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L —Fh Na - 27 BRI Ny - U E BRI -1-2, 4- &3 T BRI A 0 v, HAFME 2
AFELAT AR 5 — B M, Pmoc-Gln—-0H BIFR5 L1 4R LB M AR A ¥ 7, InN
LRI R N 5 AL HE A3 B Fmoc—Dab—O0H 5 55 25 K M., Fmoc—Dab—OH  £E 74 B A1 7K f) 4 14
TN (Boc),0, B NaOH 77 pH=7. 5-8, Jx v J5 &b #1453 Fmoc—Dab (Boc) —OH.

2. WY BCR) 3R 1 Frak (1) — Bl Na — 25 B B Ik Ny — BUT S kOt -1-2,4- =&
BT BB EITE, R R TR 8 — D R B, LM IR B AIR AT RN AAR TR 2
Fmoc—G1n—OH [ 20 %, ZLBE B : & « AKAEFIEL =2:1:1, BA Fmoc—G1n—0H 1, — Z, BRI
JINE 1:1mol-1:1.5mol.

3. MRIERCRESR | ik () —Fh Na — 27 A Ny — BUT ekt —1-2,4- & BT
PR A BT R R TR S — 20 (e B, R R E 20-30°C, S BEI (7] 48-72 /M)

4. FRABRBURIER 3 Bl i — P Na - 27 AR AE Ny — fUT St -L-2,4- — 2 &L T
PR A R TT 2, AR TR S — 20 [ L, S RIS ] A 72 /M)

5. RAERCHE R | Il ()—Fh Na — 27 A B : Ny — BUT ekt -L-2,4- % BT
BRI & BT 1, FUEHE 2 Pk 55 — 45 e B, Fmoc—Dab—0H 5 (Boc) ,0 IIAE 1:1. 2mol.

6. FRABBRER 1 PR i —h Na - 27 PR EE Ny - fUT Sk -L-2,4- —2 & T
B A BT 125, HRRE 2 ik 85 — 28 ) B2, F 0. BN [#) NaOH 77 pHo

TRERCRESR | R B —Fh Na - 27 RSB AE Ny — BUT Stk -L-2,4- 2 BT
BRI A T2, HAFFE 2 iR 5 — 20 [ B, S SIS 8] 4 7N
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—MNa-ZHEHRE-Ny-RTEHRE-L-2,4-ZFET
BREE M

AR Gis
[0001] AR 2 —Fh Na— 2 R 0 Ny - BUT A R -1-2,4- — AR T ]
(fmoc—dab (Boc) —oh ) W& R 25 .

HEREA

[0002] W A K il % Na— 27 B B Je Ny — fUT % B ik -L-2,4- Z & BT R
fmoc—dab (boc) —oh J7iE— M N & B 55—, 7E R B (DMF) Rk, R4k
H - B AW z—gln—oh M ZPRMUA Dipa e MA B Na — REBRIE -1-2, 4- “H LT ]
7z—dab—oh, 58—, z-dab—oh fll (Boc) 20 7E AR K & [ N A )% z—dab (boc) —oh, 5 =,
z—dab (boc) —oh &1 INAE AL B 2 H-dab (boc) —oh, & P4 42, H-dab (boc) —oh #1 Fmoc—osu ££
W26 A B fmoc—dab (boc) —oh.  BEAN 5 v 0] W 20 SR BB sl A B¢ 1, T LA AL AT
Ab PR R [ENE, ARITREAE.

