\; ;
N

POzH,

]

5. MRIEBURIEK 2 B 3 Bk BS MEAR G i & U, HAHIEAE T, B
i B T AY SO PR R SO, 5302 I Jrs M8 PERR i) .

6. MUBBUNEER 5 Pk 140715, HREe T, O ZE A “Ga, 'L

B “Cu B, R T WAWER. FEBRNER. KIBGHEZ R BRERIR &5,
WRA M pH A, B, FRIES pH A, KE. 18, RS

M TEZ R A P Ac I, B LA WIER . FFERRMET. Pk L
VB BUR AR 2R BRI G 3 5), RS VAR pH {8, B, FRRIET pH
. KE. 3, B,

MBS TEZ R A PN AL R, K T AR IR RSO A R
ERVEBOR S, WEATIRA A pH A, XL, FERET pH {H. KE. 38,
L

v

>
Jim
o

7. WAERRNER 6 Bk i & 7%, JUREAE T, MU R &N “Ga i,
¥ 20-30pg X TAHAWIIA 0.8-1.4ml #JEH 0.25M [IFEERENA W BEGIMNGE
J09 20mCi 1) “Ga Eh¥E W IRAIA], TR AVEWIN pH (H 0 4-7, TREER 5:
80-100°C e, Lk y 95°Cs SIS IA] A 10-30min, fRIE7 15mins S )5 135
pH (A 55 3R LAWK N 1mg/ml: “Ga EREWRIIIKE AN SmCi/ml~

10mCi/ml;
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MR 2N L B 6 20-30pug 3R TAL AN 0.8-1.4ml A 0.25M
MIBEER NV, BEJS IMNTE BN 2mCi 19 Lo 3G IRAIH2], AR AE
VR pH {E N 4-7, PN 5: 80-100°C 8L, fLifey 95°C s SR [H] 7y 10-30min,
Peise A 15min; SR YEYE pH AE A 4.5; R TALAWIER K ZE N 1mg/ml; L
TR 10mCi/m]~20mCi/ml;

MR 2N 2P Ac I, 8 20-30ug 3R TALA NN 0.8-1.4ml #SE A 0.1M
PR ML BRI TRAN 0.8-1.4ml WKEEA 0.1M [IATEEBRENTAWL, Bl S IS BN
0.01mCi ) *Ac $hiE: RAIE, EIRAEIN pH (4R 4-7, HLiEN S
80-100°C J 8, Pk 95°C MM [A]JY 10-30min, LG 15mins S5 I 7
pH il 45; R T AWERKEN Img/ml; PAc HFBWIEE N
0.01mCi/ml~0.02mCi/ml;

IR PER RN M Cu ), # 20-30pg RIALEMIINA 0.8-1.4ml ¥ E N 0.25M
(AT BN VA A BE S NN B SmCi 1) **Cu BA W TRA 5], HTTRA TR
() pH {E N 4-7, fLiky 55 80-100°C [, HikA 95°Cs I [A] 2 10-30min,
LA 15min; VAT pH MEM 45 3 T AWK E N 1mg/ml; *“Cu
RV A SmCi/ml~ 10mCi/ml;

M PR R N AL, K 20-30ug R TAL AP 0.8-1.4ml ¥ ¥ A 0.25M
BB AN BEE NG 1mCi 1 2At EvAR: RAWA, ARG
TR pH BN 4-7, ik 55 80-100°C B, Ly 95°C s SRS 1) 2 10-30min,
RN 15mins KNG IES pH A 75 R UL AWIERIKIIE N Img/ml; *At
R EE A 1.0mCi/ml~2.0mCi/ml

8. WIAURIZER 1 Frik (M s T A M LE il & 3 L BB 5 i T B R M IR 24
P IR -

9. WIBURIER 2 B 3 Bk I A W7ER] & 3 R AR SR T e B Mg b
T RIZA R I R o

20



