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5 WARMFE, STAdE R AR e 6 7 Ak Fe g b B A0
HTHFARSERALAZ ARG (B LERE P LKA
“thdhr ) mAATH KL 1-3 FHLT
K% 1 (NEM) : #HaTRA N- AL k&K (NEM) &
ke adAF AR BE RN F WISE(H G. Utley, F. Bernhelm,
10 P. Hochstein “# AR Al stk I 8AERG R . 2HhibFEhH
4 4 82 LKk (Archiv. Biochem. Biophys.) 118, 29-32, 1967) -
#A (KR 2R TILA (‘géﬂ 10 &)
A) xt B8 48 .
1948 . &3 . AAHBAE (1%wv BFASEEZKETFR, I £
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B) #H4piX3h 4 .
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At (CIP) % . AkmpAdBEALBALNEF VI 44+ %
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Amadk) 9 dELE R (M. S. Nenseter ¥, AR HEA L e
7% m. (Atheroscler. Thromb.) 15, 1338 — 1344, 1995) . B #1340 i
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BF . ERTHARGRER 30 94, RESFEKRAHMEZEY DPPH
B —A2, A& 517nm R ETERELE AT RABRBERERKRES
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— A ERFMEBYONEM+ EEARALELGXEAEFH BB -

AN LRAR NEM AEZG AR RBERG, eFEKE 1.
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(tmpp ) PR ExBHEETAARLER .

R L HHTAEAMNERRRANLSY (D F (D) “9BHH.

EgAn g, 5- A AKEBRAESRE 2, BAEHAH CIP #£L
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MACEEDARAAAREOREAT. ZHEHLTRAEE K LEE

5 REBRGERGRERIT, FlERRT . BE. %% . CMEER.

a-Xp-BELBREREH . X (D F (D &4 R %K
REBHMET, MTHHAEFREGFEELLER- F LR ERE TG94
EXFAENALOARBERARE X. BAFRETOIAMA (FREE,
TRERSE) Bk

10 R HBRy: Kb P RERAER, A TRTEMGERLT.,
B At 2MRE .

FAREY KB It he Ak ?%ﬁéﬁ%%% BoAChEEEN
\%H’F)ﬂ (wahdik, HeE) B .
R A A RERA: BHATERE
15 ’%&%*:ﬁ%%i%éikk%m
B —fss (PDE) W ## (LAEY %) . BFZERS.,
MEME; B AARKRALAHE T ARG FZH SR -
né =W &4 . AR ES .
ACE #4173 A% 84, #LHATREFTOHSMEA CFRE,
20 ) AL
BEkmEE (B EHKARFHBERY)  REE. RAEFH .
BB . REMRS . SR BRG54H . S lf/Rm2HEHF.
TURFHEAXZAX (1) = (D) ek eBH it e
FH®RB 1.2.3 FEL—AGHAEY . TUEA QARG W K
25 #lw T
ﬁfﬁﬁmﬁ%,ﬁﬁEMﬁuT%%:
Rkt BEMHR . BEM. MALK. S-AXCBAHRK. T
i%$\W*éﬁ\#§ﬁ%\Tﬂ&\m$%§~a—ﬁﬁ%\ﬁ§
B . Rk EE . RHRCEABRAR . ARFF. FAES . IREF.
30 ﬂfi‘cé‘ﬁ@é‘c\ RAENSEE . LEHBEM. LALK . LXLE . XTA
CARILEE . RIEEAE . BRLE. BHFF. RRXELTER.
Aﬂmk XEARKR . UREHK . FERE . AFAR . AKBER,
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AEER. RLEH . HF&F. K BRBLE . AiEH. Fikd.
HE . AEAES . KB RFECH . AAERK. MEFE
IR EFER.ERALE. FTRR®E. YRE. £84K. 5
-RAEKIE . PEDALE. LXAK. Z 54 RAXR A
5 UBE%R.ERE. BARRE . ARE. RAEL . LEKIWK R
B . AR KRR . RARLR . XKRBRER  wEHAELS. L8EF.
Wy R R B . LBE KB . MR LB . KADBLELER BY . A B B
SR8 . B PEEAES . RT4M. REEE. 2Rk . kX
H.AFERRE . ATRXE . LF KT . tropesins BRAT & . 531
10 XA, LIEF. KRB, £ELT
A HUBAEAR .. ADRSLBHARXE . REAEKLRE. 2
BEKADER 2- B A -4-hx PE . LBAMBABE . MREAZ . X
A FEDHE . S-BAHRLUKEE . THRT . TREH. LT
Doty MK E. FTH . BHRS . LRABG® . LREK. TH
15 B. Z&Fx8Gk. MiEF. —ATHRE. 85, 208 . 8
AAM . KRAEF. CAZHABER. LESHE. THH . ALAX
B . BEERAPEY . BT ARTHEA . — 8 D4R . REAKKE .
FTRLE N-LBRCREXR. PP LS. HALT. ARFE. T
£o0vEER . Dok SRT R A Gk, —IHBeGeE . £ 3- AGEER . &
20 Fehek. RATHR. A Dk . AAH. AN F. RAERNSD
T RRAZ . RER. KBRAR. FREL. KBF . KIvsk .
Bl . D% . AEBE. 4- TBREERXLK;
TR RERBEEY (AT kAl ien
ERGEY, REA/BRERN, RED/RLBERAKES ) TR
25 BT HY .
YARY RSB ALAEROS . FRTH. FE R
W BT B FERAR. TARBABRE . A7 XHE . KwHT
Sk, Rwil. RBTHRER OEER. REW . BLERE. T
s epil . CEARRE . CEAETHERL. BLER . BAWRT -
30 AdEkR.LRXEERE. ARARKSE. CEAARELELRE. #AAF
Lt DAHT. FART. BTT. RLERZR . wHFF .
£E . VIRCER . BRSFA. ABBT . ket . DERKT . FTH
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% T - 4% % Ak . 1 - teobromineacetic acid - tiotropium bromide - %
BT ATwE. 95T . FRBLKEE.NS-21.2-4-2 2-
X% N- (1,2,3,6 - W &g -4-£FE) TBAE,;

BRI REBR . REE . RoH . TE8H . L3 ER. &
5 @$%~@@*Mﬁ@%~%ﬁiﬁ%\%%L%\%Lﬁ&%~?
Fsnd . BT T RS ZRBETAK;
REBD/RIFRARBKEY: MAKT . EH LXK . &k &3 .
B I% . L= XK E - chromoglycate - chromolyn « & & AR T .
fexofenadine - 18 £ 4% % . Ak . B . £ FTBEiT. & 58K . B H
10 %% . #&FHK. montelukast- 2% F K. FTEAMNA. R4, 7
Baltk. TERKRTE. EL K4 . 528 . ROTH;
(FohEdd (ACE W4 H, B-MEH, HakBAGl bk
EY ks, WhEARAGRELELT) » TREUT LA
ACE-##1 7] . M4z 84 . XHEAH . Fe A . LA . &
15 mEA . WEEA . RPES . RALAF . BALH . KB LA
Mg A . Ry . & E4 . naphthopidil - R & A . AL A
TREH . oA . HEEH . BHSEH . kT RE;
B-rawiH . BTEHROE. ARG ARER. MFLR . MEE
R fsfak&iR. MDAER. FEER. TrRO®R. THROE . TK
0 Kok, LFFECR. TESR. Folof. EHOE. F4AERE
BAER . BRER. BEER. BEASHER. XABR. H UK.
WigEF o . Palah. ZFPROE. £58R. FPRARVE . AZ
%k\$%u# BLER . BEARE . RERE . RBER . AA
AR HRER . SEER. BOE . EBER . FRAER. BT
25 *\H%m CHRER . BEER.EDER. PROR . AXE

q
&

~
4—“
s

kMRl h®FHhid . ekt . 73 KR, FM&ARIEIE.

BoE4 . kAR . B ERER . AR IT. BREAEKR. TREK. &
Blosk . AAKE . AEKT. LAMRE. FFHEL. LFERE. &

30 L4800 REME. FK. FRES . REAINE . ARF T 7
AT . AL ABKE . FE . lamifiban. FTAKAEK . AS K. ot
VB . ABT . BILFAR . ROk KREAREEK . 0T &0
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PRER . BEFEME . ASBA. REFE . RB¥E . FIUK
. AR . BRE;
RERBRGY . MTEE. RBTHh. LEMN. B T2 . XK
5|8 . AT A . BT . RIAKAREBRT K. FH#k, MEtk,;
5 TR BYE, TREATILN . FRF. 9aF £ AEXEHF.
LR . 6-RLAF FER. FuELE.EAETE. ATHL
CERMEEE. FERY . 2eFE.BALS . AKMKE. =Pt
6-EFER-5-ANK-L-ERAMR . docetaxel - FRALHF . [MF
CEBEG. RAGY . RBRE. RERE. AMEE. Kam
AR AE R L ARAEVEE . FE A K. ARBEE. RS . TEL
K. Ol . EFPRELEL. ARAY . HEHEN - RBAK .
(FRSR.6-%%KE% . TRAES. —BHER. —RTF8E. 43
EE5 . ¥ 8. 2RFAT . EHR.I-FHR. #wE L. X
B.RabT. kM EE. v b F . BAEELE. ROK . ot
15 ’ir*ld&#%%?wﬁ'}‘é% 2ohEE . FWAN A E A - roquinimex
L F . BREE.RRET . mBBELK . RokEh . BLEE
tomudex- #GHM . WEWH . FLEBE L. RARAATEREAR -
%% kEFR. kERE. SEME. EEZRE,
stFREH B, TREATARN . e- LBHRALTHK . T F
20 F. BHBE. B%KBET . RFEH. BAWANE . XD EL. FER
BE . REMAE. L ik, RENHNE. FES . EHER.
AP & . FHONHNE. FhHE . RE8WA. EWHE.
Fm sy (statines) FT4REBUT XYL, MALT . &34
T. 4%k k@EE. ARERAET.. EXRET. KEHT. #EE. RRT .
25 HEEWE. MAET . BRRET
WA E/mH G TRE AT LA
REED . GERFEL. MEEHK. AXFEL. 245 %
RRBOHE . MABHK. FRREE. 2AFFE. MEAEAK. &
. REBERAWRE . FAFELH . LR %\m%gi HFwE
30 EF ARFFELE . HBRGFTEE - +Fi@ K(BR . KBEBAT. X
WAk KBk kB . kFeekh . KBAR . XRIL . K
MR . kTS kBT kFRE. KBALBE . KBTE . KK

B B9 R

10
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Aok kWA RELRBET. FBBERE . LKA, LT
EHhwek . AHMAE. KBRALTER . LBELKAL . SBET .
ki 2. k. kB, KXBKE. XBFF. kB -
kfosbor . kB E . kBB CHABRATE. LB ETokok. k%
5 AL kIBER. KRBETFTEE. k. kBAKRE. kkddh.
KWTLARM. KEEF . kAL . kBEE. XBAE C. X%
Eey . kEERH . kBT . REE.2F L. BETE. ALY
B ARFTRAFEE. R ®&H%. XFE X . L&, 745 %.
NEFFE . THBATHFEL . XL FFE%. L8k ARFE
10 E.4MEFFEL. BRES. AHEHK. BT, BFORE.
THXK. RFHLEER. EFET. PHASTHFELE. 7HLEXR.
PAAFELH. 8 F¥FFF. —THRoIRE. ARABRRE £ .
AT R OBEREL. ALTE. HEE L. RABK. ARRRE.
FEEGCH - FEEN. FE£ 0. FE%F V. XATAFE£47.
15 BRwRE . k@K, REEL . KBF L - propeillin . &K F
BE. AXESH. wTPORE. 2P FROKRE. BREL. XL
Ex.eilE B¥EK. ZEHHK. OFRE.. R ENFEE A
Bl AGBEBEE. MFALEE. VPefE et d. SHH4AR
EFN.2E%.30%%. 209%F%. 298 E5 AMEE.ARAR
20 T MEskk. HBEEE. AEEH. AakeE LT . BEREE. =0
BMMEE . 2F5%. REE %
MAkFE. . MaREE . MAFEL. AT, —E#FE.
ol k2. AAELX. AHEEL. +-H8&HELX. FEKRE. B
AEE - UBEE.E2EE. ANEE - B8E L. EFEE . KK
25 gi_,
A% E EHB . cefcapene pivoxil- KAk Al . R & .
A% & % - pivcefalexin. ¥ ERA . KA F KT F X ;
BEE.AREE. ATREEL. EMEL. FREX. AR
R EMAE . WEARR.IRESTE. B ATE. ATRE. A
30 P BTN E.SBREBEVE . ARSE . BXR . ERTE. A
A0 £ . pazafloxacin. P A KkB . whkEK . wER . FREISE. BE
WE L EFVE.BRVE.ATLEE . MRERXE. 2E X H
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ROLEE . AickeR %k TREKHE . FREKEBM . REFE . K
INABEE - LERTH. RARTIBES A% . F8B. D F 2
M. REAKWEEES . AREL. ABRT . BREK. 4,4 - L&
BERM . BRRLBE . XA . FAAR . AR BB TR . E-2m .
LB T R A% . PRAXK. 4- (TERERE) STALARBHRR
Be . MAR K —Feier . Bk RS . B A%k%h. B
M. B CIBE . BEvEE . BT E8 . KA - F LB . &
PR = F REvg « Bk LE =k . B K . sulfaguanole . M ¥ &
% BRBETAERT . B FTRER R =FFvE . B FEek.
BT oEer . AR Tehek . BT RRR . AR TEL. ERTAE
—ek BEEK. BEKR-FE . ARBE. 2-RAERXEBRREKT
BN - RARKBEBRER . AEARBEBIK . N- LKA -3,4
- P RBLRE . B -5 ToEE . B Rk . BIRAARE . Mk
k. BRIEE . BT RES . B -_C =% BIEEL . BER
W BT RBR . REAEL. 4-BBAA KD, REE. F
B KppcEch . MBS HAR. FA4,

