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O N MSUHOZLH =&t £ 0|9 =48 2 L3 ZANEIE22S 2EH(Gilfillan) SS9 &
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Sl S=AXAIZICH OIZH 4S8 ZHH DA (0.50)8 O OLMIEHIOIER=E W2 I35t
4-CIBIZOL0I=-2-(3,4,5-E I S AIHIE ) SEI 00| S 0.350S +S Tt

SEEER IR
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E&: 110 WXl 112°C

C15H24N2040'” Chst |AEA

C (%) H (%) N (%)

Al AL A 60.79 8.16 9.45
A & A 60.56 8.11 9.39
otJl AAIN 2 LHX 629 SIE =S AAIN 10 S2& HOZ XN XS},
[al A0l 2]
4-CIOE0t0l: -2-(3 ,4 5-ERIHNEATY ) SEI20t0/E
CONH,
MeO
NEt,
MeO
OMe

=Y S : 4-CI0NE0H0=-2-(3,4,5-E2IHEAHY )2EIZLE
solgst™ =4

Zg AHEY (m/z): 324(M)

NMR ABIESZ (CDCl5, TMS L8 E=2&)

§ : 0.97 (BH, t, J=THz), 1.7-2.4 (4H, m),2.50 (4H, q, J=7Hz).3.48 (IH, t, J=8Hz),
(3H, s), 3.83 (BH, s), 5.30(IH, br s),5.80 (IH, br s),6.49 (2H, s)
[A A0 3]

4-(1-IIZ22IClY )-2-(3 ,4, 5-E2INEAHY ) 2EI20t0/S

CONH,
MeO
N-
MeQ
OMe

Y B2 : 4-(1-IIZ2l0Y )-2-(3,4,5-ERIHEAHY )REIRUES
SEEESIER

Mer ATER (m/z): 322(M)

NMR AZIE2 (CDCl,, TMS L8 EEESXR)

& : 1.7-2.0 (4H, m), 1.9-2.4 (2H, m), 2.4-2.7 (6H, m), 3.54(IH, t, J=7Hz), 3.83 (3H, s),

(6H, s), 5.40 (IH, br s), 5.87 (IH, br s), 6.54 (2H, s)
[&AI0I 4]
4-TH2I0=-2-(3 ,4 5-EclISAHY )REIZ0t0IE

CONH,

MeO NQ

MeOQO
OMe

18-8
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C18H28N204 - 0.3 EtOAcOl CHEH AEA

C(%) H(%) N(%)
Al AF ] 63.55 8.44 7.72

A& 63,38 8.45 7.95

-22E2|--2-(3,4,5-ECIHSAIHE)REIZLIEY

ut
ol

o
o
N

m/z): 338(M)
CDC15, TNS HREE=E22)

), 3.48 (IH, t, J=7Hz), 3.6-3.8 (4H, m), 3.80 (3H, s), 3.82
)

— —~

&: 1.7-2.2 (24, m), 2.2-2.5 (6H,
6H, s), 5.52 (2H, br s), 6.48 (2H,
]

w 3

(
[
4-(N-Ol E-N-HE0t0I=)-2-(3 ,4,5-ECIHSAIHE)REIZ0t0I1=

CONH, /@
MeQ

N
MeO Et
OMe
E2 S22 : 4-(N-OIE-N-HE 00l =)-2-(3,4,5-ECIHSAIHY ) REIZLIEZ
s25e S4
=48 162 WXl 164°C

18-9



CoiHogNo04 0l CHEH RIAZE A

C(%)

H(%) N{%)

A AF A 67.72 7.58 7.52
A 5 X 67 .89 7.62 7.49
[AAIO7]
MeO MeQ
NMe, N NMe, +HC}

MeQ MeQ

OMe OMe
OlEt=S 30mi0l 4-CIOIEO0L0I=-2-(3,4,5-ECIHEAHY)SEIZ20I0IE 10.8g2 2l Al
(3ml) & OEt=(27ml )2 EE2E JIetl. S22 AX20 A 2A12F S WEHA|I2IC.
O et 3l£=otD Z22Hehof HAXAA 4-CIHEO0I0I=-2-(3,4,5-ECIHSAIHY ) 2El
12.292 £=S§&tC.
=2clgsE EHN

