[19] REARLEFEFRIRZNE [51] Int. CL

CO7H 17/08 (2006.01 )
. &% B F R R BB

»
»* * EFH)S ZL 200510067413.2
>
[45] M AEH 200942 A 11 H [11] F A EHS CN 100460415C
[22] &g 1997.9.2 US 5561118 A 1996.10.1
[21] &ig=S 200510067413.2 EP 0638585 A1 1995.2.15
SEFEHES 97199334.3 US 5444051 A 1995.8.22
[30] #4E4X CN 1065069 A 1992.10.7
[32] 1996. 9. 4  [33] US [31] 08/707776 HER X B
[3211997. 7. 3 [33] US [31] 08/888350 [74] £fiEE T ESFRIE(EFE)BERAF
[73] ERWMA IR AH KREA BB

sk SEEAGAEE G
[72] RMAA Y S+ BUR Lhfrdf
ReFepfuse DT %
JeJ e Herrgeg
[56] &% 30k
US 5527780 A 1996.6.18
EP 0272110 A2 1988.6.22
US 5403923 A 1995.4.4

BURIZSRAS 11 3 BEH 45 183 1T

[54] X &RR

3 N R AL A, H BRG] & T DR

HHAAEY
[57] ®HE

MAE N B R &4, H @ MH & TR U R

HAEHRA X () NI ELED LB 2% z
RS ER . FRERET R4 SR X LAY :
GHAAY; B TXEAEWIE YT ARG
T3 RN 24X LAk B W T

NMe,

oy °



200610067413. 2 *X *IJ E * :I:; E VAR

1 XAMLEH R EHF LT o) 3 X 8.

(II) )

HF
Y fo Z —A2 @ LA KH X,
£ ¥
Xikf:
(1) =0;
(2) =N-OH;
(3)=N-O-R', X+ R'iLH:
(@) kIR C-C -k,
(b) B FEEMKE C-C ik,
(d) w25 KBy C-Cp-tn ik,
(D) Ci-Cip-3rti ik, Ao
(g) -Si-RORHRY), £F RA R TR & Azt C-C -l i;
#o
(4) =N-O-C(R®)(R®)-O-R!, R*# R & fiksitf:
(a) 2,
(b) xEBMXKHy C-Cpr K,



200510067413. 2 B o ok FE2/11m

(C) @%gﬁx’fkéﬁ C]'C12 }'frﬂf;\,
ﬁU(C) m%%gﬂx/{&% C]‘C12 )ftl}‘}_\,

R,
R*#2 R® 5 €M AT 469 B F—HH & C-C - BRI A IR
')
YRZZ—AHR, H—Aikh
(1) &
(2) #24;
() HRIFa R
A

()NR'R®, £+ R’ feR* M2k ) &40 C,-Coiif, & R R 524
Frif ) AR T—ARBAR3 -7 UK, BFAKRA S-T7 A, Tk
SAL B FHEARE: -O-. -NH-. -N(C,-Co-}2 #)-. -N(ZE#£)-. NG
A-C-Co-dth)-. -N(&FHK)-. -N(&FE-C-Cokt)-. -S-F2-S(0),-,
AFnbh1Rx2;
R* h AR HBL;

R A SR ARYP L,

Rt §:
(1) ik B F 5] 6935 B89 F A
(a) -C=N,
(b) -F,
(c) -COR™, HF R A F AN C-Cydn ik, RZFLIAKH C-Cs-
Bk,
(d) S(O),R", H ¥ nH 122,
(e) F A,
i

(8) &FA,

(2) &—A it A T F HBRAREIRN G C-C it 2



200510067413. 2 B o ok E3/1m

(@ BE,
(b) £4,
(c) C,-C,-i2 8.1,
(d) C,-Cs-3x AL -C)-Ci- i A,
(e) -Ns,
(f) -0-S0,-(C,-Cy-15.£8),
(8) -NR"R", s+ RPFR“it f:
1) &,
(i1) C,-C - A
(iv) C3-Cp- et S 2
(vi) C3-C -4k S &
(viii) A,
(ix) C;-Cy-BR 1z A5,
(xii) 223,
(xiv) &5 ABAK 4 C-Cp -k ik,
(xvi) & ZFBABRAK Y C-C-ln ik,
(xviii) & Cy-Cg-ZRit B4 C,-C -4 2,
(xx) ZFH&,
#o
(xxit) & & FEIARE C-C-im 4,
=,
REFRYHSEMAEREGRTF—RY R 3I-10 TLEIFELR, ZIRT
fEAE—A ik f T 7 6 BRARAIRA;

() ’#%,

(i) #Z&

(iii) C,-C;- i A XK,

(iv) C,-Cs b’ﬂihi’i -C-Co-i A,
(v) &K,



200510067413. 2 B o ok E4/11m

(vi) C,-Cy-t 4,
(vii) BgAX-C,-C,-4 4,
o
(vil) C,-Cy- 12 B4 -C)-C-t £
(h) -CO,R'®,
(i) =N-O-R'°,
() -C=N,
(k) -O-S(O),R", ¥ nH 12,
0 =4,
(n) #FA&,
(p) C5-Cy-2R 4z A,
Q) w&FARKE C-Cinik, Fo
(r) 23Rk,
)ik § F 5 6935 B Co-4if A
(@)%,
(b) -CHO,
(c) -CO,R'®,
(d)-COR’, £F Rt f:
(i) C-Co-bt Ak, fFidkit § T 5 a9 BRI
(aa) F&, A
(cc) ZFA,
(i) A&,
(iv) &FA,
i
(vi) ZeIrse ik,
(e) -C(ONR'R?, £+ R"Ffa Rzt h &, C-Coti, Wik,
% A AR C-Cy-kt ik,
(H -C=N,



200510067413. 2 B o kB HEs/11m

(8) &,
(1) #F&,
(k) C,-C,- Ktz 4,
A=
(D) b &FERRE C-Cp-bi i
(4) C,-C, -5 W A
(5) —ANik B T F 9 RRAIKY Cp-Cpo-d 1 1
@ "%,
(b) C,-Cy-b sk ,
(c) AR,
(d) -CHO,
(e) -COR™,
(f) -C(O)NR'R",
(g) -NR"R',

(h) =N-O-R',

(i) -C=N,

() -O-S(O),R', ¥ n#H 12,
k) F&,

(m) Z35K,
(0) C5-Co-2Rdt k.,
(p) ® & FEIRNRE C-C -t i,
(q) -NHC(O)R',
(r) NHC(O)NR"'R"?,
(s) =N-NR"R'™,
(t) =N-R?,
(u) =N-NHC(O)R'?,
#a
(v) =N-NHC(O)NR''R'2,



200510067413. 2 B o ok FEe/11m

(6) C5-C o s IR A ;
i
(7) B —ARE A% A THIARA IR Ci-C o s b A
(a) = iAok,
(b) F A&,
Zid
(d) Z&F£.
2. ARERAER 1 9 bd, HF R AH-OH, REAXFTHRA, A
AR AM A,
3. MRBARAIER ] 9o, BT RAKZE, RAA.
4. REBRAER 2 oY, ZAESHER T X

NMe ,

(VI

f£4 X # O % NOH.

5. HRB\RANEK 4 691004, & f TGS
X(VIID&e4h: X 4 O, R AKAE;
K(VIIIMLA4: X 4 NOH, R A% A&,
X (VIILa4: X # O, R #-CH,C=N;
X (VIIyea4: X # 0, R #-CH,CH,NH,;
X (VIIML&4: X # O, R #-CH,CH,NHCH,- ¥ X
K (VIIDLa4: X # O, R #-CH,CH,NHCH,CH,- & % ;
K (VIILA4: X 4 O, R #4-CH,CH,NHCH,-(4-t"% &);
X(VIIILa4h: X # O, R #-CH,CH,NHCH,-(4-"£%k 5 );
X (VIIL2a4: X 4 0, R #-CH,CH=CH-% 4 ;



200510067413. 2 B o kB OET/11m

KR(VIIDe&4: X #4 O, R #-CH,CH,CH,-F i ;
X(VIIIYL2a4s: X % O, R #-CH,CH=CH-(4-F &L ¥ £);
KX (VLA 4h: X 3 O, R $-CH,CH=CH-(4-F &K% £);
X(VILA4: X 3 O, R #»-CH,CH=CH-3-£wi);

X (VI 24 X % O, R #-CH,CH,CH,OH;
X(VIIDLa4: X 0, R #-CH,CH,NHCH;;

K (VIIykA4h: X % O, R #-CH,CH,NHCH,OH;

K (VI A4s: X % O, R #-CH,CHN(CH,),;

KX (VIIUL A4 X 4 O, R #A-CH,CH,(1-"%okiL);
A(VIL44: X # O, R #-CH,F;

X(VIIMe44: X # O, R #-CH,CH,0CH;;

X (VIIye4a4: X #% O, R #-CH,CH=CH(CH,),;

X (VIIYLa4h: X % O, R #-CH,CH,OCH,CH,0CHj;;

X (VIIILa-4h: X # O, R #-CH,SCH;;

X(VIIIMe44: X A O, R #-CH,CH/F;

X(VIIMeA#: X 4 O, R H-CHp-(4-FH KK AK);
X(VIIDLa#: X % O, R A-CHy-(4-BAREKA);
KX(VIILa4h: X 4 O, R A-CHiA(4-F 8 AKK);
X(VIIML A4 X % O, R #H-CH-(4-FLFA);
X(VIIMLa4h: X % O, R #-CH,CH=CHC(O)OCH;;

X (VIILa#: X 4 O, R #-CH,CH=CHC(O)OCH,CHj;
X(VIIa4: X 4 O, R #4-CH,CH=CHCH;;

X (Ve 2a4h: X # O, R #-CH,CH=CHCH,CH;;

X (VII4La4: X 4 O, R #-CH,CH=CHCH,CH,CH;;
X (VIIIMea4: X % O, R #-CH,C=C-Si(CH,);;

K (VIIIMeA45: X % O, R %-CH,C=CCH,CH,CH,CH,CH,CH;;
X(VIIDA4: X 4 0, R #-CH,C=CCH;;



200510067413. 2 B o kB E8/11m

X (VI a4: X % O, R #A-CH,-(2-wksg £);
X(VIIIYLa4h: X 3 O, R #4-CH,-(3-wk72 £);
X (VI 4. X 3 O, R #-CH,-(4-wkmz £ );
X(VIIMea4: X % O, R AH-CH,-(4-"Eok A);
K (VIID4e4-d: X % O, R #-CH,C(O)OCH;;
X(VIIDee4n: X % O, R 4-CH,S(0),-% 4
X (VI a4: X % O, R #-CH,CH=CH-(4-"54);
X (VI a4: X % O, R #-CH,CH,CH,-(4-&uk 1);
KX (VIIMea4h: X 4 O, R #-CH,CH=CH-(5-"&o% 4 );
X(VIIDMea#: X A O, R #-CH,CH,CH,-(5-*9k A );
X (VIIea-4h: X # O, R #-CH,CH=CH-(4-3K FFHE4 L );
X (VIIDiLa4s: X 5 O, R #-CH,CH=CH-(7-3 5=k &);
K(VIIIMLA4: X # O, R #A-CH,-G-#4K K AL);
X (VIILA4: X 4 O, R H-CH-Q-FA); #
K (VIIIYL2a4: X # O, R #-CH,-CH=CH-(4- XK KAL),
6. AL H AKX EARMNER 1 9L ihF ETHEZGEA
425 A L.
7. BRAEER | 9o ESER TSP DY AR LG HYD
8 A g,
8. #|& T X #9 6-O-BAR ) KIK A Be L - oY 7 %




200510067413. 2 B o ok /11l

£ F

Y. Z. R, R R ERFNEL 1 TR XGH4ER,
%% ik L3

() £ERTFHEERFABILET X9 E:

£ RPAZFEEP L, V H=N-O-R' £=N-O-C(R’)(R%-0O-R', #£F R,
R, RO#gE X 5RA &K 1 FFEXG4E, BARARAMH L EFE
T XegiLadh:

(b) &3 2°-4 472 A R P2 T Xegeodh:

10



200510067413. 2 A kB OFE10/11m

(d) BERABAKBEIR LIRS, FRAERARPEANLERY 24
AFBA T Xegiks:

i
() ML 3- 4, st 2-HRERYH 5 BHEREY.

11



200510067413. 2 A = kB OFEI/11m

9. REAAEZR 89Tk, AFATRQ@TFTHBRLA: AR,
AR, WA AR, Bdbsh. RibdT. REBEE4T. RTES
Ao THERAR, Tt ALA 2 AP AL, EAL. FL:8. 28K
AR, AR FHE . 4RRTEAE. 4FARAFAE, oW
AR, AHBLE, 48R THBTE. THEAL, 18K2-K4. 3-
BB A RER, 3--R-1-ZF AR A-1-F k. 38 K2-F k.
1R AR-2-T B, 2-bm AR 3-b 2 P AR, 4 2 TR A 4-84K
TR, BRTH. 3-8-1.2-FRAAK. 2EARTR. LR BT E.
FARAETFTEAA. 1-8KR-2-TH. BERATHR. 1,3-=2RK-1-A%. O-F
R R B A 3- R A RA-O-Z S TAHABLE:, FTAREFH-15CEH
S0CERETHATOS NIFE 10 K5 AFROD)F XHRIP LKW THF A
LT EFTRE)FEHHEAN AL Fo ey RARENY: Trd
24h. BB, FURFLELAN. FABR4N. TAB4N. LHRBEAH. £
T ABRAN . & ZALBRAN . ARAABRAT Ao B R AABRAT, NAEMAA T
O AMEABE, PFAEMNLAK. FTBE. LB, ®BE. FRE. =
FRAARBERCN—FR SRS, EFRAFELRPLLA
EARRAR. BEREE; FAESTRET, BAHLH N-ARE
MB T -— T AR — - F A DR, FEFR AR AT
¥ B oF $EAT.

10. ARFAAER I 6Tk, L PRI TAR LA A T AEEE 44
Fa I R BR AT

12



200610067413. 2 ﬁ{'. HH :l:;

#1/1831

BRE N BS RALS, KA BAGE TS EARH AEEN

APHERFHTH 971993343 BREW L EFF. HBHEH PF
B4 19979 A28; RALMKA “BARBEFMHG6-0-1]
REFAA N BRI . AP RAER AR US ¥iF£A5]5
08/707,776 (1996 % 9 A 4 B i X)84ER4-ik 4 0 4%,

H AL

ALPHBEA RmE E O FS R KRR KB Lo,
BA XIS R EAWMARIE T Fik., BEARNH, KL
WA 6-O-BAR M T H LR B (ketolide)iT A 4. 4 X ki odp
$L WA BIE T B R Y T ik

LRSS
A #ge i K(DRK G LEE A-D:

GH, wiX R
A OH -CH,
H .
cHy 1 o cH, g g H Sﬂs
o H D H
"~ ."QH

, EMAFRXERER, TRATEAAGEBAEL. An, R
HEREGH—H, AMECZ2LT TraEE LRt R8B3ERE
WHEHk, ME, SEFANEZLRAHHMREAMBYENE, B,

13



200510067413. 2 o P E2/183m

MREELNEREZNIRGER. 2V ARG TN, L4
e ELRKEMEFRRST B OMEMER & -F EhitEn
WAL EETEN. Kb, FERTARSET LEF LS
A, ABRFERRSRREHRE LMK £,

£ E£4) 5,444,051 N F 6-0-BAK9-3-BREEF AMTAY,
£ ¥ pri Bk Ak gk, -CONH,. -CONHC(O)¥%: £ #2-CONHSO,
¥ . PCT w# WO 97/10251 (1997 £ 3 A 20 BAF)AF 6-0-F
E3-MABRBOEENTEY.

B 4] ® 3 596802 (1994 % 5 A 11 B AFF)aFF WK 6-0-F

AE-3-FRLEE ATEH].

PCT %3 WO 92/09614 (1992 % 6 A 11 B AF)AF ZRK 6-0-
HEOEFZ ATEY.

ERA R

AL PRBARNS TLEE AFO-FELUER A LA B0ty
BRAe T b, HE 2K AT AR KRR BN E LK A E LA
SR E R — K 6-O-BRYLEEITAEY.

E—AFhaFET, ARLPRMELE THOLEMRLHF L
TRLHE. BERLFIRE .

n

14



200510067413. 2 o 1 E3/183m

(11D
NMSZ
O
) :
D H =
E\/?/hj ; RC NM62
A
o]
(IV-A) ;
Fa

V)

15



200510067413. 2 o 1 3E4/183m

¥

YH 7 —e T A AER X

P

Xit A -

(1) =0

(2) =N-OH,

(3) =N-0-R', £ ¥ Rt 4 :

(a) AREARE C-CotR A,

(b) & FERAKH C-Co-lE,

(c) @ BREGFEBNKEY C-Coom i 4,

(d) & Z&FEBRNKEY C-Co-tRiE,

(e) wyERAX &9 % F AN C—Cpti ik,

(f) CoCpo-3i i, o

(g -Si-RBOYRHORY, £FR. RFRE LA C-C,— A
F A&

Fo

(4) =N-0-C(R) R)-0-R', £ FR 5wEELAE. RAFRELa%kx
i% B

(a) &,

(b) ARG C~Cot i,

(c) wHFAIARYC-Ciri,

(d) & B89 F RN C-C IR A5

(e) B &FABNKY C-Colrt,

Fo

(f) o B 6 5 R B E) C-C ik

3,

R°F= R° &5 1 AT & 69 R F —#H & C-Co- IR A& 3R

2\2\‘

16



200510067413. 2 o 1 3E5/183m

YhIZ—HE, F—A kA,

(1) &

(2) X%k,

(3) ®BPw@BL,

%o

(4) NRR®, RFP R ARk 8 88 -Gk, RRPR EENHF
ERGERTF—RHBAI - TAIR, SHRIRHG S - T AIRE, T
BAAHE T EEE ~0- —NH- - -N(C-CotE )~ —N(F £)-.
“N(FE-CClrE) - NEKRGFE-C-C—E)-. N(Fxik)-.
N(&ZFE-C-Ctrik)-. NEARE &FE-C-CrE-)-Fo-5-3 -
S(0),-» E¥nb1K2,

R*A & & #BZE;

Rt B 24 . -0-C(0)-NH, F#2—0-C(0) —%k =& & ;

REA & RBREFRY A

LARFESBZEE, RASLAIBTER, T H-0-,

T i 8-0-. -NH-Fo—N (§-R9) -, £ ¥ |

W A5 & $.3k 8-0- . -NH-CO- . ~N=CH-#=—NH- ;

o

R 8

(1 =

(2) fEHE—DRE ANk AT I RAERKRE C-CIE &
(a) F4&,

(b) FARe9F &,

(c) ZFA,

(d) ARG LEFE,

(e) 22X,

(f) C-Corr A%,

(g) NRR, ZFRFREAMREE LR,

17



200510067413. 2 o 1 3E6/183m

Fa

(h) —CH,-M-R°
Ed Mg .

(i) -C(0)-NH-,
(1i) -NH-C(0)-,

(iii) -NH-,
(iv) -N=,
(V) -N (CH3> s

(vi) -NH-C(0)-0-

(vii) -NH-C(0)-NH-

(viii) -0-C(0)-NH-

(ix) -0-C(0)-0-

(x) -0-,

(xi)-S(0),— EFnH0. 1&K2,
(xii) -C(0)-0-,

(xiii) -0-C(0)-,

Fa

(xiv) —C(0)~-,

Fo

R°it 8

(i) C—Coii 2, 12 it & T 2|89 AR AR
(aa) F i,

(bb) BAX Y F K,

(ce) ®F &, #e

(dd) BLAX e 25 4%

(ii) #F%,

(iii) BUKE9F &,

(iv) &F A&,

18



200510067413. 2 oM P E7/183m

(v)
Fo

R 8 % 5 &

(vi) Z&FBE,

(3)
(4)
(5)
(6)

C3"C7"§’F if’f,/% s
A,
AL F A,

Fo

(7) BAX ey e,

Rit &

(1) kit B T 7|69 5 BR 89 F A& .

(a) CN,

(b) F,

(c) -CO.R®. E ¥ R% C-CrtAk R FABALY C-C KA,
EBURE C-C- 1R

(d) SOO)R, ZFnH0. 1K2, REEAATLME,
(e) NHC(O)R", E£ ¥ R EA& E A8 F]

(f) NHC(O)NR'R®, EF R'"F Rkt 8 &, C-C-JriE, d#Fk.
Bk FE . AFA . BRARYHLFEARNKREY C-C-KE,

(g) Fi,

(h) B8 F A,

(i) &F%,

o

(j) BARegZFE,

(2) CCiti ik,

(3) w—ARKE ANk ETHHBARERKREY C-Cotti.

(a) ®&>

(b)y %,

2
5
S

19



200610067413. 2

i

B 558/183m

(c) C—CoH %,

(d) C~Ci-t% £%&-C-Co 1z R4
(e) &R,

(£) -N,,

(g) -CHO,

(h) 0-S0,~ (84X ¥ C-Co-1R &),

(i) -NR"R", HZ ¥ R°FR" i A

(1) &

(ii) C-Cp—t A&,

(1ii) B C—C.— A,

(iv) C,-C.—# %X,

(v) B89 C—Co—40% &,

(vi) C\=C—fk itk A,

(vii) BUAX &) C,-Co—# ik X,

(viii) F &,

(ix) C—Ce—3FiE X,

(x) BAXEY C-Co-IRde A,

(xi) BAREFE,

(xii) #3REE,

(xiii) BUAKeg &It Ek,

(xiv) w1 FEEBKE C-Co-E &,

(xv) @B FERNKEY C-CoR A,
(xvi) w1 &IFEEBAREY C-Co-RE,
(xvii) @ BRI ARy C-Co-ti 5
(xviii) & CoCo MR A BARE) C-C-42 2.

(xix) W EAR6) C-Co-IRtE B AR Y C—C-t

(xx) &F%,
(xxi) BRGRFTE

20



200510067413. 2 oM P 3E9/183m

(xxii) w1 £&FEBARE C-CoIRE,

Fo

(xxiii) wBARE L& FEBRKE C-CoiRE,

%,

REF= R E S ERYRF—AMARI - 10 TEIFKER, BT
AR S ARk A T AR ERA:

(i) 8%,

(ii) #%,

(iii) C-Coi & A,

(iv) C-Co#% R E-C-Crit f ik

(v) &4,

(vi) C—-C—t A,

(vii) BA&X-C-CoIe 2,

Fo

(vii) GG & E-C-C-k%k,

(j) -COR®, XF R HATHEENLANE,

(k) —-C(O)NR"R”, £ ¥ R'FREEHA A ELAE],
(1) =N-0-R", HEF R WA ZEL4E,

(m) -C=N,

(n) 0-S(O).R°, £XFnAH 0. 182, RATRTLARE,
(o) F A,

(p) BAREFE,

(@) ZFE,

(r) BAREGLEFE,

(s) CoCe-3Tip i,

(t) By C-Co3RIR &

(u) & Z&FLBNREY C-Co-tRi,

(v) ZiIggik,

21



200510067413. 2 o 5E10/183m

(w) FRey RIRIRE,
(x) NHC(O)R®, ¥ R EHAER XAF .
(y) NHC(O)NR'R”, ¥ R'FR* 5 AL LARE .
(z) =N-NRUR™, ZF R°F R EW AT XLAFE
(aa) =N-R°, &£+ R°EAMRELAFE,
(bb) =N-NHC(O)R", ¥ R EHA[& & L 48 F .
Fo
(cc) =N-NHC(O)NR'R™, ZF R'FR*EA R T XLAME,
(4) it & T 7] 630 - B8y C- 4k &
(a) "%,
(b) -CHO,
(c) CO,R®, EFREAMAELAE,
(d) -COR, EFREFMEZLLAE,
(e) —C(O)NR"R™?, £ ¥ R"FR* HA L E XLAF],
(f) - C=N,
(g) Fik,
(h) BAX&9F 4,
(i) #F £,
(5) ARG EFE,
(k) GGk,
Fo
(1) & &FEIREH C-CorE,
(5) C-Co—8E4% %
(6) &1 — K% Ak 8 F 7l e B K C-Coo M &
(a) &%,
(b) C-Ci—tx &4
(c) &
(d) -CHo,

22



200610067413. 2 U

B E11/183m

(e)
()
(g)
(h)
(1)
(3)
(k)
(1)
(m)
(n)
(o)

-COR", EF¥RERAEXAE,
-C(O)NR'R", £FR'FR HATZ T XLAF
-NR¥RY™, HF RF R A& E LA F],
=N-0-R", E ¥R ER A ELAF,

C=N,

0-S(O).R®, £¥FnAH 0. 1&R2, ROEWMNEZLAME,
FE,

B8 F &

FxE,

B EFE,

Co-Cr- 3Rl A&

(p) & Z&FABAKY C-Corik,

(q) NHC(O)R", R ¥ R'EFR A ELABF .

(r) NHC(O)NR'R"®, X FR'FoR* EALE T AXARF],
(s) =N-NR“R™, L R°F=R*EAM& T LABF,
(t) =N-R°, EFREMNEEXLAE,

(u) =N-NHC(O)R", A F R EAIXE L A8F,

Fo

(v) =N-NHC(O)NR"R", £ ¥ R"#AR* R R T L4 F
(7) Cy=Cyo 8 f 2

Fo

(8) w—/R %Akl TR EIRARIEIAE C-Crot b A .
(a) =i,

(b) Fi&,

(c) BAREGFA,

(d) #F%,

Fo

(e) BLAREIZF %,

23



200510067413. 2 o 5E12/183m

Fo

A.B.DHAERIHKETHER . WRAA. B. DREFEIAAN
A&

(a) #.;

(b) C—Co-didk, Fitik—AR3% Mt & T 7 9 BARERA

(i) F i

(i) BREGF K,

(iii) #FE;

(iv) BAR#EFE;

(v) FIRME;

(vi) #£%;

(vii) Ci-CotEE

(viii) &#%Br . Cl - FRI®EE,; &

(ix) NRR®, £ F R FREAEE LAF ;

(¢) CoCrIiE i,

(d) F4&;

(e) BLAREYF X,

(f) &FE;

(g) BREGZEFE;

(h) I, F

(i) % B d-M-R#—FBRARGL LEF D) AR, ZFMFR 59
R LA

5

€45 AB . AD . AE . BD . BE 3 DE #94E4T—st A A 5 w1 pid#
R F—RBRMEELSFRE TG —DNEETRAENS - 7T ALK, -
0-« -NH-+ -N(C-C 4 &) =+ ~-N(FEA-C-Cotp &) - -N(EBR#HF A
—C,-Cota B) -« N(ZeF E-C-Cotr &) -« -N(EKE FFE-C-C
FE-) - -S-H-S0),~(EF n A 18&2) .-C(0)-NH-- -C(0)-NR* (3 ¥

24



200510067413. 2 oo 5E13/183m

R2 537 & I A8E). -NH-C(O)-. -NR2-C(O)-(&£ % R 5Tk Z X
#8 ) )#=-C(=NH)-NH-,

AL ARAIR AR R LA, OIS T A I L E SLegfe
S Aath F BT L 6 BAR,

ALPESEAFEEREF GBI FILIM BB AL NS
k, BHROELTFEEREFAFILDWERAKRTN LELL
WL .

AL H—F BRAAERE LA XAD. D). AV). IV-A)F=(V)
4y 6-O-BAR &) K IR BEAT £ &) 7 7% .

AL —ANEaFEAHEA X e
Y E R R®  NMe,

I
O,

v
- Q

an 0

£ X, Y. R, R R GHTEZLAME.

XN R E M AH EF R OH, RAXTFHE, R A%
SESIENINA TR

ALZRAX okt FAFTEALT R ALK, RAL
wLs.

ALK A9 R FHFRA LA X VI 89404

25



200610067413. 2

i

B %E14/183m

HF X4 08 NOH ,

A (VIID 647 -
R (VIID &4 -
KXVIID 44 .
A (VIID 464
K (VITD AL 647 -
(VIIT) 4L &4 .
(

(

J&

1Y

R (VIID AL 447 -
K (VIID AL &4 -
K (VIID AL &-47 .
A (VIID AL 647 .

-

XA0,

X % NOH

XA0,
XA0,
XA0,

X 7 NOH -

XA 0,
XA40,
XA0,
XA 0,
XA 0,
XA0,
XA 0,
XA0,
XA 0,
XA0,
XA0,
XA0,
XA0,
XA0,
X#0,

NMe»

REAME T XLAR .

BEET RORAKASHEHE(EZLRT) T
X (VIID) &4 .
K (VIIT) &4
A (VITD) fb-4
A (VIID) -4
XVIID s
X (VIII) feé-4 .
K (VIID 44
A (VIID L4645
X(VIID 44
K (VIID) A4 -
K (VIID) 44

R A RE,

RAHERE,

RAAE,

R #-CH,CHO ;

R # -CH,CH=NOH ;

R % ~CH,CH=NOH ;

R #-CHCN ;

R 4 -CH,CHNH, ;

R 4 -CH,CHNHCH.~ % % ,

R 4 —CH,CH,NHCH.CH,— & % ;

CxvE

R 4 —CH,CH,NHCH (CO,CH,) CH,~ & %

R 24 ~CH,CH.NHCH,— (4-wtz %)

R 4 -CH,CH,NHCH,— (4—& X&)

R 7 -CH,CH=CH- X % ;

R 4 -CH.CH,CH- % %

R 4 -CH,CH=CH- (4-F A& X &)
R % -CH,CH=CH- (4- £ A X&) ;

R % -CH,CH=CH- (3—&=% %) ;

R 4 -CH,CH,CH.0H ;

R #-CH,C(0)OH ;

R 4 -CH,CHNHCH, ;

26



200510067413. 2 o 5E15/183m

X (VIID &4 . X A0, R #A-CHCHNHCHOH ;
X(VIIDAA%: X5 0, RA-CHCHN(CH). ;

K (VIID a4 . XA0, RA-CHCH (1-GHE&);
X(VIIDAA4 . XAH0, RA-CHCO)NE ;

X (VIIDAe4 . X450, RA-CHNHC(O)NH, ;

X (VIID &4 XA 0, RA-CHNHC(0)CH, ;

X (VIII) &4 . XA 0, RHA-CHLF ;

X (VIID 444 . X% 0, RA-CHCHOCH ;

X (VIID a4 . X#H 0, RA-CHCH ;

X (VIID)fb&4. X4 0, RHA-CHCH=CH(CH): ;
X (VIII)4b&4: X# 0, R #-CHCH.CH(CH,)CHs ;
X (VIID a4 : X A0, R H-CHCHOCHCHOCH ;
X(VIID a4 XA 0, RA-CHSCH ;
X(VIID444m. XA0, RA-FRE;

K (VIID) /a4 : XA 0, RH-CHOCH; ;

X (VIID 4a% . XA 0, RA-CHCHF ;
X(VIID a4 : X#H0, RA-CL-FAE;
XWVIID a4 . XA 0. RA-CHCHCHO ;

X (VIID a4 . XA 0, RA-C(0)CHLHCH; ;
X(VIID A% XA0, RA-CH-(4-ERE);
X (VIIDAua4 . X#A0, RA-CH-U-BREE),
X(VIIDAL&4. X5 0, RA-CH-(4-FAEFRE),
X (VIIDAS4 . XA 0, RH-CH-U-REEE);
X (VIII) 4445 . X4 0, R #-CHCH=CHC(0)OCH; ;
X (VIII) 4e&45 . X4 0. R #-CH,CH=CHC (0) OCH.CH; ;
X (VIII) 4445 . X4 0, R #-CHCH=CHCH; ;

X (VIID 44 . XA 0, RA-CHCH=CHCH.CHs ;
X(VIID 444 . X4 0, RA-CHCH=CHCH,CH.CH; ;

27



200510067413. 2 o 5E16/183m

K(VIIDALAH: XH0, R H-CHCH=CHSO,- K ;
KWVIIDA a4 . X80, R #AH-CHCL=C-Si(CH,), ;
K(VIIDAH: XH0, R H-CHC=CCH,CH,CH,CH,CH,CH; ;
K (VIID 44 : XA 0, R H-CHC=CCH, ;
AWVIID 44 X A0, RA-CH-(2-wbrg k)
KWVIIDAEH: XHO0, RA-CH-(G-eez %)
K(VIIDE4: XA 0, RA-CH-(4-wkrg )
AVIID 44 XA 0, RA-CH-(4—"5%HEk)
K (VIID 44 : XA 0, RA-CH-NO, ;
K(VIID 44 XA 0, R #H-CHC(0)OCH, ;
A(VIID/AA4: XA0, RA-CHCO)-FK%;
K (VIID /44 . XA 0, R AH-CHC(0)CHCH ;
X (VIID44: XA 0, RA-CHCI ;
KX (VIID 444 XA0, RA-CHLSO) Kk,
X (VIID) 444 . X4 0, R #-CHCH=CHBr ;
KWVIIDAAH: X A0, R#A-CHCH=CH-(4-=2-h i)
K (VIID) 444 . XA 0, RH-CHCHCH-(4—"H k)
KWVIIDWAA%: XA 0, RA-CHCH=CH- (5" k)
KWVIID &4 . XA 0, R #A-CHCHCH- (5-"8% k)
K(VIID 44 . X#H 0, R A-CHCH=CH- (4-K HoBok ) ,
A (VIIDA&4 . XA 0, RA-CHCH=CH-(7-K ke %)
X (VIID 44 . XH0, RA-CH-G-mRER),
KWVIIDSH: XH0, RA-CH-(2-%K)
K (VIIDAe4 . X A0, RA-CH-CH=CH-(4-ARKERX); #
X (VIID 44 . X A0, R#A-CH-CH(OH)-CN .

Rk X VIII edpik 8 .
XVIIDASd: XA0, RAHBARE,
KWVIIDAA4 . X A0, RA-CH-CH=CH-%%,; #

28



200510067413. 2 o E17/183m

A (VIIDAa4: XA 0, RA-CH-CH=CH-(3-8%H %) .
RERH—NFEHRFTEHHET X0 6-0-B AR 69 KR A B LA
Ay ey 7 ik

) o
o
Y. Z.R.RAFREWEZLMEA,
R AR

(a) R FAEEHNTRRLET X694 64 .

R p NM92

“0—pe
/
HaC-0

HPRAHBEF/P L, VAH=N-0-R H=N-0-C(R®) (R®)-0-R', £ F R'.
RAFR LR ELAE, BFRRENMFLERLE T XL .

29



200510067413. 2 oo 5E18/183m

H3C-0 .
LEFRFRETNET LR, VAN-0-R £=N-0-CR") R°)-0-R", £
FR.RARRESNELLAME, RAGHLGREMHITEY <K

P
(b) 4% 2'-Fe 47— K FHRIPF 5] T X894 .

o

Na

I,"

HO,,
Ra

w’

R H N hi‘i?;g
]

EFREMNETNANE, RAGARGKEMIITES Rk |
(c) ABBAET, AELINEHN PHRITHIBLFEEATXOHATH
IR

30



200510067413. 2 oo 5E19/183m

(d) AL ABRKBEHRAEEETS, FRALERY AFNLERY 2
REFBEATAN-LEALEF.

NM82

(e) AL 3-#24, it 2-BEAEFRF F T ENTLEW .
ALEFEGRBGTHETREY, AFTR(Q)THERLE . &
4. BAMEE. OREAERE . BRMA. BT . FREE4T.
BTEAAFFTES, FREALIZAHAELE. kRt F24
B 2-ARZER. 4-HAFEAR. S-ERTRE. &-FEAFE
BB FTEAR . ABBRE. 4S-BAKTHRTE. THES.
1-RAR-2-%0 - 3-BAR-1-"BEERXRER . 3-BR-1-ZF R irL
—1-FAkk . 3-BAR-2-Fhk . 1-BR-2-T . 2-ReE FAR . 3-wkek
TER. 4w FER. 4-BRF Ao . BRTH. 3-8-1,2-3F
FARK . RRARTR . BREELEFTR . BRLCERTE. PAATLE
. ERUBE. 2-BRATEH. 1-8K-2-T#H. 2REARTE.
BERTFTERXEAR. [|3-ZRAR-1-AK . 0-FTRBERE R . 3-X &
ME-O-ZAFTHBEERETA-O-THARE, TRALTH-15CE
B0 CRETHITOL PMHELIOR, AFED) PERP AL LHE
TRHLBAR,; BETE () FEBAI Ak E TG EIEENLY .
T RAE S 4. BRRRM . AR . AR . DAKRM . TAKE
. RILFEA . & REA . ARARFFEALARY, NARS
T8 R DHBRATOEMEAHERL, MRABHEEK. T
B.LE.AE.FAAE . CPEARREBREN—RIEFG9R04 .

