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B, BB EEG RN RBERLE. BXELAMI XA LA KR
fR., UM, ZLUBESSF. ‘

HRABRFHFHEFSTHRALAR - S -XR,S - #HAE,

AT R ZL by “Hptbfosy 6 LIRS REASBBAAE(HA— A0
B AE)4 6 IR,

R' Z U P AMRAMAIET A1 E5AMC) - C) - AT AK ).
oAk F foil, WA K IR CH, - AZ—XB\AH - BF, Bi
FAAa4Reg CH, - A, &% 3 A H RFa AN, &ELAAR R(#
do s TAAH | PVERT AE RS 5 AREA(R THOBATLEUAL), AR
bt 22 v R BAE R S 4 A,

PR A EBAEE I RA4R2AS, REHNKLIRGE, KRELS
3| R" L E

Kkt REAFEBAG 2 AR T. R ZANMHLER R #hiks—
Mg RFiEEZERY,

Sl AT ELFH AFL REA-AE- R-REZRFHRKE X

1 X2 AEBT, R ABERTR—ABRRTE—AHRT. KEAT
MEZE 1R 2 ABREAC AR —ARARX—AMEA.
iE 5 R ER A T

&
|

N = _
UN\\/NH ‘Q \(\S; @ |
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L H v 0
3 Me
0 I
3 OWORRe0]
O N N
Y | )
bk
Y = Hziko

o E ki, PR TEED GBS T R AR T Z MG —
WAT F .
de bR, AE AP 1 -28 - A1 ESATHAA: -

CHR*. - C(O)-. - O ~-. - S-. - NR*-. #4%43KARA)Y
a - BT

R RAGm LR A F)E, W&k, FARFHRA R4 KLE FTEIXK
A,

& LA PN

h (CH2)1 -4~

-CH,-O0-CH,-, ~-CH, - O -

- CH,-S-CH,-, ~CH, - S -

- CH(CHy)- O - CH,, - CH(CH3)- O -

~(CHy); -, - C(0)- O - CH, —, - C(O)~ NH -

~(CHp)s - NH - C(O)- O - CH, -
- CH; - C(O)- NH -

CH, - C(O)- NH - CH, -

CH, - C(0)- N(CH3)- CH, -
CH, - C(0)- O -
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- CH, - NH - C(O)- CH, -

- CH, - NH - C(0)- O -

- CH, - NH - C(O)- O - CH; -

- CH, - NH - C(O)- NH -

- (CHy), - C(O)~ NH - (CHy), -

_(CHys - NH - C(O)- CH, -

-(CH,); - NH - C(O)- O - CH, -

RS 1 ESA(EKRT £4 MR,

AL XX 1ibbhhhit, L&

R'ZR"AfF L&

A'2D-AXL-&4EmH%Al). D- XL - HEHVal)., D-HKL -
gf&@Lew). D-HXL - FHafsmdlle) D-XL-£LEHSer). D-XKL
- #&B(Thr), D - &KL -A#&REH. D -XL - FHEHK. D-RL -
P AMBMet), D - KL - FEAHKAMPhe), D - XL - &&E(Trp). N
- PEE AR Tp. D - R L - BRM(Tyr). D - & L - i &B&R(Pro).

D- &L - —kEHEAEH(L Pro)e 3,4 - —E EMEHK(2(GB.4)Pro). D
C S L - #AMEBPOOH). 43 - ZAMASKPOGOH)A 4 - ZAM
£B(Pro(40H)). D - &KL - K& - 2 - FTHRAHM(Az), D - KL - sk
i B (ProNHy) 4w 3 - &AM & 8 (ProB3NH) & 4 - &AM AR
(Pro(d4NH;)), D - &R L - £5&8@EGlu). D - XL - 2 -&EAFTH
(Aib), D-KL-2,3-—fAHHK D-KXNL-2,4-_&KTHK. D-
KL - 5RE#H(Glu), D-HRL - RAREK(Asp). D - KL - 5&B8tH(Gln),
D - &L - XABtA(Asn), D - X L - Hi&#H(Lys). D -XL - HER
(Arg). D - XL -Z2£8His). D- XL - 5&HOm). D-XKL -4
R RER. 4 S - BAMR - 2 - K&, D - KL - AEA MK (Pro(SH)).
4o 3 - AL L Pro3SH) A 4 - BLA KM £ E(Pro(4SH)).  Tpr(0).
Met(0), Tpr(O2)& Met(Oy). AL LT FMAK, HSTHNGEEARRR
T EARRRY AR (Blde, BA. RATRARFRAHHNZFTL)

