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1. X14é,

R! o
. N X\>ﬁ\
0
H/KO R2

£ F

R %% Hal, -C=C-H., -C=C-A &% OA,

R!' %+ H. =0. Hal. A, OH. OA. A-COO-. Ph-(CH,),-COO-. 3
# 2 -(CH,)n-COO-. A-CONH-, A-CONA-, Ph-CONA-. N;. NH,.
NO,. CN. COOH. COOA. CONH,. CONHA. CON(A),. O-%#
AE. O-&/AL. O-F%. =N-OH. =N-OA X #=CF,,

X, X’ & f 4k b3k 5 3%+ CH. CHal &% N,

Y %+ R* 3% Hal,

Ph & F AMBRAK XL, A. OA, OH &% Hal £RAK. —RARE =
BRARGEE,

R’ %+ H. Hal % A,

R A+ H&RA A,

R* %7 OH. OA. A-COO-. NHA. NHAr. NAA'. Het &#-NH-
CHR’-COOR®,

R° %+ H. A. -CHR*-OH. (CH,),-Ph. (CH),-COOH. (CH,),-CONH,.
(CH,),-NH,. (CHy),-NH(=NH)NH,. (CH,),-Het' & (CH2)a-SR’,
Het £ FEH 1~4AN. OFfu/RK S RFHERIARIKLF. Riaf
REFELK, ©TUREBRRARAH# A. OH. OA. CN. COOH,

COOA Fo/HE X AEO)EBRAK . —RAKE =R,

Het' A FEH 1~4AN. OF/KSBRFHERRERKFERK, €
A R R A4 A. OH. OA /% CN 2B, —BRAXHF =
BAR,

A, BRI EABIRETEA I~ R2AKRTFHIEISARE. 4K
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EERFTRE, H5RAF 1~TALRTFTABRAF/XAHEHR,
Ar A7 R BA R Hal. A, OR’. N(R%,. NO,. CN. COOR®,
CON(R®),. NR’COA. NR’CON(R’),. NR’SO,A. COR®. SO;N(R?),.
S(O)wA. -[C(R%)2],-COOR® F 4 -0-[C(R’)],-COOR’ £ ] A, =&
RAAZBRGEE, BEEARAEFR,
Hal £+ F. Cl. Br &% I,
nEk k70, 1. 2 X#3,
pikT1. 2. 3, 48#%5,
ABREBFETRAMGTAY. Bk, Ak FHE, aFEM
0 &-FF bl B RAH .
2. RERA)EZR 1 04, HF:
R %+ Hal & #-C=C-H,
AEREBF ETRGTAEY. LY. AP shKFHAK, SHFEEMN
8 B-FF ] 6 Ra-H .
3. RERFAZR1RE20HEH, LF:
R! %7 H. =0. Hal. A. OH &% OA,
ABLSFETRGTES. BAKY. A hFHAK, aFem
&) B-FF bl 6 R
4. BREFEBAFHER1~-3F—AXEAHKEH, KT
R' &% OH,
ABRBEF L TR AY. BEALE. IS AhFHE, €FEM
& &-Fr bl &g REW) .
5. RERFAAERI~4F—ARE AGKEYD, HLP:
X &% CH &#% N,
X'4.+% CH,
ABLESFETRAGTES. BAKY. EfshFHAk, aFem
o B Fr bl 6 RAW .
6. REARFNEZRI~5F—ARLAGLEH, L+
R’ &7 H &% Hal,
B RS FETRAGTES. BAAY. AT hFHK, GIFEMN
&) B-FF tL B 69 RA- .
7. RERAAEZR1I~6 F—RARXSANKESY, LT
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RAFHRAERAAL 2. 3. 4. SAEF ARRTHRA,
AEREBFETRAGITAY. R, A hFHEK, SN
o B-FF B ) R

8. REARMEBRI~TF—ANRS AKYLESYH, LT
Het A7 EA 1~2 A N f/% O RFH$ K. RbFREEE5%
%, STAABBRAREHR A. OH fo/H OA £BNK. —BRARAXEZ =
BAX,
ABRLBFETRANTES. B, s hKFHEK, €EMN
WA APl H) RA Y.

9. REMRANEZR1~8F—ARL A EWH, LF:

Het A 7vkwhk . oA, ke 2. oked & wbow &, gk, abed k|
e . IR wbeR AL, R A, Bk A RARER, €MNEA
R BAR R EH A, OH Fo/H OA LK. —RAKH RN,
ABREEF ETRGHEY. BAAY. A hFHhHE, aFEM
0 B-FF el oy RAH .

10. REAFER1~9F—AKR S AG4HEW, LT
Het! & 7 EA 1~2A N, O Fo/K S BT H5 RBIRAR Y LR A RIKF
AR,

AR ELBEE ETRAGTEY. BAad. AhihFHaE, CFEM
& &-FF Bl by A .

11. RERFAZR1~10 7 —FAXEAGKEYH, £ T
R &+ HX%A,

AR EBFLETRAGITAS. BAKY. EfihkFMHK, aiFEM
6 &-FF ol b BB

12. RERAZR1~11 F—AR L AGHEH, EF:

Ar A7 AHBRARFE# Hal. A. OR’. N(R*),. NO,. CN. COOR’
H# CONR’), B, —IRAKF ZBRARGERAIAFTE,

AR EBFETRAGTAS. BRLY. EfihkFHak, aiFem
S Fr LBl REY.

13. RERFAEZR I~ 12 F—ARXEAGKESH, £ T
INE &5 & 3
BEHF FTRAGTES. BERALY. EfihFHIK, GFEENG
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SR b REY.
14, BEFEAMNEZRL1~13F—AKZAGLEH, KT

R % F Hal % #-C=C-H,

R' &% OH,

X %7 CH &% N,

X'%4 + CH,

Y &7 R &.# Hal,

R’ %+ H X4 Hal,

REFEA 1. 2. 3. 4. SEAFZ ABERTHRE,

R* % & OH.OA.A-COO-.NHA.NHAr.NAA', Het.-NH-CHR®>-COOR’®
* #-NH-CHR’-COOH,

ROAFHH# A,

Het X FHA 1~2 A N Fo/HK O RF KA. Riofo XA F AR
R, STIAAKBRARXER A. OH fo/RK OA ZEBRAK. —RAXRF
Z R,

A, VBB ABIEFTEAN 1~ RABRTHEIARE. L8R
AREHRELA, LT 1I~-TALRTFTRBEAF/RAHE,

Hal 5% F. Cl. Br &% 1,

n&+0. 1. 2 x#%3,

pkikF1. 2. 3. 4%%5,

ABREBFETRAGTAY. BERY. EfihkFHEk, aFem

o B-FF vl 6 RA .

15. RERFAEZR1~M4F—ARXE ZAGXN la s,

R1
H X o]
R N =
L % T
ll-\li O R2 R3
¥

R &+ Hal, -C=C-H,
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R' %% OH,

X &7 CH &4 N,

X'#%% CH,

Y £#F R* & % Hal,

R? %+ H X # Hal,

RAFEA L. 2. 3. 4. 5KEARRTFHEL,

R! %7 OH. OA. A-COO-. NHA. NAA'. Het. NH-CHR’-COOR’
# #-NH-CHR’-COOH,

ROA+  H3E# A,

Het # FEA 1~2 A N /K O BF 2040 Fe. RioFfoREFHH
IR, ©TARERARE]R A. OH Fu/H OA ZEBK. —IRARF
=Z B,

A B A INETERA I~ DRAZRRTFHIEIERE,. X4K
AREHER, FEF 1~-TALRTFTRERAS/RAKR,

Hal % F. Cl. Br &% 1,

n&kF 0, 1. 2x#%3,

pERF1. 2. 3. 4 X%S,

AEESFETRAMTAY. BAAY. A hFHaKk, aFeMm

6 AP LBl 6 R

16. ARERFNER 1G4S, &h:
I-N-(4- R EE)2-N-{4-[-—FRARECBRA)FRAIR L)

(2R,4R)-4- & A wbok J2-1,2- — H Bh A,

1-N-(4- R E £ )-2-N-{4-[-(N-F E N-TE A X)) LB R ) FRAIX

£ )-CR,4R)-4- 32 K b ek $t-1,2- — K BL A,

1-N-(4- £ X £ )-2-N-{4-[-("ok4-F) B E)FRAE]| X X })-

(2R, 4R)-4- 15 X vt ok 3%.-1,2- — 5 BEBE

1-N-(4- 2 X £ )-2-N-{4-[2-4-F F ok 2-1-K) LB ) F ALK K }-

(2R,4R)-4- & A wbek d-1,2- — HK Bh A,

1-N-(4- R F 2 )-2-N-{4-[(2-(2,6- = F A "Gok-4-5K) LB ) T AH) XK

£ 1-(2R,4R)-4- 72 F who& d5-1,2- — H BL A,

1-N-(4-F X £ )-2-N-{4-[2-G-F LA FRAR=-1-K) TLHBA) T RK]

F X J-CR4R)-4- 5 Kootk b-1,2- — B Bt
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I-N-(4- R X E)2-N-{4-[-— A RE B E)FRAIFE A -
(2R,4R)-4- % H wbof b%-1,2- — 5 WL Ak,