31



200510067413. 2 oo 5E20/183m

ETRWA)FLEGPF LA EEARR G  BREARN BT ,; 2FR

() F, BAFBEN-ERRABELER-—FARFR-—LERK-—FAL

R HEMERGERPARETTPES 4T
AERAGH—AFhT RARAK T 69 .

o : R Fl%" NMe,

(1)

EFPR.R.LFTHEIANEME .

ey X I1I fL-edp ik 8 T 2694645

KR(IID&e4p. REAHTEBE, LACO, TAHANH, RH-
CH.CH=CH, ;

K(IIDegteedy. RRATEE, LAHCO, THNH, RA-
CH,CH=CH~ (3-"&# &) ;

K(IID) t4e4p: RAAAZATFEEE, LACO, THNH, RA-
CH.CH=CH~ (3-8 ) ;

K(IID o4 . RRARBEE, LAC, THNH, RA-
CH,CH=CH- 3-8+ %) ; #=

A (IID) e9fbedp . RRATEFABE, LAC, THNH, R
H1—CH,CH=CH- (3-8 &) -

AEAKX I bt ERBGEHT EA LA X IX 65154 .

32



200510067413. 2 o 5E21/183m

(IX)
EFL. TRREALTLAE .

% FEHT RORARALSH EEZRERT) .
K(IX)ehfs4. LACO, THO0, RA-CHCH=CH;;
XA #s4m: LAHCO, THO, RA-CHCH=CH-F 3%,
X(AX)eyfs4n. LACO, THO, RA-CHCHCH-FE;
K(IX)#gfs4n:. LACO, THO. RA-CHCH=CH-(4-&A
FEK);
K (IX) 44 . LACO, THO, RA-CHCH=CH- (3"
) ;
K (IX)89fs4. LACO, THO, RA-CHCHCH;;
R (IX)6g4a4. LACO, THO, RA-CHCHNH;
K (IX)89fs4. LACO., THO0. RHA-CHCH=NOH;
X (IX)egfs4p. LACO, THO. RHA-CHCHCHOH;
K (IX) 894 s4. LACO, THO, RA-CHF;
RAX) o9 a4 . LACO, THO, RA-CHCH-FIk;
X (IX) #9444 . LACO, THO, RA-CHCH-(4-hmz k)
(I e9f44n. LACO, THO, RA-CHCH-(4-EHE):
K(IX)#9fs4. LACO, THO, RA-CHCH(OH)CN;
K (IX) #9444 . LHCO, T#H 0. RA-CH(C(0)OCH,) CH-
A
K(IX)#94e44p:. LACO, THO. RA-CHCN;
K(IX)ehdes4p. LACO, THO. RA-CHCH=CH-(4-F &

33



200610067413. 2

oo 5E22/183m

AXK);

X (IX) 894k &-4p .

&),

K A(IX) 894t &4 -

),

K (IX) 651k &4 .
A (IX) 691k 64 .
K (IX) #91L 64 -
K (IX) 891647 -
K (IX) 894t 647 .

%),

K (IX) 69 L. &-4% .

)

K (IX) 8964 -

)

K (IX) 894 &-4

£);

K (IX) 891t &-47 .

X);

A (IX) 89164 -

)

K (IX) 691 -4p -

skt 1)

X (IX) 89154 .

ok )

X (IX) 894 &4 -
A (IX) 8t &-4
A (IX) #9064 -

LAC. THO.
LACO, TAHO,
LACO, TAHO,
LACO, THO,
LACO, TAHO,
LACO, THO,
LACO, TAHO,
LACO. TAHO,
LACO, TAHO,
LACO, TAHO,
LACO, THO,
LACO, TAHO,
LACO, TAHO.
LACO, TAHO,
L®CO, THNH,
LACO. THNH,

R 5 -CH,CH=CH- (4- &4
R % —CH,CH=CH- (8-
R 7@ ‘CHgCHzNHCHz‘X% ;
R 76 _CHQ_EE*?% ;
R 4 ~CH,~ (4-wtbmz &)
R 7‘£J“CH2“ (4““2‘%%) ;
R 7 -CH,CH=CH- (4-%k=z
R 7!7 ‘CHzCHzCHz_ (4“"&?/@
R 47 —CH,CH=CH- (4-=&~#
R 75 “CHQCHQCHz" (4"%}"7’;}"
R 4 -CH,CH=CH- (5-%&
R 7‘? —CHQCH'ZCHZ— (5“;%#*
R 4 —CH,CH=CH- (4- X #

R # ~CH,CH=CH- (4- % #

R # —CH,CH=CH,
R 4 -CH,CH=CH- % & .

LACO, TANH, R A-CHCH=CH- (3-8

34



200610067413. 2

oo 5E23/183m

&),

K (IX) #9444 -
K (IX) 891447 .
K (IX) #9444 .
K (IX) 89444 .
K (IX) 694464 .
K (IX) 89 1L46-4% .
A (IX) 69464 .
A (IX) ey fbe-44
X (IX) 9444 .
A (IX) 894064
RE,

K (IX) #91k4-47 .
X (IX) 8910447 -
F &)

A (IX) 69444 .

AK);

A (IX) 8940 &-47 .

EEE);

X (IX) &yt &6-4 .

AR

K (IX) 89144 .

—6-wsh Ak ;

X (IX) 89 &9) .

FARAEK)

K (IX) 894k &4 .
A (IX) 89464 .
K (IX) 894647 .

L %J CO 3 T %7 NH L] R %—CHQCHZCHS;
LACO, THNH, R #-CHCHNH,:
L#ACO, THNH, R #-CHCH=NOH:
L#ACO, THNH, R *-CHCH,CH,OH:
LACO, THNH. R A-CHF:

LACO, THNH, RA-CHCH-%%:

L 7‘@ CO 3 T 7‘@ NH ) R %’CHQCHQ_ (4""&:’3%) '
L#ACO, THNH, R #-CHCH(OH)CN:
LACO, TNH, RA-CHCH,-(4—ook &) -
L#ACO, THNH, R #*-CH(C(0)OCH;)CH,-
LACO, THNH, R A-CHCN:

LACO, THNH, R¥-CHCH=CH-(4-#%.4%
LACO, THNH., RA-CHCH=CH-(4- &4,
LACO, THNH, R*»-CHCHCH-(4-%F &,
LACO, THNH, RA-CHCH=CH-(4-F &,
LACO, THNH, RH-CHCH=CH-(3-&.4,
L#ACO, T#NH, R #-CHCHNHCH,CH,~ (2-

LACO, THNH,
LACO, THNH,
LACO, THNH,

R 7‘5 —CHQ'—XZE‘ ;
R A -CH~ (4-wtez 2 ) -
R 4 -CHo~ (4-"8wk &) -

35



200510067413. 2 oo 5E24/183m

KA &9EH: LACO. THNH, R#A-CHCH=CH- (4-wk=k

A);

K (IX)e9de4p . LAHCO. THNH. RA-CHCHCH,- (4-wtez
&),

K(INes4: LACO, THNH, RH-CHCH=CH-(3-#. K
~6-"ge &) ;

NI e9te4:. LAHCO, THNH, R #H-CHCHCH- (4-#
),

R(IX)8gfs4p. LACO, THNH, RA-CHCH=CH-(3-& %
-6-kv &) ;

KA #E&4:. LACO, THNH, RA-CHCHCH- (5-=sohk
),

R (IXN)s4: LACO, THNH, R H-CHCH=CH- (4-3% #-Z
3K

(IS4 LACO, THNH, R H-CHCH=CH-(4-% FH=
K

R (IX)e9dSe4:. LACO, THNH, RA-CHCH=CH-(3-F &,
E-o-sp i) ;

R(IX) gt LACO, THNH. RA-CH-(2-ZA) .
A (IX) e9fe4. LACO. TAHN(CH), R %-CHCH=CH, .
K (IX) #9fa4. LACO, THNCH), RA-CHCH=CH- (3-
ek )

X (IX) 894440, LA CO, T4 N(CHCHN(CHy),) » R #-
CH.CH=CH; ;

K (IX) 89444 . LA CO, T 4 N(CHCHN(CH,),) » R #H-
CH,CH=CH- (3-g& &) ;

A (IX)a9de4p. LA CO. T4 N(CH,CH=CH,), R #-
CH.CH=CH, ;

36



200510067413. 2 oo 5E25/183m

A(IX)e9e4p. LACO, T HNCHCH=C-(3-&s i), R
#1=CH,CH=CH- (3-*&h & ) .
K(IX)&gfs4 . LACO, THNH, R H-CHCH=CH-(3-wkmi

)

R (IX) 844 LACO, THNH., RA-CHCH=CH-(2-%
)

A (IX)e9fs4p:. LACO. THNH, RHA-CHCH=CH-(4-F%
)

K (IK) #9464 . LACO, THNH, RH-CHCH=CH-(3,4-E
FoR8AXE),

R (IX)89es4:. LA CO, THNH. R H-CHCH=CH- (8—koh
) ;

X (IX) 89444 . LA CO, THNH, R A-CHCH=CH-(5-73 %
)

X (IX) #9444 LA CO, THNH, R H-CHCH=CH-(6- %4
—3-wek i) |

A (IX)#gf&4p:. LACO, THNHI, RA-CHCH=CH-(3,4-T
LoREXE)

K (IX) 89444 . LACO. THNH, RA-CHCH=CH-(3-#4 %
)

K (IX) 89444 . LACO, THNH., R H-CHCH=CH- (6~
)

K (IX)894a4. LA CO. THNH, RH-CHCH=CH-(6-5 %
ek i)

K (IX) 69k e4 . LACO, THNH, R #H-CHCH=CH- (5-++
)

A(IX)e94es4. LACO, THNH, RH-CHCH=CH-(2-% %
—6-oh )

37



200510067413. 2 oo 5E26/183m

R(IID#eH: LACO, THNH, RAZEBE, R H-
CH,CH=CH~ (3-"8o &) ;

A(IX)e9fes4: LACO, THNH, RA-CHCH=CH-(5-Fw
k)

K (IX)e9feé4:. LACO, THNH, R #H-CHCH=CH-(7-#§ £
6~ R i) ;

K(IX)eged4p:. LA CO, THNH, RA-CHCH=CH-(6-%& 2
~3-wk &) ;

KR{INegE4 . LACO. THNH, RA-CHCH=CH-(1,8-%
s2-3-4) |

K(IX) 944 . LACO. THNH. R #-CHCH=CH-(6-(Z
Bt & ) -3-8ef K) .

K(IN&E4:. LACO, THNH, RH-CHCH=CH-(3-7Feok
) ;

K (IX)e9fts4. LACO. THNH. RA-CHCH=CH-(5-% #
ek K

KA egé4. LACO, THNH, RA-CHCH=CH-(3-% %
—2-(N-C-FRERK)BARL)-T-5X)

KX es4:. LACO. THNH, R H-CHCH=CH-(6-"4E
)

K (IX)e9444: LA CO. THNH. R H-CHCH=CH-(6-%2 &
-3-soh K) |

KA e9f&4: LACO. THNH. RH-CHCH=CH-(6-F &
A-3-mp i) '
K(IX) 94 . LACO, THNH, RA-CHCH=CH-(5-#% %
-3-skoh K

A(IX)#gfee4 . LACO, THNH, R#A-CHCH=CH-(8-#% %
—-3-HEK)

38



200610067413. 2

o B E27/183W

A (IX) 891k 46-4p .
) ;

A (IX) 6944647 -
£) ;

A (IX) 891 &-4p .
-3 k) ;

A (IX) 8910647
—3-vEehh K

A (IX) 69444 .

L#CO, THAHNH, R*-CHCH=CH-(2-"w

L#CO. T NH. R -CHCH=CH- (4-wk

LACO, TAHNH, RA-CHCH=CH-(4-% £

LACO, THNH, R *-CHCH=CH-(6-# 4%

LACO, TANH. R}-CHCH=CH-(6-%F &,

AHA-3-SHA)

A (IX) 91 6-4p
A -3-oH ) |
A (IX) 694447 -
-3 )

K (IX) 89164 .
—6-"ek k) ;

A (IX) 651 46-4p .
A (IX) 6946 64 .
K (IX) 8940 &-4p .
£

K (IX) & f&-4p .
E

A (IX) 694k &4 .
&

K (IX) 891647 .

LACO. TA#ANH, R*-CHCH=CH-(6-£& %
LACO, THNH, RA-CHCH=CH-(6-% 2
LACO, TAHNH, RA-CHCH=CH-(3-3&4
LACO, TAHNH, RA-CHC(O)H ;
L#ACO, T NH. R *-CHCHNHCH, % £ .
LACO, THNH, R 4 -CHCHNHCH,CH, %
L#ACO, TANH, R %-CHCHNHCH,CH,CH,

L 7‘:7 CO ] T % NH H R %—CHQCHQNHCHQCHQCHQCHQ

CH,CH,NHCH,CH,CH,~ (3—"&# &) .

K (IX) 91k &-4p .
&)

L#ACO, TANH, R *-CHCHNHCH,- (3-%

39



200610067413. 2

o8 P Z28/183m

A (IX) 894 .

") ;

K (IX) 891 &-4p .
A (IX) 891647 .

%) ;

X (IX) 69164 .

X))

A (IX) #9164 -

HE)

A (IX) 894&-4p .

") ;

A (IX) 8916647 .

HE)

A (IX) 89464

k) ;

A (IX) 89144

)

A (IX) 89164

) ;

A (IX) 69164

)

A (IX) 8910649

A1)

X (IX) #9164
A (IX) 894649 .

)

K (IX) g4k 64

A

LACO, THNH,

LA CO,
L%CO}

LACO, TAHNH.

LACO, TANH.

LACO, THNH,
LACO, TANM .
LACO, THN.
LACO, TANH.
L#ACO, THANH,
LACO, THNH,
L#ACO. THNH,
LA CO, TANH,
LACO, TANH.
LACO, T4 NH,

40

T A NH
T A NH

R j@ _CHQCHZNHCHZ— (6"‘;%

R 4 -CH,CH=NO (K &) .
R 4 ~CH,CH=NOCH, (%

R % ~CH,CH=NOCH, (4-NO,-

R ﬁ“CHzCH:NOCHz (4_“%‘

R 7‘6 "CHzCHzNOCHz (2—g§

R % —CH,CH=NOCH, (3-+&

R 7{7 "'CHzCH:NOCHz (6‘“%

R % ~CH,CH=NOCH, (1- &

R % —-CH,CH=NOCH, (2~ &

R % -CH.CH,NHOCH, ( %

R 7 ~CH,CH,NHOCH, (4-NO,-

R %4 -CHC(0) - % 4 .
R % -CH.C(0)-(4-F-%

R % -CH,CH=NNHC (0) %
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K(IX)&9fa4p. LACO, THNH, RA-CHCHCH,- (3-8
%)

KA EA4 . LACO, THNH, RA-CH-(2-(3—5=K i)
EINSE S

K(IN#a4m. LACO, THNH, RA-CH-C=C-H ;
K(IX)egda4 . LACO, THNH. R A-CH-C=C-(3—"H
)

K(IX)&e4. LACO, THNH, RA-CH-C=C-(6-# 4
-3 )

KAX) &4 . LACO, THNH, RA-CH-C=C-%4%,
K(IX) ka4, LAHCO, THNH, RA-CH-C=C-&H%.
XA sm. LACO, THNH, RH-CH-C=C-(2-1
)

K (IX)8ga4 . LACO, THNH, RH-CH-C=C-(6-F &
E-2-FK)

X (I 8s4. LACO, THNH, RHA-CH-C=C- (6~
-2-E &),

A(INLs4. LACO, TANI, RA-CH-C=C-(6-"
&) ;

R (IX) 9444 . LACO, THNH, RA-CH-C=C-(2-F %
—6-uoh &)

X (IX) 9444 . LACO, THNH, RA-CH-C=C-(5-(N-(2-
rE ) AK) B E) kem &)

K(IX) 944 . LACO, THNH, RA-CH-C=C-(1-%%
AL

K(IX)#9fb&4. LA CO, THNH, R #H-CH-C=C-Br ;
K(IX) 8944 LACO, THNH, RA-CH-(2,2-=F %
-1, 3-Z R I-4-K)

4

)

~
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KAV EH . LACO, TAHNH, RA-CHCHOH) -X A
KA egfed4:. LACO, THNH, R HA-CHCH(OH)CH,OH .
K(IX)dyfbe4p. LACO, THANHNH,, R 4-CH,CH=CH, .
K(AX)e9fes&4p . LACO, THAHNHNH,» R 4 -CHCH=CH-(3-
ok k)

AN &E4:. LACO, TANINH,» R #-CH,CH.CH-(3-
ek )

R (I ea4:. LAHCO, THNH . RA-CHCH=CH-ZE % .
K(INegfs4. LAHCO, THNH, RH-CHCH=CH-(3-(2-
kol AR) -6 &) |

(I e9f&4p:. LACO, THNH, RA-CHCH=CH-(8-&.4.
—3-"H ) ;

K (DO #Ls4: LAHCO, THNH, RA-CHCH=CH-(4- £ A&
—-Z AT A-6-%H LK) ;

R(IXN)e9s4:. LACO, THANH, RH-CHCH=CH-(9-% &R
~2-%) ;

A (IX) e9fe4: LAHCO, THNH, RA-CHCH=CH-(6-% &
BEA-2-FK)

K (IX)e9fed4p. LAHCO, THNH,. RA-CHCH=CH-(7-¥ &,
E-2-FK),

KA efs4p:. LACO, THNH,» RA-CHCH=CH-(3-% %
—6-skef &) ;

(I egfes4:. LACO, THNH . R #A-CHCH=CH-(3-(2-
g A ) -6k ) |

R(IX)e9dbs4: LACO, THNH, R H-CHCH=CH-(3-(2-
%% % (thiophenyl) ) -6—"8= i) ,

K (IX)egfes4:. LACO. THNHL, RA-CHCH=CH-(4-¥F %

R2E)
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K (IX)&yfLé&4:. LAHCO, THNH, RH-CHCH=CH~-(6-B-D-
ol ¥ IR E-0-F K
A(IX)894Le4 . LAHCO, TANH» R HA-CHCH=CH-(7-"w

P

X(IX)89fa8 . LACO. THNH. RH-CHCH=CH- (4- B A
ZK)

X (IX)84t&4. LACO, THNH. RH-CHCH=CH-(3-Bt %
&)

X(IX)e9a4:. LACO, THNH, RH-CHCH=CH-(5-#4 £
2X)

K(IX)894e4: LACO, THNH. R#-CHCH=CH-(4-=%
A EREK)

KA a4 . LAHCO, THNH, RA-CHCH=CH-(6-F &
E-2-% %) ;

K(IX) 694640 . LA CO, T4 NH» R #-CHCH=CH-(3, 5-
ZRAEKXK)

A e944: LAHCO, THNH, RA-CH -(3-m& %
&)

(IO 8ge4:. LACO, THNH, RA-CH -(3-(2-k#
&) R A

KX (IX) 89144, LACO, THNH . RA-CHCH=CH-(6-%2 %
—2-EK)

X(IX)#94t&49. LACO, THNH, R #A-CHCH=CH-(6-(2-
BT EER)-2-FK)

KX (IX) 89444 . LA CO, T HNH. R #-CHCH=CH-(6-(2-
wed ) CREA-2-FK)

K (IX) 6944 LACO, THNH, RA-CHCH=CH-Z % .
R(IX)e9&4 . LACO, THNH, RHA-CH-C=C-(2-% %
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LA,
L (IX) 89e&4:. LAHCO, THNH, R#H-CH-CH=CH-(5-(3-
Frked K ) -0—vRuy X))
XN(IX) e LACO, THNH., RA-CH-CH=CH-(1, 3-
ZFE-2,4-=ER-5-grx &), Ao
K(IX)89fe&4:. LACO, THNH, RA-CH-CH=CH-(5-(2-
hew ) B AR A -2-=kwh & .

X IX ikt b ik & T 76964 .
NI 8944 . LACO., THO. R A-CHCH=CH,:
K(IX)egfed4:. LACO, THO, RAH-CHCH=CH-% % -
R(IX) e9fes4:. LAHCO, THO, R A-CHCH=CH-(3-wwk
),
XA e4:. LAC, THNH, RA-CHCH=CH, .
KR(IXDegfs4:. LAHCO, THNH. RAHB-CHCH=CH-% % .
K(IX) e9fee4: LACO, THNH, RH-CHCH=CH- (3-w&w
),
K(IX) t9fe&4y: LA CO, THN(CH), R #-CHCH=CH, .
R(IX)89fa4 . LAHCO, T HN(CH), R #-CHCH=CH- (3-
ek A |
A (IX)89e4: LACO. THNCHCHN(CH),),» R #-
CH,CH=CH, ;
K (IX) dhfes4. LAHCO, T4 NCHCHN(CH),) . RH-
CH,CH=CH- (3-"%op %) ;
K(IX)e9fe4. LAHCO, THNH, RH-CHCH=CH- (3-v=z
&)
R(IX)89e4. LACO, THNH, RA-CHCH=CH-(2-%
&) ;
X(IX)e9fea4 . LAHCO, THNH, RA-CHCH=CH-(4-Bwt
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k) ;

A (IX) 89647 -

FoREXRE);

K (IX) 694 &-4p

ESN

X (IX) 894064 .

%)

K (IX) 69464 .

ek )

X (IX) 89 4e &4

) ;

K (IX) 894 &4

-3-speih i)

K (IX) 89164 .

"»’;’E“B“g‘) ;

X (IX) 894447 .

L A CO,

LA CO,

L#CO.,

L %4 CO »

L % CO ,

L% CO,

LﬁCO)

L %4 CO,

Bt A ) -3 k)

X (IX) 69164 -

HA)

A (IX) 69164 -

-3~ )

K (IX) 89464 -

A -3 k)

K (IX) 89164 .

-3-se )

X (IX) 891647 .

—3-soh &)

A (IX) 891464 .

L%COJ

L4 CO .,

L CO >

LACOo.

L2 CO .

L A4 CO,

T 2 NH
T 4 NH .
T NH,
T A NH
T4 NH
T2 NH
T % NH
T2 NH
T NH,
T 7 NH .
T 7 NH
T 29 NH .
T NH

T%NH}

45

R 4 -CH,CH=CH- (3, 4- %

R A ~CH,CH=CH- (8-

R 47 ~CH.CH=CH~ (6%

R 7 —CH,CH=CH- (6-#4 %

R 4 —CH,CH=CH- (5-&-+

R % -CH,CH=CH~ (6- £ %

R #—CH,CH=CH- (1, 8- %

R 4 ~CH,CH=CH- (6~ (Z

R % ~CH.CH=CH~ (6—=&"2

R % -CH.CH=CH- (6-# £

R 4 -CH,CH=CH- (6- ¥ &,

R 7 ~CH,CH=CH- (5-#4 %

R 4 ~CH,CH=CH- (8-#% %

R 4 ~CH,CH=CH~ (2-"&+k
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&)

KA egfe4p . LAHCO, THNH. R H-CHCH=CH- (4—okak
) ;

KA s LAHCO, THNH, R A-CHCH=CH- (4-% %
—3-eep )

R (IX)gfs4 . LHCO, THNH, R#-CHCH=CH-(6-£ 4
3wk &)

KT e9fs4h: LACO, THNI, R #-CHCH=CH-(6-F &
A A3 K |

AAXN) &4 : LACO, THNH. R H-CHCH=CH-(6-£ £
A3k )

R(IN)e9dLe: LHCO, THNH. R¥-CHCH=CH-(6-F £
—3-bek ) |

KA WS4 LACO, THNL, RHA-CHCH=CH- (3-8 &
-6k ) ;

R(IX)69fte4: LAHCO, THNH, R H-CHCHCH- (3-ok
) ;

XA 891 e4 . LACO, TAHNH, RHA-CHe-(2-(3-whui t)
R A)

XA #feed . LACO, THNH, R #A-CH-C=C-H .
R(IX)#94Le4:. LACO, THNH, R A-CH-C=C-(3-wkwk
&)

R8s . LACO, THNH, R A-CH-C=C-(6-5 £
~3-eh ) .

A(IXN)&fLéda:. LACO, THNH. RA-CH-C=C-%%
RN e LACO. THNI, RA-CH-C=C-Z% .
R(IX)e9fee4p: LAHCO, THNH, R #H-CH-C=C-(2-
) ;

e

7N
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K (IX) 89645 .

FE-2-BK)

K (IX) 89144 .

-2-EK)

K A(IX) 89647 .

%) ;

K (IX) 916545 .
KX (IX) 891 &4

ek )

A (IX) 694 &4 -

kA

A (IX) 6940647 .
X (IX) 8940644

L% CO,
L % CO
L/‘-@CO)

LA CO .,
LA COo,

L#Co,

L%CO:
L%]CO:

uheg ) —6-uh k) |

K (IX) 691 &-4p .

7%); e

X (IX) o964 . LACO, THNH,

L% CO,

Fokek ) 25 K .

KERE Z—AFERFTEHHET X6 6-0-AX 65 KIRK B AL

e

P

7N

THNH, R A-CH-C=C-(6-% &,
T NH., R »-CH-C=C-(6-&.4X
T#HNH, R H-CH-C=C-(6—otwh

T 7@ N(NHz) » R %_CHZCH:CHZ ;
T 717 N(NHa) » R )_J‘J_CHZCH:CH_ (3“

T 7‘{7 N(NHz) b R 7‘£]_CH2CH2CH2— (3"

T A NH,» R A -CHCH=CH-% % .
T % NH,» R #-CH,CH=CH-(3-(2-
T A NH, » R A -CH,CH=CH- (7%

R % ~CH,~CH=CH- (5 (3-
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R = R

Rit g .

(1) HitaTHEHF,-RRGFTE.

(a) CN,

(b) F,

(c) -COR™., HEFRH C-C xR F ABMK Y C-C- 2k, HEF

PEI&'F{( éﬁ C,—C3—¢;eﬁ,)% ’

(d)
(e)
(f)

S(O).R®, Z¥nAH0. 182, RSETHELMA,
NHC(O)R”, A F R H5#R T 48R,
NHC(O)NR'R®, A& R'F R & A&, C-CEh, &4 .

ARG SR . AFE. MR FFERRY C-CRt,

(g)
(h)

(i) %

Fo

(3)
(2)
(3)
(a)
(b)
(c)
(d)
(e)
(f)
(g)
(h)
(1)
(1)

W—AMRE AN E T BRARRAEY C-C i .
K%

C—Cotr %,

C—Cote A A-C-C i R A&,

E A

N,

~CHO,

0-S0,~ (B89 C,-Co- I &),

-NR"R"™, A ¥ R°F R it g .

£,

48
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(ii) C-Co-k .

(iii) B C-Cuo-tr A,

(iv) C—C—%% &,

(v) BAXES C~Co 1 A

(vi) C—Cot i,

(vii) BUR 89 C-Co-J %,

(viii) F&,

(ix) CoCoix i,

(x) BARE C-C-IRi i,

(xi) BAREFE,

(xii) #IFRX,

(xiii) BAREg &AM E,

(xiv) @ FERKE C-C~KE,

(xv) wBLREFEBARE C-Co-tR A,

(xvi) @ &IFREERKRL C~Co-t A,

(xvii) @B ETEERK C-Co-R A,
(xviii) @ CoCo-FRIRE B C~CoitR A
(xix) @IKE C-Co IR HRBAKE C-Co-tr ik,
(xx) #FE,

(xxi) B ZHFK,

(xxii) @ £&FABAKE C-Co-tr i,

Fa

(xx1ii) @B E) & F AR C-CotR &
=,

RPFa R ST ERG R F—R2H A3 - 10 LEIFRER, BFRT
R — ARG MLt 8T 76 BAERK .
(1) "%,

(i) # %,
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(lll) Cx—C3’¢}eﬁ i&,ﬁ: 3
(1V) C1'Cs_ﬁ£ §L§—C1-C3—¢% ii‘ ’

(v)

FAX

(V].) Cl_CS_%%g)
(Vll) @?-CI—CIS_%%g’

Fa

(Vi l) C1—C3_¢Jeﬁ ig—cl—ca—%g )

(3)
(k)
(1)
(m)
(n)
(o)
(p)
(q)
(r)
(s)
(t)
(u)
(v)
(w)
(x)
(y)
(z)

(aa)

(bb)

Fo

(ce)

-COR®, X+ R E#HE T L4E,
-C(O)NR"R”., E ¥ R'F R EHA T LAAR,
=N-0-R”, EF R FAZELAE,

~C=N,

0-S(R", XFnAH0. 12, REFMAEZTLAR,
FE,

AR 8 F K

RITE

ARG 5 A

Co-Co-FRdE 25,

AR C-Ce-FRde

wRFERREY C-CoR &,

ZINE A

BLAR 8G 3R e K
NHC(O)R”, £ ¥ R EHATE T LA,

NHC(O)NR'R™, HE# R'A=R*5a &L 48R,

=N-NR"R"*, X+ R'FR“S5A AL LAF],
=N-R", E¥ REARE AR,
=N-NHC(O)R*, X ¥ R*HH AT NLANF,

=N-NHC(O)NR'R", H + R"F= R” B A& & L A8 F]
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(4)dit B T 5 6930 53R 89 el A .
(a) ¥ %>

(b)
(c)
(d)
(e)
()
(g)
(h)
(1)
(3)
(k)
Fo

(1)
(5)
(6)
(a)
(b)
(c)
(d)
(e)
(f)
(g)
(h)
(i)
(3)
(k)
(D

~CHo,

-COR", EFREAMHELAF .

C(OR, £FREFMNELLAFR,
-C(O)NR'R™, R & R'F R 54T E LA F]
- C=N,

F &,

BAX 6 F A&,

BLAX 8 2 5 K

C-Cr-3Rir X

W & 5 AR C-Cotr ik,

Co—Coo—4k 1 X,

w— K% Ak B T2 BRARERRE C-CotiF ik,
il

C-Co- 1% B A

EAW

~CHO,

-COR", EFREAAT AR,
-C(O)NR'R”, £ F R'FR* ATt & L 48 F,
-NRURY, EF R AR BB LR,
=N-0-R", H ¥ R”%ﬁs‘ifzx#a 2

C=N,

0-S(O)R®, £FnHO0. 12, REMAT AR,

;}t;ﬁgx
A F A
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(m)
(n)
(o)
(p)
(a)
(r)
(s)
()
(u)
Fe

(v)
(7)
Fn

(8)
(a)
(b)
(c)

(d) #

Fo
(e)

EE,

BAX 6 & 5 A

Co-Crm IR A

W &5 EBAE C-Co-t ik

NHC(O)R"®, HE+ R 5 aT&RZ LHE,

NHC (O)NR"R®, £ ¥ R AR ER AT AAME,
=N-NR"R", E ¥ R°F R HA A E LARF,
=N-R°, E¥REFEL LR,
=N-NHC(0)R", H F R LA & ZELABF

=N-NHC(O)NR"R”, £ F R"F R* A AT LA R,
C:;"Clo %b'\g_‘ 5

it BT 7 69 AR EIAKE C-Cotr

AR B 2 5 K

RCH H&RW-R, £ WARAAR®KB-0-. -NH-CO-- — N=CH-A=-NH-
HR#%E .

(1)
(2)
(a)
(b)

(c) #

(d)

2=,

Ei

R — RS Ak B T I e BRAREIRNREG C-CF k-
7k,

B 8 5 &

-

B & FE,
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(e) %,

(f) C—Cott & A&,

(g) NN'R®, £+ RA=REIik 8 aF C—CEk, I RFREENA
BHRGEBF—RMBAI - TR, FEAHE - TAKE, €TF
BAABRE THHEEEE —0- —NI- —N(C-Cotr )~ -N(F &) -
N(EE-C-Coti ) -+ -N(ERK Y F E-C-CIn &) - -N(RFH)-.
N(ZeE E-C-Coti ) -« N(BARE 2 F % -C-Co i) ~Fo-5- 3~
S0, EFnH 182,

Fo

(h) -CHM-R°
L+ Mitg

(i) -C(0)-NH-»
(ii) -NH-C(0)-,
(11i) -NH-,
(iv) -N=,

(v) -N(CHs)-,

(vi) -NH-C(0)-0-
(vii) -NH-C(O)-NH-
(viii) -0-C(0)-NH-
(ix) -0-C(0)-0-
(x) -0-,
(xi)-S(Q),~» E¥FnA0. 1&2,
(xii) -C(0)-0-,
(xiii) -0-C(0)-,
Fo

(xiv) -C(0)-,

Fo

R\ B .
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(1) C-Codr i, fFibikit A T 5 695U AR
(aa) F i,

(bb) A8y % %,

(ce) &F A, Fo

(dd) A& £FX,

(ii) F&,

(iii) ARG FE,

(iv) #F X,

(v) BAREGxx

Fa

(vi) BRI A,

(3) GGk,

4) F%,

(5) BAX 895 3%,

(6) ZF%,

Fo

(7) BARE 2554,

B ik EAE

(a) AATEA-#ERNFB R ks T X 694004 .

NMGZ

EPREWNEZAAE, RPHEERYP A, 2AHA-RA-RP S8
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RARRE LA T X096y .

(b) Mt B TFTHHAAMLBEYR(a) 964 & RN - B BA
B . BRFRAG K, REAATXHLEY .

NMBa

EPRAHRXV-R, EFVIREARSLE-0-- -NH-CO-. -N=CH-H=-
NH-, RERIZERE A8 R,

(c) FHAEFREMNEENAE X R-0 FeRAMH L LR
(b)#yitbdp, PR AH, FELFRAW-R. WHRAELE, R5LE
# 7 LA R 65 T8 (b) F AT+ X E47

(d) FHALBEFREFNAZLAARGR-K ERENHLEZFR
(b) e9fe a4, EFRATF-R. ¥ AH-NH-, R°AH, FEFHE®D) FAH
TR, EFRAW-R, WA-N-, R°ELZBE AR,

(e) 123k & R-C(CO)- & & &K (R™-C(CO)-0) 69 BLAL A L FH (b)
Wgfady, £F R°A W-R'. WAH-NH-. R°HH. 452 £ F R % W-R,
W 4 -NH-CO-, R°E LR E LA &LE
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(f) £3& AKX R-CHO 8982 (L PR ERT L) LB FEK(b) &9Ls
#, EPRAW-R, WAHNH-, R'AH, BEELFRAW-R, WH-
N=CH-, R'E L& T 48R 65L&,

(g) MBRAKMHEALTHENTFEEA TXOLEY .

Rp NMEQ

(h) ALt 3 -AEA, #
(i) EREZRP H S EBHELED -

FPRFEGOERERFTEY, RABRESBERE, LA PHMEH
BESEFHETH—FRLE TROHRTRN: -RETHE. 2-
FREE. -7 % . 2-FAO6-5RE. 2-F&. -RETHE. 2-
spopk R . 3- (2-kvh AR) 6Bk A . 3-(2-WE E)-6-FHE . 3-%
i . 3-(0-"Eer ) -6-"8cR A . 3-BEARA . 3-BR-6-EchAE . 3-
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.

(VII)

EFA.B.D. EFREWNATLAE .
R VII £4675 RORAMAEYD Q3 (1ZRIRT) THlLe4p

X(VIDA&4 . A~ B.D&#REHH, RAHRE
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#)C(0)OCH, ;

X (VIDA 44 A B. DFE#NH. R*-CHCHNHCHCH,-(2-
FRAXK) ;

X(VID44: A-BFREAH., DAFE, RABAE,
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R (VD) &4 .
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R % ~CH,CH,NH, .

R % —CH,CH,NHCH,~ % % .
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R % —CH,CH,NHCH,— (4—"&=h %)
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R # —CH,CH=CH- (4- B A X&) ,
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ITRF)VAAMEGEHARERE . EFA. L2 EXL. 2+
—Ef B+
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FUETRBRT)FEARLA. —FREA. THERAL. —LEALFRE
Bk

KiE “BR BLEBEETXORAFG—IMRE T LRGSR F
H—AERFREGER (BriE) .

AR R CdER FHEBIER AR FERASERGER, B
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ko & R R Aekl, 4o LBk . R-F S F A8 . ARBEAAR B
s Eed, FTFRAABEAARRET, RAZATH LGP

REH, RESFARBEFRAMNGERE . XAGRERELLNE
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Physical Properties and Methods of Purification, % 4k, &
John A. Riddick ¥ %% (% II %, in the Techniques of Chemistry
Series, John Wiley & Sons, NY, 1986) -
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F-NE 328 WL EE L L WL L S
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M. Wuts 8 Protectives Groups in Organic Synthesis, % 2 A& (John
Wiley & Sons, New York (1991)) . # ARy Ky H 035 (2 RRT)

72



200510067413. 2 o 5E61/183m

PREFTE. R-—FEHERE. R-TA-FEEREL, RHLTE
AT AR OIETBE . AVBES.

