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-2-. —-3—-. -4-, -5-, -6-. -T-1H-%|% Kk, 2,3-—&-1-. -2-. -3-.
~4-F -5 K, wWwa-1-, -3-KR-4-wbed K, 1, 5-—Sokek-4-8-2-
K-5-%, 1,4-=&-1-. -2~ -3-H-4-w%HK, 1,2,3,4-9&E-1-.

-2-. —3-. —-4-. -5-FK-6-wse &, 1,2,3,6-WHR-1-. -2-. —-3-. —4-,

15
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FREE, FREEAIKFA, FRALTIAR LR ZIRE, KEH
B, AR, B, BRARIER, QS LG IARH
BX, RERRE, BKaH L-BEf Dk,

~(CH,) ,~Ar 4E3& % 0=0 B &5 Ar, K o=1 XK 2 HFH, XA LK
KEEFHE. - (CH) . —Ar F A EEH o=1 B &I F AR 0=0 & Ar.

Hal Z F. Cl. Br % I, ##4#&# F. Cl & Br.

Het 4k A IR & A BRAR 6 2-K 3—kwh &, 2-K 3—&Epp ik, 1-.
2-K 3-wtedk, 1-. 2-. 4-3& 5vkeki, 3-. 4-H Sk H, 2-,
4-% 5-vEe L, 3-. 4-HK 5-FeEe i, 2-. 4-K 5-EK, 3-. 4-
XK 5-FpEee R, 2-. 3-F 4wk, 2-. 4-. 5-HK 6-HRHK, EHL
%A1,2,3-=-1-. -4-R-5-%, 1,2,4-=m-1-. -4 K-5-3, 1-
XK o-wge ik, 1,2,3-E-mk-4-F-5-%, 1,2,4-"E==-3-H-5-K%,
1,3, 4K —nk-2-R-5-4&, 1,2, 4K —n-3-R-5-4, 1,2,3-%K =
-4-K-5-%, 2-. 3-. 4-. 5-K 62H—E%h K, 2-. 3-K 4-4H—%Kvwh ik,
3-& 4k, sk, 2-. 3-. 4-. 5-. 6-R T-FIiHkhEk, 2-.
3-. 4-. 5-. 6-K T-RKHFEHK, 1-. 2-. 3-. 4-. 5. 6-K 7-1H-
gk, 1-, 2-. 4-K 5-FJfsk K, 1-. 3-. 4-. 5-. 6-XR T-¥Jf
ek B, 2-. 4. 5-. 6-HK T-R B, 3-. 4-. 5-, 6-R T-FIF
Sl 32— 4-. 5-. 6-K T-RIEEA, 4-FH5-FFE oK,
2-. 4-. 56—, 6-K T-EHfFEek K, 4-. 5-. 6-K T-%3H-2,1,3—+&
—wg X 1-. 2-. 3-. 4-. 5-, 6-. T-X 8-EgkHE, 1-. 3-. 4-. 5-.
6-. T-% 8-Jpkakik, 1-. 2-. 3—. 4-K 9-"Fwk ik, 1-. 2-. 3-. 4-,
5-. 6-. 7-. 8- 9-"T" i, 3-. 4-, 5-. 6-. T-X 8—v¥dki, 2-.
4-, 5-, 6-. T-R 8—Evkokik, RZHRAXTUAIRS R T LAMNLGH
A, HbHet BTAR 2,3-=4-2-. -3-. -4-H-5-=%kwi, 2,5-
ZA-2-. -3~ 4-H-5-%kvhi, WE-2-H-3-%kwi, 1,3-—A%
FoRI-4-%, wE-2-R-3-Ey K, 2,3-2&A-1-. —2-. -3-. —4-
H-o-wbes ik, 2,5-—&H-1-. -2-. -3-. 4-HR-H5-"EEK, 1-. 2-K
3—wbei bk, wHR-1-. -2-H-3-wE K, wHR-1-. -2-%K 4k i,

14
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Huprr-2-4. -(N-TEARA)wbw-2-4, ww-2-4. 1,4,5,6-
vy ST -2-8 . FEobekee-2-3 . wkk-2-3 . 4,5- =& k-2-K.
3, 5-— Sk -4-B-2-% . Heww-2-KA K 1,4,5,6-wEaFEw-2-4. R
HAhE A IH-sk-2- . 4, 5-—&Rsk=-2-K. 3,5-—Ask4d-4-8
—2- R Fommr-2- 4.

R R° 4k o 530 30 H. &KL, R'. - (CH) ~Ar. —C(0) - (CH,) ~Ar.
—C(0) - (CH.) ,~R’. -C(0) - (CH.) .~Het. Het. NHR’. NHAr. NH-Het. CONH-R’.
CONH-(CH,) .~Ar. CONH-(CH.).Het. OR’. OAr. OR°# O-Het, X ¥ Ar
FeHet m EATZ L, BER PR =T AR,

—C(0)-(CH,) ,—Ar ki AFEZERE, FEABAKFXATAEL. £
—C(0)-(CH) ,—R" P, R =T AT ZL. —-C(0)-(CH,) Rtk % TBE XK.
sk, TeA, RTEARE FRAZREA FLAFTEAZRARRD
XL EEHR. £ -CO-(CH).Het ¥, Het 4 L Bf & L.
—C(0)- (CH,) ,~Het 4kitAwboe—4-AZA . wbog—4- A PHE K Kb
-4-R B,

A2 CONH-R' ¥, R FAZ L. -CONH-R'#%&&EAFRRAAZERL. T
EREBE, RO EAEAZA FAAREZEL RO APRELAE
ARFTHATCHARIEZEIL. CONH-(CH,) —Ar Hea A X RXREZER. ¥
PSR EEEFE IR ERT S W

CONH~ (CH) Het 4kt A vboe—4- L KA KL, w4 A PR AR
B R -4- R LA R EE.

R'#Fe RO EMIIE 23 % H. —(CHy) ~Ar. R'% Het, £¥F o 2 0
1. RFRNEEHRE. B-ZRTFTREXK, 4-RFEHK. 3-8XKL.
-FAFEIK. -4k, 3,5-=R&FKK. 2,4 FFK. RTK. 4-
f-3-=ZRJPAER. EHfEom—4-£ 2,6-—fXH4. 2-2-3, 6-
ZR¥K. 2,4, 6-ZRFEARRKTE. ROFHLEN H.

R°4E3i% 4 H. -C(0O)R". -C(0)-Ar. R'. COOR’. COO— (CH,) ,~Ar. SO,~Ar.
SO,R" K, SO,-Het, P Ar feHet I EFTZ L, AR ZEA 1-10 A8
BRIHREIAEAI- 104 BARTHREA R KED U PRIEZE K.

17
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“5-H-6-mE, 1- 2- 3-HARRE, 12— 3-R4A-RERE
A, WE-2-, 3-H-4wmE, NE-1-. -3-H-4-RER, K&
1=, —2-. —4-HS5-FwHE, 1-. 2-R 3—vkEH, 1,23, 4 wE-1-.
—2-. =3 4. -5-, —6-. -T-R-8-EkK, 1,23, 4-wH-1-. -2-,
=3—. —4-. =5—, —6-. —T-R-8—FEdki. A& LKA T =0 X NHZ
FBUR F K. |

Het 45 74E3& % 3-mEKwbeg—2-. 3-RAww-2-%. 3-(N-2 &
AR ) wbee-2-K, whwe-2-%. 1,4,5,6-wawkw-2-X . ¥Eifckwe
—2-3k, kek-2-K 4, 5-—Gsked-2-34 ., 3,5-= Sk -4-8-2-5.
et -2-KA X 1,4, 5,6-W9EER-2-4.

AFe B IR 534 0. S. NH. NR'. CO. CONH. NHCO K —A-&,
EFRWTAHAZN., A$A4EH NH. CONH. NHCO 3 —A&:, 54
AP A NH. BHAIEEA 0 X—A4, FEHAELD O,

XRABRIFZHRRIARCERRGEF 1-2ABRFHERE,
EFRARBTHAEINL, RH X 2. X Halhkh— ARk
FEABRGEFRE. XEFHANKRLSY — Ak,

mAZO0. 1. 2. 3. 4. 5% 6. mFHMEED 3 X 4. n FFHNE
A 3.

nAO0, 13&2. n¥34xH 0.

0% 0. 12, #i&kH0x1, HA#kkHo.

R'Z H. Z %-(CH;),~Ar, R ¥ Z. o ##—(CH) .~Ar 4= EFFZ L. R
#5453 A H.

R°ZH R'KXCO)Z, AP RWTHAEZL, BZIwEpmzL. %4
A H PEARCEA, RRIEFHHKLLA O

R* & NHR’. -NR°-C (=NR°) -NHR®. —C (=NR°) -NHR®. -NR°~C (=NR°) -NHR".
—~C(=NR’)-NHR’ X Het', k¥ R°WTFHZX, H Het'dw EArZ L. R’
% A & BIL. NHBoc. —C (=N-Boc) -NHBoc. ~NH-C (=N-Boc) -NHBoc.
~NBoc—C (=N-Boc) -NH., H ¥ Boc & T & XHE &, -NH-C (=N-CN) -NR°®
H-NH-C (=N-NO,)-NR®’, R R°%TFAZ L, X 3-sAwrz—2-4. 3-%

16
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LaEAFA, RTRARAIFAREKAL.

RZEA1-10ABRFOHRARELA 3- 10 AKRFIxRRE,
AP REREAFREEA D EAAZL. RERIRTH, 2,2-—FHF
A xRAIFRTE,

R® % Hal. NO,. CN. Z. —(CH).~Ar. COOR'. OR'. CF;. OCF,. SO.R'.
NHR'. N(R'),. NH-C(0)R'. NHCOOR'3% C(0)R', # ¥ Hal. Z. - (CH,).~Ar
Fo R 4 LA 2 L.

R° & CN & NO,, ##|4LikA CN.

4k i% & B AR & R*- (CH,) .—A- (CH,) .~B—-R&

B B
P 0]
N/ IT]/\/\O_ N [T]/\/\/ N
H H
L @
< AN i 4J\ AN
N w 0O— N w O0—
H H
N NO, N NH,
| - NN I 7 0
N w o— N w o0—
H H
3
N
I = CH, [jA\P
~
H H H
= \

18
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H H 0

NO, CN

f“ b
H.C H.C
H H
CN
w CL L
= CH)— =
HZN/I\TIJ/\/\O— N rTl/( 2)4 N ,\‘]/\/\

BAA R-(CHy) ,~A- (CH) B R E IR 3R 69 5-K, 6-4%, 454
EAE 615,

B, AXAFNFEAEFTES —AHERKRELA ALK
AN G IeH. FEEA MG THTEEX la- 1i KE,
TEFXAMETXI FEALEFAEEGERARX I $HZL, &
W

Elaf, X248

19
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R¢ 9
OR!
RS
R3-(CH,),-A~(CH,),,-B N la
N
\
RZ.
R°Z H,
R’ H,
R'Z (CH,) ,—Ar, H.
050
Ar Q
OR!
R3-(CH,),-A-(CH,),-B N b
N
\
R2

EIc ¥y, X244,
R° & H,

R' % (CH.) ,~Ar X Het, H.
o & 0;

£ Id F, XZ—A4,
R° & H,

B % 0,

A & NH,

n % 0,

m & 3 =X 4,

R’ & Het',

R*5Z (CH.) ,~Ar, B

o~ 0

20
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Ar
OR!

Het!-NH-(CH,)-O"

R2

&£ led, X244,
R° & H,
B % 0,
A 7 NH,
n & 0,
mE3X4, H
R’ Z Het',

R4

OR!

Het!-NH-~(CH,),.-O N

N

\
R2

EIEF, XRARRRH Ar TR £ FRE,

R*Z H,
R°Z H X Ar, H
R* Z A,
0
o X-/<
OR1

R3'<CH2)n'A'(CH2)m'B

21
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£ IgF, XAEFHE,

R4 OR!

RS
R3-(CH,),-A~(CH,),1-B b 'S
N
\

R2

ATIhd, XZEFHE,
R* 2 H & (CH,) ,~Ar,
R’ & H X (CH;) ,-Ar,
o0, H

R* 5% H;

AETif, XEEFH,
R'Z H & (CH) ,—Ar,
R° & H & (CH,) ,—Ar,

o 0,

B & 0,

A > NH,

n > 0,

m 2 3 4,

R’%Z Het', H

R* % H,

R¢ OR!

