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C= o B0 EHE UWOIAM LA R -Y(AS, RS A molgh Sstn, Y= mERA(M, A
SE)0I0H ]2 BAZ 4 U= 2D BISAH SSS(W)SHESC %S 25= 0 WA 40T
of Hel(HIARBIH= 25C)0ICH. Br22 18AI2F OILOI SZECH
5, 2SS9 SFB2(UNS IS0, 2MSFUES, 232, ESAMUES U ESAZE)O =
Mot CIHZES0H0IS, CIHZSZAC, SAHEZEAZZ00|S = HESC2Za o= ¢
= o =0 B2 WM 2 10-60CS SEOA oAl R -Z[AIZ, R S A Hojg =251,
= mEA, P4, B2)0I0E BAEY & U= SFFSD 1 A 1BAIZ =0 BISAIH a2
(') €= (V')E MZEZSHL.
SEZ(I7 ), = XIb 20O 44 RO FBE(I)S FBS(I')S ASs INILZHAIHA MEE
P!
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SIEE(1)S U 20l HZER E0HE ZFL20=s 2 5mg~10mg/kgll SH&2( | )2 o0 1~23
AOENBICH FAF E0E 0= 2 0.1mg/kg~ 5mg/kg°| SIetE( | )2 ol 1~23% E0ist
Ct.
M) XE2E FIFECZ HMZEE E220s ZEN(M, IEBANZZE MEZX, SIEESANEZ
L HE HAEZX, A2 ), SHH((U, s, JIS2AHE HLEZ2X 9*% s), 2EA
(0l, S2EQX, S% £), SH (0, 0tOUE AHOHYOIE, &4 £) S0/ s 22 £ U
Ct.
FAIE2 HZZ2Y 22 HZEFE XH229 Z220s SEMM, 22I2LA, D-AZ2HIE, D-0ILUS
SILEE S), ZEH(H, #HE 2z, SZZLEZ2, HE-p-ol=ESAIHXWOE, Z=2E p-5l
CEAHXINOIE E), 2ASM (0, CIAH 2AZH A JEE 2AFH 5) S0| HUYS S8R=E £
QUCtH.
il AE, N0 L AAME S0 2 YYsE S O FHECZ stCH
[agol 1]
OLN st cICIZZ2 AlSoled ZdE &g 9N &4 @ A, oA, E20/A([Nature, 181, 1199, 1958]
o st [Met &tst XM E49 X2 AME2EHE S K2l S &JAIese &4, a,a-
CIHY-p-I IJE' ol‘:EP"(DPPH) AHEIC. & O PHESCZ2= ANE2XS[Z, SEs(1-12)2 M
iz ¥4F¥L= R- (CHy) 7CHs R =0H, R3=HCL| ststE( | )]s 0.122/=2 DOPH GIEtS M 3mlol Dt
StCH. 202 =, 517nmilM S E=EE & T HZ FHEC. Alg 29 JIE Z0 A0S &=
T XH0I(0.5% Olotel DMF)E &td &4do=2 st}
AE Zo=E TH 10l EAISICH. OlTH, -*-2 A AE 2¢A29 A0, -O-= HIEIR E, -A-=
HIEFR! Co ZIME 20|&HCt
AJlO] AIE %22 10-M OlAS S=Z0IM AFSE 20l M2t DOPHE SRAAIZS 2UCH HIEE
2L EZ AME A2 SS& 242 LIEIUHRAUCEH
[agal 2]
FO LxA ZEH O XE SIS 4 oM 24
(i) &
221 3D F (12FM)E HEHIZ2HIZEZ 0IFAIZ] MEI0NAN 2HHS 2FF| MHE &, WS
’éJH%H} LZERES oMY 2= 2 (pH 7.4)UHHOIA ZESIAIHAN 5% ZEMES HMZEECH ZEM
£ 37CTOHA 1AI2E S0t &2 XMelst &, g4&8 K& WU E9 A2 2s)Y 59 =200l et
EIQHIZHI S 2AHTBA)E [Analytical Biochemistry 95, 351(1979)]22 Z A&},
NE %22 52 HMelshdl Mol AHE =SS0t 10- M0l SE= S%FEUN JSICH KIE BASE o
MesdsS =0 (DMS0)E Jtst JI=D|1Q HIwate L HM%2 LIELHCE.
(ii) 2= o2l = 10l DI XHsHCH
A& WMEIE g4 AN 42 Leral( | )2 M HEAIQ =)t 7~212 HAUHY F=2,
=Mool 2olol et #HstCh. n0l 13~199 HRALHY AR, AMSols IES=2 80% 0lael <X &4
S UEHHD 0142 HIEtS!l EECH O 228t 240ICH. n0l 179! 3-IXI0l DDt SRE SIS
I HlwolH SIEE(1-12)s O =2 48 LUEHO. s2s ASEHHA HIES ce XIZE Hitgt
29 gHs G| SRS
&3 %Il oA X 2H%)

R*=QH, R'*=H, R'=-(CH,),CH,4 —-6.6%3.0

R*=0H, R'=H, R'=—(CH,),CH, 40.0%1.1

R*=0H, R'=H, R’=-{(CH,},CH, - 55.7+26.5

R*=0H, R*=H, R'=-{CH,)..CH, 93.1+5.2

R*=QH, R*=H, R'=-(CH,},,CH, 10000

R*=0H, R*=H, R'=—I(CH,).CH, 7354117

R2=CH, R*=H, R'=-(CH;),CH, ' 28.6+6.8

R?=0H, R’=H, R'=-{CH,},CH, 95 434,56

R*=0QH., R'*=H, R'=-iCH,),,CH, 38.1+16.6

-3 7% 2 HgE 45 4+8.7

sletal C —-71.61+36.8

sl E H.9x11.7
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[Z 3]

