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#1290, 088mol)2—HX—5-FEFTHET
150ml ZADMFH, 14, 69HBHE(0.105m0l ),
REBMI, 59(0, 088mol )ALBKTLE. B 3/
B, Be#AsoonlE, OB, ALROEERI x, A
#ex, BRETHRERSE. 510, 61 (CRLE /ALK



(1:+5))48%7, 69,

MS(EI)=204(Nt)

Rr (810, ; Et0A /T (114))=0, 41

b)) 5—BEERI( D IkE—2 —HE LK

¥7569(37mmol)a )ppifikeEe, 69
NBSHfI3 00WAIBNFE200mCCLlL, BEWREI 0L, %
Hg, ME, O, HAOEEHIMAN g s 00 THEH %%, 510,
(EtOAc/HBK(1:4))408ERS5, 498,
 MS(EI)=282, 284 ( M+)

Rf (810, , Bt+O0A:; /(124 ))=0 38

c)I—(2—CRHBERF (D )k —5—F)FH) -2
—TE—14—§ -5 —EF Huked,

W19(5, 3mmol )2—-TH—a—F—5—LFZHkek
(%EP—A—=253, 310HB)BET20omFESE, Fi
12 7TMA SmFER, 3 0omi n )5, BAMEERET ¢om!
DMFH, w1, 59 (5, 5mmol )b ) PR tamitasy
k140, BEfhEN2 00n i H, O, FIE{ 04 o EH,
AR E, O¥H, Mgs Oy THRAKE, 510, B
(BtOAc/HBK(1: 1) )48Bo, 739,

Ms (DCI)=391(M*T+H)

R (810, BtOA /T (1:+2) )=0, 29

Q) 1= (2-REFH (P )RF-5-F)FE) -2~
TE~4—F—5—-EFFHved

o0, 799(2, s5mmol)c)mfifuifszom
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2N NaOH#E2 0m b LEEE A, 2 hfg, BEMRAARE, R
28 HCLEEm3, 5HA-QFTRER, THRAKETR
0, 3197 kbEY, TEMH,

Ms(DCI)=363(M™*T+H)

Rr (810, EtOAc /HEE(1:1) )=0, 03

L4l 2 |

I=((2=%REFH (b )ER—5—-K)FE)—2-T%
—d =R 5 —EFER

a ) 4 —HERELHEBYE = LE

W62 gxtWHMBMEI00m I ZEHROCHMAIZ, 59
M2 50m b ZBN, 15 9BRMBERMAS 8, 59 LR
B TEFEA 4 b, AR, REWEA 1L AF, FEt0Ac
FH, Mes Oy TREREHEE,

HE118Cc(o0, 01F), FL92, 9y

D) 5—HERHS (b VER

#320P, Oy 524 6mi FRBREETI 0°Chuk
(1h), 180°C, 92, 99a)dfEREGHINERE S
BT, HPRAEEE, Efsmml g, FREWEE, 2469
o |
CMS(EI)=135(ut)

¢ ) 2—TEB—5—WEEKHF (b )Ewn

2690 )R EYUTI13, 59LBEH250n!
CH, Cl, HMMWmA23, 49A1C1l,y780m! CH,C1,
Bio 90minfg, $REERENKARHE C 1, HhAs
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Hy Mg SOy THRHARE, 82 5. 580,
MS(EI)=178 (MT)
d )5 —-HEXRHF(bIEH—2 -%8
F11, 7g8 g OHZEFS8ulH208, [ o0l 4, I
g, 0CMS. 282—CTB~5—FHEFH (b )EBs 50n1
=P, 90nmin/E, BAYRS VECLELARACE cL, #
ﬂoNaz304?ﬁ5m%°EtOAcﬂﬁﬁﬁﬁyﬁ3g%W
| MS(EI)=192(NMt+)
Rf(810, ; CH, C1l, /MeOH(10:1))
=0, 37 |
¢ ) S —FEEH( b )ER—2 - BB LE
K3egd)wpmahespr2. SNTHECL(50m1 )
Elf#E2. 5h, kETE2, 27 g,
MS(EI)=220(M+)
Re(S10,; CH, Cl, /NcgOH(10:1 ) )
=0, 82 ,
T)5—BFEFIF (b IED- 2 -HBTE
Wz, 2 e ) mpRMeHTl, 83 s NBSHELHI D)
BREWHILI, 77 &, |
MS(EI)=298+306(M+)
E)1=((2-CLEHEFH(D)EP—5-F )L )~
2-T&~4 —F~5-FHHvkuk
"1, 182-TH~4-8~-5-£F%vknifu1, 77 g 1)
FHRUEHELH L OBRETG 0. 5 s M Fh4Y,