22&:194 WXl 197TC
C15H25N204C| : 06H200“

C(%)

CH &t

AL A

H(%) N(%)

Al Ak A 52.43 7 .68 8.15 10.32
A 2 X 52 .52 7.81 8.15 10.59
AD| FIEESS 74%2 MUHSToIN EXIAIZIH 6= CtAE 0|3=S S MHEHC}.
ot AAIG 8 LHXI 129 Stet=S AAIN 70 SLE gy o=2 M ST
[AAIGH 8]
4-CI0IE 00 =-2-(3,4,5-ECIHEAHY ) SEIZ20I0l1E HatY
CONH,
MeO
NEt, *HCI

MeQ

OMe
=g S22 : 4-CIHE0I0|=-2-(3, 4, 5-EC| HEAMHY)SREI20t01E
=2cl8® §4
S&:60 WXl 64C

C17H29N204C1 1. SHQOO'” EH ot R;AE

s}

=

18-10

1019930701207



1019930701207

C(%) H(%) N(%) Cl(%)

AlAFA 53.13 8.29 7.29  9.23

AF R 53.29 8.42 6.83 g.17

[&AlOI 9]
4-(1-Il22I0Y)-2-(3,4,5-ECIHEANHY )SEIZ20I01E FArA
CONH.,
MeO Nj -HC)
MeO
OMe

& 201Xl 203C

CiHaN0,C101 CHEH A2 A

C(%) H(%)  N(%)  CI(%)

H&HR 56 .90 7.58 7 .81 9 .88
EE=PN 56.66 7.62 7.67 10.09

[&Al0] 10]
4-T|H 2ICI=-2-(3,4,5-E2IHSAIHE)2EI20I01E ot
CONH,
MeO N
™ -xo
MeQ
OMe

CigHaoN204C1 - 0.8H001 CHEH A4

C(%) H(%)  N(%)  CI(%)
H &R 55.82 7.96 7.23 9.15
A =X 56.02 7.86 6.93 9.28
[&AICH 11]
4-22E2|--2-(3,4,5-ECIHSAIHE)REIZ0t01&E Satd
CONH,
MeO N
' ke
MeQ

OMe

18-11
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EY SIEE  4-22Z2|--2-(3,4,5-ECIHSAHY)REIZ0I0l1=

NMR A E2Z (DMSO-ds, TMS LI E==2)

8 : 2.0-2.5 (2H, m), 2.7-3.3 (4H, m), 3.2-3.6 (3H, m), 3.61(3H, s), 3.74 (6H, s),3.6-4.0 (4H,
m), 6.64 (2H, s), 6.92(IH, br s), 7.54 (IH, br s), 11.55 (IH, br s)

ALAIO 12]

(
4-(N-OE-N-HI'Z 0t01 = )-2-(3,4,5-ECIHS A HYEY ) REI20H0IE A&t

H Q

i
MeO Et

OMe
£ &2 0 4-(N-0IE-N-HEO0I0I=)-2-(3,4,5-ECIHSAHE)REIZ0t01&
2c|3sd 54
S&:105 WAl 110C
CoiHagN204C1 - 0.6H0011 CHEH *IAZ A

C(%) H(%) N(%) C1(%)