RS .
Het'-NH-(CH,), -O N l
N
\
RZ

BAZKE LG T AW ALHNERE Tl ot kP A£G

22
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Edm F ik (B o £ 47 £ & A $ 4= Houben—Weyl, Methoden der
Organischen Chemie[ A #L 4L 5 7 i 1, Georg-Thieme— Verlag,
Stuttgart) ¥fF, XL F 2 A0S FAETHERE G RE M4
TH#AT. ETRAEAREAITHARRG AL S kLR

R ELNE, RATRARBER, FAFELIAREREGY ‘F
Bk, WREIIHEBLARAER 1K T HAH.

X 1 Aokt @i o ] 3 SR 0] AL K — A 3L A4
AP HEAEX TG ERKA.

ATHEMNBREBGEAGEALZEN T —&, FEZ-AXEA
BB/ RERABREGREPGRES/ AR EREGEY,
72 F o B-N A4 SG'-N A B RKF A4, L+ SC' ZRAFF X,
F/ZAFTEEGHRTHARGYPEAREGLEGY, Flp 5T —H
{2 % ~COOH #—-CO0SG* KA eg o4, R SCCAEEAFH K.

BASTVTETAELESAMRAIFRAGRY G REP/ AL,
W REEQOFEY RBERIXRAE, ERZHAT CNTRELEHR
* (&% @A R: T.VW.Greene, P. G. M. Wuts, €AHMALTE P 85454 1K)
( Protective Groups in Organic Chemistry ) , 2"Edn., Wiley,
NewYork1991 , & P.J.Kocienski, € 4 # #% » ( Protecting
Groups) , 1°Edn., Georg Thieme Verlag, Stuttgart — New—York, 1994,
H. Kunz, H. Waldmann{ A #4-8 X £» ( Comprehensive Organic Synthesis),
Vol. 6 (Hrsg. B. M. Trost, I. Fleming, E. Winterfeldt), Pergamon, Oxfo
rd, 1991, pp. 631-701).

Rt REABRPEA "L S, FERZRETHRY GFHEA)KAX
FAFR B Hrang A, B8 6 RIERP AR R SR IRA 4 8
A, FRA FRAAFTEAITRE. BARIGYEZANE R (X
AR ZERE, BREMNGERFRIFREE KM, LA 1
—20 BB TFHRAGRRIMLAY., K& AR EELALAAF
FRARRERS N LG ER, KoL Rk, FRE. MKX.
FxbnRsgBESBRABRE, ARFNARAEBRA. SHARE.

23
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FEABEAPALRFRALZE. XHGBEG LM THARBE,
Plie OBk, AKX TERE Fhstk, Xl omi; Fumi
Pl X PEAFTRTBRL; FRARBAFAEALTERE KA
EBR, Pl PaREZRL. CAABEK 2,2,2-ZKCTHEHEK. Boc
fo 2-BR TR E A, M FUR B A i B R (Aloc), FRA
AFEAH 4 CBZ(5 Z L) . 4-FAREFREAZA MZ) . 4-#HEF R
EEAXO-HDAFTALENR (Fnoe); 2-(CREAH®BEA) CAEAENR; =
PHPERLEZAEZERL (Teoe), FABBES o 4-FAHE
2,3, 6-=FRAFEEBBRE Mtr)., £E2GREHEF X Z Boc. Fnoc #
Aloc, A& Z. ¥ EATEK.

KiE FEABRPE AR CHY, FTEABETHRYPEEARSZ
WERRYGEAR, RBGEAGY AR EE AR KRG F KL,
Fheik, FEeAREe, AAKE. RAVERKE, FREAFARL.
FERATEREL F 0. - 0,S-BER. RAGRPAGHERAFK
NHREE, BACNENEOUNFERERSRBAFZE#HIE X, B
H1-204BET. AL 1-10ABERTHRAGARK LY,
EEARVEGEPALAER I RES o FE - FAREAFEF 2,49
AAEFTE, FTRAFLETREAPTHERTHRE, BAS P LBRA
Fo Bk, SPEBBRL REAALPESFRTE, EAHAL R
APAREAF e = FRAFTERL(IMS). ZF AL FARE (TIPS). &
TEAPEPEREA(MBS) = ATPAERE, = FAFTAEREATE,
FIA TR o T A KI5 (TBDPS) , SRR 4 B4 4o T
FRAREGR, ERXARER. ERCARERE. BFARS5E.
NPRAEFRBEEFGPAR, - FTREAE T ARS8, LIRARSE
B4 Jevg Zbvl A& (Thp) . F AL T A (MOM) . 7 8L T A6 7 5% (MEM)
FAAFEBM A FERLFTEMM. kB hARF AL TR
k. RT A TBS.

NTEHMBEATHRAGESLE, ¥ I LGV ETRITAD
PRl kEXLHKE Cotg (Blde T.VW.Greene, P. G. M. Wuts, €A ML

24
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ZhR 44 KLY (Protective Groupsin Organic Chemistry ) ,
2"Edn.,Wiley, New Yorkl1991 & P.J.Kocienski, €« % # 3% »
( Protecting Groups) , 1'Edn., Georg Thieme Verlag, Stuttgart-—
New-York, 1994). ETREAREX L FHMREM 8 & Lo thF ik

# 4 R=Het', B=0, A=NH H.n=0 # X, I 644 (X I-1) THikfk
BTEaWMALEFE1KF. SCHhS¢' R LA LA Ry K. SC°
R LR GREGY R ANSH I-1 4 11- VI PREGEH X
R. R R'FRAREE n oBRA LK | FAZL.

25
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BEFZE 1L
0
R X —/<
0SG?
RS
SG-0 N L
N
\
R2
B2 SG*
l JO-(CHz)m—Br i

0
R XX
OSG?
RS
\Y
HO-(CH,)-O N
N
\
R2

+ Het'-NH-SG5 \

e

0O

o xA
0SG?
NP VI
Het1-rt\l-(CH2)m-O N
SGs \R2

% SG?
¥ SG® HILE R!
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0

R4 X—-<

OR!
‘Het'-NH-(CH,) -0 y T
N
k

ECltip BB A THELARY A SCAX I % L+
g, BREMTEFERRGREFFRTEX 111 KEPHR K.
AR T#HAT Mitsunobu A & &R B &4 T [L#k: 0.Mitsunobu,
€4&-m» (Synthesis) 1981,1-28], AMEGF B FHITE X VIiLS
W R R, AR R AR A SCREY. hERAEF L SC,
KRTRAI-1#B58R=0. wRELGE, FEERY L SCHAR
BAAR.

AKPAEF AKX 11a o

0
R4 X
OR10
S
R110 \ R la
N

R2

AR, RAReRMANEEL 1 FHEL,

X Z—A8,

RCZEZABZYPERH B

R" Z &R AR .

RUEA HRMEABRFZYPEORLZ, £ P2 bz L.

RUEZA H R LATEG4E A B R S5k,

73K OR' 4L 3% 42 v "R 2R 49 61,

A Ila eI REBREAF X Z—AEGEALAX T EHEAH
{8 64 F i) 4k
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ikt X 11a A2

3-% K -3-(6-0-FAw%-3-4) AR TE;

- K -3-(6-FHKv%-3-L) HERTE;
3-FA-3-(5-0-F Kw-3-1X) AR L&
3-FHK-3-(5-FE%%-3-K) B8 L&,
3-(4-FHEER) -3- (6-0-F Avwk-3-1) & & L8
3-(4-FEARXRE)-3-(6-FH4v%-3-1) AR LE;
3-(B-FAXRE)-3-(6-0-F A 4-3-K) A&k LE;
3-(3-WARE)-3-(6-FKv%h-3-X) AE TE;
3-(2-WAEFIK)-3-(6-0-F A7 -3-K) AR LE;
3-(2-FAXR)-3-(6-Kv%-3-X) AR LE;
3-[(4-=Z R FH)EHK]-3-(6-0-FA9%E-3-£) & & L&;
3-[U-ZRFHE) X K]-3-(6-A%%-3-L) A # L#&;
3-(4-FEILEHK)-3-(6-0-F A vwp-3-3) & & L&
3-(4-FHEAFHK)-3-(6-FA%3%-3-X) AR TE;
3-(4- TR X ) -3-(6-0-F A% %-3-%) W& L#&;
3-(4-ZHEAXK)-3-(6-FKAv%-3-K) AR TE;
3-(4-AXK)-3-(6-0-F A9 %-3-%) A% ¢ &;
3-(4-RFHK) -3-(6-# A& f-3-1) A8 TE;
3-(3-REAK)-3-(6-0-F A% %-3-X) s & L&
3-(3-RAFKHK)-3-(6-F K7 %-3-R) A R T&;

3—(6—F AH~1H-v|-3-) -3-bw —4- X & B L 8;
3-(6-F& K -1H-%3|-3-) -3t —4- X & & T &,
3-X5-1,2,5-E =k —4-K-3-(6-FEA-1H-9%-3-R)m®

B_X'jf.—ly 2’ 5_§;"£-—4—§_3_ (6_;—1"-£—1H_V3I%_3_£) ﬁ&aa‘é‘;
3-%4-1,2,5- 8 —ek-5- K -3-(6-FEE-10-%%3-£) AR T

3-XJF-1, 2, 5—E —vd5-K-3- (6-F K- 1H-"|-3-2) A& L&

28



01804670. 3 oM P EE23/64m

3- (6—FAHA-1H-%%-3-K)-3-K-1-X} AR LHK;

3-(6-F K- 1H-9%-3- K1) -3-E-1-K) AR L&;

3-(6—F AI-1H-"|-3-2) -3-K-2- X} R & L&;;

3-(6-#HK-1H-7%-3-K)-3-K-2-A) AR LE;

3- (6—F A -1H-7%-3-4) -3- (IH-|%-2-K) R LH;

3- (6-# A -1H-%|%-3-) -3- (1H-"%—2-1) B & L&

3- (6-F AA-1H-"|%-3-) -3- (FE—2-X) AR L&

3- (6-F K- 1H-7j|%-3-2) -3- (FE%—2-1) AR LE;

3— (6—F A -1H-"3%-3-2%) -3- (IH-1%—-2-R) A& LE;

3- (6-F X -1H-%%-3-14) -3- (IH-#%&-2-%) B & TES;

3- (6—F A -1H-"3%-3-2) -3- (E—2-X) AR TES;

3- (6-F K -1H-vj|R-3-K) -3~ (FE=:-2-3L) H & L&

3- (6—F A 1H-"3|%-3-2%) -3- (1H-"3k-2- 1) A& T &s;

3- (6 A -1H-%3%-3-&) -3- (1H-%|%-2-1) F& L&

- F-4-H-3- (6-FAL-1H-%%-3-K) A& LE;

- K -4-3-3- (6-F K- 1H-%3|%-3-K) AR L&

3- (3-fA-4-— PR R -2- A FH) -3- (6-F AW -1H-%34-3-2%)
AR LES;

- FAEA-—FRERRE-2-FEXE)-3-6-F K- 1H-9%-3-K) &
B LB

3-(3-FA-4-= R P AFEH) -3- 6-F AL -1H-%%-3-X) & B LE;

3~ (B-RA4-ZRFTEEL)-3-(6-FHK-1H-v|4-3-1%) A8 L&;

3-(4-+REFIL) -3-(6-F RE-1H-34%-3-1) R LHE;

3- (4 RAEFK) -3- (6-A K- 1H-"%-3-K) AR LE;

3-FRTHE-3- (6—F AIA-1H-%|%-3-3L) BB L&;

3-F T E-3- (6-FH-1H-%|%-3-1) H & LE;

3-3F &\ A-3- (6—FRA-1H-w=-3- 1) F & 78;

3-3R @ A-3- (6-FH-1H-"%-3-3) BB L&;

3- (6—F AL -1H-%|%-3-35) -4, 4-—F L KB L&;
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3-(6-F K~ 1H-"|%-3-5K) -4, - —FHERRLE;

3-(6—FRAKL-1H-"|%-3-R%)-5,56-— PR LB LE; X

3- (6-F K- 1H-v3%-3-24) -5, 5-— VA L& L&,

o EPF R G 1la A THRIER K FE la B EM T E£54 1
7RG, EPRZH BR'ZAEEAFF LS.

BB Z % la:
SG*0 N (1a-))
N
\
R2
0 O 0\‘4
Xl ra /“\H + \]\;'ro
o
| e
0
R¢ o><
o
SG Ny ¢ (1a-1l)
N
\
R2
BEZMR R
et
R4
COOC,H,

SG4-0 N (1a-1ll)
N

\

R

2
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Ol HARBEEFTHX(la-D) oW ER XI # 2,2-2F
K-1,3-—&A LK TI—4,6-—8 (Meldrun's &) %4, £ & A (1a-1I)
oY, —HGBER/PLE/EELERT X (1a-111) 8. T@id L
by kAR LS, AKX [Ta#BEALSS. X
(la-ID A REX LMD ELRERT X [a # 5B,

H b R=Het', B=0, A=NHCO H n=0 # X, T /&% (X 1-2) T4k
BRETAGEEFE 2HE. SC. SC'F SC° 2 LA Z X 9B LY
A, At 1-2. 114 VII-IX #8EZGEH X R. RL RAR A
EBEEn ALK 1 FHENL.
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RERTEHORLEFEIHG. A4S X-XII PHAEAGARAR. R
FRAZREZA nFfoneBALRK 1 PHEZL, EFESRBR AL
ARPARR IO HERLARY, FEAZEHUREATEPREIEP L.

