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AARHEFZIEGB/T 1. 1-2020 (AL TAE SN S5 1807« AndEA ORI S5 AR L)
L L

AR SE A7 it A 22 [ AR A P SR 20— M RSB, MR8 722 TS T
FERIMIAF, 7079 Wang MR 2~ = KHIEEM AR, Sieber MfE. Rink Amide—AM 4 fi5.
Rink Amide-MBHA /. Rink Amide #fiF%E.

ARAERLE TR IRIOAN I REREE . U, R E . WIKE. ei=Ea%. 204t
TR IR .

ARPFUERIPR SR AL Bt BI-B3. B C. B DL P EL Bt P OWK IR MERIE 1
B

Ab ik d R AR AR A A, P2 SRR A PR A 7] R 5 AR
BB A B

Ak H AP A A 25 Tk o 9 R R

AV B A REFITAURBH A R AR, P92 BERHOIM R A IR A = 7
RAMEARHAWRAF . PIRAEAERAF . W s R EWR SRR AR AR %
BHE (PED EMBEGHIRAF .

AARE LR FEE. TG, B, LR, £
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SIKEHRERARE OG- AR ZEPIAE

1 S5

AARHERE T & T REFE ) 22 IR AH & B 288 - — SR AR ST R IR R BOR 5K
A W RN (S 7 WAL DS vl SN N o 1IN A = 1

AbRHEE T D re i I 22 K [ A A BRI LI — ARSI I -
2 FEMSI A
AR ELE KIS, M AEAARAE T 5| T TR BONAFRHER) 2650, ERRHER AN, AT ashi
I NA R A ARHERRAG FTREEENT, I ASARIEE R & 07 AR, AR B AR HE T FAS 14

@ GB/T1.1-2020 brdEAL TAES N 7 fbr e 5 R E

® GB/T 54752013 5122 b ig HURE 772

® (PEZH) 2020 4EHR

@ GB/T 21649. 1-2008 KLt BUE ML 28 1 #87r: ESEB T
® GB/T 60402019 ZLAk itk oy 4t 7 218 M)

@ (ZimAFEEEATEY (2010 FEAEIT RO

3 RIEBSEXN. WBsEAE. FrEE
3.1 RIEESEX
3.1.1 BKE:
A AL A A PR S RN T R E R, B0 mmol /g,
3.1.2 RBREE:
SR AT B IR FE AR 8 VA T T S A VA IR S 1 SR ARE, AT ml /g TR EE o
(K2 sa i IR IZ IR S 5 K AT AR LB D
3.1.3 En=EEiAE (HFR Kaiser test)
FHEA =M IR, B DM e 2 T AR 7E (1 T
3.1.4 Wang #5 (EMAR)
LA FR: Wang resin
dy A-E SRR TPEE (4-Benzyloxybenzyl Alcohol) e[ fKH EFk A Wang MHHE, &%

JR SRR & B IR iz, EB Tl C-om AR 2 ik FLEF R

1
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o~

Wang g

315 2- 8 =FEESMBE (EHR 2-CTC #iBE)
YL 4 FK: 2-Chlorotrityl Chloride Resin, 2-CTC resin;
B f 2-F =K ILE( (2-Chlorotrityl Chloride) # [ FIH IEFR N 2-CTC B fig, &2 ik [

& BHE AW AGZ —, LTl % C- AREEN 2 k. AT

3.1.6 Sieber #iAg

YL 4K Sieber resin

BA 3-WEIE-9-27 HRBEIZ 3L A 24 B (3-benzyloxy-9-Fmoc-amino xanthenyl) 3 [ f)
JEFR A Sieber MR, A2 2 K IEIAR & BCH B IO — PR R, B T4 C-uli WIBEIZ I 2 ik
LG T

Sieber HJIg
3.1.7 Rink Amide #3885
YL 4 F Rink Amide resin
WE 4 (20 4 - ZHEERE—ZHERBIZH A REE 4- (27,4
-Dimethoxyphenyl-Fmoc -aminomethyl) phenoxy) &[] [FJ# i F#X 4 Rink Amide #fig, /& —Ff

fEHEB G, Tl C- R B 2 k. HE T
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Fmoc\
NH OCHj;

O

Rink Amide #Jig
3.1.8 Rink Amide-AM #4Bg
L 44 F5 Rink Amide-AM resin
G 4- (27,47 -CHIEIERIE- i HIRBEIG PR R OG- (4- (27,4
-Dimethoxyphenyl-Fmoc -aminomethyl)phenoxyactamido ~ aminomethyl )& ] (]84 i #% v Rink
Amide-AM #Jlig; 52 2 IR B AH G R T — MR IR, T4 C-oR o Az (1 2 K.
AL