1-N-(4- 8 F K )-2-N-{4-[Q-(N-F EN-Z R E)TBEA)FRAEA|X
£}-2R,4R)-4- % A b e d5-1,2- — K B AR,

1-N-(4- R F 3 )-2-N-{4-[(2-(2- F A E-1-K) LB ) T REIER -
(R, 4R)-4- X vt ok 3-1,2- — S BL Bk,

1-N-(4- T A KK )-2-N-{4-[2-— TR AR TBA) T RA]IXE}-
(2R,4R)-4- 5= R v ol J5%-1,2- — 3 Bh A,

1-N-(4- 8K X )2-N-{2- R4 [2- FRARRXA THBE)FREA)|XL}-
(2R,4R)-4- 5= 2 v o 55-1,2- — 3K BB,

1-N-(4-BEK £ )-2-N-{5-[-— F R AKX T B RX) T 2K oe-2-K -
(2R,4R)-4- H wbe& 55-1,2- — B BE A,

1-N-(4- B E )-2-N-{4-| - LB R KA B ) F KA X X }-CRAR)-
4-32 R ook R -1,2- — B BLRE

(2R AR)-2-[({[4-({1-[1-(4- R F A R XK F B )-4- 2 Kbk be-2- K |
FEEAJFULDRA|FTARA TRAIFH)AKL]4-FA LR T B,

1-N-(4-RE £ )-2-N-{4-[ - T E B A LB ) F R A XL }-2RAR)-
4- 52 Foob e by -1,2- — R Bhik,

1-N-(4- R FE K )-2-N-{4-[2- R B X)) F R A XX }-CRAR)4-2 K
bei bt -1,2- — K BR Ak,

I-N-(4- B E A )2-N-{4-[- KT A RE LBA)FRAIX K-
(2R,4R)-4- & A whoi 35-1,2- — H BL A,

1-N-(4- R X £ )-2-N-{4-[2-F A X T8 L) F AKX K }-CR4R)-4-
2 Eovb ek b-1,2- — R BL A,

1-N-(4- R E A )2-N-{4-[Q-F A A RE OB E)FREIEX K}
(2R,4R)-4- 5 & v o 35%-1,2- — 5 BR Bk,

1-N-(4- X £ )2-N-{4-[Q- R TE AL CBE)TFRAEIF X}
(2R,4R)-4- 3 A b e 35-1,2- — R Bh A,

I-N-4- XK R )2-N-{4-[-F R E R E LBA)F AL XA }-
(2R, 4R)-4- 55 F v ol J5%-1,2- — B Bh A,

1-N-(4- X L) 2-N-{4-[- K A X FREATBHEEX)FREIEXL}-
(2R,4R)-4- £ F vtb ok 5%-1,2- — 5K BL A,
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1-N-(4- 8 X X )-2-N-{4-[2- B X LB £ ) ¥ KA X X )-QR4R)-4- %
Rk b-1,2- — % Bh AR,

I-N-(4-R K E)-2-N-{4-[2-F AEX T % L) F RA)EA)-2R,4R)-4-
2 R kel dg-1,2- — 5 BB,

I-N-(4-R K K)-2-N-{4-[2- T AKX T B 1) F /4| X4 }-CR,4R)-4-
2K bR gt -1,2- — 3% B,

I-N-(4-R K K)-2-N-{4-[2-R AR T L) F RA| XA }-CR,4R)-4-
A ubei g-1,2- — % Bh Rk,

I-N-(4-8 XK K )-2-N-{4-[2- TR A L& A) F A X)X L )-2R,4R)-4-
2 RAovbek 3t -1,2- — % B,

I-N-4- T e XA XK )2-N-(4-[Q-FRECEBA)FT AL X L)
(2R,4R)~4- 5= ek d-1,2- — 3 BE B,

I-N-(4- R K ) 2-N-02- | 4-[2-FRA B E )T RA XA )-
(2R,4R)-4- K v ek 55-1,2- — 5 BE B,

I-N-(4- K £ )-2-N-{5-[- FAX B A)F AL bz -2- 2 )-
(R, 4R)-4-# H it ek J5.-1,2- — % BE i,
ABREBFLETRAHITEAS. BHAY. EfikFHik, M
o 2-F bl & R A .

17. $l & RB\EAAZRK 1~16 X TS HA R RS F LT A 847
9. BRkY. s AKFHNERGTE, AREAT:
a)E X I 4%

R1

N
ReB RS AN
NAO ° R2

£F R, R R XA X' #ERF L,
5 X s R M,
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%f“
Y i
HN,
R3

#£F

Y F2 R 4R AR 1 AFEXL,
KA
b)4& X, IV 4644

R1

H '
R <ﬂj>\W(N\W§X\‘ N/H

H/&O 7 R2

£4 R, R, R, R, XF X'WwRAEZRK1 ¥ AL,
EXVAEMEE,

TNy

L

EFYRMNERLFAHEL, AK
L &% Cl. Br. I 34 # &) R4 R EHERE4Mey ON X H,

L @w '

AF RAR wRAZR1FHEL, FE

KA
)t X VI a4

9
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L &7 Cl. Br. T8 # 3 69 304 AR B F 54549 OH A |,
5 X VILA % B & ,

o)

TN

xl
HN— =
\ N

R2

VI

A4 RL R X, X'fe YA E2R 1 FHEL,
Fo/ K,
HXIHBRIFHRENACHE,

18. A% 0BT Xa#WHHOREBERANERI~16F—AXE S
TIE AT

19. A% 0BF VIa #H H GRERFZR1~16 F —ARH
2R X 1P,

20. 4, EHEY —FHREAFNERL1I~16 F—AREL AHX I
Wt/ EBFETRAHTAY. Bt RKF 0K, 0Fh
PR A BBl &g R, HAERAS A R H) Ao/ R B .

21. %4, G2EY —FBRERFNERI~16 F—AXE RG]
o/ REBFLETRAAOITAEY . BERGRIERKFHK, a3k
iR el Rbdh, HO4EV—HALCHBETHRS.

22. RERFEZR1~16 F—RAREZAALE W /L EEFT
BLHERBENDENEGAATIHEARG D FHAE: e
B SPRE. FhBkENL,. RE. FF. O8Hh. aFTRHBRERK
F. MREEAT. RkAH. HE. WBARM/IFBHES.

23. W TEREBOEARYRE QLRGN L):

OF K EFHREBERFAZR1~16 — AT RS R X 1A HF/K
AHF ETRAGTES. BN I ERFHKR, QLAY
e, Fn

DA KXEGELCHBHERLRS.

24, RERHER 1~16 F—ARXZ ARG X I oW F/RELHF
LT RGITES. BT RFHA, QLA GG REY,

10
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EZ) —FHACHDERLBRSACANGERTHEARAGEDFTHA
R AR SRR, FHIREN. RE. FF. SBRH. oE K
BAERRE. MIBRKEIEAT. RkB. B, WBARMI/RNEHES.
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MRBREAF A TBE

AERAFEXTHEH

A F

R 4%+ Hal. -C=C-H. -C=C-A &% OA,

R' £+ H. =0. Hal. A. OH. OA. A-COO-. Ph-(CH,),-COO-.
38 & -(CHy)-COO-. A-CONH-. A-CONA-. Ph-CONA-. Ns,
NH,. NO,. CN. COOH. COOA. CONH;. CONHA. CON(A),.
O-% &, O- &AL, O-F A . =N-OH. =N-OA K % =CF,,

X, X'# st & f 3% 53 &7 CH, CHal # N,

Y %% R34 Hal,

Ph A7 A#BRAREHK A. OA. OH % Hal £ RK. —BRAKA =
RARWERX,

R> %+ H. Hal &% A,

R’ &7 H&XE A,

R' %7 OH. OA. A-COO-. NHA. NHAr. NAA'. Het % -NH-
CHR’-COOR®,

R® %+ H.A.-CHR’-OH. (CH;),-Ph. (CH;),-COOH, (CH,),-CONH,.
(CH,),-NH,;. (CH,),-NH(=NH)NH;. (CH,),-Het' % # (CH,),-SR’,

Het 2 FEAH 1~4 AN, O /R S BRFHERLRRH XK F. Kot
REZARK, Tk RERAREL# A. OH, OA. CN, COOH.
COOA #/FBAE (=0) BN, —BAKXHF =B,

Het' £ FEH 1~ 4 AN, O/ S RFHLRRERKFTERRK, €
Tk AR R E# A. OH, OA #/3% CN 2R, —IRARA

12
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ZBAR,

A, A'BBLE AR I AR TER 1~ R2ARRTHELERE. 14K

EEFEmmE, HSAEF 1~-TALRFTABBRA/XATHR,
Ar AT AHBRAREH# Hal. A. OR’. N(R’,. NO,. CN. COOR’,

CON(R®),. NR’COA . NR’CON(R’);. NR’SO,A . COR®, SO;N(R?),.

S(0)A. -[C(R*);]:-COOR’ % & -0-[C(R%),],-COOR® £ I AK,. =R

REF ZBRGRR, BEEEAIEXE,

Hal £+ F. Cl. Br &#1,

N &570. 1, 2 X#%3,

P &+ 2.3, 4%%5,

ABREBFETRAAITEY. BEMNAY. EfihkFHik, aizemn
B B-FF L) 8y BB

AZRPHAHFAFTREAFMERT GRS H, LI AR
TARTFaHMH &GO s.

CBEAX 1 KW ALLEAAFFAMENSEFHEF R
MR, B H, SMARE AT Xa-H4l it LR TART
KA e ERER, FlohieBR. SIEE. FHERENA.
R JE. 29 (apoplexy). & A mE R KRG 6§ BRF F= ) BRM AT .

BBEALAGX IS HETARLRFEERKYHOE-T Via
B-F. IXa B -Ffo st ol 6 39 .

EAE R aH RGOS ERTENZE RS, ¥, & EP 0540
051 B1. WO 98/28269. WO 00/71508. WO 00/71511. WO 00/71493,
WO 00/71507. WO 00/71509, WO 00/71512. WO 00/71515 %% WO
00/71516 T4, A Tk F b EH AR HIRRMRIHE T4l WO
97/08165 +. £A Xa AF#HFZHNFTERARLZLCHY, 4o, @
WO 96/10022 T 4. 44 Xa BT #H A 9 BAG N-[ (RAZREXT
A) RARAIR A LKA BAEMSET WO 96/40679 ¥ .