AR RS “REFE BAARLEE . RIFALLE LAY
RFEFLEIERENREATRELEIHRY . ZHEHGER. £4
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AT RARE SR FAMNGH BHTRERFHEN, 4
BRTHE. LB. A8, A8 . TH. RTEF. R EHNHTX
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ERFRGEOREEBRTALGERGEH XENGREY . 5T
SR FEMGH —FF R T LA EZEAAFTREE, 4o Organic
Solvents Physical Properties and Methods of Purification, % 4
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%o LHEE. TRE. FORE . AARE . HwsRRL . AER
e FRERE. FRE. ORE . g . 2-2A-LHKE . AU
PEERh . JLEREL . ABERL . ABREARERL. FR®RE . T RRY.

kB S moML . PREKL. 2-FmRE . WRL . HRE . W
R . BB KMRL . AL . RREERYE . IHAEE . 3-XL
Rk . BiE L. EoRBRE . HARE . ARE . RBERE . BHR
AL, BERE. AARE . A-FTRERE . +—RE . AR
% . REAASEIARLEEL OEME . 2R . 2. B4 . #
B¥. AN FFLETRSHEOE(E I FEHFREE . Tl
RAR & FHl4e0iLdy . SAAY . REE . RRE . ik . A&
MR EARREFPFTEREEYRGKEE T .

AW A RE “HF L TRTHE” BAKRRATREGE, H
CHRMETUAAGAL R BALFRLESH R LR . T 56
BE R QB o MG B E L TRHTOBE AR, FEERR . &%
B AR ER RITENRE EPENREREE RN RST
TALOAMNRERT . WO EH O TRE . LRE. RKRE. T
BB . MFREA LERAKE .

ASLFTRARE “HRETRTORARGY " BRLARESHG A
iy, RELBDES A, ENEESEARRRHWGELERM
RAESGENE . RN . IHEREFHEASEOH/F0L, B
stTERRMERAAZNAR (TRE) ARKALEHORKLEE T
B . K& ARG BEATARREANS £ L {9 B4 LE
Moyl edy, e BLAE LR P KB, Foaide L T. Higuchi 4= V.
Stella #J Pro—drugs as Novel Delivery Systems, Vol. 14 of the A.
C. S. Symposium Series #= Edward B. Roche %4 3% 4J Bioreversible

Carriers in Drug Design, American Pharmaceutical Association

and Pergamon Press, 1987 (E 3| AAmEAFE) .
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R

ARIE TR F BN AL AR B S W RSN LB F . &
12 oA % ikt 5 AR KIE & FH A 10ml R & Brain Heart
Infusion (BHI)#% A% (Difco 0418-01-5)#4 3% s | & Az Fm A 1:100
(Gt TERAERGERGI MR E BARRBEA LIOKEN S
E 32 FRE eask A,k A Steers B 4| & B FRLBT 7| (replicator block)
B, AP Rm T 35-37CME 20-24 ort. B, EHEAK
e Aesk K0T, A IR4A%iXie-4h ¢ BHI 3705 4] &-xF B & i
®E .

HEELSH LA QT A EMBBEA KB T H LB
AFIRA F AR LMY 5 Sh— AR B F A A 5 Ih e xt
B, FR2ABR5RBZ T, FogEE AR TE 6,

WE e, ARt B AR, 5 R I H R B (MIC)
AL A Kyt BARLEEF & F A XA KT LA &M VKL
BEOSMEORIRE. ZRTERGTA L PHAVRLNLEY
HILE E .

%1
AR SIS A I EHEMIC)

X WA HRT aEE ANk
A% e HHRYE ATCC 6358P AA 0.2
AHEHHIRE AS177 BB 3.1
AEEFHHKE A-5278 CcC >100
AEEHHRE CMX 642A DD 0.39
A& 6 #H Bk NCTC10649M EE 0.39
A# 6F Hg CMX553 FF 0.39
AEEHEHHE 1755 GG >100
2 FEFHKE 3519 HH 0.39

Bpzkd ATCC 8043 I 0.05
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443K E A-5169 JJ 0. 02
FHLEEKE CMX 508 KK 0.05
BRIk 423K ® EES61 LL 0. 05
BRAREEIR A 930 MM >100
BRIk AR E PIU 2548 NN 6.2
B FMRE ATCC 9341 00 0. 05
Be® MR B ATCC 4698 PP 0.2
R+ #E JUHL QQ >100
XMmAF @ SS RR 0.78
XA E DC-2 8§ >100
B e&o%k® CCH 442 TT >100
BRESTRITE ATCC 114 U 3.1
EHEFKE ATCCI970 2 0.1
Rk wAT® DILL AMP R WW 4

B ¥ 43K @ ATCC6303 XX 0. 06
i ¥ 453K % GYR 1171 YY 0.06
FE K 4£3RE 5979 77 >128

i % 4K E 5649 ZZA 16

17
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A1, &

WA LA TGl TR FTHEE  ERG Ee 5% 3645
RE 1 2 3 S 2 38 9
AA 12.5 3.1 25 6.2 3.1 25 3.1
BB 50 3.1 >100 6.2 3.1 25 1.56
cC >100 >100 >100 >100 >100 >100 >100
DD 50 3.1 100 12.5 3.1 6.2 6.2
EE 6.2 1.56 25 12.5 3.1 6.2 0.78
FF 25 3.1 25 12.5 3.1 50 3.1
GG  >100 >100 >100 >100 >100 >100 >100
HH 50 6.2 50 6.2 3.1 100 3.1
i} 12.5 6.2 25 6.2 1.56 6.2 0.78
13 25 3.1 25 1.56 0.78 3.1 0.05
KK 6.2 1.56 = 23 1.56 0.78 6.2 0.39
LL - 3.1. 100 3.1 1.56 6.2 0.39
MM >100 >100 >100 >100 >100 >100 >100
NN 12.5 3.1 100 6.2 3.1 12.5 0.78
00 3.1 1.56 12.5 0.78 0.39 6.2 0.2
PP 6.2 3.1 100 6.2 1.56 12.5 0.78
Q >100 >100 >100 >100 >100 >100 25
RR 12.5 3.1 50 6.2 3.1 6.2 0.39
SS >100 >100 >100 >100 100 >100 25
TT >100 >100 >100 >100 >100 >100 >100
Uu >100 25 100 >100 100 100 6.2
\'a% 6.2 0.2 12.5 6.2 0.78 12.5 0.2
WWwW >128 - - >128 - - 16
XX 4 - 8 - - 0.25
YY 4 - 4 - - 0.25
7z >128 - >128 - - >64
ZZA 8 16 - - 4

*ABBMEER - AT
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A1, 8

A FhA]  FaB] T LG ERF O FAEF )
g 10 12 14 is 16 17 18
AA 6.2 6.2 1.56 6.2 [.56 1.56 0.2
BB 6.2 3.1 1.56 6.2 1.56 1.56 0.2
cc >100 >100 >100  >100  >100 50 >100
DD 6.2 6.2 3. 6.2 1.56 1.56 0.2
EE 6.2 6.2 3.1 6.2 1.56 1.56 0.2
FF 6.2 6.2 3.1 6.2 1.56 1.56 0.2
GG >100 >100 >100 >100 >100 50 >100
HH 6.2 12.5 1.56 6.2 1.56 1.56 0.2
I 6.2 1.56 0.78 1.56 0.78 1.56 0.2
13 0.2 0.2 0.2 0.2 0.2 0.39 ;
KK 1,56 0.78 0.2 0.2 0.39 0.78 0.2
LL 0.39 0.39 0.39 0.39 0.39 0.78 0.2
MM >100 >100 50 100 >100 25 100
NN 1.56 1.56 0.78 3.1 0.78 0.78 0.1
00 0.2 £ 0.39 0.39 0.78 0.2 0.39 .
PP 1.56.  0.78 0.78 3.1 078 0.78 0.2
Q  >100 >100 >100  >100  >100  >100  >100
RR 1.56  0.39 6.2 6.2 6.2 12.5 0.39
SS  >100. =100  >100  >100  >100  >100  >100
T >100 >100 >100  >100  >100 50 >100
Uu 12.5 - 3.1 6.2 3.2 3.1

VvV 1.56 0.39 3.1 1.56 1.56 3.1 0.1
WW 64 32 128 >64 128 64 16
XX 2 0.25 ! 1 1 1 0.03
YY 2 - 025 1 0.25 0.5

77z >128 >128 128 32 128 32 128
ZZA 4 2 2 | 2 2 0.25
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A1, &
WY FAE  ZHbl FEB s Lae o B A
K2 1 72 g} 4 15 12 1m
AA 0.78 0.1 0.39 0.2 0.1 0.78 - 0.1
BB 0.39 0.1 0.39 0.2 0.1 1.56 0.1
cC >100 >100 100 >100 >100 >100 >100
DD 1.56 0.1 0.39 0.2 0.1 1.56 0.1
EE 0.78 0.1 0.39 0.2 0.1 0.78 0.1
FF 3.1 0.2 0.39 - 0.2 0.1 1.56 0.1
GG >100 100 100 >100 >100 >100 >100
HH 3.1 0.1 0.39 0.2 0.1 1.56 0.1
a 1.56 0.05 0.1 0.1 0.1 0.78 0.05
J] 0.2 0.01 0.05- 0.05 <0.005 0.2 0.01
KK 0.2 0.0} 0.05 0.05 0.01 0.2 0.02
LL 0.39 <0.005 0.05 0.05 0.02 0.2 0.02
MM >100 50 12.5 50 3.1 >100 100
NN 0.39 0.2 0.2 0.39 0.1 0.2 0.1
00 - 0.01 0.1 0.05 0.02 0.2 0.01
PP 0.78 0.1 0.2 0.2 0.2 0.78 0.1
xQ >100 - >100 >100 50 >100 100
RR 3.1 0.78 3.1 3.1 0.39 .56 0.39
SS >100 >100 >100 >100 >100 >100 100
TT >100 >100 >100 >100 100 >100 >100
uu 25 0.78 0.78 0.36 0.39 25 0.2
A% 0.39 0.1 0.39 0.39 0.05 1.56 0.02
WwW 64 8 16 4 2 64 4
XX 0.25 0.06 0.125 0.125 0.03 0.5 0.03
YY 0.25 0.06 0.125 0.125 0.03 0.25 0.03
zZ >128 64 64 32 64 >64 128
ZZA | 0.5 1 0.3 0.5 0.25 0.25
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A1, %

Wkdy  EAEB]  FeH FEARF] Fae] Fp] EEB S
KT 104 171 172 173 174 175 176
AA 0.05 0.1 100 12.5 3.1 0.2 1.56
BB 0.05 0.05 100 50 3.1 0.3% 0.78
CcC >100 >100 100 100 >100 25 >100
DD 0.05 0.05 100 12.5 3.1 0.78 1.56
EE 0.1 0.02 100 12.5 3.1 0.78 0.78
FF 0.1 0.05 >100 12.5 3.1 0.78 0.78
GG >100 >100 100 100 >100 12.5 100
HH 0.05 0.2 100 12.5 3.1 0.78 0.78
Il 0.05 0.05 100 1.56 3.1 0.02 0.2
J] 0.01 <=0.005 25 0.78 0.2 0.02 0.05
KK 0.01 0.02 50 0.78 0.39 0.02 0.05
LL <=0.005 <=0.005 50 0.78 0.39 0.01 0.05
MM 1.56 25 50 50 >100 3.1 50
NN 0.1 0.2 25 3.1 1.56 0.39 0.2
00 <=0.005 0.01 50 0.78 0.39 0.05 0.05
PP 0.05 0.39 100 3.1 0.78 0.1 0.2
Q 50 25 >100 >100 >100 >100 >100
RR 0.39 0.39 >100 50 12.5 0.78 3.1
SS 50 25 >100 >100 >100 >100 >100
TT >100 >100 >100 100 >100 >100 >100
Uuu 0.35 0.78 50 3.1 3.1 0.78 0.78
2% 0.01 0.05 25 6.2 0.78 0.39 1.56
ww 2 2 >128 128 128 64 64
XX 0.03 0.03 16 2 1 0.03 0.25
YY 0.03 0.03 16 2 1 0.03 0.25
ZZ 16 >16 64 32 >128 g 64
ZZA 0.25 ! 32 4 2 2 0.25
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A1, %
sy EARS Tl EE Fab] T FHEH] )
N 180 181 182 183 184 185
AA 6.2 0.1 6.2 0.39 25 3.1 0.1
BB 6.2 0.1 6.2 0.2 25 1.56 0.1
CcC >100 >100 >100 >100 >100 >100 >100
DD 6.2 0.1 6.2 0.39 25 3.1 0.1
EE 6.2 0.1 6.2 0.39 25 3.1 0.1
FF 6.2 0.1 6.2 0.39 25 1.56 0.1
GG >100 >100 >100 >100 >100 >100 >100
HH 12.5 0.1 12.5 0.78 25 3.1 0.1
i 1.56 0.05 0.78 0.1 3.1 0.2 0.05
1) . 0.39 0.02 0.1 0.01 0.78 0.1 <=0.005
KK 0.39 0.05 0.2 0.05 1.56 0.1 0.01
LL 0.39 0.02 0.1 0.01 1.56 0.1 0.01
MM >100 25 >100 100 >100 25 >100
NN 0.78 0.2 0.78 0.39 3.1 1.56 0.2
o0 1.56 0.02 0.78 0.02 6.2 0.39 0.01
PP 3.1 0.1 1.56 0.39 25 0.78 0.1
QQ >100 >100 >100 >100 >100 >100 100
RR 6.2 0.2 1.56 0.39 25 12.5 0.39
SS >100 >100 >100 >100 >100 >100 100
TT >100 >100 >100 >100 >100 >100 >100
uv 12.5 0.2 12.5 0.39 >100 6.2 3.1
Vv 3.1 0.1 0.39 0.2 1.56 3.1 0.1
WwW >12§ 4 64 8 >128 >128 8
XX 0.5 0.03 1 0.125 2 1 0.03
YY 0.5 0.03 1 0.25 2 0.5 0.03
zZ >128 128 >128 >128 >128 32 >128
ZZA 0.5 0.25 2 2 2 2 0.5
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A1, %

WY FHL] FRH T P FHG T 36,15
KT 186 187 188 - 189 10 191 19
AA 0.1 0.1 0.1 0.2 0.05 0.05 0.1
BB 0.01 0.1 0.1 0.1 0.05 0.05 0.1
CcC >100 >100 >100 >100 >100 >100 >100
DD 0.1 0.1 0.1 0.2 0.05 0.05 0.1
EE 0.1 0.1 0.2 0.1 0.02 0.1 0.2
FF 0.01 0.1 0.1 0.1 0.02 0.05 0.1
GG >100 >100 >100 >100 >100 >100 >100
HH 0.1 0.1 0.2 0.2 0.05 0.05 0.1
a 0.05 0.02 0.05 0.05 0.02 0.05 0.02
JJ <=0.005 <=0.005 <=0.005" <=0.005 <=0.005 - 0.01
KK 0.01 0,02, <=0.005 <=0.005 <=0.065 - 0.05 0.01
LL 0.01 0.01 0.01 <=0.005 <=0.005 0.02 0.01
MM 3.1 25 25 50 12.5 3.1 50
NN 0.1 0.1 0.1 0.2 0.1 0.1 0.1
0. 0) <=0.005 0.01 0.02 - 0.02 0.01 0.01 0.01
PP 0.1 0.02 0.2 0.1 0.1 0.1 0.2
xQ >100 100 >100 100 100 50 >100
RR 0.39 0.39 0.78 0.39 0.2 0.2 0.2
SS >100 >100 >100 50 100 100 100
TT >100 >100 >100 >100 >100 >100 >100
uu 0.2 0.78 0.78 0.78 0.78 0.39 3.1
Vv 0.1 0.1 0.39 0.05 0.1 0.02 0.1
wWw 16 2 8 8 4 2 4
XX 0.03 0.03 0.03 0.125 0.06 0.03 0.03
YY 0.015 0.03 0.03 0.06 0.03 0.03 0.03
zZ >128 >16 >64 >32 >128 2 >128
ZZA 1 0.25 1 0.5 0.5 0.25 0.25
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1. &

A s Tl LS S F] e 5 56,15
A5 1w 194 195 196 197 198 199
AA 0.05 0.05 0.05 0.1 0.1 0.05 0.1
BB 0.1 0.05 - - 0.1 0.05 0.1
cc  >100  >100  >100 >100 >100  >100 >100
DD 0.1 0.05 0.05 0.1 0.1 0.05 0.1
EE 0.1 0.1 0.05 0.1 0.2 0.05 0.1
FF 0.1 0.05 0.05 0.1 0.2 0.02 0.1
GG >100 >100 >100 >100 >100 >100 >100
HH 0.1 0.05 0.05 0.2 0.1 0.1 0.1
il 0.02 . 0.02 0.05 0.05 0.05  0.02 <=0.05
oo 001 <=0.005 0.01 <=0.005 <=0.005 <=0.005 <=0.05
KK 0.01 0.01 0.05 <=0.005 <=0.005 <=0.005 <=0.05
LL <=0.005 0.0l 0.02 <=0.005 <=0.005 <=0.005 -
MM 25 0.78 1.56 >100 100 039 50
NN 0.05 0.05 0.1 0.2 0.1 0.1 0.1
00 0.01 0.01 0.01 - 0.0l 0.02 <=0.005 0.5
PP 0.1 0.1 0.1 0.1 0.2 0.1 0.1
Q 100 50 50 >100 100 50 100
RR 0.2 0.39 0.2 0.39 0.2 0.1 0.39
SS  >100 100 50  >100 100 50 >100
TT 100  >100  >100 >100 >100  >100  >100
Uu 0.39 0.78 0.39 0.2 1.56 0.39 0.78
vV 0.05 <=0.005  0.05 0.1 0.1 0.02 0.1
WW 4 1 8 2 1 4
XX 0.03 <=0.004  0.03 0.03 0.03 <=0.004  0.008
YY 0.015 <=0.004  0.015  0.03 0.03 <=0.004  0.008
yaord >128 64 4 >128 64 4 >128
ZZA 0.25 0.25 0.25 0.25 0.5 0.125  0.25
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A A
"%

BB
CC
DD

FF
GG
HH

JJ
KK

NN383sS39%2838%8F

5k 3451
200
0.1
0.1
>100
0.1
0.1
0.1
>100
0.1
0.02
.0.01
0.02
50
0.2
0.01
0.2
50
0.39
12.5
>100
0.78
0.1

<=0.004
<=0.004
>128
0.25

5 349
201
0.1
0.1
>100
0.1
0.1
0.1
>100
0.1
0.05
0.01
0.01
0.01
1.56
0.2
0.05
0.1
50
0.2
50
>100
6.2
0.2

-

-

0.03

0.03
16

]

A1,

3 34
202

]

1

¥

0.03

0.03
32

2

4

5 3645
203
0.2
0.39
>100
0.2
0.2
0.39
>100
0.2
0.2
<=0.005
0.01
0.01
1.56
0.39
0.02
0.39
100
0.39
100
>100
6.2
0.39

0.03

0.03
16

85

X
204
0.1
0.1
>100
0.1
0.1
0.1
>100
0.1
0.05
0.01
0.01
0.01
3.1
0.2
0.02
0.1
>100
0.78
>100
>100
0.78
0.1

|

0.06
0.06

0.5

5 361

$E 7.4
205 206
- 0.78
- 0.39
- >100
- 0.78
- 0.78
- 0.78
- >100
- 0.78
- 0.39

- 01

vl

- 0.39
- 0.39
- >100
- 1.56
- 0.2
- 1.56
- >100
- 25
- >100
- >100
- 3.1
- 3.1
>128
0.03 0.5
0.06 0.5
>64 >128
4 4
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A1, &

BEd Tkl Easl EaS mabbl el SAHl Lk

KE 2w 208 209 210 211 212 213
AA 0.1 0.1 0.05 0.1 0.05 0.39 0.2
BB 0.1 0.3%9 - - 0.05 C.39 0.2
CC >100 >100 >100 >100 >100 >100 >100
DD 0.1 0.2 0.1 0.1 0.1 0.39 0.2
EE 0.1 0.2 0.1 0.1 0.1 0.39 0.2
FF 0.1 0.2 0.1 0.1 0.1 0.39 0.2
GG >100 >100 >100 >100 >100 >100 >100
HH 0.1 0.2 0.1 0.1 0.05 0.39 0.2
I 0.02 0.1 0.02 0.02 0.01 0.1 0.1
JJ <=0.005 0.01 0.01 <=0.005 0.01 <=0.005 0.05
KK  <=0.005 0.01 0.01 . <=0.005  0.0! 0.1 0.035
LL 0.01 0.01 0.01 0.01 0.01 0.05 0.02
MM 1.56 0.78 3.1 0.78 3.1 25 100
NN 0.2 0.39 0.1 0.2 0.1 0.39 0.39
o0 0.01 0.01 0.01 0.02 0.01 0.05 0.05
PP 0.1 0.1 0.2 0.2 0.1 0.39 0.2
00] 25 25 100 50 25 >100 100
RR 0.2 0.39 0.2 0.2 0.2 0.39 0.39
SS 50 50 >100 >100 50 >100 >100
TT >100 >100 >100 >100 >100 >100 >100
Uvu 0.3% 0.78 0.78 0.78 0.39 0.78 0.39
Vv 0.02 0.2 0.02 0.02 0.05 0.2 0.35
WwW 2 2 2 2 2 8 4
XX 0.015 0.03 0.03 £.015 <=0.004 0.125 0.03
YY 0.015 0.03 0.03 <«=0.004 <=0.004 0.25 0.03-
Y 64 4 4 ‘ 4 16 128 >128
ZZA 0.5 1 0.5 0.25 0.25 1 i
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A1, %
Mt  FRE] FAE FhG] ks EEH FAH T
K5 214 215 216 217 218 219 221
AA 6.2 0.05 0.2 0.2 0.1 0.2 0.2
BB 25 0.1 0.2 0.39 0.1 0.2 0.39
CcC >100 >100 >100 >100 >100 100 >100
DD 12.5 0.1 0.2 0.39 0.1 0.2 0.39
EE 12.5 0.1 0.2 0.1 0.2 0.2
FF 12.5 0.1 0.2 0.2 0.1 0.2 0.2
GG >100 >100 >100 >100 >100 100 >100
HH 25 0.1 0.2 0.39 0.1 0.2 0.2
I 25 0.05 0.05 0.2 0.05 0.05 0.05
JJ 6.2 0.01 0.01 0.02 0.01 <=0.005 <=0.005
KK 3.1 0.01 0.02 0.02 0.01- 0.02 £.02
LL 1.56 0.01 0.02 0.02 0.01 0.02 0.01
MM 12.5 0.78 0.78 0.78 6.2 3.1 >100
NN 25 0.1 0.2 0.78 0.2 0.2 0.39
6 8) 12.5 0.01 0.05 0.1 0.05 0.05 0.02
PP 12.5 0.2 0.1 0.39 0.05 0.2 0.2
(0.0) >100 25 100 50 50 100 12.5
RR 3.1 0.2 0.39 0.39 0.39 0.78 0.1
SS >100 >100 >100 >100 >100 >100 12.5
TT >100 >100 >100 >100 >100 >100 >100
Uu 100 0.78 0.78 12.5 0.78 0.39 3.1
\AY 50 0.02 0.1 0.78 0.05 0.05 0.2
WW 64 2 2 2 2 2
XX 1 0.015 0.015 0.05 0.015 0.03 0.03
YY 1 <=0.004 0.015 0.03 0.015 0.03 0.06
ZZ >128 16 0.5 2 4 2 >128
ZZA 32 0.25 0.25 2 0.25 0.25 2
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woad TG SNBSS Sl ekl Skl

KE 222 22 224 225 226 227 228
AA 0.2 0.2 0.39 0.2 0.1 0.2 0.39
BB 0.1 0.2 0.2 0.39 0.1 0.2 0.78
ccC >100 >100 >100 >100 >100 >100 >100
DD 0.39 0.2 0.2 0.39 0.1 0.2 0.78
EE 0.2 0.2 0.2 0.39 0.1 0.2 0.78
FF 0.2 0.2 0.2 0.2 0.1 0.2 0.78
GG >100 >100 >100 >100 >100 >100 >100
HH 0.2 0.39 0.39 0.2 0.1 0.2 0.78
a 0.02 0.05 0.01 0.05 0.05 0.05 0.1
JI <=0.005 <=0.005 0.01 0.01 0.01 <=0.005 0.02
KK 0.02 =0.005 <=0.005 0.01 0.02 0.05 <=0.005
LL <=0.005 <=0.005 0.01 0.01 0.01 0.02 0.01
MM >100 >100 >100 >100 6.2 50 25
NN 0.39 0.1 0.2 0.39 0.39 0.39 0.78
o0 0.01 0.05 0.02 0.02 0.02 0.05 0.2
PP 0.2 0.2 02 02 0.1 0.39 0.39
0.0) 25 50 25 12.5 6.2 6.2 >100
RR 0.1 0.2 0.2 0.2 0.2 0.2 0.78
SS 25 100 25 12.5 12.5 25 >100
TT >100 >100 >100 >100 >100 >100 >100
uu 0.78 3.1 3.1 3.1 0.78 1.56 3.1
\'A% 0.2 0.2 0.1 0.2 0.05 0.05 0.78
WwW 4 4 4 4 2 2 3
XX 0.03 0.03 0.03 0.03 0.03 0.03 0.125
YY 0.06 0.03 0.03 0.06 0.03 0.03 0.125
Z >128 >128 >128 >128 >128 >64 >128
ZZA 2 0.5 2 2 2 2 1
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1. %

Bedy  FRB FHA gasl Eael  FAEF e FHAG

AA 0.2 0.1 0.1 0.1 0.1 0.1 0.2
BB 0.2 0.1 0.1 0.1 0.1 0.1 0.2
cC >100 >100 >100 >100 >100 >100 >100

DD 0.2 0.1 0.1 0.2 0.2 0.2 0.2
EE 0.2 0.1 0.1 0.2 0.2 0.2 0.2
FF 0.2 0.2 0.05 0.1 0.1 0.1 0.2,
GG >100 >100 >100 >100 >100 >100 >100

HH 0.2 0.1 0.2 - 0.2 0.2 0.1 0.2
II 0.05 0.05 0.02 0.02 0.05 0.05 0.05
1] <=0.005 <=0.005 0.02 0.02 0.02 <=0.005 001
KK 0.02 <=0.005 0.02 0.02  0.02 0.5 0.01
LL 0.01  <=0.005 0.02 0.02 0.02 0.01 ' 0.01
MM 50 >100 100 >100 100 100 25 .
NN 0.2 0.05 0.1 0.2 0.1 0.2 0.2
00 0.02 0.05 0.02 0.02 0.02 0.01 0.05
PP 0.05 0.2 0.1 0.2 0.2 0.1 0.39
QQQ  >100 100 100 25 50 50 >100

RR 0.39 0.39 0.39 0.39 0.39 0.39 0.78
SS >100 >100 100 >100 50 50 >100

TT  >100  >100 >100 >100 >100 >100 >100

1638 1.56 0.78 0.78 0.39 0.78 0.78 0.78
A% 0.2 0.05 0.05 0.05 0.05 0.1 3.1
wwW 2 2 2 2 2 2 4

XX <=0.004  0.03 0.03 0.03 0.03  0.03 0.03
YY <=0.004  0.015 0.03 0.03 0.03 0.03 0.03
zZ >128 128 >128 >128 64 >128 32

ZZA 0.125  0.25 0.5 0.5 0.25 0.25 0.5
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21, &

BAY gl SAS TG Fahp]  Fas] s XS
AA 0.2 0.39 0.2 6.2 3.1 3.1 0.2
BB 0.2 0.39 0.2 6.2 3.1 - -
CC >100 >100 >100 >100 >100 >100 >100
DD 0.2 0.39 0.39 6.2 6.2 6.2 0.2
EE 0.2 0.39 0.39 6.2 3.1 6.2 0.2
FF 0.2 0.39 0.39 6.2 3.1 6.2 0.2
GG 100 >100 >100 >100 >100 >100 >100
HH 0.2 0.39 039 . 6.2 3.1 6.2 0.39
I 0.05 0.1 0.05 1.56 0.78 1.56 0.1
3] 0.05 0.05 0.02 0.39 0.39 0.39 0.02
KK 0.05 0.05 0.02 0.39 0.39 1.56 0.05
LL 0.01 0.05  0.02  0.39 0.39 0.78 0.01
MM 25 >100 >100 >100 >100 >100 >100
NN 0.2 0.2 0.2 1.56 0.78 6.2 0.2
00 0.05 0.05 0.05 0.39 0.39 0.78 0.05
PP 0.2 0.39 0.2 1.56 1.56 3.1 0.39
Q 50 >100 100 >100 >100 >100 >100
RR 0.39 0.39 0.39 6.2 3.1 1.56 0.78

SS >100 >100 >100 >100 >100 >100 >100
TT >100 >100 >100 >100 >100 >100 >100

Uu 0.39 0.78 0.2 50 6.2 100 0.78
'A% 0.2 0.35 0.1 3.1 1.56 6.2 0.39
wwW 4 16 8 64 32 16 8

XX 0.03 0.03 0.03 0.25 0.25 0.5 0.03
YY 0.03 0.03 0.03 0.25 0.25 0.25 0.03
y4 32 >128 >64 >128 >128 >128 >128

ZZA 0 0.5 0.25 1 1 4 0.25
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waEd  FG] gl Sk FARB  FAEE FaH £k

K5 243 244 245 246 247 248 249
AA 0.05 0.1 0.1 0.78 0.05 0.05 0.1
BB 0.05 0.2 0.2- 0.78 0.05 0.05 0.1
CcC >100 >100 >100 >100 >100 >100 >100
DD 0.05 0.2 0.2 0.78 0.05 0.05 0.2
EE 0.1 0.2 0.2 0.78 0.05 0.05 0.2
FF 0.05 0.1 0.2 0.78 0.05 0.02 0.1
GG >100 >100 >100 >100 >100 >100 >100
HH 0.1 0.2 0.1 0.78 0.05 0.05 0.1
I 0.02 0.05 0.05 0.2 0.02 0.02 0.05
1] 0.02 0.01 0.05 0.1 <=0.005 0.02 0.01
KK 0.02 <=0.005 0.02 0.2 0.01 <=0.005 0.02
LL 0.02 0.02 0.02 0.2 0.01  <=0.005 0.02
MM 6.2 1.56 0.78 >100 0.39 0.39 100
NN 0.1 0.2 0.1 0.39 0.1 0.1 0.1
0O 0.02 0.02 0.05 0.2 0.01 0.02 0.01
PP 0.02 0.2 0.2 0.78 0.02 0.1 0.1
QQ 50 50 50 >100 25 50 100
RR 0.2 0.1 0.05 0.78 0.2 0.39 0.39
SS§ 50 25 25 >100 25 50 >100
TT >100 >100 >100 >100 >100 >100 >100
Ut 0.39 0.78 0.78 50 0.39 0.39 0.39
'A% 0.05 0.02 0.05 0.78 0.01 0.02 0.1
wWw 4 2 2 16 1 i 4
XX 0.03 0.03 0.03 0.25 <=0.004 0.03 0.03
YY 0.03 0.03 0.03 0.125 <=0.004 0.03 0.03
Z 128 64 64 >128 4 4 >128
ZZA 0.25 0.5 0.5 0.5 0.25 0.25 0.25
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A1, &

Bokd  gabAl SRS SRS Sl Skl SAS %)
AA 0.2 0.1 0.1 0.05 0.1 0.1 0.05
BB 0.2 0.1 0.1 0.05 0.1 0.2 0.05
cC  >100 >100 >100  >100 >100 >100 >100
DD 0.2 0.1 0.1 0.05 0.1 0.2 0.05
EE 0.2 0.1 0.1 0.1 0.1 0.2 0.05
FF 0.2 0.1 0.1 0.05 0.1 0.2 0.02.
GG 100 >100 >100 >100 >100 >100 >100
HH 0.2 0.1 0.1 0.05 0.1 0.1 0.1
O 0.05 0.1 0.05 0.05 0.02 0.05 0.02
1 0.01 0.02 0.02- 002 <=0.005 0.02 0.01
KK 0.01 0.05 0.02 0.02 0.01 0.02 0.02
LL 0.01 0.05 0.05 0.01 0.01" 0.02 0.01°
MM 6.2 6.2 3.1 0.78 078 50 25
NN 0.2 0.2 0.1 0.05 0.1 0.2 0.2
00 0.1 0.02 0.02 0.01 0.02 0.05 0.01
PP 0.2 0.2 0.2 0.1 0.1 0.2 0.1
xQ 100 >100 >100 50 25 100 100
RR 0.39 1.56 0.78 0.2 0.2 0.2 0.2
SS >100 >100 >100 50 100 >100 >100
T >100 >100 >100 >100 >100 >100 >100
uu 0.78 0.2 0.2 0.2 0.78 3.1 1.56
\aY 0.1 0.05 0.05 0.02 0.01 0.05 0.05
wWwW 4 16 2 2 2 2
XX 0.03 0.125  0.03 0.015 <=0.004  0.03 0.03
YY 0.03 0.25 0.03 0.03  <=0.004  0.03 0.03
7z 16 >128 4 1 2 16 16
ZZA 0.5 1 0.25 0.25 0.25 0.25 0.25
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A1, %

BeES  FRB A ) 5 36,45 £ EE] )
KE 251 2 250 260 261A 2618 2¢
AA 0.2 0.78 6.2 25 6.2 3.1 0.78
BB 0.2 0.39 6.2 25 6.2 3.1 0.78
CC >100 >100 >100 >100 >100 >100 >100
DD 0.2 0.78 12.5 25 12.5 6.2 0.78
EE 0.2 0.39 6.2 25 12.5 3.1 0.78
FF 0.2 0.78 6.2 25 12.5 3.1 0.78
GG >100 >100 >100 >100 >100 >100 >100
HH 0.2 0.78 6.2 25 6.2 6.2 0.78
I 0.1 0.39 0.78 3.1 1.56 0.78 0.39
JJ 0.01 0.05 0.39 0.78 0.39 0.39  <=0.005
KK 0.05 0.1 Q.78 0.78 0.39 0.39.“ 0.05
LL 0.00 005 039 078 039 039 o1
MM 100 >100 >100 >100 >100 >100 >100
NN 0.2 0.2 1.56 12.5 1.56 0.78 0.78
00) 0.05 0.1 0.78 1.56 0.78 0.39 0.1
PP 0.2 0.39 1.56 3.1 3.1 1.56 0.39
QQ >100 >100 >100 >100 >100 >100 >100
RR 0.78 0.78 1.56 6.2 6.2 6.2 1.56
SS >100 >100 >100 >100 >100 >100 >100
TT >100 >100 >100 >100 >100 >100 >100
Uuu 0.39 12.5 12.5 >100 25 25 6.2
\'AY% 0.2 0.39 3.1 50 6.2 6.2 0.39
\A% 8 32 128 64 64 32 16
XX 0.125 0.03 1 2 1 0.5 0.03
YY 0.125 0.03 1 1 1 0.5 0.03
zz 128 >128 >128 >64 >128 >128 >128
ZZA 0.5 0.125 4 16 2 l 0.5
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£1, &

