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o) o
QCONH —(CH2)p—O O = (CHz)s—NHCO @ (1)
HaC CH
HoOC "N 3 COOH

(X PHFTHENEEEYHEE)
AR B AR EG EERBRX (1) AFHERDEINGEX (1) AFH3HE54
15 hEFEMHey 1, 4 - —E4TEHARLHE.

HOOC HCo N

(XNFPHFTHEILEFENGHE)

20 HEHAK
o1, 4 - 2SR RS H ARG 3L fe S Le) 2 N B BB
EAMARHNLSHERL 4 B EAFFHERT, AL 2 FLEFMMAE, RE,
K.Tamazawa F EstiX L&A MFERRATHALERE, S L3 EHAES
B ALEGEER, KARFE, £4LHEFEF ( J Med Chem., Vol.29, 2504

25 (1986)) .
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R XALEFHREBTHESTIESES R, IWREAMRIE I i 42
AERE, BE, —BETRERAEATHRIES SO —FHFMHK, Ao
MEBE, ANSTRFERNGL, 4 - ZEREHAEAYHHETERFTHR.

EASREEERN 1, 4 - —ERRITEMG—BFE, CaA L ( 4R)
-1, 4-—EWMR_BBEBESPER, EEPEALFABLYG T E (A,
Ashimori et al., Chem. Pharm. Bull., Vol. 39, 108 (1991) .

YEhiZ (4R) -1, 4 - 8w -3, 5- _BREFBAHEF %, S
A BB E IS e F ik ( Chem. Pharm. Bull., Vol. 28, 2809 (1980)) . I 4mpk %
( Tetrahedron Letter, 32, 5805 (1991) 4= Charles J.Sih % ( Tetrahedron Letter, 32,
3465 (1991)) &85 #*.

A FEP By im THITFHA1, 4-—&wrE-3, 5-—H#e
B Rt AR AR, FRERNFHFTHENME, BATR—FHFMHERE, B, #
A F ok AR AR,

{oid BB H ke, BFEBBRO%E, LAEKANRTHTREE, A1,
4 - —HWRE -3, S -_HRBR_BENRVYRAFE, FEERABEN (R,
PE, —FEMA, —FEATRESF), LRERZAMWEE, REXESE R4,

A, TEFAEABRBER. TETRKOGRDOLERITFOLFEFRDR
BP (4R ) -1, 4- =&MW -3, 5-_H8HEmOHET %,

AR & - FF

AEPEAMBR ERFMBATTREANGHL, SREZNTRKERKGEY,
BRMEL S RAMAEDRBERSE (4R) -1, 4 -ZFw2-3, 5-_#%
BREESATE AT R, ABAERT AL,

PP, AEXURETELD, 4 - —HoRirEM.
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Y
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CONH~—(CHz)»—0 O—(CHg)y—NHCO (1)

HsC n CHj3

HOOC COOH

(4eedh (1) o9l ikl

BX () ATHAEEZRG 1, 4 - —fwaisdhTaTHEX (1)4
T 6 LA BEAT R A A BB 64 R ST AR K R ) &

VAR PAEBOBREY, THAETHRELE MFEE. R_7E. X
BN KIETLR G, BARTHRARBEE M EY., XEMA DG LAY TF s
FIl - 4 ®#. FI - 741 H#4. FI - 1007 G4 A - 914 4. T @Hitagxsk
B 69 7 S 4% 4L,

FI - 4 B4

BLAEHEBEREALLERAZLAGEARE *Uz’: MK 33 5% 04 it 4T
AHTREAE. FEALANSELBORSH I AR LR H 4 4, mw
Bate, EABRAABK. SLLNERARY, MATE, AHigée,

FI - 741 ##%

ELAERNARFREFRALERAFTRGOEHRELE, MERFYH
#AT, EHRERBE. SERTHREAFAOORAFRASARTFEARERETA.
SEITFARKE, FF, A, AR, TRBE, @BRBTE.

FI - 1007 4k

ALAERNEBRBRRALVAERGEHLE, MERFGIIT, L£H
ERETHUGBE. SARTANSETE T4 Lo Z T34 (#iE) B IS4
BT, oLETHEALRSR, BHEGIHE S, Tamla,

AL S4FIEA KA, 3t The General of Fungi Sporulating in Pure Culture

8



10

15

20

25

30

35

nnnnnn

(J.A.vonARX Z ( 1970))#47 TH#H %, &£ RE EFI - 4 AKX 4708 ( Alternaria
sp.) , FI - 741 AH#®K =305 ( botryodioplodia sp.} , FI - 1007 A#MFEE
( Paecilomyces ) .

A - 914 BH

ISP - 23 fh A LR EBENRENEE. MERKROHRT, B £
BEREFREHRE. R eE ALY HNBEEL. BAAFHHLR
LMY, AFRI, ALEAWL AAFHLLIRARZTHUAE RN S LT
F. SABTHAGTR. WEERSFEAL - —REAR-H. FAAAL -
FAEMEB. 5T 100ug/ml £HREE L&, A LHHEHNERM, 3t Bergey #)
Mannual of Systematic Bacteology Volume 4 # 47 T#%, SRXREE A - 914 4
Streptomyces viridosporus .

FI - 4 #1993 53 A IS ARAEIALLEABRLASGIF T LEAHR
B, #5354 FERMP - 13535. 5, 1993 5 6 A 14 B & AREA LMK
ey 1R, &K FH FERMBP - 4335,

b, FI - 741 @4k, FI - 1007 #hfe A - 914 H#45 % 4£ 1992 % 7 A 29
AFRBREDARAILEARASGIFILHKFELR, #K 5% FERM P -
13097. FERM P - 13096 # FERM P - 13098. 2 /&, /£ 1993 % 6 A 14 B 4
A AR A A ARAT A A SRR, R 5 551 5 FERM BP - 4333, FERM BP - 4332
#2 FERM BP - 4334,

FHr, THATARXAGHMEMGBEAG FLEEESREHRE ATCC11862 K5
Jo® & ( helminthosporium zonatame ) IFO6678 . X EMAMH B AEALRE
A EBP S (MEAEA) ABRIXH, ToHhiFs,

sERATHRALABMADYEREALR GRS, REITATARAFTOMRENSE
SR ECE i R

Blde, EHHE, REZLEBAYTH ARG, EAHERHT. LKEH,
THARDHE. R4E. BB MHFHEEL A8, LEBETHER, § IR,
MM F A, XEERERFEFOAIAMERATENO0I - 10EFT% £4.

A RR, FlieTiERARE. Rtk HBREFAEBEYE, § D84,
MR aFANELES, AF. BEF. AR, BREFORKBHFRLATILEIR
F.hY, EFSEE AMARTERAESER. RAGKRMTEFL0.1 - 10
FT%AE.

A FAEE, Hide, THRABKRY. HBRATHRBELSE S, iy, &
AN F e & Rt MBS, ABESFRABREELEE. L& RS0 0.001 - 1
EITUAHE.

WA AERTHELEESRAY, 720 - 40°C (FHF4£ 28 - 37°C) 4 pHS
-9 (&¥FAHpHS - 8), ETELEM T,

9
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ERBAMHREE ZESIHADRELEYEEAX (1) ATHLESHH AR
Mt IT., SHMAVHREBFTASOEEMAEMNERY PHBAR L,

VEA M e e, TARMKBIRGZMED K. BFRIERMITRE,

MAEMHREHZIHIEFRGEZBEDAR, BRhERPERBEELEY,
kA B ey B FOETRERLATER REFFRAK SAHFHEHN
e B, W, FE. TEHFALEIHAR FARRSH., BLhdB2Z2HE, B
Sf, BHRERABFBRORESG LA T OEZRROERED. TEHE. &
F T B8 K.

