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EVREAT, TRAZZEZER-K. EAFHELHNBAELAL=
REHAME ., Fo

AVE@E)T ALRALEIABFOR IR LERL T4 E 10
X, A E=FRELEY, FEAEHXLEY .

34, ARABKNOGFTZH, AP FERCOTARFTEARYE, Lo
A —HE_FEGLE YO R ELEERTFRAEEHNTA-7T8 CEER
TEREASITEARBRERL KEIAFTEREHN LA THRET RS TE
HMENBRE, QEMBOREBAEER FAEENTEOTE 100
CHEAALERERRLARZFHE =P EKLad.
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VAR T 3l 64 Ao, A XD-AV)F,
A. B. DFEXRIRiEHTLA:

(a)
(b)

ARIEBAK:

H;
4 F AN C-Co i, HATihiidk 4o T 6y—F X 2 AIK

6) FE;

(i) BAHFXE,

(i) H#FE;

(iv) EBRAREGEFE;

(V) eI

(vi) BX;

(vi) C-CihFk;

(viii) =E, HiE. . ARXBER; Fo

(ix) NRRY E£F R PRIk f A C-Clri, AR

Fo RS A ARG RRT—REAR 3-7 UK, HFd4H H-0-. -NH-.
N(C-Ce ). -N(FA-C-CouAh-). -NERAKHFE-C-Cotuih-)-. N(&
FR-C-Cet i) NUERAKH & F K -C-Ce- )~ -8-K-S(0),-2B A, 8 3¢
THHE, APni1H2;

(©)
(d)
(e
®
(2)
(h)
(i)

C,-C, b

TR

BAE 35K

MR

BAE 255

RIBE, Ao

wh LA, E—FHMRENX, X¥ Mt

(aa) -C(O)-NH-;

(bb)  -NH-C(O)-;

(cc) -NH-;

(dd)  -N(CH,)-;

(ee) -O-;

(fH) SO0),-, £Fnf0. 1XK2;
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(gg) -C(=NH)-NH-;
(hh)  -C(0)-O-;
(i)  -0-CO);
G)  -O-C(O)y-NH-;
(kk) -NH-C(0)-0-; #=
()  -NH-C(O)-NH-;
AR A+ T AR
(aan) C,-Co oA, HAEBLE A 4o F 9 BAKRIAK:
0 FE;
(i) BAHFE;
(iii) #FX;
(iv) BARKegaFE;
(bbb) X,
(ccc) BRAKEGF K,
(ddd) #F%;
(cee) BARAG R FX; Fo
(fff) RIEL; X
f£4T—std1 AB. AD. AE. BD. BE & DE 4t BRARESLE
NARE e R F—RYRELLH T R FREN 3-7 LK
-O-,
-NH-,
-N(C,-C¢ 5o )-,
N(EFE-C,-Co i),
NI 5 K-C-Co f i -)-,
N(FFE-C-Ce-BA-)-,
NERE F2F K-C-Ce- B2k,
-$-H-S8(0),-» EFnZ1K2;
-C(O)-NH-;
-C(O)-NR’-, 2 R® 24w b ATk ey,
“NH-C(0)-;
NR’-C(O)-» £ % R°R4o LFfikth; #o

-C(=NH)-NH-;
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R'it A 2T AH:
(a) &;
by BE;
(€) -O-C,-C,-3t3k;
(d) -O-C;-Cs-3Rbn
(e) -0-C-Cy-be2-Cy-Cs- 3L
() -0-C(O)C\-Cy-tr.i;
(g) -O-C(O)O-C,-C-$tds; #=
(h) -O-C(O)-NH-C,-C,-%%.4k;

RIZAB S TREXALELERP LR, F

ZREARFRPHEL;

HARE LS AXD. IDKRUDET, M A. B. D#E Fa#24,
4ARBRAIRHDAE FAC-C- ik, ¥ARBRAH, R.D#ME
H—AZERH AR C-C-iuk,

BEXRERGH—F&F, EAOFTEAEARAREGRELANLASHT
THANBARAGGE DA DR ZLSMETMB RS, TN T HEH
HaffdFik, RPN HFE SR EFHE.

BEARLAGH—F &, LRH/THELEZXD. D). A)FAV)EH =K
KIRP BE £ATE e 7ok,

KA G mihid

EARERAAR—ANEHRFET, Lok g XOesd, L+ A. B,
D. EFfR-R’ 24 LATiL 4,

EREPAOE A FARFET ok h XAs4, L+ A, B.
D. E. R-R*FZ R4 EATiE G,

EAERAGF—ANERFEF, oMk gAML, L+ A .
B. D. ERR-RIZ LA,

BEALERAF —NERFET, tbot g XAVILEY, T A .
B. D. EaR'R°E4 LAjiE e,

ERERAA—NMER TR EF, oW E LiZ XWLe4, L+ R
AL, FAXTEEA, RAZSAA. B. D. E#&R-R*E LAk,

AREPH—MEAERFEP, 42 LR X (LS4, HF R
REXTERAEA, RAESEHFA. B. DFELANETZAREA, PELE
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A A% fE—BRE C-Cotiik, Ld-(CH) R AR EF¥mAL1. 2.
3R 4FRER

(a)
(b)
(©
(d)
(e)
®
(8
(h)

FE;

AR F K

RFR;

B RFE;

Ze A,

#Z5k

C,-C, B ;

NR’RY, £ RP# Rk § & C-Coiik, AR F R

e RAT—RMAR 3-7 LK, HAE%RESH §-0-. -NH-. -N(C,-
Cotik) -N(FA-C-Cohk-). NERRHFE-C-Colth) -NHRFA-
C,-Cotith-)-. NEKM L FE-C-Cotilk-)- -S-K-5(0), LA R E R
H, £PnR 12,

() HE, dif. £. ARHBER; P
G) CrCiik; X
(k) -(CH)-M-(CH)R7, £¥r=0. 1&K2; s=0. 1X2HFME:
(aa)  -C(O)-NH-;
(bb)  -NH-C(O)-;
(cc)  -NH-;
(dd) -N(CH;)-;
(ee) -O-
(f) -S(0) FFnZ0. 1XK2;
(gg) -C(=NH)-NH-;
(hh)  -C(0)-O-;
(i)  -0-C(O);
G)  -O-C(O)y-NH-;
(kk) -NH-C(0)-O-; #=
()  -NH-C(O)-NH-;
Fo R7i%k 4o F A H:

(aaa) CI-CB'M ’
(bbb) F &
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nnnnnn

(ccc) BAKEGFAK,
(ddd) HFX; F
(ece) BABGZFAK.

EARAG G —REFRFTETF, 0w EXADASLESY, L4
RIZEXFHL, RPAL, B=E=H, AFD—RLEHWTLR:
-CH,-Z-CH,-, £+ Z &

(a)

(b)

(aa)

(bb)

(cc)
(dd)
(ee)
(fH

(gg)
(hh)
(ii)

-C(O)-NH-;
-C(O)-NR’-, £ ¥ R & fh=THAH:
(aaa) C,-CohtZ, FAFikibiik f 4o F fIRARIRA:
(i) F&;
(i) RN FK;
(i) &F K, F
(iv) AR FX;
(bbb) Fi;
(ccc) ERARAGFA;
(ddd) 3%
(eee) BARMGHEFHE; Ho
(ff) IR
-NH-C(0O)-;
NR3-C(0)-, £ % R*RZ 4= L7 L H9;
-NH-;
-N(CH,)-;
-0-;
S(0),~ EFnR0o. 1XK2;
-C(=NH)-NH-;

-CH,-N(-(CH,),.R")-CH,-, ¥ s=0. 1 X 2#&R' Rt THk

(aaa)  C,-Cy-#tik,
(bbby  FX;

(cce) B
(ddd) &F*k; #
(eee)  BRANBGHRFAK;
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(¢) -CH,-N((CH,)-M~CH,),R")-CH,-, ¥+ r=0. 1&2; s=0. 1
R2FMFfR 2L, Fo
(d) -CH~(CH,)-CH,-,» £¥r£0. 132,
BEAERE S —EREFHATETY, A0S EXADMLEH, F
5 ®wRIZAXRFTHAE, RREIZA, A=D=H, #BFE—RtAhwTAHA:
(a) -CHrZ-CH,-, ¥ Z &%
(aa) -C(O)-NH-;
(bb) -C(O)-NR’-, ¥, R*it 4T XHE:
(aaa) C,-Cg B, ALk A 4o F e BRAR IR,
10 i) Fi&;
(i) AL FE;
(iii) ¥ K
(v) AT Ze 5 X
(bbb) F XK ;
15 (ccc) BARA F X,
(ddd) #F X
(cee) MR R FX;
(fff) A,
(cc) -NH-C(O)-;
20 (dd) -NR’-C(0)-, HF R*Z 4w b X #y;
(ee) -NH-;
(ff) -N(CH)-;
(gg) -O-;
(hh) -S(0)-» £FnR 0. 1XK2;
25 (ii) -C(=NH)-NH-;
(b) -CHN((-CH,)/R")-CH,-, #}¥s=0. 1R 2R ZAATHE
A
(aaa) C,-Ci-%ti,
(bbb) Z&;
30 (ccc) B4 T Y
(ddd) ZFFX; #
(eee) BUARAGRF XK,
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(c)
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-CHyN(-(CH))-M-(CH)-R")-CHy-, F ¥ r=0. 12

F2FMMPR Z EZLE; fo

(d)

"CHz"(CI_Iz)r"CHz'a -E:P I')E'é 0 . ]. —a 2 L}

.....

s=0. 1

AL AR AM LS4 Qs

X(IVyLd#h: R=FHE; R=H; A=B=-D=E=H;

A (Mye44: A=B=F=H: D=FHi, R'=FHE, R=H;

A(es4: A=B=D=H; E=F%, R'=FHRE, R=H;

X(IHee4: A=F#, B=D=E=H, R=FHE, R=H;

X(Hes-4: B=F4%, A=D=BE=H, R'=F&%K, R=H;

R(IHes4: A=E=%%, B=D=H, R'=F&%, R=H;

X(AMet4h: A=F#, B=D=E=H, R'=-FHK, R=H;

X(De4%: B=F#, A=D=E=H, R'=FHHE, R=H;

A(Dead: A=D=F%, B=E=H, R'=FH%, R=H;

X(Myed-4h: A=E=F4, B=D=H, R'=FHE, R=H;

X(IHeA4: B=D=H, A#E—&MK-CH,CH,CH,-, R'=FHKE,
R*=H ;

X (D)4k4a%: B=E=H, A #=D—&M&K-CH,CH,CH,CH,-, R'=F#
£, R=H;

X()t44: A=B=D=E=H, R'=H, R>=H;

X (k4% : R'=0CH,, R’=H; A=B=D=H; E=-CH,NH,;

K(IYe4%: R'=0CH,, R’=H; A=B=E=H; D=-CH,NH,;

X(fe44: R'=0CH,, R>=H; B=E=H; A # D —RM#x-
CH,CH,CH,-;

X(4e4: R=0CH,, R>=H; B=E=H; A # D —#&RMx-
CH,OCH,-;

X([44: R'=0OCH,, R=H; B=E-H; A # D —#&M&-CH,
NH-CH,-;

X(Mye44: R'=0OCH,. R=H; B=E=H; A #= D —i##)m&-CH,
N(Cbz)-CH,-;

X(Il{e44h: R'=0OCH,, R>=H, B=E=H; A # D —##&-CH,-
N(F#)-CH,-;

X(M#e44: R'=0CH,, R>=H; B=E=H; A f= D —##m-CH,-
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NGE T B4 )-CH

A (44

R'=OCH,, R>=H; B=E=H; A # D —#&H#MA-CH,-

N #-CH,-CH,-)-CH,-;

K(DLS4:

R'=0CH,, R*=H; B=E=H; A #v D —#t#)m-CH,-

N(4-Cl-#%-CH,-)-CH,-;

AIL44h:

R'=OCH;, R*=H; B=E=H; A # D —®&#&K-CH,-

N(4-7tt2% % -CH,-)-CH,-;

K44

R'=OCH,, R><H; B=E=H; A # D —&#&-CH,-

N(2-7#t7¢ #.-CH,-)-CH,-;

AL a4

R'=0CH,, R=H; B=E=H; A # D —&EM#R-CH,-

NH(3-#% % -CH,-)-CH,-;

X(IYb44: R'=0CH,, R=H; B=E=H; A #=D —#&#Hs-CH,
N(4-"&%k & -CH,-)-CH,-;

X()L4%: R'=0CH,, R>=H; B=E=H; A=D=-CH,-O-CH,-¥
x;

A(ADe44: R'=0CH,, R=H; B=E=H; A=D=-CH,-OH;

KX (ye44: R'=0CH;, R’>>H; B=E=H, A=D=-CH,-O-}%X%;

A (Mes4: R'=0CH,, R*=H; A=B=H, D # E —&H#X-CH,-
CH,-CH,-CH,-;

K4 4: R'=0CH,, R>=H; A # B —AMAR-CH,-CH,-CH,-
CH,-, D=E=H;

X(Mt44: R'=0CH,, R>~H; A=B=H, D # E —##m-CH,-
O-CH,-;

X448 %: R'=0CH,, R>=H; A=D=E=H, B=-CH,-CH,-#%;

KNL44: R'=0CH;, R=H; A=D=E=H, B=-CH,-CH,-CH,-X
A5

X(AM44: R'=0CH,, R=H; A=D=E=H, B=-CH,-O-CH,-¥
x;

KX(WL44: R'=0CH,, R>=H; A=D=E=H ., B=-CH,-CH,-(4-
OCH,- ¥ £);

A(IYe44: R'=0CH,, R=H; A=CH,CH,-¥#, B=D=E=H;

X ()44 #: R=0OCH, ., R=H ; A=CH,-CH,-CH,-% %,
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B=D=E=H ;

XA 44: R=0CH,, R>=H ; A=CH,-O-CH,- % A&,
B=D=E=H ;

X(Myk4#: R'=0CH,, R>=H; A=D=F=H , B=-CH,-CH,-(4-
OCH,-F £);

X (4% : R'=0CH,;, R*>=H; A=B=D=H, E=-CH,CH,*¥%;

X(IWk44: R'=0CH,, R>=H; A=B=E=H, D=-CH,CH,#X%;

X(ye44: R'=OCH,, R>=H; A=B=D=H, E=-CH,CH,CH, %
X

X(OYk44: R'=0CH;. R=H; A=B=E=H, D=CH,CH,CH,¥
%

X(Myes4: R'=OCH,, R>=H; A=-CH,CH,0#J%; B=D=E=H;

X(MWt4-4: R'=OCH,, R>=H; A=-CH,CH,NH,; B=D=E=H;

X(yt44: R'=0CH;. R>=H; A=-CH,CH,NH,; B=D=E=H;

X(Oes%: R'=0CH,, R=H; A=CH,CH,OH; B=D=E=H;

K(MYes4h: R'=OCH,, R=H; A=-CH,COOH; B=D=E=H;

K44 R'=0OCH,, R=H; A=-CH,CH,OH; B=D=E=H;

X (D444 : R'=OCH,, R*>=H ; A=CH,CH,NH(4 -"&"%}k);
B=D=E=H ;

X(IWk44: R=0CH,, R=H; A=B=D=H; E=-CH,0OH;

X(yk44: R'=0CH,, R*=H; A=B=E=H; D=-CH,0H;

XAt44: R'=0CH,, R>>H; A=B-E-H; D=-CH,NH X¥#&t
&

X(yL44: R'=OCH;, R*=H; A=B=E=H; D=-CH,NH FX;

K44 : R'=0CH,, R=H; A=B=D=H; E=-CHNH Xx¥#&
Xx;

X(e44: R'=0CH,, R=H; A=B=D=H; E=-CHNH ¥%;

X (IYML4-4: R'=0CH;, R=H; B=D=H; A=E=-CH,OCH,(4-8.%
A-);

K(IIyk44: R'=0CH,, R?*=H; A=B=E=H; D=-CH,-N(CH,¥
3

X(ID4L44: R'=0CH;, R=H; A=B=D=H; E=CH,N(CH,)¥
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A&

X(44: R'=0CH,, R>=H; A=B=D=H; E=CH,-NH-}%;

X (Mee4: R'=0CH,, R>=H; A=B=E=H; D=-CH,-NH-&X%;

X(Wesd: A=4-TERAFERATFHE, B=D=E=H . R'=F&HE,
R*=H;

X(MWes4: A=EEFH, B=D=E=H, R'=FH&HE, R>=H;

X(Ueadh: A=4-F8LA¥HE, B=D=E=H, R=F&HX. R=H;

X(Uea4: A=4-#X ¥, B=D=E=H, R'=F&H}, R=H;

X(Mes4: A=S-F#AFHE, B=D=E=H, R'=FHIK, R>=H;

X(DA4: A=3-%%AF&, B=D=FE=H, R'=F&HE, R>=H;

K(ks4: A=4-(CBZ-A#)¥ 4, B=D=E=H . R'=FHRXK,
R*=H;

KOy s4h: A=4-F= 3} T3, B=D=E=H., R'=F&EK, R=H;

X(Iyeo4: A=4-#¥F %, B=D=E=H, R=FHL, R=H;

XAL4#: A=4-FFTARXTFTHX, B=D=E=H , R=F &KL,
R*=H ;

XAa4: A=3-RFARATFA, B=D=E=H , R=F&AL,
R?*=H ;

XA 44H: A=2-RFAAFHA, B=D=E=H , R'=FA%,
R=H;

X(IpYes4: A=B=E=H , D=(d-RAEAFAI)TA, R=FHX,
R*=H ;

X(IYe4%: A=B=F=H, D=(4-(RT&EHZL, AL FRLFT A,
R=F&K, R>=H;

A(Mé4h: A=B=E=H, D=(4-(=FHERX)FRHTE, R'=Y
%, R=H;

X (A%: A=B=E=H, D=(4-wZH)FEHEALFA, R
R’*=H ;

(e 4%: A=B=F=H , D=(2-8)F&EXFHL, R=FAL,
R*=H;

X()k44: A=B=E=H , D=(4-F)FHETFE, R=FHRE,
R*=H ;

Il
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A (44 :

R*=H;

N a4h:

R=H;

KA a4

R2: .

K (NLa-4:

?L.;E , R*=H >

K (44

EF' ELELE ] R2=H ’

KD ba-4:

R*=H;

X AMHA4h:

R*>=H;

ENI§M ik

’_‘?.":L)_EE, R2=H ’

K (D) A-4:
K(UIa4:
K ()44

R*=H;

XAML5-4:
KA A4
EN A= R

R*=H;

KA

£, R:=H;

NS4
EN B
A4

R*=H ;

AL a4
X (DAL A4 :

AAAAAA

A=B=E=H , D=(-f)FRETE, R=FERAE,
A=B=E=H, D=(2-tZH)FEAFHE, R=FaL,
A=B=E=H, D=G-tZH)FERETE, R'=F&aE,
A=B=E=H, D=(4-FA-2-8HK)FERXFTHK, R'=¥F
A=B=E=H , D=(4-(FAREHZKLFIEALTE, R'=
A=B=E=H, D=(4-8#A)FRETFTK, R=FHXE,
A=B=D=H, E=(4-wZHA)FRELFE, R=F&AL,
A=B=F=H , D=(Q2-(N-"&# H)Z&K)FH&, R'=¥
A=B=E=H, D=F&ETFHX, R=F&AL, R>=H;

A=B=D=H, E=F&A4AFH, R=FaK, R=H;

A=B=E=H, D=(4-FEL)FEATFTHL, R=FHRE,
A=B=E=H, D=2-%xf%C#k, R=FHAKEK, R=H;
A=B=E=H, D=2-(FRIH)z#, R=FHHEL, R>=H;
A=B=E=H, D=(4-F#-1-%2X)FH&, R=FHRHAL,
A=B=E=H , D=N-FA-N-FEEAFTE, R=FH
A=B=E=H, D:N—VEJ#;LI:\ {?E’ Rl=qﬂig’ R2=H;
A=B=E=H, D=(1-%ZH)F X, R=FAK, R=H;

A=B=E=H, D=(NN-ZFHK)R&ELFHK, R=FHRK,

A:BzEzH 3 D=§)§£EF£E, RleP ii&: R2=H >
A=B=E=H , D=(FTALFTREFTE, R=F4
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ER=H;
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=3,5- = FRAFALTFTE, R=FH
D=4-RFAATE, R=FAL,
D=2-ARF¥FELTFA, R=FAK,
D=4-£ FRA TR, R=FHE,
D=2-£FRATFE, R=FHXE,
D=3-£FHATFX, R=TAL,

A=D=H, B#sE—#t#) & -CH,CH,CH,CH,-, R'=F &

A=D=H, B#E—#&M%-CH,CH,CH,, R'=F &k,

A=D=H, B #2E —#2#)K%-CH,0CH,-, R'=F &K,

B #= E —#ify i-CH,-NH-CH,-,

R'=F &

A=D=H, B # E —#&MR-CH,-N(F#*)-CH,-, R'=F

B #¢ E —#AL# m%,-CH,-N(3 # -CH,-CH,-
A # D —#E# & -CH,-N(F 3 -CH,-CH,-

A Fo D —#M-CH,-N(FL-CH(CH,)-)-

B=E=H, A # D —&#) & -CH,-N(CH;)-CH,-, R'=%

X([feé-4: A=B=E=H,
A, R=H;

A(M4-4: A=B=E=H ,
R>=H ;

X(Nt4%: A=B=E=H ,
R’=H ;

A(ID444: A=B=E=H ,
R?=H ;

X (M#44: A=B=E=H ,
R*=H ;

X ()4 44: A=B=E=H ,
R=H ;

A (&4
&, R*=H;

A)fa-44:
R*=H;

KAa-4:
R>=H ;

KAD&4: A=D=H,
&, R=H;

ANIINA4:
8. R=H;

K(IHe44: A=D=H ,
CH,)-CH,-. R'=F¥&3*, R>=H;

A(e44: B=E=H ,
CH,)-CH,-, R'=F&JH, R=H;

A(k44: B=E=H ,
CH,-, R'=F &4, R>=H;

AL A4 :
4, R=H,;

K445

B=E=H, A#=D—##m&-CH,-N(CH,CH,-)-CH,-, R'=

14



10

15

20

25

30

FHL, R=H;

X(MA4: B=E=H, A#feD —RMK-CH-N(HHL)-CH,-, R'=
¥ HA, R*=H;

K(IAA#: B=E=H, A #=D —AHKR-CHN(FEX)-CH,-, R'=
T, R=H;

X(A44#: B=E=H , A #= D —#&#MR-CH,-N(4-NO,-F & -CH,-
CH,-)-CH,-, R'=F#4, R=H;

X(IWe44: B=E=H , A # D —#&H#M-CH,-N(2-NO,-&X-CH,-
CH,-)-CH,-, R'=F&4, R>=H;

K(ID4A4: B=E=H ., A # D —#&MA-CH,-N(3-NO,-#¥*-CH,-
CH,)-CH,-, R'=F#J, R>=H;

