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L. —MAMAE, TR 4 H A -

(a) #E1TTANDY A PR+ e VU 2012 Bt Ik (DOTATATE) 4% 54 5

(b) — el 22 Pk i 25 /0 25mg/mL i A2 5E AL A0 o

2 AR ER IR A &4, Hrp s 177 A1 DU 3+ e DY 22 Bl ik (DOTATATE) [
&AL E /5mCi /mL ) ARAE «

3 AR ELR IR A &4, Hrp 8 177 A1 DU 3+ e VY 212 Bl ik (DOTATATE) [
&AWL A/ 10mCi /mL I B AEAE

4 MFNFERI B 3L — TR A, b BT iR 460 B0 56 R Fh B 2 Fh A e 7)o

5. AR EL R AP AR — TR (1) 7732, Forb il — Fh el 22 M g 71 L5 — Ph el 2 Mt
MR RA YD

6. AR ZLR 1 5P AE — TR () 7732: , Ferb i — Fh sl 22 Fh s 5 1 B 36 — P el 2 Fho
FHERZEAL &) -

T RRER1 B 6 R — TR FIH &Y, A Frd AP B4 2 0 —FPurk R ik
G E D —FORIRRREA S .

8. WA ERIZBTHAL— AT IR 20 &9, Hod pirid — Fhak 2 Fhfs e A&7 LA 30mg/
mLEG B R B A AE

9 WA ERIZTHAE— TR G, Ho prid — Fhak 2 Fde e 7L &9 Lh40mg/
mLEG B R A AE

10 BRI R 1B 7T — AT IR FI 20 A4, oAb Birik — Fih B 22 Fhfe e A A4 L5 0mg /
mLEG B R E A AE

11 ACRIZER1Z 10 E— TR 2054, o rp BT i 2064 2 /K Ml 37 o

12 8UR BRI B LT — TR (A &4, HAp 8 17T R DU R 4230 -+ e DY 2,12 B
Jik (DOTATATE) ()28 &9 2 A UL T 4544 -

o3 Ie

o

[CASase
Ay

HO

CHy

13 BUR| BRI B 129 — T pT iR I 25 &4, s LCH#T , FTid 20 &9 i ik
S A FEAE3 R N 95 % 8m 195 % o



CN 116528904 A W F ZE Kk B 2/8 Hi

14 AR E R 1 Z 129 — TRT IR I 25 41 &9, Ho @ i HPLC A T, BT ik 21 & W i
SIS S REAES R N 95 % Bl s 1795 % .

15. —Fhtfi] 2 "Lu-DOTATATE J7 32 , 045 «

fE—Fhak 2 M e A S WA NIRAEITTAD R AR+ e VU 2R B il Ak
(DOTATATE) ,

Horp BTk —Fh ek 22 FhA 2 7L A9 L1 Omg/mLEL K T 10mg/mL I S A7 7E

M T B8 177 AU S8 4 301 e DU 202 B Ik (DOTATATE) 48 54

16 BRI ZESR 15 B il 1) 7532, Fo ol 0 & DU R 4 30 1 bt DY 1 B2 ittt ik (DOTATATE) 19
KIS LTTIR G

17 BRI ER 1I5 B 16 BT i 1) 51, A BT iR — Fh il 2 FhA e AL A ) LA 20mg /mLECK T
20mg/mL ) &= AEAE -

18 BRI B SR 15 2 17 H A — T ik 1 77925 , Ho o ik — Pl 22 P e 7746 & 4 LA 30mg/
mLEY A F-30mg/mL A EAFLE

19 BRI ER 15 2 17 HAE — T ik 1 77925 , Ho o ik — Pl 2 P e 77146 & 4 BA40mg/
mLEY K F40mg/mL A EAFLE .

20 BRI ELR 15217 HAT — T (1) 5925, Fovp BT iR — Al 22 Fi s e 71 AL & 49 LL50mg /
mLEY KT 50mg/mL I &= AEA1E

21 BRI FER 158 20 AT — T Fir il 1 77 75, o v BT — Fh B8 22 Fi s e Sk & 0 1
—Fh LL10mg/mLE K T 10mg/mL It EAT1E

22 BURNFER 15 Z 21 AL — TR 1 775, o BT iR — Fh B 2 Fpf e FI e —fhai 2
FREUIR MRS S -

23 BURNFER 15 229 AT — T AT b 1 7 7%, Fo P BT iR — Fh B 2 F A e FI & — Fhak 2
FORRHER AL A

24 MR AFNE R 15 Z 239 AT — AT IR 11 77 15, Fo v Bk — Fh B 2 Fih s e 1) LG — Fh
8% 22 Fh %2 /b 10mg/mL 1) & 1) R HH IR ISAL A W Al — Fih 5 22 Fh 22/ 30mg /mL 1) & {030 I R 28
wEw.

25 MR AFNE R 15 Z 239 AT — AT IR 11 7 15, Fo v Bk — Fh B2 Fih s e 1) AL — Fh
8% Fh %2 /b 15mg/mL 1) & B e HHERISAL A W Al — Fih 5 2 Fh 22/ 40mg /mL 1) & {030 1 AR 28
waE.

26 BRI B R 152 25 AT — AT IR 1) 77325, FL P A 17T R DY SR e 30+ e DU 2 B 2R
i Bk (DOTATATE) [FIR &4 .

27 BRI EL R 26 BT I 1) 7512 » Fo A BT VR S 0 #4460 7 582> F-60 43 b

28 BRI EL R 26 T I 1) 7512 » Fo A BT VR S 0 #4650 70 582> F-50 40 86

29 . BRI EL R 26 BT I 1) 7512 » Fo A BT VR S 0 #4840 73 sl 2> F-40 40 b

30 BRI EL R 26 BT ik 1) 75 12 » Fo A BT VR S 0 #4830 70 582> T3040 b

31 BURIEL R 26 BT I 1) 7512 » Fo A BT VR S 0 #4820 73 52> F-20 40 b

32 BURIEL R 26 T I 1) 7512 oA BT VR S 0 #4815 0 ali 2> T 1590 b

33 AR PEAHN B R 152 32 L — AT IR 1) 7 2%, L P 48 1 7T R DU B4 30 1 — fe DY 1R
Bl Tk (DOTATATE) HIVRA#I7E£980°C £ 10°Chn#k.
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34 AUFNE R 15 Z 329 T — T FTIR (1) 778, Feh 88 177 R DY 8 4 R+ b DU 2R B iy
Jik (DOTATATE) FIIR -G HI7E£180°C £5°C fn#i.

35 . ARHE AR E R 15 34 H T —TATR (5 1%, B B 5 A E TR IR A4 -

36 BRI FLR 15 B35 L — T i, AR A 2 )5 TR 17T B a1 =
DU 2,15 B ik (DOTATATE) B4R &4 ST &R &

37 AR EL R 36 BTk i1 77 9%, 2o vb TR i 5 41 &0 2 AL 35 — P el 2 M e e L & 7 i
IKPEH A

38 AR ER3THTIA I 77 v » Hodh Frid e 75 4 & 90 45 1 0mg /mL 8K K T 10mg /mL ) £ 1)
— PPl Z FiRE AN EY .

39 AR ER3THTIA 75 v Hodh Brid e 75 24 & 906 2 20mg /mLBE K F-20mg /mL ) £ ff)
—FpElZ FiRE A EY .

40 AR ELR 3T ik 1 77 32, Ho A iR B 77 20 &40 7 30mg /mLEY K T-30mg /mL Y & [
—FpEl 2 FiRE A EY .

AT BRI E SR 3T FT i 1 75 32 , Fob BT e 5 415 06 2 40mg /mL 8% K F40mg /mL ) £ 1)
— PPl Z FiRE A EY .

42 BUFIER 3T FT i 6 75 32 , Fob BT e 5 4145 906 4 50mg /mL 8% K F-50mg /mL ) £ )
— PPl Z FiRE A EY .

43 BRI SR 36 ZE A2 FP AT — AT b 1) J5 ¥, Fo b BT i B 5 215 038 B 36— P ke 2 ol 3%
A7

44 BRI ER 15 A3HAT—TTIR B 5 7%, H 8 1775 DO 4238+ ke DY 218 B2 il ik
(DOTATATE) FRHIR SR AL 7 R T-98 B8 /K 24 & 1" "Lu-DOTATATE

45 BRI B R 15 A3HAT—TTIA B 5%, H 8 1775 DO 4238+ b DY 2018 B8 il ik
(DOTATATE) FRHBR SR AL 7 R T-99 8 /K 4 & 11" "Lu-DOTATATE

46 BRI ER 15 A3HAT—TTIA B 5 7%, Lo 48 177 AR 1 /K571 5 DU A2 30+ — e
U 2. 7% B il Bk (DOTATATE) VR & -

AT BRI ER 15 B ASHAT— TR B 5 7%, e B 58 17710 s b SR 1 i (b /K 71 5
VU3 -+ e Pl PR B ik (DOTATATE) 1R & -

A8 U SR ZAT AT —TRFTIA B 75 ¥ FeA 48 17710 R R /K57 5 DU S8 44 R+ — 0t
VY 2.7 B8 il ik (DOTATATE) VR & o

49 . —Fpit) 45" "Lu-DOTATATE /5 1 , 45 -

15— FhER 2 FhPUIR M ER R A VI HIAFAE R 177 58 5 R+ kil 4R 3
K (DOTATATE) [ 7K PE I FTE A

ot iR —Fh k22 PP YUK IR 25 4k &4 LA 30mg /mL B K T+ 30mg /mL () B A71E »

M T B 177 AU S8 4 301 e DU 2012 Bl Ik (DOTATATE) 48 54

50 —Fitl] £ "Lu-DOTATATE R /53 , L4 «

E—FElZ MO RIS EVIAATE T BB L1TT 588 TR A AT 25 Y 218 B
Jik (DOTATATE) 7K A il VR &

Hor ik —Fh ok 22 RO A EZ 540 A0 LA 10mg /mL B K T 10me/mL [ A7 1E

M T B 177 AU S8 4 30 1 e DU 2012 B Ik (DOTATATE) 48 54
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51.— %" "Lu-DOTATATE /52 , (4% :

TE—Fhal 2 Fifa E FG S W IOAEAE R 48177 565 DU R L3+ — ke DY 2 W i ik
(DOTATATE) FI 7Kk R SR £ T — b B 2 A 22 751 Ak A M08 F — Al 22 P B8R I R 254k
YR —Fh el M R S

Hod BT ik — ek 2 Fhf s 1k A0 A 10mg /mLEY K T 10me /mL Y & A7 7E

NI TR BCEE 177 AU B 38T e DY 2R B2 il K (DOTATATE) 48 540«

52 AU EE R 51T IR ) J5 1, Forp pr ik — Fh 8k 2 FhAS 2 7146 & P UL 20mg /mL B K T

20mg/mL ) &= AEAE -

53 UM ZL K51 TR i 77 v, Hodh pIrik — el 22 FhAs € A & ) LA 25mg /mL B K T
25mg/mL I & AEAE -

54 AUHERE1FTIA I J7 %, Hodt prik — el 22 FhAs € Ak & ) L 30mg /mL B K T
30mg/mL ) EAFLE

55 UM ZL K51 PR i 77 %, o pirik — el 22 FhA € Ak & ) L 40mg /mL B K T
40mg/mL I EAELE -

56 UM ZL K51 T IA I J7 %, Hodt pIrik — el 22 Fh A g Ak & ) L 50mg /mL B K T
50mg/mL A EAFAE o

57 . BUFIELR 51 2 56 H AT — I BTk 1) 5 v2% , Fo b BT iR — A al 22 A ol IR R 2R 46 & 4 A
10mg/mL B K T 10mg/mL 1) T AF1E

58 AR A FINE R 51 Z5TH AL — AT IR 1K 77 1 , Fo v Bk — Fh B 2 Fh e e 1) AL G — Fh
8% 22 Fh %2 /b 10mg/mL 1) & 0 JH R AL S W A1 — sk 22 Fih 22 /0 30mg /mL (1) & B PU IR LR 24k
a0

59 R AFNEE R 51 ZB5TH AT — AT IR 11 7 1, Fo v Bk — Fh B 2 Fih s e 1) AL G — Fh
8% Fh %2 /b 15mg/mL 1) & 1) R HHERISAL A W Al — Fih 5 2 i 22/ 40mg /mL 1) & 030 1 R 28
tEY).

60 . HRARE AR EL R 51 257 H AR — TR IR ) 7732, Ho A in i 177/ D &4 30+ = P 4
ik Bt I (DOTATATE) [RIVR -S4 .

61 . BURIZER 60T IR I 7735 , Ho A Bk VR A W F#440 7 Bh 8> 140408t

62 . BRI EL R 60 BT I 1 7512 » o A BT VR S #4307 52> T3040 b

63 . BRI ZE R 60 BT IR 1 7775, Ho b B VR A Wi #4207 Bh 8l b 120408t

64 AR HEAUHN B R 51 263 AL — AT IR 1) 7 v, L 48 1 7T R DU B 430 1 — e DY 1R
Bl Tk (DOTATATE) FIVRS#I7EZ180°C £ 10°C T n#k.

65 . AR PEECRIEE R 51 64 H AL —TUAT IR 1) 5 1, IS BRI A5 A H TR IR 59 -

66 . B A B R 51 265 HAF — TR 1 5, P ER & 2 5 B a1 7T AU A 2 R+ —
Fe VU 2.1 B h ik (DOTATATE) f28 &4 S TC 7 &R A -

67 . BRI EE R 66 A i 1 77 7%, Horb BT iR e 75 2H & 0 2 B 45 — Fh ol 2 R A& 2 R4k & 0
KA A

68 . BRI EL R 67 Frids i 77 , Hodh ik B 75 41 &) .45 10mg /mLEY K T~ 10mg /mL Y & [
— ek Z MR E R E .

69 . BRI EL R 67 Bk i 77 , Hodh ik B 75 41 &) 7 20mg /mLEY K T-20mg /mL Y & [
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—FhE 2 MR E A .