HA&X 60.09 7.25 6.67 8.45
&=X 60.04 7.41 6.57 8.72
[&Al0) 13]
CONE,
MeO NHz MeO N
= NMEZ
-
MeO MeO
OMe OMe
CIZZZ0E 15m1= 3,4,5-EC2IHEAIOE R 1.59g2] MY ECIEZERLR0IMEA L2 10mlE I}
StCH. =E22 A20lA 1AI2E SeF uBtst Cg, EiE 2ol &F HIH@EP OtMIE 30m1s &
AS EH0 2-S 220 ECIHE ot _POI Z22201E 1.32g L HOIE A2 E 7.3g2 IIEHCE.
2AI2F S0t B2 SEE22 SRFRAIZILUS, 2 30miS Jiotld, 5/\|7* SOt A20A WwErstCH. 2 SH
o2 S22 sE0t) s5=22 Ol’\*o}(ﬁ IN-EAZ AFESIH AESAIZICH.  OIE OIAIHIOIEZE AME
ol =2HS M=EGILD F=ASILESS A6t YI|AMsioll) e OIMHIOIESE AME6tH MAS2E =
ESIC. SSIUEE E3 =EUCZ RI| 2 HMAHTILD 2= HMUESE2=Z AHXAIZICH. O0IHM, &
5t 20HE =F/MHotn Aot 2 AZ0FENID (22H 0 222XEE @ HEHS=10:1)ot0d &
Mot @Y MHZ 0.32g2 =SSt
OLMIE A Bmiot S 5m1o S8 2SE 22 MAS 0.32g° WU =S3mi= 2E  0/AAIOHHIO0IE 0.23g2
EHZS HIIsttt. B3 S8 == 3.5A2F S0 A20 M WBtctd == AMESHH SAAIZ1D —’.‘—&EL}E
52 ME0H ZJ14stC OlE OtMIHIOIEE AME0tH ME== FE6H. EZJFIJULUEE 2N
2 MEGtH RI1 52 MASILD 2= EALFEEOE A LS. 2200l 2O0HE ’O:EXHHOLTJ_ TEA
£ 0l OIMIHIOIE-&ao22H MMZAESGIH 1-(2-CIHEOI0I =0 E)-1-(3,4,5-E2IHSAIH Y ) 2l 0t

O 2495 ==Seflt.

Zeot AHEZ (p/z) :298(N|H+)

NVR AZMEZ(COCls, TMS R EE)

8: 2.26(6H, s), 2.43(2H, t, J=7Hz), 3.75 (2H, t, J=7Hz), 3.85(6H, s), 3.86(3H, s), 4.53(2H, br
s), 6.57(2H, s)
[A A 14]
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MEO N
TN MeO
NMe, S N~ NMe, - HE)
MeO MeO
OMe OMe
MErS(3n) 3 CIIE IEIZ(15n1)S ES2E -(2-CIHZ 00| 0 )-1-(3,4,5-E 21 HIS AIH =) 220t
220mgll SHM| 4N-HCI1-ClS &S wBtolHA & DFSHCH. MHE Z2EZ2 U5t 8ot 2ot A
Xoto1-(2-CIHE 00l HE)-1-(3,4,5-ECIHSAIHY )220t HatSE 230mgsS =SetC}.
SN E4
S& 1 184LHX 186
C14H2aN30,C1 - H 00 CHEH RAZEA
C(%) H(%) N(%) Cl(%)
A A 47.79 7.45 11.94 10.08
ISE-SN 47 .54 7.24 11.91 10.26
[ [0l 15]
CONH,
f
MeO N
MeO NH, R ~"~N
MeO MeQ
OMe ' OMe
AAl Ol 130 S2s oz -[2-(1-TISeICIY)E]-1-(3,4,5-ECIHS A HYE )R 02 M ZXStC}.
£ o828 : 3,4, 5-EClIHSAIOIEE L 1-(2-E220E)MSelg Had
=clsss EH
S&:130 WXl 131.5C
C16H25N3040'“ st fAsA
C(%)  H(%)  N(%)
A A 59.43 7.79 12.99
SN 59.29 7.76 12.83
[& A0 16]
CONH, _ CONH,
| I
MeO -
MeO _ MeO _
OMe OMe - :

AL O 142t SEe Yoz 1-[2-(1-LS2UE)ME]-1-(3,4,5-ECIHEAHE ) L0t S&HES M=

2 gge @ 1-[2-(1-LSeltE)ME]-1-(3.4,5-ECIHSAIHE ) Rl ot

& 173 WXl 175.5T
CigHosN304 - 1.3(HsC10) Ofl CH
C(%)  H(%) N(%)  C1(%)

HI &K 48.75  7.39 10.66 11.69
A= 48.70  7.25 10.73 11.75

2| =
C [h

Pas|

=

CD

ron
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[&AIGH 17]
CONH,
i
Me O NH, Me QO Ne~N
> $
Me O Me O
OMe OMe

AAIO] 130 SYUB YHO2 1-(2-(TH2ICI =L )-1-(3,4,5-ECI HISAIHY ) A0S MESHC
=Y B2 : 3,4,5-E2HEAOLE U 1-(2-2 2201 ) IIH2ICIY A
2o/58tE =4
CotoNs0,0ll  CHEE RIAZA
C(%)  H(%)  N(%)
ALK 60.51  8.07  12.45
A= 60.27 8.10 12.35
[AAICH 18]