Fe*—UEg 2z e 2jolaislo] EINTAIN 2|8 T HFPALH

£1994-0000073

g 2wy P E]
n (ml/¥) (mg/d)
e 6 5.4%1.2 3.0%1.1
] | [ 13.2+2.0 15.1+1.9
A;Ps(a-12) 6 7.4%1.2* 8.1£2.1*
vlelel C 6 10.3£1.7 - 10.7+2.4
vlgjal E 6 §.6%1.6 5.3x1.4"
2t AEU29 0122 HE0M Al 30mg/kgOICh.
n: AEs2s
3
%S . HERS Fe -NTAZ SOGHX 2=
SBHY ¢ Of2lHIotn S et
[AE0] 4]
Ol AR A S HM-THBRA HMT= AA SFHW OIRS
(1) 2
A2 SD F(9~13FAY, 250~370g)2 AIREICH. S22 HEHI2HIEZ2 060 01 AH2 QX6
A CIRES5I0 S EHECH IHE MY 518 DASUS SA2 522 AHAR 5, RS
S2I5tH MEBRITE 50 S22 1022 2E30. EE NE Y || ANSE JI2560 Aa 2
Holo| oS EASICH HIDHFGHIAL SZOI0 O2tHIObn® SStMf0l SEAR AlE 22s 2
ASOS HHGHl o 00 30mg/kg, o 450 20ma/kg(HA : S0mg/kg)® SOIGHAHL, FE=
DASHS HMEIIE o Q2P L 4520 10mg/kg® (MF : 20mg/kg) SOiBICH. 1 Zes
HNENZOZ T 40| JIHEIC.
(i) 2
IE MY 518 RASUS 522 HAME = WEEAI2 A0S XI| AA SIS (PVCs), AlAldloH
(VT) & AAHS(VF)D 22 A4 SFM AEECH VT 2 VFe 2RO pi=gn HsEH
= =s2 X stih.
SEHHZ S0i8t R0AS 90% OlASl S20IA VF & VIJF 2EE0, K&D[2te 2020 o 80x ¢
20~30X0ICH S2Z0A 10~25%= HSE VF2 =QACH
BHE2(1~12)2 202t 202 50mg/kg® EO0E ROIAS 0@l SXMOl MOl AL AMEH, X
Mo S0i0| QAEEICH £Et SHM LM AT ZA0l XSS A0l ECH A
VFOIl D018t XIAF20l SO S28HH S0I29 PVCs BICE o 10Bi/20 8ol 318 2(1~12)2 &
Bt 2ol HIT= AT WO, BB, HIEFY C E= EZ S0mg/kg® 2P EONMT OfE Holt 5
Ib BELN Y=
(= 4]
HARe BHENL AMVE ABFF +IUA BEHE 49 LA AT 27
44 4% AT e -
A wdg | Adsn | vaw AR | Jusd | ANs
E ES T/8(28) 83.9+27.5 f8(88) 31.8x15.0 10.8+3.5 2/ 8(25)
A4 (1-12) ' .
Smg kg 2/9~122) 1.2 0.8 2/9*122) 3.222.%" 1.1+9.3** [T T}
2T 36;"18[89) 74.21230.8 17/18(94) 26.5+46.8 11.83+4.0 /18(11)
HAE1-12)
2pmg/kg 9/17°(53) 3L.0+28.2 11/17(65) 10.2+3.2* 3.3+0.8*" 1/17% 6;
1;1!.%-2- 17/13(94) 14.11£36.0 17/18(94) 16.6+4 4 7.3+1.7 3/18(17)
stetyl C
30mg/kg 6/6(100) 9.7 25 6¢ {100} 19.0=3.0 5.1+1.0 o600
sleba) E ,
S0mg/kg 6/10(60} 43.4+236.0 7710(702 22.3+9.7 7.0+4.1 1;10:10
T P<0.05, | :P<0.01, (WXZD HID)
MAKHS L AAUHINO SAS2 AEYLE S240 8 ZSAS UEHHE S840 #9282 TA



£1994-0000073

otd, SAC XX B2 £SEMS =2 EAIST. Do =52 £5/2°2 =2 HZAGIL, XA
E2 NEgE=E SE0 UE =2 S22 HESZ ZAISC

AE0l 5

SHR 7o = DE ZSoHo| M0 OB HE Lxo| o

(i) 24y

=2 SHR F (2234, 2 3609)E ALESILH. OHE=Z 242 OHFE 4HUHANM S22 =2
[=] E =2

Mot ZOHoHe o= JSWs HYctn ZEoIM HMFS |EsH. 1=, S22 OHH0IA
THOILIA GHO! F 4AI2 SO0l ®SS B=BIC. U¥E ZE JSUS 2FABII 020 OfeH)
OIDP SN BEAIZ ABSES Z7 SOBCH 1 ZIE B 500 JIHECH

(i) 2t

¥E BE ASUS LG HNES RLAY YR, SUHES S0 TS o 1502 B0 T
2 YELH0| BSECH LR 1802 OILHOI o 90% FOIM 2ZLXICH, SHES(1~12)

100mg/kgS T SOIEt ROIAES X0l o 4022 DIECH 21, 1802 OILHN X0l LIEHL
S wMEe 2% IE2 ANECH

[Z 5]

SHR #ol4 % 3% 75T 2447 350] 35l A 404 ¢oel ¢4
o AaAe=A wd

7| = A7) | YEgs
F kA 41 151 4 36/41(87.8%)
H3-&(1~12) 5 199 13° 3/5° (209)
otgfE (1 ~ 12) : 100mg/kg p. o .
SBHHl : Of2tHI Ot DS S EFoH
@ 1802 Ol U
* : P<0.05
(&gl 6]
MFO 24 =4
(i) ¢¢
31 Crj-ICR MF (4=M, 21-260)2 AIZEtCH. 601214 2222 USOAM &2 (1~12)8 300 £
= 1000mg/kg¥ BT F0stCt. 0%, 2 Z2 E0 E10 24A|2F SOt ASSHCH. A AE2 ofetdl
OFDSUHOI S EAIZID, 0.1m1/10g% S04 EHCEH.
(ii) 2
SIetE(1~12)S 300 2 1000mg/kg F0E AZ0AE A L ol£E==01 2=ZX2 3AI2E OILHO
D5 3SECH 24A12t-2=S0oF 2210 ZA S stotelE =X &=
[0 1]
(1) L-OtADR2BA OIMIELIE(42g, 0.192)S CIHEZSO0I0IE(100m1) &L SAIHEZAZ20}0]
S(100m1)2 =0 ESESU0 SollAl912 ERMZE(32g, 0.2328)s Jists:, YYAIRICH HEREI=
IS (25ml) WOl SoiAl2l 2=2Z2HE OE 0HZ(18g, 0.222) SHs =20 2022t HIIet
Ch. A20A 2.5A12F SOt netsts, Btg S 20 2(200m1)=2 JFStCh. 2N E4&t2 JiollA pH5.0
Oz XZHGILD 4H1Q OEOINHOIEZ =&, RIISS 2= M=AGtLD AXAZE, 2ol =
=50 RS2 0AZZZNEHEIZ-MEOMEHIOIE(2 )8 &&ole 4
X

( Ac|ot 2 ZEIAZ0IEN
oz FHMsttt. 5= =28 EMHAZ M2BEotW &0l 93~94Tel L-5, 6-0, 0-0IaZZ2Ee|

G-3-0-HEAHEOtADEB A (46g) S =S &L,

AZRX| :C o 50.84, H ; 6.05%
HAR| €5 50.77, H 5 6.20

(2) L5, 60, 0-0AZZERE-3-0-HSAINLOIAT2EA(1.84g, 7.12)2 CHESZACS
(fom1) LHOI SHAIIID SEIHAY ROCS32(2.680) X BHMZE(1.00)S JFEE, 60COAl 6AI2
SOl B2 S MEIC), B SZE, B2 220l 2(50n1)2 st KE OHMEIOIER

ZEB0. RIIES 22 ML AZARIE, ZYSH =S50 XR2S 0/4Z2T (fHE2=
SEsls 423t 2 Z¥ JR0ENUMR FHSG. RS2 0AZ2T (H2-0ZOHMEIOIE
2 MZBGI0 L5, 6-0, 0-0/AZZERIH -3-0-HISAIHE -2-0-SEIHAOIADSEMERI -11)
(0.80)8 +S8iCt. 22 388 S&S H 60 JIWSC D0 1) SUYs YPoz H 69 e
2 [(RI-1)~(RI-33)] 2 HMIZXs&tCt
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G- U 6—HAE oLz PR YA4)

