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2, 3 - CINSAHE, 3, 4-Cl0SAHE, 3, 5-CIHSAHE, 2, 5- CIHSAHE, 2, 6 -C
OISAHY, 3, 4, 5- ECIHNSAHY, 3, 4 - COHESAMHY, 2-0EHE, 3-0HEHY, 4-
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OEHY, 2-0EHY, 3-0EHE, 4-0HEHY, 3-FEHE, 4-0a2Z2ZHY, 4- #
gHe, 4- =AY, 3, 4-CHEHE, 3, 4-CWEHE, 2, 5-CHENY, 2, 6 - CIOE
HY, 3,4, 5- ECIHEHE, 2-0o=SAHE, 3-o=ESAHY, 4-ocEZEAMEY, 3, 4-0
SIESEAMHYE, 3, 5- LSIEEAHY, 2, 5- L3ESEAMHE, 2, 4 - L3IEEAHY, 2, 6 - U3l
CEEAMHYE, 3, 4, 5- Eclol=ESAHY, 2 - HEEQHY, 3 - HEEHY, 4 - HEEHY,
2 - OIEEl2HY, 3 - GIEEILHY, 4 - HEEQHY, 4- 0AZZZEIQHY, 4 -

HEEIQHYE, 4 - AEQHE, 3, 4 - CMHEEIL2HY, 3, 4 - CINEEIQHEY, 2, 5- CIHEE
QHY, 2, 6 - CMEEXQHY, 3,4, 5- ECIHEEQHE, 2- HZHY, 3 - HEHE, 4 - H

SHd. 2 - WEEEdHY, 3 - ESEUHd, 4 - HEERdHY, 2 - ESEUHY, 4 -
OADEWSTUHY, 4- MEZTLHY, 4- HAMSTLUHY, 3, 4 - COHESTLHY, 3, 4 -
CWESZaHE, 2,5 - ONSSEUHY, 2 6 CHESELHE, o 4. 5. ScllgsEdn
J, 2- 222HY, 3- 22EHY, 4- BE2HY, 2 - B2RIHY, 3 - BRRIHY, 4-

SFZHE, 2-E2Z2HY, 3- Ez2ZHY, 4-E2 ﬂ“"él, 2 - 22EHE, 3- 2E0E,
4-22tHY, 3, 4-UEZZMHY, 3, 5-UE2Z2MHE, 2, 6-USZZHE, 2, 3-LEE=Z
He, 2, 4-C0U2220HY, 3 4-USFLZHE, 3, 5 - LUEZZHE, 3, 4, 5- EcI2=22H
g, 2,3 4,5 6- HEHEFLZHYEY, 2 - LIEZHY, 3 - UEZHY, 4-UEZHE, 3, 4-
CILIEZHY, 2, 5-CUEZHY, 2, 6 - LUEZHY, 3, 4, 5- ECILIEZHYE, 2 - Ot0I<H
g, 3-00l-HE, 4-00lHY, 2- OEO0HE, 3 - HEONIHY, 4- Z2EO0H0Ik
HY, 2-0AZZEO0I0I=HE, 3 - fEO0IHYE, 4 - HEOOI-HY, 2 - A00lcHY, 4
- CIOEol=mY, 3- (N-OE -N-0E0t0l:) HE, 3 - Clstdotolcme, 2- (N-OE -
N - OtMIEOI0I:) HY, 4 - (N - OtAIEOt0IL) THI“, 3-(N- OtMI€otol:) MY, 4- (N- Z2
2ot0lk:) HY, 4 - (N- OIARE00IL) HY, - (N - HEt=2otole) WY, 3, 4-0Cl (N- Ot
Eclot0lHY, 2, 6 - CIOIOIHY, 2, 5 -

A0i0Ie) WY, 3.4 - CiODIwBY. 3 4 5

CIOIDIHY, 2 - JISHI2YHY, 3 - JISH2YHY, 4 - JISH2YHY, 2 - OIMEHLY, 3 -
OLMEZHYE, 4- OIMZHY, 2- Z2YUHY, 3 - S2RMQLHE, 4 - 0AREIZHY, 2 - HE
=2HY, 3- #A=2HY, 3, 4- CIOMIEEY, 2, 5- CIOMEHY, 3,4, 5-
ECIOHMIEHY, 2 - HSABDIZELHY, 2 - HSAJERYHY, 3 - QSAGSRLHL, 4 - O
SASIEEUHY, 3 - DRIZARERUHY, 4 - PSANSRUHY, 4 - HYSAESRUHY,
4 - MASADIEBUHY, 3, 4 - OWSASIZ2HHE, 2, 5- DHSAZIZRLHY, 2, 6 - Clof

SAsi22dHd, 3, 4, 5- SellSADISRHHY, 2 - SISSAHE, 8- SIS=AHY, 4- 3
S=AHY, 3, 4- UI2ZAHY, 2, 5- CIS2=AHY, 2, 6 - CISt2=AHY, 3, 4, 5- €
222 AHE, 3, 4 - HEYHCSAHE, 3, 4 - ZAUCISAHE, 2 3 - SIHZUCOSAHL,
3, 4 - HIEAUNLHMCUSAHE, 3, 5-C - tert - ¥ - 4 - S|S=AIHE, 3- 5IS=A -4 - H
SSABY, 2-5|S=Al-5- tert - PLHE, 3, 5- (222 - 4 - Of0IHE, 3 - (N - OKAl
S0HI) -~ 4 - SIS=AHYE, 3- 00l - 4 - SIS=AHE, 3- (N- HE - N- OAIEZ00IL) -
- HISAHE, 3-UEZ -4- (N- OHHIEOI0IL) B, 3- LEZ - 4- 222HY, 3- 228
2 -4-0YHY, 3-HSA -4-5ISSAHE, 3-5IS=A - 4- HSAHEY, 3- HSA - 4
- 5IS=Al -5 - R2CHY, 3, 4- CHSA -5- 222HY, 3, 5- L22E - 4 - 5|S=Al b
O, 4 - (CI0E, tert - SPHAZSA) HE, 3- (E2| - tert - SHAPSA) HY, 2 - (20
SaZISA) HY, 3- 0k - 4 - (CIHE - tert - SYMASA) HY, 4 - LYASAHL, 2 -
HISSAIHE, 3 - (2 - RHESA) HY, 2- (3 - 2HLSA) HY, 3 - (1 - HELRSA)
HY, 4-(2- BEESA) HEY, 2- (2- SMESA) HY, 3- NE -4 - SRSAHE, 3-
HSA - 4 - SEIGASAHY, 4- CHONISHY, 2 g, 3 I

[e]]

- HZOIDISHY, 3- HEODI=HY, 4
SSBOOICHE, 2- OAZEBONISHY, 3 - 2EONEHD, 4- HEOOCHS, 2.
OOISHY, 3 - CINZOIEHY, (N- BE - N- S2HO0IE) HY, 2 - HESILHY,

o WESHHY, 4 ESTUHY, 2 olgsTund, 3
HY, 4-0AZ2Z=0YHY, 4- MESOYHY, 4- 2

d, 3, 4- Clolg202HY, 2 5- OHYSIEHY, 2, 6
HESTHLHY, 3- HSA -4 - HESOEHY, 2 - ONESAHY, 3 -0
OLMIESAHY, 2- Z2USAHY, 3- TRONQESAHY, 4- OAREILSAHL
CUSAHY, 3 - #ALUASAHY, 3, 4 - CIOMMESAIHE, 2, 5- CIOMESAHE, 3, 4, 5

- E2OLHIZSAIHE, 3, 5- A (OIHEOI0IE) HiY, 2 - O0ICI:HE, 4- OOICI-HE, 3 -
OHOICI=HY, 4- (4-HZ -1- NHKL) - 3 - LIERHY, 4- SISSASELSAHLY, 3-
SICSASELSANE, 2 - SISSASELSAHE, 4 - SISSA - 3 - OLMEOI0I=HE, 4 -

(2.3,4,6 - B2t ~o - OLHE - B -0 - S=Imet-a=A) B, 4- (B -0 - S=AMeHcs

SA) BY, 4- (2,3, 4, 6- HER -o- WA - p - SIWet=ASA) HY, 3, 5-HlA

(CIEO00I:) HY, 4- 222 -3 - UERHY, 4- (4 SWE - 1- LHRKE) -3 - US2H

2, 4 - AOH-HYE, 3 - OLMEONI: - 4 - (4 - N - 1 - DH2AKE) HE, 3- LIES - 4 -

Szgcy Ha, 4- (1 - HANE) -3 - USZHE, 4- (1 - IHAXE) -3 - U2,

4-BIC=A -3 - J2=AHY, 4- 2222l - 3 - OlIICHY, 4- 5IS=Al - 3 - OOl HY,

4-GIE=A -3 - (2- CIMEONI=0IZO0I=) B, 4- HISAl-3- (4- OAIE - 1 - TIH2HK|

2) BlE, 4- HSA-3-(1- HHHKE) HE, 4- WSAl-3- (4- HE - 1 - TH2AKLE)

HY, 4-HSAl-3- (4- 012 - 1 - IHAKE) HEY, 4- 6I=SAl -3 - Ot0l=HY, 4- o

S=A-3- [(4-01E -1 - IH2AXY) HE) HY, 4-HSA-3- [(1- DS20) He

| HY 55 - COMMESANS, 5O 5 - MEA2iS=dls, - 0=A -5 -J2=

NHYE, 3-HSA-5- [(4- 02 -1- IHaXE) 3t22) HEY, 3- HSAl-5- [(1-
HEeliid) Sl2sn) B, 8- HEA -5 (4. ME - HHAND) 0E) HY. 3. o

Ol - 4 - JIZSAIHE, 3 - JIS2HI2Y - 4 - 5IESAMHE, 4 - 6l=ESA -3 - OHE

OLOIZHY, 3 - HSAIIEEY - 4 - HSAl HE22LHSAIHYE, 4 - E=SA - 3 - HSAIEZE
Hild, 3 - JtI25Al -4 - tESAIHSEAMYE, 4-0ESA -4-2E -3 - HEAIZELNHE,
3-JI2=2AN -4 - LE=SAHE, 4-0lE8A -3-JI2=A -5 - £2HE, 4- HZE -3 - It
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SFANHY, 5-UEZ -4-30EEA -3 - HNSAMHEELHE, 5- LEZ -3 - EHIE/\IBPEE‘_E
HY 3 - HSA JtI22E -4 - HSEA HSAIHE, 3 - HSAl Ht22E -5 - OP |l - Jt2
SA -5 - 0l0IcHY, 5 - 0SA Jt22€ -3 - E22 -2 - Ot0lcl=, /\IOPLLHI'-' 4 -
AOt=H=E, 3 - AOt=HE, 3 - HSASIEEY - 4 - o|=SAHY, 3 - ﬂEEAI -4 - 0|EEA
-5-(1, 1 -OHE -2 - Z2HEY) HE, 2 - 0lE5A -3 - IIE2SAIHE, 3 - HE=A -4 -
SIEEA -5-(2 - 0A2Z2HYE) HY, 3-IH=2=A -4 -0lE8A -5 - HEHYE, 3- HSAI3
=28 - 4 - HSAIHE, 3-0HSAMEEE -4 -0=E5A -5 - 0l0IHE, 3 - JtESA -4 -
SIESA -5- Z2HMY, 3-JI2SAM -4 -06l=8Al -5-00IHe, 3-JI2=5Al -4 -0l
EAN -5- 222MHE, 3 - IJI=2=A -6 - olEFEAHE, 4 - WSAHE, 3, 4 - URSAHY,
3, 4 - UZZZAHE, 3-HSAM-4-0SAHE, 3- ZZFA -4 - HSAHE, 3- 0HSAl -

4 - HSAHY, 3, 4- CHASAMHE, 2, 4- CWSAHE, 3 - 0SAl -4- Z2FAIHY, 3 -
IE2EZEA - 4 - 0lEZEA -5 - 0AREHE, 3 - Jt2=2Al -4 - OLMEOIOIEHE, 3 - JtE2=2Al -
4 -SIEFA -5-(2-3IEEAME) HY, 3-3t=Z=Al -4 - 00l -6 - SIEEAHE, 3 - 3t
ESA -4 -38lE8A -5- (2, 3-LoIEEAZZE) HEY, 3-IH2SA -4 - 0l0lcHY, 3 -
JIIESA -4 - OLMESAHE, 3 - 0E -4 -0dlESAMHE, 3-tI2=Al -5 - sIEEANE, 4
- JI2=Al - 3, 5 - CIGIEEAMHE, 3-3JI=25Al -4, 6 - CIolESAHY, 5 - HSAIHEEE -3
- Ot0l= - 2 - SlESAIHY, 2 - ZESA -5 - HSAIIZELEHY, 3 - JHtE2=A -6 - HSAH
g, 3-0HEANEELE -6 - olEEAHYE, 3 -IH2EE -6 - LE2AMHE, 3 -II2EA -5 -
LIEZ -6 - 0sIEEAHE, 3-JI2=2A -5- 2 -6 -0lESAHE, 3-t2=Al -6 - 0S8
ANHY, 3-2I2=Al -5- 00l - 6 - SIESAHE, 3 - HSAl 2I22€ - 4 - CINEOIOI El
LIEELSAHY, 3 - HSAIPIZE2Y - 4 - CIHEO0IL JIZE2LEIQHYE, 3 - HSAl 22
-4 -0lEEA -5-(2, 3-CISIESANEZZE) HE, 3- HSAIHIEELE -4 -3ESA -5- Z2
UHEHY, 3 - HSAHEEE -4 -35IE8A -5- (2-cESAME) HE, 3 - HSAIEEE
-4 - OtHIE0I0IHYE, 3 - HNEAIIZEE -5 -olEEAMHE, 3 - HEAIIZEE - 4 - OtAIE 0t
Ol -6 - SIESAHE, 3 - HSAMHEEE -6 - HSAMHE, 4- Z2ZA -3 - WISAMHE, 3

- HSAIIEREY - 5 - 22 -6 - SIS=AHE, 3 - HSASI2RY - 4 - (2 - REHESA) HE,
3- HSANSRY -4-GIS=A-5- (1 - HE -2- Z2HY) HE, 3- HSA}ZRY - 4 -
(2 - OIABEESA) HY, 3- HSASI22Y -4-5/S=A -5- (1, 1- ClHE -2 - Z2HL)
He., 8- HEA t=2d -4 - (2- HE -2 - Z2HLSA) HEY, 8- HEA H22d -4 -
EEA-5-(2-0g -2- Z2HY) HY, 5- 222 - 4 - o|S=Al - 3 - HSA

Jl22UHY, 3- HSAJIERY - 4- GIS=Al -5 - HEHY, 3, 5- [UER - 4 - 5ISZAIH

J, 4-GISSA -3- =Y SADISELHY, 4- 6/S=A -3 - #
SA-3-(2- g -2- Z2HY) - 5 - HESASIZRY, 4-5
DRHY) -5 - LLSAI2RLHY,

5
BSASZRLHY, 4- 6l

ISSA -3- (2- HE -2 -

HO O HO 0
\ 7 \ 7/
4 P Hd, 4 ——P Hd,
| /
M HO
4 - [2-(1-OH2CY) HEODIE] -3 - IIESAHY, - HSA -3 - BPEE/\IEIE', 2 -
HEY -4 -3lE5A -5-Jt25AHE, 3- 0% -4 - BIEE | 3-JtE2=8AHYY, 3-(4-0
g -1 - OH2KNE) -4 - 3ISSAHY, 4 - (2 -0lE28A -3 - IHE=SAHE) l_l'”"él, 4 - [2 -
(3, 4 - CIISAIHY) - 4 - EIOIEY] -3 -03IE2A -2 - DE% |IHY, 4 -03lE8Al -3 -3l