70 BUFIE R 6T FTIA I 77 7%, I b BTk e 77 46 W0 2 30mg /mLER K T 30mg /mL ] £ 1)
—FhE 2 MR E A

71 BRI R 6TRTIR I 7775, I b Bk Bt 77 4 & W0 & 40mg /mL L K F-40mg /mL ¥ &[]
—FhE 2 MR E A .

72 BURE R 6TFTIA I 7775, I b Bk Be 77 46 W0 & 50mg /mLEL K F50mg /mL ] £ [
—FhE 2 MR E A

73 BURE R 66 2 72 AT — AT IR 1 77 ¥4 , Fovp BT IR BC 77 4 & W i B — Fh ol 22 Fi
S=Rile

T4 BRE RS LR T3HAE — TP IR 1 715, Horp 8 177 5 PR30+ bt DY <R B3 ik
(DOTATATE) FRHIR SR AL 7 R T-98 B8 /K 4 & 1" "Lu-DOTATATE

75 BUFIEER51 B T3 AT — AT IR 1) 7515, Fo R 8 177 5 DU 2 38+ e DU 2.1 B8 il ik
(DOTATATE) FRHBR SR AL 7 R T-99 8 /K 4 & 11" "Lu-DOTATATE

76 BRI EER51 B TS AT — AT IR 1) 7515, ool 88 177 () i AL B IR 1 1 AL /K 51
PO+ e P PR B ik (DOTATATE) 1R & -

7T BUFIEE RS B TS AT — AT IR 1 7515, Foh A8 17710 SR B K57 5 DU 4 R+ e
VY 2.1 B8 il ik (DOTATATE) R &

78 KR FE RS ETTHAT— ﬁ%@%ﬁ%ﬁ¢%ﬁ%ﬁéwaﬁn%Nﬁwﬁﬁﬁi
+ DY 2. R B ik (DOTATATE) fr14% & W1 2) Y BE Sy %8 71 25mg/mL I — Fh Y 22 Fh A2 5 F4k
“.

79 BRI EER T8 Tk (1) 75325, Fo Fh Bk 2H & W A0, 45 30mg /mL B K T 30mg /mL 1) & 1) — Ff
BZMRERNEY .

80 . BUFIE R T8 ik 1 77 7%, o b Frid H & WAL 35 40mg/mL 5K K F-40mg/mL 1) & 1) — b
BZMRERNEY) .

81 . BRI EER T8 ik (1) 5325 , Fo Fh Fridk 2H & W A0, 76 50mg /mL B K T-50mg /mL I & 1) — Ff
BZMRERNEY .

82 ARFEAL R EL R 51 81T — TR I 777, b Brik 41 & W 45 DL 22 /0 5mC i /mLIF)
BEALE R TTAIY Z 3+ e DU 2 FR B Tk (DOTATATE) (48 540 -

83 . BUFIER51 E 81 H T — T TR 771k, o ik 4 A A4 L2 > 10mCi /mL ) &
EAERIEE 1 TTRNPU B A AT e DY R B2 i iR (DOTATATE) B4 &4 -

84 BUFIEL R 51 283 AT — T IR 1 751k, Forb Bk 4 & W B 38 W sl 2 Fh AR 2 71

85 . BUF| 3R 51 8 84T — AT IR (1) 77 v , Forp T i — Fh sl 2 Fh A B 36— ek £

LEARINIIN S A=Y/
86 . BUA ZER51 285 AE— I idk (¥ 75 i , e v il — b ol 22 Ah RS e 45— Fh el
FhEREFRAL S0 -

87 ARIEALFIZL R 152 86 AT — W FTR 1 77 v% , TG A 75 0 BB i P & 4 177
U2+ —J5e DU 2.2 B Ik (DOTATATE) 4% &I 4L &4 -

88 . —FVA T R A BTV B

(a) fE—Fh B Z FhA2 € AL BV IIAFAE R R 17T7T 588 YR AP0 1 e P 4R B th

6
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Jik (DOTATATE) /K VIV & » BT A2 e AL & ik 5 — FhER 2 FrpuR iR R4k & )l —
Tl Bl 22 Mo IR R 2K A0 & W, T T A% - 177 A DY %8 2% -+ — 4% DU 2, 15 B8 i Ik 16 4% & )
(DOTATTE) ,

HA gt A A AFED #1177 DY B4R 1 kel 282 Btk (DOTATATE) (4% &4
FN2) e R 22 /b 25mg/mL I — Fh L 2 Fhda e AL &4 s BA &

b) [r] 2.2 Jiti FH Tk 40540

89 . BRI FE K 88 Tk 1) 75 ¥2% , F Fh Fr ik 2H & W A0, 6 30mg /mLE K - 30mg /mL 1) & 1) — Ff
B MR E A .

90 . B ZE K 88 FIridk 1) 75 ¥2% , F Fh BTk 2H & W A0, F6 40mg /mLE K T-40mg /mL 1) & 1) — Ff
B MR E A .

91 BUFIE R 88 BTk [ 77 7% , I b Frid & AL 35 50mg /mL 5k K F-50mg/mL &2 [ — Ffr ik,
Z g WG .

92 BRI EL R 88 Z 91 AT — I AT il 1) 77 ¥2% , Fep BT iR A1 & W) 6046 LA 2 /D 5mC i /mL () AT
TERI TR & 177 A1 DU 4% P01 bt Y .12 B il JIK (DOTATATE) 48547

93 AR Hi BRI FE SR 88 F 91 H AT — Tl Bk (1) 7 ¥, I A Fir i 2 & ) L 46 L & /0 10mCi /mL
P EAFAE I FTIREE L TTADY B2 3R+ e VY £ 1R B il Ik (DOTATATE) 2854

94 BRI EL R 88 Z 93 HH AL — T ik 1 7 ¥2: , Fo o Bk 4H & W) B0 46 PR A Bl 22 g e 57D

95 . BRI FE R 88 94 H AT — T Fir il 1 7 75, Fo i BT iR — Fh B 2 F g B R FE — Pk 2
FREUIR MR S -

96 . BRI ZE R 88 2 95 H AT — Tl Fir il 1 77 7%, Fo b BT iR — Fh B 22 F s e R FE — Pk 2
FRMRIR RS -

97 . BRI EE SR 152296 AT — T Tk 19 77 v, IS B PUR MR B A S48 1TTR1/
PR A A+ b DU 2 B2 B K (DOTATATE) A/ BE& 177F0/ B Y B 43+ = e DU 2B 21
ik (DOTAATE) 28 A TR A 2 Bl E PLA R4k & P 2k

98 AR 4 A FI EE SR 9T AT I 1 75 ¥ , BTk 77 v AL 6 A 52 UK IR 24k & WA HR N s b
A T B TR A S PUIR MER R &) 51 TR/ B Y A e DY 21 B K
(DOTATATE) Fl1/B5& 177H1 /B PU B A+ =5 VU 412 Bl )ik (DOTATATE) (48 &R A o

99 . BRI EE SR 9T BRI Tk (1) 77 1% , Herh B iR PUA MR R A V) Prdh iR s

100 BUF B3R 97 2299 H AT — T Tk (1) 77 7%, Fo v T IR UK I R 24k &5 4 A& HUR I R
BN

101 BRI ER 152 1007 AE — AT IR 1 77 v, Ferp BT iR & 177 A DU R 2238+ — e DU 1R
Bl Tk (DOTATATE) 28 & B DL T 4544«
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o3 o

o1 2

~ |
ﬁ\r\

HO

102 A B R 1101 — T IR 20 A Wy v, Heh Brid & 177 A0 DU 28 438+ —
J DU 2.1 B Bk (DOTATATE) H4% 4452 " "Lu-DOTATATE (""Lu- B i fik) .

103 38 I AR EL SR 15- 102 9T — T BT i (149 5923543 09" Lu-DOTATATE.

104 38 AR EL SR 15- 102 94T — T BT I (149 75923543 09" Lu-DOTATATE.

105, —Fh A FE AR B3R 10385 104 5Tk £ T Lu-DOTATATEFI 25 M1 4440 -

106 . BRI E R 105 AR (1 25 A A9, Forp Brid 20 A W) U AL 22 46 7225 °C , 3R 53
R LA _FfRyItE] 995 % 8%k 195 % .

107 AU ZER 105 BT iR ) 254054 , Forh Frid 20640 B T80 A 2 4l B2 4225 °C L, 5R B3
K LL_F Ryt E] 995 % 8% K 195 % .

108 AN A EER 1052107 FAT— T T IR I 252l 54, Forb BT id 20 & W 45 — PP el 2 Fh
10mg/mLEZ AT 10mg/mL A & A A2 5 AL &40

109. BRI B3R 105- 107 AT — AT IR I 254 &4, Hob BTk 20 & 0 45— Fh ek £ Bl
20mg/mLE{ K T-20mg/mL I (I 2 FIAb &40 .

110 A EER 1052107 FAE— TUFT IR I 252l 54, Fob prid 2H & 0 45 — PP el 2 Fh
25mg/mLE K T-25mg/mL i) & e 2 7L &4

111 AFIEER 1052107 FAT— BT IR I 250 54, Forb BT id 20 & 0 45 — PP el 2 Fh
30mg/mLEY A T-30mg/mL A& a2 FIL &4 .

112 BRI B R 1052 107 H AL — TUATIR (25 A A1, b BT 20 A ) B 46— Fh Bl 2
40mg/mLER K F-40mg/mL & I Fa & FIL &4

113 BRI B R 105- 107 AT — AT iR I 25 4L &4, o BTk 20 & 0 45— Fh ek £ Bl
50mg/mLE% K F50mg/mL & () 54 € AL &4 .

114 AR EER 108 = 11 3T — T IR I 25 W20 54 » o Birid — Fh sl 2 P s e ) L 46
—FhEZ PPN MBS

113 BRI B R 108 2 1 1AHAT — TUAT IR (25 A4, Fo b BT il — Fh Bl 22 Fh A2 e 7 L 3
—FhEZ FOR IR E D .
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114 AR IR ZER 108 2= 11 3H AL — T AT IR I 25 W) 2 &4 , Ho A Bir iR — Fh 8l 22 iz e 71
BLFE—FP B Fh 2220 10mg/mL 1 & (1) R AHER R AL & W) A1 —Fh B 2 Fh 22 /b 30mg/mL 1 & 1 H1
W IMREN A -

115 AR AR R 108 2= 11 3H AL — T AT IR I 25 W) 2 &4 , Fo A Bir iR — Fh 8l 22 iz e 71
BLFE—FP B Fh 22 /0 1 5mg/mL 1 & (1) R AHER ZR AL & W) A1 —Fh B 2 Fh &2 /D 40mg/mL 1 & 1 H1
W IMREN A -

116 . AR AR ZR 108 2= 13— T AT IR 252 &4 , A iR H &) B HE —Fh ek
Z Fh30mg/mLE K T-30mg/mL I =PI MERIAL EH)

17 ARIEACR ZER 108 2= 113 —T AT IR 252 &4, A iR H & W) B HE —Fh ek
Z Fh40mg/mLE K T 40mg/mL I =PI MR AW

118 AR E R 1082 1 L 7THATE— IR I M AW, Ko Frid 2 &Y B 5 — Fhel 2 Fh
10mg/mLEY KT 10mg/mL A & AR ERSSAL &4 .

119. —Fh 3% "Lu-DOTATATE S AU B 3R 128 14t AT — TR Bl AR R 103 2 118 HE —
TR I8 1) 25 W A0 A W i B 7 R

120, — 035 "Lu-DOTATATE SRR 2 3R 128 14t AT — TR Bl AR R 103 2 118 HE —
TR IR I 25 W A0 A Wi 2 77 sl r &

121 . — 3% "Lu-DOTATATE SRR B 3R 128 14t AT — TR Bl AR SR 103 2 118 HE —
TR I 25 H A ) B 5 545

122, —FPATT A JRE 1052 3 10 7 15 A 6 161528 3 i A5 248 19" "Lu- DOTATATE
BRCR B SR 1 14T — T BRI ZE SR 103 2= 121 AT — TR I 2540 &40

123 BRI LR 122 iR (1) 77 7%, Hodr BT iR 52 38 F8 A 1R N 20 W g

124 . BUR| B R 122 iR 0 7 v, o Frid 2 i & BB YR H B 5 W< 0 g < il < B9 28 L
I = gl ) R = gl o = o A NN E By e 2 el R R 2N o B AL

125 BRI EER 123851 24 iR 1 77 1 » ) BLHE VEAki 4 28 P 43 I g o A K3 25 2 AR BH

G
126 . BRI E SR 125 BT 11175 15, Hodt F®5Ga-DOTATATEAN IE By %2 5 W7 S22 31 30 seqh £
N W IR A AR KA 2R S AR A T .
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ST YR T %

[0001]  AHIIEER20204E8 H 27 HIEAZ 7 41)*5 963/071138 1) 3 [ i i H 1 AL 64,
ZHE AN A 5 IR .

B AR sy
[0002] A% BH3EAL 7 B PE 259  Lu-DOTATATE (T LuBe gl k) % H 254l & 0 , iR 3t
T H#4"Lu-DOTATATEAL A ) FI AL 35 T Lu-DOTATATE [ 25 4 & 0 () 5 15 o

BREAR

[0003]  JHUR 1254 4% H T a7 As W b o Fo b, JBURH I FR 10 2 7 C A H TiR97
H B E .