WA Eh T RS EEG] g EHEE Fa
KEF 263 264 265 266 267 268 269
AA 0.1 0.01 0.1 0.2 0.05 0.39 -
BB 0.1 0.01 0.1 0.2 0.05 0.39 -
cC  >100 >100 50 >100 >100 25 ;
DD 0.1 0.01 0.1 0.2 0.05 0.39 -
EE 0.1 0.01 0.1 0.2 0.05 0.39 -
FF 0.05 0.01 0.1 0.2 0.05 0.39 -
GG  >100 >100 25 >100 >100 25 ;
HH 0.1 0.05 0.1 0.2 0.05 0.39 \
i 0.02 0.01 0.05 0.1 0.05 0.2 ;
1] .0.01 <=0.005 <=0.005 0.01 <=0.005 0. ;
KK 0.02 0.01 <=0.005 0.01 <=0.005 0.1 -
LL 0.02 0.01 0.01 0.01 <=0.005 0.1 ;
MM 50 3.1 6.2 6.2 1.56 25 ;
NN 0.2 0.2 0.1 0.2 0.1 0.39 -
00 0.02 <=0.005 0.0l 0.02 <=0.005 0.1 ;
PP 0.2 0.1 0.05 0.2 0.05 0.39 ;
QQ  >100 100 >100 >100 25 >100 -
RR 0.78 0.1 0.78 0.78 0.2 3.1 ;
SS  >100 100 >100  >100 25 >100 -
TT >100 >100 50 >100 >100 >100 -
UU 0.78 0.78 0.2 0.39 0.39 0.39 -
\'aY% 0.2 0.01 0.2 0.1 0.02 0.39 ;
WW 4 2 4 4 2 16
XX 0.015  0.03 0.015  0.06 0.03 0.125  0.06
YY 0.015  0.015 0.015  0.03 0.03 0.125  0.06
ZZ >128 >128 32 2 8 8 2
ZZA 0.25 0.5 0.25 0.25 0.25 ] 0.5
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A1, &

w4y  FEal £ s S FHEB fas FEY
AA 0.1 0.39 0.2 0.2 0.1 0.2 0.39
BB 0.1 0.78 0.1 0.2 0.1 0.2 0.78
cC >100 >100 100 >100 >100 >100 50
DD 0.1 0.39 0.2 0.2 0.1 0.2 0.39
EE 0.2 0.78 0.2 0.2 0.1 0.2 0.78
FF 0.1 0.39 0.1 0.2 0.05 0.2 0.78
GG >100 100 50 >100 >100 >100 25
HH 0.1 0.39 0.2 0.2 0.1 0.2 0.78
it 0.05 0.39 0.05 0.1 0.05 0.1 0.2
1) 0.05 0.1 0.02: 0.02 0.01 0.01 0.02
KX 0.05 0.2 0.02 0.02 0.01 0.05 0.1
LL 0.05 0.1 0.05 0.05 0.0t 0.02 0.02
MM 3.1 6.2 3.1 12.5 6.2 12.5 25
NN 0.2 0.39 0.2 0.39 0.1 0.2 0.39
00 0.02 0.2 0.05 0.05 0.01 0.02 0.1
PP 0.2 0.78 0.2 0.39 0.1 0.2 0.39
QxQ 50 >100 >100 >100 >100 >100 >100
RR 0.39 3.1 0.78 0.78 0.2 0.78 6.2
SS 50 >100 >100 >100 >100 >100 >100
TT >100 >100 >100 >100 >100 >100 100
uu 0.39 1.56 0.2 0.78 0.78 0.39 0.78
A% 0.1 0.78 0.2 0.36 0.05 0.2 1.56
WW 16 64 32 8 4 3 8
XX 0.03 0.25 0.03 0.03 <=0.004 0.03 0.125
YY 0.03 0.25 0.03 0.03 <=0.004 0.03 0.125
zZ 2 3 16 16 8 4 16
ZZA 0.25 1 0.25 0.5 0.25 0.5 0.5
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A1, %

B4 x5 EHG| LA 3P ERF 5k 46,451
KE 7 218 279 280 281 282 283
AA 1.56 0.05 0.39 0.39 0.78 0.2 0.1
‘BB 1.56 0.05 0.39 0.39 0.78 0.1 0.1
cC >100 >100 50 50 >100 100 100
DD 1.56 0.05 0.78 0.39 0.78 0.2 0.1
EE 1.56 0.05 0.39 0.39 0.78 0.2 0.1
FF 1.56 0.05 0.39 0.39 0.78 0.1 0.1 .
GG >100 >100 50 25 >100 100 50
HH 1.56 0.1 0.39 0.39 0.78 0.2 0.2
I 0.78 - 0.05 0.2 0.2 0.39 0.05 0.05
1] 0.39 0.01 0.05 0.05 0.05 0.0t 0.01
KK 0.2 0.01 0.02 0.05 0.1 <=0.005 0.02
LL 0.2 <=0.005 - 0.1 0.1 <=0.005 <=0.005
MM 50 1.56 25 12.5 50 25 3.1
NN 1.56 0.2 0.39 0.39 0.39 0.1 0.2
00O 0.39 0.01 0.05 0.1 0.2 0.05 0.01
PP 3.1 0.1 0.39 0.78 0.78 0.2 0.2
00) >100 25 >100 >100 >100 >100 >100
RR 6.2 0.39 1.56 1.56 3.1 0.78 0.78
SS >100 12.5  >100 >100 >100 >100 >100
TT >100 >100 >100 >100 >100 >100 >100
uu 3.1 0.78 0.78 3.1 3.1 1.56 0.39
\'A% 3.1 0.02 0.78 6.2 3.1 0.2 0.2
WwW >128 4 8 8 32 g 2
XX 0.5 0.03 0.03 0.06 0.25 0.03  <=0.004
YY 0.5 0.03 0.03 0.06 0.25 0.03 <=0.004
zz 32 128 32 16 64 16 4
ZZA 4 0.5 0.5 ] 1 0.25 0.125
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21, %
MY g Fahg]  FAB T TS 3k
A% 284 285 286 287 288 289
AA 0.2 3.1 6.2 0.1 0.1 0.2
BB 0.2 3.1 6.2 0.1 0.2 - 0.2
CcC 50 >100 >100 >100 >100 >100
DD 0.2 3.1 6.2 0.1 0.39 0.2
EE 0.2 3.1 6.2 0.1 0.39 0.2
FF 0.2 3.1 6.2 0.02 0.39 0.2
GG 50 >100 >100 >100 100 >100
HH 0.2 3.1 6.2 0.1 0.39 0.2
a 0.05 0.39 1.56 0.05 0.39 0.2
J] . 0.02 0.2 0.39 0.02 0.01 0.02
KK 0.02 0.2 0.2 0.02.. ..0.02 . 0.1
1L <=0.005 0.05 0.78 0.02 0.1 0.1
MM 25 100 100 3.1 12,5 >100
NN 0.2 0.78 1.56 0.1 0.39 0.39
o0 0.05 0.39 1.56 0.02 0.02 0.05
PP 0.2 0.39 3.1 0.2 0.39 0.39
QQ >100 >100 >100 50 >100 >100
RR 1.56 12.5 12.5 0.39 3.1 3.1
SS >100 >100 >100 >100 >100 >100
T 50 >100 >100 >100 >100 >100
uu 0.2 6.2 25 0.39 0.39 1.56
Vv 0.78 1.56 12.5 0.05 0.39 0.39
WW 4 >128 128 2 8 64
XX 0.03 0.25 1 0.03 0.125 0.25
YY 0.03 0.25 0.5 0.03 0.125 0.25
Z 32 64 64 4 16 >128
ZZA 0.25 1 2 0.5 1 1
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A1, %
WA L LA L] FEEH
code 290 291 292 293
AA 0.1 0.05 0.1 0.39
BB 0.1 0.05 0.1 0.39
CC 50 >100 >100 >100
DD 0.1 0.05 0.1 0.39
0.1 0.05 0.1 0.39
FF 0.1 0.05 0.1 0.39
GG 25 >100 >100 >100
HH 0.1 0.05 0.05 0.39
I 0.05 0.02 0.02 0.1
1] <=0.005 <=0.005 <=0.005 0.02
KK <=0.005 <=0.005- 0.02 0.05
LL 0.01 <=0.005 0.01 0.02
MM 6.2 3.1 12.5  >100
NN 0.1 0.1 0.05 0.78
00 0.01 <=0.005 0.02 0.05
PP 0.05 0.05 0.1 0.2
QQ >100 25 50 >100
RR 0.78 0.1 0.2 0.78
SS >100 50 100 >100
TT 50 >100 >100 >100
Uuu 0.2 0.39 0.78 12.5
Vv 0.2 0.01 0.02 0.78
WW 4 2 2 16
XX 0.015 <=0.004 G.03 0.03
YY 0.015 <=0.004 0.03 0.03
zZ 32 1 16 >128
ZZA 0.25 0.125 0.25 0.5
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sl R
AEAHBERALYELE—RHRXEFGZLTELGRMAE—
RBEHGLTAZXEORLAGSY . ERATARE ‘G2 LETH
SO BK” BEFHOEREE . FEERIRERALN . HEAH . &
B AAMH RAETRBGH A TURAGGELETRZTOHRAEY
Fga o EH AP it . HEBFREE, EhEXREH T4
ERY, AR ERETADP LR TEAALER. LEAGEF LR
GE, REEFR, £F; VR, Bo8,; BBHAETTERR
FIR . hl4eibtd. HBFFE,; 2y, TRE,; BAE,;, 2 X
FoGib, —ABEAGIR 8, B OB IEFABRTE; R,
4% bl he § BB G A RER, RRBK, FH5EK, Ringer
Rk, LEAlHRBRAEPER, ARBBERMFGAY,. LTEsl
ﬁmﬁ%m%m, 4o+ A RBMFBRERE, REEH . BX

CERF . HRH . FRANFFTHRY . FRMNPFPREAKNETARA
%ﬁi%%mAﬁé ARAHHRESHTURAL T I HZLTA
Foh Tty Bo. Bl B R FREAR.ERA . AKX
PR EKEHNXRBHNHBX) . @R o REARE -

ORLHRAFNVEEFTEETELHOILR . M. B, &
Sk . EE AR . RERLSY IS ZRAMNABETATHFAERAT
FARB G AR, Pl KRETER BN ILANE 2 TEF .
FRE . HBRE. LR, FE . XTRYE. A8 . 1,3-T
ZEBL._PATERE. (NSRS . AR, EXE . BT
BAd . BEREFIHAY) . o, WEBRE . RL_BRBAKLERE
BEOY R B BRBE AR C RS - BRI HEHRERS, ORESHET
VAS A B F Bl 4o IR H] . FLALRI AR F R . #AR  HRH AT
|

BB Catg R AR, FE L83 SR Mo & FH Tl s iz
SH Gl REEHKERRSHNEFR. LREHFFELTAA
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AEN. B TELOHRBH R EHNFOLBERER . EFR
I Bl |, 3-T B EE FTAG RO THE BRI EF A K.
Ringer K& - U.S.P. o EH RAL4ME & . Lo, £ B B b —A& T WA
RAEBHNKEFNAR . Ak, TUERBRGE TH, OISR GE
B H B . b, RGBT AR TH &4 -

TASEHH MBI RE, FlrBLAREITRRBIE R E R
AFEEREEHHAT . AEANE GZASHET ISR TAR
KEECEBEHNTRF -

ARKGWOER, EEFTEREAT RILAIZ46 HHR
. BT ABLMEAKRERENLERIATH IR REESREXR
Fo MMAGHDYOBRKEERBR AT EERGRE, MiEMiig £
BATEGER | FGH. &, TRAIKGHETRES ToEHK
PRGN XGEERIE . BI VRN ELEDTERRSE
4 18] 4o T X B - %«Cxﬁ%‘?’ﬁ/ﬁiﬁiﬁ}i%?ﬁ' FEHEANF - RIEGHH S
ffié\%(bb#ﬁméﬁﬁ—f#‘?&/‘\%éﬁﬁ)ﬁ = A3 %#héé%zixifﬁ

CEMTERRAMYEH R (RRE) R (RET) . 4%‘?}
4@ 68T 5 AR ELRAR B B8 B4R S AKIL T & =T VA %éli&’./ié}ﬁw‘

HHEmRMEL GBS MR BART, BALA 6’71’{3/\%"1
Loy 3 R SO B A RBEG T T RO B IEHNAHERET
&R, PTRBRY A RBARAZENEKR, EARETHRE,
B L iE B R S A AT AR F B AE RS -

OURGHGERMEELIERELR - A A AR R ABALH
AMEBKRFEFL, FERAMSHEE ) —FHER. HFLTHLHY
R A RS de AT R BB — 450/ R a) HAF R FF w0 ig
B 3E . BAE. BER. TEBRFHR DRSSP LR TEAAE
T .EBE. AR, RUS SRR . EEPMEMAKR, ) R HEF 46
ot d) RBH Bl wIRAE . KK SHERARFRERY . B8 .
DEBRLFRERMN, ) BEREZHMF b, ) BRIk F| 44 %
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BhEY, g HRHFl ot BiHd LREAERE, h) BRMA 4
S tAEE L, )EFHNGFEN . EERS . BEKE . BE
RL=8 . +RERBRRHFCINURENRES. ZHRER . A FH
Ao ALFI B, FEH B LT AEEEFF .

A8 F) R A 6 B 4k 4 -4 47T 2R AR 4% R 5 R R e SLEE A R
AP FERL-BFURPERAAABRKRE FHRALR .

AR RESN . AHNFHEANFERMNETUHEATA
ERFeR, FlioRrFHHNABRLGECER. ENERLHRE
A, FELETAAR KL AL LN HE . FRAZHEF KBRS
PELB -0 BEH) o T VAR R 6) L3 B B FE R et .

A8 ) 3£ R 6 Bl 4K 4B -6 4 & 7T LA R AR A R % BRI 4] 4= SLEE VLR
B FERL-BFORFBEALARKRE FHEARN .

BIE A AT A R —F R % LE B A 8 E O
R AR 4EH . RER . AR FFEMNFEEANETAHERFA
ORFR, FllieRk. EFORFHHARIFGELCER. Ak
EEKRHMBEY, BERLCEYEE)—FERFREANGI L EHE. LB
REBHRE . WEAMBETASE (A EFREF) BHAEHZ
B ECWE, Flhe B R F A AL TR F) 4B F ] he AR AE B 4E Ao
mATHRE FARKA . AR LF T, BB LT ROEETH .
CAITHEREFEAN, FELLTAARRLLALELZS>HE . Fik
AR KB AE BB . TME R QBB LM TH &
EREMi.

AEANSWGHFRBEALEHOHE QIR EFH . A .
M\%W\M%m\%d\@&~ﬁ$ﬁ\%kﬁﬂﬂﬂoéiﬁ%
BT, BERATEHFETHRLOBHRPEME ROHEH RE P
F (e FE)RA . BRAFA . BEFH . ARA (eyd ns) T e A
AERALEARA

FRAR G ERAEWoL, WEH . BMH . BEHFREHNTAS
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A B A 6] 4o sh A Fa AL 40 A8 B5 - B RE . EER . A4
FHTEA ka—@\&m\@Mi\%m\ﬁz%#imﬁﬁzm
& REH .

B AR R G a o, R AR F A T oA A A B #1445
. Ba . HE. AALE . HRE REUED I LY R RS
o REFRTAFIEA EAOPRAHF o R AR .

FRIR HISNEA RN OARBHGRE . BLeET
R TE LA ﬁ#ﬁuﬂ%méﬁﬂc&qﬂﬁmﬂ&%ﬁm¥
aft st A BEE . ARREEHRBFGBRIALE ZMALESY
ﬁ&%%%%%ﬁ&ﬁ&#ﬁurﬁﬁﬁ

RERZAGEFF %, BLUAREAERRLEGEFAL
%%%%ﬁﬁﬁ%%$i%%wé%mﬁﬂﬁ%é%@k&mﬁ%%
A RE . FTIBALARSWY “ BT ARXE” BAERT LS
AR R/ EZ G T mERENR TN RALEY . Ko, TAERE
FERANASYIBSHOEDR TSI EELARELTDET FIN 2
. STHEMEFETEBFORTOERAZMNERTFRATERHREL,
QLT ORRAFRBRGT ERE, EAGEKLEHGEN, 47
WA R A EE, BEMFHR.RE . EERRRL . BAFKRE, 5
BE . ABREg AR TSGR R, BFOFENE,; 58
gk T AL oA X E M RGEHUREFTABRRSGR £ .

AEFHERSHELTARLCHILH WO LLANEH L
BHEA% 0. 01-50ng/kg R ERERF W 0. 1-25mg/kg R E - £F| &
WAEHMTULARERSAEHEALRBANE. —MREET, RB\BA
ERGEF S ROEERUAEHNERSHNEL TFTEERETHELY
10mg £ %5 2000mg 99 A K B 654647 .

%5

ERATHNARFRAGTRAGETH . AIBNRABERA
T ; BuSnH RA=TA&AH,; DI RAKE K%, DBURA
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1,8-— # 22 SR [5.4.0]+—#%-7-%%; DEAD KR EABR = F 8= LBk,
DMF K& = F & ¥ Bk, DMSO K&k —%F A TAM; DPPA KR -HF
AL B R4, BN K& = 28, EtOAc K& L8 LE; Et,0
K& T8k ; EtOH K% 28 : HOAc K # T8 ; MeOH KX & F&:;
NaN(TMS), K& (= F Ak L) R4, NMMO K A& N-F K ek
N-£4b#; TEA K& = The; THF K& & rkwh; TPP RA =% BE.

BRI iR

S4 T e miAAE FVIOLARNEE, HLASEALNAILEY
877 )T A RIAFHUE B R L A et At e 7 k. ARET R AR E MR
FETASIERL NG, BT a4 AS, £H A, B. D,
E. W. X. Y. Z. R, R’ R°#& R'5 L& & XA0F.

Az lafe b T FHaEd A$IEAL PN VI, #
FOaEFE ANPERLET LB FA: US4,990,602. US 4,331,803
Fo US 4,670,549(fe st 3| AAE A F). &I A 2H 69 AN 5 5] $3F
EP 260,938, —#& 7o &, #4La-4h 1 #) C-9-3 AR H I5(V $H=N-O-R’
H#=N-O-CRHR”-0-R?, £+ R*5 Ltk Z A 4aF, R¥fR* &
#f: @F, O)ARKEY C-Cpiti, ()mFARNKE C-Crkt
£, F(d)dIRARHFEBRRY C-Ciisk, AR FRYS5EMPTiE
BT —RF R C-C IR 30, AR ANEERP AV
H O-(1-F A REIF T HA.

Wit 53 Y B AP L, B4 T. W. Greene F= P. G. M. Wuts
J& Protective Groups in Organic Synthesis (5 2 #&, John Wiley & Son,
Inc., 1991, feb3) Ak 58)Frid e AR SR 47 2R R R AR 1L A4 2
8 V-Fo 4B R, BEARYPEOIEO Lo m R TABER T8 LR
Bf. XPBRA. SRFTBRY¥E. STAAREREZRAZRLR.
R FAHRER G LD R TR, K. DMF. W&k (THF).
N-F Akt i fl . — PR TR, AT, NN-ZF 2 Fsihz,
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NN-—FRERE . ~PEMERE. SNORSHIZTEEHI—5
B . W%k, 1L,2-2FEALK . LH . CRLUBFFARTHRAS

R FRAEBENARAREETHHA, REZRFTR . &4 .
DMF . @ & »ke# (THF) « N-F Aok SR B R MRy . s 2
89 2 —Fn 47- 2 L GRP TVORAF R E Tk, FEMAEHI, EFR
HRERPE. ﬁ;:ﬁﬁ%a’%éﬁ% RRAZFERRLE.

RE, ARBAT W EAR B miE a4 3 69 6-R AR A
AT B a4 4 . 'm)idm @%%i&i\ RAR . RABSEREL

BRAFGEHET LA OERRELE. RREAR. FAB. 2-AK
AR, A-RHAFER. -ERFRRE. S-TFTREFTER . 0-BR-
S ERM . RARRR. -RRTHBRTE. THER. 1-RAR-2-X
B 3-BAR-1-AHEEAR . 3-BRA-1-=FEAERE-1-AKk. 3-
BAR-0-F e . 1-BR--TH. 2-wr PAR . - FAR. 4
e AR . 4B R T AEHR . i%ﬁLB‘\ ARE . ZRARTKR. B
KA AT . BRLUBTE . PAEFTER. 2RLHBEK. 2-BRX
LB . 1-2R-2-T8. BRART k- y%ﬁ?%ax;ﬁszw 1, 3-= &K
“l-EEE . BABBRBOTIHN . O-FRERSE AR . -XERE
O-ZA THBBALTEA-O-THKESF . RAGERHGEHNER
FAEBEN I FEEIR AR NN-ZFEFERE. NN-
WA B . N-FA-2-RSIRER . < F AHEBERCIGREY
KRiTWEHZ— b, Wk . [ 2-ZFTRELK . TH . TRL
By e 8 B 25 69804 . T OB R 69 300 ) L3 SR ALAT . AL
Wik R R . B . B4 . FAEBAT . BT . £ T B4
%,

K5, TTAMRAE L #k#l4= T. W. Greene #=P. G. M. Wuts iz
Protective Groups in Organic Synthesis (% 2 A&, John Wiley & Son,
Inc., 1991, A3 M45E) FAEF EZRITHRE 2-F 47-52 544
ERP . O-F4-REERPERGEHET FEXFHERA=N-0H (#]
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4o, BLHRAKPRALRSE 2-F 47-REGERY, F42 X d=N-
0-R* &%=N-0-C(R®) R)-0-R* (X ¥ R*. R°F R 5 L& T LA F) %44
=N-0H) » 4= F R ZZXAHF I, N h 236 F ;4T .

H A5 40 R G 7T vAAR3E 8R4 4o Greene (op. cit.)Fo H 4 ABT i
FEBRIT. EBEARK G TH N EIEREY, Bl RHRKEHA . £
Badn . FAXFLERAA . BRLER 4R . DARER4n . LAAER 24k . A L AE4R .
R . R R AR F . RAGER AR T
BR, Bk, FTEE. LB . AB . AR . ST EAAERERCNY
—FE RSB . R TUAEENR G e FER . LE8A =
ALBRHMBATEFBRAIT. FRAORGETARCAOREMNOINE
B 1-8 1058 . AR EERFTETY,. EBLRZAA RS 4o
Wk LB RP#IT, BEAESMO -

RAZ Ib TR AN 6-IRRG - FETEMBALN 6-RARGHAEA
By . BB B KA R KB AR LR RINABE 6 09 L3z TAE 3 2~
BEeHT . RARROEHR LR . B, HER. ERLEK. =
ERLEI ALK . RREWELSNEHNOCETE . LB . ARE .
TE%. RaiE—A&H 0.5-24 8. REBEALZ-1I0TEIC.
FiE 5655 ARY Eblde LHME . RPRE . ARTRFTERR=FE
HELAE, ALRTLOERFHABEMNAERTIR . &5 . DIF -
w9 &,okeh (THE) « N-F Aok B R Ef RS T L6 78527
PREBITRY HHUELHRPERAHARXTRE . TAR IR LT
AR REASFBRYMAFRIEIXAIAY AR L& E.

i 73t 89 Swern BALF B A 86 - R ERAALAER9 . E Y
B EALF A N-BRFE B - — TR - = FEIA . £—
B EHF, F-10E25°C, Bt 8mEARKEFN 47T
B P 8T AN R N-RARIFABLEEF — FHRE S P . 0 54
DB, mARES e = TR Hunig KBRS B 40 2 6988 . KRB HRE
HEFEERLAHIN AERYEFAIMATRLAAR VI .5 R
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HE B 4o LB ATHEREN, TRALATERLBLERLRALLY
FRP . SRAEEREEAR, ATHFRZH TR A LD LELE
Lo ERP -

RE BEBEPXAONLEH VI 5RKRERLEEHAELET
B, 43 US £4] 5,274,085 TRARBAT EREREH AL P
R' A Héegibadkl &RB4T4A4 5 RKAZKE RONL R 2 S8 E T+ R
TRHGLWEH R . F, BRFBLABIRWHRRIBRKEGH,
BEERY (R P UAHELYEFTEAGA LR E)RETAHEL Y R
REHGHAY -

AR lcA AR ARRAXNANLHOHE, EFLAC.

T A-NH-H-NW-R)-. BRBAL ¢, FRERFEZHTLAELGEE
AP BARIP 6-0-BAK 69 6 13RS 6A . AERANFTEA-H
A R ALdnFo i B — ok ek 2 T AL A4 6A AT Bl AL &4 6B - BRI, T
BOKERLAEAALY 6B FHHUATKALTREOC, XFRAH.
FlA% ., 1&4L&4 6b 5 X HN-W-R* 69 R A L& R 2 5 BH AT KEAE
WA, EPRA-W-R -

TR B F =R EX I ed, EFLAC, THNW-

R - #l4e, AEAXR-0F(EFREMEELANR) 95 BALF &
EALLW6C . EPRAHERNSHC . EFRAVR, VEEE,
REEAEZ LA -
.4 6B 5 &, HN-NH-R* 89 BFAL &40 R & § B AR A A F &
KARE LA 6C . EF R AR, WAH-NH-, RESHEE AR .
5 ABRARWB AR RANE, R0 HALEHEC, EFRA-
N(W-R) -, £ F (W-R) A (NH.) -

AEAXR-BE(REFREANEL LAR) W RAMFLE/LS
6C, EFRA-NW-R)-, EF W-RH A (NH) FEMLEm6C, £F
R4 W-R', WHAH-NH-, RIBERAELAE .

J it 8 R-C(CO) - & & &% (R*-C(CO)-0) , & B AL #| & 5444 6C %
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BibadnoC, EFRAVAHNI-CO, RREWMEZLLAE -

REER-CHOR' 5 AT & LARF)) R B AL &-4p 6C . EF R* A -N(W-
R) -, £+ (W-R) 4 (NH,) /F 8|44 6C . HF W H-N=CH-. R'EH#x
EXLADRE .

AR R-8 % R 5% E LA E) 69 ke AL F 4 2 X (IX) 14
#, EFLAHCO, THNW-R)- ((W-R) A (NH)) A 8] X (IX) 144,
EFLACO,. TAHA-NW-R)-, WIRAL, REFTEEZLAE.

44 6B 5 X IN-0-R OB BEA SR Z FEITKAL TR
., EF R A-0-R.

BRBAR ST EZRITRAKBER AL EREFE 6D L&
AH. REBEARBIRIZ b TR IS4 8 AHER 9 &) 23 89 Swern
1b77 kA5 4-4p 6D 4L 6E -

BFELE T ERE2-BEEZRPFE T ERAAR IX .

RIBRAE AR AT ER, BEDUCIEEE A -
B BREBEBTRET ZRAHLINRABRBITRABERLE TS
Fas BENAHTA . AEAR S E SBARGERYANEL, K5
b4 TA 540K RAP 69 R5 64 TB . H +F V A=N-0-R' (= ) &=N-
0-C(RH (R -0-R'. £ ¥R . RFRELATLME . #EEREWRE
Fik, RGERZFEBRERP ERP ALY B3 2024
BlALE4) TC . RBERIBIAR la TR BT TC IR ALF R NS
7D . H RARIEIRAL la TR T RG-S4 TD B, RBRE AR
lc P @ L-&-4 6A #l &1L&4 6C FTR 5 i, G ERLe) =i A b
44 TE . BERIBEBWNLEF EEAS4 TE F4E&F #F 84N KX IX 8 -
BABLTAESY, LPXH0, LAHCO, TH-NH-ZH-NW-R)-.
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l/lfl.. fi la

I |

H  NMe,

2
(X1}

| : H  NMe,
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AL 1b

H N hl‘iéz ® H hi'vﬁiig

)
=]
Z
<
L
N
(131}

B ﬁ“) hJ'V‘E?g

ol
~0
I
wrl

thAE!z
NMe,

VII, X = NOR!
VIILX=0
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HAZ 1c

H NM92

‘e,

7 Y o—RP
(4

l OMe

F;p NM92

IX,L# CO. Ty -NH- 5 -N(WR%-
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#AE 1d

csatll

H NMGZ

enef}

IX, X # O, R® % H s WR*
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A2 TAZLBHX (IXN)AEH(EFLACO, THO0)FKVI
e B ET % RARR2 T, &7 ERE Baker F4&£ J. Org.
Chem., 1988, 53, 2340 (E 3| AMEA %) PARE T & . BAERH,
Bk ER A -kt Ao TR &AM, & 2R 6980 A BT
A4 Q(RIE LR AR 1 &) ALY IR KERES 10 - R\ LR F %k&
R IFELEHIN, ZFLACO, TAHO.

Bt H MR EERFER . AR ZAARAELKERTR
EL, A éi7l<i;§5&4¢52(%7&5@2&4&4&%&%# Bi), e 9 4l &
XVIfedhy. R4, BLARTEFTE FTHRRERLLENEY LY
EAn 6y PREdkEs . KGR ARG 4= DBU K= FEA X £ &
BASK LA P, Kz PHREZEALAMILEGY 1] - REJBLEFTZEH
%P EIFE LM VI .

WA BRI EXRTHE T ARAS] 41, 8-= & & X3IR[5. 5. 0]
+—5-7-% (DBU) &K 4-=F A A FEnkwx OMAP) &2, KA B LA TEH
ekoly %, N, N-= F & P84 (DMF) + 5 S L4 s K2 5 Bl 1L &4p
11, RERBIRFE2ERPBAN TGO LT UGS 10 4
SR VI a4 .

4o K AE 3a o 3b AT R T AR & A VII &4 - B IRAL 3o, B
AESGERFAEEENT, THOCEZRTERE %kt Fomsd
B S A WA 4o B AR . AL R AT R L wu%mmm1uﬁ
A2 )AL EW 12  EEMUGEFHT. BIME =8 9
%&%&%1Mﬁ%iﬁmﬁ2%%Jﬁﬁﬁ»%%#mmﬁaiw@
BT AR &AM 12 - KBRS 12 5EA L& T LR
EA.B.C. DREW A I3AESGEHNF L LHEAKRERE . DIF
&WFK»&?&F FE IR A 14 B AEE S F HUEF B 4o
LEE S RHEL P, AR MR 4o LR HCl £ EAE /LS4 14 34k, F#
#&%&L:&fﬁ:%ﬁc#ﬁﬁ@ | ZIRER A B VII . S, EIRLAr, AR 1
FiRA TR ea RN 146 20-FRPE. BEATA L 4 Al
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A BETHE . AESAIERFOREMNE/ADF Siissmtyin
B &, THXIVRVII LML EH X IV-A a4 .

RADRLAXNVII LY AR EFTE AESGEHNKE
o LR KE®R . DMF S DMF KBE#& P, £0-T0CT., 154125
p-AAE 15(Y = OH) R 43 Bl4t&-49 16 . #R¥E Mitsunobu B . A&
W K, kel PR ii%#ﬂ—'—@%‘#&t%% f.f4s %= DEAD J4 1649 16 3
A ERAY. R BEAFRRFERENT, AHABRE. FEAR
ﬁ‘%iﬁ%\@&ﬂfﬁc;ﬁh‘f’iﬁﬁﬁ@fkﬁ&%é\% 16 R A& A AER
FHBEHNT, A5 EEMERER MR LB EROGBRERLY
FELEE QALY  RERIE LR 7 FHE KPR Lk, LREHRE
FRACH LR AR LT « 3 L5693 R A A X LR GIE S EF (2 A4
BMBI) PO A - K. & -BAH . HEaLbR—_ L e &
J& %38 LR AAE Sa BT AR L4 17 3140 .

BABEARE 4T RH &KX IXfbedp, EFLACO. THNHSKN-
W-R® . %% &% 4RI Baker F & J. Org. Chem., 1988, 53, 2340 (&
BB NEAE) PR FE . B, AEKEERQREZENLSY 123

RIAAEIHE) BB KRALTHE 18, EFRAH. R#, 4
4&/5\% 12 5 X EN-W-RGG B AR ZFBTRAEFRaE, L
R4 -W-R° .

BB LR F R 2-REAERP BB EGRAE IX . L4
W, R A KERLELY 6BAFR MK ALTHEOC, LFRAH.
Bl , {#4&-4 6B 5 X HN-W-R* & @ Lo R 2 R R AL T &
Bs, HEF R A-W-R

Fox
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BYT11]

IX.L=CO,T=0

NM92
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mﬂb ﬁi Ja

IV-B.Rb #H
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LA 3b
NM92
=~
N
NN
O
0O D
Ein
A »
BY T NH,
NMOZ
.}
. Y=0H —> Y= Nj
2 ERep
33 Y=N3 — Y=NH,
Y
NM92 z
By /N2 A NMe,
\\O Ho,"-
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A 4
: RP NMe,
NI
N
NN
o)
NH4OH &,
H.NWRY

Y111

Rlp NMSz
C.,,

-

NM92

IX;L=CO.T=NH
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g6 6-0-BARGLAHTURBELAFT ZERHMNE, AEL
2t % 7 4] &89 6-0- IR EG (L&A R AT 2B 1F RAF - 5T 64zt 4T —
T he) KRN EH 4 AR 5 TR Hlde, TAZ —FIT LS4 20,
HE & R H 6-0-CH-CH=CH,» WRAXNFABENIAE . KHEAELs4
S4E (a) BALL RAF B 6-0-FEALE4 27 ; (b) WA BRLERE
2,3-—pEREASY I, KL ERAF ESMNRR T LRABALR
f%% 0 REREER LT RIS 32 ; (ORERFHIBEN T, FHE-

TRXTHREMNFHTEA T ALY 29, RE R FHRAADH ok
s’k"a‘a& FERALSMELATFEEASEMEBOMLEHI0,; (i
Henry T ¢ Palladium Catalyzed Oxidation of Hydrocarbons ”
(Reidel Publishing Co., Cordrecht, Holland (1980)) ¥ Ay ik &
Wacker &4 T i# 47 4L4% 8] 6-0-CH~C (0) —CH, fL.-6-4% 28 ; H (e) £ &
42888 21, KEWE (1) BITHH 5 HNOR® & HNOH & & 35404 f5
22 #2024, K (2) R B, Hloo EMELMERAEGLT AE SO,
REHBIER . BEBALTRFHNE2 - AR FHEBEHNT . A
CuCl AT, #5224 5 —FREK —LRE AFE M 25 . 72 Heck
&4 (PA(I1) 8 Pd(0) B F= Bz 8t AL, L Organic Reactions, 1982,
27, 345-390) T. {4 20 5F A R A B LS 26 - LRAL
A4 26 By AL, Bl4e B R A A e R B BIMLEH 33 .

AL 6 AT A & X X 4&/—\%@‘# LA CO, T A-NH-2-N(W-
R B R ABAR&E L) 69 Fsheg 7 ik . BT EFR LI T8 HRIB AT

HRARRE S AL -2, % 6-0- Ifﬁﬁ%;&é EEedn 3384

X X[ fbedy, BPLACO, THNI--NW-R)-, RABFREL. &
% 7 Heck &4 (PA(II) 2 Pd(0) - Befe iz sk £ ALB, N Organic
Reactions, 1982, 27, 345-390) T, # X XI fk&d4p (£ +F L 4 Co.,
T A-NH-3-NW-R), RAHAA) 5EAXR-a%(LFRAF
ELBRRGFE. FFERKBRGLFTE GEDR L, FE KX
g, EFLAHCO, THNRY, RAMMRGHEE.
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KA & Heck &4 (Pd(II) 2 Pd(0) - Mol R B, 4o LAT
B)F, BEEFER . BAROFTEL . FFEIXBRGEFTLLR
R, FAe-H 33 B AL A X 34 89 6-0- (AR BG4 5% &) Léd . KEHR
BHNRRBARFT &, FRALBTEA R I-2E, NRFE4 34
BUAXXIORE Y, 2FLACO, TAHNH-Z-NWH-R). RA
BAX 8 4 0% A
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AL B

Me— O M=—0
z 2 2
Ra
/
R o N—O
Ve /4 Yot
/—/_ . m—0
l Ar
~ o
M=0O /—J e /——C:N
__O pr—
NHR® M LA
24 =S
M—O0O 2
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A2 6

6C. RABAE
HA-LEBE-FELETH
_R A H&EW-R

XL R A BASHE & A

AAL T FT R A At 6t — e BN R A 4] B xR
W8] &8 6-0-tk ® A AL A4 89 L F 545 7T #1 & AT F 89 6-0-BL R fL
ol . Ail4e, B E PR A 6-0-CHC=CH . WRAKXIABEN RGNS
M 35 % —F AT AL . A& PAd(Z M) Cl Ao Cul VAR WL 40 = T B
BAET, TURTEAR. RAMYFES . 2FEAARROETER
2h 3Tk fb A8y 35 69 SAEIF B &4 36 WA T AR TAERER P
FOCEERT, RM&EST A4 HB(OR®) (R F R¥H H &K C-Co- 1R &)
R 52 4Y, &89 35 #2 B\ L A4 37 . K6 A& Suzuki R &4 T H# XA Pd(=
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AR, FAS . BARGFAR . FFEAXBRYRFEAGLESR
Bl Lo 38 . T N-B RILHBL T RAE L8R P LA HE 44 35 45
Bl {44 39 o AR BLAX 8944 05 & & 4 4o Ar—CH=CH- & & (X F Ar
HEE BROFE LFESBARG LT E)E PAd(ZKB),CL, # Cul
VAR K M 4o = LR A & T4 B A4 35 5 8 1& S AR egL64p
41 . @M B, j& 5% Pd/BaSO,fevehBAT, ELEY. THEET, #
10 S AL T A 3 M 305 AL A4 36 3T JR 4 A8 2 89 X -1 12 AL &4

40 (Rao %, J. Org. Chem., (1986), 51:4158-4159) -

FALSHEH & XX (EFLACO, TH-NH-R-NHW-R) .
RABAAaEL)E B 5% . RENRAABA 5%, @d+%h
FEFEAEAMI-BETUIE 6-0-RAELEELED 2 HAA K
XIfbady, 2FLAHCO, TA-NR), RAKAE. BEAPIZX
BE),Cl 4 Cul AR ARG ZCBEAAET, X XIEd (LT L
AC0, TANRY, RABLARE) SEAAXR-AF(EFRAFE.
BAREGF A . RFEARIRRG LFR) G R E, AKX XA
FEd, RPLACO, TH-NE-H-NW-R), RABRNKGGELRE.