AT BB ERAT A S & WO 02/48099 F= WO 02/57236 T4, R 8
R B AT A B RiE T WO 02/100830 ., RE RFKiTEHd WO
03/045912 T4, AR R EH LB H R i LHd WO
02/06222 T 4=,

HhAmpEEEmrEEh AN ERTEHHLET US

13



200480037698. 9 o E3/30m

5,340,801 . A& #yubeg AT A S i WO 01/044192 7T 4o,

REAZPLAED R BT RERA iR afERNBE T e
AXaBFHEARELZTGHEAFHAER, I L ECEFNHLARETGSH

(4o VIIa B -F. IXa B-FR 55 0ds) HIFFIEA.

Xa BFRAALEE L2 0RRAIRHEGHZ— Xa B FR#EER
BRI A RO, RoBEAEZTGRIZAT LR F4K, &
BRAERBER BRI OB RGERTR, RN TAFH A
BhEEMERGELE. R, WHREGERATAHRNEE R
BRE T &G QO AR

x5k o B 04 F7 404 A 7T vA 38 i #) 40 G. F. Cousins % A, Circulation
1996, 94, 1705-1712 v R h &g F E M E.

XA, & Xa B F 69357 $14E R 7T vA By b 5% do B 64 T i, . ARIE KK W
BRI A R 8 @it B F Xa &5 fo kst B 42 5 &y sb37 )
Ao A 6 AR, .

BB ARK RS ST Xa BT 6535 #4E AL R sk o fo i fo 2
HREMARETRAALFTRGKARSHRIFTRRTRE. EFTH
7 &4 #l4=, J. Hauptmann ¥ A, & Thrombosis and Haemostasis
1990, 63, 220-223 v #:£ &5 k.

s+ Xa BF w4 4EmR Tl @ id#l4e T. Hara ¥ A, /& Thromb.
Haemostas. 1994, 71, 314-319 #8753t 47R0 <.

bR T ERE AR F VIia B3 B ABG I RMIRS, H
Hshe@F VIilaigs X BFEHARLE Xa B-F. Bit, 5 Vila B
F ey E R TAB L Xa BT 68 &I B b By ok BB 6 3% & B T
B, o

FdE A K 9 640 A- 2t VINa B F &4 35 $14E R v R 45k o fo S A2
R AR ET LB FRGERRRF KR ZiTag. Vila B
F 39 )46 B 89 F AR F 5 kA #l4e, H. F. Ronning ¥ A/ Thrombosis
Research 1996, 84, 73-81 ¥ 35 &4 7 .

BoRFIXa AARKORBALABREY ZAFARAKLAL X BTN
SEALA L Xa BF. Bb, 8 IXa BFAHEERTLARREF X
B ik Xa B -F &5 m..

BB AR L R At IXa BT 8945 1 4E A oA RSk fo fo P e A2

14
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BRAEEGRNETRRLFTRAOARARZTRI T ERTRNE. EHH
F %A ¥4, J. Chang F A, £ Journal of Biological Chemistry 1998,
273, 12089-12094 ¥ $hik &9 5 3.

REALZVHGESHETAR TETIB. BB R R A/ X8 5%
# . T.Taniguchi # N.R. Lemoine #& Biomed. Health Res. (2000) , 41

( Molecular Pathogenesis of Pancreatic Cancer) , 57-59 # & 42484 7
L AT TF/VIa BT 5 2 £ 8 R o) LR W eyA48 Kbk,

AFH ey B hiid T TF-VII = Xa B-FH 4 H 3 KM
78 W LY 98 4E A -

K.M. Donnelly % A, Thromb. Haemost. 1998; 79:1041-1047;

E.G. Fischer % A, J. Clin. Invest. 104:1213-1221 (1999) ;

B.M. Mueller ¥ A, J. Clin. Invest. 101:1372-1378 (1998) ;

M.E. Bromberg ¥ A, Thromb. Haemost. 1999; 82:88-92,

KIS HTRAEAAER FRAEHHERAS, FARATIES
FoR G hibie B AR, ioheBR ., SRR, FHREML, RE.
g, SBA. LERBRERRF. MRESET. BHaEH K.
Mg, FHRaEBR. Shbed. KT ol RGRRE LRI
A

BERALPAQRSWER TETRTG HERBHERLRR, e
FRFIBRIE R BFHBRARRRA SRS IRER .

ASPEEF, FESHESACEROERNASER, H—
FRAFRG adER. ZREELEBRE AR (PTCA) fd R bkF %
F K (coronary bypass operations)& & 5 F] X .

BREALAARESHELERBBIIATRATHLRERY Rfte, 3
N EUAEARBETAXN AR XL ELRENTHARER
.

et —FRATHAZTEFRNNFEARETHBE, X
ZRARBOANA FRIMRARR, fXARLCORF L. REL
ARG B ERA TFTAFTLRREAMNSARIRZ LT EHARSE
o RBEARRTHRAMREFREGER, FlEE (CHEEREHR
). KMEBR (LEXTR) LB

AR 3B R K 9 6 4 s SN IR AR k76 7T 4Rk &k (F.Morales-Asin F

15
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A., Headache, 40, 2000, 45-47) . sk}, SMETAA F&57 T8,
RBELMNEF BT T RAESR R Mora ¥ ARiE-TF International
Tinnitus Journal (2003) , 9 (2) , 109-111 ¥,

ERERGEAT, RERXLXAHLESHE LA ChLERE
MO WMBAER, FEAHELCKESMA bl “URTEHBRPRED
t-PA. 5460 t-PA, BB RA RS, RERLAHHLEDT AR
RALCHREGRR. LARZIEHRA.

AT BROTL, FAKEL A EKRENEM.

BREALXAGHLESDERN TEHH L) BREH L PBEEZE L
# (IIb/Ila) FA B4 .

AEAFAEX | oHALE L, FEHFRARERFAEZR 1~16
BXTAHAREEF ETRATAS. B, EXfes KFH
R H &7k, LR EET:

a) X I14L&%

R
H X'
N 3
R |
A, ©
hl o) R2

A¥ R, RL R X fe X' AR 1 AR,

5 X I 4% R M,
O>/\
Y 1l
HN\
R3
b
Y fo R oA | 2R 1 F AL,
EX 2

b) X IV L4

16
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E% R, R RL R, XX AE2R1FHAEX,
5X VS HEH,

TNy

L

A&

Y e M ER 1PN, UA

L4+ Cl Br. I ZF# 5 W RFREHE GG OHXH,
EW
c) X VI4esd

R (\_)\“/L
\@\ N VI
H*F

Rfe R'eAR#| 2R 1 b AFEZL, A
LA7Cl Br. IXE#BHREREMTREMHe OH KR,
5 X VII &5 % B A ,

O %
x|
H,N SN
\%é}\m Vil
R2

17
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A¥ RN R X, XA Y o RAZR 1 FAHEL,
F/

BXIHARXERELDHCH—F .

AEALFRXEMASHYAERB X (ZAKRFHEK) . kP
MR, shilsedh. ek FH AR RKREHUARENIH. RiEHRESD
EMH EIREREN TSR RS L RGeS, X
HFEMAMERT HwBR. BERNCIH, HletKeHm. —KE
HREBGEEY.

REHFETRANHTAEADESN, P, RELALXALEGHHEE
AR FTiR0aT e,

RENHTEAHER, IS REARABREARLA. BEERKRS
WX 144, SMAERAIKRAREER, Aal RRERLALE
HALA- .

ZEWETADLEOCHEBRBERALVINS WA TERREROGRS
WFTAE %, Ze Int. J. Pharm. 115, 61-67 (1995) w A&,

AE LT BARE KL A6 X 1udd 6y RAd, 4] BA 9k 2w
FHAREG RS, sl 1:1, 1:2. 1:3, 1:4, 1:5, 1:10, 1:100
# 1:1000 & FAF dE 2tk F AR R . X 5 AL oY LARF M
Lty RsY.

sHF A BRRIE—KRGEE, Hld A, EMNHLSX LML

6.
ELTFTXd, gy, AAREE% R R, R R X,
X'FeYBAXIHEHEFHEZLHEL.

ARkTRA, X4 (A4) REF sk, FHALEA 1. 2. 3,
4. 5. 6. 7. 8.9, 10, 1 XFRABEEF. AkitkFTFR, £F
i, AE. L. TR, FTE ATERFRTE, THARE,
1-. 2-%% 3-FATHA, L1-, 1,2-&# 22-—FEARE, I-TRAAE,
LA, 1-, 2-. 3-RA4+-FEAKL, 1,1-. 1,2-, 1,3-, 2,2-. 2,3-K% 3,3-
ZWATE, 1-RE2-CATA, 1-ZA-1-FRAL, 1-TA2-FER
A, L12-HAHA 122-=FAAR, ERERFHRZRATE. ALEF
k.

WAL RETHRAL, RTE. FRE. FTEAXEFFRE,

18
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B, ARGERFRRAEATE, RSATFE, AFFHAKLEL
TEA 1.2, 3. 4. 5 REF 6 AKERTFHRE, REHFTR. TE.
Ak, FRE. TA FTA. ATHE. RTE, RE. TX. =&
Wi, ERCARF LLI-ZRATE. "

EREKREEFTEFR, BCE. ERA. BTHA, BREXA
LR, THIXERRER.

R 4% % 7 Hal £,#-C=C-H.