B A% % 3
R3-<CH2>n-A-<CH2)m-o-©f\> X
N
\
RZ
o Oy O/
Xl R4 /U\H + i”/O
0]
[ ne
0O
N %
0
R®(CHy)y-A-(CH)-O N o XI
N
\
RZ
l R 50
R4
COOH
R¥(CHy),-A-(CHy)r-O N 13
N
\
R2

ALl BoRBEANHTHX X oS5 ® XT # 2,2-—F 1
-1, 3-TRAAR T4, 6-—M%4, ART X XII 4%, KERA
BB, ERTXNI-3#BR. pRELNE, KAABLARAL
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BB FE 2
0
R x—<
0SG*
- Rs
G0 N I
N
\
R2
% sG*
+
SGSOCO-(CH,),Br Vi
0
Ré X
0SG?
RS
SGSO-CO-(CH,)-0 N VIl
N
\
R?
B3 SG*
+ Het'NH,  IX
B3 SG*
0
R x—<
OR!
\ Rs
Het!-NH-CO-(CH,),-O N -2
N
R2

AR REEATHEEEY L SCAKX IT o bk
g, BREMTEFERKAGRLEFHHTEX VII AP RE.
Bl BARYASCE, o A TREMPYERARASFHTE X
IXEWE P, BEkaEEFESE, #FTXI2#5RR=H). 4

REZNE, FRERP A SC HARRKLR.

£ B=0, X=—Av4, R'=H H R*=H ¢§ X 1 &% (L4-4 1-3) T4
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R, XARKX -3 MEBEARERATESE, XX AW LBEIAX I
4 (R-(CH,).~A—(CH.).~BrXIII) ¥ 1H-%|<k-6-Bike it m 3k %
&, EPHAAARHFEZFA nFfoeneBRAEK 1 FHZL.

i R=Het', R°=H, X=—A-4t, A=NH, B=0 H n=0 #§ X I &% (X,
I-4) THABER TEHHOREFTE 4HF. Er iR X Iia e
F, RYZ SG°, B R"Z SG'(X Tia-1), 3t SG# SC' 2w A2 L
HEAGRFE. SCREMEGRERARYTF R, £4HEY 1-4 Fo XV-
XVIII P REGEAAR. RFRARET S o0 BRAEEL 1 FAHZN.
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B B 7 % 4:

R¢ Q
0SG?
SO N\ lla-1
N
\
R2

K% SG*
+
SG5N-(CH,)-Br XV

R4 Q
0SG?
SG5N-(CHy) - XVl

RZ
B% SG?

+
Het'-SMe or Het!-Cl XV

Re Q
0SG3
Het!-NH-(CH,),-O N XVIH
N
\
R2

%SG #1LE R

RS Q
OR!
Het!-NH-(CH,),-O N -4
\
R2

—Z
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ERREFEAY, EMEHCHRELEFETHEEARY L SC AKX
lia-1 4P b k2 G, BREMTEFERRKGRELHRATE X
XV ibePes R p., EMERTERY, RERERYFRA SC, A
Beh X XVII PRERFASWE R, bERARYESC, RFTR
I-4 #%E&R=H). R ELGE, FEERYE SCHARRKER

o R'=—C (=NR°) -NHR® 3,-C (NR) -NHR’, R°=H, X=—A 4%, A=NH,
B=0 H.n=0 6§ X 14644 (X 1-5) 4L K fh 04k AR 36 RN 77 5 4 F14F.

R O
OR1
RSHN-C(=NR&/9)-NH-(CH,),,-O

A\
N
\
R2

K, KELX XVII a4 (Het'-SMe & Het'-Cl) 89 & B, #A4F

5 X XIX 449
H.C

3 m
RP~N_ N 7/ CH,
\>/ N XiX

N
Re~ L
KA XX oW R B
Me—S—C (=NR*”*) -SMe XX
KRG M X XXT B
R°NH. XX1I.
BAEY 1-4 Fo XIX-XXT R AGEE R F R e H £ K 1 FHF

3L,
R3-(CH,) -A-(CH,) -o@j\>
2/n 2/m X
N

X X 44
\

R2
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M RS e = F £ (DMSO); —HifLek; RBRH TR LE; &
KAV B e R Pt AR, B RLBRLE, PHEENGR
&,

ZTAKEAR. R R R RPHR/RRH#ARLEHLARR. R
R°. R'. R°#=/3 R°. _

B, TEHFAFH TR IBLL, AE_SEROR/ KT
F 0- 60T /A NaOH # 7 24L.

BETEFERRABCARKL: BSHBlABERY, REAHE
A F Hide Pd/C AETREAHE N-BREKZER.

ATHEXTKRE=-CENH)-NL,), THEMARIX I HE, &
BB FAKEBT T A L Cltdnr Xo 5T a)E M HS s
R AR B, RERARAHN b CHI BARBEELRMEY S-
A ERRAEE, ZEHRAES NH, LA A RB; b)4E A EH i
HCl BATHALEREHEARAEYG ERRE, AR HiZE,
KROFEHRE - (CTRATEREL) RAERE, REKEHKM.

¥ RAEARMMETRABBELMN A 1-E-3,5-=F e
(DPFN) k47, A F DPFN KR A KX AR E G H XM, ZR B EMA
B I Z LR R RS E AT AERRENRENRESDH)
oK/ R ELHR TP T 0-120C, 48i% 60 - 120T A #3647,

It TREBFAT &, EARARRFEHS [EBL, X
A A BAR X BA LA ) ¥ o B R AR, B A EE A
ZRTFRXK THF . #o/REBHA e = LB RRAET. T-60-+30

5 BT A A i AT,

THREX I Bt rBmid, AlebfsshnbBikl
EMH I LEYTRE, REAKX. EATZAEGBRENZHERE
BTHEIHGR. B THEALNEH iR, EAK. £ _RE.
MR, AR ERIALER. BRBRALERR, RAZER, AR
AW, HRZME. BRE Fhik FHRIALK AR LER.
HBXAE, Pl PER. LB, AR, TR, 8. X8, T558%.
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EPR.R, A nFonBRlHEL1 PHEZL,
TEBEMTRAEFE 4 B4RF ik, @R EEBRG 3 R
&4 XXI1I R#HALS Y 1Ta-1 R 41F

HO@ XXII
N
\

R2

EF ReRAZL 1 PAZL. HHESE XX 5 X XV i
B pH @k LR REARPASCZE, THRERKAAR S X XVIT
XX G WREEX XA BRE, REE5X XL AR E. £
SRBE, ARAFRFEEX XVII LA T #2401,

AXREMIZEGEX X W RE R

R3_(CH2)n-A-(CH2)m-O‘©j\> X
N

\
R2

r

R. R°. A. nFem ALK 1 FAZL.

ik eg X X e

6- (8- (N-F Autoeg-2- A 8 IE) & AL) wl <k

6- (3—- (N-FRutoeg—2- K RIL) HANL) gl S8 8 3

6—(3- (e —2- 3 K A) A AKR) v <%;

6-[3-(4, 5-—&-1H—k4-2- %X KA) AL ]I%%; XK

6-[3-(4, 5-=A-1H-k=-2-K KHX) TAK] 9 =%,

AEGHERENG EAAR TR, GHB. £, YER-F
K, SRBHEZR/LH. 1,2-28LKk. wEFTR. &5 &7
o, BbleTE. LB, A%, LA, FTEARTE, 2464
LB, —4AAR. WEKkH (THR) 8ROk, — BB
B —TEA—LE., LoBE_VR(CHE_FR); Mlea8EPT
B BESl e L. —FRALEEF ZFEAPELK OMF); Bl
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TARER. HIRER. —LALER. A8, BHR. E-B. L8,
Lk, LB, BAB. ¥RXB. THER. AR AKXk, H&.
B, VaE. LHE. X8, =VYaRAXTER., 2RRTE.
SNYESRER, LR, 8. AXRALLE. XALLKK. P&, W
RE., LR, MR FEXEAFTR. KRR, §5H# 1-
BoE. Rk B8, AT -RARR. SRAETHESR
Bl bk BMHBBEHOETA T EF/RAUX I EH. 5—F @&, T
A sk (Bl SE8AA. AR, EBRAXERT)BX I dhitit
RARGEEYE. HFANRBLEELIRBLILER, X ZHALRAMAEY
G, GEMATABRRGEL, Alw_PREE —iAEEP=
gAadad, — g —uEEEP_FaBEHE, roitsel
RO R R, —FARL—&E, UEALEHABIHEABRBARNG L,
X IAEHERET—AFHFS, BT ANE %X %L
XAL. TR LotgWh B IAF F E WK P KT 6 50 s 4k 35 5 B
M. ERw kR R B L e b5 AR L W ERESWH K. A
ENHL NGB TREABRY w DR LABLER. —LBAB G,
—EATBRABLR. AHE. FR8. LRI EFELBEBRFES
E- R, 2 TARBAALRLKIHN Bl —AXPTRARLETR
B) RSk SEHEBAGEHRCR/ TR/ LIRS
W, Btk h 82:15:3 iz RAY. L ETARAFA
Bt ke &% k35 T 4k kA,
ERETAHLB EREF R A A RARKGFX I LD,
AEXPEFROAEY—FHX ISP/ REERTESERE
MAHGEHARN, MEARANLEIHMNZERFF EHEG. TH
NI RESHHREOLES —FEK, AR/ R F R A X B,
AR REZGHE—FXEH L CERASGE LA,
BERMANTRAEGEI R LY, CEGRBHALETEN (Fldoo
MR). BMsrXAHER, IFBRE XK PIHAESW R G A IS XL
W, Bldek, Wi, XV R, RL_8. 985,
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P, BAALSY, wABERED. FHKRE. FHEAHIALEHKR., &
FoRL2EGMBEHNLZRAN. AN, aRFHN. KE. B2H. B/,
BEH, RTHAXAEN, ETARLGEGONBARAN, ETHHIL
BUMBARER, KikmEKER, AEEFR. LHXHAY, &
FEHFAEBGHNEARAFTN. FAIBHN. ETAKRXXAHLEGHAE
TR, FHARETFHRATHLHEERN. HATRELER/
XOLSUAFREN. GEN, BRE2MNf/RHEAEHN. LN, A
BEEGE. SAWR. FH. FRAR/REHELECERBS Hldo—
GERTIE LY

HTHABAGENER, TEALTERA)ERIESTER
HAARREF LR RSY (Bl CO, R ERRE) F. iEM AL TH A # A
BT XER, EXFABEATITELE—FHIEHANSGERTES
BB CEE. TEMTFREABRABRANER.

XIS YARLERTESETREL T A, 02 05hW K.
SHRE. BSwm. A, ME. B, XK B K
EawH .

NI YA/ REAETESEXZTATHLEERERFREHE
BFmIE, FRAMNE. FHRE. BAAEAMNER. AHTHERRBX
EREBHEEN K.

AEZPRASY —HEBERTHECLEETERY XL, 12
A A BB EM T/ W099/30713 Fo W094/12478  #63% 65 4L A ¢4
REH, MNEXAAFZAMNZEEY 0.05-500mg. HHZ 0.5-
100mg. BHASHZEHL 0.01 - 2mg/kg hE. K, s THAZE,
ERMNERETZHEE, Hl AT hsdh. F%. KE &
hEEERA. B, D4 RfzEk. HERE, ZHKES. AR
BANFEZRBGEERE. At R4HR6,

EAERETXF, BERZUATL RN, A TN LEM T,
“¥ )G R 7 LI AA NallCO, sk A WA, R E B35 A KM
foA NaCl ik bik, 2B &M, ARBRATRANM, KL HE
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WK EHE,. #4& HPLC Fo/ KL K AN TH. R EEWE, FHl
G- Ak TR

HPLC: ZEBLAH A=7K+0.3%TFA, ZEBLA B=TA5/K+0.3%TFA, It
BlA 41, RAKBYGHN. RAKREHET.