Wit LR PAd(ZRM).Cl fe Cul ARE MRS o = LA
T, 5EAXR-0EEPTRAFTE. RROFE. FFERIBRNY
e F RS R, HALEH 42 B AL X 43 69 6-0- (BLAX 6 4k ke
E)fetdy . RERBHRARLA =S EER TR FRLI-2L,
i A3 B RAX XTI A E~4,. EFLACO, TAH-NH-2
N(W-R) -, RABRAREGHEE.
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i A
% &
S Y
/——?%};g
M'—-Q M'=0 40
36 SEL
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Az 8

Rp NMez

RD NMBz

O

42 XILR A%HE

6C. R HMeAE

DA -8R E-FLAEHE

R A H & W-R

R"
: RP NMGQ

Re

\

Ox No..
o) 0

43 X1 R H WA HmAHE
6C. R ARKERHE
z

%4 LA LB
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SRTHAHGR THARIER TRA AL LB 3645 T4
FPHHEBNDALYRE .

A 1

X(VIID/44: XA0, RAKAE

W la : A latyfbédd 4 ; VAN-O-(I-FRELIRTH),
RAWBAEE, RAZFEHEL

WO0TCH 2, --0-ZF XA REEEEA -[0-(1-FHmER
T )R (1.032g, 1.0mmol) (#R4E £ B % 4| 4,990, 602 7 & # &)
&) 5ml DMSO #= 5ml THF & #& F ho N #7 % 45 69 5% & & 2 (0. 73ml,
2.00mmol) - 95 94F/E, M 4 e iE ed T 847 (IM 2. Oml, 2. Oml)
69 5m1 DMSO #= 5ml THF P89k . B ERERESMET LR LB+,
FikFadh Kbk . BEREANAR, BRAEGEEFTEMGTE L
4 (1. 062g) -

FTH1b . KA latiLe45; VAHANH, RAKRE

TERT. F % la 265464 (1. 7g) 8 17Tnl TAH#= 8. 5ml
KiEEF Al 8. TEETEHRIEHE, A 200ml FEHBBELR
e, RERE . RARBORGHEARREZGEHN, RLE
Ae N T Ay (5ml) - K (70ml) #= HOAc (2ml) - 2 BB, BAe A 1ml 4
HOAc - 93 ) HE, BGRARREME TARAETR . B 1EZR L REY
EMEER, B 200ml FTRHEEFAZRE . BEREGHA T XLk m
SFAFIHREEE (1.524g) -

I lc . AL lathibo4p 6, RAKBRE

T H b & Eegee4p (1.225g) /& 16nl 1:1 8928 - KFAE
BB .44 (700mg) A= F & (141p1) 438, # T 86 CAedk 2.5 - 0 . Hi%
RERAMAHEETR, B o5-6nl K#HZE, B IN LA 4B E pH
9-10, ML LBER. RAKQ) RESHAGHEMNERY, 2HK
BTHR, TRALZRE. ESHLEEEN4L, AL4H 19844
#®H) 19T B RFRERTA, 5% 686ng (57%) B ARt 64 . “C
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NMR (CDCly) & 219.3 (C-9), 174.8 (C-1), 135.5 (C-17), 116.3
(C-18), 101.9 (C-17), 95.9 (C-17), 79.7 (C-5), 78.8 (C-6), 78.5
(C-3), 74.1 (C-12), 72.4 (C-37), 70.6 (C-11), 68.1 (C-5°), 65.5
(C-16), 65.1 (C2°), 49.0 (C-3” 0-CH,), 45.0 (C-2), 44.1 (C-8),
39.7 (M\Me,), 37.9 (C-4), 37.1 (C-10), 34.6 (C-27), 28.4 (C-4),
21.0, 20.6 (C-3” CH,, C-6> CH:), 20.8 (C-14), 18.3 (C-6"), 18.1
(C-8 CHy), 15.7, 15.6 (C-2 CH, C-6 CHy), 11.9 (C-10 CHy), 10.1
(C-15), 8.9 (C-4 CH;) - MS (FAB)+ m/e 774 (M+H)", 812 (M+K)™.

FHId: AR 1bebeim 7 ; RAKAE

B 10 948, T8 1c #6964 (7. 73g, 10.O0mmol) &9 8%
(25m1) 2 7K (75ml) B & F e IM HCl KiEik (18ml) - TEERT.
KRR RAWBERI IR, RETRAETHELR . A 2M &4
47K (9nl, 18mmol) # £ & &K . AAHBERREY LR . R
KpERERFAETR, FARLETREGONLESD T (3. 11 -

S le:. RAE1IbeHL&48; RAKAE, RAXTEE

% 3 1d 49 (2.49g, 4.00mmol) &9 = f F 4% (20ml) & F m A
X W ERBF (98%, 1.46g, 6.48mmol)F= = T Az (0.90ml, 6.48mmol), T
BTG EEFRMME26 . A OSWERBMKER, HERE
W20 047 . A-RTPREBZREY . A 59K S 4af &Rk
EAVAR, BRERMATR, ATREFHGECERRY . ERHKREN
(30% P B8R — T.4%) 13 8] B Ar k645 (2. 46g) » A @ & Bl1K .

T AR b eILEWmO; RAKBRE, RARTEL, 5
EFRAOH, RRHAXFEBENGX(IDAEH4EE

FRAT, Aba4& - 10 CHy N-R K08 T A (0. 68¢,
5. 07mmol) é@;i%—% (20m1) & F e A= F BL(0. 43m1,
5.92mmol) - T - 10°C, ¥ A 426G &R R 20 047, KRBV
B le AL (2.43g, 3.38mmol) 89 = & F4x (20ml) =ik . 1%
B RAMT-10CE-5CHRHFIO 4. Ao ENW=LE
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(0.47ml, 3.38mmol) » T OCKZAEBREHMIHEIOTH . A5 F
IREBRGREBRAEY . F Wk B S 4AKERIE A AR RERR, RE
Kk —R, ZREBEMTR, AZRE[/HNGEERRY . EREE
A1 (30% R AR — T4%) 45 8] B Arfbé4p (2.27g) » A & &KX EW .

THlg . K(VIID/&4: XAH0, RAKBAL

TEAT . BFTRIFZ L 64464% (719ng, 1. Onmol) &9 F 82 (20ml)
BRAEF 6P RERREGRAAREGY, REMAERKEN
(95:5:0.0 =R T4 - T8 - f) 4, FRAMEREGW (BTTng) . A
& &8 KK . °C NMR (CDC1y) & 219.2 (C-9), 206.0 (C-3), 169.8
(C-1), 135.3, 117.5, 102.8, 78.4, 78.0, 75.9, 74.4, 70.3, 69.5,
69.0, 65.9, 64.6, 50.6, 45.4, 45. 1, 40.2, 38.6, 37.8, 31.6, 28.4,
21.8, 21.3, 20.3, 18.1, 16.5, 14.7, 12.8, 12.3,10.6 - MS (FAB)+
m/e 614 (M+H) -

5% 3645 2

X (VIIDAL&%: XANH, RAKBRE

) EAeM] 1 & A 69444 (122mg, 0. 2mmol) 89 LERER F he AR
H%ik@?;"* (76mg, 1. lmmol)F= = Z A& (56pl1, 0.4mmol) , F 80 Tz K

ERReMBFLR . REGREREGY, BREVWETLRILE Y.

A 5% B B4R K iE kA KA A AR, BREBAMTIR, L2k
SHRKREMN(95:5:0.6 ZRFHR-FH-2), FEEBU2ngF 70
(38mg) » 4 & &8 KKk . “CNMR (CDCL,) §206. 3 (C-3), 170. 1 (C-9),
169.8 (C-1), 136.1, 116.5, 102.7, 78.6, 78.2, 75.5, 74.1, 70.3,
70.2, 69.4, 63.9, 64.7, 50.6, 45.2, 40.2, 37.3, 33.1, 28.4, 25.4,
21.9, 21.3, 20.3, 18.6, 16.5, 14.9, 14.7, 12.8, 10.7 - MS (FAB)+
m/e 629 (M+H) .

2364 3

XW(VIID/44. XAH0, RAAA

M EE] 1 & A 60444 (122ng, 0.2mmol) 89 ZEIER P18 A F
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A FHhen 10%42 % (20mg) - KRB @'LZ&/EEa EYBANEA, HATLEHE
AERNTHRERERAYRHER . SARRERESDF LT RESR
ﬂﬁﬁﬁﬁa%%ﬁéﬁw&&o5;iW% TE-2). A A%
&4, Aae&B&k. “CWMR (CDCLs) & 220.2 (C-9), 206.5 (C-3),
169.9 (C-1), 102.7, 78.1, 77.7, 75.7, 74.1, 70.3, 69.4, 65.9,
64.5, 50.6, 45.4, 44.7,40.2, 38.8, 37.5, 28.4, 22.3, 21.9, 21.3,
20.3, 18.3, 16.5, 14.9, 14.7, 12.4, 10.6, 10.2 - MS (FAB)+ m/e
616 (M+H) ™.

£ 3645] 4

X (VIID 44 . XA 0, R A-CHCHO

FHda . X VIIDWHKS4: XA 0. RA-CHCHO N-F vy

W e 1 & £ e9is4 (2. 45g, 4.0mmol) 8y — 718 C_ & F 1&
(100ml) B PRAXNER 4 54 . REAURLZREGHTRANEA 10
747 . T - 78 TheANZ=F A (1. 46ml, 20mmol) » T 0 CH & K & B4
B30 94F - EERBURLRZEHITE G 0 KRKY (2. 78g)
BEIBH—FaER.

FH4b . X (VIID &4 XA 0. RA-CHCHO

WL T 55 Che#hF I, 4a & £ 69464 (2. 78g, 4. Ommol) = = %
% (2.62g, 10.0mmol) &9 THF (40ml1) & ik 2.5 B 4] &7 & o4 .
EZREBRR L BREMFENGEEBRRY . BRAREN (1:1 "EA - T
S, BREH 75:25:0.5 MEA - TR - Z L) F R AT EE4
(1.29g)» mEa &BE4R. MS (FAB)+ m/e 616 (M+H) .

St 3645 5

X (VIID) 44 . X% 0. R #-CH,CH=NOH

) E 3] 4 %) & 891064 (46mg, 0. 08mmol) & F 82 (5ml) 5 & F Ao
ANZ TR (31, 0.225mmol) #= 52 M 2 82 25 (7. Tmg, 0. 112mmol) . F
B TR GR 2RO PN . B EZRELBREMET LE Cﬁ‘”"
Fl %8 BR S ARG R F KL E, EHEMTR, ETREBINEE
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WK . BREREMN(95:5:0.5 R Fl-FE-K). 53 B
44 (29mg) » A E & BEMAE. MS (FAB)+ m/e 631 (M+H) -

53645 6

X (VITI) &4 . XA NOH . R 2 -CH,CH=NOH

BIBFEHE 5 MREEMFE B IIE4 (7. 0ng) - MS (FAB)+
n/e 631 (M+H)". MS (FAB)+ m/e 645 (M+H) .

3] 7

K(VIID 44 : XA 0, RA-CHCN

FTERAT. §FE4H 5 FE694e4 (168mg, 0.267mmol) & THF
Gnl) BRF N —FREL TR (83u1 0. 534mmol) /ir" CuCl
(2. Tmg, 0.027mmol), TEERTHEZR L BREGMWHHFELIR . B ERE
REWMBETLRLE P, R 5%@"‘&&%*/@-&#"&*% %, LZELER 4
TR, EEREFENEFRBERY . BHEREHN(95:5:0.5 — 8 F&8
- V& -£), FH ALY (63ng), HEEEMK. “CNMR (CDCly)
§219.5 (C-9), 205.6 (C-3), 169.9 (C-1), 103.4, 81.3, 78.2, 77.4,
77.1, 74.0, 70.2, 69.7, 69.1, 65.9, 51.1, 48.6, 46.7, 44. 3, 40. 2,
38.0, 37.6, 28.2, 23.5, 21.2, 19.7, 17.8, 16.1, 14.4, 11.9, 10.5,
10.5 - MS (FAB)+ m/e 613 (M+H)".

£ 56.45] 8

AWVIIDAE4 . XA 0, R A-CHCHNH,

© 564 4 4] & 69444 (170mg, 0. 276mmol) 8 F 8 (10m]) & &
F e N LB % (212mg, 2. T6mmol) » 4%1£,:up#@/\%r1§0 T. mARL
 £.4b 4R (34mg, 0.553mmol) ., T 0 °C, &R EZBREASWIHE 30 o4 .
¥ BT CRUE T, R bW AARKIER . 2% (A ¥
R)AETRAKERFEKEE, GREMTR TRALTRE. 8
HEEH(90:10:0.56 =R FH% - T8 - 2), 52 8 #1444 (90ng) »
& & B4R . "CNMR (CDCLy) 8217.0 (C-9), 206.3 (C-3), 170.6 (C-1),
102.7,78.9,78.5, 75.1, 74.9, 70.3, 69.4, 67.8, 65.9, 63. 1, 50. 8,
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45.8, 44.9, 41.7, 40.3, 38.8, 38.2, 28.4, 22.2, 21.3, 20.7, 19.2,
16.6, 14.9, 12.8, 12.4,10.9 . MS (FAB)+ m/e 617 (M+H)".

=34 9

K (VIID)fea¥: X4 0, R A-CHCHNHCH, - £ &

%) 0 CHy 364 4 %) & 69164 (121. 3mg, 0.200mmol) & F &
(10ml) & F ho X 88 (114pl, 2. 00mmol) F= 5 A& (218pl,
2.00mmol) » M ZRAWIIE 10 947 - he NFEM £, 444 (24, 8ng,
0.400mmol) » ¥ &R B BRAMWRHF 16 D0 . KB BIAREH DA
(24. 8mg, 0.400mmol) » HLHMH 5 I . BERKEREWETLRT
Be b, B WS EBR K IER . %= (BFR)REATIKiEkb &HKs
% “h&%%k HRAELZTRYG . BHKREAMN(95:5:0.5 =& F

B-FEB-£), REL-KEMG0:50:0.5"RMA-THK-=Z0Lk). &
3| B ARt (82mg) A E EEFEY . "CNMR (CDCL,) 8 216.6 (C-9),
206. 3 (C-3), 170.5 (C-1), 139.0, 128.6, 128.3, 126.9, 102. 4, 78. 9,
78.4, 75.1, 74.8, 70.2, 69.4, 67.8, 65.9, 61.7, 53.2, 50.7, 48.2,
45. 6, 44.8, 40.2, 38.8, 38.0, 28.3, 21.9, 21.3, 20.6, 18.8, 16.86,
14.6, 12.6, 12.3,10.7 - MS (FAB)+ m/e 707 (M+H) -

s 745 10

K (VIIDA&4 . X% 0, R A-CHCHNHCHCH, — X 3

%0 CoyEH 4 H) & 694449 (121. 3mg, 0.200mmol) &9 F &
(10ml) &% F e N T8 (114pl, 2. 00mmol) = K T A& (218ul,
2. 00mmol) . H & REM # 10 4% . de NR A 21044 (24. 8ng,
0.400mmol) » JFZ ARSI 16 I B BmEARREWET LE
B, o%E B AN KIAEE - 2% (RTFR)AEXRTRAKERMHK
ik, ARBRATERE. SRFAEZRE . BHKREN(90:10:0.5 =&
Wix - TE - A), 38 Biak44(60. Ing) . A& EEERY . MS
(FAB)+ m/e 721 (M+H)"-

s 11
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X (VIII) 447 . XH 0, R #-CHCHNHCH(COCH,)CH, - % %

® 0 C 8 £ 364] 4 4 & 6940440 (121. 3mg, 0.200mmol) &5 F &
(10m1) iE ¥ F he X L- K R 888 F 85 25 B 2k (129mg, 0.600mmol) . %
,MW*% 10 240 - Ao AR .10 4h (24. 8mg, 0.400mmol) , ¥ 1%

BRA A 22 0 B RREREWMET CRIE T, R 5%%
BRARKIER « 2% (RTE)REAFRKERAHKLE, SABMT
B, TRALZRE . BHKREMN(95:5:0.5 — P& -FEH -2).
755 B 4= 645 (60. lmg) » A & &EFK4 - "CNMR (CDCL,) §217.8
(C-9), 206.4 (C-3), 170.5 (C-1), 170.4, 137.5, 129.4, 128.2,
126.4,102.4, 78.8, 78.4, 75.2, 74.9, 70.2, 69.4, 68.5, 65.9,
63.1, 61.6, 51.4, 50.7, 47.1, 45.5, 44.7, 40.2, 39.2, 38.4, 28.4,
21.8, 21.2, 20.6, 18.7, 16.6, 14.7, 12.6, 12.2, 10.7 . MS (FAB)+
m/e 779 (M+H)".

F ] 12

X (VIID) 4% : X% 0, R H-CHCHNHCH, — (4=t &)

BB T 10895 EERA - B EFERERERLE, #&
BT & 44 . “°C NMR (CDCL,) & 217.8 (C-9), 206.2 (C-3), 170.6
(C-1), 149.7, 148.2, 123.3, 102.5, 78.9, 78.4, 75.0, 74.9, 70. 2,
69. 5, 68.4,65.9, 61.7, 52.4, 50.7, 48.7, 45.7, 44.8, 40.2, 39. 2,
38.5, 38.2, 28.4, 21.8, 21.3, 20.6, 18.7, 16.6, 14.6, 12.6, 12.2,
10.7 - MS (FAB)+ m/e 708 (M+H)"-

34 13

K(VIID)fs4. X4 0, R #A-CHCHNHCH, — (4-"6H &)

% 52 56.15] 8 %) &894 549 (90mg, 0. 15mmol) 49 F & (2ml) iE i F An
X 4-"5oh F 85 (23mg, 0. 15mmol) - LB (8.6ul, 0. 15mmol) F= & A #
£.144 (9. 4ng, 0. 15mmol), WZ K EBREHHIF 10 1IN . KR A
BAMET LR T, B o%SBRMKER. 2% (BPX)ALTE
KimgFethkobik, SHRRATR, TRAEZTRE . EBHEREN
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(90:10:0.5 =& FH -~ FE - £4), FE A4S (32g), H LG
B . MS (FAB)+ m/e 758 (M+H)".

A4 14

KVIID 44 : XA 0, RA-CHCH=CH - X%

T 4a AR 2684649 ; X450, RA-CHCH=CH - £ 4,
RRARFPEE

TEHAT, @FEHEH 1 FE6 #&69444 (7T17ng, 1. 00mmol) -
Z#4e(11) (22mg, 0.100mmol)Fe = X 8% (52mg, 0.200mmol) ¢§ Z B
(5m1) % F A ABEA K (22001, 2. 00mmol) F= = T Bk (280l
2.00mmol) » HZEREMAHNE - T8C . BMAHZTH . AEHERRE
RbWhe#E 60C 0.5 0B, T80 T4 12 I8 . BEE L RAE
WET LRI, B S%BAMKEREEBL, A X (2TE)
REFTrRKEREE— K, REKEE—KR, SEBRNTE, TRHA
EZR%E . BRKEMN(95:5:0.5 —R P& - FE-F), 53 8 k1L
S (721mg) » AR G &8 FKY .

FHE 14b . X (VIID444; XA 0. RA-CHCH=CH - £ &

BRBERG 1 TRt 5%, EFEFRRTIRTE 140 T4 &
b9 -E- 4 89 £ &F . °C NMR (CDC1,) & 219.4 (C-9), 206.0 (C-3),
169.8 (C-1), 137.0, 132.6, 128.3, 127.3, 126.7, 126.6, 102.7,
78.4, 78.2, 75.9, 74.3, 70.3, 69.5, 69.1, 65.9, 64.2, 50.6, 45.4,
45.3, 40.2, 38.7, 37.7, 28.3, 21.9, 21.2, 20.3, 18.1, 16.5, 14.8,
13.0, 12.3, 10.8 - MS (FAB)+ m/e 690 (M+H)".

4] 15

KX (VIID /44 . X4 0, RA-CHCHCH, - &k

©) F 3845 14 4] &-69444-4 (170mg, 0. 247mmol) 8 F 8 (10m1) & #%
FRNAA - AN 10%%E A (50ng) » AEREHFTAANLA, TIH
EAEHTHF 8. A3HELLREZRZRSY, B_89%
ARG AERBERRFELEHBRY . B RABERYET L&

-~
~
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P, AT, EEREEFHFE BiAALS4Y (6Tng) . A8 EERAK.
“C NMR (CDCls) & 220.2 (C-9), 206.5 (C-3), 170.0 (C-1), 142.3,
128.4, 128.1,125.4, 102.6, 78.2, 78.0, 75.6, 74.2, 70.3, 69.5,
69. 4, 65.9, 62.1, 50.6, 45.4, 44.6, 40.2, 38.8, 37.5, 32.1, 30.3
28.4, 21.9, 21.3, 20.2, 18.4, 16.5, 14.9, 12. 4, 10.6 - MS (FAB) +
n/e 692 (M+H)" .

#4516

X(VIID 444 . X A0, RA-CHCH=CH — (4-F REXH)

BB LA 14 5%, 122 4-8 KA FRARSRAX K4 &7
T4 . MS (FAB)+ m/e 720 (M+H)"-

3645 17

K(VIII) 144 . X4 0, RH-CHCH=CH - (4- RRFE LX)

HBIEFmB 146895 %, 2FA 1-RAR-4-2 AR X KRB X K4 &
BT &4ee-4 . °C NMR (CDCl,) & 219.6 (C-9), 206.0 (C-3), 169.8
(C-1), 139.6, 135.5, 131.3, 128.5, 127.9, 127.3, 102.7, 78.4,
78.2, 75.9, 74.2, 70.3, 69.5, 69.2, 65.9,64.1, 50.6, 45.4,
45.3,40.2, 38.6, 37.6, 28.4, 21.8, 21.2, 20.3, 18.0, 16.5, 14. 6,
13.0, 12.2, 10.8 - MS (FAB)+ m/e 724 (M+H)"-

45 18

KX (VIIDAA4 . X4 0, RA-CHCH=CH - (3-8 %)

T 18a . KA 28M4E4H9; XA 0, RA-CHCH=CH - (3-%
), RARXFTERA

I E 45 1 T IR £ # & 694084 (1. 80g, 0. 25mmol) - L& 4= (11)
(1img, 0.03mmol)#e =~4f~F X E M (30mg, 0. 10mmol) AR 3-BK %
o (68ul, 0.5mmol) 89 A Qml) RAEAIE - 18°C . A HE4.
REWBRRERAMMWHKEDL)C2 P, T80 CHtdf 16 8. K5
BRREREWETLRIE T, F SURBRMAKER . 2%= (2 F )
BATRKaaFh Ktk SHRBRATHR SRALTRE. 85
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REH(98:2 —RFHE-F8), 52 BHRLES4(186mg). AL E6E
EEKA - MS (FAB)+ m/e 845 (M+H) -

T 18b . X(VIIDA&4 . X4 0, RA-CHCH=CH - (3-=
&)

WBBEHG | TR g Tk, EFBFRTRTE 18a P4 &
674t &4 89 % &4 . °C MR (CDCl,) & 219.7 (C-9), 205.9 (C-3),
169.8 (C-1), 152.1, 150.0, 147.5, 140.2,132.6, 130.0, 129.2,
129.1, 128.8, 128.1, 127.9, 126.5, 102.8, 78.5, 78.2, 75.9, 74.2,
70.2, 69.4, 69.2, 65.9, 64.1, 50.6, 45.4, 45.3, 40.2, 38.7, 37.6,
28.4, 21.8, 21.2, 20.3, 18.0, 16.5, 14.6, 13.0, 12.2, 10.8 .
MS (FAB)+ m/e 741 (M+H) .

3B Al & EAB| Fo R ALPT R 7 ik VA B A PR AL 4038, E 4o 8
FikE, TURHETHXVIIINAH(EFXA0) . BATEHRHGR
AR R 6L v o4 4 T X664

Fh 5 BRAE

19 R % ~CH,CH,CH,0H
20 R #-CH,C (0) OH

21 R 77 —CH.CH,NHCH;,
22 R % -CH,CH.NHCH,OH

23 R 7{7 -CHZCHQN (CHs) 2
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24
29
26
27
28
29
30
31
32
33
34
35
36
37
38
39
40
41
42
43
44
45
46
47
48
49
50
51

R # ~CH.CH, (1% o &)
R 4 -CH,C (0) NH,

R 7 -CH,NHC (0) NH,

R 7 -CH,NHC (0) CH,

R 7 —CHF

R % -CH,CH,OCH,

R 4 -CH,CH,

R 3 -CH.CH=CH (CH,),

R % —CH.CH.CH (CH,) CH,
R % —CH,CH,0CH,CH,0CH,
R 2 -CH,SCH,

R A-3rA Ak

R 3 -CH,OCH,

R 4 -CH.CH.F

R 4-CH-3 A &

'R 24 -CH,CH,CHO

R #-C(0) CH,CH,CH;,
R A -CH- (4-#% A X &
R 4 -CH- (4- BAEE)
RA-CH-(4-FREXE)
R A -CH- (4-REFK)

R 3 ~CH.CH=CHC (0) OCH,

R 34 -CH.CH=CHC (0) OCH,CH,
R 34 -CH,CH=CHCH,

R % -CH,CH=CHCH,CH,

R 4 -CH,CH=CHCH,CH,CH,

R % -CH,CH=CHSO,~ & &

R #-CH,C=C-S1i (CH,),

)
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52
53
54
55
o6
57
58
59
60
61
62
63
64
65
66
67
68
69
70

5 56,45 71

R 3 —CH,C=CCH,CH,CH,CH,CH.CH,

R 3 —CH.C=CCHj,

R A -CH,- (2-"kmz &)

R 27 —CH,— (3-wkrog £ )

R #—CHe— (4-tmz 45)

R % —CH,~ (4-"&H %)

R 3 —CH,-NO,

R 2 —CH,C (0) OCH,

R A -CH,C(0)-F &

R 2 —CH,C (0) CH,CH,

R % -CH,C1

R A -CH,S(0),-F& %

R 3 —CH,CH=CHBr

R 2 -CH,CH=CH- (4-"&7 & )

R 4 —CH,CH,CH,— (4-"8H X )

R % —CH,CH=CH- (5-"&k %)

R % —CH.CH,CH,~ (5" &)

R 7 ~CH,.CH=CH- (4~ K =%k X)
R % —~CH,CH=CH- (7T-K Ff ok =& &)

KR (IX)f&4: LACO, THO, RA-CHCH=CH;

“’j;—'%fz Tla .

FAE 2 69444 10 ; R A -CH,CH=CH, »

R*A R T &

TAAT. @ - 35 CHFLAM T I 5 &6 (3.58g,
5. 00mmol) 8 THF (60ml) E i P e A< F R — 2 & R 44k (1. OM &9 THF
/&%, 5.5ml, 3.5mmol), K FAMNEGEREFRERMHF IO . T - 35
T, R 20 247 i o & —=ko% (4. 05g, 25mmol) &9 THF (40nl) &% .
REEREHE, BHRR LRSI 0204 . HLB LB RIER
Bew e, R S%ERER BARKIE R A KA, BRBMAT R, QRHA
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ETRGE . BRKREN QAR - Tik) BB BiLe4(2.6g), 7 &
G REM . MS (FAB)+ m/e 744 (M+H)".

ﬁ%ﬂb-ﬁﬂD%A%-L%CO,T%O,R%{%m%m

WEFHG | TRt 7%, B AFE P, TRATETla
# &8 eh ey H R . ‘%:NMR(CDClQ §212.1 (C-9), 205.0 (C-3),
168.9 (C-1), 153.8, 134.4, 118.4, 103.1, 84.7, 80.5, 78.7, 77.1,
76.9, 70.3, 69.5, 65.9, 64.8, 50.8, 46.5, 44.1, 40.2, 38.8, 38.1,
28.4, 22.7, 21.2, 20.5, 18.3, 14.5, 13.6, 12.6, 10.6 . MS (FAB)+
m/e 640 (M+H) .

2 4] 72

K(INea4 . LAHCO, THO, RA-CHCH=CH-R &

F B T2a : RAZ 2 #9464 10 ; R H-CHCH=CH-% %, RRAXT
B A

¥ A5 14 T a %] &-8944-4 (150mg, 0. 20mmol) # THF (5ml)
BRANE-3TC, AAALA. T-35C, A208hAx7R
—a & f4u4E (1.0M 8 THF &%, 0.22ml1, 0.22mmol) - T — 35 C¥
YR LRSI 10 54, RE R 2 547 B ek A =K% (162mg,
1. Ommol) ) THF (3ml) Bk, REFMAEHE, BaR LRSI
3054 . B ERERESMAHEOT, 0. SM%M’&’%‘W}@&,&Q
RLBRUBERZRSY, RERKEEAIM, BHRBRMTE,
RYE . BEE M (30%RER - T42) 45 2] B ARk 440 (8Tmg) ﬁéé@
# o MS (FAB)+ m/e 820 (M+H)"-

FHE T2 R(IX)s4Hm. LACO, THO, RH-CHCH=CH-3%
X

ARIEERG 1T E gt T, BIEFEF R, ZRTE 2
H &6t 8 £/ ‘%:NMR(CDClQ §212. 4 (C-9), 205.2 (C-3),
168.3 (C-1),153.3, 136.4, 134.9, 128.3, 127.6, 127.0, 124.7,
103. 2, 84.5, 80.8, 78.7, 78.0, 70.3, 69.6, 65.9, 64.5, 50. 9, 46. 9,
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44.4, 40.2, 39.1,37.8, 28.3, 23.0, 21.2, 20.4, 18.1, 14.8, 14.4,
13.7, 12.6, 10.8 . MS (FAB)+ m/e 716 (M+H) -

5 #645] 73

K(IN)89é4 . LACO. THO, RA-CHCHCH-EE

T T3a A b 9LeH 8, RA-CHLCHLCH-AL, RRAXT
B A

RAE 2B | TR e 695 5 AL 5] 15 69104 5 X P 8RBT &
R &P E e

T T3b . AR 1beyL4eM 10 ; R A-CHCHCH-%EE, RPAHZE
-3

¥4 F 3% 73a %) &6946-4 (104ng, 0. 13mmol) &) THF (5ml) iz ik 4
HFE-35C, HABAER. T-35C, A1 o8 mASTE_#E
f144 (1. OM &9 THF &#%&, 0.16ml, 0.16mmol) . F - 35 CHEZ K&
RAMII 10 24, RE R | 24 & ho 3k & ==k (105mg, 0. 65mmol)
6 THF (Bml) Bk . REEKRAHG, B LR LRSI 30 24 .
AR UEEBZRAY, R 5%EK A MR KEEAIA, BHE
TR, BE2REF[ILEHIBRY . 2R EM (30%FE — T 15)
58] B ArfL 649 (63mg) » A G & B . MS (FAB)+ m/e 822 (M+H)" -

T T3¢ : R(IN&44p. LACO, THO, RA-CHCHCH-
A&

RIBELHG 1 T RegthF %, BLEETHEFH, TARFE 3D
H & oA 6 £ /A . “CNMR (CDCLy) §211.8 (C-9), 205.1 (C-3),
169.6 (C-1), 153.6, 141.9, 128.5, 128.1, 125.5, 102.7, 84.6, 80.5,
78.3, 76.0, 70.2, 69.5, 65.9, 62.4, 50.7, 45.5, 44.5, 40.2,
38.6,37.9, 31.9,30.4,28.4, 22.6, 21.2, 20.3, 18.5, 14.6,
13.4,13.3, 12.6, 10.4 - MS (FAB)+ m/e 718 (M+H)".

4] 74

KR {IX)e9e4. LACO, THO. RA-CHCH=CH-(4-F KX
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%)

F % T4a RAE 1b 894044 10 ; R A -CHCH=CH- (4-RAREXXK)
R* A A FELA

¥ X 10 1644 (R 4 -CH,CH=CH- (4- LAREX LK), RHARTEE,
ARIEE 564 17 4%1%) (165mg, 0.20mmol) 49 THF (5ml) Bk A #H E -
35 C, #BAEA. T-35C, A2a8HmANTEA_AE R
(1.OM 8 THF &#, 0.22ml, 0.22mmol) - T — 35 CIHZR & R4E4
B 1004, AB M 2 o-4h i deik & ==k % (105mg, 0. 65mmol) % THF
Bml) Eik . REE%RAHE, BERRZREMHHF 004 . AR
LB EZRAY, A Shk B S 4AF KA A e, B4 'Léﬁéﬁﬂ*’l‘ﬁ?&,
A ZRGAFR £ GHIB KD (219ng), B HE L L@ —F it Al -
(FAB)+ m/e 854 (M+H)".

B9 T4b K (IX) 89464 . LAHCO, THO, RA-CHCH=CH-(4-
FARELK)

BIBERG | T E gt FrE BAEFEFhH, TRTE T4a
&b £ R . PCNMR (CDC13) §212.4 (C-9), 205.1 (C-3),
168.6 (C-1),153.3, 135.0, 133.5, 133.2, 128.5, 128.3, 125.5,
103. 2, 84.5, 80.7, 78.8, 78.0, 70.3, 69.6, 66.0, 64.3, 50.9, 46.9,
44. 4, 40.2, 39.1, 37.8, 28.4, 23.0, 21.2, 20.4, 18.1, 14.8, 14. 4,
13.6, 12.6, 10.7 . MS (FAB)+ m/e 750 (M+H) .

5 38145] 75

K (IX)eh4e4 . LACO, THO, RA-CHCH=CH- (3w )

Jl s Tl 58 af bbyirk, %X 1044E4 (R A -CHCH=CH-
(3-skehh i), RAXRTER)EAN EBiLE4 . °C NVMR (CDCL,) §
212.4 (C-9), 205.2 (C-3), 168.7 (C-1), 153. 4, 150. 3, 147.6, 132.7,
131.1, 129.6, 129.0, 128.9, 128.4, 128.1, 127.7, 126.6, 103.2,
84.5, 80.6, 78.9, 77.5, 77.0, 70.3, 69.6, 65.9, 64.3, 50.9, 46.9,
44.5, 40.3, 39.0, 37.8, 28.4, 22.8, 21.2, 20.4, 18.1, 14.7, 14. 4,
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13.5, 12.6,

10.6 - MS (FAB)+ m/e 767 (M+H) -

BRIBAT R FHEG| Fe AR PALE T AR S REIAEAER L
Wrgk, TUHETHNRINMEH(EFLACO, THO. BAT
FAT TG REBAREG LB SHA T Xegibs4y

NMes

E6 5 BARE

76
77
78
79
80
81
82
83
84
85
86
87
88
89
90

R % —CH,CH.CHs

R 4 ~CH.CH.NH,

R % -CH,CH=NOH

R % -CH,CH,CH,0H

R % -CH,F

R % -CH,CH,- % %

R #—~CH,CH,~ (4~ 35 )

R % -CH,CH.— (4—"&5h &)

R % -CH,CH (OH) CN

R #-CH(C(0)OCH,) CH,— & %
R % -CH.CN

R 4 ~CH,CH=CH- (4-F £ A& X %)
R % -CH.CH=CH- (4- B A K %)

R #-CH,CH=CH- (8-"&# %)

R % -CH,CHNHCH,~ % &
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91 R A-CH-%%

92 R % -CH,~ (4-vkeg )

93 R A ~CH,~ (47 &)

94 R 2 -CH.CH=CH- (4-wt7z &)

95 R 2 -CH.CH,CH,— (4-#k=t &)

96 R % -CH.CH=CH- (4-"&# &)

97 R 4 ~CH,CH,CH,— (4—"8H )

98 R 4 -CH.CH=CH- (5—"& %)

99 R % —CH,CH,CH,~ (5—"8-vk %)

100 R % —CH.CH=CH- (4- & H =& %)
101 R 2 —CH,CH=CH~ (4- & =k =4 25 )

F 34 102

X(IX)fk&4. LACO, THANH, R A-CHCH=CH,

% 102a : AFE 269444 11 ; R H-CHCH=CH,, R°#4 X F#&
E4

144 10(R A -CHCH=CH,, R°AXFBLE) (RITLEHAH 71 ¥
K a#l€)(2.59g, 3.48mmol) 89 F X (100ml) & & T Aw X\ 1, 8- = &
LIR[5. 4. 0] +-#~-7-% (DBU, 5.0ml, 34mmol) - \ &K RS &
NEA, WP EBCHMHE IO B ERZBREHLHFEQOT,
e 0. 5M BEBR — S4AKE R (100m]) - A 2B L8 B E R4 X B&
Ko M KkEsFGOENE, CREMTER, EZREFHGEE
FRA . BEEBEREN (0%REA - TIR) TR B AR (1.74g), A &
g EE. MS (FAB)+ m/e 700 (M+H)" -

FH 102b . AFE 3a t9Lb4 12 ; R AH-CHCH=CH,, R°% X ¥ &t
P

3% F % 102a #) & 69444 (1. T4g, 2.49mmol) 89 THF (30ml) &%
AHE - 10T, BARA - A4 (B0%F 40k, 150mg
5.00mmol) , HFH R RALHHEF 1004 . T - 10C, A 10 5%
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NPk ke (1. 22g, 7.50mmol) & THF (20ml) ik . H R 2005,
¥z R R REFE 1IN ALRUBER G 2RSS, A 5%&
BMEMKIERA L KELENE, EHENTHR, AXREHIGE
R . BEAKREM (30%RER - TIR)FE AR EeH(1.58g), A
G & Bd. MS (FAB)+ m/e 794 (M+H) .