K(D)44: B=E=H , A #= D —#&MR-CH,-N(4-NH,-K&-CH,-
CH,-)-CH,-, R'=F &%, R>=H;

X(IYes4: B=E=H, A #= D —&MR-CH,-N(4-NH(Z Bt5K)-FKHK
-CH,-CH,-)-CH,-, R'=¥#%, R>=H;

X(yks#: B=E=H, A #o D —&MR-CH,-N(2-NO,-F¥-S0,-)-
CH,-, R'=F &%, R*=H;

X(D44: B=E=H, A#F D —#&#R-CH,-N(CHO)-CH,-, R'=¥F
#4L, R=H;

KAits4: B=E=H, AfoD —#&HMK-CH,-N(TBLX)-CH,-, R'=
FHL, R=H;

X(Vbs4: B=E=H , A # D —&MK-CH,-NQ2-F AKX TK)
CH,-, R'=F#&3, R*=l;

X()k4%: B=E=H, A f=D —&MK-CH,-N2,2-=F &I T )
CH,-, R'=T#&J, R=H;

X(AM44: B=E=H , A #= D —AMR-CH,NQ-FEKET )
CH,-, R'=F#J, R>=H;

X(IMe464: B=E=H, A #= D —&MR-CH NQR-(=FHAK)T
#)-CH,-, R'=F&AK%, R=H;

K(D44: B=E=H, A #F= D —#RHM&-CH-NQ-(TEHKL)TE)-
CH,y» R'=F#&Hi, R=H;

X(ec&4: B=D=E=H , A=N-FERELFTE, R=FHK,

13
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R*=H;

X(Yea4: B=D=E=H , A=-N-FAN-FEELTE, R=FR
&, R=H;

Koo 4h: D=E=H , A=N-FAN-FEELTE, B=FRAT
&, R=F&AK, R=H;

X(fe4%: D=E=H, A=N-¥HEN-FEELTFA, B=FT&, R'=
wak, R=H;

X(Iyt4a-4: D=B=H, A=—FAEATHE, B=A#HATE, R'=
¥AK, R=H;

X()kA4h: D=E=H , A=—FHERETA, B-FTEAR=TH
A R=H;

X(feo4: B=D=E=H , A=(d-Esf)#ETE, R=-FTAK,
R*=H;

X(IHes4: B=D=E=H , A=(4-t2BFETH, R=FAE,
R>=H;

X(UDa4: B=D=E=H, A=FHAATFTH, R=FTHE, R=H;

X(44-4: B=D=E=H , A=4-AEAFRETE, R=%F &k,
R?*=H ;

X (I)4b44: B=D=E=H , A=4-RF AL FE, R=FAE,
R?>=H ;

X (a4 B=D=E=H , A=(2-F#B)#ETE, R-=-FRXE,
R=H;

X(IeA4: B=D=E=H, A=(1-FH2-3%REBETE, R=FR
&, R*=H;

X(We44: B=D=F=H , A=(4-3%A)HEFTE, R-FAE,
R*=H;

X(MIpea4: B=D=E=H , A=Q-FI%A)BEFE, R=FTAE,
R*=H ;

X()fké-4: B=D=H, A=E=FE&ATA, R=F&L. R=H;

K(44: A=E=H , B=D=(4-F)FARATHE, R=FAK,
R>=H; #=

X (UDA4: B=E=H , A=D=(4-F)FHRAFARE, R=FAXK,

16
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R>=H.

ik e KA MAL S b L F 6 K H €38

A (44

KAIMLA4:

KAMA4:

K (IIDLA-4:

A ()54
R*=H ;

K44

R*=H;

X (LD &4 -

R=H;

A () a#

R*=H ;

A(NHLa-4:
R*=H;

A (a4
R’=H;

EN( LN R
R*=H ;

K AMALA4:
R*=H;

A(DALS4h:
R*=H;

K A4 :
R*=H;

EN IR

K (a4

A4 4

AdAI44:

EN R

K&

A=¥#4, B=D=E=H, R'=F#%, R=H;
A=4-8F %, B=D=E=H, R'=F&xKk, R=H;
A=FE& L FE, B=D=E=H, R'=F&¥*, R=H;
A=F A Fi%, B=D=E=H, R=F &KL, R=H;

A=RFBEALTHE, B=D=E=H , R'=FHK,
A=4-RFRALTHA, B-D=E-H , R=FHXK,
As3-RFRATE, B=D=E=H ., R=FHEL,
A=2- B FAKXFHE, B=D=E=H, R'-=-F&KXL,
A=(4-"Eh ) B A FHA, B=D=E=H , R'=-F&%,
A=(a-t B A TR, B=D=E=H , R'=THE,
A=(4-sI AV A T, B=D=E=H , R'=FHI,
A=4-HAXFHEAF A, B=D=E=H, R'=FTHE,
A=4-RFFHBAKTFIH, B=D=E=H . R'=FHRE,
A=XFPEBAATHE, B=D=E=H , R=F&X%,

A=#EWHk, B=D=E=H, R=F&%, R=H;
A=4-Ees X PR, B=D=E=H, R=%&%, R=H;
A=3-%% A ¥4, B=D=E=H. R'=FTHE, R=H;
B=%#, A=D=F=H, R'=FY&%, R>=H;
B=FRATH, A=D=E=H, R'=FHKE, R=H;
D=L ¥4, A-B=E=H., R'=F&RK, R=H;

17
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AL A4

K (U440

ENQI ek
R*=H;

K (I

R*=H ;
K (IMLa-4
R*=H;

XA a4:

R*>=H ;

ENI R

R*=H ;

XML a4

R?*=H;

X ()L 24

R*=H ;

X ()24

R2=H ;

K44

R>=H;
T

A(HLE#:

R%=H ;
KDk A4

XA 2%

R»=H;

X (L)AL A-4h -

R*=H;
K(U44:
AN ea-4:
KN4 4
R>=H;

D=%4#4, A=B=E=H, R'=F&i, R=H;
D=¥8 L F%, A=B=E=H, R=F&HK, R>=H;

D=2tz ) FEALFHA, A=B=E=H, R=F&%,
D=3 A)FRATHA, A=B=E=H, R'=FRK,
D=4z R)F AR FA, A=B=E=H, R'=FTHE,
D=(4-FE)F AL TR, A=B=E=H , R'=FHXKE,
D=2-#)FHAEFE, A=B=-E=H , R'=FAX,
D=2-8)F &£ FHA, A=B=E=H , R'=-Fa%,
D=(4-R)FHRAFH, A-B=E=H , R=FHE,
D=2-£)F /A FA., A=B=E=H . R=FHAE,

D=(4-£ ) FRATFHA, A=B=E=H. R=FAL,

E=%#, A-B=D=H, R'=F4%, R=H;
E=(4-Ht B)FEAFHA, A=B=D=H, R'=FHAA,

E=E—WRAEAAEAFHL, A=B=D=H . R'=FaK%,
A=E=(4-F)F 8L TFHE, B=D=H , R'=FHRE,
A=E=%¥ &, B=D=H, R=FHKL, R=H;
A=D=% %, B=E=H, R'=F&J¥k, R>=H;
B=F=H, A# D—##&-CH,CH,CH,-, R'=F fkK,
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X(IDk4A4: A=D=H, BFE—#&#M & -CH,CH,CH,-, R'=F&L&,
R*=H;

R(Mea4: B=E=H, A#D—#&#R-CH,CH,CH,CH,-, R!=F £
A&, R*=H;

X(fes-4: A=D=H, B#=E—#&MK-CH,CH,CH,CH,-, R'=F £,
A, R=H;

X(Ipeé4: B=E=H. A # D —#M&-CH,OCH,-, R'=FHRK,
R%=H ;

X(IWL44: A=D=H, B E —&H#R-CH,OCH,-, R'=F &KL,
R?=H ;

X(UIYWA%: B=F=H, A#D—#MKR-CHNHCH,-, R'=F &KL,
R*=H ;

X(IWLa-4: A=D=H, B#E—&#HAR-CH,NHCH,-, R'=F &%,
R*=H ;
X(Iyk44: B=E=H, AfD—&MHK-CHN(FL)CH,-, R'=FH
R*=H;
X(M4A4: A=D=H, B#E—RMmM-CHNCEFA)CH,-, R'=F &
A, R™=H;

ADa4: B=E=H , A Ao D —&M) RK-CHN@4- 7% -F k-
CH,CH,)CH,-, R'=F&J&, R>=H;

AD4#: B=E=H , A #v D —A MR -CHNG- k- FK¥k-
CH,CH,)CH,-, R'=F &%, R>=H;

X(UIMLA4: B=E=H, A #vD —#ALM & -CH,N(4-NH(Z B2t )-F 3 -
CH,CH,)CH,-, R'=F¥ &%, R><H;

XD 4 4: B=E=H , A #o D — & # & -CHN(K KL-
CH,CH,CH,)CH,-, R'=¥ &%, R>=H;

KD 44: A=D=H , B # E — &M K -CHN( X £ -
CH,CH,CH,)CH,-, R'=F &%, R>=H;

K(b4-4: A=B=D=E=H, R'=H, R>=H; #

A(AVlLe#: R=FHE; R=H; A=B=D=E=H.

AL —AN B R RBE—FHEERT TN ZIRRINA BT EH
7k

7
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A
A. B. DAFEMiiit Ao TEH:
(a) H;
(b) % F R4 C-Cotnik, HAEhAGR § 4o F o9 —FF X Z IR
ARAIAR:
B A TEXNGTE
(i) FeTFRAHBRRGFE;
(i) FTFTRLHEFE;
(iv) Fe TR BRKey 2T
v) FTRXGRITEL;
(vi) e TERNXMEL;
(vii) HTFE X C-Co A,
(vii) BE, BB, K. ARBEK; F
(ix) NRRY, H¥ RPF=R*ETiit f &f C-Colidk, X
RiFfe RAfel Lk 69 RARF—RM K 3-7 LK, 4Fi%b2H B-0-. -NH-.
N(C-C o th)-+ N(FI-C-Colt i), NERAKA F K-C-Cobih-)-. N(#
% A -C-Coti ). -NOERAM £ F I -C-Cottdh-)-n -S-3-8(0),-4L A 89 3¢
EREH, LPnA1&K2;
(c) Cy-C,Erbt;
d) FH;
(e) BAHYF A,
(H &FX;
(g) MARH T,
(h) 3Rk, Fo
(i) £ h LROWER, HF—FH-MBRENK, £+ MEgw

(aa) -C(O)-NH-;
(bb) -NH-C(O)-;

(cc) -NH-;
(dd) -N(CH,)-;
(ee) -O-;

(fH -S(O)» EFnA£0. 1XK2;
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(gg) -C(=NH)-NH-;
(hh) -C(0)-0-;

(i) -O-C(0)-;

G) -O-C(O)-NH-;
(kk) -NH-C(0)-0O-; #=
() -NH-C(O)-NH-;

R TEEA:

(aaa) C,-Cortik, HAEsbibikik f 4 T a9 BRI
i) FXK;
(i) AR FE;
(i) &FE;
(iv) BAE R
(bbb) F 3,
(cce) B FE;
(ddd) &K
(ece) BMAREIHFHK; o
(fff) Z&IRRE; HH

{E4T—3fdh AB. AD. AE. BD. BE & DE Am#IBRRAFEE
AR R TF—RFREH 4T T HREW 3-7 LI

-O-,
-NH-,

-N(C\-C #E 2 )-,

N(F H-C-Co i k),

N 7 2 -C,-Co i),
N(&FE-C-Ca A -)-,

NORAR 8 2 5 K -C-Co bt R-)-,
-8-%-8(0),» HPnA1A2;
-C(0)-NH-;

-C(O)-NR’-, }F R° 24w LATid oY,
-NH-C(0)-;

-NR*-C(0)-, #F R°Z 4o b ATk 69;
-C(=NH)-NH-;
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R'it A4 T AH:

(2)
(b)
(©)
(d)
(e)
43
(8
(h)

2
ZR
"'O'C 1 ‘C3'%£‘ ;

-0-C,-Cs- 3355
-0-C,-Cy- 4 35-Cy-Co- BRI 25 ;
-0-C(0)C,-Co- ¥t 2k ;
-0-C(0)0-C,-C;-3tk; #=

-0-C(0)-NH-C,

'C3“1‘D£;

REAAR B T ANELRYPLE, F
Z RERIRP L,

AATRA SN HEXDRAME, A, B, DAE RRAEREA, LA
Fe B RZEAM DA E RfEA C-C,- 4, 4 AFBAAN, R DA E#)—

AMREMBEEC R C-Colnik;

EF ks

(a) a7 AT T X o4

cHy

NMQ;

N 8 4 &4 (2)

A FE 281 44(6)
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A. B. DFEMIikLAwTLAR:

£
(a)
(b)
IR

H;

TR C-Coltdh, FAERMAGL § 2o T o)—Fr R L AR

(1)
(i)
(iii)

Yo T Z L F A
o TR A BAR A 5K
TR LA RFR;
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(iv) dFEXBRe 25K,

(v) 4o T & 3L6) R BRI AR

(viy #&;

(vi) 4o T A& X C-Coln A,

(viii) HE, wiE. K. AL Fo

(ix) NRRY H£¥ RP#f= Rkt f &4 C-Colni, &

R4 R*A b Lk 46y BB T —RF K 3-7 A, £1F#30 4% &-0-. -NH-
N(C-Ce o)+ -N(FA-C-Cott i) NI F A -C-Cobt ) N(#:
FR-C-Cotitho)- NOERARE R FE-C-Codt ). -5-K-S(0),- AR &
TaE, EfnA1R2;

(c)
(d)
(e)
()
(&)
(h)
(1)

C,-C, St ;

FE;

BAX 6 5 A

FeFK;

BRAX G e 55 XK

R, Fo

i f LX) ERE, F#—FH-MRERAX, L+ Mitfdo

(aa) -C(O)-NH-;

(bb) -NH-C(O)-;

(cc) -NH-;

(dd) -N(CH,)-;

(ee) -O-;

(f) -S0),-> £EFnR0. 1R2;
(gg) -C(=NH)-NH-;
(hh) -C(0)-O-;

(i) -O-C(O)-;

() -0-C(O)-NH-;
(kk) -NH-C(0)-O-; #
() -NH-C(O)-NH-;

Fo RO B 40 F AL

(aaa) C,-C,hoik, ALkt f 2o T 69 B A B
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(i) FHE;
(i) BAX &G 5K
(iii) #F&; H
(iv) B o5 5,
(bbb) F Ak;
(cce) BRARBFHK;
(ddd) #FX;
(eee) MARHEFHK; #
(fff) Ze3rik,;

i T—%tdr AB. AD. AE. BD. BE & DE At BAEREE
MARE 6 R T —AFREH o T REREL 3-7 LK.

-N(C,-Cs i 5)-,
N(FH-C,-C- 1 2-),

NEA A F K -C,-Ce-bt I -)-,

N(Z% 25 2-C,-Ce-dt i -)-,

NORAX G 2 F 2 -C-Ce- 2o K-)-,
-8-H-8(0),-: EF¥nA1K2;
-C(0)-NH-;

-C(O)-NR*-, HF R’ Z4v LFFikad;
-NH-C(O)-;

NR’-C(0)-, #% R*=Z 4o LFAFik g,
-C(=NH)-NH-;

Rlit oo FHERA:

(a) &

(b) HA;

(c) -0-C\-Cy i

(d) -O-C,-C- 3Rt 2k ;

(e) -O-C,-C,- 5.3k -C;-Cs- 3t 2K
(f) -0-C(0)C,-Cs-#2. 4

(2) -O-C(0)0-C,-Cyd s Am
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XeGEAKEA. B. DAE#B-REBR(Y=0H)AEGENEFNKE, #FlIT
B . DMF 347K DMF £ 0-70 C R 35| £+ Y=0OH #114-4(14). 2R
AF R, Y=N, #48%(14)id it Y=0H #4440 (14)5 = XK BAr—
¥ AEBLE & R AL4-DEAD A W £k % F 4 Mitsunobu B %] &. &%
(145 8 i 47 F ik (5L T.W. Greene #= P.G.M. Wuts , A G R T §91F
PEE, £ 24, John Wiley & Inc., 1991)BLtR4. 4 OR® A8, #ldn LB
By X FELESH, WAM AL TR CBLEMRRY., IRZZREL
¥ oAbk AR, AT B A THF LA F 69 AL L ZBURY .
Y=N, #9444 (14)HLE i R R ABIALSM(12), A& 64T RA & = KA BE-
K., RAGMALK AR I R4, &A%umﬁFLEMﬁ&
Pl LN BB AASBHRAIER, FlooTE, LHEIXAETATRE
T4 4 ) RF-10 RN H) & X(13)851046-9 .
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seol, EFE 6 F, £(14)F 49525 (Y=0H)if 4 3k F44 857 (5]
W, —RAFH. WEEH. A5, WA E N6 R F AmBLE L.
AR RARER A TREMALREN, BREMEAGTEL, REE
EAFE P, BEREKERZ-100T-10C, REEE 20 0424 T
A FE(14)F 4E 2 A (B4 Y=0SO,CF,)MEi8iL5 & fiaER i &
AR LR AR 6 A P R L AR A AR B 6 & RALH(Y=N; 14). R ALIRZ
£ 0-100 T, & REMNAHHEIRE LiE 7 k3404 (13),

FET
AN S &) &7 ik

NMay
NMe;

R'4= & 1 P AT &
Rty L H

CHs NMe;

AU 317

KD 5-4

WEBFE T, REWIHLEWO) S B EZLHBRKEA. B. D
# E {2 C2 &K Cs #F#kR A=B=H &) b4 £ 5 EEH), HldmdKT
B . DMF 327Kk DMF F K& 15 2| X (15)89 5144, a4 (15K E BL
i & X6V a4. BRI @A S H(F L T.W. Greene # P.GM.
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Wuts , AHARTHFEF LR, % 25, John Wiley & Inc., 1991) A%, %
OR2 2 B, Pl4o TELBS R R P BL B0}, 1054 T8 1L ] F 8% & LB L BLAR
. B RZBEFTREAN, AT @A A THF X LH T 4 A4b
WAt EARY . AB(16)MLE BT AME, Hli LRI BBRASENGH M
BH), Bl lBAAEYETRIEATAE 4 D-10 RIAHFEX(17)
# a4 .

7% 8
XA 4 F —Fr Hl &7 %

B N
Y=0H
R4 X | & A&
RE# ARy A H
e R

ANk a-4

FE 8 A XAty F —F RlE 5k, ReWH6)5EA o LT
LHREEAA. B, DAE HB-RAAB(Y=OH)ESEHENKE, #lins
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15

KA. DMF 347K DMF £ 0-70 ‘CREAFE 1+ Y=0H #916-42(18).
B RA T MK, Y=N,#4a49(18) i E4 Y=0H Hbt&40(18)5 = KM
Fo R A RELL F fAL-DEAD £ w9 Sk vh F 14T Mitsunobu BA #]&-.
A (1YL G BLR P #1& £ F R=H X (16164, Blthir 2@ 47
£ k(5N T.W. Greene #2 P.G.M. Wuts , i Puga F 9t 7 3L A, # 208,
John Wiley & Inc., 1991)% A%, % OR?>A B8, #ide LERBSR AT MBEH, 14
ST it A PR LR EBLRY . S RREZATARRAN, &Y
T A it A THF 3%, TR 69 AL BRLR . Y=N, 6910440 (18)f 5
TR ARARENAW(16), SEAHERANZ LR K, KAGHAHNHA
AR R S, A YH(1)MERIT R, Fllo LB RERESLSE
CHAER, FlFEE, CHIAABETFAZRERRATAE4IH-10 KK
HE X0 NHE.

A, EFE ST, E8)F#EA(Y=OH)l it £ F & F 4R (#)
4o LB . —HTFE. waAH. 845, R EMNHRAD)T ASBLER.
EERSAABRTER A TRBREFLEEL, REFEAGEF, REE
A REAI, B REMRKEZ-100 C-10 C, B EFEE 20 447-24 B Z
. FE(8)F&EMe A (B4 Y=-080,CF )M Gl it 5 & RERE R
AR E R ARE) 65 A) 7 BB 35 A A8 1 69 B RACH(Y=N, 18), BB K
#£i% 0-100 T, & RAEAS WM EIRIE b 7 4540 4 (13).
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e
KA 6 5l &7 &

Rl 1 FAE
R34 & &y £ H

(24

BN

BREFE, REYIHLSBWEO)EEAww EXLLHERAELA. B. D
#2 E {2 C2 &, Cs s #k &k A=B=H ¢ —lct o E4EHERN, FledKT
f5. DMF 347K DMF ¥ & & F 5| X (19)8) =K iLb-dh . EH(19)HE M
FAP 518 X Q0S4 ., AR BiE4rEF RSB L T.W. Greene & P.G.M.
Wuts , AV BT HHFPF AR, £ 25, John Wiley & Inc., 1991) K&, H
OR> & &%, #l4e LELES K T BLBE 0T, 1L&-4p~T 8L A] TV Bf R LAF AL ALK
. B REEZZHEFTEELN, a4 T B A £ THF & T 64 2t
ot BHARY, WA HQOME R L AL, Flde LB M BRASE A
BH, HlelBERAEYAEATRERATAE 4 ) 6F-10 XIRLHER(21)
Wi a . b, KA ARAR T, Tl § R AALE-4(19), B
& BRI IF 2054 (21).
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# % 10
AN A4 4 5 —FF 4G 75 %

& N, oy CHo Nids
NP . 'R0, L ill N 'R,
HE S CHy i‘i g, e CH,
m— sy CHy ~ N Neaa 5
“ Omn. e e BTN c,='<o ) o
OH e Chy et &
Y=0H o o,
Q )
(8) (22)
R'4e X, 1 F AT &
R%2H A RP XA
NMe, NMe,
o T ﬂ:/ﬂg S
(21)
AL A4

F % 10 A XAead 6 5 —FF #1&75 . ZEHHE) B EA o b
EXMEARE A, B. DA E #B-RABR(Y=ON)ESEHEMNKE, 4=
4KZH. DMF 347K DMF £ 0-70 CREFHE T Y=0H #9iLo-4
(22). B RE PR, Y=N, 69449 (22)# it Y=0H #L4#H(22)5 =X
E A — K A B E & RILY-DEAD /£ 79 £.7% % P 3t 45 Mitsunobu B 4|
. LA H)ME B AR F H(R I T.W. Greene 7= P.G.M. Wuts , F 4L
AP &P AR, % 288, John Wiley & Inc., 1991)BitR47. % OR? 285,
4o LELBE R A TSN, STl PEX CBAEMRKY. 4 R
R ZBRA TR AR, AW T B id F A THF 3 LA T &) Rabih &b 32 AL
ki,  Y=N, 422G LR AAKXMNEMH(20), SEMNERFALZ
FEBK, AR GHIANME R I BAL4E. LA W0 G 8 1T
B, Flio CBALEBMASEAAIEN, Pl TEE. LERIXARTA
TREEATLE 4 H-10 RIFALHEXQDILEH.
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sbih, EFE 10 %, EQ2)F 64724 (Y=0H)i# it £ R TH# 5/ (F)
LB, —A Y. Wik, A5, WRATMNGRAY)T A EBEL.
IR R LA AT R AT AR ETALREL, REAEAGEN, RAE
AR I, RS EREZ-100 CT-10 C, RAFEE 20 5424 1%
. Q)T HENGELEWH| 0 Y=-0S0,CF)M G L & T i £ K
Pedh i L3R AR ) 4 A B RBL REAL S A8 L &Y B RALA (Y=N; 14). BRORLIR
#.i% 0-100 T, & RAASWIMGHRIE L 7 EH# A4 (13).