RZIPAE
[0003]  AKBEHAF T —Fh Na - 27 A BRE: Ny - SUT St -L-2, 4- 2T RMA
FRT . FEMEIE T I T3 BB & T H S AN b (A A, AR TR
A BB A
[0004]  AKEIMIHIARTT S M Na - 25 FEABREE Ny - SUT Sk AE -L-2,4- “&( LT
B& (1) A W71, HAFRE R DA DB 55— P L, Fmoe—Gln—-OH BVF 5 LI LR &
B AR AV I, NN - Z R 2K (DiPa) [N 5 AL 13 ) Fmoc—Dab—OH, 55 20 [ b,
Fmoc—Dab—OH 7EPERAAK K24 RN (Boc) ,0, F| NaOH 5 pH=7. 5-8, Jx B i 2b FEAF 3|
Fmoc—Dab (Boc) —OH,
[0005]  FRIRSE—ID Wi, 20 1R LR AIZKIR A I AR FA & Fmoc—G1n—OH [ 20 %,
LEROHE « B - K=2:1:1 (v/v/v), R 20-30°C, LR [H] 48-72 /N, 3% s B
B IE) A 72 /B s RO NN & 1: 1mol1-1:1. bmol .
[0006]  FiiR % — 3 M, Fmoc—Dab—0H 5 (Boc),0 A 1:1. 2mol, FH 0. 5N [¥) NaOH 5
pH, S SR (] 4 /N
[0007] AR BIIA 28 JUR & pR R, A S A, AR T IR 0R, 0 H A, 7™ 25,
T A .
[0008] Ak B2 4 5 2 A LT & X -

Fmoc— :27j B4 P 3

DiPa : — Z.JRH L

(Boc) ,0 : —HikIE — BT A

Fmoc-GIn-OH :N- Zjj A i -L- A BLf&

Fmoc—Dab—OH :Na — Zjj A B At -1-2, 4- & 5T g
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Fmoc—Dab (Boc) —OH :Na — Zjj 4 Bl IE Ny — fUT FHoedd -1-2, 4- & TR,

Ff 1 52 BF

[0009] & 1 :Fmoc-Dab—OH 4L 4MEHE,
[0010] & 2 :Fmoc—Dab—-OH %P
[0011] & 3 :Fmoc—Dab (Boc) —OH £L4h &3t
[0012] & 4 :Fmo-Dab (Boc)-OH #ZW4IEFE .

BALHEA T
[0013]  DLNS RSB AR AR — 20 I PEAHHR , (EAR R I A IR 5 i 2 H AR SE ]
[0014]  SEjiafsl 1

a. ¥ 100g 271.5nmol Fmoc—Gln—-0H ZiFH5 2L LBRAMS : ZJF : K =2:1:1(v/
v/V) IBE TR, E 20~30°C R 105. 1g 325. 9nmol Dipa , M 72 /N, fG AL R4S 5
74 Fmoc—Dab—OH 80g. F=#4 86. 5%, HPLC : 99. 6%, 420 4h MERERAIA 4544 (A, DL 1.
K 2,
[0015]  b. ¥ 50g 146. 8nmol Fmoc—Dab—OH EJF¥K5 700ml TAEH : K =1:1 (v/v)¥,7E
0~10°C FANA 38.4g 176. Inmol (Boc),0,0. 5N NaOH % pH=7. 5-8, [ 7 4 /NI i A H 45
724 Fmoc—Dab (Boc) —OH 55g, F=%& 85. 07%, HPLC 99. 33%. L4040 IZWLHIN S IER, W
K 3. 4.
[oo16]  SEjatsl 2

a. ¥ 100g  271.5nmol Fmoc—GIn-OH ZiFWE 1L LR LHEE : 4JF : K=2:1:1
(v/v/v) RGBT, 76 20~30°C NN 105. 1g Dipa , [ B 72 /N, 5 AL #1535 7= 4
Fmoc—Dab—OH 61g, “ 2y 65. 98%, HPLC 99. 1%, Z404h ERERAIASE I IERG, WL 1.1 2.
[0017]  b. ¥ 50g 146. 8nmol Fmoc—Dab—OH & iF¥K5 700ml PEH : /K =1:1 (v/v)Oi,7E
0~10°C R AN 38.4g 176. Inmol (Boc),0,0. 5N NaOH ifi4 pH=8-8. 5, [/ 4 /NI 5 kb H 45
74 Fmoc—Dab (Boc) ~OH 50g, F=#& 77. 34%, HPLC 98. 56%. £40 4N AZHEHG NS IERE, T
RN
[oo18]  SEjafsl 3

