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201 AFSEC. 024822, DHEHE MECHH HMZEs FMNZ2-D 22 L= IO JHUEB S
SHACHAHEHE MECIHH, MEIEHEE Mg, OZEE, ATE HetlE ds, MM = AN £
E H=8482 MAHECR 0. «Aelstd ZH4S2 Aggst Mg X el Hgst Ji=0l 2k
M Z 8t

gdd=z2 1:=S8E2 0.5 WAl 150mg BFEAGHHE 2LHKAI 50mg0IC. gdd==2 1€ 2UHAl 43 §O
T, 1€ S0HE2 1Al 600mg HHEXGHH = 4WLHXl 200mgOIC. SIAEIR H-=EHM Z &M= s ¢
ZHOl AN I E 28101 HME U0 JATsE AS LUACH

(Brimblecombe et al., J. | (1975)). H-=2Hd Z&H AIHEIZS AAsHAE T}
Ol 2ol Ol Astd Z"H0 ol SEQ X2 Hetes As LHEUCHGray et al.,Lancet, 1,
8001(1977)). BIAEIQl H-2LE MO S2HIAMEES ZHole EESSEO oflie 82 Z &8 MFOICH
okl E 12 06 2 &9

08t HOIM FIZH ML =T

Z2HUHS AYY HFZ A Shay et al., Gastroenterology, 5, 53(1945)01 JIAHE O
[0l CHEt H222 Al Shay et al., Gastroenterology 26, 906(1594), Brodie, D.A.
1, 231(1966) 0l DI ACE. Oldst HUHS MBI AH2HIH &40 CHst st
=28 Tllol=Ul AEEC. 23190 = 0lgtA M F(280-300mg)0l AFZECEH. 0 sS28 229
HOIX (cage) Ol €10, 24AI2 S0t HAAID|E 22 B3 AIZICH. OHZE OHEotHA, I 528 st
OigtAl AEAZ R FOE WML, AXHE &2 HHEEWHE SHotn &
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-~

2AZtS O =2 ZEE FH0AM AAMLS0 et =2 282

PECTEN T ¥ L 4 2 Ellgy (umeles/kg)
: % ) 12,64, 90=59, 1)
2 £ b w10
4 (& 5 W) 0,460, =N, 74)
§ (% 2 LA VeRD, B
(9T} % 5 ) 0 600, 31=1, 53)
ac 5 w) 0, 2000, =2, 6)

(LT 0, 2800,11-=0,00)
L] " # 04610, 98- 3, 1)

£ L3 =10
18 & ) 99 (8. 7=1.41)
14 ] ) 0, U8(0, 02=0, %)
" ] ) 6, U0, M=), H1)
16 (> ) 1. 1060, A2=1.7)
i {4l #) G, 8000, 00==1,0)
19 i ik 1.3040, 30 «1.01)
20 & o W) 0.41(6,10 0.81)
] 4 4 W 0, 080, 0u==0, 11}
a2 ¢ £k} 0.37(0, 18==], H4)
L ] {3 i i 0N, 02==0, 38)
23 gl £k) 1,800,428 ¢, 48)
27 {4 Y e ]
4 (= #) 0, 07 (0, 02=0, 34)
] ¥ ) 0. 1400, B0}, 41}
] (a i) 1 0410, 01820, 12)
] (£ i) O, O3, DR =i}, ()
o sl i) 0, 08(0.04 0.37)
8/ (A i) 06,2000, 07 =0, 1)
BL = i) 0, /(0. 242, 13
41 (4 ) 0. 140, 07 =0, 12}
46 €4 #) 0, 5300, O=2. 1)
e £ #k) 0.01€0, 5=, Bi)
9 (s i) 1.00(0, 45=4, 13}
] [} W) 00500, 08=0. 14}
il (" ) 0. 07(0, 08=0, 113
o ! (s o) w05
70 €4 o) ~10,0
o ) i) mall, O
i (& #) wif), 04

IS ertel Hel= 95% &I2I8tA 8Ol

= C
Hd2lolE(Celite)Exs AXEN W&
B(Skellysolve B)&= n-&t U
A ZHO|CH.

2
£ A-2Y DZHE IEY0lE oSFHOIC AeEE
ul = g ZWLe

A7 OlHEzA ALY BN

x
|0
HU
0n
S
o
Ry
o |
<
[@))
(e0)
1o

AAIGINAM ArZE "E84 2Z0LEDH "= W.C.Still et al. in J. Org. Chem. 43, 2933-2925(1978)
ol A=< HILE ME2 2AZ0tE2H JI=0 e 2H0ICt. O WE AZ0EDHIS 2elE FIIH
of = OIMe JZ20tEJHIIHE D THo10laiel S AFSRUCE. otJlel AAIUoA, 2 2=
& MOICH
[&AI00 1]

3-{2-[(5-0IE-1H-0l0ICtE-4-L )N EEI ] E 00l = }-4-(2-Z 21| ) 0t0l =-1,2,5-ElOtCIOtE  1,1-LCl
SA0I=

A, 3-{2-[(5-BIE-1H-0I10ICtE-4-L ) HEEILQ]-UE 00l = }-4-BIS Al-1,2,5-EIOLCIOtE 1,1-CISA0IE
=A2E0AM HES 200m 2 HE2E 22 It A0IAER] 40,2743(1975) 0l et MIZESE 3,4-Clo
|

]

EA-1,2,5-EIOtCIOtZ 1,1-CISAI0IES & wWBtet MAHES HES 25m =0 EoHE HIIH £5
779, 775501 Chet MZAE 2-[(5-HIE-1H-0I0ICHE-4-2 )M EEIQ]HEO0LEl MU0l 250 302 wEt
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=0, = BN =22 EsS SH0| d4=0.
TLC[&2I3t CHCl, ¢ CHOH (90 : 10)]12l Rf=0.44

B. 3-{2-[(5-0IE-1H-0I0ICtZ-4-2)HEEI2]-0 00 = }-4-(2-2=2
=LA

=
e
=

-1,2,5-EIOICIOLS

A SO MBS0l HIEE S0 2-TRNL0e nIS JISC. FARS0UA 0ESO DEHE, 1S
EEES 2USRoL, MFods deiAil 20 HYAS20IS-HEES NS0 LIS
Z(grdient elution) Ol Soi IZ0IEJHIISIC. RQUZH = EXO SIEE 2.7402 A=Ch
SOIEHE SHN AB0AN S AD AIISES SG0] HAISC. 20 SHSS 2R 9
UADID W 220/ HEES S0l 1CES S0l od A=0E Teilal. Res =2
S NESD =860 ZU5H0 SHHA DH(SE 82-103C)2A = HHO 32 2.9398 L=0t
D OIS ZZAOIS0IA R ABE2(100MHZ) 0l ©loh HIEHS 1/382 WS & & AT

C12H15N602 : 1/3CH30H9—| ‘i‘&

3-{2-[(5-0 2~ 1H-01 01 CH5-4-2 ) H L EI 2 2 0FDI &= }-4-B 2 0101 to—1,2,5-EI OFCIOHE 1, 1-CISALOIE
OLOI2  HHAOIN 2CE2  W2As 24 WHES Sml =S 3,4-CIHSA-1,2,5-E0LCI0HS
1 1-CISAOIS(2.50 : 14.0nmole) ol 2 mBHeh MAMS0l 25n1 HEES| 2-[(5- B o0l Bt
Q)HEYEILJULOY SHS 2522F HIISIC 2 (A 20250 Jts, 2 AHEOIE 522 o1
D, =HESCHA 02 DES HZEC. 0 HSEHES AUER0D MAE 5002 AR
UADID, HEASZRI0IS-HES S48 NSoi0] JHUNESSE0 AZ0E T IET Hetet
2SS TG0 = HNS HEE 3208 0 2 I2NEUNE AR MBS 2 HEH
o3 MBS Asl),

DH(BE 98-110° )2 = EXol se2o)
%( OOMHZ GLIIEEZA0IZ) & © 7.46(S, 1H) : 3.70(S, 2H) : 2.53(t, 2H) : 2.86(S, 3H)

2.72(t, 2H) : 2.15(S, 3H).

CioHisNg0:5,21 &4

&EX] 0 € 37.96 H5.09 N 26.56 S 20.27
A=X(1.60% H02 2&) : C37.79 H5.16 N 26.52 S 20.24.

AAI0 3]

-{2-[(2-7OtLICI - EI 0t &-4-2 ) E EI2 | 0 2 0t Ol '= }-4-{2-[ (5-DI € -1H-0l DI C+ Z=-1-0t0I Tk &B-4-2 ) Ol
SEIQ]HEO0I0I-}-1,2,5-EI0ICIOtE 1,1-CISAI0IE

—{2-[(5-0IE€-1H-010ICHE-4-L )HE EIQ] 0 2 01 0] .= }-4-DII S Al-1,2,5-EIOtCIOtE 1,1

0C wEEHN HES 35ml 2 2-[(2-F0LIC=-EIRE5-4-2)HEEIQ]HE0tRS S8& JI&H.

10CHAM 30=2F WBtetS, SHE FA2E0M LS. BHSESE LS 2ot &Als et

45901 RAXIAIZIZ SSOEA-HES(4 : 1)I2IEE AMS6I0 A2 0tERHIIEHCEH.
& 0

= s 80gat0ll =10 OIEOHAIEIO
0f JZ0IEIRHIIEI0H HOs P22 X860 M20|E2 =6

—~OO
,—»-.

C|5H24N100234 ° 2/3C4H3029—| ‘i‘&

&EX] 0 € 38.96 H5.14 N 24.34 S 22.29

A=Xl 0 C39.08H 4.96 N24.48 S 22.26

[&AI0I 4]

3-{2-[(5-0IIE-1H-0I0IC+E-4-L )N EEIR2 ] E 00l = }-4-TI 2 0t0I .=-1,2,5-EIOLCIOFE 1-SAH0IE

A. 3,4-CIHIEAI-1,2,5-EIOICIOtE 1-=2A0IE

SZZ2XEE 100ml =2 3,4-CIHISAI-1,2,5-EI0tCI0tE(35.2g @ 24.1mmole) EXHS 2TOIA42Z A St
O 2982 |Xotd|l <ol HActHAM Z22E2EE(20° )00ml =2 -2=2=2IH HIZTAH(50.79
25.0mmole) 2l WBHS MO 32 Ol& DIEHCE. FRA2T0A SAIZSS WEs &, kel ntats 2,092
3,4-CIBIS AI-1,2,5-EIOICIOtZ 0 BESAIII 1D 1AI2E W BHEHCEH.

FIBHES NaHCO;(1%)SH 300mlZ2 28 FHotll 2 25mZ MEHGIH A=X6tD 2LB5FoHN
MHS(47.09)2 2=Ch 0I2ZZ22HL20M WZHGIH 2 BEHSES 34.08 2=Ct. & 135-1347
T

CiHeN-0582 =4

45-19



<51 £1985-0000759

&EXI 0 C29.63 H3.72 N 17.27 S 19.77

&=X : C29.53 H3.75 N 17.26 S 19.83

B. 3-{2-[(5-HIE-1H-0I0ICtE-4-L)HEEIR2]-0 E0t0l = }-4-HIE 0t0l =-1,2,5-EIOICIOLE 1-]AI0IE
=) ASHH 2 R H g2 3,4-CII= Al-1,2,5-EIOLCIOL S -SA0IEE
2-[(5-HIE€-1H-0I0ICtE-4-L)BIE-EI]0IE0t2I Dt BISAIZID MAE 3-{2-[(5-HE-1H-0I0ICtE&-4-
A)HEEL]-0E 00l = }-4-HIS Al-1,2,5-EIOtCIOtE 1-SAI0IEE S HEORIeZ HMeldto =HHX
stgEsS =0

[& A0 5]

3-GlOIE S Al-4-{2-[(5-HIE-1H-0I0ICE-4-L )N EEIL]-HE0t0I = }-1,2,5-EIOtCIOtE 1,1-CISAOIE
3-{2-[(5-BI2-1H-0I0ICtE-4-L ) HIEEI2] 0 € 0t0| = }-4-TI S Al-1,2,5-EI Ot CI O} & CISAt0IE=2l Ol
g=d EH0 | HESES =MSUEE2E AAM 12(B)HHY % RS =] HEIE'EH HAHstet=0l
M=

(8% 263-265" , =aH).

&EX] 0 € 35.64 H4.32N23.09S 21.13
A=Xl €355 H4.38N23.01S21.13
A

A
3-{2-[5-CIHEot0l = E-2-F&) O 'EIQ]OH%' t0l = }-4-0il € 0t0l =-1,2,5-El0 PEIOPQ ,1-CIZA01E
et 3,4-HIA-{(2-[5-CIE00I-HE-2-FZ)HEEILQ]NE0t0I=}-1,2,5 | tCIOFE1, 1-CIZ A0IE
A. 3-{2-[(5-CIHIE 00l O E-2-F & )HE-EIQ] N E 00l = }-4-HI S Al-1,2,5-EIOtCIOFE 1, 1-CIS ALO]
c
SLHES 20m 59 2-[(5-CIoIE PDI‘—EHIE' -2-Z)-UHIEEIL]0E0t2(2.419) SHS HES 200mI S
9| 3,4-CI0I=AI-1,2,5-EI0LCIO fé 1-CISAOIE(2.09)2 MABIAN W2wBotHA LA JHSHCE.
8-10" Ol A 15%%9 wBtotH =2 EHISI Hetsd MU0l d-dEC.
B. 3-{2-[(5-CIHEOI0I-HE-2-FZ)HEEIL2]NE 00| = }-4-HE 00l =-1,2,5-EIOtCIOFE 1, 1-CIS A
01E
S=HEOE AZHUNAN ME= WA HESE SHU 622t Jtettt. 10=22wBtES HS6t) E =S
HASFTECH. SAIE Aeldtz 45901| AXAA SSHE-HES2 DHLIHE 252 AEGIH A=
OtE Jdetmlettt. Hgg 2 N JEEPOIC EHIEF9(95 5)2 ALZ35te HESH Zgs & 4
2lOIEE S50 st 2LER6IH MEES 2=0. HESHAN HEE6HH 2 ZHMSES(1.769)
£ 2=0H(8% 82-90° ). dCIHEE ZSA0ISUA NRAZER (100MHZ) 0l 2o 2/322 BIEHS0l &
sthts XS & = U
C13H21N503SQ ° 2/3 CH3OH9—| ‘i‘&
&=X 0 C43.10 H6.26 N 18.38 S 16.83
AEX(17.2% H02 2&) : ¢ 43.30 H6.12 N 18.57 S 16.96
C. 3, 4-HIA-{2-[(5-CIHIEOt0l = HE-2-F&)-HEEIL]HE 00l =}-1,2,5-EIOtCIOtE 1,1-CISA0IE
BEHHIMIAN AZ0IE Octll2 2H SSHE-0ES(9 @ 1)S AIB5H el 858 42 =20
= SA0IE 45040l RIXIAIZI2 OIEOLMBIOIE-HES2 JdHCIHE %%9 0I5t A2 0tE 2t
Ct Ndst 222 SRotL TAts NHIE-OLNELIEZ =Motol SMotod MM (428mg)E L=
Ct.
(88 92.5-96)

C22H34N63304 : H209—| ‘i‘&

&EX] 0 C47.12H6.47 N 14.99 S 17.15
A=Xl 0 C47.28H6.48N 15.09 S 17.39
HO02| &F=X : 3.21%, A=X : 3.32%

[&AI0I 7]

{2-[(5-Cigotl = g-2-F ) HEEI L] N E-0t0l = }-4-0E 0t0l =-1,2,5-EIOtCI Ot & 1,1-CIS ALOI
-

S HEs 20ml 2 2-[5-CIHE0t0l =M E 2—“3') OIEEIL]0E 0t (2.41g © 11.282)2US HE
£ 200ml =2 3,4-CI0ISAI-1,2,5-EIOtCIOLE 1,1-CISAI0IE=(2.0g @ 11.28)2 H=28t MABEMEN It
stCt. 1-5" Ol 1522t I’LE@?—OH 01|E'0PD'(4.OmI)§ Jtotd, 57 OIlAM 2022t wBtS HISSCH. Bt
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B
HE 2= MOIZSUHAM2 NMR AHEZHN 2o HES 0.

C15H23N50382 : 0 . 8CH30H9—| ‘i‘ &

&EX 0 C 44.54 H6.62 N 17.55 S 16.07

=X : C44.35H6.58 N 17.44 S 16.18

A A0l 8
H{o-[(5-CiHEotnloE-2-F2 )-HEEIL]HE00l = }-4-(2-Z 2T <) 0t0l =-1,2,5-EIOLCIOtE 1,1~
CISAOIE

S20ES 20l 52 2-[(5-CIE0ot0I=HE-2-Z4)-HEEIQ]UE 0t (2.41g)BUS 200m| HESS
° 3,4-CIBISAI-1,2,5-EFOICIOFE 1,1-CISALOIE(2.0g)2 WBHH2H(10)8F MABIMEN 2522 =Dt
Ct. 1-2° OIAM 1522 whts, R2HENS 10mIS2 2-ZZI|L0t21(4.0ml) EXHS &80 &S Jtotl
=2 2Z0IA 1AIZE DEHEICH B2 SE =S ZESJotl, SAIE Acot2 5090 EXl=, NEHS
Z2H0|=-HEt22 JCIHE 2&2 AIEs6t0d AZ0tE2tTIsC. HYst 228 285610 S&/56t1
HES0HAM HEEGIH MEE 4.002 2=0. HESHM MZ2HGH EMSES(2.909)S 2=CHEH
92-100° ). dsCIIEEZ A0S MM NMR ATEZN 2ol 152 HESE S0HstE MES0| EMES
stolst 4 UL

C15H21N503SQ : CH3OH9—| ‘i‘&

&EX 1 € 46.25 H6.06 N 16.85 S 15.43

=X : C46.36 H6.22 N 16.95 S 15.73

[& A0 9]

3-HEOo0l =-4-{2-[(5-{[N-BIE-N-(2-Z 2T <) ot0| = ]-Cll E }-2-F L )H EEI 2] Z 0t 0l = }-1,2,5-El OF
CIOtE 1,1-CI=sAM0IE

p=g
—~ 0

-{IN-BIE-N-(2-Z2UE) 00l = B E}-2-F 2B ES
s

SR NIRRT
40%E 222 (3. 1301 )2 2ol ol2H & D
SOA 4259 BRIBICH g SS0l 21 40% NaOH +8%0=2 2|5t 8t 5y
Qo2 E&5ICH RIISS X850 AX5tD, IS0 YLZFAICH LAEFOH I

)

J
£ d=CHHIAE : 102-106/0.3mmHg) .