CONH, ?ON'HZ

|
Me O N . Me O N

ra 'HCl
Me O MeO
Me OMe

AAIO] 149 S8 HHO2 1-(2-TIH2ICI=0E)-1-(3,4,5-E2IHEAHL) 20} BARS 2S5}
Z2Y 5182 -(2-TIH2I0 S0 E)-1-(3.4,5-E2IHEAHL ) 2 0
2258t sS4
S® 168 X 172C
C17H27N304 ° 2HC1 : O5H200“ [:Hél' ‘O\L‘lﬁ\_‘i‘&
C(%) H(%) N(%)
HAX  48.69 7.21 10.02
M=% 49.08 7.04 10.06
[&AIGH 19]
A 1A S8 4-CIHIZ 0t =—2-(3,4,5-E2IHEAH LY )2E20t0|S 11.84g L (-)-Al A-—p-8iI X
OFDICAIZ2BIAII22AA 9 7502 JISGIBIA OIZ OFMIEIOIE 140m10l SEHAIII D, SB2S 14AI2
SOt FXIAIZICH OI0IA SB22 0{5H0 ZHA 28 U Qo 232 ASECH 0{D6H0] 288 2
M2 2oi5t0 HEAIZICH OlS 2™ (11.449)2 OIHIE 120m12SEH MZRoIH ZX 7.8002 4S
SICH. 0lS ZANS OIMISIONZSH )12 WZEGH ZEN  6-0392 2SaCh.  [a] =49 -
0(c=1.0, MeOH). ZEZ O OMHIOIE 150m10ll SEAIIID 10% BHALIES £2% (23]) U AFLIE
S T3 ARU(33)2 ARSI MEGIH S5t M2 OLMEIOIE 2HS SSstCh. 01218 O Ol
HOIE SHS 24 BAUESORZ HAXGID 2A5H0 SZAXAH DM 2.23g2 £S50H e
15M1= DA TAS SN ==SA 0.75m1S JieiCt. BESS2 4CHA A RAAID MHE =X
S E0I5l0d AZ 5D 2B A ZE5H01(-)-4-CIHIZ 00| =—2-(3,4,5-E2IHEAIH Y ) 2EI 2010/ = &
A 1.9602 ASBICH

[ a 17=-60.7(c=1.0. MeOH)

CissN:0,C 1 - 0.6H,001 CHEH A=A

C(%) H(%) N(%) C1(%)

H & X 52.43 7.68 8.15 10.32

A= 52.47 7.69 8.18 10.26

SH 1201 WX 203C

SIAIS 20| 22IE Do SHES 15% SAUIES ABM(23]) ¥ AFUES T3 +89(33)2 AR
5 MIX5tD 24 BAUEBCR HXS 1S SEAXSIN UH 3.4992 ~S3HC. ol2ist DAl &
(+)-AlA-2-HIZOLD|C AIZZBIAIS AL 2.33g2 JHEGIBA OIS OFMEIOIE 80nl0l SHAIZID =



1019930701207

M2 4AI2 SOt FXIAIRICH MAE ZEF=2S S0t &6t AXSCH MEE 2H(4.72g)2 OHA

[a]7=+49.8(c=1.0, MeOH). O3 ZAS OZ OLAIEIOIE 100mI0l SEAITID 10% SHALIES £2%
(25]) U SIIES T3t ~2%(33)2 AR50 MEGI0 St I OIMHIOIE BHS LS8,
01248t 0E OIMIEHIOIE SHS 94 HAUESOR HEsD U5 ==AHE5100 DA 1.37g2 4=
SICH OIEF2 9.5m1= 01218 DO SN == A+ 0.46nI2 JISICH. =22 4CHA M =X
AIID MAS ZHS S015t0] 2EotD 2Ol AXGHO (+)-4-CIHIE 0t =-2—(3,4,5-E 2| S Al H|
L)SEIZ0I0|C QA 1.18g2 2=}

[ @ 17=459.9(c=1.0, MeOH)

CisHasNs0.C1 - 0.5H,001 CHEH A S A

C(%)  H(%) N(%)  C1(%)