6]
sy | R $3(T) i NMR
- (CH,}sMe 0.87(3H.m). 1.25{8H, m), 1.34(3H. 5),
R1-1 71§ 1.37(3H. 5}, 3.50(3H, s}, 4.09{5H, m),
45115, 4. 232, 5.402H, s}
— {CH,)Me 0.85(3H, m). 1.25(12H, s), 1.34{3H, s),
R1-2 BB 3 1.37(3H. s}, 3.46(3H, s), 4. [2(5H, m),
4.56(1H. d, 2Hz), 5. 46(2H, )
~ — (CHa)sMe B.85(3H. m}, 1.27(14H, m), 1.33(3H. s},
R1-1 43 1.36(3H, s}, 3. 48(3H, 5), 4.1215H, m),
'4.57(1H, d. 2Hz}, 5.45(2H. 5)
—(CH.) ,:Me 0.87(3H. m), 1.26{18H, m), .33(3H, s},
R1- 4 15 1.37(3H. s), 3.48(3H, 5), 4.12(5H, m),
4.56(IH, d. 2Hz}, 5.46(2H. s}
- (CHm‘ uME 0.85(3!’1‘ rn). 1. 25{20[‘]. m)., 1.4 (3H| S:I‘
R1-5 1% *1.37(3H.s), 3.4703H, s}, 4. 12(5H. m},
4.55(1H, d, 2Hz), 5.46 {26, s}
— iCH,) .Me 9.86(3H, m), 1.25(22H, m). 1.34(3H. s},
Ri- 6 g 1.3773H, s}, 3.58(3H, 9, 4. 13(5H, m,
4.56:1H. d. 2Hz). 5.45{2H. 5}
—(CH,) yMe 0.86:3H, m), 1.25(24H, m}, 1.33(3H. s,
RI-7 & 1.3703H, 8, 3.45(3H. 5), 4, 1215H. m’.
4.56(1H. d. 2Hz). 5.46i2H. s}
—(CH,)1Me 0.87i3H. m). 1.24(26H. m}. 1.33(3H. m),
R1- 8 7& 1.3713H, s),3.49(3H .5}, 4 .43(5h, m).
4.56(1H, ¢, 2Hz).5.44(2H.s)
~ (CH.} uMe 0.85(3H. m), 1.26(28H. m", 1_34{3H. s},
R1-9 % 1.38(3H.s), 3.50(3H, sb. 4.11{5H. m],
' 4.56(1H. d. 2Hz). 5.44(2H, s)
— (CH,) \Me 0.85(3H.m}. 1,26(30H, m], 1 .3303H.51.
R 1-10 1% .36 (3H. 8}, 3.47(3H. 51, &.12(5H, m},
4.57(1H, d,2H2),5.47(2H.s!
—{CH) s Me 0.85(38, mj, 1.25(326, m}, 1. 33434, 8},
R1-11 71E 1.37{3H. 5}, 3.50(3H, m), 4.12($H, m),
4.57(1H.d, 2Hz). 5.47(2H. s;
= (CH,! sMe 0.85(3H.m;, 1.25(36H, m).1.33{3H.9),
R1-12 57—358 1.36(3H. 50, 3.47(3H, s}, 4.25{5H, m),
4.57(1H, d. 2Hz2).5.43(3H,s)
— (CH,} /COOMe 1.20(16H. m), 2.30{2H, t, 7Hz), 3.513H. ..
‘R 1-13 A& 3.56(3H. 5),4.11(3H, m), 4.57(1H. d. 2Hz),
5.45(2H. s) '
R 1-14 —{CH,) OH 1.30020H, m), 3.50{3H, s). 3.51(3H, m},
1% 4.03(5H. m). ¢.51(1H, d, 2Hz).5.58 (2H, s)
-Bz 1.3403H. 8}, 137434, s} 3.38 3K, 5.
R 1-13 7 4.06(34, m), 4.50(1H, d. 2Hz},5.05(2H, s},
5.1712H,5),7.2005H. s
—i{CH;),Ph 1.31834, 8, 1.35(3H, ), 1.972H. m",
R 1-16 15 267024, m), 3.42(3H, ), 4.06(5H, m),

4.50(1H, d, 2Hz), 5.36(2H. s). 7. 16(5H. m,
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R 1-17

R1-18
R1-19

R 1-20

R 1-21

R1-22

R1-23

R 1-24
R 1-25
R 1-26

R 1-27

R 1-28

R 1-2¢

R 1-30

R 1-31

R1-32

4-Br—Bz
’ AE

4—Cl—Bz
71

4—Me~-Bz -
71§

3—Me—Bz
E-3

4—iPr—Bz
- 7E

4—COOMe—
k3

—CH; COOEt

7%

-—CH,CH(Ph);

71&

—{(CH.),0Bz

&

—{CH;—Cyclohexy!

Il

—Phenacyl
71E

@0 (CHJ) gCH:

_C:

{CH.}.CH,

- "CH!). AY r
- 71-5-.—

~CH,CO0Me
7)-&

- ‘CH:} ICDOME

71&

£1994-0000073

1.34(3H, s), 1.37(3H. 5), 3.46(3H, 9),
4.12(3H, m), 4.58(1H. d, 2Hz), 5.09(2H, s),
5.32(2H, s), 7.31{2H, d, 7Hz}, 7.50(2H, d, THz2)

1.34(3H, 9). 1.38(3H, 8}, 3.46 (3H, s),
4.14(3H, m), 4.56(1H. d, 2Hz), 5. 10(2H. s).
5.31(2H,s),7.30(4H. 5)

1.34(3H,s), 1.39(3H, 5), 2.33(3H, 5).
3.43(3H, s), 4.10(3H, m), 4.56{1H, d, 2Hz),
5.10(2H, s), 5.26{2H, m}, 7.16(2H, d, 8Hz),
7.31(2H. d. 8Hz)

1.34(3H, s}, 1.38(3H, s}, 2.34(3H, s},
3.43(3H, s), 4.11(3H. m), 4.54(1H, D, 2Hz},
5.24(2H, s),5.24(2H, m), 7.20{4H, m)

1.23(6H. d, THz), 2.90(1H, hep, 7Hz),
3.42(3H, s}, 4.12(3H, m), 4.56(1H, d, 2Hz),
5.10(2H, s}, 5.25(2H, m), 7.29(4H, m)

' 1.33(3H, ), 1.37(3H. 5), 3.46 (3H. 5).,

3.90(3H.s), 4.12(3H, m}, 4.57(1H., d. 2Hz),
5.19(2H, s), 5.32(2H. s), 7.49(2H, d, 8Hz),
8.04(2H, d, 8Hz)

1.32(3H,t, 7Hz), 1.33(3H, ), 1.37(3H, s).
3.44(3H.s),4.10(3H, m), 4.23(2H. q. 7THz),
4,57(1H. d, 2Hz).5.14(2H. s),5.31(2H. 5),
6.42(1H. d, 16Hz), 7.47(4H, m),

7.67(1H, d, 16Hz)

1.32(6H. 5), 2.46(2H. m), 3.44(3H. 5),
4.06(6H. m). 4.53(1H, d. 2Hz), 5.36 (2H. 5).
7.25(10H. s)

1.34(12H. m), 1.37(6H. 5), 3.46(2H, t, 7Hz),
3.49(3H, s}, 4.09(5H. m}, 4 48(2H. s}, ,
4.54(1H. d. 2Hz). 5.42(2H, s}, 7.31{5H, s}

1.34(3H.s), 1.38(3H, s}, 1.50(11H, m},
3.50(3H, s). 4.12{5H, m), 4.56(1H. d. 2Hz}.
5.43(2H, s

1.33(3H,s), 1.37(3H,s), 3.53(3H. s),
4.11{(3H, m), 4.61(1H, d. 2Hz}, 5.54 (2H. m),
5.74(2H.m), 7.53(3H. m), 7.91(2H, m)

