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AMH(R) —HAZMER(R ) —HAEXTREE/E GREH
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RAEHEHHMPE(R)—R( S ) —BELBEREXTRENE Do
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mg, O, 16mol )5 RANEk'E(2m1l), ZHEZ0Cl
TRERARETH 3044, WANEE(7Ta (R*), 1208 ]



—~T7—[((8)—(1~8K—2(R)—EEXE—-3—XHE)IA
xZ)—1, 2, 3, 4, 6, 7, 8, 12 0v—N\E—6—aAR—1
EH (2, 1—a ) (2 ) FXKHAALE -3 (s ) —BRFE (41
mg, 0, 1mo ), REMEMI KA ZBE(11ul, 0, 15
mol ), FRMBHREFEE, HAEHit. EEZREFFEFNF B
B AT 4hidk, J6 4% Bl AR AL A4
St 4 7

FEC(Ta(RrR*), 120B8)1—7—{ (s)—( 1—4AK
—2(8 ) —HR—3—XKWXIEX] — 1. 2, 3, 4, 6.,
Ts 84 12p—NE—6—8R—EH (2, 1—a]J(2]K
HELHE—3 (5 )88

¥(7a(R*), 12bB)—7—C(8)—(1—&AK—
2(8)—7BHARR—3—KHEIRE]—1, 2, 3, 4, 6,
7T, 8, 12 —NE—6—FAR—%EH(2, 1—a ) 2IK
¥ —3 (S )—BREB(56nmeg, 0, 12mol ) BEET
wHINEEAKE (O, 50m1, 0, 50mol) BhAALFH
{3m1)H, TERETEATEIHEIE3 044. TEEPRIK
FEL, 5nl, REFWEREREG2 NEBAER(2n1)
. REFABTR, AAEAETEZTRBY TR 1 . B
F3 5 ctE TRE R AALEY.
SeH 4 8

BME(CTa(R*), 12pB)—7—0(8)—(1—%K
—2(S )—LHHmA—3—FKHE)IHAE]—1, 2, 3, 4, 6,
Te 8, 12p—NE—6—8AR—EXH(2, 1—al) (2] X%
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HRAAE-3(S )—BE8

B(Tal(R*), 12b8)—7—( (8)—(1—&K—
2(8)—HR—B—KXFE)IEXE]I—1, 2, 3, 4, 6, 7,
@y 12— NE—6—&R—rgH 7 2, 1—a J [ 2IEHA
& —3 (s )—H$HE(B51me, 0, 12mol )MHKRKR(O,3
ml1TFZERMLIO0 REH)e 1OGHAMNTCEESF (11 s,
0, 12mol ). WHKZEDO0°C, HHH 4 540%. RHEANT
Eh, FAPSR= k. 2B HHENE, Mg s 0, T, X RE
fozk L B AT 4L & 1R 3 AR AL & .
SHH 49

H&(7a(rR*), 12bB)—7—( (s8)—(1-+4R
—2 (8 )—7HHA—3 —X(XWEIEE)—1, 2, 3, 4,
6, 7Ts 8, 12b—AB—6—8RK—eH (2, 1—a ]
C2)XFXHALE—-3 (s ) —BBFH

¥(7Ta(R*), 12b8)—7—((8)—(1—48fK—
2(s)—7HBHER—3—~KHWEIAEI—1, 2, 3, 4, 6,
7, 8, 12bv—N\E—6—8RK—gH (2, 1—al(2]FK
HRAEE—3(s)—8BE(2, 088, 4, 33mo 1l )ET—
AFR(26m1 ), FEMs Sc, TR, XIREA_RER
(3X200m1 ) ek, REAZ ERIRAMMABATIK - E
W (2 56m 1 )H, ABETHERMET. —KEMANHKRE
(1, 658, B, Omo 1), TEETIHI 4 540%. BEAF
ZR(B550mg, 5, 0mo 1), HTEETHHHIEESN
1 8. RERAZCBRZM(50m1 YAk (50ml )RR
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Fo 4 BB AVM, #5AAKR(7TX50mn1)_ 1,/ 4EMERE
HFI50ml), A(50m1l) gk ( 50 m1 ) ¥k,
BETER(Megs o, ), HRARAEEL B IAFAAE.
SIS O

ME(Ta(R*), 128 )—7—~0(8)—(1—ERK
—2(8)—#HMR—3—FKFE)IAE)—1, 2, 3, 4, 6,
Ts 84 12v—NE—6—AL—vkH(2, 1—al] (2K
HARE—3 () —BBRFR

ERTHBEC(CTa(R*), 12bB)—7—((8)—(1
—fAfk—2 (8) —TLEHRE—3—XKHXIAE£]I—1, 2, 3,
4, 6, 7, 8, 1 2P —AEA—6—ER—EH (2, 1—a]
C2)EZARLE—3 (S )—BBRFW(1, 878, 4mol )
Aot WP A E % R A, R AR R IR 4615 Bl AR AR
YA o

Trlw e TRAS LG 1 1 ~5 0 KPR EHE,

(6 (R*), 117 bBpY—=6—-((S)=(C1-HR-2
(R)~X¥Y#%E~-3 -FXKFEx)&HX)-1, 2, 3, 5, 6,
7, 11 b—tGE~-5—-8BR-wEH (2, 1—-2)(2)FHEL
#E~2 (R)=HBRFHE

(6a (R*), 117bB)—-6—-((S)—-(1-8fK-2
- Ex)REX) -1, 2,3, 5,6, 7, 11b—~tf~5-
AR-EH (2, 1-a ) (2 )XHAEE~2 (R)BE;

{6a(R*), 11bB)=6—-((8)—-((1-8f£—-2
(R)—-X¥pwE3-XFHX)HX)-1, 2, 3, 5, 6,
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7, 1 1b—tEH -5 ~-HAR-WEH(2, 6—2a) (2 )XH*tK
##HE—-2(R)-BRR;

(6a (R*¥ ), 11bB)—~6—~( (S)—(1—-HK~2
(R)—-KW¥BtoZE -3 - FHX)AEX)~1, 2, 3, 5, 6,
7, 11b—~tF-5 -8R~ H (2, 1—2a)(2)FHK
#H—-2 (R)-BBETH,

(6a (R*), 11bB)~6—-((8)—-0—-8AK~-

2 -HTE)EE)-1,2,3,5,6, 7, 11b—-t&~5
—~ER- B (2, 1-2) [ 2)FHFRELE~-2 (R) —AEK
FE;

(6a(R*), 11bB)~6—-((8S)—-(1-4R-2
(S)-¥FMmE-3 -XHEX)EX) -1, 2, 3, 5, 6,
7, 11b—=t8—-5-BR-WEH (2, 1—-2a)(2IXHFK
#E—~2 (R)—-HBEFEE;

(6a(R*), 11bB)—=6~((8S)—=-(1-8K~-2
(s)-XFBHAEA -3 ~XFX)EHX)~1, 2, 3, 5, 6,
7, 11b—t(8~5—-8R-mEH (2, 1—a) (2 IFFK
#%¥—2 (R)-BRE;

{6 (R*), 11bB)—-6—-((8)—-(C1~41K~2
(S)—-XViwA—-3 ~FH%x)R&*) -1, 2, 3, 5, 6,
7, 11b—=t8~5—-—FR-gH {2, 1—-a)(2)FHEK
#E~2 (R) -BBEFE;

(7a¢(R*), 128)=7—-((8)-(1-fRK~-2
(R)—~FPMmE—~3 ~XWXx)&&£)~1, 2, 3, 4, 6,
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7,8, 12b=NE—-6—-AK~-meH(2, 1-a)(2I)X
HFEBRE-3 (R)-BRFE;

(7a(R*¥), 12B) =7~ (8)—-(C1—-RAfK~-2 -
WIE)HE)—-1, 2, 3,4, 6,7, 8, 12b=NZK~6
~fR-EH (2, 71— )2 )XHEEE-3 (R) -2
B

(7a(R*), 12bB)—7—=((S)~1~8R~-2
(R)-FXFp%Ex—-3 -~ FKHEX)&X ) -1, 2,3, 4, 6,
7,8, 12b=-N\E—~6—-—BR~-EH(2, 1-a) (2%
HBLE~-3 (R)—BE;

(7o (R*), 12bB])~72=0 (8S)—-1-HK-2
(R)-F ¥ -3 - XHE)EX) -1, 2, 3, 4, 6,
7,8, 12b—-NE~6—-FRMEH (2, 1—-a]J(2)FXHF
ARE~3 (R ) -BRBREFE;

{70 (R*¥ ), 12bB) =7~ (8 )=1—-8R—-2~
HoE)EE)~17, 2, 3,4, 6, 7, 8, 12b-N\E—-6
— Rk (2, 21— a) (2 )EFAHE-3 (R) BB
XKW

(7a(R*), 12bB)}—-7~((8)—1—-8f-2
(8)-FKFHHK -3 ~FHX)AX)~-1, 2,3, 4, 6,
7,8, 12b=-NE~6—RA-mH (2, 1—a)(2zIX
HBAE~3 (R ) —RRFEH;

{76 (R*)Y, 12bBR) =7 (8)—-1~-48fR~2
(8)-F¥PHek -3 - XN X)EX)~-1, 2, 3, 4, 6,
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7,8, 12b-/\E- $SHR-kwH(2, 1—-a)(2IF¥F
RAE—-3 (R) — BB

(70 (R*), 7120B -7~ (8)—1~-8K~2
(8 )—kFth—-3 ~FHEIEX) -1, 2, 3, 4, 6,
7,8, 12b-NE~6-HK-eH(2, 1~a)J(2IF
HREE-3 (R) —BBETEE,;

(6a(R* ), 1 1DpBY—6—~-((8)—-(1—-4R~-2
(R)~XFBaEx -3 - XHEX)I&X)~1, 2, 3, 5, 6,
7, 110 —tE -5 -8AK-"%H (2, 1—a)(2)FHFAK
HE—2 (8) -4BTE;

(6a (R*), 11bB)—=6—-((8)~(1-%R+2
~HIEIYEXE)-1, 2, 3,5, 6, 7, 1 1b~EE~—5—
AR-MEH (2, 1~a) (2)FHFERE~2 (5)-58;

(6a(R*), 11b0B)—-6~0(S8S)—(1—-RAK-2
(R)—X¥otohE -3 - FFX)EX)~1, 2, 3, 5, 6,
7, 11 b—hHA—-s5—ERMEH (2, 1—-a) (2 )FKHFA#E
B2 (8)-5hw;

(6a(R*), 11bB)—6~[(8)—=-(1-(R~-2
(R) -FXF oAt -3 XWX )&X)-1, 2, 3, 5, 6,
7, 110 -hHE -5 —BRUEH (2, 1—a)(2)EHER
£~2(5)-BBEFENE;

(6 (R*), 11bBE)—~56-((8)=(1-8AK~-2
~HIEx)AX)~1, 2,3, 5, 6, 7, 11Db—=+H8~5—
AL (2, 1—a) [(2)EHALE-2 () -BBX
R ;
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(6a (R*), 11bB)~6—~((8)=-(C1~-HAK-2
L) —-XFHwmAxE -3 - XFE)HEX)~1, 2, 3, 5, 6,

7, 110 —-tF~5~ER-EH (2, 1—-a J(2)EXHFHK
Zd#—~2 (S )~ B8 Ty,

(6a(R*), 11bB)—-6—-((8)=-(1-4R-2
(s )—-XPttE—-3 -F*k/FX)E8%)~1, 2, 3,5, 6,
7, 11b—tGE -5 ~ER-EH (2, 1—~a ) (2)XH+HK
HE—2(8S > B,

(6a(R*), 11bB)—6~((8S)-(1~-HAR~-2
(S)—-FX¥oshAx~-3 - FFAX)HE) -1, 2, 3, 5, 6,
7, 1 1b—-t8~5~8R~-MEH (2, 1—-a)( 2)FHK
HH—-2 (S)—-BBmEFERE;