CioHiaNO:2l =4

)OIl N-OIE Z 212! Ot2Ist0lEZ 22240l

4]
~
N
«©
Q
o
()]
~
12
o
1 0

=
[w]
>
s
omn
e

D02 44 & e
(0200 &
2210 fo Mo

-[(5-{IN-BIE-N-(2-Z2T )00l = |HE-2-FL)HEEI ] E ot 2!

oe)otol]oile }-2-F &0 Ef=(40.0g @ 22322l
25ml =2 AIAEIOHR! GHOIEZ222t01E(27.9g9 @ 26.422I2)
0

Ml

AOl
Of WEHE UM HAGHHA &L, BUS 07 2 2.1/28 & EXotD FAL2SEZ TAIZSO B2
S JHAIH BtE2S 220, HSSgESS H20t0, 2 20m 2 SF/OHH, 40% NaOH +=E U2 2 2
gZic|gtets el FStMEdLz =28t RIISS 200 AX0t, HtotH, 2ESFotH 2
2(46.49)2 =0 ds SH2LERON BHEEESS 2=0HUIE 136-140" /0.2mmHg) .

&EXl 0 €60.47 H7.61N 11.76 S 13.46
A=Xl 0 €59.82H7.68N 11.61S 13.27

C. 3-DIZOI0I =—4-{2-[(5-{IN-BIE-N-(2-Z 20U )00 = ]I E-2-F & )HZEIL ] E 010l = )-1,2,5-El

OICIOLE 1,1-CI=SA0IE

S HES 200ml =9 3,4-CIHISAI-1,2,5-EIOICIOLE 1,1-CISAL0IE(2.0g: 11.222|8)9 H2 M

HAH 2-[(5-{[IN-HE-N-(2-Z2T )00l = ]HE)-2-FL)HEEI2]-0Eotel (2. : E :
stlt. 3-7° OlA 1522t st =

S610) AZOLEJRMSH NG 222 Ze00l SSHY0 SHotD, HPAMSHUES $8%0
2 =SB0 252 5% YMLBAUOER pH 92 o, FolE 2US 3O ASHLUOEZ FHEIC
EEE FEUS AXolL, KNGO LASRHA NHBC MBS A0 0ATZBASHN WZE
5101 EHSIE2S 2=CHEE 50-51°
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CisH21Ns0sS, 1/4CsHg02 =4

&EX] 0 C 47.47 H5.82 N 17.57 S 16.09
A=Xl 0 C47.51H6.21 N 16.40 S 15.97
[&Al0I 10]

3~{2-[(5-CIHEoi0l: HE-3-HE-2-F)HEEIL]-0HE0t0l = }-4-HE0t0l =-1,2,5-EIOICIOtE
1-CISA0IE

=
um
¢
=
um
P
11
it
=
m

. Chew. Soc., 72, 2195(1950)2 &0l et MZEE), O
37°/£§‘°E*H|8|':( 2ml 0.15
ZEHs AEHS0AM 1022 JIE6tl, = 12nl 2
% HIEOLAIHIOIEZ —"F—%ﬁf]’_ I3
: 88-96/0.05-0.08mmHg) .

0121 2S HHANA -10" 2 YAS X
=2

tel o
&DJ| A(3.38g @ 20.0¥¢2]

Z K
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=

=d
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~
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2)HEEIL]E 00l = }-4-0IE 0t0l =-1,2,5-E| OtCI Ot =

N
—
s
& o
= R
LT
e a0

=
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2-222 NE-5-CIHEOOI: HE-3-UE=et 250ml 2 S2Z2XE o= 2-CIHE 00l =0l E-
3—%%‘#—%(6 5g D 37.0222) (A AUIA HMZEE 22)2 EEO”Oﬂ et SO fOI':( .67g : 55.7&¢]
™ (312mg) S JtEtE, Hatea NHASE FAR2 1522t Wes HESUAIZICH. et
34|-—“.aF = UAl TAIZFSQ O WEHAIZICEH. OI[LH Itel 2 679 - 55.7%&%)

HCIDV\E x“&él SHAIRIT. =22 1522 OlEZ G{utAl
IotOl A SEAIHA & f
Uﬂ ColA Mog* = U

NMR(B0OMHz) (DCl3) & : 6.33(s, 1H) : 4.55(s, 2H) : 4.30(d, 2H) : 2.83(d, 6H) : 2.13(s, 3H)
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BHAONA 2tEl 20ml 2 &gt | 2- JEEEHIE' -5-CIHE 00l =0l E-3-MI & = &t (773mg, 452

(B)UAM HZE 2H)SH OIL-OEtS GHOIEZZ222401=(392mg, 3.4582|=)2 It
£ 302 wBtAIZICH O 8¢ ”% 32t 0 E gXe =, 50% KHEHCSZ HIIs &= Hat
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HE-4-HE-2-F2)HEEIQ]-0E0t0l = }-4-HSAl-1,2,5-EIOLCIOFE-1,1-CISAIOIEE &S| IOt
2l BtSAIAHA 2012 = steES d-AIZICH

[ A0 12]

{2-[(5-Cioilgotol =0 E-2-=E )HEEI 2] E0t0l - }-4-5I| =S AlI-1,2,5-EIOLCIOLE 1,1-CISAI0IE

A. 3-{2-[(5-CIHEot0l = E-2-F ) EEIL] N E 00 = }-4-BI S Al-1,2,5-EIOLCIOtE 1,1-CIZAOIE

25mlel RHES0 e 2-[(5-CIHE00I-HE-2-FEHEEIQ]ME 0t (2. 14g : 10.0mmole) 2l &
HE 3BE2H0 2 H %S%g BHAOIA 1T2 &2t= 180ml 2l R=HE=S Wl & wite 3,4-CIHNSAI-
1,2,5-EIOtCIOFE-1,1-CISALOI=(1.78g: 10.0mmole)2 AMAEMO| SHASH OJF&tCH 00 OIM 15201 B
et = ao)e 2 ik@%ol M=

TLC[&2I3H/CHCl, @ CHOH (9 : 1)]2 Rf=0.4801 &. 2.0mI2l SUFHM=E 6.0

O
otul JrEgl0l Hot0iM SEXcCIotE Satea 22 &9 = se=0] &=EC.

NMR(100MHz) (D:0) &: 6.45(d, 1H) : 6.19(d, 1H) : 4.14(s, 2H) : 4.0(s, 3H) : 3.64(s, 2H) : 3.37(t,
2H) : 2.65(s, 6H) @ 2.61(t, 2H).

B. 3-{2-[(5-CIHE0I0l: BE-2-ZZ)HEEILQ]HEO0I0I=}-4-56|=EFAl-1,2,5-EIOtCI Ot &
ols

EHAHI(A) 2] M0, % bH
52.522|2)EHUS JtEtlh.
£2 8.75ml(52.522I=)2
AE OHHELSUA 2E
otx) 60gel AclIt2ol EXlst = SatHEel- EHIEFEOI JHCIMEEEYoZ AZ0tEDtTIAIZICH. A
2ot RS A0 Zo0A SZAIIIH 3.1990] A== HIES =EHUMA HZEH3 AIDIE
aJ1e 2 S0l M4ESECHSE @ 109-122° ).

CioH1gN40,S,2] 24

=
2

U
T
a
Jo
=

A0A 00 2 2 AIZITH 25ml2l R=HEES W =MSULES

0" 2 2501A 2AI12+S0t Zlal_’ A2 0A 68AIZtS I’LUJ—?—, o &g
6.0N S&t =EHOZ SAZZ 1022 W= ZA0t0A SZAIZIT. &
iPﬁPOM-I HES0 s= Zd82S 22 =, HAIAHA %EHJE = MA

ron

A&EXl 0 C41.61H5.24N 16.17 S 18.51
AEXI(1.15% H0 2&) : C 41.59 H 5.32 N 16.32 S 18.81

[& A0l 13]

3-{2-[(5-CIIZ 00| - I 2-2-F 2 ) HIZEI 2] O 2 0F0I & }-4-BI 2 0FDI =—1,2, 5-EI OFCIOFE 1-S AHOIS
A. 3-{2-[(5-CIBIZ 00| = DI 2 -2~ 2 ) K 2 El 2] 0 2 0F0I &= }-4-TI S Al-1,2,5-EI OFCI OFHE 1-SAHOIE
25mlSl HEZ0l SoHE 2-[(5-CIHE0MI =i E-2-22)-HEEI2]0IZ018I(3.30g : 15.422|2)8NUS
YSE YAUA 12-15C2 YA 3.4 CIBEAI 1-1,2,5-EIOICI0IE -2 A0IS(2 500, 15, 4mole)(
AAN 4, SHWO IS THS 2ol @ MetE AXBEO_E0 SR o PSSl O
BoiS ZRST0A 15ALSY DUS0AH A0 E eSS HEE SUHos LA,

B. 3-{2-[(5-CI 0L 00l = 0l 2-2-F 2 ) B 2 EI ] O 2 001 &= }-4-T 20401 t=1,2,5-EI OFCI OFE 1-SALOIE
25Tl HANIA SCR WA (A2 HIEE S0 822 22HP0RIE JlsE o Be sa
S FASEUA TAINSS DENC, AASHUA SUHeIoI0f BMRII MBS 5500 deldi
Ol AXTAZE AoS-HEES TACHESSAH A=0E 11 MBS0, SEe 228 =2
AN3ID, HESH S0H= CNLUEIEE SIA4610iM PO A0IA SAAS ZASEUA WBAHZ 2
ZAZ DHSZ2 4JI9 2 582(2.320)0| 4BHCHSEF @ 86-02° ).

CIBHZINSOZSZOl ‘='/\_|

AEXI € 45.46 H 6.16 N 20.39 S 18.67

AR C45.24 H 6.24 N 20.41 S 18.90

[&AI0) 14]

3-242 00| e ~4-{2[ (5-CI 0 £ 0F0I &= I 2-2-F 2 ) I 2 EI 2 ]-0I 2 001 = }-1,2,5-E1 OFCI OFB - 1,1-CIS ALOI
-

2S 29 bH 2 Ofl A 0 2 EEINH 200m| 2 HEEsol
3,4-CIMISAl-1,2,5-EfOLCIOtE-1, I-CIS AIOI S(2.08g : 11.722|2)9 2EHel AAHE 45220
2 30nl HIEFE UHel 2-[(5-CIDIZ 0Dl HE-22 ) HZEIQ]N R0 SAS BT &IPF 2L
0.5n2] LIRS Jioid olBeHS FASCUM IS DEADIC, 0l BSEBES 2ol
N EZADID TNS 12009 MRTHAM ANE R SatgA-tESol JHCS 252 IR0
JAINUD RS 228 ZEADIL JYS0M SENH BAS 0LD2BUBE NI Y
Jlel 2 B 20l ASECHEE : 83-86 ).

NMR(100MHz) (dsCIHIEEZAI0IE)AHEY 200l 2otH 2 0.982 0/AZZLAB0| ENEES & =
UL,

45-23
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CisHzsNs03S,. 0.9C3Hs02 =4

&EX] 0 € 48.36 H6.92 N 15.93 S 14.59
A=Xl 0 C48.46 H6.96 N 16.13 S 14.58
A

A0 15
-0l € Ot0] =

0 4-{2-[(5-CIBIEOI0I =B E-2-F & )N ZEILQ]-0 2 0t0l = }-1,2,5-E| Ot CI OtE -1, 1-CI S ALOI
€ ¥ 3. 4-HIA-{2-[(5-0IE0t0lc HE-2-FL)MEEIL2]ME 00 -}-1,2,5-EI0tCI0tE-1,1-CLISAL0I =

2|
A. 3-DIZ 00l =—-4-{2-[(5-DIIE Ot0l =Bl E-2-F & )N ZEIR2 ] € 010l .= }-1,2,5-EI Ot CI Ok & -1, 1-CI S ALOI
-

8 2 W2AE 210nQ HEFS SO 3,4-CIHISAI-1,2,5-EIOICI0FS(1.89g © 10.522|2)0 R2X0l A
AEFO SHHO 2iniS HERE Lol o-[(5-HIZ 00l - HE-2-Z2 ) HEI 2] 0= 0tRI(0.7g ¢ 3.512
2IS)(4DI0] S5l 857,380 W2t MEE X)Zois @IIBICH 0] BHSS 1522 wersl = 2Sse
BIAGIN 1CE H2AI2IS, 24 HEO0IEIS 6250 U0 HEHIIAIZICH 1522 wers, 0 83
EEES LGN BLAIND WAE OMELIEROA OHELIER-TIEE-BAN(50 - 50 : 0.5)
o DHLIHNESES ALSSIRIA 11002 A2IFH A0 RIXIAIRIC

Rf : 0.50[TLC-&I2I3H/CHCN : CHOH : CH,COOH(50 : 50 : 1)]o MBI} BES8E2S X HEs 222
TEE 2 UGN SLAHN NSO 4| 2 HHSS MBAAC(SEE 5056 ). GLIHELS
AHOIE 2] NVRAE E 2 (100MHz) = CHS D 2L

NMR A E S (100MHz) (dsCIIEEZA0IE @ 86.20(m, 2H) @ 3.80(s, 2H) : 3.62(s, 2H) : 3.50(t, 2H)
©2.90(s, 3H) : 2.70(t, 2H) : 2.28(s, 3H) EEé °f 0.222 HEH=2 EME 2.

CioHigNs03S,. 0.2CH;0H2l =4
&MEX] 0 C41.65H5.65N 19.96 S 18.28

AEX : (1.42% 22 2F) 1 C41.98 H5.69 N 19.54 S 18.54

B. 3. 4-HIA{2-[(5-BIE0I0I-HE-2-F & )-HEEIQ]HE 00l =}-1,2,5-EIOtCI0tE-1,1-LISALOI =
Rf=0.07[TLC-&2I3t/CH,CN : CH,0H : CH,COOH (50 : SN SHAHA) MY 2R0IEDCHIIZRH O
= B8 g2 gRre BEES Xgot: xt’*ﬂﬁl?— SALE 2. 5N==4teLEE S I O E OHAIEIOIE At
OlOIA 2clAlZITH. =E4dZ2 NEOAHIOIEZ #3 &6t Xga RIIES2 AL= 2Lo6t0AM S

2 Xclott R &) = =S EAZILCH
ds CIIEEZA0IE0M NMR ABEZH(100MHz) @ & 6.22(m, 4H) : 3.82(s, 4H) : 3.65(s, 4H)
3.50(t, 4H) @ 2.72(t, 4H) : 2.30(s, 6H)

[&AI0 16]

3-{4-(5-CIHIZ 00| = 2-2-F &) S E0H0I = }-4-HI 2 0H0I =1, 2, 5-EIOHCI0HE-1, 1-CISAROIE

40m1 Sl RLHESH SHE 4-(5-CIHIZLOHDI =2 -2-F 2 )-2LLOIIB M (1.5 : 7.6422|2) (01 2S5

Rl 4,128,65801 AIZE BHOI M2t MAE A)2 LSSl BHAGA 3 2 A2 200nI 0] PAMIE

BUI| 3.4-CIHSA-1, 2, 5-EIOICIONE-1, 1-CISAIOI=(1.86g © 7.642218) 0l metg ool 452240
A BHESA DB 3 OIM 152, P4 HE0RIS 102 SO WAE S0 HESD ARG 0

XS DUBIUA SLAIID BAE 6092 HE3I2A0I FIXIAN OHIELEL-HEBS JRILIAESE

 hA I20iEJeHITRIE0 NS S22 THG0N 21602 MEBS S0 OEUER
WZHSADIS aIS 2 S8 20| MEEOH(=EE 152-153° )

Ceal0:52] 2

ABX 0 C49.25 H 679 N 2051 S 9.39

MZX| 0 C49.41 H 6.87 N 20.61 S9.28

[& A0 17]

3-{2-[(5-CIBIZ 00| - HIZ-2-F2) HIZEIR] O 00l -4-HIZ 00l -1, 2, 5-EI0HCI0tE-1, 1-CIS

=

A. 3-BIZ O =—4-(2-DIZ S0 E)-1, 2, 5-EIOFCIOFS-1, 1-CISAHOIS

20mlSl BIEFS O SOHE 2-010I-0IE EISE (ALY 1.91g : 16.822S)S AS S HAUAM 1CE

d2tel 250l HEE LHel & mete 3, 4-CINSA-1, 2, 5-EIOFCIOFS-1, -CISAIS(3.0g

16.8mmole) o AABIES BIHISH FIISICH 2-4° OA 10201 ZWE = HL0IRIS 622 Y2E S

AUY HESDGID FASEE 3022 O WEHAIZICH 01AS ZATHAN SLAIID FAS 4500 A2l
0 ATAIZIE ASHL-HESO JHCIGEREE IZNEIADAZCG. HES 222 X85

H2(2.430)2 P+0UESE 2T o0 Wetd, 2 EXO 200 M TH =

ot SEAZ= M

=38 259-260°
CsHioN40:52 =4

45-24
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MEX 0 C27.03 H 454 N 25.20
A=X 0 C27.13 H 4.5 N 24.86

B. 3-{2-[15-CIBIE OO =0 E-2-F & )N EILQ] M E 00l = }-4-BIIE0t0I =-1, 2, 5-EIOtCIOHE-1, 1-Cl
SM0IE

20ml o ZEHAEO 3-HEO0I=-4-(2-0IME OE-1, 2, 5-EIOICIOFE-1, 1-CISAMO0IE(1.0g : 4.5Y
el2) (A (A)UA ZE8IE 22)2t 5-CINIZ 00l =0 E-2-Z 2t &= (0. 82@ © 4.522/2)(J. Chem. soc.,
4128(1958) 01 et M=EE A )S ERE SSHES 2ALS2 S22 HHAMNAM ljU\|9| 0° OlA 64
AZtSot AXIAIRICH OlHE FA2E0 A 24A2tS0F WBHet = Z&6H0IA JHZ 801 AEAIDIL] &AL
E S SSHUEAOINA 2CIARICH =EF2 0IBAMUEESZ g2 Totd Stz
FEAMNL. xgE RIISS ZAS+HoZ2 MHZ, AXAIILD ZL0H0AM SEARICH SHALS 2502
AcIIHAN RAXIADILD SstHlEe-He=2 JAUAESEZ J20tE Dt XMelsttt, HEs 22
SEAIID MES2 HEHS2 2H 28& AIH 2 ZXM SHEES HEAZH=EE 92-96° ).
[&Al0I 18]

3-{2-[5-CIHEot0l =0 E-2-FL)HEEI Q] E 00l = }-4-HE 00l =-1, 2,, 5-EIOICIOIE-1-] A0l
A. 3-DIE0I0I=-4-(2-0I12 ¥E OE)-1, 2, 5-EIOICIOHE-1-SA0IE

25ml ol BIEF20 EoiE 2-0t0l- OIEEIS(Zed 2 O4g, 18.02cI2)8Ms =20 Z2HAM 37 =2 ¢
2t= 150mI el oI & %LHSI & wetEl 3, 4-CI0ISAI-1, 2, 5-EIOtCIOtE-1- ISMOIC(Z 92g @ 18.022
Z)(2AI0 4, SAHAZ 26 ZHIE )0l é%%’“ otetth. 102=, 2=0HE02S 622 A0
HE SWAIILD =9 2&2 20=22F G WBHAIZICH 0lH2 D*FQ&OHA-I xt”/\IBII’_ SHALE 45g2] Alcl
JHEN RAXAIZILD SEAAN 2.7492 =S =0 HESL SHEESZFH HEESAIIIE =2
HHS StES0l M4SEC. (== 191-193° ).