R'#tit &7 H. =0 (ERAH) . Hal. A. OH & # OA, H34HK
it % OH,

R* 4tk & = H &4 Hal,

X it &7 CH %4 N;

X'# it & 7 CH,

Rt A+ HRFELA 1. 2. 3. 4. SKRE GARRT A,

R #ik &7 HRF A,

R IR Het &7, Hlde, 2-R# -k, 2-R% -9k,
1oy 2-3# 3-vbe& R, 1-, 2-. 4-F S-skeb i, 1-. 3-. 4-RF S-wbed
R, 2-0 4-%E 5B K, 3. 4-RFE 5S-FNEK, 2-. 4-RF SR
A, 3o 4-BE 5k A, 2-0 3-RF 4-ungid, 2-. 4. 5-HE 6
ok, BIMEE A 1,2,3-Z7-1-. -4-HE-5-K, 1,2,4-=%-1-, -3-
RE-5-K, 1-RAE 5-wep ik, 1,238 —nd4-RF-5-4%, 1,24-"F=nk-
3-KE-5-4, 1,34 e 2K H-5-%, 1,2,4- 8 — e -3- K F-5-%, 1,2,3-
e 4R H-5-R, 3-RA 4-mdRA, wER, 1-0 2-, 3-. 4-. 5-,
6-RA T-5I%k K, 4-RF S-FuEIHREK, 1. 2-. 4-HF S-FIRALE,
1-. 3-. 4-. 5-, 6-3:E 7-FHumbep i, 2-. 4-. 5-. 6-FH A& T-K "l
A, 3-. 4. 5-0 6-HKEF T-F N K, 2-. 4. 5- 6-RA T-FRHEK
ok, 2-, 4. 5-, 6-RE T-HKFEAK, 4, 5 6-RH 7-FHH-2,1,3-%
ek, 2-, 3-, 4-. 5-. 6-. T-3 A 8-Foki, 1-. 3-. 4-. 5-. 6-,
7-RE 8-k, 3-. 4. 5-. 6-. 7-H A 8-EHkA, 2-. 4-. 5-. 6-.
7-RH 8-fedok X, 5-KE 6-EEHE, 2-. 3-. 5-. 6-. 7-H A 8-2H-
FH-1,4-"%% 4, WL ERE 1L3-RF R EHRAWH-5-X, 14-FH=
rRi-6-2, 2,1,3-FHE -4 H-5- K R H 2,1,3- KR ovk-5- K,

Bk 22 SR B AT A3 9 R A 23 A4k,

19
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B bk AR E Het £T AR T, Hlde, 2,3-=5.-2-. -3-. -4-&
#-5-kh R, 2,5-=8-2-. -3-. 4-HFH Sk A, WR-2-HA-3-%kv
A, 13- 8 AKR-4-£, @WEA-2-RA-3-ER, 23-—&-1-. -2-. -3-,
4-H A -5-mkeg A, 2,5-Z&-1-0 -2-. -3-. 4-HEF-Swbeg K, 1-0 2-3
# -kt , WH-1-. -2-REF-4kee X, 23-—F-1-, -2-. -3-, -
4-H A-5-nted R, WE-1-, -3-RA-4-wbr R, 1,4-=&-1-. -2-. -3-%
-4k &, 1,2,3,4-09 5-1-, -2-, -3-. -4-. 5-RHE-6-wRE, 1-. 2-,
3-RA4 4k, 2. 3-BF 4-GRE, W2, 3-RFH-4-wmE,
14-—"%s i, 1,3-=78%k-2-. -4-RAHA-5-K, S&-1-. 3-RA-4-4%
A, SE&-1-. -2-. 4-RAE-5-Fer Rk, 1-. 2-RFH 3-%kE i, 1,2,34-
f-1-. -2-, -3-. -4-, -5-, -6-, -T-FA-8-"fukik, 1,2,3,4-19 & -1-. -2-.
3-y -4-, -5-. -6-. -T-RAE-8-FkokK, 2-. 3-. 5-, 6-. 7-KH 8-3,4-
ZE2H-X 147854, B 23-BEF—ARKE, 34-2F =
BAXA. 23-FPL_RAER 34D _AEAEE. 34- (A2
ZEA) XA 2, A XK FkR-S-HH 6K, 2,3- (2-ARET =
EA) XEEAXAEH 3.4-—4-2H-1,5-XHF =R LK EH (dioxepin) -6-
RA-7-R, sbIMER 23-— AR kAR A 2,3-— A-2-AMRRw A

Het it A FEAH 1~2 A N fo/R O BT Kb Fe. RiofeX
EEERK, ETARBRARRAH A, OH Fo/H OA F]RA. K
REFE =B,

Het 4 3Kk & Fokvh . k. e K. sked X wbog X %5
s ik . el . ek . WA, bR R, A, BRARH R
mRA, TMEHABRBRAIEH A. OH Fo/H OA £RNK. —BAKX
HZBRAN.

Het &R A hik R Fokeb . wbog . kg ik, kAR A %%
E, SMNA&HAHBRKRL#K A. OH Fo/H, OA FBAK. —BRARFE

AR
FARBA 6 Het' ik &7, 2-3 4 3-skwb i, 2-RF4 3By Xk, 1-,
2-HE 3R, 1-, 2-. 4-HFH Swke &, 1-. 3-, 4-RF S A,
2-. 4-FFE S5-vEepr A, 3-, 4-BRE S-FTHE, 2-. 4-RH SE=RK,
3-. 4-RE S-FeEeb A, 2-. 3-HE 4wbm Rk, 2-, 4-. 5-RH 6-FEE
A, MR A 1,2,3-=e-1-. -4-RFE-5-%, 1,24-=v-1-, -3-FH-

jn H

20
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5-%, 1-RF S-wged &, 1,2,3-7% v 4-H H-5-54, 1,2,4-"F e -3- %
SR, 13,4 —e 2K E-5-4, 1,248 = e 3-HE-5-4, 1,238 =
g H-5-R4, 3-HE 4%EE, wER, 1-, 2-, 3-. 4-. 5, 6-K
# 7-5%k A, 4-RF S-FHEIEE, 1-. 2-. 4-HF 5-FiFkeR, 1-,
3-. 4-. 5-. 6-FAE T-Ewber K, 2-. 4-. 5-. 6-HFE T-F ;oG i,
3-. 4-, 5-, 6-RFH T-EH Tk K, 2-, 4. 5-, 6-HRFH T-HKfEeb R,
2-. 4-. 5-. 6-RE T-FHFRpELL, 4. 5. 6-KF 7-FH-2,1,3-7% =
e 2-. 3-. 4-. 5-, 6-. T-RE 8-k, 1-. 3-. 4-. 5-. 6-. 7-
KA 8-FobokE, 3-. 4. 5-. 6-. 7-RH 8-"Foki, 2-. 4. 5-, 6-,
T-R A S-edok X, 5-RA 6-4EAkE, 2-. 3-. 5-. 6-. 7-H# 8-2H-
R HF-1,4-"8% 3, s EHE 1LI-RFZRRKRE-S-K, 1L4-FK54=
w6 3 2.1,3- K H-rE ek 4- R H-S- AR H 2,1,3- K AT k5K,

Het' 3 54ki AFHA 1~2A N, O fo/%K S BT 8 R IRAK £
HRERKRFALIK; EFHMNERETEDE, k. Kok XK
o,

Ar BT, BlamEE, 48-. A-REAF-FERE, 46-. B-RA*-T
EEE, 4. A-RE-AEFRL, 48-. B-RA2-FAEEXRK, 4.
- AT RAEE, 48-. B-RE-BEAFRE, 48-. B-REFA-
MEERR, 4F-. A-REXF-REAFE, 48-. R-HFx-(N-FELRAR)
RE, 45-. W-RA-(N-FREXZE)VEK, 48-. B-RAx-THBA
EXRA, 4p-. R-RE-FRAFRE, 4. B-RAEF-THEEAXK,
AR-. H-BEM-TAREHERAER, -, B-HEAF-(NN-ZFEARX)
A, Af-. B-REF-(NN-ZFRAERKE)RK, 48-. - 2-(N-
LERE)ER, 48-. B-RFE-(NN-ZCTEEL)FRK, 48-. B-RA
f-FEE, 4R-. B-RAFA-EREK, 4. B-RAA-REEK, 4. 0
SR A (FEABBREAR)ER, 4-. A-RAE-(FEAHBLEXL, 3
SME R T 2,3-0 2,4-0 2,5-. 2,6-. 3,4-KF 35-—RFE, 2,3-. 24,
2,5-. 2,6-. 3,4-K# 3,5-—fEKHA, 2,3-. 2,4-, 2,5-. 2,6-. 3,4-H & 3,5-
SRR, 24-RE 25-—AAERE, 258 F 34— FREAEXE, 3-
AA-4-REL, 3-RE4-R-. 2-AE-3-8-. 2-AKA4-R-. 2-RE-S5-
R H2-AA-6-REA,2-A X -4-NN-=— F R F K- KA 3-# K -4-N,N-
—PRAAEL, 23-—REERL, 2,34-. 23,5 2,3,6-. 2,4,6-KH

21



200480037698. 9 oM P FE1/30m

3,4,5- = fEK, 2,4,6-Z FREFR, -2 R -35-— KK, x-EE,
3,6-—R-4-BRE XK, 4-F-3-8FXE, -4 KK, 25— R-4-$£X
A, 3-2-6-FAREXE, 3-8-6-FARAXK, 3-[4-THALXE, 3-
Fod4-FEEXL, -REX-6FEAEE, 3-R4-THARXAFXEAREY 2,5
ZHEA-RRE, TAARMBKOGRERIEFTEER,

Ar #3K ik & T RABMRKRA# Hal. A. OR’, N(R’);. NO,.
CN. COOR® % # CONR*), £ B K. —BRAXHL ZRAGEAREL X
X, ArdEFHR AL A FER.