MS(DCI)=407 (M+H)

Rf(SiOz;EtOAc/H\E.%%(l:z)J#O.2

W) I —((2-BEFF (v )ER—-5-F)FH) -2~
THE—-4 -f - 5-£F Ao

e ) PRt adREd ORETNHRO. 26 e ThE
Yo FHERAL 95T (),

54 3

1= ((2-HE9%—5 % )FE)—2-TH—4 -~
5 — B Hokuk,

a )#30eg (0, 189mol )FFMETF600m1
INHC1H, w34 0~50C, w23 eHHBLE, 2h
k. VLR RREHATHR (EZE ), 837 g&a,

MS(EI)=220(M+)

b )5 —HWEk- 2 ~SBTE

H1308P, Op WALL11nmLEREh, ANE, #H37¢
& ) BirRtEY ReYmiE 8 0T, KRMAKE, BE A3
130T, BAHA4E B K~KE, ALBLEXR, £44H
NegHCO; (IN), H, OFffgfnH C 1 ik, Mg80,F
BERE, FRALOK,/ EtOAERE, B11. 78,
BE158T, - |

)1 —TB—-5 ~F AR %= 2 - HBLE

f2, 6 BB (5 0% HWEIMALL, 781 ) wpf
HEeHwE 1 00m ILEKD MFRY, e, 5 eTBE, Bou
#3. 5h, BIAKEERE ¢ 0A c 8, AHMAE, 043 4
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RRfN o CLHH I x, MgSO0, TREKE, S10, 4its
ER 6 sl RATe 4,
MS(EI)=245(M+)
Rf[SiOz;EtOAc/%aﬁ(1:4)J=0,23-
d)I—L%—Seﬁﬁﬁﬂﬁ—Z—ﬁ@L%
ﬁ%ﬁ3®¢%ﬁ6g%é%ﬁ4.3gNBS&%W1b)ﬁ
/3. 6 s RATLASHY,
MS(EI)=323+4+325(uT)
RfESioz;EtOAC/%aﬁ(1:4)J=o.21
e)1-((Z—Li¥%W%—5—£)?§J—2-T§-
4 —R—5-LFH ks
B, 18563 4)FRNEHF0. 662 -TH—-a4—-%
=5 —EFARUELG I c )BESRL 6 0 n kA T,
MS(DCI)=39¢9 (M+HT)
'Rf[Sioz;EtOAc/%a%(zz Y )=0. 2
f)I—E(2~ﬁﬁﬂ%~5—£)@£J—Z-T%—4—
R— 5~ B FH nk
ﬁléomg$w3e)*%ﬁ%%%ﬁiwld)ﬁﬁﬁﬁ
4 0 m gAt JEIK AL R4k A4,
MS(DCI)=3¢62(M+H+)
Rf(S1i0,; cH, Cl, /'MgOHE(2:1))

=0, 27
4 = 1 I NAHELH 1 BELR,
ZEMEYREHRAWT,
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Cl