F 9 102c : AKAE 489464 18 ; R A-CHCH=CH,, R°y K P&
&*

J 53 102b # &9/ 4-4 (1. 19g, 1.5mmol) T THF (2ml)# T
B Q0ml) ¥, @EERFTENEA - do N RALEK KB R (28%,
2iml), THRATHRZREREHINHF 24 pef. AR TUBERER

FLBAd, R D% ER KB R K IRA A LA, BERERATR,

BT RERB G EIRRRY . BHREN QA& - TiK)HF 2 B A4k
44 (0.56g), Ha&BA&. MS (FAB)+ m/e 743 (M+H)".

P 102d - X(IX)f&4. LACO, THNH. RA-CHCH=CH,

BIBRHG | S E gt H i, ETEF A, RITHE 102 #%
8 {Lb e R, F&BARE4 . "C NMR (CDCLy) & 216.9 (C-
9), 205.3 (C-3), 169.5 (C-1),158.0, 134.4, 118.2, 102.8, 83.7,
78.4, 77.1, 76.1, 70.2, 69.5, 65.9, 64.7, 57.8, 50.8, 45.9, 45. 1,
40.2, 38.9, 37.3, 28.3, 22.6, 21.2, 20.2, 18.1, 14.5, 13.8, 13.7,
10.6 - MS (FAB)+ m/e 639 (M+H)™-

5364 103

K(IX) 894 . LACO, TANH, RA-CHCH=CH-F %

ARAE E B 18 69 7 % 12 & B £ 3645 102 F 8K ¢ #l & 8940-&-4 (A
RAE 40914 18, EFRAB AL, RAXTEE) KRR GE
) 1 T I fe9iedn, RAmRKARR -RAREHhG ST .
“C NMR (CDCl,) & 217.1 (C-9), 205.3 (C-3), 169.5 (C-1),157.4,
136.5, 133.7, 128.6, 127.8, 126.5, 125.4, 102.9, 83.4, 78.4,
77.7, 76.4, 70.3, 69.5, 65.9, 64.3, 58.2, 50.9, 46.3, 45. 1, 40. 2,
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39.1, 37.3, 31.5, 28.3, 22.8, 21.2, 20.3, 18.1, 14.4, 14.2, 13.7,
10.8 . MS (FAB)+ m/e 715 (M+H) .

5 5645 104

X (IX)#9f&4 . LAHCO, TAHNH, RA-CHCH=CH- (3-8 %)

AR L4 18 69 77 ik 12 & R 2364 102 T F c %1 Fe94L -84 (B
RAR4694EH 18, RFRABAE, RARTRE REERGE
Pl S EL S WH & AT E A4 . “CNMR (CDC1s) 8 217. 4 (C-9),
205.3 (C-3), 169.6 (C-1),157.7, 149.7, 147.6, 132.5, 129.9,
129.6, 129.2, 129.1, 128.6, 128.1,126.7, 102. 9, 83.5, 78.8, 77.5,
76.5, 70.2, 69.5, 65.9, 64.3, 58.2, 50.9, 46.3, 45.1, 40.2, 39.1,
37.4, 28.2, 22.6, 21.2, 20.2, 18.1, 14.4, 14.2, 13.7, 10.7 .
MS (FAB)+ m/e 766 (M+H)" -

AR AT R 3640 Ao R AR BT K 5 R VA B A ARH LML 43R B sm b
FiEkE, TARNETHX XM (EFLACO, TAHAND . BATA
B R 69 R AR k891X s b &4 4 T X 894 a4
CHa

R NMez

o HO.,

o) CH3

§Ap 2 BARE

105 R # -CH,CH,CH,
106 R % ~CH,CHNH;
107 R % -CH,CH=NOH

108 R 7 -CH.CH,CH.OH
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109
110
111
112
113
114
115
116
117
118
119
120
121
122
123
124
125
126
127
128
129
130
131
132
133

3645 134

R % -CHF

R 24 —CH,CHNHCH,- % %

R 3 —CH,CH,NHCH,- (4-#trg %)

R % —CH,CH.NH,CH,~ (4—"&h 1)

R 4 —CH,CH (OH) CN

R % -CH(C(0) OCH,) CH,— % %

R 4 -CH,CN

R % -CH.CH=CH- (4- A #F %)

R 4 -CH,CH=CH- (4- AR E %)

R % -CH,CH=CH- (4-F £ A X X&)
R 2 -CH.CH,CH, - (4-Z & EFXE)
R % —CH,CH=CH- (35 &)

R 4 ~CH,CH,NHCH,CH,— (2- &R E &)
R A -CH-%& %

R A —CH,— (4-wkrg £5)

R 4 -CH- (4-"&+# &)

R 4 -CH,CH=CH- (4-#tz %)

R 4 -CH,CH,CH,— (4-wt=t &)

R 3 —CH,CH=CH- (4-"8"# &)

R 4 -CH,CH,CH,— (4—"&H &)

R 4 ~CH.CH=CH- (5—"57 %)

R 24 —CH.CH,CH,~ (5—"&# % )

R 7 -CH,CH=CH- (4~ & # &= &)
R % —CH,CH=CH- (4- & ok X&)
R 7 -CH,CH=CH- (8- % )

X(VID44. A.B.D#&qREANH, RAKBAE
X 148944 (h 3a): A B. D#EAH, R

TR 134a -
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AAE RHEATHRE

TEAT. g 124 RAFERE, RAXTFTEHRE, 385ng,
0.485mmol) (RIEFHEH| 102 TR b H )W LHEERT AT — K
(291mg, 4.85mmol), W EZ R ARSI 67 B . B LB LB EE
GRELRAY, B S%RE B4 KIE e 2h K& A AR, BEE 4T
B, RZREFE B RS (40lng) AL e@mBRY, L RE#—
W ehudE F .

TH134b . X(VID)444:. A . B. DAREAH, RAKEE
¥F & 13a wl &R SHRYET FE Gnl) ¥, A TEH
B0ul), TEERTHZRALRAHMHE 1506 . ALRIBERZL
RLRA, R S%ER B SRS R A KL EA A, BRERMATE,
ERRGIFE A FEKBKRY (34Tng) - BRREM (95:5:0.5 =& F
J2 - FE - £,) 432 B ARt (126mg) » 9 & &8 KEH . MSn/e 664

(M+H) " .

PBIB AT F A Ao R AR AT B F R LB A A AL 243 O 4 84
Tk, TAHETHAVIIeH(EFA. B. DFEAH . B4
TAA T RBAREGIEBLEHA T XD

NM92

F 545 5 B E
135 R % —-CH.CH,CH,
136 R 4 —CH.CH,NH,
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137
138
139
140
141
142
143
144
145
146
147
148
149
150
151
1562
153
194
155
156
157
158
159
160
161
162
163
24 164

R % -CH,CH=NOH

R % -CH.CH,CH,OH

R % ~CH,F

R % ~CH.CN

R % ~CH,CH (OH) CN

R 4 -CH-% %

R 2 -CH,- (4-7kvg &)

R A-CH- (4-"H %)

R # -CH,CH=CH- (4-=tt=% %)

R #-CH,CH=CH- (4- B X &)

R 4 -CH.CH=CH- (4- B A& &)

R % -CH,CH=CH- (4~ F &.& X &)
R % -CH,CHCH,- &

R # ~CH,CH=CH- (4-vt.7g &)

R % —CH,CH,CH,— (4—"t7g &)

R # -CH,CH=CH- (4—"&+ 4 )

R 4 -CH.CH.CH,— (4—& X&)

R # -CH,CH=CH- (557 %)

R 4 —CH,CH,CH,— (5= &)

R # -CH,CH=CH- (4- % &= %)
R #-CH,CH=CH- (4K =k %)
R # -CH,CH=CH- (8—"&w &)

R % -CH,CH,NHCH,— % %

R % ~CH,CH.NHCH,— (4-vsto %)

R 7 —CH,CH,NHCH,— (4" %)

R 7 -CH,CH,NHCH (CH,~ % %) C (0) OCH,
R % —CH,CH,NHCH,CH,— (2- & K &)

146



200510067413. 2 o B 1 2E135/1831

XOVIDfA4:. A BFREAH, DAFE, RAKAAE

F I 164a - 2-(R)-(BOC-& &) -3-X E-RE

FIFET 0T, &£ 20ml =K F I F695. 2g (23. 8mmol) = 4%
W TEMSEP e A (R)-2-8 K -3-F%-1-%8 (3. 0g, 19. 8mmol,
Aldrich), FER TR ERLZBSHEH 1.5 . 2kiEd, T&
BEAEZTTFRAGHALBEATT—FRAE

H % 164b . 2-(R)-(BOC-& &) -1-0- P B A E-3-X A Akt

¥F® 164a YR AT 200l =K F 44 6l THE ¥, K RiER
AHEQTC. leXNEZTAE 4. Inl, 29.4mmol) » ARBEE M N F A £
(1.9ml, 24.5mmol) - TERTH ZRSHMIH 45 54, REETH
PRiad BRGHWETL®RLE Y, ARPEKEEARER, TR
Bi4h) LR AT EHIERAFE 6.38g BAzEe4 . MSm/z (M+H) ™.
330, MS m/z (M+NH,)": 347

T 164c : 1-& & E-2-(R)-(BOC-&%)-3-X AR K

4453 8 LR S 164b 09444 (6. 36g, 193mmol) %&-T 25m1 DMF
., po 2. 5g (38mmol) NaN; - T 62 CH &R 2 R 24 BT .
BRERANEER, AERLRIBER. AKFdKEEANE
By, TR (RERGM) F LR . REEREATE 4. 34g Bne4 .
MS m/z (M+H)": 277, MS m/z (M+NH) " : 294 .

T 164d . 1-BEEA-2-(R)-AE-3-XEAK

J4 4% 8 I 164c #9444 (4. 3g, 15.6mmol) T 30ml 4N HC1
LB EEY, TERATHRRERGURF 1.6 .. RXREFF
Bk . BREMET KT, e XL, B UBERZRESY.
H & . ABRAEKERE pH12 . FARALMEI, RABER R ER.
REKEEAMERY, TRGEH FLR. BT ERERFE
2.17g BAR{t&4 . MS m/z (M+H)": 177, MS m/z (M+NH) . 194 .

T 164e . 1, 2-R)-=AK-3-XERIK
FERT, BF 8 5% 164d 694404 50 (1. 2g, 6. 8mmol) £ T

lt
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B4 A 1. 2g 10% Pd/C &4 (4atm)21.5 B . FIRZR A4 Kb
Fl, EMEFIFE B AR A4(1.055g) - MSm/z (M+H)": 151, MSn/z
(M+NH,)": 168 -

B 164F ARAE 3a iS4 14, A BAEAH, DAFE,
RAKBRE, RARXTERE

BHHEH 102 5 Eb &9ty ChiRAR Satyfbedp 12, . £ F
RABAEE, RHETFTHL)F L, 2-R-—AX--XERKE (LR ¥
B 164e #1 &) Y CHAKBERER G, EAAGRIAEREF,
*H AT ENEY

FF 164g AR 3athibodp 14, A BFREXH, DAHFE,
RA%H®E, RRAH

RESHG 1 FEgtiF %, EFE ik, £ 5K 164f 41 &%
a4 ERP $ & B iRfLed -

3 164h . R (VID&4E4: A. BFFEAH, DAFE, RA
o A&

e B 164g #] &9l &eh LB - LRRIERHBEAENLAL
4 .

364 165

X(VIDWA4. AAFEA, B. DREAH., RAKARE

$ % 166a AR 3beIEH 16, ANFE, B. DRENH,
YAOH, RAHAEE, RRHRXRTFEE

WIS 164 FE L FE, B (S)-2-85-3-FE-1-78
(Aldrich Chemical Co) % 1,2-(R) -— A E-3-AEREH LT E
E4 -

S 165b - AR YA 16, ANFER, B. DFENSH,
YHAN,, RAKAE, RAHAXTPERE

FlZ%8 . BE-TFTRoCUBAR -—REABBRESALHLES
% 165a 69444 6h THF Bk &1 & AT & LE649 -
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T 165c ARAE b ey e4p 16 ; ANFE, B- DFEAH,
YHAN,, RAKRE, RRAH

BBFERE 1 TR g5 %, £ FE P ho#dd 5% 165b #2854
S ERT ST .

FTH166d : AR 3b &GS 17, RABARE

B R IR 1656d 89 7~ 4k Z KB 6 THE B # & AT F L4 .

FH 165e : R(VIDWA4:. AAFE, B DFEAH, RHA
5% & A

he R 1656d &YW LB - LRERF ST T
4 .

£ 3645] 166

X(VIDAL&4: AFEAAE, BRDAH., RABKFHE

WFEFRE 164 FRI-h&9 5%, 28F 1,2-=F%-1,2-2=
Bz (Aldrich Chemical Co. ) RK# 1,2-(R)-—& E-3-XEA/EH &5
EE -

5 6 f5] 167

A(VIDf&s: AAFE B. DFEHNH, RAKAE

WIEFEEF] 165 69 F ik, 12&R (S)-2-R/ A-1-"8 (Aldrich
Chemical Co.) R#& (S)-2-A FX-3-FAE-1-"EH &M E 4.

3615 168

K(VIDAEH:. AFDATFE, BAEAH, RAKAA

T H 168a : WH®-2, - (FTRBEAL) TK

Y R %-2,3-T =8 452 (10g, 11llmmol, Aldrich)# = A&
(92. 8ml, 666mmol)iZT —&FEF . W RERASHE - T8C, Hiho
¥ 55 BE #.(25. 8ml, 333mmol) . HARIE - BA R FEFB U RS
M, BRREMT - I8 CHRH 224, TOCTHBE2 I, BiER

RRAHBRIKEER, BRBEMNHE, FK. BB IAKERF AL

KSR . MARBRETRZAIGE R, FHRIEMNFE B aksy
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(25.01g) - 'H NMR (300MHz, CDCl,) : & 4.91 (g, 2H), 3.10 (s, 6H),
1.45 (d, 6H) -

TH168b . AiER-2,3-—FFATHR

643 B 3% 168a 894 &4 4% 5% (25g) 75T 250ml DMF # , Aa A NaN,
(40g) - T8 CT., BHRAYWBIHI 24 0, REAHEEER.
R 800m]l LBz, RAK. HKBRIAMKRERF LMK ER
ik, REGRB4TR. SRZER, REFEERKILEY
(13.00g) - 'H NMR (300MHz, CDCls) : & 3.50 (m, 2H), 1.30 (d, 6H) -

B 168c : MiH#-2,3-T =&

I 4% 8 ¥ %K 168b €944 5% (13. Og, 125mmol) &-T L&+, T
2 T L% 10% Pd/C 4L (4atm) 20 -0 . TR EKREALR, A7
AL BEFFE BiRE4 . 'HNMR (300MHz, CDCly) : 8 2.70 (m, 2H),
1.45 (br, 4H), 1.05 (d, 6H) -

MS (m/z): 89 (M+H)" .

FH168d : X (VID&4: AFDATFE, BRENSH., RHY
W R A&

HRIE TG 164 TR ce-h b9 7%, 2B RHE#-2,3-T =k (F
H 168c #l &) KA 1, 2-R) =R E-3-RERRHANEN T L4 -

5 #6145 169

K(VIDAs4 . Af E—&HY-CHLCHCHL-. BFDAH, RAK
ISP

I F ] 168 695 %, 122 A 1, 2-3F &% =8 (Aldrich
Chemical Co.)R&EAH 2, 3-T —BEH &M THEH .

5 3645] 170

KVID44: A B. DFAEAH, R A-CHCH=CH-(3-&+
)

I Eep] 18 695 &%, 18 3-RKekolk b L 5a6] 134 69~ 4184
#EATEREY . MS (FAB) + m/e 791 (M+H) ™.
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36| 171
K (VIS : A B DFEHIH, RAH-CHCHCH- (3-8
)
w e BB A8 T B (10ml) P 89 25645 170 L6494 &% (110mg)
+ o 10% Pd/C (50mg), FZi&. latm RA TH KRS HIF 16
S SRERSF R REHEHRKREMNGA, K 95:5:0.5 &
90:10:0.5 89 =R T4/ FE8/=FRxM . &5 B #HALE4% (106ng) -
B2 MS n/e (M+H) " CoiHoaNuOs THEAE . 793.4752; 55 ML .
793. 4766 -
53645 172
XVIIDA: XA0. RA-CH-G-aREE)
BIBEHG 18 F %, ERAS-ERFEARRATR ILOER
B, #&BkEe4 . MS (FAB) + m/e 949 (M+H) ™.
A 173
X VIIDAAH: XH 0. RA-CH-(2-FE)
RABEEHH 1695 2R Q-F8) FTERREFTE la 9% R
AR ETRle THALRFERBRTRE, # & B iLE4% - MS (FAB)
+ m/e 714 (M+H)"; CuHsoNO,#HHEAE: C, 67.30; H, 8.33; N, 1.96;
sti4E . C, 66.91; H, 8.29; N, 1.64 .
s34 174
X (VIID 444 . X4 0, R #A-CH-CH=CH- (4- AR A %)
WAB LG 172 95 %, 2R 4-RAR-1-REAXE TR 14a
XK, H&BAiRLed.
%3845 175
X (VIID) 444 . X4 0. RA-CH~CH(OH)-CN
MEHSE SH G TR LBRENT EN T ERFZB RS
# . MS (FAB) + m/e 643 (M+H) -
5645 176
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KX(IXN)f&H. LACO, THNI, RH-CH-(2-%X)

T 176a . AL lad9fe4 6 ; R H-CH-(2-F %)

BEFHG | FHactiFiz, 2-AC-2%) FEAARE SR
la 89 REE, #&BirfLe4 . MS (FAB) + m/e 874 (M+H) -

T I 176b . AR lc #9ibo6A ; RA-CH-(2-%X), RRAHT
73

HFEFEHG 1T RetIFTE, R LERFREALERMG KT
ME LR A TR 176a 99144 (2.0g) - MS (FAB) + m/e 958
M+H) " -

FH 176c . R4 lc 944 6B ; RA-CH-(2-8K), RALT
Bt A&

3B 4] 102 T HEb o4 %, A NaH Fo 38 & kb b 4 % 176D
69464 (500mg) » 132 B #7164 (58mg) - MS (FAB) + m/e 1034
M+H) " -

WH 176d . A2 1c 691449 6C ; RA-CH-(2-FX), RRAT
BA. R'AH

WRAEFHHE] 102 FRcWIAZ . ALHTREAELE TR 176c 914
44 (58ng) . 432 B 4xfb&4 - MS (FAB) + m/e 983 (M+H)".

FTH 176e . X (IX)4&4p; LACO, TAHNH, RA-CH-(2-%
)

BB FHMH 1 FIId . If A lg9 7 HLEF R 176d 8940640
FE B ARfLE4 . MS (FAB) + m/e 739 (M+H) -

E A 177

X(IID a4, RATEBA, LACO, THNH. R#-CHCH=CH,

THE 177a : RA2 1c ¥9L44 6A ; R H-CHCH=CH,, R°#% &%

© 4 B FEAEF] 1 I ¢ 69 E4AE & (405, 2g, 528mmol) 89 =~ & F
32 (20m1) B % P e A = F K R Kot (0. 488g, 4mmol) F= T 8K &F
(3.39ml, 36mmol), TERZRTHZRAMIHFEI . AP EH
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BGREAY, RER WHEEMKERFE KL, RAKRMKHTE.
FRAGH A EENLETEL L, FE BiRLES4 (491g) - MS n/e
857 (M+H)" .

I 1TTb : RAE lc 649144 6B ; R H-CH,CH=CH, . R°# TB:&

20 9%F, 3 85 B 177a 644 & (85.8g, 100mmol) 49 %
K THF (500ml) A3 E - 40 CHANR AN ER T AR (ZF 45
J &) B A4 (1251, 125mmol) . F - 40 CH &R EWII 40 24 .
FT-40C. QAFKT, A0 0H@aRREEH T hwAKEZ K4
(3.65g, 22.56mmol) ¢ 5:3 THF/DMF (800ml)&i& . T — 20 CH %R
MM 04 . TEET, BRARSYHMF 27 1, REATLHR
LB . B D% B A4 KA R RS, BHRBMATIRF K%,
FE AR H (124g) BEEBERAT TV RE.

¥ 177c KA lc 89444 6C ; R H-CHCH=CH,, R°% Z.B: X%,
R* 4 H

%% 8 T 177b ¢94b4-4 (124g) 5T 9:1 TA/THF (1100ml)
P e B R ALE (28% 200ml) . TEE. LARKTHAREHEK
H8K. EREHN, BREWETLRIET . M 5%% 8 5 44% 3 K
Bk RIER, BRBRMTIRAIRYE, 158 BirtLéd . MS (FAB) +m/e
882 (M+H)™ -

B ¥ 177d RAE 1c 89144 6D ; R A-CHCH=CH,, R*}% Z.B: 4,
R H

J§ 20 2-4F @) & F £ C 8 (200ml) P 5 A K (400ml) #6945 &
Bz 177c 84L& 4 5= (69. Og, 78.2mmol) ¥ i A= 25 B (0. 972M,
400ml) - W RBRASWRB 4 D, A 20 9 he B sheg H B

(4N, 100ml) - ¥z RAEHHF 18I, AHFE0TCT, ABH 304

e N BLEALAA (4N, 200m) EpH & A 9 - RSB AL
(35. 56g) -

B 177e AFE 1c ¥94L44 6E ; R A-CHCH=CH,, R*% Z&: %,
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RUHH(R(IID 444, RRAZEBE, LAHCO., THNH, RAH-

CH,CH=CH,)

TEAT, Ab5a4% - 10 Tty N-FAIEIAEL T A (2. 37g,

17. 8mmol) 4 = K. F 4% (80m1) 5 #& F hu X = F A% (1. 52ml,

20.8mmol) . T - 10 CHF A G EREHME 1004, mAFaFE

177d /44 (8. 10g, 11.9mmol) 8§ =K F 4 (60ml) 5%, T~ 10 & -

5 CHER LRSI 30 947 - A 10 2-4F B v = TR (1. 99m],

14. 3mmol) » F O CHZRALREHHRF 1 N . F-RFTREBRZR
ELiedy . R D% B AR B R B KAk A e, EREMTIE,
ETREF/INGEELRRY . 2HKREN (A 50:50:0.5 REA/ T/

S E AL 55 B Ao (8.27g)» A& &EREY o CuHaeNo0y,

THEAE . C, 61.75; H, 8.29; N, 4.11 . s£R4E . C, 62.25; H, 8.50;

N, 4.28 .

4] 178

K(IX) ety Boreawl & 5%, LACO, TANH, RH-
CH,CH=CH~- (3~"&7# &)

$ 8 178a . X (IIDJL44; RRACTEBE, LACO, THNH,

R % -CH,CH=CH- (3-"H &)

%) 4645 177 891549 (46. 36g, 68. 2mmol) - L& 4= (11) (3. 055g,

13. 6mmol) #= = —4%— % A A% (8. 268g, 27.2mmol) & T B (400ml) iR4-ik

FRANRA . B ELR B ERIER T Ao 3-8 K5 (18. 45n],

136mmol) #= = Z Az (18.92ml, 13. 6mmol) - F 50 CHE B &R Ao

#1bet, TOOCHML R, HLRIUBREKERZRE4Y. A 5%

BEEMAKERFRKEE, Z2HRBER TR, SRIELZRE. 44

B EAT (R 50:50:0.5 MR/ Th/ & EAREE) 53] B izt &4y

(46.56g) » A & &BFKY . MS m/e 808 (M+H) -

H B 1T8b X (IX) 444, LACO, THNH, RA-CHCH=CH-(3-
etk &)
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RESEHEG 1 TR g5 %, 2FEFHHL &mﬁxﬁm 178a
# E- 09 LA & (42, 43g) 89 £ 4R . BB B 457~ 49 (32. 95g) -
m/e 766 (M+H)" .

£ 179

K (IX)4&4; LACO, THN(CH), R #-CHCH=CH,

F % 179a A2 469444 18 ; R'AFHE, R A-CHCH=CH,, R’
XA FERLE

43 8 =34 102 F 3 102b 94 # & (R 3a 69104
(12) ; R A-CHCH=CH,,» R°AXFHE.E; 320mg, 0.400mmol) & T M
(10ml) ¥, GRERFTBANEA . AT EARER (40%, 0.344ml)
TFTRATHRALREWHHE 4R . ALRLBERBELLREY.
Fl Sk BE B4 KB R A BKEAVM, BRRATER, AZ2RESR
g ek BRREN 30%RE - i) A2 B A&
(27Tmg) » A G &EK. MS m/e 757 (M+H) -

HE 179 X (IX)44; LACO, THN(CH). RA-CHCH=CH,

ABELEG | TR gt 5%, EFBPRHFELRARTE 179
#) & 094 &M AE &k (110mg) 89 =477, 45 8) B 45 ™ 4 (48mg) - CiHseN.0y
THEAE . C, 62.56; H, 8.65: N, 4.29 . E£M4E . C, 62.23; H, 8.72;
N, 4.13 .

s34 180

X (IX)fta4, LACO, TANCH), R #A-CH,CH=CH-(3-&H
&)

BB F A 178 89 7%, 12 R L4 179 K a 9L EHRE
Bk ey B AHLA (F 8 F4a4] 177), #ZBARALEY .

5364 181

X (IX)f&4, LACO, TH N(CHCHLN(CH),) » R #-CHCH=CH,

F 9 18la . AAR4EH 18, RA2-(=FEEE) A, R
#-CH.CH=CH., R°H X FaLE
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RABFHF 1798 5%, ERANN-ZFEAZ _BREFTE, #
& B x4 4% (285mg) - MS m/e 814 (M+H)".

FH 18la . X (IX)L4&4; LACO, T A N(CHCHN(CH),)» R
# —CH,CH=CH,

BIBERY 1 TR W FTE, AFTBETHHFEIRLTATE 181a
#l &4 A St (110mg) 89K 4%4 . 43 8| B 4=~ 49 (28ng) -

52 76.45] 182

K(IO&4, LACO, THNCHCHN(CH).) » RA-
CH,CH=CH~ (3-"&"# %)

ARIE LB 178657 %, 12 & A 44| 181 F T adyfte-4p (162mg)
RAABAAEY (45 8 £345] 177), #1% B #4440 (33. 4ng) -

5 5645 183

X (IX) a4, LA CO, TH N(CHCH=CH). R *-CH,CH=CH,

B 9% 183a . A2 4 69444 18 ; R™Y-CH,CH=CH,, R #-
CH.CH=CH,, R*H A FEEE

BIELHG 1798 F %, RERHERERARETRE, 3 &BHL
A4 .

F % 183b : X (IX)ft44p; LA CO, T4 N(CHCH=CH) . R
~CH,CH=CH,

RETHRG | TR gt 3, ATHBPRIIALZATE 1832
H & oo AE & (T8mg) B9 (%47, 43 8| B 4%~ 49 (33mg) -

5 3645 184

R (IX) a4, LA CO, TAN(CHCH=CH-(3~-=&=H%)), RA-
CH,CH=CH- (3-"&7H £ )

AR EHAP] 178 695 %, (2R A 54 183 H 3, a B9 R %%
R a-4h (13 & £564] 177) . #1 & B A2 -0 #H M S, ColHeNiOy
7+ E48 . 933.5014 ; s=M4E . 933.5052 -

5345 185 - 219
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B LG 178 ¥ F %, 12 A T 2] XFAH £ 464] 178 49 3-8
Rogohk, #& T ARG 185 -~ 219 . BA TEATHRAH

R IXEH(EFLACO, THOARATXNe&4p .

%7 185 - 219

NMe,

5 2845 5 11X A BLAX A& &g
185 REP-TAR A R % -CH,CH=CH-(3-%t |MS 716 (M+H)"
e )
186 2-BRE R % -CH,CH=CH- (2-% MS 765 (M+H)~
%)
187 4-8 K B R R #-CHCH=CH-(4-#& |H. Res. M.S.
o A ) CaoHaoN;0yo 7+ B 15
766. 4279 ; = M
. 776.4271 .
188 4-i24X-1,2-% |R H-CH,CH=CH-(3, 4- |H. Res. M.S.
FoRAR P RERE) CoollesNo0y, 7+ B A1E
759. 4068 ; 5 M|
8. 759.4083 .
189 8% 1R ok R % -CH,CH=CH- (8-"& |MS 766 (M+H)"
)
190 5B 4X.#5] ok R ~CH,CH=CH-(5-"3] |H. Res. M.S.
¥ CouHsoN30y T+ EAE -
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754. 4279 ; FM
6. 754.4294 .
191 3-BAX-6-fA R 4 -CHCH=CH- (6-% |H. Res. M.S.
N R-3-sketh &) CesHssNoOyo T+ - 1E. -
800. 3889 ; 5=l
{8 . 800. 3880 -
192 3,4~ T =% & |R H-CHCH=CH-(3,4- |H. Res. M.S.
3 =R EXE) CaHeoN:0,o T+ E1E -
773. 4225 ; =W
18 . 773.4204 .
193 1-m2R-3-#8 & R % -CH.CH=CH- (3-#% |H. Res. M.S.
3 AER) CaoHseN2Oyo T+ HAE -
760. 4020 ; =M
{6 . 760. 4004 .
194 65 X7 R # -CH,CH=CH- (6-%& MS 766 (M+H)"
)
195 3-8 K-6-# % |R H-CH,CH=CH- (6-#% |H. Res. M.S.
ook etk ) CazHsoNeOyp T E-AH
811.4129 ; =
6. 811.4122 -
196 5 X B R 2 ~CH,CH=CH- (5-°4¢ |H. Res. M.S.
o A& ) CeaHsoNa01o T+ 4K
766. 4279 ; &R
5. 766.4281 -
197 2~F &-6-BAK R H-CHCH=CH- (2~ F |CysHsiN:Oyo 7T E 15 -
Eof - i) C, 66.22; H, 7.88;
N, 5.39 ; sz .
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C, 66.43: H, 8.12;
N, 5.18 .
198 3- i AX oh KA1 &4 . LAH Res. MS.
CO, T A NH, R° % T BE|CuHaiN:0,0 71 15 -
#, R A-CHCH=CH- |808.4379 ; M|
(3~ &) {8 . 808.4381 .
199 5-i& X FoEeH R A-CHCH=CH- (5-% [H. Res. M.S.
ok i) CeoHsoNaOyo T+ E1E. -
766. 4279 ; £
{5 . 766.4301 .
200 6- 8 X ~7-A4 &~ |R #-CH,CH=CH-(7-#4 |H. Res. M.S.
59 ok A -6-"EEHE) CaaHsNsOy, T+ E-AE
812.4082 ; &M
5. 812.4064 .
201 6- A E-3-2 K R A-CHCH=CH- (6-&, {H. Res. M.S.
o -3 A CaoHeoNeOyo 7+ F-18
781. 4388 ; £l
{8 . 781.4386 -
202 3~ AR-1,8-% |R A-CHCH=CH-(1, 8- |H. Res. M.S.
3 Bz -3-4) CarHseNaOyo 71 EAE -
781.4388 ; £
18 . 781.4386 .
203 (6- (T8 & %) - |R H-CHCH=CH- (6~ (Z|H. Res. M.S.
3-8 X sisek BLEAA)-3-BHR)  |CuleNO, 7+ HEAE -
823. 4493 ; &M
{6 . 823.4479 .
204 3-8 ARrfek R #-CH,CH=CH- (3—=F |H. Res. M.S.
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CastaaNa01o 71 FH12 -
804. 4435 ; Z M
15 : 803.4437 .

205

i AR AR ok

R % ~CH.CH=CH- (5~ &
okt K)

H. Res. M.S.

CaoHssNaO,o 7+ FAE -
755. 4231 ; =M
{8 . 755.4224 .

206

T-BAR-3-% &~
N-(2-FAEX
E)-2-REBE

R #-CH.CH=CH- (3-%
A-2-(N-(2-F &%
AR)BRER)-T-%
%)

H. Res. M.S.

CaiHerNaOys 71 F- 1R
930. 4752 ; %M
{8 . 930.4754 -

207

6~ R R EEH

R # -CH.CH=CH- (6-"&
BHAE)

H. Res. M.S.

CarHsoNeOys T+ 12 -
767.4231 ; M
6. 767.4236 -

208

3-8 R-6-2 A
N

R # -CH,CH=CH- (6-#
-3 K)

H Res. M.S.

CazHeoNsOy; 7+ B -
782.4228 ; =N
{6 . 782.4207 .

209

3- % R-6-F £,
Ao

R # -CH.CH=CH-~ (6~ F
A E-3-H )

H. Res. M.S.

CasHeoN:Oy, 7+ A AR .
796. 4384 ; =W
£ . 796.4379 .

210

3- B AR-5-7f K-
S

R % —~CH.CH=CH~ (5-#4
F-3-mk k)

H. Res. M.S.

CyoHsoN,O, 7+ B AE .
811.4129 ; =M
{6 : 811.4146 .
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3 6,45 220

K (IX) e9ds4 . LA CO,

161

211 3-8 R-8-A - R 4 -CH,CH=CH- (8%} |CioHssN,0,p 71 E-AE -
o ok F 3wk A) C, 62.21; H, 7.21;
N, 6.91 ; 5= 218 .
C, 62.56; H, 7.48;
N, 6.61 .
212 2- K ke R # —CH,CH=CH- (2-°& MS (M+H)" 766
w5 )
213 4- BB R % -CH,CH=CH- (4-°& MS 766 (M+H)"
o &)
214 3-2 K ek—-6- |R 4 -CHCH=CH-(4-% MS (M+H)™ 810
R F -3 &)
215 3-8 4% -6- B A R H~CH,CH=CH- (6— & [CoHesFNsOyo 7+ F-1E -
o A —3—woik 2 ) C, 64.35: H, 7.46;
N, 5.36 ; S MA{E .
C, 64.53; H, 7.69;
N, 5.18 .
216 3-8 K esek—~6- |R % -CH,CH=CH-(6-F MS (M+H)" 824
B8 F AR A -3k )
217 3-8 X esek~6- R 4 -CH,CH=CH- (6-£& MS (M+H)" 809
¥ BLAE AR E-3-5HE)
218 3-8 X-6-8f % |R #A-CHCH=CH-(6-% MS (M+H)" 791
30N 3wkt i)
219 3-8 K eEoh-6~ |R 4 -CHCH=CH-(3-/% MS (M+H)" 844
B AX sl opk K -6 k)
"ERYP TR

TANH, R A-CHCO)H

B 4 5E149/1831
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453 B 4] 102 891540 (14. 0g) 5T = £ F 42 (200n1) + . F
RATKETERRERAHE - B C . RAEQUEBERTANELZESE
FEE RERMBZEEDFREANEAELE, A= F A (14nl)
B RREREMBAREOC - RFENTHE, BEREERZ RS,
BE AR EEERRY . ¥ EPWRET THE (300ml) ¥, FTEATHE
A RAEE I, REBERERRLZREY . BH(1:1 /EA/
CIRE3: 1 REA/THRAA 0.5% TEA) BRI AR & & 8XRMH &~ 4
(6.6g) - MS (CI) m/e 641 (M+H)"

St 221

K(IX)e9fes4n. LA CO, THANH, R A-CHCHNHCH, %%

Y% 4% 8 2464 220 89484 (120mg, 0. 187mmol) = F A& (40ul,
0.366mmol, 2 equiv)aT 3ml RAKZRFIRF . AT FH 4 A).,
BEBE AR LE . REXRERALMFRERG . H5 20K
55%‘?@?}(5;111):?, A NAEALEE 10%% 4, T latm LAE S TH%

FAp R 54 20 Jod . ABRBIHFZ L LA REAREY, BRERSE
Bk BAT(ZRAE, F0. 2%&%4&@?&@ 5%F B/~ RFRE
), BEAEG SRR 45 (84ng) - "C NMR (CDCLy) & 218. 3,
205.6, 170.3, 157.9, 140.2, 128.2, 126.8, 102.4, 83.5, 78.2,
76.9, 75.1, 70.1, 69.5, 65.9, 62.0, 58.4, 53.8, 50.6, 48.2, 45.3,
44.8, 40.1, 39.0, 37.4, 28.2, 22.4, 21.2, 20.6, 18.3, 14.6, 13.6,
13.5, 12.7, 10.3 « MS (CI) m/e 732(M+H)

4 222

K (IX)e9444n. LACO, TAHNH, R A-CHCHNHCH.CH, & %

P IEFE A 221 69 F K, A FEH] 220 69164 (108mg,

0. 169mmol) #= X T A& (42n1, 0.334mmol, 2 equiv) #| & B Az &4 -
ZEM(ZRALE, &8 0. 298 8 LEG%FE/ KT REK), &
BAE EBRKRGAMEMR (82mg) - °C NMR (CDC1l,) & 218.1, 205.5,
170.3, 158.0, 140.2, 128.8, 128.2, 125.8, 102.4, 83.6, 78.3,
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76.9, 75.1, 70.1, 69.5, 65.9, 61.9, 58.3, 51.5, 50.6, 48. 8, 45.2,
44.9, 40.1, 38.9, 37.4,36.5, 28.2, 22.4, 21.2, 20.6, 18.3, 14.6,
13.6, 13.4, 12.8, 10.3 « MS (CI) m/e 746 (M+H)" - # 47+ E %
CaoHeaNsOo - SEM4AE . C,64.26; H, 8.47; N, 5.43 .