WRELY . MEEF . €K%K . cidofovir- MAERF . WA E
B, BEFTHERYT . RERT . ZEE4E . AT AAREF . @
# . indanavir- CRTEH&. XX E . TRAZREF . "RE B4
RGFEE.ACER. SR CHKE. EEHEH. FHEET . HERE
ZRAY . REBF . MERY . EABKRAR . ILABKE. £AM
i

BRI HH (ZHREE) FPTRIATHY . Mo T & .
ARKE . RL_#H®R . BT SR AR ZBR. A AMKR

REFHHW P TR AT HY . amiridine- #EILNK . XFF £ .
salbeluzol « # & w8 A . ipidacrine . £4x 32 . M4k . WA LI

Kyt RAT &4 .

REH . MIBEAk. S-REKMR . FHAEF . KAHBRMA . L
ARE . IR{LE®E . AZMR . AxME . ALESF. H&EHF. B X
Mo kA EG . BRAREGF. AER . FFER. EFRE . TR
RE . PRER . EBER.S-AEKHKE. 2EL. EAXK . A1
KeE . KAER . RKDHKRE . FHE . B FEBRALT . BHEH
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10

15

20

25

30

B RERE . AFTRERE. LT RT . RBtwBM. L £ 7.

ERH . LB AER . LBAKWBRAKHR . RBEEF . TARE
d. KT 2% RWMRE . ABHE . —LTHE . CAGH. T
Fo.RER. ERE . S FTYRAD% . R4 . 8dcskiR .
Wh%.4- LEREARLE |

FLfe b RAEAARES . (XAFTYV RN, SEBREZLAFK
G EY, BREFN/MEREBH, RERF/AIRRERKRY) .

FREV kAN PEBERALA TR G, . F% X AT
gt . OREB. BLAW . HART . FAM&SK . FRRT -
BTT .hGHT. TEHT . Hhfkik. EEBE. 85T . F&
@%C}PE B NS-21-2-#%-2,2-=XKEk-N- (1,2,3,6- @&k
-EFR) TEE,

zﬂfwﬂ&»%w-ﬁéﬁ BEH . Wl A® . RAmE,

Rt/ R BB . ®H 2% . chromoglycate - A&« & F
B 8T - & % B:M% - montelukast. T Xk T8 . B T4,

N R T

ACE ¥ # # . FE£3H « RMLA . HELA . &2 FXREA

B-MABTH . WiF4F. MEBER. RFRCE . MEFSL . =V
Az, £5KR.ARER. FHER. EGER,

Kb AALTFERE . M RAKk. Bl . FXEHE. &
AT . 2EMAk. CERE . REFE. FE. RENZIE. TR
FeAgtk . RALMAR . RARE K. =AM,

RABRREG . HFhe, BB,

WhEd. 95 %. 254 - FMEEZ. ANEE. ARER.
P ARES .. K&EH,

Rixkmsh . BFRBRT . BEH . Fieired,

RERAEY . BAAET . BME/LT . SXET ;
RAEERFED . MEERKR. AFFEL. A 0dH . SERE
HFFEE.KRBR. RBBRAT. KEEE. KB Z%R XRET
e RAFEE. LEREAE. RTHLEL. PHLELER. 2
BAKEEE. MAR. et MFiuEE. 4. XV E
. FwmEE.ABAT . AE8k. A8 %. AKEE.CAF
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E.¥9A5EE.AXFEEFR.BEL. REEL . XAV E. A
WiV E . ARRE . BRIVE. RAREEDVE . ARV E . AT E .
AAVE. kR . BRBRONRE. BF4LEE. £ 5. Akatll.
Fickekk . RIEM . AMBEL. ABHT . AXA . EhW . BKT
5 vkek . BEME T Pokek . Taiek . AR,

hmadsdh. MEkd. 2HEE. RALT. TEELE . AlE4
. AR

BRETHE A TR TR. AL_H8 . RAHK;

Rk BEWER. AR, BHEK.

10 t#HFE () REBAARAT LG T EH &0 . &£ L6
4¢ “The Merck Index” 12a A& (1996) ,» ZBARIX T35 HEA S
., ATRAN, T AAp e Fitk, aEREFHE.

HEE TR EP 12,866 F A& T %H & -
X (D KR TD obHAMATRYGERT EH .

15 BFFOR B GBEBRATHNAGH 2> FF . BF B, (o LATE,
TMNTRAREZNR—I) Gk F . LR C GaTtkiLsd ¥
BRGREEELR.

RERAAFERFREGREXA LT LG HEZY . B F B, 9
HKEDR CAMAKNLSMI R LREESO 5 EREAT

20 AR REERTRE (Flde ~COOH. -OH) #E 44
Hhit (8. Bl BAE AN T, TAARLABRRFIFRFG
TEBGZERERR .

TaEREGFHNRLALS G —LEmFT R
A) X (D) fLbin6d6rk
25 1. BRI AT G 4d B AT A A R AR B 6940 &4 09 & s
la.% i@ XA R-COOH, B B #9ajtkfb o+ 5 AR
FrAg o Tt s XA XZ ot (X 98 L4et, Z=H) » M
REHEARET B ik eW T AAYE - NREBFHERGE
B

30 la. 1. % B 9HthiL oM T HBANE AR FHADRARLE
i, — &My ERMMAEH A X R-COHal (Hal=Cl. Br) #8t4 R

ty, MEL BYATKALSWY HX AR R A
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RCOOH---—RCOHal + H - X - X, - COOH---—
R-T,-T,-X,- COOH (IA. 1)

5 X-T-T,8ZALwk.
| SERNREDYAELCHERE COOH #o/3, HX B, M4
RIEZA B ARARC O F kG LRY ; Hl4o# A Th. W. Greene £ “ A
MA AT 44 A H” (Protective groups in organic synthesis
Harward University Press, 1980) ¥ AT 897 % .
10 Bt RCOHal RBAARAFT C o7 4l &, Hliod LA
AAEBRL PR P AAYAEAREEFHTAERGEN (BFX. &
%+ DMF ¥) ¥# %
AR, 4o R B 6y aTRL &4 69 HX & H % NH, & OH & SH.
M &% X R-COOH ATk dp4e LAT K 33t b R4 & 698t X &
1S RCOHal: B 5 B 89tk HX ARAEANE (=T %
RFE) BAETTO-25CHBEEARZEHTABEGERN TR .
fA&Z, A R-COOH ¢9A AR HMHTIUAR LA N, N' - A Zokek
(CDD) - N-#EAXH =P T EHK - RKGEFELRLG KR
#£-5CE-50CeRE TEH (4= DMF. THF. &4 %) ¥4 2=, #
20 E#M9LédhE B AR e ERARARRERE, B3 X (JA. 1)
&4 .
la.2 % B A/ R{LEW SR AAMIA A R AR 6B RA XZ (X
EXtt, Z=H) &, Bkt lal YL, AFELHEEGRFLE
X R-COOH itk édy, MBARMBl o CBARRT AKRLARY A
25 ANEMK HX ABXE, 5 B A hLeMRE, EERERTKER
o) B Rtk . '

CDI, HX-X,-X-G
:(0]0]0) & FR— —R-T-Tg-X,-X-G-———>
30 SRT, Ty X,-XH  (IA.2)

EF X T, Tg X, ¥R Xw L, GEHX BREAGKP ELH.
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2. HEBATED AR

a1 S —F R G REFESLEWEANLER (A 1) B,
TR GRELRBEOMALE, RETURBINAR KRG E 05 4
S RENLSY, PloEBUTERTEI—

5
A) R-T|-Tp-X,-COONa + R;-X-R;---—
AgNO,
R-T,-T3-X,-Ty-Te-X-R; (1A.1b) -----mmmm- -
R-T,-Tp-X3-Tp-T-Y-NO,
10

EF Tv Ty Xon Ty TeWELFR L, R, %A Cl Ao Br, Y 8 3LF
L, X, RBREEARTFHYAHA, Ry, ZCl. Br- 1. OH. #X R, % OH,
m % X, (1A, 1b) 44 &4, # 4 A PBr,- PCl- SOCL,- PPh,+1,
M, REAW LB . WERHFAMNEHNFTE AgNO, L - X
15 R,ZCl-Br- I, MX (1A.1b) &4t LT EEHE AgNO, KK -

B.) R-T,-Tg3-X,-COONa + Hal-Y-NO, ---
R-T,-Tg-X5-Tgr-Tc-Y-NO,
c.)
R-T- -Tp-X5-COCl + Rg-Xy-R3-~R-T)-Tp-Xy-Tpr-Te-¥;-R; (1a.1c)
AgNO5

R'Tl'TB-X2“TEI-TC-X1 ‘R3 """"" R"Tl _TB-XZ-TBI ‘Tc‘Y'N02

£¢ R, =0OH & NHR,.» Ric- RyAEEHFTHELw L.
YREFERAARARAT XA =G . #l LEHFHF WO
20 94/12463 ~ WO 95/09831 #= WO 95/30641 -
% X, R HEEY C AN, MEGKR R-T, -T,-X,-COOH § =
XM AE A (49 CBr, & N- B2 T =82 K) AATTEE%RHT R
B, B EP R, =Brégied (1A 1c) -
22.2 SAWM— VR laLRGFHOGLEMEANLER (1A 2)
35 B, AMEMAEEBRITESAAT FESE . M 1A 1 TAT L O ERR
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AR ALEX Hal- X, -COOH # i KA (X, 9T Let) , &
R (JA. 2) e E, FEEETAY. Ao BBEELAMN
BRP (%2 1), AERAHERLE . ¥ANEREHA EwT .