N
L- (0) g- A
Ms
(DC1; h-(0) g-L-
M+H)
x4 413
. 57 o
-H,C
CO,H
L 423 -HZCW::::IT—tH:j
5
CO,H
CO,H
Hho 379 -CHz 1”7 N
x5
L 407 -H,C = {CH,) 5-COLH
“ /N
s
= 17 8
* ¥ 409 —H2C©—\——J\
I
s
MeO
€ COH
b9 171 “H,C
N \
[:——T
Jn i N/‘
|
CH,-CH,-CN
) : CO,H
EWL 0 439 ~HyCon” N-—jﬂ/
0
kw1

K\N COZH
440
‘ri)*\N \



3= (S—WaEsR—1—%) Al LLH 9 )

¥139 (o, 1mol ) 5—FEBWipA4ml ZHEER
GESMMF 1 om LR L 0 0 m L —vTpr i, FmEEiTH
He BEMS 0 Chvih2h, REZERES X, mBEW B, 1
PR, REA(3X30mi )X BEHIMATa,S0,
TRERZRE, Fats 10, €49 E, DI PRI,
Rf(DIP)=O, 3,
C ZHls, ok THEARMAR

¥209 5—FFE—2, 3—Z5%EFHF (1 )En (L4 5)
HE400ml 43 PHRMYIXFEFERZ 6, RETEE, &
eMENRY, TREH, H, OMATEE 3 X, Na, s 0,
TH]IE, B hidRer, HITRE,
 Efl1o0e)

SEH 10 FUEEABTERRLAN 1 0 E—RBR

0, 5mi 1N Na OEARMEAMNI 80MTE(O, 3 8
mmo bt Y 2wl LERE, BAEM2 5 CH20—60h, %
BERAMAS 10, 245, CH, C1, /MeOH(8/2 )4
S, B EEHH R, |
YRR |

IT=((3—BE-2-FERKH (1, 2—2a ) irz— 6—
AIWE)—2—-THE~4—§— 5—-FE ok

&) 2—TE—4—§—5-Fh%kn

#305mi 1M (WH, ), Ce (WO, ), H, O

10—15CRWAN209 (0, 106mol )2-THk—g—4%



—5—EFERUH3I 5 0n LkWRK, RT 2, 51)5, A2
KOH¥milN4 (WEH20C), A500miCH, C1, %
R4X, A3 00mI4fN al COy K3 XHBBEREHN
EBH, Na, SO0, THRERE, GLERATAED (189 )
YEg 9 0°Ce
b)1—((3—-C8HE—2-FKEkdHF (1, 2—8 )
-6 —K ) FE—-2-TE—4 - —5—-FHoked
o, 29(C1, 07mmol ) 2-TH—¢4—-§—-5—-FE
wkwk, 0, 389 (1, 07mmol ) 6—EHFE-3 -CLEHE
—2—F Kk (1, 2—2a JWrE, 0, 159K, CO,
(1, 07mmol Yoo, 59K RA9TFHEAEsSm L DMF T 60°C
Hs5h, wm100m! EAFRAH, O3 x, Na, SO, Fi&
FEW4E, Famsio, ¢ Wa®, MEAHE (1,/1) MK
Hlo |
MS(DCI)=465(M+THT)
Rr(81i0,; EA/H(1:1))=0, 18
c )b ) FEFENSGHEEN D ) PETMAA WAL H
S 1E 0 e,
S 13 AR 1 2 B, WRMLEHE TR
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MS
(DCI; A-{0)g-L-
M+H)

COZH

EBI1 2 437 -H,CZ N
XA |
N
CO-H
N 2
KBLI3 43 \Wth

-H,C
CO,H
= N O
i 1 A\
kB4 g37 P N
~H,C
cHi1 5 437 “H.C
¥ 2 Wii::*\
NS
o~
X N = co,H
o c1
FWL6 413 2 Jr\g_COZH
= S
EH17 54, “HaC A I COzH
|
\\ S

FE1 8 405

-H,C (CH,),CO,H
2 &
~ 77
5;9&1 9 449 -Hzc_\E:::H:Tijr’, (CH,) 5-COH
_ e CO,H
-H N
E#2 0 455 27 N=
X N _ / F

CO.H

Kz 1 455 / Q .
-H,C /

CO,H
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T B 1 5 HIRELRFIEH |

2—TEBE—3 —FE -6 —FHEokrdH (3, 2—8 I

o ) KEWHR LK

#13, 99 (0, 073 mol YHAFR=TLELE A
109(0, 061mol )EEHHBUES, 69 (0. 073
mol ) RAELERN 200! —§¥ P, RT40)E, F
AR 1 0 BT R AE TR, RAENBRENHEERT K.
MgsS O, THERSE. S10, e (HMNEA H(1/5) )
HER7 9.