(7a(R*), 1ZbB)=7—=((S)—=(1-%Ffk-2
(R) - XKFBE~-3~XHE)EX)~1, 2, 3, 4, 6,
7, 8, 12b—-NE~6—-8R-"EH(2, 1—-2)(2)X
3# BB -3( 5 ) ~ BB

(7a(R*), 12bp)—=7=((8)-(1-8R~-2
- A )IEX)~1,2,3,4,6,7,8, 12b=/\g~
6 ~fR— A (2, 1—a) (2 ) EHARE-3 (S)-#
B ;

(7a(R*), 12bB)~=7—-((8)—-(1-ER~2
(R) -X¥Fw%E -3 - FXF£)A&£)~1, 2, 3, 4, 6,

79 8, IZb-/\%p-tS-ﬁ,'f‘E—-"fh"E#EZ, I"'aJ(‘ZJK
HEEE-3 (5)—5H8;
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(7a(R*), 12bB)~7—-((8)-((1-42R~-2
(R) —¥XFh % -3 ~XFX)AX) -1, 2, 3, ¢4, 6,
7,8, 12b=\E—-6-AR—wH (2, 1-2a)J(2IX
HREE-3 (S) -HBBEFARE;

(7Z7a(R* ), 12bp)—7—=-((8)—-((1-8K-2
—~EYERX)—-1, 2, 3, 4, 6, 7,8, 12b—=/\&E~
6 —BR—H (2, 1—a)( 2 )FKFBRE-3 (5)-%
g A S

(7e(B*), 12bB J~7-((8)—(1-RAK-2
(8 ) —-FKVBAE—3 —FFE 8&F )—1, 2, 3, 4, 6,
7,8, 12b-NE-6—-fR=-WHH (2, 1-2) (2%
HRAE—-3 (S) —HBFE:

(7a{(R*), 12bB)=7=((S)=(1—-%f~2
(S)—-KFokE -3 -AWA ) 8F)~1, 2, 3, 4, 6,
7,8, 12b=NE-6-FHK—-mH(2, 1~aJ(2I)X
HEBRE-3 () - 5BR;

(7a (R*), 12bg )1 —7={(S)=(1-8fK—-2
(S )~X¥Hsm&A -3 - FXHA 8% ) ~1, 2, 3, 4, 6,
7,8, 120 -NEA-6—-fR-wEH( 2, 1-3]J(2)IFK
HERE-3 (5) —HEET 48,

X X0, SHENHH K 44 TH Sh AR e by 29048 —
LA A G R, HEXBMAYNRERFTETTTRC, FE
C o BT A Wy AU AR T O BT BT IR ey B R A, BR ARG SME B,
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) :\\\.SRa' F
Ry

CO2Ry!
32
R4’ = CHPh3 X' = O,SorNH
R3" = COCH3, COPh
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FRCHX KO, SHNIHHR IR BRHET A4
B F ik

EhRed, HAWEW2 8 (AP XH O, SHKNH)WAE
oG EANEH2 90 (S ) ~HARLBRMNAYR B ERAE T
#M3 1 (AFXHO, SHEVNF )W ARLBHEY, WHFE AR
4% g o prik,

B, AERv R, EAWEH2 § (AFXHO, SENIT)
WERNEHTELSWENI 0 ( R )~ R OB SR N & EAH
MEEM3 2 (ReX A0, SHEVE W (R))-MALERLS
, WHFE A FBRe A,

BRFEFCRBETIHO, SHNHUKLI -BREFTHER
(S)-HAARRATLEHHHE, BEXho, SENHURK 4 -4
ATREZ(R)-MHWAGRA TS THARKESN ZW2 8 W
(4R )-BEMGYARE, W28 HUAYHAFTHAETT X
W & o,

Ry fR o W RAKGHE Bloth R IE B, PEFEAW
HHEHETFTR 1,

FEC RS R, T FOSE SR ARAR KN, REZ G
Bley, i, X hSHEH2 s WRE A4 EERN LA
0 249 223 (1987, 12, 16)p&,

X 4—~NR, & — NCOR, W& I tt&4ay ®& ¥ A AP 8 K
RAR FF By AR Tk, MBI BNVAYNE SR T ETTFE
D, Herty AXFH MR EH, BRI FMEH,
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By
B2
H
N R, ,CHO 34
HN - —— BN
© \/ of . nm  Hfka - \/
SRy i
R> CO2Ry! Ry CO3R4!
33 35
. R;CO-Cl 36
5 b
or (R+C0)7-0 37
Ra’ = CHPh)
38 R3' = COCHj3, COPh



HFEDRBETXH~NR, R~V COR, AR THAGHWHEF
B RGBTk,

EbWa p, wAGE AL, AREEWMAHARESH LN 33
B (S) —HRLBISMey X FHE UL LH &3 4 WEEHAAT
L EEGEE, BEMANNENISH Y -GE~ (8) -HARLR
8 o

EXEbF, WmASS A, E4HEMII N (S ) -®R
LBNAYAEANEMI c WBERREAWEN3 7 W BIFH1THE
A, BE MG LN SN -BE~ ( S) ~HRRLEL A,

HRE N ~IEE~ (R) -HRARLBRNEHTN -BEE—~ (R )
- HRLBUAGTREUFEUESGH (R ) AR LB 4R
HESGHENI 3 WRRLRAUEGIRRNE, FTHTRE, X&-
NRq Xk—NCOR, , 4 -BEAFGHEE(R)-HANSKT LG
WK D BT ERHE,

R, ft Ry ZBR ARG A 2ty BARFELE, TFR
APRENFTTFRI,

XAHOWEM2 SHEELAYTEFE EW FEHNEHFEESF
B A S A5 R W R = itwy, Bk B4R,

FRERETHEXHORNEN2 8 RENAMHRARF
#o

Ao, EANEHNZHIEX_F R TREFH (S ) —%
AR EBRITA UKL A ARG L, REHTELH BN o
L-#8BTBEIE, £AMMNENHdom 1 -ER~3 -FF&
- L~-#FBFE, WwhFE AL BoE#E,
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EHBo o, E4eH4 oy 1 -HR-3 - XKFE-L-#«
FERT IR A 4 1 R TTE TR A B AT B, AR
G4 21 -BR-3 ~FFE - L-2ER- 0 - BHE T,

B, EGHEH40H 1 ~ER-3 ~XFHE - L-2LEBT
S 2 R AN 4 1R X TR AT 1 ERESHR (1
ZRTHR )EM, RNy REEEGHERNREGH (AT
B/HOHE ) pREATHRMN, K RYy— R EHEI KT EZ A TH
H2—-2zehnt, 42091 -AR-3 - KWE-L-2 8K
O — HEPT % TR A B A A EAR B By,
M1 VT R RER o 2 R, 45 B AT Aifhe
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By
Ba
n ik
——-—-*
PhthN 2) - v
S OH NH,
2 %% a 39
NH
JI 41 B
S
NN \ccs; Bz
>
580 PhthN*”"
NH
o r\o
42 COMe
B3
Ba
PhthN /—\ Y
o
0
It il
43
CO,R,’
¥
PhthiN ullc
2 e
R4/

By
By
PhthN®”
NH
R G
40 COyMe
FF 14
—
w8 c
M

111



EPRCH, RELWEHL 20 1 ~BAR-FKFE~ L-4K
B -0 —WHEFRHAITHAR, BaHAmEH43 (48 ) -1
o

i, BENEQHEHL 28 1~ BR -3 -FXFE - L-#
AR-O0O-MAZXTES 1 ER AN EE "SRG HHEM, KN
M— # R AW AH AR R &Y (=R TR P M) R, —
ME-~78 CE~4 0CHBERINRIES —3 09 EBEFTER
TEHk Kk, AE—Fmett K . FERE o RREAR
RE A% A R o A Ak S 4 R

RIE R E B Ay 5 Z MO BREE B, BEIME NN EHhd 3
(4 S) =W, wHE ALK AL,

THBap, HEAWNEHWL3W (48) -, BEM
Ry M4 489 (48 ) —Z3/b 64, WwhHF RAF K e Biid, K
B @3 T AR &y (4R ) Mgk, THEELHEEEESE, W
FR e BRI P,

Y Rer, EHH ML 489 (45 ) -G LHAE
ZW kP R RPEE AR, REMEMNCREONEMHL SH(45S)
—-BEMNEGY, WHEABKT P,

B, EAWMEN4 5 (4R) -BENLHTH D2 ERF
Bk b a M3 o L-2E8BTFE, FAMEN 1 -AR~-
3 -XFE-D-2LEBTN, MFEAFLEOHFRE, Hoemw1-4
R—-3 —FKFAk- 0D -4EBTF HBAGEENILNY S ED - CHATK
BE, ARG XROWEH2388 (4R ) —-RXWEH,

XZNHEEW 2 8 R EME HTEF R FHEMN FEd#l &,
EFET 5, BTHR R maT Rk E, BRI 5 SMEH,
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By
.
1 BEg
B2 -
2) CO,Me
PhthN CF3c0N\/k
OH NH, 46
o)
2

| %
By
B2
B ° e
PhthN*" e /[L il >
NH
0 N CFs B b
47  cO,Me
B,
B
PhthN 7=\ _M___), PhthN
NCOCF
5 TR
48

COsRy’
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DEPROTECTION

PhthN

NcocF;  Stepd

N
O )
CO9Ry " CO2R; '
2R3 50

49

R4' = CHPh;

FRFRETHEXEVEHEH2 sHERXNSYH B—X 4
B,

Tk ap, ELHNPIX_FRIERRTFHEH 20 (5 ) ~-X
AR AR TR NG ®, ReH 5 EAN 44 6893 -
ZRLBHARE -3 - HHE-L- 2 -RERTRFEE B, £RH
Ry 4 7 1 —FR—-3 - XFEX -V -ZRIBE- v -HFH
A-L-RERFE, WwHE ALK,

ESRoF, EAWEHL 7H 1 ~FR~-3 - XFR-N-=
ROBEA -V - HEE- L-RERFHLXARERBHGEHL S

114



Wy He, R F IR e Prik,

ESRe i, EANEN L8 (4 5) ~FREXINERM B
WM d 98 (4 8) —Z3ft a4, mFEABKe Bk

EFEAp, BRREWL INESW (4 5) -ZRLEHhW
WK _FPRERE R EE AR By XN HI &M s oy (4 5)
—-BENEY, MHE A BEKT A,

B, EAWENS 0 (4R ) ~EEME YT -ZRT
BE—3 - HEE-D-2 -REXTRTBRES Ba kL4 6
M3 -ZRIBEXRE -3 -FWHE-L -2 -HAT BTN
#, WERAL RO, E4H 1 -ER-3 -FFE -0 -=ZHK
LEHE-N-BHE~-D-BERTHEREFLWHL G SEY -
HATR B, R MG XEVHGEH2 8 8 (R ) - RAENEH.

A, #—=COOR, | A, BE, n=oWRA It 4% THES
FrEf R ARG A EARA R R, XS AW RERT
RER G, FR O REHQRRE H ke, RIS M8 H,
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AE G

g

Ph NN cooMe 1) LDA MeO,C
. 2) NN
Swa 32 >3
™
$3kph  MeOC NH2 —— !
B2
54 S PhthN 2
OH
0
P
B: By
Bo o Ba
¥# d
PhthN PhthN
NH COMe NH CO,Me
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FROBRBETHEA, ECOOR, , A, BE, n=0HRA1
a e B RF o

EHXBap, M5 1RV~ (XIFE) HERFHETH—Y
BREEER (M _FHESNE) €4 WERFERAN (Y
vkl ) P A, REFRAEH s 284 — R TH, £H8EHW
532 —(3—THE) -V~ (XIE¥E)HIERRT .