4 1:

1.5-[F & (6-0-F A w3 g-3-K)-Fh]-2,2-2F&-1,3- =& %
FKROH-4,6-—F 2

# 5g(22. 4mmol)6-F A K %I 5 2.26ml (22. 4mmol) ¥ F & A=
3.23g(22. 4mmol)Meldrum & (2, 2-=F % -[1, 3]-— &L K T 124, 6-
ZH) B 1000l RAZH T, 4 129mg (1. 1mmol) L-A KB 4 £
TTCHEHEZRREZALBIH,TLCEE). RurdPhAhHis
B, MERBRGRE, FRALEERE. TBE, B 5-[%
E-6-0-F A g-3-A)FPHL]-2,2-—FR-1,3-— ALKk
4, 6-—MRARE—F AL AERFTAEHRE.

HPLC: (RP-18, #JE A:B 50:50-1:99, 1 &, X ¥ A=/kK+0.3%
TFA, B=Z /K +0. 3% TFA4: 1) R,=41. 4 4;

TLC: Si-60, ¥X/&#& 4:1, R=0. 3;

FAB-MS: (M+1)=456.

2.3-%K3-3-(6-0-F A" %-3-1L) AB L& 3

# 5g(11mmol)2 &5 300mg 4A% F» 3nl XK Z. B mF] 30ml £ KW
T, FRERSGVEARFTEA 3 I (TLC %), REKEREY
BRI, FERAL REAVWETLHRLLE Y. #H4ER
AR, RFT 3-FKE-3-(6-0-FHh7%-3-X) B L8y, @dak
EELAL, EATE/BE 20:1 %A KA.

HPLC: (RP-18, # & A:B 50:50 — 1:99, 4= EFfi£ 1 JvB)R,=54 &
Gl

TLC: Si-60, W3¥//A& 4:1, R=0. 7;

FAB-MS: (M+1)=400.
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3.3-FK-3-(6-FHkvR-3-K) RB LK 4

¥ 3.7g(9. 26mmol)3 E M 60ml ZEEF, 4 900mg 42/10% 7&
HEBEETTERRFETEAA2LS M. SHAFACEEB L,
FRAMNEE, FRS ETRRE, FEREAL RFT 3-%K4-3-(6-
Fe kv -3- k) BB LK. '

HPLC: (RP-18, & A:B 99:1-1:99, 1 &)R.=40.3 24F;

TLC: Si-60, WX/#A#& 4:1, R=0. 2

FAB-MS: (M+1)=310.

4. 3-FF-3-[6-(3-2XRAK) 3 %-3-A]RRTLES

¥ 1.2¢(3.88mmol)4 5 0.66ml (7. 6mmol)3- ;& —-1- & & #
2. 1g(15. 2mmol) B B 47 — R & 30n]l AT At R, AFE, Tkt
RERSY, FHEREL. AARAKEE AT GRRANEEY
/AW 9:1-4:1), KFT 3-FEA-3-[6-C-FXFAL) 9E-3-3]
ARLE.

HPLC: (RP-18, #H A:B 99:1-1:99, 1 /vB)R.=42. 4 54;

TLC: Si-60, ¥X/A® 4:1, R=0. 1;

FAB-MS: (M+1)=368.

5.3-F%-3-(6-{3-[(mtwe-2-%) (2,2, 2-= KT &L B R) & 4]
AELIBI%-3-X)mRLE 6

# 500mg (1. 36mmol) 5 #= 550mg (2. 04mmol) 2- (2, 2, 2- = & Z Ak
EARKE)M = A 90Tmg (2. 72mmol) Z X A B (L0 B AW ) M5
7.5m1 LK THF ¥, EZERM 30 54 e 0. 32m1 (2. 04mmol) 18 £, —
REBE_LE(BR KRR _CHE,DEAD) £ 7. 5nlTHF P&9%%k. TLC £
FEAULSIHEHALTS, SELRLY, Wi ERA YT LK%,
TRIFEAX. TAIHEKEZLLELY GERANEEFE/ AR 20:1
—4:1), RFT 3-FFE-3-(6-{3-[(mwe-2-%) (2,2, 2-= K &% %
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A)RATRER) H%-3-K) AR THE.
HPLC: (RP-18, HE A:B 99:1-1:99, 1 8F)R.=56. 1 4-4F;
TLC: Si-60, W¥&/#& & 4:1, R=0. 5;
FAB-MS: (M+1)=619.

6. 3-FA-3-{6-[(3-mw—2-RERX)RAX]I%E-3-£) E® L
B 7

H 275mg (0. 44mmo1)6 &5 500mg 4#Hr. 0.5ml K= 0.5ml & A&
5mlTHF ¥ TEBREH 2.5 M. SREZLHE, TEREER, BEk
AKX, #idfe RP-18 L4764 & HPLC 2b4L3% 4% (ZRILH 4 8 K/
AE99:1-1:99), kAT 3-FA-3-{6-[(B-tww—2-E&A)FTAL]
Hlek-3-R)l AR LE R TE .

HPLC: (RP-18, B A:B 99:1-1:99, 1/ B)R.=42.8 {-4;

FAB-MS: (M+1)=444,

7.3-%3-3-{6-[3-(tw—2-K&HE) AR ]IwI-3-4) 5% 8

F 80mg (0. 18mmol) 7 E M 20l —A L F TR TF, FHizRAY
5 0.9m11NNaOH (0. 9mmol) A€ B H I K. EMEMTLE, AV
LERFZEERT o, RAT 3-FA-3-{6-[3-(wrg—2- A& HL) AL]
lwk-3-Jk) WmE. Wit H 4 HPLC 4b4t, #87T 3-%A-3-{6-[3- (&
Ho2-RRA) BARIR-3- R AM=ZRT®HE; BEH 232CT(H
) .

HPLC: (RP-18, #E A:B 99:1-1:99, 1 JB)R.=34. 7 4-4F;

FAB-MS: (M+1)=416.

LA 2

1.3-FH-3-(6-{3-[(skrd—2-%) (2,2, 2-Z K EA B &) £}
RARI%-3-R)BRTLE9

BREEH 1.5 8%k, ¥ 90Tng(2. T2mmol) Z XA M (BoWH 4
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4-64) /m%] 500mg (1. 36mmol) 5. 527mg (2. 04mmol) A= 2-(2, 2, 2- =R,
SEBARE) %A 7.50]1 K THF AMERT, REAETREER
# A 0. 32ml (2. 04mmol1) DEAD. Wiz REHI R, TE L ELSW, I
¥ THF E MK sk, RARETHRIFAL. @344 HPLC it
P, KFT 3-FA-3-(6-{3-[(K-2-K) (2,2, 2- =R T ALK L)
KRATHAR)IER-3-K) AR LB =R B .

HPLC: (RP-18, #Z A:B 99:1-1:99, 1 E)R=47.5 4-4F;

FAB-MS: (M+1)=608.

2.3-F K-3-(6-[3-(k-2- A RZA) RAAII%R-3- X AR T
A 10

R EwP 1.6 855 %, ¥ 185mg (0. 304mmol) 9 5 400mg 4¢84
0.4ml ZERE 4nlTHF Y A R, stz R&HHiTE 4, @id A RP-18
L3t 4764 H1 & HPLC 3474640, AT 3-FK A -3-{6-[3-(k4—2-K &
A)RaRh]|v4-3-Rl AR LE=RATLRHAE,

HPLC: (RP-18, #Z A:B 99:1-1:99, 1 4 &)R.=40.9 454F;

FAB-MS: (M+1)=433.

3.3-F% K -3-{6-[3-(kmk-2-A fH) AAK]3I%-3-X} AE 11
¥ 25mg (0. 058mmo1) 10 5 0. 3m11NHCI (0. 3mmol) —& £ 1ml =&
RATKEY T 10CHH 36 I8, KAFT 3-FKHE-3-{6-[3- (k-2
AR mAaA]%-3-K) sk, BdH4& HPLC ik, HHFT 3-%
A-3-{6-[3-(k-2- A RK) AKX %-3- Al Aam=RT& .
HPLC: (RP-18, #Z A:B 99:1-1:99, 1 ~8)R.=33.4 4-4F;
FAB-MS: (M+1)=405.

L] 3
XM T Ep 1, ¥ 6-F A%
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#)-3-{6-[3- (g —2-RX &) RAK] I %-3-X} AR, 244 HPLC
B, 1387 3-(4-FHAER)-3-{6-[3-(sbw—2- A KHK) maX]3%
3-RlBBR=ZRLEE;

5 3-PARPREL, FRAMEGEK KBT -G-FAX
) -3-{6-[3-(tme-2- K &) AAK]E%-3-K) RR. Z4]4& HPLC
B, BT 3-(-FEAEA)-3-(6-[3-(w-2-R&E) maX] %
-3-A) AR =R TEE;

5 o-PEAXPRAE, F#HTMEHEGKR, KHFT 3-Q-FEX
#)-3-{6-[3-(wbre—2-A RHK) AAKL ] 4-3-4) W&, 2414 HPLC
J, #FET 3-(2-FPEEXRX)-3-{6-[3-(m—2-ARKL) mAKL]3%
-3-A)RE =R TR HE;

5 4-ZfVEEXTVTERE, FH#ARMENER, KFT 3-(4-=
BFILER)-3-(6-[3-(w—2-RAEK L) "mAL]I9%-3- Kl m@. &
HE&HPLCE, B3 T 3-U-Z AP HAFR)-3-{6-[3-(brr—2- K &)
AARA]IBI%-3-R] mB =R TR H;

5 4-PRAXTERE, FRHTEENER, RFT 3-U-F4A
FEHK)-3-{6-[3-(mre—2-A R &) mAKX]4%-3- ARk, 24%&
HPLC /&, 337 3-(4-FHRIFRK)-3-{6-[3-(mw-2-X&HL) ®E
AI-3-Al AR R LR HE;

5 4-CRAXTERRAE, FIHITHEEGESKR, KRBT 3-4-LLA
AXR)-3-{6-[3-(bme2-ARIL) mAK]I3%-3- KA. 24%&
HPLC &, 37T 3-(4-TRAXE)-3-{6-[3-(tw-2-K KAL) FA
PSLCEREP SETER R ¥ 1 |

E 4-fATRRAE, IAFHMENHEKR, KRBT 3-(4-4%
E)-3-{6-[3-(mboe—2-K KAL) mAK]v4-3-K) &, 24 & HPLC
o, FET 3-(4-8FK)-3-{6-(3-(wew—2- A RHKL) AAL) 3%-3-
Al EBR=R TR E;

5 3-REXAFTBRE, FHAHEEGESKR, RFT 3-B-£%
) -3-{6-[3-(mbme—2- A K/AL) RAK]%%R-3-K) A&, 244 HPLC
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Jo, AT 3-B-KFEL)-3-{6-[3-(m—2- A KAL) RAKL]%%-3-
AV RBR=RTLEH;

HPLC: (RP-18, # % A:B 99:1-1:99, 1 A 8)R,=34. 3 54F;

FAB-MS: (M+1)=450

v -4-VEBRE, FHITEENEKR, KFT 3-www-4-4
-3-{6-[3-(mo-2- A A& A) BAK]-H-3%-3-K) " &k. 24 %
HPLC /&, 135 T 3-wbwe—4-3K-3-{6-[3- (e —2- % &%) m AKX ]-10-
glk-3-R) AR =R TR,

HPLC: (RP-18, # & A:B99:1-1:99, 1 8F)R.=20.7 54;

FAB-MS: (M+1)=417

EX5H-1,2,5-KE-_-4-VTREA N, FHAEEHEKR, KFT
3-%Jf-1,2,5- K — w43 -3-{6-[3- (b -2- X KKE) AK]-1H-
Hlek-3-X) A&k, 2HE& HPLC B, 3T 3-%j-1,2, 5K —nk—4-
#A-3-{6-[3-(tse—2-RARA) RALA]-1H-%-3- K] AR =ZATLE
&

5X-1-Y®BRE, FH#HAEENER, KHFT 3-HK-1-4
-3-{6-[3-(wtme-2-A KAL) AKX H-%-3- K] A&, 2H%
HPLC &, 35 7 3-&-1-A-3-{6-[3-(mtw-2-% 3L mEL]-1H-
Hlwk-3-K) AR R L& E; &

BER-2-VYEAE, FfHAHEENEGKR, KRBT 3-KX-2-%
-3-{6-[3-(wbee-2- A R&X) mAKL]-1H-B%-3- K] A &. 4%
HPLC /&, 5T 3-RX-2-%-3-{6-[3-(tme—2-A &1L mEA]-1H-
Bl-3-Al AR RALRE.