Hesh, AT AMIEEFBRAERE RS S, SibeiBeS Lk RELA M
4L 32 My 3t 4T B

THALTE, BHMAYEEFE LRSS, Hlde, F20 - 40 THHF 12 -
120 /B, @2bi3 3] 1ml F4 10° - 10 A ADG EHIT AR, BEERET
AmEBRAERPH RIS HIFBX (1) e4iddh, BREREH 05 -
Smg/ml, BFEAE2CRE 18 - 7248, K5, ¥pHAES, BilH. TLH#
LB, LEATHE. TEHFEANENFRR, HFL0LREFRETHE, Rigk
FFETHIAGFHPLFERGEX (1) ke,

B, THTFHARAHEHLAG TOREEORLESERP - 6 (HAXF
HEHAX AT )F. EABREARLYE, BF, FRALASHIPEX (1)
IS HIERAEREZPHS - 10898 R P, HRELKREA T - 100mg/ml, K5
BRBEBRLY, T25-40CRHFRE. B4, S5EAREMHREFTR L
Fldt, FAAMEMNRI, #FEaBREREd#E, REAFFETHEIHAY
AR EX (1) s,

(ki 89 164 )

ARBX (1) ARG, AEEBGREY, TiAHFEX (1)
AFERNG 1, 4 -ZFE2imrEde). @K (1) ATkt omes L
W) F 6,35

(1)1, 4-=—&-2, 6-=—FH-4- (3-#EFAE)Hwm-3, 5
- EBR-(2- (2-#AFXPEE) R4 T 8

(2) 1, 4-=28-2, 6 -_FHh-4- (2-8FXLE)wmw-3, 5-
ZHB(2- (2 -BEXTEAEL) 4T B

(3) 1, 4-=FK-2, 6-=F£-4- (3-FKFEA)mrwr-3, 5-
ZHEB- (2- (2-#EAXTFHE) S48

(4) 1, 4-=&-2, 6-_Fk-4- (2, 3-_8FELwm=w- 3,
S5-ZfEo (2~ (2-#EXF@mA) 4 0) &

(5) 1, 4-=2&-2, 6-=Fk-4- (2-8FE%)wx-3, 5-
ZHEMo(2- (2-#AFXPBE) A4 2 &

10
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(6) 1, 4-=&8-2, 6-=_FA-4- (3-REHL)mtww-3, 5-
ZHEEB- (2 - (2-#EFPHRLE) EX2T) &

(7)1, 4-=&-2, 6-=—FX-4-(3-FAEXE)HE-3, 5
- s (2 - (2-HBAXTERE) RAT) B

(8) 1, 4-=FK-2, 6 -_FH&K-4- (2-HMEAEXE)W®=-3, 5
- R (2 - (2-#AFEFEEA) KA T 8

(9) 1, 4-=&-2, 6-=—Fh-4- (3-mEEE)mx-3, 5
- HEB (2 - (2-HAXPERA) EXAR) B

(10) 1, 4-=&-2, 6 - =—F&-4- (3 -AEXE ME-3, 5
- AR (2 -BRAXTBRAAAYT) B

BX () ATHRRGAFERG 1, 4 - AR THHERG LA TF 6
3

(11) (4RI -1, 4-=FK-2, 6 -_FH-3-02- (2-%2%
WERE) RACE) BREEA-4- (3 -mAFEL) wbez- 5 - H8

(12) (4R) -1, 4-=—§ -2, 6 -—FH-3-(2- (2-#FA%
WEEA) AACZEIEEA-4- (2, 3-—REL) mrE- 5 - %

(13) (4R) -1, 4-=8K-2, 6 -=—_FH-3-02- (2-%A%
wEEL) AACE) EBE -4 - (3 -REL) wrE- 5 - %8

(14) (4R) -1, 4- & -2, 6 -_Wixk-3-02- (2-#%#4%
wEEk) AACAYBEEA-4- (3 -FAEL) wwm- 5 -%8

(15) (4R -1, 4-ZH -2, 6 -~ =_F£-3-03- (2-#4%
wEth) RARA) BHA-4- (3 -EXEE) wbvg - 5 - 8

(16) (4R) -1, 4-ZFK -2, 6 - Wi -3-((2-HALx98
A) BAFTR) AHE -4 - (3 -sARE) -5 - HEE,

Tk k7 R 69 ST ARk

B (1) A7 1, 4 - —EWweimshfbRidX (I) 27841, 4
- SERATE AR CN e T @R BT T, 5O B AR s AR KRR
WA FHM 1, 4 - AW -3, 5 - —HKB Bk, LEKTHERR
MEMEEADERTAE, EAHBIERAREDI B LR D R 2ERY
1, 4 - ST ENETORMEIRIA R,

s, X (1) AT 1,4 - —EWRTATEDTRAELEEX (11) 4 EH.

B, BEABX (1) QREWA R oG LB R &R AT E 698 X
(II) RFHMBARLFFNRG 1, 4 - SR TITAW TR S 4 o M &5
T EFATG AT ENARALEERG 1, 4 - Z K /T L a4
P ] Ak

11
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gp, FREX (1) FBX () AFHHRLEDTETRAEF 4 ( 4R)
- (2-m\EBad) A (3 -AERX) AE-1, 4-Z8-2, 6 -7
E-4- (3 -AAEERAIWE-3, 5- —HHBB(IABFLE 112954,
E#&3430ZF 11 - 2. EE 5 £ 245, 8 AFH 0 F 23R 1990 F % 223580
£). (4S) -2, 6 - Wi - (3 -MEAXHE) -1, 4-_FHww- 3,
5- =8 (38)-3- (1-FH -3 - wbeldx )8 T (J Med Chem.,29,2504
(1988)) #= (4S) -2, 6 - =Fh- (3 -mAEXE) -1, 4 - =& -
3, 5-Z8583-{2-(4- (4-ZFKFE-3-%%EX) £X) L}8k-F
8% ( Chem. Pharm. Bull.,39,108 (1991)) &9 #|i& % 4k, A A H#{EREX.

E R K RAET X

TaBEALEH. EAAPREFHALPRLN, EALPARE TR FHR
#. ZABANKLE, ETEHAFP, %EAFEF%. o, RAH TLCEARAR
g ( Merck 4> 8] £ = &5 Art5715 ) .

HEH1: 1, 4-ZF-2, 6-—Fh-4- (3-HEAEL) abvg - 3,
5-—#8 - (2-LBRARAT) BAHHE
NO,

o o)
H3CCONH— (CHy), —O O— (CHz),—NHCOCH;,
HyC” ™ N CHs

AN - LB A LB 25g £ MBS 100m] P 4R P A = LK 0.34ml,
ERE IR 18.7ml . AMRA B E RS, MAKEAK 8.1ml Foid) A K TRt
183g, T 80 CysmisPhmiisits 17 Ind. RERLEN, BHERTLELESR
T 700g s fa e BATAE L, AP E-BE ( 2: 1) RAENHRET &G ATHA,
33 B eyiLbe-4 24g.

'H-NMR (CDClL;): & 8.23 (1H,t,J=2Hz), 8.00 (1H,td,J=1Hz,2Hz,8Hz), 7.70(1H,
td,J=1Hz,2Hz,8Hz) , 7.40(1H,tJ=8Hz), 6.85 (2H,tJ=6Hz), 6.67(1H,s),
5.11(1H,s), 4.20(2H,m), 3.95(2H,m), 3.60(2H,m), 3.48(2H,m), 2.36(6H.s),
1.98(6H,s).

FAB-MS(m/z) : 489(M+H)"

HEBI2: 1, 4-ZH8 -2, 6 -=FHh-4- (3-mMEEL) ww- 3,
5-—#E= (2-RAT) BEHHlE

12



10

15

20

25

HoN— (CHp), —O O—(CHg)o— NH;
HaG” ™y~ CHy

Frd AL 1HEN1, 4-Z5-2, 6 -—Fk-4- (3-mAxRL)
e - 3, 5 - B (2 - BAXT) B 100mg BFAEWEkSH Iml Fo
IN %8 Iml ¥ RSEH T, £60CTHEEPRRIEH 418, BRAERSH T
AR 20ml, REKREDERSE, WATBKRTE 20ml, #AT45R. k4
N IN LMK ER, AEpHI0OE, FRLBTE 100ml 9%, R, #Hix
HAARKEE, MAKEBMT R, KERXAEZEN, FHAFALESH 32mg.
TLC: Rf0.18 ( TH#: Z#: K=4: 1: 2)

'H-NMR(D,O-DCl): & 8.17(1H,s), 8.10(1H,d,J=8Hz), 7.80(1H,d,J=8Hz),
7.56(1H,t,J=8Hz), 5.07(1H,s), 4.5-4.2(4H,m), 3.36(4H,br), 2.36(6H,s).
FAB-MS(m/z) : 405(M-+H)" H o X /&

AEH 3 1, 4-F-2, 6-=—Fk-4- (3-mEFEL) sw- 3,
S-—sEms (2 -RTAEERLD) BaHHE

Bu'OCONH—(CHy), =0~ O —(CHz)2—NHCOOBuU!