ARy, FHS53 W2~ (3 -THE) -8 ~-(XZ¥
Z) HEBYENY —(XEFB)ERETAEREEF (AL R
B) TEEAWAERFEHERBEN (LTE ) bAR, EREH5 4 B
2—(3~-TiE) —H&8BR¥T 8,

EHRc P, EAWEMNS S WL EG TR ESCHEN 21
AR HFBRRPW (S ) ~XKHABRVEM(FREAPIR) 55
ME54M2—(3-THEX)HaBRYELEEREAFUHT (BFE
BBIR c fof E AFIR b ) #H 47K Bk H B

ESTAP, EAWENS SHBRRUSYNBETRETHE
REGHEMN S ctiRLE Y, HFRBI®Ea, Frid,

A; #—COOR, A, BRE. n=0, Ry B2ZRERXF
BRE., Re EFERRITHVEAUTA—ESWENS sWBIRTRA
PR —-tRFRECIMa B b IMBENTERHE.

Ay B—COORy , A, &, n=0, Ra RLRKAKXY
BB, R.a EFENAI AW EDN3 (S )3 (R ) BETMHM—
EEWENS cWENTFTRASROITIREG T EEHE, KAFE A
BA RN X AR BB RREERAE4E 3 (S )3 (R)
B, TRERAFRe—r b ECH Ba b ImENTA
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Ry fiR, BT AXGBAMTERF ELE, KR THRA
ok 19,

FEC—oHABERATAGEET B RAARNE ZHR E
We fldm, J_  Org _ Chem,, 51 3664 1986, HR
T(R)—=M(S } -3 —FKE—2-LHBHERNR; T, Aner
Chem,Soc,, 16 7(24)7165, {985, FRTF~—
(KPR EHE) - P-RE-—L-WHH; J, Or g, Chen,,
41, 3491, 1976, ATV —(KEFE) HARFHE;
;‘;—Chem.SOC Perkin Trans | i( 11)2247 1985,
RATHAE=ZQ LB TIZ S Y.

THEAARKRAT HFEC — ol BBE BRI Eo K8 Y
P, #EREALABEZ &,

2H 5 1

(48—(40, 7¢(R*}), 12bB))—7—(1-%
R—2(8) ~LHiRE—-3I-XRB)IAE)—~1, 2, 3, 4,
6s 7, 8, 12b—-N\F—6—FRKX—1H (1, 4)—-REE
(3, 4—a ] (2 )XH—4 BB _FTHEHEE

FEESKa, N—(2~-(1, 3—=—4F—1, 3-—8K—
ZH—F%%—2—%)—1 -8 K-3—XWE)-L-2LEBF
75

EN—4FE_FEX— (S ) —XFRR (908, 0.3m0?)
TZfF R (450me PR EPFMERE(45ml,
0, 6z2mo ¢t ), BPHETTHRHAA(Cas O, #)p, AW
WAL C 1 00 b ) HT8, WS Pit, L, EHEBRRE, £

il8



ARE—=FE B E—- (5 ) ~XHHARRR, Y XEeELBELK
WBeaRPREEBRE (569, 0, 3 6mel ) ETHERYE
(300me ), REANFOCT, WA+ —-—FEEIH( 88m i,
0, 8mod j, Fim—4fFE _F— (8 ) —FXHERKEATH
Sek( 20 0mi )PHAR, BHREZFBE, HEHE3 Mt 1t
W, EMEZERE, REATLR IE, 2HFEIE, 184 0K0H
fogfspitik, TR (M gs 0, ), XEXERBRAERN, 172 HR M.
At ekt (HERRBES 0BLRLETH-TRLE )
BExHEAEH( 80, 89, 67P), mp, 129 —132C,
FEE¥ED, " —-(2—-(1, 3—=4—1, 3 ——8RK~—
ZH—Buf—2 —&) —1 -3 —XFXE)—-0—2 -FHi
E-L-27RTE
H¥—~(2—-(1, 3——48—1, 3 —"fR—2H—-F%%—
2—%)—1-8RR-3 -XFE)-L-28RFE( 259,
63mmo !l )EF_B¥K AoE(1 11, 600ml ),
ANBHEEZQCHERLEHN( 269, 128mmol )Yu=HKW¥
WR(5mi, 56, 6mmol ), ERAHSTZERHEH S it
RE A AT . AARERANKERPKESE, TH
(MgsS0, ), HEEARERN. A e kot (3 EEN A&
20DLRLEECH—~3 5HLRLECKR), BEFALE
#, mp, 95—9 7°C,
HFRE)We, (8—(R*, R*) )—N—(2~(1, 3
—ZH—-1, 3 -8R -2H—-RG%—-2—-X)—1 -AK-3
—XWE)—-3, 4 —"FK—2H—1, 4 -B%E—3 —BBFE.
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RE—PX_FHE—-(5 ) —XHEABRRA, Y XEERTVER
VLR FBRLERL (569, 0, 3 6me ¢ )BETHE R
(300mi ), REANZEO C, WA4—FXIEH( 38m i,
0, 8mol ), BV 4K _HFEH— (5 ) —XHERHKAT W
geki (20 0m e ) pHaAHE, BREZRE, $H3 bt it
Ve, MEERRE, BEATIRUE., ABANE, M4 K04
oMW TER, THR (M gsS 0, ), HABEABRER, 152K %
BB ekt (HERNKS DB LE, T HE~TRLE),
BEAR A M B80, 89, 6 7%), mDP, 129 —132C
FEBERKED, V—(2—-(1, 3~=4—1, 3 ——4R~-
ZH—Ff5%—2 &) —1 -8R —3 —FHEX)—-0—-2 -
BE— L —#4 5 BB
Bv—-(2-(C1, 3-"F—1, 3 —ZR—2H—F—
2—E) -1 48R3 - XFBE)-—L—-#8B¥H(259,
63mmo !l )EFT_AFKE Aok (1 11, 600mi ),
ANEEEZQ LMW 269, 1 28mmol Yfu=fWF
WR(5mi, 56, 6mmol ), FEAAF FTEMI S5 e,
Al AP e, MuMgRENAER o KES, THB
(MeS50, ), EZAREN. A egEadt (BEERK
20BCRILEE.Ch—3 SHLBRLE/TX), BEFALE
M, mp. 95—9 7°C,
HEENKe, (S—(R*, R*") )—N—(2—-(1, 3
—Z&8—1, 3—"FfR—-2H-FH%—2~F)—1-HKR-3
—XHE)—3, 4 —"EF—2H—1, 4 —"Reik—3 —BBIR
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BN—-(2—-(1, 3—=4—1, 3 ——_HAR—-2HE-F49%
—2—FE)—1-8R—-3—FKHE)—0 —2—-FHE L 4K
BFE(139, 29, 8mmol YBRT_4¥KE "FE:(10:
1, 220ml ), AWE~7 8°C, URE RBES WHEHL
10454, HELXETHEN I, T —7 8 CRAR N1 044k
EHLMWBE, A_FH (o0omi, 0, 82mol )RH, itH#
BAZEFR. EREMH 2. s, HEEBREN, REETLRT
Be(200mi ), AKX, toffaitkk, THR(MgS 0, ),
HEEREBREN, BHPE V¥ —-(2-(01, 3—Z2H—1, 3 —
—EAR—2H—RH%—2—-)—-1-ER—-3-FXFHE)—-0—
2-BLE-L—#8RTE(13. 69 ), EHER.

WE—(2—(1, 3—=_F—1, 3——_FR—2H-—-FWu
~2—F)—1—-8BAR—-3 —-FWE)—0—-2—-RLE-L—-Z7
BREE(13, 69 VAT ¥R =K 10:1, 330
mié )o ERMBHH 2, 5/het, EEAREN. Az ailx (35%
LB TEE O ) MEL RE ( LROE TR fdif, 15541
(8, 529, 68%); m, P, 70—7 2°C,

FERENHA, (48—(4¢, 7a(R*), 12bB8)]
-7—((1, 3—Z=8—1, 3—_fR—-2H—-R9%—2—-F)
—3, 4, 65 7, 8, 12b—KE—6—BR—-1H— (1, 4)
—BBHF (3, 4—2a ) (2 )EFEREABR_XTRE

#(8s—(r*, R*"))—F~(2~-(1, 3—Z4H~—

1, 3—_fR—-2H—-R%—2—-F)—-1-8fK—-3 -%XF
#H)—3, 4~—_F—2H—1, 4 —RE—3 —-BBREFRE( 2.5¢9
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5, 9mmol )ET_OWR(S5me ), 0% ST EAP R
ZRPHBR(4, oml, 4 5smamol YFZHTE( 1, oml,
7, 1mmo ¢ ), ERAHPTERNI 1 2 3 pite BASK
(2009 YRZEZLE(200=!L ) WsRES, 2EHME,
AR(3IX200mnl YfoPBUENAKBER(100mL ) 3
A10D(ER)HEBEAFN(4Xe0ml )fuK(4 0mi ){E
HilM. AZBRZE( 10 0=l ) HEapE AN E, TEXRE
A, WRERFES —1 0 CHFEhe PHBEIAE1, 28
A¥HE, AEBALBLE(3IX200mE ) B, A40g Lok
B THR(Me S04 o HEERBREN, RETHERTES 6T
T2 4 pat, FEFF"p (4854, 76(R*), 12
b B j—7—((1,3—-——4—1, 3——ffR—2H—5F2u
—2—F%)J]—3, 4, 6, 7, 8, 12b—RA—6—-AR~—
1= ( 1, 4 )—-"HEH(3, 4—a ) (2 IFHALHE—2—
BRI, 759, 73%),

¥f(48—(4a, 7a(R*)}), 12b8))—7—((13
~ZF—1, 3I-Z$R—ZH—-H%—2—~%K) )—3, 4, 6,
75 8, 120—KE—6—8R—1H(1, ¢ )—R%I}(3, 4
—a Y (2 )FNHRE—4—5F (50 0%, 1 23mmol )H
FoEWm(12me ), A-XBEATE(3 60m?, 1_ 86
mmo b ), WS, 5/, EEEREN. AHEKEEE(RE
WHH 20 RUBRLE,/C—3 5 RLRLE Tk ) ik, 73
e (5638, 80%); m, p, 178—181C(Rm
L
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HEEHTFe, (485—-(40a, 7a{R*), 12DbB])
— 7 —HE—3, 4, 6, 7, 8, 12b~7}'\'/~;’j—.“"5"'ﬁ.{ﬁ_11{

(1, 4)—"BIH (3, 4—a ) (2 )FRIFRLH—1—5m_

KB

‘1%‘[43"'£4a: 7e¢{(R¥), IZbBJ)—-?""((I,B

- -1, I —"fR—2H-Fwg—-2-%K) ) -3, 4,
6s 7, 8, 1 2b—XNE~6—RR—1H—(1, ¢ )%FH}
(3, 4—a ) (2 )XFEABLE—41 —BKM_FEFHE(29 57,
0, 51 7mmo L )RBETHE(s5nl ), A—XKEeMH (1, 1
m EFBE L MBER, (, immol ), FR TR 4
Net, HEABRAEN, BEABEZEFR(10m ) iR E, it
s HEEBRERN, BEiHECEH( 2187, 95%),

FRCHKa, (48—-(<2¢, 76(R*), 1 2b8]))
— 7=~ (1 ~8RK—2 (8 ) ~TEBEH— 3 —KAE) R ]—
1, 2, 3, 4, 65 7, 8, 12b~AH—6—8R—1H—-
(1, 4)—"B¥H (3, 4—a (2 )FHBek—1—-%R_
K EE

H(48S—(4a, 7a(R*), 12bB8) )—7—8E&E~—
3,4, 65 75, 8, 12b—E—6—AR—1H (1, ¢)—
BRI (3, 4~—a ) (2 )EHALHE—¢« - BB _KFHE (450
"2, 1., 018mmel )M(S)—3—KE—2-7LEBERAR
(250, 1, 12mmel )YET_HFHE(10mi), mA
EEDQ (280", 1, 13mmol ), FEEIETHIEI 6/

o BB, AR EEE (BERMK2 0 HTRTE T
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¥—3 SDHLBLHETIt) dift, BEE ke (5 0 572,
77%]),
1H NMR (CDCl3) 5 7.44~6.89 (m, 1BH), 6.66-6.63 (m, 2H), 6.31
(s, 1H), 5.64-5.53 (m, 1H), 5.10 {d, 1H}, 4.94 (4, 1H), 4.71
(t,2H), 4.37 (t, 1H), 3.86 (dd, 1), 3.77 (44, 1H), 3.51 (B
part of ABX, 1lH), 3.35 (dd, 1H), 3.07 {(4d, 1H), 2.51 (A part
of ABX, 1H), 2.40 (s, 3H).