& 11
KAV e 5l &7 &

(10)

R'4e X | ¥
R A®RP LR

7Nt

(25)

A(IV)iLa-4

AR E 1 A2 H10)E B A e L LA EA. B. D
Fo B 42 C2 &, Cs 2T #53, A=B=H &) AL ESEHEN, FldKT
B . DMF 347K DMF ¥ E_5 33| X (23)8) Z Bk ib4-4 . 4423 G
AT R F (AT T.W. Greene 72 P.GM. Wuts , AMARTF RS EE, F
2 B8, John Wiley & Inc., 1991)BLAR 37 #]| & X (241440 . % OR? 288, Fldm
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LB B 3 K T BR AR A,

A T8 LA TEER LA BLARY . S RPE=

A FAREAR, oW TET AL THF X LK & R4 ok LR
. S MQOME BT AHE, Pl LRI ERESEHANEN, Hid
LEIFABTETEEEATRE 4 0-10 RIFLHF SN (2581854,

FE 12
X (VLA G 5 —FF &7 ik

R4 X, 1 ¥ B8
R A #yF £17 ]

(25)

KAVILAS4

FE 12 R KXAVHLS o) 5 —F & F k. ZREHH105EA L

ZXHEBAKLEA. B

. D#E #4B-RAB(Y=OH)EAEHERKRE, #ld0

4K . DMF H47K DMF A 0-70 CREFFHEF Y=0H #5144

(26). & BT H4K,

Y=N, #J4LA4(26)i8 i24& Y=0H #9444 (26)5 =X

LB R & R AL -DEAD £ v9 S04 % F 34T Mitsunobu B A #]&-. 44
(26)M & 8 it 474 5 3 (A T.W. Greene # P.G.M. Wuts , H WA ¥ 695FK
$#4H, %28, John Wiley & Inc., 1991)BLIR3. % OR? A8, #ldw LB
B% N E P RRESN,, /LA TR TEE S LA AL AR, S RPAEZHA
WAL, ATl A THF K G T o) RALh A BLR Y. AL

AP 6 B B A P EK,

Y=N, #54t-4-45 (26 M5 iL B AL S (24), &
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............

IR BR R ZFEBK, RASBAAM AR R ANE. e
YOG B A, Flio CERRLERAESEHANERN, HleTE. T
BABYAETEERATAE 4 H-10 RIFALHEX (256144,

Yesh, EAE12F, £(26)F 45 E(Y=0H)& A IR TH8EH (4]
B, —H T, Wirskwh. A4, WL EA16RA )T A B R.
Yo Rk S o R AR AT = AT ARBL BT TR EML, RBAARANEMS, REFE
B e, BREBEKEAZ-100C-10 C, BALTHEE 20 44F-24
it Z A, (26)F #iER A FIH4 Y=0S0CF)MEi#its & A4k
L AR 69IE A P R AL H AR B 8 B RALH(Y=N,26). RAEREARZL O-
70 T, &RES WG T HRIE_LIE 5 k4510 4 (25).

ZE 13
RF RSt e &

(CHa)w — (CHZ)W 33
XTI o) — X T
- | 0

R33

27 28 ol

Y o/—@

Yj(CHz)w R33 HQ (sz)w R33
Y jJ

HO
S
N3jr ‘CH2 R33 H2er (CHZ)W
N

3 HoN

31

&z 25
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EFE13P, £BET oo\ HE&F %, £+ DREZRK
WYFELFTE, ETUAELEFES. 7. 9 11 &KAl. X&bbHy
THRBREGHONG FHREERZEDRE LAABRKE, EFmA 12
ST 5 (28) R AL, A H(28) T X AHE, RPAFT—HAZ
FRERL, Hldefl. &, B, B, OH. NO,. CN. C(0)-C,-Cahti.
CO-#%. CO-&FL. COrE. COrFA. COr#Fi.
CONH,. CONH-C,-Cso#i%k. CONH-F#. CONH-#%F A, OC(0)-C,-Cs-
. OCO)y#£. OCO)-#EFH. OCO- Kk, OCO,-F&. OCO,-%
#%. OCONH,. OCONH-C-Ceti#. OCONH-#%#. OCONH-#3
A. NHC(O)-C-Cotidh. NHCO)-FA. NHCO)-#FAE. NHCO K
£, NHCO,3#%. NHCO,#%%. NHCONH,. NHCONH-C-C-5t2k.
NHCONH-3# 3. NHCONH-Z#%. SO,C-Cotii. SO-F k. SO-%
¥#%. SONH,. SONH-C,-Cot#. SONH-¥##. SONH-#FK.
C,-Co¥ith. CyCe-3R#&. CF,. CHCF,. CHCl, . CH,OH .
CH,CH,OH . CH,NH,. CH,SO,CH;. . &F&. Fi&. FRE. F
. 2FEA. CCoREA. FARAFTRA. TREAZARA. 8E. F
A4, THRA. 2FRE. CC-RARE. A, FHA, HFHAF
Bk, C-Colpaith, RTRATESF, FEMEGMQ9). £ T m=1 895
MOQTAEE L LT A F W wRE], L+ m=2 b HQRNTAL
Saito % Trtragedron, 48:4067(1992)%9 7% A% 4 sbF ML & # & 1LE-4(29)
A EBRFA YI(vNTHF-10 % HCl FKMBE 1 -2 4 e FEEY
(30). A4 (30)A#LA], P4 FTAEBLA AR FRBA R FLEFE
b Y 2 BRARMBBLE AL, HAHGDIRE R B RAARE R
4p s AF B LA (32). sl EREMASW(G2)TELENEMH(3B0)E =
FE B A - R AL B R -DEAD £ %9 & %% T #4T Mitsunobu K&
14, WSHCOM G TR AR RIEAAM(26), 4-1E 69307 & = FKIRME-
K, RALHMEANMEMR IR E 4.

4 4o T HAPIHE BT ARL R Sk, FARAMTAE
B, RRFRE AL AT,
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ZHp) 1
AAVHE#: R'=F8HE;, R=H; A=B=D=E-H;

la. 5-O-#2BRE-6-O-FHUEEE A

BPUEEGO-ABETAELS-O-EBRL-6O-FR-TEEF A,
Abbott Labs, 142.38g, 190.35mmol) &% /£ LB - K& #(1700/600ml)F , Az
341mlIN 288, R RAHELH 24 1o, EBISEH TN 2M S84
$h(170mlA=M Aeth 250ml AR, @idibiRdcEimied, AKrE, TRFE
FFRRALA(95.00g , 84 %). MS m/z:590 (M+H)'.
1b.  3-0- "5 ek -5-0-BERE-6-O-FELETE A

20 ChREAATE S-O-ZBHAL6O-FRLFEEE A11.79,
20mmol , k&I 1a 1F2]) £ THF(100ml) &R F £ 5 a4 A& R
AEA4b4H (1.80g, 60mmol , 60 %&5#k), AEJLGHEAAN CS, (1.2ml,
20mmol), B 5 H4F/E, AR T $2(1.24ml, 20mmol), A RbHiE
BB E-5-0 C, RAMPLH 1 8. A T TEEOOm)HHE R L ReH,
HA A A Fe B B S AR KRR A Kk, TIR(RBR4R), REFIM
Y, KAeHiBTRRAEE SRS, ARGFRAG-FEHOS : 5niiFs)
AL A M (7.68g 56 % ). MS m/z680(M+H). T & %47, i H 44
C,HNO,S,: C,56.52; H, 8.45; N, 2.06; ME: C,56.95; H, 8.65;N, 1.92.
le.  3-BE-5-O-#BAE-6-O-FAUEEE A

¥ 3-0- vheb R -5-0-f& 48 R R -6-0-F A4 EF A(20.00g; 2941
mmol , # L& # 3 1b 43 %))#= Bu,SnH(9.49ml, 35.29mmol) #= AIBN
(~ 50mg, MEAE) £FXQ00ml) FHERE FbeR(EHIN 25mg — 4
45 AIBN) 8 Bf. S BAME, A 10 % KF RE&fe Kk, FERBRE
F IR, RGEIHF bRk, Redidakae s, AamF
FAF-FBE(97.5: 2.5 6 BL, RN TIE P T4 T 24T EM(5.48g; 32
%). MSm/z:574 M+H)". L& GH, 37 AL CyHssNOg:  C, 62.80; H, 9.66;
N, 2.44; EM4E: C, 63.02; H, 9.74; N, 2.30.
1d. 2-0-TBAA3-MA-5-0-BBEAL6-O-TALBEE A

¥ 3-BLE-5-0- AR L-6-O-FRLEEE A #%(573mg,1.0mmol, &
ik F I 1c /F3)). ZEF(0.188ml)F= TEA(0.278mI)E £ 10ml —A FIL T,
B FLRAMHETR TR 20 )8, RERSHA 40ml —ZFRHE, A
AU A A e Bk B S AR /K B i fe K 2k E, T IR ARG F R AFRIL G
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(600mg). MS m/z:616 (M+H)".
le. FE 48444010 R=FHEL; R=THBLL

¥ 2°-0- LB A-3-BLA-5-O-18 45 R A-6-O-FT AL EEFE L A063g
1.023 mmol , &1 E£F K 1d F2))EM £ 10ml THF F, HE&4 30 E-60
C., ERIBERF AT EFTERL)RMHMA(1.22m] , 1LOMTHF &
R), 4 BN LA —K(0.66g , 4.09mmol)&E 6ml2: 3DMF:
THF ¥ #9:5&, KR EROWEIR BN ETHR, B 16 8. Bidhn s
% Bl — S AN KE R T IE R E, 326 RS A BT R, AHERM KK
A, FARBAETR, REFIIFAMNLASS. MSm/z: 692 (M+H)",
1f. F%E 118449 23). R=F4L; R=T&L; A=-B=D=E=H;

¥ Lk HIK le 9L HASL(025g , 0.36mmolEMFA 3ml T T, Ar
ATZR0.24ml , 3.6mmol), R RAHAETETHIFI . AERE
B, BEAYERELRBRLETY, Aiafsm S4MKERRESR, A
BB T IR ARG, RemAkRaR e EwiLmA, AERG &S
H 052 %RAKE 2-20 % LEEEKFRFREILESSH. MS m/z : 684
(M+H)".
lg. FE 11 #9445 024): R'=F&HL; A=B=D=E=H;

HEEFR TSR ERETE Y, AR THF 64 W, £
it e R B 13 2 A7 A A4 (1 70mg).
lh. 444 0V): R'=F#&HK; R>=H; A=B=D=E=H;

HEH & 6b 444t H(170mg »  0.265mmol AL 2ml ZEF, &
A mA 0.03ml T8, RARSHAETETHI 16 10, REER, AL
B FERY, A 2M R EALHAT ERE pH £9 10-11, 859 LB LBs
R, HARERY M LKEE, RARBRATIRRYE. Kedh APk ik
Gk skiit, AAASH 0.1 DHEKGIGT T 10 % TERBL., ¥ &
Kk, ARAFFE 0-15 % TEEABL, 4347815 (55mg). MS
m/z: 624 (M+H)+. 646 (M+NH4)+. TE 4, #1548 C3HN;O 1 C, 63.53;
H,9.20; N, 6.73; FM4i: C,64.68; H,9.27; N, 7.01. BCNMR: C=0 (16) 156.3,
NCH, (17) 42.4, NCH, (18) 49.1
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F | 2
b El kAR A S TR 3 S W(8): R=FARA, R=XTBRA

2a. 5-O-#AE AL -6-O-FRLOEFF A

BRaEEG-O-LELBL-S-O-BBRL-6-O0-TA-LEFE A,
Abbott Labs, 900mg, 1.2mol)& ¥ f£K(10.8L)A= ZB3(4.0L) ¥, #F 2]t K K
ATEBTHEAZHI(EY 20 240, £Y 15 24P A AR E(1.00M,
2.16L), ¥R FBA I 20 e, £ 30 S AN RALMIER
(2.00M,1.20L) 5 £ pH £ %] 10.5-11.0 , KA SA-dpfL# 2 D 0f, BT iR
ERRA, AKRE, £ 50 CAZETRFE 60lg /AAAALESH. MS m/z
(M+H)*:590 .
2b. 2-0-F P B -5-0- BB RIL-6-O-FALREEFT A

@) 5-O-f&45 £ 2 -6-O-F A it E % A600g, 1.0lmol , &7 LE 3K 2a
BENE R FHRQOL) T HERER P A 90 % ALK B (380g
1.59mol). £ 10 24F A AN = TA(222ml ,  1.59mol), HiZ KA R4
48 DB, A AEEBR RANER(10 %, 1.5L), RS 30 94, o5&,
A AAB S A K (3x600ml)Fe 3k K (600ml) ek, Raest AL BEhEHELYRT
B R k4. B TRQ.0L)F LB TES(100mhe R R A E R it ha é
s, ik F, AORGREFATETAS T RIEFIIFALE T
(691g). MS m/z (M+H)":694 .
2¢. 22-0- K FBLA-5-0-12 48 A -3-BLEA-3-AR-6-0O-FRUOEEF A

¥ N-ZUIE 26 B T A5 A% 5 (57.0g,0.42mol) & A K = &, F 4(600ml) F &,
¥, 75 30 4P A i An — F & I8 AR(36.0ml,0.49mol). #F BE 2b 4945 5=(200.0g,
0.29mol i M AL — R FHL(1.20L)F , W iZiEmE 45 S8 AN BB BRGW
B, EBIE 30445, 0 CAERAT A 30 447 A i de = TE(40.0ml) =
SR T H(200ml) P 9 E . 1F B 0 R A BB EAN(10 %, 3x600ml)Fe A
(600m)uik, HAMEH B BB T IR TR, ARMELSREFELDR
BrAERY, LAHBIRTTARK. FEAHE, AEERTAZT
W1t AT B AR A (196g). MS m/z(M+H)":692 .
2d. 22-0-F P BEE-5-0-1248 R AL -3-PLR-3-RAK-6-0-F 3L -11-O0- F #8tA-6-

O-FHLUTHETE A

AANE O CHEHERATH LA PR 2¢ 5365 2-0- K FBLIE-5-

O-1& 48 8 K 3-BLEA3-A4K-6-0-F A2 E £ A(20.00g,28.9mmol) 4 %%
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(40ml) ¥ #4935 % F A AT A% BR BF(14.62,83.81mmol), 12K L REGWAETIR
#E 1700, ATHhEweE, BAYEMAE LR LEWAOm) T, HERHA
thAa sk B S AN KER . KA Kikik, RARETR, AEHERE, &
ek FibEA LR, ATREENFIHFH(24.46g). R AE H—
S, BEATF—IEK,

Ze. 10,11-B7K-2°-0-K T BEA-5-0- 1248 B A -3-BLA-3-AMK-6-0-F A48 %

¥ A

¥ Lk 3R 2d 13349 T AR ES B RSB E R BR(7T0m) ¥, Ao DBU
(5.22ml, 34.9mmol). EFRBTHHF 22 I otE, LAEMREARE, BALRT
B%(250ml), #HAE A 100m]l —4r 65 5% B E4Asef KISk (2x). KR(Ix)F= 2k K
(1x)%eif., FREEELEE4E), AEWRM EFi8itsad + TR BhF LR,
AR R RN A48T H(18.54g). EHR A AR &Lk, ASA 025
% REAKET 40 % LBE LB/ THRL. S-S eilia, REME .
MS m/z(M+H)*: 674 .
of, FE 3 84S Hm(8): R=FANL; R=RFHK,;

F£ 500ml AP e 60 % S AL4h(1.05g,26.3mmol), AAL4HA 3 BTt
Zgk 3k, EERAALAT TR, A AL THF(90mI), ERERALTF
A3E 0C, £ 1 54PAMA LR 2d 89 10, 11-BLAKAESH#(8.40g,
12.5mmol). A 15 546, EREREHFEEET A LS S4F A e AE
60mITHF & 893 & ok (5982,36.9mmol )ik, A S G, A5 %
Bl — SATIRA R R R, RA4E 0 CHHA 20 24F, A LB CERK
A, ARG A KK, BREATIER, BRERE. &Ae
My B B R AL, F] 25 %-40 % RER/CIRERL. A FAE e, R
AR F 4, MS vz (M+Hy: 768 H

NMR (CDCly): 0.90(1 3H). 0.95(d. 3H). 1.21(d. 3H). 1.27(d. 3H). 1.32(s. 3H). 2.25¢s.
6H), 2.78(s. 3H), 2.97(m. [H). 3.58(m. 1R), 2.63(q. 1H). 4.14(d. 1H), 4.50(d. 1H).

5.00(dd, 1H). 5.65(dd. 1H), 6.75(s. 1H), 7.05(m. 1H), 7.35(m. 1H). 7.43(dd., 2H).
7.54(t. 1H). 8.02(d. 2H), 8.07(s. 1H); 13C NMR (CDCl3): 204.%, 168.8, 165.0, 145.9.

138.4, 138.1, 137.0, 132.7, 130.8, 130.5, 129.7, 128.2, 117.0, 102.1. 84.5, 81.0. 78.5.
76.9. 72.0, 69.2, 63.7, 50.9, 50.2. 47.2, 40.7, 40.3, 38.8. 31.1, 30.8. 22.5, 20.9, 20.%.
20.0, 18.8, 14.8. 142, 13.2, 10.4.
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a6 3
X(UIMks%: A. B#E=H, D=FA&. R=F#AS; R=H;
3a. 2-(R)-(BOC-2.%)-3- K -1- A%
AR E 0 CHif 20ml —R TP 49 5.2g(23.8mmol) =3 T A& — 8K
Bs & An A(R)-2-F A -3-F A -1-HB5(3.0g, 19.8mmol, Aldrich), R A iRAH# i
TIRFHM 1S Do, REER, FATTHRASY, BEBAT T IR
3b. 2-(R)-(BOC-£.3L)-1-0-F Bt A S A 3- XA Ak

BB 3a 694 R AR 20ml —R T RA SmITHF F, #ERb4E
0 C. MAZ LHE(4.1ml,294mmol), KRB L ZA AN F B8R (1.9ml,24.5
mmol). §REMETRTHIE 45 54, REAEZHRZERN. AR HE
kLR LB, R KidKeek, AABATRALEER, AZkhE
K423 6.38g ARMMALS4. MS m/z(M+H)":330 , MS m/z(M+NH,)":347 .
3c. 1-8& fE-2-(RHBOC-84)-3-F L A%

3% bk F B 3b 133 6940590 (6.36g,193mmol)E A 25mIDMF F, e
A 2.5g(38mmol)NaN; . R RAMAE 62 CTHH 24 1o}, HERALHE
T, B OB OBEIRK, AR A K Kkdk, AABATRFE
. ATREEANIFH 434g FALAH. MS m/zM+H):277, MS m/z
(M+NH,)":294 .
3d. 1-& R A 2-(R)-AA-3- XA AK

BH B, 3c 691044(4.3g,15.6mmol AR AL 30ml A LB T AN H8
& B RAMAETIBRTHA 1S I, ARER, B ORE. ARHE
KT, MARAM, BN LR TEERBIEFLAI. KEM KRN
A E pHI12, A fAshiade, WG R RAF R, H IR A LK%, A
BN TR TR, A TR EENF 2.17g 4R A4, MS n/z (M+H)":
177, MS m/z(M+NH,)*:194 .
3e. 1,2-(R)-—RJL-3-F R A%

FB 3d LA S(1.22,6.8mmol ) 1.2gPd/C H A TFAEET R
(4atm) 21.5 B, itERAWHREMAR, BB FIFFEALSY
(1.055g). MS m/z(M+H)":151, MS m/z(M+NH,)":168 .
3f. & O #54Le4h(19), A=B=E=H, D=F¥#, R=FHHE, R=XW§t

FS
XA M(FE 3 R=FTRE;, R=XFarh; Hxkd 273,
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750mg, 0.98mmol)#e 1.2-(R)- =& A-3-A K@M (dh LR TR 3e F3,
1.04g,6.92mmol AR & 4ml THiAe 0.5mi AP . RAMEEIR T A 24 1
M, BEEA, AAWERELRLIEY. BRAKMFEKRE, AREK
m%ﬁ,ﬁ%#%&%ﬂoﬁé%mﬁﬁéﬁ%%%,ma%ﬂ&%*ﬁ
30 % & B 2AF 2] 236mg R4, MS m/z(M+H)":850 .
3g. F& 9 #9400 H(20), A=B=E=H, D=F%, R=T&HAE, R=H

45 6ml T EE T 44 L3 F IR 3f d940 AW A (21 7Tmg,0.26mmol) = iR 4
JNBE, BREA, HAAWMABRKEH LS, ASH 1| BRKGERGT
415 % FEE&RAL, #335) 176mg AFFAAH. MS m/z(M+H)":746 .
3h. X(IIY#e44: A=B=E=H, D=F#, R=FHA&, R=H

BHHB g S HH 5 (148me,0.20mmol)E M £ 2.6ml TE T, AmAN
Z.8(0.026mL,0.45mmol). B RAMEEATRH 24 0, RBEREE
., BRAMBRELKRLEY, ASKBERER. Ktk FE
BT IRREN). iR A L F R AEAITE) 150mg F 4. EWR A AR E %
EBAL, BAH 0.5 % EARH RS T4 0.5-0.6 % TEEMITE 134mg 4734
W,

MS myz (M+H)*: 728. 1H NMR (CDCly): 0.82(t, 3H), 1.02(d,

3H). 1.18(d. 3H), 1.32(s, 3H), 1.35(d. 3H), 1.43(s, 3H), 1.50(m, 1H), 1.87(m, 1H),
2.27(s. 6H), 2.32(s. 3H), 2.56(dd, 1H), 2.66(m, 2H), 3.03(m. 1H), 3.19(dd, 1H),
3.63(s. 1H), 3.75(q, 1H), 3.94(dd, 1H), 4.04(m, 1H), 4.13(d, 1H), 4.28(d, 1H),
4.85(dd, 1H), 7.10-7.35(m, SH); 13C NMR (CDCl3): 204.0, 177.8, 169.4, 156.0,

w Ll T,

51.2, 48.7, 48.3, 46.5, 42.8, 40.2, 38.5, 36.0, 31.6, 28.2, 22.0, 21.2, 19.6, 19.0, 16.7,
14.4, 14.1, 12.7, 11.0, 10.4.

