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LG 5t B A
IPA )77 Iva—)y
DBU 18- FEL/O[54.0170FH-7-T
DEA CIFNTIV
AMP 4-AFNVERYD Y
DMF DAFIHEINLT IR
NMP N-AF ) -2-ETOJR
DCM DHOuAYy
ACN 7=V
DMSO PVAFIWANEER
"Pr,NEt NN-ZOITOENVLIFINT IV
TEA MIFINTIV
NMM 4-AFIVEIVHRU
TFA NIIVA OfiEE
PyBOP NN 1-ANV-FFNIEDI D JHRARZTLANFT 7V AT
HRAT7x—b
HATU -EACAFINT INAFLU]-1H-1,2,3-RU 7V T[4 5-bEUD = L 3-
FEVRNF TN ATRAT 2 —h
TBTU 2-(IH-N RIS =)= 1-A40)-1,1.3 3-TRIAFNIU = AT 2)vF kL —k
HBTU 2-(IH-RY NP = - 1A )11 3 3-F FIAF VIO NG 7 )4 T
HKATr—h
HDMC N-[(5-2a0-3-FF B AH-RT T - 1-1)-4-BIVRU ZVAFL U)-N-
AFIVAY T IZDINFY N A AR AT b
COMU 137 )2- T 2-FFIIFUTF LT ) FNCAFIVT 2 )-BIVHRY J-
NN INAFHTIVAOBR AT~
TATU PAFNT U704 50 IEVT 3 ANTFNAFIUT VP AF N T T L,
TV AORL—k
EEDQ N-ZFU VR ZIV-2-ThFd-12-DeRnF UV
T3P 1-TEN IR AR B K
DMTMM 4-(4,6-PANFL-1,3,5-BUT T 2-A)-4- AF ) -BIVHRU o LZOUR
TES RUZF IV H U (triethylsaline)
Fmoc 9-IAL ZIWVAFIV-FIVARZIV
Boc =T FIVIIVERZ)Y
MMt EIANELNIFIN
Mt 4-AFJVRUF
g TS0
eq X1 equiv it
mmol IR
mol =12
mL U I%
L PPANIZ
min X mins n
hr 5]
M =%
SPPS BN TF R R
TIOH NUZINATRY L 2V
HF oLk
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NHFmoc 1. DMFHI20%E <1 S +BuO h'd I\/\’ CH,CI,#2% TFA
NHMIt ) ) P
2. AB2, PrNEt, CH,Cl, N N TFE, AGOH, CH,Cl,

1-1 21
TI7E1
Fmoc-Nal-OH
PyBOP, ProNEt

DMF
+-BuQ \n/ I\/\/ j(\NHFmUC 1. DMF20%E Ry
o} 0
o7 0 2. Fmoc-Txa-OH, PyBOP
rauo" o iPr,NEt, DMF
3-1
I%23
o] 0
H H Ho 1. DMFE20%E RIS
N.__N N
+-BuO \ﬂ/ I\/\/ H
0 "o & e,  NHFMOC 2 DOTA(OBu)s-OH, PyBOP
Pro,NEt, DMF
t-BuQ”™ "O 4-1
Qs _0OtBu

)
\_4

j o
H,0
\ /N\)kc)t-su 2
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1 EHBOE L
mmol. g MW (g/mol) "
Fmoc-Lys(N-4-ArF MIF)V)-2-r0nkUF )b -
BIlE (£ 0.34mmol/g) . ) ) e
Fmoc BRFE-DMF H 20%EXUT > (3%)
PRFETERK:
AB2 1 2 424 172 8
" PrNEt 2 4 129 0.258 mL
Mt JBEP#E-CHLCL H' 2% TFA(6%)
Fmoc-3-(2-F7FIV)-L-7 T =2/ (Fmoc-2-Nal-OH) 3 U7
Fmoc-Nal-OH 1 2 438 438 mg
' ProNEt 2 4 129 0.258 mL
PyBOP 1 2 520 520 mg
Fmoc BERF#E-DMF H 20%EXUT > (3%)
Fmoc-F73F Y A (Fmoc-Txa-OH) By U7
Fmoc-Txa-OH 1 2 379 379 mg
" PrNEt 2 4 129 0.258 mL
PyBOP 1 2 520 520 mg
Fmoc BERFE-DMF H1 20%EXUT >/ (3%)

R-tert-7FIV 1,4,7,10-F T 7HF L ZURTF B -1,4,7,10-F 77 25 —FDOTA(O! Bu); -OH} hw UL
DOTA(O! Bu)s -OH 1 1.25 573 716 mg
 PraNEt 2 4 129 0.258 mL
PyBOP 1 2 520 520 mg

Y)i- 2.5% TIPS, 2.5% H; O, TFA
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¢ 2 A AR A SO R
mmol. g MW (g/mol) "
Fmoc-Lys(N-4-ALF RIF))-2-70atabUF)b-
1.08 1 - 200g
MR (fiE 0.34mmol/g)
AFLER T2
RN Fmoc BERH#E-DMF 1 20%EXUD > (3%)
EBRIRF IR :
" PraNEt 1.08 1 129 0.188 mL

Ooooooooogogooao

{578 Mtt BEOR#- CH: Clz /TFE/AcOH

REWNBT I hy T TE N Fmoc-3-(2-F7F)V)

-L-75 =/ (Fmoc-2-Nal-OH) U5

Fmoc-Nal-OH 2.16 2 438 945 mg
' Pr2NEt 4.32 4 129 0.752 mLL
PyBOP 2.16 2 520 112 g
{EFR Fmoc AR -DME W1 20%EXRUT > (3%)
REEMNIET 2Dy T U T E2 MO Fmoe-h7 23 Y Al (Fmoc-Txa-OH) 1w 7U 27
Fmoc-Txa-OH 2.16 2 379 819 mg
" PraNEt 432 4 129 0.752 mL
PyBOP 2.16 2 520 112 g

RAEMR Fmoc BERFE-DMF W1 20%ERUT > (3%)

RENRT Iy TU T 2NN tert- TF I 1,4,7,10-F b7 H T Z0ORTH-1,4,7,10-F 857 25—k
{DOTA(O! Buy-OH hw UL

DOTA(O! Bu)s -OH 2.16 2 573 124 ¢
 PraNEt 432 4 129 0.752 mL
PyBOP 216 2 520 112¢g

REF BN VIWE- 6.5% TIPS, TFA H1 2% H, O
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