FMHM52-MDL—1 02, 179

(48—~(¢40¢, 7a(R*), 12bB))—7—((1-
-2 (8)—7LMHEE-3I-FHE)RKE)—1, 2, 3, 4,
6s 7, 8, 12b—NA—~6—RAK—1H—~(1, ¢ )—-%%H}
(3, 4—a ) (2 ) RFAxE—4 —BMANE

¥$(485—(4a, 7a(R*), 12bB))—7—((1
—BAR~-2 (8 ) —LHHE—3 —XHE)EE)—1, 2, 3,
4, 6, 7, 8 1 2b~XHE—6—FK—1H~-(1, 4)—%
B (3, 4—a ) (o ) KA BLE-~1—BM_KFEE (505
mg, 0, 78mmo bl YET_FFR(10mi ), AFFE
(150mt, 1, 38mmol )=FZHB(0, 8ml,
10, emmol j 0, ERASF FRMPHI . 2 5 /)8 HE
EBAEHM, Aol (HERREI s PTRLE. S k—
0. 5sHLBTLRLE, FIKRALGH (3497, 93%),

lH NMR (CDCl3) 8 7.62~7.00 (m, 10H), 5.65-5.56 (m, 1H), 5.11
{(d, 1H), 4.77 (4, 1H), 4.72 (4, 1B), 4.56 (4, 1H), 4.35 (¢t,
1H)}, 3.85 (d4d, 1H), 3.74 (dd4, 1H), 3.64 (B part of ABX, 1lH),

3.34 (44, 1iH), 3.05 (d4d, 1lH), 2.73 (A part of ABX, 1H), 2.36
(s, 2W).
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2453

(48—(4e, 7a(R*), 12bB))—7—[1—-%R
R=—2(8) —LBEHME—3—RKHE)IRE )—1, 2, 3, 4,
6s 75 83 12b—A\H—6—RR—1H (1, 4)

—EN (3, 4—a ) (2 )R} AFLE—1 —HR=

WL EEF K

¥(48—(40, 7a(R*), 17208) )—7—(C(1
—fR—-2(8)—-TLEBHE~3 -EKXFE)AXE)—1, 2, 3,
4, 6, 7, 8, 12bv—NE—-6—ARK—1H—-(1, 4 )%
(3, 4—a ) (2 )EHREFE—1—HB (13 47,
0, 28mmo!l )BRT_AFHE(Iml )y, AEKMgS0,
(oo0m) The, 38, V_EWK(3IX200m?l ) ik HE
ERBFRE, BEBETFEA-EEFRIL(2ne ), HETL
BHE, MA—GHRe (99", ¢, 3mmol ), EEETH
Ha 508, MAHERETFE(I101™, 0, 6 7Tmmol },
FrA% Bl 0y A WA IR E T 1 s/, ACMTE (3 m i )
fuK(0, 6mé ) RUERE, #@ANME, AR( 7Xemi )|
1/ 4 BB ERER(C 6me ), K( 6 m ¢ ) Milifn ILHE
WCeme )P, TH(MegsS O, ), ik, BEAZELR, &
Flrrm oo

%54 MDL~101, 519

(485(402, 7a(R*), 12bB))=7—((1~-4
—2(S)—-8S—3-FHE)EX )—~1, 2, 3, 4, 6,
7, 8, 1 2b—-NE—-6—FRK—1H—~(1, 4—%%H (3, 4
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—a )] (2 )FEHFELE -4 —REHE
H(48S—(4¢e, 7a(R*), 12bB))—7—((1
—8R—-2 (8 ) —~LiHE-3 -XWH)HAE)—1, 2, 3,
4y 6o 74 84 1 2b—-ANE—6—RAK—1H—(1, 4)—-%
HH (3, 4—a ) (2 )FFEFE—1—~HR( 457,
0, 093mmo i YETWERWM "FE( 111, 4mL ), I
O CRSRNT 0k, FmERKE(0, 249m i 1 ME
EMERAABEARMANER ) B, Ht e/ tto o CHtdE7
NeEFEOCHINHE(o, 5w ) abB, AEEREN., A
ReEdE (HBERRE TRIUE—0, 2% ILBT LB IETHE
H), BEHFRBEXEH(3 2, 4™, 79%)
1H NMR (CDCl3) & 7.67-6.84 (m, 10H), 5.66-5.56 (m, 1lH), S5.11
(d, 1H), 4.74 (4, 1H), 4.74 (4, 1H), 4.55 (4, 1H), 3.84 (44,

1H), 3.73 (dd, 1H), 3.68-3.53 (m, 2H), 3.27 (dd, 1H), 3.13
(dd, 1H), 2.76 (A part of ABX, 1iH), 2.06 (d, 1H).

%5 5

(48—~(4a, 7a(R*), 122B))J—7—((1~—
fR—2(8)—H—3—FKHEI)RE)—1, 2, 3, 4, 6,
7, 8, 12b—ANF—6—RAR—-1H~—-[1, 4 )—%HF
(3, 4=a ) (2 IXHALE—1 —EBMPFRABET HBEGHE

#f(48—-(4a, 7a(R*), 12bB))—7~((1
—RAR—2(8)—ZH%H=E—3 - FXAB)I&KE)—1, 2, 3,
4, 6, 74 8, 1 2b—NF—6—8AR—1H—-(1, ¢4 )-8
EH (3, 4—a ) (2 )EHFALE— 1 —BRY AGE FEEy
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(55m, 0, 093mmol )FETHEKRW WHh(1:1, 4
mié ), O CTFHRIA K1 024, B ERMESE
(0, 249mé 1 MBARREARRNERMEER ), et
4/hBF, O CTHI 7/ hut, vz (o, s»é )AL,
HEABREN, MR edE{BELEHRE LRIE-0. 2%4%
8T LR B s ) fhtb, 5 FIARR LS.

5 6

(48—(4a, 7a(R*), 12bB))—7—[(1—
fR—2(8 )~ LBEH I —FFRE)HE)—1, 2, 3,
4, 6, 7, 8, 1 2b—-NE—6—8R—1H~(1, ¢4 )—%
EH (3, ¢—a ) (2)EARLE -1 -BR-FFHEHHE

¥(4s—(4a, 7a(R*), 12bB) )—7—HE~
3, 4, 65 7, 8, 12b—xE—6—FR—1H—-(1, 4 )
— N (3, 4—a ) (2 )EAALE -4 —BM_KFH
(4 66m, 1, 018mmol YF1(8)—-3—-FKX-2—-7L8
HEFB(250m, 1, 12mmo il YRTF_HFRE( 10me),
WMAEEDQ(280m, 1, 13mmol ), BEBETHIEL 6
Abt, REXEBRER, AR EEE(HELERA: 20 DTLRTLE
SO —~3 5 LI LB CXE ) dith, BB TS,

£ 5 7

(45—(4a2, 76(R*), 12bB))—7—((C1~—
FR—2(85 )~ LBtHE—-3 -FHREI)RE)—1, 2, 3,
4, 65 75 8, 1 2b~N\H~6—AR~1H~—-(1, 4)—%
BH (3, 4~a ) (2 )EHALE -1 —BREHE
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5245 9

(4S—(4e¢, 7a(R*), 12bB) )})—7—-((1—
FR~2(8 ) —LHRE—-I-FKHEIAE)—1, 2, 3,
4, 65 7, 8, 12b—=NE—-6—8R~1H—-(1, ¢4)—%K
EH (3, 4—a ) (0 )EHAALE ¢« - BM_FTFREHHE

HEFSBa, v —(2—(1, 3—=FH—1, 3 -8R/~
ZH—R%k~2—F)~1—4R—-3—-KFHAX)—-(s )—3 -~
((ZHHEBE—2—-FRE)RE) -2 —BE-TTRTE

BNE— (FREHE) ~B—RE~L-2L8R( 47, 69,
0, 2mo !l )RTHE(S500mns ), AkHKB(0, 5mi)
M, MPE 60°C1 6/, A, FEEZTHERNRDS 0 %,
ALE (5 00m i ) fFifE, ARMBEBRENAR R, REAKXK
Wiko THR(MgsO, ), EEARERN, #H % — (FaH
E)—B—HE-L-HHARHPE,

Bt (FEEE)-B-RE-L—-43ARTE( 15.99
63mmo !t VAT WK Hk(1+1, 600mi),
ANEHE=ZRQ BT EHM( 269, 128mmol )R=gF¥
BB (s5mi, 56, 6mmol ), ERAHAY TEB IS Pitst

ZATRAR, i mRENKERIOKIESE, TH (Mg504),
HZEBEN. At eldkdft, Sar - (F¥EKE) — 8~
(AHERE )~ L—-HER T

¥ (FEHE) - —(BHERE) —L—-FHER T
(663%, 2, 27mmol YBETIAWHRWEW(1I15mL),
Anmg (1830 ¢, 2, 27mmo !l )R8, EHAZHRTE



(48 —-(40a, 7a(R*), 12bB) )—7—[( (1
—BR—-2(8)—LBHEI -FHE)EE)—1, 2, 3,
4, 6, 75 85 1 2b—AH—6—5R—1H~—(1, ¢)—%
kA (3, 4—a ) (2 )KHELE -« —BR_FTHE(515
mg, 0, 78mmo b JHT_GF(10mE ), AIXTR
(150me, 1 38mmol Y=ZHIBR(0, sami,
10, 4mmo ¢ )R HAAHKFTTER{MEI . 2 5 jut, H
AR, ARKEEE (BERNRNI 5 TR IE/ Tt —
0, 5BZBT LRI HRER 4L, &AL E T

EH 5 8

(4s—(402, 7a(R*)}, 12bB]) )—7—((C1~—
AR—-2(8)—#H—3—-—XKHE)AE)—1, 2, 3, 4, 6,
7, 8, 12b—NF—6—8MR—1H—-(1, 4 )=}
(3, 4—a ) (2 )FHRLE—1 —LREHE

¥¥(4s—-(4¢, 7a(R ™), 12bB) )—=7—((1
—fR—-2(8)—BHE~3 —KAR)AE)—1, 2, 3,
4, 6, 7, 8, 1 2b—NH—6—BR—-1H—-(1, 4)—%
EH (3, 4a—a ) (2 )EAELE -1 B (45975,

0, 093mmeol )JETWHERW FE(1:1, 4mL), &
o CTHA S o4k, FMEREREK(O, 24 9m i,

1 MByRERBS R AN ERAERRE ), Fita 8t FoCTH
#H7hut, TOCHINZER(O0, 5me ) 4, RFERE
Fo AAK CHE (RERMNIBIE—0, 2L TLRLE
R B ) Hidf, 15 FliR B A4
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(3214m#8, 2 27mmol )i, EERTHERHYIRK. £SC
Efo k2 Bl ATH B A H AN, THR(MgsS 0, ), HEXAR
B, AR elkdt, By - (FRAEE) - - (ZRT
BEE—-BENELAE) ~L—HARTE,

W=RHM(215%, 0, §6mmel ) FF—HMy, %
HEOCo MOINZRZE(5 me ), Futdidk, KBREMN, 7
F=Z(ZHTR) 7l

¥=(=fZm)I)M( o0, 39, 6, 86mmel JETER
ZB(10mt ), AT~ (FRAHEE) - - ( ZALHE
~RHEE) L —~HERBRFE(1059, 0, 27mmel ),
TEEASF B 1 hut, RERREZEBREN. mATE, G
B, BEB~(ZHIFE—HHERE) L —-WERRTPE. &R
o