[0004] X LEHIFH ) AR R T — LBl , E0 AR 2 PEANGRITUYI 5 T Bk ik o 5 a3t , 055
TBURHMME A R Wi 7 V1 2L & W T A ) 26 A0 i A7 91 18 2 P e o AR SR R v U A% R H
TBCYI R -5 241 ) ) P JFL Al I 11 A 2 SO 5 BT 3 B8 70 FD 2 i AR A U128 PR 5
[0005] PRt , o 7 AT B (R0 AN A FROTBOR PR 245 4 1 75

LIRS

[0006]  FRATT I LE 4 45 (L R 12 2590 T Lu - DOTATATEAL &) « ) 4% BTk Ak & 40 1 732 DA
J 35" Lu-DOTATATE (A 250 20 & W FVE o7 77 1.«

[0007]  HAT, FATRI T e, 1) A= m b B  Lu- DOTATATE R 7 12 , 4% HLAT vk
SR T Lu- -DOTATATE #R N I R 52 7 I8 P88 R/ s 4 6L P e 2 I, DA J2.2) 3789 Lu
DOTATATEZJ WA G4 , A 1] 28 J5 A& K 1) il A7 B[] A PR TS A 22 i B (491 4 > 90 % B
95% ,3. 45 RELTE K, 25°C) 40, 15 S WL S il 25 3

[0008] i B 7 VA AN 25 A A ) B FE AN B — R AR e R R R R A
— R AP IER R A YA /B — PP a2 R IHER BB

[0009]  BE HL4AkHL, JREEI 25 S ETE: (o) FE177RIDY Z % P+ e 1Y 2, 1R B iy ik
(DOTATATE) [ &4 5 A1 (b) ¥ & N 22 /b 25mg /mL ) —Fh B 2 Fh A2 2 AL A4

[0010]  FERELLTT TR, S b, BT IAEE 17781 DU 24 3+ e DU 2R B i Ik (DOTATATE) F 4%
EWILLE/15,10.15.20,25830mCi /mL A B AFELE «

[0011]  FEIELLTT I, Bk — Pl 2 Mpfe e FI 46— Fhel 2 Mi s R R E4 .

[0012]  FEIELLTT I, Bk — Pl 2 Ppfco FI A HE — P el 2 MR IR R &) .

[0013] 75 L)L 15 1 J7 THI » i ids 2540 40 & ) B0 6 3 5 22 b AN () P e 91 o 7 4R ) A 3
()77 1, Tk 25 40 & M B3G5 20 —Maudk R & Y 20— P oe IR R G4
frAe e .

[0014]  FEFELECALIE T7 1, — Pk 2 FhAs e FIA A 4 LL30mg /mLE BE K 1) A7 E T 2544
HEYH

[0015]  fEFELEALIE T7 1 , — Pk 2 FhAs e FIA A 40 LL40mg /mL B BE K 1) E A7 E T 2544
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HH

[0016]  FFFELCALIE Ty 1, — ik 2 FhAs s FIAk A& P L50mg /mLE BE K I B A7 E T 2454 4
HH

[0017]  FEFEECHLIE B )7 T, — Mk 2 FhAs e Fik &Y BL 292530 358(40mg /mL 224550 |
55.60.65.70.758%80mg/mLI EAF1E T ZiHEYIF

[0018] 7R LLAL 1 1 7 THI , Z3W) 2 & W AL FE P AN [R) A 771 R a2 1) PLaR i B 284k
G0 aPTIR IR SR AN /B BTIR MR , F12) WAHER R A4, tn e RS -

[0019] & 4 3th, BT ik 25040 & W =& 7K PR i 7)o 7E BRI 1) 77 1 29 A S REn &
figt B A A WU o (R S LR 1 T T, A9 SR DR EAE W, NTFHEY S
5%.4%.3%.2% 1% 5%0.5% W E &) B, 41 W 2 BE s AR A HLIE .

[0020]  Frid b A HPVU S 223+ e DU £ % B2 il ik (DOTATATE) LA LA 45441
OH

HOOC— [ /—COOH [/;' \] “Y 7\
—N N— AN ' Y
. - / -
| I \_,,.\u/ H/Nu, »\\/_,N\\ \_-NH
[0021] o g o) =0
Q H < Ry N

NN TN,

[00221  ""Lu-DOTATATER FiRfb &L I4E 17745 &1, AT LA HI DA R S ﬁgi@ﬁ:
f/ j )@

i \*/\r\*

o s

\ 0
0
N
Y\H
0

[0024]  7E—ANJ7iH, #2447 14 T"Lu-DOTATATE (R 45 #92) BIT7 vk, ﬁi@%f Fh Bk

%W%E%MJ@A%Eﬁﬁfﬂmé}%@l??%ﬂwﬁwﬂ =5 2R B K (DOTATATE, b THI 1)
Z5F1) , IR TLuAIDOTATATE (4% &0 o T AR T LuAIDOTATATE (1% &4 (19 A0 355 b 3R 235

PR PP A1) 1) S AT IR A SR RN “HRN OB

[0025] & X4, fFridk — ek 2 Fh A e AL A 0 BA Tmg/mL BKCBE K () & A7 7E TN B F/

s SR, A T ORI B0 358.9.10.11.12.13.14.15.20.25.30.35.40.458¢50mg/
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mL B K.

[0026]  FEAILIE 1) 5 THI 44 AT ids DU 44 B0 1 — he DY .12 B Jik (DOTATATE) 5481779 A1
FIKF

[0027]  FEgE— AR IE R 7 T, B ik —Fh Bl 2 Fhds e AL S BL12, 15,2080 25mg /mL B B
KT EAFAE TN AN/ 5 25 A & A R 5 1, Frik — A a2 Fhs e AL & LA
30mg/mLEYFE K[ R AFLE T BN S AN/ B WA & o AE 53 AR 5 T, BT ik — b B 2 o
F g 71 LA40mg /mL B BE K B FE A7 7E T HR N R BN F /B2 ) 20 A v o 78 X — D7 TH) , BTk — Fof
B 2 P S E 771 A5 Omg /mL B BE K [ R AFAE T RN S NN/ BRZ A S

[0028] 7R L)L 15k 1 7 THT , P FR B2 FPOAS [R] () e e AL &9 R 1 B —FF LA 1 Omg /mLEY BE
KV EAFAE T RN N AN/ B S

[0029] 75 ELA)L ik i J7 T, A7 AE T N I SR/ 525 W 4 & R (R BT iR — ek 2 M s e
FIELHE—Foh 5 22 Fh TR IR AL A o 78 SR LS AR I 1 J5 T, A7 AE TR N SR/ 8k 25 e &
Vb B TR — el 2 Fh AR R HE— PP ek 2 MO IHER R AW .

[0030] 77 EL A ik i J7 T, A7 AE T N I SR/ B2 W 4 &40 R (R BT i — ek 2 M s e
FIELHEZE /78,981 0mg/mL 1) & [ — FhEL 2 PR IHER R A& ) A1 22212 15.20.258130mg /mL
(B 1 — e B 22 Fh PR I ER 2R AL A4 5% /D 15mg/mL (¥ & 14— Fh ek 2 Fh (1) R IR 28 L A
YN 22 /b 40mg/mL 1) 5 11— Fh Bl 2 Fh Uk BRI &40 -

[0031] 7R ELE Ty [, 47 7E TR R MR/ B P2 A 0 1 s e 7l 1 & /b — Rl Bk
MEREAAEY), Rl 2 Pk MR 25, Gndidk MR ek »

[0032]  fidkth, 75 R A RN B 3 Lu-DOTATATE LASR L 25 W40 &40 2 BT, VA BT Bt
IR AL & P e A I B A 1) 40 B B 75 A7 AE T S 65 17 7R DY S84 30+ e DY £ FR )
i1k (DOTATATE) BN SR I 5 o 451, o] AU SR H K PR R 24k &4 (il an i 3p
IR 4 J8 2 5 9 AR MR EN) ROREAS , 1 a7 a0 RS (/N RASE) A& 1 77 R0 D R 30+
VY 2R B K (DOTATATE) BIHR A R BEH , DL CRPTIR I BR S S IR A 2 046177
YA FA+ —he I 212 B il ik (DOTATATE) 28 W IR 5 A5 AR FIFE , 5 AN 23 56} il 2 B
02856 4 I P 1) PR TS A 2 R o 1 7 AR AN B2

[0033]  [A| ik, JRAL M T B FETE R BUIR MR R AP S8 1 7TTR1 /5 DY R 4230+ e DY 2
fig B K (DOATATE) , #1/ B 5& 1771 /BRI B2 30+ =4 VY £ 12 B Hh Ik (DOTATATE) HI4%&4
TR 2 B E B MR B A YR 40 . A3 b, TR BRI R 284k &4 2 W e AE IR N R
[ A R TR TR A PR IR A A S5 EE 1 TR/ B Y R A A+ ke Y
LR B K (DOTATATE) 1/ 85& 177H1 /B 238+ = 4e VY £ 12 B il Ik (DOTATATE) #)4% &
VIR AR P T IEF , Frid TR MBS 0] DR PUIN IR 2, i I ER e »

[0034]  7E BEEu Ak (1) J7 1, AN HR TR B8 177 DY SR 4% 3R+ ke I 20 1% B b ik (DOTATATE)
(IR A o LEHE 2 10 5 T, B B VR A P i i AR st 18]/ T 25 16000 Bh /N T 25 5000 Bk /N
FETFA0 B NTFET 30580 N FEF 200 B el F5F 15 8.

[0035]  FERELCALE (1) 7 1, #8617 7AI DY B2 8+ ke DY 2.1 B2 it ik (DOTATATE) VR &)
TEZ180°C £10°CEZ180°C £5°C FA#H,

[0036]  7E LA I 1 77 T » A% R B B 7 V2 B G Ak 5 A A TR V54 -

[0037] 7 BE LAk 1 7 T, fEVR & 2 )5, K EE LT 7RI DY 4% 30 e DY 20 R B o K
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(DOTATATE) 4% &4 S0 7 A WIR A AR, FTidFL 5 4 &9 e 1 & — Fhak 2 fhfa e

I G K PS8 i, IR L5 A A FE L5 .6.7.8. 980 1 0me /mL B B K,
20mg/mLEE B K, 30mg/mLEY 5 K, 40mg/mLEE 5 K, 550,60 70805, 90mg /mLuY, 5 K [ & 1%
TEM—Fh el 2 Fda e A &4 .

[0038]  7FBLULAR i i 77 T , BC 5 4L A DIl A & — Fh el 2 Fh 20 B 711

[0039] ¥ Kb ffe i ) 5 T KA 1 7T RN DO B2 30+ e DU 2R B2 il Bk (DOTATATE) #f 5%
Y4177 5 DU A Ze R+ VU 2 1% B8 ik (DOTATATE) — 24 i "Lu-DOTATATE [ B8 /R 24 &
038 9 KT RN RN A A P R4S 177 () BE 2R 24 B K98 % , BK 1799 %

[0040] 7 & S £ 33k (¥ 7 1T, K5 48 17 7 B R 1 K R 5 D0 R 2 R R DU 2R BRIk
(DOTATATE) JR & - Uit b, F4 88 177 1) pi A S BUER VE A 07K 771 5 DU R 2 38+ — e DU 2 FR B

i Bk (DOTATATE) B & o 5] 4, 885177 (19 ER R /K 57 5 DU S0 4% B0 1 — e DU £ R B2 itfy Ak
(DOTATATE) V&4 -

[0041]  7E—NJ5TH , HRAE T AT 3R i A STk 7 345 19 T Lu-DOTATATE

[0042]  7£—ANJ7 T, InA SRR At T A3 Lu-DOTATATERI 25 4H & . AL vk L, 2 &
WP TS A 2 A P AR 25 °C T 3K BB KN [R] P D995 %6 BB /&, B R 25 °C TR 4 K Bl K JE] Y
95 % Bl B i, w726 5 Bk 5 K [ IR A] P SA95 % BREE 1 . WA SO IR, A8 16 M, 8 S HPLC A
SR VP Al U A A

[0043]  7E—ANJ7iH, 34 T A% T Lu- DOTATATEBR A SC ik 254 20 & 4 i B e Bk ) e
BEAN B4 T AR A Lu-DOTATATE SR AL 32 Tk 2520 & W i 2 71 Bk 7 6o

[0044]  7E—ANJ7TH, B4 T — BhyA T BB TR E (19 5203 1K 07V o T IR 7 VB A 32k
Jiti P A5 2 T Lu- DOTATATE SR A SCFF ik FI 254 4L &0 o

[0045]  {F REEL T, T ik 5238 B A 4 N 40 WA HRE o /6 S L T, FTid 2 i B VR H
L7 EL 7Bl 7N N S8 N = w731 = gl 7 N = i A NN B N e A R 2o s
22N G HA TR

[0046]  TEHRLLLTFTH , ATIR 524038 A B A £ P 23 W I8 (GEP-NET) i 1« H i Fl Js
Ji PR 25 PN 43 A T IR o

[0047]  {ERLULT5 T, AT 2R A AN ] V) BR B RS A 28 P4 2 3 g

[0048] 76y [T, BT 5 v 455 20 dok Y- 28 2 (0 A 22 pAY -l e A 26 K41 2 52 Ak P
SR ) E 3 LAFEAT VAT, 6 i fs FH 2% Ga - DOTATATE R iE By - % 5 7 2 4

(00491 A HIE AL T Lu-DOTATATEAL & 0 RN AL-E WIE 6 7 AR ST (955 B it v
&

[0050] 7 WAL T 45 25010 05 3% , BT iR 26 4% T Lu-DOTATATEAL S AN 4L 5400 »
PLIE ST A ST RITIR A998 B IiE -

[0051]  "NSCATE T AR B [ oA 7 T

B4 P& 354 B

[0052] (&1 7 #1148 "Lu-DOTATATE R M 2 .