Rr(EAH1,/5)=0, 3

b)) o—BEEARHRTEE

2, 6mlB5CMANTI (0, 03 6mol )EXAWBR
CEE(a)tisom i WEFRKH. BAM 1 2 kB, KEFH
RUA100m i EARR, EAMA10%Ya, SO, HHBEW
Ko AlH, OPR¥E—, M eSO, T, EXEABRANE s R
et 4.

MS(DCI)=271(M+H)

C)2—CLRHE -3 —-FKE—6—WEKIH (3, 2—2 )
ity |

W39 0—BEXEFRHRLE(b )71, 29 2—F&F~5—
FAWER 5 om ¢ TR mAES 2 b, BEEE, HAeWA 100
ml EARK, AYHEREFVa, COy ME%k— KGR Ngs0,
o WEMAHS 10, & (EA/H (1,/1) FERIH) 2
B, kE1, 79,
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Rf[EA/H(1/1)]=o,z
MS(DCI)=2381
S22
1—(2—=(5-—WuE) —3—fFH (b )ED— 6—HF
E)—2-FETE—¢—F—5—LFEugkng
a)3—f—6—WEXH} (> )ER—2-BK
'%100m64NNH,%DME&OC%%A309(113
amol)3—F—6—FEXH} (> )EHR—2— GLE(T,
~Org, Chem, 41, 3399 (19 7¢6) )H_FELER T,
3o0minfg, BEWEE, ATheHRACEER, KX
14, 59,
WE=193°C
Rfr(EAH 1,/1)=0, 3
MS(DCI)=226(M+H)
b)3—F—2—FFK—6—FHEFEH (Db )ED
e, 29(53, 2mmol )THE(Z)HOCIAI g
(13, 3mmo !l YHTHEHa )W 40midglF, 2 b
Jos BEWMEINKA 4N HCL1Y, HRAS50nlEAFH3
Ko REFNAAY S04 FHHRE, 510, £H(BA/H
12 ) o8RBT em (1, 59), '
Rf(EA/H 1/1)=0, 75
MS(DCI)=208(M+H)
c)I—(@C—=(5—HE)—3 —FFH (b )ER—06c—
AFE) -2 —ETH—~4—§—5-LF ke
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%b,4g(1,Omm01)1—((2—ﬁ£—3“%%#
(b )ER—6—F)FE)-2-ETEHE—¢4 —R-5-ELEFEH%
(A2 2 #EM 10, cBERE )0, 429(2, 0
mmol )VZHRBEBEEAYB S o n! FBEFMBLEE 240, |
CHREEREHA20oml EARR, RTITRAO0, 6m
HBF, o1 5mi@MKFH, 120G, BEm2onl EA,
AEEAVAAM g 80 TEHFKLE, S10, ¥ (_4FKR/
¥® 5/1) %280 EY.

" Rf(CH, C1, /MeOH '5/1)=o, 4

MS(FAB)=437

XH] 23

1= (2—=FE-3 —HBEedH (1, 2—a Img—7—
BE)FE)-2-ETHE—¢ -FERMRokk— 5 - %8

&) 2-8%—-2-RELRTLE

#1199 5 _THBRAM(15min ) BEMA3 59
(0, 246mol ) 1 —RELHEBILE2-F®H350mnl H,0
2 80m i gRBREATF, BEMW3 5 chth 10; A
Ve ClufmAtA W RERS x, fMETERE, ANEKE.
fr11, 8 9WRATRAEY,