¥ e—( ZRLBE-HHERE) —L-HRRTE . e
(1024, 89, 0, 3 6mmol )HETWERH(3I00ne),
REAZ0CIHIMN4—~FEGH(88mi, 0.8mm0l ), i
N—4fX_FHmE—(s ) ~FXEXFaREKA (2108, 79,
0, 3 6mmol J)THEKH(200m ¢ ) PHER, HEEA
FEERINBHE 3 D0 - 1, EXREIER. BREETLRLE,
SH AN, AR, FHEMFORBRE, THR(ME850,),
TEZPEBREN, FRWRY. Adeidastt, FaiRrELe
Yo

HFEFPHEED, (S—(R*, R*) )—-N~—(2—-(1, 3
-4 -1, I ——fR—2H—BpE|Y~2—-FK)—1—-fR—3

130



—¥XHE)—3, 4——4—2H—4 - HIGE—1, 4 -K%E
—3 —BR T

¥N—(2—-(C1, 3—Z_F—1, 3 —ZFM/R—2H—-F45%
—2—HK)—1—fR—-3—-FKFE)—-(8)—3—( (=Z@ALE
E—-2-FARB)8E)—2—-RE-~-VREFEHW(15, 879,
29 8mmol )RTZEWK FEI{( 103 1, 220mé ),
ANE—7 8c: HBRA QRS WENHN 1 0%, HEZETH
SH, BT —7 8 CHERIM 1 o2dUBRERHANBR. AW
HCeome ., 9, 8§2mel )47, WILAFER, EERTH
W2, sint, REARBER, REETLRIGE(200m1L ),
RAAK, tf QM AEREA, TR (M g0, ), BREARERN,
BERpEGEN—-(2~(C1, 3—-=4—1, 3—-—fR—-2H—-R
Hi— 2 - ) —1 —HAR—-3 —FKHE)—-V—2-ZEEFH,

¥v—-(2—-(1, 3—Z5—1, 3—_8AR-2H-F9%
—2—-F)—1—8R-3 -KFE)—-(5)-3—-( (ALK
E—-2—-7RAEB)AB)-2-RF-FWRFE(15, 99,
29, 8mm ol )HET_FFR=ZALR(10+1, 330
m &), FamHz, s/hw, EXEBREN, B eHE4K, 7
FlFrRE AL 64,

FRERFESHKe, (48—(4a, 76(R™*), 12bp) ]
—7—=((1, 3—=F—1, 3 —-8R—2H—p5%—2—-F))
—3, 4, 6, 7, 8, 12b—NRE—6—ER—-1H—4—-=#
CBEE—~( 1, 4) =kt (3, 4—a ) (2)FRVER —4
— ¥ XKW B,
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#H(S~(R, R*))—N~(2-(C1,3—-=4—-1, 3
—- S R-2H~FF =2 -X) -1~ R—~3 -FEFE) -
3,4 ~—_4-~2H—-4—-=ZRILEXK~-1, 4 —-B%E—-3-K8TF
(3. 04¢g, 5. 9mmol )ARF_RWEWE(5m), MILAR
PR MERFHB (4, Ooml, 4, 5 mmol )FEMTF
(1, om, 7, 1mmol ), FFEAAPTFLETHIET 23 /n
ito HEEAEGK (200 g ) uLBRLE (2 0 0 mt ) 40K+
SWAHHAK(I X2 0 0m ) Fogfo RAHEK( 10 0m ) 3%
B ANAHAI10% (ER )NHKBREWERX (4 X4 0m )oK
(40m) i3, 2HNEEARMFLRLE (10 0m ) BREH
Bk B RN, HEFERFES-10T, Aime VL BE P HEH
1, plAENME, ALBRIE (3 X200m) REKME, REA
WARAARREE, THR(MgS 0, ), AREREN, RERE
AZFs56CTHR2 ¢ /haf, REPEE(£ S (4, 7 a(R*),
12bB))~7~-((C1, 3-Z8§—-1, 3 -_§FR~2H-s
Glg—-2—-%))—3,4,6,7,8, 12b—=7"EA—~6—-HR-1H
— 4 —-ZRLHE~ (1, 4 )-RBEH (3, 4-8a) (2 )FH#
oYl — ¢4 — ¥ 8R,

#(4S(4a, 7a(R*), 12bB))-7-=((C1,
3~"4~-1, 3-"fR-z2H-A%-2-%))-3, ¢,
6, 7,8, 12b= E~6—-—FR~-1H~4~=RLEGEX~
(1, 4, )~F#H(3, 4—2) (2 )¥HVHER -4 -8
(6167, 1, 23 mmol ) AT QWK (12m), A-%XZ
EXFH (360m, 1, 8 6 mmol )4, W5, 5/, £
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T ARBRBER, R eilEgt, 98 RA1LESY.

FEV, e, (4 S~(4a, 7a(R* ), 12Dbp )
—~7 -8 %~3,4, 6, 7, 8, 12b—-NRE~-6-FAR~-1H
—(1, 4 )-HEH(3, 4—a) (2)FHBRA_1 5"
X HEE

#(4S(4a—-7a(R*), 12bB))—-7~-((1,
3——%-1, 3-"fR-2H-B%~-2~-%))-3, ¢,
6, 7,8, 12b—~"4—-6—FR~-1H—-4—-=@HLBKHK-
C1, 4)—SBH(3, 4—-a)(2)¥Fgad-1-%m=
ZFE (345m, 0, 517 mmol )FETHEFRE(5m), A—K
SR C 1, Tme i IMFEEHE, 1, 1mmol )4, FERET
PP 4 4 ef, ASARBER, REEZRFH (1 0m ) PHEIR,
8, KZEABREN, #2484 64,

FHEC, $#a, (48S~-(4a, 72 (R*), 12Db8]))
~7-((1-8f-2 (8) -l kE -3 ~-KXFEX)HX) -
1, 2, 3, 4, 6, 7,8, 12b=*E—-6-fR—-71H-
C71, 4JMFH(3, 4—a)(2)FHFAF4-+-RB_X
Ll

#(48S—-(4a, 76 (R* ), 12bB8))~7 -FXE-~
3,4, 6, 7,8, 12— E—-6-fR-1H=-((1, ¢)
—HRH (3, 4—-a) (2)XEHARE- 4 - RR_FFH
4228, 17, 018mmol Y)fu(S)=3~¥%-2~LtkE
HE® (2507, 1, 12umol )YRTEFERE(10m), WA
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EEDQ( 28 0%, 1, 13 mmol ), EB#Mik 16 /pit, £EF
ABAEN, A e Eagt, 73 R84 4%,

EH 6 0

(4 8—-~(4a, 7a(R* ), 72bB))~72=[(1~
FR—-2 (8)-LH%*%~-3 ~XKHE)AX)~1, 2, 3,
4, 6, 7, 8, 12b—-NEgd-6~-FR—-—1H~-((1, ¢4 ]~%
(3, 4-a ) 2)XHERE-4 -AM_FE T,
48472 (0, 78mmol ) A TFrom—RFREA1504 L
(7, 38mmol )X¥Mfwo, 8m( 10, 4 mmol )= #l®
g, ARAATTZEMBEI. 2 5 i, EBREAR BRMRE At

e 15,1 i R ARAEE A e



L6 1

(48— (4 a, Ta(R*), 12b8l)) -7-C0(1-%
-2 (8B )-#HM-3-FwuHXx)aX)l -1, 2, 3, 4, 6, 7,
8, 12v~-NE-6-R-11- (1, 4] — A% (3, 4 -
al (2] FHRALHE- 4 - BROEE T E

¥42mg (0, 093mmo 1) (48— (4 a, 7 a
(R *), 12b81)~-7—-([(1-8-2(8)—-Z%#~—3
-¥XWHHE)ARX) -1, 2, 3, 4, 6, 7T, 8, 12b-N4
—6-f~-1H- (1, 4] ~&%¥F (3, 4-a) (2] XHFA
LB - 4 -BBET4nL1 : 1HEEARSEFHEFY, TOCTHA
1 08, A4 PEAUBMT AN EAMESL ( KK
VEA BRI A0, 249 mL I ME#% ), £OoCHN TN, &
ocHmo, 5mT 1 N#FRAE, REAFHEELER, MuEmeidk
“iAb w4 AR ALE A,

SR 6 2

(48~ (4a, 7Ta{({R*), 12pB)] —-7—-(0(1-
A-2(8)-ZMm—-3—%FAX )&% -1, 2, 3, 4,
6, 7, 8, 12bN\E -6 -1H~- (1, 4] - N* -=ZR7Z
BhE - BRI (3, 4—a) (2] XFMLe¥E-4-¥®, —KP
B0 R Ry

#$979meg (2, 2 Jmmol ) (48— (4a—-7a
(R *), 12683 -7-((1-®R-2(8)-%-3—-X%
WX )&RX) -1, 2, 3, 4, 6, 7, 8, 12p—/N\&~-6—
A—-1H- (1, 4] -~ ®%H# (3, 4—-=a) (2] FHARE
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“4-5R%F15mLAANEKHF, £A183uL
(2, 27 mmo1 )Whwe,. A3 21 uL (2,27 )mmo1l )=
CEAE, REEZTRTHIFAK. A BRI B, BRI
A, AMegBO., T8, REARZTEEEN. FAReHEdagiftél
B ARRf 6 .

SHP 6 3

(6a(R* ), 11bB) ~6—-[(8)~-(1-#-2
(R)-X¥PE# -3 - XWX )&*) -1, 2, 3, 5, 6,
7, 11 v-E8—-5 -8k~ (2, 1-a) [2] XHFHALEK
-3 (8)-$BnRnp sk

FEQ, ¥¥a, N- (FEERKE)-2- (3 -THHE)H
AR

%15, 4mL(110mmol )TRAMET250nLTE
ki, BETRAAHNTHAHNE-T8T. WAFETEAE(39mL
2. TMBEREEM105 mmor ), W3 048, UBmFAH
17, 78 (100mmol )N— (XKEWX ) HABRTEBEANA
Fo5mL W%k, MI154909EMA13, 58
(100mmol ) 4 ~MTH, RENABEEER, WA2 0 nL
(100 mmo1 ) XHERBEM, FRAAATERN I Pit, WEHB
AKX, HARBFHIMEFT, ARAREENLA AMe80., Fif
B, EETEEENAARAMRNIFMLE W25 e,

FRG, PBv, 2-(3-THX)HERTE

¥25egN— (XERFX)-2-(3-THX)HERPEE
FA400mLZE, w150nL ] N$BRR150nlLA—RHE
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¥, FTEAATHEI 2. 0, 2 BAME, WX pHE O, BRER
EERGE, THR. RETEZENHS 4 15 e B ROHFALE
o

FEG, ¥, (8 )-N-(2-(1, 3-=_%-1, 3
——f-2H-2-Frwp X)) 1 -®-3-FXWHX) -2-(3
~THX)-HARPE

#6, 0g (20mmo1 ) N-ME_FHEX~ (8 ) -XFAR
B(2 )6, 0e(24mmo1 J)EEDQHATF3 0nmL_REK
H, A3, 08 (21 mmo1 )2~ (3~-THX)HARTE
o, M1 8/ M, BEBAZRFLEY, LA 1 0%BHREE, B
AEMREENER. THRE, EFTEZANGMS, 3XFEH
R¥. AHEREBEZE (26 BLRIRE Ok ) HB5, 2 8
KR AFFAAA Syt A 3 Bk TR A M