HyC”N” CHy

A2 -BRTAREARATLE 1.875g fwhishh 8ml PHERPAZLE
0.16ml, FH@FmAHEE 0.99ml, TR THHF 3 I8, BRERER LREY, WA
RUBLE?2 - BRTERFAEA CEERAE LR 10ml P, HimA e 280mg,
EASCHHE2 I, BEARERSDEFERLERS, FHAMRLBRLERERFD - &
ACEBEGRASWERE IR 10ml P, A FHEERX TR 879mg, /£ 80 C
e A 18 B, RBRERESY, WAHRREMKRELE T AR 500ml & &
ik, AFTE-BERRASEHN (RSB 20: 1) ARFELHITHAL, 133
ARREAL A 2.23g (13463 % ) .

TLC: Rf0.21 (9¥F: /A8=5: 1)

'H-NMR (CDCl;): & 8.11(1H,s), 8.02(1H,d,J=8Hz), 7.67(1H,d,J=8Hz),
7.42(1H,t,J=8Hz), 5.96(1H,br), 5.08(1H,s), 4.65(2H,br), 4.10(4H,m), 3.5-
3.2(4H,m), 2.37(6H,s), 1.42(18H,s).
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HSEH 4 1, 4-ZH- 2, 6—:_\?%—4— (3 - AEREE) wbe - 3,

5 -——HEmo (2-842) B Hnddaie
NO,

O O @ E-)

GCIH?N—(CHz)z-O O— (CHzlp—NHCI

HaC u CH3

BhAEFHIHNEH], 4 -—HK-2, 6 -=FHK-4- (3 -mHEXE)
ez - 3, 5 - M (2 -RTEAHKEEKLAZT) & 1.996g EMH A R4F 10ml
B, feAfE-TEREE (2N ) 13ml, /2 40 Chm i 4 D af. JEEAE R
KiEd, MO 20ml ek, T FEXEHLARAGRBLEY 1.49g.
TLC: Rf 0.18 (THE: Z&: Kk=4: 1: 2)

'H-NMR(D,0) : & 8.17(1H,s) , 8.10(1H,d,J=8Hz) ,  7.80(1H,d,J=8Hz) ,
7.56(1H,t,J=8Hz), 5.07(1H,s), 4.5-4.2(4H,m), 3.36(4H,br), 2.36(6H,s).
FAB-MS(m/z) | 405(M+H)" Hk & R

5EHS: 1, 4-Z£K-2, 6-=FHE-4- (3-KFEL)me-3, 5
- A A= (2 -RTEARARKAL) BEOHE
Cl

0 (o}
ButOCONH— (CH,)»—O O—(CHy)2—NHCOOBuU!
HaC n CHy

i RAEH IEMHG T EHANLBRIHE2 - RTAZASAATE 1.00g 4
IR TR Sml P, A4 137mg, &£ SO CHH 2.5 DEE, A3 -
AEFE 0254ml, WwHEA 3 D, REAFEMN, ¥ ERETEELELRT
FERE 100g 89 B L, UFPR-ARRAEN (RE&KA6: 1) HEFEGR
iTehil, 7FF|AFMILA 1.00g (F583 %)

TLC: Rf 035 (¥%: RHEA=4: 1)

'"H-NMR(CDCl;): & 7.3-7.1(4H,m), 5.79(1H,s), 4.93(1H,bs), 4.58(2H,bs),
4.2-4.0(4H,m), 3.5-3.3(4H,m), 2.35(6H,s), 1.43(18H,s).

FAB-MS(m/z) : 594(M+H)" m-#if ¥R &

IR(KBr) : 3339, 2978, 1692, 1493, 1273, 1213, 1171, 1117cm’

2EFG6: 1, 4-Z8-2, 6-=FH-4- (3 -KFEX) -3, 5

14



- —gE o (2 -&RAZ) B e
Ci

0 o

ecm,&ra— (CHp),—O O—(CHy)2 —9H;CI
HaC u CHjy

BaAEH SHBH1, 4-Z4-2, 6-_FA-4- (3-RKFEL)n
-3, S5-_#%m— (2 -RTEAEARAT) B 492mg E % /£ THF4ml ¥,
5 Ao AR EB Iml, £ 50 CHRF 2.5 8. REEXEN, BEARRET AT
2ml, /£ 0 CHH 10 947, ik, AL TEERE, T§ FAFHANLEY 139mg
(713£36%) .
TLC: Rf 047 (THE: CTHE: K=4: 1: 1)
'H-NMR(D,0): & 7.39(1H,s), 7.35-7.25(3H,m), 4.92(1H,s), 4.42-4.27(4H,m),
3.35-3.25(4H,m), 2.33(6H,s).
10 FAB-MS(m/z) : 394(M+H)" +HhERK
IR(KBr) . 3246, 2975, 1688, 1483, 1273, 1213, 1115, 1100cm™

FEH T 1, 4-ZK-2, 6-=Fh-4- (2-KEE) wE-3, 5
- —HE#T (2 -RTAKAKADT) BeyHlis

o 5C!
Bu'OCONH— (CHz), —O O— (CHy);—NHCOOBU!
HyC” "N "CH,

15 |
A2 - REFTE0.253m], BEAFH SEAMGFTERE, &=, Hiik, &

B AR AL 965mg (3 E 80 % ) .
TLC: Rf 037 (¥¥X: HEF=4: 1)
'H-NMR(CDCl;): & 7.43-7.39(1H,m), 7.31-7.23(1H,m), 7.21-7.16(1H,m),
7.11-7.06(1H,m), 5.81(1H,bs), 5.34(1H,s), 4.64(2H,bs), 4.15-4.03(4H,m),
20 3.4-3.2(4H,m), 2.32(6H,s), 1.44(18H.s).

FAB-MS(m/z) : 594(M+H)" m - A F B A&

IR(KBr) : 3347, 2978, 1696, 1497, 1273, 1209, 1171, 1115cm’

HEHZ: 1, 4-=&-2, 6-=_Fh-4- (2-8FHE)H®wE-3, 5
25 - EmE= (2 -fAT) B-—HEtegit
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ecu-l, — (CHz),—0 O—(CHy)2 —%H;CI

HyC” "N CH,

RARAER THAEGL, 4-Z&-2, 6 -=FE-4- (2-KFEX)
e - 3, S-—HEBS (2-BRTEBAELT) B 673mg, #E55E4 6F
Mg FER ., R, ik, FEFMLE W 426mg (fFF 81 %) .