HEBZAR - A’ - NR'R’

AP R A ERHELR, HOXA £ —- R - RAGFER £
FE. ROARFAL RE-KR=- C kAL HXKARIEASH ]
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(CHa)o -2 - 4. CHGEGFA),. FHARAKR(CHY)o -2 - SRT A,

(A FA 2%k 2- = - RZRROFEAREL AEALEARARL
BOARE. ZRETA KAEL KAXRL).

AL X lafbot

R'- R" - Al - A? - NR’R’ la

Hikwg R, R

R'ZR" AA B &L

Fal 2,

Al 2 AR ER, LT 1 AR 2 MR EEL, 2 OH, COOH.
NH,. 8% . CONH,. SH; ## 2 % A' ¢hMi4k Loy F 442 OH Ao/ it
+ A'Z Pro. 4 - #EMER. 3 - £AMEM. Ser. Thr. Trp(For)&
Tyr; i BA2 - S -#MAeh4 - AR, HHR

]
VN

-

BB AT A’ REFFKKIFKEAHK (O - FH)Ser . (O - BRRF
H)Ser, (O - FH)Thr.. FIARHELR. HFXAREKHKE. 3 - (1 - #nii)
e, 3-Q, S5-—wiA- | -waA)RaE. 3 -1 -9RHRE
B, 2-&A-4-(1 -8 R)TER., 2-84-5-(1 -wegA)RE. 2
-4 -6 -(1 -k A)TE. Leu. Lys(Z). 3-Q2 - E9X)RAHK. 3
-3 - FEpA)mAR. 3 - (0 - AuRKBA)RER. (O - F
H£)Asp. (O - FA)Glu. Trp. (N - Me)Trp. His. 3 -2 - E4H)RE
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B, X3 -—_FAEAREAH. -O -FHhyr. 3 - REARKER,

0 0 0
N —N N —
_ /] y>
P \ ~
0 0 0
— — —N
y NH _
Ny NH H
0
—N —N N —N
N
S
H 0 H 0
—N
—N
H 0
N
H h \
S | N
DCH3
0
H
0 H _
N ~N N
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3 ZEBARA, JF BT
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FIREFRE R EARATEA FhA XCLARFSAELAGERL
B — & A AR T RABR) R A,
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AT 7R

/(CHZ)m

ey L0
\(Cﬂz}n :

HAPmAZl, Hns3;
R P AR

-N N_w
v/

(CHZ)S

Hds 2 2R304kt 2) A

W 2 4o LA 2 3

Bk 2 WERTE, XA, CHEEA),, BAXwmowhk, RAbxi
£ ZIAK Y,

Ebz W 2EA ity 2 A - CO,CH;. - CO.CHs. B#. K&
LA RA B MARLAARK, HHZATRE K FA
LA, fA. AE MAXTEARARK, ZHFATAA R FE &K
RFARABRK, EPzEEAORRAKRLELE2 £, AR

£ WREALH - CHCGRA),, ZEAATERA-AMREFRA, HKEAR,
AP - CHFEA, mAR P, EIHARXEKAGIAERA, AL,
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H4E.