[0053] P12 Y T S tafa 1 1) A o) % i AR P R AR

[0054] P37 7 I ] 6L B R pH Lu 17 74N B 49 L B0 , T S5 3 Tk
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[0055]  KE|47R T PiIA MER AN AN e IR ER X Lul 77T HR N H 43 LI 52, 2 S5 3BT idk
[0056]  [%5: # A2 (R TECH PEHPLC 1% 1 ) 20 Bt (SEHEH513) o UV (220nm) 55 % S #8000 15 e
Z 0. T Lu-DOTATATELE t, = 10. 250 Bl P, B AR AKE tR=11. 450 B M

[0057]  [%]6 (FL 4 EI6A-6B) o FEI6A : 7F 15 A [ 52 114 J AF 2 147 5 17 v A4 27 2% J5E FTHPLC A3 #7 ]
6B £ AN [FIHR B TR A S B AL 2% 24 R AHPLC /)T " Lu-DOTATATEAE t, =10 . 24 Bl i
B, B RTE t, =11 . 45 BB Bt o

[0058] &I 787 1 St dyi] 3 ri i ik ) 700 95 96 5 AR 355 5 % 1Y PEHPLCHE o

BRI
[00591  #m1 b Fik, ' "Lu-DOTATATE AL S L i4E 177 (TTLu®) 4554
,":" Ny /;"‘b" ~\//OH S
HOOC—\["]/—CoOH [~ ] § 7 \
N N— 0 S o 4/,, /,—‘—;1/',. ‘}.\1\ /'/
N 0 I L <
HOOC—/ L "\ ‘( NN Y N —_
[0060] H 8 o o) =0
0 _S o wy HN
| \
il clN ohiie o " ONH
e /[ H J |
. O . O
HO HO
1
[0061]  FFH o] LLHH DA R &5 #23R 0
2 2NN
-00C \’_./ COO- “ ™ / \\
—N N—/ N AN '
Lu 0 - ot bl “(
N N N —\
_OOC / \/" \\ /\ \/1 \N - \/ \ _"NH
H | 7 H \
[0062] 0 g 5 o) )
/OL n ,7;,3 H HN
LYY
-
o)
HO HO
2

[0063]  'T"Lu-DOTATATEH F462% (TUPAC) & Hk "Lu- DU 44 ¥R+ —Je DU 2, 1% B8 i ik B
TTu-4,7,10- R HHE-1,4,7,10- PUGA IR+ Bk - 13 - 23 -D- 26 T RUBE - - Ik 2k -
Tk 2 Bk - D - €00 S I - At - 5 e - K B - 75 R A (T'Lu-4,7,10-Tricarboxymethyl -
1,4,7,10-tetraaza-cyclododecan-1-yl-acetyl-D-Phe-Cys-Tyr-D-Trp-Lys-Thr-Cys-
Thr-OH) %7~ . T"Lu-DOTATATER 43 T R AC Hy [ LuIN,,0,,S,, 40 T 5 CF 4 T8) N
1610.61g/mol,

[0064] 275 DLF & IR BFEAL AW 23 &1/ 150 AR K B, S 07 D
SESCANF o BRAE A BUE , AT B A BL S ARIEA 2 L F

[0065] 5& X
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[0066]  UNASC AT, RiE“—A> (@) 7 “—A (an) ™ “Frid” MFEA KW bR SCH AT R 2
ARTE (e ) 2 ERCRI ZE R 1) R SCHR) B3 AR 0 46 B 0ORN 52 30, B AR AR ST 55 A i B
RS E R SOPE.

[0067]  ASCHTHMIE S “F1/80 & — M E 575, RonfiR I H A4 1 “F1 , DU LA
TE A T H 1“5

[00681 gl 57 0 B, AR ST Ik (1) &5 A A 7 ok 25 B0 95 T 3k 45 4 1) B S AR A 22 3K, B
FEAAKI IR O IRFISH AL o (Rl E , A8 i BH AL A 4 1) B — SEARAL 25 S M A DL RS B S i) A
FHIEXT B S A AR VR S D EAE A R BTG L Y

[0069] AR SCHT FH IR TE “297 S48 (8 1 vl $2 52 1% 22 Ju L, 350 0 Bk T BT i 4B 1) I 5 B
B 5 7 3o FE S U T T, ASATUIS AR N 53 AR AS SR FH 0 “20” R e RIE I £20% .
FEHLA TS TR, AT B AN RO AR ST FH 1“4 R HRR e RIEN £10% .

[0070]  4nASE fif Y, BT AR R I “BEAC b4l )7 2 45 @ bRk o A7 73 (U0 2 4 33 (TLC) .
U PR K 7 RO RE € (HPLC) AZRESE4E (NMR) T HE (MS) ) 52 1, 8404550, B e Sk i
B T R B 1 2% 5 B3 — 20 ali A AN 20 I 321 40 o (1) 0 B AN A 2 R o, B A 2 RN 25 B
P O 45 G TR A A T T XA ) R R Al L AR R Ty, SRR B Al RiR THIES
T bR v 2 B 5 R G , Hodh 2955 % 2160 % L4165 % L 21T0% Z175% 2180 % £185%
2190 % £195% 2197 % 2198 % £4198.5% 4199 %  £199. 5% 84199 . 9 % B £ ()73 T2
B—EY), BFESMNE EIR &P EH B — AR Ak

[0071]  4nASCHT L BRAE B A HE IR RS VAT (treat)” . “YAJT (treating)” M 16T
(treatment)” f& Fi5 MR Fk B RO 000G  RRE BOIR I » 55 BT IR 2998 99 i OHR e A 25 ) — Fofr 2
Z PREIR o 72 3R LT T, BTl A TE Fi (140 A2 388 T K A R B B ok ) 370 e P 25 B IR BB o i
EVCHR I )R8 38 A 755095 o i BCRR O 1) it e B0 Ak B /N o 75— B T T, Frid R B8 12 7E
R ST 9 93 RE BODR B0 R IR H B i A SR B A AR . AR SCRT R R AE IR T
(treat)” . “VGJT (treating)” Fl “VBJT (treatment) ” ZE K 35 Xt 32 iR & (W L FL3h¥) 195
o5 IR BRI VAT AR DL =30 (1) 6 BRSO RRE BRI B ER4 BESE
AR s (1) Gfpedn RE BRI , BRSS9 o9 i BCIR 0 BE R T 18 , B e By
RSP I E B R O APRER 5 A S (111) BT iR 503 e R 0 1 300 2 B R , P e v B
BYYE R T IR 0 T RE IR o AR E SE it T B, BT IR RTE VR IT (treat) 7 VRIT
(treating)” M “VGJT (treatment) ” 53K o5 Xl FLAN A (9 4n RS04, 5140 N 2K) 135
I3 S IRE BORE R VAT (UG B3R (1)« (G1) Al (111) PR ED—Fh) o an A4 2 &6, & %t
SRS VR EE L e A BRI MR KR it B TR] S 259040 EAE FE RT O E 1) P B AR 1Y) 1)
A]RE A2 L, FF H AT DL AR 408 8 R N G IR T A SO IR 1) BH 3547 5 R SI2 56 SR
SE

[0072]  4NASCHTFH, FEik R iE 2R 7 F0 “HR 2 0] 348 o Bk ARE 27 A B
F TR, Gl A, AR AR R KIS (B0, 245 8 5 2E R IR R R A
/N R AR (Bl an , 1 BRI AN o 24 8 Sl 7 Brp , Frid 2 il 2 N o
[0073] &%

[0074]  #£—/Jy i, ' "Lu-DOTATATE (fo3545492) Al LA K" Lu (58177) 8L & 164
' "LuCl, SDOTATATE (4046 I I 45 H 1) 4, ot Lo (8177) 3 s (k' " LucCl i
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ADOTATATE (G135 N 11 (I &5 44 1) SR il 45 -

v > N
O & 5 ® =0
10 \/\H W%NHJ
0O
HO HO
[0075] 2
77N\ /';" s \//OH S~
HOOC—\ [ /—COOH [ ] " Z \
~N N 0 - NN ';\\ /
v Tu R L <L
HOOC / \\-— \”//- \\ N N’/ \\../’N\\\' - ‘NH
| J \
., =0
e \(" \'N NN = o NH
HO J N ([l o
HO N HO
1

[0076] & Y4, 4 A4 IDOTATATER] LA WIS | BT IR TE % , f9] iRaheem® ABiocon jugate
Chem.2020.https://doi.org/10.1021/acs.bioconjchem.0c00325. 4L 5471 DOTATATEH
FETHE .

[0077]  R7 43R, A SCHTIR 49" Lu-DOTATATEALHE L3k 45442 LA & " Lu-DOTATATE ) H Atk
2R AT, A SR K Lu- DOTATATE A3 KA b vk 7 TS5 M 24k & (B op T Lusi
Jii b 5DOTATATE S ¥ Bk ik 2 Frs ELAMP HARES 73 (portion) BLE 7 (moiety) (f5lhn—A
85 A HAB ) 4% 2 o3 % Lu-DOTATATE 9 A DAL 35 B b3k LRN2 e B R IR 6 2 47k i) At
SEAR SRR, IRV I D LRN2 BT IR ) ST AR R AR

[0078] 7 &K' ""Lu-DOTATATE, B LAZEHR N i 3 ot 2 T R 148177 ("Lu) 5DOTATATE
VR O 2 M, FTR T Lun] AR N, SR A AR N AR (n.c.a.) BOEE1TT. N TRk
17T 5DOTATATEAL EWIIR AN (B UN2s &, BFEEE) ke — PPl 2 Fhia e AL & 17
ETFRGHED.

[0079]  7E—ANJ7H, #1146 "Lu-DOTATATE K 77 vk AL 36 78 — Pk £ Ak SE AL S FEAE T
REHEITTAIY B3R+ ke DU 2.1 B h ik (DOTATATE) ; FEHE & 1 77 A B 2 38+ 4 Y
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2. T B itk (DOTATATE) 145 S W (125 B8

[0080] Rt Hh , 4n BT sH il I, FEHR N R S HT, Bk — FhEk 2 Fds e A & BL7 .8, 98K
10mg/mLEG B8 K [ B A7 AE o 75 HELL J5 TH , 7E RN R N HY, Bk — P as 22 Filfe e 7140 & 4 A
20mg/mL B K I A7 7E o 76 FE 88 07 T, 7E RN B A, BT iR — Fh il 2 i s e R A & 4 LA
30mg/mL BB K 1) A7 AE o 2 FELL 7 T, FEHR N B, BT IR — Fh Bl 2 P s e Rl & 4 LA
40mg/mLEL H K I B ATLE 7 5L 7 TH , TEHR AN N 1, BT id —Ff sk 22 Ffs s AL A 4 A5 0
605,70mg/mLEL 5 K HI FEA71E

[0081]  flidktth , firid —Ff ok 22 P RS e AL FE — Fh ol 2 FhHU IR M BRI &4 - 5, BT ik bt
M ERZRAL A o] LR FEHIIR MR 28, G Hidh M iR e »

[0082]  ffikih, Frid —Fhak 2 MpissE A —Fh el 2 PO IR R A& P a0, Firid e iR
TR AP mT LR EA R T IR IHER «

[0083]  fLikh, 7E B AN H , BT I — PPl 2 Fhf e 71 7 222056, 7.8, 984 1 0mg /mL 1
B —MEk 2 B IR ER 2K S A1 £/ 10.20.30 4088 50mg /mL (1) & () — A Ek & Fh iR i
FRRAA N AL T LT T, E RN R LA, Bk — P al 2 Ffs e 5140 & 2 /0 15mg/mL Y & 11
—Fh k2 A IR ER AL A AN 2 /D 40mg /mL ) & — Fh K 22 Fh TR I BRI AL &4 -

[0084]  ff ikl , hnFeE 177 HNDY 301 —he Y £ R ER il ik (DOTATATE) [R7R &4 o 75 JE 24
J5 T, B R A #2043 B sk /b F20 7% 78 R T T, BT TR S N #1550 Bl k> 15
/\IJEEIJO

[0085]  flLitih, FEZ980°C £ 10°C YU N INFvEE 177 FIDY 20 28 36 -+ e VY 0 1 2 it ik
(DOTATATE) VR &4 . E S8 5 TH , FEZI80°C = 5°C IR E R ImAGE 177 AT B 4430+ — 4
VY Z. 7% B2 il fik (DOTATATE) FIVR-E40 -

[0086]  FTid i A FE I G A ENEE 1 TTARIDY S0 44 PR+ — he DU £ % B8l Jik (DOTATATE)
BED.

[0087]  FERLLCTT I, fE T IR IR & 2 J5 , B P iR 4 177 A DY S84 30 1 — e DY & 1R B8 Ik
(DOTATATE) [{14& & W) ST HA VIR A ik, Frid B /7 & & — Mk 2 M e
FIE B AW . (5L 5T, TR e H A YA 55.6.7.8.95%10mg/mLEL 5 K &
) — Pl 22 P e e L G4  AE RE L T T, BT BC 77 416 ) A 5 20mg/mLER B K & ) — ik
Z R R E I B o (E JL L T, BT E 7 4 A )AL 5 30me/mL R B K ) = i — Pl 2 Pl A
TE T o AL T T, BT IE 75 2H A0 61 7% 40mg /mL B B K 1) 8 1 — Pl 22 Fh A e 7 4L
E W AL TS, BRI 7 AA A, 5506088 70mg,/mL B 58 K fK) & i — F B 22 Fb A 5 71
tEY).

[0088]  7F LTy, BTk AL 77 4 & Wik AL 45 — P ek 2 M55

[0089]  ffidkih, ¥4 177 HR A DU P ke VY LR B h ik (DOTATATE) H a4 451775 Y
BAER A 4P 2. B ik (DOTATATE) A2 """ Lu-DOTATATE ff B /R 24 B AR % K TN R
J7 Hp A R R 17T I BE IR R 198 % o 75 LE T THT KA 17 THR N DY A+ —he Y 2, 1R B
fi ik (DOTATATE) v ofe #8177 5 DU R A3+ e U £ B2 B il ik (DOTATATE) ZE ' "Lu -
DOTATATE A BE /R 4 T AL 126 2R K TR S S H A FH 0 8E 177 BE /R M 199 % .