B. 3-{2-[(5-CI0IEot0l - E-2-F L )HEEIR2] N E 00l = }-4-HE0t0l =-1, 2, 5-EIOCI0FE-1-=2AL0|

-HIE0t0l—4-(2-HBE HE)-1, 2, 5-EIOICIOFE-1-SA0IE [SH(A)NAM RMZE 2A]S AAN 17
SHAHB)N A== SFO O MetFAHS 5-CIOIE0t0I =0 E-2-Fet-0Es Ldgn BEAIIY,
= HHN2 sES0l SO, A0 1384l €.

[ A0 19]

{2-[5-CIHEot0l=HE-2-F&)HEEIQ]HE0ot0l = }-4-CIHIE0t0l -1, 2, 5-EIOtCIOE-1, 1-CI=
AOIE

200ml 2l BIEF=0IA 3, 4- EIIHIE/\I , 2, 5-EIOICIOLE-1, 1-CISA0IE(2.08g @ 11.72cI8)2 2&EH
ol MABFM(BT)0 4522t01 2 H 50m|°| HEtSWel 2-[(5-CIHEo0l =t E-2-Z 2 )HEEI 2] E ot
QI(2.5g : 11.722|2)S &t&LSH Ittt Ot 2UE, RLCI0E0o2S 1022 6 2 |KXAIIH
A EX0 HASSUHAIZL. FA2Z0A 18/\|9J%°J mAClg=is 2 2ot 0ll A x%*/\l?lj’_ SAFE 20092

PEHI%'@ Bersol JHLIOE 852 J20IE02H A0 HES 228 &
SHHEd-NE=2 JHUAESES WA 7502 /\FEOFEDI'@: A 2 20tE
£ ZEotl 2SN Y HMelstH 2 HH S0l M4EEHH(==E

A2H0 AKIADID
A SEE TAS
Jejmlsich. MEE &

139-142° ).
CioHaaNs038,21 &4

\-OII

_,_

AL 02

&MEX 0 C44.90 H 6.46 N 1870 XS 17.12
=X ¢ (0.51% HO02 2&) : C44.77 H 6.25 N 18.89 S 17.42

[& A0 20]

3-{2-[2-70tLICI =EIOIE-4-L)HEEIR2]ME 00l = }-4-HIE 010l =-1, 2, 5-EIOtCIOFE-1, 1-CIS A}
ols
300mle) OIEt20 SoiE 2-[(2-FO0ILICI-EIOtE-4-2 )HEEIL] N E 0t E X (Cl ot OICEJEEPOI
4.27g : 14.02el=)S 107 2 250m1 8] BiEt= LSl & wetE 3, 4-CIHSAI-1, 2, 5-EIOICIOIE 1-
CI=A0IE(2.59 = 14.022IS)0 Jt&HCH. 100 Ol A 15+0| ditet = 0l %ﬁa HZEO0A 17 i 2t
A0 R=MHE OteS 1022 SHU ASSHAIZICH OlXS Z6H0A SEAIIILD SALE 6092 &
EIBP“OH AXAIZIL SSHEE-HES2 HUHE EES MA DAZ20IEDTIAIZICH. H&= 4.53¢g

S 898 M5 =

= 222 8002 &ML F0Isa0 AAXAIIILD GEOIMHIOIE-OE =SS JACUHEES
= WA MAZ0tEIDIIAIZICH. HEBE B2 XA SEAIA HESUHA Z23ecte A542
2.3802 =2 HH2 sEE2s MSAMZUH==F 196-198" (2d)).

CioHisNg0:5:21 &4

&EX 0 C31.90 H 4.28 N 29.77 S 25.55
A=X 031,85 H 424 N 29.79 S 25.45

OfLICI-EIOtZ-4-2 ) HEEIR2]NE 00l = }-4-(2-Z 21| ) 0t0l =-1, 2, 5-EIOtCIOtE-1, 1-

45-25
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CI=AOIE

25miel DIEtsSo &oHE 2-[(2-7 OiLICI-EIOtE-4-Y)HEEIR]- OHE'OFE'(CI& IE2=22cH0lE,
3.42g : 11 ZD'EIE)Oﬁ% 200ml S DIEtS LHel & wBteEl 3, 4-CISAI-1, 2, 5-EI0tCI0tE-1, 1-Cl
SA0IE(2.0g © 11.222I2)2 MABA(8T)O DP&FEP 8-10" Ol 1562 9_ HABE 1° 2 W2AAID
15m 2l BIEFS LHol6.0ml -T2 M U0IOISUS JIBICH, 0 IS 2SS 2

& I BLAIIID SAS
50g2 AcIIt20 FIXIAIDIL] %BHHIE'E“ HES2 JlCHEESS WA AZ20tEDHTIIAIZICH. HE
22 Z2HE9 ME=(1.740 ARICEH. OIE EH2 HES0 =011, Het0l=2 WA=, d
2ZAHA 2 EHQ StE=s %EEP(E—E.E’S 176-178" ).

CioHigNg0:5:21 &4

[\Ul/o
|'>‘
fm}i'

&EX €359 H 4.03 N 27.98 S 24.02
A=X (035.8 H 412 N 28.41 S 24.28

[&Al0I 22]

3-{2-[2-CIHEO0t0l = E-4-EIOtZE )M EEIQ]HEOt0I = }-4-H€0t0l =-1, 2, 5-ElOtCIOtSE-1, 1-LCl
SM0IE

A. N-JI22 H=AI-N-OIE0t0l OtME LIEE

119 gstoigal( %%OI BRAOIAN H2tE 2)S2 HEOoHD
= 1

0.942) A2 EE O Ecloigotel (260ml, .

1H|‘é'§§§£§[lﬂ0l§(155.0@ ©0.992) EUS ItEC. 0lANS BR2EZ 18AI2F JtE6t, 2Gtol
A %%*/\IB# e ToE otzs2 22stEs BOME &EGHD utAIZICH. OIS ZG6H0A S
A2 ZALE 8 EF/GIH 2 EHMS 3&2(1230)2 L=CHHIE 111-113" /0.25mmHg)

NMR ASE 2 (60MHz) (COCl3) 6 : 7.23(m, 5H) 4.30(S, 2H), 3.13(S, 3H)

B. (N-OIZ22 H=AI-N-HEO0I0IL)EI2 OtME otolE

917ml 2l 2=~ DMFOIA N-It2E H=AI-N-BIE0I0I: OtMIELIEZ (131.0g @ 0.692) (A (A)UIAM M=
e A)L EI2 OtNMIEOIDIE(57.1g © 0.71mole) SUS LABS0| LUK Sata A2 Hel
otul, 2022 ABHHAOA JtEeth OldS Z2ot0N RF2HCZ SEAAN EME MAHGHLD, 235
NaHCO;Z e 2 HIIdS Hotll, GEHZE2 = AOIA SelAZIT. =22d &2 HHZE2 F
L UiHE &2 S22 MEGHL, SUEE EHNCIZ A2 E: HXE OHE Oldtotl S
= WHE MEANZC. OxZZBAESZ HZHIADIE = =

=

A NE ANS2EMZ 223
MSECH==E 101-103° ).

CioHiN20,82| S A

&HEXl 0 €53.55 H 540 N 12,49 S 14.30

&=X : 053.66 H 551 N 12.69 S 14.41

C. 4-2220E€-2-(N-Ht=EH=AI-N-HIE0t0I =) HEEIOLS

6ml 2l ==0ES 0 M (N-IIE 2 H = Al-N- EHIE'OPDI‘—) EIQO0tME Ot0IE(1.0g : 4.4622/2)0 =12
€l(0.36ml @ 4.462cl=) UM == MES 3ml 52 1, F-US22E2E2(10.57g : 4.4922I2) 8
S JIEtCh. O EE=S SF2T0A 1.5AI24S2 IS AII11), ZCHHA SEAIZZE a2 HAIE
OEHZ2 2 MOIOIA 2clattt. =EUES=2 =2 ==otal, XgE OHHIE E2 =2 MESYH &
ILIESENCZ HGAIZE AXECH il 2 SEXZ0 2o Sd=2 2 =2&= 1.02901 &dEE
Ct

TLC [&l2I2F/CHLCl, @ CHCN(85 : 15)]12 Rf=0.822).

NMR ABIES (60 MHz)(COCI 3) & : 7.16(m, 6H) : 4.77(&2 s, 2H) : 4.60(s, 2H) : 3.07(&& s, 3H)
0. 2-{[2-(N-2IZ2E2H=AI-N-0IE 00| = ) BIIE-4-EIOtZZ |HEEIQ 0 E 0Ll

0", ZA Oiolotel 290ml === OIEtS0l e ACIS HSA0IS(26.1g : 0.482) X0 AIAE 0Of
QISIOIE222201E(27.6g @ 0.258) 218ml == OIEESS DJtEHCH. 0 HA TAIRES O
218ml &=  WHES A 4-S22HE-2-(N-HZ2E2H=AI-N mlE'OPDI‘—)UﬂE'EIOPQ( :
15201 28 JI6HACH 0l BHSEE22 FASC0A 1BAIZSS 1
2= ZUolA S2XclotE SeHEdl = AOINA 2clEeE =400 &E=l
2 =2

(e}
N
~
0
o
i
s
W
m
W,
2
_>r_
mTo

}\l og
+Z2UE2 SHEHNSZ =E6tD, AL, 6t L Z2LoIHM SLXHAIIIL n-EZ2EHSUHM F0H
AH(23.69)2 % XM2lotH H(47.09)01 &EL= R4 MH2(68.59)01 AELRUCH. == NE=SZ THZ
HSHAII|IH ZOIHOIE &2 2 SIE20| MAEEH==8 145-146" ).
CisHigN302S, - CaH.0.21 =24
&EX 0 C-, 50.31 H 511 N 9.27 S 14.14

A=X 0 €50.02 H 516 N 9.47 S 14.22
C2-[(-CInZot0l =M E-4-EIOtE L )HEEIL]HE 0te!
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=

Ul

A Oolatol 2-{2-N-9tI1E2  H=A-N-HEO0I0I=)HE-4-EIOIZSZ)HEEIL2IHE0tR1(0.50g
1.48mmole) (EHH DOIAM HMZE 21)EH0 2§ L=R0ls ot01S2t01=(0.17g © 4.48mmole)E Jitotd &
S22 20 0.5A2ts2t JtEECH. BHIECIHGHOIEZFet 10mIE O Jtotd 3AI2t=SeH Db ESHLt.
O] etSESHS = 0.17ml, 15% =&SFUHEEEH 0.17ml ¥ = 0.5ImIZ2 HcletZ= Ht0IEZ Al
H AXZAIZICH. 08 O HIAIDILD 200N SEXEIStH = HESH Sdikl= s&= €20 0ol
EUHIZEZ SI&AIILD SSAU2E AESHAIZICH. &) =2 2HEE2 & MAES =80t 2.5N =45t
LHESD StHEAAOINAM 2elsttt. RIISS 2 MECIH HXZXMlZE HUAIZICH 0IXS 2t
N ZSZxel ot 30ml D2 OtHIE LIEZWAM R4 S4&4H0.24g @ 1.902cI2)0 Z&& &) 2
SS90 RelEIII 24H0.22g © 0.95mmole) 2 AEECH. 01AS DR & NESERH LA
2lotH 2 S0l MAEHHACH==E 168-171° )

C9H17N304SQ ° 2C2H4049—| E‘&

&EX 0 C 39.95 H 515 N 10.21 S 15.59

=X :C 3795 H 504 N 981 S 15.27

F. 3-{(2-CIHIE0I0I=HE-4-EIOIZEE)HEEIQ]HE 00l = }-4-BIE0t0l =-1, 2, 5-EIOtCIOtE-1, 1-Cl

3, 4-CIBISAI-1, 2, 5-EIOICIOtE-1, 1-CISAOIE=(0.74g : 4.1722|2)2 H2AAHAH
F (6" )0l 452240l ZH 2-[(2-CIHIEO0l0l- BIE-4-EIOISE)HEEIL]HEO0IRI(0.96g : 4.1722IS)(
S EOIA HM=ZE 27) SHS st H DI6Ho 3-{2-[(2-CIHZ0t0I = E-4-EIOEE)

2, 5-EIOtCIOtE-1, 1-CISALOIS(Rf=0.6442|3t/CH,Cl, @ CHyOH :
=28 6" £ RAct] F+= HEOLS SHH 822 ASSUHAIZILE. 0 BIS=2S 220
JIOLALS 80galcIZt20 <IXAIZIZE SHEe-HE=S2 JdCUHEEEZ 2
0.52g2 MHSS ASEC. 0AZZE 2Z/0HZ2Z MBZSAH = SEES

148" (D13 4)).

CioHaoNg0:5:21 &4

&EX 0 C38.28 H 53 N 2232 S 2555
A=X 1 C37.89 H 543 N 22,19 S 25.40

Al

[& A0 23]

3-{2-[2-CIBIZ0I0I = OIE-4-EIOIZE )HEEI]NE 00l =}-4-0IE0t0l=-1, 2, 5-E|OICIOtE-1-S At
oe

A. N-JIZ22 HISAI-N-OIE0t0lc OtME LIEE

Ecloigotel(5.2ml : 37.6mmole) S 20m| & 20 E el 0l A HEODIC-OtMELIEE
SIOIE22Zcl01=(2.0g : 18.8YelS)MAHFO JtSHCH O] 2o MAHEES 23 BHANA W2A
110 10ml SSHENAN NESZ2ELSEY EU(2.14g : 019.822I=)S 0.5A2H01 Z2H Jt&H=. 0lA

= SF2Z0A 18AI2H Set Jtgetth. 0] Ets EgHs Zotol s2XclotH CoEotzsz =22
Ol€l BFOMTAIDL &EZD, 0l OUEE 2LoUHAM SLAIIHE |AH2.29)9 2 SHE=20]
ASECHHIE 96-98" /5.2mmHg) .

=l
5
(

B. (N-IIZ20USAI-N-BIE0I0IL)EIL OtMIE Ot0IE

175ml 2= OMFOIA N-IIE2EE HISAI-N-BIE 00l =OtMELIEZ(9.8g : 6.9Z2l=)[EH AMAM H=EE
Al % EIQ OLNIEOIDIE=(10.35g : 13.822IS)S 2Zs LELS0| LHSINK SatxA HAZ
XMclotd, ABHANA 1522 JEetth. 0 ¢S S8ES E3t NaHC0; EXCZ &JldES Eota,
HH=Z2=2 =8, S2 Mot HXECH HHZE S ZUSHAM SIIMalctH SStoEdo St
= DHES 20AM, 22 MESC. RIS X, (UEE 2ot SLHelstol MEE(2.50)
£ 2=0. NEONHOIE-aaC2 HZFES6HH 4012 2 S0l MEEt(=s=3 91-93° ).

&EXl 0 C40.89 H 6.87 N 1596 S 18.92
&=Xl 0 C40.73 H6.85 N 16.13 S 18.86
C. 2-(N-3t2

2 OISAI-N-OIE 00l = ) I E-4-It 2 L0 S AIEIOF S
2

4

180ml == OIEFS0 SoHE (N-IH22 HISAI-N-HIZ O0I:)EI2 OLME 0HIIE(30.7g : 0.1722lS
Sl BOIAL RIZE 2] B0 130m =4 MES /o WSS II= HOIE(25.0n : 0.20mole) &
SO YISEEESS BRSO ITAIZS0 JISAZIS ZUSHHA SHASID, RAS OHZ9
MOIOIA 22I8tCH RII52 ESSMOZ HSAIRIS, AX, HIHADID, 2
WM SLHLIAI MDA AXARIS CHLHEHSE SSSHE A20IE1HIIAIDI R0
OIZICH. MetM, RAEl =2 88200 MZECH,

~

[

ol

ne o Mo J2

NVR AEEZH (60 MHz) (d:CIHIZEEZA0IS0AM) 8 @ 8.49(s, 1H) : 4.79(s, 2H) : 4.23(m, 4H)
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3.00(s, 3H) : 1.30(qa, 6H).
D. 2-CIHIE0t0l = HE-4-0lOI=SAIBIEEIOLE

80mI 2=~HEctSI0IEZ2 F &t §9| cl&€=0ls otol=et

SO W2t NABEAM 1AIZH0 ZH™ 160ml 2
SHECISIIEZFEHSIS 2-[N-IIE2EE  HISAI-N-HIE0L0 -4~ :
(=]

22U S AIEIOHE(20.0g

0.07mole) [EHHI COIM HM=ZE 2] SHS DJISHCH. 0 BISEEES SF2Z0AM 8AIZESC Otg, 42t
= NaS0,2t 40% =&tatZELZ =Zofisttt. 0 EFHUES O X & 2ol0AM SLXelotHE 4.2g2
&)l 2 20l 7oz sHEECC.