T 4

M T EHH 2, #F 6-F A%

5 4-PEEXTERE, HFAFHEMENESKR, KRBT 3-@-FAX
3)-3-{6-[3- (skek-2- A RKX) RARX]F4-3-K) A&, 24 % HPLC
G, 8T 3-(-WHEERL)-3-{6-[3-Ckt—2-A &L m&AA] g%

46



01804670. 3 oM P E41/64m

-3-RIABR=ZRACEYE;

5 -PAXTERE, FHTMENEK, KHT 3-G-FAXE
#)-3-{6-[3-(skrd—2- K K HK) AL —3-4) H#. 24 & HPLC
B, FET 3-(B-FARE)-3-{6-[3-(ke—2-EREL) mAKX 7%
-3-R)ABR=ZRTLEHE;

5 -PAXTRREE, FRTEEHLK, EBT 3-(-FLE
A)-3-{6-[3-(skmk—2- K KHK) FAK]I%I%-3-K) HE. 24 % HPLC
Ja, FET 3-(2-WHAXKE)-3-{6-[3-(ckk—2-RA EH) mAKL ]
-3-Al AR =R TLEE;

5 4R FTEAEXPRELN, FHITHEEHER, ¥£B8T 3-(4-=
AFRFE)-3-{6-[3-(kt2-A &P mAX ]I -3-K) mE;. %
WEHPLCE, HE T 3-(4-ZRFPAXEKL)-3-{6-[3- (ks —2-£ F 3t)
RAKA]BE-3-Rlmm =R &k %;

L 4A-VAREXTRRE, FHITHEHAR, BT 3-4-F&
AFXR)-3-{6-[3-(kmt—2-AKA) BAAT%E-3-%) "k, 2H%
HPLC &, 37T 3-(4-FREXRK)-3-{6-[3-(Ck-2-% &%) BEA
EIwl-3-A) A=A TB &;

5 4-LRAXTERE, FRHTHMENASK, BT 3-(U4-T4A
ARAE)-3-{6-[3-(ckd2-ARA) RAL I R-3-K) mm. 245
HPLC &, /T 3-(4-ZA/EAXK)-3-{6-[3-(k=-2- A &H) &
AIvl-3-K) B8 = R LB 3,

5 4-fRXFPERE, FHAMENSR, 47T 3-(4-8%
AK)-3-{6-[3- (ke —2- K & KX) AL %%-3-%) H&. 24 % HPLC
o, AT 3-(4-FFK)-3-{6-[3-(ckk—2- K & HA) HEL] W %-3-
XlEaBR =R B H;

E 4-RETBAE, f#iTHEBEHGR, £B7T 3-(4-f%
#)-3-{6-[3-(skm—2- R RHE) RARX W3- 4) 8. 24 % HPLC
B, T 3-(4-RFEAL)-3-{6-[3-(ck—2- K £ HA) AKX 7% -3-
Al BBR =R LB E;
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Bt -4-WEER N, FHAMEGER, KFT 3-ww-4-%
-3-{6-[3-(kk—2- K R/A) RAKL]-1IH-3%-3-K])mEk. 28 &
HPLC &, 53] 7 3-wboe—4- % -3-{6-[3- (ckek—2- A &) mAE]-1H-
Hlk-3-Al AR = RLERH; |

5X5#-1,2,- K- -4-FTEERE, FHATHEMEHER, KHFT
3-%3F-1,2,5- K = wk-4-%-3-{6-(3- (s —2- A R X&) HAML)-1H-
wlek-3-A) B, 24 & HPLC &, 3 T 3-%3+-1,2, 5K —wk—4-
E-3-{6-[3-(k-2-RARA)RAK]-IH-%-3-Rm@=f L&
3*;

EEX-1-Y®AN, F#HFHEEHEGKR, KFT 3-X-1-%
~3-{6-[3-(skm-2- K &A) RAK]-1H-934%-3-R) &, 24 4%
HPLC &, 38T 3-F-1-4-3-{6-[3-(sk=e-2-3 £ 3) AAKL]-1H-
plwk-3-A) AR =R L& N &K

EX-2-VTBAME, FH#HAEEHEKR, KFT 3-F2-2-%
-3-{6-[3-(sk2- K KAL) RARA]-IH-3%-3- KAl AE&. 24 %
HPLC &, 287 3-F-2-3-3-{6-[3-(ck=-2- L &) HAK]-1H-
plek-3-A)l AR = RTE&HE.

F ] 5

1. 3-%%-3-[6-(4-FATRMA) M4-3-X] w8 L& 12

E T L4 1.4, ¥ 1. 2g(3. 88nmol) 3—F HE-3— (6-# K v —3-
R)ABKRLEYS 1.16g(7. 6mmol)4-#-1-TE A 2. 1g(15. 2mmol) 5% B
WHAAET A 300l ARTRE, RKFT 3-FE-3-[6-U-#2XTHHE)
lek-3-A] R LE.

HPLC: (RP-18, # & A:B 99:1-1:99, d EfX 1 S H)R=43.4
4%,

TLC: Si-60, ¥3&/#AM 4:1, R=0. 13;

FAB-MS: (M+1)=382.
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2. 3- % K -3-(6-{4-[(mme-2-K) (2,2, 2-= KT AL F ) &)
TEA)wIR-3-4) AR TE 13

AR LS 1.5, F 170mg (0. 45mmol) 12 5 178mg (0. 66mmol)
2-(2,2,2-ZRTCAARE LR IL) st £ 293mg (0. 88mmol) = X J A%
(BAHE4 ) # 0.103ml (0. 66mmol) DEAD & /£ T 4 6m1THF ¥ & &,
ERAAEFEERLE, BHT 3K % -3-6-4-[(H %R -2-
A2)-(2,2, 2-ZRCEAB L) KRAT TR 3%-3-K) AR LK.

HPLC: (RP-18, # & A:B 99:1-1:99, 4= EAfi& 1 Jv8)R=57.4
4%t

TLC: Si-60, ¥X/& M 4:1, R=0. 47;

FAB-MS: (M+1)=633.

3.3-FH-3-{6-[4-(tvg—2-A &H) TEAIw%-3-X)lmR&R L
Bi 14

EMT FEH#P] 1.6, AHERLCE/THF P& X% Troc, 435 3-%X
F-3-{6-[4- (eme—2- R RE) TRAIS%-3-X) AM L&,

HPLC: (RP-18, 4% A:B99:1-1:99, Jw EA7& & 1 )R =44.3
4%k

FAB-MS: (M+1)=458,

4.3-FK-3-{6-[4-(brg—2-X &HK) TAK]%%-3-3) m& 15

EMTEHRN 1.7, E_RARFROTEFEA IN & AMHE &AL
AN TAMOE, KAFT 3-FA-3-{6-[4-(w—2-A 534 TAR)]
plwk-3-A) HEk. @BitH & HPLC %db, #FET 3-FXE-3-{6-[4-(
W-2- R RAE) TRAISR-3- R AR =R L& .

HPLC: (RP-18, #E A:B99:1-1:99, 4 EFri¥ e 1 v i)R=36. 1
2%k

FAB-MS: (M+1)=430.
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%] 6:

1. EMTF L4 1, ¥F5-FAREASRE X VRS Meldrun 8K 5,
FHITHEH AR, RFT 3-FA-3-65-[3-(m—2- A &%) mAL]
lwk-3-K ) AR, ZH& HPLC B, F3 T 3-F K -3-{5-[3-(mtwe-2-
ERL)BERAI%-3- R mR=ZRATH% %, BEH 240C (5 #) .

HPLC: (RP-18, #6/% A:B 99:1~ 1:99, 4o EFfi& 4 1 s B)R=33.5
4-%k;

FAB-MS: (M+1)=416.

2. ZMT %M 1, ¥ 5-FREAGGEE X FEA Meldrun BR B,
A 4-B-1-THRAAEEGESR, RET 3-F1-3-{5-[4- (-2
ARA)TAAX]w%-3-K) A&, £484% HPLC &, /AT 3-%4#
-3-5-[4- (b —2-R &A) TARE]ISR-3- K} AR =R L&A,

HPLC: (RP-18, 4 A:B99:1-1:99, 4= LAt ey 1 v 8F)R=35.1
4%,

FAB-MS: (M+1)=430.

L 7:

13- R-3-[6-(MTAABAFTAL)w%-3- K] AR L& 18

EMTEER 1.1-1.3, Hbdd 3-FKX-3-(6-#A%-3-14)
AR CE 4(3.23mmol) 5 0.94ml (6. 4mmol) & Z B &R T & #
1.8g (13mmol) B BR4F &£ 20ml FE T T 60CHRIALR. YR ALK
(TLC 4%, PX/mE 4:1), FELEELY, FEagEL, Fads
M & SeALH 4 (GRRLA P X/ B8R 9:1), REFT 3-%4-3-[6-(&
TRAEAFTERRL)3IR-3-X] A8 TE.

TLC: Si-60, ¥¥&/&® 4:1, R=0. 56;

FAB-MS: (M+1)=424.

2.3-FK-3-(6-HAFTAAG%-3-L) AR TE 19
¥ 1g(2. 36mmol) 18 M4 20ml —RKF ¥, 5 2ml ZRTLE
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AEREH 20 DN, RERKZEREAK, @idERP-18 LH 704 &
HPLC ¢bfb & 44, KT T 3-R X -3-6-BAFEAWE-3-R)mK T
ROk,
HPLC: (RP-18, A A:B 99:1-1:99, 1 8)R=40. 72 44;
FAB-MS: (M+1)=368.

3.3-FA-3-[6-(w2-ABmAEEKATFTAL)wE-3-A]lm 8
LEg 20

# 100mg(0.27mmol1)19 5 51mg (0. 54mmol)2- £ X W *T &
112mg (0. 35mmol) TBTU (0- (k5 =w-1-X)-N,N, N, N - w3 F X i vg
RAME L), 1imgBlumol)HOBT(1- F X X Ff = K &2 %) #
90p1 (0. 82mmol) 4-F XK Lok A £ T 4 5mlDMF F FEEHHIR. %
B E e, ¥ERRERBAN 1000l K¢, FALBELEFR, &
TFMEER, KFT -FREA-3-[6-(r2-ABAERAEAPTEL)
vlek-3-2] W & LK.

HPLC: (RP-18, # & A:B 99:1-1:99, 1 4 B)R.=40. 96 -4;

FAB-MS: (M+1)=444.

4. 3-FK-3-[6-(w2-ABmEAZAFEL) 43R w8
21

¥ 50mg (113mumo1)20 5 0. 15m11NNaOH /& 1ml —& LR e+ F
EBRRHM, 24 PHE, KET 3-(A-3-[(6-(me-2-AmEA KL
TRAK)uR-3-R] A8k, 244 HPLC &, 237 3-¥%(%-3-[6-(t
R-2-ABAARETEA)I%-3-AImB =R T8,

HPLC: (RP-18, #E A:B 99:1-1:99, 1 J B)R.=32.1 94,

FAB-MS: (M+1)=416. |

9 349 8:
1 XM T34 7.3, ¥ 3-(XA-3-6-FAPEAE-3-L)F
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RLUEE 2-RAX KRR B, EELEH 7.4 50 THITE LG,
FRT 3-FA-3-[6-(Rifkk2-AMmAEEBLTEAL)F%-3-%]
AR, 248 4& HPLC &, 3T 3-FE-3-[6-CEik+-2-AsAL
BEFTEAL)w%-3-K]AR =R L& L.

HPLC: (RP-18, #E A:B 99:1-1:99, 1/ H)R=35.4 44;

FAB-MS: (M+1)=455. '

1. R T 544 7.3, ¥ 3-FRA-3-6-BZAFTERKEI%-3-K)&F
BRLELS 2-R[RAFFRERE. EFL#EH 1.4 G54 THITELLE,
FRT -FA-3-[6-(ke2-ABMEABZEAFTERI)wI%-3-X]1&/
BR. 24 %& HPLC B, FH T 3-F K-3-[6-Ck%-2-ABmREARLYT
FH)E-3-R] AR =RTERE.

HPLC: (RP-18, #Z A:B 99:1-1:99, 1 B)R.=29. 3 4-4F;

FAB-MS: (M+1)=405.

L3 9:

1.6-(3-FAAZEARKLRAL) % 22

¥ 10g(75mmol) 6-# K W=k F 21. 5g(79mmol) 3-F R Z L R K
RAEEME 1500l T, 5 31.1g(225mmol) BB 47— 4L 80
CTHE 12 I, BRETELH(TLC ¥&: &K Si—60, FX/AW
10:1), SREBREZRLY, FERAR, B4R EZELL, £A
WE/HE 10:1 BB,

HPLC/MS: (ChromolithRP-18, # & A:B 80:20 - 0:100, 3.5 44,
## B A=K +0. 01% TFA, B=Z ) R.=2. 13 5-4F;

TLC: Si-60, WX/#A& 6:1, R~0.31;

FAB-MS: (M+1)=325.