TLC: Rf 0.45 ( T8: Z&: Kk=4: 1: 1)

'TH-NMR(D,0): & 7.59-7.56(1H,m), 7.43-7.39(1H,m), 7.35-7.30(1H,m), 7.26-
7.20(1H,m), 5.34(1H,s), 4.4-4.2(4H,m), 3.40-3.25(4H,m), 2.32(6H.s).
FAB-MS(m/z) : 394(M+H)" H#a &R

IR(KBr) . 3434, 2978, 1698, 1493, 1273, 1209, 1113cm™

HAEH9: 1, 4-ZFH-2, 6-=Fh-4- (2, 3-=LFL)w=&-
3, 5-—HEm= (2 -RTAKRELALAD) BeHE
cl

o] G

Bu'OCONH— (CHz)> ~0 O—(CHy)—NHCOOBuU'
HsC u CHa

B2, 3 -ZHEFEIN2mg, BEAFH SEHGTERE., LB, K
i, 1B AR A 964mg (FET5 %) .
TLC: Rf 043 (9%: &8=3: 1)
'"H-NMR(CDCl;): 8 7.35-7.25(2H,m), 7.15-7.09(1H,m), 5.83(1H,bs), 5.42(1H,s),
4.66(2H,bs), 4.15-4.05(4H,m), 3.45-3.25(4H,m), 2.32(6H,s), 1.43(18H,s).
FAB-MS(m/z) | 628(M+H)" m - & F AR
IR(KBr) . 3349, 2978, 1696, 1497, 1275, 1211, 1171, 1115cm™

HEHF10: 1, 4-—K-2, 6-=Fk-4- (2, 3-=fFEL)n"E-
3, 5B (2-AAT) B-—HEEesg

16
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ecmg— (CHz)p —O O—(CHa)o —%Hacl

HsC” "N CHs

R mAEF OHFHL, 4-—H -2, 6-=FE-4- (2, 3-=4£
(A IMW -3, 5-HHB= (2 -RTAKLARAL) & 455mg, &5 LF
B 6 AT ERE, &mE, i, FEAFENESY 223mg (FH£61 %) .,
TLC: Rf 0.45 (T&: CB: K=4: 1: 1)

'H.NMR(D,0): & 7.54-7.48(1H,m), 7.46-7.41(1H,m),  7.29-7.24(1H,m),
5.42(1H,s), 4.41-4.22(4H,m), 3.38-3.24(4H,m), 2.31(6H.s).

FAB-MS(nv/z) : 428(M+H)™ H ik AR

IR(KBr) : 3432, 2975, 1690, 1489, 1277, 1211, 1il3em’

HEH I 1, 4-ZF-2, 6 -=Fh-4- (3 - EEE) sk~ 3,
5 -—#E (2 -RTEABEEARAT) EFE

CN
o o
Bu'OCONH—(CH,); =0 O—(CHp,—NHCOOBU'
HaC H CHj

#BAEH3 - RAR T 300me, HLE5LAEH SAHGTERE. A, &L,
BE M-S 900mg (FET6 %) .
TLC: Rf 036 (¥*: ##=4: 1)
'H-NMR(CDCl,): & 7.60-7.55(2H,m), 7.45(1H.d,J=7.7Hz), 7.35(1H,t,J=7.7Hz),
5.91(1H,bs), 5.00(1H,s), 4.62(2H,bs), 4.15-4.05(4H,m), 3.43-3.25(4H,m),
2.36(6H,s), 1.44(18H,s). '
FAB-MS(m/z) : 585(M+H)" m - A{ A FEEA R
IR(KBr) : 3368, 2978, 2230, 1692, 1491, 1213, 1171, 1119cm’

AEH12: 1, 4-ZH-2, 6 -—FH£-4- (3 -fKEEE)ww- 3,
S5-—#EMm= (2-A42) B _Audasle
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ClH3N—(CHg), =0 O— (CHz),—NH,CI

HsC” N~ ~CHs

R mAES 11 HFH]1, 4-—F-2, 6 -—_FX-4- (3-RAEX
Ay -3, 5-HRBR-(2-RTAEARAT) & 422mg, B 5 LEH
6EMM TR L., LE, 4, F3 ML 20lmg (FE61 %) .

TLC: Rf 043 (7T&: ZB: K=4: 1: 1)

'"H-NMR(D,0): & 7.74-7.68(2H,m), 7.61(1H,d,J=7.7Hz), 7.49(1H,t,J=7.7Hz),
4.99(1H,s), 4.44-4.28(4H,m), 3.36-3.30(4H,m), 2.35(6H.s).

FAB-MS(m/z) : 385(M+H)" AR

IR(KBr) : 3434, 3013, 2228, 1711, 1495, 1273, 1209, 1113, 1092cm’

AEFL13: 1, 4-ZF-2, 6 -=FK-4- (2-EAFRE)ww- 3,
S5-—#8— (2 -RTAZELAALT) saih

NO
o) o 2

BulOCONH=—(CHy), = O O—(CHp);—NHCOOBuU'
HaC” " N™ "CHy

R 2 - AR TR 339mg, #HEAEH 5 FEGTER L, &A®E, L4,
RRIFAEY T79mg (FE63 %) .
TLC: Rf 026 (9¥x: ABE=4: 1)
'"H-NMR(CDCl): & 7.71(1H,d,J=7.7Hz), 7.53-7.46(2H,m), 7.31-7.26(1H,m),
5.94(1H,bs), 5.81(1H,s), 4.83(2H,bs), 4.23-3.96(4H,m), 3.35-3.25(4H,m),
2.34(6H,s), 1.43(18H.,s).
FAB-MS(m/z) : 605(M+H)" m - A A F 8L F
IR(KBr) : 3391, 2978, 1698, 1532, 1497, 1213, 1171, 1115c¢m’

AEF14: 1, 4-=F-2, 6-=Fk-4- (2 -BEEL sk~ 3,
5-Z#HBM= (2-RA4AT) B-—deiahd

18
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©o_ o ®
ClHsN— (CHz)z —O O— (CHz)2— NH,Cl

HaC” N7 ~CHy

ERUAZE 134581, 4-—8-2, 6 -=_FH-4- (2-mMEX
E)wmrz -3, 5 -HKEB- (2-RBRTAEAEKAT) 8 418mg, &5 LF4H)
6 Bl F kR ., &M, #ib, FHIFHELEGY 27Img (FE82 %) .,
sfs TLC: Rf 0.40 (THE: TE: K=4: 1: 1)

'"H-NMR(D,O): & 7.83-7.80(1H,m),  7.70-7.62(2H,m),  7.46-7.40(1H,m),
5.65(1H,s), 4.43-4.16(4H,m), 3.32-3.27(4H,m), 2.32(6H,s).

FAB-MS(m/z) : 405(M+H)" HwA K

IR(KBr) : 3432, 1696, 1524, 1489, 1209, 1llicm’

HEF 15 1, 4-ZH-2, 6 -=FHKR-4- (3 -mHEXE ) ww- 3,

5 - (2 -ARE_PERAAT) BEaH L
NO,
o ) 0 Q.
SILE S danp oS
0 HsC u CHj3 (o]

20 -AARE_TEBREALAZE 1.0g AwWEA %k 2ml PHERPIRAZLE
0.036ml , i Ao UM B 0.45m] £ w9 &7k H 0.5ml P ahigi&k, F 55 CH 1 )6,
RERBEERASY, ¥R LBRUEEALERES 95 % LB KER 2ml
B MmABEEL4%E 200mg, 42 40 CHIF 2 . BEZARRASM T RAFEE
X WEE 480mg . A HEL 80mg A=K Iml, & 90 CTHydis PR =ik 4 DEF. K
BR FLRAY, WK SEMAETLRLE S0ml P, Kiks, BLKEEKMAT
BAMAE., FiZANARERGE, FEAREEEELET AR 50ml 6 &
AL, MEE-HRARSEN (RAWAHS: 1) AERFEsustirdi, F3F4
44 1.02g.

TLC: Rf 025 (9%: Z#Z#E=2: 1)

'H-.NMR(CDCl;) : & 8.04(1H,s) , 7.80(4H,m) , 7.8-7.7(5H,m) ,
7.55(1H,d,J=7.7Hz), 7.08(1H,t,J=7.7Hz), 5.89(1H,br), 4.96(1H,s), 4.33-
422(4H,m), 4.06-3.99(2H,m), 3.90-3.84(2H,m), 2.31(6H,s).

FAB-MS(m/z) . 665(M+H)" m - A FEEARK
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b8 233 - 236 C

1 1, 4-—FK-2, 6 -=—FHh-4- (3 -mEAFXE) ®E- 3,
5 -—HE o (2- (2-BAXPHE) £XT)] a4l

NO;
o) o
CONH—(CHz)~0 ™™ O—(CHz)o—NHCO
COOH HaC™ "N "CHa COOH

¥ 1, 4-—5-2, 6-—FHk-4- (3-mEXREX)g-3, 5-
CHEEBo (2 AR _WERAAT) B 1.0g KB AR 20ml F, I 20 % KL
K 20ml, H#F 50 ~ 60 Chn#h i 3 I oy, R B RAE W T A K 20ml,
BERFREE, WMATLBKTE20ml, #745%. EKIA PN IN EBKER
50ml, A% pH2 &, M LBTE 100ml &, RI. KEANAS, ALK
BEAN TR, BRAEZZEN, FI4FMAE 4 980mg.