TLC( &St R 015 /CH,CN) Rf=0.45

NVRAZE & (60MHz) (CDCls) & @ 7.17(s, 1H) : 4.73(d, 2H) : 8.43(s, 2H) : 3.35(s, 6H).

E. 2-[(2-CIIE0I0I - E-4-EIOtZL )HEEIL2]HE 0tE!

2-CIHE 00l BIZ2-4-GIESAIHEEIOLE[SH DUIA MEE H]S EIQLES220/E2 BHEAIII1 0

209 2-CIHEO0I-HE-4-SE2Z2UHEEIOES %%EOI ANAE 02l &t ZEZ0IES 229

St AAIG 225 Dol LS EO =0t EtSAIDIE &2 2 =0 MEECC.

F. 3-{[2-(2-CIBIZOt0I = E-4-EIOtZL )N EEIQ [0 E 00l = }-4-TIE OtOl =-1, 2, 5-EIOtCIOtE-1-5

AOIE

3, 4-CIHISAI-1, 2, 5-EIOICIOFES-1-SA0IS [ A0 4, S AWM HZE 2] HES MABES

== 2—[(2—CIml‘:é'OPDI_‘.—_DﬂEE'—Al—EIOP’Q%)EHI%EIQ] Ol orel [AAIG 22 S EOlA EHIE j*]ﬂ boet
, 2,

A21D oF 29 3-{2-[(2-CIHE0I0I- HIE-4-EIOtZSE)MEEIR] HE0ot0l} —4-HISAl- 5-
OLCIOtE-1-SAI0IEE BIE02I2Z XMelotE, a2 = e =0] MEEC.

e

n

DOIO0

[ A0 24]
-0t0l=-4-{2-[(2-FOtLICI - EIOtZ-4-L )HEEIL]NE 00} -1, 2, 5-EIOICIOFE-1, 1-CISAM0IE
omIKEFS0 EoiE 2-[(2-FO0tLICI. EIOIES-4-2)0IEEI2] OE0tel(2.759 : 11.922|2) [2-[2-F

OlLICI-EIOtE-4-2) HIEEIR] HE0te CISHOIEZ2=22t0/=(4.0g ¢ 13.02Z2IS)E 2.5N =4SUE

S 2HO2 Z3/AI31D MLOIMEOIER 55101 2= 2112 1A 2HA 220ml BHEFS Lol &
Do 2 &UHSA-(1, 2, 5-EI0ICI0HE-1, I-TISAOIE (2,129 & 11.98eI8) L2t JAMA(0T)0
B 0° £ SAAIE SO, 24 ATLOIE AN 622 HESHAD DL FASTOA 0.5A121S
OF = MEE(. 0 HIS BEHES 2USUA SLATID, DAS A2 120000 FXAIZ B &3
Hed-HEese JCNERSR JRNEDATEC. NEH 222 X8, ZSLAID, MAIS 93
WEH-HEES JCINE BFE MA 4000 NeDIANUAN TN ARDETeiE0 S2a 2
S X, ANBEE, 01 ¥ =2 MDA HAZAIS ADIO 2 FHE20| ASSH==E : 134
149° | HEA)

NMR AZHE S (100MHz) (deCIBIE & ZA0IE/0,0/0C1) & @ 7.16(s, 1H) ; 3.84(s, 2H) ; 3.52(t, 2H) ;
[

2.75(t, 2H) 5 <& 1.2molel BHIEtSSl EMT LIEHE.
CoH1aNg0,Ss. 12CH;0H2 =4

&EX 0 C30.65 H 4.72 N 27.95 S 23.99

MER (1.3 HOZ 2F) : €230.19 H 432 N 27.91 S 24.71

[&LAIO 25]

3-{2-[(2-POILICI=EIOF5-4-2) HIZEIR] MEO00I} -4-(2-5ISZ AL 0t0I)-1, 2, 5-EIOFCIOF
=1, -USMOIE

3 o 200ml R4 WIEFE LS 3, 4-CIHISA-1, 2, 5-EIOICIOIE 1, 1-CISAOIS(2.05g : 11.5228)
o & D AAEEO 020 2H dml S0 EHH 2 [(5-R0ILILIL EI0E 42 HEES)
OIZOtRI(CIGHOISR2 20| 2 2E © 3.50 ¢ 11.522]2) SUS JIEICH 3° UM 15259 wxa
S, 10ml GIEF2OIAS OIEFS OF2I(1.03nl, 17.322]2) SAUS 325 XItotD 15250 MEHAIRICH
2ATHHN SLHAAHN HESERE 2I5IE NBM0 YY2S MBAAC. HESERH 28 T
2HEOI0 2 B82S Q=0 S=F(115° )M HA6 2SI ARED 175 N 20t AIXE
Ct

CiHigNg0:8:21 &4

&EX 0 C32.50 H 4.46 N 27.57 S 23.66
A=EX ¢ (3.85% H02 2&) : C 32.77 H 421 N 27.90 S 24.39

[& A0 26]

3-{2-[(5-Cioilgotol: HE2-FL)HEEIL]NE00I} 4-3l=EetX -1, 2, 5-EIOtCIOtE 1, 1-CI=
AOIE

30ml == Ol F%WI Zolle 2-[(5-CI0IE0t0l: DIE-2-FE)HEEI2] NEO0teI(2.41g : 11.222I2)
s 452200 2 M 250mIBIEtS =2 3, 4-CIHISAI-1, 2, 5-EIOtCIOtE-1, 1-CISA0IE(2.0g
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n.2dels)o & whbteEl H2r JAHF JISHCH 0° 2 152802 whtsh 5 30ml 2HESUHMN 2=
SISt (1.8g @ 56.1322lE) SHS = Al Jtotll, 3022t AL WBHSHCH. 0] B8 E8=8 2ot
N BZASILD DHEAE SEEEELZ Hlotd GUSIHA 3.289 2 Sgtsg MESH==F

170° (27aH)).
[& A0l 27]
oigotolc—4-{2-[(2-m2lg)HEEIR] HEOotDl} -1, 2, 5-EIOtCIOFE-1, 1-CISAOIE

25ml 2= OIES0 Soile 2-[(2-L2IZ)HEEIL] HEot2EN (CIGI0IEZEZ0I01E2FEH 38.59
10.6Z2I=) [EIIM S5 77977501 M=& SF0l Met MXEE 222 3020 Z2H 0-5° 2 LSE i
A0IA 200ml )= BIEFS LHQl 3, 4-CIOISAI-1, 2, 5-EIOICIOtE-1, 1-CISAOIE MABIEO JtEHCH.
S, 20HE02S X 1522 HE SHAIZICH. 0] BtS 2822 F=ARZ0UAM 45
2 t=2 Z8 et

HE22 2HSGIHE 2 S0l M4SEH=s=d @ 168-1717 ).

CiHisNs0:.5,21 &4

=
m

MEX 0 C42.15 H 4.82 N 22.35 S 20.46

A=X 02228 H 20.73 N 42.07 S 4.75

[&Al0I 28]

3-{2-[(4-0IIE-1, 2, 5-SAILIOIE-3-2)HEEI2] NEZO0I0I=}-4-0E0t0l=-1, 2, 5-EIOtCIOtE-1, 1-
CI=AOIE

A. 3-OlOI=ES AN E-4-UIE Fctd

A5t 180ml HIECISIOIEZ2 F2(LS HHAMNM H2A)UMAM 3-HE-1, 4-Fot& 2= LH(27.0g
1 0.212) EH0| HIECHSIOIE2FH(8.25g : 0.842) 2 1.02M2 NS ZIIGIACH. It 2
LI, =A20A StRES XS0 20AI2t=, NG &S =429 2ot ELMNA Jtotd 0f Bt
SEY== ZUCHUA SEAIRICH. SAIE SaliEd ) = AOINIA Zclotl), BMEESZ I8
Eets Sathge FEES2 A AL 2ot0A SEAIIIE 21.002 HdH=0l &EEC. 01E &
SERAIIY 2 S0l 4SECH==E 0 99° /ImmHg)

B. 2-[(4-DIIE-1, 2, 5-2AICIOFE-3-2)HIEEI2] 0ot

B0ml 2l 48% ES&H0 EoHE -5IESAIHE-4-HE FtE(2.49g @ 21.822l8) (A AWM MZE =)
ot 2-Ot0I=OIEHEIS SHOIESZ2=22t01£(2.48g : 21.8H2I8) EHES WEGID BAR2Z0AM 23AI12+E
ot JtE AR = =20 A 40A2Z-SQH HXetth. ZotoA EFel ES4&S MIGHD, sa2 &AL
E 02T E0 SoiAIZILD, HH0IEE Sot HtAIIL Hd=2S ZH3AZ = 258, 0148
SLASUMN HZESAIIE AD19 2 20| SOIEZEZ001EE2Z MEEH==F 142-143
Ty

C. 3-{2-[(4-DIE-1, 2, 5-SACIOIE-3-2) HEEIL] HE00I} 4-HEOot0l=-1, 2, 5-EIRCI0tE-
1, 1-CIsA0IE

3, 4-CIBISAI-1, 2, 5-EIOICIOtE-1, 1-CISAOIEY HESH MAHIMES HAScIHN SL22 2-[(4-
E-1, 2, 5-SACI0IE-3-2) HIZEIR] GIZ0tel [EHH BOIM MZE H]Dt Betel fgoteiez A
ALOI 29 2et=F 0l 2ot XMclott, &2 2 ste=s AEeL.

AAI0 29]

(
3-{2-[(5-0IIE-1, 2, 4-SAICIOLE-3-2) BIZEIL] OEotel} -4-HE Ot0l=-1, 2, 5-EIOICIOIE-1,
1-CISA0IE

A, 2-[(5-UIE-1, 2, 4-SACIOIE-3-2) HIEEILR] HEotel

NAE OFRIGIO|E 2222101 (3.03 : 26.72RIB)S 4819 2EOZ 1020 2H 0° ° 50l HES
ol ACIS HIERO0IS(2.8g : 53.422I2) MBISA0 JISICH. 0° 2 7022 mBtst 2, 1l BEHS
72

Mo -222 HE-5-HE-1, 2, 4-SALI0LES(3.54g @ 26.

2 1otz Ol Bt
SSUS F9 2TO0IA 1BAIISOH WEFAIRICH O, B2AZ =

J
[AZZEAS0 MHBolotH =2 3t

NMR AZIEE (60 MHz)(COCls) & @ 3.73(s, 2H) : 2.77(m, 4H) ; 2.63(s, 3H).
B. 3-{2-[(5-BIE-1, 2, 4-SACIOHE-3-2) OIEEI2] OEoi0le} -4-HE O0t0lke-1, 2,
5-EIOtCIOLE-1, 1-CISA0IE

3, 4&-CIHISAI-1, 2, 5-EIOICIOLE 1, 1-CISAIOIEY HESH MABES HEHAM 2-[(5-0IE-1, 2,
4-SACIOHE-3-Y) HIEEIR] ot [SHA(A) A MAEE 4]0 HE ot2lez AMAIN 29 dBtEH
Of 2lotd XMelotd, &J|o 2 o&E=0l MEF.

[&Al0I 30]

3-{2-[(2-0IIE-1, 3, 4-SAICIOIE-5-2) HIZEIR2] OEO0I0I=} -4-HE 00
1-CISA0IE

=-1, 2, 5-EIOICIOtE-1,

45-29



<51 £1985-0000759

A. 2-[(2-DIE-1, 3, 4-SAICIOLS-5-2) HIEEIR

] oot
ANAE Ot SlOIE2222t01=(1.13g : 0.01=2)E ot2= WIIstol A 0 of 20mlBIEE & 20ml2 &
CI2 HIEO0IESH(1.08g :0.02L2IS)0 IJIEHCL. O EEES 0 £ TAIZESeF WBHAIIID 0] Z1te
NAEI™EZ 2322 16ml HIEES Wl 2-HE-5-222 HE-1, 3, 4-3A PEIOP (1.32g : 0.012) [Hel.
Chim. Acta 55, 1979(1972)01l M=& SO0 °|of01 HH] wetEH Jt6tCt, 0] EIS8Us FARE
OlA 4522 WEHAIDILD, H AXAHZ S=AIZ = SHE 2 346, Ot & 2ot

ELHelotoAM 2 3 S(1.919)2 EMF[E =01,
NMR AZIES(60MHz)(DCl3) & : 3.87(s, 2H) ; 2.8(m, 4H) : 2.53(s, 3H)
B. 3-{2-[(2-DIE-1, 3, 4-SACIOIE-5-2) HEEIL] HEO00IL} -4-HEO0t0l=-1, 2, 5-EIOICIOtE-

1, 1-CIsA0IE
3, 4-CIHISAI-1, 2, 5-EIOICIOIE-1, 1-CISAM0IE MNAHIME S22 2-[(2-01E-1, 3, 4-SAtCIOL
£-5-4) HEEI] HZota [ AOHA-I MZEE A ol Mooz AAIN 22 SFol Tet

)||

XclotH &Jle 2 oS0 MESL
[& A0l 31]

3-{2-[(5-CICIE o0l =0 E-2-El0ilE) HEEIL] W00} -4-0E0t01=-1, 2, 5-EIOtCIOLE-1, 1-
CI=AOIE

25ml R HESUAM 2-[(5-CIHE0t0I=HE-2-EINE)HEEIR2] NHE0t2I(1.0g : 4.342L2I=S)[HD|

ol €3 867,10501 et F=HIE 1] SHS 352 0-3° 2 150ml P+ HES W 3, 4-CIHISAI-1

2, 5-EIOICIOE 1, 1-CISAOIE(0.77g : 4.3422[2)2 WELEN0 FHOLetCt. &It 2 =, R
(=]

HIEOtS SA0 1022 SHAISID 158 0F A= WEHAIZICH. O FSE=S ZotlA SZAIILD &

AtE 50g AcIJtZ2 a0 AXIAIIILD OLNELIEE-HES2JNUHEESER EEDPEJE} StCt. HEE
2E22 8GN 1.008 MEsSs MSAC. HESZ HEHSGHYH 2 S0l ASEHH==F
60.5-66" ).
[ Al0I 32]

3-{2-[(5-CIoilgot0l: BIE-2-%2) HEER] ME0ot0le} -4-HEO0DI=-1, 2, 5-EIOICIOIE-1-S At
ols

25mlel 22 HE=S Wl 2-[(5-CIHE0t0l-HE-2-F8) HEEIR] NE0t2(2.64g @ 12.32cIS)ENH
= =2 8" = ‘a‘i%‘%' 7sml S==0E=S Wl 3, 4-CIHSAI-1, 2, IOPEIOP-“— - A0IE=(2.0g
12 3gel2)e wersAol 3P°FE} 152< 40ml2 OIE0telE Jtotil ’é Ol TAIZE wEHAIRICH. O

EI'H)

ALy r -

|
S=S Z¥Eo POHA-I xt”/\IBI_’ SHAFE B5g AlelJHZA0 RAXIAIZI = SSHEd-HES2 JAUHEE
£ Jd=Z20tEddustt. H&8s 222 55*;5’_ ?:,*O* A SEAIR SAE OIHIZZ HMelotd
clettt. &ALE OitlZ22 XMelotH 1 Of AHBECH==% : 68-74" ).

CiaHasNs0,5,21 &4

Hoh

o ll
(@)
10
rm“
@

&MEX] 0 C47.04 H 6.48 N 19.59 S 17.94
A=Xl 04654 H 6.33 N 19.37 S 17.96

=
{2-[(5-CinZot0l - E-2-F)HEEIR] HE00lL} 4-Z2Z0t0l -1, 2, 5- EIOICIOHE-1, 1-
CI= At

25mlel R4 HES Wl 2-[(5-CINE00I = E-2-F 2 )HEEIL] 0 0t D'(Z 41g @ 11.22cl28) S
= 3= 202 d2E 200ml FF= HE=S Wl 3, 4-CIHSA- 2, 5-EIOCIOFE-1
1-CI=]AOIE(2.0g : 11.222I8)2 UFA—I*%’EOH Jtettt. 152=, 4.0ml < n—ﬁi‘%Ofﬂ% = Al Jtot
D 0lARE FA2L=2 0= WELAIZICEH. 0 BtS=S ZE0I0A SEAIZI10 &AIE 559 Alc|aH2
SIXAIDILD St de=se DeHCHEREZ AZ0IEDCHIISICH. NES 222 Z&otn 226t
UM EZAIZ & IAE HHZZ ZESAIIIY 3.7g2 2 sE20] 4SEHH==E : 164-166" )
NMR AZIE S (200MHz) (dsCIHIEEZAL0IE)0 25H 0.9molell HIEFSO0l EMES 2 = UL

CioHzsNs03S,. 0.9CH,02 =4

AMEXl 0 C45.86 H 6.92 N 16.82 S 15.40
A=Xl 1 C4560 H 6.93 N 17.03 S 15.47

-0t0l =-4-{2-[(5-CIHIE 00l = BIE-2-FL)HEEILX]INEO0IDI=}-1, 2, 5-EIOICIOIE-1-] A0l

[
3
25mICEtS Wl 2-[(5-CIHEo0IHE-2-Z2)HEEIR] HEO0tRI(3.3g ; 15.42el=s) SHS =2
8 =2 L”j*El 75m| HEFSWel 3, 4-CIHISAI-1, 2, 5-EIOICIOFE-1-SAt0IE(2.5¢ @ 15.4ZcI=)0l Ot

stlh. 1.5A12 = R+ ZZLIOIE 822 %ﬁOH HESUAIILD =20 A 3022 wBHAIZICH OI
BIE==S ?:,*%* }OHA-I "U*/\IBI_’ SHAFE 60g AcIJHZ20 RIXIAIZ = SSHHE-HE=2 Jdid e
EEZ JZNEOCIIEN. HES 23S L8, SEAI|LD dd=22 ONELIEEZRH %’éﬁﬂ/\li‘
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el

[&t=2 JcHUHEEEZ JAZ20tEIdUet. HEse F22 IEAIIL SEAIIIH 3.692 He
MEE. HES-HZ2Z2RE WZE3otH &2 2 S0 M4SEH(==8 @ 156-158° ).

