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1. —FH& TR 18 —pkey ik,

G

NH\/E -Me
° N

EF GARFE, NRP M L-ZTRBREFMNALETS L-REAHK-
5 N-WABEGE, A R0 e T P AR A,
2. ARERFER 1 gk, P LT ABR-N-F 2Bk 2t s
it & K F 98%.
3. ARIEAAI R 1R 269753, A N-FBLA-L- T AB 4Tk
it & K F 98%. |
10 4. RIFBAAER 13 FE—RGFiE, LFRAF
TR B-L-F 8 BB -N-F B £ T — R R % k4
5. RFARAER 14FEF—R 5%, AFRERRFH KL
T AL,
6. RIFAAIER S 7k, L FREHFRFEH L-ZAB-L-4 %
15 REA-N-FTABIHIT KRS KL,
7. RFEAF|ERS X6 69 7i%, LFREHRATA L-ZABL-L-4R
7 ZBR-N- T AR BE A & BUX A a-2R R R BRSO TS AR AL 89 N-
o~fE i BRAX 04 R AR B -L- 5 R BL-L- 5 R B -N- T AL B,
8. N-F Bt -L-% R B-L-8 5 282 -N-F A Bz,
20 9. N-FEtE-L-ZHB-L-4 & RB-N-F LB, ke N
% BILER 0 3T AR KT 80%,
10. N-FBtA-L-% & Bt-L-i 5 R8E-N-F ABth, Z KP4 N
s BB A 2t Bk T KT 98%.

&g N-¥ Btk -L-
oh

3
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1. AREFEAFIZK O K 10 6§ N-F B -L-F AB-L-BE R8N
¥ABE, HAEafpikid X T 80%.
12, ARIEAHE R 11 64 N-F B L35 A Bb-L-A 35 R B -N-F 34
B, fHikzteikitE X F 98%.
5 13, MRIFAAER 8-124£F — 4y N-FBEA-L-ZRB-L-IE R
BR-N-TF A Bt £ 4| & 50 T 09 A 1.
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BB ARG R vA B i G P E A

5 AKEPHEAE TN 1 ke 7%,

NH\/E -Me (H
HITI ! NH

G O /ﬁ
Ed GRA-AMEYPE, I NRPH L-ZERE—FELHNALETSH
L-# % £ BR-N-F A B (84,
WO-A-96/11209 ey i+ N-(1,1-—F L A #H HL-L-7
AF L Lk B8 -N-F A B 184

10 % C ey ik ey SRR PR AR AR, B SLARE Ak ag I
kA, B RSB VRE A, KEARRE—F AR BHLMMEE F %,
) T %) &AL 5] &) 4o WO-A-96/11209 /42 &4 2545 & ¢4 L ik & |4 /=
4.

AR AL R T B AR AR K I E 8,

15 RN BABABEG KBS AR T Caag ik, FHEL
P A F WY EXEEES T, KA N 52 ARG ELEIR
Bty C st RABRAEABITAMGRAR L. KRG & REH
N 55 2B 64 2R B A5 80 THR 3P AL BR3P

AERFEF, B G STk ZABRRITEBE, F

20 Aestuk M AR 6 ROLBR e 3t BRI B KT 80%, AL AL B‘ KT
90%, F4HHKEKRT 98%. RATA 4, RAEBBEI N &R AH
TR AN H AR . HARR FEEAR AR AL L dodt, fldo the
handbooks Houben-Weyl, Band 15/1(1974), % 166 7 vA & & The

el

Peptides, Academic Press 1979, % 1 A&, % 279 WP /N EB&A4%. B
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sb, AN TG F BLAAR A7 A A T 8 83t B A 4R 6 R B S A-,
BAT, ®iHALIN, HEBALNA TEAAERY AR RITEE,
TR AN H R RAARARAZE G 9h A%, sedl, FHEALI, HBie
B AINHANER, RBEAL PG BE T L LB LRI HR[EET
5 S TOEIS SN SN
AR AT ik F — AR AT T R P T MBS R EA.
AL & PALA 6 N-FBL-L-F 2B T AR S ik 44,
BE RGE L-BRERE T BB o —F BR BT MR A&, Hik1E A
Bt B4 BT,
10 L-#2 5% 2R -N-F A Bl oy 4] & 486 Rl fe 9 i L- B R84 T
Bl & L-d B RE AL A g ax, L4 5 BBL-N-Z L BT, B0 N-¥ &
HE FE 4 R, L 2o 2 BR-N- AL B e
FERE B 7 ik P AR — P E LR Fe— AP aE AL N-F BEA-L-5 &
B, EAH ik A e LAY B R AT BB, XA EL Y
15 WA WA 5ot F ik T ARG E T 2% LA . B, %A KL
hoH TR EA TR AR A 4G, MY AR AR B AR C 4k, A H AL ik
1% ] N-F F Dok,
HATHFNBREARAFFTESR, FRFEFTAH-30CEH30C,
A£1%£-20°C 2+10°C,
20 o RE L, EEANFHTENL, REERL RSP ZHML
|, BRMIEF EAIABER, LERBRCE. BB T AEE B
TE:, Bk, LERwWEArkd(THF)., ¥ 4-4-T A8 (MTBE)U A
AT, HE, LERZTH.
E—ANFEHRFEP, GLRBTEN, REHTEEFH. 3T
25 184, ity N-FELA-L-Z RS L-BERE-N-F A BhiEf.
it At A L-dn 55 BB -N- T A Bl s,
BN b, 18R LRE LS FAAERNRERF—H., LGSR
FEEBERBAME . LT RE-N-F ABM ) 51857 69 5 4