ALRAHX b o

R!'- R - Al - R’ Ib

Hikey &, KT

R! Z R" A& L& 3L

Fo/ 3,

Al R —F R B, EAMES 1 AR 2 AEHERA, 2 OH. COOH.
NH,. & . CONH,. SH; #sZ}i+ A t4aléd Loy E AT OH A/
REFA ZPro. 4 - BAMEM. 3 - AAMEAMR. Ser. Thr. Trp(For)
K Tyr; HAEA2 - S - #HMe 4 - BAMEER, HAZ

OH

AEBSHmE, AEP RS ZABXN PH—ANEHA G HKL

7
R

| 6
—N * R
(CH >

4
2)t \CHZ)U

II

Y

Bt PtR—Bul2ERtZ_HuRE Rt uygh—Mek
B, R®. R'. X. Y A& Z il HLoA.

LERBEGLSHE T REAFEARTREFEA/HFE T R RES/HK
AP X RELAB/BRAT YR ZEEBRIRATEE, £, CHRIBRTER
—AHRE& - (CH) —.

bbbkt R PR 2
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iz

HR"Z - CHS0, -, &ftit- CO)-. LXRERABRKAA S - HAE,

AL RS Meg KL R

BAAWBRACEEE ML (M - 9)# Z 4L NK1 - $4R8] % £ NK1
- SRR P - R LG TR ERE, ARREZ V] - FRGHA P &
BE#H. % NK, &5 RBAEHBE TN A20 @ie L7, mameR AN NK,
S, @M% 'P] - BN - neusolinine A #) E#AFA. LobPrFd ICso A

o

W N 0 s W N

NK;
(nm]
3.1
3.6
3.0
5.0
11
4s
0.45
3.0

NK,
(nM]
21
21
65
110
117
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10
11
12
13
14
15
16
17
18
19
20

21
22
23
24
25
26
27
28
42
43
44
45
47

17

200
3.2
5.6
105
3.1
3.2
0.7

26
26

20
25
14
3.3
18.0
28
0.5
23
1.2
1.2
5.1
4.9
3.2

18

780
240
38
19
93
16
600
350

130
1300
140
1240
880

450
1500
54
21
39
59
57






























28

O O/
P\ /\(E
= Q o

28



29



20






38

39

40












36



37



10

15

20

25

30

57

P~

U\\/U\/\(j

fe At 56 B 57 A6 R\ AL X & F), B 55 & 24,

XS, a1 58,15 £ 18 & 43 4Lk,

bk H kA X P, RS % CHy - K. #leitsd 1 8(+)
- BemskmAEA KRR - R -

AK BRACA M R A NALG A Z O (P MO RA, BARMRP -
RAER, 2R AHAZHK A - ZAPZHAK - B 8RR, CAVA TR Ao
Ay AR A6 B A Ti5 7 AR K5 PR E R KR, Hlde,
sod BERLAEE, WA, BX, REk RO HEHRR wEREX
BELRE X KB, WAk X, FHRARFEA BHiER, RAHBERE,
HRTE £, R T &AL A K (Hischsprung's)#%; X F 5, SR
MR K, BRME Y KB EH RKL S ERelter's syndrome); 457 T ARAY

?%JF@, kR, MERERKE HWH5 L Wbk AR, KR

v, kAR, ABUET TG, RBRE REARRR, AL, BdA
Ffr%‘ B 0 TR A,

st E 545 7)€ 269 2 AR NK, - A NK; - A 2B STROGLEH.

b, K& BT ETARLBIAHAEH X LS HA BN A EHH
A Ak, TSk A TFA. ETE4K AT, LA, BA, £A,
BN, FREAEETAEFLES R DB RNME), RORELH.

s F i shE sy, X I itsRimse i TEg EFaRLL
Wi P, TE B REE A LA R AGD ReeEER, AAHNXLECK
HA. BRGREERNG 4 K, ARRAERREE LR, HEBRHE
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W, BERwR R EREARLCEFRENREMNGREY.

BF, ZALS T BHARRL, Blie, BRE. BLIAEXREERAT
BREGHAY, REEAHFMNKE.