SAUEHY, 4- 0SAl -3-H2=AHE, 4-n- 2SA -3-n- PEANSL2LHE, 4-n
SEA -3 - S2AHY, 3- OLMEME - 4 - 5IE=Al - 3 - H2=AHE, 3 -n

SIEZA -3 - JI2ZAHY, 3- L8 -4 - 5IS=Al - 3 - HE=AHE, 3 - 5lE
ZAl -3 - JEHAIHY, 3- E2Y - 4 - GIE=A - 5 - HE=AHE, 5- (2

_sc Sh2 = Al
) - 4-GIS2A -3 - HZZAHE, 5- (2- HSAIISZHAUE) - 4 - GIEZAl - 3 - HEZA
B, 5- NEOICOE - 4 - SIS2Al - 3 - H2SAHE, 5- (2 - IH22AIHIL) - 4 - 5==
Al -3 - Jt2=ZAIHY, 5- (2- HSASI2SAUE) - 4 - SIS=A - 3 - H2=AHE, 5 - OA
2 - 4-GIS=Al-3-J22AHE, 5- HY - 4- GIE=A - 3 - I2=AHE, 5- 222 -

- BIS=Al - 3- =AY, 5- AOH: -4 - 5|S=A - 3 - H2=AHE, 4, 5- 5IS=Al - 3
- JI2=AHY, 5- HSA - 4- 3IS=Al - 3 - H2=AIHE, 5 - W00l - 4 - SIS=Al - 3

JIZ=AHY, 5 - OLMIEOIE - 4 - SIS=Al - 3 - I2=A HY, 3, 5- CII2=Al - 4 - 5l
SSAHY, 4- HSA -3- HS=AHE, 4- 0SA -3 - HESAHY, 4-n- PSA -3 -
JHE=AHY, 4 - CIHEO00I: - 3 - SISSAIHY, 4- CIHEO00I: - 3 - SISSANSHY, 4-
CIHEOIE - 3 - HISASI2ZSAHY, 4 - E2E222HYsTL=A - 3 - HSASI2ZELHY,
3- HSANSAIIIZSEY - 4 - HISAI MSA -5- (1 - Z2HE) HY, 3 - HSA HSAIS2L
-4 - HSA HSA -5- Z22UHEY, 3 - HSA HSA}IZRE - 4 - HSAl HSA - 5 - OtME
HEHE, 5-(2- O -2- Z2HY) - 4 - HSAl HSA -3 - HSAl HSA 22 HLIIS

o HEDelAN XEIZM C ~ 2 AHAM L= 2K LIAI, B 1~ 62 M
= SN 2010 3 X" HESAI, C ~ 6 2 AN L= SAMa 2ZI|, 4
J, G~ 62 AM = S2AME LIAHEL=2AII, C ~ ¢ A MY E= SAME LZEIRD],
HEIN, C ~¢2 M E= 2AMY =T LI, G ~ A M E= 2XMy 22 =1
201, g=2AFAX%, UE=ZI, &t s&talol I,
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Oy, 1, 4- QEOIUZEYY, CME (b, e] OME % 6, 11-CIBIE2 -5H- CIME (b, e
] OFRIEDISS GIAIE = QICH
SAD|, 2|, HEAI|, HILILLI|, 24D, FE=AD, HILZAEEUI, HIZ
2IEIQD|, &Il akstalel I,
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(A | = &) OE Hig 2D; R- Y R = 22 =Y T MOIGHD, A4ARK F= A2
9AJE UEIRD: €8, R Y RS 0/S0l ZESts O HAANQ BN HAAK Fe
NAITIZ Sl Sotkl %1, ME2 ZESI0 5 ~ 6 @ nelo] mao =AnelE sAE &
olom; 0 BATels, XBIZM HIYLIIZ JHE 2 AUDH), AlOKEDl, 2aD2 2= A
So2)|, HUODILEIRI2EYI| U XIIBM MIL2I2 A 2 Y= Ol0=HZL2A
Sl2840|2 0/2= Z0A MEE JIE 1 ~ 30§ 2= AJ| 2ADRRAHS, = S®
WX (b, e] OIME -3-2-6-2, 4-24 -1, 4-CslS2A=, |- 24029, 2-
SATRIY, 1-HEY -3, 4- CoIS2HZEAEIY, 1 - HLNZSAEY, 1 - 22 -3, 4 - (]
SIC2 JI22AEY, 1- HAJ}2RAEY, |- SEHA -3, 4- (5IE2 H2LAEY, 3- =
A-4-DE -3 4-CI51C2 - 2H - 1, 4 - MIXEIOIXIY, 3- =4 -3, 4- C3|C2 - 2H - 1,
4 - WIXEIOIKNY, 1-BIXY -1, 2, 3 4- HEASC2A=Y, 1 - SEHA -1, 2, 3, 4 - HE
2I5IE2F=Y, |- MIXUI2SAEY, 4- MIXY -3, 4-[|5|S2 - 2H - 1, 4 - HMIXE| OIS
4-0Y -1, 2 3, 4-HECSICR2A=ARY, 4- XY -1, 2 3, 4- HERSSEA =2,
1 - OtHIZ - 1, 2,3, 4- EIEAGICSR2A=L, 1- OIHIZ - 3, 4 - CIGICRII2SAEY, 4 - OAl
S -3 4-Cl5lS2 -2H-1, 4 - MXEOIESY, 4- XY -3, 4-Clo|S2 -2H- 1, 4 - ¥IX
SAKY, 4-OtME -3, 4-CIBIC2 - 2H -1, 4 - HESAKL, 4- OtME - 1, 2, 3, 4 - H|
EolslCEA=ARY, 1-HE -1, 2, 3, 4- HEASIC2ASY, 7-5IS=Al -3, 4 - LslE=2
JGI28AEE, 8- 5IC=Al -3, 4- [5|C2, IZHAEL, 2- HLUEIQHIEOZEY, 3- =24
~ 3, 4-CIBIER - 2H -1, 4 - IXSAKY, 1 - OLHEQS2|Y, 2 - SAHXO|0IGEY, 4 -
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HIZX5tD, OISo %K, SM 2 S SHEE MHMSH UNMS SINRHZAM 0l S0k
UNA BELD Y= S DS AR A0F YD, AN, =, DM AR ULDS, T2
2212, HSAlS OAAHOIZLRS, =2 SAS OAAHOIZLDAS, Z=ANLa A2 E X
YAMNAHER SS S £ UL TE 0 A SRMO BRMS ZRGI=O =28 Aol AlY
oo 22 ZoIMES AAHMEN HSAHE 0, « S0 25 SXH, SHEX, =5
= #oI500E =0, HS Zeo Mot MMy, 2=, =2, Z0/M, 20 S0l o2
ootZS OojUHREN BRAHT BC.  HOAE, 9= U 2o R HABH UKHMES, 3l
SRZA 0 SOFA Zof 2AIQ A0S Lol ARE 40t U1, G120, siMormal matE, Z2lAl

b

HAESQQARTH, Z2clUgd 2=, 42, HEU0IE S ASE &= UL
2

= T

2o FEAl (1) o SEE L= 109 g= JANMSH ESRAZH2, Sol SEHCX LM
RA0HH Mol dEEL, S MHMS 1 ~ =Y % 2 dt= A0l £
J

70
et SIfMMS FHEH=2 gll, 25 MMEe), &X4e od, 48 Jete
&2, e sd2 & Sl Ch.  oi=th &H, =&, W, SEAH,
SH, WEM ¥ BsMo IR0 £ ML BR0le 522 = XLZd,
O0I= & S S&9 2ot SO0HEL, O UOIM=E, 20l et 2522 2=
o Ff0= AEUW FHELH

Wi, LI, mst E=
= 2ol oefMMe Aol Ad, dE JlEtel A, e & S0l et A
gotH d=EL, S (1) o ster2e 22 12 HE 1 kg & 2 0.2 ~
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JZ@
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30 4m
0x 0
AL o
e

B
Olst Za0l, AAIG, XAEH & 2AclAEgES FIU2ol = 2HES IFHE2Z ZHEH.
oo 1
3, 4 - CIISAIBMIELIEE 25 g, EIQO0MEOIOIE 23 g & 10 % S4&h - OMF 120 ml Ol SoHStCt.
Ol U= 90T OIM 3 Al2t JIZotRUC. 0 EHES Al 130C OlA 5 Al EHZ2AIZICH. Z0H
£ SJotn, &s=2 COE oe= 100n 2 2 2 AMIESHAUCH OLOtXIZ & 100 ml 2
NE=, Hd488 Z2FS OUMA =&, AXZcIUC. OHES2 2 MZEotH 3, 4 - CIHSAI
EIQHIXO0I0IE 18.7 g 8 EZM & ZZF22AN AL
g& 170 ~ 175TC (=2H)
NMR (CDCl3) &

3.94 (3H, s),
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3.95 (3H, s),

6.83 (1H, d, J=8.4Hz),

7.15 (1H, brs),

7.38 (1H, dd, J=2.2Hz, 8.4Hz),

7.52 (1H, brs),

7.63 (1H, d, J=2.2Hz)
S0 2
3,4, 5 - ECIHSEAME0I0IE 500 mg £ BI& 15 ml 0O &45*0} 5 &3l 526 mg £ Jtot:
30 2 Jtg =otALt. SHE SHelD MBS0 10% 265t UEB 5n 2 250 8 of
ot0l 30 = S & wbtotAlt. Bts Eg== 0dtotll %*01& LHE A9 =2 € GES=2
N&Eot AXotRUCH. 3, 4, 5 - ECIHSAEIQUXO0I0IE 330 mg S M2 M LACH
& 1 182.5 ~ 184TC.
a0 3
3", 5" - LIOINIE=ZAIOtNIEH= 49 S 2 &3t&tA 75 ml 0l SEotd A=20M 28 0.90ml 2
2 EotEa 25 ml EHS 2 1 A2 Z2H™ HItotALH HOtotHAM, MIHE < 50T OlA Al
AHS 3P Gt 0 _C’OI AN, ANAES CHAl ’é QE SI=cl0l WBtotATH Hot2s =,
A20A A2t 1w BtotACE. BHE S8, EME Hotod 3', 5' - CIOtMIE=Al -2 - EE22
OtNI E Tl = 5.53 g S ZM ZHOEM LUCH.
& 1 61 ~ 62C.
00 4
SZZ20tMEZEZ2IE 547 g 2 CUSZZ2Z0E 20 ml Ol =011, YHSIHA OlMSHAH SME Sat
220l 6.46 g = JtotACH. 30 & we £, 3, 4 - CSIER - 2H - 1, 4 - HXEIOLX - 3(4H
- =2 298 Jtotd, LHSNAM, 4 A2, CiAl 2 20AM oft=2 WEtstALH gs ggss ¢
=0l 101 A=g 2= O, =&ol E2 HE & 2HX0HW 6- o - S2Z20HME - 3
4 -ClolEE -2H -1, 4 - BIXEIOIY -3 -2 3.03g 2 <UL
NMR (DMSO-d6) &

3.55 (2H, s),

5.10 (2H, s),

7.65 ~ 7.45 (3H, m),

10.76 (1H, s).
a0 5
3, 4 - CIISAIBIZA 2 g 2 HES 80 ml 0l 2olictl UEE HMSAE 600 mg € Jioto 30 2
W oA CH. Z20HE %7&8&01 S4F=S OMF 50 ml Of =012, Ol0l 6- a - E2Z0HMIE -
3, 4 - LISIEZIHEEAEIE 2.56 g 2 Jiot 140C Ol 2 Al wBtotRULCH. Z20E RHotd
=2 Jiot A =ot= ’é’éﬁ% GtAIA =&, AXoIRUCH 6— [2-(3, 4-
CIHSEAMHZEZLSAI) OLME] - 3, 4 - CISISZ2IHEEBAEIZ 489 S WMBLZAMN IRAL.
& 1 215 ~ 216C
00 6
6 - a - OlOI=OtMIE - 3, 4 - LISIEZII2EAEIE 1 g4&E 3 g & HEAIEZEZ 60 ml 0
SEAIA EEIOH‘%OPE' 7ml, 3, 4-CINSAMHEE22eIE 2.8mg S Jiotl A =201M WEHG
ALk 3 A2t =, Azt 2FE OUAA =T5tH OES N&GtD AXstH 6 - [2 - (3,
4 - CIHISAIM=Z0t0l:) OtME] - 3, 4 - CISIEZIIEEAEIE 2.6 g S WM & BHOZA
AT
& 1 246 ~ 2477C.
o0 7 ~ 38
00 1 £= 2 2 OIIMXZ6tH 2212 £2 B2 AMEdAM 2 12 segss 20
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RICNH,

B A3

al

H

NMR (DMSO-dg) &:
8.62-8.67 (1H, m)
8.83 (1H, d, J-2.6Hz),
9.55 (1H, d, J=1.4Hz),
10.02 (1H, brs),

10.32 (1H, brs)

[

NMR (DMSO-dy) §:
7.60 (1H, t, J=4.8Hz),
8.89 (2H, d, J=4.8Hz),
9.89 (1H, brs),

10.30 (1H, brs)

g SZANEY (et RRE QAR)
§ A :8 ~ 87C (HCl &)
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ok,

=]
=

10

NMR (DMSO-dg) &:
6.12 (2H, s),
6.96 (1H, d, J=8.2Hz),
7.51 (1H, d, J=1.8Hz),
7.59 (1H, dd, J=1.8Hz, 8.2Hz),
9.37 (1H, brs),

]

I
it

[

11

(
9.73 (1H, 'brs)

A3 BHFY (ALollelo] Eon-vy
e2Re H4%)

€ 116 ~ 117°C

m

12

B2 (o]Lolaelo]E 2XE AAF)
130 ~ 131C

m o

do i

13

NMR (DMSO-dg) &:
3.80 (3H, s),
3.84 (3H, s),
6.50-6.63 (2H, m),
8.00-8.10 (1H, m),
9.14 (1H, brs),
9.79 (1H, brs)
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[E Ic]

z 31 o] R! g 2
| @}\ 233 : 290y (VSR RY HAR)
14
€ A : 144 ~ 145C
CH40 ARY  SANELY (o2 RE GAY)
15 =
\/ / ¥ A : 133 ~ 134C
CH30 nmm\
ARY . AAELY (YeYZ ol =-ojelg
16 ; 2HH HF3)
m 0 § A : 243 ~ 246C .
SN AAY : BedHy (YuYXEoln -
. @D sevy 423)
N X0 € A : 281 ~ 282°C (¥3)
H
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a3 9

=]
=

18

NMR (DMSO-d.) &:
12.90 (1H, Wﬁmv~
11.66 (1H, brs),
9.81 (1H, brs),
9.39 (1H, d, J=T7Hz),
8.27 (1H, d, J=8Hz),
7.9-7.6 (2H, m),
7.6-7.4 (1H, m)

1d]

I
it

[

19

NMR (CDCl,) &
7.57 (1H, dd, J=5.1Hz,
7.50 (1H, dd, J=3.9Hz,
7.09 (1H, dd, J=5.0Hz,
7.6-6.9 (2H, br)

1.1Hz),
1.1Hz),
3.9Hz),

20

L)

NMR (CDCl,) &:
8.00 (1H, dd, J=3.0Hz,
7.51 (1H, dd, J=5.1Hz,
7.33 (1H, dd, J=5.1Hz,
7.9-7.0 (2H, br)

1.4Hz),
1.4=Hz),
3.0Hz),

21

Lk

H

NMR (CDCl,) &:
10.0-9.3 (1H, br),
7.05 (1H, brs),
7.1-6.7 (2H, br),
6.65 (1H, brs),
6.35-6.25 (1H, m)
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e

[Z

W
ox

22

NMR (DMSO-d.) &:
10. um (1H, m

10.15 (1H, mev
8.25-8.0 (2H, m),
7.7-7.45 (2H, m)

23

N

=

R (CDCly) 6:

1 (1H, d, J=2.1Hz),
(1H, UHmv

(1H, UHmv~

(1H, dd, J=8.3Hz,
(1H, s),

(1H, d, J=8.3Hz),
(1H, s),

(3H, s)

kowcomwwm\:
~NNW NN

2.1Hz),

24

et
/
OH

AOUOH ) &%

ﬁHm dd, J=8. mmN~
AH: Uhmv

(1H, d, J=2.3Hz),
(1H, UHmV~

(1H, d, J=8.5Hz),

5.73 (1H, mv‘

3.95 (3H, s)

\1\1\1\1:3 wmm\l\:\lw\x
[S,]

(=]
mP—‘ALﬂU'I
[e2 WS,

2.3Hz),
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= S

NMR (CDCl,) &:
8.0-7.85 (2H, m),
7.55 (1H, brs),
7.1 (1H, brs),
7.0-6.85 (2H, m),
3.86 (3H, s)

CH,0

O |-

1f]

=z

[

NMR (DMSO-d.) 6:
10.22 (1H, mwmv.
9.81 (1H, brs),
8.24 (2H, d, J=8.6Hz),
8.01 (2H, d, J=8.8Hz)

O,N-

>

NMR (DMSO-d.) &:
9.95 AH:~4WHmV~
9.55 (1H, brs),
7.95-7.85 (2H, m),
7.55-7.45 (2H, m)

Cce

>

NMR (DMSO-d,) &:
10.06 (1H, wwmv~
9.67 (1H, brs),
8.15-7.85 (4H, m),
4.33 (2H, dg, J=7.2Hz, 4.0Hz),
1.31 (3H, t, J=7.2Hz)

H,C,0,C

O
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=
=

o,

29

NMR (DMSO-d,) &:
9.62 (1H, Wmmv.
9.30 (1H, brs),
7.65-7.5 (2H, m),

6.95 (1H, d, J=9.1Hz),
4.07 (2H, q, J=7Hz),
4.04 (2H, q, J=THz),

1.33 (6H, t,

J=THz)

197

I
it

[

30

NMR (DMSO-d,)
10.05 (1H, br
9.65 (1H, br

65
s),
s),

8.02-7.85 (4H, m),

2.60 (3H, s)

31

NMR (DMSO-d,)
9.68 (1H, b

9.33 (1H, b

7.71 (1H, d
7.63 (1H, d
7.15 (1H, d
2.24 (6H, s

&5:

8Hz, 1.9Hz),

32

NMR (DMSO-d.)