&F
W

IV S
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FEgk, LARTEE., CEUAFAEE, 65X, UL 2ENE: LEs.
BEBR 7 MBS VA R BEBR 5+ T B8, Bt X, A LR THF. MTBE f = &%
T,

F—F @, LT VAR —FixBEATERABRIBER L, £ F N-
W Et - 2B . L4t BB -N-F AL Bl oA BB iR B OA fR T Lk eh 4
EESNE, FFAEFPTIERELR] e NGZ A R

RIG, Aty N-F Btik-L- 5 R B-L-8 5% 282 -N- F 5 Bt =T 1A
J 86 Ede k& T B, %ﬁé&i% . & T BALT A
o fE KIS . KBS IR A4 S ARIR & P it

ﬁﬁ%?&%miwﬁﬁﬂmﬂmc,%ﬁAm}%Cnﬁ%%
&, Bldeil it gk & o7 DA S E A 84 N-TF Bk -L- 2 £UB-L -4 5 £ B4 -N-
WA B R L-FAB-L-RE A -N-F A B, AARFHLIE,
IRAB G- R AN AR LT, 4 7T 3 AnfR 4P SCRARAP 69 Z K 49
N 5% SR BL 04 3 Bk it B |

TR T4 dh ey eiE Eﬁﬁ%wﬁ X, LEAR Rk, B
R, AL R TR0, BEBR 5 T A5 AoBs B2 S B £, L2 MTBE;
FEk, LARTE, B, ﬁﬁ@u&T%;ﬂ%bmwﬁa
B-1E B IS ) IR M A5 A IR o BEBR e R BE 6 R

AT 4 ah 09 R E 7‘7‘7%5‘ &, i—ﬁ—ﬁx&i‘ﬁﬁﬁ F) & 4y 32 A
#, RERBE, FEF, BF A 20°C-100CZ @ HATL &,

ﬁ%%%é%ﬂ%%ﬁﬁm,w# it E IR ﬁ%ﬁf%
A 4 N-F Bk -L- 2 R B-L-4% 2 £ -N- T AR Bl =T 5 2 4 4
4.

FAFE) L-2 28 B-L-4 7 2B -N-F A B =T f) T 4o 4l & 254p,
B4 WO-A-96/11209 F= WO-A-97/12902 42349 N-(a-1EikBAX 64 30
R H)-L-7 B Be-L-4 5 RB-N-F A B, A0 k3, o-fFiLiRK
#3 AR AR X R S-C(R)-CO)-49 4 H, £+ R ZAK R,CO, £¢
Ry & Cukiah. (Cama)Fik. (Cami)RFA. Gk, (G,

.



00814737. X

wow B ZE4/60

10

15

20

25

s REENC L k. Co st (Coo WA A, FHARLFA;
R, # H & C,,# 4 -C(0)-A-5% C,, 22 h-NH-C(O)-A 1 H, £+ A2

©O)p O)p @p Odp, O,

p Sl AR O e et

pAq AR 01

R,=H 3 C (A (& R, Kb aE 1)

Y Fo 7 B4k A H R(Cy %R, EF Ry & NHR,. NR),(R, %
M%), COOR,. CONHR,. NHCO,R,. NHSO,R, & NHCOR, yA %
W £ O. S(0),, m=0. 1 & 2, &K#HH NR

R&=H. C,,% . COR,. CO,R,. CONHR, 2 SO,R, |
R=H. C i, Fi. &Fh CLELFARC A EFR
R #2 S 4 #3%A CH & N,

XA ST VAR Cdkedr i 4, Bl E AL R AE IR a-
BRARE, REEANZHEKGET EFRECEHERLAKFH MK L-
F A B-L-4 2 B -N-F A B84, L WO-A-96/11209 #= WO-A-
97/12902 4~43.