SE315] 223

X(IX)eh4&4 . LAHCO, THNH., R H-CHCHNHCH,CH,CH, X
e

1AE F 266 221 AT 5 %k, R £364] 220 691449 (100mg,
0. 156mmol) F= 3- K &-1-% A& (40ul, 0.282mmol, 1.8 equiv) #|% B
FE  BEN (=R, 58 0.5%E RAENNTE/ TR
PRL) . 43BN 8 e BARYATEMA (45mg) - PCNMR (CDC1s) § 218. 6,
205.7, 170.4, 158.1, 142.3, 128.4, 128.2, 125.6, 102.4, 83.7,
78.3, 77.0, 75.2, 70.2, 69.5, 65.9, 62.0, 58.4, 50.6, 49. 2, 49. 0,
45.3, 44.9, 40.2, 39.0, 37.5,33.7, 31.7, 28.2, 22.4, 21. 2, 20.7,
18.3, 14.6, 13.6, 13.5, 12.8, 10.3 - MS (CI) m/e 760 (M+H)" -
M E A CaHesNiOso -

F AP 224

K(IX)e9d44p. LACO. TAHNH. R H-CHCHNHCH,CH,CH,CH,
AE

PAE E e 221 TR 7 ik, T £ 584 220 6940445 (170ng,
0. 266mmol) #= 4-F ¥k ~1-T M (68ul, 0.431mmol, 1.6 equiv)#%l& B
pRfbady BB (R, 44 0.2%8 8 L& 5N TH/ 8 F K
), AFE A G eBRRYATENR (8Tng) - “CNMR (CDCLy) & 218. 6,
205.6, 170.4, 158.1, 142.6, 128.4, 128.1, 125.5, 102.4, 83.7,
78.3, 77.0, 75.2, 70.2, 69.5, 65.9, 61.9, 58.4, 50.6,50.0,49. 0,
45.3, 44.9, 40.2, 39.0, 37.5,35,8, 29.7, 29.1, 28.2, 22.4, 21.2,
20.7, 18.3, 14.6, 13.6, 13.5, 12.7, 10.3 « MS (CI) m/e 774
(M+H) ™ - M T E 4 CollaNiOw - MI4E . C, 64.80; H, 8.63: N, 5.35 .
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3] 225

X (IX)#94ts4n. LACO. THNH. RA-CHCHNHCH,CH,CH.—(3-
e Ak )

I 4% 8 T4 220 #9444 (135mg, 0. 211lmmol) F= 3- (3~
E)-1-F A (70mg, 0.376mmol, 1.8 equiv)ET 4nl R K= FLF .
XGTFH@A), BEAEHHRFIR . REZRZRZ D HFBAE
R . W FmEGERET FE Gunl) ¥, A NaCNBH, (£ 100mg) #» & 4%
ACOHRBERFHZH AT EETHFEN L. HH 4 I HE,
BB R B ERFBRREAETRT, AT RER. AE
Fo QBB B4 - KA B KA A NS, TRERM) , BERE .
EM (=8 AE, 4K 0.5%8 A4EY U TFTE/—RATREAH %4
FAAE 10% T B/ R TFRER), BEAGERERNAENHR
(71mg) - “CNMR (CDCL,) 8 218.8, 205.7, 170.5, 158.2, 152.2, 146. 8,
135.0, 134.2, 129.1,128. 4, 128. 2, 127. 4, 126.4, 102. 5, 83.8, 78. 4,
77.2, 75.2, 70.2, 69.6, 65.9, 62.0, 58.4, 50.7, 49.5, 49. 1, 45. 4,
44.9, 40.2, 39.1, 37.6, 31.4, 30.9, 28.3, 22.6, 21.3, 20.7, 18.3,
14.7, 13.6, 13.5, 12.8, 10.3 « MS (CI) m/e 811 (M+H)" . 247t
E Y CuHeeNiOyo - EM4E . C,65.50; H, 8.51; N, 6.66 -

= 36.45] 226

K (I e944n. L2 CO, THNH. RA-CHCHNHCH,- (3
%)

A E A4 225 PR 5 ik, & 464 220 694464 (150ng,

0. 234mmol) = 3~ (& & F &) “&°% (100mg, 0.633mmol, 2.7 equiv) %
EHARNEY - BEN(ZRALE, 58 0.5%8 L% D9 TFE/ =&
FIRG)  FEA G EBRKRGHTEHR (82ng) - "C NMR (CDCLy) &
218.8, 205.5, 170.4, 158.1, 151.6, 147.3, 134.5, 133.0, 129.0,
128.7, 128.0, 127.6, 126.3, 102.4, 83.7, 78.3, 76.9, 75.1, 70. 1,
69.4, 65.8, 61.8, 58.4, 51.3, 50.5, 48.5, 45.3, 44. 8, 40. 1, 39.0,
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37.4,28.2, 22.3, 21.2, 2Q. 6, 18.2, 14.6, 13.6, 13.4, 12.7,
10.2 - MS (CI) m/e 783(M+H) - 477+ E A CoHeNOy - FE M E .
C,64.32; H, 8.01; N, 7.11 -

BdB T &5 % 3- (ALK F &) B

T 226a . 3-(EFE)EH

H ek 3-F 8 (1. 0g, 6.37mmol) & T 20ml ZEE . MM AL
(T0mg) &3 . ##F 1 IHE, B 2ml INEBROTEZER, #1092
5, AREN INRALREREREMNE . A LB ERZLLRE
M, RAFLREERNE L . BRBATRANESHFBRERE,
3 BAReH. NS (CI) m/e 160 (M+H) -

T 226b : 3-(RAETE) 2K

% 3-(# F X)E (0. 36g, 2. 26mmol) F= = K A% (621mg,
2.37mmol, 1.05 equiv)%EF 10ml ZAKTHF ., REAHEOCT. B
ZFREBREE A (BT0n], 2.63mmol, 1.16 equiv) X E K &%
by, BEEIIEE = FE = L8 (405ul, 2.57mmol, 1.14 equiv) -
BBR RN ERETRIR . ABREREBERRILBREY . B
(=84, 2:1 0K/ LB TE)FEAAEDR (350mg) . AL &imik
# . MS (CI) m/e 185 (M+H)™.

PR 226c : 3-(RET &) EH

3% 3-(& A F )54 (250mg, 1.36mmol) #= = XAk (880mg,
3. 36mmol, 2.5 equiv)iE T 10ml THF ¥ . A 0. 5m] K& EZ R & R4
M, FARG D ARHGRE RS, FAEESERT Lif INL#®Z
B RER IN A MAERREZTTEZSRMN, ALBRIEEZR.
FlR BT IRA NI S, BERERE B 64 (104ng) » A&
K. MS (CI) m/e 159 (M+H) .

364 227

K (IX)d9dLa4 . LACO, TANH, R A-CHCHNHCH,- (6-"87H
)
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B8 F A 221 BT 5 %, A 464 220 691t 44 (116ng,
0. 181mmol) #= 3—- (£ & ¥ &) %ok (40mg, 0. 25mmol, 1.4 equiv) %%
ALt ZEM (=R, 2K 0.5% 8 A& ey 0% T8/ =/ F
WRAAL) BB A G & BAREPTE MR (62ng) - “CNMR (CDCLy) 8 218. 7,
205.6, 170.4, 158.1, 149.8, 147.8, 138.9, 136.0,130.3, 129.4,
128.3, 126.2, 121.0, 102.5, 83.7, 78.4, 77.0, 75.2, 70.2, 69.5,
65.9, 62.1, 58.5, 53.7, 50.6, 48.6, 45. 4, 44.9, 40.2, 39.1, 37.5,
28.3, 22.4, 21.3, 20.7, 18.3, 14.7, 13.7, 13.5, 12.8, 10.3 -
MS (CI) m/e 783M+H)" . 94T E A CuHeNOio

BRETEHE 6-(RETFTE)EH KA

TH 22Ta : 6-(F T &) EH

FEHEA. 0CTF, J4okehk 6-38 (1. 73g, 10. Ommol) F ¥ T 40ml
THF ., B N-Z ATk (1. 3ml, 10.2mmol, 1.02 equiv)&E., #EF
Jo § K FE 28 (1. 1ml, 11.5mmol, 1.15 equiv) . W3¥ 15 2418
R, B THF sk # 095 - KB R E R HH
&5 §.104R (760mg, 20mmol) &97K (50ml) B F - I 20 %5, R
fofot) RARBERBARRELREY, MUK TE (2 x 50nl) £8 .
B 4K EEAEIIEY, EREATR, BRERSE . B (ZFAE, 1:3
CHE/ TR LB BRI T EHA (1.03g), AR &mRH . MS (CD) m/e
160 (M+H) "™

FH 2270 . 6-(F AT E) EH

3 6-(# F &) =8 (0. 51g, 3. 21mmol) #= = K Bk (880ng,
3.36mmol, 1.05 equiv)iET 15ml K THF ¥, REAXHEOCT. A
— R ABBEE A& R AL (0.81ml, 3.74mmol, 1. 16 equiv), #E o

A FH =8 (0.57n], 3.62mmol, 1.13 equiv) . BEZRERAE
MEREZTRIR, RERERBAR L RS - B (=R, 30%
LB LB/ TIE)FEAEMA (320mg), AL EFKRS . NS (CI) m/e
185 (M+H)" -
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T 227c . 6~(RETFE)HH

A 3~ (& 8.4 F &) %8 (320ng) f= = K Bk (880ug) % T 7ml THF
¥ . B 0.5ml KEBZEEREW, SRT I . AHERLREGY,
FEE BT LEA INSKIA . KB IN £ AT R R I
TEERME, RMLRIBER. AARBRMATRANRS, RERES
2| B 421849 (T0mg) » AR E&ERHH . MS (CI) m/e 159 (M+H)".

5 3645] 228

XA s9s4. LAHCO. THNH. RA-CHCH=NO (K #)

J% 15 8 £ e8] 220 69404649 (200mg, 0.313mmol) F= O- K E £k
B 2k (138mg, 0.948mmol, 3.0 equiv) & T 4nl PEP . e A Z LA
(118ul, 0.847mmol, 2.7 equiv), TEA T RA LW 3 [ ot .
AHGEREY, MR EmEaEkAd. A=8F% Q2 x 25nl)
EBEREREY, ARPLEKEESFNANTS . BHREMNTHR
FWED, BERE . BH (ZRAHE, 4F 0. 2%8 /46y 5% F 8/
ZRTRAER)FEAAEWR (150ng, 3:2 BAHERESY) . A% G
El4k . "CNMR (CDCls) & 218.1, 217.4, 205.0, 169.9, 169.8, 159.1,
159.1, 157.9, 157.6, 152.9, 150.8, 129.1, 129.0, 122.2, 122.1,
114.8, 114.6, 103.2, 103.1, 83.5, 83.4, 79.8, 79.6, 77.1, 77.0,
76.9, 70.2, 69.6, 65.8, 60.3, 58.1, 58.0, 58.0,50.9, 50.9,
46.6,46.6, 44.8, 44.7, 40.1, 38.7, 38.5, 37.4, 37.4, 28.2, 22.2,
22.1,21.1, 21.1, 20.5, 20.1, 18.0, 17.9, 14.6, 14.5, 14.5,
14.4 ,13.5, 13.5,10.4, 10.2 - MS (CI) m/e 732(M+H)" . 247+t
B A CeHeN:O,, - EM4E . C, 62.30; H, 7.76; N, 5.74 -

A 229

K (IX)e94ba4 . LACO, THNH. RA-CHCH=NOCH, (k%)

RVE E ] 228 AT L ik, B FE3e4] 220 6944647 (201nmg,
0.314mmol) #o O-F K A K 2 8 % (150mg, 0.940mmol, 3.0 equiv) %
RS B (ZRR, &4 0. 28 R L& 5% T8/ &7
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SRR AF BT EMR (170ng, 2:1 BAMEKESY) ., A8 e Bk,

BC NMR (CDCls) § 218.1, 217.2, 205.1, 170.0,169.8, 158.0, 157.9,
150.5, 147.8, 138.1, 137.8, 128.4, 128.0,127.8, 103.3, 103.3,
83.7, 83.7, 79.6, 79.5, 77.5, 77.3,77.0, 76.9, 76.1, 76.0, 70. 4,
69.7, 66.0, 60.5, 58.2,58.1, 58.0, 51.0, 51.0, 46.8, 46.5, 45.0,
44.9, 40.3, 38.9, 38.7, 37.6, 28.4, 22.5,22.4, 21.3, 20.6, 20.2,
18.2, 18.1, 14.8, 14.7, 14.6, 14.4, 13.7, 13.7, 10.6, 10.5 .
MS (CI) m/e 746 M+H)™ . 973+ F A CooleoNi0yy - MR . C, 62.89;
H, 8.04; N, 5.42 .

5 #6.45] 230

X (IX) 89444 . LACO, TAHNH, R H-CHCH=NOCH, (4-NO,-
A AK)

ARIE LB 228 B 5 %, & 4] 220 8944445 (200mg,
0.313mmol) fo O- (4-#§ A ¥ &) £ & 8 &% (192mg, 0.938mmol, 3.0
equiv) #l & B ArfLadh . BAF(ZR4LE, 2H 0. 2%& 8489 5% F
B/ R TFTRARBHAEMR (184ng, 2: 1 BRBEREH) . H 8
& Bk . "CNMR (CDCl,) §218.2, 217.3, 205.0, 169.9, 169.7, 157.8,
151.2, 148.7, 147.4, 145.7, 145.5, 128.4, 128.1, 123.6, 123.5,
103.2, 83.6, 83.5, 79.6, 79.4, 77.1, 76.9,76.8, 74.5, 74.3, 70.2,
69.6, 65.8, 60.2, 58.0, 57.9, 57.8, 51.0, 50.9, 46.8, 46.6, 44. 9,
44.7, 40.2, 38.7,38.5,37.5, 37.4, 28.2, 22.4, 22.2, 21.2, 21.2,
20.5, 20.1, 18.1, 17.9, 14.8, 14.5, 14.4, 13.5, 10.5, 10.3 .
MS (CI) m/e 791(M+H)" .

S 3645] 231

K (IX)#9s4 . LA CO, TANH. R A-CHCH=NOCH, (4-=H
)

¥4 464 220 444 (200mg, 0. 313mmol) #= 0- (4" &) F £ 2
Bz (200mg, O.86mmol, 2.7 equiv)a-T 4ml FEE ¥ . e AT
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pTSA.H,0 » TEHATHZREHRIE2 N . AHEREY,. Rif
R EMERES . AR TR (2 x 26n]) ERER R RS, A
Ao KBS F A MG . RERRARTRA W o R E R4
B (=8 ALt, BAA 0.2%8 8% 5% F B/ = 8 F %228 15 5
Fr& ¥ (226mg, 2:1B5FM4K), Ag& B4 . “C MR (CDCly) &
218.1, 217.3, 205.0,205.0, 170.0, 169.8, 158.0, 157.9, 151.3,
150. 3, 148.7, 148.0, 143.2, 143.2,130.1, 130.0,129.1, 129.1,
126.7, 126.2, 126.2, 123.4, 123.3, 119.9, 119.6, 103.2, 83.7,
83.6,79.7, 79.5, 77.4, 77.2, 77.1, 77.0, 76.9, 72.6, 72.3, 70.3,
69.6, 65.8, 60.3, 58.1, 58.0, 57.9, 51.0, 50.9, 46. 8, 46. 6, 44.9,
44,8, 40.2, 38.8, 38.95, 37.5,37.5, 28.2, 22.4, 22.2, 21.2, 21.2,
20.5, 20.2, 18.1, 18.0, 14.9, 14.6, 14.5, 13.6, 13.6, 10.8,
10.3 - MS (CI) m/e 79T M+H)" « AT T H A CrHaoNOy - FEM4E . C,
63.46; H, 7.80; N, 6.87 .

ik O- (4" i) F ER KA RE LT # &

TR 231la . N-(4—8HEK) FAES X -TRIE

¥ 4- (R F X)) & (1. 20g, 7.55mmol) ~= F A% (2. 27g, 8. 66mmol,
1. 15 equiv) Fo N~ AR K = PR A& (1. 42g, 8. 7lmmol, 1. 15 equiv)
AT 40ml £ K THF ¥ eﬁi}é‘iﬁfﬁ)bﬂ%'” = FER = T8 (1. 44nl, 9. 15mmol,
1.21 equiv), #BAREZHHFEIRA . A o0nl CEBERERZREY
HLE. BFANBREKRET—KFHET. A INLEAMH . Rio LKk
%o BRERBRAMTRANI 2, BERETE BiRAE4(2.038), A%
EREGERK. MS (CD m/e 305 (M+H)"

Y 231b : 0-(4-=HEL) FEEK

B N-(4-H k) PRAEME TR ER (2.00g) BT 95% L8
P, e ABH(0.30nl) - HHERERSHHEF I P, RERR. BRE
RGRE, ARV EH_EFPHRRL. BALRER VP ERGHA

A FERB BURRGEIRE, BB Bied (1. 4g)  AF EBRY .
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MS (CI) m/e 175 (M+H)

364 232

K(IX) 89444 . LACO, THNH, R A-CHCH=NOCH, (2-"&H
)

RIE F AP 231 ATR 7 %, & £54] 220 694464 (206ng,

0.322mmol) A= 0- (2—"fwph i) ¥ A 2 M £ 8 4 (120mg, 0. 681mmol, 2.1
equiv) #l & B AR{L &4 . BEM (=R 4L, &5 0. 2%3%&4&%% 5%
WE/ RV FE TR (185mg, 3:1 BSREEREY) .,
g & Ek. °C NMR (CDCly) & 217.9, 217.2, 204.9, 204.9, 169.9,
169.8, 159.0, 158.9, 157.8, 151.0, 148.7, 147.6, 136.5, 129.3,
129.2,129.0, 127.5, 126.1, 126.0, 119.8, 119.6, 103.1, 83.5,
79.6, 79.4, 77.3, 77.0, 76.9, 76.9, 76.8, 76.7, 70.2, 69.5, 65.8,
60.4, 58.0, 58.0, 50.9, 46.5, 46.4, 44.8, 44.7, 40.1, 38.7,38.5,
37.4, 37.4, 28.2, 22.3, 22.2, 21.2, 21. 1, 20.5, 20.1, 18.1, 18.0,
14.5, 14.4, 14.3,13.5, 10.4, 10.3 « MS (CI) m/e 797 (M+H)

0-(2-"H &) FPALRKR KNG &4 T

T % 232a : N-(2-H ) PAESARX-FTERER

¥ 2- (52 B &) (1. 20g, 7. 55mmol) =K M (1. 00g, 6.29mmol,
1. 05 equiv) o N-#2 X 48 X — ¥ BL I A2 (1. 08g, 6.63mmol, 1.05 equiv)
% T 25ml £ K THF ¥ ﬁ%)”té’}ﬁﬂ% Z PR = & (1.09nl, 6.93mmol,
1. 10 equiv), HEREZHHIFT LRZRERSWFE G EE
o RGIRE, F LB E X E ﬁfrmmﬁ . W ER SR BRSFF
MLEBPELE, FHHE~H(1.53g) ARERGERKR. NS (CI)
m/e 305 (M+H)~

T 232b . 0-(2-"H i) F ALK

W N-(2-oh i) PREMRX-TE LA (1.53g) £F T 5% &
¥, Je B (0.30n])  BHRREZBREDMFL IE, RELE. AL
RERE, RERVEO_HTFRREk. H#ATRER ) K G4
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RoFEH BERERR, FE ALY (0.91g) . AF &mRY .
MS (CI) m/e 175 (M+H)™ -

52 3645 233

X(IX) 8944 . LACO, TANH. RA-CHCH=NOCH, (3~
=)

W3 5] 231 BT F %, @ 5446 220 694044 (250mng,
0.391mmol) F= O- (3-8 k) F A2 M (160mg, 0.909mmol, 2.3 equiv)
$ & BARfLEY . BEN(ZQEE, 4F 0. 2% A% 5% F &/
—RFERM)ERAEME (202ng, 2:1 BAEEARRESY), HEE
Btk . "CNMR (CDCly) 8217.9, 217.1, 205.0, 169.9, 169.7, 157.9,
157. 8, 151.0, 150.9, 150.8,148.4, 147.8, 135.4, 135.2, 130.6,
130.5, 129.3, 129.2, 128.0, 127.9, 127.9, 126.6, 126.5, 103.2,
83.6, 83.5, 79.5, 79.4, 77.2, 76.9, 76.7, 73.7, 73.4, 70.3, 69.6,
65.9, 60.3, 58.1, 57.9, 51.0, 50.9, 46.7, 46.4, 44.9, 44.7, 40. 2,
38.8,38.6, 37.5, 28.2, 22.4, 22.2, 21.2, 20.4, 20.1, 18.1, 18.0,
14.7, 14.6, 14.4, 14.3, 13.6, 13.5, 10.5, 10.3 . MS (CI) m/e
797 (M+H)* - 945 B A4 ColeNiOy » SEM4E . C, 63.00; H, 7.56; N,
6.79 -

0-(3-voth &) F AR XA oG H &4 F -

P I 233a : N-(3-"oh k) FREAPR - FTBIE

J& 3- (2 ¥ &) =% (400ng, 2. 52mmol) = F A% (692mg, 2. 64mmol,
1. 05 equiv) #o N-#2 48 K = P &t L A% (430mg, 2. 64mmol, 1. 05 equiv)
ET 10ml £ AKTHF ¢ KB EeiE H = F & = L& (0. 44ml, 2. 80mmol,
I.1lequiv), B HZRAEHHEHFIR . KRR REHETAAR 2 |
i, ARG LREEFE (069, ¥EERGEEK. MS (CD) w/e
305 (M+H)™ -

H % 233b . 0-(3-bh &) ¥ A K

B N-(3-"8eh ) PRAAR R — FBEIL A (0. 69g) &EF T 9% L8
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o, A ABH0.10n]) - BERRERSHMFLR, RBEELR. BER
iRE, RERAVEH_RFTERK. BEIREBRIERGHAX
ZEEB . REREIRE, 1FE B AR (0.42g) . AF EmRY .
MS (CI) m/e 175 (M+H)™ -

5 3645 234

K (IX) 89444 . LA CO, THNH. R A-CHCH=NOCH, (6-"8=
)

ARIE A4 231 AT R A 2k, o £4E4] 220 89464 (120ng,
0. 186mmol) #= O-(6—wohk 2k ) F A £ M (92mg, 0.52%mmol, 2.8 equiv)
#l & BArfbdy . BEN (ZRALE, 2K 0. 2% 8148 5% F 8/
ZEVRAEM)FEAENA (8%ng, 31 BRI AERREY), AEEE
#& . “C NMR (CDCl,) & 217.9, 217.1, 204.9, 169.8, 169.6, 157.8,
157.7, 150.6, 150.1, 148.0, 147.8, 136.1, 136.1, 129.6, 129.4,
129.3, 128.0, 126.6, 126.3, 121.0, 103.0, 83.5, 83.4, 79.4, 79.3,
77.4, 77.0, 76.8, 76.7, 76.6, 75.5, 75.3, 70. 1, 69.5, 65.7, 60. 2,
58.0, 57.9, 57.8, 50.8, 46.6, 46.3, 44.8, 44.6, 40. 1, 38.6, 38.4,
37.3, 28.1, 22.3, 22.1, 21.1, 20.4, 20.0, 18.0, 17.8, 14.7, 14.5,
14.3, 13.4, 10.4, 10.2 - MS (CI) m/e T97T(M+H)" - @M 1T HE A
CoHeNeOy - EMI4E . C, 63.03; H, 7.60; N, 6.69 -

O~ (6-"bok X&) PREAZBR AN &2 T .

$ B 234a . N-(6-8HE) FRAEBRA-FRIE

$% 6- (5 F &) % (520mg, 3. 27mmol) <= &A% (900mg, 3. 44mmol,
1. 05 equiv) A= N-# & 4R K — ¥ &t It AZ (560mg, 3. 43mmol, 1.05 equiv)
AT 25ml £AKTHE F R B @B E=F8&R= T8 (574ul, 3. 63mmol,
1. 11 equiv), BZEEHHFIL . LRZRZRAEHFEH G EEH
R, RGBRE, RLBHFEXFEATHE . BEEFRBEKESH, A
BT EELIFHMEF M (182ng)  AREREG E B . MS (CI) m/e
305 (M+H)™ .
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FH 234b . 0- (-6 &) T EERK

3 N-(2-=soh &) F RAA R = A LA (782mg) %mﬁ 95% 7. 8%
P, AeAB(0.15n]) c FEREREMMIFIR, REHER. RER
RE, RBERVEYN_EFTERK. BELREIHR I ERGOAE
ZPEM . REIREIRE, F5 BARA (480mg) , A FE R .
MS (CI) m/e 175 (M+H)

st #6451 235

K(AX)&94ds4n. LACO, TAHNH, RA-CHCH=NOCH, (1-%& %)

WA F ] 231 AT F ik, s F564] 220 694449 (117ng,
0. 183mmol) #» 0- (1-% %) ¥ X #2 4 (80mg, 0.462mmol, 2.5 equiv) #
&Rt . 2EM (ZAfet, 24 0. 198 ALy 5% T8/ = &
FIR AL BE AR (112ng, 2: 1 BEAMEREY), A EBHK.
“C NMR (CDC1,) 8 217.8, 217.0, 205.0, 169.9, 169.7, 157.9, 157.8,
150. 3, 147.7, 133.7, 133.1, 131.8, 128.7, 128.6, 128.4, 127.1,
126.8, 126.2, 1235.6, 125.3, 124.1, 103.1, 103.1, 83.6, 79.5,
79.3, 77.2, 77.0, 76.9, 74.7, 74.3, 70. 3, 69.6, 65.9, 60.5, 58.1,
58.0, 51.0, 50.9, 46.6, 46.3, 44.9, 44.8, 40. 2, 38.8, 38.6, 37.5,
28.3, 22.4, 22.3, 21.2, 20.5, 20.0, 14.6, 14.5, 14. 1, 13.6, 10. 5,
10.3 - MS (CI) m/e 796 M+H)" . 2 #+ E A CuHaNosOyy - RME . C,
64.91; H, 7.80; N, 5.06 -

0-(1-2XK) PEARERAHNGHELT

FH23%a : “-(I-FX)FREAMRK-_FTRELER

¥ 1-(#F &) % (1.00g, 6.33mmol) « =F Bk (1. 73g, 6.60mmol,
1. 04 equiv) o N-#2 X 4R X = FBL L A% (1. 08g, 6. 63mmol, 1. 05 equiv)
BT 2oml ZAKTHR F A G Bi@ = F 8 = Z & (1. 09ml, 6. 93mmol,
1.09 equiv), MFEZRZHER . F 26n] CEEMBRBZR L RAY .
ETAAA2 N . TRERERGMFEGEEE. NLEBTEL
B AE (1. 21g), AEE&B4E. MS (CI) m/e 321 (M+NH)®
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FH235b - 0-(1-FX)FALEE

FTN-(1-F5) FEEAEX-FBLER (1.21g) B85 T 5% 8
¥, HeAB(0.20m])  HERREZBREYHFLIRE, RELER. AER

iR, RERAVEN—RFTREBRK. #FIREHR VP ERGHAR

ZFELH . MR R IRE, 135 B AR{L-&40 (480mg) . AR &bk .
MS (CI) m/e 174 (M+H)™ -

3645 236

K (IX) 89444 . LA CO, THNH. R¥-CHCH=NOCH, (2-%& %)

B A4 231 PR F %, & 2364 220 #9144 (122mg,
0.191mmol) #= 0-(2-F %) ¥ A £ A% (62mg, 0.358mmol, 1.9 equiv) %!
EFEARLAEY  BEM (SR, 2A& 0. %R RAEE 55T E/ - &
Wl e AL A B AT E AR (100mg, 3:1 FEFHERRSM) . A G &Rk,
“CNMR (CDC1,) §217.8, 217.0, 204.9, 169.8, 169.6, 157.8, 157.7,
150.3, 147.8, 135.4, 135.1,133.2, 132.9, 128.0, 127.9, 127.9,
127.5, 127.0, 126.7, 126.1, 125.8, 125.7, 125.7, 125.6, 103.1,
83.5, 83.5, 79.4, 79.3, 77.1, 76.9, 76.8, 76. 1, 75.9, 70. 2, 69. 5,
65.8, 60.3, 58.0, 57.9, 57.9, 50.9, 46. 6, 46.3, 44.8, 44. 7, 40.1,
38.7, 38.5, 37.4, 28.1, 22.3, 22. 1, 21. 1, 20.4, 20.0, 18.0, 17.9,
14.6, 14.5, 14.4, 14.2, 13.5, 10.4, 10.2 . MS (CI) m/e
796 M+H)" . M HE A ColaNo0y - EMAE . C, 64.59: H, 7.72: N,
5.14 -

0-(2-2K) FERRAMGH &4 T

T 236a : N-C-FE)FAEARR-_FELR

$% 2- (2 F %) £ (1.00g, 6.33mmol) « Z &A% (1. 73g, 6.60mmol,
1. 04 equiv) Fo N-72 B4R X — PR A (1. 08g, 6. 63mmol, 1. 05 equiv)
% T 25ml XAKTHF ¥ KRG 018 = F 8 = T8 (1. 09nl, 6. 93mmol,
1.09 equiv) M ER EHHHFLR - KR EZREGHETRAR 2 I
RETR, RUBKRAFTE 4 (1.38g). AEG&BE. MS (CI) n/e
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321 (M+NH) ™ -

FH236b . 0-2-2X)FPEALE

FTEN-2-ZR)FRESRX-FBEIA (1. 38g) BT 95% 8
P, e NEB0.25ml) c BHEREREYHFELR, RELE . BRER
iRk, RERVEH_RIRBK. BEIRFRVERGHAR
ZWEEB . BREREIRE, FE B RS (82Ing), AL E MK .
MS (CI) m/e 174 (M+H)" -

st 36.45] 237

X (IX)e94L44p . LAHCO, TANH, R A-CHCHNHOCH, (% 4)

1443 8 5 645] 229 €74 -6-4 (120mg, 0. 161mmol) & F F 8% (5ml)
T, AAEHEAM(Y 120mg) o R AcOH A B E R FEZIE T/
WEEATHRE . HWHEH 20 1 HE, B ERELRADIE L4105 6558
aMiEET, R-RTFPRER. REPFORREHN . RicHKikkA
MR, TIR(REES) B RS - BEM (ZRALHE, 2 H 0.2%4,
ALK AT B/ R FRAM FEAEHR Glng)» H & & EK.
“C NMR (CDC1,) 8219.0, 205.7, 170.5, 157.8, 138.3, 128.1, 127.5,
102.5, 83.6, 78.6, 77.0, 75.6, 75.2, 70.2, 69.5, 66.0, 58.8, 58.3,
51.4, 50.7, 45.3, 45.0, 40.2, 39.1, 37.7, 28.3, 22.4, 21.3, 20.7,
18.2, 14.7, 13.7, 13.5, 12.8, 10.3 - MS (CI) m/e 748 (M+H)™ .

£ 5645 238

X(IXVe9fes4 . LA CO, THNH, R %-CHCHNHOCH, (4-NO,~
)

F 43 & 345 230 6948647 (64me) 5T & (3nl) F . A AW E
LA (49 100ng) e R B HCI R B EFTABE THN TN =& . #4200
DB, BEREREGDMERFOERERERY, A_RFKE
L. ARFRARBEEAMIE G, THRGRERM FAZRE . BEF (=
EAEt, 2K 0. 2%8 R N TE/ R TIEEB) BEAMTHR
(35mg) » A &a &EM . “CNMR (CDCLy) §219.5, 203.5, 170.5, 157.8,
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147.2, 146.8, 128.3, 123.4, 102.4, 83.6, 78.6, 76.8, 75.0, 74.3,
70.1, 69.5, 65.8, 58.4, 58.1, 51.3, 50.6, 45.3, 45.0, 40.1, 38.9,
37.7, 28.2, 22.2, 21.2, 20.7, 18.1, 14.6, 13.5, 13.3, 12.8,
10.2 « MS (CI) w/e 793 (M+H)"

£ 36.45] 239

X(AX)e9d4. LACO, THNH., RA-CHCO)-K*%

P 239a X (IX) 89444 . LACO, TAHNH. RA-CHC(OH)-
3

T HRAT, W E44] 220 444 (550mg, 0.87mmol) &-T 16ml £
KTHF ¥, A#HEZ0C. KERLEHB R EZLRMLEGC ML
B A&, 3.0ml, 6.0mmol, 6.9 equiv) - FZEE L4 50 448, K
G tofet) RABRBERES . RLRUBERZALREY. AKX
Fo dh KR EAAE Y, TR (RERM) F R ERE - BT (=R 4LE, 4
A O 2%R A& SNTE/ R FRAK) B2 TS E (295mg) » A
G&BEMA. MS (CI) m/e 719 (M+H)®

TH 239 . X I8GARR ) &Le: RRAH, RRAA, RH-
CH.C (OH) - % %

%43 B Lk 5 e 44 (180mg, 0. 250mmol) & T 5ml £ K=&
¥ix ¥, A BB (25ul, 0.269mmol, 1. 08 equiv) &3 . HIFIRE .
PRI E R BNERBEAGEREY . IR FRERZR L RS
A, MHAKLEREIES, TROERERMN FAERE. BEAEHAR
(160mg) » & &EK. MS (CI) m/e 761 (M+H)"

5% 239 . X 18R 4) 94 RAH, RRA A, RA-
CH.C(0) - &%

FE&AFE T, 4§ DMSO (145ul, 2. 04mmol, 14 equiv) e ZE A
& (- 78 C) & £ (145ml, 1.32mmol, 9 equiv) & 4ml —Z K FBE &
b, 05458 LR T 44 (113ng, 0. 14%mmol) T 2nl =& F &
b, AL HATFENREGREY T . RFE1IHE, BRE
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B P hNZ=T R (0.37n], 2.65mmol, 18 equiv), ¥iRELEEH
E-20T. e Nb%SHBR _SFEREL, AR FRER. A 5%
B = 847 KA K BRE A MRS, TR (BRERHA)  RERYE - BT (=
E A, 1] AER/CIRER) BRMEWR (42mg), HEAEH K. MS
(CI) m/e 759 (M+H)~

T ¥ 239d X (IX)#94L&47:. LACO, THNH, RA-CHC(0)-
FE

BB EH— S BRGNS MET ol FTEP, BHETR. RERE
%R R iRAAiT R B ARL44) (38mg) . A & B EK. “’C NMR (CDC1,) &
215.4, 206.1, 194.4, 169.6, 157.7, 135.5, 133.0, 128.5, 127.86,
103.0, 83.8, 79.6, 77.1, 77.1, 70.2, 69.5, 65.9, 65.4, 57.6, 50.9,
46.0, 44.6, 40.2, 38.9, 37.9, 28.4,22.4, 21.3, 20.2, 18.9, 14.9,
13.9, 13.7, 13.6, 10.5 . MS (CI) m/e T717(M+H)"

s 347 240

XAX)e9de4 . LACO, THNH, RHA-CHCO)-(4-F-F&)

R £ 239 69 BROLIR . &1 564 220 694 de 4B R AR E
B A4t %) & B dnfb44p . °C NMR (CDCl,) & 215.3, 206.0, 192.8,
169.6, 165.7, 157.7, 131.5, 130.2, 115.6, 103.1, 83.8, 79.7,
77.3, 76.8, 70.3, 69.6, 65.8, 65.1, 57.6, 50.9, 46.0, 44. 6, 40. 2,
38.8, 37.8, 28.3, 22.4, 21.3, 20.2, 18.8, 14.8, 13.9, 13.7, 13.5,
10.4 - MS (CI) m/e 735 (M+H)’

5 Ae45] 241

X(IX)69da4 . LACO, TANH, R#4-CHCH=NNHC(0) ¥ &

J% 43 8 % 34 220 894L 445 (100mg, 0. 156mmol) #= X F Bt (50mg,
0. 370mmol, 2.4 equ1v) BTl RAKZEFREF . mXoFH (@A),
BBRREMKFIR . ABETREARSYHFRERBRE . B (=4
fers, &F 0. 2%3%4&%&66 SR FE/ —RFIEM), FE 4 & & Bk
# BT E MR (29ng) - PC NMR (CDC1s) & 216.9, 204.2, 169.6, 164.3,
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159. 0, 148.8, 133.4, 131.2, 128.0, 127.7, 103.2, 83.9, 79.6, 77.6,
76.5, 70.1, 69.5, 65.7, 62.7, 57.8, 50.8, 46.9, 44.4, 40.0, 38.4,
37.3, 28.1, 21.9, 21.1, 20.7, 17.8, 15.0, 14.2, 13.3, 13.1,
10.0 - MS (CI) m/e 759 (M+H)"

54645 242

X (I #kedm. LAHCO, THNH, RA-CHCHCH- (3-"&H )

¥ B A1 AT 8 3645 104 #9164 (230mg) = 10% Pd/C (50mg)
45 30m] Y& fe 16ml ZEEZEBRASHET, TEER. latn ERAEN TH
FH22 B . LRERSY, BRERBARR . RREMN(EF 0. 5981
4ty 5% P EL/ — BT R obAL) . B N & e BRI T EM A (175ng) -
CocHesNsOpo 2 A7 T E4 . C, 65.35; H, 8.49; N, 5.44 ; £ M{E . C,
65.73; H, 8.77; N, 5.17 »

3645 243

X (I e . LACO, THNH, RA-CH-(2- (3 %)
2 NP

FOC. BRAKET, @EHFH(0.64M, 3.12mml, 2. 00mmol)
84 LBk ¥ e N 364 104 /4% (153mg, 0. 200mmol) 87 = R F 4%
(5.0m1) Bk - he V& LB 4 (2ng) WK RBRADIAF 20 54 . Fhe

HOEETHEG), BEARGDERFE L. EREHN RED
?éziﬂx}é’:ﬁ(/‘ﬁ 0. 0% & A ALEE 5% FE/ KPP IREAL) . F8 A48
& Bk t) B AL 44 (100mg) « CoHaN:0w o #71T E48 . C, 66.22; H,
7.88: N, 5.39; £M4{E. C, 66.05; H, 8.08; N, 5.02 .