&5

9.88 (1H, brs),

9.50 (1H, br
8.05-7.9 (2H
7.3-7.15 (2H

s),
14 EV\
, M)
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= S

33

CH, -

Cl

NMR (DMSO-d;) 6&:
9.93 (1H, Wﬁmv~
9.54 (1H, brs),
7.93 (1H, d, J=1.8Hz),
7.77 (1H, dd, J=8.0Hz, 1.9Hz)
7.39 (1H, d, J=8.0Hz),
2.34 (3H, s)

1h]

[Z

34

NO,

NMR (DMSO-d.) &:
10.21 (1H, Whmv~
9.85 (1H, brs),
8.69 (1H, t, J=2Hz),
8.4-8.2 (2H, m),
7.71 (1H, t, J=8Hz)

35

Cl

Cl

NMR (DMSO-d,) &:
10.09 (1H, wwmv~
9.66 (1H, brs),
8.08 (1H, d, J=2.2Hz),
7.86 (1lH, dd, J=8.6Hz, 2.2Hz),
7.69 (1H, d, J=8.6Hz)
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R g 3
NMR (DMSO-d;) 6&:
9.76 (1H, Whmv~
9.43 A Uﬁmv~
CH,S - 7.59 (1H, dd, J=6.6Hz, 1.4Hz),
7.49 (1H, d, J=1.3Hz),
7.14 AH: a~ J=6.6Hz),
OCH, 3.85 (3H, s),
2.41 (3H, s)

1i]

H

[

NMR (DMSO-d.) m.
9.95 (1H, brs

Br — 9.56 AH: UHmv‘

7.9-7.7 (2H, m),

7.7-7.5 (2H, m)

NMR (DMSO-d,) m.
5 65 (1H, brs
9.32 (1H, UHmv

CH,=CHCH,0 - 7.65-7.5 (2H, m

7.45-7.3 (1H, m

m
m

)
7.15-6.9 (1H, W”
).
)

OCH, 6.15-5.9 (1H,
5.5-5.2 (2H, m)
4.8-4.55 (2H, m
3.80 (3H, s)

HA M2 E2

¢

AE

308-59




1019980709313

308-60



1019980709313

[E 2a]

OR?
1
R3CCH-Y
2 3 o R? R’ Y ] 3
A__u ARY : WNEUA (olMESERY HYAA)
o - . ~ o =]
39 H NHCCH, c1 | ® & 210~ 22C (E30)
—OH
10 NO, ABY : QLU (ool ME o] E-n-
H Br ato g HE PAY)
€ A : 8 ~ 86C )
NO, NMR (CDCl,) &:
4.42 (2H, s),
8.93 (2H, s)
41 H —OH Br
NO,
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[Z 2]

¥

3L o

42

H

Br

NMR (DMSO-d.) 6&:
12.75 (1H, WHmv~
8.64 (1H, d, J=6.8Hz),
8.23 (1H, d, J=8.1Hz),
7.8-7.6 (2H, m),
7.55-7.4 (1H, m),

4.93 (2H, s)

43

Cl

NMR (DMSO-dg) &:
10.76 (1H, s
7.65-7.45 (
5.10 (2H, s
S

) s
3H, m),
)

3.55 (2H, s)

44

Cl

NMR (CDCl,) §&:
2.30 (6H, s),
4.65 (2H, s),
7.64 (2H, s)
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[EZ 2¢]

¥z | R R? ¥ 2 3
CH, NMR (CDCl,) 6:
nmmomu 1.32 (9H, s),
CH, 1.42 (9H, s),
45 H c1 4.75 (2H, s),
—oH 7.50 (1H, d, J=2.4Hz),
7.60 (1H, d, J-2.4lz)
CH
omozw
CH,
NMR (CDCl,) 6:
2.53 (3H, s),
46 it |AMMMW1momu c1 4.66 (2H, s),
7.29 (1H, d, J=8.8Hz),
7.87 (14, d, J=8.8Hz),
oH NMR (CDCl,) 6:
1.33 (9H, s),
4.30 (1H, s),
47 H c1 4.76 (1H, s),
6.91-7.18 (1H, m),
CH, 7.34-7.48 (1H, m),
c&chy 7.58-7.72 (1H, m)

CHj
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Raf 3 of 2 | R? R Y g )
Exampie
0 NMR (CDCl,)6:
I 7.89 (1H, d, J=8.6Hz),
OCCH,4 7.14 (1H, dd, J=8.6Hz, 2.3Hz),
0 7.05 (1H, d, J=2.2Hz),
48 H I Br 4.40 (2H, s),
OCCHj,4 2.37 (3H, s),

2.32 (3H, s)

2d]

I
it

[

ARY ey
. g A : 189 ~ 1917
49 H v cr| ° «
N0
| H
OH -
Ccl A3 - g3ax4 (Migtg2 e A4%)

50 NH, Br € A : 151 ~ 153C

Cl

308-64
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¥

3L o

51

H

Cl

A3% : BYRy

ot

1 238 ~ 240°C

do

el

I
it

[

52

Cl

NMR (DMSO-dg) &:

5.14 (2H, s),

7.06 (1H, d, J=8.2Hz),

7.52 (1H, s),

7.70 (1H, dd, J=1.6Hz, 8.2Hz),
10.97 (1H, s),
11.12 (1H, s)

53

A% Ry
€ A : 201 ~ 210°C (£3))

54

H

HO

Cl

A3Y : Fyna

€ A : 210 ~ 215C
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[E 2f]

p=}
= ©

55

Cl

CE RN
179 ~ 180C

oo
oX,
nY o

56

Cl

A3 - AR UY (vztg-ZReEEoe
S AAA)
¥ A : 246.5 ~ 247°C

57

H

Cl

EEEXIo
: 146 ~ 148C

o my
Y o

58

Cl

NMR (DMSO-dg) §:

2.43-2.56 (2H, m),

2.93-3.03 (2H, m),

5.13 (2H, s),

7.35 (1H, d, J=6.4Hz),

7.43 (1H, d, J=1.4Hz),

7.58 (1H, dd, J=1.4Hz, 6.4Hz),
10.28 (1H, s)
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NMR (CDCls) &

3.94 (3H, s),
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oX S
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E0HE SHotLD oKX= TEr%
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, s),
, s),
, d, J=8.3Hz),
, s),
dd, J=2.1Hz, 8.3Hz),
, d, J=2.1Hz).
70
2 o &K 2 36K
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Sa]

[Z

-C-NH,
__
S
2 3ol R! = 3

NMR (DMSO-dg) 6:
0.86 (6H, brs), 1.10-1.53 (28H, m),

62 1.60-1.8 (4H, m), 3.85-4.15 (4H, m)

O(CH,);CH,4 6.94 (1H, d, J=9.2Hz), 7.53-7.65 (2
m), 9.29 AH: brs), 9.61 (1H, brs)
AOIvaOm

NMR (DMSO-d;) 6:
0.92 (6H, ﬁ J=7.2Hz), 1.30-1.55 (4H,
m), 1.55- H.wH (4H, m), 3.99 (4H, q,

63 0(CH,), J=6.2Hz), 6.96 (1H, d, J=9.1Hz), 7.50-
7.65 (1H, m), 9.30 (1H,. brs), 9.62 (1H,

)3CH, brs)

NMR (DMSO-d,) 6:
0.97 (6H, ﬁ J=7.4Hz), 1.58-1.85 (4H, m)
3.95 (4H, q, J=6.4Hz), 6.96 (1H, d,

64

O(CH,),CH,

J=9.1Hz), 7.50-7.62 (2H, m), 9.30 (1H,
brs), 9.62 (1H, brs)
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K

[Z

CREu |

=]
= o

65

NMR (DMSO-d,) 6:

0.96 (3H, t, J=7.3Hz), 1.61-1.86 (2H,
m), 3.97 (3H, s), 3.96 (2H, t, J=6.6Hz),
6.96 (1H, d, J=9.2Hz), 7.50-7.62 (2H,
m), 9.32 (1H, brs), 9.63 (1lH, brs)

66

O(CH,),CH,

OCH,

NMR (DMSO-dg) &:

0.92 (3H, t, J=7.2Hz), 1.30-1.55. (2H,
m), 1.55-1.80 (2H, m), 3.78 (3H, s),
4.00 (2H, t, J=6.5Hz), 6.96 (1H, d,
J=9.1Hz), 7.52-7.66 (2H, m), 9.31 (1H,
brs), 9.63 (1H, brs)

67

OCH,

OC,H,

NMR (DMSO-dg) &:

1.33 (3H, t, J=6.9Hz), 3.80 (3H, s),
4.04 (2H, q, J=6.9Hz), 6.96 (1H, d,
J=8.2Hz), 7.50-7.66 (2H, m), 9.31 (1H,
brs), 9.63 (1H, brs)
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= 29

68

OCH,

O_

(CH,),CH,

NMR (DMSO-d) &:

0.97 (3H, t, J=7.4Hz), 1.63-1.88 (2H,
m), 3.80 (3H, s), 3.94 (2H, t, J=6.6Hz),
6.96 (1H, d, J=8.3Hz), 7.53-7.67 (2H,
m), 9.31 (1H, brs), 9.63 (1H, brs)

Sel

I
it

[

69

OC,H,

OCH,

NMR (DMSO-d¢) &:

1.33 (3H, t, J=7.0Hz), 3.78 (3H, s),
4.05 (2H, q, J=7.0Hz), 6.95 (1H, d, -
J=9.1Hz), 7.51-7.66 (2H, m), 9.31 (1H,
brs), 9.64 (1H, brs)

70

Br

OCH

OCH,

NMR (DMSO-d;) &:

3.77 (3H, s), 3.87 (3H, s), 7.58 (1H, d,
J=2.1Hz), 7.75 (1H, d, J=2.1Hz), 9.52
(1H, brs), 9.95 (1H, brs)

HA Ml 4 E2

¢

AE

308-71

tOd

o)




1019980709313

R3

4a]

I
it

[

J=1.7Hz)

= 3 = ]
OCH, NMR (CDCl;) &:
3.91 (3H, s), 3.96 (3H, 4.49
(2, s), 7.66-7.75 (1H, 7.75-
71 7.86 (1H, m), 8.19 (1H, J=1.4Hz)
CO,CH,4
CooH NMR (DMSO-dg) &:
4.90 (2H, s), 7.10 (1H, J=6.5Hz),
72 8.04-8.20 (1H, m), 8.45 (1H, d,
—OH

308-72




1019980709313

¥

R3 Y 2 e

@]

I
it

\ Light pink powder

N N-COCH, NMR (DMSO-dg) &:

— 2.05 (3H, s), 2.84-3.a0 (4H, m),

Cl |3.52-3.67 (4H, m), 3.92 (3H, s),

—OCH, 5.13 (2H, s), 7.12 (1H, d, J=8.6Hz),
7.45 (1H, d, J=2.0Hz), 7.73 (1H, dd,

J=2.0Hz, 8.6Hz)

[

NO, NMR (CDCl;) &:
4.50 (2H, s), 9.07-9.49 (3H, m)

Br

P

=)

A XI5 HS

0

E AS
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R'-C-CH,
I
S
| R! 2 2]
NMR (CDCL,)8:
4.00 (3H,"s), 7.25 (1H, d, J=8.8Hz),
75 7.15 (1H, brs), 7.52 (1H, brs), 8.08
HO (1H, dd, J=2.5Hz, 8.8Hz), 8.46 (1H, d,
CO,CH, J=2.5Hz), 11.17 (1H, s) :
~
M OC,H, NMR (CDCl;) &:
il 1.05 (3H, t, J=7.5Hz), 1.46 (3H, t,
J=7.0Hz), 1.79-1.93 (2H, m), 4.02 (2H,
76 CH;(CH,),0 t, J=6.8Hz), 4.13 (2H, q, J=7.0Hz), 6.85
(1H, d, J=8.4Hz), 7.16 (1H, brs), 7.37
(1H, dd, J=2.3Hz, 8.4Hz), 7.54 (1H,
brs),7.60 (1H, d, J=2.3Hz)
OC,H, NMR (CDC13) 6:
1.43 (3H, t, J=7.0Hz), 1.50 (3H, t,
77 J=7.0Hz), 4.01-4.23 (4H, m), 6.43 (1H,
C,H;0 ~ d, J=2.3Hz), 6.53 (1H, dd, J=9.0Hz,
2.3Hz), 7.98 (1H, brs), 8.69 (1lH, d,
J=9.0Hz), 9.23 (1H, brs)

78 ~ 97

2300

A M6 #2

0

ALS

=
==

[0l

-

ol
Ll
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6a]

I
it

[

80

2 3o 3 . 239 %3 (C)
(273 gup) (fe] Hep)
. 1)
78 IAMMlenoo: Br ﬁ&%
NO,
NMR?)
qm "
(1)
COOCH,
H,C0C=0 NO,
NMR?)