[0090] ik th, K5 #5177 B R P /K55 DU S 4 R+ e DY . F% Bt Ik (DOTATATE) VR & o
LS 7 S RS 17T A SR 1 A K ) DY A ER - e DY Zﬂaglﬁﬁaﬂi:
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(DOTATATE) V&4 -

[0091]  fR3% A" "Lu-DOTATATE I ] 4 AT ALK — AN EE 2 A LA R 2 38, Ak A UL T A BB b
B~

[0092] 1. 7EW] DL AR I B 25 2% 1 /i B LAt 25 28 rh R (B8 177 38 2 i, BT iR 58 177 7] 47
FET 8 KR PRSI, 5 4nHC1 #1771 o

[0093] 2 . 4DOTATATERKS & /K G2 &4 R BN Z2 i) VR4, ik & /K g2 i & B &
—FPEL 2 PR IR A A ) (B WP IR I ER ) AT IR, —Fh ek 2 AR IRER L &4
(G AR ER)

[0094] 3. ¥ DIR2(DOTATATERK 50 R 1 EE 1 TTLH G WVIR & - il , v] LUK D IR 216 AT ik
DOTATATEHK?HAWWJD%UQ% HITTHY /J\aﬂitlj o

[0095] 4. 4RJ5 A LLANAADOTATATERK AAE 177 TR &40, A e i , BEAT BERE , 4 N2 5 I AE
70-90°C R, B S AU, 7E75-85°C NN E6.7.8.9.10.11.12,13.14,15,16.17.18.19
204751,

[0096] 5. MFAAbEE5E A » o iR ‘59%45’1/tm%f%’/mjzf&%i/m (F14n25°C) FAH
£0.1.0.25.0.5.1.2.3.4.5 68773 8. vl i 1) & A D RARTR SN N & F —
Fh a2 FhPTIN LR A0 A4 (19 oA I ) AN 3k tth — F B0 22 Bl AR BRI Ak A4 (41
JEREER) 1K EZH A9 (BC 5 4HA4) SRAR A 21 vl 7 F IR B T =\ (B @125°C) '~ H i
FHHERMBNRAGYH

[0097] 6. 985 AT LI 2 BRO VR & e 4% 2 & A KM &4 (AT LU 5 25 B85 i FH AR 1] (1)
BT H &) s deH, ik /KM H S AS — M el 2 FhPih R R &4, I HAE R R
G A —Fh B 2 ORI R & BT iR IR Al @it — AN 2 A0 . 22umit JE AR AT
ToH I 98, LR BRS8N B IVAS SE 2548 . v LAY B BT 5 7 s AR 3 b AT e FH L AR
RN, 72D R6 58 B I A5 R AR V3R 2K VTRE0.5 RN .

[0098]  7£ 575 i, " Lu-DOTATATE f 1l 4 A0 35 &1 1 B s 51k D v o il am, M Lu N T
EATAEO. 0AN HCLH 9" LuCl o 38 24 8, 100 148 1) S 87 28 b 0 7T LA 6 456 19me /mL F) 12 AE
fi% .57 . 3mg/mL I PTIA ML RN A3 . Tmg/mL [KINaOH o 45 A4 1% (O BC 77 4 & Y0 AT 4518 . Tmg /mL
() W HE R 56 . Img/mL A FL IR M ER4HN .5 . 3mg/mL A NaOHANO0 . 4mg/mL i) — 2% =& 1L 2. R
(DTPA) »

(00991 skt B s I E H AV H AR

[0100]  Zj¥)ZHEH)

[0101]  #5—J7 1, 324k 7 25451

[0102] ik ZMA G T UL BFEKEHEY, TR /KHEHEERTFELD) HE17TH
DOTATATE) 5 & W) H12) —Fh ek 2 Mhudh MR R &4

[0103]  HABHLIE ) 254 & W] LKA G, Frid /KA AV EFED 8177/
DOTATATE) 45 &9 HN2) —Fhak 2 M R IHIRE G -

[0104] Bk BARIE I ZGW A &P DLATE KL EY), Frid K HEH &P E 1) #8177/
DOTATATE) &4 s 2) — FhEk 2 FORIHBRIE AW s F13) — Pl 2 Bt R &4
[0105] @k — DALIE I Z WA G Wik ] LB s KR A9, ik /KA &Y aHEL) #8177
FIDOTATATERI 28 &4 : 2) — M Ek 2 FiORIHIR KA G5 3) — Ml 2 Mtk 2R &40 s F1

18



N 116528904 A W OB P 10/30 B

4) —MELZ A

[0106] Rt , Z5 W40 &1 B AR 22 Al o 22 /095 % , Horb BTl 20 A ) 7 1) 4 S5 7E 25
"C B BB A I (433 L4 B R B B K ]

[0107]  FERSLARIEM T, TR A EMA G EEAH LS AHMHEYN B ER2% .
1.5%1.0%8%0.5% (K& MRS 17T, Horh ik 4 & WEH1 4 5 (R 7225 °C BB I
W, B4ERr A K3 R B3R LA L

[0108] 7 53 4 B4R 3% 1A 7 THT , ] LIS e 7 S PR A I e 52 (RS FEHPLCRICH MEAS ) 5 v i
HHEAN G EENEL YA EY B EES%4%.3.5%.3%+2.5%.2%-1.5%1%
50 5% 5 U 0 27 42 5, Fo b BT i 20 & W 75 1) 4% J5 PR 4FTE 25 C Bl AR , H 4 Rr Ik
Al K F3RB3R LA L

[0109]  7E 5B &ML I 7 TH , 40 Al 38 i HPLC/ UV AR A B 5 , Tk 25 20 AS & S B A
A A i E RS % 4% 3% 2% 1% B0 5 % [ & Ak 2 4% 5, F b pirad 21 &9 7 il
7 JE ORFFAE25 C ol AR L , HAERF AT /K3 4.5 R BB R DA F o

[0110]  7E R AMNAARIERI T TH , b A A2 D) AEEEAHIL2% . 1.5%.1.0% 5k
0.5% ({5 fn w36 gk SO PR A W (CELHEHPLCTSUR VA ) 7 ) B R B S G LTT:2) N e
FHEANEIT5%.4%.3.5%.3%.2.5% 2% 1.5% 1% 50 5% [ & RO L 5 4% 5 (19 4
A3 R A I (CELFEHPLC AU A ) #f72) 5 FI3) A EEABIL5% 4% 3% 2% -
1% 8%0.5% (5 anm] 38 i HPLC/UV 43 #r il 22 ) (1) & (A4 27 2% 5, I 5L 3L o B i 24 6 W 7 i) 4%
JE PRIFTE25 C ul SR AR , H4ERE LAl K F3R B3R LA L

(01111 FERELCAE ik (1) 75 T, 3B HPLC o (BLFE U MEHPLC) 5 2 5 /K7, AL 38 A SC R
AR R A

[0112]  {ERELLJ5 T, BT ik 20 4 & 0w FL il v F T B A0t L 490 e ok o S JULPRI P S 52 A
BT A N R I P e o 8 40 S BT 25 0 2 A 0 EL A A T RN UL S R R R Y
T AEARIE B 5 T S BT 2500 286 A TC ) g FH T R P9 i o 72 BB D T, BT IR 2454)
AW a] CACLZGI K I T e

[0113]  FERELCT T, BTk 250 4 G = K I 73 BT B AR &4 il an T35, 3F
A5 Lu-DOTATATE A e 1 1) — B8 22 Fh oA I RS0 490 s A1/ B12) — Bk 2 ol Jo I 7
B &Y.

[0114]  7E FESG A0 & (1 77 T, 324 T 90 /K s i B BB A9, JL AL HE . 1) #5177 H0
DOTATATE[ 2% &4 s F12) 22 /b —Fhfa @ AL A9, DLk HON RE S 70 1) & 28 & W0 2 5 it A7
HH 1A 0 661 BT 3R 2 S W R SR AR o 38 24 M, T Lu- DOTATATE [ 3K B R 7E ol 4 J5 1.2 3ERA K Py $2
At 25 /1> 100MBq/mL R A B TR P , D3k i 25 /0 250MBg /mL , B %5 /30088 400MBq /mL » 75 -6 5
T > TLu-DOTATATE fKIVR B S 7E FLib 4 J5 1.2 3804 K A H A 10025 1000MB /mL FI A4 AL 5t
P, A% 1250 22 800MBq /mL .

[0115]  7EFELLT5 T, Fridk — ek 2 Fs e A &9 7] LLLL 22 /0 5mg/mL, fRIEHL 22/ 10
20.30.40.50.60.70.80.908% 100mg,/mL A 7 B 1] 7K M 245 W0 40 & W i s AEAE

[0116]  FERELLTy I, BT iR — FhEk 2 Pz e 71k &4 ] BALL % /> 10mg/mL , B % 720,30
40.50.60570mg/mL =94 £ 11K PE W 4 A 0 T A AE

[0117]  7E 5 AN RELL Ty T, Bk — Fh a2 Rl e A &4 mT LLLL 2 /02054 25mg /mL , BL &
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7133040506054 70mg/mL s 4 & I 7K 1 25 M) 20 & D ) T RATAE

[0118]  FERELLTy I, Brid — M a2 Fide e AL G2 IR ER (2,5- R FHRR) sl
PR MR (L-Pudh mER) B 328 (9 sk MR ey) B2 R N- L -L- Br 2R N - Tt
F-L- RS A R B R LB R - AR R (1 — Bl a2 A, D0 i R I R
.

[0119]  FEIELET I, ik —FhEl 2 Fifs e A& Y2 D) RIRRR (2,5- R EORHER) i
EhE2) PUIA MR (L-PUIA MR B L £6 28 (1 P A M iR eh) H i —Fh el 2

[0120]  ZEHELUTTTH, BTk 2654 /K 71 7E 2925 “C BAK T-25 C I 145 i 18 2 /0 24 /Nt 7224
25°C B T-25 C i AR 5T 1 22/ 48/ NI, 7525 ‘C B T-25 C Y IR 5T A 22 /D 72/, B
1625°C B T-25 “C B (R AR 5 B 247N 22 120 /8B, 75 2925 °C B T-25 °C B 1 4553 1 M 24
/NI ZR96/ NI, 7E 2025 C B T-25 C I I LR 5T B 247N 284/, #E 2925 CEAIK T-25°C
IR DR L 24 /NI R T2/, e il A 7E 2925 °C B T-25 CIF DR B A T2/ o

[0121]  FERLUE Iy, E4& 1 7TTRIDOTATATE {48 & W T AL B2 A7 — b B R R = b e 42
AR (R 58 A B0 A% 1 DLV B 9 5mg/mLE% K T 5mg /mL IR & ) — it L 9 o = o g 5
ZRaE TN A VAEAE NPT THE I, A1k 3 2 /b — R e g FIAL SR DR MRS .
[0122]  FEIELETy i, G0 AT ish iR (), —Fh Bl 2 Fhs e R4k G ml DLYE T i 1 77 FIDOTATATE
(148 AW 2 Ja BN, 1 T 2E 52 6 4 - L7TFIDOTATATE VR & W N JE i\ « i Fr i i
), A, 76T T Lu-DOTATATEZ Ji5 I A& 52 AL & v i 28 20— ol 2 R I iR 2k
PR, 90, A 7 0D IR 435 SRR R B AR I D N X b A 5 Ak B9 o 75 R 28 7 T, 71 TE
F% T Lu-DOTATATE 2 J 348 #8112 RH R Ak B 10 » 1) Bn 2 1 252 B8 465 BRI F3E 6 AR B 77 o Al
Fe 8 AW o LEIX T T, 7E I FEE 1k J5 SR & — Fh B 2 A e 7R /K 50 ml LR 3
A E T Lu-DOTATATE 52 B8 A4 (1 i o

[0123]  FEIEUETr T, 5P /KW nT it — D B FEEE A7), 9 A AE JE J 8 1 77 FIDOTATATE [ 4%
EWNIGININ, DAIE G B R 48 A HIAE 17T . A& A 7 AT LB G I —Fh el 2 M s £
BRI, BN 2. — %V 2. (EDTA) Fl — 24 = e F. 2. (DTPA) B H 25, i& 243, ' "Lu-
DOTATATE/K P ZH-G 4 LA 2290 . 01 220 . 50mg/mL ) B AF1E

[0124]  ZERFHIPLIEII 7T, ' Lu-DOTATATELE A& ik P4 P 10 JC 1 M 3R 14t o 5 24 3, 24
FIBZM 5 H3.6210% GBqZE11.1+110% GBI &1 " "Lu-DOTATATE . PUAN VA T JE 1 , 461
WEREANE YT RS — Ik, BRI N14.4210% GBq%44.4+10% GBg.

(01251 figifdh, " "Lu-DOTATATE VK F pHYE FH 4 . 5558 . 5. 7E4E HIP R A J 1T, ' Lu-
DOTATATEYA K I pHYG N5 27

[0126]  VAYT 5k

[0127] 48 i, 324t T Lu-DOTATATE (BLIE 1 322) ¥4 ¥7 i i P& , ik Jees i 6 475
H g (a0, B st 48 7) el (a2 S5 s B ) i (5402 i < 181 g« A5 45 i ek
B JEE) Al S AR AN A B B (52, O B B R L AR (AR PR BT R
R IR BRI A 42T B E

[0128] #4554, ""Lu-DOTATATE (FLE 13k 2) T F TR 77 #0240 A 23 WA P ORE , B35 /b #h 248
SRR L B AN

[0129]  ZEiXFh 773, ""Lu-DOTATATE (ALF L3R 2) W] 4% R 7 e hl BB (1914, 4 /) Ji
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Je R/ it FH T a0 NS5 5203, ol andss N va 97 B ) B 9 29185 2GBq 22 29 156Bq % 20GBg L
KF20GBq, 7E 2L 75 T , BEANIRIT F HAR ) & 83 . 6GBq B £11.1GBq , I H.i&E X Hh, AT LLLA
/NG S 4 ) A ) Rt B DA /N R B S 4 R Y it FH - B TR T I A 1)
MFEAZI14 . 4GBqE 4140 . 8CBqE 44 . 4GBq , AR 167 BLHEAAN FH 1.