B X 1o TREA—ARSATFHT S, FHLERTRASFH
SHRFHMEREXEGLE. TEX T QA XEHX,

B, ALXARKANFREEFES—AHERA LA o LATE—H
HiSL X T o, —BREHLESHATARATTFX la~Io
A7, ZeFXEX I —HFAATEAEZFMBINRARLAX 1
EHF AR EL, BEET:

# Ia % R &+ Hal % #-C=C-H;

Z Ib ¥ R' £+ H. =0. Hal. A. OH 3&# OA;

Z Ic ¥ R!' £F OH;

A Id % X &5 CH X% N,

X'% + CH;

7 Ie ¥ RP &7 H &% Hal;

AT RAFHIEFLA 1. 2. 3. 4. 5RFH 6 AR TFHRE;

£lgd Het A7 EA 1~2 A NF/K O RF 044, RiofoR A
FERRK, CTARKBRRKAHK A. OH Fo/3 OA £1R
R —BRKE =ZBAK;

A Th & Het & -Frekwhil. Xk, abeg A, oRebdh | wbog X HR A,
sbed g eek K wWRL . wbeA R R . RS A. Gk XK
Fokdi, ©MEHABBRREEH A, OH F/3 OA &
B —BRARRA ZBRAR;

ALk Het' R FEA 1~2A N. O A/ S BT 69 RMBRARE LXK
HRHEFHRK;

AT+ R AT HIE A,

£ Ik ¥ Ar &7 AHEBRAKRE4# Hal. A, OR’. N(R%,. NO,. CN,

22
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COOR’® % # CONRY), £ B4, —RARXEZRKHEL
A FE;
ANg Ar A FEXE;
# Im % R 4 Hal & #-C=C-H,
R' £+ OH,
X %7 CH &% N,
X'%. % CH,
Y %% R*3.# Hal,
R’ %7 H X # Hal,
RAFEA 1. 2. 3. 4. SRE ARBRTFHRE,
R* 4+ OH. OA. A-COO-. NHA. NHAr. NAA'. Het. -
NH-CHR’-COOR® % :#-NH-CHR’*-COOH,
ROATHA#A,
Het #FHEH 1~2 A N F/&K O BRF & £ReHp. TiafX
FEHERE, ETRABRKIAHK A. OH f=/X OA #
BRAR. —BRARA ZBA,
A, AL E AR IETEA 1~12 AERTHIF 4K
A, XHEBERAIETREE, FOEFI-TAKRTTAHK
LI g
Hal 7 F. Cl. Br & # 1,
n k70, 1. 2 %% 3,
piak®1. 2. 3. 4X%S5;
AIn PREZAEZR1~14 F—RARAE S AKX [a o9,

R1
R (6\(“ \xj\ )
N 7 N»\\ la
LS
H O R2 R3

R
R 4+ Hal $,:#-C=C-H,

23
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R' 4+ OH,

X %% CH &% N,

X'%.++ CH,

Y &7 R &.# Hal,

R’ 47 H &% Hal,

RAFTEAH1L. 2. 3. 4. 5SKREFABRFHRLA,

R* &% OH. OA. A-COO-, NHA. NAA'. Het, -NH-CHR*-COOR’
X #-NH-CHR*-COOH,

RO AT HRA A,

Het £ FEA 1~2 A Nf/RK O RFH8KtH. RbfRHF
ARK, CTAREBRARA#H A. OH fo/3 OA 2K, =
BAXA ZBA,

A, ABRBEABIVETEA I~ 2ARBRTFHFELERE. X
BEERFIRE, HOARAT 1~7 A/RTTRABRAF/RR
A, RE#HF. Cl. Br i I4#%,

Hal £ F. Cl. Br & %1,

nk+0. 1. 2 %% 3,

pAET1. 2. 3. 43#S5;

Elo PREAMNZR I~ M4 F—AXEZ RGN Ta oD

R1
R (._)\WH\«;\)\ i\\\
N Nd N la
\{;L/K © \ Y
” ) R2 3
£+
R 4+ Hal £#-C=C-H,
X'% % OH,
X &% CH &% N,
X'k CH,

Y £+F R* &.# Hal,

24
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R* %+ H 3% Hal,
REAFEAL 2. 3. 4. 5ZAZL6ABREFHHRL,
R'AFTA,
R %% OH. OA. A-COO-. NHA. NAA'. Het. -NH-CHR>-COOR’?
#.#%-NH-CHR’-COOH,
RI AT HIH A,
Het A Fvkw . k. bk, sked | wbsz R Hog d | Wt
it . wReg R ek R abegke . ke AL Dk AR ERE
A, SMA&AABHBRARREHK A, OH Fo/H% OA B]RAK. —IR
REE =B,
A, A'BE B IRETEARA 1~ R2ARRTFHELERE, L
BEARERRE, HEFY 17 AE/RTFTRABEBS/RA
¥, RHE#F. Cl. Br X% [ %%,
Hal £+ F. Cl. Br &# 1,
nk70. 1. 235%3,
pAT 1. 2. 3. 438#%5;
ABEBFETAGTAY. EALY. RELIKRFHEK, €FEMN
GRS AR PR

ih, R IWAYELHERARERL GG Tt 5 R BATH &,
e @ (Bl iz E4H P, # 4 Houben-Weyl, Methoden der
organischen Chemie| H #L 4t F &) 7 %], Georg-Thieme-Verlag ,
Stuttgart) ¥ Afi&, AC & HLERN FHREREHREF4 TAASL
7. AXEBLTUARARE Qi TMHssr, RiLALEA#AT
F 3 fm AE

R AL, IFEARBETARAAHL K, AL EFHFEMARE R
LMEHE, REIRHFEMNE—FTHALAX TLEY.

BEXIL I IV, V. VIf VII RH4LSH R i,

X I TeakkBidg X a5 X I4LE 4 #AT R M5
3. ik B E ik A Ullmann B E &4 (Cul, K,CO;, DMSO, 130°)
T4, XEHFH 4Lk L Buchwald BeE4LSEH (J. Am. Chem. Soc.
2002, 121, 7421) TFit47.

FZREBEFLAERENT, £B8LZ 4 A (an acid-binding agent )

25
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AETHAT, ARLZLZLSARZEABLEILTHRLEENEALY.
RBREXFERRAR, AEBLEBERELRLLE. Kik4F. 8. BX
ZoVATHBRYE, A (A=, —FLEBE. NN-—Z ¢
Ao, oz REEHR) i ALRETY., RETFHAHEHSE, B
BEEA LS4 E 14 R, REEBEHY 0°~150°, #FH 20°~130°,
A ik A 60°~ 90°,

EEHBRRENGELARRE, fledik. BhEE. XK. FEX
FoFX;, RARE, Al=—RTH. 1,2-—R K. 9/ FR. &4
RAHA—RTh; BE, #lTE. 8. FAK. EAKE. ETHX
FRTHE,; L, flwti,. —FAAK. Wwikd (THF) XH% =
5K, —EEE, Sl _BEYRIAE B8, LB
WEt (—HBE—_F8); ML, tlAMRXHE TR, BEE, #ldT
Bic, —FRALEBE., XE-_FRAFBLE (DMF) ; X, #ldi;
TRE, ik —FEHM (DMSO) ; —stE; BRRE, Hlo FTERX
H LB, MEAWNRESY, PloMBETRIAAMEAR, BE, FITRT
Be; RHPTEZER RS,

s, XIS Tafki@idES IVASHE XV LEHitsT
B3R, EX Vs P, Lk T Cl. Br. I X& R EEMH
# OH X H, #liERME. KeddkBbik(imidazolide)XH EAH 1~6
AEBRTHOAREFHREL (RAFTEBRBRAELAAL =R TEARBE
) AHFEA 6~10 MR THFEFBRAR (RAERXEABIKER
FHAf-FREBBAL) .

ERAGBEAMREEFEHNREAGERAR CHMBAET LIRS
(#l4e, EAFAEEH, 44 Houben-Weyl, Methoden der organischen
Chemie[# A4k ¥ &5 % %], Georg-Thieme-Verlag, Stuttgart; ) .

FEAL ) BE T A A RS R, Plioi@idm A HOBt 4% N-Z X
kIO BL I B,

ER A AEHENY, ERESNAFETHT, HERLES
FREABREBRIFERLIELZNEARAY. KRERXFHERAR, X
ERERBIEBRLEIER. REH. 4. BRBLHECHBRE. AN
B, Pl k. —FARRE. i i, XREXFEFHXIVEA
AN ER A RERT AR GEEA, RE R H L4 ~ 14 X,

26
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BURL i A ¢ 0°~150°, i#7F % 20°~130°, E & e HMER Y Likd
AR e M M) .

o, XIS TARKBIEX VIESHE X VII st
AR EZE. AXVI4ASHE, Lk ks Cl. Br. I REFREHHS
ity OH A B, HlieiEeEs., KeokBbRR A BA 1~6 N KRTH
HEAFBREL (RAFRABBREXAIF ZRTEASRBRARL) A4 LF
6~10 MER BT o5 X BB A (ML RSB AL RE A T REHB
aR) .

ARBGBAMREE FERREGIERR CHMBE T LK (4
do, LA FE%, 44 Houben-Weyl, Methoden der organischen
Chemie[# P4 5 &) 7 %], Georg-Thieme-Verlag, Stuttgart; ) .

EAE T A A ERAETH R, #lei@idmA HOBt 24 N-ZAR
3BT B,

BGREBEEERENT, EREAMNGETRAT, FERLES
FREABEERAERIELEHAANLY. BREXEFERATL, X
EBERBIERLIEE. K. 4. BRABHALCTHRE. AN
B, Pl OB, —FEARE. wRAH Lk, ATTHX VI &
WA MALRA RN . RETAHAGEE, RN EA L4 ~ 14
X, BEREH 0°~150°, @EFH 20°~130°, EwHHEHENH L
4G AR L P b .