(1)
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év]

I
it

[

COOCH,

H 3 oo
R3 ARy |3 (C)
GEE R (el aep)
H,N  Br
81 NMR")
(=)
COOCH,
82 NMR®)
(-)
CN
OCOCH;,
83 ~ NHCOCH NMR®)
3 (-)
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6cl

I
it

[

o3 Y 233 &3 (C)
(x1d3g &) (2] HeEl)
© OCOCH,
. NMR’)
(-)
COOCH,4
OCOCH;,
. NMR®)
(~-)
COOCH,
HO
NMRY)
(-)
COOCH,
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6éd/

I
it

[

X

(el oA e o] =)

\.-Nur A G&_ ZN zu Y ﬁu%mm ‘NW]uM A.Ov
(243 gul) (de] seyp)
HO NO,
10
87 H lﬁ Br M:“.\:w )
COOCH,
88 " OH R Ik 105-107
cl
(ol ol M el o] E-n-¥ 4}) (-)
COOCH,
NO,
89 " —oH . w2 Bt g 99-100
(o] &l o} Al &l o] E-n- ¥ 4F) (-)
COOCH,
HO COOCH,
30 " . 2] 8kt Y 109-110

(=)
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be]

I
it

[

Fe R? R’ Y A3 83 (C)
(73 gu) (g2 Hel)
CH,
91 H %ﬁmm_mxﬁvﬁd 126~-127
ot Cl (ol ol Al Eo] E-n-3] 4}) (-)
COOCH;
COOCH,
92 b2 i R < ]
" . ]
NHCOCH, Tl (uzzzvs-due) .Smlwﬁ
C,Hy
mu __ cl NMR!D

OH

(=)
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[E 6f]

-3 Sy Oa— Wm HNu v Mvﬂwo. &3 (C)
(AAR &) (de] Hep)
COOCH,
EE R
94 CH, A@i BY | aarclZesolg) Howuwow
c1
e B B R - B
95 H
OH CL | elop Aol = on o 4t) Hmwuwmm
COOCH,
_ L/ NMR!?)
96 N~ COOCH, (-)
97 " \D Br NMR'3)

N COOH

(=)
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NMRY)

NMR?)

NMRY)

NMRY)

230 78 o sypE

NMR (CDCl;) &ppm:

2.65 (3H,
4.65 (2H,

7.98-8.16

s)
S)

(5H, m)

B3 79 o HyE
NMR (CDCl;) &ppm:

4.06 (3H,
4.57 (2H,
8.91 (1H,
8.98 (1H,

9.05 (1H,

s)
s)
t, J=l;9Hz)
t, J=1.9Hz)

t, J=1.9Hz)

B3l 80 o BYE

NMR (CDCl;) &ppm:

4.00 (3H,
4.42 (24,
7.76 (1H,
8.11 (1H,

8.32 (1H,

s)
s)

t, J=8.0Hz)

dd, J=1.1Hz, J=8.0Hz)

dd, J=1.1Hz, J=8.0Hz)

B3 81 o HytE

NMR (CDCl,) &ppm:

3.88 (3H,
4.52 (28,
5.62 (2H,
8.40 (1H,

8.42 (1H,

brs)
d, J=1.8Hz)

d, J=1.8Hz)

e 82 o HYE
NMR (CDCl;) &ppm:

308-81
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4.45 (2H, s)
7.65 (1H, m)
7.67 (1H, m)
8.21 (1H, m)
8.28 (1H, m)
MRY  2ad 63 o HyE
NMR (CDCl;) Sppm:
2.27 (3H, s)
2.62 (3K, s)
3.94 (3H, s)
4.43 (2H, s)
8.30 (1H, s)
8.48 (lH, s)
MR 230l 84 9 e
NMR (CDCL,) &ppm:
2.34 (3H, s)
3.94 (3H, s)
4.52 (2H, s)
7.89 (1H, m)
7.97 (1H, m)
8.43 (1H, m)
MRS w3 85 o syE
NMR (CDCL;) &ppm:
2.39 (3H, s)
3.96 (3H, s)
4.46 (2H, s)
7.21 (1H, d, J=8.6Hz)

8.29 (lH, dd, J=2.0Hz, J=8.6Hz)

308-82
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8.58 (1H, d, J=2.0Hz)
MR Baef 86 o HyE
NMR (CDCl,) &ppm:
3.94 (3H, s)
4.54 (2H, s)
7.09 (1H, d, J=8.7Hz)
8.15 (1H, dd, J=2.0Hz, J=8.7Hz)
8.49 (1H, d, J=2.0Hz)
12.11 (1H, s)
MR B3l 87 o yys
NMR (CDCl;) 8ppm:
4.00 (3H, s)
4.64 (2H, s)
8.76 (2H, d, J=2.2Hz)
8.85 (IH, d, J=2.2Hz)
12.50 (1H, brs)
MRY - #ae 03 o s
NMR (CDC13) Sppm:
1.27 (3H, t, J=7.5Hz)
2.68 (2H, t, J=7.5Hz)
4.67 (3H, s)
5.73 (1H, s)
6.85 (1H, d, J=8.4Hz)
7.75 (1H, dd, J=2.3Hz, 8.4Hz)
7.82 (1H, d, J=2.3Hz)
MR e 96 9 HyE
NMR (CDCl;) &ppm:

3.91 (3H, s)

308-83



4.48 (2H, s)
7.35 (1H, m)
7.71 (1H, m)
10.48 (1H, brs)

MRS #0697 o surE

NMR (DMSO-d¢) Sppm:

5.04 (2H, s)
7.56 (1lH, brs)

8.10-8.39 (3H, m)

308-84
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7al

[Z

0 R?
N
R’~-C-CH-Y
2 31 o 2 3 A3y €3 (C)
R Y (Xf43 gu)) (g2 ¥e))
CH,
NMR!'4)
98 H HO Cl (-)
COOCH,
CH,4
99 " "

COOCH; OH

(=)
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7]

[Z

2 3o o o3 y A3 g3 (C)
(23 &) (d2] 3HEl)
C,Hg
16)
100 H HO — cl ZA A _N;.aw
COOCH,
0
C1CH A__u )
17
101 " 2 /@ . M;:aw
HO -
COOCH,
EAPN? 18)
102 " \ . LR B R ] NMR

COOCH,;  OH

(=)
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[Z 7c]

3 9 ) 3 438 €3 (C)
R R ¥ (AR gol) (@o] ep)
mH.
EEEEEE: 107-108
103 H HO c1 (oEtg) (-)
COOCH,
Hyco0C™ "N (-)
H
_ : NMR20)
105 " " (=)
HycooCc” TO
H,C
/ NMR?2Y)
106 " " (=)
— N

H,C,00C
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7d]

I
it

[

X} I -
2 34 o3 ¢ AR ‘|3 (C
(x1 234 &) a2 Hel)
NMR?22)
107 : : Br ()
[S
NMR?)
108 " :.mwh.v
NMRZY)
Hom A” B " AIWH.V
NMR?5)
110 mwo&\z Wl " (HBr)
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¥

U A3% €3
A

(=447 &ul) (

) NMR26)
111 H E@ooo@ Br me
N

NM 27)
112 " :%ooa@i " Eml
N . .

[Z 78]

28
113 " 7 " TR !
vas (-)

. m NMR?)
114 \ ~ " (HBr)
-N
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s
- !
v &
Py
m N
@) 2
AL B
- N
|
0
Z | 3
|1 (]
os] =
H
ool
= o
& o2
%
2
~Z 2 do
E% oo
@ ~
N g A

308-90



o] 98 ~ 102, 105 ~ 113 2 115 ~ 116 2| 3H}YE
NMR o o] &}
NMRY: 3ol 98 o HYE '
'H-NMR (CDC1;) &: 2.59 (3H, s), 4.00 (3H, s),
4.64 (2H, s), 6.90 (1H, s),
8.25 (1H, s), 11.12 (1H, s)
NMR!9) =30 99 & H3YE
'H-NMR(CDC1;) 6: 2.33 (3H, s), 3.96 (3H, s),
4.62 (2H, s), 6.79 (1H, d,
J=8.1Hz), 7.80 (1H, d,
J=8.1Hz), 11.40 (1lH, s)
NYRIS): el 100 9 S |
'H-NMR(CDC1,) &: 1.25 (3H, t, J=7.5Hz),
2.73 (2H, q, J=7.5Hz),
4.00 (3H, s), 4.67 (2H, s),
7.98 (1H, d, J=1.7Hz),
8.35 (1H, d, J=1.7Hz),
11.66 (lH, s)
MR mae) 101 o HYE
'H-NMR(CDC1;) &: 4.06 (3H, s), 4.68 (2H, s),
4.75 (2H, s), 7.74 (1H, d&d,
J=2.0Hz, 6.7Hz), 8.06 (1H, dd,
J=2.0Hz, 6.7Hz), 8.19 (1H, d,
J=2.3Hz), 8.55 (1H, d, J=2.3Hz),
12.04 (1H, s)
NMRI®):  mae) 102 o HYUS

'H-NMR(CDCl,) &: 3.99 (3H, s), 4.75 (2H, s)

308-91
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7.00 (1H, t, J=7.8Hz),
7.56 (1H, d, J=7.8Hz),
7.99 (1H, dd, J=1.8Hz, 7.8Hz),
8.03 (2H, d, J=8.5Hz), 11.43 (lH,
s), 7.74 (2H, d, J=8.5Hz)
WRY: 2zel 104 o) HEE
'H-NMR(CDCl,) &: 3.92 (3H, s), 4.28 (2H, s),
6.90 (1H, dd, J=2.1Hz, 3.3Hz),
6.95 (1H, dd, J=2.1Hz, 3.3Hz),
9.90 (1H, brs)
NMRD):  mzof 105 ¢ HYAE ' )
'H-NMR(CDCl,) &: 3.95 (3H, s), 4.42 (2H, s),
7.26 (1ﬁ, d, J=3.7Hz),
7.34 (1H, d, J=3.7Hz)
NMRZ): s 3ol 106 o HUE
'H-NMR(CDCl,) 6: 1.47 (3H, t, J=7.1Hz),
2.61 (3H, s), 4.46 (2H, q,
J=7.1Hz), 5.00 (2H, s),
8.21 (2H, m)
NMR?):  m3e) 107 o BTE
'H-NMR(CDCl;) &: 1.40 (3H, t, J=7.1Hz),
4.36 (2H, s), 4.38 (2H, q,
J=7.1Hz),
7.74 (1H, d, J=4.0Hz),
7.78 (1H, d, J=4.0Hz)
NMR?Y ; 30 108 o HYF .
'H-NMR(CDCl;) 6: 4.10 (3H, s), 4.92 (2H, s),

9.41-10.01 (3H, m)

308-92
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NMR?): mae) 109 o YR )
'H-NMR (DMSO-dg) §: 5.05 (2H, s), 8.20 (1H, dd,
J=1.6Hz, 5.0Hz),
8.42 (1H, dd, J=0.9Hz, 1.6Hz),
9.01 (1H, dd, J=0.9Hz, 5.0Hz)
MRP): mae) 110 o HUE
'H-NMR (DMSO-dg) &: 2.73 (3H, s), 5.03 (2H, s),
8.17 (1H, brs), 8.26 (lH, brs),
8.44 (1H, d, J=2.1Hz),
8.54 (1H, d, J=2.1Hz)
MRS moe) 111 o HUE
'H-NMR(CDCl,) 6: 4.01 (3H, s), 4.88 (2H, s),
8.15 (1H, dd, J=0.7Hz, 8.1Hz),
8.45 (1H, dd, J=2.1Hz, 8.1Hz),
9.13 (1H, m)
NMMRY): mae) 112 9 BYUE
'H-NMR(CDC1,) 6: 1.45 (3H, t, J=7.1Hz),
4.52 (2H, g, J=7.1Hz),
4.78 (2H, s),
8.49 (1H, d, J=8.lHz)
8.96 (1H, dd, J=1.9Hz, 8.1Hz),
9.55 (1H, d, J=1.9Hz)
MR yog 3 g BuE
'H-NMR (DMSO-dg) 6: 2.77 (3H, s), 5.08 (2H, s),
8.11 (1H, d, J=5.7Hz),
3.25 (1H, s),

8.96 (1H, d, J=5.7Hz)

NMRZ: 3o 114 o syg=
1H—NMR(CDC13) §: 4.11 (5H, s), 4.76 (2H, s),
7.60 (1H, dd, J=4.8Hz, 7.9Hz),
8.12 (1H, dd, J=1.5Hz, 7.9Hz),
8.96 (1H, dd, J=1.5Hz, 4.8Hz)
NMR30) ; H3d 115 o PR
'H-NMR (DMSO-dg) &: 2.82 (3H, s), 2.87 (3H, s),
5.20 (2H, s), 8.09 (1H, brs),

8.42 (1H, brs), 9.01 (1H, s)
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AAN 1

3', 4" - CISIEEAl -2 - 2S2Z20tMEH= 367 mg 2 3, 4 - CIHSAIEIQ#X0I0I= 430 mg S O
B= 20 ml Ol SE0otH 3 Al2t It SFotAlt. H2 =, AEst 2ES HUAIA =&otH O
22 MZE, AXoIACH. HESZ2 2H MZFHoH 2 - (3, 4 - LIHSAHYE) -4 - (3, 4 - C
SIEEAHY) EIOIE S&E 160 mg 2 EMELA BHOZAH LAC
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AAel 126 o) e

H
AARY  YAEUA) (CIHEEFolol = A F)
€ & : 185 ~ 186°C (HC1 &)
Al 127 o H3E
— OCH, :
Rl = —(I-Ij‘/\//_—_\>—OCH3 ’ R2 = H 7
0
r3 = [~ |
N NNg
H

23 SZNAEYN (ZESXE-T2olA AAF)

€ A : 249 ~ 251C
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O CH,
R2 =H . R3=\[:IiL
SNTN0
TNTRC

BAY ;B ZelE A (PAEY ARAA ARA)
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AA ) 129 & HUE

23Y : 2494 ClegdA A2
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€ A : 300C o4

AAle] 131 o IHE

ARY - WAREgy (oetgolA AEE)
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Ao 132 o E3IE
OC2H5
R’ - @—OCZHS' R = H

238 : FAFY (Afddu2-tiddoe 2o HA%)

€ & 141 ~ 142C

Ao 133 o =

4

XY SRAE LY (ol 2oly 2jAF)
& A 1157 ~ 167C (23, HCol &)

NMR (CDCl3) §:
3.80(3H, s), 3.87(3H, s), 7.06(1K, d, J=8.5Hz),
7.56(1H, dd, J=2.1Hz, 8.5Hz), 7.65-7.82(2H, m),
8.31(1H, t, J=6.7Hz), 8.46(1H, d, J=7.9Hz),
8.65-8.82(2H, m)
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©
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Alxo] 135 & 3HE

ARY - BHAELR (clelg EEotu] =-FAA AZA%)

g A : 182 ~ 183C
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H
ARY - gnaEny (el A27)
& A 1191 ~ 192C
A 137
6 - [2 - (3,4 - CIHISAIHZLZSAl) OIMIE] - 3,4 - LIGIEZ JIZEBAEIZE 2 g 2 OLHER 25 ml
Ol Zolictyl, OLMIEA 2d2= 2 g = JtotLl, 130T OIM 3 Al2H Dt W BHRHCE, Z0ME St
1, AR2s HEes0 Sdfiotl, EHE MlF: MABFSOH, 2 - (3,4 - CIHISAHE) -4 - (3,4

- CIOIEZNEEAEIY -6 - ) SAIE 120 mg S €24 HAAFZOZAN AT
8 ¢ 191 ~ 192T.
A0 138

- [2 - (3,4 - CIDISAIBIZO0I0I) OIMIE] - 3,4 - CIBIE2II2ZEAEIE 500 mg 2 2,4 - HIA
- HEAHY) - 1,3 - CIEIOF - 2,4 - CIZAHE - 2,4 - CI=TE (Lawesson's reagent) & =%
E¢&old, 200C 2 JFZ WBHSHCEH. 3 A2t =, Bt52 EZULH. NEE2S Al Z2H

=49 : 1 BIOHl), Z2=20A 20& DHE OHESHA

OFEDCHIGIH (CIZ2220IE : HEgs
ot 2 - (3,4 - CIHNISAIHE) - 5
TLEZAH SACH.