1) CDI: 2) R’TI'TB'XZ-}G‘I
Hal-X;-QOOH ---------=---->-----2---. -

ROTl-TB'X2-TBI-TC-Xl-Ha1 """" -

R’Tl‘TB'Xz'TBI‘Tc'Y"NOZ

H¥T,.Tes X, Tpys Ter YHELR L.
HER, TA%A tifed Hal-X,-COCl, £+ Hal R&H %,
AEE5X (JA.2) KEHRE .
b, MM REFERTRLAX (AF X T t) mEHE
10 B, ABHMNKRALEDLEAEGARANTRETUEIATEAR .
1b. 1 — A5 &naltke) HX BaHARE R LM HX A&, B
A kiL & e —EHRAD S HHA RS EREATUAMFALTE . B
RS EXH H-X-X,-COOH #, ¢ X # X, 898 L
Fll. 4 EA#, BOMKLsHhe) H-X-FTRABZERLIFOAAHR
15 RFEBEFRYP, HAXWNERBRATHF R#TRE

H-X-X,-COOH----—>G-X-X,-COOH + R-XH----—

R-T,-Ty-X,-X-G----—R-T,-Ty-X,-X-H (1B. 1)
20 ARG R, % Bk HX FREARLR

1b. 2 3% B &k s A BmAKLAN, BERFEREFOHER
GHRAGKANATE la. 1 PTHREHTRLE, RE5HHAKRI T
B OHX TRARE . AL TRALGEY HX BBEHTR
Aobfide LK R A RAP . BRBAFEAERN R-T, - Ty - X, -
25 COOH #4447 (1B.2) -
2b. A BEAT £ 40 & MK
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2b.1 4 T & 1b. 1 FATH S AL L35 & X R-T,-T-X,-X-H(1B.
1) (Lo B RGR RAGHBITAEY. % (1B. 1) s W5 Cad
la. 1 PATRAEROX Hal-X,-COOH 9 RBER 2, RE5HELEH
HARBEBEERRE . BROXSWEEANEMN T (Blio TH R @ E %k
5 HT) HAEHBRBRRE .
2b. 24 T &1 1b. 2 AT 69 & A 44 A5 5] 6 X R-T,-T-X,-COOH &
A4 (1B.2) BRIFBRAGMBITAY . FAREALRBEGMAE
H%AE 2. 1 9RE AZEFELNALEN R, -X - Ry KA &,‘.\
EPRAGRMETREFR REAHHBITEY . AR, I X, L C,
10 ;t:E\ﬂff» 188 (1B. 2) H=XmA a# (@ CBr, R N- & T 8L
) BATToaE . ETRAE, BUARGLEDETAINEHN = LH
W R kAT HAHBRERRE
2b. 34K 1b. 12 2b. | R FEHHENRSTE, TREBZ—F F42
B 8 # k4. 445 HX - X, - COOH & HX % it & 5 X Hal - X, - COCl
15 HEARBEOEBEARRE, £+ Hal £ % Br, ME{E &G &ALE
MGHBREREE SR R-HX AL . ARENE=F, EE2b.1
bRk e kA - ONO, R ~Hal X8 . REZ% 4T

HX-X,-COCH + Hal-X;-COCl ---- Hal-X,-Tq-Ts-X,-COOH

R-XH
Hal-Xl-TC'TBI'Xz-COOH (25.3) R Hal'xl‘Tc’TBI’Xz‘TB‘Tl’R

Hal‘Xl ‘TC‘TBI -xz'TB-Tl'R """" OZN-Y-TC-TBI 'XZ'TB‘TI‘R

20 HF Tos T~ Tp- T~ X5- Y #ELR k.
4;»11-_7‘5;%% chELr «lz'rm;éx (2B. 3) 9B £ b4 Lt
T .
B) X (II) 4oy 4
la. 3% HaTtkegfk X% R-COOH, A B, Ak item A&
25 —AMbEXA XH (XARERL) $gREERABRN, L4 R-COOH
B s LB A ALY, REM la. | PHARGFLZALGRAL
B, KELARE&EALSYEY HX TREARE. BEMEASL B, ATk
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T HAOTRABEARXRTIE, ZOARKBEAATRER .
HX-X,-COOH
(ITIA. 1)
5 Hal

EY X/'RELZXHFRELEBAFOY, -NO,AABRCHELE, X F
Hal 89 % LR £ .
a4 (TA. 1) TARABARAR RS L5 %53 . Hle % X=NH
10 &, ST A hAEREAREAR, AREORTAREAITADELAL
B FiB A 2a. 1 %XHLGA% (1A. 1b) SR FEKF LA TR
A A EARBE. A S HHAE>TFREF RGRALEHY A
wmEA BRBAOL la 1‘1”13‘ R - COOH # 7= B & a7 th b &-4h 2 7
b9 B R T{fllmﬂ}]é’)fa’s b B, Rtk Lo FFBAGTREAR
15 K. ARBEVHE, B @aAEHOHEMERF A AgNO;, A ONO,
AHRAELH X/ Lﬁ&é@éﬁ% (Hal) - #18t& & RCOCI 4 ¢ K
&7 ERHEAwT

R-COCL + HX-X,’-COOH-~ R-T.-Tcr-¥%;’~COOH (IIA.2) +HX-Xg =
!

Hal Eal
R-Ty-Te1 X3’ ~Terr-Tarr ¥zz * RGRO3-— R-Ty-Ter-X1’ -Tar:-Xoa
! |
Hal ONO,
20 1b. 4= R & 4p A th Ao B, AT RAL A A — A X XH A F

RAR, ARPTFHAARAEATARAKRA, £F X HE LA
b oS A AR ST X6 0 REBRASH K

HOOC-X,'-COOH
25

Hal

X/ ELE L, o HmicBA 2a. 1 P aifuedr (1A 1b) @
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10

15

20

25

RO RE-RHE. BAR-RLGWAEREREHELE
RAGRANETE la | PHREAHTRE, RELHHHGEI FHEA
BAERERALL . ARERTEY, RWESE —RAG KA,
RARHALEE A, FREATFRS B OTAKEWER .

CDI, HX-R
HOOC'X]_"COOH """""""" - HOOC'XII'TCI’T:L"R i
(. |
Hal Hal
CDI, HX-Xg,
HOOC'?l"Tbx‘T;‘R """""" - x2a'TBII’TCII“x%"TEI'TI'R
Kal Hal

MG 4e L AT R 3 A ONO, A AR K & & F .

3. X (D RAE (s=1) FTEH9ER.

3a. 1 £+ R,=0H 64X (1A. 1b) &L RABME G KFT
Rk B RO B ROENT FTEREAE THRITRE . RREARLA
BARPEHSZHA. LARM T ELT

R'TI'TB'Xz"TBl'TC'Xl'OH + N&NOZ """" ——)A‘B"C‘NO

a2 R la 2@ FBALERTFEHGLEYEANLEX (A 2),
mAn by TR RAT AWM THERBL TH K8 %14 X HO-X,-COOH
Bpike (X, 2Xwt) BB la | PHERSERZAEGRARLE,
KEBEEIA2RE, HARGFHWEE3a | AL RARMRE -

3b. 14 T d1 1b. 1 F AT & 4 Mt R 03 B 89 X R-T-Tg-X,-XH 1t &
B (1B.1) £ X35 a5 R4ir44n, s (1B.1) 5R AR 3a2
PR M BITR L .

3b. 2 A T & 1b. 2 P AT HK 4 M4 R T4 B 69 X R-T,-T-X,-COOH
i (1B, 2) BB A ASTEY, b AT R R AR S HF
544 Hal- X, -OH R &, 1556984k 3a. 1 PR #ITRAHE.

4) X (1) & T A7 240696 5%

4a. 1| 55465 % XA R-COOH, B B, & FfK{iLE&HA S —4
XXHOEHETHRE (XELwL) 6, % R-COOH & &4 la. 1'F
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R A R ARELEZAAGRMNLE, REHEA
BRiLEHmey HX ERARE, %EREAS B YKL EHLEANT
AMERAE, ZREREAATHEX .

5 HX-X,'-COOH
(4A. 1)
OH

AP X/'ZwEZXHRALRTFH Y, -NO AHABAECHEE, X 8
100 LR E.
BLEEMrTFTREB RGNNSO HBEHE, B EAL la. 1 F
#F R-COOH %% B YAl kb &M I R R Z A —4%, 5 B,
ALY FFAANBTRERE . ERXRETHEY, w3a. 1 ¥HR,
R AR A EITEY .
15 WE A B RCOCI BE RHHAHRES ELTF .

R-COCI + HX- X,-COOH->R-T,-T¢- )l(,’-COOH (4A.2) + HX-X,,-—

OH OH
20
R-T,-T¢- )l(l,'TCll-TBll—XZa+ NaNO, -— R-T-T¢- |)<l'-TBll'X2a
OH ONO
25 %.%E%%Eﬂ%ﬁ%%%%%%f¢ﬁiXH%&&%ﬁ%ﬂ
B, AASF PO XAANAEATUABRAXLE, £+ X 92 LE L,
TSR EEH TRGARLE B ESR L HIT
HOOC-X,'-COOH
30

OH

X/ ZEXA L. $irphosktshaia la 1 TARGEHTAF
BREGENZALGDRINLE, REE5HH ) FHFHETRERL
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EMGHFRY, $F-ARRTREGTEAE SR I k4,
RAERRARE, ARBATHEL B, AL HES

CDI, HX-R

HOOC'XI"COOH """""""" ind HOOC'XI"TCI'TI‘R -

| !

OH » OH

CDI, HX-X,,
HOOC'Xl' -TCI-T].-R """""" had XZa'TBII .TCII-XI’ -TCI’T].-R
I
OH - OH

5 S tde 3a. ) PHERITRE -
AERG BRSO BEBAARAXAALG T X, 5FRAGRK
M—k, RMAAATEHE. oRFPHEFERNGRE G HHALSY
#l 4= % R, “ Remington 2 49 # % » ( Remington’s Pharmaceutical
Sciences) % 15a A& -
10 g Miap e whigheasihia, REASHFELATE
Bt R R 4 F &K
HFBTHRAETEAKRG P4 R REM . BH T A& RN H
Kidnde “E VR ¥ & %% #> (Physician’'s Desk reference) ¥ &%l .
AT E#RFRERREARKLR, LR FALAGRA .
15 F#wH1
(S,8) -N-Z##k-S- (6-FaEA-a-FTA-2-ZC8B) FM
A8 4- (AE) T&# (NCX2101) &4 A&

§H3 NHCOCH,
AN o,
1. A
HC XX o (NCX 2101)

hEEE4E (X VD) . BHAHZN- CeFMRAR (X CVID

=k

20
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?H:- HS/\E/CO-‘\H
,//\,/\/\“/OH NHCOCH3
IH
H3C\0/'\ N | 0
(VI) | (CVIII)

a) (S,8) -N-Z®#%-S- (6-FAE-a-FHA-2-%C
Br) BSB89 5 A
5 WM 6-FTRE-a-FA-2-%% (10g, 43.4mmol) £ & 15
(100ml) # N, N- = F X FBK (6m) FHEZREWRANL I'-HE
—wke (CDI) (7.04g,43.4mmol) . 15 9475, HF 2 ERA (S)
-N-ZBFMREAR (7.08g, 43.4mmol) &, AERTHKE 12 1Bt
REREHA SEHCL 3, REBERKRER, REBREKE . A A RR
10 #MEK, ABRERL . RN RFHAEARK LE S, B4L. AL
BB AL . 453 11.66g @ & BRI~ 4, B & 122°-126C

lH-NMR (CDC1l,): 7.71-7.65 (3H, m), 7.34 (1H, 4&d), . 7.16-7.09
(2H, m), 6.36 (1H, d), 4.67 (1H, m), 4.00 (1H, g), 3.90

(3H, s) 3.32 (2H, t), 1.84 (3K, s), 1.59 (3H, d).

b) (§,8) -N-Z#&4.k-S- (6-FTAE-a-FA-2-%C
15 B) FHAK4- (BTE) BHEK
@ (5,8) ~N-Z#&%k-S- (6-FAE-a-FE-2-%0L8)
Fr A (11.3g, 30.1mmol) 8 @ £ oked (200ml) & & P he X = KB
(23.7g, 90.3mmol) #=w sk (28.85g, 90.3mmol) . Ei& FTH#H %
REet 24 i REREER . REGASHAHK L& HEHR
20 1, METHR/ZEKRTE (7 :3) kA, 133 4 @ 6BERRKEE,. B
& 67°-T71C .
c) (5,8) -N-CZ&%-S- (6-FA* -o-TFAk-2-

S

&
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Bt) FREER 4- (FBL) TEMGEK
A — v g R iFE 8 (1 g 1.96mmol) £ ZH (20ml) F
89 R e N B4R (0.66g, 3.92mmol) - B R A B KGR T
SE . BEBAYE, REALER. FHOAR A ALK IR &#
5 kb, AECIE/TETE (7 :3) %A . 58 047g g & BKREY

(§,8) -N-Z8k-S- (6-FaEA-a-FTE-2-FT8) Fhit
A8k 4- (FiB) THE, A S56-59C.

lH-NMR (CDC1l,): 7.80-7.68 (3H, m), 7.37(1H, d), 7.20-7.13 (2H,

m), 6.12 (1H, d) 4.40 (2H, d4d), 4.26 (1H, m), 4.15-3.87 (3H,

m), 3.92 (3H, s), 2.33 (28, &j, 1.86 (3E, &), 1.74-1.67 (4H,

m), 1.61 (3H, d).