HRASEUERELEHE X

RERALAGFELADTARECNORAFEBXEA. F—
FHE, AEVLQIEXELAEYAECNBEFETELTHE LN XL
B, Pk sh & T8 6 3 KT oA b ZF A Moo K ALER Fo 5 38 1T A 4R
RO F AR . XIS FETEIHEL X FH AR
WERFT HRATHEN. 2R XNILGHOLRELREA, e—FES
ETABTATFTHFXHAR: RS EELNRBRETRE, A
wdiapg e, XHEGBA, vlat B ARLY, LEAR
A7, SEMNARARNEE;, BRI EEAAMNY, FlARALAFA
BB, BREEEL, Hl LB ARM, FEFABE, bl
%R, — BB N-TEASARE., XIS ELLRAaeRA
M. EXEXTRESHGEB T, ABRpRETUBLAHF ETEX

27
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B Mfe RALBR KL X bR R, FTEAR AR S, #ldo
AR (HlfRE . BAERETHLEA) . HECANBRRAALIBE L
BE (PR, MBERFHARESFS) PRAXFLTESR
X (e, YEZFREFREZRE) AR L CHAMNRAR
EGHE (Pl dis,. =R M. Bomi. LA, 2508
. AR, XYRYE, RpREFRTELBREFF) . &b, X1
HAoHBFETEZ B MR CIEATILER: ZRE, TR
. Ergd. HABRYE (arginate) . RAREBE. FTRYE., X &
3t (besylate) . B AN . RARA. #Bidh. TEHE, HEERE.
BEHERE., FRE. S, IREXTRE. AERE. KREE
B, —HEmd, —asRE. AR TERRE, T oAARYE.
LR, AL RE., FIBE_RYE (RaFIAB-B) . FiLE
BEi. BEERE. HERE, 2RARYE. HhHRE. ¥R
B, RN, RBE. ORE. TARYE. HRE. ARRE. &
g s 2-RRCHRY ., Bk, ROEABERE. FTERE. FLERE.
$LiEBR 3t (lactobionate) . ERBEE . LkBE. AL, AHER
h. RERE, THRE, FEAXTRE, —S58E. 2-Fami.
JEER . AR, LB, BRI . AR R (pectinate) |
WAk, KA KL, - K EAREE, Bmi. B, X _-_FR
B, EXFREFATLGRS.

A5, RBALXASHRE LS. &. 5. A, & (1ID) .
4 (I1) . 42, 4. & (III) . & (1) | 47. HFgGH, EXFIXE
BAFx AR, EEREEXY, RidHRYE;, BREBEXTFH
fedfih; PRIEBUXTHEREE. MAETHFLETRILYA
MAFBREAX ISR LA TR ARG A8, i Efdk,
BRE B, LTOFERARFEGRAREER. FERXREE T XHHE
£, HleAR. WEK wdBR. REEFHR. Bk NN-ZFR
Lok (FE) . RO, 0B, —0UE. 2-—CLAATHE.
-—PRAR-ZE., LEE. L=B. N-TCADdk, N-ZE-%R=Z. &
% Bz ( glucamine ) . # A # # (glucosamine) . %0 & BE . A A&
( hydrabamine ) . &AM, # % FH. S8, # T (meglumine).
N-FA-D-#4E . ok, vk, RoT. RERE. L&FH. %%,
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T ZO8BE. 0k, =k, =AkF=Z (EFL) & (A
AT=8), X FREFHELORSE.

AHBHESREAAN AL RSB TAEA AT RAMNHSTF 4
: Bl (Cr-Co X igtd, FleFE. T, FAXFRTRERAL
M. R Fesiidh; —(Cr-Col R, #lv—FX. —TEP
ZREARYE, (ChC)ARtbd, HlRi. toRkE. AR,
‘oA fet+t AR EARAYD. BB Fead, FoFEC-CORER
dy, Pl FrRARCEE, RERALAGRKEHEELES D
AR AR R XA R BATH &

TR ALK CERE, ZRCRE. XeRRE. v,
AL, BEmE. FrEameit. DR, HmE. ABERE.
PUEAARARYE. ABREL. F . MERL. HRRE. BRE. HX
BRi., BEBkshi. MASERE. AEYE. BEARGBKE. BLRE. A
RERBRYE. FTEHBRLEFRAL T =5 (tromethamine) , {2&X R
ERFEGRZ.

X, I 6954t A 4 64 B8 A AR 2R R T 38 1 h F 4 X4 & 4R35 5 K
XM E AL, THERER, BEREAEAFTRAT AR, &
HEBTABIATHFXENAR: AR EB XS 8ER, FELAF
MFXDBEHER/R. AFEHEHEGE (FlERBENTHERE)
&, FERBRBXELLE I HERAMEHNEBXRRE; RA,
FAKAB G, Pk EAERLCHE DA ETHADE 6 #H 5 BE .

o LB, X IS HEFETESHBRMRERNE R RA L
Bl B A BRI LRI EAMBEETR. KEGERAM. 7. &
Fods . MU AMEES NN-ZFRA 8. AREELFR. R,
—ZLEE. Lok N-FA-D-#fikfLeFa.

BIEBALPBRMAS OB REETELIATHFXNFE: #£5F
BMEXONEHE AL ENHEARER, RFHELATRT XK
K., ZHBRTABEATHFXEHR: AR EBXEREME, 5
HAFMFXSEHAER, AxLmEEeg (FeaEERN F&E
BE)ZE, TEARERBXEXLEFTEELBENELATRR; R
M, SFALABM, A EERACHTEUNSE FHAMENHIR
% X.
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WwRBRBEALAGEANET S T ARBHBREAYNEF LT
BLOEEHGAR, F2LL AT RE . —RYZEXIE
3, BB 6 B A % (bitartrate ) . NGBR3 . Mg L B8R 3 (difumarate).
R # F A(dimeglumine). — B, — =AM, EXHFRE
T F A PR

By EARETAESL, ARPIHFETXY, #9@ “HFLETH
ZHE” EROEAXN TSN ERXZ B XNGERRS, FH A
WwREZEERIVUHEEHAREANAAGAEFRERSNECEN
XA, IAEHBXRRAELAFRAGEDH HAFHAGELRS .
BAEBRBRIAGFETESHLEB XL ERRBET HFERRS AN
BRI RN FRE, HEEAAKEREZRFE, e £ E
Tt E R RS OB RF A RIBE A,

wFenNgsFehs, REALPAGX THEHTRATFT MY, i
HAgH T oA A2 5 At AR K. B e T koMK 3k X
REFHRAH XA E.

B FAREARL AN S DI RDRE I RFARGEFENT
RE, AAZEAdmphk, EXHEALT, £5HAAELE
Fa] AT A B AFIRBEARAR B Y FERE DR T RS E A
AL B RALEREATEAT.

ML EH T, EdmFHARGAERSHEBET RN
FREAMNEEH R, EXHHBAMNGES HFAMBRE, o RFS
HANBLM. —CBABALR. —RXTRABLR. AR, ¥R
B, LB, TN NREPHEREAER (e N-XFEBREABARRAE N-
EEABAMAR), XL tHnERARE. EdRAHHK
F (Bl —AXTBRARXAHRAR. FEX = LRBIREKNLED
BMETHAY, IAERLAZRLAFHITATARAFBRERESYD )
B 2t me AR A A, AT ix B 6969 e BLR ) K41 h &
AREZABEHEN RSN, Pl R/ FRABE/CH, Hlobsl A
82:15:3.

ALAFZNFEX I AP/ EELBEFETRLHAEATHES
W (Hpadd), HANREBTFLFFEFNESHHYAE. £l
MTAE £ —# B4R, RARF/RF FARRT A X480 A —R4E4AH
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EEOMNE, FERRPZ, ENTRAE-FHAEHLCEFLRASA

&

AERAFNTEEY, OEY—FHX I/ RAHFET
REmEs. BRI AhFHE, QECSNAARAGRESY,
VA B AT 6L 36 TG F) Ao/ R4 BH ) .

ik 5 el TR FRALHH XL B, R FEARN T L4
CRFARZENERARS. IHGHNETLLATIRES, Hlde, 0.5 mg~1
g, #ik 1 mg~700 mg, 4 % 4% 5 mg~ 100 mg 94RBE ALK AL LS
4, XMETFEFEER. HFTHERAREFHFE., KEFRR;
REHHHANTAAHN ELEHHALY, ATEMNTELCER
REQERRSY. REGHN TLLEHN RO LATE B T RAH
HRF, REEHERSQEERSGHN T LEHN. Hb, XFE
R & 25 My B A T AR 2 AR e A e b 7 S RATHR

TREHHHANAET FRIEMTRARNES T LY, Hlei
HoR (LERREET). 2H. £. A (LEHR. TTIRAL
K) . MEAREHENS (LA T. WA, #RIAFEA) & 5%,
XA R T AR S HAABRATA Ca i F ik #ATHE, B, KiZ
EHRASE BTN XA WAL

T FuURLBGEAFHRNTUARSEHELLH, oK E
KAKA; BAXETBLEAN;, KRAFEKRAKRFHERIARERN;
ARAAREAERE S, RAKQHBERKRILA R F b & REAILA.