- (3,4 - OlsleE=23I122AEl2 -6 - &) EIOIZ B mg S

> 00 JEX[UHIR O
0d Iz Y H

235 ~ 236°C

AGI 138 Dt SLGHAH St 229 SLRASIE AISSHH &Il AAlM 1 ~ 95 2 97 ~ 135 ¢

g2 UG
AN 139
2-(melg -3-¢) -4-HEZEIOE 1 g2 CSZZ20E 50 ml Ol Bt A20M m- 222
DHEIZA Q00 mg S Jiotd S2Z0A 2 Al2b WEHICH gt Egl2S EUAUEE =2
©2 MZEGtD AXHCH. SMHE Kot 2o FRESS HWE OLMEHEIOIENM MZEGIH 3 - (4
- HIZEIOE -2 - 2) Healg -N- SAE 306mg 2 ZMEYZA AT
88 140 ~ 141C
A0 140
3-(4-HEEIOE -2 - ) Talgl -N- SAE 2.8g S 2= OtMEX 25 nl Ol &dlictl, 6 Al
2t DS @S U0 Z0HE =Gt 208 dF=S 22U0t=2 HMelotll, US2Z2HELE F
E3UCH HHS SZAHE, dxotl) EME SFIAGHH 20d &F=0 22 USZ=20ES It
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HEoks 2832 O UAIA #@5}
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=

- HE EIOtZ 60 mg
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YoM 2AUCH
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=

o
o
o

BB, 2 - (3,4 - CIHSAIHY) - 4 -
2! Jb5tol 90T OIA 3 Al2H JbE mEr
3ml o 220150 DY =, 0B, oA #=22s U22HEO
2 g SREE B8E Hele NEs

4-(1,2,34 - HEzZ
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~ b
~
(W}

oz g,
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o

I
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=
=)
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I
'~

I
’cE
~

I
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g

in
HU
Q \U

2
A bh 2 ml ol 8&o h_J_ 6 A2 DP = .

6}3 Oll Bt = 0l A XHDﬂX&O# 67 mg 2 2 - (3,4 - CIGIEEAHYE) - 4
AEIY -6 - ) EIOIES EMELUEAM AL

255 ~ 258°C (&al)
ol 143

(3.4 - CIISAIHE) - 4 - (3,4 -
792 DN 20 ml Of Soict,

22Cs HE 0.18nl S Jt5tl 0T LK AR20A ol=g mergct, s
5oi HEH BHE GUNA AHNT, B AN & AZmO . zHE OF
O 2 - (3,4 - CIISAIHYE) - 4 - (4- HE - 24 - 1,4 - WXEOLX - 3(4H) -
1503292 2PN 2YZA AAL

2™ 1z oo
|

i H- -

=

GIEE - 2H - 1,4 - BIXEIOHE -~ 3(4H) -
SHHI 60 % =23t LIES 0.065 g S Jtotdd,

o |

t
-
0

DOH

02 N mo-

11, 29, 36, 42, 48, 61,

Rz o IRE2w=™ 1z oo

=
=
N

wW

]
O

ne

ol

=

ol

2

X

I3

10

N2
C
Do
FU

i

=

00

ol

2

0z

S

>

=

=

=
=

144

- (3,4 - CIISAIHY) - 4 - (1,2
Edliotld, 0T OIA HIZXAS=2 .
= % == =AUz Jtotd, A=st
EIEHIE/\ILHI‘—') -4 - (1 - ®xd -1,
LM AT

152.5 ~ 153.5C
145

- (3,4 - OHSAHY
20 ml Ol SEotd

Jl0l A 100 g
2N 2IE 2
(HIXSALE _

88 1 2711 ~ 272T
A0 146

E]
=

4

B0 m
=1

Moo Nge2™ ©
=
2

)~ 4 - (3- 00| - 4 - GIESAIHL) EIOIS 300 ng € EHIERAGIEZ R

20 A E2IE0t2 0.46 ml 2 JiotD, S2T0AM 30 2 mPHRCH of

S0/ED 2 A2 mMEFC 202 st CoZoE22 HES, o

B 0l Z2HES HESHAM M2 2 - (3.4 - EI[HIEAITHIE') -4 -
-5- ) EIOIE 50 mg S WA 2URA AAL

Al

=
=2
=

@
[

[[ﬁ

2 - (3,4- ISAEL) -4~ (1,234 - HESSICZASR -6 - L) EI0IS 1g 2 SH0MEL
10ml 2 D2IE 10l Of 501D, A20A oI= DEACH 9S =p2s =301 22 Ot
G mEE FIS ODAN AL B2 M 9 Azmn  WESHH WEZEOL 031 0
o] 2 - (3,4 - LINISAIHYE) - 4- (1 - OMIE - 1,2,3,4 - HIERSIS2TA=E - 6 - ) EIOIES 2
M FNBHORN AYCH

& ¢ 147.5 ~ 148.5T

AAI0 146 Bt SLSHAH St A2o SLIASE  ALSSHH, &I AAl 57, 63, 66, 76, 77 ¥ 81
o stgEsS UL

A0 147

2-(4-0SAMEELHYE) -4 - (3,4 - LISIEZIEEAEIZY -6 - ) EIOMZE 2.05g2 10% =
ASIZE =8N 20ml 2 OE= 50 ml O SEEAIIIL, 5 A2t SFIULH H=sS RIHotd
HASHHAN, oS Jtotel ME2=Z GHACH (pH 1). ZHES MWAIH ~Z5tD CHEZSO0H0|S
OlA THZHSHH, 0.70 g & 2 - (4 - I2SAHE) - 4 - (3,4 - LISIEZIHZEEAEE -6 - &) E

OIES S84 2UZH AYL

& ¢ 300C o1&
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AN 148
2-(4-3I22AHY) -4 - (3,4 - CIBIERI}I2BAEIY -6 - ) EIOIZ 0629 2 =S4 22¢
S20ml Ol BEGHD, 1 Al Ot BEUC. S 2SS RIotL, LUSAM  OHMED
BEstn, LDLIOLEES IS0, A202 HE2ln AR RUUC 22 JIEI A& 2
S O{DAIH 2T5HD, M, AECH CINZZSO0H0ISHA MZAGH0 0.20 g O 2 - (4 - 3t
SHI2YUHE) - 4- (3,4 - LIGIS2II2BAEIY - 6 - ¥) EIONSS SEM 2L24 2YCH

3 : 300C 0l4

AN 149

2-(3- HISAl - 4- HEEIQHY) -4 - (3,4 - IBIC2}2LAEY - 6 - ) EIOIE 3.40 g 2
222TE - 0B 150 nl O SSoln, YHGIHA, HESZEZDUXA (80 %) 1.97 g 2 X2M
B, 1 A2t WEIEH0, A2OR 3I=ED otE WEHACH BAMLIES 89S Jtotl, 2
22LE02 3 5 FHOIAL BHE OIS T3 Hst LIEB4ASAUCR M5, = 010
YEo2 AXSIACH SIS RAHGtD, &S ZIS CHEITSONISHAN MZESH0 0.50 g
o 2-(3- HSA -4- HESWLHY) - 4- (3.4 - CIGIEEHERAEIE - 6 - ¥) EIOIES 28

M OAMZHORM AYCH

& . 264 ~ 265C

AN 149 2 SLSHH ot 2ol ELAZTE AIESIH A AAI0 45 2 FEE2 SRAUCH

&AL 150

2-(3-0HSA -4-0HeEsLEHY) -4 - (3,4 - Col=2322AE2 -6 - ) EIOE 299 =
222ZE - eSS 100 ml Off SEoll, YHSIHA m- S22 WA (80 %) 1.72 g S =24 Dt
SHOI 1 AIZ2E nBts AR20Z2 3=256l0 ot WEHHCH MHE ZEES OWAIA STEHD, O
g2 2 CoEoHzz MAEstD, AT CIHEXESo0IE - S0 MZEstH, 0.50 g 2
2-(3-0SAN-4-0HE =ZCHY) -4 - (3,4 - LIBIEZ2IIZ2EAEIY -6 - 2) EIOIES AR
LUZ AN HRACH

28 284 ~ 286°C

AAI0 151

2 - (3,4 - CIHEANHZEZY) -4 - (3,4 - CIoIE2SAII2EAEIYE -6 - L) EIOIZE 100 mg & 222
ZIE 6 ml Off Sollot A2 A 435 2EAUESS Jiotld, S2T0A 1 AI2E WEHUTEH.
Z0E RIHotl, HFSE2 SI2LEELZ F=E0IRULT. s 22 M=, HA=XotD, HBlAd =2
HE SKAHIC. NZSS 421912 LY JAZ20IE0HI (2% : 222E2 / WSS =99/1) 2 &
Hst &, OE OLMEHIOIENAM THZAEGI0, 52 mg 2 2 - [1 - (3,4 - CIHISAIHE) - 1 - 58l=E8Al
HE] -4-(3,4-CIolESSAIIEEAEY -6 - ) EIOIEES S2M Te|S4 ZHOZA UL
28 188 ~ 189°C

AN 152

2 - (3,4 - CIHISEAHE - 3,4 - LISIEZEAINZEAEIY -6 - ) EIOFZE 2 g S OLMEA 50 ml 0O
S&olll, Cr0; 1.2 g = Jiotd, 70 ~ 80T OlA, 3 A2t WEHHCEH. 243 otaudls AelAH ol
E [Florisil (&E™), HMZZ : Wako Pure Chemical Industry, Ltd.] 2 g & DJtotD A20A 1 Al
2 WECH, B8 s2F%F, EME KHoll, 0l NRS2 22=2ZE - HE= (4:1) EE=20
SEoll, Osid, o2 |HGILD, d0HE RS2 A2oiE 2YE AZ0IEDdI (B&Y 2
E2IE /NS =199/ 1) 2 EHH=ZE, 2R2REEZ - WIE20A MHZEGHH, 300 mg 2 2 - (3,4
- CIHISAIHZLY) - 4 - (3,4 - CIGIEEANIIZEAEYE -6 - 2) EIOIES S2M AMEAFHOZM &
ACH

=3 249 ~ 251C

&AM 154 ~ 234

AJlAAIN 1Y 138 I SLGHH oF0 2ol S22 E AF2ol o2l E 10 0l UEHUHE 3
22 gt
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B FAEULY (A4 A A)
A

+ 196.5 ~ 197C el - 2l (free)

Ao 155 o 3H3tE

23% . SRAEAY (&AM 42 3)
2

133 ~ 135¢C el : fel
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Al 156 & #}3¥E

CH

BRT ¢ ERYEUY (e - B HER)
A

198 ~ 200°C Hel : 2 HCl &

A2l 157 9o syE

1 _
CH

3

ABY ¢ FAEY (CddA AZA)
A : 185 ~ 186C Fel : fel
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Aol 158 o H3UE

gl - _Q ocH, ,
OCH3 :
0

| 3.
-COCH,CH3 , R° =

o]
[
I

ARY 0 WYL (el AAR)
§2 : 121 ~ 123C Hej . Hel

Axd 159 o A=

3
0
I
NHCCH
— 3
NHCCH3
]
0
ARY . WAEUY (T4 - Bolld ABR)
€3 : 255 ~ 256C Hef : fel
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[Z 10ad]
Ao 160 o 33
1. /N
R+ = . (CH,) ,CH, ,
OCH,
N \o
H

& 164 ~ 165°C

AR : UNEUA (TSN AF)
=

FEl : Fe

Ao 161 o Y=

1 -
R —Q-OCHZCH3 ,

3
RZ = H ,
233 FARY (S
€32 1 203 ~ 204C

Aol A A )

Hel : /el
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Ao 162 o B2

1
rl = QO(CH2)9CH3 ,
~ 0(CH

2) 9CH;

ARY . BARY VA ADE)
A

& 125.5 ~ 126.5C el : [l

Aol 163 o HUE

TR (EolA AE)
170 ~ 171°C el fel

b
m  oX
.. ot

do
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Ao 164 o I

1 .
R- = ——<::zzf-O(CH2)2CH3 ’

O(CH2)2CH3

8 . waRubal (o] gatolA AZE )

T

203 ~ 204°C e : B

(ih3
Y oX

(o]
5

Ao 165 o] H¥E

R? = H . R3 = m
N

23 ;. FARY (Cguld AEE)
3}

179 ~ 181C gef - fel
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Aol 166 & HIUE

g O

ARY . wgAEIAEAF (Tatold AER)

€48 : 250 ~ 251C e 0 A2

Aol 167 o) 33E

r = 7 N\ OCH, '

O(CH,) ,CH,

R? = & , R = m
N™ S0
H

ARE 0 YNRY (T - Bolyq A A)

&3 188 ~ 189°C el : S
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Alxo 168 o 3=

238 . ERAHL (TR - B AHZEA)
A

189 ~ 190C FeEl ¢ el

Ao 169 o] =H3UE

Rl =‘—Q OCH3 7
OCH

3

ARY ¢ HENZFY (LotAH I Ecl A2 H)
=

X 171 ~ 172°C el - 9
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Ao 170 o HyE
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¥ RARY (ARl AP
125 ~ 126°C Fel ¢ /el
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Ao 171 9 3=

RL=—/ N ocu; , rR2=1
OCH,
0
I
coc,
R3 = —/ N\ - -OH
oH

ARY . FARYG (ldEold AZEAR)
A

195 ~ 197°C el - el
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Aol 172 o B3E

Rl = ‘Q OCH2CH3 14
OCH,CH

2773

R2 = u’ R I —@VNﬂz
|

NH

M

ARY . SRR ua (oere - B A7)
€3 . 96 ~ 97C el - HCl &

Arle 173 o 33E

® =‘QOCH3 , RE=H

OCH3

3 . !
R = N N—CH3
—/

NO2

2E% 0 "SAMEUA (olstgolq AR

3 . 138 ~ 139C Bl - 2 gatg

= SR EAY =
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AXo 174 o BygE

Rl = ‘Q OCH3 ’
OCH
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|
R = . R3=‘®-OS-OH
|
0
233 AR g Rl s
3 : 248 ~249C By} : £
AAlel 175 o 33tz
rL = OCH,CH
2CH3
OCH,CH,
RZ = H , R3 = OH
0
Il
NHCCH3

ZolA AZA)

23% : wgAny (g
|3 195 ~ 196C el : R/a
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2 3
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R2 = g , sg

N(CH3)2

ART . HASEY (EE - voldoEH =N A F)

|3 . 164 ~ 165C Hel 2 Gt
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NO

ARY . AR (R A 3)
A

2 138 ~ 139C Hell &3
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2R% ¢ HAZEY (EFdAAAN 42 3)

|4 175 ~ 176C el - FE
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3

A . BB (ool MEOlE - n - HatolM AAA)

amT

3 : 180 ~ 181C el : wel
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Alxle] 184 2] 3YE
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HO OH

Z2RY ¢ WP (el AEA)
3 138 ~ 140C el : fal

AN 185 o HyE

1 _
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R2 = & , R} = —/ N_os - on
— |
0
23y BHELA (e - Bofly M AA)
$2 . 175 ~ 176C el o
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Aajef 186 o HIUE
rl = OCH.,CH RZ = H
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OCH,CH,
3 SN
R3 = — N N - CHj.
i
|
NHCCH,

138 ~ 140C  ef : A

Aol 187 o S

rl = ——%(::Zij-OCH2CH3 , R2=H
OCH,CH,
R3Q

Ei

B0 AP (oEotMEHOIE - n - Hateld AHAA)

ot
o

119 ~ 120C Hef ¢ fel
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Ao 188 ¢ spytE

g1 =‘Q OCH,CH; , R%?=H

OCHZCH3

3
R- = N NH
—/

NO2

ARY ¢ ANZEA (et HAA)
A 202 ~ 203°C Hel) : gatd

Ao 189 & 33E

Rl = —Q OCH,CH; , R? = H
CH,CH

2773

R = —/ Ny )

N02
A% 0 BN (TS - Bl A R)
€& : 142 ~ 1437C Hel : 8§42
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A Aol 190 o H3E
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R -Q OCH,CH; ,
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R? = H . R’} =—{ N— om
00H

A3y . WA (oL M AER)

32 : 194 ~ 195C Hel : &l

Aol 191 & H3HE

OCH,CH

2773

)

I
e

A3y . BoEA (8L - o4 AFR)
A 173 ~ 175C Hef : Fatg
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RZ = H , R3 =-—4<::>H—— F

A . G@BAES (g 2 3)