CioHioNs035,21 &4

0

Ct.

OlAZ=22HAZZ2 MZESAIIIHE 2.5002 AD| 2 SIE20| MAEEHH(=s=F @ 139-142° ).
C12H19N502829—| =4

MEX 1 C34.95 H 581 N 21.26 S 19.46

=X 1 C43.71 H 6.05 N 21.32 S 19.51

[&AlGI 35]

3-0t0l=-4-{2-[(5-CI0Zot0l = HIE-2-F ) HEEIR] -0E0t0l=}-1, 2, 5-EIOICIOtE-1, 1-CISALOI
c

Somlel 2= HESW 2-[(5-CIHEOot0I=HE-2-FL)HEEILR2] HE0t2I(2.50 : 11.72L2IS)S 458
2t 5° 2 200ml 20HEFSHAL 3, 4-CIHISAI-1, 2, 5-EIOICIOtE 1, 1-CISA0I=(2.08g : 11.822]
)2 wHtE Mo JtStCh. 302F, R4 LZ2LIOE 1022 EXH0 HESHAIIID =AL2Z0 A 78AI2¢
S0 HBSUAIZICH OlXS ZLGH0HM S Xelot) &ALE 20002 Aot RIXIAIIILD StiE
2l

=

o |
— X2

MEX 0 C41.72 H 554 N 20.28 S 18.56
=X C41.50 H 552 N 20.33 S 18.74

3-0t0l =—4-{2-[(2-72OLICI=EIO}&-4-2) HEEIL] ME0ot0l}-1, 2, 5-EIOICIOFE-1-SA0IE

50ml DIEtS WSl 2-[(2-7OILICIEIOtE-4-2) HIEZEILQ]EO2(CIGIEZ 2 2I01E22H : 6.0g :
20.022l=)S 4522F 150ml OiIEt= L2l 3, 4-CIHISAI-1, 2, 5-EIOICIOFE-1-SA0IS (3.24g : 20.2

Yels)o WEHE Ml IHEHCE.
2

—

5-10° 2 1.5AI2t uBtet=, 2= ZLI0LE 10228 EH0N ASSUAIIILD 1BAIZtSeH A20M A
nBHSICH O BtES=S 2 Yol0A S22 Xelot] &ALE 6592 ACIFtZN XA = SotnE -0
29 JcHUHEZEZ JZ0IEDCHIEC. HEs 2S5 Xg, SZAIIYH NESZ2RH 4.1602 A
HE20] 4SS0 HBESADIE 2 S0l M4SEH(s=E 167-170° ().
CoH1aNg0S32l =4
&EXl 0 €31.20 H4.07 N 32.35 S 27.76
AEX ¢ (0.48%22 £&F) : €30.39 H 3.97 32.25 S 27.91

sEtE0l  ASEHH==E

NEESE ZMHAEES MZEAIIIE =30 I 2
1

36-138(=al)).
CoH14Ng0S5. H.02] &4

MEX 0 C29.66 H 4.42 N 30.75 S 26.39

A=X 02992 H 4.42 N 30.84 S 26.58

=olgole da=S 95% OIS0l SEAIDILL, 122 6N S22 XMelotd GIAIZIE HarE 0] &
EEH(=s=8 200-201° (=2dH)).

CeHisCINg0Ss 8l =44

AMEX 0 02823 H 3.95 N 29.26 S 9.26

AEX  (1.02%2 &) 1 €28.26 H 3.83 N 29.41 §9.53

[&Al0I 37]

3-BIAOL0| =—4-{2-[(5-CIBIE OI0I =B E-2-F & )N EEI2] OEOot0l=}-1, 2, 5-EIOICIOHE-1, 1-UI=
AOIE

30ml P=HESHAMY 2-[(5-CIHEo0I=ME-2-Zd) HEEIRQ]UE0t2(2.4g : 11.222I8)S 35
2b 1-3° 9 200m| R=0ESLHSl 3, 4-CIHSAI-1, 2, 5-EIOtCIOIE-1, 1-CISAMOIE (2.0g : 11.2Z¢]
£)9 WEEH JFECE. 1-3° Ol 15201 ZE &, HAOLEI(1.8g, 1.83ml @ 16.822IS8)S IiotL
A20A TAIZE WErsth. 0 BFS =S ZE0l0A SEZAIZIL] &A= 5092 Alc|ot20 /AXIAIZI =
gated-Hese JHCHEESER A2 0tECHISICH. HEE 2SS XZEOHH 4.1g2 MEES
ASAIRICH HES =EU0=Z HAHSADIE 2 S0l M4SEH(s=E @ 1527 (2H))

NVR AEE 2 (100MHz) (dsCIBIEEZAI0ISOIA )0 2o 1.022 BES0l EMES & = UACH

CigHasNs03S,. CH,021 &4
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&EXl 0 C51.37 H 6.25 N 14.98

&= : C51.51 H 6.06 N 14.78

[&Al0 38]

{2-[(3-[CIHEOoDI=HEHE)HNEEIR2] HE0t0l-}-4-0E0t0l -1, 2, 5-EIOICIOLE-1, 1-CISAt
o=

P HES 25m Wel 2-[(3-{CIIZO0I0I=0EHE)-0EEI2] OEOotal(2.51g = 11.222/2) (&I
of S5l Xl 867,106501 HAIE SEO Met HMX)S LS-22 HHAMAM 2° DX H2AE R HES
200ml Wiel 3, 4-CIISAI-1, 2, 5-EIOtCIOtE-1, 1-CISAOIE (2.0g : 11.242l2)2 & WBteE &
Ol 30=0i 2™ HItstth. 2-5° OlA 152 =0l 2= HEO2= 1023 SN0 Hotet ths 1 2
HE =S F=A2T0AM witetth. BISEEESS J0H0A SZAIIILD HAE Aeldt2 6090l &
Jiotl) Sathgd-tg=sS AHUHAEZS0 2o I20tEIctl sttt A 222 I806t0 2.96g9
of Hd=S Z=0. OHMELIEEZ HZEEet Us HES2 UAl HEEotH &8 152-158" 2l H st

dCIIE A ZA0IS 0 A NMR A EZ (100MHZ) 0l 25t 2F 0.622 BIEHSO0l EMES & = UACH.

CisHzsNs0,S,.  0.6CH,02 =4

&HEXl ¢ C 48.20 H 6.59 N 18.02 S 16.49

a=X : C47.9 H6.78 N 17.81 S 16.90

[&Al0I 39]

3-0t0l =—4-{2-[3-{CIH o0l =0 E }H L )-HEEI2]-0E0t0I = }-1,2,5-EIOLCI OF&E-1-S A0l E
_J'k_

OIEt= 25ml LHSl 2-[(3-{CICIZOI0I =B I HL-HEEIL2] OEO0tRI(2.77g : 12.32L2|2S)EEHS &

=

e

s-292 B A Ol A 5 2 di2rAl2l SlE= 100m| LH <
3,4,-CIISAI-1,2,5-EIOICIOtE-1-S A0 =(2.0g : 12.3Z2l=)2 & WEtE SHN 4522001 Z2H =
JHetth. Eotot E%ts I Eds =/A2=0 M 1.5AI2se Wetst O 5 & W2otnd =L 2LI0t
£ 1 S0l 822t IIetht. =/A=2Z0A 16AI2E WEtet = BISEY =S Z oA SEAIZILL
SHAFE Al|JH2 55g0 FItotod St Eel-tgSS JdHUHES S0 2o A=20tE0ulstth. BE
gt 222 XE8AA ONELIEEZRH 3.002 dd=2s E=U. OMELE MEBEoH &8 122-125
o el HNEE=0l MdECt.

CisH2iNs0S, 2 =4

&EX] ¢ C 49.53 H 6.23 N 20.63 S 18.89
&= C49.18 H 6.08 N 20.93 S 19.25

3-{2-[(5-{CIDI 2 Ot0I =B 2-2-EI 0l ) Bl EI2 -0l OOl = }-4-DiI 2 00| '=~1,2, 5-EI OFCI Ot E-1-S ALO

S40IEHS 25m1 LHOl 2-[(5-CIHIZODI =HIZ-2-E10I <) HEEIR] HIE0LR!(1.50 : 6.522I8)S%S
S0 BYAUAM 3 2 WA RLHES 15nl LHO WBHE 3,4-CIHISAI-1,2,5-E|0HC OFS-1-S Al
OIS (1.06g © 6.52212) B0 452SQ0 ZH XILBICE 3 0A 152 SO Sxs = 224 K0t
S 52 S0 0 BN Hiotl 1 SUS 152 S0 woAZC. B2 ERES 39 220N o2
S0t HAA2l = 2AGHUHA SLAIID BAIS A2I5H2 75001 HAA2 C+S OHMIELIE-HE2O
JHCINESS0 o) IZOETHDSICH HNYs 222 XA OMELELZRH 2BYSE
S 20 OMELEZZ MZIADIE S8 98.5-102° o BEXSEES 20

AEX] ¢ C 43.42 H 5.89 N 19.48 S 26.76
=Xl C43.70 H 5.58 N 19.71 S 26.79

w —
|
2
-
A
i
.JI>
B
[wl
=2
ul
(=]
[e=|
-
=2
ul
P
sl
e
I
m
(=]
[e=|
o
T
™
ol

—-EIOtCIOtE-1, 1-CI=S A0l &

20teI(1.61g @ 8.22cIS8)E8Hs LSS HH

20N 0-3° 2 H2AIZ! 2=HEZ 150ml = 3.4-CIBISAI-1,2,5-EIOtCIOtE-1, 1-CIS At
O0I=(1.46g : 8.2ZcI=)E X0 35220 2™ =DIISICH. 152F 0, 24 L2LIOE 58502 1 XY
FHOISHOE 302302 WeHSHCH. PSS ES2 ZYGtiA SLAIZI O3 AdFSS Aot 6090 &ot

ot OLNIELIEE-HE=2 TJHUHESES AISot Jd20tE0 SN, Hgset 22
S&otH 1.6802 dd=s 2=0. 0 Z e

AEX] 0 C 47.69 H 6.47 N21.39 S 9.80
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>
I

C 47.73 H 6.28 N21.43 S 9.84

[&AI0] 42]

3-0t0I t=—4~{2-(2-CI I 2 OF0I = Bl £ ~4-EI Ot S 2 ) I 2 EI 2 |0 2 00l '= }-1,2,5-EI OLCI OFE -1, 1LI S ALOI E
24 HIEFS 20ml Wil 2-[(2-CI0IE 0Dl = Bl 2-4-E1 OS2 ) BIZEI2] 0 0B (0. 5 : 8 80wlE )9
S g 2 W2AE HES 700l L4 B DEE 3,4-CIHSAI-1,2,5-EI0FCI0FE-1, 1-CIS AFOI(0.69g
3.8022I2) U0 40201 2H XIS P4 ADUOIE 82 SO 1 BN HIIE 1S F9 2%
DAl 1BAIZFS O MEIBIC B12 SRS S 2SN SZADID MAE Ael3t 15000 &IHe 42
OHIELIER-HIESC JACINEBSE MBS0 AZNEIIEL, NYs 228 28610 S0
o1 0.660° MAHSS A=l HES >-DRUS( SoAIH SLAEZAIIN SH 60-65° o HHEES
2 =0 GLINZEEA0IS0IA S WRASERI(100M) 0 SIah o 0,158 o-ZRBE0l EXISHCIS
22 24 A

CiHigNsO2. 0.15C3Hs02 =4

&EX] 0 C 37.02 H5.21 N22.62 S 25.89
=X (2.79% H02 23F) 1 C 36.75 H5.13 N21.75 S 25.03

[ A0 43]

3-{2-(2-FOtLICI - EIOt&-5-L )02 0t0l = -0 € 0t0l =—4-0lE€  OFDI=-1,2,5-EIOtCIOFE-1, 1-CIS ALOI
-

(A) OIE 2-FOtLICI.-5-EIOtE JI2=40IE dlolEZ2 S2c2t0lE

22 NES 3.5¢ L2 Ot0ICI - EI<LI0H(117g : 0. 99E)°| HEZ2Z2-a-Z2LO0LMIHIO0IE(150g : 1.0
2)RHUS =20 Al 18AIZHS O MBS 12 1AI2S0H S22 0N Ot é f Oy 2ot NE=S=2
2-2-Z2Y OLNIHIO0IE(20.0g : 0.138)E FJtotLl 1 I_ ?—OH HES=2-2-% OLMIZNOIE 20.0g2
otetth, SF2S0A 2A12tS e Jiget = BISES =S 2 otUA SEAI2 II’_ SEAFE 1.51 OtAlE
O G UGHH 10302 MASS =0, 2-ZZ2H=S2 HZEHGH 8& 204-206° 2 HHSHE
== ¥=Ch.

CHi1CINSO.S2| =4
&Z=X 0 € 33.53 H 4.43 N22.35 C 114.14 S 12.79

M=% : ©33.38  H4.40 N22.51 C 113.97 S 12.92
(B) 2-20ILICI =-5-5| S = Al ZEIOIE

MlE 2-OILICI L -5-LEIOISII2=ZAH0IE 5101222201 (1.0g © 3.9922|2) (S ARSLE H
Z)2 HIEASIOISZ TR 25nILfS 215 L=20ls 510I=2101S(0.460 ¢ 12.12212)2l 2822 b
GIM W2 0| EDIHCH,

VISEESS oA SO 85 2C0AH JIUE D W2st 002 2 0.46n1 1217 15% NaOH 0.46m
S 1.38n101 SHAZID GIDECH OIS AXAIID LAHUNA SLote! 06192 MAS0l 20/
Ch OIMIE LIEZR ZH5I2 S& 168-170° o HHsg2S 22 + AT

MEX : C34.87  H4.68  N32.54 S 18.62
M=X : 3455  H4.52  N32.63 S 18.54

(C) 2-[(2-TOILICI= EIOFE-5-2 HIEEIR)]-0IZ0te!

A AEOFRI G0 S22 2240 =(10.6g © 9.322I8) % 2-TO0HICl =-5-5| S AU E|0FE(16.0g © 9.3
2I2)(27 BUA HZE)S S Sa 80nI0 AT 1 BAS (A2 S0 FASCOA nEH3 O
S A2t SOF BRSCUA JILBTH SIS SUBE L2AGID A% £8Y LUHUEEOR &I (pH
)92 BIE OS 052 1509 MEES 22 4 UL ONELELZ WZIIB SF 150-153°

o & 2t

>
o
o
HT o
o )

J

&EXl ¢ C 36.34 H 5.66 N 30.27 S 27.72

&= : C€36.29 H5.70 N 30.40 S 27.64

(D) 3-{2-[(2-7OtLICI=EIOt&-5-)HEEI2]-0IE 00l = }-4-0I1 € 0t 0l '=-1,2,5-EI O} CI Ot B-1, 1-CI 2 At
)=

BIEH= 60ml LH2l 2-[(2-72OtLICI = EIOtCIOtE-5-L ) BIZ EI 2 |-4-Bi £ 0t21(2.0g : 8.642 2|2 ) (A COll
N HZE)S, 2522 AWM 8" 2 W2AAIZI HES 160ml Wl & WetE 3,4-CIHSAI-1,2,5-El0t
ClOtE-1,1-CI= A0l =(1.54g - 8.64D'EIE) SIEFH0 40=01 2 X XUP@E} 8" Z RAStEHA 2= O
g0l 82 S 1 S9Nl EFotsth. FA2E0AM 82 S Wetsl =0 HSEE =SS 2 YotilA
Seotl AciIt2 175901 HALE &EOto P_’ OLMIE LIEZ-HES2 OHUAHE BES AISSIH 220t
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CmENET,
Hoe 222 XE6t0l 1.3g O ME2S 20 HESE MEZASIY S5 2052067 (264)2 A
ste20l MaEC

&tEXl ¢ € 31.90 H4.28 N29.76 S 25.55

&= C32.07 H4.14 N29.92 S 25.60

[ A0 44]

3-0t0lc—4-{2-[(2-FOLLICI = EI Ot &E-5- ) HIEEIL]-UE0t0l = }-1,2,5-EI OLCI Ot Z-1-LIS ALO| &
OIEt=S 70ml LHSl 2-[(2-7O0tLICI= EIOHE-5-L)HIEEIQ]-0E0t2I(3.0g : 13.02) (A AI0I 432 SH

A H=) %ﬁg, 8" T H2AIZ! DIE=S 200ml LHel & wgteEl 3,4-CIHSAI-1,2,5-EI0tCIOtE-1-=
(2,1g © 13.022/2) X0 40201 2H &*7}3*5 =SSO 18AI2H SOF DEtet 20| e
AGHHA BYs s TAE Ak

> O
o

b,
= It 225901 &HOtotD OINELIEE-HES2 OHUAHE
tEotH IAZ0IEHIISCH B fF2S L8otd & 85-132° 2 HHMEES 3.6 &

rIr OF0 o
I o

[m]

CIIEEZA0IS0IA NMR AZEZ(100MHz) Ol 2loH 2F 0.322 OtMELIEZE0l =&t A
ULH.