'H-NMR(CD;OD) : & 8.13(1H,tJ=2.2Hz) |, 7.92(2H,d,J=7.7Hz)
7.87(1H,d,J=7.7Hz) 7.71(14,d,J=7.7Hz) 7.57-7.48(4H,m)
7.33(2H,d,J=7.7Hz), 7.28(1H,t,J=8.1Hz), 5.15(1H,s), 4.25-4.19(2H,m), 4.16-
4.11(2H,m), 3.64-3.57(2H,m), 3.50-3.43(2H,m), 2.34(6H,s).

FAB-MS(m/z) : 699(M - H)™ m - AAFTEARK

e 136 - 139 C

HEHL16: 1, 4 - 8- 2, 6 - —FHh-4- (2-FEL)MHT-3, 5
- ZHBI (2 -MEFTRALL) BeaE

o Cl 0

o (o]
oo o—on )
HaC CHs

o N o

B2 - REFR 608meg, ¥E55EH 1SRAMGFERRE, LB, #ik, 17
Bl AR AL AW 1.62g.

TLC: Rf 021 (¥#%: ZEBTHE=2: 1)
'H-NMR(CDCl,): & 7.81(4H,dd,J=5.5Hz, 3.3Hz), 7.71(4H,dd,J=5.5Hz, 3.3Hz),
730(1H,d,J=7.7Hz) ,  6.99-6.95(1H,m) ,  6.72-6.69(2H,m), 5.61(1H,s) ,

5.11(1H,s),  4.27-421QH,m), 4.18-4.122H.m), 3.96-3.86(2H,m), 3.84-

20
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3.77(2H,m), 2.28(6H,s).
FAB-MS(m/z) . 654(M+H)" m - AT ELAR

FHaH2: 1, 4-ZFK-2, 6-ZFhA-4- (2-REE) ®E-3, 5
-ZHEm= (2- (2-#EAFETFHE) RAT) BeHle

o) o
CONH—(CHg)z —0 ) O —(CHy);—NHC
COOH HC™ N° CHs COOH

R BAE 1644381, 4-—8-2, 6 -_FEk-4-(2-8/%X
Eowbrr - 3, 5 -ZHB= (2 -4X_FBEKAZL) B 500mg, b £HEH
| Bl TR, &8, ik, FHFMILEY 338mg.

'H-.NMR(CD;OD3): & 7.93(2H,d,J=7.7Hz), 7.60-7.50(4H,m),7.40(1H,d,J=8.1Hz),

7.36(2H,d,J=7.7Hz), 7.06(2H,t,J=8.1Hz), 6.92(1H,t,J=8.1Hz), 5.41(1H,s). 4.23-
4.18(2H,m), 4.15-4.102H,m), 3.62-3.56(2H,m), 3.53-3.47(2H,m), 2.28(6H.s).
FAB-MS(m/z) : 688(M-H) m - A& FBAR

£ZEH17: 1, 4-Z8-2, 6-ZFh-4- (3-REL)RR-3, 5
- S HBT (2 -AMETRALLT) BOHE
Cl
0 o o 0
C-em—y o_(CHz,z_N");Q
o] Hac u CH; o

®A3 - RETE608mg, HL5ALH 1S AHGFEAM. LB, sit, &
AR 64 1.85g.
TLC: Rf 021 (9% nZBZE=2: 1)
'H-NMR(CDCLy): & 7.83(4H,dd,J=5.5Hz, 3.3Hz), 7.71(4H,dd,J=5.5Hz, 3.3Hz),
7.12(1H,s), 7.06-7.03(1H,m), 6.82-6.81(2H,m), 5.63(1H,s), 4.84(1H,s), 4.35-
4.30(2H,m), 4.26-4.20(2H,m), 4.05-3.98(2H,m), 3.92-3.86(2H.m), 2.29(6H.s).
FAB-MS(m/z) : 654(M+H)" m - A ¥aL %

\

FHH3: 1, 4-ZH-2, 6-ZFA-4- (3-REE) mR-3, 5
SZHABRI (2- (2-BEAFTFEBE) X)) Beh4E
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CONH=—(CHg)z —0 O—(CHz)s—NHC
COOH HC™ N ©CHs COOH

ERARAER1THFNH 1, 4 -8 -2, 6 - —FHk-4- (3 -K%X
E)ywkwr - 3, S-ZHBM= (2 -FEX_FEBREAKT) B 500mg, L Lhe
| MM F AL, &E, i, F34FH0E84 399mg.

'H-NMR(CD;0D): & 7.94-7.91(2H,m), 7.58-7.49(4H,m), 7.35-7.33(2H,m),
7.23-7.19(2H,m) ,  7.03-6.952H,m) , S5.02(1H,s), 4.25-4.14(4H,m), 3.63-
3.58(2H,m), 3.52-3.47(2H,m), 2.29(6H,s).

FAB-MS(m/z) : 688(M - H)' m - MAFEHLR

AAEHF18: 1, 4 -=&F -2, 6 -—FH-4- (2, 3-_fF¥xL )k -
3, 5-_#B- (2-FE_FH{|LAL) EhH

Ci
] ci o)
(J:‘lN—(cuaz—o o—(CHz)z—N)’:O
o HyC7 N7 CHy o

M2, 3-ZR EFTRI3mg, BELLH ISAHNOFTERE., &8, 4
&, #FE|AFAMLEH 1.04g.
TLC: Rf 021 (¥¥: Z#HTBE=2: 1)
'H-NMR(CDCl;): & 7.80(4H,dd,J=5.5Hz, 3.3Hz), 7.71(4H,dd,J=5.5Hz, 3.3Hz),
7.26-7.25(1H,m) 7.23(1H,d,J=2.2Hz) , 6.89(1H,t,J=7.7Hz) ,
6.83(1H,d,J=7.7Hz) ,  5.61(1H,s) ,  S5.17(1H.s) ,  4.11-4.26(4H,m), 3.98-
3.91(2H,m), 3.83-3.77(2H,m), 2.28(6H,s).
FAB-MS(m/z) : 688(M+H)" m - s5 & ¥ 8L /&

T4 1, 4-F -2, 6-ZFHE-4- (2, 3-_FEHE) wper -
3, 5-ZHBM- (2- (2-REEXVERA) A4 Be4)

22
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CONH—(CH, —0” Y O — (CHz2la—NHCO
COOH HsC™ "N~ CHs COOH

fEREAES 18HFHN1, 4 - —&8-2, 6 -—_FH}k-4- (2, 3-
ZRELAIMW -3, 5 -HB= (2 -4FE_FHRELZ) & 500mg, HL
LB 1 G FERRE, &R, 4, FIIFELS S 302mg.

5 'H-NMR(CD;OD): & 7.93(2H,dd,J=7.7Hz, 1.5Hz), 7.57(2H,td,J=7.7Hz, 1.5Hz),
7.51(2H,td,J=7.7Hz,1.5Hz) ,  7.38(3H,m) ,  7.18(1H,dd,J=8.1Hz,1.8Hz)
7.06(1H,t,J=8.1Hz), 5.49(1H,s), 4.26-4.202H,m), 4.13-4.08(2H,m), 3.64-
3.57(2H,m), 3.52-3.46(2H,m), 2.28 (6H,s).