&3 : 98~ 99C ge) © f2

AN 193 o Hus

OCH,CH

2773

AR% 1 FHEY (oA AFH)
A

-2 95 ~ 96°C e : /2
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AAlel 194 ¢ 33LE

Rl = Q OCH2CH3 P

OCH.ZCH3
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ARY . BARY (A5 - 24 ARX)
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145 ~ 146.5C el ¢ Kol

Aale] 195 o HytE
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R2 = H ’ R3 = —/ \\ cl
Z

LR R ERNC BT RIEEED
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HAlel 196 o e
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2

3% BAERY (olsrgoly H43)

2 : 158 ~ 180'C (£3h) He - 2 o abed
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NMR (DMSO-dg) 6:
1.28-1.5(6H, m), 4.02-4.25(4H, m), 7.10(1H, d, J=
8.3Hz), 7.19(1H, d, J=8.5Hz), 7.46-7.63(2H, m),

7.83-7.97(2H, m), 8.12(1H, d, J=2Hz)

Ao 197 o s E
/2

OCH,CH

. 2773

RZ = H R3=~©-7NH2

ARY : PmAEUA (R - Bold AP
$38 : 2300C (&23h) gel ;- dad
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23 ¢ FYAY (gl y3F)

32 : 111 ~ 1127 Hel : 3
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Rl Z‘Q OCH3 ’ Rz = H
OCH

3

RS =/ N\ om
— /CH3
NH (CH,) ,N
CH,
A3Y 0 AYELY ol - Bolu A2 7)
€3 . 186 ~ 188C Hef : 2 data

308-179



[Z 10ay]
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Aol 202 o) B

rl =-—<::25j— ocH; , R% =4

OCH

ARY . BAEY (LE - oddolME B A AHZAX)

€3 . 170 ~ 171C He] ;. #E

AAlef 203 o] 33HE

R = —( N ocu,cH; , R®?=mw
OCH,CH,
- .
R —-—<: zii—— OCH
3
s
N N-CCHj
ARY ¢ WAELY (NEOMMECIE - n - Hitolyq 2HAA)

€& : 112 ~ 113C el 0 w3
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[Z 10az]
AAx s 204 o] HFPE
’* ='_Q~ OCH3 , R?=H
OCH,
N N
N

ARY . ANEDY (lTEEAN AER)

S}

€3 . 150 ~ 154°C (&3h) Hel : 2 €44

Ao 205 ¢ 3HFE

R (S - oot Zola HAA)
206 ~ 208°C el : 3 G4t
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[Z 10va]
Ao 206 o HUE
Rl = OCH,CH; , R%?=H
OCH,CH,
R = OCHj
/N
N N - CH,
N/

233 . WARUY (e AEX)
A

&

155 ~ 158°C (sl)  ®eh: 3 A

Aol 207 2 3YE

rY = OCH,CH3 , R2 =
OCH,CH,
R? = -—{fij>%—— OCHj,
Ve
N N - CH,CH
N\ / 2-73
ARE . YRy (ool HER)
A . 241 ~ 244C el 0 3 @ard

H

4
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[Z 100b]
Aol 208 o BB
rY = /;_S O(CH,)qCH;
O(CH,) 4CH,
R - —/ N om rR2 =1 ,
NH,

AR BHAZUR (ol AAA)

& 1 156 ~ 162°C el 2 duad

Ao 209 o IS

Rl= — N—ocu, -, Rr2=-1=1,
OCH,
R = — N— om

CH,N N - CH
2\ __/ 3

NMR (DMSO-dg) &:
2.83(3H, brs), 3.28-3.82(8H, m), 3.85(3H, s),
3.91(3H, s), 7.11(2H, d, J=8.4Hz), 7.52-7.68
(2H, m), 7.87(1lH, s), 7.98(1lH, dd, J=2.0Hz, 8.5Hz),
8.30(1H, d, J=2.0Hz)

23Y ¢ BAILY (Lol A2 Y)

3 : 178 ~ 190°C el - 3 datd
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Ao 210 ¢ s

R1=Q0H R -

ARY : WAEUy (Rl d AEF)
A 188 ~ 1927C (¥3l) el : 2 A

Axe] 211 of HyE

OH
R3 = 7/ \ OCHj
N N - CHZCH3
—
2

B8 1 BAAAL (EotMEH O E - oxbEd A HAF)
P

& 166 ~ 170 “C e ;3 @ag
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Ao 212 o Bz

Rl = ——<C::Zt—— OCH , R =1
oct,
CHN )
2%3% . FYEUAY (B2 HEH)
$2: 167~ 171C e} : 2 Qe
Ao 213 & 3FE
rl = / N OCH,CHy , R?®=H
ocH,CH,
OCCH
! 3
R/
OCCH,
I
0
2437 0 YREY (2N A2 F)
$3 . 137 ~ 138C e+ G
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[Z 10ve]
AAel 214 ¢ BYE
1.
R' = OCH,CH3 , R2=1H ,
OCH,CH,
OCH,
R3 -
i
éoca3

121 ~ 122¢C

23Y 1 FAZEA (dotdEcl =N 242 3)
A

Hel ¢ R

ANl 215 o) 3

Rl = /N OCH,CH; , R%®=H ,
ocH,CH,
ocH,

g3 = — N\
CoOoH

176 ~ 177°C

233 ¢ FAPY (d2elA AZ2A)
A

el - /el
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Ao 216 o HYE

RY =——<:::zj— OCH,CH; , R®=H
OCH,,CH |

2773
OCH,
R3 -_—

0

VAR

CN N - CH,

—

23% ;. AR (IotMElo]EolA AZEA)
€3 : 185 ~ 186C Hej 0 gad

ANl 217 o e

R = —f%<::zij—.OCHZCH3 , RZ=H ,

OCH2CH3

A3y . WA (telaz2UofH 2N HAR)

2l
&3 . 113 ~ 114C Hef - Fal
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Ao 218 2 HYE

Rl_—.‘Q-OCHZCH_q) ., R®P=H

OCH,,CH

2

OCH3

R3 =

/N
CH.N

y ©

3

N - CH

ARY 0 HAEUY (lEotAEHCI BN 22 %)
3

f%lg“ - 2 ditdd

2w 2

A 219 o HYE

Rl = ‘Q OCH2CH3 '
0

CHZCH

3
OH
RZ =1 3 = —{ \
23y 0 AN (gl AZF)
$43 . 126 ~ 128¢C el . 87
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Axel 220 o HYE

1.
R —-—{(::2:——-OCH2CH3 .

OCH2CH3

Aol 221 o} HIE

Rl = —(/ N\ OCH,CH3 ,
OCH,CH,
=
R? = H , R3 = }
N
N
2

BT HARY (lTgodA AFX)
A . 161 ~ l164C e : Fug

oo
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AAjof 222 & H3E

OCH,CH

2773

el
383
|

= -G 3
~CO5CoHg , R® = =CO,CoH5

ARY . AAEUY (ClYotHMEolEol ] 2j A )

3 : 212 ~ 214C He) - 2 QA

o BR W = §

Aol 223 o e

i

Y . BATYY (UdUEEoln SN 22 %)

& 1 270 ~ 279°C (£3l) el - fe

NMR (DMSO-Dg) §:
1.39(3H, t, J=6.8Hz), 1.40(3H, t, J=6.8Hz),
4.00-4.3(4H, m), 7.13(1E, d, J=8.4Hz), 7.16 (1H, d,
J=2.0Hz), 7.68(1H, dd, J=2.0Hz, 8.4Hz), 11.97(2H,

brs)

308-190



[Z 106j]
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Ao 224 o] 3312

R =-—<<::>»—— OCHj , R? =

~
OCH3

3 /N
R® = -CHy N N - CHy
—/

HBHAELY (2ol x)AH)
188 ~ 210°C (&3}) Hef 2 dar

—

NMR (DMSO-d¢) &:

2.82(3H, s), 3.25-3.78(8H, m), 3.85(3H, s), 3.88

(3H, s), 4.49(2H, brs), 7.09(1H, d, J=8.6Hz),
7.44-7.60(2H, m), 7.92(1H, s)

Aol 225 o] sHYE

1o/ N\
Rt = OCH,CH; ,
. OCH2CH3

’d

R =1, &= [T ]
N/

A3% . BALRY CHIBAA 423

T3 114 ~ 115C Hef : EArE
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[Z 106k]
AAe] 226 & HILE
gl = —¢/ N OCH,CH; , R®=H
OCH,CH,
0 OCH

ARY . gZAaEua (toldod 2 AEF)
2 122 ~ 123C Hej ;. Ha

Aol 227 o HYE

ri

Il
]

OCH,CHy , R%Z=H ,

OCHZCH3

it

By . Wz (fYoHEolE - n - WakelA A23)
A

% 128 ~ 129°C Sef . Sl
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[EZ 1061]
AAlel 228 ¢ 33rE
=
Z N .
° H
OH

B UBNEDS (CIHEEFOINE - EolN EA)

285 ~ 290°C (£3l) s . S

4

i)
m ox

alo

Ao 229 o 33HE

~
Rl = - | R R2 = H ,
N
0
R3 = _\//:\\>—_ O£CH3 '
OﬁCH3
0
2

Y 0 FAZASEY (lEotME o] Bl AZEE)
A

X 130 ~ 131°C el - 92
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1019980709313

A Ao 230 o FHUYE

rY = ﬁ , RZ =1 ,

23% : GZAAEEY (CHEESonE - detEolA A X)

|3 . 256 ~ 257°C el : §a

AAe] 231 2 3EE

rY = Q OCH,CH3 , R%2 = H
OCH,CH

2773

~CH = CHﬁﬂAAKC::>

s
W
]

14
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[Z 10bn]
AAlod 232 o 33te
1 _ \
R+ = /;_ OCH2CH3 7
OCHZCH3
R =1 , r3-= —4<::2tf—c00H
NH2

AN 233 o BgE

rl - _—<i:§if— OCH,CH3
OCH, CH

273
R2 = § , RS = N\ OH
CONH2
BT FAZEY (YL - ofereoly A7)

=2

21 195 ~ 196C e . g7

AAlo) 234 o] 3HgrE

l = '/ \ .
R B OCH,CHj ,
CHZCH3
R2 = H ' R3 = / \ OH
— CH
conl 3
CH3
A0 235
4-(3,5-CLEZHY) -2-(3,4-CIHSAHE) EIOIZE 599 ¥ <M 1 FH2 =32 24.4 ¢
o ZstFA 90 mI BUS A20AH 2 Al2h Wt W2AS, A&Eoctle 232 HAAIHA &G,
HE=2 - 2UAM MZESHH, 4 - (3,56 - CIOHOILHE) - 2 - (3,4 - CINISAIHY) EIOIE 2 S4H
3.73g & <=Ct
g8 198 ~ 200C
S 2y
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A0 235 @ SLGHH ot 222 ELR=SE AISSHH, AIJ| &AM 55, 91, 104, 181, 191,
196, 197, 198, 208 & 232 9| g2 d=Ch

HA0l 236

4 - (4 -3l=E2AHY) -2- (3,4 - CIHISAIHY) EIOIE 1.5 9, 2,3,4,6 - HERZH -0 - OINE - B
-D- 220t RA 1.4 g Y ECHEEAIE {3 g2 HEZEZES 45 ml o RﬁHﬁLﬂ 0cC
OlA CINE OIECIIIZ=AHO0IE 0.9 g 2 HE:ZHSIEZFe 5 nl EHS AN JIgtD, &20 M
14 A2t W BEHCH. ZHE KHGIH A MFSS A2 Z2E JZ20EHI (8% U
2220 E) 22 HHotl MIEOLAIHIOIE - n - EANIA XH%@OPO#, 152 g 9 4-14-
(2,3,4,6 - HIERH - 0 - O}HIE' - B -D- Z2R2UIAA=2A) HE] -2 - (3,4 - CIHSAHY) El
OES 2=C

s& . 180 ~ 181TC

o A4 2 5

AN 236 U SLSHH St 22l SEHIAZE AMESHN, AD| AN 171 Z 184 2 JFEES
HA=CF.

alAI0 237

4 - [4-(2,3,46-HE2CH-0-0tME - B -0 - 2F20Ict=A=2Al) HEY] -2 - (3,4 - CIHSA
HY) EIOIE 0.15 g S HEt=S - CIZ2Z220E (2 : 1) =20 6 ml ol &Estd, oJ0 LIESO
EHO0IEE =0EItotl, & 20lA 2 A2t WwBtstCE. ZHE SHet=, HE20HAM MHZE6HN

71img 2 4-[4- (B -D- 2FT2UA=AZSAl) HE] -2 - (3,4 - CINISAIHY) EIOIEES =0
SH 138 ~ 140C

SHAM A ZE A

alAI0 238

A20AM HOelS 40 ml o Z2z=ZE4& 2wl 2 &Jbotd, 50T WA 12 Al2F WBHSHCE. 4 -
(4 - ol==2BAHY -2 - (3,4 - CIHISAIHY) EIOFE 0.33 g 2 Jlotl), CHAl 50C Ol 6 Al2t 1
ISt =, AR20A ot weHsHCH S EE=E2 2 21X sFAIID AF20H =22 JlotH
MHE Z2EZ2 OUAIH =TS AHE 4 - (4 - S|lESA=ZLY=2AIHY) -2 - (3,4 - KIS
AHY) EIOIE T2I&ES MHE=S 3 ml O &E36tD, 0.1 N :ME2LE £2H 50 2 DJiot, A2
A ol gr wbBHsHCH. S EE=22 s50ot1, 20N =22 S0l Z2olsttt 0] SH
S 0|2 W&=X (Dowe x 50 w x 8) 0.5 g @2 XHeldtd, HUES ==5l0{, 4 - (4 - SIEEASE
HU=2AIHY) -2 - (3,4 - CIHISAIHY) EIOE 0.04 g S L=},

SH . 248 ~ 249

Sata 2o

alAI0 239

4- (4-BISEAHE) - 2 - (3,4 - CINSAIHYE) EIOIS 0.5 g, MAESAHFIE 19 2L N - L
OHe2tE 0.5 g 2 WE=2 25 ml Ol E&aotl, 8 Al2H JIS&FEHC}. s =EE2 22 AN
Z0E HIHst &, d0E 2SS A2 ZY JAZ20IEDHI (2EY : US220E / HE=E =
49 / 1 21dl) 2 HHMSIH OoIEt= 10 ml Ol Soll&tCt. GoI0ll Y3t AIAZR Z3IE OES
0.5 ml & Jtotl, EXISHC. M EGSte 282 HIAIA —’-‘—’é‘o}j AEX=Z NE20HAM

MZHGIH, 0292 4-[4-0l=E=A -3-(4-0HE -1- ODH2XNLHE) HE] -2 - (3,4 -
CIHSAHY) EIOIE 3 SAMHE d=C.

=8 178 ~ 190TC

sy

NMR (DMSO-ds) &

2.83 ~ 3.82 (3H, brs), 3.28 ~ 3.82 (8H, m), 3.85 (3H, s),

3.91 (3H, s), 7.11 (2H, d, J=8.4Hz), 7.52 ~ 7.68 (2H, m), 7.87

(1H, s), 7.98 (1H, dd, J=2.0Hz, 8.5Hz), 8.30 (1M, d, J=2.0Hz).