Rr(CH, C1, /CH; OH 9 /1 )=0, 6

b)2—fE -2 -FTEHEEETLRTE

#3, 39mi (28 09mmol ) REAMs5nl CH,
Cl, —=5—0CHMA3, 695(28, 09mmol )i
23a )Ws50ml XAKCH, C1, fu2, 3mi (28, 09

—39—



mmo ) gy, BAMERRIE I M. AHNEAE, O%%
3K, REful e CLARR K, ARKETRERE. DIP L
miF 1. 7 9 BT MAY,
Rr(CH, C1, /CHy OH 9,/1)=0, 35
BE=87C |
c)3—-RE-2-FETEHREEFXIFERRARRLE
#aml (27, 26mmol )RAEFHEEENM 0. 99
’(13. 6 7mmol )H&H230b)Ffuo, 19ml(1,_36
mmol )ZUEH6 0om !l RALEER R, 3KE, Bmo, sm
FHE, ZETHE2 40, A0, 5ml FHEM0, 19l
ZUkK, BREMXTERBE2 40, BHEREFLYADI PE
eas 72, 4 9RRNAY.
Rr(CH, C1, /EA 4,/1)=0, 3
igE=120°C
4) 2—ETHE—4 —FERMkek— 5 — B8 LH
#2, 449020, 0mmol ) 4——FEFLEAZH 1 20
CH, C1, B—78CHMmA4, 179(20, 0mmol)f
Atz om i CH, CL, W¥, SnunjE, fHm2, 429
(10, 0mmol )fua423c)t25ml CH, C1, ¥,
REUKEHEREA3 omnl CH, C1, #8, 21 5, Jv
300ml 1 NHEBMEMN, FoAKAY, BAWHEMT b, Ha
RE, AMRAE AR L, SBAENEAENETH, 510, £
B(CH, C1, /EA 9/1)4881, 49 mRATLE
s



RTr(CH, CL/EA 9 ,/71)=0, 6
MS(DCI)=243(M*t+H)

HEF 120 ), 10)F10 e HABMRAAUHETCEES
%o

Rr (EA/NeOH 5/1)=0, 2

MS(FAB)=4 66( M+H )

82 4

I=((2—FE-3-BEkF (1, 2~2 Jr—7—
E)FE)-2-ETHE -« - FETHB g~ 5 -8

2 ) 1= ((2-KRE-3-RECE%I} (1, 2—2 )
=T =B )FE) -2 - FTE-¢ —FATEBkrd—5 - BB
CFEg

¥s52mC0, 15mmol )50 R ETETREEMA
80@(0_Ismmol)I-[(2—££—3~ﬁ§L£%@
#Ei,Z—aJ%%—7—£)$%J—2—ET§—4—¥£%
ﬁ%%ﬁﬁlﬁﬁsmliﬁﬁﬁﬁ¢oIhﬁ,ﬁ%%mwﬁ
Naz COy BMitf—Kk, HH, O%—k, HIMKLEE HLly
$10, BM(EA/HE 1/ 11E%H) 2 BEEETLAY,

Rr (EA/H 1,/1)=0, 15

MS(FAB)=538(M+H)45

D) EEH 108 ) BIESHRNE2 4.

Rf (CH, C1, /McO0OH 5 /71 ) =0, 2

MS(FAB)=482(M+H)



542 5

I=((2—FKE-3 ~HBooldf (1, 2—a Jugy—7—
B)FE)—2-ETE -« —FEGBR L% — 5 -8

a }H158M(0, 46nmol )50 RlEAERETR
RTT#AIZOW(O.23mmol)1—[(2—X§—3—
BRETERAE (1, 2—a )lik—7—%)FE)—2 -FT%
—4—$£%ﬁ%@*5—ﬁ&6%%10mt:ﬁﬁﬁﬁ¢oﬁ—
FHRBEfomIm24a ),

‘Rr (EA)=0, 6

¥MS(FAB)=554 (M+H)