F4 4
X(Myka4: A=B=D=H, E=F%. R=FHHE;, R=H;
4a. 1-B 8E-2-(S)-BA3-KEAK
AR TS 3a Wk, R A(S)2-RAA-3-F - 1-A B (Aldrich XA
(R)-2-FHE-3- KB -1-78, doF34]3 FR a-d T L4, I EFFAANLE
#(1.74g). MS m/z(M+H)":177, MS m/z(M+NH,)":194 .
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4b. 1,2-(S)-=FHK-3-FEAK

FUE 4a th4LA-2h M F2(790mg,4.48mmol )& % £ 30ml £ THF 4= 6ml &K
F, AN ZEME(5.0g,19.1mmol), B A RAMAE AT R 24 A, IR
BH, RAVERE IN LBy, MARLA, BRMA LEER. KEAK
B 47T £ pHI2,8 fdedhiede, MERRGHFEH 15 %FARNRITR
I, ATBREEMNFE 439mg AFHAAY. MS m/z(M+H)":151, MS m/z
(M+NH,)":168 .
4. & 9 44 (19), A=B=D=H, E=F#&, R=FHE, R=FTk

X

XEWAHFE 3. R=FHRA; R=RTELA, L& 272,
450mg, 0.59mmol)fe 1,2-(S)- = A& 3- KA MK (b L& F ] 4b 72,
435mg, 2.90mmolyE AR/ 2ml THEA 0.25ml K ¥ . RAMET R T HH 24
DB, BEEA, RAWERECLBTE ., SrAEAKRE, RAREM
FRR, EAREER., AeWARKERLELL, ATR-ETRT 25
% 5 B AT 2] 405mg ARALA4. MS m/z(M+H)":850 .
4d. {Lo4(20), A=B=D=H, B=F#%, R=F&HL, R=H

Y4 Tml FEET &) L IR dc #940-A-4h A 52 (386mg,0.45mmol )BT 4
e, Bk, BedmakEEEEL, ASH 1 %RKOERGT
8 1.5 % FEE LML, 432 315mg Arfl1be4. MS m/z(M+H)":746 .
de. X(IIYLa4: A=B=D=H, E=%X, R'=FHE, R=H

AR LA 3h B F ik, RARFE 4d #9(S)-154#(150mg,0.20mmol)
A& 3h (R)-F MR, H] G461 (136mg).

MS m/z (M+H)*: 728. TH NMR (CDCl3): 0.86(t. 3H), 1.08(d, 3H), 1.19(d,
3H), 1.33(s, 3H). 1.39(d. 3H), 1.47(s, 3H), 1.54(m, 1H), 1.92(m, 1H), 2.28(s, 6H),
2.58(s, 3H), 3.19(dd, 1H), 3.52(m, lH), 3.67(s, 1H), 3.77(q. 1H), 4.12(d, 1H), 4.27(d,
1H), 4.92(dd, 1H), 7.10-7.40(m, 5H); 13C NMR (CDCly): 203.7, 176.0, 169.4, 156.5,
139.2, 130.0. 129.7, 128.3, 127.9, 126.3, 126.1, 104.1, 80.9, 80.5, 78.6, 78.1, 70.3,

69.5, 65.9, 62.0, 61.1, 51.2, 49.5, 48.8, 48.6, 45.9, 43.3, 42.9, 41.4, 40.2, 40.0, 35.2,
28.2.22.2,21.1, 19.7, 19.4, 17.1, 16.8, 15.3, 14.5, 14.1, 10.4;

L) 5
X(bS4: A=F3; B=D=E-H, R=FHaE, R>-H
Sa. WLA4Q22)(FE 10), A=F4%, B=D=E=H, R'=T&HKE, R=XFH
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A; Y=OH

HEHENFE 3; R=FARE, R=XT8AL; dxEb 2775,
450mg, 0.59mmol)#=(S)-2- &K -3-F 2-1-785(1.97g,13.0mmol, Aldrich)iz /%
A 45ml THA 05ml K. RERSHEERTHRHETR, BREERN, &
RHEMAECKTEET., A 20 %R RAKER. KiviiKkRER,
G MR TR LR, BREEN, REWAEZAZT TR, 53 1.09
., E R A Sk, B TR TEF 6 20 % AERRK, A
| 644mg AFHALA Y. MS m/z(M+H)":851 .
5b. WAMHRD(FE 10), A=F#&, B=D=E=H, R=F&E, R=XTF8t

A Y=RAK

¥ bk ¥ 5a 4940440 694 (61 7me,0.72mmol )5 £ 12mITHF ¢,
Ao A = 3 B(610mg,2.33mmol). HiEREAHE 0°C, /& 3 4547 A iFi EDAD
(0.375ml, 2.38mmol), R4 10 4. MUEE 3 947 A E4 DPPA
(0.515ml,2.37mmol), B4 E 0 CHIF 2 N6, AR FHHF 48 1. &
TREFBEL MR ERBELY. BhA AR E#EEL, AR-E2TK
TH 30 % LB THEE, REAALATIKTH 20 % AE®RM, T2 321mg 47#8
b, MS m/z(M+H)":876 .

Sc. LA 2)NFE 10), A=F#%, B=D=E=H, R=F&IK, R=H;

Y=% 8%

b ik 43K 5b 4914 (317mg, 0.36mmol)iEfE £ Sml FEE+, &
Al A A 4.5 D, BREEN, ReAAREEES, A1 1A
B/ TR, BeHA SETFRAE 218mg #7844, MS m/z
(M+H)*:772 .
5d. {LAHQ0NFE 10), A=F¥ %, B=D=E=H, R'=FHK, R=H

¥ LR F B Sc #9418 -A-4nHE 2 (208mg, 0.27mmol )iz f# £ 3mITHF #= 0.5ml
Kd, A = FK A BE425mg, 1.62mmol), BB A £ B T R4 24 ) B,
EEREER, APRME, AAWESZAZET TR, AfeRaiké
ek, MAH 1.5 % FTEfe 1 %RKGRG AR, 55 196mg FrALE
4. MS m/z(M+H)":746 .

Se. (ko4 A=F3%, B=D=E=H, R'=F&HKE, R=H

¥ ik I 5d 69404 % (128mg, 0.17mmol a4 2.3ml ZAE P,

Ar A 0.023ml (0.40mmol) ZEBE, B E BAMAER LTI 48 I, BEFE
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A, BERAMERELBRLE Y, BRASKERS., KiK., A
FEMAATERAR, SERALTRERA, 93 100mg ¥BELSH. AR
My B RERG B R AL, IR 0.6 % TEEA= 0.5 % BN RGEE ELH
0.7 % FBEA 0.5 % BAKAAF A, 53] S2mg AFALEW .

MS m/z (M+H)y*: 728. 'H NMR (CDCl3): 0.86(t. 3H),

1.08(d, 3H). 1.34(d. 3H), 1.37(d. 3H), 1.44(s. 3H), 1.52(s, 3H), 1.93(m, 1H),-2.29(s.

6H). 2.48(m. 1H), 2.67(dd. 1H). 2.86(s, 3H). 3.06(dd. 1H). 3.57(m. IH), 3.74(q. 1H).
3.86(s. 1H). 4.33(d. 1H). 4.39(d. 1H). 4.95(dd. 1H). 7.18-7.40(m. 5H): 13C NMR

78.8. 77.3. 70.3. 69.6, 65.9. 57.3, 53.7. 51.2. 50.8, 49.8, 47.4, 42.7, 40.3, 38.5, 35.6.
31.6, 28.2, 22.6. 22.2, 21.2, 20.6. 20.3. 15.4, 14.9, 14.1, 13.4, 1L.1, 10.4.

L H#HAP) 6
XUDM44: B=F%; A=D=E=H, R'=F&HE, R>=H
RAE TS S 6FE, AR)2-AK-3-FK-1-ABE(1.97g,13.0mmol,
AldrichX2(8)-2- Rk -3- K X -1-H 82, 4w FK Sbe 6975 EHE Y, 72
AFAAAH(83mg).

MS m/z (M+H)*: 728. 1H NMR (CDCly): 0.73(t,

3H), 1.05(d, 3H), 1.24(d, 3H), 1.29(d, 3H), 1.33(s, 3H), 1.37(d, 3H), 1.41(s, 3H),
2.26(s, 6H), 2.44(m, 1H), 2.68(m, 1H), 2.79(s, 3H), 3.18(dd, 1H), 3.46(m, 1H),
3.60(s, 1H), 3.71(dd, 1H), 3.81(q, 1H), 3.94(dd, 1H), 4.30(dd, 1H), 4.72(dd, 1H),
7.10-7.38(m, SH): 13C NMR (CDCl3): 204.4, 180.7, 169.3, 154.5, 138.4, 128.9, 128.8,

128.6, 128.3, 126.8, 126.2, 125.1, 104.2, 103.7, 81.1, 78.5, 78.3, 78.1, 77.2, 76.2,
70.3, 69.5, 65.8. 65.7, 62.4, 58.1, 53.6, 51.2, 51.0, 49.4, 47.6, 42.9, 40.2, 38.5, 36.7,
36.0, 31.5. 28.2, 25.2, 22.6, 21.6, 21.1, 19.7, 19.3, 16.2, 15.6, 14.6, 14.3, 14.0, 12.6,

11.1, 10.4, 10.2:

5 3645 7
K(yke4: A=E=%%; B=D=H., R'=FH#%, R=H
Ta. FE 98 W(19): A=F=%%, B=D=H, R'=FHAE, R=5F&
F'e
B HmBNFE 3; R=FRE;, R=XTE; dFkEs) 255,
400mg, 0.52mmol)#=(18,28)-1,2-=F & -1,2- Z = k(500mg,2.36mmol,Aldrich)
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M 2ml THEA 025ml AP . RERAHEFTER TR 10K, REWA
AR TEAE, BRASAAFRBM TR, TRFBREERN, KiEY
(958mg) A4 A T F—F %K., MSm/z:666 (M+H)'.
Tb. % 9 494 A4(19): A=E=%J&, B=D=H, R=FHRHE, R=H
B &SI Ta 69054 (958me) A B 15ml TR T, JFis i e ifde

24 B, BERER, HAeMARKE SRS, AEZATHETH 0-5 %
WAL B, 458 340mg ARHALAY, A ClO-Z@FAAK. MS(m/z):

808 (M+H)". 'H NMR (300 MHz, CDCl.) : d 6.90-7.20 (m, 10H), 5.48 (dd, 1H), 5.04

(d. 1H). 4.27 (d. 1H), 4.23 (d, 2H). 3.93 (q. 1H). 3.76 (d. 1H), 3.62 (d. 1H, HI1), 3.52
(m. 2H)3.12-3.22 (m. 4H). 3.07 (s. 3H. OMe). 2.75 (dd, 1H), 2.75 (m, 1H), 2.2-2.5

(m), 2.24 (s. 6H, NMe,), 1.94 (dq, 2H). 1.59 (s, 3H), 1.46 (d, 3H), 1.29 (d, 3H), 1.22

(d, 3H). 0.90 (1. 3H), 0.84 (d, 3H), 0.73 (d, 3H). BC NMR (75 MHz, CDCly) : d 214.2,
205.5. 171.0, 156.3, 143.5, 140.5, 128.0, 128.0, 127.9, 127.2, 126.9, 126.8, 104.1,

83.5, 78.8, 78.7. 78.2, 77.4, 77.0, 76.6, 70.2, 69.9, 69.3, 67.6, 65.6, 57.9, 51.7, 50.7,
49.0.48.5. 41.1. 41.0, 40.1, 28.2, 21.2, 21.1, 21.0, 19.3, 18.0, 16.0, 14.4, 10.5. 9.9.

7e. X4 A=E=%K%, B=D=H, R'=F&H, R=H

WIE LA Se 95k, AZALSY To KRB Sd, #EARAL
A4, MS(m/z):790(M+H)+. “CNMR(125MHz , CDCl,): #&##)155:
d203.3,175.7, 169.5, 156.5, 104.1 .

349 8
X(Da4: A=F#; B=D=E=H, R'=FHI, R=H

8a. & 10 ¥4Lo4(22): A=F&, B=D=BE=H, R'=FHE, R=%ATF&

£, Y=OH

BN FE 3; R=TAE; R=FTEE; %4275,
400mg, 0.52mmol) 7= (S)-2- & % -1- A &% (0.200ml,2.6mmol, Aldrich) i& # £
0.9ml A ¥, Faa 0.1ml K, BB RAMHAE TR THAE 40 0F, BREFA,
BAMERAE LR CEY, BRAKMEREE ARBRATER L&
Bim A, A A AR Eakk s, AE T T 9 20 %-30 % REIR,
%% 135mg A7 ALS4. MS m/z(M+H)":775 .
8b. F % 10 #94LA45(22): A=F#. B=D=E=H, R=FHHE, R=XY¥

Bk, Y=RRAX

¥ Fik I 8a $94bA-H9HE S (277mg, 0.362mmol)isfE £ 6ml THF
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F, AAZEKEG02mg . 1.15mmol). HERSHE 0C, £33 54RE
#m DEAD (0.190ml, 1.21mmol), 4R4&-4083F 10 547, MEAE 3 54 R E
#u DPPA (0.260ml . 121mmol), RAMWE 0 CHH 3 I ef, EFEETRH
24 1B, AEHREELY, BAMRAMRKRELEESL, BETKFHG 15 %
20 % AL, REBKEE RSN, AETKT 40 %Y LBTBEEALDT
e 25 % AR, 53] 140mg R4 . MS m/z(M+H)":838 .
8c. FE 10 444(22): A=F3%, B=D=E=H, R'=F&&, R=H;

Y=%& fA4

% ik H 3% 8b 49 MAEF(133mg, 0.1 7mmoliE M A 2ml FEEF, 4§
KA 4 18T, ATREEN, AEWwABATTREFIHBRA
4, HBAeMARRKRE#EESAL, A1 1| AFR/TEE 100 % QEER,
337 A 405 #(98mg). MS m/z(M+H)":696 .
8d. F % 10 ¥94b54(20): A=F¥ 3, B=D=E=H, R'=FH&HE, R=H

¥ & iE 5 IR 8c #h1bb-dmAF =(185mg, 0.27mmol)iE## /£ 4mITHF #= 2ml
K, e Z KA MB425mg, 1.62mmol), B AL RA WA IR THIE 40 B,
EEATHE 24 Do, ATRFELY, AAYRBRE R LN, AS
H 3 %FEA 1 %REKGEF R, FRAFANLSH(128mg). MS m/z
(M+H)":670 .
ge. X(lpes4: A=FH4, B=D=B=H, R'=-FTHH&K, R>=H

¥ Lik 5B 8d 494bA- At F(123mg,0.18mmol 5 £ 2.6ml TE T,
A 0.24ml TEE, B RAMA S RAntk 24 o0, £ FIR FHAF 48 B,
ATBREER, ¥AEWERETLRTET, BRA 10 % 2K, K
FodhKikik, ARBMTHRFLE., REERN, REVEZAEZTTE.
AR A Gk, AAH 0.5 %EKF 2 %-3 % FEFe) A5 kL,
FE AR A H(38mE).  MS m/z (M+H)*: 652. 1H NMR
(CDCly): 0.86 (t. 3H). 1.04 (d. 3H), 1.2] (d. 3H). .24 (d. 3H), 1.50 (s. 3H), 1.87-1.9%
(m. 2H). 2.26 (s. 6H). 2.41-2.50 (m. 1H), 2.78 (s. 3H). 3.11-3.23 (m, 3H), 3.51-3.59

(m. 1H). 3.76 (dd. 1H). 3.76 (s. 1H), 3.85 (4. 1H), 3.92 (dd. 1H). 4.31 (d. 1H). 4.37 (d.
1H). 4.90 (dd. 1H): 13C NMR (CDCly): 204.3, 181.5. 169.6, 155.6. 103.7, 81.3. 78.6.
77.9. 76.6, 70.3. 69.5. 65.8. 56.5. 53.4. 51.1. 50.6. 47.4. 47.2. 42.6. 40.2. 38.4. 35.5.
28.1.22.0. 21.2. 20.5. 20.1. 15.8. 15.2. 14.8, 13.2, 10.6. 10.3: &5 #4/5 3% .

HHEAEL - (M+HY* miz, C34HsgN309=652.4173; £ B4E (M+H)*
nmi/z=652.4175.
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.............

T4 9

XAMMeo#: B=FH; A=D=E=H, R'=F&K, R=H

MRIELH] 8 BhF ik, RAMBAKTHEES 2 e d(1.23g,
1.6mmol)F= i) i % X ¥ 44 (R)-2- &k -1- 7 85 (1.23ml,16.2mmol, Aldrich) K &
(S)-2-BHE-1-ABE, 453k 8b-8e 497 i # &~ 4, FEIAFAAS#(T1mg).
IH NMR (CDCly): 0.87 (t. 3H), 1.45 (s. 3H), 1.82-2.01 (dd, 2H),
2.26 (s. 6H), 2.37-2.51 (m, 1H), 2.72 (s, 3H), 3.07 (dd. 1H), 3.18 (dd, 1H), 3.22-3.36
(m. 1H), 3.47-3.59 (m, 1H), 3.61 (s. 1H), 3.77-3.91 (m, 2H), 4.25 {d, 1H), 4.29 (4,

1H), 5.01 (dd, 1H); 13C NMR (CDCl3): 204.1, 180.7, 169.7, 154.7, 103.8, 80.6, 78.9.
78.5. 76.4, 70.3, 69.6, 65.9, 62.3, 56.6, 53.1, 51.1, 49.3, 47.8, 42.8, 40.2, 38.6, 36.3.
34.6, 31.5, 28.2, 25.3, 22.6, 21.9, 21.2, 20.7, 19.6. 19.3, 17.1, 15.8, 144, 14.1, 12.9,
11.0, 10.3; MS (M+H)* m/z=652. B o PR HHEMA M+E)*
miz , C3aHsgN309=652.4173: M4 (M+H)* miz=652.4188.

F#&4) 10
X(t4: A=D=FH#;, B=E=H, R'=FTHE, R-=H

10a. A #e-23-M(F Bt 8 ) T

¥ 0K 36-2,3- T =85 (10g,111mmol,Aldrich)#e = Z B(92.8ml,666mmol)
ERAE—RFTHET, HEEANE-T8 C, #ie FAABLR(25.8ml,333mmol).
W RIIT, R A Mty R TR, RAMA-T8 CTHI 20 54,
£ 0 CHRAIE2 NN, FEERSMERETE, AMGENHE, AK.
Sk B B R K B B, AIERAARRET R, REEHFE
}AE4L4(25.01g). 'H NMR(300MHz, CDCLy):  d4.91(q, 2H), 3.10(s, 6H),
1.45 (d, 6H).
10b. HH##-23-—&RATH

BB 10a 49105 B (25g) 5 72 250m] DMF ¥, Ar NaN,(40g).
B A 85 CT ARSI 24 I of, ¥BERAHNEZTIR, A 800ml T
B A ERA Y, AR, SH R AL KA ETRBRETR. &
R IR 15 B AR SR A2 (13.00g).  'H NMR(300MHz,CDCl,):  d3.50
(m,2H), 1.30(d,6H).
10c. WH#-23-T =M
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F P 10b #4405 (13.0g,125mmol 5 £ CEE Y, £ 10 % Pd/C
BAETAETRTE40(4atm)20 B, ER-EMMAN, A TR XENF 2 4R
#iA4. 'H NMR (300MHz, CDCL,): d 2.70(m,2H), 1.45(br,4H), 1.05
(d,6H). MS m/z:89(M+H)",
10d. F% 9e9et#(19), A=D=FH%, B=E=H, R'=FRER=KTFHt

E3

10,1 1-BE7K-2’-0- K F 8Lk -5-0- 248 83 -6-0-F A -3-BAR-EFEX A
12-0-2k o 2 R T BRBS(d £ 464) 2 /%], 500mg ., 0.651mmol)A=H i 2%
2,3-T —fe(d L& 45K 10d 7$%), 500mg)EfE £ 3ml ZAFF 0.3ml KF.
BAMETETHRE 72 08, R 17 D0, ERAATRHE, AR
A F B AE T IR TR, BREEA . AEVWABEAT T IR
10e. #%E 9&4ba#(20), A=D=F%; B=E=H, R=F&AL

¥ ik H 3R 10d A HERETERY, QiR 12 . BREER,

 EAWABER T TV, MS m/z:684(M+H)".

10f X(IpYbd4: A=D=F ¥, B=E=H, R'=-F&K, R=
EEBTTHFHOLESRFNGOYWR T ALR, LEREAWES

AT A 24 N BF, JenEFEEFHRBER, REER, BEARMERET
B TET, B IN S84, KoKk T IRRB4). REEN, &
At AR G R, AAH 10 % TEO_ATHRESH 10 % FTEY
R TR R)RBAFR AFRALS . £ pHS Al AR Eiikshil, A 4.

1 TEETER: TINE 100 % LB TER R, 93] 116mg #781L44. NMR
SHER F R A=D=F R FMIKGNEH. MS

(m/z) : 666 (M+H)". HRMS 7+ H {4 CacHeoN30y: 666.4330: 52 B4 : 666.4326. 'H
NMR (300 MHz. CDCly) : d 4.81 (dd. 1H). 4.27 (d, 1H). 4.22 (d, 2H), 4.05 (m. 1H),

3.96 (m. 1H), 3.78 (g, 1H). 3.65 (s, 1H, H1 1), 3.48 (m. IH), 3.10 (dd, 1H), 3.06 (m,

1H). 2.75 (q. 1H). 2.67 (s, 3H). 2.65 (m, 1H), 2.37 (m. 2H). 2.19 (s. 6H), 1.85. 1.49

(m. 2H). 1.59. 1.15 (m. 2H), 1.55 (m. 2H), 1.42 (s, 3H). 1.27 (d. 3H), 1.27 (s. 3H).