BAC- A — 4% S he ) RA R R F 8 7 ok 0 &, 5 kR Eid

R BRABRRITENIES A, ARRARBRIEENETHE, AAKG

Mo A et 5 B A BT RSN E e X

X la X AT A

R' - R'"'- A'- A’ - NR’R’ la

THR' - RMYOH, H- A'- OH. H - A’ - OH & HN(R*)R? i 23
SRR, GRBEAFTHEEZE WAZA, RFBIEIHNELT R -
R'"- A'- OH ZH - A* - NRHR*BEE(H B1B5).

A KO eAE4 T A — R st BRAL 5 5 ik #1 4, 4= “ Houben - Weyl,
Methoden der organischen Chemie, Vol. 15/2 7 ik 695 ik, R A& A B AAKS
ik (#)4e, R.C.Sheppard, Int. J. Pept. Prot. Res., 21, 118[1983])2k £/l &4 & 4o
ik, i, MAGRARRIFSBERFINZETHEEG, FAMFHKS
ERHBHAXNEGELX. TAGARARYEAZARLE “ Houben -
Weyl , Methoden der organischen Chemie, Vol. 15/1 7 ¥ Ak #9447 %

EREGGERFT ETY, it FRAZEKZ), AAMERTHRLEHETF
f A% A (Fmoc). EFANSRNGFAT, HARGMEETRTFIRY; A
Bl ARG AR ATAA Mr - &, EBEAKRERT, EALARY W46 T 5
A A B, %4 Lys(Boc), His(Bum), Ser(tBu)& Asp(tBu). 4% Z 894 &R 541
LEZEL IR E T

# R BAMEARESRAEAX LG, AERZKAR, LEERTFREW
A RRBLEE., ERAATHHTAR:

1. F A48 (G. Barang, R.B. Merrifield, Peptides_ 2, 1 (1980) Eds. E. Gross,
J. Meienhofer, Academic Press, New York)

2. PAM - 44 Z(R.B. Merrifield, J. Am. Chem. Soc. 85, 2149(1966))

3. Wang - % 2(S. - S. Wang, J. Am. Chem. Soc. 95, 1328 (1973))

4. SASRIN - 44 % (M. Mergler, R. Tanner, J. Gostuli, P. Grogg, Tetrah. Lett.
29, 4005 (1988)).

K #4& X b Ao

39



R! - R"- A'- R Ib
#ummR - RIOH., £4%H- A'- OHf8H - R°2444. M
EE2THR - RIOHHABRE LS ELSRYPHXOH - A' - OHiBH, #
EW AP A SEH - R4%46, XAH s SRP9RAHKH - A' -
5 OHT#5H- RARE #ZFAHWEEPES R - RI'OH 88,
ety H - RO X T4 A S 4e b ik KAF
R H-R 2

0

H * R6
A
10 \

(CH, )y (CH))

IIla
Y

z

15 fdt=1%u=0, R, YR&RZIwali&, H A4 AL K%M (Davis)
%A, ] Med. Chem. 18, 752 (1975)% H.,% #(Merz), DE 38 23 576 (C.A.
114(21), 207 052 m)Fr ik 4 Eudn s i &, ABX XIS HFIIAR ARAR

@it 5 NaH & BrR® &5 it 4789, %R T/ 9MR N B4R 47 £(Sch)#y 4 &
RARAAETEA.

20 HE&EFETH T FEREAT:
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CH,O0H

CH,C1L
Y ACNHCH (COOEt ),
S Y —_——
z z
VII VIII H
CH,CON COOETt
OOEt
0
HoN OH NO,
Y
NO, HC1
1) H,/pd Z
IX
2)HC1 Y
VA
X
o}
q 0
H,N
NH .
Sch N NH
_—
Y
Y
Z
XI YA
NaH BrRr® NaH BrR®
\
0
T 0
H,N RS 6
N~ «— Sch—N \\N//R
Y Y
Z 7

XIUI
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i% % 494247 (Sch) L #As & #9477 e Boc — .

AT H &KX X6, BX X AW AZL REMHTIRUH =, £
F AL B %A (Davis)FAFTRiL oy A4 - B#97% % (J. Med. Chem. 2, 826
(1966)).