10 TESTH:
®i{E C: 56.08% H: 573% N:571% S: 651%
FIMEC: 5599% H: 5.68% N:560% S: 635%
34 2

(8) -N-CEk-S-{a-F& (4- 2-FAAL) X) Lot}+
15 BAH4- (FB) TE (NCX2111) #4 &

(':H_-: NHCOCH,
3 ‘ ’
CH, ¥ l} 1 S\/\li/O\CHQLONOZ
|
/'\/\/l O 0
H.C

(NCX 2111)

M ZHEF (X VI, BHAHkAEN- ToFERAR (X CVID
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3 CO,H
CH, Z \_on HsTY
SN NHCOCH,
Hac/\/\/ 0
(VII) (CVIII)

a) (S) -N-Z#Ax-S-{a-F4 (4- Q-F&R/E) X)
L BRI BB 69 4 A%,
5 Go-F& (4- Q-FERE) X) T#% (10g, 48.48mmol) 4
£4 (100ml) ## N, N- —F A P8k (bml) TOERZHLANL, '~
# A& —okek (7.86g, 48.48mmol) - — /1 EE, FEERM (S) -N
- L&t%’imﬁfu& (7.91g, 48.47mmol) A" H A EETHE 24 18 .
/rbo%ﬁ(/}\)ﬂ 5%HClI. KA=shKik. Ainde AEABRMENK, R
10 &B%i BE KA RAGEEARER LA, AR TE R
#% %] 13.3g ;@&éﬁfﬁﬂﬂm‘ho

l1H-NMR (CDCl,): 10.17 (1H, s) 7.13 (2H, d) 6.54 (1H, d), 4.76
(1H, m), 3.93 (1H, q), 3.42-3.30 (2H, m), 2.49 (2H, d),

1.85-1.83 (4H, m), 1.55 (3H, 48), 0.93 (6H, 4d).

b) (S) -N-Z&A-S-{a-F% (4- Q-FERL) X

15 CB)FRABR4- (BTH) 894K
@ (S) -N-CZBAk-S-{a-F4% (4- Q-FAA%) %)
L8 ¥R A B (12.8g, 36.4mmol) #w & ok+h (100ml) & & F Ao A
= %M (28.65g, 109.23mmol) Fo @R {b 2% (36.23g, 109.23mmol) - K
BRAMAEESTHIE 48 it . RAEREKREERN . HAYAHERE
20 Aedtkad, ARCKE/CETE (1 ;1) %AL. H2 579 wKey

B .

¢) (S) -N-Z&EA-S—-{a-F& 4- Q-FHEAL) X
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LB} FRRA R 4 - (FBL) T a4 &
G A — F H L R AFE 98 (5.5, 11.3mmol) # ZH (100ml)
e P he XA B4R (2.69g, 15.8mmol) - § K &R A4 e ik @A 24
B, BB ELAROR, BERRERL . FEOER LY EZERE
5 Méedxhi, ARCKE/CKRTE (7 :3) 5. 155 1.18g (S) -
N-Z8X-S-{a-F% (4- Q-FTExRL) X) TEHYFHARK 4
- (Hig) TE, AmKDY.

lg-NMR (CDCly): 7.27-7.09 (4H, m), 6.19 (1H, d), 4.75 (1H, m),
4.47 (2H, t), 4.15-4.02 (2H, m), 3.86 (1H, gq), 3.31 (2H, &),
2.44 (2H, 4), 1.89 (3H, 4), 1.86-1.76 (5H, m), 1.51 (3H, d),

0.89 (6H, d4).

10 TESH:
M C: 5639% H: 6.88% N: 6.00% S: 6.84%
FHMEC: 5622% H: 6.79% N: 588% S: 692%
% 56.45] 3
(S) ~N-ZBA-S- (1- 4-&AXTB) - S-FAaL-2-F
15 A-1H-""%-3-C8%) FHRAMK 4- (#H8) TH (NCX 2121)
&4 & %,

I4,\101
@] N
l
N_ _CH,
N NCX 2
ﬂ/f\\r/ | o (NCX 2121)
H3C\O/\ = /w/i
S
O(CH.,),ONO,
H,COCHN

WARAEEAE (X VID B ATk A N- A (X CVIID
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10

15

20

Cl
HS/Y 2

N _CH, NHCOCH,

OH

- (VIII) (CVIII)

a) (8) -N-Z8&E-S- (1- 4-&XFH) -5-7THAE
—2-FA-1H-""%-3- T8) FHRAR

Bl 1l- (4-RAXFB) -5-FAEA-2-FEX-1H-%%-3~-
Z 8 (10g, 28.00mmol) 4 &A4% (100ml) #= N,N- = ¥ X ¥ 8L (2ml)
FohiEiE L1, 17— #HE =%k (4.53g, 28.00mmol) . — /BB,
FFeeEmmn (S) - N-CBRFRARKR (4.56g, 28.00mmol) & E,
EEETHE 24 . RERSHKRKA SEHCI. KFe bk . &
AR R ERK, REBRERE. BRI ARER LE kX4
., MUBRTEHRM. 58 7.79g FEBRKRRGAA~4, B 129C.

1g-NMR (DMSO-dg) : 12.90 (1H, s), B.21 (1H, 4), 7.69-7.64
(44, m), 7.06 (1H, 4), 6.9€ (1H, d4), 6.73 (1H, 4d), 4.33

(1H, m), 4.02 (2H, s), 3.77 (3H, s), 3.33-2.96 (2H, m), 2.22

(3HI s)l 1.78 (3Hl 5).

b) (8) -N-Z&%&-S- (1- (4-KXFE) -5-FRE
-2-FHA-IH-9"%-3-Z8B&k) FHRAK 4- (ETHE) B4
A,

@ (S) ~N-Z8A-S- (1- (4-RAFH) -5- FAL-
2-FHA -1H-%"&-3- &) ¥MAHE (3.09g, 6.14mmol) ¢ N, N
- PR P& (50ml) FERFhoANTEH4H (042g, 6.14mmol) . 30
NG AL2Sml N, N-=FETPEKRFE 1,4- =% T % (2.18ml,
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18.00mmol) - ¥R ERSMAZTETHME 20 18, REM LRMAHE,
Kok . AMAAGRBREKE, REXLEN . oGRS HAE
Wik AR b, ARTHE/TBHRTE (1 :1) #AE. F8 l7gk e
Bl thik 6985, 45 % 130°-134C .
5 ¢) (8) -N-Z®AiA-S- (1- (4-RKEXPE) -5-F4AA
~2-FEA-IH-%"%-3-028) FHAK4- (FHf) TEGEK
A —F L REGIFE B (1.6g, 2.5mmol) ¢ A (30ml) &
B e XA B4R (0.6g, 3.51mmol) - W REREHEBAT KR 8
Nof . TRBREMBARNGLE, BRAEARL . BHUYRAWARKLSE
10 #aHsi, ARTK/ZHRTE (4:6) %K. 48 128 (S) -N-
oA -S~ (1- (4-HXFB) -5-FRE-2-FE-1H-"%
-3- LBL) ERARK - (HBL) TE, JHRH.

lH-NMR (CDCl3): 7-66 (2H, d), 7.48 (2H, d), 6.90 (2H, m), 6.68
(1H, m), 6.14 (1H, d), 4.77 (1H, m), 4.43 (2H, t), 4.08
(2H, m), 3.87 (2H, s), 3.83 (3H, s), 3.34 (2H, 4), 2.38

(BH' s)l 1.90 (3H, S): 1.78_1,70 (4H, m).

15 TESH:
Wi C: 54.24% H: 488% N: 680% S:517% Cl: 5.72%
$HEC: 5432% H: 493% N:691% S:513% Cl: 5.84%
% 3645 4
(S) -N-Z@AE- Q-R-o-FE- (1, U-KFEXE) -4-L8&)
20 (A 4- (BHE) TE (NCX2131) 84 5

CH, NHCOCH,
l ' I CO4(CH,),ONO,
AN AN O

i
‘\) (NCX2131)
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MR BEF(XIX) B AEKZ N- TEBFHAH (X CVID

CO,H
HS

NFHCOGH,

'(Ix) (CVIII)

1464 NCX 2131 3B 5446 | YPHARFTEHEAR. R A HK
5 M. FER26% .

1H-NMR (CDCly): 7.41-7.38 (6H, m), 7.10 (2H, m), 6.22 (1K, d),
4.78 (1H, m), 4.46 (2H, t), 4.13 (2H, t), 3.92 (1H, q), 3.36

(24, d4), 1.93 (3H, 4), 1.76 (4H, d4), 1.55 (3H, d4d).

TE S

WM C: 5691% H: 537% N:555% S: 633% F:3.75%
10 FHMAEC: 5699% H: 541% N:566% S: 641% F: 3.83%

365 5

B-3- (4- (a-FH%- (4- Q-7FE£8/E) X)) Caef k) -3

-PAARL) -2-"HEBA4- (BA) TE (NCX2210) &4 %

CH, OMe
o) | (NCX 2210)
CH, | .
o U =
HiC # COL{CH,)ONO,

15
MEAHEF (XA VID » BOsAEiE (X DID
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(VII) (DII)

a) R-3- (4- (a-FH- 4- Q-7FEF/E) X) LBREA
A) -3-FRAXK) -2- AFRYES R
5 woa-FTE- (4- Q-FEARA) X) & (5.03g, 24.4mmol)
A w0 F kel (100ml) #2 N, N- = FETEER (SmD) PHERLRA
1, 1-# A =k-t (425g 24.8mmol) . — PR EKFE GEEM TR
# (4.90g, 25mmol) 4%, A LB (89mg) » £ ER THMIF 12
BB RERSHARKRA 5BHCL. ke dhoksk . A vt AR LK
10 BREEKLE.
HRORADAER LA G E4L, ALK/ ETK (7:3)
L. 153 S51g BERBRAERKGR-3- (4- (a-F&- (4- 2~
FEARA) R) L&) -3-FAARK) -2-FHF&R. B8 131°-137
c .
15

'H-NMR (CDCl3): 7.72 (1, d), 7.32 (2H, &d), 7.26 (iH, m),

7.16-7.07 (4H, m), 6.98 (1H, &), 6.37 (1H, d), 3.99 (1H, q),

3.73 (3H, s), 2.47 (2H, 4), 1.88 (1H, m), 1.63 (3H, d), 0.92

(6H, d).

b) R-3- (4- (a-F&- (4- Q-FERE) X) L&A

A) -3-FTAXAXKE) -2-FKBA4- 2T EAEBGEK
ARHETFTEHR-3- (4- (a-FH- (4- Q-FHaE) X)
20 CZEBEAA) -3-FTAAXAE) -2-AKH& (533g, 14mmol) #I N, N
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- VPEATEKE (130ml) E&R T A 84 (1.2g, 16mmol) - — /s
WE @R GREM TN 1, 4- =% TH (10g, 46mmol) , & %2
TRE 12 . RERASWERKRM SBHCI. KiK. 44wt A
REBMEK, BEAR . BENALADABRER G EE 5L, FE

5 Th/CE LB (8:2) M. 35 446g R -3- (4- % - (g-F
A-(4- Q-FEREL) X) 2BA) -3-9HAEA) -2-5F
Wbk 4- BT RE.

c) R-3- (4- (a-FH- (4- Q-FERA) X)) 2HE

A) -3-FTRERL) -2-A%BA4- (BB TABYLK

10 MR -3- (4- (a-FH- (4- Q-FERAL) £) LHEAR)
-3-FREARA) -2- "B 4- B TAB (4g 7.72mmol) & B
(70ml) %% F ho n 8 B4R (2.58g, 15Smmol) - & K K iRA & & e
BRI 2 I RS RERRREHANLE, REEXRER. K
WHRAYERR ERM G L%, RECR/ZHRTE (8 :2) %K.

1S /3B 24g WROKE-3- (4- (a-FE- (4- Q-7AFRL) %)
LERK) -3-FEERE) -2-FHWBta- (AiBL) THs.