1.25 (d. 2H). 1.24 (d. 3H). 1.17 (d. 3H). 1.16 (d. 3H). 1.04 (d. 3H). 0.96 (d. 3H). 0.78

(t. 3H). ""C NMR (75 MHz, CDCly) : d 204.2. 179.0. 169.5. 155.6, 118.8, 103.7. 81.3,
78.6. 77.7. 76.8. 70.2. 69.4, 65.8. 56.1, 55.5. 51.9, 51.0. 50.4. 47.0, 42.5, 40.1, 38.4.
35.2. 28.1. 22.3.22.0, 21.1, 20.7. 20.1. 15.0. 14.8. 13.1. 11.5. 10.6. 12.2. IR ( BE):

3460 (w). 2972. 1750, 1718 (w). 1647. 1456, 1423. 1372, 1305, 1246, 1163, 1107,
1051, 989, 757 cm’'.
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E34) 11
K(es4: A=E=F%; B=D=H, R'=FTH&RH&, R>=H
1la. 25,38-T k&

IEEZHH) 10 F R a-c 9 F %, REAR, R)-2,3-T =8 (1g,11.1mmol
AldrichyX 25 3R 10a 89 135 38 4K, 4o 38 10b F= 10c #4975 41 & 74,
23|37 ALA 4 (494mg).  MS (m/z): 89 (M+H)", '"H NMR (300 MHz,CDCl,):
d 2.62 (m, 2H), 1.45 (br s, 4H), 1.08 (d, 6H).
11b. F%E 9 #4144 (19), A=E=F %, B=D=H, R'=FHER=XFTHK

£

10,1 1-Bt7K-2°-0- K F BLE -5-O-#& 48 AL -6-O-F A 3-8RI EEF A
12-O-zk et i BUA F 8L B (b £A4A4) 27F5), 1.56g,2.03mmol)F= 28,3S-T =&
(b Lk H %% 11a #F3)], 400mg,4.54mmol)E A%/ 16ml 65 20 % 2K A+,
BERAMETRTHRE 7 X, BAAN_KFTEFE, AINMIRoneg
FHiLk., REEN, R EEATT—HK.
llc. 7% 9 894654(20), A=E=F3; B=D=H, R'=F&EE

B EEFE 11 LS MERETE Y, KERGRMmE 1206, IR
FER, BEYEEATT K,
11d. X(yes4: A=E=Fi, B=D=H, R'=FHAHL, R=H

¥ R FBIFR AR T 20ml TEBF, A TBE(0.80ml), B AL
RAOMEDAT RN 3 K, WAR/TEE, BREERN. FEAKDEMER
LB, B IN &84b4n. KiedKhEFTFIRERSA). BREERN, RE
MR AR, B 4] CEUE . CHELATROE YT S % TE LA,
15 2| 682mg AL EH .

MS (m/z) : 666 (M+H)". HRMS 1+ FE {f C3sHeN3Og: 666.4330;

N 4E - 666.4333. '"H NMR (300 MHz, CDCl,): d 4.85 (dd. 1H), 4.35 (d. 1H), 4.530
(d, 1H), 4.12 (g, 2H), 3.65 (s to d. 1H, J= 1.2 Hz), 3.56 {m, 1H), 3.46 (br s, 1H), 3.21
(dd, 1H), 3.13 (t. 1H), 2.86 (q, 1H), 2.78 (s, 3H), 2.68 (m, 2H), 2.46 (dt, 1H). 2.28 (s.
6H), 1.95 (m, 1H), 1.68 (m, 3H). 1.52 (s, 3H). 1.38 (d. 3H), 1.36 (d, 3HO, 1.33 (s,

3H), 1.32 (d. 3H), 1.31 (d, 3H), 1.26 (d, 3H), 1.21 (d, 3H), 1.05 (d, 3H), 0.87 (t, 3H).
BC NMR (75 MHz, CDCl,) : d 203.9, 177.9, 169.5, 156.4, 103.8, 81.1, 78.5, 78.4,
77.6, 70.3, 69.5, 65.8, 60.4, 56.9, 52.3, 50.9, 50.6, 47.6, 43.9, 40.2, 39.5, 35.0, 28.1,
21.7, 21.1, 20.8, 20.2, 19.9, 18.3, 16.3, 15.6, 14.7, 14.1, 13.6, 10.1.

IR (KBr) : 3441, 2972, 2938, 1755, 1117 (w), 1653, 1457, 1425, 1376, 1306, 1248.
1167, 1109, 1053 cm'".
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A 12
X(MIyk44: B=D-H; A E—AMR-CH,CHCHy, R'=FAKLR=H
12a.  9PifaR-R X-1,2-3F R &

AR TS 10 X ac 895k, RAM(DL)-1,2-20 X =8 (5.0g, 49.0
mmol Aldrich/X &4 B 10a 49 =8%, 43 10b A= 10c 4975 E# & %, §
F|AFAALSM(2.76g). MS (m/z): 101 (M+H)', 'H NMR (300 MHz,CDCl;): d
2.75 (m, 2H), 2.00 (m, 2H). 1.65 (m, 2H), 1.50 (s, 4H), 1.30 (m, 2H).
12b. #% 9 644L440(19), B=D=H, A #«E —#t#ym-CH CHZCH2 , Rl=

WaAE, R=XF&EL

10,11-BLAK-27-0- 3 F BE-5-O- 48 A 4-6-0-F X 3- MR- EE A
12-O-%kw A £ F A5 85 (&7 L4640 2482,  200mg,0.26mmol)Fo s il 38-R X
A12-R A (s B K 122 133,  104mg,1.04mmol)iE M 20 %2 KT
By, RERAYMETETHREIR, AR THF S . %A 100ml
LB LESHAE, R RACFABAE TR LR, BREER, AeHALK
GoEEG, BESTRYH 5 %-10 % FEELBLA ALY
(88mg). MS(m/z):800(M-+H)".
12¢. # %9 #9444 (20)B=D=H; A fvE —#&# K-CH,CH,CH,-R'=F A,

£

¥ £i& H I 12b 94054 (88me)E A T EE ¥, WS R B R An 4 10 o)
B, ERA], Bb AR EEREAL, AERATIR T 5 % FEEL
AR B AR A4, MS(m/z):696(M+H)",
12d. X(ITyit44:B=D=H; A #»E—#MR-CH,CH,CH,-R'=F A& R*=H

AAE T 11d B F R R SRS Y, MS(m/z):678(M+H)".

EHH) 13

K()yt4a4: B=E=H:A #» D —#2# %&-CH,CH,CH,CH,-R'=F #5& R*=H
13a.  FHE9HEH(19): B=E=H, AFoD—##&-CH,CH,CH,CH,-,

R=FHHL, R=XTFs}t

AL LHM 11 FH 11b 8975, RRMAIAN-1,2-FF /X =&(800mg, 1.04

mmol , Aldrich)y XA =, % &7 004.
13b. X (I{tA#:B=E=H; A frD—## & -CH,CH,CH,CH,-, R'=F %

A, R*>=H
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ARIETAS 11 FH A deFE, FAHE 13a 696694548 11b 6948
A, REIFEAES Y. RS ¥ (B=E=H = A=D=H)#9%4-#, @il
AR &, A 2-5 % FE/ R FRAPAT R 478444, 'HNMR

(300 MHz, CDCl,) : d4.87 (dd. 1H), 4.34 (d, 1H), 4.31 (4, 1H), 4.10 (br s. 1H), 4.07
(br m, 1H), 3.84 (q. 1H), 3.70 (s, 1H. H11), 3.56 (m, 1H), 3.22 (dd. 1H), 3.14 (pent,
1H). 2.78 (s, 3H. OMe), 2.49 (m, LH). 2.30 (s, 6H), 1.30-2.00 (m), 1.49 (s, 1H), 1.39
(s. 3H). 1.37 (d. 3H). 1.32 (d, 3H), 1.26 (d, 3H). 1.22 (d, 3H). 1.06 (d. 3H), 0.85 (t.
3H). '"C NMR (75 MHz. CDCly) : d 203.8, 178.1, 169.3, 155.6. 103.7, 81.1, 78.6,
78.1, 76.64. 70.2, 69.3, 65.7. 56.3. 55.9, 55.8, 51.0. 50.4, 47.4, 42.6, 40.1, 38.2,
35.4, 34.4, 28.1, 25.2. 25.1. 25.0. 21.9, 21.0. 20.2. 20.1, 19.2, 15.6, 14.7. 12.9, 10.6.
10.2. MS (m/z) : 692 (M+H)".

L P 14
AIML44: A=B=D=E=H, R'=H, R*=H

14a. 2-0-ZBtE-6-BLE-FF A

¥ 6-BALEE AHFES(4.34g, 6.04mmol, Abbott Labs)ia /£ 250m]
ZRFHEF, A CE(1.54g,15mmol)F» = T AE(1.22g,12mmol). KR A
HETEBRTHIEL I, REMAS %2 KEMEMNT. REVA AT
AR, FAMETR. LEFRE, ZAAHWATE. ZRA k. &b
—A T, BAYMERELT T TRFR 446g ALY, CAFH—
FTRIAEN T F—FHE. MSm/z(M+H)":760 .
14b. 27-0-LBLE-6-BLA-4"-Z A Fali-arEF A

B IR 14a 6910SHhHE 5 (4.442,5.84mmol YEAE A 100ml £k —H Fix
., ArAcke(1.59g,23.3mmol). RS 44 E 0 C, FHiok 25ml —RF
P 6 = LA F AR AR(1.76g,117Tmmol ik . RARASMAE 0 C T 1
B, ETR TR 16D, BRERSYMNS % SREBAAF, R
St R BRI, A AR A sofe Kk, RAARBETR, LEFK
., REMAEZEEY TR 48 10453 5.38g IFMMLSd, EALFH—F
#ie, BFT—HHE. MSm/z(M+H)":874 .
l4c.  2-0-TBEAE-10, H-BK6MEA-ZLEAFaREA-LEE A 12-

O-zked X B HE PEES(H £ 5 494549 (3), R'=H, 2-R=THLE;
4>-RE=Z LA T AR
5B 14b 694884 A 55 (5.36g,6.13mmol EME 45ml 7K DMF ¥,

76




10

15

20

25

30

A A ke (4.98g,30mmol). AXFEME, BEA 1SmITHF #F, 3%
FRAIE 0°C. EERTAMANEMAMAB0TME,60 %53, 20.2mmol),
W B AR 30 4P, Ao 10ml K, HEERSHMEANIEFE KT,
Fl 2B LESIRIRIZE MR, LB LB AR, RREBTR
Sl fRs, RS A TR, RGP _RTRERE, AAHES
AR TR 16 1153 6.95g 37 L Y, EAFH—FUMATFT—F
¥, MS m/z(M+H)":986 .
14d. FE 5845 %(11):A=B=D=E=H; R'=H, 2-R=LB¥; 4"R’=
ZLEFARE

BB 14c K484 HE5(6.93g,6.13mmol )& #F £ 50ml T, leA T
—H:(4.31g,7.19mmol), ERAETETHH 17 06, FREBRESHENESH
FoKeG A K, RAMARGRIK, SFAIRRY, TRHFRE.
EeME TR, AR _RTRERE, BePHEREZT TR 2
MAFE] 5.77g AN, RAFR-FLUATT—FR., MS mz
(M+H)": 924 .
lde. FE 5 HE4(12:A=B=D=E=H; R'=H, 2-R*=4"-R’=H

BH B 14d B A (5. 75g)E A THF(120ml) ¥ — R A= 14.3ml
FALw T R4 (IM, £ THF F). ¥ R ELRA4) £ B FHH 418, A 400ml
WESAAE, ATEBTHE 64 1A, REERER, MASH 05 %hEKHN S %
HERANT . ROMMABF R, RERWAEKRE, ARBRETR. B
£5H, BAW R TG ERE, BAYELTTRTE 16T
)47 S4(5.59g). “
14f. X444 A-B=D=E=H; R-=H., R=H

W F B 14e 09405404 55(5.56g,7.07mmol )5 M £ 60ml LB P An N LB
(637mg,106mmol). A IER 3.5 DB, BIHEFTER, MAS %BEBRE
WP, RS RFRI, AFAMRRY, RAABRETIR, LRPRE.
BB —R L. AFF_RATHRARE, ESAEZT TR 2 DHFE
4.12g F4h. EMR B AR Egkst, A 1: 6TEA: LB TERMN, &
B AFMALA(1.29g). MS m/z(M+H)":768 . 'H NMR (CDCl;) d : 0.88 (m),
2.28 (s), 3.28 (s), 4.23 (m), 4.85 (m), 4.92 (m). PC NMR (CDCl;) d : 40.3
(N(CH;),), 42.8 (NCH,), 49.4 (OCH;), 49.9 (NCH,), 155.8 (O-CO-N), IR
(CDCL): 1755 cm-1. _
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KA 15
X(#e&4: R'=OCH, R=H; A=B=D=H; E=CH,NH,
152, 1,2-=F& RA-3-(BOC-2JL) A%

% 3-(BOC-£4)AE %4 F(Aldrich,15.72g,0.1mol). = LE4£(80.43g,
0.3mol)F= NaN;(65.01g,1.0mmol) & ¥ £ 400ml TELF , R4 100 Thoik
10 454%. BRAMENKSF A, A 400mlIN R RMFRE. ReHA T
B L ESIZE, A IN SR Euh. K. BB R4, Hokatk, B4 TR,
EedinA), BeWmak ek, A4 10TK: TR, 753
7.18g #7AA1LA4. MS m/z(M+NH,)": 259 .
15b. 1,2-=—8HE-3-(BOC-£K)AK

B LR FRGAMEBRBECHEP, £ PUC AETEERT AR
(4atmH,)22 . BeEER, FHATFT—FRK. MSm/z(M+NH,)":190 .
15c.  X(IDft4-4p: R'=OCH; R=H; A=B=D=H; E=-CHNH,

AMAE A4 3 T, fh 69F &, HXEWAWHHR(FE3: R=FT&A
£ R=XPEX; dF4%45 2735, 400mg,0.52mmol)FeF B 15b #44L4E
#(1.478mg,7.81mmol) R &, 132|478 1e4. &35 F N-BOC L&)
FHR, RERAELBRTHEBAETIRTHAY, FRIFE4EH. MS
m/z(M+H)":889 .

E M) 16
A(Ife44: R'=OCH, R-H; A=B=E=H; D=-CH,NH,
g5 & L) 15¢ 153 49 R WAF LS. MS m/z:889(M+H)".

EB| 17

KX(y44s: R'=OCH; R’=H; B=E=H; A #»D —#&#&-CH,CH,CH,-
17a.  ERAIR-NAX-1,2-— &

ARAE T 10 FHE ac ¥ %, ARRAM-12-FX—BREFR 10a
49 —B%, 4o 3R 10b Ao 10c 895 ik H& S 4, FEAFEMLE Y.
17b. X (D44 4 R'=OCH,R=H ; B=E=H ; A # D —## -

CH,CH,CH)-
HIE 24 10 F I d-f 975 %, A LR FRGMAX-1,2- 5K K= RKA
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W 3E23-T Mk, 41 &AREALS . iR AAH(B=E=H # A=D=H)%)
Ay BT R AR &k, B 2-5 % FE/ R TR AR AR,
MS m/z:678(M+H)".

L) 18
KM 44: R'=OCH,R=H;B=E=H; A # D —#&#%-CH,0CH,-

18a. "I A rkwh-AX-3,4-—0

ARIB L) 10 F% ac 95k, RAEM L4-MAEXIERAHIK 10a
# =B, JoiFE 10bAw 10c 5 EH& 54, FRAFAAEY.
18b.  X(OYLA4#:R'=0CH,R>=H; B=E=H; A#»D—##m&-CH,0CH,-

MBS 10 F & d-F 495 3%, B LA S RG W R k- K-3,4-— 8
KAFEE 10d A HAE-23-T =8k, #&ATM0E4. FHREH(B=E-H
F1 A=D=H)#y B4, Bit A AK Eik%k, A 2-5 % FE/ =R T RAMTE
AA A4 . MS m/z:680(M+H)".

LA 19
KO 4-4: R'=OCH,R*=H;B=E=H; A = D —#&#) & -CH,-NH-CH,-

19a.  JAK-3,4-=8I-1-BOC-"#eé- 4t

sttt 47 (Aldrich)iB i 2 — R T ¥ g =R T A KB B A = T
T8 F 4 Ak N-#% 37, 4R3E Tetrahedron Lett., 1976: 1973 #97% %, N-BOC-
ekl £ THF Fe B T ¥ e 0s0, Foit & N-F A N-Akh
(NNMO) A AL4F 2] N-BOC-vitokok-3,4- —BF  ARIE F 4] 10 T I a-c 6975 %,
A 2 A N-BOC-te&ok-3,4- —BEAX AR 3% 10a 69 —8F, 4oF % 10b 4= 10c &9
FiEB &Y, FRAFALSY.
19b. X(M)4L4 4 R'=OCH,R>=H ; B=E=H;A #v D —&# &-CHyN-
(BOC)-CH,-

AR L) 10 H IR d-f 695 %, A Lk 5 BRI K-3,4- =2 K-(1-BOC-
heR R MR AR B 10d A A8-2,3-T =, #l&4mas4.
19¢c. X()yk4-4#:R'=OCH,R’=H ; B=E=H;A #= D —#¢#)&-CH,-NH-CH,-

ETETRAESRTIR T AN 8/ = oL in L iS40 190 73474
ity ., Fan RS 4(B=E=H # A=D=H)#RA44p, ik é %%,
A 2-5 % PE/ — R/ T I B2 RS Y. MS m/z:679(M+H)'.
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647 20
KR(ya4: R'=OCH;R=H;B=E=H; A #»D —#2#&-CH,-N(Cbz)-CH,-

MLk ZeA) 19 # X(IMe44:R'=0CH,R’=H; B=E=H; A # D
— A M R -CH,-NH-CH,-Fr #5, Bid AT R FAACRLETHTRAKL
23 Ha N Chz £ H, #&FALESY. MSm/z813(M+H)".

A& 21
K(I)fe4#: R'=OCH,R=H;B=E=H;A F= D —#2#) & -CH,-N(F % )-CH,-
M B T4 19 69 X(IIWLa4R'=0CH;R>=H; B=E=H; A#D
—fe M) R -CH,-NH-CH,-F %, £ R TRE-AFTRTEZLEAAETR-

CH,-NH-CH,-# B 5 F iR B, #|&A7M44-4. MS m/z769(M+H)",

%3t 22

KA 4: R'=OCH,, R*=H;B=E=H; A # D —#&Mm-CH,-NCK T &t
%)-CHy-

MLk 523640 19 # X449 R'=OCH,R=H; B=E=H; A # D

—#¢H) M-CH,-NH-CH,-FF 4, & = TR /& F 4%-CH,-NH-CH,- % B 5 ¥ Bt
ALK, &I,

%6 23
K44 R'=OCH,R=H;B=E=H; A 7= D —A&MM-CH-N(GFHE-
CH,-CH,)-CH,-
M B FEH) 19 69 X ()LES4R'=OCH,R’=H; B=E=H; A# D
—#2#) B -CH,-NH-CH,- 7 &, /& = UM F4-CH,-NH-CH,-#9 e 5 2-3%
RTERRF, #&ARHNAY. MSm/z:783(M+H)".

%34 24
K()fa4: R'=OCH;R’=H;B=E=H; A #= D —#2#) m-CH,N(4-5-F 5
-CH,)-CH,- _
M FHH) 19 ¢ XAML44:R'=0OCH,R>=H; B=E=H; A # D
—#e MR -CH,-NH-CH,- 7T 44, EERTAE_RAFTRFTE-FALLEHFE

&0
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F1£-CH,-NH-CH,-# & 5 4-8F ARR AL, #1448 14064. MS m/z: 803
(M+H)".

345 25
K(Me&4: R'=OCH,, R=H; B=E=H; A # D —#&#m-CH,-N4-1
%% & -CH,)-CH,-
M B s3] 19 49 X ()44 R'=OCH,R*=H; B=E=H; A# D
— AT M) A -CH,-NH-CH,-F 4, AXRBTFTATHF PE_RAALEHEL TR
-CH,-NH-CH,-# lc 55 4-mbo F R SR 5L, #]&ARMALEH, MS m/z:770
(M+H)".

B 26
K(MWeb#: R'=OCH,, R*=H; B=E=H; A #= D —A&#)R-CH, N2
¥ % -CH,)-CH,-
M Bk T34 19 8 X4 R'=OCH,R=H ; B=E=H; A # D
—ALH) B,-CH,-NH-CH,-FF %4, 1£ = LHA £ F42-CH,NH-CH,-#) 5 2-vib
T RRRAE, FEATAEH.

534 27
X(UDMA4: R'=0OCH;, R%=H; B=E=H; A #= D —#&# K-CH,NH(3-
2 J-CH,)-CH,-
M kit Fae45) 19 89 XIM)LS4:R'=0CH,R*=H; B=E=H; A # D
—ALM) %,-CH,-NH-CH,-F 4, 7 = LW A/ T44-CH-NH-CH,-89 e & 3-v1t
W RRARE, B EATAS.

%764 28
X(yt-e4h: R'=0OCH;R’=H;B=E=H; A #2 D —#2# -CH,-N(4-"£o

-CH,)-CH,-
Mk F2364) 19 84 X([Iy44 R'=OCH;R>=H ;- B=E=H; A # D
— A2 M) A% -CH,-NH-CH,- 7 44, £ = Tl f £ F1£-CH,NH-CH,-#5 & 5 4-&,
VSRR, )it s4.
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£ 34 29

X(HMWeé4: R'=0CH,R=H;B=F=H; A=D=-CH,-O-CH,-#¥z
29a.  PhCH,0CH,CH(NH,)CH(NH,)CH,0CH,Ph

A 3 7% % .79 B (Aldrich/4&4% EI Amin, % £ J. Org. Chem. 44:3442,(1979)
F ¢ 7 ik £ DMF ¥ 5 84 AeF 28 B E L 1,4- = F BAL. ARIE E44) 10
B ac 8k, RAEM 14 —FE-NH#FRNOBAKETE 10a 69 8,
4o B 10b F= 10c 4975 %5854, FRARENREY.
29b. X (IIYe&4:R'=OCH,R=H; B=E=H,; A=D=-CH,-O-CH,-¥3

ARIE L) 10 FH df #F %, R L& H¥%4E PhCH,OCH,CH(NH,)
CH(NH,) CH,OCH,Ph X435 ¥ 10d A ¥ 28-23-T =&, #|&47840E4.

5k #A45] 30
A(M{t44: R'=0CH,R’=H;B=E=H; A=D=-CH,-OH
M EE T34 29 ¢4 A(IMYeé4R'=0CH;R=H; B=E=H; A=D-=-
CH,-O-CH,-R % ¥4, # PA/C AAETEAKREFE, #&HRANEY.

£ 31
X(ADHAH: R'=OCH,R’=H;B=E=H; A=D=-CH,-O-Fj
M bk k4] 30 69 A4 :R'=OCH,R*=H ; B=E=H; A=D=-
CH,-OH # %%, 4 Mitsunobu & T4 (MK A # D)4)-CH,-OH & X & .
Z A DEAD B EL, H&ARfa-4.

34 32
AdI)e44: R'=OCH,R=H;A=B=H; D #v E —#&#)&-CH,CH,CH,CH,-
ARIE T 30 FE, RAM 1-835-1-30 8K T B8R (Aldrich)y K% 2-(R)-
2H3-RA-1-AE, BIIFALEY.