B, Pl A AREREBXNORESBHHEL T, FHRARL
WHTREOR., RERBFETEZHORBRE A4 RTE. Hib
FakEEmA, HRATATKEGIRBREETMIRTIFALKASE
ARy XA e 2 AR A RS R &, BRENA 63T R A KK
foth, bl RAHEHE. FARMN. GAMN. 28N REHR
BT A B

BB S LA RBRAWIFLMIFFEREAARTAK
AR, BANRBEN, fleHEsRaiR. Fo. RIBRE.
BIEBMASREBARC -8, TUAEARAREINRAIBRKRESY
d A TREREREAEHWAANRAE, RAETARABN R
AR, BleIRiE. KBRS EAEKBRMAMARLF.
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s, WRRPRIEFEER, ETGHELSN. BENFHBINAA
A TUARBEBAFERSYT. ERHBSMOIER. AR, X
RegE (Bl HBRAP-ILE) . o R RMNBAE.RA. RRFESAR
BIR (FldemEaK. BEEFRIEERS. RFESEE. RL=
BAlEF). ATREHNVGEFNCIEDRMA. RIERM. 2N
BR4E. XFEM. LRAFALAHEF. BN ORI RTREE.
TESEE. 5. LLrRRREFF. AR TAILH A TH
EHRATERE: HERRKRAY, BARETEERSY, ABRER
FoABRFAEHEARSY, ABFHNEHN. BRRSYTHUAE
BH ARG EH S LITARBENRE ERRESERNE, FHER
HERAH (BB FTELLE. FRE. ARIFROHRALRLR) |
BREREFHR (Fldeai) . BRAKRBRR (HleFdh) fo/BIKH (H
oo t. SUEIRAFHR_B) RE. HERRKREHTAAIATF
FREATHEA: ARSHNELEAZFHEAFEELIHRM, HEHHH
JodE R . ¥, MFidBARKRK (acadia mucilage) RE H L E XKL
M ER., A —FHEREAFTE, TEH KRS B TR,
BRRYHAB RO ERBEEBTBRRALE. AT HLBREBER NGE
B, FFRBAETABIMARIER. EIERE. FERETHERT
NERE. REFZBARRSHHFES, Amih hH., BRERLH
e TUAER AB AN ERREBANES, R LT LT
EHLEERA, AARERELRETETR, TRELED R L.
BREROVHAEARBAZELRNERARFTAEANG Y E.
ATHRBRE S EFANTEL, TAEEHMAZXEORT,

O RREAR, BldeiEk. R A FBA TAAN T £ 456 X#AT
#HE&, AL EZETOAATRLENAEY. BEMNTREAIREZETY
WA BB ARSI RER T HE, F R BA TR L5608 X &K
HATH G, RENTUARIRACES DI RELEFR K PERS]. BEN
Fa R (Bl CRAMFRBHERRATH LERER) . HBEMNI
HARB A (Pl BT HRFRARAANIE BRI ALECAIH%
MEFEF) AETURALF.

R, TRMNBELAFATAEHARBKESY. ZFRFELT
AR XH TR E, RELZDBABERIALER, Hll
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BRBEDEEOCRAFBEARSY. BEFIF.

X THAHARREER . EMNH L EZETERITEHLETAL
RARERENE X HEEE. XHEEEFRS EELS.
BRAETIAG ZFBERH AR, BB, +ANBRXF IR,

XIS HEALLEL BEHNCHFLEEFERTEDLTTARAE
ABERAREANES D TFHBFLERL EOMREARBITEE, BLEYH
ATAEH A REDBEARGTERRSWBE LR, ZHFHRES
BT A GIEEAEEBA A RKGRCHRELER. whE RS, RE
AETFRAHBRELRS . RELACARABEARERIERIAAT
BRESAERK. i, BHADTURKRLEE - RXETEREHENE
AOTEHERORSHLE, tlRILR. RLAB. REATR.
BEMEE, Ba®. BopAwdh, BERAAHBREBERIKIAHF
M RERKERERY.

ATESHERAEN G FEE, SETERLENHHAFNT
AEABIHETLE. bk, Flde, FHEFHRRSTAELTEE T
F NS kw3 F 3K, 4o Pharmaceutical Research, 3(6), 318(1986)
¥ AT A ] .

EETHFLEHH AR TARFRKEN. LFTH. BRE
. ZEA . BH . BRERAM. WA BEAN. REHN. RFEANREHA,

ATHAFRFERZRLCINFAL (HleafK) , HREHESH
FABEKFAREZLFTANED. ERMNAKRTAGHEL T, HEE
BBHTALEZHALFRARIAHAEREEGILTREAR —REA. K
#, TARERASAKCHALFARIA DORKEARRE, A
d3LEF A .

EETFHFARNINBREGEAFNNOILHRAY, XAFEHASE
BAFZBFEZTHEAT, FHAKMERNF.

RETAoTERERAGHRAFN QIEEM. KR (pastilles)
Fadk 2 2,

EETFAMAEHERASANTRAARRNRERANAOTH XL,

AT B AR RABAHET TFRALHEGHAFN aEAHM,
Pk mm R k2l A 20~500 Bk, EHAMNARARBRANFT XS
%, FRAIERAEARFBAERTHECABDRNEZSRREEAANS
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., ARKEABRKBDRGARANERABRANLHGE T HAH
BIEFRERSKERR L HIER,

EEFRAIABALBHSAFN OB ERLIEF, €T
ABEBEHEALER. FLBIAERBBHEF AV ESREE
>

ETTFTHELEGEAFNTAAAEALF. HE. SLEFN. 2
A BR . BRIFRFFNL S,

EETFHANLEHBEAHNMNCEREPERBEGABEZHR
H, AP @4REMAHN. BAR. WANPER, BILEMNRESZH
FMERFEFNTERES, ABRKMFRIEKEOLBREMN, £
BT QA REA AR, AR TRAENELANTRA A
FRART, FlFHGERLTHM, FEAREATH (FATR) K
Arh, RFEFREAZITRNEZRMALBARERE (Fl=, &
HAK) .

BERAFHEGEIHRANARENTAGLARN. BEMNA
ZUEIE- o

REE, BT LARNKANASZI, REBFNGEKREY,
ZH A ETAQIERLC ALHRT AGRAN;, Bh, #lwER F R
&) F) 9T vh L 3EFRA .

XIS BHERAXETRATFHSBE, QG Ff
hE, EEZLFTUAARARRCHCERE. $INGHERFLHF
i, HARLAHLEFTEARZEERAL. Ah, RELALANHLESD
WA K F— M 0.1~100 mg/kg & (AL ) hE/X, HEAK
PR 1~10mgkg AE/X, Bk, K& T0kg 9 RFHLFHHHERE &
RASEFEHT0~700 mg, BV EFTUAE—RNEFHZERLHRAL
BEIA—ZHNONFT (AR ER. =K. 9K, ZREIEFFK)
HBRAY, RELGAANTHAR. EERLENHIATEEFZ TR
FABHEZETAGRBERALARLSY AL GA REHNH RT3
Z .

X I o WBAAEFTRESHLEETUR TFRARA T it
HERER, PllohitHR. SRR, AL, XE. FF. 8
LR, hERHBAEBRE. ABKRMERT. RkAH. HE. WBEAR
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Fal/ BT EEAS .

AEXPAEF ALY, P04 EV—HX I/ AAHFL
TR AES. BRI RFHER, QLA RAGRED,
Fa 2 —FEE BB ERRL.

AEZPLF B TRDROEBOEARHRELE (KAL) :
QAKX EAX IS/ RLHF ETRAGITES . BB L4

FME, LIECMAASIG RS, F=
b)) AREHLCHHEURS.

FARECEOLELAZNER, FlET. BIWMAT. BTX
5., HANETA, floiErBuii, EALRLSAARKE
BRI P/ REBFETRAYITEAY . ERH I AFHE(S
EEMAARBGREY) , ABRAKXEHERIEALETHRE XY
EeHHyELERS.

ALZRLRFEX | AP/ RALHFLTRAGITEY. BERLD
FoI R FHE (BEEMAARAHRAS) 52— FHELCHDE
MRS EE, EHERATFAATRARRGBHTHRNRE: oK.
SPAEE. HBREA. BB EP. SR, TRBARAEERE.
) BRHESKAT. k. ME. HWBARM/IMNBHES.

ALFXY, BEAHACERFT. EATEXEHF, “FHELE”
2 EEWMmAK, EE2WHpHARATE 2~10, RETL>HH
MK, ALRUEIF_RATRERAELRSY, ¥E4805, AN
MR ARATRABITEREL, BT HEAREZEE KM/ REBLYE
LB st REAFARK LOE; MM TR TE/TEE 91,

ik (MS): El(&F&FE2 )M

ESI (b5 FEw &) (M+H) * (BRIEF5509)

%24 1
IN-(4-FLUE £ )2 N[ FRER B A) T RA- K L)
(2R, 4R)-4-3 B o eg 42-1,2- — K BLAR( “A1” )
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Je 100 mg(0.351 mmol)2R,4R)-1-4- R EX X AL Tt )-4-2 -
A B (1)F 72.75 mg(0.351 mmol)N-(4-REFE)-2-— FERA-N-F i
T BLBE (3 iR T US 2436115, 1945)i& F 1 ml DMF #, 4§ 62.29 mg(0.351
mmo)N-G-—F R AL RE)N-ZABE PRI BE ALY, F LA
TR TR ROMBIE 24 S i, FRELEEL S 35 mg21%)

“A1” ; (M+H)" 475; m.p. 95°,

KMAF B A .