St H45] 244

X (1IN b4 RRAAEEE, LACO, THNL, RA-CH-
CH=CH (3~-"&# %)

% 523615 104 k447 (152mg) 89 = & F IR 5 % F he AR B BT (52u)
Foz i (56pl), FTERTHEZRSGYRIF 24 W . ALELEHE
TiRAA . B 5% ER B4R A KRk, TR (GRERHR)  BEIREE -
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BREMBHEBREN (1:1 RE/TR)FR B0 (1% HEE
R IKAM o CiHeaNOy 247 HEAL . C, 65.75; H, 7.72; N, 5.11 ;
SM4E . C, 65.67; H, 7.92; N, 4.77 -

s 36.45] 245

KAID a4 . RRAHATAFEABE, LAC, TAHNH, R
# ~CH,~CH=CH (3-"&+ &)

F0°C, AEHB 104 L4649 (153ng, 0.200mmol) 8 =& F &
(10ml) E ik P e AN A B E (20u]) Fo = TRk (56pl) . TERTH
RSB 24 . ALBRLEBHBZRRESY,. F WK IANE
TAe ki, TRGRRM), RERSG . REHERBREN(1:1F
B/ T %) 132 B Az 44 (110mg) » A & &R FKRW - CuHerNiOps. HO
M EAL . C, 63.21; H, 7.63; N, 4.61 ; s£R4E. C, 63.08; H,
7.50; N, 4.20

5 3645) 246

X (IX) 84444 . LACO, THANH, RA-CH~C=C-H

B P 246a RAE latgidind . VAN-O-(I-RREAETTE),
R#A-CH~C=C-H., RRAHAZFEKEE

TERAT, @2,4-0-0-=F&arEXEEEA 9-[0-(1-F7F
£ 43R ) A5 (100g, 96. 9mmol, 1R3B £ B+ 4] 4,990,602 7 %4 &)
4 THF (200ml) iE#& F /w ALK DMSO (200ml) » HZR&4H A H E O
T TRATFET, QBRAIFERF At ®HEER(27n], 240mmol, 80%
W RIER(EE)) A 25 o4t ha TR & A AL47 (13. 6g, 240mmol)
9 %7K DMSO (300ml) %, T 0 CHRBAWAARIE 1 . B
NE. 8 47 (10. 9g, 190mmol) Fo ke A A2 (21ml, 190mmol), T 0 TC.
RAT BaReHHHE LS IH BERKFPRARRG AT
BEEILRAL, FXARLO DN .ABER LR LE EIZRAY.

kA th Kk Amtn, TREERE) . E2EREH, F3HEL”
#(108g), BEALZERTT—FRE
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T I 246b . AAE la t9&M 5 . R A -CH-C=C-H

@4 LR (300ml) ¥ 89 5 % 2462 894424 (108g) F m A K
(150ml) #= 78 (4K, 200nl), FTER TR ZRASWHIELY 20 0. K
BET40C. REETEREN, BREWETLHRLET. WA %
BEMFRRKEE. REAARETRAIAM, LRFKRE. #38
e (Tdg) » AR EEARY, BELEBRTT—FRE .

P IR 246¢ : AL la #9f44 6 . R H-CH~C=C-H

5B 246b 89406 (Tdg) 5T L8 (550m1) ¥, A K (550m1)
. QEERPHANTHES (33g, 0.48mol), TEERTH ZRZ
RAMBEH IS 04 BETEET, A 15 94 de X 4M HCL (125n],
0.48m0l) » K HZRAMMKETOC 20, REALHEZE. ALK
LB R BB A4, A SRk BT KA R LA, BRB4 TR,
HRFRE . MRFHEHEREN AL, REH 0.5%8 A 1%
FE/ZRKFRE. 26N TH T4 REE B4 (27g) -

F % 246d - RAL 1c 91LoH6A . R°H TEBA, R H-CH-C=C-

fosi

© 19g (246mmol) 7% & ¥ F 246¢ 89 1L &4p 89 T K = & F 4% (100m1)
B P AN 4- = F XA AteT (105mg) A2 = T A& (7. 16ml, 52mmol) -
FAKE LB RBRAMAIFEY 15C, A 5 54 XN LRE (5. 5nl,
59mmol) « T 15 CHH 5 045, FHAKE, TERTHREALY
WA 4 e A LB OERABZRAY. M 5% B AKE R (A
Ky K(BER)Feh Kk  GHRBRETEANERY, TRALTK
Yi. ARBEALTTTRERE. S5 8 i (2le) -

F I 246e . AAE 1c 694LA4m 6B . RPAH TBEA, R H-CH-C=C-

® 0 CeyF 5K 246d ¢94L64 (21g, 24. 5mmol) & THF (128ml) #=

Z P A ER(48nl) xRk P w1, -3 A ==k (14. 3g,
88.3mmol) - 5 54PE, FTARAATKET - A 1 I EH A § L4
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(60%F 4o #ki&, 1.3g, 32.5mmol) - TG, Ekb&HE, T
ERTHRZREMHE #&5+wc%@&&%ﬁ%%éoc,maﬁ
Z B (%9 400ml) # 8. B 5%A% BR S, 447K 5 #& (50ml) R4 . W5 A KFe
BRkREANAD, ABERBETHR. TRAER, ETRERR,
TREEE. REBARLEH 23, REEEATT—F RE.
T3k 246F . AR lc 89fbb4h6C . R°AH TEBA, R A-CH-C=C-

-

A4 & B 2460 1L 649 (23g, 24mmol) 89 T BE (250ml) ik 89 & H
EEAHE-T8C. BAFHEELORA QMDD AREEZREE R
bR GEAEBHALERB THREEER. 20 60HE, $REHEX
AHE-T8C, TARAER, ARFTRRAEWEREZR. 557
ﬁw&ﬁai , BREEMLE, BREDTREEERI B H4LE

W B 246g : FAFE 1c t9fLb4p 6D - R TEBEE, R A-CH-C=C-

F 1094, &0 CHyH 3 246£ 1044 (21g) 89 1:1 T8 /7K (200m1)
BHERT N M B8 (125m]) - =MAHBGE, TERETHRRERE
ﬁ%Z@Mﬁamﬂﬁﬁ&%m% AHEQT, BN KA
pHIEZE 10 . RER LB T8 (400ml) ZBZ R A4 . R HKEEA M
Ecm@.b@i%%iﬁﬁmﬂrﬂi%, HRFAELZRE . TREE TR 18g
w4, BENLRIE/CREYERAE 4 A IRLESY (8 5g) -
B P 246h : EAE lc 694L54 6E . R°AH TBLE, R H-CH-C=C-

B 5 4-4F, ¥-10 Ty N-RARFHBLIEA (2.3g, 0.017mol) 8=
£ 7% (100n]) & P Ao N = F A (1. 47ml, 0.021mol) - F - 10 CH
BB A 10 24 - KB R 30 94 he N IR 246g 691044 (8. 3g,
0.012m) 89 = & F & (100m]) B, T - 10 CHZRAHIIE 25 24 .

54T AN ECE (1. 6nl, 0.021mol) . F - 10 CHE R ik
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50 24 - ARG R 5%k R 4K R B0nl) RARE Y, =R F K
(300ml) E 8 . WA R S%a B R AAKERF R KBEAIE, SR
HTR TRAZZRE. B~ HWERERKEMEL, WFA 30%F
&/ dx e 50% P8R/ TR EAL. 43 3] B Ar{L-44p (7. 35¢) -

T8 2461 - X (IX)&4: LACO, THNH, R¥-CH-C=C-H

4% 6 Y IR 246h 9L HE & (T2mg) BT FE Bnl) ¥, T2
THHE BN . AZREATREZTTFREEES, B3 65mg 4
v B ARt . B4 PEE FAB MS AL : m/e (M+H)™ CaulsN,0 =
637.3700 ; £ M4E m/e = 637.3718 -

A4 247

K(IX) 89444 . LACO, TAHNH, RA-CH-C=C-(3-"5 i)

T 247a : RAE 1c 8946449 6E : R A -CH,~C=C- (3—&vk i)

FERARKFEFOEIRE F oA=L (ZEK) 4 (11)
(6.2mg) - BLA 9 = A (2. 5ml) - BLA I N, N-—F X FBLA& (0. 5ml) ~
3-8 X5 (93ul) v*raﬁ—s%z 246h 89 4L &4 o (300mg) » BB hu AEE{L
48 (11) (0. 84mg) - ARETEHEL LY, mHBREG0T2 H.
AEEERE, AL C%/L&ZAE%%W«&&%, R 7K Fa 3K Bk
ZR. BHREBEETRANERY, TRAALZTRE. HEAZTTERS
B 3T4mg A% A My AR S F B EMT AL, B 0% R/ TR A
1% 8] B 47144 (280mg, 78%) - MS (APCI)" m/e 806 (M+H)".

T ¥ 247b . X (IX)894e4 . LACO, TANH, RA-CH-
=C- (3-"&wh &)

¥ TR 247a 8944 270ng) BT FHE Y, TERTHIF 18
M. AZREATHAZTTRERES, 55 260mg & 74. &
BB, B 9811 8 TR/ FPE/AE/AERE, F5 22ng
BArfLed . G093 %& FAB MSTHEE: n/e (M+H)™ CuHsN:0, =
764.4122 ; EM{E n/e = 764.4121 .

47| 248
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A (IX)&g9d&4:. LACO, THNH, RA-CH-C=C-(6-2§ %-3-
o AR)

AR 360 247 6975 %k, 2R R 6-# K-3- R KR A% 3-8 K
ek, H & BARLE4 . H 0 HF%E FABMS 71 X4 n/e (M+H) " CoHaN.Os
= 809.3973 ; EM{E n/e = 809. 3966 -

264 249

X (I e9fs4n. LACO, THNH, RA-CH-C=C-F X

RAE 545 247 897 %, 2R MR EXRE 3-BRoEH . 340
% FAB MS W B4 : m/e (M+H)™ CyoHsN:0yo = 713.4013 ; FER{E n/e =
713.3998 .

£ 3641 250

K(IX)#hfesd . LAHCO, THNH, RA-CH-C=C-F%

A 56| 24T 95 % 2R 1 - BARKAE - ARKEH. &
9% FAB MS THE4E :m/e (M+H) " CyHsoN20y = 763. 4170 ; 55 M4E m/e
= 763.4161 -

SE#645] 251

K(IX)#h444p:. LA CO, THNH, RA-CH-C=C-(2-% %)

BRABSEHG 24T ¥ 7%, 28R 2 - BRERR -BKEH. 7
2-9% % FAB MS 7+ & :m/e (M+H)™ CiHsoNoOyo = 763.4170 ; S M{E m/e
= 763. 4150 -

3645 252

X (IX)89é4p: LAHCO, TAHNH., RA-CH-C=C-(6-F &%
-2-% %)

AIE M| 247 8 F &, 2R 6-FAE-2 - BREKE -2
Kook . 2 #Z FABMS THE/E: m/e M+H) ™ CuHeNo0,, = 793. 4275
ML m/e = 793. 4256 -

34 253

X(AX)eg4e44p. LACO. THNH, RA-CH-C=C-(6-&AK-2-
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%)

B F ) 247 697 %, 122 6-RAR-3-R KRR XR4 3-2 K
o . FHoHE%E FABMS 7T HEAE: n/e M+H) " CoHaN:0,,C1 = 798.3732 ;
S M{E m/e = 798.3743 .

5 7645] 254

K (IX)e9dk&4. LAHCO. THNH., RA-CH-C=C-(6-h i)

AR S 364] 247 89 F ik, A2 R 6B Kb AR 3-R Rk . &
5-#5 % FABMS 7+ B 15 : m/e (M+H) " CpHeNiOio = 764. 4122 ; 2R n/e
= 764.4116 .

#4255

X(IX)894&H . LAHCO, THNH, RHA-CH-C=C-(2-F &-6-
w5 opk )

WiB 3640 247 695 i, 12 &R 6-8 K-2-F Kok A 3-8 K
ok . B % FAB MS 71 E4E: n/e (M+H)" CyuHeoN:Oyo = 778. 4279 ;
£ M4E m/e = 778.4282 -

5 36.45) 256

X(IN#9dLs4 . LAHCO, THNH, RAH-CH-C=C-(5~(N-(2-
wher &) 8K B E) kb &)

BB M 247 97 ik, ERM 5-RR-RE-2-R Mg -2-%&
B XA 3-2AKes%k . MS (FAB+) : (M+H)™ £ m/e 283 .

A 257

R(IX) #9444 . LACO, THNH, RA-CH-CsC-(1-X%T
¥ %)

B LA 247 897 % A2 & Floa- B KR TH R 3-2 K54k .
MS (ESI) w/e 739 (M+H)™ -

5 3649 258

K(IX)egda4. LAHCO, THNH, RH-CH-C=C-Br

¥ 9% 258a : RAZ lc #94L4-4 6E ; R A-CH-C=C-Br
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TRAERT, @ £845 246 FFh 69444 (100mg) ¥ & & (1ml)
B FANTE (8. 4ul) - # &£ Inl RER T 4K N-i2 RIE308: AR
(39mg) Fr A B4R (2. 5mg) U B = #F i, RETEER. LA THH 10
D4, BHEOC. REBE—FFER—RUEREE k¥, £
e #pis, TEER. RATHRALEGRZREAGMHEH2 N . BEF
LB UBHBERERLY, B KRE f4MKER, TERTEZ
mEMAHIR . SEAA, AEKEE TRERRYE) . 8%
F, REWERKEN LA, B 40%FER/ TR B, 58 B A4S
(50mg, 46%) -

F % 258b X (IX) #9444 . LACO, THANH, RH-CH-C=C-Br

438 F B 258a 9L S (3omg) BT P8 2nl) ¥, T 25

W 16 Do . FREBEH, REYWEBHKREN 4L, H5:94:1 98/
ZRTE/ ISR EAEREE . 55 B ARS4 (32mg, 26%) - MS (ESI)
m/e 715 (M+H)~

£ 36.45] 259

KR (IX) #5444 LAHCO, THNH, RA-CH-(2, 2-=F %-1,3-
ZBURIR-4-5)

P I 259a ;. AAE 1c 91464 6D . R H-CH,CH(OH)CH,0H , R
LB A

TZIET, @& THF (25ml) P e9 3645 176 ¥ B, d 9o &
(5.0g, 7.32mmol, AAE lc 894L&4 6D . R H-CH.CH=CH,, R LBk
) Fo N-F Kedoik N 4bdy (1. Tg, 14. ommol) P Ao A 19 A AL 4K (4%44 7K
ik, 0.090ml, 0.0147mmol) ., K ARSI 24 1 0 . A TERRE
$h(1.5g) ok (10m]) AR R 24, E=E%EH . WREHETC

BLE T, Rief g mBREMRIER . KKk, TRERMR) .

=M AFE B ARLEeW (3. 17g) -

T 9 259b : AR 1c é9E4 6D . R A-CH-(2, 2-=F &-1, 3-
ZRRIR4-K), RRATEE, RAH
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B A F XK (Tnl) b & 5 3 259a L4494 % (500mg, 0. 70mmol) #=
2,2-=F &4 ®% (0. 26nl, 2.1lmmol) Fhe st - F XA (160mg -
0.84mmol), T 55 CHZREMHEIF IR ALRLEHEZRSY,
F10% B4 ER - KFdRu&kGiER . THRERM) A, £
FMRiadlfFE a4, BLEHRKREN&L, FH2:97:1 FE&/845/
S A AL, 33 B AL -6 (363mg) -

T 259c - RAE lc #94LA4 6E . R H-CH-(2,2-=F %-1,3-
—RRIF-4-K), RATEBE, RAH

WBIFBEHAG | TR FE, AN-RRFHAB LR = PR AL
¥ B8 259b &4 4 &b (356mg, 0. 47mmol) » 52| B Ar4L 464 (37 lmg) -

T 259d A (IN)e94ee4. LACO, THNH, RA-CH-(2 2-
P A1, 3~ RURIR-4-K)

FERT, 4%“5‘5% 259c {L. 444 5= (100mg, 0. 13mmol) /& ¥ &%
(4ml) FPHHFTE . THEH, REWERREMLL, A 0.9:98:1
FE/RAF /AL, 433 B ARib449 (8Tng) - MS m/e 713
(M+H)

£ 5645 260

KX (IX) #9444 . LA CO. TANH. R A-CHCH(OH)CHOH

T RAT, 4 E£384] 259 &4 & (100mg, 0. 13mmol) 5 2t~ F
R & & (35mg, 0.18mmol) —A24E 4:1 THF/K (2.5ml) P4k 3 Jmf .
LB LEHBZRew. B 10%%REBMER . KirhRKEERER .
TR (RE4R) AhAE, FHIER FEASSY, BEERKENL
o, B 2:97:1 FE/&4%5/ 88X, 55 BAzE4 (61ng) - MS
m/e 689 (M+H)

5 A4 261

X (IX)eh4s4p. LACO, THNH, R A-CHCH(OH)-FK %

FO0C. fAT, &EHH 220 644 & (550mg, 0. 87mmol)
4 F oK THE (16ml) i F fhe XA B4 T8I (3. 0M, 2. Oml,
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6.0mmol) - W EBASWHEFHY 1 I, Aafb) EAMBEEREREAZER
EH . B LR LB RIRBBRAY, AKFE K kGiEk, THR(AR
) . EHRER . REHEEKREMLA, A 10:90:0.5 YE/ &Y
7/ 8 EALE R, 3B RAF F ARG B AR 64 (235mg) - A 9K
A: MS m/e 719 (M+H)". #4494k B : MS m/e 719 (M+H) -

s 345 262

K (IX)#9fe4 . LA CO, THNNH), R ¥-CHCH=CH,

B £ #E 102 T b LA WAE S (793mg, 1. Ommol) 89 9:1 TR/
7K (10m1) P Ae A Bt (85%KiE#%, 0.50ml, 10.0mmol), TE/& . RAT
(aReYHEH IR RLRLBHERLZRSY . RAkFSRAR
MAn, FIR (RER4A) - MR EH, REWERBREAMNA, F 5:95:0.5
VE /R FIR/EREEB, 52 AAr4K4E4 9lng) - MS m/e 654
(M+H) " -

3645 263

K(IX) #9444 LA CO, THANNH). RA-CHCH=CH-(3-%%
)

RAE 5645 178 695 %, A2 & R3&4] 262 6948 &4 KA 5 2845
177 69 ft4-4p, #1& BAr{b&4 . MSm/e 781 (M+H) . & 49 % FABMS
m/e (M+H)" CiHsNiOpo THEA{E: 781.4176 ; £ M{& . 781.4188 .

s 7645 264

K(IN)e9sd . LACO. THNNH), RA-CHCHCH-(3-%
o A5 )

WAB F A 3 697k, 2R A £ p] 262 6910 S KA £ 484 3
e e-4n, # & BAR{LA4) . MSm/e 768 M+H) - B 4% & FABMSm/e
(M+H) ™ CiHoNaOo 7T 4B : 768.4435 ; £ MAE . 768. 4437 .

3645 265

K (IX) 944 . LACO, THNH, RA-CHCH=CH-HX

BAEEH4H] 178 897 %, &R 1-RRERK L] 178 89 3-
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BAESR, # % BARAAY . MS n/e 764 (M+HH)™-

=345 266

K(IX)eoqea4m. LA CO, THNH, R A-CHCH=CH-(3-(2-=%
o 2K ) ~6-"EoH K)

F60C-90C, AFHKEFHTHE 219 o498 2-TEtL
AT £ A% S (RIB E266] 177 T a b9 5 % LBAL) (177ng,
0.200mmol) ~ 2-(=T A P4 ) kv (78ul, 0.200mmol) #o (=X
B%). 42 (23mg, 0.020mmol) A /K F R 69 RA Wik 20 I . RE
BLRUBHEGRAY, B 5%k St hka%k, TR (FER4A) .
Feind, REMBHRKREN A, B 11 A8/ TRERM, 52 L8
WA B ARfedy . BEW R 5 FE—AREHF 48 I, HHREH. RY
MABEEREMN A, B 95:5:0.5 — 8 FIR/FE/=FREL. 53 B
A a4 (102mg) - MS m/e 832(M+H) . ZH %9+ % FAB MS m/e (M+H)~
CosHlaN;0y, THEAE . 832. 4384 ; T M8 . 832.4384 .

3645 267

X (IX) 69444 . LA CO. THNH ., R #-CHCH=CH- (8- & K-~
3-wkoil Ak )

RIEFHEE 178 8975 %, & 8- FAX-3-8 Kok X 2 5 564
178 85 3-iReBok, #%& B x40 - MS m/e 800 (M+H) . FHo# %
FAB MS m/e (M+H)™ C.HssC1N;Oy 7B {5 : 800.3889 ; 3 iMl{4 .

800. 3890 -

5 36.45] 268

K(IX) 89444 . LA CO. THANH» R A-CHCH=CH-(4- &M~
2-Z A F A5k )

AR L 3e4] 178 897 ik, 12 & A 6-18 K-4-BR-2-Z 5 7 Lok
R 364 178 84 3-2 Kook, # & BARALE4 . MSn/e 868 (M+H) .

F 5645] 269

X(IX)ege4n. LA CO. THNH R H-CHCH=CH-(2-% &)
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BAEEHE 178 97k, 128 2-B KRG KA EHEH] 178 69 3-
BARER, & BARAEY . MS n/e 803 (M+H) "

F 364 270

K(IX)894e4p. LAHCO, THNH. RA-CHCH=CH-(9-7% 8-
2-%)

HIE K EH] 178 895 %, 2R 2-aR-9-HERRHB L3564 178
€9 3-2Reentk, # & BiRML A4 . MSm/e 817T(M+H) "« CiHeoN.0,, 247
HE/E . C, 67.63; H, 7.40; N, 3.43 . EM{E . C, 68.11; H, 8.08;
N, 3.21 «

4] 271

A(IX)e9te4:. LACO, THNH, RA-CHCH=CH-(6-% ¥ &
E-2-%K)

ARETHAG 178 8T %, 28R 6-F FREA-2-(ZATFHBAL)
R(ASE-FATHRE2-EREZATHERIN L4 &) RE L5
178 8 3-i2 X #eoh, #F B ARMLEH - MS n/e 869 (M+H) -

3] 272

X(IX)e94t&4 . LAHCO. THNH, . RAH-CHLCH=CH-(7-F & %
—2-% )

BIBEHRG 178697 %, 2R T-FAREA-2-(ZATHEEA)
E(Bid4E 7T-FRE-2-Z8 5 = A FHRE R 2 # &) KA 55845
178 &9 3— R =8, #1%& B 4rfa4 . MS m/e 795 (M+H) -
CuHeoN2011. 0.5 H0 A7 HEEAE . C, 65.73; H, 7.90; N, 3.48 . 5|
. C, 65.62; H, 8.06; N, 3.49 .

S 5645 273

K (IX) 89444 LACO, T AN, R #-CHCH=CH-(3-% %~
6-"%H &)

F 100 C, AFHRAE T E4H] 219 4080 2-TELITAE
A S (RAB 56 177 T, a 895 % LBdL) (177mg, 0. 200mmol) -
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(=%XB%).42(11. 5mg, 0.010mmol) - CuBr (1.43mg)F (=T EXF 4%
Z£)E(78.3ul) A =& <A Q2nl) P e RSt 15 BT AER LB

LB R RS, RS BRAl Kk, THR(ER$) . £k
F, REWBHEENGA, 55 LB B irLsW (TTng) - B
B EFE AR 48 P, ERER . REWEHBREN &AL, F
3| B #2144 (54. 2mg) - MS m/e 842 (M+H) -

4] 274

K(IX)é9a4 . LACO, THNH, R A-CHCH=CH-(3-(2-%t
nE &) -6- ek k)

ARIEFTHE 2736 5%, ERA-(ETEAFEGEA) sz RE S
] 273 9 - (=T ATk E)%keh, # & B4 . MSn/e 841
(M+H) "

3645 275

K(IX)e9dta4 . LA CO. THNH, RA-CHCH=CH-(3-(2-&
Ak ) -6-"Eoh )

B EB] 273 8 7k, 2R A 2 (ZTAFHRE) BB S
] 273 89 - (=T A FHREE)*d, # & B4 - MSn/e 848
(M+H) " -

= 3645] 276

K (IX) 8944 LA CO, THNH,» RA-CHCH=CH-(4-F %%
)

B RAF] 1788 7 &, 2REM K46 102 F8] c & 2°-KX Fat
fLeg R FEHP 177 6 2°- BG4, A -2 R-4-F L
BRAFE A 178 69 3B REh, H & B iS4 . MS n/e 779
(M+H) " & 2% % FAB MS n/e (M+H)™ CuHeNoOyo TTEAE: 779. 4483 |
SERME . T79. 4495 .

S35 277

KA 944 . LAHCO, THNH, R#H-CHCH=CH- (6-R-D-
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kel F I A-2-F &)

WIBEHME 178 69 F i, 12 A E4H] 102 T c 09 - KX FhL
b b R AR LA 177 89 -8 eh b4, A 6-i8RK-2-F %
~B-D-wkefg ¥ 5L#E i (& Sigma Aldrich R4F) KA £ 44 178 89 3-1&
Ropeth, #&BARfe4 . MS n/e 943 (M+H)™-

5 #4] 278 |

K (IX) 9444 . LA CO, TANH ., RA-CHCH=CH- (7% %)

WA F A 178 8 F ik, 2R A £5E4] 102 FH, c 89 - R T L
fLEg o KA E 5] 177 685 - LB b4y, A T-(Z A T 58t
A) oo R F 3] 178 69 3R Kok, #1 & B RS . MSn/e 766
(M+H) " -

52364 279

X (IX) 694ea4 . LACO, THNH. RM-CHCH=CH-(4-AARE
=)

BB FHHE 178 9 F %, 2R M EH-MH 102 FHEc 89 2-KXFHE
et XA L3 177 69 20 - T8 e fa4h . A 1-%R-4-AAK
BEARA G 178 8 3-8 KEH, #&EHHRALEH - MS n/e 783
(M+H)". B 99 % FAB MS m/e (M+H)™ CuHaFN:Ow 7t B4E: 783.4277
StOM{E . 783.4223 .

2 364 280

X (IX)eg9fba4 . LACO, THNH» RA-CHCH=CH- (3-8 % %)

A EAMG 178 8 FiE, 12RMEHE 102 K e 09 2°- KX T8t
eI At AR AR 24648 177 89 20 - L BEL 69 adh . A 3-RAR-HK A X
RARFEHMH 178 89 3-2 Kesedk, #] & A4A44 . MSm/e 791 (M+H) -
B ZFABMS m/e (M+H) ™ CiHeNoOyo THE{E: 791.4483 ; S lfa .
791. 4492 .

5 3845 281

X (I egdee4p. LACO, THNH, ., RA-CHCH=CH-(5-# %A%
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)

WIEF P 178 897 %, 2R R EHA 102 FRc by 2-A FiL
e A R AR F445] 177 69 - LBRAL GG &4, A 1-BR-5-A %
BERAF A 178 69 3-12Kosh, 4 & B AR

3.4 282

X(IX)#94s4 . LACO. THNH,» RA-CHCH=CH- (4-wt% %
R )

WA S35 178 95 3%, 12 A K446 102 FRc 8 2-X T
o8 A R A 177 89 20- LBk e a4, A 1-(4-m R K K)
ek XA E 5] 178 69 3-RRekeih, # & BirE4 . MS m/e 780
(M+H) " - Z2-#% % FAB MS m/e (M+H)" CyHeN:Oyo 7T F-1E: 780. 4430 ;
SERAE . 780. 4424 .

st 3645] 283

X(AX)e94e4p. LACO, THNH, . RA-CHCH=CH-(6-F &%

WIBEHG] 178805 %, 2R R E#H4H] 102 TR c o9 2-X T &t
L6 A KA 48] 177 8 - LB a4, A 2-12R-6-F &,
A BRA ARG 178 89 3-BKEH, #&BARLEH . NS n/e 795
(M+H)" - &2 # & FAB MS n/e (M+H)" CiHeNOy FHE{E: 795. 4426 |
SEM4E . 795. 4426 -

s 349 284

X (IX)e9dba4 . LACO, T#HNH» R#A-CHCH=CH-(3,5-= &
)

WAE T 178 895 %, 2R F85 102 F%&c 92~ KX FEL
e 6910 A4 XA 3] 177 69 2-LBeiL 89464, A 1, 3-= &R -5-
AR LeH] 178 ¢4 3-BKe, 4 & B 444 - MS /e 783
(M+H) "> &4 # % FAB MS m/e (M+H)" CyoHsrC1aN-0y 7+ FAE 1 783. 3390 ;
St 4 . 783.3392 .
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2 H#F) 285

KRIN e LAC, THNH, RA-CH -(C-#REE)

WABFEHG 1 TT a7 %, 22 3-aARF KB KE 5445
1 $EatgmAR, $1&AL boed 9, £PRA-BRER
A, PAXTERE, RERFEFHAY 102 97 2L B %ALY, 4
& BARE4 . MS n/e 815 (M+H) ™.

5 5645] 286

A(IX)e94bé4 . LA CO. THNH. RA-CH -(3-(2-=kh%)
&)

B F A1) 266 09 7 ik, AZE R e 285 6L E- A KA E 2645
265 8944, HEBARLESH . MS m/e 689 (M+H)" -

5 3645 287

K(IX)ega4. LA CO, THNH ., RA-CHCH=CH-(6-% %~
2-B &)

BAE ] 178 697 3%, 2R £264] 102 FHFcé) 2-X 78
8 LA AR A4 177 65 2- LBt a9 a4p, R 6-8R-2-%8&
KA E3E45] 178 6 3-BRKtH, # & BimLe4 . MSn/e 781 M+H)".

5t 5615 288

K (IX)#94e4: LA CO, THNH» RA-CHCH=CH-(6-(2-i&
RTEE)-2-%%)

WIEE P 178 897 %, 2R 6-2K-2-(2-BKRTEAX) 2K
64 178 69 3B AXoEetk, # & BArfLE4h . MS m/e 887 (M+H) -

5 3645 289

K(IX)eg4es4m. LA CO, T ANH» R A-CHCH=CH- (6-(2-m
@ R) CRE-2-FE)

®) 5 2647 288 4L 649 694 &% (371mg, 0. 4mmol) 89 T Ak (4nl) ik F
Ha#wmed (138mg, 2mmol) F» = T A& (0. 556ml, 4mmol). T 60 C. & 4
THERAYWHBLR. AEEHRELY, BREDETLHRIET.
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Bl b%ek B 4K IE R A kb hmiEik, TR (FLERM) FHRE. RE
MBRREMA, B 97:3:0.5 —RF &R/ FPE/AEERK. TF
BT BEIFHAEATEIRF LR, REERKREMEAL, A 99:1:0.5
ZRVIR/FE/ AR . MS n/e 877 (M+H)".

s 364 290

KX (IX)#9ds4p. LACO, THNH» R#-CHCH=CH-& %

BAB LA 178 ey ik, (2R A 1 R-EREF S| 178 8 3-
B, & BARALSY . MS (ESDn/e xxx (M+H) "

£ 5645] 291

(I ege4:. LACO, THNH, RA-CH-C=C-(2-FEXT
e A& )

3B 3645 247 897 ik, 12 & AIB-B KK THRK 3-8 K5k .
MS(ESI) m/e 739 (M+H) -

3645 292

X(IX) 89444 . LACO, THNH, RH-CH-C=C-(5-(3-H~&
o ) —2—vE w2 )

F 9% 292a . ARAE T 6944 37T, E P R®H OH

F-10°C, % 11.8ml (11.8mmol) F #4c-THF £ 445 (IM 89 @ &,
skody im k) Ao N 2~ F £-2-T % (2. Tnl, 24mmol) . T 0 C. ¥KEK
A 2 e R R F 62 H K] 246 TR h A& (RA 1c
b94b&-4 6E: R° A4 & &, R A-CH-C=C-H, 2g, 2.95mmol) & 10ml
W Rk P ER— RN, TOT, ¥Ry 1 e, &
#RETE. JNIEE, BAAHREME 0T, oA SUKBMAKER .
8 OB RBGRAY, RAKERAN, SHREBRETIE. KE
FETFIR, F2 3 6gn 4, FAEERREMN &AL, AREA/T
f2 (1:1) #eBL. 435 B 4=4L6-45 (0. 85g, 40%) -

P 292b . R (I #4Le4:. LACO, THNH. RN TEX,
R # -CH,~CH=CH- (5- (3-F~-& = &) -2-"F = &)
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G EA I FHEHRE F i 100ng (0. 138mmol) H B 292a &
& 4 a4 . B ER AT (42mg, 0. 3mmol) <« 2-BAK-5-(F7&=-3-K) &
- (48mg, 0.21lmmol) - Z & 4= (II) (0. 15mg, 0. 7mmol) « 0. 75m] & &R
F20.75m1 K. #ATENAAE -HET - BAUBERMER WA . &

ETRATEHZRERXE, T65 Chik 2 . Bl LB LEBMFHEE
B, MAFRKFEKEE . GRBRETRANERY, LZRE.
AHAEZETTHREREE, £35 40ng BT~ .

B ¥ 292¢c: X(IX) #9444 . LACO, THNH, RH-CH-
CH=CH- (5- (3- "% &) -2~k &)

J 5 ¥k 292b &~ A 69444 (140ng) AT 5ml FPEF ., TEETH
GBI 20 P EZREERERFTREEE  AEF YLK
EMbde, B 98:1:1 —RFI/FE8/ALRAAKRERK, 152 34dng B4
oty . &P % FAB MS m/e (M+H) ™ CyoHseN,0,,S 7+ E 48 : 788.3792
st M4E . 788.3809 .

£ 3645) 293

K(IX)e94t&4h: LA CO, THNH. RH-CH-CH=CH-(1,3-=
P R0, 4- = F AR -5-F &)

3B L3 202 ¥y ik, 12 RM 5-R A1, 3-= F A ke ew R &
2-3 R-5- (Frkeak-3-K) ke, %1 & Biribe4) . 09 & FABMS /e
(M+H) " CooHeiNoOyp T4 : 777.4286 ; SM{E . 777.4291 -

3645 294

X(IX) 94447 . LA CO, THNH, R H-CH-CH=CH-(5- (2
e A) B A -2kl A

BB 645 292 69 7 ik, {2 R A 58 K—=keg-2- F B otz -2- K-
B 2-i8 R-5- (BB -3- ) &, #1&BAELEH. MS
(ESD)+ : (M+H)" & m/e 825 -
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