FAB-MS(m/z) : 722(M - H)™ m-#AEFHARK

10 |
AEH19: 1, 4-ZH-2, 6-=_FHk-4- (3 -fKAEXEX)www- 3,
5-=#= (2 -FRFHEKT) BE4HE

CN
0 o o o)
CC:N-—-(cnz), -0 o— (CHz)z—Nm
o HaC” "N~ CHy o

A3 - FAFXEEXFE ST2mg, 545 EH 1SEHGOTERE, LE,
15 %4k, #F3|4aA4564 2.00g.
'H-NMR(CDCl;): & 7.84(4H,dd,J=5.5Hz, 3.3Hz), 7.73(4H,dd,J=5.5Hz, 3.3Hz),
7.47-7.44(2H,m) ,  7.15(1H,d,J=7.7Hz) ,  7.00(1H,tJ=7.7Hz) , 5.70(1H.s) ,
4.87(1H,s), 4.34-4.21(4H,m), 4.03-3.97(2H.m), 3.91-3.85(2H,m), 2.30(6Hs).
FAB-MS(m/z) . 645(M + H)® m - A FBLR
20
FAB S 1, 4-ZH-2, 6-ZFHk-4- (3-FRER) mr- 3,
5B (2- (2-#BEAXFRA) AACT) B5eh4) &
CN

O 0 _
CONH—(CHz)2 -~ O O—(CHz)o—NHCO

COOH HaC™ "N "CHa COOH
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ERRAES 19%FMH1, 4-24A-2, 6 -=FHh-4- (3 -HE
¥AE) M- 3, 5 - BB (2 -4RE_TFTHRAAL) B 500mg, #H15Ek
B 1 A ER A, &, ik, FRFELESY 429mg.
'H-NMR(CD;0D): § 7.93(2H,d,J=7.7Hz), 7.61(1H,t,J=8.0Hz), 7.57-7.49(5H,m),
7.37-7.33(3H,m), 7.23(1H,t,J=7.7Hz), 5.07(1H,s), 4.26-4.202H,m), 4.16-
4.09(2H,m), 3.63-3.56(2H,m), 3.50-3.44(2H,m), 2.33(6H.s).

FAB-MS(m/z) : 679(M - H)™ m - #EFEER

SEH20: 1, 4-=F~-2, 6 -_Fih-4- (2-mBEXE)ww- 3,

5 - —#EBT (2 -4ME_FEBAAT) EaHE
o o 5-NO2 o
(I:N-(cnz),-o o—(cuz)z—N;:O
o HaC u CHj o

A2 - AAAETE 660mg, HBELSHLH ISRAHMHFTERE, &E, 41k,
F 3| AR A AL 64 958mg .
'H-NMR(CDCl;): & 7.78(4H,dd,J=5.5Hz, 3.3Hz), 7.70(4H,dd,J=5.5Hz, 3.3Hz),
7.44(1H,d,J=8.1Hz), 7.33(1H,t,J=7.7Hz), 7.16(1H,d,J=8.1Hz)
6.92(1H,t,J=7.7Hz) , 5.71(1H,s) ,  5.43(1H,s), 4.24-4.10(4H,m) ,  3.90-
3.74(4H,m), 2.30(6H,s).
FAB-MS(m/z) : 665(M+H)" m - s§ & FBEAR

TP 6: 1, 4-—5F -2, 6-—_WH-4- (2 -MEEE) ww- 3,
S-——HB (2~ (2-BEAFXFEE) 852 de4

o SNO,
CONH— (CHy); ~ O O— (CHa)y —NHC
COOH HaC N~ CHs COOH

BRBAEF204F8 1, 4-—58-2, 6-—Fk-4- (2-mL
FEIME -3, 5-ZHB= (2 -4FEFBALT) & S00mg, &5 £k
Bl 1 RS F AR, &R, i, FHAFMELESY 239mg .
'H-NMR(CD;0D): § 7.92(2H,d,J=7.3Hz), 7.59-7.44(7H,m), 7.38(2H,d,J=7.3Hz),
7.19(1H,t,J=7.3Hz), 5.75(1H,s), 4.30-4.242H,m), 4.08-4.02(2H,m), 3.54-

3.51(4H,m), 3.30(6H.s).
24
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FAB-MS(m/z) : 699(M - H)™ m - s§&F 8 LK

HEH 21 1, 4-ZH-2, 6-ZFH-4- (3-AEFE)RRE- 3,
5 - BB (3 -4RER-_FREALR) B4 L

NO.
o) 0
(j:‘(N—(CH:)a -0 O_(CH“)’-NKJ
o HyC” N ~CHs o

23 -AE-_TEBRALARE 30g Aw A 6ml PHERFMAZLE
0.1ml, B FHmUHE 1.5ml £ &k 2ml Fe95%, T 55 CHHF 1 e, &
ER G R RS, WHIFLBLBEALEMRES 90 % LG KER 6ml P,
HoeNFE B4R S62mg, £ 40 CTHEH 2 . BEEZRERESH FANGBERT
B 1.33g. ##BL 230mg fok 1.5ml, £ 90 Coyidis T imk =i 4 o, REA
FRAY, BHTRAREERAETRCE 200ml F, KB, BARAKEBN TR
WA, HiZ AN ERGE, HETEFRENEELAT A4 200ml ¢ B A2 L,
VIR ER-ZEELERASEN (REAWA S 1) ARFEABITHAA, HFRFLAL
&4 2.51g.

TLC: Rf0.24 (V3. ZETE=2: 1)

'H-NMR(CDCl;): & 8.18(1H,t,J=1.8Hz), 7.99(1H,d,J=7.7Hz),7.83(1H,d,J=7.7Hz),
7.78(4H,dd,J=5.5Hz, 3.3Hz), 7.67(4H,dd,J=5.5Hz, 3.3Hz), 7.43(1H,t,J=7.7Hz),
6.09(1H,s), 5.17(1H,s), 4.15-4.08(4H,m), 3.77-3.74(4H,m), 2.39(6H.,s), 2.08-
2.01(4H,m).

FAB-MS(m/z) : 693(M+H)" m - s X FEB LK

THF T 1, 4-ZF-2, 6 -FH-4- (3 -MEFEH) B - 3,
5 -ZHB= (3 - (2-#AX98E) 24R) Bafl

NO,
0 o)
CONH~(CHy)s— O O— (CHp)3~—~NHCO
COOH HaC u CH, COOH

ERRAEF 21 HFH 1, 4-—F-2, 6-=Fk-4- (3-m4
FAEIWR -3, S-BEo (3 -4AFX_FRALAR) B 1g, 45 Tk 1
Bl ik R B, /3, b, F3 M4 504mg .
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'H-NMR(CD;OD): § 8.13(1H,t,J=1.8Hz), 8.00(1H,d,J=8.1Hz), 7.92(2H,dd,J=7.3Hz,
1.5Hz), 7.74(1H,d,J=7.7Hz), 7.57-7.46(5H,m), 7.38(2H,dd,J=7.3Hz, 1.5Hz),
5.12(1H.,5), 4.15(4H,t,J=6.2Hz), 3.36(4H,t,J=6.6Hz), 2.35(6H,s), 1.99-1.89(4H,m).
FAB-MS(m/z) : 727(M - H)™ m - L FBA R

SEH22: (4R) -1, 4-=5F -2, 6 -—_9F%-3-(2-KLZ1L)
A -4 - (3 -AEAERL) W - 5 - RS E (MEWE)

@NOz
0O 0

HaN—(CH)> —OJIT'\O H

HaC u CHj

W

BHAEEFRIBNFZNHL, 4-—4 -2, 6-—FHh-4- (3-mMAXL)
e - 3, 5 -HE- (2-RAT) BofdeH 30mg EME 0.5M A
%ok ( pH8.0 ) 0.5ml F. ZEERFT AL TEF EEBF Y Streptomyces
viridosporus A - 914 B#HZFHA B H B ELF AR 05ml, £40CHHEGMER
i 48 N EF., LR B RAMAIE A M T DiaionHP - 20 ( ZF R T kXS4
Foe) Smlegéita, FERAK. A 10ml RBAKFE 20 % FEA/KEZ 10ml
kG ARG, A4 40 % FEMKE R 20ml #4T5B, KES TLC (BT #:
ER: K=4: 1: 1) MBRFEH 0618, STHZRMBEHE ML, K
4% F B, F3ARM14LA44 12.4mg.