0.88(3H.m). 1.35(14H. m), 3.40(3H. s},
3.91(3H.t, 7Hz), 4.08(3H, m),

4.52(1H, d. 2Hz),5.01(2H, s}, 5.18(2H, 5).
6.80(2H.d, 7Hz), 7.27(2H. d. 7Hz}

1.36(3H. s}, 1,38(3H. 5), 1.66{6H, m).
2.18(2H. m). 3.48(3H, 5), 6.11(1H, ).
7.38(7H. m), 8.42(1H, m), 8.50(1H, m)

1.36(3H, s), 1.44(3H. ). 3.36(3H, s),
3.07(3H.m), 4.51(1H, d),5.08(2H, s},
5.57(2H, s}, 7.45(7H, m)

0.88(3H, m}, 1.30(2H, m). 1.36(3H, s},
1.37{3H,s),2.00(4H, m), 3.51 (3H. m},
4 10{5H. m}.4.57(1H,d).5.31(ZH. m),
5.42(2H,s)

1.37(6H, 5).3.52(3H, 5}, 3.74(3H, 5],
4.12(3H, m), 4.54(1H. d), 4.75(2H. s},
5.49(1H,d), 5.62(1H, d) )

1.37{6H.s). 1.72(4H, m}, 2. 35:2H, m),
3.49(3H, ). 3.65(3H. &}, 4. 10{5H, m),
5.36(2H, 5)

S OE, PhooHY, iPro:

4, Et . HIE
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(1) L-OtADEELN OIHMELIE(21.6g, 0.12)2 CIHEEZSO0I0IS(120m1) WOl SdiAZID XS
S0z H2AAIZICH. UM ES&A2S(14g, 0.1m)E Jtotd Aoz HAH E=20H0I=(11.2ml)
E Jtets, AR20A 2022t WBHEICH. BrE BZF, S(100m1)2 BtSSAUM st 2N Faez
pH5.022 XFE=, 26H2 HEOtAIHIOIEZ F=E8IC. RIIES =22 Mot
AR (ZA0IOUISE) AlIZIZE, Z G Stlt. dd== 4ot 2 ZE IZ0tEHIlot 014
ZZ2Z0H=2-0E OMHIOIE (3 N2 &L, U2 =sE=MZE, &FSS 012ZZ2Z0H
S-0HE0tMEHEIOIEZ MZEHOW & 105~106C¢! L-5, 6-0, O0-OlAZ=zT|H-3-0-8Z& OtAD
25 4H(13g, 40%)S =SEHC.
(2) L-5, 6-0, 0-OlAZ=ZZ|E-3-0-HIAONADEEAH3.069, 0.0128)2 LIHE-==ZAIS(20m) &
HIEctolEZ&H(15ml)2 S0 £ SoHAIZID  EHMZF(1.50,0.0118)2 JHEHCE. EE20
SEHHY R2E35H2(3.83g)S Jtotld 20IA 18AI2F St WmBsttt, Brg ZZ %, 2(100ml)E
ot OIEOtMEIOIERZ  =ESLY. ES2 22 HMHGLD AX(Z40t3uls) AlZIZE, 2106t
sEANIL. d¢F=ES 0AZZ2EUH SOIMEIOIE(I0 + 1)2 85d6l= &oist 2 2 320t
Jdefmz HHMotW L5,  6-0, AT 2 H-3-0-HAE-2-0-SEtd A otA D=2 EAH S = (R2-
7)] (3.80)2 2 H 7001 JIXHECH. F0 228 S2E YEez H 79

stetE((Re-1) ~

>3

0.
r
¢ d—cno ~-R

=Seth. =Sclastd
F

I
(R2~12)]12 MIZE

(5—% 6—z & ol yeiE Yy4)