AAI0 240

4-(3-HIZAl - 5- JHS=AEL) - 2 - (3.4 - CINSAIHYE) EIOIS 159, N - HETHIA 0.4
5 2 LIS OIS TATUOIE 07 g o LOEEBO0IT 2ot 20 1 B B0l DUECH
ECZINEOtE 0.6 ml & Jiotd AESOiI/\-i 14 Al2t WBHStCH, SHE SKAHotL, A
=220, CIS=220HE 80 ml £ 2 30 ml E %@@EP. A0 22, CIS=2HESS L3
EtMEALUES =224 20 ml 9:' EiP ASIUHEE =S 20 ml & ME L HAXSHCH. ZEMHE &
Hot S2HE XMER=2 A2 2E™ HEDFEJEHJ_M (SEY . [IZZ2Z2MHE / HEt2 =200/ 3 &
odl) 2 HHMotl, og OM‘HEﬂOIEOH S0l stCt. Ao - HEt22 JIot A&t 282 O
WAIA =F6tD, HAXAIZI £, OEOIMHOIENAM MZHGIMH, 1.2g 2 4-[3-MHSEA -5-(4
- HE -1 - DH2KEIZ2EY) HY -2 - (3,4 - CIOISAIHY) EIOIE At 1.2 g S Y=C.
UH/\H_E_%
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S& 185 ~ 1867
AAG 240 Db SUSHH SO 2AAC) BWRABE A0, 4| AAIK 120, 217 X 233 O FHES
S oe=r
AAG 241
4-[3-HSA -5-(4-HE -1 - NHAKNLIH22Y) HE] - 2 - (3,4 - CIHSAHL) EIOIS
0.4g 2 HEANSZE 20l O Sohotn, 448 =205 2§ 2 mng = LM Jiotn, 0T
OIM 30 2 & AS0A 2 Al2t mEFSHCE, 10 % SASHIES 2% 0.05n X 20.1nl S
JIet T, CHAl A20IM 20 2 mEFSHC. BIS SEES OIS B, HMUS 52510 QoA H
222 A2 Y AR0END (BEH : (2220 / HES = 99 /1 2UH) 2 ZHGHD
GIZOLMIEIOIE O SaHEHCE. Yo - OIEFES Jbot0l, AlEGts ZHS KA 2o, A
EZAZI =, OIE OIMIEIOIENA THZEHGH0f, 40mg o 4 - [3- HISAl -5~ (4- HE - 1 - DN
2AALHE) HE] -2 - (3.4 - CIOISAIHY) EIOLS 2 S4eS =D
4 = ot
83 @ 212 ~ 214C
AN 241 D SYGHH GH01 242AC] BLRATE ALSSIO A AN 209 O SHEBES Al
AAO 242
4-(4-2322 -3- LIEEHYE) - 2- (3,4 - CIISAIHE) EIOIS 19 % 2222 636 mg & Cl
HEZTSOI0IS 20 nl ¥ CINEEZAIS 20 ml EXS  150C OIM 2 ~ 3.5 AR Dt BREICH
BISMS XT R, HRSS Y0 6D, BASALES $8MS JI6t0, CI2R2M|ES
2 335 £380. YELIEE £+BUO2 MBS, HAMNIYSOR AXSC.  BHE S
O 20IF XESS M2 2P I2OIEIHWR FHS, Y OMEOIE - n - M2 HZH
St0i, 1.03g 2 4- (4- BB - 3- LIEZHYE) - 2 - (3.4 - CINISAIHYE) EIOISS 20
SN oHy Z2F
S : 119 ~ 120
MAIGH 242 9 SUGHH GHOI 2420 SUASEZ AIESIOI ADI AAIG 173, 180, 188 ¥ 189
steres 2=0.
AAI 243
4,5 - CIISAIZEY - 2 - (3,4 - CIISAIHYE) EIOS 192 OES 4n O s, =2
& 4352 20l S JtEiC Eg22 S92 =251, 130C MM 48 A2t JFESICH,
d4ots, MBSl= ZHS OBAIS SFGHL, NESE MBoD, AXA F, OHSESOHIS
GIM MZIGH0! 220 mg o 2 - (3.4 - CISAIHY) - 5,6 - CIGISZEI0IEZ [4,5-d] D2ICHE -
47 - 022 2=0
SF @ 270 ~ 279C (=)
B 2
NUR (DMSO-ds) &

1.39 (3H, t, J=6.8Hz), 1.40 (3H, t, J=6.8Hz), 4.00 ~ 4.35

(44, m), 7.13 (1H, d, J=B.4Hz), 7.61 (1H, d, J=2.0Hz), 7.68

(H. dd, J=2.0Hz, 8.4Hz), 11.97 (2H, brs).
AN 244
2-(3,4- CINSAHE) - 4- 2220LEI0LS 80 mg 2 N - HEDHAE 320 mg S CIHLES
OLOIE 10 ml Of Sohotn, +ASHIES 130 ng S Jtotd, ASWAH 14 Al2F WEFSICE. =E
RNGH A0 WRES ZEEESO=T =HE. WS ZRNH, AZA B, SHES
RUBCH AOE RS2 HESH Sofotl, FsH2IIAZ EsE HESS 160 WIS
SEGHE ZHS ODAIH TG, 2O NESE  MF, AXoI0, NESHA MG,

820mg 2 2-(3,4-CIHNSAIHE) -4- (4-0EIHXNLEHNE) EIOIES =04,

SF : 180 ~ 210C (2H)

S

AAGI 244 9 SUBHH 101 LAl BLWABE ABSIO, 4D AAG 209, 212, 218 o FHESS
S

AAGI 245

|- 222 - 34 - OHSAHE 2.4 g A ZXHE J2ILUE A% HEASISZES S 60 nl
9w DerstD, CJI0 2 - (3,4 - CINISAIHY) - 4 - T2YEOHE 39 © HERASE2Re 39
20 m B JHtD, S2EUM 1 A Y AR0A 3 AR DMEFSICH 525t ADE +2Y 10
nl 8 Jtetn, BHE KB UoR ARESS ZRREES 100 nl 2 =SB ol =2
20m L USHLES £8% 20l 2 NIS, AXsC.  BHE RN A0N IR2S A
21912 22 J2OLEIHD (SSY : CIZ2ZHE / OME =99 : 1 2OH) 2 JHotD, CloE
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OEHZ0A TZEGH, 2292 2-(3,4-CHSAHE) -4-[1-38IE5A -1-(3,4-CI0HS
AHY) HE] ElotEE L=Lt.

& ¢ 122 ~ 123T

=
g 2o

. m
D5t 207 RE2S Aol HYIAZO0EIHIZ FRHGHo,
o 2822 2- (3.4 - LINSAIHY) - 4 - AEREOE 29 8 &

AAGI 245 9 SUGHH GHO 2420 LRSS AIBCIN, Al HAC 128 O HHBBS VL
MO 246

2 - (3,4- CIISAIBEIE) -4 - [1-3IS=A - 1- (3,4- CIHSAIHE) HE] EIOHE 150 g 2 2
22ES 20 1l O SolotD, OIMSIU 19 2 Jkatl, 2 Al It BRI BSos  of
Uotn, HUS ==L O OFAIEIOIE - n - &I HZHoH0r 98 mg © 2 - (3,4 - CIO|
SAHY) - 4- (3.4 - OOISAMZLY) EIOIES 2L

X : 128 ~ 129C

b =g

AAGI 246 Dt SUBHH H0 Ao SLADE ALSSI0N, AT MAICK 127 O HEBES VL
MAIO 247

MEERHY EATE 222C 2.6 g O HEASS2ER 10 nl SSAS -50C OH  RESH, n
- 2E2lS 42 m B AW XIEC.  SHE2S oY AWK £23, UAl 50T 2 WA
2-(3,4- CIISAIEY) - 4 - ZSYEIOLE 29 o HIERASSSHR % 1211  Jboll, S2&
A 30 2 2 A20IA 2 + S 10 ml, OIZOIMEIOIE 40 ml 2 Jt5t, &=el
=580} z

A2

=t

8X : 4 ~ 95C

SEN 2o

MAIG 247 Db SYEHH BH0I LA BLARES ARSI, I AN 129 L 135 ° sESS
=

MAIGI 248

AJ| AAIO 142 S RHBO LAS SLADE AIBGIG, AJ| AAIO 155, 169, 175, 182, 190,

=N <] a
196, 201, 208, 209, 210, 211, 219, 220, 228 ¥ 233 2 sg=E=S Ld=0.

AU 249

a0 AAlM 143 ot sLotAote 222l SRR IE AMEoIe, &I AAle 172, 178, 180, 181,
186, 201, 206, 207, 209, 210, 211, 216 ¥ 234 2 sigf== & =0

A0 250

/lijjl A0 151 ot SOt ot 2422 SELASE AIEotH, & ZA0 226 2 SEES =
A0 251

aJl &A0 152 2 SZotH ot 222l EEAFE AISOIN, Il HAM 227 9 E=Es ¢
=0,

A0 252

ADJI AAIG 146 Wb SLOHA GHK 220 SLR_SE AESHH, &Il AAIM 159, 175, 186, 202

2 138 Ut SYSHAHISHH A2 SLRA=SE MESHH S M 11 2Ol LIEHH= 3t

308-198



[E 1laa]

RZ
\______S

A

1019980709313

HAlof 253 o s3rE

R! = Q 0C,H;

0C,Hs

2% 0 HAEUY (ke - 22X A HAA)
$3 : 2193 ~ 220.3C Hej : fe

RZ

I
e

A Aol 254 2] 3I3LE

Rl = Q 0C,Hs ,

0C,Hs -
CO,CH,

AR . N (ool AMZAF)
A 137~ 138°C Fel ;. #al
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AAo] 255 o B

R! = Q 0C.Hs ,
OC,H,
) CO,CH;
R? = H , R? = G OCH,CO0,CH,

A% FAAY (tolaZ2 WU HEN AA)

$3 : 96 ~ 97C Fel : e

AAjof 256 o 3YE

R! = Q— OC,Hs ,
T N0C,HS
CO,CH;
RZ=H , R = @ OCH,CH = CH,

. waaEsma (tlol&Z 2 Hoj gl = o A ZH4 %)
8 ~ 87C e : e

Y,
m o

do

AAlel 257 ¢ H3tE

R! = Q OC,H; ,
OC,Hs
CO.H
R2 = H , R} = \/F——‘\; OCH,CO,H

Y . g (TolaZ 2L oM 2ZA)
A . 199 ~ 200C Fef Rl

[~

)
v
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Axo] 258 o] B}HgrE
R! = Q 0C,Hs ,

0C,H;

CONH,

A4% . BAZAZE4 (JITEHY - oU2ols A3
A 195 ~ 196C e ¢ Fal

RZ

&

AAle] 259 o HIE

ol - Q 0CH,

0C,Hs

CO,H

ARE . AHETY (Yol - n - Aol AR
A

3 131 ~ 131.8C e} : $q

Ao 260 o 3HYE

Rb = \/.oczﬂ5 ,
T NocH;
CH,CH=CH,
RZ=H , Rs= /N OH
™ CO,CH,
238 . RAmEA (tolaZzWoH A HAZ)
3. 118 ~ 119C el : 83l
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[E 11ad]
© Ao 261 o FHIYUE
Rl = Q OCZHS ’
0C,H;
CO,H

RZ=H , R} = G OCH,CH=CH,

¥ waxnay (" olAlg ol Eollq zj47)
2 159 ~ 160C Hel o 8¢

i

o
k-2

Ao 262 o BHTE

Rl = Q 0C,Hs ,

OC,H;
CH,CH=CH,
RZ=H , R? = O OH
CO,H

it

Y UAAY (ool AEH)

3 : 156 ~ 157C el ;92

AAle 263 o HYE

Rl = Q OCzHS 7

OC,Hs

R? = H , R3=<©—SH

ARY : GSZRNEUL (T4 - oskol M AFA)
3 : 283 ~ 285C gef . S
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Ao 264 o Btz

R! = Q OCHs ,

0C,Hs

* NO,

RR=H , R = OH
~ CO,CH,

A3Y : BARY (2R - gugdy 52 3)

€3 : 194 ~ 195C Hel : g

Ao 265 2] 33tE

R! = Q 0C,Hs ,

0C,Hs
NO,
R = H , R =
CO,CH,
3% BARUY (Be - 22y L EED)
$3 1 1504 ~ 152¢C qe) - ag

AAlo 266 2 e

Rl = Q OCHs

CO,CH,

RR=H , R = 7\ OCH,0CH,3
3% AU (e gdA AA3)

€3 : 82 ~ 83C el © el
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Aol 267 2 s

R! = Q 0C,Hs ,
0C,Hs
CO.H
R =H , R = G OCH,0CH,

Y WA (clEotMEo Eo) A zjAA)
3. 134 ~ 135C gel 0 fe

(1)

€

Aol 268 2 HYE

BF o WA (oA A H)
A 139.8 ~ 141C Hef - &g

CO,CH,

NH,

i

AAof 269 ¢ 3H3E

Rl = Q OC2H5 ’
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[Z 1lag]

Aol 270 o Huz

R! = Q 0C,Hs ,

OC,Hs

CO,CH;
NO,

R =H , R =

AR 0 YUY (C"EAEHZ - n - ity RAH)
A

& 958 ~ 97.4C Hel : Ko

WA 271 8 BB

R! = Q OC,Hs ,

0C,Hs

2% 0 YHEUY (MY - FEEX SN HAA)
§3 : 248 ~ 258°C (£3) ge) ;- 2 Aare

[ R S = 4

NH,

Aajell 272 & H3tE

R! = Q 0OC,Hs ,

0C,H;

NH,
Br

CO,CH,

2AXF 0 SRAAY (RgolN HE%)
A

€ 116.6 ~ 118.2C Fel - Frel
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Ao 273 2 H3E

R! = Q OC,H; ,

0C,Hs;

CN

R =H , R3=©

ART . ARl A7)
A

3 128.6 ~ 129.2°C el : Fe

Ao 274 9 33tE

Rl ) @ '
CO,CH;
R? = H , R} = H

AR : YHZEA (2 RE Y24 3)
3 : 1282~ 129C  ®He : fa

Alxled 275 9} HIE

\
R! = -Q\- 0C,Hs ,

OC,Hs
CH,, ,CHs

C-CH=CH,
R =H , R = /N H
~ > cogH

238 : 22U (ILoMEOlE - n - Hatoz Ny YAA)

|3 : 164 ~ 165C Hel - K
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[Z [1ai]

Ao 276 o FHIE

R! = Q OC,Hs ,

OH
CO,H

R”E=H , R=

2438

3

WA (ofeolAgo| EZ R A )
197 ~ 198'C . el : g2

Aalel 277 o 33E

R! = Q 0C,Hs ,

COH

HAHA (ol oligo)E - 4 - Yrozvy 244

0C,Hs
CH,

l
CH,-C=CH,

184 ~ 1857C el g

Ao 278 o HurE

Rl = Q_ OC,Hs

0C,Hs

CO,H

YAHY (Lot ol ER e A F)

;211 ~ 212¢C el o R
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AAle 279 o] HYE

Rl ) @ '
CO,H
R = H , R} = @—ocm

2RY WA (B - CelYolHzeiy 427)
&3 : 100.6 ~ 101.4C el : |

Aol 280 ¢ ByE

R! = Q OC,H; ’
OC,Hs
- _CO,CH;

Z3% : SRNEUY (IR - FRExgoz VY HFA)
A

& 138.6 ~ 140.6C BEl ;R

AAlo 281 o] si3tE

Rl = Q OC,Hs

OCsz

R = g , R3 = /\

A% . BENHEY (lveEyy yaw)
A

X3 192 ~ 192.8°C Hqe . Qq
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Z 1lak]
Ao 282 9o 3l3tm
R! = Q 0C,Hs
OCH,
COH

J
~
]

i, R3=</j\>0H

Z23% 0 WA (REErE A2%)
$d . 208.6 ~ 211.6C Hel : Fa

Ao 283 o EHYE

R1 = Q OCzHS 7

OC.Hs
CO,CH,
R””=H , R = Q—QH
NH,

Aajof 284 o B

Rl = Q 0OC,Hs ,

0C,Hs

CO,H

RR=H , R= 7\ OH

CH,CH,CH;,

238 . gAEuy (deErE A2%)
A

& 179 ~ 180C ey o Rl
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[Z [1al]

T Ao 285 9 3H3E

R! = Q OC,Hs

0C,Hs
NH,
RE=H , R= OH
CO,H

AAje] 286 o 33E

R! = -Q OC,Hs

0C,H;

o ce

RE=H , R = -Q-OH
— CO,H -

239 @548 (URERY q3%)
A

& 194 ~ 196C Hel : Sq

AN 287 ¢ e

R! = Q 0C,Hs ,

OC,H;