544 33
A(ye4-4: R'=0CH,R=H;A #= B —#2# &-CH,CH,CH,CH,-, D=E=H
ARE 36 5tk RAA 1-RA-1-FR KR FEE(Aldrich)R % #H 3k
5a #9(S)-2-RA-3-FA-1-R B, FIARRAMEY,
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3.4 34
X(Iyt44: R'=OCH,R=H;A=B=H; D #= E —##)m%-CH,-O-CH,-

34a. 3-BAE3-AATFARERTH

Z(BEETH)FRE(Aldrich) 5 =& TR —# BB A = LHER LT E] N-
BOC-Z(£AFR)FE. #hoMmE | Y ETHBLARNZ CHEAEFE
3-(BOC-HA)3-BA FARLKRTI. ZHAEWRIELZHEY I FRbe ddF
AL B ARAAL AW
34b. X (UIeé4h: R'=OCH,R’=H;A=B=H ; D #= E —##J5&-CH,-0-

CH,- |

BB EZHP) 3 T £-h 95 %, REA TR 34a P RBER)-3-K

K-1,2-AB, FEAAALE. |

L4 35
K(N44: R'=OCH,R>=H;A=D=E=H , B=-CH,CH,-¥%&
B EHH S FE, REAAGS)-SFEARRAMREELA LiAIH, /R &
Aldrich 73 3]#9(S)- & A A R R B &)REF K 5a #9(S)-2-AA-3-KE-1-H
B, 1FRAFALEY. MS m/z742(M+H),

%A 36

X(UYta4: R'=0CH,R*=H;A=D=F=H , B=-CH,CH,CH,-¥%
36a.  2-(R)-&JIL-5-F 3K B

¥ ()-2-BI-5-F K RBE(35g, B 64 40a FB)NAFAKGL)T, @it
B TN 8 8AL4hiaziflY pHE 25/, A IMBBREH AT EpHSE . F
B 45 C T4k, %A E 40 C, A L-R LB A4 (Sigma, 0.7
#43/mg). R BRAMERFBALTFTHMHE2 A, ALZETHRAERSWRE
% 500ml, % pH £ 5, KERR., ZWRAETE- KT E4 5521732
AR
36b.  2-(R)-RA-5-F A KB

FEFEEM T A LIAIH,E B 53 36a #91L-0-MF 2| 47481054
36c. A (Iyk44: R'=OCH,R*=H;A=D=E=H , B=-CH,CH,CH,-¥%

AR L] 5 55 sk, AR A F K 36b 49 2-(R)-RR-5-F A BT
B& 5a 69(S)-2-RK-3-FHK-1-R 8, FIARALSY. MS m/z756(M+H)",
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F ) 37
X(yb4-4: R'=OCH,R*=H;A=D=E=H; B=-CH,-O-CH,-%%&
37a.  1-N-(CBZ)-2-(S)- =& &£ -3-O-F L A

#& Kotokos,Synthesis, 299-301 A& &) R g 44 T £ A& N-BOC-O-F k-
D- # £ 8% (Bachem)#F 2] N-BOC-O-F JK-D-# 285, &G HIRE K &6
10a-c 8 7 sk kL BRAT B\ A0 5L o) B, Bt AL A F BB (CBZT A 4, I3 BOC
A A F R AT A,
37b.  X(My44:R'=0CH,R>=H; A=D=E=H; B=-CH,-O-CH,-%%
ARIE TS 10 T8 d-F 895 %, B LR FROGWREREFRE 10d 7K
#-2,3-T =B, #&AFHAE4. MSm/z:758(M+H)".

=345 38

K(UIM44: R'=OCH,R*=H;A=D=E=H; B=-CH,-CH,-(4-OCH,-¥%)-
38a. (S)-%-O-F &8 A8

EFFRELEHTA LIAIH, £& D-5-0-F AR A (HRE Melillo ¥4 J.
Org. Chem., 52:5149-5150(1987) ¢4 7 % #1445 2| 470 4L &4
38b. X (MMMW44:R'=0CH;R*=H ; A=D=E=H;B=-CH,-CH,-(4-OCH;-%

#)-

AR L) S T E, TR 38a iR KRBT R Sa 65(S)-2-RK-3-

FAE-1-RBF, FRAFHEEY.

F 64 39
K(AME4: R'=0CH,R’=H;A=-CH,CH,-%%; B=D=E=H
RIEFEHH 5 6973, ARAR-HFEAAAFGETA LIAIH,ERE
Aldrich 2] 8 (R)-& X & AR H) &)RAF &K Sa 69(S)-2-RE-3-KHK-1-8
B, 334 A Y. MSm/z742(M+H) .

L] 40
XD 44 : R'=OCH,R*=H;A=-CH,CH,CH,-#* %, B=D=E=H
40a. (2)-2-BHA-5-FEKHE
¥ 1L AKTEE P OBEE B B = LEEQ209)E R A T Ar At
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8438 1T 4H (24 R R K TER(S00ml) F $1 &0 £ LB P ) TLEFAH. RAL
RAWERAUT R 30 947, MEAAN 13- FAAK. R REHE
iR, AHEFTR, $RFAETHRIEN. ERAY T NRER, F
B RAMER 14 BT, AR KERR UREE, ERKATAENT
Bl R AR AR £, @i A KA RADE pH A £ pH7-8 . #id
ik, BRATFTRAATE-KE L RICRAFAANLSH(150g). m.p.255-257
‘T, MS m/z:194(M+H)".
40b.  (+)-2-BHE-5-F A KB
BEAFAEM T A LIAIH, £ B F B 40a 691000 #F B AREAL G4
40c.  X(UIyk44: R'=OCH,R’=H;A=-CH,CH,CH,-%/%, B=D=E=H
AL LB 5 055, RZA T 40b ¢9(3)-2-RE-5-F A KBEREF
B 52 69(S)-2-RA3-F A -1-B 8%, i@ i 63855 B FMRF I RS Y.
MS m/z:756(M+H)".

57 41
K(#e4-4: R'=OCH,R’=H;A=-CH,-O-CH,-#%%; B=D=E=H
HIE LY 37 95 %, RAZA N-BOC-O-F £-L- £ £ 8 (Sigma) K&
N-BOC-O-F & -D-# 88, #&AxMs4. MS m/z:758(M+H)".

5 A 42
K(YtA4: R'=OCH,R*<H;B=D=E=H; A=-CH,-CH,-(4-OCH,-¥ )
42a. (R)- & -O-F KB AA

FEARALEAT A LIAIH, R BRR)- & -O-F A B R BRARSE Melillo F4¢9 J.
Org. Chem., 52:5149-5150(1987)&) 7 ik %) & )45 2| 378464 .
42b.  X(Ift4-4s: R'=OCH,R’=H ; B=D=E=H;A=-CH,-CH,-(4-OCH;-
FA)
WAB Z) S 5%, AR 42a AR TR Sa 69(S)-2-8K-3-
FE-1-RBEE, ALY,

% 6.4 43
Aft4a4: R'=OCH,R™=H;A=B=D=H; E=-CH,CH,-3#7X
MR EL 3 HFE, RARAR-F-ALNABGEIAFEEMTA
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LiAlH, /& & Aldrich #32]#3(R)-&- XA A RZBASHHE)VRE TR 3a 4
2-(R)-Bk-3-F-1-A 8, FRAFAMNLEY.

A4 44
K(UDt44: R'=OCH,R=H;A=B=E=H; D=-CH,CH, ¥
I EH 3 WAk, REAACS)-S-AARAF@ETEAFERETA
LiAlH, i & & Aldrich #33]65(S)-3-F A A RBAL S W HRABF K 3a 19
2-(R)-EK-3- K K-1-R 8, FRAMLESH,

x4 45
K(ft44: R'=OCH,R*=H;A=B=D=H; E=CH,CH,CH, %%
AR EP) 3 69 F ik, R H)-2-BA-5-F I RBR(A FE#H) 40b F )
EYRET & 3a ¢ 2-(R)-BA3-FA-1-A%, AEEES BT ORME,
FE AR

L4 46
A(Ie44: R'=OCH,R’=H;A=B=E=H; D=-CH,CH,CH, %%
B T 3 8k, RAEA 2-(R)-FAA-5-F A REE(E E£HH) 36b F
&)V AF K 32 ¢ 2-(R)-RAL-3-FA-1-R8E, #IEAFANLEY.

LA 47
A(MyeA4: R'=0CH,R=H;A=-CH,CH,0 £#; B=D-E=H

47a. N-a-Boc-L-Z-# 8B F 85

#3E Kokotos, Synthesis,(1990):299-301 ¥ #hik )75 ik d AR k@ F
¢ N-a-Boc-L-%A &£ Bk a-F 8. R FTHTBE. N-FRDHhFMIINHE
AL
47b.  4-FK &3 -2-(S)-Boc- BRI T B F B

A0 CHAZLEIBR —HK BB (DEAD)A # & THF ¥ #) N-a-Boc-L-&-
2 BEFE . AR AEBER ATRTHRHS 2 IHE, WIRER
At , P EERR ik ik b4 T 4. (A Organic Reactions, 42 %, John Wiley
& Son, Inc, 1992).
47c. 4-FFRIK-2-(S)-Boc-R A T-1-8F
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0 CHEAvsE4aten e THF 69 d1 5 5K 470 15349 4-FKAIK-2-(5)-
Boc- B A TEFEMHER T, ¥RARSWE R 05 IoF, &HE
AAGRE, AL FRGEMEEER EENK, ATE TR
B RAMA LB LESHAE, MR TIR., £2i3EE, AEHREIEN,
B BERR &8 i A 4
47d. 4-KRHK-2-(S)-RHAT-1-5%

Wit = rB I e AL R R MR A B TR 47c 1334
4-FF I -2-(S)-Boc- R A T-1-BE 9 B A KPP EH. (AL T.W. Greene #=
P.GM. Wuts , A HEAR T e94RkF K H, F 24%, John Wiley & Inc., 1991)
47e. F% 10 #9444(22): R'=OCH,, R>=Bz ; A=-CH,CH,0 ¥3&;

B=D=E=H; Y=0OH

MIE TG S FPRANFEHELSKTLEFH 4-KEK-2-S)-8AT-
1-B8 Aol A-40 (8) Hl S ATH LA
47f.  F % 10 #9164-4(20): R'=OCH, A=-CH,CH,0 ¥4 ; B=D=E=H

ARIE LB 5 P RA G F ik d 47d 1L H SRS,
47g.  X(Ipt44: R'=OCH,R=H; A=-CH,CH,0 ¥#; B=D=E=H

ARIE LA S MK B F ik & 4T AL S H)-E K H| 47 K9AFHIESY.

L) 48
X(IeA4: R'=OCH, R*=H;A=-CH,CH,NHCbz ; B=D=E=H

48a. N-a-(S)-Boc-N-g-Cbz-2,4- — &L T B ¥ B

Yo R AR A RN THE F4 N-a-(S)-Boc-L-A LA a-
FEERT, WGP EREA 2 DR, mAFE, FREZRSYER 1
DB, AR BRI,
48b. N-a~(S)-Boc-N-g-Cbz-2,4-— & & -T-1-BF

£ 0 CHEMA4Z4E A THF F &) & 3 48a 15549 N-a-(S)-Boc-N-
g-Cbz- — B A TR FEGHFERT, ¥RALRESHD AR 0.5 1, %
ERAGBE, MALHAGELELAREESRK, EERTHRFL
R, BERAWA UK LEHE, AREMATIE. £dEE, AR EE
fl, R AL &kl T4,
48c. 2-(S)-4-N-Cbz-— R T-1-B%

Bt A A= Rl T A BB B EY 691 R B TR 48b F B0
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N-a-(S)-Boc-N-g-Cbz-2,4- — £ k- T-1-B ¢4 B AR K A, (5L T.W. Greene
F= P.GM. Wuts , A HE AT 69547 K H, F 288, John Wiley & Inc., 1991)
48d. FE 10 #94L44(22): R'=OCH, . R’>=bz ; A=-CH,CH,NHCbz ;
B=D=E=H; Y=OH
RIS AH 5 ¥k B E B ESK T T ¢ 2-(S)-AH-4-N-g-Cbz-—
AR T-1-B A7 £ 3 69 e M@l & Artiie o4,
48e. F % 10 #944-49(20): R'=OCH, A=-CH,CH,NHCbz ; B=D=E=H
WAE A 5 FRE G TR 48d B9 LS Bl EATRAEH
48f.  X(IIMt44: R'=OCH;, R?=H; A=-CH,CH,NH-Cbz; B=D=E=H
AAE E Y] 5 THENHT HR TR 48¢ 1L H EATARNLE.

4] 48-A
K(ft44: R'=0CH, R=H; A=-CH,CH,NH,; B=D=E=H
FETEEYH PA-C AET, Wik 48 A RH 4R EH.

F 64 49
X(ts4s: R'=OCH, R’=H;A=-CH,CO,Bzl; B=D-E=H

49a. 4-#35-3-N-(S)-Boc- 84 T B F B8

#&4% Kokotos, Synthesis,(1990):299-301 F 4% 975 i oy f£ 79 &k Ao
%8 % #9 N-a-Boc-L-X L5 8% g-F &5, AFHRTE. N-TREDkfmal
) FATRA AW
49b, 4-F 3 -3(S)-R I TR FE

Bt A= IR e R R EZRY 6Lk L i TR 49a 1524
4-# K -3-N-(S)-Boc- BHA T F B ey R AKY AH. (AL T.W. Greene #=
P.GM. Wuts , H#A Tty & H, % 2%, John Wiley & Inc., 1991)
49c.% &£ 10 #41& 4 (22): R'=OCH; , R’=bz ; A=-CH,CO,Bzl ;

B=D=E=H; Y=0H

AR R S PRHAG T EOAESKTH P 4-2E3-S)-BRATRF

Sy £ 3 S8 HI B ARAIL 4.

49d.  F % 10 #94L4-4(20): R'=OCH, A=-CH,CO,Bzl ; B=D=E=H

ARIE A S P REE G F  dr IR 49d K9SBl SATARIL S
49e. X (IML&4: R'=OCH,;R’=H; A=-CH,CO,Bzl; B=D=E=H
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AR A5 5 P A5IR 6G F ik by IR 49d ¢S B S ARRRAL S .

%A 49-A
X{II44: R'=OCH, R’=H; A=-CH,COOH; B=D=E=H
AEUBTHPICHET, BEEY 49 FAHEFLNLED,

% #64) 49-B
N()44#: R'=0CH; R’=H,; A=-CH,CH,0H; B=D=E=H
#4%8 Kokotos, Synthesis,(1990):299-301 ¥ #bi& &7 % h £ w9 Sok iAo
VB O 4G L) 49-A 694LS . RTBLTES . N-TF A Dokfo sl Sibah %l &
AR .

%364 50
A(L44: R'=OCH, R=H; A=-CH,CHNH(4-#"Z&); B=D=E=H
& L) 48-A . 4-F LA CuO K CuBr-K,CO; & 70-90 Chafhit &
HEIFHAAY. WRERSHE LR UBFRZ A S8, AHALRHE
Bk —R, MBRfRBEAARE. RAAREEEEATY.

A4 51
K(ys4h: R'=OCH,R*=H; A=B=D=H; E=-CH,0H

5la.  12-—AH-3-A5

F% AL BB (Aldrich) s = T8 4. BRI LRR B, 155|6910
L B S AN A T BEAL IR, G ST RAFAL S,
51b.  A(IDft&4: R'=OCH;R’=H; A=B=D=H; E=-CH,0H

HABEHAS] 3 FH th 95 %, AERFERY 12— 853-REKA
12-R)-ZHL3-F A AR, #EHFANSH, B EEES B ETmK,

%34 52
K(yL44: R'=OCH,R*=H; A=B=E=H; D=-CH,0H
J &35k M L5645 51b 693kt B KR A b 5 BiLE4. MS m/z: xxx
(M+H)",
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x4 53
K(MH44: R'=OCH,R=H; A=B=E=H; D=-CH,NH X ¥ &%
R T 8RR A TEA 32 L 44] 16 LeHw &ibad.

364 54
X(lyt44: R'=OCH;R’=H; A=B=E=H; D=CH,NH ¥
AAEPHFHRATE. NaCNBH,F LRAZTRTAEEES 16 ¢34k
S & eH,

40 55
X(Me44r: R'=OCH,R’=H; A=B=D=H; E=CH,NH X¥&t&
R TF BLARA TEA S 4] 15 9L HH EeH.

L Hp) 56
K(Mpe44: R'=OCH,R=H; A=B=D=H; E=-CH,NH ¥%#
AAEFEPHETE, NaCNBH, LM A TR TRELAES 15 4L
L& e,

x4 57
X(Yt44: R'=OCH, R=H;B=D=H; A=E=(4-F)THFHE

57a.  (R,R)~(+)-1,4-3-O-(4-8F £)-2,3-T —f

AAB L) 10 T a-c 195 %, RRARR)-(H)-1,4--0-(4-RF ) -
D-7 £ BE(Aldrich XA M 0 36-2,3-T —B%, #3414,
57b.  X(A#:R'=0CH,R’=H; B=D=H; A=E=(4-F)FRTA

FRIE T4 10 TR d-Fo9F ik, B S7a ) e RBF K d A iF4e-
2,3-T=F, #l&AFMned. MSm/z:946(M+H)' .

L] 58
A(DA4: R'=0OCH,R’=H; A=B=E=H,; D=-CH,N(CH,)-¥#*
R ETE e FE. NaCNBH, o L8 A I8 T4 M L3440 54 09105
) B AT A . MS m/z:771(M+H)".
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A 59
A(es4: R'=OCH;R=H; A=B=D=H; E=-CH,N(CH,)-F#
AAFE T TE. NaCNBH, f» CEUE F IR FAIFELHES 56 691045
W #) &AL,

=364 60
X(fes4: R'=OCH,R*=H; A=B=D=H; E=CHNH-#¥j
#£ Mitsunobu &1 F /A Z % L. DEAD Ffe R ® E564) 51 44104
&) B AT

F 4] 61
X(#L44: R'=OCH,R’=H; A=B=E=H; D=-CH,NH-Fi
#£ Mitsunobu &4 F R Z X4 . DEAD Fe 4 B Ka4] 52 6944
A ) S ARRAALA

) 62
AL s4: A=4-FERAFARTFE, B=D=E-H, R'=F&a%, R=H

AL LA S 695k, AR)-2-BEA3-@-FEAFEL)1-ABKAET
% Sa 69(S)-2-E L -3-FA-1-A8, TR 5b-Se 655 H &, 1FRIAFA
a4, MS m/z(M+H)":788 .

(R)-2-8K-3-(4-F EAFEA)-1-ABEH &0 T
F 9% 62a. 4-(4-FRAFREP)FTA 22— FE[NI=RAEHLAK

EASBRETHRAT, ABEEALE 10 24ARFHLEZIGR)-
(-)-1,2-0- B F A AR H (A HRAR)4-BRAFTE22- —FA[13] =R EIRAK
%, 4.0ml, 31mmol, Lancaster)n A\ S 4040 (1EH 60 % & b &iF &, 1.3g,
32.05 mmol)& DMF(30ml) ¥ #) &if k. WRA4hHIH 15 54F, BHREE
B, B THF(SOm)##&, HRAMBERSHZ 0T, A4 FAREFELG]
mmol). BAWETRFHHE 16 I8, REBELIAKRTLERE. RAR
SR LB LERR, SFNANERKfL Kk, RAHEBRATHRPE
wFiRGE . FFRFFHASY(5.82). MS m/z(M+NH,)":270 .
$ % 62b. 3-(4-FT AL FEL)R-12-—8

%) 42 FEE(100ml) P 9 3k 62a &9 7 (5.72g ,  22.7mmol)F Ao Ast F K
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B (500mg » 2.63mmol), RAMEFTRTFTHHE 22 N, EAAK(Sml)
B, RAYFII 24 10, BREER, AftE1: 1 oEBEAM: 3
Ko B4y Z 16 4-Be, HMAGARBMTIR, ATKREFI Fhhky
((4.82g)MS m/z (M+NH,)":230), ¥ H H#& 8 FTF—F K.
PR 62c. 1-RTEAZFRF A RE3-4-FRAEFAK)-2-RE

A 0 TT @& F 5k 62b # 75 #(4.63g,21.8mmol)F=2k>4(1.65g,24.2mmol) F
MARTRE-FRAFTHRAR, RASHHHE 20 04, REOWEZETHIE
24 NBY, MG R CBRTEEIRIR, SSFMAMER KAwthiKokik, FEER
TR f B RGP FLATAASW(7.03g), BABATT—F%. MSm/z
(M+NH,)":344 .
62d. 1-BRTEA-—FEAFAERAL-2-FABREAI-G-FEATELARK

F-10 CTFRAZATHE T HF B 62c(7.0g,21mmol) i * #fe = LA
(52mmol) F n A P B A R (43mmol), WA RSHHEH 1| I, REAEZ
BTHE 10 04, AEBREEN, Ko LR UEBERKZE 458, A
R By ) K Am 3 K s i, I ARBR AR T IR Ao L 2 R4, 15 2 AR MLIL-5-44(8.0g).
MS m/z(M+NH,)":422 .
P 3 62e. (R)-2-%& A H-3-(4-FRAFAI)-1-AAF

A 50 CTH IR 62d #9144 (7.98g)5 & b4 DMF(60m)F #
#, MEKRERELENE 85 C, RbMBEH 24 JoF., AKPILRE, Bbo
W LR BRI, S F A ME R Kfeth Kbk, MARBNTRAALT
Reyg, BAeWAETRTAAE THFQOmI) P 6 AT T A42(20mmo) AL E 16
I, ATREER, BAMAE LR LB RZ P48, A HRIRY A K
Fodb K&, RMABAHTRAFALTRE. ReMAMKEEERIL, AS
HIGAF 0 LR L BE 6 A B, 15344710 4-4(3.03g). MS m/z
(M+NH,)":255 .
F I 62 (R)-2-FIK-3-(4-F FUOLFHA)-1-A 8

58 62 #9105-4(2.98g,12.6mmol )@ EAK/THFL : 9 F, 5=X
A B(19.8g,75.5mmol)—A B ALK 24 DB, TREEN, REDHERE 10
%A KEEEE —SATY . BRA LEsskk, MU RSB ITamIt E pHIO ,
FEE Y o B A4, B RAFREK. AMARA KR Kikk, BASEMT
B be AL R, AF B AFRALAH(2.295¢). MS m/z (M+H)™: 212. L& 47,
HEAE: CyHNO;: C,62.54:H,8.11; N, 6.63; ERMA: C, 62.66; H, 7.95;
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N, 6.47.

% #4563
X(Mesd: A=4-FE3FH, B=D-E=H, R'=FHRHE, R’=
EFEBRTRAEA-RTRETH=ZRATHAETLAG 62 404 20 &
b, MG AR &SR, F&4TRNA. MS m/z(M+H)":688 .

%3645 64

X(MYeed: A=4-FHEAFH, B=D=E=H, R'=FHIK, R=H

MIE L) S 9FE, REMS)2-RE3-@-FREFXR)-1-AHAE
3 5a 04(S)2-RA-3-FE-1-A, A 19:5:4:5 4 T K :DMF:THF KX
LR IKER), RIE T 3K 5b-Se 095 i H & 54, FEAAFM LA, MSm/z
(M+H)":834 .
F ¥ 64a. (S)-2-RA-3-(4-FEAEL)-1-AB

£-10 CF A A& THF(50ml)¥ # Z A K A £,(13.60mmol)F= N-F &)
9k(13.64mmol)4t 3. BOC-O-F 3 -L-8 £ 8 (5.0g, 13.46mmol, Bachem)10 %
4. i RAY, HFIERIERA 0 Chen NaBH(2.1g,55.5mmol)d)Kis& . *
e 0 CHIE 0.5 8, ATETHM 15 040, MERARERITEHE
e E 4 pH2 . BASWM LM TERIK, LAKGRITFRE, ARdhami
WAL, A EBEE/Dk(AM , 30ml), BAMpILIF 45 54F. RAA A KA
B, MERBBAEIL, ATREERN, SKERAAGRIR, AR
Bk, AABMTR, k&, SEFAZREIENFIFENESY.
AE S, T C HNO,: C,74.16;H, 7.47; N, 5.41; 5 RE:  C, 74.13;
H, 7.74; N, 5.25. MS m/z (M+H)"; 258.