1-N-(4- 8 X £ )-2-N-{4-[ -(N-F EN-T AR X)) T A)-FAEL]X
£ )-CR,4AR)-4-5 F b ek 37-1,2- — B BLAE, m.p. 98°;

1-N-(4- R K £ )2-N-{4-[2-("G ok -4- K) T B KR ) F R AR XK )-
(2R,4R)-4- 52 K vt ek 57-1,2- = K Bl “Al-1” ), m.p. 86°;

1-N-(4- fE £ )-2-N-{4-[2-4- £ Ak Z-1- X)) LB )-F RA] X
A -CRAR)-4-12 ok d5-1,2- = 2 BRAR( “A1-2” ), m.p. 78°%;

1-N-(4- 8K 2 )-2-N-{4-[(2-(2,6- = F X Gohk-4-K)- B A ) T RE)
¥ A }-QR,4R)-4- R abek pr-1,2- — R BLEE, m.p. 137°%;

1-N-(4-FE £ )-2-N-{4-[2-G-FR LA FRRZ-1-X)- THBE) TR
E1EA)-QRAR)-4-72 A wheg 33-1,2- — K B, m.p. 104°;

1-N-(4- R E L )2-N-{4-[2-Q-— L EREA LB EA) T RAE]- X K}-
(2R, 4R)-4- 2 R ot o& $7-1,2- — H BL e, m.p.86°;

1-N-(4-FE £ )2-N-{4-[-(N-F £ N-Z AR E) B E) FREIX
£)-2CR,4R)-4-# A ube& 5-1,2- — HK BtE, m.p. 113°;

1-N-(4-RE K )-2-N-{4-[(2-(2- F Aok o-1- ) 8K ) F RANERK)-
(R, 4R)-4- 7 R vibe& 5i-1,2- — 3 BLBE, m.p.171°;

1-N-(4- T e A X E)2-N-{d-[2- = TR RE o) T REIFRE}-
(2R,4R)-4- 72 A who& 5t-1,2- — R BEEE,

1-N-(4-RE ) 2-N-2- R-4-[Q-— F R AKX T mA)- T RE|FRE}-
(2R,4R)-4- 72 F whoR J5-1,2- — R BE A,
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1-N-(4-REK)-2N-(5-[2-= TR KR T BE) T REIMR-2-%)-
(QRAR)-4-32 R o i2-1,2- = B BL Ak,

5% 264 2
1-N-(4-§UF K)-2-N-(4-[2- T Bk THEK) T REIKE)-QRAR)-
452 oloB AR -1,2- R BRAR( “A2” )

HO

° |

Cl

N
H

2.1 3% 1.146 g(4.025 mmol)1 &% T 10 ml THF # , 3§ 0.995 g(4.025
mmo)EEDQ(=2-Z & & -1,2- — S 8k-1- KRR L E)m AR+, HFELAEE
BT PR RA MBI 30 547, mA 0.8 g(4.027 mmol)4-F HX AKX
Be(J%3i£ F J. Org. Chem. 26, 1961,1394 $)5, EEX B TFTHARALE R
A% 5Bt 18 N a. SHATEREREEFE 300 mg 1-N-(4-AX
£)-2-N-{4-(N- F £ A )X A )-CRAR)-4- 5 K bk 52.-1,2- — R BLBE(2),
(M+H)" 390.

2.2 % 240 mg(0.617 mmol)(2):%F 2 ml DCM ¥, 3 BAR K I 82.92
11(0.771 mmol) Z Bt f A TBER . 62.23 nl(0.771 mmol)wkZ f= 0.977
mg(0.008 mmol)DMAP(=4-(— F A KAL) )AL F. B, £EE
FRAIFRA DB 18 ) bF, FEHBTFRERLE, £ 125 mg(41%)

“A2” , MS=490(M+H)".

EAM AT B A TIEW:

(RA4R)-2-[({[4-({1-[1-4- R X L R KX F 8K )-4- 52 b o be-2- 2 |
FEEAIEE AT R RA FERA-FR)RA]4-FRAARTHE, mp.
86°
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OH

%74 3
I-N-4- REA)2N-M-[Q- TR RATHE)TRA]- KA )-
(2R,4R)-4- %2 F ook 52-1,2- — R BEAR( “A3” )

/&o \Me ||A3l|

3.1 N-(4- B E FH)2-A-N-F X LB+ &
H,N o
QT O

¥ 1.0 g(4.374 mmol)2-F-N-F A -N-(4-A X K X)L B IHET
Biochem. J. 55, 1953, 839) & F 25ml THF &, # HAZTETF#A 05¢g
Pt/C(5%)-55.9% K E Bt L T84, FRERESL L 4.

3.2 3% 1.146 g(4.025 mmol)L &% F 10 ml THF ¥, 3§ 0.995 g(4.025
mmo)EEDQ(=2-Z & & -1,2- — S8 k-1- KRR LB AR F, FELAE
BT R RA BB 30 54, ¥ 0.8 2(4.027 mmol)d mAZE, EF
BETHREEBRASYMBIBLI 18 b, FTHELAEEL B 750
mg(40%)1-N-(4- - 3K 3£ )-2-N-{4-[ 2- R T B A ) F RA) XKL }-2R4R)-4-
f2 Aot d5-1,2- — B BEAE( “A3a” ); (M+H) 466,

3.3 3% 250 mg(0.537 mmol) “A3a” F= 406 pl(0.806 mmol) Z B (2M
THF %% )% F 2 ml L+, % 85.4 mg(0.806 mmol) . K 2% B 4 m N\ -
b, FHAE 60CTHAFRAMHEF S . FTAERESSLE 81
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mg(32%) “A3” ; (M+H)" 475; m.p. 121°,

KA AF B A TiA:

I-N-(4- R R )2-N-{4-[Q-F L AR X B A)TREAIFR A}
(2R,4R)-4- % A wboi d5-1,2-— % BB, m.p. 141°;

1-N-(4- 8 K JK)-2-N-{4-[2- F RARA T B E) F RE-FE X }-2R4R)-
4-32 ek g5-1,2- = H BE e, m.p. 145°%;

I-N@4- R EE)2-N-{4-[Q-AAXRREA B A)FTREIX K}
(2R,4R)-4-# A wbo& 5%-1,2- — K BLAE, m.p. 123.5°%;

I-N-(4- R A ) 2-N-{4-[Q-RTEA R A ZBE)FREAIX L)
(2R,4R)-4-% R ke 55-1,2 — % BLhe, m.p 137°;

I-N-4- R X L )2-N-{[Q-F R A REA LB A)FREI XX )-
(2R, 4R)-4- 2 A vibef g%-1,2- — # BE Ak, m.p. 130°;

I-N-4-REX)2-NU-[Q- R AL FTEARALTEBE) FREIFEL)-
(2R,4R)-4- % R vbef J%-1,2- — 3K BE B, m.p.126°;

1-N-(4- 8 FK 2L )-2-N{4-[2-R B X)) F A XX KX )-CRAR)4-Z &
g bE-1,2- B BLAE( “A3a” )T ) RABRRF RS

1-N-(4- R E X )-2-N-{4-[2- £ X T B X)) F AKX ]- X X }-2R,4R)-4-
2 Hovthe® d-1,2- — R BRI,

% 26 4] 4
1-N-(4- F R R)-2-N-(4-[2- F R LB E) T RAIFR)-CRAR)-4-
= Hob ek b7 -1,2- — B B ( “Ad” )

HO.
y y o
cl L) (N o~
shagts
\ n "
NS0 Me A4
H

EHATF, ¥ 0.05mmol Cul(5 mol%). 1.5 mmol 2-F f. 3 T BLAE
#F= 2.03 mmol KzPO &N B F. A 1.0 ml FX &, 3§ 0.1 mmol(10
mol%)N,N'-= & F X — ffe 1.0 mmol 1-N-(4-F F X )-2-N-{4-s K 1K }-
(2R AR)-4-15 K ook $5-1,2- = B BLAE(S), (M+H) 487[RMTF £44] 3.2
HEIMARLY, LA SOCTRAFRASHHH 12 P, B4 H
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BATERELE, MNRiFE “Ad4” ; (M+H)' 462; m.p. 84°,
KA AF B A THA:
1-N-(4- 8 X £ )-2-N-{4-[2- T & A T8 ) T /U] XK K }-2R,4R)-4-

2R el br-1,2- — K BLA:, m.p. 89°;
1-N-(4- R XK £ )-2-N-{4-[2-A AKX B A) F AX])E K }-(2R,4R)-4-

ﬁg\’ﬂ’,%*} '1’2'—:ﬁ%ﬂ§j ’

1-N-(4-FE £ )-2-N-{4-[2- T & T 8K ) T ARIE£)-QRIR)-4-

£ I obed be-1,2- — R BLAE,

I-N-4- T B A X E)2-N-{4-[Q-FEA B EA)FREI XX}
(R,4R)-4-5 X vt et 5-1,2- = 5 BL B,
I-N-(4- R X £ )2-N-2- R4 [Q-FTRETHRA)TRAAIFZRA)-
(2R,4R)-4- %2 A o o& f-1,2- — R Bh A,
I-N-(-REZE)2-N-5-[Q-FRACBE) T AL =-2-4 }-
(2R,4R)-4- 2 F wbeR $5-1,2- — SR Bh R,

B FHE
AR FEEST
%1
WeHh%h 5 FXa-1Cso[nM] TF/FVI1a-ICs[M]
“Al1” 37.0
“A1-1” 54.0 100.0
“Al1-2” 37.0 46.0
« A7
“A3” 17.0 25.0
VAT 6613 RS Es:

LB A: EHF AN
JA 2N # B4 100 g X I FH AN A Sg BHMA A I REKTF
MERATE pHIEH 6.5, RBLE, HBREZHEHVMRTY, ALED
SHTAATRAELGEHTES. BALHEHMEA Smg gkt

BRA"
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%£&4] B: AR
¥ 20 g X IiZ M5 100 g X & 57 5508 F= 1400 g 3T 7T fi§ o i 4
Wik, B AR A LRLA ., BARMNAA 20 mg & B A,

L) C: HRERA

1 g X I F#KS>. 938 g NaH,PO,2H,0. 28.48 g
Na,HPO,12H,0 #= 0.1 g FALFAA 040 ml A A &+ 4 & A&, #
pHAERH 4 6.8, FHEEZEXR 1], BIERREB. HERTLAL
RN &G XA .

F 4 D: BHFH
EABEHTH S00mg X 17EHARLE 99.5g LEHhRA.

Fg#4) E: A H

AFRFRT 1 kg X TEHRS. 4kg LiE. 1.2 kg LA ETH.
02 kg & LA 0.1 kg ISR E N RAHHATERNFARMN, REER A
#4A 10 mg F MRS .

FB F: &RAH
EMFx#44 ERFAMN, MERATFRAFTERAEE,. BHER
. Be. BEFERALEACRARITOK,

LB G: B
AERFTEHR2 kg R TEBRRSBEAFRAKRBKEY, BFHEK
£ ¥ 44 20 mg i HRL.

F 4 H: 2387

g1 kg X IFHRLSE 60 1 AR HERATAHIIR, KE
HBEZLRTY, EABAEHTAEATRFAARLBARMATESH. 1%
A AA 10 mg E MRS .
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