D) RERB 108 ) BT A THETN LY,

Rr(CH, C1, /MeOH 5/1)=0, 2

MS(FAB)=498(N+H)

KB 2 6f02 7HEH 2 4 Fu2 53 7RE,

Bl 2 8 —3 3 #5300 2 2 84T 4143,

ﬁmz—$£~3—ﬁﬁ£—7—$£%@#[1,Z—aj%
%(%ﬁZS):sooW(J,78mmaz)2_$g;3_z
i§—7—@£%%%[1,2—aj%ﬁ,213#&(5.35
mmoz)mﬁ&%JZOWﬁT&@%JOmlDMFﬁ1Oob
m%lhoﬁé%@AHaO,MHNchosﬁ%8~9,%%
o

Rf (EA ) =0, 3

MS(DCI)=252(M+H)



Ni—- X
/\/\<NLY
1

L- (0) A
MS
(FAB; X Y B-(0) - L
M+H)
c1
xWz2 44y c1 CH,-OH .OE\&\,,N‘}/“
-H,C X S N-N
XP23  aee - S-CH,4 COLH “HaC NG
XEHzZ4 482 - SOCH4 CO,H LN B
EH#2 5 498 - S0,CH4 CO,H
COLH
EBI2 6 4ss - SOCH, CO,H c1
EW27 a7 -S03CHy  com T \—co,H
~H,C TN s
FB2ZE8 519 - S-CH, CO,Et
XWZ2 9  asg -§-CHy GO -HpC AN Q
& NN\
NN
N
H
X#3 0 4387 - - 5-CHjy CO,Et ' Cl
B3 1 463 - SCH, CO,H @{N\N
EH3 2 523 "SO2CH3  coEt  .myc- s “N-n
L33 ags -50,CH, Co, H f{
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|3 4

Cl

N~~~
/\/\q]\
N
C
8O co,~ ctz
/N -
o |

1= ((2-(4-FEEE)RAERE)FE)-2-FET
B4 -5 —TEk

e ) 2-BFEXHTCE~4 -~ RBETFE

#¥4853mg (2, 37mmol )2—-FHEEXHEMW~4 %
B EE (% J, Heterocyclic Clevn, 27, 33 5 (1990)
FEHEIET40mn1ERK, wd21Img(2, 37mmol)
NPSfZ omeg XFE &N Y FIRREEGHER2 b, K%EREH
- AYRALBTELER, RAEfINgHCO,, 10%Na, SO0, f
WRN o C LERFHERE, Va, S0, TH, KEMS 10, &
W (ERR~-CBMTEE (2 11 ) )4BmAL 28 ngTlké
#. ' |

Yig=110-1137T

MS(CI)=271(M+H)

b)I=((2-(4-FEHE)FHFELE)~2-ETH
~ 4 —f~ 5—F ook

#¥255mg (0, 944nmmol)a )it 44H Inl



FADM Lt mA 17 6mg (0, 944nmmol ) 2-FETH
—d —§-5-Fiiskkfr13 0ong (0, 944nmnmol)
K, COg g2 m 1XKC NFTEFHEP, FRETKR T FHH
1h, R EF, #eYATROERR, AXfEfey o Cc 1 %%
%, THRAOKE.

Si0, #i# (CH, C1, /CERCE(9:1) I4EWRE
103 megERLEY.

MS(CI)=37¢6(M+H)

EH3 5

1= (2=(5-FEHE)FTHAEE)FEX)~2-1T
E— 4 —F~ 5 TRk |

)2 —BEAEHEL- 5 —HBTE

B2—-FARFrTok—-5 - BTFEELAI 4 ) BETEAR
A Mo |

MS(CI)=271(N+H)

b )1 —-((2-(5-FaHEE)FNIvEY)FE)~2~1
TH—4 —f—5-Fhoknk

Fa)dp@spfnz—ETH~-4—-R~5—FHEHEEL
3 4 b ) BEEH T A

MS(CI)=376(M+H)
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