LA 65
XAMeo4r: A=4-#AFHK, B=D=E=H, R'=F&HE, R=H
AFETHE 10 % PA/C HBLR AETFTAELEY AL LS 62
#i oy, (G AR ik ik sl , $-&ARLS . MS m/z(M+H)":744 .
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345 66
XY t-dh: A=S-F#ETFHE, B=D=E=H. R'=FHL, R>=H
AR FHA 5 00 F E, RAEM(S)-FE-L-FHEABE(AldrichyR A 3K 5a
49(S)-2-F Ik -3- K H-1- A BF, ARIEH I Sb-Seth ik H& T4, FEAFRANL
A4, MS m/z(M+H)":774 ,

F ) 67
X(Yes4: A=3-w1R4L FHX, B=D=E=H, R'=F&AE, R=H
4B A 5 95 %, REAMR)-E R (TCHARB K 5a 49(S)-2-R%
3- K R -1-7BE, ARAE IR Sb-Se H R R & S 4, FRARMAML S Y. MSm/z
(M+H)*:767 .

| 53641 68

A(MYedd: A=4-(FEAFKARIH)FTA, B=D=E=H, R=FHLR>=H

HAE ZH 5 F ik, RAEMA(S)2-RA3-(U-(FRABARLERK)-
1-AEAEFR 5a 69(S)-2-RA-3-FA-1-A8F, #/ 9335 ) TH:
K :DMF:THF K% ZH/ACE R, RIEF I, Sb-Se 645 x4 &5, T34
4. MS m/z(M+H)" 877 . (S)-2-RA-3-(4-CFRAEAFIR)EEL)1-A
BE Ao A A8 i L) 64 PHRIEGGF ik H S, RAEM N-BOC-p-CBZ-&
#L-% A H R B (BachemyX % BOC-O-F A -L-BRB. LESH, HHMA
C,H,;)N,O, : C, 67.18; H, 6.76; N, 9.22; FE&{A: C, 67.37; H, 6.80; N, 9.05.
MS m/z (M+H)": 301.

5 #4) 69
X(UIeA4: A=4-Ek X ¥X, B=D-E=H, R'=F&JH, R=H
AR EHA S 95k, REZAS)-2-AA-3-(4-E4 ) 1-RBECRAITA
ik, iBiTiF RARIE Hsiao % /& Synthetic Commun., 20:3507(1990)% 7 ik )
&4 BOC-(4-E= £)-L-BAE, MEHRE BOC AAHMNEVKEFR Sa ¢)
(S)-2-R A -3-KH-1-H8, RE T 5b-5e 695 5 41& 54, FHBAFAALE
4. MS m/z(M+H)":735 .
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F 4 70
RAeA4: A=4-#F 3, B=D=E=H, R'=FHR¥, R=H
B T S 4 F ik, RAEAR)2-AAL-3-(4-# X 3)-1-RHECRA A7
ik, @itk B BOC-4-#t-L-3K & % £ 8 (Bachem), F/EMR% BOC A H4#
BYRA B Sa 84(S)-2- R -3-F A -1-A8F, &/ 4.5:1:5 69 LA 7K DMF X
B LR RER] AR 3R Sb-Se ) F ik B & M, FRAFMAE Y. MSm/z
(M+H)*: 854 .

F A 71

KAWL A¥: A=4-fF§H4, B=D=E=H, R'=F&EL, R=H

AMIE TS S HFE, RE2AR2-AE3-E-AFL)-1-ABEKRETR
5a t9(S)2-RE-3- K A-1-H8F, RIB T Sb-5Se 097 %k H &7, FEAFAE
a4, MS m/z(M+H)*:776 .

T 71a. (R)-2-AK-3-@-AFKH)-1-A%

1 0 'C &7 T DMF(50ml) ¥ #) N-BOC-L-£ £8:(10.25g,50mmol) ¥ 4w
ANEACH(4.1g,110mmol), £ AR BFIEE, Ao 4-AFKE(55mmol),
B RA4 e 0 CHAE 5 e, AAKAOm) PR E, £ 50 CTAZRE
B . HAWIEBANKQCOOm) T, A TEsE. KA LM E PH2,A
TR LES IR BURE., A A AU A KA S Kk, AR T IRIFR
FIER, BRI EEG) 6d4a 09 F kA EFBAFMAEY. MS miz
(M+H)*: 200 .

) 72
X(ea4: A=3-fFFL, B=D=E=H, R'=F&HL, R>=H
AR T 5 5%, RARR2-ALI-G-ARFEL)-1-RABERB TR
5a #9(S)-2-8 4 -3- Kk -1-ABE, HRIEF I 5b-Se 097 L 41& 540, FEAFA
A, MS m/z(M+H)*":776 . (R)-2-8Ik-3-(3- A FH)-1-ABFARIE 564
71 F 414, RAR -AFLERHE 4-5F K2, MS m/z(M+H)":200 .

3645 73
XM 44: A=2-f¥HHE, B-D=E=H, R'=FHA, R=H
AR T S G %k, RRAR)2-AL3-C-AEE)-1-ABRE TR
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5a #(S)-2- Bk -3-F &-1-A B, RIEF B Sb-Se th 7 EH&74, [FE44
A4, MS m/z(M+H)"776 . (R)-2-RA-3-(2-RAEK)-1-A BEARIE 5% 76 6]
71 t9 7 k8%, AR 2-AFEBAE 4R FAE., MSm/z(M+H)":200 .

F ) 74

X(b44: A=B=E=H, D=4-fALFHILFHE, R=FHAHK, R=H

B £ 3] 3630 ¢ F ik, RAZMA(S)3-G-FAFARIA-1,2-—EAH
TR 36 1,2-Ry-=—AE-3-REAFK, #&F784L404. MS mz M+H)"
783 .

(S)-3-(4-REF X)) AK-1,2- 2 e h] & T :
V& T4a. (S)-4-(4-RAFHE)FA-2,2-= F E[1,3] = R K%

BABBETARRATY, AHBRE A4 A EH L 753 49(S)-a,p-
T F & & Hd(2ml, 16.12mmol, Fluka)(4.4k 4 4-# K F 4-2,2- = F X [1,3]=
IR, VA EAMES 60 %4 HimEiFi&, 0.73g,18.29mmol)fE
DMF (30ml)F 9 &%y, HRsditd 15 o4F, AL A DMF
(Sml), £ 5 2-4F 4 #RA Y F i DMF(10ml) ¥ ¢ %k E/F2)4d 4-RAE
F14£(2.98g,15.2mmol), MERKERSHERETER. 2 PIHE, RA
RAMERACEERF LB LESZ A 48, KK TR TERIR =K, &
FOHVERFEBETRPATRSE, I FEHRY. BLTAREARK
&, 3%k ( LB OBE-TIR) 0 B shATH AL G4, EWHHIKRW(3.27g,87 %). MS
DCI, (M+H)/(M+NH,)'m/z:248 , 265 .
F I 74b. (S)-3-(4-FAEFEHA)H-1,2-—8F

F I, T4a 49 7~ $(3.27g,13.22mmol) ¥ & 2/1(v/v)THF-10 % 3£ BE(30ml) F
ATRTHIES 2 Iot, RERSWER K LR UEZE 56, A VAR
RABAET R, ATREFRMTHERBRY, $HABEATT—HR.
MS DCI, (M+NH,)'m/z:225 . '
B ¥ 74c. (S)-3-(4-FHAFRIL)-1,2-X(FAauaL)Flk

¥ 53 74b &4 7 (13 2mmol)ia AR A ke (16ml) F , HFERAEKEG T4
. @R AARE H e FABAR(2.4m],29mmol), 1 MEE RS
10 % hEiAe 28 2B A B, KARR T8 TBSIREL(2X), A F A A
ER BT IRAA T RER3 A b Kkp@a.58z, 95 %), LHEBATT
—% %, MSDCI, (M+NH,)'m/z:381 .
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T 74d. (S)-3-(4-FAEF EL)1,2-R(ERL) AR

¥ 3 849 H(4.58g,12.6mmol )5 % £ DMF(50ml) ¥, e A& RAL48
(3.6g,55mmol). £ R AFHEH T 45452069 B R B (70-85 C)F Amikid
K, RERAMMEL 5 %HBAMPLBZA 5B, ERAFILAE,
KABJ LELARIR(3x), A-FF69A udh I ARBR AT 8k, k& £480 KA. A
LE(TSm#HE, Re#—PREURL LR, ERAZATT IR,
F Ik 7de. (8)-3-(4-REAFHIN)A-1,2-—fF

BEF B 74d 4% P Ao 5 % PA/C(0.373g), A A THA(3x), M
EREEBTHEANAA. £ 2 PEHEMA 0211g HLH], EHHEAKR. £
Bk 35 0 EtE, LR MR, AU IRRA R ARENS (23
89 %). MSDCI, (M+H)'m/z:232.

LA 75
X(IIHeA4: A=B=E=H, D=(4-(RTELEHFLELFEMFTHA, R'=
¥HHE, R=H

ARIE LA 74 09 F i, REA(S)3-G-(RT REHL)BRFRA)R-
1,2- IR ARAR(S)3-B-RAFEL)R-1,2- &, H&HF84Le4. MS m/z
(M+H)":887 .

(S)-3-(4-(B T B ) BEAF EA)F-1,2- —fe il &2 F:
H I 758, (S)-4-(4-BEF R FE-22-ZFA[3] AL AR

ERTE P A oA 438 R (D)-4-(4-RAFEB)FA-22- = FE[1.3]=
AR AI(15.2mmol, & _HiX H 3R 74a 15 2)), FH A Rk AR E R X ES-
¥ 8% - R K)ShALIF B ARG A4 . MS DCI m/z:252/269(M+H)"/(M+NH,)".
F B 75b. (S)-4-(4-(RTAHKAFI)FAL)FA-22-— FE[13]| -A&KK

RIS

AERT A RT A K B(1.42,6.52mmol )4 32 £ =k 47(25ml) F
659 75a H94A-4(1.49g,5.9mmol), & 45 S4B IFRIAFEAS Y. T
F ARG &k i (LB B - TR S A AF B AT AL AL 5 4 3 O i K 41 (0.94g,45
%). MS DCI m/z:369(M+NH,)".
H 3 75¢. (S)-3-(4-(BT REHBRAFARLHA-1,2-

ARIE T AetF] 74b 697 ik, AR FH 750 890 ARA R Tda 69105
&y, 4R Tac-Tde %1854, RBIFAILEY.
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EAet] 76

X ()44 A=B=E=H, D=(4-(=FER&IFHILFTAR=FFHE R=H

AR TEY ARALLR TG 74 6540464(0.46g,0.58mmol )44 F&
BAbh B R, SRR AR ik (R - T 8- FUK) LA B AR AL
A4, MS ESI m/z:787(M+H)". B&A F8(16ml)F= 37 % F &R (8ml)L
", BEBEAKAS T, £ 6 VB, FhANTEBERSBT). MERHK
(50mDAFB B R4 4, A3, AL £ 7K(100ml) ¥ ) R A4
(15.5g,0.39mmol ) A #tt, REWRGHIERETER, RIFIA. 7Y
B ARG E, SRR AAENTRAAZRE, AFHA
2°-OH #= 2’-OCH,OH #44, KA EMATE ¥, MEGRWHILI
F A S s h 2-OH . A ik BAR &8 75 (Bo £ AT IR )4 ALFF B A7 M4
#(0.0753,16 %). MS APCI m/z:815(M+H)".

LA 77
X(AMW44: A=B=E=H, D=(4-#=H)FELTFE, R=FHLX, R=H
AR T 74 05k, RAZAS)3-(A-m R FRA)A-1,2-ZAH
(S)-3-(4-RAF R A)H-1,2- 20k, H&AFMEH, (S)-3-(4-2e &2 F AH)
#-1,2-ZBeARIE B 74a-Tde 977 ik HlE, RAA 4 AT RARE TR
74a Y 4-BAFHEE. MS APCI m/z:759(M+H)".

F 64 78
X(Wes%: A=B=E=H, D=(Q-F)FALTFHA, R'=FHH&, R=H
ARAE TS 74 9 FFE, REBS)S3-C-AFEL)A-1,2- = BAA(S)-
3-(4-REAFEA)R-12-— 0, HEFENESM. (S)3-Q-AFRK)H-1,2-
ZRRARIE IR T4a-Tde Bk H G, RAEM 2-AFEAEABE T K 74a 8 4-
FAFREE. MSAPCI n/z792(M+H)".

F34) 79
X()kS4: A=B=F=H, D=(4-F)FEEFHE, R=FHHL, R=H

ARIEE A 74 69 F ik, RAEF(S)»3-E-AF L) HA-1,2- —BKE(S)-
3-(4-FAFER)YR-1,2-— 8, #EFMALSY. (S)3-@-AFRL)R-1,2-
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ZARAE T T4a-Tde 97 5 E, RAA 4-AFEERNKE T K 742 49 4-
FAFAE . MS APCI m/z:792(M+H)",

%34 80
X(ea4: A=B=F=H, D=CG-F)FHRIFHA, R=FHE, R=H
ARIEFEHB) 74 G9F K, REZM(S)3-G-AFAL)A-1,2-—BRHES)-
3-(4-RAEFARF)A-1,2-— B, HEHRALEH. (S)3-G-AFAA)A-1,2-
ZRRARAE IR T4a-Tde AF k4 E, RAM -AFEEARE TR 74a ¢ 4-
FEFAE. mp. 78-79 C. MS APCI m/z:792(M+H)".

34 81
X(ya4: A=B=E=H, D= #ZHK)FHREFE, R=FHHL, R=H
ARAB T 74 69555, RAA(S)3-2wA T AA)A-1,2- A
(S)-3-(4-FAFEL)B-1,2-—F, # &AL, (S)-3-Q-THE FAE)
A-1,2-—BEARIE H IR T4a-T4e 475 k414, RRR 2 A FAIRE TR
T4a 4 4-FEFRE. MS APCI m/z:759(M+H)".

53645 82
X(ANL44: A=B=E=H, D=(3-hZH)FHLTFTHE, R=FHHA, R=H
IE TG 74 $1F %, RER(S)-3-G-h AR T AKX R-1,2-ZBAKH
(S)-3-(4-AEAFER)F-1,2- B, $|&A7414L04. (S)3-G- AT ERL)
F-1,2- ReARAE T 3K T4a-Tde 695 i ¥%, RAR - R T RARRE TR
74a 69 4-RAEFHE. MS APCI m/z:759(M+H)*.

L34 83
XA AH:A=B=E=H D=(4- F £ -2 ) F AL F A R'=F &X R*=H
ARIE TP 74 895K, RAEM(S)-3-((4-F 255 ¥ A L)HR-1,2-
IR AR(S)3-(4-RAFRE)B-1,2- 28, HEARESY. (S)3-(4-F A
2-5k )P B E)A-1,2-—HARIE T IR T4a-Tde 095 A B & A AR 4-F A-
2k K PR AR TR 742 69 4-FAFHEE. MS APCI m/z:823
(M+H)".
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5645 84
X(MDytA4: A=B=E=H, D=(4-(FREFH)FORLTE, R=FH
%, R*=H
FRIE L) 74 455 3k, R R (S)3-@-(FRAZ L) FAN)A-1,2- 2K
KAE(S)3-@-FEFEL)F-12-28, &AL H. (S)3-4-(FREK
£ B R-1,2- S HARE IR T4a-Tde W97 B4 &, RRA 4(TREAKL)
¥ 48 RAG B 740 69 4-FRAEF AR, MS APCI m/z:816(M+H)".

% #.4) 85
X(MIYes%: A=B=F=H, D=(4-"s#K)THEATHL, R'=THHE, R=H
AR LA 74 95k, RAA(S)-3-(A-EH )T AE)R-1,2-ZEAH
(S)3-(4-FAFEK)A-1,2-2F, # &AM, (8)3-@-"Bo k)T AE)
A-1,2- ZBEARIE H B T4a-Tde 0377 4%, AR LR ATFRIARBIR
T4a ¢ 4-RIAEF . MS APCI m/z:809(M+H)".

F 4] 86
X (M)A 4: A=B=D=H, E=(4-tHA)FEATHR, R'=FHE, R’=H
ARIE T AN T4 4 F R, R (S)-3-(4-s R T AL A-1,2-Z BAKAH
(S)-3-(4-FAF ) A-1,2- =0, #E&EFAEH. R)-3-4- 1K T AE)
F-1,2-ZHARIE F B Tda-T4e 975 k414, AAA 4 A FEAANRE TR
T4a 8 4-FIEF AR F0 A (R)-o, B- T2 5 7 2 H i KA (S)-oB- B 57 R 2 H b,
MS APCI m/z:759(M+H)".

5= 7645 87
XAMWee4: A=B=E=H, D=(2-(N-"4#i)ZHH)FH, R=H
AR TS T4 87k, RAM(S)3-C-(N-"GH ) LRI T AK)A-
1,2- B AR A(S)-3-(4-RAF &) A-1,2- =k, #] &7 64 . (5)-3-(2-(N-
ok ) LB )T A H-1,2- 2 BARE T T4a-T4e A5 EHE, RAEAA
4-(2-F T2 Dok 3 85 H XTI Tda 69 4-FRF AL, MS APCI m/z: 781
(M+H)*.
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52 Ae45] 88

KR(Iyes%: A=B=E-H, D=FREFHE, R=FTHE, R=H

AR b 74 69 F kR, REM(S)-3-FREH-1,2- ZIRARHE(S)-3-(4-R
AFEA)®-12-2 8, #&ERRLEY. (S)3-FRAR-12-ZHRE SR
37a B E S S, boc RHABT A AR TN 1SN HBRETETL
I 30 4Pk, MEMA LRULIE, A4 KEABAAF A T E 58,
HAAR RSB 4ET IR, A 2 RGEF DA bR, MS APCI m/z: 758
(M+H)".

% #64) 89
N(IeA#: A=B=D-H, E=FRAETFE, R=FHHL, R=H
AR R 74 695, REAR)S-FREHA-1,2-ZHAH(S)-3-@-R
AFEA)R-1,2-28, #E&4FANESY. R)3-FAEAR-12-ZBRESR
37a i F 54 E, A2 N-Boc-O-F#-L-# 8 AXK. MS APCI n/z:
758 (M+H)".

9 341 90
X(44%: A=B=E=H, D=(4-FRE)FALTFE, R=FAL, R=H
IB A T4 5 ik, RAJ(S)-3-(@4-TF fA)F AK)R-1,2-ZAH
(S)-3-(4-FEF ER)A-1,2- 28, # &ML EH. (8)-3-(4-FAL)FRE)
A-12- T REARSE IR Tda-Tde 6475 544, RRM 4-FREAFRINRESIR
742t 4-FEFHE. MS APCI m/z:788(M+H)".

A 91
KA44: A-B=E=H, D=2-FFHL A, R=H

IR L) 74 K95 R, ROER(S)-3-FREE T-1,2- =B AKA(S)-3-(4-
AFEA)B-1,2-=8, #&EFELSY. (S)3-FRALT-12-—BERESTR
74b-T4e 6975 E 4%, RAM 4-F AL TA-2,2- = F X[ 3] = AR
FF B T4 4- B R T R22- ZFH[1,3]—REIRRL. MS APClm/z: 758
(M+H)".
8% 9la. 4- KA THA22-Z TR 3R

GAEZRFHESm)T 6 4-2ATK22-Z FE[L3]=RAETAK

101



10

15

20

25

30

(2.88g, 19.75 mmol A&4E Saito ¥ /& Tetrahedron, 48 : 4067(1992)F )77 i% | &)
-5 ALZ L BE(3.2ml,22.7mmol), ¥R AERE P A, EHi kR
W 4x(25ml) F 44 T R ek £(4.14g,21.Tmmol). TAJE, BB Bl 1 R
SEATERBIRETE, 5 KE, RARSMESIHF= 5 WEBRAMZ
W o-Be. KAaAEFRIR, SFHAMERNMREMT , AZTRE, AT
KRB BR ) Bk AR G R (LB LEE-T )44l #5329 b k4 (1.52g,26
%), MS DCI m/z:301/318(M+H)"/(M+NH,)". # DMF(6ml) ¥ #4 ¥ K s & fa
i 3% Ao 3] ¥ B 44 (3R i 4% £ DMF(3ml) *F # X B (0.59g,6.3mmol) Ao A f£
DMF(10ml) ¥ #4 £.4644(60 % & Hsh Bif&, 0.28g, 7.06mmol) & & + #]
Bykbmiaf., EEE, RARSME S WEBREMNF LR LEZR
e, KABF LB LB (xR, A A HLE R AT RAA T RE,
MS DCI m/z:223/240(M+H)"/(M+NH,)".

4 92
X(es4: A=B=F=H., D=2-(F&HK)T¥k, R=H

I TP 3830 WF %, RAMAGS)I-FRET-1,2-ZBRE TR 3f
8 1,2-(R)-—RZA3-FXE AR, $&FH4LEH. MS APCI m/z : 772
(M+H)".

(R)-4-F E A T-1,2-ZBARAB F 3, 7da 845 ik 61 &, REMS)4-£ET
H22-ZF A [1,3]= BRI AEAE(S)-a.b- 1 F AEHH, AFTRLRE
4-FHF 8, ARBE U 74b-Tde 95 EH & 5.

F 364 93

X(AMHs4: A=B=E=H, D=(4-FE-1-%HEH)FHX, R'=FTHHE, R=H
FB 93a. XAMSH: A=B=E=H, D=FFH%, R=FHL, R=H

ETEREALAAT O M 90 691846-40(1.88g,2.39mmol)E =R T
B(75Sml)F H9BR P A 11 24P A dAe = £ L BR(2.21m1,28. 7mmol )£ =R F
B(10ml) P eiEik. 4 0 mE, Bl S % EBREAHRS0m) T LR, 2
A, HIEMAARBMT R, ATREFIEZ4, LAREARESZR
15 - F B B K) AL 1F ) AR b4 (1.04g, 65 %). MS DCI m/z (M+H)" :
668 .
F% o3b. A(44: A=B=E=H, D=-F#BELFTHE, R=FRL,
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R>=H
fik Bt RAAATOFH 932 /A4 (0.93g,1.40mmol)E 2L (6ml)
¥ ek ¥ B AR 8 Ae W AEBE A £,(0.39ml,5.04mmol). 45 5HFJE, R
BAMERG e 5 % KB RAAZ 4B, KA BAFIRI(x), AH A
ERARQ)®E, AABMATRALTRE. BAVWERETRY, ATK
“(3x), FHMAELALSH, TABATFT—FE. MS APCI
(M+H)'m/z:746 .
¥ 93c. X(M44: A=B=F=H, D=(4-FHi-1-kEH)FX, R'=F
4, R=H
EFE 93b #9488-4(0.075g,0.10mmol) & LA (3ml) ¥ 65 55R& F, A
N- ¥ # 9&°4(0.110ml,1.0mmol, Aldrich), R&HAERKATEAmBKTE, K
EATREE, Mtk ik G g k(R R45-F - E0KRM), FRARENESY
(0.0197g, 26 %), MS APCI (M+H)'m/z750 .