2.6-(3-RAFAR) 3<% 23

# 15g(46mmol)22 EMA 100ml ZE Y, FAETEQRT) TELET
A 2g 2/ FHE(0%) A, 4 G, FEEELN, HHFzER
RK. BT RAA#—F A EBERTT—RL.
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HPLC: (RP-18, # & A:B 99:1-1:99, 1 »E)R=19.1 9-4;
TLC: Si-60, ZEXZ B/ V& /K 4:3:2, R=0.0T;
FAB-MS: (M+1)=191.

3.6-(B-(N-F At ig-2- A &) AL R S m & 24

EFP A4 (RA) T, ¥ 3.5 (18. 4mmo1) 23 5 5. 2g (18. 4mmol) N-
FR2-FmwBEaERELE 11g(129mmol) BB EHHLE T A 200ml
LEFTEREHF 1208, SRETAN, SEELME, FEEk

HPLC: (RP-18, # /% A:B 99:1-1:99, 1/ B)R.=35.6 44;

TLC: Si-60, —# V¥/WHA 6:1, R.=0.55;

FAB-MS: M'=438.

4.3-[(1-(4-AEHK)-2-(4,6-—8K-2,2-=F £ -1, 3-— & LK
TH-5-3) LH]-6-[3-(N-FHhAutwe -2- A 8 A) AL 48
B 25 |
# 500mg(1.05mmol1)24 %5 110pl1(l.05mmol)4— £ ¥ F & .
150mg (1. 05mmol) Meldrum's & (2, 2-=—F % -1, 3-— & 2 3% k-4, 6-
=) #= 6mg (0. 05mmol) L~ KB A 4ml T A5 F 30 CHEH 12 8.
WERAKIE, A MIB B (FRABRTAR)H =%, HERSLEA
V. FHTAER TELRPBLE.

HPLC/MS: (ChromolithRP-18, # & A:B80:20 - 0:100, 3.5 44,
£ A=7K+0.01% TFA, B=ZJE)R.=1. 77 9-4F;

M'=608.

5. 3-(4-RFK)-3-{6-[3-(N-FEmmz - 2- REA) BAL]
gk -3- R BBR =R T&HE 26

¥ 295mg (0. 43mmol1)25 X M A 3.5mIDMSO ¥, A& 100C 5
36mg (0. 85mmol) RALAEA= 9ul KEEH 12 1. % B 5 %4 8 (HPLC/MS
BE), WixEkAX, Hi@idk RP-18 L# 47654 % HPLC A& 4
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Y. WHPLC R A FTHRE, kR T/Y, A=RLBRIABXKEE
X2 B K.
HPLC: (RP-18, # & A:B 99:1-1:99, 1 4 8)R=38.1 5-4F;
FAB-MS: (M')=524.

6. 3—(4- fLEA) -3 (6-[3- (mmr—-2- 2 KAL) & Ak ] % w-3- %)
A& 27

¥ 60mg (94pumol) 26 E M4 S5ml HE Y, KB4 40mg (0. 48mmol)
B A 20mg 2/ ERX (D) BET TERAFET A4 10 1.
B ERLBEAN, SR EERAL, KHT 3-U-AX
3K)-3-{6-[3-(mtoe-2-A &) RAK]I%-3-X) "E. 244 HPLC
AR T 3-(4-fFK)-3-{6-[3-(mtw—2- A RKHKL) REKL] v -3
Rlag=g&i,

HPLC: (RP-18,#E A:B 99:1-1:99, 1 IK)R.=31.6 4-4;

FAB-MS: (M+1)=434,

34 10:

X T EaH 9, ¥ 6-B-(N-FhAweh-2- A &AL AEL) 9%
aBmHE 24:

5 3,5 (CZATR)XTRAR, HFHITMEHEKR, KFT
3-[3,5-= (=R FH)XX]-3-{6-[3-(mtmx-2-LRmAX) AL 3%
-3-A}AmER. 24 4% HPLC &, /T 3-[8,5-—(=Z=RFTH)X%X
A]-3-{6-[3-(tw-2- K &A) ARSI R-3- Kl A =R L& &;

HPLC: (RP-18, A A:B 99:1-1:99, 1 A &)R=36.5 94F;

FAB-MS: (M+1)=594.

5 3,5-—R/XFTREE, FHATEEHEKR, KFT 3-8,5-=
AFEK)-3-{6-[3-(mbmw—2- KA &A) mAR]I9%-3- X mg. 244
HPLC &, A8 T 3-(3,5-=R¥&)-3-{6-[3-(wtww—-2- &) A&
Alwl-3-Al @B =R L& ¥k,
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HPLC: (RP-18, # B A:B 99:1-1:99, 1 &)R.=37.2 9-4;

FAB-MS: (M+1)=485.

5 4,6-—RXFERE, FHAMENESKR, ¥/T 3-14,6-=
REA)-3-{6-[3-(bme—2- KA R&RE) FEAAIw%-3-R)m%k. 2H%&
HPLC /&, #2327 3-(4,6-—&¥HK)-3-{6-[3-(e—2-% £}) &
Rlwlk-3-Al AM=ATmE; |

HPLC: (RP-18, A A:B 99:1-1:99, 1 B)R.=37.3 -4F;

FAB-MS: (M+1)=485.

HA4-R-5-ZRFEAXTREE, FHITHEMNEK, (57T 3-@-
AO5-ZRPEAEXR)-3-{6-[3-(bw—2-A K1) mAL] % g-3-%)
B ZH&GHPLCE, F3 T 3-(4-8-5-Z R TP A EH)-3-{6-[3- (it
W-2-ARA) RARA]ISI%R-3-A) AR =R L& %,

HPLC: (RP-18, & A:B 99:1-1:99, 1 4 B)R.=38.7 5-4;

FAB-MS: (M+1)=518,

b -FRLUEAXTBAE, FHITHMENEKR, BT 3-%Kai
—3-{6-[3-(whee—2-X &1X) mAK ]I %-3-4) A& 24 & HPLC &,
3T 3-rTE-3-{6-[3-(m-2-RERX) AR %-3-4) FmH
ZRTEH;

HPLC: (RP-18, #JE A:B 99:1-1:99, 1 8)R.=37.2 5-4p;

FAB-MS: (M+1)=422.

5XIH-1,2,- K- 5-FREK, FATHEHER, BET
3-FJ-1,2,5- K-k -5-%-3-{6-[3-(mtme2- A &X) HAEL]-1H-
Glek-3-K)} . 24 & HPLC &, R T 3-%3-1,2,5-K k55—
A-3-{6-[3-(r-2-AAX) AL - 1H-3%-3-A) AR =R B
3k

HPLC: (RP-18, # & A:B 99:1-1:99, 1 4 &)R.=30. 7 5-4;

FAB-MS: (M+1)=474.

5 2,6-—RXTEAN, FHITHMEGAR, ¥87T 3-(2,6-=
RFIE)-3-{6-[3-(oe-2-ARX) RAA I -3-A) mm. Z2H%
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HPLC &, M2 T 3-(2,6-=f&FK)-3-{6-[3-(m-2-A &L AL
All-3-K) AR =R T&E;

HPLC: (RP-18, # B A:B 99:1-1:99, 1 S B)R.=32. 6 44

FAB-MS: (M+1)=452,

52-R-3,6-—RETRAE, F#AMEMHEKR, 87T 3-(2-
£-3,6-—RER)-3-{6-[3-(tw—2-KXEA) BEL v %-3-2%) %&
. 2% % HPLC /5, F58 T 3-(2-£-3,6-—fEL)-3-{6-[3- (k"2
—2-A R RAR]ER-3- R AR =R L& #;

HPLC: (RP-18, B A:B 99:1-1:99, 1 8)R.=34.6 -4

FAB-MS: (M+1)=486.

52,4,6-ZREXTERE, FRTHMENHEKR, FHFT 3-(2,4,6-
ZRFE)-3-{6-[3- (e —2-ARKE) AKX %-3-R) mEm. 24
# HPLC /&, R3] T 3-(2,4,6-=Z &k %) -3-{6-[3- (rz—2-£ &KX)
RAK]s%-3-Rlmm =R & #;

HPLC: (RP-18, % A:B 99:1-1:99, 1 v &)R.=33. 8 4-4;

FAB-MS: (M+1)=470.,

5 A-FRAERAEXTREE, FHTHENESR, /T 3-U-
TREKKEFXE)-3-{6-[3-(mbre—2-R A& R)mARL]%-3-%) &%
. Z%%& HPLC /&, FH T 3-(4-FARAB X R)-3-{6-[3-(wtrx
—2-RXRAX) mAR]IHR-3- A AR =R TH E,

L] 11:

1. 6-[3- (e —2-X RHA) ®AK] W= 28

F 6g(12. 9mmol) 6- (3- (N-F Fhwbee 4 —2- R A1) HEL) v &,
MR 24 (BBEM T L% 9.1-9.3 M5 :HB8)EMAE 3000l
AT, A 248/ FRE (10%) AT FERFEET £4L 8 I I,
MEBEANE, HEREL KBTHEH, HaEEHK,

TLC: Si-60, —R FAH/WE 6:1, R=0.67;

HPLC: (RP-18, B A:B 99:1-1:99, 1 4 B)R.=28.6 5-4F;
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FAB-MS: (M+1)=268.

2.3-[1-4-ZRFPEEA XL -2-(4,6- =R K-2,2-=—F -1, 3-
SZREFRTHR-5-K) TH)-6-[3- (mrw-2-K R HA) mAK] ¢ 29

¥ 350mg (1. 3mmo1)28 &5 1901 (1. 3mmol) 4- = &, F &L ¥ P &L,
190mg (1. 3mmol) Meldrum's & #» 9mg (0. 07mmol) R BA Sl LY F
EREH 12 0. SR TEH (GAL HPLC/MS %), BEREX,
FHRRE—F Al AR T e LB BE.

HPLC/MS: (ChromolithRP-18, # & A:B80:20 - 0:100, 3.5 44,
R A=K+0.01% TFA, B=ZJ)R=1. 71 9-4F;

(M+1) =544,

3.3-(4-=Z R W RAFE)-3-{6-[3-(bm—2- A RE) mAL]
$-3-KlRB =R TEHE 30

AR T %341 9.5, ¥ 760mg (1. 3nmo1)29 & 110mg A AL4EF= 291
KA 4m1DMSO ¥ T 100 CHH 12 I . SR E AN, Bk EL,
RFT -G =ZRFPREFXK)-3-{6-[3-(g—2-A R 1) AL
“-3-4) mE. 24 RP-18 LT M4 & HPLC &, ¥/37 3-(4-=
AFTRAEL)-3-{6-[3-(tst—2-X A REA]gE-3-£) @ =
BB,

HPLC: (RP-18, BB A:B 99:1-1:99, 1 JB)R=36.7 4-4;

FAB-MS: (M+1)=498.

AT FEAH 11, F 6-[3- (o 2- K &E) mAA]I9 28 5 3-
ERFPRAXTRAE, FH#TMENLR, ¥$8T 3-C-ZAFEA
AFR)-3-{6-[3-(mtog2- R RA) RAAI%-3-L) mm. 24H%
HPLC &, #FET 3-G-=ZRFTREXK)-3-{6-[3-(mm-2-A &%)
AEAAIBS-3-A AR =R L& &;

HPLC: (RP-18, #/% A:B 99:1-1:99, 1 /°B)R.=40. 2 54

57



01804670. 3 oM P ZE52/64m

FAB-MS: (M+1)=500.

LB 12:

1.6-[3-(4, 5—= &~ 1H—%=-2- X KHK) HAKL] 9% 31

¥ 500mg (2. 6mmol) 6— (3—R.IE & A L) =k 23[R L4 9.1 4
%15 0.97g(3. 9mmol) 2— (3, 5- = A vikvd )4, 5- = H vk ek & ;8
B 3 1. 7ol (11. 9mmol) = L M2 10nlDMF F, %&£ 60T
TH 12 Do, FRERAKE, B4 4 HPLC 4= 4.

HPLC: (RP-18, # /& A:B 99:1-1:99, 1 4 B)R.=26.7 5-4F;

FAB-MS: (M+1)=259,

2.3-[(1-(k#-1,2,5-8 — e —5-3)-2- (4, 6- — 8K -2,2-=
A-1,3-ZH ErTk-5-3K) L#)-6-[3-(4, 5-=—A-1H-=k-2- %
KAL) mAK] 3% 32

BB LA 11. 2655 %, 3 100mg (0. 33mmol) 31 5 53mg (0. 33mmol)
5-PELE R -1,2, 5K~ 46mg (0. 33mmol) Meldrum’'s B F= 2mgl—
MEBRAE 4nl LY T 30CRE. RRXE, RAWARA LA
B K.