}:58 J. Med. Chem. 2, 828 (1966) % Fik, X A& T AR BAE) 1 -
A AB(VIDE P RME VI & IXGEE {AER, 48 SOCR) k4
%, BESLBRALARN B - TIRER L.

#@X IIb #9fH - R

7 IIb

(¥ t=1&u=0, R. YRZilikstX laFiki88), TH A
#) 4= LiAIH, i£ B A8 B 694064 la K4 &

#H&EX TatbeMm(EFt=u=0, R. YRZ4iw&kEN), AAL.
# 4 A(Davis)EA, J. Med. Chem. 16, 1043 (1973)#97 sk 2 &84, St
Ma - 8- O - AAFRABBR T AT, SINEX_FTREREL, BARY
KB RAEIG, B TAAE R (BRI ALZINRG)S - A& -2 7%
BFl,
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I RO 3% B Ail X, 1Ib 49 £ b, it A2dm bk,

X lMated#m(Edt=2, u=0, R, YR Zii&ZV)@HE,
TEET R ETERE: '
H
BL  ACNHCH (CO,Et),
> CO,Et
Y , NO, v _ No,
XVIII XIX
HC1
0
H,N
H,N 0 OH
- PPA H,/pd
NH -f———— —
NH,
vA
Y Y
XX11I XX 1 XX

BN R SH3L B F A, K AL A4 T1Ib 843t 42 4o £ FTE.
L4 A X AR &k, AR B E 2 - (2 - AR ) - LAE(XVIID
TEUBEAR B LABR B RASSH XIX, REFHAR XX, £4F

ﬂ;/\% XX &£ B mALeH XX 9 A TR AT T MeOH B K &5

&P AT, 454w,

4 - ZAETHEAZR,

R % BB B BF R A R BT AT
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A Tat =u=1, RO, YAZE&EZ)HHE T TR ¥
AR RBURAARE = FREARAR LK LN - R84, REATEE
Pictect - Spengler 5 5 PRI, R, HARKF oAb i@t A 23 30

£t P2 o B

0
0 0
0
N -né6
ol H,N-R )
—— N
N/
H
0
Y 0
‘ z

XXIII

-

XXVI

XXV

XX1Iv
(CHZO)XJ H
0 /36

7 A, b #) FAUAL S 098 SRR AL T e L3 BT 7 77 iR AT

i@ X, Illa &9 % HR®
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IIIa

(AP RE, Y A& Z bk )eh &R G - k#UG - Leclerc)¥
A, J.Med. Chem. 29, 2427 (1986) % Arik 7 ik i 47, A A4, FHRAXK
BUARE 3 - ek g b AL AR R 8 N - BALH, KRG HALREWR - 2 - B,
B G RAEE N T (ERAE P B R RN

Br
Br H202 Y-—E%Z]jE{I/
N 0
V4

XXVII XXVIII

LAC20/80°-—100°C

0
Y -
e — N
Z NH3 7 ) 0
Y 160°-200°
XXX

XXIX

B RS 49 3] N T 454w i AT IR A R ALAH Tla #905 XEAT.
i@ X, [Va t94046-4 HR® ¢44) &
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IVa

(AP ROtz L, RO EHA, RLA)THR LEHF(Weichert),
Arkiv Kemi 25, 231 (1966) ¥ #97 ski 47, i, CEBERARBRELAESL
BURH ABRE 2 - AR TR S, REKM, TRMA RELITHL