FEG, $®a, (8)-N-(2-(1, 3-=
-1, 3-—f-2H-2-F5|% %)) - XFHARKX) - =
- (38X ) HERTE

¥4, 2€(10mmo1r ) (B)-N~-[2~-(1, 3-=2%
—1, 83—-—&-2H-2-Rej|% X )-1-H—-3 -XFX)
~2~(3-THX)-HEARPHENIEMREAYAETIOONL
“RERMI O LEKXKER, ANE-T78TCE, HRALEEY
. FAMAE, A1 OnLABEMO0, 5 n Lk, Fifm
RETER, WH18H. £H1 0B UBREALARSE. TBRE,
EZTHERBENFHA. b edRFNIE Y EBRES Y,

FEA, $Ha. (8)-N-[(2-(1, 83-—=-%—-1, 3
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~Zf-2H-2-Ful% X)) -1-§-3-XKHX-1, 2,
3-ZF-2 (S ) -HhEERFEAH (S )-N-(2~-(1, 3
-—4%-1, 3—-—fA-2H-2-F""% X)) -1-4-3
~FWH-1, 2, 3-Z4F-2 (R ) -WEERFPHE,

¥4, 58(8)-N-(2-(1, 3-=4F-1, 3—-=4
—2H-2-Fv%E) ] - EXWARX] -2- (3 -AFX)H
ARPEWEMNBIEAHETISONLY, 1, 1 -=ZR7kk%. A
0. SmLERZEBEAE, mPEK1 8/Mt)GE, EXER, AEE
£iEE(BO0BTLBLE B ) AAHB7T00me2 (8 ) -4
Fiafre 00me 2 (R) NS,

FEA, $We, (6a(R*), 11vB) -6~ [(8)
- (1, 3—=2%~-1, 3—=ZfA-2H-2-Rwg% X)]
-1, 2, 3, 5, 6, 7, 11 v—HK&-5-f - (2,
1-a) (2] XERA¥E-3 (8) %P

#338m8(0-836mmol1)}(S)-N-(2-(1,
3-—_#%-1, 3-—_f-2H-2-59%xX))~-1-8-3-
EHE-1, 2, 3-Z8-2(S ) -HEBRFRFET10m1
AAR_EPEP, BFmASnl ZRFEHR, K3 - 5400, &£
KB EAHE, DobmA25 1Lk, HAT756m 1787 ERER,
HA26m 1 AMERAMKER, AMg S0, TH, KB THEELER,
MR eailE (1l : 1 ZRLHE/ORE2 : 1 ORLE/CH 4
HH@E314me {93%)HalKRNEENESS,
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HEA, PHE, (6a(R*), 110BJ-6-((8)
“ﬁ%J -1: 2: 3: 51 6: T, 1 1b—-bg‘—5g‘—%“§}f—
[z,1—a)[2]%£ﬁ%§—3(s)—ﬁ&$ﬁn

#¥$244me (0, 603mmo1 ) (6a(R*), 110D
B -6-((8)—-(1, 3—-%-1, 3——_4-2H~-2~-
fvgv X)) -1, 2, 3, 5,6, 7, 11 b—+LE~5-%§
~dMee I (2, 1-a) (2] FHREFE-3 (S ) -HKR P
BEF3mLEEY, A—KEMAE(O0, 7TOmL I1MANER ),
EEBEH2 4/ 0, FA—RKEM (0, 3mIL I MBEBEL )
Jos W4 8/, WHBIEN I, EETHEEZER, FAZR
Fhte MM e 8 0. BylHIZE 8, EETEREFHE
181 me#EebRERNLE Y.

FEC, ¥Ev, (6a(R ™), 11v8B)-6—-[((8)
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~(1-8-2(R)-FXERK -3~ FXHEX)&X -1, 2,
3, 5, 6, 7, 11 p—-hL®-5-R-"gE} (2, 1-a)
(2] XHEA4¥E-3 (8 ) -BRPR

#242meg (0, 845mmoa }J) (R)~-3—-FX-2-x%
PHAARET6 m LW, KT EYAH, A0, 94
mIL (11 mmol )ERMRPAIE, W1, 5/K)E, EO~5TH
RTREAN. A3SmLZRABRRABERE, BAETE6 LR
HiEH 155mT, (0, 565mmo1 ) [6a(R*), 110
B -6-( (8 )-#AHX)*~1, 2, 3, 5, 6, 7, 110D
~-LE-5-H-M (2, 1-a) (2] FHFAL¥E-3(8)
- RPN EL, XmAG68uL (0, 85 mmo1 )Hhmy, #HP
2/h8t, 6 Om LZBERZIWHEE, A30nL 1 N#fBM2X30
m LM sEREMHAK, MeB8O0, THE, XREZTEEEM H
HEEHE(3: 20K /ZRLE ) Sh#HBE 159 (53, 1%)
& & BB AR .

LR 6 4

#H&E(6a(R™*), 116B) —6—-[(8)-(1-4)
-2(R)-®%-3-XmX)&a%) -1, 2, 3, 6, 6, 7,
11 bo-bEE-5-A -3t (2, 1—-a]) [2]) FHARE
-3(8)%H®R

#$52meg (0, 098mmo1 ) (6a (R ™), 111vB)
-6~ [((8)-(1-8-2(R)-XPHHK-3 XWX )&
*)-1,2, 3,5, 6, 7, 11 bv~t8-5—-8 -}~
(2, 11-2a) (2] XHAL¥E-3 (8 ) -BBPHERT



1. 5mLBE@YP, FOCTHA. O THARRLELAEHR ZHE
%0, 6mL I NHBPSHEX( 0. 6 mmol ), mANEARWHZ
AmLERK, EERTHEL T/, ERBEPAHEMA1I nLIN
BB, A3OmL_RWEM1 5 m LRSBERKE, 5 HAH
A8, Na, SQ,FT%, KX THEEHERN, AdBKa#E(2: 18RS
LEZE ) B3 2, 28 (7T7% ) EBEREALEY.
TR HRASHF S 1~ 6 4 Fridey R 24 4.
(48-[(4ay 7a(R*), 12bBJ))-7-C(1-
£2-2(8)-®%-3-FKWX)&*) -1, 2, 3, 4, 6,
7, 8, 12v-NE-6-®&~-1H- (1, 4] —-«%u53f (3,
4—-a) (2] FHERE- 4 -BBRHRHEELS TER,;
(48-C4ay, 7a{({R*), 12bB)I —-7—-((1~-
-2 (R)-ZEBER-3-FXHARX) -1, 2, 3, 4,
6, 7, 8, 12 -NE-6-R-1H- (1, 4] —vTrk}F
(-3, 4—=2) (2] FHERT - 4-BRFRBLE P HLHE;
(48~ (4ay 7a(R*), 12pB)) -7 ([(1~-
-2 (R)-#H-3-FWX£)HE) -1, 2, 3, 4, 6,
7, 8, 12— NE-6—-"9R-1H- (1, 4] — =%} (3,
4—al) (2] KHFREHE- 4 -8R
(48— (4a, Ta(R*), 12bBIY-7-0(1-
$#-2(R)-%-3-FWX)&*) -1, 2, 3, 4, 6,
7, 8, 12—~ NE-6-E-1H-(1, 4] ~®FEH( 3,
4—al) (2) XHALHE- 4 -BBRHAREZFEE:
[48-([4a, 7a{(R*), 12bB8)) ~-7-([(1-
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-2 (R)-zEBEH-3~FK A AX) -1, 2, 3, 4,
6, 7, 8, 12b-NE~-6-H -1H-(1, 4] —&%H
(3, 4—a) [ 2] FHEL¥E- 4 - BRI XGEXETE;

(48~(4a, Ta(R*), 12bvl)) —-7~-C(1-
£-2(R)-%-3-XWX)aA%) -1, 2, 3, 4, 6,
7, 8, 12v—-Ng-6—-H—-1H-(1, 4] —-A%H( 3,
4-a) [ 2] XHRALRE- 4 -8, FRABEEFHE:

(48~-(4a, 7Ta(R*), 12bB8))-7—-0(1-
A-2(R)-m-3-FXWX)&X) -1, 2, 3, 4, 6,
7, 8, 12— NE-6-R-11N-[1, 4] —N* —-FH4
~ARHT3, 4-a) (2] FHRALFE -4 - HKBRNKBRERYP
AWE

(48~-(4c, TalR*), 1210 -7-0 (1%
~2 (R)-ZF:EM-3 - XWX )RHE -1, 2, 3, 4,
6, 7, 8, 12 \E-6-F1H-[1, 4 )-N* —-XPr
F-03, 4=-a] [2) FHALE -4 -BBRBIRBLELPR
fig ;

(6a(R*), 11pB) -6-((8)-(1-%&-2
(R)-XWEts—-3 -~ XH/X )AX) -1, 2, 3, 5, 6,
7, 11 b-hHKE-65-F-MEHF02, 1-a) [ 2] FK}E8E
-3 (R)HLRFHE;

([6a(R*), 11pBY —-6-((8)-(1-&-2%
-k )REX) -1, 2, 3, 5, 6, 7, 11 bp—-tL&E-5-%
~whek (2, 1—a) (2] XARLHE~ 3 (R) #HE;
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(6a(R*), 11oB) ~6-((8)-(1-8-2
(R) -X¥Es—~ 3 -~ XWX )&®&£) -1, 2, 3, 5, 6, 7,
11b-t8-5-RA~"w%dF02, 1-al) [ 2] FHALE
-3 (R )&

(6a {R*), 11bB) —-6-((8)—-(1-4&-2
(R)-FEWEHH— 3~ KW )&A%) -1, 2, 3, 5, 6,
7, 11b~-E5E~5—-8 -4t 2, 1~al) [ 2] FHtAR
H-3(R)BRTER

(6a({R*), 11pB) -6-[(8B)-(1-%~-2
-m-oX)8&a%¥)-1, 2, 3,5, 6, 7, 11bp—+tEL&E-5
—H A2, 1~a] (2] XHAL¥E-3 (R ) BBFE
g

{[6a(R*), 11pB) -6-((8)-(—-R~-2
(8)-FWmws—-3~FXWX)8%) -1, 2, 3, 5, 6,
7, 11o-LE-6-8-H(2, 1-al [ 2] EKHFA#
F-3 (R )RR

[6a(R*), 11aB)-6-[(B)-(1-8-2
(S8 )-FX¥mam—-3-FKA[AX)&HX) -1, 2, 3, 5, 6,
7, 11 bp-hE-5—-F-M3 02, 1-a) [ 2] FHAELE
-3 (R) ®BR:

(6a(R*), 11pB) —-6-((B)-(1-4-2
(8)-FXPWm#m— 3~ XAX )&% -1, 2, 3, 5, 6,
7, 11 vp~HE-5 -8 -Mg3#02, 1-a) (2] FHEAE
-3 (R) -] ¥EER:
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(6a(R*), 11oB) -[((8)-(1-f-2-%
~-Z2%)8E#X) -1, 2, 3, 5, 6, 7, 11 vb-—hKE-5-%
—-pek L 2, 1—-a) { 2) XHBHHE-3 (8 )%,

(6a(R*), 11bB) —6-((8)-(18-2
(R)~-F¥Esk—-3-FXWXAX) -1, 2, 3, 5, 6, 7,
l11v-+HE-5-A-MgH02, 1-a) [2) XHEERHE-
3 (8 )HR;

(6a(R*), 11bB)-6~-C(8)-(1—-%¥-2
(R)-X¥EBHK-3 - FXW%)&¥) -1, 2, 3, 5, 6,
7, 11 p—k8-6-R-MgH02, 1—-al (2] FHFE$
¥-3(8)-HE¥riEe

(6a(R*), 11bpB)-6~-0(8)-(1-H-2-
wm-oEX)E%£) -1, 2, 3,5,6, 7, 11b~+LE~5-
A-bgHE02, 1-2) (2] FHELFE-3 (8 ) -BR¥E
LR

(6a(R*), 11pB) -6-((8)~-(1-4-2
(8 )-FX¥FBHK-3-FHE)EAX) -1, 2, 3, 5, 6,
7, 11b-t&-65-F-MmEH2, 1-2a) [ 2] XHFA£
E-3(8)-BBRPE;

(6a(R*), 11oB8) -6-((8)-(1-4-2
(8 )-FWEH#®H—-3 - XWX )&% -1, 2, 3, 5, 6,
7, 11 o-hL&E-5-8-gHr2, 1-a) (2] £}AP
#¥-3(8)-8%;
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(6a(R*), 11pvB)~-6—-[(8)-(1-8-2
(8 )-X¥EgHw-3 - XWX )&EX) -1, 2, 3, 5, 6,
7, 11 bv—tE-5-R-%%H#H02, 1—-a) [ 2] FHAH
#-3(8)-#HE¥Ee

(6a(R*),11bB)—-6-0(8)-(1-H~-2
(R)-FX¥HRH-3 - XWX )&X) -1, 2, 3, 5, 6,
7, 11 o~LB-5-~8-E3# (2, 1-a) [ 2 FHEAE
E-3(8)-#RPE:

(6a(R*), 11pB) -6-[(B)~(1-4-2
(8)-#%~-3-FWwH*)&*%) -1, 2, 3, 6, 6, 7,
11bv—hE-65-QA-M%EH[2, 1-2) [ 2) XAAMNE
—3 (S )-#BHAMELPER:

(6a(R*), 11b8) -6-((8)—-(1-&-2
(B)-ZB#H-3 - XWX )AXY¥~1, 2, 3, 6, 6, 7,
11 b~+HE-5-QA-WEHT( 2, 1-ad(2IXHFRALHX
~3(8)~BBHRGEERFER,

ETHEHGLRTES ARARFT HENERA S LIk
PRI ik, A3E DUAndi ek ey A BB ARAR 1 H 18t
4.