Fmoc

Q@ NH OCH3
\HAO I l

Rink Amide-AM FJf§
3.1.9 Rink Amide-MBHA #f§
YL 44 F5: Rink Amide-MBHA resin
HE4- (27 4 - TSR WIRB AL — 3 A Ol o R 2R L)
FhEH: (4- (27, 47 -Dimethoxyphenyl-Fmoc -aminomethyl) phenoxyacetyl (4’ -methyl diphenyl
methyl) benzylamino) & Z1#} JEF% y Rink Amide-MBHA B} fig; 2 22 JIK[E AH-& B FH 1 —

PG AR, F 4% C-ARum NBAZ K 2 k. At .

Fmoc\

P,
O

CHj;
Rink Amide-MBHA #Ji§

VE: 3.1.7 2 3.1.9 =MW AR E KA Rink 20 g .
3.1.10 REAERIAR: R4s AR E e (RiE. BUREE . BIKES it—Z M. 5—

RS i AR I AN RIS, AR RS S B B AR ) SRR SO -
2 HERRTE
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TR R CAS 5
DCM T 75-09-2
DMF PR R i 68-12-2
BOP RIF =M1 CEHRED) BN SRR R 56602-33-6
HOBt 1-F A = e 2592-95-2
DIPEA N, N-Z R 2 O fi 7087-68-5
DIC 1, 3= AR — % 693-13-0
DMAP 4= Rk e 1122-58-3
MR IE INEMEIE 110-89-4
4 ER
4.1 —RREEK: SWRIEARZER BFFE T R e
A R Hang PHH 2-CIe A Sicber Hf
S Rt FE ARk LYEREER FKHERFOMIR
bif% (100-200 H/75-150pum) =90% =90% =90%
HUREE Cmmol/g) CERAMEAGID 0.4-2.0 0.4-2.0 0.2-1.0
TR E (%) <2.0 <2.0 <2.0
DCM i IKEE (ml/g) 4.0—10.0 3.0—9.0 4.5—8.5
DMF HEKE (mlig) 4.0—8.0 3.0—6.0 4.0—17.0
Bl = 105 B
LLAM Ebr kv B — 2 bR 3 b 1 — 3k
T ARRETR Rink Amide #¥f Rink Amide-AM #Jl§ | Rink Amide-MBHA #¥fi
SR FKOEREHE/ OBk | KOBRREORHEK B SER g EEN
K (100-200 H/75-150pum) =90% =90% =90%
HBUAREE (mmol/g) CE&AMERTD 0.3-1.0 0.3-1.0 0.3-1.0
FHRRE (%) <2.0 <2.0 <2.0
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DCM HEIKE (ml/g) 4.5—8.5 4.5—10.0 5.0—10.0
DMF HiEIKE (ml/g) 4.0—8.0 4.0—8.0 4.5—8.0

B = i A6 BRI Bt B

AR S A bR 3 SR 3 bR 1 — 2

e RTHUREERNVA K VGBI BB (LA Wang B IE 951D

(1) BUAREE: L H IR TG 0. 4-2. Ommol /g 2 H Hi % HE 78 26 1 fe KB VG . 77
st () B RIS AR 2 HIAS 5] 75 SRR 2

(2) MRS DCMAIKEE 4. 0-10. Om1/g, A& HUARSE 0. 4-2. Ommol/g A A& Wang M/l . 4
SE 77 I RS R P 5T SR U 2 - DMF YA FE =& S IR] DCM

(3) HHAARHERRE AT 5 i E il o

4.2 FFIREK

WEFEER, ISR (PEZGH) FETREER ORI ERI .
5 MW AE
5.1 5h3
KH BN E.
52 WFE
P RRRLEE (I (s AD WSE
5.3 B ERINIE
Wang A IEEUREAKIE (B BD g
2-CTC R FEHUAR I (PR3 B2) s .
Rink 281 Sieber fRHUACEEMIE (FEsRK B3) MIE
54 FIRERE
WE (3t C BUHABE B E) ME .
5.5 iRRAKE
Wik (D) W
5.6 EN=FEiALE
Wik (B E) i3,
5.7 LI
Wik (B F) i3
6 I N