[0130] 45 H it P "' Lu-DOTATATETA S 1 24590 A 25 B 308 s ok 5 e 975 1 i ik
SE o AR, 38 24 1, Bk A5 2508 ) 4377 2 1 8 2GBq 28 £ 15GBqEL 20GBq 5% 5 K 4 78 il Y 1) 77
&, 5k BE 7 293 . 6GBa A2 1. 1GBq , 9l A 77293 .64.4.5.5.5.5.6.6.5.7.7.4.8.8.5,
9.9.5.10.,10.5.11.11.1GBq, 8% IR P AME 2 18] AT AT Y ] o Frads 571 & o] DA CA/NJR By 5
i %) B AT ) B e P B DA /IN I R S 2% P IO T Rt 5 R S Y B E T B R R
HH TR 24 B B L e GMP H S )3 R & 1 774 A & (cold-kit) il 4% .

[0131] 4 b B a7 5, Tk iRy 7T e A4 22 Vit P A 2R 19 Lu-DOTATATE . 764 32 1
#HE 0 Lu-DOTATATE 756K, il in4 288 2 6] 5 , 8 F& A 2514 o

[0132]  ZEARBIRIE 7 b, BTk ' Lu-DOTATATE 71 25 J2 308 ok 5 Ak vk S i P 1340 TC B 7K I
T - 45 2577 8 T AFE 22 UK S 91 an 49 247 & B 5, i BRIk3.6GBq =10% 2211, 1GBg =
10% , Jiti 1A BB 294 .56 TEL8 Al

[0133]  FERELLTy T, Brid 77 v A 46 VP Ak A 5 AR 2 N o W IR 2 75 o AR K 32 2 AR B
P, 48 A F%°Ga - DOTATATE RN 1F HE T~ & 5 Wt 2 41 4

[0134]  PMHEALTE

[0135]  FE5— T, 452577 Bnl Fl T2 T BE M — Ak 2 MG v FRr @ 8 5 245

=]

B

[0136] 514, ""Lu- DOTATATE AT 14 DA K& T S 70088 W00 5 -0 (1 750 5 i . 19, 16 Bt
FA'""Lu-DOTATATE & , A A SPECT (1 413D SPECT-CTHAR) FIP-AI=1 i sk 3L A 447 e b
il J 2, LR VR MRS 77 52 00 5 o o] BAREAT 22 Ok d3 4 , B AN it FH IS 2947 IN0) L 247N
T2/ BYEEAE A TE) 5 B AR B TR) 4 o 148 0T T e R e Re A R A
(R o 8 T PEA , AT DL R B 28 3 B A M TR & e o) A2 3 n sl 2 7l &, DASR T el
St

[0137] Ak, HE 2 (1 /NERE I 2 (GR) A0 0 2 LF (Cr) 375 B 2RV

[0138] {2, $22 ' TTLu- DOTATATER 24438 i 598 L i M Cri e/ GERIEAT A8
T IXRE 25 APl L B30T LAZE40mL /mi n A 25 30mL/minf¥IGFR R it fl'"'Lu-DOTATATE.

[0139]  BR&YTVE

[0140]  ""Lu-DOTATATE (£3.3% b3k 2) W] 5 —Fh el 2 Fh HAt A 7 771 45 il —Ffr k22 o L A
T FAH A BB i T 52 3

[0141]  ZE—ANHTH, 52X AT 8252  "Lu-DOTATATE 5 —F sk £ Fi A= K40 254k &4 (191 1 3L
i Bk (5, #2458 52) B 22 F ik (Bl inSomatuline Autogel)) BT REES HIVAIT -

[0142] R IE AT 32" "Lu-DOTATATES — i s 22 Fh B 71 (151 - 55 b 5 B i
FENRVE T 2 (steptozotocin) <5 - FUIRMERE EA 80 AKFEIAH AN/ 802 R LA H A 1R
JT7 o

[0143]  dnA SR I, FEX 323 67 it 89 R S, B RE “TBRE " Fa i 2 fH —
B CL_E 89697 CASRIS IR IT ai Ak o AE 1 B R S0 Frid RS “BRE7 il Dl 1y 5 20—
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Foft 573 AR — LA P IR o 5240 TS P48 IR T o i ARAE “BR A (0458 FH 5 PR sk 0t 32 3k
F e VR IT (BN, 55 —FEE 3897 WIINT o v 97 Al PATE 7] 75 BV 97 1 52 360 38 it A an AR SC
B A TS 30T Z w1, 13805708 1570 81 . 3040 8. 4543 B L L/INI) L 27N L4
ANESF S 6/INEE 127N L 247N L AS/INES (T2/INES V96 /N L TR 2 L3 4 L5 L6 L8 Eli 12
JE 2 H) 5 B[R] 1) 75 B R 97 1 52 3 it A A ST A T B 28 3R T i, BUAE IR0 75 BRI
(1) 52 3 it FH 4n A SCR A B 88 3R 97 2 it A (B an, 15380 543 %P 15781 . 30738 . 45
AN T/NIE L2/ L A/INRE L6/ L 127N L 247N L 487N L 72N L 96 /1N L 1JE L 28 3 L 4
JEI 5 6 J8] 8 JE B 12 JE]) o E > B[R] [ B P 42 00 7] 52 603 it Va7 {15 1X 28947 7] A
— AR o AE R R St S, 7 A ] 18] B P $ 5 17 52 30t BT iR A 9T RS e AT
SR b DAL At 5 30t FE A B KA 23 Ak o ATART B 6 T #8 T LA -5 A B v 7 — 2 DAAT 4] It
F it i »

[0144] A2 19" "Lu-DOTATATERR 71 &

[0145]  fy1 bk , AR5 T VA7 R A6, AR A R A &, Jdh ' Lu-DOTATATE AJ 7£ i
BUAS A il 28, 90 7 B2 7 AL, 451 2= B <2 56 = B T80 24 s i 4 o FE X R R R &
DOTATATER] BA PAVR T 85 588 177 79 85 (1) HoAh T2 R AL 72 /N B A 25 48 0 o AR ST IR
DOTATATERIEE 17778 BEy7 WL vh S 7, LABR BT DU 5] #52 7it F A9 Lu-DOTATATE

[0146]  Frik i 7] & Al DA B0 B iR 70 &, A3 T Lu- DOTATATE B A ST ik (R 25 0 25400 o
Al e, BT A 2T DL AL A T Lu- DOTATATEER AR SCFT IR 25420 & 1) 2 5 2 il A 2
[0147] 7B 55— 7710, 3524 7 T Lu-DOTATATE 40,5 Fry ) 77 577 s o 255 £ #1750 T L0, 955
1) ""Lu-DOTATATERUT % H12) 18 FH' " Lu-DOTATATE Y& J7 Jeg S (451 T14ei 22 P 43 9l ke ) £ 15 B
A5 A e, B iR 02 1 #1750 B A R T B Lu-DOTATATE

[0148] 75 K2 5] 14 4,35 1) 1) 7700 7= i b, T Lu - DOTATATE ] LAY 6,35 78 I A bR 2 &
TR, 0, F TG a9 A0 48 N 3 Wb TR L ik 25 B8 T LLALEE L -
DOTATATE I —Ff el 2 Fh A ST iR (0 & @ A E AL S . P i T L 3E 58 "Lu-
DOTATATE) 25 #% (B Wi/ NS o BEAN, i) i B 77 ol vl L, 1 L B2 Al A B B
VES AR VNG 2R B, LURTT BARREIR (5] a8 N 233 I ged Bl H A I e ) o

[0149]  BLEERT R Geak = b i ] DAL HE EIE] (F1) an s 7= b FH s 14 R AR 25 84 3 35 HAth
5T (B , HAREARASCAE) ) o BT ik e o] DL 25 28 40 (4, [ e fE 5 4% 1) , I HoaT BA
iR He A i 2 S i B O =8 (9l an , it A AR AT g A2 H I8 BERE AN At 3% . Frid 4 &
YaT DL E B A (0, D& S 7 = 1 BALAFAE) , 9 HoaT LB — M el 2 Fh R 425 % 1
AT SZ [ R S AR B At A R R

[0150] L 3R PR sl 1k 7 f81) A2 58 B 1 1

[0151]  SEjitifs 1 : fili%""Lu-DOTATATE

[0152]  SRI1HIA T il A2 i pr Rk

[0153] %1
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B& F ¥
"TLuCl3 (#£0.04 N HCI ) <88.4 GBq
DOTATATE Ik 0.2 - 0.8 mg’
1 N HCI
0.04 N HCliZ & <1mL
ATEaey LE K, USP
Y- g &
(19 mg/mLAEJE® ., 57.3 mg/mLIAF 2844, 3.7 mg/mL NaOH)
[0154] R NeEg
IR B #h, USP/EP 0.6-2.4 mL, 4%k,
AT izHeREAK, USP 12mL
2.0 N NaOH
B 48 ik
(18.7 mg/mLAAZ® . 56.1 mg/mLIAIF LB, 5.3 mg/mL NaOH, 0.4 mg/mL DTPA)
-USK Tkl
2.0 N NaOH 6.95 - 115.6 mL

— T Z e £ CE(DTPA)

[0155] & FFAAIT

[0156]  “HRyk T HI&E /&

[0157] o JEIic 75 G2 i AL R 2

[0158]  "NER24HIA 1 B Tl (1) 25 it TR 47
[0159] &2
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BA RE " AW 4R

~ 80.3 GB¢’
177Lu-DOTATATE B 2
<0.96 GBg/mL?

R B 16 - 19 mg/mL 58 5t 55 47 ) Ao 42 8 5
[0160] HI B8 54, USP/EP 49 - 56 mg/mL 5255 A7 i Ao 45 o F
EATRAALE K, USP 15.5- 118 mL HFEF)

[ Lul77 |94 AR e

DTPA 0.3 - 0.4 mg/mL A R

£ A M4, USP-NF 46-51mgmL | %L pH

[0161] it AR =16-120mL

(01621 %5 [l ke T 7 A AT 1k 4 38 T 5 (B /N R AR

[0163] Kk [a] (TOC) , & XA 24K K107 : 00ET

[0164] i TZ&

[0165] A v B (1) 20 BR LAE ALY AR ) 2 A M rp AT o AR 49 BT il 1) BT 0 220 BR3BIAEA L)
i W 5% 0 s P AT o BT A A T B4 S R G PRI C 5 G IR 5 3B TE it 4 25 v i 5% o i
2, AEBN R, DOTATATER 5 5 B2 G vl Al T TLuCl 8 4, SR JE I 12 3h LUK R 264
“EY

[0166]  JnFAgs/REIRAEAL H BT BEAT 22 e ERVE IR RE 250 . N LA 2 BRAPTIA , 5 5€ T
N BRN RN GBUHPERR L) I 75 B35 FNHRE B0 2% 4 o] 4 500 [P B [) B

[0167]  DOTATATEMK K8 F & (B %2) 3T "Lu-DOTATATEE M I s (FLA & L T H 3% 5
B A E]) PL K AR AL HERTTR] (TOC) 1= A: < 0. 96GBq/mLUE PR & AT 75 B4R AR . fir ik
TOCHE /& X Ayiilit 24 K07 : 00ET (DOM) .

[0168] 1. MR8 7% 10 T L w405 M O B B3 24 R BRI 0. 04N HCLIR N B & 4 A8
TLUC1 /90, 04N HCT AR T /N 5 LA S A A ik 3

[0169]  a.1000uL (415 Ad FH160-320ng DOTATATEAK)

[0170]  b.2000uL (41 2Rfd FH480-6401g DOTATATEAK)

[0171] 2. 7E e S G il T il 4% 1-4 X 7500l DOTATATEK o 42 5 43 15 15 W LA 0 AR Ok 78 4 v
fif - 53 750ul. DOTATATERK VA 75 200ug DOTATATE.

[0172] 3. IR N T 1 X 83 X 750uL%5 5y FIDOTATATEVE VR, WU AR~ il 45 1 X 600uLAAFA 1)
NG -

(01731 4. 3@t (A5 B 1AL B R /NI (BB R TTLuC ) s IR N6 00uL AR AR ¥ 25 B2 )
DOTATATEA ¥ (W SR3d FH , I8 025 BR 31 5 8 G ¥R ) SR i) 2% S IS VA TR o o R SV TR AR A R
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2.2mL (160-320ug/ik) 554 . 4mL (480-640ugftk)

[0174] 5 A FH &A% FF PR B INFALS /BRI, 1 S NI RAE80 = 5°C R InFA 15 £ 14308, FF LA
350rpmPE 5L .

[0175] 6.4 & JE R 24 I IR BV VR /IMAE = R A E 2205508

[0176] B J5 i) 0 PR A6 il BR R A2 X 0. 22um TG B 1o S BE 1 SR ) 24 (FE S W 25 iR )
AL BB A B TT S ) LOOmL JG B R, 7oK de 24 245077 it JC B 0 O B i A S AR
XD IR FH— R 41 =8 e ZE AL R 7 Be 2 B 5 B, BB TE TS AN Sk
R PR =8 hE%E b, DR Y77 db R A3 TE P IR T 2 10TEAZR Bl R B 2R 2 B N
AT

(01771 7. 3R3d0Hs FTIA " Lu-DOTATATE J5URF24 M BT i 52 S Hh i 3o B K 12 X 0. 22um T 7
o YRR B 100mL R, Frid KA &8 OOV S /MIRrPEE) 6.95-115. 6mLEC 77 22 MK
B BRI AW P ) R G g R (EOS) o

[0178] 8. MiZ/INiH A B A AR 3R AT TG T R o 42 Ik

[0179] 9. ¥ i 255 & 70 e 2 B 4 (M) 30mL A 28 56 3 o

[0180] bk WP ERIEDIRTIN G RS (A1 29 9120508

[0181] 27t 1 ARik il it il id T2 AR i

[0182]  sLJtifl2: V09T 1 %

[0183] b4 Ho AT PP A 43 Wb S JRd 1) £ 3, 72 °°Ga - DOTATATERN IE He, - % 5 W7 S 491 0 S 7 G
PR A KA ZR S2ARBE M 5, AT IR 9T .