'H-NMR(CD;0D) : & 8.12(1H,tJ=2.0Hz), 7.97(1H,dd,J=8.0Hz,2.4Hz) ,
7.67(1H,d,J=8.0Hz), 7.43(1H,tJ=8.0Hz), 5.26(1H,s), 4.26(1H,m), 3.97(1H,m),
3.06(2H,t,J=5.4Hz), 2.36(3H,s), 2.23(3H,s).
FAB-MS(m/z) : 362(M+H)" m - s#HAF 8L A

U Streptomyces viridosporus A - 914 B #R493F 3% )

¥ Streptomyces viridosporus A — 914 HAREFF A4 30ml ¥ CixH L ( L4
FaH2%, AT 2%, BEF05%. £H0.25%. B4 032 %, Adg Bk
7 K& 0.0005 % . FLEREE 4 K &4 0.0005%. ALELLE T KA 0.0005%. pHT )
6 250ml Je#R P, F 28 C3E# 3 K, ¥4 S000rpm B 455 10 H4F, #irans.

AHEH23: (4R) -1, 4 -5 -2, 6-—Ff-3-(2-8Lz21)
FHEA -4 - (3-AEXL) - 5 -BMmgLIHENT

X
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HaCCONH— (CHy)2 —o)\ArrLo H

HyC” N~ ~CHy

BTFTR s ATiitsdd (4R) -3 - (2 -ZBAETHL) 8L
-1, 4-=8-2, 6 -=—9Fk-4-(3-MEFLA)H®E- 5 -£R
( WO94/05637 ) &l £ A5 # 4] 22 thib & eh R F LR,

B AEH 22486 (4R) -1, 4-=F-2, 6-=Fk-3- (2
R A A BEE -4 - (3 -MEAEK) T -5 - AR ImgEREES
FKo2ml ¥, ERTiAEH BN TKE 0.2ml. BERHF 30545, ALEKT
A Sml RIRE BiRS4h 3 k, HAeAAEK 10ml k. RLHBTLEEARE
H &K TLCH L, ARAZ-FE (7: 1) kF, HRIMEA 0228, BAUVE
WA B, BEFE, 5% (4R)-3 - (2 -ZBAXTHIEHEE- 1,
4 - =% -2, 6 -—FHE-4- (3-FAEXE)®RE-5-H£#HK3Tmg. A
it 4# B Diacel T3] 4 Fo A FHBA E#EE (FH AGP, 4mm *x 100mm )
# HPLC (#3h48: 035 % FHB85-0.1M #ag4 & ( pH4.4 ) , Fik: 0.8ml/
5 ) HATHH, LR, MFIR B RFEEN 100 %, RGeTEH 143
o4F.

'H-.NMR(CDCl;) &  8.11(1H,t,J=2.0Hz),  7.99(1H,dd,J=8.0Hz,2.4Hz),
7.66(1H,d,J=8.0Hz), 7.44(1H,t,J=8.0Hz), 5.10(1H,s), 4.2-4.0(2H,m),
3.40(2H,t,J=5.5Hz), 2.34(6H,s), 1.91(3H,s).

345 8: (4R) -1, 4-=H-2, 6-=—F%-3-02-(2-%%

FPBA)RACHEIRELA -4 - (3 -AEAFR M- 5 - A4 E(8
%)
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COOH HsC” “N” ~CHs

#1, 4-—F-2, 6 - —Fk-4- (3 -mEFEE)w®mE-3, 5-
—HEo(2- (2-#AFFEA) RAT)E SOmg E ML pHY B RER T,
WMAEGEP - 6 (XEHEKRIXLSAETR) 50mg, £ 28 CHEFF 23 vab. 3F
B INABE R AERMSE, MALKRLIE20ml. KAZBIEE, AT
ALK TG, BAERYS. F A4 &M TLC 4K G4, 3247 L44% 17.1mg .
'H-NMR(CD;0D): & 8.14(1H,t,J=2.2Hz), 7.92(1H,d,J=8.1Hz), 7.69-7.66(2H,m),
7.44-7.33(4H,m), 5.13(1H,s), 4.23-4.16(2H,m), 3.58-3.50(2H,m), 2.35(3H.s),
2.31(3H,s).

FAB-MS(m/z) : 508(M-HY

£HH 9: (4R) -1, 4-ZHR-2, 6 -=FHX-3-02-(2-#%
EPBRA)ARLACEIEHELA - 4~ (3 -MEFE)IWRE -5 - ABOHE (R

%4 ik )
.
o Y o
Q—CONH—(OH:);—OWOH

COOH HaC N CH»

M FERMP - 13098 ( A - 914 #4k) th4l @ PR— N R g,
PR ERATHAERL (SZLFEH2%. HEH2%. AT 2%. &F
FO05%. £%025%., #HBE45 032 %, FABIE 7RS4 0.0005 % . #didd 4
K44 0.0005 % . FEEE 7 K44 0.0005 % ) 30ml &) 250ml &9 = AR F, ¥
BAM B AR XERE, A28 CHEFK2R, HAHFHF.

BHHZFEBHGRFE Iml MERATRAASSH B AL B G L T3
3 100ml 49 500ml 69 Z AR, AFREE 28 CTEFS X, TEMFHE
Fok, 7%%|iE& 80ml.

¥1, 4 -—5H-2, 6-_FE-4- (3-mAEE)ww-3, 5-
ZHEBZ (2- (2-BEAFTRA) REACI® 1.0gEMELO RS MEFE
& Soml P, ERXEFpHHAFHAEIENREERE TR IN LEIALMAKREZRR
£ % pH8.5 ~ 8.6, i/ 40 CHH 72 ) 8. A IN EB¥ K %448 £ pH3.0
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B, BRZBKTE 100ml #1 2k. KRB AEPEEK S0ml 24k T8k T A&,
R KB TIR. BETEN, RETE, FEFEEK. LZREVEAN
EHERETLCHR E, ALBRTE-FE-ZH (10: 2: 0.1) K7, HRIEH
0.36 ¢ B UV BUK &g 2%it, RETE, 35 (4R) -1, 4 - =%~ 2,
6 -ZFWHE-3- (2~ (2-#AFFTEHEA) RATE) ABL-4- (3 -
A ERA) WU - 5 - 8 350mg. NMR#ERT®, L Eke 8eibsMinn.

HAEF 24: (4R) -1, 4-—H-2, 6-=FE-3-02-(2-%%
EWEL) EAZE) EBE -4 - (3 -FEAFRE) T - 5 - BB FHE

JE
0N02
o Y o

CONH—(CHg), = O N OoH

l .
g

0o Y o
HyC-0 OH
HsC” ~N™ ~CH,

A EEF 8HFH (4R) -1, 4 -5 -2, 6 -=—_Wxx-3- (2
- (2 -BAFTRE) RATRA) A -4 - (3 -AEAFEE) www- 5 -
BB S0mg PN FEHMH (28 % FEIEZR) Sml, £50CHHE2 . ¥EE
HwANK 10ml ##E, BRALBKTE Sml %%, HKERAE pH3 &, A B8
10ml #E3 K, ZHRLEEAALKRRBM TR, B5TE, ¥rmAfeHwmad
BT 120ml #9 Sephadex LH - 20 #) & 42( 7 P8 )it 1744k, /535 ( 4R)
-1, 4-=&A-2, 6-=FE-3-FREKA-4- (3 -#mLEEE) =
- 5 - HB22mg. HEMFAH R FEE BT A Diacel Tk NE A FH kT
I f& A &3¢ 4 CHIRALPAK AS ( 4.6mm * 250mm ) 4 HPLC (##h4g: T
LER: ZEi=90: 10: 0.1, #Kik: [.0ml/%, #R: UV254nm ) #47947.
HER, MBFXFLHEA 100 %, H£GotEH 12.5 54,
'H-NMR(CD;OD) : & 8.09(1H,s), 7.99(1H,d,J=9.5Hz), 7.65(1H,d,J=7.7Hz) ,
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7.44(1H,1,)=8.1Hz), 5.09(1H,s), 3.62(3H,s), 2.34(3H.s), 2.33(3H,s).