PUAEVA KA A R mb 18 A AL R, B AR AR T b,

34 1

W N-FEA-L-ZRBA LB 8AR-N-T RSB & N-FBE
-L- 7% R Bt L% 5 2B-N- T A B

E-18CHRAIRETY, ¥R FTERF T ABS6.5 g, 48 mmol)he A N-
W g A -L- 5 A FR(8.0 g, 50 mmol)éy w Sk (125 ml)img . REH
N-F ootk (4.8 g, 48 mmol)iFAe NIa%, 4548 haik B AF BB E EAR
B<15C . B AR,
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FeHtH 15 min & , Je A L-4 7 A BL-N- F 2L Befz(6.5 g, 45 mmol)
bhv9 Aokl (50 ml)iE g, A ABTRBFIERIRE<15C. M/E/£-18C
TFAFLHEE 1 T,

1% B Bt An B 0°C F A 0B T AnAK(100 g), KEERL
72 F &AM+ THF., AmABSBERF ®E5(75 ml), ARG F &R LR
Aty pHAEAZE 1.5, BB, 4318 50 F= 35 ml & B4 85 5% A fis 5
BUKELRARFR . KRB 50 Fo 25 ml #94edeak BR B4R R s il &
WHAPAR, HEA 25ml Kikik. REEALETRLAVAR,

DABF T N-FEL A -L-5 R B-L-R & A 8R-N-F A6t
fie, sTaikit 8 (L-Z R 5)H 99%(HPLC).

%At 11

Wy N-9 BE K -L- 35 R Bh-L-% 55 £ B -N- F 28 B ) & L- 56 RBL-L-
B 5 R -N-F A B |

11.7 g(41 mmol)éy N-¥ Btk -L-5 £ Bb-L-4% 55 R BA-N-F /i
(L E#64) D& F 1 M HCI(100 ml) ¥ a4 2] 40°C. fHIBE T
18 Bt E (BT A o4 BAHRE AR T ), BB EiR, A& A 50 ml
b4 B R S 70 B EE IR

SEE, F 50% A AL kAR pH AR E 10, FEs
i B8 (75 ml) FIR AR, B AIAER T T AL,

W% G4 BT (TS ml)F FAeikE] 65C, KBl ANBHAL
A A AR BB AGE, ATAHNIERERFTIRE, A
Bt (25 ml)ikikt PR RS TR, VAR FERFT L-TAB-
L- & A 8 -N-F A Bfe, 465 =>98%(HPLC)

s Bk it & (L- 55 BB 30 4 )=99%(HPLC).

k264 111
by N-F 8L -L-% R 8 fe L-R 5 RB-N-T A B & N-FBLA
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-L-& R B-L-4 % R BR-N- F A BLAz

E-15CHREFRET, FF8FTAE(12.3 g, 90 mmol)Aa A 2| N-
W L 25 A EL(15.9 g, 100 mmol)#) B4 B 5 R BES(85 m)&iF b .
R 5445 N-F £ edobk(9.1 g, 90 mmol)y &4 8% 5 & B8 (25 ml)isi&id de A
Li¥ ok, Ak EARRERFAE<10C,

A 00 4YE, AN B m A B A 36y L A
N-9 3 BE8(13.0 g, 90 mmol)éy F EE(65 ml)igm ¥, A NBTERIBE
FFH<10C, MEL£-10CH LI 30 545,

¥ B RA M B IR ANGRE TR 2 D, ERER
A Je AGK(100 ml), KB A 37%H 8K E % pHEE 2 1.0, &
B, KEaAR A 75 ml 648585 F R BS LA B R A& 698 AR A 100
Fo 50 ml #4480 Fo B BR 4h IR 4 B A

EREFREANAM, #F N-FB-L- 5 2 B-L-4 5 2 E-N-
S A 4 2 e Ak i B (L35 R B 41 ) % 98%(HPLC), |

b IV

W N-FBLA-L-% A8 fr LR &5 RMB-N-TABESE N-F B
-L- 5% R Bb-L-# 5 RER-N- T X Bt

N-F e A -L- 0 Bk LA 5 RE-N- T A Bt hea R ket 11 AT
H1&, (2 RBETH 0-5C, 43 N-FBA-L- T ABk-L-4 % £ B -N-
WA B 64 3 Bk R it F (L- B ABR 3 4) A 86%(HPLC).

E 4 V

it N-F B4 -L-F £ B-L-4x 55 RER-N- A Bl 4] & L- 55 RBt-L-
R HER-N-F A B

3R Tt 11 PR s 38 et IV RAQMAM . RIF L-T R Bt
L-REAB-N-FABEEOY AT ETL TREHRT)A
95%(HPLC).
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