CgH1aNg0Ss. 0.3CHN2 =4

&
1o
2

AEXl ¢ C 32.24 H 4.22 N 32.41 S 26.71

=X (1.84% H02 23F) 1 C 32.63 H 4.33 N 32.55 S 26.62

[&AI0f 45]

FAS2EZ2Z 00l =—4-{2-[(5-CIHE00I - HE-2-FZ)HEEIQ] N E 00| = }-1,2,5-EIOtCI Ot &1, 1-
CI=AOIE

2-ILZIIL0tE Al S22 MOIZZTLZEHOES AL=Eotl), Md=S HE=S2 28ols AS Mot
D AA 89 BtNOl ZHEZ BISEIL 0AZZEHUABSE MZEHOIH & 194-195° (=2di)el =2 st
=S 3.502 €=U

ds CIIEESSHA NWR AZEZ(100MHz) Ol 2l 2 0.182 0IAZZEA S0l EMEL=s As L=

&HEXl ¢ C 48.52 H 7.01 1N 15.72

&H=X 0 C 48.36 H6.95 N 14.87

[ A0 46]

FAZREZEMNE 00 -4-{2-[(5-CIEot0I = HE-2-FE )HEEIL2]NE0t0l=}-1,2,5-CI LI Ot &~
1,1-CIS A0l =

-IEZIY0eIS S22 MOISZEZZUEORCE UHXAIZILD ME2S HEsSz Z2Esde A2
Melotl, aAN 82 O'U“E’éi; Br=g8tCt. Dﬂ‘é%i HZHsiote €& 86-89° (=di)2 HHMSES
1.6901 2OIZICt ds CIOIE Z3S0IA NMR AEEZI(100MHZ) 0l 2loi oF 1.258° HIES0l EMEt=

e ¢ 4 AL
CicteNs0sS;.. 1.25CH.09 =
MEX : C47.13  H6.88 N 15.93

A=Xx : (0.68% HO0Z 28) : C 47.40 H 6.49 N 15.77

[ A0 47]

-{2-[(5-Clogot0ls tig-2-FL)HEEILINEODlI = }-4-22 Z2| =-1,2,5-EIOLCI0tE-1,1-CIS AtO]
-

CIHEOLE el S=2 R=2ZelS AIZote S Mot AN 192 LEtHel ZIFS gt=ettt. 3
20 SHAIZICH

AEXl 0 C 46.24 H 6.06 N 16.86
A=Xx : (0.61% HO0=Z £3) : C 45.82 H 6.06 N 16.62
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AAI0 48]

[&A
3-{2-[(5-CIHIZOMII:  BIZ-2-F2)HIZEI Q] 0= 00l & }-4-(2-H S Al 2 0tDI = )-1,2, 5-EI OFCI OF&-
1,1-CISAtOIE
-EEIIL0IE Chal S2O 2-HSAIZ0IIS AIZGHs U2 MGt AAI0 82 LpiNol XS
BI=EICH R0IEINIS MAIS OATRHASR Helstn SWATAIS W50 37990 MAS
Ol MHEICH OADRLABZ WABAH S 56-58° ¢ HHE=2S =0,

ABEZ(100MHz) 0l ©laH S 0.629 0|AT2LAIO0| ZWES 2 & 2

d6 CIIE & ZA0IE0IA NMR
Ct.

CisHesNs04S,. 0.6C3Hs02 =4
A&EX] 0 € 45.90 H 6.83 N 15.93

A= : (0.74% HO02 £F) @ € 45.50 H6.72 N 15.63

[ A0 49]

{2-[(5-CIEot0l: HE-2-FZ)HEEIQJ]HE0t0I=}-4-TISeICl=)-1,2,5-EIO0tCIOtE-1, 1-CIS At
i

CIHEOLE! el S22 HIEScIHE AlZote S Mot AN 192 LEtHl ZIFS Bt=Fetlth. X
BS EE=2S 2 YotulA %U*AIBI_’ OIAZ2HAESZE XelsthsS GutotH & 151-152° 21 H KNS
g= 3.992 =0

&HEXl ¢ C 48.09 H 6.31 N 17.53

=X C 48.00 H6.10 N 17.71

[&Al0I 50]

%Ig [(5-CIHEO0I =0 E-2-F 2 )HEEIR]-0E 00l = }-4-TI H 2l Cl = )-1,2,5-EIOtCIOFE -1, 1-CI S At
CIHEOoLE! tHel S=2 HHcIEHE AlZotes S Mot AN 192 LetHel ZIFS Bt=6ttt. 3
SOIEdciIioHHE 3.8g2) dd=01 dd=Ellt. EH2 =84 HES2 WZHoto & 106-108" & =

HatgE2s 2=
C13H27N503829—| =4

A&EX] 0 C 49.37 H 6.58 N 16.94

A=x : (0.2% HO02 2F) : C49.17  H6.5 N 17.14

[&AI0) 51]

3-2 2 0H0] = ~4-{2-[ (5-CIH 2 0t0I - I 2-2-F 2 ) W2 EIR]-0I 2 0Ll &= }-1,2,5-EI OFCI OHE -1, 1-CI S ALO
c

-DE2OLO0R el S2O SEOSIS ASots 22 HMeUSHD AAI0 82 UBHNOI ZXS BH=EIC}
2ol MAHSS 39 IR0E TSI 3.5M2F St MBI JHH5H0 AXAIH Cih DREo| A
= Uo=2A 18102 HHEEESS A=C)

C16H27N503320| ‘i‘&

MEX : C47.86  H6.78 N 17.44

A=X| : (1.34% HOR ©H) : C47.60  H 6.81 N 17.81

[&Al0] 52]

3-{2-[(5-CIHIZ0M0| L= M 2 -2-F 2 ) 2 EI ] 0 0101 e }-4-[ (2~ 2| 2 ) B €2 010l &= )-1,2,5-E1 OFCI OF B~
1,1-CIZ AOIE

2-TRIYO0D el S22 2-0l0|- MRS AIBSIE S RS0 AAG 82 LPxol 2HS
Br=aiCh IROPE TN o8t NSt L2S X560 3.90° MHSS A0t

OAZZLYZ2 28 WZHSI0 SH 43-45° O EHSESS 2=, MES 24 HES2 Y2 H5
D DAE 6AIZE SO 607 OlM RBAH0I JHESH RS0l ROACH, 1 BHSBZ THS 0AZRI
220 BHAIDID EASCUAM OfBI0 X6t =2 HBSHHA X6t & 45-47° O HHGHe
S2 ATt d CIHZLZA0ISHAIS R AHE2(100MHZ) 0l 28) o 1.259 0|AZRLAB0| =X
ss 2 4+ Al

CigHaNe03S,. 1.25CHs021 =4
C 51.05 H 6.70 N 16.42

[Pa
M
bl
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RPN (0.58% HO0=Z 2&) : C 51.08 H6.32 N 16.03

[&Al0 53]

{2-[(5-Cigot0l=E-2-F)HEEIR HE0t0l=}-4-5t0I == A 0t0l=-1,2,5-EIOtCIOtE-1, 1-Cl
SM0IE

2-TZ2UIE0tY el S22 6l0I=ES40t2ES AISots A= Melotll &AM 82 2etNel =S85 g
SEthh. VS22 dE=S EFANZ X g Eg=2S Z= 4420 Z2EEIF 2 WA B[22
Jtgst 08 6t 226t &8 203-205° 2 HHSe=E 2.5g2 €=U

CioH1gN50,S,2] =4

AEX : €39.87 H5.30 N 19.38 S 17.74
MR (1.18% HOZ 2F) : €39.53  H5.04 N 19.61 S 17.62

[&AI0) 54]

3-{2-[(5-CIBIZ 00| e I 2 -2- 2 2 ) B 2 E| 2] O € 040 &= }-4- S Gl &1 0401 '=—1,2,5-EI OF LI OFE-1, 1-CI S Ab
0E

BIEFS 25ml Lol 2-[(5-CIHIZOtDl = M 2-2-F2)-HLEI Q]I 0Bl (2.41g © 11.2€28) SUS N
S 200mlLfo & mErEl 3,4-CIHISAI-1,2,5-EI0FCIOFE-1,1-CIS AFOIS(2.0g :11.2222)2] X2 &
Q| MOPBICH 2-5 OflA 15ES0H MBHEHS0, HIEHS 25 LISl SCIAOIRI(4.150 © 22,422 8) 8
AUS SN 2F HIIotD FASTOHA 1BAIASOH WEIS HBBL, BSESSES OB OIS 2Y
SHOlAL SRAIDIT RAIE A2t 6000l EII5tD HSHLM-HE S0 JeHCINESSES 0/85t0f 2
SOIEDNIBLH, NYs P22 X8otl SLAZLOS MAIE OMLUEZ-HESS JCLAESSS
0IZ5t0{ 42912 60022 AZDIEJIHIIE. SHH AZNDEIHNEHOZ PEHO| Mg 228
ZESOS UGN SHAH 2SS 4SS 0/} 2HO0 X6 S& 136-139° o BRSS!
S 2.13001 M&E L},

C24H45N503329—| =4

&EX] 0 C 55.89 H 8.79 N 13.58 S 12.43
&=X : C56.16 H 8.57 N 13.38 S 12.61

3-{2-[(5-Clngot0

CHE-2-FE)HEE]H 200l =-4-HIS AIODI =-1,2,5-EI OtCI OF&-1, 1-C

Jo
>
S

AEX] 0 C 41.59 H 5.64 N 18.65 S 17.08
A=Xx : (0.79% HO0Z 23) : C41.25 H 5.54 N 18.50 S 17.16

[& A0l 56]

-{2-[(5-CIoZot0l = E-2-EINE)HEEIL2]NE 00l = }-4-Z2Z 00| =-1,2,5-EIOtCI Ot &E-1,1-CIS
AOIE

HIE02 &l S=2 Z280t2S AIEots S MStD AN 312 LNl Sd= Bt=8ttt. 3
2O0IE0NIGIH 3.502 Z2E MHESS 2=Ct. OIME LIEEZ MHZEEGH 8& 194-196° (=)
HH stegtE2s €=U

A&EXl ¢ C 44.64 H 6.24 N 17.35 S 23.84

MEX : C44.66  H6.02 N 17.88 S 23.87
[&AIO 57]

3-0H01 t=~4-{2-[ (5-CI Ol 2 0F0I = Ol 2-2-E1 Ol ) Bl 2 E 2] -0 2 OFOI &= }-1,2, 5-E1 OFCI OF B - 1-CI S AHOI =
BIES 25m 4ol 2-[(5-CIBIZOMDI = DI Z-2-EI0I = )-HIZEIR]-0IZ0I2l (2.84g : 12.322IB8) S%E
AS2o| BHAGA 3 2 WA HES 200n LHOI 3,4-CIHISAl-1,2,5-EIOFCI OFE-1-S AHOI = (2.0g :
12.32212)2 MUE SU| B 2H HIIBCH 5SS DHES0, P4 YDLI0E 52E0 1
S0 HIIBICH, UrSEe x Jt20 60g0l EIIEH C+S 2 EHHIZ Rl

StE=S Z2ollAM SZAIILD SAIE &d
Oiet=2 JcHUIHE EES 0/1E0t0d IZ0tEdHIIStC. s
H=CHOINIELIEEZ THEESAIA 88 149-152° (=l
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[&AI0] 58]

3-{2-[ (5-CI 01 £ OFOI = Bl 2-2-E1 0ll 2 ) I 21 E) 2 ] Ol £ 04 0] = }-4-[ (3-T1 2/ £ ) B 2 0401 &= 1,2, 5-E1 O} CI OF &
-CISAtOIS

BIZ0tel el S0 3-0/0I=HEIRIES ABSHE 212 MABIDE MAIG 312 ABXO 2HE Y

S5iC), 2E ZOEIHMNZRHO NIs 225 JISO2H BHSES 3.1000/CH 1 M422 B

of 5% M0l SHAIN SLARDS OAZZUAB2 O151510] DHULSES 20 95% +24 e

SSRH WZTEOH0 oL LNORN B 143-146.5° O BHSBES 20

CighosC 1 Ne0:5:2 =

AZX 0 C41.13  H499 N 15.99 S 18.30

HEX (2.0 HOZ 2H) 1 04125 H4.90 N 16.18 S 18.52

(&
3-0t0l =—4-{2-[(5-CIHZot0I =0l E-2-El0ilY) DIEEIL]-0ME0t0I=}-1,2,5-EI0tCI0FE-1, 1-CIS ALOI

o - B.0ouzlE) B

CI0FE-1, LIS MOl (1.
320l 25 mroru b= Sof nue =S4 BELIE 1

ST xm@u BSERSS LUGHNA SHAN BEHSEES 3.302 =0 dOHELZA0IS

8 3.61(s.2H) : 3.54(t.

AD
—
I'\D
-
- =

L5t o 2/322 HE20 EMES 2 = ULt

[&AlGI 60]

3-#EOH0l =—4-{2-[(5-CIHIEot0l =0 E-2-EIlZ)-HEEI2] N E0t0I = }-1,2,5-EIOtCI O &1, 1-CI K AL
0=

HEOIR 4l S22 HEO2 S Al=Zols XS Mlotns AAIN 312 LetHQl ZHES BHSett, gt
SESEES ZUCTUHM SLAIH ME2S =0, HESZ MZE Fs6t0 8& 203-205.5° (ZdH) ¢!
HHM3&E 2.63g2 =0

C19H25N50233——| =4

&EX ¢ € 50.53 H 5.58 N 15.51 S 21.30

=X € 50.79 H 5.34 N 15.78 S 20.94

[&AIGI 61]

3-[3-(3-CIHIEOI0I=HEH =A ) Z2Z 00| = |-4-HIE 00l =-1,2,5-EIO}CI Ot &E-1, 1-CIS ALOI &

GiE=  50ml LH°| 3-[3-(CIHEO0I=E)H=II]-Z220t21(2.73g : 14.0ZalS)[&II0 E£5
867,106 01l D12 20N Wt MEE] SHs S22 AWM 4 =2 Y2E HES 250m =2
3,4-CIHI= Al-1,2,5-EIOLCIOtE 1,1—EISMO|C(2 59 14.0mmo|es)9| wetEl AAEEN 60201 2H
HItetCt. 2082 =0 WEtet 20 20HE0EIS I SN0 102s¢t FItetlt. Bt2sg=s 226t
N SZAIID &F=SS deltd 75901| & Opst EP% iPEHIE'a“ HEet=2l JHCAEEES 0IE0tH
JAZ0tEHIIS T, HEd 22 2 n-Z2E20 SoHAIIID S a2

=) Cl
= AL =EH0ESZ MZHIAHA SHE22AH 88 140-

&EX] 0 € 46.20 H 6.20 N 17.96 S 8.22 C 19.09
A=X ¢ (3.79% HO02 £F) : C 46.21 H 6.06 N 18.24 § 8.38 C 19.05

[& A0l 62]

3-{2-[(2-CIBIE OOl =B EIOE-5-2 ) BIE EI 2 ]-0 € 0t 0] ‘= }-4-0i € 0t 0l =-1,2,5-E[ OtCI Ot &1, 1-CI =
AOIE
= AI-N-OIIE 00l = )-BIZ EI Ot E

A. 5-II2BUSAI-2-(N-It=2 8 |
(N-3 (
E b

S22 Z0tMIEI0OIE(3.0g 0.02%)% EOtotd 1.5A12tSe A= Jigetth. BsEg=s
SHUEE +=E% 300ml 2 E 22| =£05t1] = 300ml =2 23 NMHEUS fal

ANA HHES| ZdHeEE=s d84=2S & -IRUESE MZHAIH 88 81-83" & EHIiPQ% 269%
g=Ct.

CisHigN20,82 &4

(QDE

N-It2 2 H = AI-N-HI 2 0t0l ) QOFHIEO |S(46.7g : 0.21=2)2 1,2-CI2ZZ2Z0IE 270mI0IA OIE
o-Z2UZ2ZZO0tMHIOIE(3.0g : 0.208) 2 & 8}_’ NSO B R2E 2 St 0IE o-E2E
1. e = f = 5%°| et
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MEX : C56.24  H503  N8.74 S 10.01
MZX : 05648  H497  N8.54 §10.17

B. 2-5101 S = AIDI &4-5-CIBI 2010l = B L EIOFE

5-92 2 I S AI-2(N-7H2 2 B = Al-N-I £ 0101 = )-HIZ EI 015 (19.80 © 0.622)[EXH AN MZXS 246
SIS0 2 Fe sl LSl 2IBL20/=5101= 2101 6.120 : 0.168)°1 XJIS(5" Jmst NABH0
BOlEi0, MSEBES 05NUISY BRRES JigE S RSN S2AT0 6N Lol
ES Sof GBS LASHHA SSACH TALS NSl A4 80nI0l BHAIH HEHZE =Bt
+H5S pH 82 THE (1S U LUOR FS80H RS2 AZANA GBED ABUHA SLA
9ol 6.002 EHsIEES 2=C

COCI;0I A NMR AZES(60MHz) & : 7.50(s,1H) :4.85(s.2H) : 4.15(s.1H) : B3.75(s.2H)
2.35(s.6H)
C. -222H2-5-CIHZ0t0l: HEEIOIE GlOIS222et0/E
EIQLE222H0l=(27.4g : 16E)E SIS R 300m LHOl 2SS9 HIANAN H2AE 5-510| == Al
= -2-CI0I 2 0t0l = B ZEIOHE D 52.02212) [EHHl BOIAL RIE]ON XIS, S22 2A2 S0 &
E2cUA JtEE 0= %h: /H SYUAH 12.302 ME22 =0 OHMEL
T 143-144° 01 HDRISIBI2S 2=l

C/HiClNS2l =4

_Oir\
2

EEZ ZHIFANA 8

&EXl ¢ C 37.01 H5.32 N 12.33 C 131.63
4=x : (0.91% HO0=Z £3) : C 36.88 H5.11 N 12.14 C 131.65

2-[(2-CIHIE0ot0l = HEEIOIE-S-L)HEEIL]NEOoE
AIAHIO GHO ICEDEEPOIC(O 29 + 1.7322I=2)2 5-220E-2-LINEO0I0I=HEEIOE BI0IEZR S
22t01=(0.4g : 1.762elS)[H COHIM RMZE]SE &St A 2.5m 0l SSHAIZID O EEAUS 100" 2o 2L
BHA 20l A P%@EP. 2AIZtE SE=2S ZYUCIUAM SLAIDINLD HAIE 40% cLSLEE +EHUHR

o}
Eotd RIISS AXAH HuUethhs SZAH L= A

oy

J
gII8tetth. =EHES
0.3g2 HRHstet

NMR (60MHz ) (CDC 4
1.85(s.2H).