5364 94
KX(MUL44s: A=B=E=H, D-N-FA-N-FEEATFTER=FHL, R=H
B 464 93¢ 897 ik, RSB N-FAFEAE N-FREE, $l&H
A4, MS APCI (M+H)Y'm/z771 .

5364 95
N(ADS4: A=B=E=H, D=N-SstiEFH, R'=FHHL, R-H
A L) 93¢ 497 ik, RAEMGaRAH N-FR%k%E, FEmalse
#. MS APCI (M+H)'m/z737 .

% #4596
X (yea4h: A=B=E=H, D=(1-%H)¥#, R=FHH%, R=H
AR EHH) 93¢ 895k, RAERRERE N-FRRE, &40
#. MS APCI (M+H)'m/z737 .

%34 97
X(MtA4: A=B=E=H, D=(NN-—FH)FATFHX, R=FaL, R=H
I A 93¢ M F ik, RAERZFERAHE N-TRA%RE, HE&47240
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&4 . MS APCI (M+H)'m/z723 .
5 #.47) 98

KD E4 . A=B=E=H ., D=F 4%, R'=94%. R>=H

£ ERAQUARATF @ E RS 90 691 449(1.88g,2.39mmol V£ = &,
Fhe(75ml) P &g ig i F A& 11 940 A i Ao = £ T % (2.21ml,28. 7mmol) £
—RFRAOmDY G E&E . 4 PG, BL#i S % #5854 (250m)
FuhRE. TR, AMERBEBRATR, ATREFHNA~Y. LA
AR & R (RAT- T B -8 oK) F B Az A L4 (1.04g, 65 %) . MS
DCI m/z (M+H)": 668 .

% 36.4) 99
A4 . A=B=E=H., D=4-FHE)FTELATE, R=FPH4, R™=H
RIS T4 8975k, RZRO)3-(FHRE)FEE)F-1,2-= kK
H(S)-3-(4-REFTAA)R-12- =k, HEHBLEY . (S)-3-(FHL)
FEE)R-1,2-—RETHE T4a-Tde O F 54 &, RRARAATETFAT
AARE I 742 69 4-REFER . MS m/z(M+H)":758 .
5 H#45] 100
X(ID44 . A=B=E=H. D=G5-=FHREFAX)FEAR'=F &4 R>=H
WIEFHG T4 G FE. RAREMAG)3-GS5-ZFEREAFAL)R-1,2-
ZREARE(S)-3-(4-AEFTEE)R-1,2-= 8., $l F4 B L4 . (5)-3-3,5-
ZFPAEFTAR)R-12-ZBARET R 742-Tde 9 F EM &, A ZM 3,5-
ZPREFREBRALTE 742 69 4-REF L2 . mp. 64-65 C. MS
m/z(M+H)":758 .

534 101
XML &4 . A=B=E=H, D=4-BF A4 X)FH4, R'=94 4%, R=H

WA FHB 74 5%, ARZM(S)-3-G-RFEB)R-12-— K%
(S)-3-(4-AEFTRE)R-1,2-— K, #EHRAALEY . (S)-3--AFLH)
A-1,2-—EARE TR Tda-Tde G T M &, AER 4R FRALRE S &
Tda by 4-F A FX%. mpl107.2-1085C. 'H
NMR (CDCl3, 500 MHz) d 0.88 (t. 3H), 1.06 (d. 3H), 1.21 (d. 3H), 1.26 (d, 3H), 1.29
(d, 3H), 1.35 (s. 3H), 1.41 (d. 3H), 1.49 (s, 3H), 1.55 (m, 1H), 1.71 (m, 2H). 1.93 (m,
IH), 2.30 (s. 6H), 2.50 {m, 1H), 2.67 (s. 3H), 2.73 (m. 2H), 3.10 (m. 1H). 3.48 (m.
IH). 3.57 (m. 1H). 4.19 (d. 1H), 4.23 (d. 1H). 4.32 (d, 1H). 4.55 (s. 2H), 4.95 (d. IH).

7.02 (m. 2H), 7.34 (m. 2H).
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F A 102
X(IOWeA4: A=B=E=H, D=Q-RFEE)FHE, R=FHAL, R=H
AR L) T4 85 5E, RAM(S)3-(2-RF & L)R-1,2- = BRE(S)-
-(A-FAEFRLR-1,2- 28, #EFELESYD. (8)3-C-AFAL)HR-1,2-
ZHARIE IR T4a-Tde ¥9 5 E41%, RAM 2-AFEBRKBE TR 74a ¢4 4-
FAEFAE. mpl069-108.8 C.

364 103
X(AIWeA4: A=B=E=H, D=4-£FFH)FHA, R=FTHE, R=H
MIE LB T4 F %, REM(S)3-4-£FHEL)F-1,2- 28R H(S)-
3-(4-FAFEL)A-1,2-— 8, #EAFHMNLEY. (5)-3-(4-EFHLA-1,2-
SRR F IR Tda-Tde 9 F kR &, RAM 4R FEREXBETR 74a 19 4-
FAFHEE, mpllls-1123 C.

S84 104
X4 A=B=E=H, D=2-2FHHFH, R=F&E, R=H
AIE LB T4 B9k, RAM(S)3-(2-12 FAX)F-1,2- AR HE(S)-
3-(A-FAF AR F-1,2- =8, HEAFAALESY. (S)3-2-%FARL)A-1,2-
ZEARIE SR Tda-Tde 0 F R SIS, RAM 258 FREARA TR 742 ¢4 4-
FAEFAE, mp87.0-88.0 C.

5 46.45) 105
X(Mes¥: A=B=E=H, D=(C-£FHH)FHE, R'=F&E, R*=H
AR B 74 695 %, RRA(S)-3-3-2FRE)R-1,2- KA (S)-
3-(4-FAFAR)E-1,2- =8, $EIFAANESH. (S)3-3-&FaL)A-1,2-
ZBARAEF R 74a-Tde 095 R E, RAM 3-EFHERE TR 74a 49 4-
FAFEE. mp104.0-105.0 C.

523641 106
K(IMe4-#:A=D=H; B # E —##m)-CH,CH,CH,CH,-R'=F A& R*=H
b EAH 13 FFRIRRNE Y, & FAEGE T HRASH(B=E=H F
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A=D=H)# %4, @it A AIK &gk, A 2-5 % T/ KT RAMTE A
KM AFAS M. MS m/zM+H): 692 .

E 364 107
K(Ls4:A=D=H; B#= E —&M#A-CH,CH,CH,-, R'=FRHE, R=
W Eed) 17 1FRARMALSY, 1 FHG) 6 5 ENE W (B=E=H
A=D=H)#y A4, Bit AR E%%, A 2-5 % TR/ A TRAMF 2 A
% B e AR AL A . MS m/z(M+H)": 678 .

FE 4] 108
A (e s#:A=D=H; B # E —RMM-CHOCH,-, R'=FHAHE, R=H
& L 18 FRAFHLEY, KRG FHRNESHB=E=H #=
A=D=H)¢§io4, Bt MRk EgE, A 2-5 % T/ R/ FTRAMFI A
KB e ARAALA Y. MS m/iz(MtH)": 680.

F 3641 109
A(IMtA4:A=D=H; B#E —&MMA-CHNHCH-, R'=F#&HK, R=H
) LA 19 FIFRMAASY, i EkG 6T W2 EHB=E=H F
=D=-H)#:iR4 4, @it AR &%k, A 2-5 % T 85/ =& TR uhiF 2 &
X & ARARILS-4. MS m/zM+H)™: 679,

s34 110
X (AMA4:A=D=H; B #= E —#M K -CHN(FH)CH,-R'=F £ 4 R*=H
FRAB 3 21 6975 55 A F 208 AL A6 4 109 49460 4T BlAFAAL 6
. MSm/z(M+H)": 769 .

FHA) 111
K(S#:A=D=H; B # E —&M# R-CH,N(3#-CH,CH,CH,)CH,-,
R'=¥f%E, R=H S
EERTE-FALCEABRALETA THF ¥/ 3-KAAKRELALE LA
) 109 #9454 71F 2| 4784044 . MS m/z(M+H)": 797 .
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Fap 112
A(teE4:B=E=H ; A #2 D —##) &-CH,N(GA-CH,CH,CH,)CH,-,
R'=¥&%&, R=H
I8 F 4 THF F 8 3- 3K A R AGE 4 32 a4 19 6940-6-94% 3| 4714k
A%, MS m/z(M+H)": 797.

£ 113
A()t44B=E=H; A #D —A2#) X-CHN(¥#-CH(CH,)-)-CH,-, R'=
¥HE, R=H
ATRTATHF % A 1-F R TR LT R4S 19 69449 F 247840
A4, MS m/z(M+H)*: 783,

E364) 114
K (Ut A4:B=E=H ; A #= D —A2H &-CH,N(CH;)-CH,- R'=F f.5 R*=H
AER T A THF 7R FRELERAS 19 9407 20,
CEICE -3 ReRor P AP AL iR S R TR R R Ry
. MSm/z(M+H)": 693 .

S 115
K(yfe4-4:B=E=H ; A # D —&M K -CHN(CH,CH,)-CH,-, R'=F#
&, R=H
J& d4atm 85 A2 10 % PA/C HETFAELE T A LB F LESLIE 5] 19
eG4 AF B AR A Y . MS m/z(M+H)": 707 .

FHeH) 116
X b44:B=E=H; A fo D —#&MA-CHNG AL)-CH,-» R'=FA
%, R>=H
BB L) 112 6977 sk A M AR B AL B T 364 19 4940840 4F B AFALAL
S4h. MSm/z(M+H)": 719.
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S 117
XANMWLA4:B=E=H; A # D —&MA-CHN(kAL)-CH-, R'=FH&
4%, R=H
A SEAEA 112 895 ik ) b R AR 40 2 4645 19 19408 15 2 A7ARAL
A4, MS m/zM+H)": 717,

S364] 118
Kes4: B=E=H; A # D —#&4 KR -CH,N(4-# & F A -CH,CH))-
CH,»» R'=FHE, R>=
EERTA-FALALARAETERTREA 2-4-HEAEXK)T
Hok 4 I k) 19 LSRR AR LS. MS m/z(M+H)": 828.

LM 119
X(Ie&4: B=E=H; A fv D —#&#M-CH,NQ2-#E XL CH,CH,)
CH,-. R'=T&X, R=H
EFRTEAFALCEARAETESRATRYA 2-Q-AMEXR)T
A8 4L 22 4 19 9100 IF B AR LA . MS m/z(M+H)": 828

FHAH 120
X(Ipe4-4h: B=E=H; A #v D —#MH &-CH,NG-#A ¥ K-CH,CH,)-
CH,-, R'=¥#4, R=
AEBRTE-FAACAERAETE-RATRETYTA 2-G-#EAFXK)T
B8 43P L) 19 691LS- T B AFA A . MS m/z(M+H)": 828,

LA 121
X(eb4: B=E=H; A #v D —#H & -CH,N(4-NH,-# X -CH,CH,)-
CH,, R'=FH%&, R=H
10 % PU/C BAETAEFTET A latm R 2E &R E864) 118 49402-407F
FAFAALA Y. MS m/z(M+H)": 798 .
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FA) 122
XS 4: B=E=H; A#= D —ARMA-CHN4-NH(TEK)-F K-
CH,CH,)-CH,-, R'=F%%&, R*>=H
AAEZE 9P LELE A 121 9S4, MEETE YR
B R AMASY, MSm/zM+H)": 840 .

FAef5) 123
X(AMykA4: B=E=H; A #» D —&MR-CHNQR-##F %-80,)-CH,-,
R=¥§%, R=H -
ARAB LA 118 8955 ik A 2-AH R F B A S T K4 19 9484
153 3RS . MS m/z(M+H)": 878,

L34 124
X{k44: B=E=H,A #= D —&# & -CH,N(CHO)-CH,- R'=F £ R*=H
£10% PACHATEETRTATETAS % TRAEKAH 21 4918
L 4piF B AFEAL S . MS m/z(M+H)": 707 .

g 125
%&@I)’fﬁé\%: B=FE=H: A #foD —## },’ﬁ‘_CHgN( ZJMZE)-CI;I;-, R'=% &,
A, R=H
ETBTRALBLELEEES 19 LSRRI ESH. MS
m/z(M+H)": 721,

F A 126
R(k44h: B=E=H; A#oD —AMMR-CHNQ2-F AL LK)-CH-, R'=
FAA, R=H
Wi et 111 695 5 A 2-F B TR AT 504640 19 4940845 2|
A AH. MS m/z(M+H): 737

F A7 127
X(o4: B=E=H; A#«D—#HM-CH,N(2,2-=F A& TH)-CH,-,
R'=¥ @, R>=H
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MABFZ ) 111 89 FEA 2,2-= LR A CH R AT R4 19 91804
23| e, MSm/zM+H)": 767 .

#4128
KWt A4: B=E=H; A#D—RH#MA-CHNQR-RXALTHE)-CH,-, R'=
PHAE, R=H
AIB TS 118 69 F R - R A THE A K] 19 91T E)
AR, MS m/z(M+H)": 799 .

5= 129
K(UDA4h: B=E=H; AFD—AHm-CHNQ-(—F RH)L%)-CH,-,
Rl—_' ‘? % ’ R2=H

AIE TP 111 FER 1,2-=2 CIRA T E#4] 19 891064, BB
ETRTHA-_9YR&&BEINIGENLSY. MSm/zM+H): 750.

A4 130
X(be#: B=E=H; A#F=D—RM#K-CHNQ-(TAEHKL)TE)
CH,-, R'=F&&, R’=H
A E5 T AL THE ¢ A58 T B 438 513641 19 691bd-4, 13214748
4%, MSm/z(M+H)": 799 .

LA 131
K (IMWA4: B=D=E=H; A=N-FLEATFHE, R=FH&ZL, R=H
0 CHAE—RATRTHTHBRARAR 43) = LEAFL®ES 63
Hiady, MEAE 140 CRETH T8 FEAEFRIIFANLSY. MSm/z
(M+H)": 757

FE et 132
X(OWee4: B=D=E=H;A=N-FEN-FERETFTHE, R=FTHHE, R=
7 140 C A £ B 45 N-F £ N-F Bz 40 32 325641 131 49 F )48 F a8t
EACSHAFE AR E Y. MS m/izM+H): 771 .
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x3eF) 133
K(AOyeA4h: D=E=H; A=N-FEN-FEREFTHL, B=FAETE
R'=FfKk, R=H
AEEBTRAETHE T8 TFREQG 4L EEHRM 21 4y, BB
L E A R R b B B e B B K R R AR S, A Re I
I EEENSE. MSm/zM+H)™: 893 .

%35 134
X(yeod: D=E=H; A=N-¥EA-N-FERATFTH, B=FHX, R=F&
£, R=
EEBRTRACEYHTEFRALLE RS 133 8484049 24 I N,
AR A . MS m/z(M+H)": 785,

F 347 135
X 4: D=E=H; A=—FHEAFHL, B=RHAAFE, R=FH&
%, R*=

A FEEQ % )R IP A 19 $LAdh, MUE 9 A AR T A AR
By Fo ik B A AL AP ALY, P RSB EKERESEH. MS
m/z (M+H)": 817.

F 34 136
K()eS4: D=E=H, A=—FHAEEFR, B=F#, R=FRE,
R=H
AR TRAALE YT FRABLIZEES 135 4918540 30 o4,
23R, MS m/z(M+H)": 709 .

LA 137
X(yeA%: B=D=E=H; A=(4-£#HLBATFHE, R=FHE, R=H
h L0 63 9L (RAMLA-#:A=2 X T4, B=D=E=H, R'=¥
A, R=H)F#, BAFRTEATRY AEH-4-RBE-RKTA
AL T fiede = F R AR BRAY, MUS & & Ao ) B e T ERALE P AR 24
P H SRS, MS m/z(M+H) 823 .
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S 3645) 138
K(Mke4: B=D=E=H; A=(4-wxH)EAFH, R=FHE, R=H
B EH#P) 63 6D H A=A F &, B=D=E=H. R'=%
A, R=H)F#, Bt TR FTAEARTRTY AR TBRAE IR AR
Z BB = F RA NI EA, MBS B AR B A TR 4K 24 B
# BT . MS m/z(M+H)"773 .

EAet] 139
X(Myk4s4: B=D=E=H; A=RAFBAFLTFTE, R=FHEL, R=H
&y L4 63 4L (XML A A= X F ¥, B=D=E=H, R'=%
4, R=H)F#, AATZERTE_RAYRTARTRA AR IASRL-

T Refe = F RAMZEML, G5B Fo M DiRe) T EFALIE F 4R 24 )-8 4]
EAFAASY . MS m/z(M+H)":772 .

10

15

%3641 140
X()kS4: B=D=E=H;A=4-MARXFBRESALAFTER=FHRHL, R=H

& L34 63 94 (X( VLA 4:A= A F X, B=D=E=H, R'=¥
A, RENF#, AdAFETARTRT A 4-MERTRAE_LTE
AL T Ao P RA AR B, G5 B AR SR TR T RR 24
BB AR A4 . MS m/z(M+H) 817 .

20

5747 141
KAMA4: B=D=E=H;A=4-AXFHEAAATHE, R=FAE, R=H

& L 3EH) 63 A94L-m(R O A A=A F i, B=D=E=H, R'=¥
£, R=H)F#%, ddATRTERATRTA 4-REXFTERE R THAK
= I B e — F R AT BEAL, MBS B GG TELRE P AR 24 4
i) B AF RS 4. MS m/z(M+H)":806 .

25

30 F3p 142

X(IWeé-4: B=D=E=H; A=Q-f%#AmAEFTE, R=F&L, R>=H
W) 36 6] 63 9LS (XU LEH:A=#2 X T2, B=D=E=H, R'=¥
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A4, R=AF#4, E3AZETAEAZRATRETAEH-2-REA-RTE
AL lefe — P A Az Bsik, MBS B EANFELE YRR 24
B SR AL A . MS m/z(M+H) 1823 .

L) 143
X()bA4: B=D=E=H;A=(1-F £-2-% % 2)# L F A R'=F &4 R*=H
# L4 63 BJLo-H(XAVLe M A=A T K, B=D=E=H, R'=%¥
fA, RENF#, BIEFETEA-ATRTA -FR2-31RABES
OB T f — W R LAY, MESBEFAESANTELEY
iE] 44 24 o) Bt B S AR LS4 . MS m/z(M+H)":825 .

4] 144
R(MHea4: B=D=E=H; A=(4-RFP)BEEFE, R=FHLK, R=H
& L34 63 t94LAH(RUIAH: A= X F A, B=D=E=H, R'=¥
FA, REH)F# B3EFRTA_ATRY A 43 RBEBE R TEK
=T B — F B R R BRAL, B Fo A @A T BEALZE F R4k 24 )
i 4 & AR A4 . MS m/z(M+H)":811 .

5 A4 145
X(IIybs4r: B=D=E=H; A=QC-3IFH)HRAETFHE, R=FHAH*,, R=H
& L] 63 (X AVLEH:A=#4 T, B=D=E=H, R=F
F3, R=H)JF#, AdEFETA_RTIRY A -9 RABRAE N TEHK
1 = T B e — B SRR BEAL, RLUE4-B Fo EAe T a2 P 194K 24 )
Bt 4 S AT AL

AR 146
X(IWta4: B=D=H; A=E=XTBARLTA, R=FAL, R=H
AETBTECHETESEBRAMAELETA 10 % PJC HAATRAAAKE
LA 57 (9T B AL A Y. MS m/z(M+H)": 878.
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AAAAAAAAAAAA

&3] 147
X(M4%: A=E=H; B=D=(4-7)FALTFTE, R=F¥AL, R=H
147a. (S,8)-(+)-1,4--0-(4-#AF 2£)-2,3-T =M

MAE R 10 B, ac B9F %, REAS,S)-(+)-1,4-R-0-(4-2.F &)
# BB (Aldrichy R W i 48-2,3-T =B, 34464,
147b. X(WLA¥:A=E=H; B=D=(4-F)FELATFH, R=F&HE, R>=H

B T AH) 10 T d-F 95k, A% 147a 9 —BRKEF K 10d 49 A
WHae-23-T =M, #&Ir8L44. MSm/z(M+H)":946 .

E 3645 148
X(IWt44: B=E=H; A-D=4-B)FTHATFHE, R=F&AL, R=H
148a. (S,R)-(+)-1,4-3-0-(4-8.F &)-23-T =&

HRAE E A 10 F IR a-c B9F 3k, REM A IH#E-1,4--0-(4-FF 5K)-7#
£ B (AldrichvX A i 0H 92-2,3-T —BF, R340,
148b. R (MYkA#:B=E=H; A=D=4-8)F AL FHA, R=F&KL, R=H
ARIE B 10 FH d-F 9 F 3, AT 148 v e RBEH R 10d 9 A
H23-T =B, #4474, MS m/z(M+H)":946 .

FAE4) 149
R & MR SR

AL A REMACS 4o T RHATHRIMLE KB #1827 5 10ml A H
Brain Heart Infusion(BHI)¥% /8 (Difco 0418-01-5)i&4-6 K314 69 % £ #
Bk ey 12 R RIESH I, 44 Steer replicator block VA % i& 32 FF RAYfik
A4ty 1 100(RFATERBARGEAR, FleMKAFRKBAL: 10)
AR IEFABF, HARMAE 35-37 T35 20-24 )BT, kst #l&RA RS
A XIS 6 BHI 3205 69 8T BRAR , B A KB 4hFotk REFIEF~.

FHESH TR E WA Qi B ER ¢ KB E0ET
MBERE ARG S YRR, AR Tt BERS, FENRE
RI-RE Tk, B X AR TZAE.,

F3EHE, ARRSEEML. R 305 REMIC)E X 5 A ka8
AR EBAT A FHAA A K. BRI S B B 560 34000 RAK
RE. TTR 16X ERHEA T AL AL WG TE Z K,
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FEF MRS, RE LR FERKT AL R GRS YT AR
=% fo 4 B (H. Influenza)Dill AMP R #Ar 4P B E M, T TR TR 26K
B R T AL AR WAL AT Dill AMP R BMEAEFE
M,
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Dill AMP R #3% # #& P (MIC)
52 #6455 MIC
LEEARE 4
7 64
18 8
19 16
92 32
99 32
120 4
123 128
125 128
129 64
131 4
135 64
139 2
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