'H-NMR (CDC14): 7.62 (1H, 4), 7.32 (2H, &), 7.i5 (2, d), 7.16-

7.05 (2H, m), 6.56 (1H, d4), 6.35 (1H, d), 4.51 (2H, t), ¢.24

¢
Y

(2#H, t), "3.99 (1H, g), 3.74 (3R, s), 2.48 {(2H, d), 1.85-1.83

(5H, m), 1.62 (3H, 4), 0.92(6H, &).

LE A
20 ®##®{EC:. 6491% H: 6.66% N: 2.82%
I C:. 6483% H: 6.52% N: 2.69%
£ 5845 6
B-3- (4- 2-&-a-F&- O, '-%%L) -4-28AaL)
“3-WEAARK) -2-R"MHEL 4- (BB T8 (NCX 2216) 94
25 AR
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CltH3 OMe
F\/\‘/\H/o l \I
//h\\//lQ§V/J 0 ’ = 2

‘ \! "CO,(CH,),ONQ,
N

(NCX2216)

MR ALESF (RXIX) » BOwhZMiEsE (X DI

CltH, OMe
F = l | OH HO i\
‘ i
X 0 S
| ~ N cooH
L)
(IX) (DII)
5
&4 NCX 22168 B #4065 PR T EEMR. EFEH 32
% . BAR A LT E L.
1H- NMR (CDC13): 7.40-7.25 (SH€H, m), 7.07-7.01 (2H, d), 6.98
(1H, m), 6.38 (1H, 4), 4.44 (2H, t), 4.46 (2H, t), 4.21
(2H, t), 4.04 (1H, q), 3.73 (3H, s), 1.72 (4H, m), 1.65
(37, 4d).
10 TETH:

B{EC. 6479% H:525% N:262% F:353%

FMEC: 6485% H:S531% N:274% F: 3.48%

= 34 7

N- (4-#sTo) -B- AR (L) A4 K 4- ComARE (NCX
15 2160) &4 %
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NHCO(CH,);NHCO(CH,1,ONO,

(NCX 2160C)

EPmtkRA#8H, FELA (X)) BOaaks (L) -k (NCX
2053) » g X (CD -

r;lHCO(CHz) NH,

OH HO.__A
i Q
,[ j 0 A
H,C™ N CoN

N__j

(X) (CT)

a) N- (4-2TH&) -p-AAB (L) - E&8K
BALAK (5g, 22.1mmol) # N, N- = F X P&tk (80ml) H#&F
e XN Z TR (4.62ml, 33.1mmol) fr 4 - R TE R (4- B THRS RAY,
10 83.85ml, 33.1mmol) . ¥ HZERAEETE TR 24 I, XERALKL
RS, AviaAkk. KERARMGEANAABRK, AEKRKK. F
Blehi M amik LR eidrad, HLRIBEMR, FHREA M.
b) N- (4-%T&) -B-AAB (L) -LAK 4- LHAKXX
BS 89 & A& |
15 AHEHETE N- (4-2TH8) -p-®As (L) -4AK (3g,
8mmol) & &45 (50ml) ## N, N- —F A F&KE (4ml) T6ER L
XNAM &7 (1.21g, 8mmol) -~ N, N- =3 T X% = & (1.65g, 8mmol)
Fo = tfff&;nﬁwrtv" (0.04g, 0.36mmol) . 4 REHAZEETRE 6
B, RERAE, MAFHEFA KL . AéaRARBEMREK, KREE
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. Fplegrhhsik Le#da Rt NZRTB/ETK (7:3)
wI, 5B N- (4-B2TH8) -p-R&ABR (L) -AA% 4- LEA
A KE.
c) N- (4-#BETE) -B-RAS (L) -~-AAK 4- LERHAL
5 ABEHA R
ERFTH N- (4-2TH) -p-RAK (L) -48% 4-C
BEA A RE (4g, 7.87mmol) ¥ ZH (70ml) 5 F hoe XA 8 4R (1.87g,
llmmol) - R E RS HABELT AR 5 Pi. BMETIRERFH R
Gk, BAERAKER. RRGARAhERREIMNEH XKLL, ALD
10 #/28BTE (3:7) %M. FBHBG2H, ZE17% .
TE D
M C: 51.39% H: 534% N: 17.19%
£%ME C: 51.28% H: 528% N: 17.06%
5 364] 8
15 N-ZB&E-S-((S) ~a- 2-&FK) -6,7- =&8-E5 7 (3,2-c)
et - SAH)TEEA) (S)- ¥R 4- (#BL) TH# (NCX2136) &
# &

NHCOCH,
L___O(CH,),0NO,

< (@)
NCX 2136
s o ( )

20 HEEEEX (XD 9&EET. B e9aik2 X (CVII) & N- LBt
% 2

o)

_\'ﬁ
o
2
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CO.H
O%:/OH HS/\|/ 2
: NHCOCH,
0
s/\)01
(XI) (CVIII)
i S i BEAG 1 PHATESKR. EH23% .

5 MiMEC. 50.55% H: 495% N: 7.40% S: 1124% Cl: 6.22%
S C. 5070% H: 499% N: 760% S:11.20% Cl: 6.15%
F #.45] 9
(3-F&aE-4- 4-#BTHRAL) XEX) -2-R-"EHK-4-
( 0-f4-3 5-—2%%) PRAAA) FTHH (NCX 2161) &
10 #%&

(NCX 2161) o
|

l/\’/OCO(CHz)SONOz
O\/\/\/I

i il
B"Y\/\N O/ (@]

T

(NCX2161)

S wk A X (XD 8 Ee8, BeahdX (DI HMMBERRE:
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OH OMe
Br ,‘\U HO
N
H Z
N

H, COOH
Br
(XII) (DII)
a) 4- ( Q-BRTEABLARA-3,5- =FXE) TEARAA] K
LT BG4 A
5 A TE 4- ((Q-A%-3,5-—%xL) FPARRX) KT

8 (5g, 13.22mmol) # =*&J% (35ml) # 7K (50ml) b iy iRe Ll
AZ LK (3.31ml, 23.7mmol) F= =38 =& T & (3.46g, 15.86mmol) -
24 PR BEBREAERE, A 1BHClERALZEYH pH (pH=T) >
Rl LBEERANA . ANiEARKMAELR RERE, 53654~
0 (Q-RTABEEA-3, 5-—BA%) PAAL) FoHEREY
—F L AEER -
b) (3-FHRA-4-pAXA) -2-R-AksE-4- ( (2
“RTARAARL-3,5-—BFXL) PTEARAL) LB
GAHE 0CHTRE (4g 20.5mmol) 9w & rkwh (40ml) &k
15 ®hea 1, I'- &=k (3.34g, 20.5mmol) - 10 2 EZE R 4
- (Q-RTABAEARL-3,5-=2FxL) PAAR) rTH (98g,
20.5mmol) /T, AFTBTRAE 4 Ii. B RERBEWAEKRE . H
SHPRAE, A 1%HCl&BE R K. Aiie A EERMEK, RER
EEE . BHOBRAMARKER GEELL, RETKR/CETE (1:
20 1) kA, 2F B-TaAX-4-BEAXRA) -2-RAKE 4- (Q
- BRTAZAAAL-3,5-—BFRA) FEAAL) HTHE. '
) (3-FARA-4- 4-BTEHEAL) XA) -2- AAKEE
“4- ( Q-BRTAZARAE -3, 5- - L) PEAL) XTHE
& & AR,
25 ARETE G-FaA-4-BEFAE) -2-RAHRK-4- (2
- RTAZLAAR -3, 5- 2B F L) FAAL) RTH&E (4¢,
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10

15

20

25

30

6.11mmol) & @ & =k (80ml) E R ¥ wA=T K (0.85ml, 6.1 1mmol)
o4~ 2 TE & (0.7ml, 6.1lmmol) - A ERTRE 8 KB &E KKk
HEH . FRGEIFHRIRIBAE, FAARAKE. REBRMAIGAR
M EKFLEEAZTRA . BREhAR e HELN, AETR/C
BRZE (7:3) M. 58 3-FRE-4- U-BTEBRAEL) XK)
-2-RAkek 4- ( Q-RTEBAEEL-3, 5-=BXHE) 74X
Ak) ROUHE.

d) B-FaE-4- U-HEBETHRARL) XX) -2-RAKR
Aa- (Q-BRTEELAL-3,5- 2 KA) TEAAR) OB
& & A,

ARFETEH B-FRE-4- W-RTEHBHAL) XE) -2-K
- HEEE-4- (Q-BRTEBAARLA-3,5-=8FXE) FAAL)
RO EE (4g, 4.98mmol) & T (70ml) B#& ¥ AH &R (0.87¢,
4.98mmol) - EZBAEB ThBER T M, RELRGKRE RGO E .
BEREHEMWER . FROBRADAERER L E&EELL, HRETR/L
BE (7:3) %M. 8% 3-FAE-4- 4-HBETEHAL) X
A) 2-RAEKELE 4- ( Q-RTABARE -3, 5- ZBXL)
TEAA) RTEE.

e) (3-FHA-4- 4-HEBTHAL) AX) -2-RAKK
ABa- (Q-8A-3,5-2BFAK) TARE) FLHEHBHEA

ARFETE 3-FPARE-4- 4-HBTHAL) RE) -2~
ERkEmEta- ( Q-BRTABEAEE-3,5- —BFEL) TARE]
HeEs (2g 2.54mmol) £ LB L& (50ml) F8 0CHER LA SN
0 HCUZ 8 L8 ER (3.17ml) - HHEEA OCTHM 4 Mo, B H
R . BEYRAEFMALRIBAE, mASSERANER . EH%
RAMAMEETHARRBEANER. BEHEZRAY, THRAMN
jn, MAEEBEMEK, REXL. 58 3-FRRA-4- 4-#HEBTHE
aA) XA —2-RABkEAt 4- ( Q-&%-3,5-=2FXL) 7T
AH L) RO BB, FE36% -

TE
i/ C. 4730% H: 456% N: 6.15% Br: 2331%
S C: 4726% H: 453% N: 6.00 Br: 23.42%

O\O
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% 3647 10
4-8EX ( (B-FAREA-4- 4-HBTEHEL) X&) -2-AF
HWEaeA) - 1-2EAERTHA) s (NCX2211) ¢4 &

5-CHs
POH, _ OCO(CH,),0NO,
HO < H {
N A
H,O,P -
o)

(NCX 2211)

Edaitk X (XD SR TH, BaakZTRK (X DID

OMe

PO H,
HOMNHZ HO
H,04P Z™~COOH

(XIII) {DII)

a) (3-FaAA-4- W-BTEBHEAK) XKX) -2-KRTHEN
10 &%
ERMETHMHEE (1.2g 6.11mmol) #w &kl (80ml) B & T
B XNZ LK (0.85ml, 6.11mmol) #= 4 - & T &L & (0.7ml, 6.11mmol) -
AERTARE 3 IMHERERR. FRGRAYA IR TEBLE, &
MARF Kk . MEBAMMARBRMNEKFARELRL . FEHOKRRY
15 AR ERAGEEAL, REG/TH (8:2) M. RET &L (3-
PAA-4- (4-BTEBAE) X)) -2-RTH®&.
b) (3-FAA-4- (4-#EBTHAL) KAL) -2-RAKK
64 & A,
EHRFETEH 3-FARA-4- 4-BTHBAL) XA] -2-K
20 THE (1.5g, 4.5mmol) & Z M (70ml) &k ¥ he s B4 (0.87g,
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4.98mmol) . ¥RESYhBAR, HERFTELERL 3 ot . T8
hEM RS, REKXKEZ AN . FHOEAMAEZKRIE L &8k
%, MEAF/FTE (8:2) M. 9ds 3-Fa£-4- (4-#BT
BeRA) X&) -2-RAKK.
5 c) (4-BE- ( B-FRE-4- (4-HBETERHRAK) £X)
~2-RAEEBRA) - 1-BARTE) s AR
ARFETE B-FRE-4- 4-HBRTHRAK) REA) -2-
R ®M%# (2g, 6.4mmol) £ N, N- = F A FPEMKR (30ml) F 84 ¥ &
0CHEREMAN, N - 3Tk ‘1%(1%&4mmﬂ%ﬂ—%
10 AX# =+ (1.04g, 7.68mmol) . 30 ¥ Em NF L% F 8 (1.6g,
6.4mmol) - B REREGMETETRE T Pt . MER 5% LKA,
AMAARM KR OB ER. $AMBRALEKE RAHEBEMAEKRK, BEX
.l angELe#dks, A-KFPR/TE (8 :2) &M,
5% 4-8F- ((3-FRA-4- 4-wBETEAX) XE) -2
15 -RAB&) - 1-2A2TTHA) Ul&. #%: 11%.
TEDH
A C: 1971% H: 436% N: 507% P: 11.17%
SIME C: 19.56% H: 428% N: 504% P: 11.25%
F P 11
20 S- [ (2~ (4- (4-8FE) FETFE) -1-%k%&) CAX) L
Bed) FEK4- (BB TE (NCX2060) &% %