[E 7]
sig | R $3(C) NMR
- (CHJ);Me ¢.8712H, m1, 1.27(12H, m), 1.3§3H, s}, .
R2—-1 7  1.37(3H, s). 4.06(5H, m), 4. 5411H. 4, 2Hz),
5 46{2H, s.7.35{3H. 5)
—(CH,),Me 0.86(3H. m}, 1.26016H, m). 1.34(3H, 5),
R2-2 & 1.37(3H. &), 4,08(5H, m), 4.54(1H, &, ZHz2),
5 AG{2H, &), 7 _37(SH, o)
- ({CH,) yMe .86 (3K, m). 1.24i26H. m). 1.34(3H, 5).
K2-3 713 1.37(3H, 5), 4.08i5H, m}, 4.53(1H, d, 2Hz),
~{CH) . Me 0.86:3H., m), 1.26(26H. m}, 1,34 (3H. 2],
R2-4 E 1.37:3H, 5}, 4.10(5H, m), 4.53 (1H, d, 2H2},
5.46(2H, 5), 7.36(5H, 5)
— iCH.) uMe 0.85(3H, m), 1.25(26H. m). 1.34(3H. ),
R2-5 A% L.57(3H, s), 4.06:5FL. m), 4.54 (O H. 4, THz).
5.45(2H, 5), 7. 37 {5H. s)
— (CHy) 1sMe 9.37(3H, m), 1.95{38H. m), 134 (3H, 8),
R2—é A% 1.37(3H.5), 4,08(5H, m), 4.54(LH, d. 2Hz).
5.46(2H, 51, 7.36(5H, 2
—(CHa) sMe 0.68(3H, m}, 1.26¢32H. m), 1.38(6H. s},
R2—7 4455 4.08(5H, m}. 4.51{1H, d, 2Hz}.
5,43(2H,s).7.29(5H. o}
—'(CH;)”.Me U.ﬂ?(SH.ml.l.24{35H.m}-l.uﬁaﬁ.s)-
R2-8 48-50 1.37(3H, 5), 4.06(5H, m), 4.54(1H, d. 2Hz],
' 5.46(2H,5).7.36(6H, 5
—{CH.)uMe 0.8713H, m), 1.24 (40H, mi. L. 34 (3H. 5}
R2-% 60— 51 1.37(3H, 1), 4.08 (§H, m}, 4.53(1H. d, 2Hz).
5.4502H, ¢}, 7,36(5H, s}
0Bz . -
Me DMe 1.28¢15H, m), 1.35W3H, §), 1.37 (21, 8).
2. 13{3H, 5/, 4. 1235, m}, 4 S1{1H. m)
R-10 _eny,, 438 (2K, rm), 48826 &), 4.95(2H, 9),
Oble 7.30(15Hz}
OBz
e
*
—CH,CON 0 1.37(6H, s, 3.55{3H, m}, 4. 10134, m},
RZ-1] 4.55(2H, mi, 8.81{2H, m}, 5.6712H. ),
[&D0) 3]
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(1) L-5 6-0, 0-0| AT Z2E|H-3-0-HE-2-0-SEIH A OIADESEAH3.80)S HIECsIE2Zet
(4om) 2 GIEL=(lonDO S04 SEBOI SUHARS, 2N AeH20m1)S ISt S0CUHA 24AI2F S
oF WBISICH BlE FEZE=Z, U8 WS 2ot sFAII12 HEOAMHIOIEZ F=&SC. RIIS2S
=2 HMESLD AHZAZ=Z=, 2ol ==otld NFR=2 OIﬁEE%‘Oﬂ_HIE—OiI%OH_HI@IOIEE XH’E’Q_
ot 3-0-HIAE-2-0-=2EIHIAOIADEBAHSEISI2(R3-7)] (2.69)S =#=S&tlt. =2IgstE S42 ¢
80l J|XH StCt
(2) DO 201 +SE SESS A2 S|AE w@oz HH2[(R3-1) ~(R-12)]2 MZ5ID
OlE = 80l JIXHSICE.
0
o]
N0
,: 5 1
[Z 8]
avg | R 43 (T | NMR
R3—1 —(CH,) ,Me 0.87(3H, m). 1.25¢12H, m), 4.00{5H, m),
A& 4.66(1H,d, 2Hz), 5.45(2H. 5), 7.32(5H, 5)
— (CH,)sMe 0.86(3H, m), 1.25(16H, m), 3.8¢(2H. m).
R3-2 JE 4.00(3H, m}, 4.68(EH, d, 2Hz), 5. 46/2H. 5.
7.36(5H, s)
—{CH,} sMe 0.86(3H, m), 1.25¢24H, m), 3.80 (2H, m).
« R3-3 65—66 ° 4.00(3H.m), 4.68(1H, d, 2Hz), 5. 4712H. 5).
7.35(5H. s,
—iCH,) . Me 0.87(3H, m}, 1.23(26H. m), 3.82 (7H. m),
R3—14 52—53 4.02(3H, m}, 4.68(1H, d, 2Hz), 5.47(2H, s),
7.36(5H, s}
—(CH,) 1sMe 0.86(3H. m}, 1.25:28H; m), 3.85 (2H. m).
R3-5 n-72 4.02(3H., m), 4.6971M, d. 2Hz), 5.47(2H, 5).
7.37(3H, s;
— (CH,! sMe 0.88(3H. m!, 1.25¢30H, m). 3.79(2H, m},
R3-6 57-58 4.00(3H. mi, 4.67(1K, d, 2Hz), 5. 4412H. 5,
7.33(5H.s] :
—(CH.) ,»Me 0.87(3H.m}, 1.25(32H, m), 3.80 (2K. m).
R3-7 75—176 4.01(3H. m], 4.68{1H, m), 5.46 (2H. 5).
7.34(5H, s
R3-3 — {CH,) oMe 0.36(3H, m), 1.24:36H. m), 4.00(5H. mi.
77—78 4.58(13. m), 5. 46i2H, s}, 7.26 (5H. 5}
—CH:) 2 Me 0.86{3H, m), 1.25:46H. m}. 3.82(2H. m,
R3-9 83—85 4.0243H.m), 4.6971H. d, 2H2), 546 (2H. 3,
OBe 7.36¢5H, s)
OMe OMe 1.30016H, m). 2.1313H. m), 2.232H, =",
R3—1) — CHy 3.91i6H. s), 4.06/5H. m), 4.90(2H. 51,
we Me 4.87(2H, m}, 5.57(2H, m), 7.30 (J5H. m:
71 & OBz
P '3.374H,m), 3.49(4H, m), 3.30(2H. m).
R3-11 ~CHLON O 4.2002H, m). 4.79(2H.m), 4.89(1H, d,
$.56LH,d),5.75{2H.d}, 7.40°5H. £)
&
- 2.04{¢H, m). 3. 9028, m), 3.50(3H. s)
- N v . m), f
R3-12 Ch:CO 4.02(3H, m}, 4.23(1H, m}, 4.53(3H, m),
7.34(5H, 5)
A% COOMe
2300 4
L-5, 6-0, O-0|AZR2LZ|E QOIAD2E4H(52g, 0.242)E HEZIoIE2ZFE2H(200m1) & D_MF(50m1)%
SH2U0 SHAIZID BNZE(42, 0.32)S Jistz, S82S M20|M 1022 DEEL 28
S820l 222HE HZHES@7m, 0.32)S YE2O2 20CE SASIH 52 SO ISt 4
Ol A 4A12F S0oF wBlsts | B2 S§=ES S(300m1)0l 2212 2N I4as JiohAd pHB2 XA SHCH. O
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g OLMIHIOIEZ 23 (400m1, 200) F&&8%, RIISS 22 HEHSILD 226N ==& M4
T Myd2s Aedt 2 ZY IAZO0tEeNI (300g, Merck Ltd, Art 7734, FJHS0H @ OIE OLAIHIOI
E OlaZ=d oHE2=1 : 2)2 FHotL OxZ2ZE HHE=Z MWIE (HEFIUHUHNM ZES
PGt 5,6-0, 0-0lAZZ2He|E-3-0-0SAIHE -(L)-0tAD2E4H40g, 61%)S =SEHCE.

ol 5

L
k) m

|
(@]
(@)
S
T
=}
b

w_ﬂur

ST

0o

— Qg
(@]
o

u
- O

ofl nfp
o
[sallls
Im
5

S
i
[w)
o
010
O o
=
x
| wo
=
11y
o
e
|=_J
sSre
®4@u
00
wo 0 Mo
b
o
S
i

£ =2 MAEoID AXAZ= &
Jdehm  (300g, XMOHED OIAME*%OHHIE) S ,
2-0-SEHHI&- (L) -OtAD=2B4H(15g, 57%)2 #=S&tCt. 0 SHE=2

== o) 3

) A2l 2-0-=2EHHIA-L-0tA2284H0.8g, 2Z2I=)2 SN0l meld

St A20AM #ixd 2=22t01=(0.28g, 2Zel=)E FHD }§§— TAIZE S0t WEtstn 2N
AESHAIRITH RIIES gi M=ot ?_35(%*&D}3HIE)/\IE—.— =
OlAZZ2ZUHZ-0E OIMHIOIEZ M2EoIW &E&0l 68-69T

0-SEtH4A -L-0tAZ2E4F (0.6g, 49%)S =S8tCt.

A=XI(%) : C; 69.94. H ; 8.98.
~

(2) &JI2t sSLs Yoz 2-0-FAHA-0-0tADEELMS HEUSIAIF SFHO0| 77~78T2l 3-
O-#ilxg -2-0-SAIHA -L-OtADESEME =SEHTH
CagHas07

A=XI(%) © C; 69.21, H; 8.82.
4 HAX (%) @ € 69.02, H; 8.79

AAION 1

L-5, 6-0, O-OlaZ=zHeld -3-0-HSAME -2-0-=S|EtdiaotAZ=2E4 (1.29)2 OIES  (30ml)
2 HEcsIEZZE(10m)E E8 S0HU0 SaHAIZIZ 2N F2H(10m1)E JtstE, 50TOHA  6AIZH
SOt LEHECH. B2 2BHUE 2ol ==otd e OLMHBOEZ ==&t |IIEE =2 Mot
D AX(ZA0IOUISE) AlZE, 2ol s=6t0 dRES 0IAZZZNHZ-0EO MIEIIOIEE M
200 2-0-EIUA AT 2 EM SR 2(1-12)](0.829) 8 =+=SE&tCt. 0 SEE2 L-5, 6-0, 0-0
ATZZECH-3-0-0SAIHE OADSEME =8 IJi=2HAHAM =S == JAT. SclsstH
E42 H 90l JITHECE,

AAI0 2

3-0-#l &2-2-0- %EHHIA'OV\TE&M(Z 1g9)2 OIE OLAIHIOIE(25m1)LHOI EHAIZILL 5% Pd-

C(0.5g)E Ji8t=, OHOILatol =01 2 AIZ2ICH. OF, HOE Dt HMHotLD HudHs 225 =
SAZICH. BE MHEs 0AZZZNHZ-0E OtMHIOIEZ THZEGIH 2-0-SEHH&0tADZ2E
AR 2(1-12)] (1.50)2 +=SE&C. S2latsd E42 H 90l JIMSEHC,

AAI0N 3

A1 AAIN 1Y 22 SAE 222 MXIE SES[(1-1)~(1-38)]2 H90I JITHEICE.