[0184]  f1 b 3 St 51 1 ()22 2 7 » 7 TC 1 K VA VB 6T Lu- DOTATATE S 3 kv 5 it
THE MHEHES.6210% GBaE11.1210% GBg''Lu-DOTATATEf] #7518/ M. Lu-
DOTATATEFE PYAN G ST A S N it FH , 5N VE 97 R RS — ik, RARGRIE 914 . 4GB %244 . 4GBq.»
[0185]  SLjitif51]3

[0186] A4 RLFNTT %

[0187]  Eppendorf Thermomixcer C.96fLEppendorfilfLi#kx fiThermoFisher 96FLAR %}
5 FH T /N RASE B L 75 36 o VWR 0 AR B T TBOR IO o A8 FH 3 A6 TS 14 A ) 25 FI Water s
Acquity Arc UHPLCHlAcquity QDaJ5iil#s 28347 79 #71 .4 FHThermo Scientific
Acclaim 120C18%E (150 X 3mm, 120A , 3um) #E4T (4353 B .Eckert&Ziegler AR-20007U4t
PETLCR B I T U PEITLC 07 o

[0188]  FFik"*'Lu-DOTATATEZ: % bx#fE & W [ ABX advanced biochemical compounds
GmbH ($7 7% U1 #% , f5[E) , FTiRDOTATATERT A& H Auspep Clinical Peptidess

[0189]  JHUSR 14 1 TLCYZ

[0190]  ZHEAB i TLC-SAETE A H T U 4 i TLC o3« F T 18 40 S I 20 A N 320 %
CH,OHFKI0 . IMFT IR R G M1l o AR b RURERIAR B 1L o 3 A% BE 25 4 9em.

[0191] fYZRXE
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[0192]

[0193]

[0194]

[0195]
[0196]

A% 40°C
A AR A: H20 +0.1% TFA
B: CHsCN + 0.1% TFA

R A& AL EAT/# A4 50% CH3CN / H20

AR 0.6 mL/%~4F
AR BEd s - Lok LY 4 785 M9 4
UV 42 25 £ 4% $AN 1 =220 nm
AAEE: 1 &/
52 4T AR 35 A4 eSatin: 60 Hz, FKA% 2 &/47, Wi E-F 1000.

Bioscan FC: #M] 25 PMT, #248t1a] 1 £,

ERM: 12 CPM
HPLC s AH A6
B 5] %A %B R &
0 85 15 6 (&%)
17.0 68 32 6 (&)
17.5 40 60 6 (&)
20.5 40 60 6 (&)
21.0 85 15 B
28.0 85 15
PRI R

AT o S 6 i R A RN S TR 5 W B i 28 2 W 4% W P DR ) PR B Pl S pHIKD

IM NaOHE§IM HC1 4R

[0197]
[0198]
[0199]

[0200]

[0201]
[0202]
[0203]

TR\ SR 2% A 128 52 56

NI

X T HR N RRE G 308 5258 [ B A e S AL N BT 2R 55
Ay A AR(uL)

- SITTLuCls 69 0.04 N HCL 45.5

SN MR (WL T S0 +HT A k54 .5

(DOTATATE)

SRR G BRI FESN90 . 9ng/mL o SLERFF AR BT, BEANR A GBUI AR ) [ 1)

TR (RAC) Sy LuCi /mLo PLuC L N B S SEH, BLIK 1145 T TLuC M 24 f il s e A2
Lu/ R4 BE R B, L& 14 93 . 8GBa/ng » 1 F A N 3% 14 97 . 8GBq o
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[0204] H[AZSHL
[0205] A ] _Fdt o I PR ) LA TS B 8 A e 126 AN SR S S A1 5 JFAES4 . Surb A H -

)92 Lty g 8

FIF Ao B Ah(mg/mL)** 100, 50, 10

#1285 (mg/mL)** 15,7,0
[0206]

BER N A BE RS h

pH* 4,5,6

AR FBE (°C) 45, 60

HMNR LB (5-4F) 10, 15, 30

[0207] sl 2 NS0 GRS PEATAC) TR A4 b I £ B p A

[0208] skt NS 87 2 W 15 2 0 0 10 PR A0 RV 0 BELBR VK B2 (FE N £ T LuC 1,
0.04N HC1ZHi) -

[0209] 45 it NI 4% 1 78 0k 0 T A8 S8

[0210]  FLAF S REAS B HEAT 55 5B RN SRR S 1 70k o Il T A Tk e Ay i ) 20 45 k4T
TR

BB & i

pH* 45,5
[0211]

FUIR 85 AA(mg/mL)** 100, 75

J.02 8 (mg/mL)** 15,7,0

B i & (°C) 45, 60
[0212] .

BR8] (44 30, 60

[0218] sl £k NS (OB ILE) TR0 T R B B A p

(02141 st A SIS R4 7 T6L) 2 9 52 1 0 1 1 o AR IR R 8 (FE BN %5
7@175/177LuC135/‘JO-04N HC1Z i) »

(02151 R N SN 4 1 i gt S 36 P DR A

02161 X T BN B2 7 A A i34 508 » 45/ S0 0 5 O 7 BV PR TLCHEAT F
o AN 7 0 16D 50 DA 0 6 S A B ek JURE , 34636 RPE 1 TLCAR b DL R B2 1k o T 55
TN SIS, HEAT T RO TLCRUBUH PEHPLC S 4T

[0217]  FieT7 %75 0k Sz

[0218] R A SR

(02191 HEAT B/ S 4557 B ) Iy b e PR 07 4 i 5. B 2
LGIRRINFIE
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HNE B RAHEY i

AR IK(DOTATATE) K & * 90.9ug/mL

AT (7Lu) RAE* 3.36 GBg/mL

IR o B 100 mg/mL

T PR A 0 mg/mL
[0220]

HNB LS g 1

pH 5

B A A AR 0.416 mL

B i S 60°C

B B 1] 30 4t

(02217 s f 28N R LIRS 2 (1 B8

[0222] sl NS OSSR P i) B MR 52 169 280 (FE N5 1" LuCl 190, 04N HC1 B
B LAN SR A A o

[0223]  ANHARRCTT S 4K

[0224] 6 T-HL 7 4 AF IR 5206 4 R 2L 50 VR I R AL o

[0225]  ZH4) PRFR (L)
[0226] R AR IIREY) 22.0
[0227]  Fid 77 2P 59.0
[0228] S T REANEC 7 25 A5 , DL N S EUIRFRIEE
¥ 1&
DTPA* 0.29 mg/mL
[0229]
AP IR B * 0.912 GBg/mL
B R i FE pl 1: 3.68 (R EA L& = 4k iR)

[0230] 2= iR G R IR E M S
[0231]  WARFCL 75 S5
[0232]  FHLL R ARSI I I 5 264 (LAt " Lu-DOTATATEZG 404 4) -
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[0233]

[0234]
[0235]
[0236]
PrFEA.
[0237]
[0238]
[0239]

[0240]

[0241]
[0242]

[0243]

[0244]

SONIREYZ R o 25 0 9 100mg /mL TR LB 06 I T - N S S A ) 54mg /mLL o

[0245]

[0246]

% X & i 1

pH 5,6
"Lu-DOTATATE #% @ d% 8o 1L

FUI .85 4H (mg/mL) 100, 75, 50

FA2 B2 (mg/mL) 18, 11,0

* AT IR SR iR B IS HL

TC 7 97 348 S8 ) PEA

TEEEO0 1 3FN5 I o i 4 1 TLC A3 M TiE 7 428 SIZ 56 » 75 58 5 R 18 ok iU S 14 HPLC 43
TR SE56:

AR NS

BT T PRIRER AN L o ) B I SR 2R RN BA S 4 75
a9 £ 4R (nL)
A A "LuCls 5 0.04 N HCI 500

B4 M i (LT AR E #1 (L1) 4=
(L2) #2 18) + 100 pg #T# M (DOTATATE) 600

o7 24
CLN > Z 8O0 T A RO «

wy HNAR B #1 (L1) 4L H|AR L #2(L2) £
AP 3.36 GBg/mL 3.36 GBq/mL

5 . B 100 mg/mL 100 mg/mL

. B * 0 mg/mL

¥ HFNAE B #1 (L1) & HFARL #2(L2) £
pH 5 5

B B 1] 30 4 60

B iR 60°C 45°C

N SN L A 1 25 (FE NS TTLuCl, 190, 04N HCT LATS Bl 244\

PRFPAN IR BRI C 77 25 A1 F T P AT R N S (LML) A FR g —Fofr o o DL R 2053 20 4 DA
BRAG VU RIAN R A B 287 i«

i) PR (uL)
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[0247] iR AN VIRA ) (L1FIL2) 500
[0248] it /7 2R (F1AIF2) 1360
[0249] DA RSEH FHAMAIE K= M7
| BF #1 (FIML BLF #2(F2) 14
[0250]  #HTHEIR A 0.913 GBg/mL 0.913 GBg/mL
IR 0. BR 4 * 75 mg/mL 50 mg/mL
Fo Ao B * 15 mg/mL 15 g/mL
LS4 & #1(F1) 14 BF #2(F2) 1L
[0251]
pH 6 6
DTPA 0.29 mg/mL 0.29 mg/mL
B A A e B E AR 123,72 1:3.72

[0252] st P AR A b A S (9 B 50 (FE N TLuC /890, 04N HCT LATS £ 5t & 7 A
SNSRI 2 )

[0253] R S5 I VE A

[0254] PR N S BT A 40 v 1) R — PR FE 7 b T 7 R T 1) DA 7= A DU R RE AR LR L
L2F2 L2F 1 FIL2F2, 7E 550 1 205K 38 ik s i 4 1 TLCAN U A HPLCAST I DU F 7= i o 72 A5
R FOEFE T, BTl = S 75 20 N AT -

[0255] &5 BLANTT I8

[0256]  fRALIRA L

[0257]  HEATHR N S 07 5 DAREAS pH  HUEA 0L BBk FBE 0 HE R MK T | sz v 18, B8 A g 8 B[]
SRR 4R (L) BN RIS (3) .

[0258] K3 RN KRG E .

HNAEB B AS &
PB4 (mg/mL) 100, 50, 10
A28 (mg/mL) 15,7,0
[0259]

B3 5% i A

pH 4,5,6
B2 (°C) 45, 60
BB (94F) 10, 15, 30
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[0260]  {EpH5. Sz 5 B 8] 3073 feh A1 sz 1o i i 6.0 °C I iz B e A R N S
[0261] 383 JHCE 14 1 TLORE IBE ) 23 A 2 B, B RN R BE GRS 1A i) 7£ pHB I S 31 2
S FEpH AR} B 22, fEpH 6 A W S 3k (IK13) o 7 B8 vy ilm A B KB 18] R #E47 SO Lu 177
RN BB
[0262]  HUdA I RN S TR N S B
[0263] IR I R 1A 470 A 6 S 7 Hh s 1k 4 g (TTLw) B ON LA B S (A 25 5
U3 A RO 1 L TLCIU & ) FH 100mg,/mL 37T A IR BN 7E S5 I 22 P o 1) S 2 (Rl o7 T s 1
PRICIR S P K54mg/mL) B fe s i LalN 140 LL o 78 BT MR IR BE T, B IR R 7E I
iR B IR 52 2 AT R S R
[0264] 25 —HR R N N (BUSHPERRIE) 07 %8 S 56
[0265]  HEAT T J\IRHR A SNE , 388 3o 7S L TLCRAFBU PEHPLCREAT T 1A (R 3CR4) »
[0266] R4 : 7555 H0THCN P bR 1 57 128 S0 A I K %) B SE R B N R RE 2% A

H¥A# pH AREER AN FoIR fn B8 45 Ale®  EAHHEITLC (#

A (°C) [@(min) (mg/mL) (mg/mL)  AF{ 4%+ SD)
1 5 60 30 100 15 96.9+ 0.4
3 5 60 30 100 7 99.1+0.1
3 5 60 30 100 0 98.9+ 0.1
[0267]
4 4.5 60 30 100 7 98.8 +0.2
5 5 60 30 75 7 98.9+ 0.1
6 4.5 60 30 100 0 96.1 +4.2
7 5 60 30 75 0 99.0 £ 0.2
8 5 45 60 100 7 98.1+0.9

[0268] X T FrAg REAS , WL 5L 31 Pk — SO PR 06 2 T "Lu - DOTATATE (J&15) , )R il T i
R RS TE (InCi/ml) , HE A28 15 5 L H AR . B RS G , B 2R 26 1 i, 2 3
P E B B R, X BT T B IR SRR A N BE 2 [ o o 31X — In] LA T S 1) S 6
HR A5 B i ok, I 2L e B H ks BRI B8 R ) IRAR IR 28 (Waters) 15 BIf#

[0269]  FEAHL #2FN#3 2 [A] FIUVERZE 1 LR B, 76 56 8 2 R HER I REAS Fh oA I 214k
S BN (UL EI6A) o ik HPLCXS S RH R 1 43 AT 2 BH , 1% a0 A 1) — 28 2 B 20 1 e H R
AR AL I 42 5T o B A2 AN #8 2 [A] TUVER I8 1) Bl e 2 B, 244 FH 45 v ) s B2 ke FE I A 2
2% J5 R 1 0 o X R S E6 3R B, ZE VR VR P I A, T IE R AN / B LA U 2% 2 T B 2 R

[0270]  fT-B ik B PO A I RN (100mg /mL) AR IR BE 1) e IR IR (Omg/mL) $& /=1 14k
AR R Mk B AH3 B bR S, BT AEBC 7 e ke A it — 2D o

[0271]  Fd 5 EMY

(02721 EATE 5 07368 » LATPAS pHAEL < SR 0 R4 Ak B A fe IE R e " Lu-DOTATATE RS =2
PRS2 o £ 250 1 3FN5 8 I TR 1 1 TLCIR B FE A (F3R5-7) &