Haxl 5271 7.67  8.20  10.37

AMAXl 5260  7.62  8.17  10.43

S %X 2AZ20tE2cHIIGH

10
2
>

gy a 1~AGP(4.0mm i.d. x 10cm)

2™ 2% 25T

=M ¢ 0.03M QIAtH 2FM pH 6.5

=& 0.8ml/2

&= UV 230nm

2 Yo =8 gR6ts MZE AAlME 10 =20 UCH.

[HIZ= &AL O 1]

(ESH)

(22 E2H]

AAIGI 149 3tES img

SHEX 39mg

40mg

AAI0 149 StE2 1g ¥ SHEX 3992 SN Z&otl 026t Mol 2210 HEIIE AFE6H0
No.32l 2i& HotH SHAH, 22 SLHE =S8,

[HZ aAlol 2]

(ESH)

[SEtOH]

AN 142 SEE 0.15¢

A E2HIE ECIZ200IE 0.21g

(S22 EIEHE 5 .16g

CISZ2HEUERLLZNE 5 .16g

CIS22LEF22MHE 10 .32g

21.0g

AAIG 142 SIEE2 150g L ASHIEH E2ISHMO0IE 210g2 Z&BIH &g sl MHE =822 ¢
£ 0.3602 20mI S0l L=R0ls 20 SHAZ OIS L2 X &4L70 SEAMZICH OlHA, &5&
JIHl |S AMESHH MBS 2o FAHME LHoto 2HHl LSS HHEE M= +S&HH
[HIZ= &Al0l 3]

(ESH

(2]

AAIO 149 eI S 0.15¢

B 4.2m1

A2 DE S22H01E 0.01g
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(S22 EF20HE 5.16g

CS=2HEUERZUHE 5.16g

CISZ2LSF2MHE 10.32g

25.0g

AAIO 149 SE2 1509, MIXYDE 22210/S 10g L S84+ 4.2% 2 2R sgst M
SEEQ 92 4.3602 20mIS0l LROISsWSU SHAIZ OS, LE FX9 Y70 el & AIZICH

LS5

[HZ AAlC] 4]

[BH]

AN 142 StE2 100mg

SHEX 56mg

S M2 37mg

SIEEANZZEHAERZX 6mg

OtOUlE AHIOHHIOIE mg

A 200mg

AAIM 142 3tEE 100g, HEX 569 ¥ 24 MF 37gS ZFEOHH SEECH. OIHAM, 10% SIESAI
I2d d2E2X % 60g2 Jiotl) S22 S&-WESAIZICH. Hol Z2EF, g AXSCH o
ol OFOUIEAHIOHOIE 1g8 Jt8h T8 & &8HCt. 8m/m 6.4R EXIE AIS0t0 BES &5- HE0H0

JNE +=S8tlt.

[HZ &Al ol 5]

(B=]

A0 142 SIES 50mg

234 HEZX 40mg

Z23H HEX 109mg

OtOulE AHIOHHIOIE 1mg

A 200mg

A0 142 3tef=E 50g, 2 HE2X 409, 2EE HEX 109% O0tOUIE AHIOHOIE 1g8 =&
SHHl S5t HEIIE ALSSHH No.32E 2l S22 SMAIH BES =SEH.
[HZ &Al ol 6]

[82Z2 A=A

Hrolg &

A0 142 SIES 25mg

D-OtLI = 33mg

A 58mg

2 800n10 AAIGH 142 Bt
SOl BHECH Ol 2H=
HPEE ZAME SSEC
(57) &9 &9

478 1

1l ZBrAl(1)9 E2I(HE L2A)HE REH, E= 019,

Rl

on o
i

J

O

CONH,
on f - - /31".
. A"CI‘"Z CdzN\P_s_.‘: (I)

R0
AJ| AOIAM,
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5R \W_u_ a 5DH
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=31 s
[T Tl o m =)
S 8o O - W 53
L o1 X0 E]
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o <F = o7 = bt - o g W0
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< 4R oJ _H_._ RO ~ KO — @ R0 o D o < 4Dn oJ= KO o D " <
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50mg/kg

418
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kD)
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Q’(M 194 4] yﬁ}}:

10mg/kg

10mg/kg
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