XEFTRANKRA— AR MR FAI WAL fA,
LUHART &R R AN, TEMASKE DS SR 2oy L A E
R, WA T EIT I H e ek, B YRALFUETE. &
M~ ks RE- FERBEENNERESEFEHHRLT EE W
TEmy ety W& 6T AP s xBRFAD (EFRRT
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w ) HEmE VR B8 Wit S
(hyperaldosseronemia ) MEHA . FXERFOF ML E
B HRBHFY, BFEAKRAVUANPASHAKR. R RMHEE.
PefnfE ~ FEEEES BAME M. o T wbAK We ey 30 ] Ak 30 &) po ok K i b AR
o ROA A, JATo AT e R DU SRR v A, b T HE
MR E B IEHANPHANBEE ATNTAHANPA SR
K, VERGIHER - PRk BEBEE FEROR,

T YMATERUBARETERE S THERE T HFRG
deT 5 RE T By MR R, B B IBT LA IR AR B,

X ST TR 4T DA IR AR W EY i A 00 3R PR 28 A 3 K B ar
AW ) o R WA, R BR AR BRAMIE K E AT XA
Kl s EE REEFVERESHEHNNBLETE
PAPY SR ARER AR HERK A M BV L R A RA KD BF R LLANP R
MO FIR RFOHRE S B B oK R R R AL

R T BRI AbA el e R B 40 ) 4 3% B R 2 40 Sl ok KM A 2%
B x4 R K R AF e 08 E A IR O AT A B, X BAK
MWK (BERYIK) MANP, BT gD LmTF
FEIR A AT BT Y, P, FRWAT AR S B HKE BARE
B, AR APATR B MW R A,

RIKA TS WHR R HEERRERYRATENEIWH
For R AR B 09 A E, B Bk B DLy el RR R DR S K 0 - 0 ok WX
REXBIUANPHNMEFK REAMHE. BoE . B HEY
RARE K,

MAFEEARHARREUMRATHIAGERTRER AR IVH
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Bk B AR AR, AR EARNEN, EFRTIHERE (E2FK
RTMH ). WAL, BAWEM. FHUEFERL: RHHMHAE;
G R RN Y BB ARR B PTRA B A ELe
M FREDF R TR BRI A Hd MARTE: AT FBRAE: FfERY
HHE Y,

RIER IR SR G XEA KT
0. O1EX (meg Kg /BEEH20meg Keg HEHWE
o, HEEHFEHAHO, Imeg Ke /HEH1O0mg Keg /HE
.

Wi, KRAARPEURATENIMHACEW Y, ZHFEA
HRRARAR 1 XX e HIvHA CERROH M. Y¥HALA
ok RO EOHER . BE T SERANEBRERY, F
BRAUIMBACE, A CERKT a¥FREKE 1 KTF, AW
WHTHETI RN AT EENEBEFTESER. R 1K1
AP HACEHN AR BRYFATEN AR IWHACEW
g, i, ABROEFERNE, MHACENAREMAXAES E
W Pk 5T 44 fior ok Bk W0 B B Fo e R ATFL

HEARABARET S, ALEARKLIRLHFARE, RE
UEREELS MR Y EMTRAGEY, £ 0B EANRE,
fitn, TRLEOkE FT W bk k- BR. AHEREMR
o H¥ U0 RBF. AREASTH, KA EAREN AT REL
BT RR . RARERRLCEXRR ZHFHpEFELHRATLR
Fok R

RITER THEDTURFYAS R LG RRA, CINER
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RAIRRXINAMSHYTHEIRERRTA 4880, HHAK
R R % W IR R R0 3 R B R

HEF—IMFEP, TRARFEHS MR LEHBERBEERLES
BEUREECHRXESH X IRRN TSN ES . XEBASH ( F
) TRER RS, RAEEREENBARK . XAELHHEE
Ho RIBRRIMADETHERERALXGREEABREAR KW
RYBRAFHIRER I RETERERMRNE. R IKR 1SN
HRERETELEAEHH0, 0011 EE )EHTSH (F
B)EREREf. HERETUREMNME, RECTIRE, KEFT
AERTRR TR ERMREH. SENEEREYFTFEK:
WA LHE THAAMEH ( HPLC )M rea Ak BERK: WL
fE~ ZRLE DREANEN; RGENTEZHREX BN,

BHGN, XERVIRESHEWESY, XTATST—HRLH
HYTEZFREZBIUANRSEURER LA ARBRN T KR
I a4,

%t 5 M E 25 FRAD B U R B Ay o XA, BT
FIWT BLRAD BV e N iE AL R HR N S BE, FEH®, KX
K. £ EHREKBH HLEZFE Bon. YA AXK D
REBE SRR, TUAN Bi- 2. & BFAEKLEFR
BRARBA,

HYAAHY (F) AEBRENEATRAREK D R, €A1
WHAABRBEEEXERF . A TEAORETHEN RIRRA 1
AW SR HEF, UAF S 4ER BE. B B2 HR. #%
¥ MAEKER . DBBRERRBA. RERHNEESHAEP4BHR



IERX T RAPENFHRS, AL ETHE BHABAT TN,
BHEHRRAD—HT O ERER, BoYPHEENFEREL R
ZUDBINETRAGELRNERAG R,

AR~ AX- KE FRNEZTEE MK EMTHEH, DM
BEAE . BHENEEABREREN: DEHRRILBERLH
AR Prinogel s EXREMFIMN: AKX Btorotex
FHERNM: wRE_A SN eglidants | MTMAMERRE
Moy W R B A RPEEEENETN. YHERARR
REFE, BT LixWRUN BT SAER LW 6% BE
#HE, REHNBEGPATOARENRECNHEBRY L TCEM
B, wmEM., Bk, AMEAXNTHAE. K, Ztechied. &
WRY, BREMRGS, TEEEHMANOEROE LSRR $
B FReE R, T8 & B0 A6 e MR LR B Rt
¥, FAEFARE LEW,

ATEHpE MR BHEN, X 1RR 19T NEER
AT, XIBHFEESHEIO, 1 BERRANASY, EHETE
0, 1—-#450% (FEk) ARV HEBANER. FETIRE
AT ERRS G BETAN SR EHNNE,

BHEERIRBET2E—FRERTHHN. TEFE R oEN
A #ABER. BEWME. RLoW-. dw. A-HEKEEEGEE
Fl: MEXBER mothyl paraben BHEH: LI M B T*%K
RENEREN: LN IREERLH; MTREL. HRRE
AEMREREFABR, o Q4R M 2 A E RN,
EAS AT HA R BB HROER . —ANEN SR ERNEE
i
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16 Gt T— 0 4 M A X A ALY RO ZOAWaw, K
ZHAMB M TFREANA PR 1 KR 1069 R8TFH,

ERIER I HP, BPB, Y ERERAERARFH, R 1
RR 1A, P DB, YEPIRAAERFH, H4 R I4E
e, HPERH - 0 -8,

LR, TUERRA IR IO TUERRWEHREE £
HEWY B e iR, #—BTUER, XRPAETBMENE
A RA R ety 7K RA M9 B B A i T oAy R A R B iy 45— A
R ITHR I EW.

FEAHRX 1R IVAONAERLEHERR ALEYH RARK
F i Bl w,

(48-[4a, ~7a(R*), 12bpB3)¥-7-(C 1
—A-2(8)-#H-3-FHWEA)K%£)1-1, 2, 3, 4, 6,
7, 8, 12v—-NE-6-8A-mwH(2, 1-ad(21FHF
A - 4 - HE;

(48-(4a, 7Ta(R*), 12BYY-7-(C(1-4&
~-2(R)-H-3-XHX)AXI-1, 2, 3, 4, 6, 7,
8, 12v-NAE-6-&-MwH[2, 1-all2IFHFA%E
H - 4-BR;

([48-(4a, 7a(R*), 12pB81Y-7-(C(1~-
f-2--Z2X)R*%X)~-1, 2, 3, 4, 6, 7, 8, 120
~NE-6-F WA 2, 1-ad [ 2IXHAEE-4-%
®:

{48~(4a, Ta(R*), 12BYXYY-7~0(1-
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f4-2(R)-#-2-FKEXx)a%X1-1, 2, 3, 4, 6,
7, 8, 12vp-AA-6-8-MmiH (2, 1-=al2]3X}#
BRFE— 4 - B

[48-(4a, Ta(R*), 12pBYIX-T7-(C(1-
-2 (8)-H-2-FXZX)g%X1-1, 2, 3, 4, 6,
7, 8, 12 - NE-6-&A-wmeHl2, 1~-al(2IXH}
BHEE - 4 - BR:

(6a(R*), 11pB83-6-((8)—-(1-%-2
(8)-#Hm-3—-FWHX)RXY-1, 2, 3, 5, 6. 7,

11 v-+HL&B-6-@A—-EH(2, 1-a )2 IXKFAXE
-3(8)-#mK:

{6a(R*), 11bBI-6-[(8)-(1-8-2
(R)-#—-3-X®X)®/X1-1, 2, 3, 5, 6, 7,

11 v—-hKE-5-F-wgH2, 1-2a3 (2 IFXHEALHE
~-3(8)-#®;

(48~ 4a, 7a(R*), 12833 -7~-0(1-
4-2(8)-7Z®mo—- 3 -FKL£ )&X%X3-1, 2, 3, 4,
6, 7, 8, 12v-NE-6-A-Mw#H(2, 1-a1(2)
XKHBLE - 4 - BR;

(48-[4a, 7Ta(R*), 12823 -7-0(1-
£-2(R)-ZE#%K -3 - XHX)RX1-1, 2, 3, 4,
6, 7, 8, 12p-NE-6-® w2, 1-a3(2)]
EHEARE- 4 - BB,

(48-(4a, Ta(R*), 12pBIX)-7-0(1-
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f4-2-ZBw%—-#*)gEX1-1, 2, 3, 4, 6, 7, 8,
12 -NAE-6-8-MRH(2, 1-a)(2IFXHBLE
- 4 — B

(48-(4a, 7, (R*), 12pB81)-7-(C(1-
fd-2(R)-Z®H—-2-XZX)8HX1-1, 2, 3, 4,
6, 7, 8, 12p-NE-6-RA-MgHl 2, 1—-aI(2]
EHAHHE - 4 - B