CH
ci 2 .
SN N o ocHcos //l\/coz(c.—.z)‘ouoz
I 25T I
/ N\) HDC NHH

@ (NCX 2060)

EFFThgX (XIV) ¢9BE¥ 5%, BOWEKEFER (X CV)
25
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cl
\Q/ |/\ N 0(CH) 00,00 CH,
= N\/l

COOH
| HS
(XIV) (cv)

a) S={ (2~ (4- ( (4-&EX) XFA) -1-%%%) &
A) OEBA) -N-RTAZEXAFER -4- (FB) TEG SR
5 b BEmG | PHEF R, A N-RTAREAFER
KRB N- TEBEFB ARG
b) S- ((2- (4- ( (4-&XHE) XFE) -1-%%%)] L
2A) LEBA) FERKR-4- (BB TEGSK

mwA%mm—mA%&M+%W9%%e>¢%L%%%%%#
10 AN-RTAHLAAERERETRESHE . * %,
LE AT

{8 C: 55.78% H: 649% N: 843% S: 4.80% Cl: 531%
S C: 55.61% H: 631% N:829% S:493% Cl: 543%
36,45 12

15 N-CEBA-S((S) - (N- (1- (za#Xx) -3-FELRHE) -
L-®"A#) -L-MARKR) FRAK 4- (#8) Ta& (NCX 2124)

& 4] &
MOCH ,CH,
/\<c02(cr12)*o.\'02

0s
NHCOCH,
ch 0 ;

(NCX 2134)

20 EFAikEA (XV) &AM EH, B 9AlkE N- LEBEFRAKR (X
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cvun

N COOCH,CH,
. !

2N
— H U
- N N—,
\ é COOH
He O
{(£¥)

BAEMBERERY | PAEF RS-

5 AESM
W1 C: 55.18% H: 6.79% N: 8.62%
S C: 5530% H: 6.85% N: 8.71%
% 34 13

C
hs” 7 OH
NHCOCH3

(CVIII)
FE.27% .

S: 491%
S: 485%

3- (4-D-o-AAFAFERBERL) -3-FALXA) -2-&
10 A8 4- (FB) TH (NCX 2080) ¢4l &

NH,
EY
[ NS ’
Nz 0 \ x\\x cCH3
r 3
0 0
O\ O—CH.  (NCX2080)
74
O(CHZ)‘ONoz
0

EFaTha A FEHR (X XVI) &5, B&arkEM#a (X DID
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N H OMie
| N N {
i Ty S\ HO. -

v d CH, \l/\

7N CH. !

0 \<T i NS
/=0 COOH
HO
(ZVI) (DII)

WS WIEB G S PHRF K. £ %, 11%.
LEMHT
5 HEMEC:56.04% H:533% N:875% S: 499%
SIEC. 56.15% H: 548% N: 865% S: 4.83%
% 345 14
9- ((2- (N-Z®#iE-S- (4-HEETHBA) FMHAR) CAK)

FA) BeZeh (NCX2135) 694 %
10

NN
/\/l\ > NHCOCH,
HN

} CH O(CH.)zo\/\/soo (CH,),ONO, (NCx2135)

HEHRAX (XVID &%, BOKY N- ToeFRAKR (X
CVIID)

@)
‘; N /\/COZH
\> HS 1
NHCOCH,
H.N \
z CH,0(CH,),0H
(XVII) (CVIII)
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a) N- LB -S- (4-RTHE) FHARKGAER
Be# 4-%TH& (5.1g, 30.6mmol) #= 1, 1'-# & —=kek (5.6lg,
34.6mmol) £ &A7 (50ml) T HBEFALAZRTHHSE 1 I . AER
EL#e s T A N- T F AR (Sg,30.6mmol) £ 4 LE 4 (50mg)
5 WN, N-=—FTEXPBMK (Sml) P8k . AHFTRE 24 IHE,
XA 1%HCI FEKE. AARAERAEKFRERL . FE R
AR LG R EL, AR LE/RF (7 :3) K, 5% N
- LB -S- (4-%TE) FHEAR.
b) N- LB -S~- (4-#BTE) ¥ ARG R
10 W] N- LB ~-S- (4-RTH8) FMRAERK (3g 9.6mmol) & LH
(70ml) BE&EF A HHKE (1.7g, 10mmol) - ARG EBELE
BT lhBiFHFEER 2 M. TRBRIHBRGLE, BERREEXAL. &
Ny A bdriELR G EEML, ALRTE/&F (7:3) AL
RERBN-CLB-S- (4-#BETH) FHEAR.
15 c) 9— ([ (2- (N-Z&®A-S- (4-#BLTH) ¥RLAsE)
&) FA) ERheoK
#& N- & -S- (4-#BLTHE) FHAK (2.8g, 9.6mmol)
Fo 1, 1 - A& = k¢ (1.55g, 9.6mmol) # @ &7k (50ml) Fe&E#,
EEETHBEL IS . RERSHAFEEF (2.16g, 9.6mmol) &3,
20 AERTERRE 6 PHE, REARLER, BHGERADA LK LEL
2, Ahkik. AN RARKM IR REEAETH. FHGRED
EBA LGSR, ALETEBAER. 52 9- ((2- (N-C
BE-S- (4-miBeTEAE) FHABR) ZAKX) TA) H8% . &,
9% -
25 SLESF.
L4 C: 3525% H: 395% N: 13.76% S: 47.05%
2945 C. 3538% H: 399% N: 13.84% S: 47.20%
% e8] 15
BE-3- (4- 5~-REA-2-2XXFR) -3-FAEXEK) -2-
30 A8 4- (FBL) TE (NCX 2212) #9# %
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CH, 0
[ I

0 OWO(CH2}40N02

N

(NCX2212)

LAk AKX (XVID & 5- /& KBE&. B a4k R FT4#8 (X DID .

| ? QMe
|

=
\//\OH W\COOH
(XVIII) (DII)

a) R-3- (4- (5-RTEABRELAE-2-2EAXFaL) -3-
FREARE) -2-"AHKR4- (HB) TERHLSK
ik i B Ll S PAARTRER, oLk B9FFKa) §
Bri®, 4 5- B EKmER T 6918 R KERY
10 b) R -3- (4- (5-RE-2-2AXF8) -3-FALAXK)
-2- R4 (HBL) TEBORSA
BERB O FHKe) THE, BARATREP N-RTAKERY
AZ A& 4EKMET, FERENLESY. FF . 28% -
LE>H
15 E®E C:. 56.49% H: 496% N: 630%
S C. 5655% H: 4.82% N: 645%
F #4016
6-EFh-5-£%-10- 2-84-5- (A-AHBTEELA) XRP5EL)
@it % (NCX 2163) &4 %
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‘ (NCX2163)
HO%‘»

X OCO(CH,),ONO,

EFathZ2X (XIX) 99HLEE, BORMARZL 2 5-—2AX 78

(X DIII)
5
H.C /CH:
CH, O N
/’\VJ\/’E\V/E‘\/OH I
HO A"
l I OH
I 0 1Ponl 1
ot O OH O 0
(XIX) (DIII)

a) 5- (4-BTHEARX) -2-REXTRG LK
AR TEAIHE 0CH 4- 2 TEBR (3g 16.17mmol) #w 7k
w (50ml) R FIRKENZTHE (4.5ml, 32.34mmol) F 2, 5- =%
10 AXFE& (24g 16.16mmol) - &£ 0CHFBEHTRE 4 i, RERE
RE BB HR LRI EBELE, FHAIRLA 1 $HC] F 3 Kk -
FEBmMmEANMEKFTFRZ. BHOKRADAEARERE Lo L4
£, MK FHE/FTE (95 :5) %A, 138 5- (4-2TEHBHAL) -2
- RAXTE.
15 b) 5- (4-HBETERAEL) -2-BEXTRGER
ARFETES- (4-BTEBAK) -2-2EXFTH (3g, 9.6mmol)

69



00808705. 9 oM P ZE64/891

6@ TH (150ml) B ¥ o N#8B4% (1.7g, 10mmol) . R &4t
m#EiR 7 . MEREBAROE, RERLER. BENERLAY
AEkaEEgEgL, R-RPR/FTE (95:5) B . AZHF X
FE 4hé)5- (A-ABETEBAR) -2-REXTER.

5 ) 6-FA-5-2K5-10 2-#%-5- 4-ABTEBRAEL)
AT BL) WILE AR

% 5- 4-HBTHAL) -2-2EXTHE (5g 16.4mmol) F

1, 1'- # A =kt (2.67g, 16.4mmol) # W F%kvh (T0ml) HEREZE
THAFE D I wXFEE (7.2g, 164mmol) - AZEBFRFET AL

10 12 8. REBAMNERBRERL, BAGOERRYMN LR LBLAE,
ALKk AMAARAEERMREKR, AZ2THR. BEGERADEZKE
Legamit, MLBRTBER. S8 6-TFPE-5-2%5-10 (2-
BE-5- (A-HEETEAL) XT8) WHE. % 19% .
TE S

15 M®#{EC: 5584% H: 440% N: 595%
S C: 5595% H: 455% N: 598%
4] 17
S5— ((3- 3-78aRLA-4- (4-#8) THBHALX) XEA-2-KT
mEE) A A) -1,2,3,4-@&"® (NCX2214) @94 &

20

OCO(CH,);ONC,
(NCX2214)

L athZ X (XX) 8 9-AAwE - =, B&arksy M (X DI
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h(',u.z OMe
M\ HO\\‘/‘\‘
i i |
\/\N//Q ~F N T COo0H
(%) (DII)

st S i B Eal 10 PR T BRER. ZF. 7%,

TEN |
5 3 EC: 64.13% H: 538% N: 834%

S C: 6428% H: 546% N: 847%

4] 18

(1S- (1o, 3c, 7B, 8P, (28%,45*%) 1) —-2,2- =V XA T# 1,2,3,7,8,

8-7& -3, 7-=2FA-8- (Wga-4- (2-8K-5- 4-H&HT
10 BAX) APBEAA (-6-ANK-2H-mH-2-%) CA) -1-%

A B (NCX2164) &%l &

(')<30(c;:—;2)*or~lc>2

Z
Q\/O
l

OH O\/YO

o (NCX2164)
0

e

HCT CHy: H cH,

HC'

e

B AL EAET (XXXD) » BHAHKRZ2 S-—2EXTR (X
15 DIIl) -
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COOH
HO \ N
T
(DIII)

AL SR ERG 16 FHLETEHAR. £ 13%.
AEXH .
5 E#®MC: 6350% H: 7.06% N: 2.01%
FHMEC: 63.68% H: 721% N:219%
F 4 19
S-FAE-2-[[[4-[N-[4- (#B) TEA-B-RAB) (L) -4
BBAK]-3, 5- 2P HE-2-akr R )F R AM] - 1H- XH%k
10  (NCX2062) &% &

\ N /P H3C O
0 N \ /) CH,
CH, N (HCX2062)

APHhgE 4-p2 AL ELE (X XII) . CEREBHBGNREELS
#1% (Acta Chem. Scand.) . 43 (6) 1989 % 549 - 568 WAT R @ L &
1s IR £42-4452; BHOMERZIIK (X CI)
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r\/;\: OHLC  OH NHCO(CH ) N,
! /! / S/ — KO :

O/\/\N . - ‘

] / - o

CHy N \ XN

(XXII) (cI) N—j
Aol B LG T PR TEEA, FE.25% .