E. 3-{2-[(2-CIHIEOI0I=HEZEIOIES-5-)-HEEIL2]ME 00l = }-4-HEOt0I =-1,2,5-EI2CI Ot E-1,1-
CI=AOIE

OIEt= 60ml LHOI 2-[(2-CIBIZOt0I = E EIOtE-5-L ) HIZEIL]OIE 021 (1.55g : 6.72c|Z)[EAH D O
ZENE 8 =2 d2tE OIEet= 130m| LHE

2,5-EIOICIOtE-1,1,-CISAOIE(1.19g : 6.722I2)2 &=

ZW= Hiz 2=+ EHIE'OPD'E 0l BN BEZ0r &ItE S —’F—-CFIQCOHA-I OFEU*%OF

= %‘o%OﬂA—I SZADIL] &F== ONELIEE HE=2 1

£ JZ0EdH ettt Hgst 222 L806t0 1.05g00 -

=3 e

& 170-172° 2 HHl3te

HIEOLAIHIOIEZ

Mo
1o

~
O

7.50(s,1H) , 3.95(s,2H) , 3.76(s.2H) , 2.85(m,4H) , 2.40(s.6H)

N x
i

=

8

[ o
_O'I_
o
@

[ O )
I
[l
o
Y
12

&EX] 0 € 38.28 H5.36 N22.13 S 25.56
A=Xl 0 €38.31 H532 N22.13 S 25.96
A

3—{2-[(2-F0tLICI = ElOtE-4-2) 1
3,4-CIMI= Al-1,2,5-E[OFCIO

T

SEIR]HE0I0l - -4-HE0t0I=-1,2,5-EIOtCIOtE 1-SAL0IE
0

tE 1,1-LISAM0IE U S22 o4Eote 1-SAM0IEE AISote A= M2
_h_’_‘.: ’é'/\l(ﬁl 202 LetHel s g=stlh. 9*E*EIEDFEZIEHHIOH 0|a Hgst 222 LEoH
4.50° MHAES =0 R+ HESZ ZESAIINH 175-177° 2! ENSEE 3.050 L=Ch.

CioH1gNg0S32 = A

—{2-[(2-720tLICI =EIOtZ-4-2 )HIEEIL2] 0 & 0t0| = }-4-0| == Al-1,2,5-E|OICI O} E 1-SA0IE

OIEtS 50mILHSl 2-[(+* OfLICI: ElOtE-4-L DﬂE'EIQ] OHE'O el (4. 15g 3 7.922|2) EHES 8=
Of HHAOA H2t= OIEt=S 350ml LHSl 3,4-CI0i POI':(Z 91g : 17.
NN 020 2™ FOtetCh. BtS %@%% 0 E (3.58g 89 5D'EI%)
dHoz XMelethh. =A=2Z0AM ofF2 Sot wgtet 05, Eg=S &4H14.9m1(89.54 2 =)

m.IHﬂ
Z
N
O‘I
m
_C,E
0o
_C')_A
P)i
>_L
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[& A0 65]
-0t0| =-4-{2-[2-{2-0IlE T OLLICI = }-EI O} Z-4L ) I ZEIQ ] O € 010l .= }-1,2,5-EI OtCI OFZ -S| A0l E
A. 2-{[2-(2-0iI€ FOtLICIL)EIOtE-4-2] HEEI2}-0E ot

|AHIOIR! Gl0IE22=22t01=(1.89g : 16.622I8) 2t 2-(2- D‘“E'—_rlOH—H]‘_) -2 ZHEEI0ESH0IE
22=2¢2t01E(4.0g @ 16.622l=) [(N-BIEO0LD IEI‘—)EIQ gdiotet 1,3-CI222-2-Z2W=2Z2H X
Z]E F2 S 20mINM E8ot] O XS 1 o ESHHAMA IHE éEf 2A2H = Eg2S e
SO EL6tD HAIE S ASHUHE S (40%) = %ﬁ_i glldez Btelt. =EUE=2 HEONHOIER
el =26t RIIE52 AXZAIAH 0lte S SEAIHA ZMES 3.35 g% 2 =Ct.

NVR (60MHz) (D0) : &6.52(s,1H), 3.60(s,2H), 2.70(m,7H).

B. 3-Ot0l=—4-{2-[(2-{2-BIE 7 OtCI.} EIOtES-4-2) HEEIL] N0t} -1,2,5-EIOtCIOE 1- 2
tol=

OIEt= 50ml 2l 2-[(2-{2-0IE2R0ICI=} EIOtE-4-2)HEEI2] OIE 0t (2.1 g 1 8.5622l8) [HAHAMA
H=E]S 77 2 YA HNES 170ml WS 3,4-CIHISAI-1,2,5-CIOtCIOtE 1-=2A0IE(1.39g @ 8.562 ]
S)SH0l 020 Z2H ZIISCH R LZ2LI0LE 7232 O SH EHIIE U8 FA2Z0A 2M

DB
USEE2S UM SLAID DAE OLME LUEL-HESS JaiCdE 852 0|85 =l
£ J2OE0T0 OI5101 H2I3t2(280-400014) 100g&0 A IROETNL S0 HNgst 228 =
S5t ZLAZICS DA p-Eetal M2I3tAE 0183101 25 HPLC AIAEIIN I20IE Dl TIsHCH,
Mo B2 zesl) SEAF S0E 2000 0108 S5 86-91° o BHAEES 2=0 ¢ dy O
HIZEZAOISOA NIR AERI(100MH) 0 SIGH o 0.82° KIEI=0l ZMES 2 4 AL
CiohheNs0Ss -+ 0.8CoH021 24

AEX € 35.06 H5.28 N28.20 S 24.21

MZR ¢ (1.64% HOZ 2F) : € 35.66 H5.05 N28.33 S 23.96

[&LAICH 66]

~0HDI =-4-[3-(3-CIHI 2 00| = I 2 HI = A Z 2 Z 04D| &= ]-1,2,5-E1 OFCI Ot B - 1-S AL =

WEHE 3nl Lol o[ LIS 00 HE M=/ |- B2ROI0I(2.50 5 12.00218) 88, @Bl H2
A 27 2 WS BES 200n Lhol 3,4-CIHISAI-1,2,5-EI0ICI0HE 1-SAHOIS Q| MEFEl M0 302
Ol 2H HOISICH 15250 netet 3, 4 FBLI0LE 5250 1 8% IS0, BSEs2s 2
ASHA SHAN ZIUMLSS =0 NESZREH T8 WZHHAH SE 165-166.5 ()9l

HHMstgt=S 2=

CiaH2iNs0:52 =4

&EX] 0 €C51.99 H6.55 N21.66 S 9.92

A=Xl 0 C51.58 H6.49 N22.03 S 10.19

[& A0 67]

3-0t0lc-4{2-[(2-DI Z Ot0| =EI Ot E-4-L ) HIEEI2 OMIE0t0I=}-1,2,5-EIOLCIOLE 1-]A0IE
A. 2-[(2-DIEZOI0I-EIOIE-4-2)HIEEIR2]-0Eot2l

A AHIOH2! SPOICEJEEPOIC(Z 8g : 24.62cI=2)2 2-HE 00 -
clE : N-HIEEI2=2d0t2k 1,3~ EI%EE—Z—&EHQE—‘?—E HxE)S
HES QYA 25 1000 2 IHEAIZ
ANE =LBHLIES(40%) =3H2=2

ez}
=ZHNE2 NEONHIOIEZ FE06I0d X0t GUASZAIA SH BOUIA COlat ESAIZIXN 10 ALS
2 QYZ AN HHMIE= 1.7502 &=L,
B. 3-0t0l=-4-{2-[(2- Ol0I-EIOtE-4-2LHIEEIR] NEO00IL}-1,2,5-EIOICIOLE 1-2A0IE
3,4-CIHISAI-1,2,5-EIOICIOLE 1-SAI0IE2t =4S 2LI0IE &AM 652 A
FSAIZI L EIEEHEJEHH/\I?'E} Sdisl AZMEIDUNIZRHY HEgs 222
HNstES 2=0H(8E 180-183° (=2dH)).

EEEHI%'HW%M.OQ 1 24.6¥
é 4 20ml o EoHAIZID O =
S22 ZAUSIHAM SEAIZILD &

aJIgH ASl dd=
Bo| LSOl et
OtNIESZ ZE3tat

2

=
=13
[ui)

o4
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CoH14Hs0S:2 =4

&EXl 0 € 33.94 H4.43 N 26.39 S 30.31
AEX : (1.41% H02 2F) 1 €33.96 H4.11 N26.27 S 30.44

3-0t0l =—4-{2-[(2-2,3-CIHE P OILICI = EIOtZ-4-L )HIZEI2] OIE0t0I=}-1,2,5-EIOtCIOtE 1-=SALOI

A. 2-[(2-{2,3-CIBIIE FOtLICI =} EIOIE-4-2)-HEEIL] 0200l CIGI0IE2222t01E

A AHIOH2! SIOIE 222201 =(2.25¢ : 19.622I=2)2
4-2220E-2-(2,3-CIHE FOLLICI ) EIOtE (59 : 19.62clE : 1,3-LI222-2-Z20t=1t, CIHEAI
Ot=CIEI20I0l: St=200IES HEoe22H MZEE (NN -CIHE0t0ICIL) EIQLAUO2RE M=

~
=

E 28 =5 4 17.5ml0 SSHAIZILD 1007 o LLHALSZHA DPOE'/\IB' Ct. 24/\|9F$ BISEE=
S ZYSHHAN SLAIDID HALSE RF0ESZ2 Z2HSAH ENSSSS L=CHEE @ 242-2457 ).
B. 3-0t0I=-4-{2-[(2-{2,3-CIBIE R OILICI = }(EI Ot Z-4-2 ) EEI2] OIE0t0l=}-1,2,5-EIOtCI OIS 1
SM0IE

JIEH A2l HE =S 3.4-LIHSAI-1,2,5-EIOLEIOLE 1-SAI0I=2 2% 2Z2LI0t2 & A0 652 EHA|
Bl 2Bk XIS Coh AZNOZ BISAIRICH. RAZ)| BISEEHESS 2AoHAM SLAIIILD TAE O
=2 ZI3Al 2% 201-203" (=20aH))

AEX] 0 € 35.28 H4.48 N 29.82 S 25.69
=X ¢ (0.88% H02 £F) : € 34.93 H4.56 N 30.27 S 25.92

[&Al0I 69]

3,4-HIA-{2-[(2-7OtLICI=EIOtE-4-2)HEEIR] OE0t0I:} -1,2,5-EI0ICIOFE-1-S A0l E

2522 BHANA 00 =2 218t CH,OH 100mI 0l EaHAIZ! _+_[ZIEEH|§M0|':( 16g : 40.0mmoles) 2l EH
ol 2-[(2-7*OtLICI=EIOIE-4-Y) BIEEI2] HEote! EIoPOICEJEEPOIC% 09g : 20.0mmoles)S &
JtotD 202 S0t whtsts, 8HZ 3,4-CIHSAI-1,2,5-EIO0tCIOtE 1-SA0IE(1.62g, 10mmoles)E Xl
stlt. HrSEg=S FA2 0N 65A12 Set I’LUFOP_’ Zot0IA SEAIZICH. HAIS OtAIELIEE-
HESS OHCIHESES MBcte Sl AZ0tED TN 2oH & 2/3+=2(230-4000141) 100g &0l
AZ0tE0cHIIAIZICH

Hgiet P22 L, SEAIIL &F=SSE p-Hcotd A2 S MEGSIH 25 HPLCAIAE A A=20tE
JJetulAl2ICH Hgst 228 X s}

CigH2sN120Ss. 0.11CH021 =44

&EX] 0 C34.42 H4.39 N29.71 S 28.33

A=X ¢ (0.88% H02 2&) : € 34.95 H4.41 N29.04 S 27.71

[&Al0I 70]

3-{2-[(2-OlDI=EIOtZ-4-2 )N EEIRQ]-0E 00l =} -4-HIE0t0I=-1,2,5-EIOICIOLE 1,1-CISAI0IE
A. 2-[(2-OI0I'=EIOtE-4-L)BIEEIL] OE0te CI22et0lE

AAHIOH2! Bl0IEE22 220 |E(5 659 @ 50.0€2/2)1 PZ OPDI_‘.—_—4—§§§EHI%'EIOP olol1=E2 =2 et0l
£(9.25g : 50.02cI2)E &G S 70ml 0l ESHAIDID o 2 HHAZ2ZO0AM JFZSCE. JtE 65

AZt= Eg =0 Z st %%*/\IBI_’ SAME OtHIESZ HEI@EP.

+TE MHES HES2 MHMel, (st AXAHA BEHSESS === 170-2007 ).

AMEXl 0 C27.48 H4.90 N 16.02 S 24.46 C 127.04
A=X 0 C27.39 H507 N15.91 S24.15 C 127.24
3

B. 3-{2-[(2-Ot0I=EIOIE-4-L)HEEIL2] M E-0t0l =} -4-BIE0t0I=-1,2,5-EIOtCIOtE-1,1-CISAIOIE
OiEt2 25ml0ll ScHAIZI 2-[(2-0t0I - EIOtE-4-2 )HEEI2]-0E 0t (CIGt0IEZ2 22 2t0 ICE—‘?—H
3.09 : 11.4 2|2, A AUA M=EE )2 SHE HES S5m0 SdHA |9I 3,4-CII= Al-1,2,5-E|OF
CIOtE 1,1- EIQ/\POIC(Z 03g : 11.4 Lels)o W2(5" )& =, WotE 22 MABMEN ZIHEHCH 1.5
AZ2t=, SAHLOIES 3022 JIESAIZI D 5° OIAl 19AI2 MEFSHCH.

BHESESTSS Z2AGHHAN BSLADNL HRSS AcIItZ 400040 =10 OLME-NHEUASZ201E(7: 3)
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a
=

ﬂllﬂJ

AE5H0 AR0IEDRIIAIZICH. =&t
B WZESAA BHSEES Q=S

CgH12Ng0.S32 &4

LEotl) SEAH dd== S=0. 95% HIESH=2 R
-201° )

Ot0l =-4-{2-[(2-CIBIZ0I0I = OIIEEIOIS-5-L)HEEI2]-0E 00l =}-1,2,5-EIOtCI0IE 1-SAH0IE

3-

HIEFS 70mI0ll oHAIZ! 2-[(2-CIHIEO0t0l= HIEEIOIE-5-) HEEIR] HEO0tRI(2.059 : 8.8622I=,
SAIG 62, SHH DUIM HMEE)2 EUS HES 170ml 0l SHAIZ! 3,4-CIHISAI-1,2,5-EIOtCIOtE 1-=
AOIE(1.44g @ 8.882ecI=)2 W2 8" ), WEHE SHU FISHC

S SZLIOE Sz 822 JIESAZIZE F=A2Z0AM 0.5A12H wBtetlt. BtSEE =S Z 2ot
N SEAIILD &F=S OtAE LIEEZ XMelotl dd=E 1.760S =0

MBS OMELSE-HESS ABO0l 821512 (20040001 ) 100g20] B2IN S=20H= 240 ©)
Sl BEAIZIL. MeEtst 2ES X8, SUAIID TAES OHECE ZEIAH BASLES 2=0(s
=8 131-138° ).

Ci1H17Ns0S52 = A

SHEXI 0 C 3813 H5.24 N24.26 S 27.76

MEX (0.4 HOZ BF) : C37.85 H5.06 N24.34 S 27.68

[&AlO] 72]

3-0101 ~4~{2-[ (2-01 DI L E| O} E~4-2 W EI 2] IR OLDI &= }-1,2,6-EI OLIOLE 1~ AOIE

BiEtS 20miol EoHAI2! 2-[(2-0tDI=EIOtS —4—%)U1|EE'E|9]—OHEOFE|(EI6F0|E§§§E}OIE, 2.629 :
10.022/2, &AI0 70, SH AOIA HMZEE 22)2 SHES HES 50ml 0l SoHAIZ] 3,4-CIHISAI-1,2,5-
EIOICIOHE 1-SA0I=(1.62g : 10. OD'EIE)OI d2(57 ) SH0l 0220 ZH &UP@EP. 1.5A12F 1wgt

=, P ZZLIO0E EHC=z =22 SH2=Z JEZAI|LD BHE 5 01|A-| 1T7AIZE SXIAIRICH B8
EYE =SS HLYol0lAM SEAIILL 7&/\}% u-HEcta AIot2E ALZotH =F HPLC /\I*E“”OHA-I =20t
EctIIAZICH. Mgt 28 Xgotld ZotiA SZAIA R4 HEA-I HHMstgt=S €=

ds CICIEZEZA0IS0IMEl NMR AHEZ (100MHZ) 0l 2I5H OIEtS 0.4201 EMETE XS & = AT

CeHi2Ng0Ss. 0.4CH02 =4

&EXl 0 € 32.74 H4.50 N 26.03 S 29.80

AEX : (1.3% H02 2F) : € 32.39 H4.28 N 28.39 S 30.02

[& A0 73]

3-0i 2 0t0| =—-4-{2-[(2-2,3-CIBI € FOtLICI = El Ot Z-4- )-0I € El 2] HIE0t0l=}-1,2,5-EIOLCIOtE
1,1-CIS A0l =

et oAzl 2[(2-{2,3-CIIE FOtLICI.} EIOHE-4-2) HEEIR] N0t (2.59 : 9.6422IS,
SAIG 68, A AOIA RIZE H)2 SHs HES 270mi 0l EoiAl2) 3,4-CIHISAI-1,2,5-EIOtCIOtS

1,1-CISAI0I=(1.72g9 : 9.6422|2)2 H21(8" ), wetE MABMO 402201 2 HHOtetCh. 2 0
2otRls Edez 72 JIESIAIIILD WS 2ASUM SLARIO. &[22 Sd# 22 0tEDCH
O Sloff &elJ+24(230-40001+1) 100g &0lA A2 0tEJCtIIAIDI D Xkt 2
2N M82 2.5g2 20 =4 =22 ZESAHA BMNSESS =0

CIZHZONBOZSSOl ‘='/\_|
&EX] 0 € 35.63 H4.98 N27.70 S 23.78
AEX ¢ (4.78% H02 2H) : C35.74 H5.04 N27.87 S 23.56

[ A0 74]
3-{2-[(2-CIBIIE Ot0I - EIOtZ-4- )HIEEIR2] HE0t0I} -4-0t01=-1,2,5-EIOLCIOFE 1-SAL0IE
A. 2-[(2-CIDIEIOIOI- EIOIE-4-L(HIEEIR2]-0IE 0t

AAHIOHR! SHOIESZ22=2et01E(5.24g ¢ 4.5992|2)t 2-CIHIE 0t0
2ct01=5(9.8g ¢ 45.922l= N N-CIBIEEI <02t 1,3-LIS22-2-
At 45ml 0l A SoHAIZ1D 100° 2 @Y BHA2ZO0A 96AI2H JtE et
1 MALE 40% = ASLEESZ HIISHARILH. =852 HEOHA
AA EH BOIA LS ZHMEI0l ABEHE QLZAN HEHMEES 2=C0.