1 A
Y
e} CHO
H
AcN Z
OEt
NO,
© HO (6]
XXXI
0 0
H,N H,oN
NH H‘ OH
< — NH,
HO HO
Z
Y Y A
XXXV XXXIV

RO 85 5) A 4w b ik i 47

o)
H
AcN
OEt
NO, XXX
HO
Y 2
H;0"
Y
0
H,N
OH
H,/Pd
 —— NO,
HO
Y Z
XXXTIII

AR B IVa(h F ROARK(C - syrBA, FA-(C - R A K
A - (C - JPRELARC - WEEAFAXLP R® A R —RAKAEX -
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OCH,CH,0 -), Li&ita4 IVa(i ¥ REREEA R RAZL)THAT4T
B
(@)#F & R T AL., FARNRARABAGINSY IVa © AKX
(Williamson)#t 47 B& LR ;
(b)# & R° R EAZ A EH IVa: 548 R4 B BT R
©)# & R* AR —RNAR KA ME4 [Va: 4] 4B K £)(Oppenauer) &,
1&;
(d)#1% R® & R? WX & - OCH,CH,O - #94L&-4 IVa : ¥ (c)Frigead A
m%%%a;%&ﬂu
A& BXH - RO P RTZE), Fi@X Ja. b, la X IVa
-t ir A, SR IAL R R T i@ 1L B4R AP SN ER N(#l 4w Al = ST BeA) Fat
7 AR BB E), RGBT TR A (F] el i K RE).
& 24 )
EHER
200 £ EHMA -
1.2 ZAAEER5T = KH2PO4
0.2 ZSBEBR4N = NaH2PO,4 2H20(% 7 3%)

wh
N e
o EEN
A e Wy A e N
iR
%}3
s
oo T -

(% G BER AP 4E )
ARG &R

wwwm~%
wﬁ$wsm

%

A% pH £ pH6
SR AES A,

o2

RFHKELR 10

e

F:\‘.
=
¥
o

EE T+
AL

200

\O
=
Mo Mo
e

o

# H
8& e (& G BRI AER)
s 3 S RMANIE R

5
o
o e
co o
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&% S48 iM% pH £ pH 9
REGRER 10 AR EZ4H.

T
200 A EWRHBN
500 =& HEER (5 s5 A 281y)

4 £k a%ka
H ey a1
10 €4 =HAK
H Tz 2
20 = & PolysorbatRSO = Tween 80(& f &)
10 =4 EHMAK

 HEWA R KA E . e | 1 3% 2 a9t
sFF 67 T ARE: 1 £ 500 € %
34 1

B- TAAZE-QS)- 2 RAREAM-Q2 - FERAFKE), %%D

3S Ak - TRAHA L - 2 - RARARS 18 AN, N - A%
wp f2 100 24+ THE w54 2.5 Joif. w193 51 - (2 - FARAEL)RA,
FEBRTHH 12 08, K5 &2 AR THE . ma%ﬁf@%NOzﬁ
LB LB, A 10 % KHCO; - /g fok ¥, Tk LEEARZAT NayOS, %,
A R

49 I EHIRA.

B- TAAEA -(2S,4R) 4 - #AMEASL - (2S)- 2 - A /AL

- 2 - FRAF )RR

49 % 1/ 50 £H = A BB/ AT () F TERTHHA 45 24, &
VR R BT KRG, BAMETLELEY, A 10 % KHCO; Bk F IR =—
K, KER K, LEHUBAZ TR, KRS, mRERHET 50 £
DMF/ =& (1), 523 £ - TRAHA-(2S, 4R)- 4 - BEAME
B, 1.6 &1 - BAFF=rs, A3 EF-FRATKAEPH £95,
KRG 38 Hva RANERY AN, A A 24 . BARAGELTY
K RS, BAET LR TE Y, A 10 % KHCO; #i& X B =K, 465 NaCl
R ER R, RETIRRS,
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5.4 %% &k (AL 90 %)
(+)-#Emk - 3 - A0S, 4R) - 4 - AAMEARL -(25)- 2 - RA
BEL - (2 - FRAFA RN

| O\Q/NH\/ILN e
Sae

06 £115 20 A = RBB/ R TR )P EZSET I 45 247, %
Kk, KT LELEP, A 10 % KHCO; AR AKEIR, TR, KERS.
EAMET 40 £ DMF/ =L FH0:DP, 502 &(+)-Fhk- 3 - &
B, 016 451 - BAFEH =k, 12 -FRATHER038 LW AMEKRT T
AR, TERTHIE 12 M. K45, A 10 % KHCO; Bk FIR=K,
AEI ok, TR, REKR%. HmBH HCl G SRR,