58
| ]
o

HO OR'
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RI

Aol

24 §|H<m

NMR

—(CH,):Me
—(CH,);Me
—(CHJ)Me
— (CHy)eMe
—{CH.}uMe
—{CH,) \Me
—{CH.):Me
—{(CH,):Me
—(CHj) \Me
— (CH,} sMe
— (CH.;} [Me

- {(CH,) :TMC

1 100101

1,2 115-117

1,2 122-123

2 118120

1 124125

I3

1 127-128

1 129130

1.2 126—127

1,2 126-127

1,2 128—129

1.2 127-129

1.2 127-128

29-20

0.88(3H. m}, 1.32(8H.m), 3.54(2
H.m). 3.88(3H,m), 4.70(1H.d,1
Hz)

0.84{3H, mj, 1.26(12H.m}, 3.53(2
H,m}, 3.85(3H.m), 4.70{1H.d,1
Hz)

0.86(3H, m), 1.25(14H,m}, 3.54(2
H,m), 3.87(3H.m), 4.71{1H.d.
Hz}

0.85(3H, m), 1.24(16H.m), .3.43(2
H,m), 3.86{3H.m), 4.72(1H.d.1
Hz) .

0.86(3H,m), 1.24{18H.m). 3.50(2
H,m); 3.87(3H.d), 4.7101H.d,1
Hz)

0.85(3H, m}, 1.24{(20H.m), 3.53(2
H.m), 3.913H.m), 4.72(iH.d.1
Hz)

0.85(3H, m). 1.25{22H.m), 3.52(2
H,m). 3.91{3H,m). 4.72{1H.d.1
Hz)

0.85(3H, m), 1.25(24H,m), 3.51(2
H,m). 3.90(3H,m), 4.74(1H.d.1
Hz)

0.85(3H,m). 1.26(25H.m}, 3.45(Z

. Hom), 3.86(3H,m), 4.73(1H.d.1

Hz}-

0.86(3H, m), 1.24(28H,m), 3.59(2
H,m), 3.94(3H.m}, 4.75(1H.d.1
Hz}

0.86(3H, m), 1.27(30H.m), 3.54(2
H.m), 3.86(3H.m), 4.71(1H.d.1
Hz)

0.85(3H, m), 1.26(32H,m), 3.51(2
H.m), 3.91(3H.m), 4.75(1H,d.1
Hz)

£1994-0000073



1-24

1-25

- {CH:J ﬂME
- ’,CH:} :IME
— (CH.) ,COOMe

~ {CH,} O

—Bz

- I:CH;) ]Ph

4—Br-Bz
4-Cl[—Bz

4—Me—Bz

5—Me—Bz
{—iPr—Bz
{-CQ0NMe—Bz

—CH,-(C\/\./ A COOEL

- {CH,}.CH (Ph},
- (CH;).OCH:P!‘.
—-CH, 4122 44

~sopy

12

126-127

1Z5-127

107108

184185

174— 175

157—153

92—-93

118—-119

171-172

158 — 160

129—320D

5-T6

125—126

145— 146
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0.85(3H, m), 1.23(36H,m}, 3.45(2
H,m), 3.85(3H.m), 4.70{1H.d.1
Hz)

0.86(3H.m), 1.24{40H,m). 3.46(2
H.m), 3.86{3H,m}, 4.70(1H,s)

1.26{16H,m), 2.26{2H,t,THz), 3.
45(2H.m), 3.54(3H.m), 4.73(1H,
s)

1.30{16H,m), 3.45(4H,m), 3.80(3
H,m), 4.73(1H.s)

3.44(2H.m), 3.78(IH.m). 4.741
H.9), 4.9(2H,9), 7.38(H. m)

1.92(2H, mj, Z.67Q2H.m}, 3.48:2
Hom). 3.77(0H,m), 3.92(2H.s7
Hz), 4.7T7{1H;s), 7.23(5H.m)

3.45(3H.m;, 3.76(1H,m), ¢.75(1
H.s, 4.92(2H.,s), T7.36(2H.d.3
Hep, 7.54(2H, d.BHz}

3.55(2I-i.m.|. 3.8301H. m), 4.75(1
H.sl, 4.98(2H.s;, 7.38(4H,m)

2.28(3H.s), 3.45(2H.m), 3.75(1
Homb, 4.73(H.si. 4.90(ZH.s).
7.14(2H,d, 7Hz). 7.31(2H,7H2)

7.3¢(3H.s}, 3.44(ZH,m}, 2.77!1
H.m). 4.75(1H.d,1Hz), 4 92:2H.
5), 7.20(4H, m)

1.20i6H.d. 7Hz), 3.87(1H.hep, 7T
Hz), 3.4602H,m), 1.76.1H.mi,
4.T301H.s), 4.702:2H,s). T7.27(4H,
m)}

3.442H.m). 3.752H,m). 3.84.3
H,s}). 4.74:1H.s), 5.03(2K.s), 7.
55i2H,d. 7THz). 7.95i2H,d, THz)

1.28(3K,t, THz), 3.46{2H.m}., 3.
81{1H.m!, 4.22(2H.q.7Hz), &.
78(1H,s). 5.22(2H.s), 5.22{1H.d.
16Hz), 7.49(2H,d.BHz}. 7.62(1H,
d, 16Hz). 7.72(2H. m;

2.37(2H, m}, 3.45(2H.m). 3.78(
H,m), 4.1701H,1, THz:, 4.74(1H,
d, 1Hz), 7.26{10H,m]

1.29(12H. m}, -3.40(4H, mb. 3.87(3
H), 4.42(2H,s). 4.740LH,s), 7.
29{5H, s .

1.25(6H,m). 1.63(7H,m), 3.37(2
H.m). 3.62(3H,s}, 4.64{iH,s)

3.43(2H.m), 3.78(1H.m), 4.78(1
H,s), 5.33{2H,s), 7.58(3H.m),
7.8912H. m)
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0.88(8H, m}, 1.33(8H.m, 3.45(2

_ H.om), 3.73(H.m), 3.932H.L7
1-30 —ca,—@—o—(CH,J,CH, 1 133-134 Hz), 4.7¢(IH.d.1Hz), 4.86i2H,
s), B.34(2H, d,8Hz), 7.32(2H.d, 38

Hz}

a : . 45
-3 o X g . I5GITH, ). 4.40(1H. ey, 4.36(2
CH.LON 0 Gl Him) 4 84(H. d 2Hz)

- 1.95t4H.m), 3. #4(5H,m). 3.6213
1-32 —CH,C():\ 2 2% H.s)., 4.35{IH.m). {.81iH,m:,

4.7411,d.2H2)

COOMe

1.655H.my, 4.74i1H.d,2Hzt. 3.
40IH. ml, 743 7H,m

T
b

!
[g]
=
Z
o
o

=
S

. . C.E6CH. mi. 1.25(22H. .. 1,98
1-34 _{CH"'\—/ "CH, }CHy 1 I31—104 H,mt, 2.80:5H.m). 4.5H1H.4d.
Hz), 5.21(2H. . 6Hz)

4
2

| ]
3.543H.m), 3.55(3H.s). 3.8
- — _ﬂ_ 1 ] .
1-38  —CH,COOCH, ! A% Hmi, 467014, 2HD)
L70GH, m), 2.3502H.ml, 3.8503
1-36 —(CHy,COOCH, I 212 Hs, 3.886Hm, 4.5711H.d2
Hz)
o _
- . Me OMe , qg  LBUGHm, 2.1203H.s), 2.57¢2
B T Hom. 3.30GH.m). 3.85(6H.s)
— (CHihus OMe
0