HPLC/MS: (ChromolithRP-18, # & A:B80:20- 0:100, 3.5 4-4F,
& A A=7K+0.01% TFA, B=CJF)R=1. 29 5-4F;

(M+1) =549,

2.3- (X J-1,2,5-K ==k -5-%)-3-{6-[3-(4, 5- — A -1H-% =
—2-ARHK) RAK]E%-3-K) "k 33

HEHY 32 5 2Tmg FAL4EF Tpl K 4n1DMSO ¥ F 100T 4 12
e, REBEAERX, /T 3-(XJF -1,2,5-% = % —5-
A)-3-{6-[3-(4,5-— & -1H-skek-2- X G HA) HEA I % -3-%) &
B. @& HPLC 4kt B, (AT 3-(K-1,2,5-K w5
A)-3-{6-[3-(4,5-—Ga-1H-%4-2- X KA) m AL %-3-£) &
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WO &
HPLC: (RP-18, £ A:B 99:1-1:99, 1 4 B)R.=28. 1 4-4F;
FAB-MS: (M+1)=465.

E b 13:

KT LA 12, H6-[3-(4, 5-—SH-1H—kt-2- A 5 X)) BEL]
%k 31:

5 4-REXVBRE, HHATHEEGER, KFT 3-{6-[3-(4, 5
ZE -1 -2- A &) M AKX -1 %-3- K} -3-4-REX) A
R, 28 %&HPLC /&, 43T 3-{6-[3-(4, 5-—&A-1H—k=-2- X &H)
AEL]-1H-9%-3-K}-3-(4-R¥EX) "B =R LB #;

EXVYRAR, FRAMEHER, BT 3-{6-[3-(4,5-=4&
—1H-s%k o -2-F fA) BAX]-1H-7%-3-X)-3-k L m &, Z24%
HPLC /&, 743 7 3-{6-[3-(4, 5- =& 1H-k=-2- A ) mEAKL]-1H-
glek-3-A}-3-FKAARE R TR HE;

HPLC: (RP-18, # % A:B 99:1-1:99, 1 B)R.=29. 8 45-4;

FAB-MS: (M+1)=407.

Ewtt-4-TRAE, FRTBEGER, KFT 3-ww-4-%
-3-{6-[3-(4, 5- =&~ 1H%k=4-2- KA & X) A AX]-1H-7%-3-K]} &
. 24 4% HPLC k&, 38T 3-wbee-4-X-3-{6-[3-(3, 5-=—4A-1H-
kg —2- K R HE) BAK]-1H-7%-3-R) mBR =R LB &,

KT E#&ES 12, FRBEMTEES 9.1-9.3 5 EdEd S
4-FREEERATEARREHFAEY 6-[3-(4, 5-=&-1H-%4-2-%
RE)TARAI A EXTRAR, FHAMENESKR, KFT
3-{6-[4-(4, 5-—&A-1H-k % -2- X FHX) TRA]-1H-%| < -3- K4} -3-
AR, Z24%& HPLC &, F5 T 3-{6-[4-(4, 5-— &~ 1H-2kk-2-
ARE) TEA]-1H-%%-3- £} -3-X X B & = R L% &,

HPLC: (RP-18, A A:B 99:1-1:99, 1 JvB)R.=30.5 4-4;
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ERETREE Y. RSB TARAL—FALEER TR E.
HPLC: (RP-18, # % A:B 99:1-1:99, 1 4 K)R=25.8 94F;
FAB-MS: (M+1)=339.

4.3-(3-3-[6-(3-MmEARAK) 3R-3-KX] AR 37

# 250mg (0. T4mmo1) 36 5 223mg (1. 11mmo1) 3, 5-= Y Sk —1-wtek ¥
Bk PRk AE R H 40 0. 31ml (2. 22mmol) = Z /£ 10m1DMF ¥ F 60T 4%
#1200, BRAE DA HPLC/MS &), KizEkAKX RFT 3-
¥ A-3-[6-G-MARERL)F%-3-K]RmE. BLH & HPLC 4L i,
#IFT 3-kE-3-[6-(3-MARAL)IR-3-K]IRR =R L&A,

HPLC: (RP-18, #Z A:B 99:1-1:99, 1 4 8)R=28.9 54,

FAB-MS: (M+1)=381.

934 15:

£ T L 14, ¥ 3-KK-3-(6-BA3%-3-K)ARLE4L S
N-U-2TR)VAREX-_VYERERRE, FHTBEEHRE, KFT
3-[6- (4-BE TEAML)-1H-"%-3-X]-3- (X "m&&. 244 HPLC &,
BT 3-[6-U-MAETAEL)-1H-%%-3-X]-3- XX ABE=RTLE
&,

HPLC: (RP-18, & A:B 99:1-1:99, 1 #)R.=30.6 44;

FAB-MS: (M+1)=395.

L34 16:

3-¥H-3-{6-[3-(1,5-— &A%k -4-M-2- A RA)"mAKL]T9 %
-3-%) " & 38

KRB EMTEEH 14 G5 EHFH 130ng (0. 29mmol) 36 5
115mg (0. 87mmol) 2-F AL}k -1, 5—-— &% % —4-&F 0. 12u1 (0. 87mmo1)
ZCE:A 2nl LA InlDMF G RAM P T2 EEEH 24 I8, RKFT
3-%XE-3-{6-[3-(1,5-—&Akd-4-W-2- A KAL) AL 3 %-3-4)
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FAB-MS: (M+1)=421.

L3P 14:

1.3- %X -3-[6--4EX-_TFTHEALAFEARX) S %-3-X]FHR T
Bi 34

% 25g(81mmol) 3-F A -3-(6-B A% %-3-K) AR LE 4[5HRB 5%
B 1.1-1. 248415 30.3g(113mmol)N- (3-8 M A) AR X — P BE T B
—REMBE 250nl ¥, A 26.4g(80. 6mmol) B B 46 F
0.67g (4mmol) BL4LAF, FHZRED WA 12 I H. FZRERESHA
¥, Rz waEt B, FHEREAL. TARTCEFHERYH
2.

E: 95C,

TLC: Si-60, YW3/MTB & 4:1, R.=0. 31,

HPLC: (RP-18, # A:B 99:1-1:99, 1 v 8)R.=49.9 5-4;

FAB-MS: (M+1)=497.

2.3-F K -3-[6-3-&AmAaR)%-3-R]mkeEmiEamd 35

¥ 34.6g(69. Tmmol)34 A M A& 350ml Z®B ¥, 5 5. 1ml
(104. 5Smmol) MK GHEMA AL Z 2.5 I NERETLE. B ERLEXRD
fAhE, SELBREGARX P, A HCL B LEER¥ZER
BRAC. RS H ARG ARE —FEe b g 3, SF R K% £4 100nl.
AOCEUMLEERTERE R, ALK,

B %: 158T,

TLC: Si-60, —& ¥/ F&#/&K 4:1:0.1, R=0. 33,

FAB-MS: (M+1)=367.

3.3-%K-3-[6-(3-&IARAL)BI%-3-X] % & 36
4% 1. 6g(4umol) 35 EMAE 10ml —AZRKTHk T, 35 10ml2N &
FAAEREERBEF 2 K. SRAE DA, A 2NHCL ¥z & f,
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AR, B RP-18 L6 & HPLC %ibE, KFT 3-%FXA
-3-{6-[3-(1,5-—&Ask%-4-H2- KA KX FAX]g%-3-X}l @&
ZRCTEM.

FAB-MS: (M+1)=421.

g 17:

KM T E£#H] 16, ¥ 3- (4-REKHK)-3-[6--RA " AR) 43—
Al GERBEMTF LA 1.1-1.2 0 15 G5 54E0)5 2-F5
H-1,5-—G%k®-4-WMEE, FHFATHEEGAEGR, $FT 3-U-A%
HA)-3-{6-[3-(4- A -4, 5- =& -1H-kk—2- X & X)) ®RAL]-1H-7
w-3-A)E B, B3 H 4 HPLC &b, (/7T 3-UW-R %
#)-3-{6-[3-(4-8AK-4, 5-—&A-1H=k-2- L 5 &) & AL ]-1H-9)
w-3-RlAB =R &L,

XM T %E#%p] 16, ¥ 3-[6-(3-KAFAKL) -1H-%3%-3-K]-3-%
W-4-A R (BEREMTEREM 1.1-1.2 8 15 G5 0BG 5 2-
YEA-1,-—AK4E-4-WRAE, FHAHEENER, XFT
3-{6-[3-(4-A K -4, 6-—&A-1H%=-2-X 5 K) REAX]-1H-%9 %
~3-A}-3-bsr4- A R & B L HPLC 4bdb )G, K13 T 3-{6-[3-(4-
R4, - A~ 1H-k-2- K R/ A) WA ]-1H-%3%-3- L} -3-wkew
4-A AR =R TN,

AT E4H 16, ¥ 3-[6-(3-R I &®AK) -1H-%5]%-3-K£]-3-%
I-1,2,5- K-k -5- KRB (BB EMTEHEHA L. 1-1.28158F %
AL 2-FEA-1,5-—A%kE4-FRE, FHATHEEGHER,
KHFT 3-%4-1,2,5-K —=-5-F-3-{6-[3-(4-8A4K-4, 5-—&4-1H-
vked—2- K R A) ®AK]-1H-"%-3-K ) & &, B4 & HPLC 4L,
RHT 3-%JF-1,2, 5K vk -5-K-3-{6-[3- (4-AK-4, 5—-—&-1H-
ket -2- A AKX AKX -1H-%I%-3-K) BB =R L& %,

5 4] 18:
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3-FH-3-{6-[3-(Fw-2- KKK RAKIHR-3-K) AB L&
39

Wix 3% L) 14. 2 #1565 1g (2. 48mmol) 35 %5 426mg (3. 72mmol) 2—
FE= Ao 1ml (7. 44mmol) = LEE A 30m]l R KR ZE T, HKiZER
Bl 20 B, RK G, AR & E AR LY (REA A LR TE).

TLC: Si-60, LM Z.E, R.=0.42;

HPLC: (RP-18, A A:B 99:1-1:99, 1 D &)R.=39.0 44;

FAB-MS: (M+1)=445,

FERAARNAEREALRIR T TERATELME, KFT
FEB - XA -3-{6-[3-(Fw-2-A A1) RAX] 3 %-3-£) HE.

FAB-MS: (M+1)=417.

4] 19:

3-FHK-3-{6-[3-(3,4,5,6-waFw-2- A RA) ®AKL] 3 -3-
A} ABTE 40

¥ 200mg (0. 45mmo1) 39 % ## /& 10m]l Z & ¥, 5+ 4£ 0. 68m1 (1. 35mmol)
2N HC1 #v 60mg 48/ &K% (10%) BAET TERFFET 84 3 I H.
LR p DA, SEBEAHN, FixErkL, @A RP-18 Lt
4] % HPLC 46ib3% 4%,

TLC: Si—60, ZERZ & /VE 4:1, R=0.08;

HPLC/MS: (ChromolithRP-18, # % A:B80:20 - 0:100, 3.5 44,
F o A=K+0.01% TFA, B=Z ) R.=1. 39 5-4F;

FAB-MS: (M+1)=449,

EZERTERTRARAARTELIMIR TR 3- X4 -3
- {6-[3-(3,4,5,6-WA&FE " -2- KX - KH)HAX]Iw%-3-A} &
B

FAB - MS: M+ 1=421.

%= 34 20:
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1.3-%%-3-{6-[3-(3,4,5, 6-w amw—2-%) R A REK] 9%
-3-R}ABRTE 41

B LA 19 695 %, ¥ 200mg3-X 5 -3- {6-[3-(ubre—2- K & 3L)
RER]IIR-3- R BRLETAINLE B/ EER (10%)FLET A
&, KT 41.

FAB-MS: (M+1)=448

AR AERE_AERIR T TEREATEEMR, KET
BB 3-%2E-3-{6-[3-(3,4,5 6-wamw—2- X)) fA AKX %
-3-3%} AR,

FAB-MS: (M+1)=420.

2. XM T £3%4) 19, KEH 245 3-FRFTRRE, 4T
MG AR, FFT 3-G-RAER)-3-(6-[3-(rw-2-A 1) AL
F]-1H-91k-3-3k ) & & 7 5.

XM T E#H 19, ¥ 3-(3-FHKFEH)-3-{6-[3- (b —2-KKZHK)
REA]-IH-B%-3-AIRBRTEAL, XFT 3-G-2EX
#)-3-{6-[3-(3,4, 5, 6-vwg A utrr—2-F KAL) HEL] - 1H- % %-3-
Al TEs.