244 10: (4R) -1, 4-=H-2, 6 -=_Fh-3-(2- (2-#%4
ETBA)RECAIEEL - 4 - (3 -MEFRLIME - 5 - Haked i (M

O VvV O

S EME)

CONH—(CH,),—0 OH

COOH HC” " N” CHa

B FEE SP - FI - 741 B #P N T 30ml 49 FI 254 ( B4 FREH
2% B 2%. KHPO,0.1% . .5ABR4ETKA0.05%. .8 &41%. ADECANOL
LG109 0.05 % ) & 250ml # = A M T, £ 28 C3Ek 3 K.

1, 4-—F-2, 6-—FHE-4- (3-MAEXEE)wrr-3, 5-
B (2 - (2 -BAXFEL) £X T B 100mg & HFAL KK 0.75ml
b EmE @SN MESRRT, BAE 8 CHERY 2 X, BE, BEEHM
Bl#feg 424432 (4R) -1, 4 -—_&H -2, 6 - =—9¥xX-3-02-(2-
BRFEIBRAVERCAIRBE - 4 - (3 - MEAFEXIWE - 5 - %8 30mg.

T 11: (4R) -1, 4-Z&H -2, 6 -—9E-3-0(2-(2-#%#%
EPEA) RACHEIABA-4- (2, 3-—KER) wm- 5 - HEH

it

R, 4-=8-2, 6 -=_FX-4- (2, 3-_fKEL)mw- 3,
S-ZHB = (2- (2-#AXFBA) RATIE S0mg, %5 £k6] 8 B
G F kR R, A3, shib, IRE)AFHMALS 4 3.4mg.

'"H-.NMR(CDCl3): 8 7.74-7.71(1H,m), 7.44-7.43(3H,m), 7.35(1H,dd,J=8.1Hz ,
1.5Hz), 7.22(1H,dd,J=7.7Hz,1.5Hz), 7.08(1H,t,J=7.7Hz), 5.48(1H,s), 4.26-
4.20(1H,m), 4.13-4.07(1H,m), 3.61-3.52(2H,m), 2.28(3H,s), 2.24(3H,s).
FAB-MS(m/z) : 531(M-H)
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4 12: (4R) -1, 4-=H-2, 6 - =FHA-3-02- (2-%%
X?ﬁi)ﬁgﬁijiﬁ%*4-(3—%3%)%%-5_ﬁ&%ﬂﬁ

cu
C%m“-w”rr“
COOH CHg

1 A d LB 3HFH L, 4—:&—2,6—;@£—4-(3—i££)
er - 3, 5 - = (2- (2-HBAXTPEE) RAZT) & SOmg, &5
LA 8 BRI R R R, AT, ik, FEARMMALAY 4.0mg.
'H-.NMR(CD;OD): & 7.68-7.66(1H,m), 7.43-7.37(3H,m), 7.21-7.17(2H,m),
7.09-7.012H,m), 5.02(1H,s), 4.26-4.16(2H,m), 3.59-3.57(2H,m), 2.33(3H.s),
2.28(3H,s).

FAB-MS(m/z): 497(M-H)

45 13: (4R) -1, 4-=H-2, 6 -—FhA-3-012-(2-H#%
XPEA) RACTA) ABA - 4 - (3 - FAERE) wE- 5 - RRAFE

O
o ¥ o

CONH—(CHz); -0 OH

COOH HaC u CH,

R R RS SHFML, 4-—&8-2, 6 -—FH-4- (3-RfREAX
H)wmkww -3, 5-—HM=(2- (2 -ZAXPTHRE) 842 & S0mg,
Mk e 8 EIAR TR, KB, #i, F3 4S9 8 2mg.
'TH-.NMR(CD,OD) : & 7.73-7.71(1H,m), 7.59-7.55(2H,m), 7.47-7.39(4H,m) ,
7.30(1H,t,J=7.7Hz),  5.05(1H,s), 4.28-4.22(1H,m), 4.20-4.15(1H,m), 3.59-
3.57(2H,m), 2.34(3H,s), 2.30(3H,s).

FAB-MS(m/z): 488(M-H)

S 14: (4R) -1, 4-=F -2, 6-—_FH-3-0(3-(2-#%
FPBA) SARK) EBE -4 - (3 -MEFXL) %R~ 5 -HHeHH
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CONH— (CHg)s —O OH

COOH HaC H CH3

R LG 7THFH1, 4-—FK-2, 6 -=FX-4- (3 -mEX
R)wmex -3, S5-—H£8B-(3- (2-#EAXPmAE) K4 %) & S0mg,
¥l Eas S AN FERE, &2, %L, BIHFELSH 2 8mg.
'H-.NMR(CD;0D): & 8.11(1H,t,J=1.8Hz), 8.00-7.97(1H,m), 7.79-7.77(1H,m),
7.69(1H,d,J=7.7Hz) , 7.48-7.43(4H,m), 5.11(1H,s), 4.15(2H,tJ=6.2Hz) ,
3.35(2H,t,J=6.6Hz), 2.36(3H,s), 2.33(3H,s), 1.95-1.90(2H,m).

FAB-MS(m/z): 522(M-H)Y

KB 1: ek ¥ e R

MEBSEEF 4. EHkb 147 HEFGLESHE 0.05M BB+ ( PB )
( pH8 ) #= 0.01M BBk %% ( PB) ( pHY9 ) ¥eyEME. MiE 2 semg 4
%1 - 10ml A&k 1 - S0OmgiRé/5, ALHEHEFZHN 1 54, REREDY
AARBERE (FEHRE) .

sk, A sFBAS Y, 3t
A 1, 4-=&-2, 6 -—_FHh-4- (3 -mMEEX)s#kww-3, 5-=
#E— (2-RAT) B

NO>

0 o)
NC— (CHz), —O O—(CHz),—CN
HyC u CHj

B: 1, 4-=5§-2, 6-=_FA-4- (3 -mMEEXE)sw-3, 5-=
= (2 - FHBAT) B

H3CO28 — (CHg)s —O O—{(CHz)a—S0,CH3
HsC” ~ N “CHy
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For
C: 1, 4-=5-2, 6-—_Fi-4- (3 -#HEEEX)®RE-3, 5-=
## = (AAFTEBHLAT) &

NO,
o 0
NH2C O— (CHg), —O l 0 — (CHz),— CONH,
H3C CHs3
S N
MEBELRARETMNE, ERALE]L.
10 1 —gukasradheyEBE ( mg/ml )
JH 4 5 0.05MPB ( pH8 ) [0.0IMPB ( pHY9 )
£ EH 4 102 > 50
%34 1 373 > 50
S| 7 > 50 > 50
A (sHE) 0.006 <0.1
B () 0.109 <0.1
C (28) 0.106 - -

Wk 1 The, REPLSWERA ENEE IR BEBRE T R F 65 R E
wRFIRAGTBALSH (A, B, C), THMERLITRE.

15 KB 2 BEE e E
R AEH 4. EHE 1S WA BRI 1 R8s A (TR
L), AR A - 914 A ALEEFL S AT 6 R A AR BB B 6 BUR 3k &,
B2 AR R ER 10mg/ml &5 0.25M Bsi4k +i& ( pHI.0O ) F 43k AL
F, T 40 Cikih 48 oy kit 476y, K E5idit HPLC 4 R B iR44. HPLC &)
20 S EMHT AR,
HPLC &#
(AEf 485 HAoxtBALEH A )
¢ i YMCA - 302 ( 4.6ID x 150mm )
#ah48: 0.02M KH,PO,-8%8% ( pH3.0 ) : ¥& = 60: 40, 0.5ml/%
25 #m: UV350nm
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4.3 447, L 7.2 54

ARl Bt A B 4 a4 Eae
10.9 44, A R¥: 12.3 54F

xt B AL A4 A
C LA 1654EH]
¢ 4 4: Kaseisorb LC ODS SUPER ( 4.6ID x 150mm )
#ahH: 60 % FE: TEE- 1000: 1, 0.8ml/4

5
#ml: UV254nm
AR Bt E): 7.9 904, AR 53404
R RNE2.
10 £2
A % B e 4 &
)}f{%‘ﬁl} 4 61.7 %
=34 1 65.3 %
A (xE) 18.5 %

Wk 2 The, KK TS AR B TR ARARE R T, 51T 65 B

Ak (A) #ark, BARSAHHEBRIAE,
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