310 £ 5(FERALAS %)

I/II/,

N
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Boc-Trp-O0H ——— da Boc-Trp- N\ §:>
/  Boc-Hyp-OH /
BOC_Hyp—Trp-—N < H-TI‘D N . HCl
TBTU
2c
2b
HC1 o

/
H-Hyp-Trp-N . HCl
2d

By \  (*)BERE A A

[ANERE]
<
I

OH
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A 2

2a ¥4 &

70 £Boc - L - 48B3 mMoL)5 3.1 &N - ¥ - (4F - FAFE)
- B(23 mM)E T 200 £4 DMF F, 5 7.75 52 TBTUQ24 mM)&4, HFimn
BZCEA%pH 24 8. TERT 24 IWHE, RAMTEAZYREET,
FAWET 300 EFHCELE P, HRM150 £405 N HCALERZK, &
4 8 150 £ NaHCO, 3B =k, LB LEAEHA MgSO, T8, i, REZE
F, FAET4 %52, ERTEERERMA. Mp.:70 - 84 C, [a]D? = 343
° (MeOH)

2b #94) &

6.8 2 % 2a(16 mM)5 200 £ 4 n HCl ¢ =8R8k %b, TERTH
R, RBERKSEET, Seahh O, WA, ALERFR T
FREY TR, BH 647 LHME D, THLEHK.

2¢ #94]&

4.5 %,2b(12.6 mM)5 2.91 25 Boc ~ (28, 4R) - AAMRBIET 120 £
# DMF ¥, 543 % TBTU(13.4 mM)R4, #imTEARZEpH £48. T
FRTHA 24 oG, REMWEEET, AT 40 EHTRLET, AFK
200 £ 0.5 N HCl B =k, AAK 200 £ 1 n NaHCO; FE =k, A
ARA MgSO, F¥&, ik, KM EF, F4633 L2, ENRERKRAA.

2d #9 4] &

Boc - 4473 2b 698 & PTE ik d . A, 3347 R AEERE 2,
ZHBRER K.

2e Hy %] &

12 % 2d(2.55 mM)5 0.5 &(+) - #mAZKRQR55 mM)&5 T 30 7
CH,Cl, & 0.9 % TBTU(2.8 mM)¥, & /m TEA A pH £248. TERAET
B 24 B, RERAWMERSE ET, BAYMARKEN, A CHClL/MeOH
= 0.1 M eBlik. REASIT9MEE, F4H049 %2, EARERKM:

M.P. :55 - 64 C.

[a]D¥ = - 21.4° (MeOH)

) 3(HE-4h 34)

54 2d
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TBTU (-) Bk -3 HE]

“,
D
0 O
=

HOHN\

2d #96-Pke 4 2 PR HEAT,

0.63 % 2d(1.34 mM)25 0.26 (- ) - kA #BE T 25 £/ DMF ¥,
Fm038 £H TEA R pH £48, /m048 £ TBTU. #HEMREMHTE
BTHHIR, REThEALBLEAGET. RRMETLRLEY, &
BRI EN, BB LEAF R, R, 35| ERkiued, EEEBRKMA.
FAE: 046 %. MP 125 - 144C. [a]d® - - 81.9° (MeOH)

AEBR R CA TR EMF k&, Pl LARBHLEM] £
53,

o 1 £ 56 9 BAE &

e Mp(°C]

159-164

55-64

138-148

148-152

160-170 nfE
178-184

140-145

145-155

245-250

182-186

120-128

165-176 4
175-180

W 0 N 6O B s W N

T
R N )
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17
18
19
20
21
22
23
24
25
26
27
28

34

42
43

44
45
46
47
48
55
56

200-215
140-144
141-145
155-160
160-165
130-135
143-147
163-167
194-197
125-129
140-148

) 4 i K

138-146
72-76
132-138
125-144
139-143
124

134-136
111-118
120-142
120-140
108-110
132-136
118-123
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