-1 1.46(6H, m), 2.10(2H.m). 3.80i5
1-38 AN 1 7%  Hml, 4.63(H.d 2Hz), 6.10(1H.

m b 7Hz), 7.38(TH.m), 8.452H. mi
|
ﬁ/

SIEI2(1-37)2 A Al0l 228 SAIst gHgoz HXE sIE2F= JIEES2 YoM 28 Z ASHAIAA
=SetCt

AAIG 4

(1) S22 ZE(20m1)LHAl SoHAIZ! 2-=Z2EHHA-L-0ADRESB4AH0.8g, 222I2) =Hol L2 (Iml)
2L 4,4~ EIHIE'OP [=T2IE(0.19)2 Jist:E, A20 A OlME 322 ISttt B8 8HS 18AI2
SOt WBISIH RKRIISE NGMe=z MAGHD 2=2 /\‘II’_—“\@?, AXAZICH. Z0HE 22otd S H
Hotld MHE=22 OAZZZUHZ-0E OIAHIOIEZ MZEoH &0l 117~118TC¢2l 6-0-0tME-
2-0-=2EHHI A -L-0tA DR 2B AHO0.6g9, 65%)= 2=SStLt.

CasHao07

A=X (%) : C; 66.24, H ; 9.95%.

=4 HAX - C 5 66.35, H 9.85

(2) AJIQt SAIEH YHOo=Z 2-0-HEHHA-L-0tADZS2EA, 2-0-AIHA-L-OtARE2EA 2 2-0-=2

29-22
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EtOIA-L-0tAZ2E4E 212F OtMIES, #ixst, HYE-OtMESs & =AIESHAIA
-0t E-2-0-BIEIOI &-L-0tAD2E 4, EF 112~113T
A=X (%) : C; 64.59, H; 9.48.

oS

SA HAX 2 C o 64.46, H; 9.41.
(ii) 6-0-8il X2 0-HE}H Al-L-0}A

Iru
T
z
00
oA

139~140°C

A=X (%) : C; 68.36, H: 8.78.
24 H2tXl : C; 68.55, H ; 8.63.
(i1i) 6-0-HEOLME-2-0-BIEICIA-L-0IEZ2E 4, 8 126~127T

A=x (%) : C; 68.79, H; 8.99.
F4 A& C; 69.02, H; 8.79.

(iv) 6-0-OFAIE-2-0-3l AFCII & -L-O0F 284, 88 114~115T.
CoaHaz07
Al

AZEX (%) : C; 65.02, H; 9.46.
24 HAX : C; 65.13, H; 9.56.
) 6-0-LIZEIC-L-2-0-2EHIA-L-OtAD2E A HAH | EF 142~143T.

A=2X (%) : C; 66.49, H; 8.70, N ; 2.20
24 ALK 2 C; 66.06, H; 7.83, N 2.27
6-0- (3-IIZ=EANZZ0RY) 2-0-HE2HU4A - L-0tA2

[
T
[P

, 88 155 ~ 1567C

A=X (%) : C; 60.73, H; 8.66.
24 AHakxl 0 C 5 60.99, H ; 8.53.
(vii) 6-0 - (3-IIESANEZIIRY) -2-0-HEIHA - L-0tADEEL, & 156~ 157TC

=X (%) : C; 61.59, H; 8.87.

F4 A& - C; 61.71, H; 8.70.

(vii) 6-0- (3-IIEFAIZZIIRY) 2-0-SEtH A - L -0tADEEM, & 155-156C
Cos HagOg

A=X (%) : C; 63.49, H; 9.33.

24 AHatxl 0 C 5 63.61, H; 9.15.

S22EZE(2mN)U0 EdAIZ] 2-0-SEHHA-L-0tAD2E4H0.8g, 22elS)dl H2IE(Inl)S Jtot
D Ooolol A=20M OtME gatssS HOtetth. Bt EHUE 1At S WBtoll 2N M2 AIH
StCt. RIISSE =22 Mot AXA=, SMHE Zotol 2 HMIASL. MdL=2S
OlEI2-0E OtMEIOIEZ THZ&HotW &80l 78~79T2l 3 O O}HIE' -2-0-=2EtHA-L-0tAD 2 E 4t

(0.8g, 87%)& ==SE!C.

CopHas07

A=X (%) : C; 66.07, H; 9.80.

=4 HA&X 0 C 5 66.35, H; 9.85.

A0 6

S22 EZS(20m)UH0l  EoiAI2l 2-0-SEHHIA-L-0tADE2E4H(0.8g, 222iE) 2 O
E(0.24g, 242I2)2 SN ECISZZOLMEAH0.Mml)S Itstd 60COHAM 1AlI2H

29-23
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=2 MEotn AxX & =SH6IH MEd=E =Setl. =S ME8=2 0AZZZ0EIZ2-0E OtAl
HOIEZ THZEGH SF0l 149~150C¢Q! 6-0-HEIH= R L-2-0-SEHHIA-L-0tA D= E AH0.75

A=X (%) : C: 68.14, H; 9.08, N ; 2.74.
24 ALK 2 C; 67.98, H; 9.20, N ; 2.56.

(1) CIHEZEo0t0 | (50m1)LHol EcoiAl2l AS D-0lA0tADEWIOIE(120g. 0.18) NN HE =

st= (12m1)% Jtotn 50COIA 4AIRtSe Jrgst=, =(100m1)S Jiotl OIEZOLMEIOIEZ =
ettt RIIES gi MZEsSt] 24X & sFHEANZ=, X dd=2s ded-2 ZE EED}EJEHLLI
ot OE OLMIEHIOIEZ ®IHSHH 2-0- ““"' -0-0lAOtADESAH(10g. 37%)2 =S8t 0 @A §P
[SIg="1 |

gt=(10g. 0.0372)2 CINE "E/\IC(4Om1) 2 HEcHIE2Fe(1om1)2l E S0 EoiAlZI2
MZES EMOL0 S0CTUHA SEHHE REs P%D_P 2AI2F Sot BtSAIZICH ‘éil*?— gs A<>““=01|
2(100m1)2 Jtstn olAZ=Z2d HHZ22 FHECL. |IISS 22 MNHGLD HXZAUZE, 60
SEANL. sFE=ES o2 ZE™ EEDPEJEHLLIOF olAzZ=zg oz - oE PHIEHOIE(
N2 Mt =S8 x Z2F=S %“& : OlaZ=2Z OHZ(1 @ )2 MZHG0 &0l 62~63C
ol 2-0-SEtHA-3-0-BIE-D-0| 2 0tADEEAH(5g. 26%)2 +=SEHLt.
CaiHso0s
Al

a (%) : C; 72.02, H: 9.67.
EA& ALK 2 C; 71.78, H; 9.72.
(2) &JI0M =#=SE 2-0-SEOHA-3-0-#H | A0tA D2 EAH(3g.

I-D-0 6.72)2 OIE=S(0m)UHH 2
FOLA ==23HAIZICH.  18AIZ2F

;H/\Ialj 5% Pd-C(0.2g)2l =THotoll CHole 8 20 SWMHE O HIHGHL
Hutds 220l ==80. ==%U=S HE OtMHIOIEZ MEBEGINW =&0l 103~104TCQl 2-0-=
EFOIA-D- O|AOIAREE A (2g. 80%) =SB6tHC.

Co4Ha406

Al=X] (%) : C; 67.45, H ; 10.46.