6.1 EHRtSHEF
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6.1.1 T LRI, 7 it DA — e ] [ — s 2 8 A = X D — it
6.1.2 FEAMTERE BT, AT i R A S R I ELSS I B0 . Sl B L 2 7 I
IR B, At O T MVt CHEVNEAR IR D & ORI S, n=fite
ST BENUHEURE S, 2 n<3 B, SASHURE.
6.2 /N 156
6.2.1 AhrifEr 4. 1 BTAIIE B9 RS TIH o AEHER 0 Z5 AR S A S 1Tk
ATRLER, FEORIEH 7= G AF G AR EER, AR i # BH AR ER B AR A o
6.2.2 A FH BT I T WO B 7= i EAT RS, UG RAEREAT o AR AR B i — S H
WHEAT (2-CTC RIFRIAEHC ™ i 2 AT o
6.3 HERHIE

H BETIR B0 45 AT A A KR UERL T B 5 87 F 7 7= 5 6 i S ) e P O A T A 560
HEHRI AR, R IR AR AN & AR, UREHE SRS
6.4 EIHA

2-CTC BRI A—, HARF=MEIRWI =, i ZI0W, AR AT
S5, HERG R & AR, TR .
7 FRR. B, B I0E
7.1 ¥R

TR LRGN A E AR IR, AR AR RS LS R 4L T
72 %K

7= il 4 LB DU

(1D NRWRHEE R G, NS REELERT .

(2) WEATPRESMATESN G, BRMEREE, BAaEGSaEmMmT.

(3) WEBREHHE, HAAESES, BARGaEmmh.

(4) VRNl PRS2 P %

B R ALK, R P ERIT . e AR P K
73 IOfE. 1B

AR RICAFIR YA 0-10°C, T B E A7, ERE.

R SRR RS, AR S I R N G ARG, B SR T AR
fi.

IR RIS AR fE R
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Mk A

(Fse)
B RERLRE A9 ZE 75 7%

Al JEE

AHRUEE FH T 22 Bk M 5 BRTR 205~ 28R A TR g AR P 02
A2 1XEF

A EUR ORLEE A AN CERABORL B R AL EAO

AR ZHe MAVER 1-1000um;

VB ORAG 3 4X L 10X, 40X, 100X,
A3 BIESE
A3 ATIFHHENL, i R R S A AR A
A32 BRI A RE TR ES Oy b, IR e RS R G b, TR
HLUR, P 2 (5 AR A, RS AR EERDG K SR EE , (M SR R L BE TG o, IR 15375 T
BEAT BB R AR s
A33 FERTFENUER A AT R AL B CanfEH R i Ak, S kR, KRR o B4
A34 RN AL B S MR HEAT B /00T, 79 B IERLRE 2345 5
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MR BI
(Fse)
Wang # f5 BX X B 89 E

B.1 JEFE
AARUETE T 2 R AH & i Wang 4 5 U EE (1000 7€
B2 |RIE
JHid 5 Fmoc-Leu-OH 5 /ig )5, 152 613, Fmoc-Leu /] Wang 4 I FIWRE AL 2]

ZM AR, Fmoc & F L H SURNEE K Fmoc-WRIEZS & . 1Z45ETE 300nm PHEH ek
MRS o T I 8 MR SR BE I 8 Fmoe JEH M & &, HEmiTHE A IRV S GRIEEE =D .
B.3 {438

B.3.1 KA 100ml;

B.3.2 % : 1ml. 5ml;

B.3.3 #&ENf: 25ml. 50ml;

B.3.4 kP K5 0.1mg;

B.3.5 kP K5 0.01g;

B.3.6 FEahE: 10ml;

B.3.7 AN WOt

B.3.8 [HIEIRF 8 (FEIK) : IS 0-50°C, #5# 0-300rpm.
B.4 iR

B.4.1 Fmoc-Leu-OH: 4[i[%>99.0%;

B.4.2 HOBt: #{iJ$>99.0%;

B.4.3 DIC: #iJ§>99.0%;

B.4.4 DMAP: 4li[$>99.0%;

B.4.5 DCM: 4r#réli;

B.4.6 HE: il

B.4.7 WRWE: 43 Hr4l;

B.4.8 DMF: 4r#fr4li

B.5 #BELE:

B.5.1 & Fmoc-Leu-OH
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FREX Wang B/l 1.0 g CRERE] 0.01g) 2B, KIKIIA Fmoe-Leu-OH (3eq. AHX]
THGEE/RE, FFD , HOBt (3eq.) , T/% DMF10ml #%2], #i+t: TN DIC (3eq.) ,
A N DMAP (0.2eq.) , TR L 25-30°C [ b7 15 /N (538 150-180 #5/504h) o B
SEEEIR ISR BIRD R b, KU DMF (%) 25mlk, FRD « & ke, W, &%
e 3, IEEWEH), HRIEENRREUG, 60°CH KT 2 M, &MH. FBE AT,
TE: TS5 RBIRF (B DIC) « 7. SN S Al 200 T o
B.5.2 BEANERI (LU A ORI B E R — MR IR b, e 150-180 #4/43 810
B.5.2.1 VAR RS Sml 1) 20%IRIE/— F B IR OB 10ml IR T, 18
RER _EHE 30 08P, R EE 25-30°C, BRI R Soml AR, P REREAERSE, JF
KB A IR NS R, A R REARREBIZIRE, 250 FORE 2 A Iml T 25ml =,
IR EMmBERIZIE, w5, &H.

B.5.2.2 FEEVEW: FREL Fmoc-Leu-OH 20-30mg (Ws)  CREHEE] 0.1mg) F] 10ml HIFE S &
Hh, PR A R Smll (1) 20% RN/ — S FRIBERZ I O, ZERR IR 4% 30 208, i B2 25-30°C,
Fe S S RS 2 S0ml AR, I HEEGRGEAEGE, TR A JEAR BT, A
EERRE BIZIE, PR 4T FAE % B 1ml T 25ml &8, F AR 2 IR, 221, F B.5.2.1
i E=, M 300nm ALMEOEE (As) .

B.5.2.3 FESAW: FREX B.5.1 B 100mg (Wi)  CRERAE] 0.1mg) BN 10ml HIRE S,
PR 2 L Sml (1) 20%WRIE/ — FURE SR BN, TEHR IR 3% 30 438h, IR 25-30°C,
$a S SRS 2 S0ml AR, I HEEGREAEGE, JRIEURIRIR A AR BT, A
BB EZIE, 5. REERULEEE 1ml T 25ml K8, HPEMRIIZIE, &
5. A BS2.1 M H, W 300nm ALWPIGE (AD .

B.6 #iRitH

B.6.1 “&4MEiHH B.5.1 #IE (Fmoc-Leu-Wang B JlE) HIHUCE

SubA  (mmol/g) = %
A AR
As— RO
Ws——FstE &, ¢
Wi— AT, g

B.6.2 % ANEIHE Wang B IR U
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SubAx1000
~1000—SubAxG

Sub  (mmol/g)
G——335.4(79 Fmoc-Leu-OH 47 F & 353.4 % H,0 57 F & 18)
VAT I 52 5 SR 1 22 A a3 HEAE KT 0.05mmol/g,  HUF T 473 & X B AR S 44 8
NI HTEE R
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MR B2
(Fse)
EFESNMERNKENNE

v
o
[l
M

B.1 JEFE

ASKRAESE T 28 T AR A B FH) 2- 50 =248 o PP R GO0 R LA B3 PR
B2 |RIE

Jid 5% Fmoc-Leu-OH S5# RS, 193413, Fmoc-Leu /) 2-5 =R H GG .
WRIE VR AL B AZM IR, Fmoc & HJlivE JF 5URNEE K Fmo-IRIEL G . %455 WI7E 300nm
B A S5 KR S o A 4 MR SO P 3 Fmoce B [T 25 5, b VR HE AR IR EDUAR B (0
REASE) .

B3 42%

A

B.3.1 [RKKEH: 100ml;

B.3.2 B : 1ml. Sml. 10ml;

B.3.3 &&ENi: 25ml. 50ml;

B.3.4 iR KEFE 0.1mg:

B.3.5 iR KEFE 0.01g;

B.3.6 FEAE: 10ml;

B.3.7 EANA WA O

B.3.8 SxUEERG S (FBK) : HE 0-50°C, i 0-300rpm.
B.4 ikl

B.4.1 Fmoc-Leu-OH: #1iJ¥>99.0%:;

B.42 DIPEA (ZRNHEANZ) : 4i[E>99.0%:;
B.4.3 DCM: 4r#fé4li;

B.4.4 WEE: sl

B.4.5URIE: il

B.4.6 DMF: 4r#fr4li;

B.4.7 /K LW 4rHr4dis

B.5 #B#{ELR:

B.5.1 & N HEAE
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7007010



https://d.book118.com/428135107137007010
https://d.book118.com/428135107137007010