[0273]  ZR5:XF &4 100mg/mLyTIA ML BR AN FE A 33547 E 5 7 148 11 TLC &%
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[0274]  HUIKIMPEEHEN-100mg/mL
pH F AR H A ITLC % Lu ARt
(mg/mL)
%0 K 1K %3 X %5k
5 25 97.9 98.2 05.6* 20.7%
[0275] 3 15 97.4 98 99, 1* 08.4%*
5 0 99 97.5 98.8 97.5
6 o5 98.8 98.3 98.7 98
6 15 98.4 98.6 98.5 97.1
6 0 98.6 98.7 98.7 08.7
[0276]  *E53%, AEAL A2 B1FLH W82 24 PR I 22 1Pt . 1T BT AR A& b3 B AN I
SR K
[0277] 6. %5 7H 75mg/mLEL IR ML ERAN (I FEAS HEAT BC 5 07732 1) 1 TLC S,
[0278]  HUIA ML N - 75mg/mL
pH e AT ITLC % Lu ARt
(mg/mL)
%0 X %1 K %3 K %5 K
5 235 96.9 98.2 97.5% 08.4*
[0279]1 5 15 99.1 98.2 98.1 97.9
o] 0 98.1 98 98.1 97.4
6 a5 98.6 98.2 98.4 08.1
6 15 98.7 98.2 98.9 97.9
6 0 98.5 98.3 99 098.2
[0280] %353, ZEAT A2 B1FLP 82 545 PR (K 22 Wk
[0281] 7. %1 E 7 50mg/mLyTIR ML EREN I FE A BEAT BC /5 1% f) i TLC S,
[0282]  HiIA ML N -50mg/mL

32



N 116528904 A W OB P 94/30 T

pH oA B A ITLC % Lu AR7%
(mg/mL)
%0 X 1K 3K 5K
5 25 97.3 98.5 98.5 98.5
[0283] 5 15 98.1 98.7 98 98
5 0 98.2 98.8 98.4 97.9
6 25 98.7 98.6 98.4 98.2
6 15 98.3 98.3 98.4 97.3
6 0 98.9 98.8 98.4 98.6
[0284] £ 555 i BU HEHPLC 73 1T BT B FE A L8R 31 77 it Hi 8, 2 505 SRR WU 255 i 2

o

=] o
[0285]  ERAR W)Uk 1) 4 o2 AN L 26 T v (AR A OGS IR AR AR 45 2 %, (H AT LM SEES Th 45 H
— e — M (BIT) AEAFE RN, 47 I pHE N6R , S5 RAELE I 2R i 42 58 R 1
2 ARSI 28 T () UL, (H A MR IR 35 22 7 o e 3 T PPPTC 7 SR A IR AT ORISR - F 1 -
pH 6, FUER MLEE 4N 75mg/mL , JEEER 15mg/mL; F2-pH 6 Hi4 I FR4450mg /mL « % JH#Z 15mg/ L.
[0286] R AARS E 1 e
[0287] i3 P A i 25 A RH PR PC 7 25 A2F L= A DU Rk AN [8] B4 7 o, T IROR A AR E M ik
36 (FR8-7) o EEH0 12805 Kl o Ui 11 TLC (210~ 11) ABUFHPEIPLC /3 #r BT A A o 76 58
AR S 28 FO R AR IR 5 L VA L B P e 6 R o I A 7= dh 72T Lu-DOTATATE ) T34
R B I 1) S 7 HE B S PR 06, 8 7 i U 2 TR 2 I A — S 2 S e MOt o sk sk /s y b P %1
ST AL X B 2 i (KIT)
[0288] 8. JHO AR E MR8 AR e 2R 1

¥AH# pH REERECC) REZEH(H4) A eds(mg/ml) £IEE (mg/mL)

[0289] LI 5 60 30 100 0

L2 > 45 60 100 0
[0290]  3R9: O ANAE E P 150 HO T 77 2% 1
N pH A wEi4(mg/mL)  AA2EE (mg/mL)

[0291] F1 6 75 15

F2 6 50 15
[0292] R 10: LUBCOKAIES E 1 3056 i i 1 1 TLC &S SR o
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L1
-5 3 # A ITLC % Lu #732
[0293] %0 K %1 K #£2 X %5 K
Fl 98.2 98.9 98.1 98.8
F2 97.9 98.8 99.3 98.6
[0294]  ZR11: L2JCR AN AR g 14 I3k Fr) s 1 1 TLC 25 2R
L2
AR A iTLC % Lu 4738
[0295]
% 0 X %1 X %2 X %5k
F1 96.7 97 97.9 96.3
[0296] F2 94.8 97.3 98.1 97.8

[0297]  LiR&E REKHA, "Lu-DOTATATEI & B AEpH 5 R IRIZEAT , 7 ELAE FH 0K 1) ot v
AR (60°C) 307380 o VP Lul 77 5 RFEFE RN o IR S SETR A 40 R R A I R 24k
B FE 5 U e TR itk ON S IE AR 5% o 3 3 O 1 3 TLCAR I, 0038 o o R B (O IS 2 i
H 1 100mg/mL = JEUR PR IC IR A P 1954mg/mL) 15 31 T A4S R (L IE4) .

[0298] WL 5 ik B , BT ik F= S A B M 2540 1 #0248 e 1, (H pHAEL N6 1R 7= i 7= AE 1)
IR /b T pHAE A5 I 7= i o JROR AR 8 PR ER B, FEFRICTR S R T R 1 — S 4 i, R
TRl R 2y 11| BN 22 & D1 [ F s Gl I (S RS S A 7 ¥ el N = i/ e[| S 1
A5 FH AR 1) S5 N3 B A i P 0 S W8 3150/ ) 2% o

[0299]  szjitifsl4: B 7 EHEVK Lu-DOTATATEZL &4 (97mCi /3. 59GBqHE ALul77)

[0300] AR b3k St 451 1 AN 3+ B adk 1) 20 BR o] 28 UL N &4 0 T BB Vv, (R s %5 BE A
lg/mLo WARSCEE FTd , AR RS Faom , 75 RN i (B AUARTE) BTN L. A
SCH AT, B AR A B 75 0 C 7 G P (BEUARTE) T MR N TR A 4 ) 4%
"Lu-DOTATATEZ W41 -

[0301] ¥ 134%:
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& o
2 N NaOH (pH 12-13)
A4 ¥ L5 R
EHRAAE K (SWFD) 93.30 ml N/A
[0302] NaOH 7.60 g 81.46 mg/mL
2.04 N
)92 &4 1
A ¥ LN R
AR AHE K (SWF) 130.30 g N/A
L- 4037 . B 47 7.67 g 56.15 mg/mL
AR 2.57 g 18.81 mg/mL
2 N NaOH 6.30 g 3.76 mg/mL
[~ 2]
[0303] AH # 4z & A
BURE 5 i 120.90 g N/A
DTPA 46.30 mg 0.38 mg/mL
2N NaOH 2.50 g 5.33 mg/mL
L-405 . BR 44 g 55.01 mg/mL
Johe i g 18.43 mg/mL
[0304]  ZE27( 4y -
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HN BB A A AR mg HAREEERRPE
mg/mL
160 ug % #% 4 R 5 o i P &Y AT AR 0.60 mL
(DOTATATE) *
VUL Ll Ll LA T Lok 33.69 21.06
[0305]
KRB R TG AN 9 F 11.29 7.06
R B R F 47 NaOH 69 % 2.25 1.41
A Lul77 # 0.04 M HCI #94&4r 1.00 mL
BARAR = 1.60 mL
[0306] 5k [ 55 18 4 [ 81
[0307]  ZE3FL4) -
B2 HrHEN MBS BN EL M A mg #4844 TH mymL
[0308]
[ &3 L& A 6.95 mL
BE 2 2R i P AR o 8 69 382.33 44.72
2 728 i ENEFE 65 128.11 14,98
Be 5 2 ik F DTPA 65 2.61 0.30
BC 7 4 i F NaOH 658 37.05 4.33
SN BB B 1.60 mL
HEAR B B P AL G5 F 11.29 1.32
WA B F F AR 5 69 33.69 3.94
[0309] AR 42 B F NaOH 65 225 0.26
Eir = 8.55 mL
4 A4
48.66 mg/mL ¥ 3LIF o8
16.30 mg/mL ¥ B2
0.30 mg/mL DTPA
4.60 mg/mL NaOH
[0310] ok | 5135
[0311] sk 5 5234
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[0312]  Szjtafs5: Z 7 &I "Lu-DOTATATEZH &4 (2389. 2mCi/88.4 GBq#E ALul77)
[0313]  #R4f b ik St sl 1\ 3FM4 H vk (1) 22 R il 2% LA A5 o T P TR AR B0 5
HNlg/mL. HB1E5
¥
2 N NaOH (pH 12-13)

(0314] 5 ¥ ¥ 13 KA

EAT A AH K (SWFD) 102.70 ml N/A

NaOH 8.40 g 81.79 mg/mL

2.04 N
UK i3

N b 3 1z RE

EST A LE K (SWF) 129.70 g N/A

L-3037 . B 4 7.93 g 58.36 mg/mL

AR 2.63 g 19.36 mg/mL

2 N NaOH 6.18 g 3.72 mg/mL
03151 LBLE 2uidid

A ¥ ¥ 13 KA

UK Bydid 119.10 g N/A

DTPA 48.00 mg 0.40 mg/mL

2 N NaOH 2.30 g 5.20 mg/mL

L-HL3F oo 5 4 g 57.25 mg/mL

. e 8 g 18.99 mg/mL
[0316]  ZE2¥ 53
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$#NEB B 84% A mg BYNE AR
mg/mL
640 ug MR E R OB B o ik F 8 AT 4k 2.40 mL
(DOTATATE)*
[0317] VEE Tt Ll T e 140.06 30.38
VUL Lt L0 LT vs 46.45 10.08
R AT B i 89 NaOH 69 F 8.93 1.94
& Lul77 89 0.04 M HCI &9 #4x 2.21 mL
EEAR = 4.61 mL
[0318] 5k 1 55 1S53 10 M AL
[0319] 4534
[0320] %2 RN EN BBt E s AR mg Bdhn bt el
mg/mL
LV E Sb A 105.30 mL
B 7 5 P iR ¥ BB 65 F 6028.91 54.85
LA il N L Lk 1999.50 18.19
B 7 4 /¥ i& ' DTPA 49 % 41.63 0.38
Bz 4 F & P NaOH 49 F 547.47 4,98
NaOH
TN BB B 4.61 mL
[0321] BRI P F A B 09 F 46.45 0.42
AR BB PN 4G F 140.06 1.27
HEAR K BRF NaOH 49 F 8.93 0.08
A= 109.91 mL
B st
56.13 mg/mL ¥ $3F o 8
18.61 mg/mL ¥ 228
0.38 mg/mL DTPA
5.06 mg/mL NaOH
[0322] ok 151 #54)
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[0323] %3k [ S 2u 4y

[0324]  sjitfpil6 . HoAtZH &4

[0325] AR LR Sl 1 3 4 RN BT ik (1) 20 R 28 UL N G0 50 T B W, 1R %
FEN1g/mL.

¥

2 N NaOH (pH 12-13)

[0326] A ¥ L 253 I
E 5 R AL K (SWFI) 98.00 ml N/A

NaOH 8.00 g 81.63 mg/mL

2.04 N

Basgrik (ATHENRE)

A5 b 2 ¥z W
AR AHE K (SWF) 130.00 g N/A
L- H027 o B 4 7.80 g 57.25 mg/mL
N L 2.60 g 19.08 mg/mL
2 N NaOH 6.24 g 3.74 mg/mL
[0327]

RAEFk (AFHEE8NARLE B4 TLu-DOTATATE #4bias4)
% 2 k253 HE
RORE 45 i 120.00 g N/A
DTPA 47.10 mg 0.38 mg/mL
2N NaOH 2.40 g 5.27 mg/mL
L-4L4 o BR 44 g 56.13 mg/mL
Johe i g 18.71 mg/mL

[0328] iEid 5| HIFA
(03291 ASCHI BT L A L 22 TR 1) BT AT AL 23 O (0 4 78 oA 2 51 T I O N
AL,
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IZEHAN

‘ 0.04 N HCI

FE B A RGN 6910048 (AR) Rminfa®H B P&l & 2h4hdh i

1-4.)~#DOTATATE L
(0. 25mg)

4 & [Lu177]-DOTATATEZ 4 7

—

B8 o ik
(19 mg/mL A2/, 57.3 mg/
ml LR B2 44, 3. Tmg/ml NaOH)

IZ

| & A'7LuCl, #50.04 HCI

e iR i 5 AL

Y

(1) 45HCI Ao AI7LuCI ¥4 i% £]1000
pLE AR (1-24-Ak.MH5) #2000

SRR

pLEARAR (3-44k )

= ”‘*ﬁ*’??“ ___________ —

(2) #00.75ml B2 4 o i/

AR

DOTATATE /) i H 42 & 2045

) %5 fig (lﬂk:'ﬁ;'fi)

(2-3) ©%0. 6 mLAk iz iR/ 48 (0.

2 mghk/ ) o B AIXHIXEY

BeRA, WA X 0.6 mLi
=% &l

1.4

(4) 4 (3) A AT iinstds

A

£ (1) P8 LGl

y

(5) #£80Xx5°C, 350rpmT

LA G 10028 (AR) Himiala® &+ & & B~ 0

AL 7 4k oF il
(18.7 mg/mLAN2AE, 56.1
mg/ml FL 3R e fi 44, 5. 3mg/ml

NaOH, 0.4mg/mICTPA)

v

y

A )

MR I RAO15E154¢
'

(6) AHEERTAH

r

mm g, R,

E V554

|

(7) W R B AR 432 A AT

b i, A imlfo2ml B —

8ob iR R R

ALl
2X0.2umii kB

il i$2X0. 22 p mab SR R )N

!
” (9 -10) QC#AF, &HH)
30 mL&A M E M — Kyes e

v
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