(48-(4a, 7a(R*), 12bB8213-7~[ (1~
-2 (8)-ZHmHm-—2-XZX )E%£X1-1, 2, 3, 4,
6, 7, 8, 12vp-NE-6-HR~-wwH(2, 1-ad[2]
FHRALFE - 4 - B

(6a(R*), 11bDBY2-6-((S)-(1-H-2
(8)-Zmtw-3 XWX )&K#X¥-1, 2, 3, 5, 6, 7,
11v-+HB-65-8-mwH#H (2, 1-ad 2 1EHARKE
-3(8)-B&K:

{6a(R*), 11pBA-6-[(B)~(1-4—-2
(R)-ZB#®-3-FHE)&EX1-1, 2, 3, 5, 6, 7,
11bo-+E-5-A-wmHl2, 1-ald(2IE}ALE
-3(8)-%R;

(48-(4a, 7Ta(R*), 12bB1X-7-[(1-
f-2(8)-7ZHm%-3-F¥X"AX)&X1-1, 2, 3, 4,
6, 7, 8, 12v-NEA-6-F-wmx#(2, 1-al2)]
FHBLE- 4 - BRFIAREETER;

(48-(4a, 7, (R*), 12pBI¥YX-7-0(1-
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£-2(R)~-ZBHm~3-XHH#)HEHXI-1, 2, 3, 4,
6, 7, 8, 12b~AZE-6~-A-MwH(2, 1-all2]
FABLE— 4 - BRI RBET FEE

[48~[4a, 7Ta(R*), 12pBYXY~-7~-(C(1~-
f-2-7HmH-E ) )RXI-1, 2, 3, 4. 6, 7, 8,
120 -NE-6-F-mH( 2, 1-adl2IKHALE
-4 -BBREAGEZPAR:

(48-(4a, 7Ta(R*), 12pB3-7—-((1-
£-2(R)-ZH#—2 -~ XKzX )8%1-1, 2, 3, 4,
6, 7, 8, 12v—-NE-6-&-#mH(2, 1-a1(21
FARLE -4 - BREAFELTER:

(4s~(4a,7,(R*),12b331—7—f(f—
£-2(8S)-ZE®%k—-2- XX )&*1-1, 2, 3, 4,
6, 7, 8, 12p-NE-6-&-wwe}(2, 1-2a31{2)]
FHBLE - 4 - BRI RBEAT P AW

(6a{R*), 11pBI-6-((8)—-(1-¥~-2
(8)-Zm%H -3 - XWX )®*1-1, 2, 3, 5, 6, 7,
11bv—kE-5-8-gH02, 1 ~aldl2IFXFALE
-~ 3(8)-ERIXGARPE

(6a(R*), 11pBI-6-((8)-(1—-%-2
(R)-ZB#®-3 - XWX )RAX1-1, 2, 3, 6, 6, 7,
11 p-HEB-5-FR-#g#f (2, 1-al)(2IFHFALE
-3 (8 ) -~ARBRFRRZETHEH;

(48-(4a, 7Ta(R*)}, 12bB3¥Y¥~-7~-[(1~-
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g-2(8)-m-3-~FHX)AHX -1, 2, 3, 4, 6,
7, 8, 12p~XE-6-H-1H-[1, 4 -¢E%j}
(3, 4—ad[ 2YFEHALE- 4 - 5B
[48-(4a, Ta(R*), 12bBY)-7-0(1-
£-2(8)-ZHk—-3 - XWX )&%X1-1, 2, 3, 4,
6, 7, 8, 12p-NE-6-R-1H-(1, 4 —vER}
(3, 4—al[ 2 )IFXHALHE-4-5BR;
f48-(4a, 7a(R*), 12pBII-7-0(1-
£-2(8)-Z%#HK-3—XKHAX)&KHX1-1, 2, 3, 4,
6, 7, 8, 12vp-NBA-6-F—-1H-(1, 4-vEgH
(3, 4-a){ 2 )IXHALFE- 41 -BRERBAETH;
(48—-(4a, 7Ta(R*), 12pB8Y¥)—-7-0(1-
£-2(8 )-#sHm-3-FREX)HEHX1~-1, 2, 3, 4, 6,
7, 8, 12v-AE-6-f—-1H-[1, 4%}
{3, 4—-al{2)XFRALN-4-HR:
(48-(4a, 7, (R*), 12pBYY—-7—-(C(1-
f-2(8)-ZHHm—-3-~XFHX)AXI)I-1, 2, 3, 4,
6, 7, 8, 12»-NE-6-R-1H-[1, 41— %gH}
(3, 4—ad( 23XHNAL¥E-4-BK;
(48-({4a, 7Ta(R*), 12bBAYI-7~-0(1-
£-2(8)-7ZM#k—3 - XWX )8XI~-1, 2, 3, 4,
6, 7, 8, 12v~-NE-6-€~-1H-(1, 4)—kg}
{3, 4—a J [ 2)XABLE-4-ZRFIRXBETE;
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(48-(4a, 7a(R*), 12b8I1-7~-0(1~-
f-2(8)-#H-3-—FXKWXx)&%1-1, 2, 3, 4, 6,
7, 8, 12— NE-6-R-1H-(1, 43-8%}#I[3,4
—a J (2 IXAALHE- 4 B,

(48-(4a, 7a(R*), 12bBX1-7~((1-
f-2(8)-ZH#K—~3 - FxH"EX )EXI~-1, 2, 3, 4,
6, 7, 8, 12p-NE&E-6-H~-1H-(1, 4213 -2%#
(3, 4—-a ) 23FHALHE- 4 -H8:

[(48-(4a, 7Ta(R*), 12pBII~-7-0(1-
-2 (8 )-TEB#H-3 - XHEX)RXI-1, 2, 3, 4,
6, 7, 8, 12b—-NE-6-8R—-1H-(1, 4-8%HF(
(3, 4-2a [ 2 )EKHRLHE-4-BRIARETE;

{48-(4a, 7a(R* )}, 12bBX2A-7~0(1-
£&-2(8)-#m-3-FHHX )KXI-1, 2, 3, 4, 6,
7, 8, 120-NE-6-98—-1H-(1, 4)—-N* —F%-
FEHI 3, 42 ) 2K ALHE~ 4 - B8

(48-(4a, 7a(R*), 12bp833—-7-0(1~-
A-2(8)-ZE#k-3-FXHWX )EXI-1, 2, 3, 4,
6, 7, 8, 12p-A&Z-6-€-1H-[1, 4 1-N* -
E-FRH (3, 4-ad [ 2IXHELE-4-B%;

[48-(4a, 7Ta(R*), 12bBYY=7-((1-
-2 (8 )-ZHmHm-3~XHEX )& XI -1, 2, 3, 4,
6, 7, 8, 12b-NE-6-AR-1H-[1, 4)~-N« - ¥
E-ABHE(3, 4- ad( 21XHAALE~ 4 - BBRHARER
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FEg:

[48~(4a, 7Ta(R*), 12bBYX-7-((1-
A-2(8)-Hm-3-FWF*)m%x1-1, 2, 3, 4, 6,
7, 8, 12b-NE-6-f—-1H~-(1, 4)-N* - X
—REHET3, 4—-a {2 IFRFRALM— 4 — B,

(48-[4a, 7Ta(R*), 12pBYY—-7—-([(1-
-2(8)-ZHm-3—-XKWEX )&EH¥X1-1, 2, 3, 4,
6, 7, 8, 12p-N&E~-6-8-1H-[1, 4]1-N* -X
B —REH (3, 4-adl21FHRL¥E- 458

(48-(4a, 7a(R*), 12pBYXY~-7~-C(1-
£-2(8)-ZWmm-3 - kKX )EXI1-1, 2, 3, 4,
6, 7, 8, 12p-NEA-6-®R-1HU-(1, 4 3-N* -X%
PE-RAEHEI3, 4-ad[ 2 IFKHALE -4 -BRFRB
RPHE:

TESHE TR AT AR W46 A 1E Ak Bt 6] F) Ao
A C E##H .

AR S F HRE B A, MEMREMa1rroy M
SBchwartz B HEl CEPREREIF 259, 514365
— 143707, 19844 1IFATrito X—100%K M
Almeuort FOriowski Wy e E, F22M, &
590-5997%, 19834 IFAMNATRAMEE PRI,
M Pharmacia PPLCRGEAABFX#EH (2/QT M
¥, Pharmacia )H#—FRAK, BEHXETH Florentin®E A
WX EE( Cefirbiy, Fl141H, F62-6 97, 1084%)



BAlmenoffOrlowski W EE ( (B REY, T 42
B, #151~-167%, 1984% )WE, £25T, %50
mM HEPESHEAEA(PH7, 4 )FL3, Om1i4H 2
UM W-D-A1aG1y (P—#HX ) PheGly (Km=4Qu M)
B A R NERNE R, ARBEEEFPHBERE (RN ) M
ADMBO¥ (DMSOfy RAKTEIEHO, 1m1), (I EW
(#30, 1 e FPLOSGMANES ) MBS H Y RAK AT
(£33 9nm#r R, 562 n mBE ) HELEITKRIMUKAELX
£,

ACPHEEEREMA Hoimeuist F AEC £ 44 ) 1979
FF OB, #540-54 8N HRNISLALEBE AN Ryan
TECBHMFTEY 198345 E3RF20-34T(H, T,
Bergmeyer %, V. Veriag Chemie Weinheimi¥% ) AT
TR 5 A VEHARR Y,

% 1 BT R0 B M AT 8 R ok A AR R ARG A 2 e i I B Y Y
FH, WEACTERINEHF,
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£ 1

A 1 Av R W AG-E 4y 1E By K B
W HFTAC EAY B A K ' 1

B ™

R [1LEW Hes ik K B ‘AGE,Ki(nM)T
Ki(nM)

100, 173 <1 0. 74

101, 6238 <1 6. 7

27, 855 8 5

101, 804 1 2, 1

100, 919 <1 1

101, 519 <1 <7

102, 179 <1 <7

I&E8



100, 173=(48-(4a, 7a(R*), 120bBY)
~7-0(1-8-2(8B\-H-3~-FKHE)&KHXX-1, 2,
3, 4, 6, 7, 8, 12t~ \E-6-H~-Mwsf 2, 1-ad
(2 IFHALH -4 -BR;

101, 028=(48-(4a, 7a(R*}, 12bpRB1)
~7-({(1-8-2(R)-%H—-3-XKWX)&EHXI-1, 2,
3, 4, 6, 7, 8, 12b-ANFE-~6-R-mEH(2, 1-al
(2 IFHRLE— 4 ~KR;

27, 855=(48~(4a, 7a(R*J, 12b81]
-7-[(1-f-2-%-2ZX)&%X1)-1, 2, o, 4, 6,
7, 8, 12v~NE~-6~F-whwH(2, 1-ad[21FH
RAEE-4 - B

101, 804=(48-(4a, 7a(R*), 120v8]))
-7-({(1-8&-2-W—-2—-FxWX)&A*XJ1-1, 2, 3,
4, 6, 7, 8, 12b-NE-6-H-M"wH(2, 1—a]
(2 IFXHARLE-4-%R

100, 919=(6a(R*), 11B1-6-((8)
~-(1-f£-2(R)-#%-3-XWX)&HX1-1, 2, 3,
5, 6, 7, 11 b-hKE~5-&-wgH(2,. 1-a) 21
XARALE-3(8)-BR

101, 519=(0(48-(4a, 7, {(R*), 12p81)
~7-((1-8 -2(8)-H-3-XAX)RK*1-1, 2,
3, 4, 8, 7, 8, 12b-NE-6-H-1H-(1, 41~
pEEF (3, 4-a ) [ QIFRHFALHE - 4 - KR o



160

102, 179=(48~-(4a, 7a(R*), 120b81]
~7-((1-2-2(8)-Z@w-3 - FH&X )AXI-1,
2, 3, 4, 6, 7, 8. 12v-N&E-6-H-1H-[1,4]
—vTEH 3, 4-adl 2IFHAL¥- 4 - B8
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