4-S2Z2HEEIOS SIOIEZS2
I=2=22H HIIE')% &
. Egf=2S 2ot0iN S
1= E

HOIEZ =&, AXol

T,

L
i
__LL

OIHZF
T N rok i

I-J
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D00 A NMR ABIEZ (60 MHz) @ & 6.97(s,1H), 3.94(s,2H), 3.67(s,3H), 3.15(s,3H), 3.05(m,4H)
B. 3-{2-[(2-CIDIIE Ot0I = ElOtZ-4-)-BIEEI2]-0 € 0t 0l .= }-4-0101 =-1,2,5-E| Ot CIOtE 1-SA0IE

BiEF2 70ml 0l SaHAIZ! 2-[(2-CIHIEOI0I-EIOFE-4-2)-HEEIR] HE0tI(3.50 @ 16.12Z2I=S &3 A
A MZEE)2 Us HES 200m 0l EoHAIZI 3,4-CIHISAI-1,2,5-EI0tCIOtE 1-=2A0IE(2.61g

16.12eI28)2 H2(7" wekEl M 022t 2™ Mottt

)
S YZLIOE EAU2Z 822t JIESIAIDILL 022 WEt = EE=S J0I0A SEAIZICH
2| s d

= 452
S 0AZZEHYZEZ XMelet = HESHA S, 01_’}85’_ 2AH dd== %EE} dd=2 HEd
S2Z2240/E-0ESS AFS6H0 a2I9+2(230-40001+1) 100g&tOl A Zel+ IZ20tE I 26 XAl
2ICt
Hglet RE2S LEot p-HEotd AJt2AZ A HPLCOI 2ok MAZO0tECHIIAIZITH Hgst 222
TEGID 2AGHHAN SLAH HHSESS 2= @ 116-122° ).
ds CICIEZEZA0IS0IM NMRAZHEZ (100MHZ) 0l 2I5H OIEFS 1/3201 EME e XS & = UACH.

CioH16Ng0Ss. 1/3CH02 =24

&EX] 0 € 36.83 H5.22 N24.16
A= ¢ (11.92% HO0=2 £&) : €36.61 H4.06 N24.22

3-{2-[(2-CIIZ 00l =EIOtE-4-Y )N EEIR] NE 00l =}-4-HE0t0I=-1,2,5-EIOtCIOLE 1,1-CIS ALO]

2-[(2-CIHIEOt0I EIOtE-4-2)-MIE0t0I=] OIE0tEI(2.5g : 11.522I=S, &AM 74, SHH AMAN HE
g)o B2HZ HEr= 200mI 0l EaHAIZ! 3,4-CIHISAI-1,2,5-EIOLCIOLE 1,1-CISA0IE(2.05 g + 11.5Y
el2)9 H2(7" ) wetE JAEEN 30=:2t 2 H =PI

SHEOES SN2 722 JIEZAIDIL 30=22H0 A wetst =, S8=S 2LoliA SEAIZ
Ct.

SAME HIESZ ZZAA dE8= 1.602 =0
-HSEANEEZE SH MHZHSAA EHSESE L=li(s=8 @ 227-229° ).

[ A0 76]
3-{2-[(2-{2-0I0IC+Z2ICIZ}0I0l - EI0tE-4-2 ) HIEEI2]-0E 0t0I = }-4-BI 0t 0l =-1,2,5-EI Ot CI Ot &
1,1-CIS A0l =
A. 2-[(2-{2-OlDICtECICIE} OIOI-EIOtE-4-2)-HEEIR] HE0t2!

AIAHIOIR! StOlE2222t01E(2.229 @ 19.522[2)2t 2-[(2-0l0ICtE2Itid ) ololk] 4-S=2=20E
EIOIZ GlOIEZ2 =201 (4. 94g 1 19.522l=2, 2-(AlOt:0l0l%) Ool0ICHERI S22 H HMZTE N-(2-0
OICtECIE-2-2) EI2=LY 0t 1,3-L222-2-T2 U222 2H MHZEE 31)% &gt ok 20mI ol o
A1 100" of Q@UUHAOMAM 5.5A12F Dt StCt.

IS SES=S ZotUHAM SZAITILD EAME 40% =L&UEESZ HIISHAZILH. =452 HEOHAH
OIEZ F&, HdXold SLAIAH O= B0l Us HHUAN MEE=E HEMIE=E 2.0208 &=L

B. 3-{3-[(2-{2-0I0IC+ZCICIZ} OI0I=EIOtE-4- ) HEEIL] 0 2 010] = }-4-0IE 0t0l =-1,2,5-E[ OtCI OF
£ 1,1-UsS A0l

OiEt2 gomioll oAl 2-[(2-{2-0l0ICtZelCi€{ OI0IElOtE-4-2) HEE] OHE'O el (2.02g

7.852el2, ©H ANAM M=xE)2 SHE HES=S 190ml0l SoHAIZ! 3,4- EIEHIE/\I .2 EIOFEIOP§—
1,1-CISA0IE(1.4g © 7. 85D'EIE)°| l'””(8 ), wErE A—IA%EOH A5 2H0 2 H XUPC*EP Sl
S0telEe EUCR 7E2 JIESAIIILD FR2EUHAM 302 SE=2S ZYotiM SLAA A”/K-Ig
3.502 Z=U. dE=ES py-Ectd ’é‘&l?f%% t=oto -'?'-TI HPLCAIABI AN S 20FE 2T AIZICH,
MEst 222 X8, ZSZAIID TAIE HESE MZEHSAH BEXHSEES8 2=l (==8  229-231
Y

+HUESZ2H HZHS0 2o &3 136-140° 2 HHSE =SS 22H 01AS 8& 219-224" A
MHEeEs22 MAMAIZICH

CIZHIBNBOZSB Ol :' /\_'

&EXl 0 € 35.81 H4.51 N29.84 S 23.90
A= ¢ (4.59% H02 2F) : € 35.51 H4.43 N27.98 S 23.56

[ A0 77]
3-{3-[(5-CIoilEot0l = OE-2-ElN) HEEIR] HEOot0lI}-4-[(2-T2IE ) E0t0l=]-1,2,5-ElOtCI O
£ 1,1-UsS A0l

45-42



<51 £1985-0000759

&EX] 0 C 47.76 H5.34 N 18.57
A=Xl 0 C47.80 H5.32 N 18.75
A

[& A0l 78]

-{3-[(5-CIHIEO0t0l = E-2-E/AY) HEEIR] HE 00l -}-4-[(4-TcIL)HE0t0I=]-1,2,5-EIOtCI Ot
£ 1,1-UsS A0l

A0 312 LBt ES HIE0Y Al S22 4-0l0IcHELICIHE AMEots XS Mot BH=Al
20, AZ20tE0CH] Al & X MHSS 2 0AZZIABU EHAIID =84 S222H &2
AtZClAIPI] XS 24 HCIZ Xceloto SME2ZA HNEES =0,

2 82 SUAM SAIZID EtE =8AC0S HIoIZE H0IE EUCI AIH2E22 6lK 6t & &
cIEIIZ2M HHSESE 2=H==8  88-90" )

CigHaaNg0:5:21 &4

&EX] 0 C 47.76 H5.34 N 18.57
A= ¢ (3.73% HO02 £F) : C47.54 H5.32 N 19.09

3-{2-[(5-CICIE o0l =0 E-2-Eld) BIEEIR2] OO0l =}-4-0E0t0l=-1,2,5-EI0LCIOtE 1,1-CI=

B0 tHal S==2 KE0t2S AISots XS MeIotll &I &AM 312 &ed RIS Et=A2
Ch.

ZEJAZ20IEQXIZREH Hgset B2 EH2 0AZZELZ0AM SoAIZIL =& HCIZ E3HAIZ
Ct

ZHHIHME ol 2ol =&, OtMESZ MEGHD HAXAIH 0152 S&MS22 A HHMaE=E 2.992
d=CH=s8 246-247° (2aH)

(
3-HEO00l =-4-[3-(3-TIHZICISHEHSA ) ZZZ0t0l =]-1,2,5-EIOICIOtE 1,1-CISAIOIE

OiEt2 30omlol EoHAIZL 3-(3-LHZICI=HEH=A) Z2EO0t21(2.35g @ 9.45 2LolE8, Z=2=
M2,023,1335 01 el MEE)2 SHS LSHHAUNM 1° 2 H2AE 3,4-CIHSAI-1,2,5-EI0tCIOHE
1,1-CISA0IE(1.68g : 9.4522I8)2 witE 22 MAHEN 4022001 2H HIIECH. 152%, 2=
HIEOtEIS SHOZ 522 JEStAII| LD EHE F=A=2Z0AM 022t witetth. BHSEE=S 2ot
N EZADID TAS BES OLNE LIEES AIE56H0] A2|9+2(230-4000441) 100gatel Zei+ A= 0t
EctUlol 2ol AZ0tEIUIst. XHest F2S Lgotl SEAA d8= 2.292 20
SEtHLZ OtNELIEZEZ2 HZHS0 2o EXMSEEsS deli(s=8 @ 182-184" )

CigHo7Ns0sS2| = A

&EX] 0 C54.94 H6.92 N 17.80 S 18.15

=X : C54.90 H7.07 N 18.14 S 18.29

[ A0 81]

3-0t0lc—4-[3-(3-TIH 2l Cl: HMEH=A)ZZEO0I0I]-1,2,5-EI0ICIOE 1-SAH0IE

BIEtS 40ml Ol oHAIZ! 3-(3-TIHICI=HEH=AI) Z2ZO0IRI(CIGI0IEZ22 220/ RH, 4.09 : 12.4Y
el2)o SHS LSHAUMAM 0° 2 W25 HES 200mI 0l ScHAIZ2! 3,4-CIHISAI-1,2,5-EIOLCIOLE 1-
SAM0IE(2.01g @ 12.422[2)2 EHS 50220 2™ HIEtCE.

BES, 2FAR2LIOE EUCI 5E2F JIESAID EXHS SLAILD HAIE HES-OINELIEES
AHEGHO A2|3H24(230-40001 ) 100g&tel Zei+ AZ0LEDHTIN 2o 22 0tE DI AIZICH
Hglet 222 LEotl SEAH HHdE 4.1802 =0, 5% =dUE=S=22 MZE30l 2o EXst
gEs del(==g + 155-157" (2dH))
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Ci7HasNs0,82| = A

Q) —
_C,E
=
I_
.;>

3-(3-HIH2ICI=HEH=A0ZZ2E0I0I=]-1,2,5-EI0tCIOtE 1,1,-CISAOIE

OIEt= 35ml0l SaHAI2] 3-(3-LIH2ICI =HEH=A)-Z2Z 02 (CIGI0I1E22 2240/ =E2 FE, 4.009 :
12.422/2)2 US LSS HHANM 20 2 W2AE HES 200mI 0l BaHAIZ! 3,4-CIHSAI-1,2,5-El0t
Clot -SA0IE(2.22g : 12.49e|2)Q WBtE 22 MABMEN 65220 2™ HOLEHCE. 15—3—
= %‘EHOP% %%QE 522 JIESAIZIL] EWE FA20A 3022t wBtetlt. BISEEES

IFM% Ale| 942 (230-4000114) 100g&t0il RIXIAIZID HIEFS-0LMELIE
ctul ol o A= 0tECHIIAIZIC.

MU

e
S
+x
LU ol
U 2
=
s

|_

2ot SFS LRGN SYAA ME2 3.9 =0
ds CIIEEZ A0S NMR AZER (100MHz) 6 : 4.2(m, 1H)

6.9(m,3H), 4.1(t,2H) 3.5(t,2H), 3.4(s,2H), 2.3(m,4H), 2.0(m,2H), 1.4(EE s,6H)
[&Al0I 83]

3-{2-[ (5- EIEHIE'O}DI‘—EHIE' -2-E| 2l
EIOLCIOLE 1,1-LIS A0l

BIEF2 30mIol EoHAIZI 2-[(5-CIIEOt0I = HIE-2-ElNY)-HIEEIR]MEO0tRI(2.02g : 8.8HeI=)2 &
HS 25 = HA0AM 07 = =8t HE=S 200ml 0l SolAIZl 3,4-CIHISAI-1,2,5-EIOICIOFS 1

2) IEEI2] HE0ot0l} -4-(3,4-HE-SAMAOIDI)-1,2,5-

AOIE(1.56g @ 8.822IS02 wEtEl MOl 402200 2 M HDIIECH. 30=2%F, HIHZE0te(1.46g
9.622I2)S FJtot1 %% =92 01|A-| 3AIZESOE WEtstl. BISEEES SEAIAH AXAITI,

AEX] 0 € 48.46 H5.08 N 14.13
=X ¢ (0.38% H02 £F) : € 48.92 H4.88 N 14.52

[ Al0I 84]
3-0t0l=—-4{2-[(6-CIOIEot0I I E-2-TcIE) HEEIR]-UEO0t0I=}-1,2,5-EI0tCI0tE -2 AM01E
A. 6-(N.N-DIDI 2t 2HIY)-2-St2 20 S ATl 2l &

El*LZ22t0l= 80ml0ll SoiAl2l 6- BPE‘:‘EHIE/\I —2- ul%
BHA2E=0IA 3AI2E JtE et
&HO ZoiAlZE CIBIE o2l
gXetE Hitotl & | .

O totd HHM=EE 20.792 %EEP(E—E.E’S 90 92°

C10H12N2039—| =4

&H(22.8g 0.13%)9| ZHES 100° 2

&EX] 0 C57.68 H5.81 N 13.45
=Xl C57.64 H5.85 N 13.77
B. 6-CIHIE 00l HE-2-cl0IEEAINELDICIE

BIEctotol=2 =gt 200mI 0l SaHAI2] 6-(NN-CIHIEII28t2L-2-5t2 20 S AITI2IE(20.3g : 97.52¢2]
£)9 EYs HECGOIEZF2 500m 0l SoHAI2l 2l& €=R0l& ot0IS2t0l=(9.6g @ 0.2522|2)2

g
MAEEN HOetth, Eg=2S wbtotd ’é‘*?IO*OI %FTEr%_'.:_OHA-I 3AIZE Jtget & F=A=2Z0 A o=
gSot X, Eg=S SMULEES EiP HROHOE =off, 0§k, X6t ZSH0A SEA
20 MALE M2 R0lE 275q80 =10 HEHS 202 EEEL. HEgst 22 Lgotd &Y
2=

ANH HH3&=E 5.202
COCIs0l A2l NMR ABIE R (60MHz) & : 7.38(m,3H), 4.75(s,2H), 3.58(s,2H), 2.27(s,6H).
C. 2-[(6-Cloigot0log-2-Teld)HEEIL2]-UHE 0t

AIAHIOMR! GHOIE2Z222t01=(3.59 @ 31.522|2) 6-CIHE 0t0l =-2-5t0
30.12el=, ©H BOA MZEE)S 50ml 2 ‘Z‘EM(48%)01| oH/\IBII’_ BE2
20 A BAIZE HXIEtCH. BtEEF ANAH HES B2
LIEELZ FIIH2=Z ot NEUHZS=Z

Oll

IESAMEIeIE(5.09 :
SO 1A JteEl ==
2 E0/D 40% 4 SaE

INEIRE

]

2ot ZACHUA SZAIHA EXSt
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=

=

5
2.28(s,6H).

=

=

2.79(m,4H) ,

3.56(s,2H),

go0| 2-[
2 L0l2 HEROZ Melg o,

AN
(=]

3.83(s,2H),
. 3-0t0l=-4-{2-[(6-CIBIZ0I0I = BIE-2-LI2IE)-HEEI2] ME0t0lI=}-1,2,5-EIOtCIOLE 1-SALOI
=

© 7.5(m,3H),

E & (60Mz)

il

o

579 g9

(=]

S=ICH.

o T

COCI30I A2 NMRA
(57)

o O m_;& o W e o b
o] Hﬁ__ o X< R X0 T OF
ny 3F NE By . 0 B o
= . = S
M =g W<F or oW o WY
R aE Ak _ i H R
ny 80 SmE OB Smo W
0 mmom ool Hoaa R
ol RER Wo< BT F g
ﬂ.u_l_._ - y”\ m%I_x = —_ m =i
] ,ma% =° U ull =
o1 00 mEFE_J._IM H << == Uk
BB %w_) R -
= D —ulX woBx
< Mg ! Ec_z T Wl o g
~ ol rR=" =g -
= L 35 - o =2
oy HE am Emu®
i dr = ml M=o
8 ~ =Ny oo UF oy B
%.ml - .m_.:u\)m M = ua £ 6__._ zJ ol
1 O m AR U= \Mm_._ « _wl
5 Q0 . ~ —Z ok S 9ok DI
22U o = I BN T WMo D
=5 [~ 3RHEA B 1 «
= _ol . 0 T E.___._
<1 k—~—= T op e AR
Y m< o g gy ow®
HOIE ZDH_H_AI—._:_..__. _ln,AIOOI, & il = _ uM
— ol - all R R ~ _
O 1 T
= U S_~ Wi m @ & okl
= Tl silm 4z &E 2 g 5
= o el Rl bR <
0 ot T Fm o oph=< 9 Nz X
m Wu “ K=< “ac = O fi “r — T
OF — 30 ! &= 1o_._/:.LE.__. = 5K z, . o O._,
03 U] g - R ~ Smu S o®e 5 3 Wig
il S 5 Q - 2 Bz =M g s a gy
W5 K LA L . Q.- wss g o U au
ow Ju = £ Sa Z WA WS vl
O 75 O 2SN 4 __Am___m - e
o 1 e o~ Ul —~ = — \_ P
%l g O Q Z g Tmy Ml R
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TR0 ™ _ 3 g BUS . op N
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