LE D

5 ERC:S5197% H:496% N:1679% S: 478%
SHMEC: 51.81% H: 480% N: 1668% S: 4.92%
5 347 20
N-/E8-B-mA/ (L) - 44K 4~ (#&) T& (NCX 2073)

9 %) &
10
o)
\/“\ ‘
Cj)LNH(CHm ?jH
‘ N/ COZ(CH—‘LONoz
NN
N/
(NCX2073)
E P AR R (XXIN) 9Bk, B &ark ZALAK (X CD
0 z;JHCO(CHZ)ZNH7
oy e
N/ 0 \\N
Nt
(XXIII) (CI)
15 a) N- /B8 - - mAB (L) - ARKHE K

AR TEAHE 0CHME (2.5g, 20.5mmol) 8 @ K =k (40ml)
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ERTAhNL 1 - HA=K% (3.34g, 20.5mmol) . 10 245 @iE R
Fh (L) -BLBk (4.6g, 20.5mmol) » £ZZRTHMF 4 I 86. KRKE
BAMAERE, ARG TFTHRLE, RKA 1%HCI fokik . A4 A
REBAEK, BREARR. BEORFHAARELEE>E, ALK
5 B . B N-me-p- HAs (L) -4EAR8K.
b) N- /BB -p- mAS (L) - HAR4-ETEABOER
EHFETEON-BEe-p- mAB (L) - A&RBK (9.9g, 30.lmmol)
#m R ekhig ik (200ml) T A=K (23.7g, 90.3mmol) F=w &1k
#% (28.85g, 90.3mmol) - ¥ RERESHMAZRTRHHE 24 W . R
10 BEREER. R istrELe#dd, RETKR/TRE
B (1:1) RBL. FEN-WB-p-FAB- (L) -~ HAK4-ET
H B
) N- s -p-FAR (L) -HAMRK 4- BT HAEEGER
ARBTEN-Eet-p- RS (L) - EARK4-2T& (091g,
15 1.96mmol) # ZH (20ml) &% ¥ A &K%/ (0.66g, 3.92mmol) -
BRERSYBEATREMBER 4 B, REEBRBARGE, K5
BRERE. B KRADARKAELE L, AECTR/CKRTE
(1:1) AL. FEIN-HEB-B-RAB - (L) - HLAK4-HEBT
BE . % . 32%.
20 LEAH
M C. 49.50% H: 5.54% N: 1932%
2316 C: 4935% H: 528% N: 19.17%
%= 545 21
N-ZBA-S- 4-#sTomi) FHRam 1- ( (1-FETE)
5 AA) -3- (1-B&L) -2-mEEE (NCX2132) ¥ #H &

§

C,)/\/\}r;{/\CH._‘
0

‘ l
O~
r (NCX2132)
HN/\_/SL,O(CHZ):‘ONO2

|
cocH,
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Lrah# R (XXIV) 94 26K, BOyiliRZ N- ZRFMAR (X

CVIID .
i
cor
PN 2
o) N~ CH o~
I/K\H s HS “;mcogx—\z
7
NG (XXIV) (CVIII)
5 BTG 4 PR EAR . PR TS
LE D

BRI C: 56.04% H:621% N: 7.88% S: 5.98%
S C: 56.13% H: 635% N: 791% S: 6.04%
52 .47 22 |

10 2- (RTHEAL) -1- 4-$KX-3- (N-CLBE-S- (4-#&
TEA) FERRE) AXE) 08B (NCX2133) 9% &

/jcmwoz
7N
07 s @ OH . cH,
N CH,
NH CH,
H.coc” HO (NCx2133)

EPaih#X (XXV) b ThE, B 9798 Z N-CBFER (X
15 CV) :

OR . cH,
o \/N\*/CH:, H,C~_-CH3c0H
HS
CH, NHCOCH,
HO

(XXV) ’ (cv)
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WS ERELHG 14 PHAEF X, AN-CBFERAHE N-
CBE¥MABRERHANE. & 43%
PO S
M4 C: 53.01% H: 6.86% N: 7.76% S: 589%
5 S C.S3.19% H:680% N:766% S:572%
£ 3.4 23
7- 2-8%-3- 3-F&EA-5- 4-#EETERAL) XTE]
R-2-#®%E) B 5A (NCX2213) #9#l &

HiC— C /, OCO(CH,)ONO,
) l‘ /> 0

(NCX2213)

10
PR AgX (XXVD) e REEw#, Bk ZH#KE®R (X DID

OH
0
we. N//«/OH Qe
PYV, O
ZaN /‘\N
°- N F NP cooH
CH,
(XXVT) (DII)

A Bt O PRI RS EEMR. FE:22% .

15 L ESH .
W C: 51.31% H: 484% N: 12.52%

FIHMEC: 51.50% H:491% N: 12.68%
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2 544 24
N-CB-S- 2-LBEXRTPE) FHAK 4- (FHB) T8 (NCX 2138)
0 %] &

0
‘ “ i ] /\(COZ(CHZ)‘ONOz
NHCOCH
£Z~0COCH, :
(NCX2138)
5
EPARRLBADHE (X XXVID) » B a4k R N- LBFEMRAR
(X CVIID
O COH
I s Y
} \\i OH NHCOCH,
Z~0C0oCH,
(XXVII) (CVIII)
10 WAL MIE B LG 1 FTHREFHER mF . 36% -
T E 5.

B C: 48.85% H: 501% N:636% S: 724%
LU C. 48.75% H:502% N: 628% S: 7.12%
% 3.4 25

15 4- (3- B3-FPaEA-5- (4-#ABETHBAK) XEK) -2-AMH&
GR) -2-FA-N-2-%gA-2H-1, 2- RAE%R-3- Fok
-1,1- = f4e4h (NCX2215) 494 &

(i
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(NCX2215)

AEFarh 22X (XXVIID) #EFHBEE, BOAARZM#LR (X DID .

.0 OMe
) S,\ /CHB l

AN N\/N\ i ]
éH | E\;] L‘4%\¢¢A\COOH

O Z

(XXVIII) (DII)

AL ot B b O FAEFT EER. F 5. 18% .
LE G
B C:. 5511% H:447% N:860% S: 490%
SEE C: 55.18% H: 452% N:871% S: 4.98%
10 FE b 26
S- (2- ([ (2,6-=&%x%) &&4) X8t RX) FFEK4- (#EL)
THE (NCX2061) &% %

v

0:(Cry),0n0,
% ’ﬂf)if\NH:
« ” Cos CH:,
NH
a. |
NG

Q\/} (NCX2061)
=
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10

15

20

25

EFARAEX (XXIX) ORREBE4H, BOWAREFER (X CV) .

= ‘ COOH
NH V5 2COH
i HS |
CI\”/\.’/Cl NH,
[
(XXIX) (cv)

Lok B e 1l PHAEFTEER. F£:21% .
TE
®H{ C: 5072% H: 500% N:7.75% S:589% Cl: 13.02%
SSIE C: 5061% H: 489% N: 781% S: 6.01% Cl: 1321%
# 32 5 36,15
= 3.4
a2 EN

MG Bt— 10 AE 20g ARAKATREHLE 2%wiv BT AL
BEKEFRFPOLEMNELZRDALY. FNHLEESH.

ARG NE 14 K. BPARRA 100mgkg 97 EIE, wAH
MR BT FERK .
£ 3.4 Fl
K1 {88 N-ZADRBEERE (NEM) 9k AXEEY . HHA
KA oWk h by — R G ap ey B RSB R .

¥ (KR, §4200g) 2RAATEAT (FA10A) -
A) B4,

1o . &, ARSK (1swv AFAFHEKREFR ME.
oMk apedh Smikg, FEMHELHHAERLER)

2048 . 432 . #HAK +NEM,
B) &M & FHHHN .

140 . &3 . Hixk+ 34,

4. 432 HER+ HH + NEMo

FRBEMNAGHWeT (A D - HEA. AR, 5- AKX
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WEE - FEHTMA. 9-AEDOR V. BEHk. KEAWHE.

HERA ABRBPMLETAROMREE, 5S-REAKBEAEY
N (EWm) ®424H, 9-AAWE g REfa-d. KEAMPF UL
TARESH.

5 A1 F3HTAIALEREZ AR NEM 43265 3h 456 B 24 R
MG RFRAFZHNE. ZRAGTER 1 PRHGFHZH, S EAY
"o TRE . WA . RMARHRA .

AREREAY, HHEAAETEFEARER T NEM #1748
E, fl€A 25mgkg. — | HEXRALBRFRY B K FTHHH. 24

10 JINEFEZRDY, BEMNLEFAATARGORIAKE, N EHHE
PRI . RERMBRBOEESRAZAKR B G LEEF LA 100, &
EEHG B> RINEARTT. BARALMN TS NEM TR HHLE
AR BALMTEFIRG -

N4 (ANEMAR) RO AXRERRAATHNENETHEE

15 R HEA. ARE.5-ARAXKTER . MR FM. 9- AXWE
er . AR LEHHTUNRSRERLALY >4 .

RIBRD 1 FHGER, REEAFRENANBRENTHEL
K BA & 4
% 345 F2

20 RE2 (RoMRE) AEARERLLMOTAFREG-LEYHE

ATstF CIP ALY AL mBAmBEAT (DNAME) 649 % 45 A
KB TATHESGE, (R 1D . HEB. IRER. REET .

WTRE . RAE . MAOKTH. OB ER . BRI RAPLAH.

WMELRE . AFEA. FMEEE.S-REAKB®R . 9- A AW E TR

25 BT . B EL.

Y BB AR ik A & AR AR BK 6D R R tm PR, A A 6F ) B AR Bk AL 0.1%
TEORBEERAELEITCERS 74

5 A4 0.1%w/v R R &8 65 pH 7.4 8532 K& M 199(GIBCO . Grand
Island, NY) EZ%#mMk, AR WA 105 B+ 2% (10meg/ml) -

30 A %4 (50meg/ml) -~ MHF (2.4mcg/ml) . & &8t (230meg/ml) -
5% % (100 U/ml) -~ # % % (100mcg/ml) ## 48 & % B (0.125mcg/ml) -
£ 800 rpm TECKEEEZRTO@EIAREAFLAMAAGEEOL
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10

15

20

25

30

BRI AMR T-75 F. KW wmpREEwAF TERBREKA T
(100ng/ml) R —3 AKX F . SER@@EEA (bR aENGH
P ARG mE) HBARER—E&RSmBE (4 8,000,000 @
) o BERE, BEEAAFABREZOEEN. BapEF RS
B 24 ARG TY, —FEHHALTASRAEA 107 M G 4pe54a F
AA, AETHEE (90%) # 5%CO, TF 37CHylEEAARE .

EHYMRETALY, NBELLBZALE-FAIRY . EHEAF
Th AN FEIPREBZREN 05% . AEAHF O F —KREKRELY
trmp it A S (CIP) K. AABAREFNTHT VI
BN EBERER AN @R TR R mE,;, TEEAYRILTRNEE
ARG hmpbis k.

EABRRIA, Hhmpiik, £ 37CTRAARAENA pH 7.0
B 01 M BBLEIOEEER OB EMBE . BERENLNR
BWRAREN SmME CIP A3 ARFOEFRELR— ] .5RAHCIP

E%ﬁ%#m&,%z%ﬁm%+mpﬁﬁﬁ£¢Dmx%§%ﬁm
Tk, UFNmpHiep (mmAT) . DNA iR THE R —
& BX60 Olympus $#4% (Olympus Co., Roma) # 405-450nm &<
RETREXDESASTFABESZLLER TALBAT RN . &4
LR KEA S AEEHRNE . AA FAEK” t- BBPJITEHITEN
(p<0.01) -

BRHNAEZ I P, CARABEELR. IRER. RERT . VTEK
BN TH. ORER. BRI PALA . BEBKE. AFE
K. EE s . o-AAwE T LELL2RAAS R H @R T ;
BEHHARTATHERLAS .

WA, RRE.5-BAKDBRFERETIRH EBA . Bk,
MIERL 2G4 RE, BRALEHTERATHERLAG 4 .