=& HA&X 2 C 5 67.26, H; 10.35.

& A0l 8

HEzZISIEZFet (20m1)WHol SdiAl2l 5, 6-0. 0-0lAZ=2Ze|el -3-0- HSA HE -2-0-

Jo
m
pg
>

-L-OtADEBSAH(5g. 10Z2lS)0l 1, 8-CIOtRMHIAIZZ([5, 4,01 -7-204(3ml)2 OJtotl EE=S
50COIA 2AI2tSe wEtet=, ‘-“D*o}_’ HEOLMIEHIOIE(40m1)E DJISHCH. EEES N-gatez 23
NESID OA 22 MNHES, AXZADID 26t sHAIZIC. 60CHA =2 OlEFS(40m1)
2 2N AH(20m1) EEESU0 BAIZSS wEHETH BlE U2 Z Yol sZHAI0 ME22 olE
OLMIEIOIEWOI EdlAlZIZ=, =22 AMHZEotld Ax & ":/\Iil} =S £ MHE=ES 0aZZE0
Hzz MMZHEGIH &0l 114~115TQl 2-0-SEIHA-5-UIGISEANADEEL(2g. 51%)8 =5
Ct.

CosHaz0s

AEXI(%) : C; 70.14, H : 10.42.

24 AHlakxl 0 C 5 70.21, H 3 10.31.

AJINAM =SE 2-0-SEIHIA-5-UIGSIESAINADREEL(0.49. 122S)S OES(10m1)LHO SdH
A1 5% Pd-C(0.29)E DJt&t=:, HoIYal HAIIM UM 4AI2tSQr WBHSICH Bt ZZ2%, =04
£ 83~84TCQ d, 1-2-0-2SEtUA-5-UI2AI0ADRZEEL(0.29) 2 +=SEHH

Co4Hus0s

A=X(%) : C; 69.33, H; 10.74.
24 ALK 2 C; 69.86, H ; 10.75.

| d2= AISot0 S - JME NSt

29-24
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382 (1-12)
[R'= (CHy$ »CH,ol 2 RP=0H. R*=Hal #YE[1]] S0mg
S44 5o 80mg
Gl A Jomg
Jeciajrzy HF2ex L 25mg
apaulg sejolajel & Smg
e | 209mg
(A =h
SoZe AlE(33]/2)0l 1-3 EH/0Z0ICH
AAIGI 10
5t)1 A22 AIE5I0 SAXQl oz MHES A
H4E01-9)
[R'=:{CH,) . ,CH,?) = R'=0H. R°=H% #¥5[1]] Smg
%4 =% Smg
o 3dmg
o2z 4F222 L 25mg
ofaud[§ Asfofeio]E Smg
- A 200mg
SoZe AlE(33]/2)0l 1-3 EH/0Z0ICH
AAIG 11
(1) OLHIE(50m1)LHOI ZoHAIZI 2-0-SEIHIA-L-OtATZ2E4H0.8g. 2L2|S) SH) P-S20 ==
AH(50mg) S JtetD AISOIA BAIZFSQ MBIEICH. BrES S| EFASALES(100mg)S JtetR 2
OIEH0l SEAIZICH MA® X ZAHS [C0AZ2Z WHZ(IPE)2 MZAGIH SEO0l 81~82T0
2-0-=2EHHI A5, 6-0. 0-0| AT 2 |G- -0lA T2 AH0.8g. 91%)S #=S&HCH.
(2) 2-0-ZHA-L-0|AD2BA U 2-0-HMAIHA-L-OIAD2BAS 202t AJ|QF RAIE BISS AlHA
stole stetes 22 £Ssitt
(i) 2-0-S0H&-5, 6-0.0-0|AZR2LE|H-L-0lAD2EA, SH 83~84C
(ii) 2-0-3ALHIA-5, 6-0.0-0|AZ 2T E--0tAD2E 4, & 85~86C
AAlG 12
(1) S2o(0m)H0l  SaiAI2]  2-0-SAIHIA-L-0IAD2B4AH0.8g. 2L2/E2) L AS2@ A=
(0.3%)2] M P-S20 =ZEAH(50mg)S ot 2250 MAE 22 =280, YW2ts, gis =2
HS HSIEHMNFALUEE £2HOZ HHGID AEXA2IS, 260 S=6l0d X ZHS LS8,
ASE X ZAS IPER WZEGIH SFO0l 80~81TQI 2-0-AHIA-5, 6-0.0-AI2 281 Al2|E-|-0t
AD2BAH0.6g. 84%)2 £S5
(2) 2-0-ZHA-L-OlADE2BAS A SAIEH 8122 AIH 6t St82S £S80.
(i) 2-0-ZCIA-5, 6-0.0-AlI2 28 A2|EH--0lADEEA, S& 85~86C
(57) 879 g
x-l__'.lz'sl- 1
ot SEE ()2 HEAIDE SE2o B50|JF A2 2o BaHEs 2R, A E=2s 2,
LI 20 L= 09 4 SHSUA ASE2M =26 ot 5 L 6-AXIS OtME &I E= N
g HMJ| L 399 ESIIZ SAN MAAIE HS SO ot= 601 LprAl (l1a)9 otARE
Ba SEHO HEgY

29-25
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AES, R 2 SXNE0l 15 WX 70020 =I1 &J[012 ;R &
J RS OIMIE ®II, WY XI| E= 0=S JI0ICH.
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5101 YerAl(la)2 HEAEE s@es o =)o Esl
23l = HSAIIS NS SO s 1) LPA (1d)9

(1)

1o 0 R
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A8 10
H 5801 QUOIA, OtAT2EA SEHIt 6-0-LI BE| & U-2-4-0-S EHH A -L-OtA D2 S ALl B
HRE 11
5101 UBrAl (V)2 HEAFE S22 SJ 29I ENse KJ SUMUAM 42 2850 5
oBtAl (V]')O] BEE2 4S5t0, 0 S22 =0 ZEMGHHAM HESAAI= AS SZOZ
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(1)

110 0‘,[{'
AT, Re FAE0l 15 LKA 70028 =I1 &J]0112 ; X'= OtMIE &I £= AE &DI0IC.
A8 14
H13EH0l QUOIAl, ROl BtA 21Xt 9 LHXI 207HQ! Z4f 2ol wrw
¥378 15
M3 U ANA, X'IF AHE &Il S
78 16
Shol ekal (1) stEEel 3-9X 2S5 ROb BRI0I o5 2oHEls %, &I stgssS Lol 2
off Jt===0ol o0 5,6-RAX ONME &I L= ANE HIIE HHE OS, 20d sg=ssS FMH
EMotol =I1 SOHHAM &= 0ot 3-|X2d ESIIE HMIAHdts AE SIS ot= LEHA

(la)e OtADEEM SEXS MY

HO———

HO———

/0\]:0 (I al

H O-R'

/ 0 (i}

AS, R 2 XgeE HE, Hotd, MEBZLZUHE H oI=E5A L= HESAZ X&E Cpp €22

SX2 15 WX 4009 £I1 ®I0ID ;RS BN Qs BHE 2 U= JI0IH ; Xs 24O A4,
OFMlE &I E= g ®I|0ICH
=g 17
D] LAl (V)2 HBAIZE OIAZ2EM SCHE ZAZSKC ZMWs CIRK4H, CHEEE
nif=} 2 20N HECS 2OIMM ZAZUG ste

=5
b= Bhol 2etal (1b)2el OtATZ2EA SEHOl MY,
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