HERARMRAERE_REF IR T TEREAELM, KFT
HEB 3-(-FAEK)-3-6-[3-(3,4,5,6-wamz-2-LEHK)H
AA] - 1H-"|-3-2X] "R,

HPLC: (RP-18, #HE A:B99:1-1:99, 1 4 &)R.=26.6 24F;

FAB-MS: (M+1)=436.

L] 21:

1L3-KE-3-{6-[3-(FREN-RAEKEAFTR)REF/AL]
ww-3-K) A& 42 |

¥ 1g(2.9mmol1)36 5 1.3g(8. Tmmol)N-RIA—BR L 8 IE 5 8 —
YE A 1OmlDMF J T 80TCHH 20 I o). BRETAWM, HixErk
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A, BEHEKEELLATY 42, EATE/TRLE 1:1 FARK
.

TLC: Si-60, W¥/¥& 3:1, R.=0.55;

HPLC/MS: (ChromolithRP-18, # % A:B 80:20 - 0:100, 3.5 4-4F,
K9 A=/K+0.01% TFA, B=L M) R=1. 75 9-4F;

M+1=437. '

2. KA -3-{6-[3-(N-FIR-N"-fIEMK) A Iv%-3-X} &
& 43

¥ 100mg (0. 23mmol) 42 7 ## 42 2m1DMF ¥, HFHiZE %R Y5 1nl Vi
B (33% 6 LB ) £ 60CHA 12 b, REHZEREAL, %
FTRE3-{6-[3-(N-FE-N-FRERE) mAKX]I%%-3-X]} &
BR. @it fk RP-18 Lt fTey 4l & HPLC 4L 6, RF T XX
-3-{6-[3-(N-FEA-N-FEMBE) s AA]BI%-3-X) BmR =R TR
#.

TLC: Si-60, —R Fh/ V& 1:1, R~=0.53;

HPLC/MS: (ChromolithRP-18, A A:B80:20 - 0:100, 3.5 44},
A d A=K+0.01%TFA, B=ZJ)R.=1. 49 54F;

M+1=420.

S 22:

EPLT E&p 1, ¥ 6-—F a4

5 IH-w%-2-FBAE, FHAEEHEKR, KFT 3-(1H-73%
—2-%)-3-{6-[3-(twm-2-K K1) mARA]-1H-%3%-3-X)m@k. &
# & HPLC &, 537 3-(H-"|%-2-X)-3-{6-[3- itz —2-A &)
AEA]-1H-%5%-3-R} R =R L& #;

LEekny2-VBR LA, HFHTHENEKR, KFT 3-{6-[3-(1w
—2-RBHK) AL ]-1H-%%-3- K} -3-E-2- X HE. 2414 HPLC
Ja, AT 3-{6-[3-(mtme-2-K&K) AKX -1H-%%-3-3}-3-%
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w-2-A AR AR

5 1H-whgd2-FERR &, FRTEENER, KA T 3-{6-[3-(
w-2- K H& L) mEAK]-1H-72k-3-3 )} -3- (1H—%—2-4) HER. 24
% HPLC &, /37T 3-{6-[3-(wre—2-%KHK) mAK] 107 %-3-
A}-3-(IH-t-2-R) AR = R TE &;

Hekek-2- VAR, FRITEEHEKR, KBT 3-(6-[3-(m%
—2- A RA) RARA]-1H-%3%-3-AK}-3—&=-2-KL mm. ZL4]4& HPLC
G, #HT 3-{6-[3-(ww—2- A &A) mAK]-1H-3%-3-4%}-3—%
g -2- KGR =R HE,

ERX-A4-YBRRAE, FHAEENEKR, RHFT -KX-4-K%
—3-{6-[3-(bme—2- & RA) RAKX]-1H-4%-3- R} w&. 2H%
HPLC &, #3] T 3-B&X-4-2-3-{6-[3- (mbwe—2-2L &) m AKX ]-1H-
k-3~ A R L& H;

E6-—FRARALA2-A-3-FTEREAFHR L, JHF3ITHE 4K,
BRT 3-G-fA4-—FARA-2-RFER)-3-{6-[3-(stme—2-A R
K)REA]-1H-%%-3-%) "&&. 248 % HPLC &, 45 T 3-(3-§k
4-— PR R K -2-RFE)-3-{6-[3-(hze2-X RHX) RAKX]-1H-
lek-3-RK]} AR A TEHE;

3R 4-ZRATFEXTRERE, FRAFTEEHGEX, KFT 3-(3-
R-A-ZRFIHRER)-3-{6-[3-(mme—2-RA RAE) mARL]-1H-% =
3-RA}mBR. 248 4& WPLC B, FHT 3-CG-AR4-=ZRFTEX
A)-3-{6-[3-(bw2- A RK) RAX]-1H-%%-3-X)ABR =R T
AR 3k

5 4-FRAXTRRANE, FRFAEENASKR (BT 3-4-FA
AFRI)-3-{6-[3-(mme2- AR K) BAA]-1H-7%-3- L) m&k. 2
#4& HPLC /&, RET 3-(U-FRAFEHR)-3-{6-[3-(tre-2- L &H)
BEN]-1H-v%-3-X) Bk = R L& %,

EXARTERE, FHTHEEHER, kBT 3-%kA i
-3-{6-[3-(tw-2- A KA) RAX]-1H-4%-3-K)mdk. 24 %
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HPLC &, #3]7 3-3K &K -3-{6-[3-(wbre-2- A &HAL) ®AHK]-1H-)
w-3-AlmB =R L&,

5 2,2-—VRAABRRE, IHITHEGEKR, KHT 4,4 =741
-3-{6-[3- (b -2- A A K) AL 1H-%I-3-4} K&k, 24 %
HPLC /&, 2| T 4,4-=FA-3-{6-[3-(mese-2- K & HK) AAK]-1H-
lek-3-K} KRB Z R L& H;

52, 2-—WETRAE, FI#ITHENSKR, FFT7556-2F1
-3-{6-[3-(mbwe—2- K A X)) AAA]-1H-%wI%-3- L) &. 24 %
HPLC &, #3817 5, 5-— Wi -3-{6-[3-(rz—2- A & X)) AL ]-1H-
Hlk-3-R) TR =R T & .

Fp] 23

T E#H) 1.7, FRMT E#H 1.1-1.6 HHF0G 4-Q2-2L8E
A-1-{6-[3-(hw2- X &A) BAAL]-IH-%%-3-R}ZR) X7 &
LB b =Bt /INNaOH 484, #5%] 4- Q- -1-{6-[3- (o -2-H &,

) RAK]-1H-v%-3-% )} ZH) X7 &.

E b 24

KT FL#H) 18, Ki B LY 14. 2 HFHEH 35 5 2-§-3-
AR Z O R B, 55 3-{6-[3-(3-mAwrw—2-A & 1) BE
A]-1H-"%-3-2%} -3- K X B &K 24 &M HPLC /&, 5] 3- (6-[3-(3-
A -2- R RHK) RAK]- -9 %-3-A)-3- %k ARB =R 8
#.

TLC: Si-60, W3/ # 4:1, R=0. 36;

HPLC: (RP-18, #5 B A:B 4 99:1-1:99, 1 B)R,=43.5 2-4F -

FAB-MS: (M+1)=461.

BEEOAA BB/ ERE, A, TB)KERAL, 3] 3-{6-[3-(3-
KA -2- R 8K REK]-1H-%%-3-A) -k L B &, 24458
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HPLC &, #33) 3-{6-[3-(3-&FAmtww—2- A & 4) mAL]-1H-7| -3~
AX)-3-¥XAmB=RT&H.
HPLC: (RP-18, ##E A:B 4 99:1-1:99, 1 »8)R.=33.3 49-4F;
FAB-MS; (M+1)=431.

P8 LB B AT RA R N-TBAL, 755 3-{6-[3- (3- LA A
w-2- R RAE) RAK]-1H-9%-3-K)-3-(kKX E®E. 244K HPLC
J, 133 3-{6-[3-(3-zsmAKww-2-E£ & L) HAK]-1H-%3| -3
A}--FEARBK=RT&H.

HPLC: (RP-18, # A:B 4 99:1-1:99, 1 IK)R=31.7 54

FAB-MS: (M+1)=473.

L H#) 25

1. (3S)-3-% A -3-{6-[3-(t—2-A RA) BAL]BI%E-3-£) &
A 46

i i 4 AT O 4 4 F & 4K (ChiralcelOD-H) &%, A f &8/
E B 30:70 K E B EaH 1 4 &6 50g(0.113m0l)3- % i
=3-{6-[3- (e -2-ARX) AR E-3- AR AR LE 7T 2 EAH
A wek,

JE&E: 24, 5g FHES srwkdk (B 5 £ 65 98%).

HPLC: ChiralcelOD-H, J% ¥ &/ &% 30/70, R.=14. 08 4-4.

A1 B M, ¥ 24. 4g (55mmo01) S Btk & T 100ml 7.8 ¥ 5 4 60
CTX 110m11NNaOH (110mmol) ¥ 12 8. B R B T4 H, AN
Kk AHH M INHCL 4L £ pH6. BEBMFRE, ALKEERE, R
MTB &zt J9F T4, 4% (3S)-3-FK & -3-{6-[3-(mtwe—2-A & X)) BA
Al %-3-K) A&,

m.p. :1377C

HPLC: (RP-18, # & A:B 4 99:1-1:99, 1 /Bf), Fd A=%+
0. 3%TFA, B= TJHE/K + 0. 3%TFA4:1)R,=31. 1 44} ;
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F £ HPLC : ChirobioticV, & (+1% T & = L % / ¥ B
65:35, R,=21. 15 4-4F.

2. (3S)-3-% A -3-{6-[3-(meme—2-X &X) mAL]%-3-%} &
it

¥ 2g(4.8mmol) A 3 46 % T 5ml —EX ¥ & RT T 5
20m11NHC1 (20mmol) &3 2 W, MERHHZIER AT, /2 (35)-3-X
E-3-{6-[3-(wer—2- A RIL) RAX]SIR-3- K AmER A,

TESW: HHEAE: 66. 4%C, 5. 80%H, 9. 30%N, 7. 84%C1

LR E: 65.9%C, 5. 91%H, 9. 11%N, 7. 44%CL.

3. (3S)-3- % -3-{6-[3-(mtw2-ARK) AL %-3-X) &
A

¥ 2g(4.8mmol) W3 46 AT oml —EPIH AL RT TS5
310ul (4. 8mmol) WA B /& Sml K8 2 DB, MERZEREZXR,
WL/ AKRAETRE, 53 3S)-3-KE-3-{6-[3-(w-2-E&L)FA
Alvul-3-K) B Fam .

ESM: HHEAE: 61.04%C, 5. T1%H, 8. 21%N, 6. 26%S

LA {E: 60.90%C, 5. 99%H, 8. 01%N, 5. 92%S.

T 3] b F &G H A

e A EHA (AR

¥ 100g X 1 E XS o 5g B8 A =48 3L AR J %% A 2N
LBAZE pH6.5, RATIE, HBEEHIMAT, LEFHTETIH
EXAFHTEH. HHERNSL Sng FHRS.

L4 B: B
¥ 20g X I 5EHARS 5 100g K 97 Bl A 1400g 3 T 5 69 R4
Wik ak, BIABA T ELAN. FHRANA 20ng FHERS.
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LHP| C: Bk

& 1g X I 69& MRS, 9. 38g Nall,P0,-2H,0. 28. 48g Na,HPO,-12H,0
Fo 0. 1g FIL A4 940l MAK T HER. FpHAE 6.8, ZER
mEILFLBH XA, RERT AR RA.

THA D HE
EXBEHT, ¥ 500mg X I H9FERRSE 99. 5g KR4S,

LB E: KA
AERF R, ¥ 1kg X I 89E RS, 4kg LI, 1. 2kg L 234
0.2kg H A 0. lkg ISR EERN, WHAER A 10ng EFHERS.

TP F: GRE A
EMTEAEFMERTEL, MEAFAFTX, REH. Laxh.
L. EREBEAEAARG ORMFER.

LB G KRE
AFRFTR, B 2kg X I WERBRIEANFRHRKEF, B
BREBILES 20ng FERS.

Lap H: K
EHEE kg X I 9FHRSE 60L MAKPHER, BB E5HE
¥, BELAEEHTAETHELBALZHTEH., 254 10ng EHAS.

Fapl 11 BAREH

# 14g X 1 9 AL % T 10L 5 NaCl Bk b, B RIB
TR EARGRER Y. FERTREL BT, Ak
H# (£ 0. 1n1) 485 T4 0. 14mg $5 7 £.
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