a. ¥ 100g 271.5nmol  Fmoc-GIn-OH B{#FRY5 2L LR 4B : 40 : K =2:1:1
(v/v/v) IBEVEW T, 76 10~20°C RN 105. 1g Dipa , M 72 /NI, JG AL FRAS B 724
Fmoc-Dab—OH 75g, =24 81. 12%, HPLC 99. 5%. Z404h RGNS HITER, WK 1.5 2,
[0019]  b. ¥ 50g 146.8nmol Fmoc-Dab—OH EyF¥5 700ml TAREH : /K =1:1 (v/v) ¥, 1E
0~10°C FANA 38.4g 176. Inmol (Boc),0,0. 5N NaOH i pH=7. 5-8, [ 7 4 /NI i Ak H 45
724 Fmoc—Dab (Boc) —OH 54g, =28 83. 52%, HPLC 99. 2%, Z404h AERERRIN L5 IE#, UL
3. 4,
[0020]  sZjiafs] 4

a. ¥4 100g  271.5nmol Fmoc—Gln-OH =ZIFWE 2L LR OEE : 4 - K=2:1:1
Cv/v/v) RGBT, 76 20~30°C NN 105. 1g Dipa , [ B 48 /NA, 5 AL #15 5 7= 4
Fmoc-Dab—OH 70g, =2~ 75. 71%, HPLC 99. 1%, Z4040 MERETR NS5 IR, DL 1L 2,

4
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[0021]  b. #% 50g 146.8nmol Fmoc-Dab—OH #ZiF¥K5 700ml Pl : /K =1:1 (v/v) ", 1E
0~10°C MR 38.4g 176. Inmol (Boc),0,0. 5N NaOH 7 pH=7. 5-8, e B 4 7N} i b 3845
724 Fmoc—Dab (Boc) —0H 56g, =2 86. 62%, HPLC 99. 4%, Z404h AERERA NS5 IE 4, DL
3. 4.
[0022]  SEjiafsl 5

a. $4 100g 271.5nmol Fmoc—-Gln-OH BiFMYE5 2L ZMRZEE : 20 : K =2:1:1(v/v/
VYR B IR, 75 20~30°C R I 87. 5g Dipa , R/ 72 /N, & A RS 21724 Fmoc—Dab—0H
67g, F=E N T2, 47%, HPLC 98. 5%. ZLLAM AZRERASS M IER, WK 1. 2,
[0023]  b. # 50g 146.8nmol Fmoc-Dab—OH &yFi5 700ml AER : /K =1:1 (v/v)H,1E
0~10°C R 38.4g 176. Inmol (Boc),0,0. 5N NaOH 75 pH=7. 5-8, i 4 /N i b 745
7“4 Fmoc—Dab (Boc) —OH 55g, = Z& 85. 07%, HPLC 99. 3%,
[0024]  ZLLAN AZHEHRIALE T IR0, DLE 3.1 4,
[0025]  SEJEfH] 6

a. % 100g  271.5nmol Fmoc-GIn-OH #H{FW 5 2L 4B 4B : 2 JF : /K =2:1:1
(v/v/v) IR VER T, 7E 20~30°C FHNN 122.5g Dipa , KB 72 /N, JiF b 3R 45 3 7= )
Fmoc—Dab—OH 76g, F=Z2/y 82. 2%, HPLC 99. 6%. £ LL4h AR NG IERR, WK 11K 2,
[0026] b. #% 50g 146.8nmol Fmoc-Dab—OH ZiF¥K5 700ml Pl : /K =1:1 (v/v) ", 1E
0~10°C RN 38.4g 176. Inmol (Boc).,0,0. 5N NaOH ™ pH=7. 5-8, kv 4 /N i b 7845
724 Fmoc—Dab (Boc) —OH 55g, =2 85%, HPLC 99. 2%, £404h A%HEHA NS E#, WLIE 3.
K 4,
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