% 5645 F3

KBH3 AN-ME-L-HAKRTHE (L-NAME) #HERAZERE .
AR ALY IAFR B S HHOFR IR (FHBH K
A£) B (GPT#HE. #R¥EAH) oad (AE) AIH

BB ERM R 2 E (J. Clin. Investigation) » 90, 278 - 281, 1992
A RERER.
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10

15

20

25

30

BEMESTHA L-NAME # X9t B B eI 4845 - B85
(GPT # &) #hBFAA BRI CETRE (Fak) , #HA L
BhEERT -

Kahdh (KK, THEE200g) HBTXAMETL. #F L-NAME
GG RS AELR KT GREN 400mg/ e ERLE 4 B . #HR
AT L4 (F48 10 Ashdp) -

A) SFEA.

1°48: £ AAEH (RTEAHFEEY 12wV KEFR, #T.
O MR Smikg, EFEBMBERRNGGERER)

2°4R . & . H4& +L-NAME,

B) Rad4hLEa.

3048 . ¥ . HBIK+ B4,

46 . 4. K&K+ HH+L-NAME.

R PERGEHEILRELR . MEE. OEXRRET . LEL4F
XEMINE . BEREHER-RBRA4A .

AR - ALES PO ERILEHRRE Y. bEHHFH
o fppim s RS . WA ERAABRAFREROBIN, BEHHA
HEHME R KA ZHE

A4 R TREETK, 24P HEFRTY .

AEFW—IHMNELE, hENEIZEAEZLEALBRELR
4+ 45 6935 = o

BHBORGETDRE 1 AR (L& FL) #40. FHiGR
dnEELrE0 R4 (GPTH &) £HL .

4o 2 ET L-NAME+ &4 + 4R 2 a4 (GPT |
&) RREHRGF/ A FTHE (REAS) STAARKLEAR.
F Sk + L EaASAEAR+L-NAME £24, NEHHFEXR
3., TR RHERLAMEY .

RBEEHNAAIVY . BHRG S 0BARE 1 F—HEMNZE . GPT%
e B % AU RBASE — At HHhdanaatE. ZEORE
F 3548 %4 1058 mmHg -

BEGERAY, IKRER. TEEFARRBTIRFRGAE
W (GPT fif B/ & T FThw L-NAME B & dp At A L -
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10

15

20

25

30

NAME 432 8¢9 3t B4R)

H, ZEHMTIAR KRB ERLA~H .

BB — X%, RERARRENASRTLATHERLANY
%

5 3 15) F4
R 4. —BHEAHE B B ARG R (FARALAGKX [ # 1D
st 7 DPPH /& 4 8 & A 6939 %1 1/ A

F ik ZATHEMA DPPH (2, 2- =% A -1-&Amadk) #
HF R B o R ad e —F ok &iX% (M. S. Nenseter ¥, #hhkH A
{5 A% s (Atherosler. Thromb.) » 15, 1338 -1344, 1995) -

S EREREN 100pM HRBEH Y FPEHER . KR 0.1 ml &XE
Py A Z & m® 1ml 0.1 M DPPH PEER T, ABMEEAKRR
A 15ml. FREERATRTHEANK 30 945, MLA 517m &
6B, 3% 54 FRE DPPH &5 F A0 b B R K JE 69 Bl o

R amirs b d AL ROGRT, KA GEFE, RATA
XA

(1-AJA,) %100

4 A fo A 99 &4 XK/ 4% + DPPH # A 4 DPPH # 5 9 & 4
B

R LR LG ARRERNMNERFTRRT 50%, MZALE
MEAeRE 4.

AV AETRAATYRGHNGESE . N- CHRERAR . FHRA
B . M. (L) —MBK. 2,5-—REAXTHK.

AV AW, N- LB FEMRAR . FHRAR. Mk . (L) - MK,
2, 5-—RAXTHRESKE 4, BAENT o DPPHH A 8 ak
w8 50% -

5 345 FS

e L-NAME (N"- & -L-#ABTE) ARYAL@BHER
THEAT, GRBGAEGHia, KEALEHORRERPTE
it %
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% M Edwards ¥ (52 % 2 % (J.Pathol.) , 134, 147 - 156, 1981)
R A U

Py EE 200g XA E 10 AHRILE. R RTBEY -4
29, B MBEALRAKEEGL-NAME (400mg/1) &E 2 A .
5 Ao BB XERE | SBRFTEA R EKRERTHEH. AEH

10mg/kg (Smlkg) -
A, T TRt Badsh, SA8¥MAH4H +L - NAME + & &
4 3F .
MR A T et B .
10 1ozt . &8, HE.
20t B 4n . 4. ;K +L-NAME.
SHIERGEHLT. XRBHRARE 4-#8k) TRFEERE
oty s ) B ER B (2464 26) » RAERREX - (4-HB)
TEREAA - [T#HEGME I8 (FhH] 25)  LBEAHEAE S N-T
15 B- (4-#m) TEBRYERARG S GHNKRE (FhH]24) .
SHALBAE, BUATHFE, EHWFTTIEEZRATERE
Eb:
B kiS4 20ml.
% —kiEH3XE: 10ml,
20 $—RiE4 6 XE: Fl# 10ml.
REBAYBRLEEROFR. BRAELGSHY o REAKRET
REETEATHRRLLIHZ—, — | HEAALER Cml ¥ 1%
BLERAKER) BRENANARSEDTY - EHAIFTRER 6
HERHYEL. KELESEHHAMNE, AEFNG@BRZH -
25 AEVIY, REFKRAFAREARALERA L-NAME fILE
Bapdp P ARG GapZiAdiat, G@pzEGmH % ,; BmiH
Bk YA ERE 1 AR (FHEA D) EN; BEXEFAWT— D

HE, A% —stBi (4%, &) e EAARE, AREEDY
+, P33 AE1E A4 10810 mmHg -
30 A2 VI A, AEBNHAPARLERREFESZGATR—F 1L

HEW, feb5sf4k, ENAINTHCaFTAL@BGORE (ok
MEm oy AL  MAELHRRTEERLETSEF ML
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% #4 F6
EF—GmpAcEhYy, RTHELXRAELE N- 8- (3
Br) TBLFRLABMA M KRR NRE (L0 3) . £R74E £
CEARLALSHENAELR, 8L AMMES (CIP) HL @b
5 RAT-HHPHER.
364 F7
ARG NG ELEYRAMEGRKEBLEYGE A TH
TR LM F5 6 MR K%, 2858 L-NAME 21 #4515
KRBT . RBGEHY, CNORBANEFERINAEL VII F. &
10 £#TR, 5AARGAALEG L AR, ARLALSHLES L
W BREEFRKFS.
5 4] 27
TR (S) -N-Z8B-S- ((1- (5- (2,5-=5&-5-&K-3
-k k) —3-FR-2-XrmA) TRAE) -4- ARTEA]
15 FRam (4-#8L) TE

Xx—0 /CH:‘o

L N/i N
A N IHCOCH,
A ) /\varﬁ\/kroc'

Edaik &KX (XXX ¢9553h%80, BEARE N- ZEBE¥M AR (X
CVIID)
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4 HS
NHCOCH,
(XXXT)
(CVIIT)
GREMBEREHRE 4 FHBF SR . #%25%.

TE
5 E®RMEC: 54.19% H: 520% N: 451% S. 5.17%
FHAEC: 5425% H: 522% N: 447% S: 5.15%
£ 345 28
TR (8S-17) -10 ( (3-8 4,2,3,6- ZBMA -a-L- %7 (4)
wemER) A -7,8,9,10- W4, 6,8, 11- ZBE-8-[[[3- F4&
10 &X-4- (4-#BTE) AR -2-RAKBEAX)PREAKR]-1-F
Ak -512-HwR

o  on 8 | \’ OCO(CH,),0NO,
O\\//A§§/’“\<4’A\IT/CFB

EPahAX (XXXID ¢9ME%. B&AkLM#EE (X DID
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(XXXIT) {DII)

GREYERE®B OFHBFTEER. FE 1LY .
LEDH
5 HHMC: 57.88% H: 498% N: 3.29%
RIMEC: 5791% H: 502% N: 3.27%
5 56.45] F8
FoaRERLm6 F1 (4 10 A54) . €1144# % NEM,
Ok 4T .
10 a. MR . & 1 Bw/iv R T AR EFEKEF R ARG HA,
b.b 4 (bhix) . FIARAZR E&4AEF 4 Smg/kg (0.014mmol/kg)
H KA +2.3mg/kg (0.014mmol/kg) N - Z 8t F Bt £, 8
c.c 4 (i) . FIRAALFR L&KFHARE WO 95/09831 F
A8 F ik A A E) 6.6mg/kg (0.014mmol/kg) K KA 4- (L) T8
15  +2.3mg/kg (0.014mmol/kg) N - L& ¥t A 5
d.d4. RHAER—&4A T4 8. 7mgkg (0.014mmolkg) 5 N- T
Bt - (4-#HBL) TBLFM AR A H XA ek as (KR Ep3) .
ZRINAXRVIL T, BAA Db M c 8 (ShERA) 2B RMA G
s d ARAGEARXALEN TR, AR DEHRGEAIBILFEKL (b
20 fR) M FERAL (c4) -
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5

o8 B %82/89m
£ 1

R 1 RAAF THHLANGZ X GHOBPREAELARA A NEM
2432 (R RE) WHYFHRATH. REELCHRIALE R
He S B fe g mHMERI T E .

1445 # € (mgkg) / BMmmEEtEY

%z X H NEM Fi NEM

LS 0 0
H xR 7.5/p.o. 0 100
B iRB 25/p.0. 0 80
5- R K&K 750/i.c. 0 60
M4 % 4 15/p.o. 0 90
9- R AW E 1/s.c. 0 100
RE A 30/s.c. 0 0
K& Ay 5 5% 0.5/s.c 0 0

po.= O, ic.= BMA;

sc.= X TF -
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2 1
KRB 2: EAEATHRAGELFGHOR AR
SMBET, YAK@RAd CIP FXG@mpER T
(DNA ¥ 3) 6939 #14F R
X 5 2R CIP &3 65t B,
ta fo, B T %
H R 95
5 # B 120
KT 110
T R 90
R %8 70
TS 4% F 4h 160
8 R %% 95
&% 5% 115
17 AR 4 A 80
IR Bk f 98
A F @R 94
ME %% 95
5- R A KR 74
9- A AW 90
AR AT 72
R R 90
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& I
RE2: AHARMARLAGMEGESFAT, xtd CIP
HRG R LA (DNA BFE) 649 % 4 M ik
o4 8%t F A CIP 4 %2
& 5§ 1B A% 6 b A
HRm (fhe) 95
HAREEN-LB- (4-HBk) 20
TBERARGHEAKE (AL
% 364) 3)
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vV
R 4. 7 EehS4 £ W4 DPPH % &
B o A 5 @6 0 R
.44 ¥4 DPPH A R B & %
il 0
N- LB F AR 100
F Bt 2 B 100
o7 4% B8 100
(L) - MLk 80
2,5- R EXTR 80
5% 100
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(PT4E) BHY WHBEWAW L

0 0Ll 5§ 0§ (W -v) -W2-Ng®makwn
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(ST I4BeE) 2R00"Y A B %E Lol

01 0Tt SL 01 FEeWL (Whr-v) X GHETUY

001 Syl 8L 01 (G2A) HEYX

(9T 43¢ ) 59 %Y W Go

0T ST1 0L 01 HELWL (W -Vv) GHWREEX

001 ST 89 01 (G A) WwEx
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£ VI
ol RARGALATED T RE
L -NAME & 28 X K69 § & £ HXB

. &4 # £ mg/kg BRALEY

1k ~ -
R BL 4R 20/p.o. 70

SR B ANDT A 20/p.o. 0
(& 34] 26)

i N2 100/p.o. 60
RIBREITAMY 100/p.o. 10
(%44 9)

[ S 4% 5 4h 100/p.o. 90
MEHFRITAEY 100/p.o. 20
(3% 10)
9- A AW ETE 10/s.c. 80
90— A AW R VAT 10/s.c. \ 20
&4 (&5 17)
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% VIII

ok NEM & &) B &t & M Xde (L2846 F8)

48 MEmgkg | BRAEE
p.o. %
*f B - -
baA—xtRBREH . HEA (A +N | 5(A)+2.3(B) 90

- LEBEFH AR (B)

c B3I RREW . HEM4- (FHB)|6.6(C)+2.3(B) 40
T (C) +N- ZEBE¥HRAK (B)

dBa—FHERAmEN-CTB - (4-#8) 8.7 10
T & F B R 8L 69 554X BR B
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