OH

RZ_

1
jas]
0
"
1
X
-

CO,H

223% 0 HaEEY (Udoz R qAF)

+3 : 272 ~ 273C el . $2
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Z [lam]

AAlo] 288 o 3j3tE

R! = Q O(CH,)3CH, ;

O(CH;);CH,

COH

R?=H , R3=G—OH

23% . WAL (Y ERH HFA)
§3 : 140.2 ~ 141.6C gef : #8

Ao 289 o EHIYF

R! = Q O(CH,),CH; ,

O(CH,),CH;

CO,H

R? = H , R’=-®—OH

L B R RCREE R

$4 : 177.6 ~ 178.8C el . fy

LA 290 o Bt

Rl = Q OC,H; ,

OC,Hs

CO,H

Z2RF 0 ARy (ugERy AEA)
A 5 ~ 203.4C el o fre
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CAAe) 291 o) 33E

R! = Q O(CH,)4CH, ,

O(CH;)4CH,

CO,H

RZ:H ' R3=GOH

ARY : MANEUY (IS RE YA F)
€3 : 1202 ~ 121.6C el : 9a

Aol 292 o HYE
R! = / \ 0C,H; ,

0C,Hs

" _CO.H

ARY . HAHAY (e2Ery HE3)
A

3 224.5 ~ 226.5C Fel . Rl

AAlef 293 o s3tE

R = Q O(CH,)CH;

0C,Hs

CO,H

R =H R3=~</__—/\<—OH

A3 ¢ MHEUY (ougzyy A4%)
A

& 176 ~ 176.6°C gef : 82
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1019980709313

Mol 204 ¢ 3T

R! = Q O(CH,),CH; ,

OCij

RZ=H , R3=~©

A3 UHMEUY (IR EE 43 H)
A

X3 168.4 ~ 168.6°C e : e

HAjol 295 o 3yE

Rt = Q o,

OC,H;

CO,H

R? = H , R} = OH
CH,CH(CHs),

237 AMAL MR YY 4237)

€3 . 180 ~ 181C Hel . gq

Aol 296 o #3tE

Rl = Q.OCZHs ,

0C,Hs

CO,%«K*

RR=H , R = @— NHCOCH,4

2R UL (lHolMEEZRE AT

%3 : 271 ~ 273C gel - R

308-213



[E 1lap]

Ao 297 o 33tE

R = Q— OC,Hs ,
R =H , R = Q OH

CH,CH,0H

3% 0 ERHRUY (lYolqEo|Ez vy H4%)

$3 : 170 ~ 171C el S

Hale 298 o 313tE

- R} = Q— OC,Hs

OH

R =H , R’=-%3—NH2

CO,H

A

237 dRATEE (e - ol YoluElolmE Y 42 7)
€3 1 239 ~ 243C (£3h) Hef . 27

Aol 299 o 3gE

Rl = QOC2H5 ’

0C,Hs
OH

CHzc,IHCHZOH
RR=H , R = 7\ OH
— CO,H

AR% WY (lEolEoER Yy HAF)

3 199 ~ 200C Hel . S
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AAlof 300 & 33E

R1 = Q OCZH.S ’
0C,H;

i)

Ay . FARAY (Lot H I ERZRH AER)
A

g3 : 228 ~ 229C ge) . 8o

Ao 301 o BH3tE

R! = Q OC,Hs ,

OC,Hs

CO,H

R”P=H , R = —@- OCOCH;

A3% 0 AWy (CIYolEo =R Y A A)
2 0 178 ~ 179°C (£3)) el : R

Ao 302 o 3YUE

Rl = Q 0C,Hs

O 0C,Hs

ABY ¢ BN (AHOlMEOIE - n - Yo g RY AHAY)
o 138 ~ 140C Hel . ®al
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[Z [lar]
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MAAjel 303 o 3H3UE

R = Q OC,Hs
o 0C,Hs
OH
R®=H , R = Q
' CO,H

23% 0 SR (e RE HZ2H)

[

€3 : 203.2 ~ 203.8C -

AAlod 304 o 3HYE

R! = Q OC,H; ,
OC,H;
© _CO.H
R? = H , R = G OH

AEY ¢ WAy (CldotMEHIERRE (AF)

-&3 . 252 ~ 253¢C el Rl

Aol 305 o BHarE

Rl = Q .OC2H5 ’
0C,Hs
CH
RZ =¥ , R3 = / \ COZH
—/
OH

gel /e

NMR : 54)
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Aol 306 o e

OH

R? = H ’ R® = OH
CO,H

AR . @AY (cldotMEolER Y A F)

$3: B ~4C P fe

A 307 o 3L

OH

CO,CH;

23 SRR UY (ueERy H2A)
A

% 185.8 ~ 187°C qe) . 9

Aalof 308 o 3arm

R! = /_\>—OH ,

CH

CO,H

RZ:H ' RS:@OH

ARY . FYEUY (o - n - YAt - B2HEH A2A)
1 239 ~ 240.4C Hef . el
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Z [lat]

Ao 309 o HYE

R! = Q 0C,Hs

0C,Hs
OH
R”R=H , R =
OH
el - R
NMR : 55)
Aale] 310 o 3H3HE
R! = Q OC,Hs
0C,Hs
OH
© _NH,
R”R=H , R =
CO,CH;

2% . "ERNEY (dYEERH 443%)
A

+ 132.8 ~ 134¢C Bef : fel

AAo 311 o stuz

R! = J\/j—\\>_.oczﬂ5 ,

0C,Hs
OCH,CH=CH,
RR=H , R =-
CO,CH,
23y . WALy (Yot H|ERTE A2E)
§3 : 92.8 ~ 94C e - #2

308-218
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Z [lau]

Al 312 o HyE

R! = Q 0CHy
0C,Hs

OCH;

COH
2379 WAZUA (dHolMEEZRE AA)
€3 : 237.4 ~ 238.5C ef . Sl

Al 313 o g3z
R! = Q 0CHs

OH ~

CO,CH,

2738 . WY ClHEERE 42F)
€32 . 151.8 ~ 152.5C Hef ¢ Rl

AAjd 314 9 HYE

Rl = Q OC,Hs

0C,Hs

OCH,CH=CH,

CO.H

[N

3% WARua (RgE Y H2R)
A

+ 194 ~ 195.2°C Hel ¢ R
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Z [lav]

AAel 315 o BHyE

Rl = Q OC2H5 ’

RZ = H
23
3

0C,Hs
OH
NO,
, R3 =
COH
ERAELY (PHEMLZRE A )
252.8 ~ 253.8<C LI

Axlel 316 o EHIE

R! = Q 0C,H; .

&

2%3%
3

0C,H;
OH
CH,CH=CH,
, R3 —
CO,H
wARus (e i AER)
251.6 ~ 252°C Hef . el

Axof 317 & HYE

R1=~Q0H ,

i3

I3 .
3

3y .

COH

BAEUY (2= RE 42 %)
230 ~ 234.5C Jef ¢ R/l
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AAol 318 o S

Rl = Q OC2H5 r
OC,H;

OH
R2 = H , R3 =

CO.H
A3Y . YNELY (denosyE HEA)
€3 : 270 ~ 271C el Rl

Ao 319 o 3=

R = _\>— 0C,Hs

C,Hs

CH
e 3

R? = -CH,N , R}= G OH
N CH,

AR FAPua (IHESEZREH 2AF)
A 163 ~ 168°C el . 2 44

]

&

Aol 320 o HYF

RU= \>~OCZH5 .
OC,Hs

OH
NH,

CO,H

A3E . HNEYUHY (e HE Y24 R)
A 264~ 2661C (F3)  Hel: Fakd
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AAlof 321 o 33E

R! = Q oH ,
0C,H
0C,Hs
R =H , R3=@oczﬁs

AR% - WAEW} (T EERE A2

3 : 170 ~ 171C He) ¢ Ra

Ao 322 o HYE

Rl = Q OC2H5 7

0C,H;
- _CO,CHy
R? = H , R3=@O-C-N(CH3)Z
I
S
Hef - {9
NMR : 31)
AAel 323 9 HFTE
Rl = —‘/ \>—' QCsz ’
0C,Hs
CO,CH,

RE=H , R = 7\ S - C - N(CHj),
— I
0
A3Y . PALUA (e RY YA )

2 : 108 ~ 109C Fef - #e
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Ao 324 9 313E

R! = Q 0C,Hs

0C,Hs
0C,CH;
R=H , R = @ -
CH,CHCH,0H
I
OH
gl 0 Rl
NMR : 32)
AAe] 325 o HE
R! = Q 0CHs
0C,Hs
CO,CH,4
R? = H , R =~ N om
CH,CHO
Hel ;R
NMR : 33)
Ao 326 o BYE
\
Rb = @\—.ocsz '
0C,Hs
CO,CH,
RR=H , R = / \\,— OH
CH,CH,0H

A3 . SRAEA (tolddHE2YE AZ2%)

£3 . 113 ~ 114C el . Fel
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AAle 327 o 3¥E

R! = Q— OC,Hs ,

CO,C,H;
RRE=H , R = @ NHCOCH,
el : Fel
NMR : 34)
Aale] 328 o 33E
Rl = Q OC2H5 7

0C,Hs

CO,CH;

R? = H , R= —G OH

239 : wany (gzEag - ouezry A424)

3 139 ~ 140C el : S

AAof 329 o Y=

R1=QOH ,

. C0,CH;

o
~
[
=
o]
w
[
'\
/
(@]
o
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Ao 330 o H3HE

o - Q ou |
CO,CH,4

RZ=H , R3=GOC2H5

BEl - R

NMR : 36)

Ao 331 o HYyE

CO,CH,4
R? = H , R =
OH
Fef : F2
NMR : 37)
Ao 332 o] H3E
Rl = </ N\ OC,Hs
_/
OC,Hs
OH
R? = H , R = NHCOCH,
CO,CH;

Fe] 0 Fe

NMR : 38)
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Ao 333 ¢ 3HyE

Rl = Q OC2H5 ’
OC,Hs
OCH;4

RZ = H ’ R’ =
CO,CH;4
B . fa

NMR : 39)

Axof 334 o BHyE

R! = Q O(CH;)3CH; '

O(CH;)3CH,
" CO,CH,
R = H , R = G OH
Hel : §e
NMR : 40)

Aol 335 o} HyE

R! = Q O(CHz),CH; ,

. T O(CH,;),CHs

CO,CH,4
Bl 0 #a
NMR : 4))

308-226



1019980709313

[E 1ibe]
AAo 336 & HUE
R! = Q OCH,4 ’
0C,H,
CO,CH;
FEl - {e
NMR : 42)

AAlof 337 2] 338

Rt = Q O(CH;)4CH, ’

O(CH3)9CH;

CO,CH;

RZ = H , R3=GOH

Fel 0 fa

NMR : 43)

AAlel 338 o 3YE

R! = —</W— .ocsz

4

0C,H;

CO,CH;

7

RZ=H , R =~ OH

el : fa

NMR : 44)
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AAlel 339 o sgtE

Rl = Q O(CH2)2CH3 ’

OC,H;
CO,CH,
el #e
NMR : 45)

Aajof 340 o 3igtE

Rl = Q O(CHz)zCH3 7

~ _CN
el ¢ R
NMR : 46)

AAlef 341 & 33E

R! = Q- OC,Hs ,

OC,Hs

CO,C,Hs

Bel . Rl

NMR : 47)
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HAlel 342 o] 538

Rl = Q 0C,Hs

OC,H;
OH
> _ CH,CH=CH,
RR=H , R}-= / \>
CO,CH;
el . e
NMR : 48)
Axle] 343 o] YE
Rl = /_\/ OCZH_:, ;
0C,H;
©_CO,CH,

R? = H , R¥= ~</_—_>\/— OCH,CH=CHCH,

A3% 1 YN (clreEvy 42F)
A

+ 103 ~ 104'C Beh o Rl

MAlo] 344 o 33tE
Rl = Q QCZHS ’
OC,Hs

R”R=H , R = a OH

CHCH=CH,
|
2¥W ;. Fanay el : 9o
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AAlef 345 o HYE

R! = Q OCHs
OC,Hs

_CO,CH,
R =H, R = @ ocHcH=c
_ CH,
el R
NMR : 50)

Aol 346 o zgrE

R! = Q— OC,Hs ,

CH;_ ,CH,
C-CH=CH,
R? = H . R = OH
CO,CH,4
el : #g
NMR : 51)

Aol 347 o e

R! = Q 0C,Hs ,

OC,Hs
CO,CH,
R”R=H , R} = @ OCH,C=CH,
— I
el : gq
NMR : 52)
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Ao 348 o HIE

R1 = Q OC2H5 12

OC,Hs
CO,CH;
RR=H, R = Q— OH
CH,C=CH,
cx,

23% . AP wy (ugsy A2%)

&8 . 85 ~ 86C Hel : S

HAld 349 o) gtz

Rl = Q OCHs

OC,H;
ct
R? = H , R = Q OH
— CO,CH;

AR . ALY (shezEy A7)
$3: 178 ~ 179¢C o

Aol 350 ¢ sjgre

R! = Q 0C,Hs ,

OC,Hs

CH;

RR=H , R = -@ OH
— CO,CH;,

2R% . wRany (ovigzay HZ2%)
A

% 149 ~ 150C L
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Z 16h]
Aol 351 9 3B
R! = Q OCHj, ,
0C,Hs
OH
R”=H , R =
CO,CH,4
el © Be
NMR : 53)

A A0 305, 309, 322, 324, 325, 327, 329 ~ 342, 244 ~ 347 ¥ 351 2| &=l NMR CIIOIE
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NMR: 31) Axlef 322 2] FFE .
NMR (CDCls) &
1.49 (3H, t, J=5.6Hz), 1.52 (3H, t, J=5.6Hz),
'3.08 (3H, s), 3.43 (3H, s), 3.49 (3H, s), 3.67
(3H, s), 4.10-4.30 (4H, m), 6.92 (1H, d,
J=6.7Hz), 7.11 (1H, d, J=6.7Hz), 7.47 (lH, s),
7.52 (1H, dd, J=1.7Hz, 6.7Hz), 7.61 (1H, d,
J=1.7Hz), 8.20 (1H, dd, J=1.8Hz, 6.4Hz), 8.56
(1H, d, J=1.8Hz)
NMR: 32) AAle] 324 o] 3IE .
NMR (CDCl,) &
1.50 (3H, t, J=6.9Hz), 1.52 (3H, t, J=6.9Hz),
2.25-2.40 (1H, m), 2.59 (1H, d, J=5.3Hz), 2.86-

3.14 (2H, m), 3.45-3.80 (2H, m), 4.01 (3H, s),

308-233



NMR: 33)

NMR :

NMR:

4.01 (1H, brs), 4.10-4.30 (4H, m), 6.93 (1H, d,
J=8.3Hz), 7.32 (lH; s), 7.54 (1H, dd, J=2.1Hz,
8.3Hz), 7.59 (1H, d, J=2.1Hz), 8.02 (1H, d,

J=2.2Hz), 8.34 (1H, d, J=2.2Hz), 11.40 (1H, s)

HAlel 325 o sigte .

NMR (CDCl,) & :

34)

1.50 (3H, t, J=7.0Hz), 1.52 (3H, t, J=7.0Hz),
3.82 (2H, d, J=1.8Hz), 4.01 (3H, s), 4.10-4.30
(4H, m), 6.92 (1H, d, J=8.4Hz), 7.33 (1H, s),
7.54 (1H, dd, J=2.1Hz, 8.4Hz), 7.59 (1H, d,
J=2.1Hz), 8.02 (1H, d, J=2.2Hz), 8.39 (1H, d,
J=2.2Hz), 9.81 (lH, t, J=1.8Hz), 11.20 (1H, s)

Al 327 o g .

NMR (CDCl3) § :

35)

1.40-1.60 (9H, m), 2.26 (3H, s), 4.16 (2H, q,
J=7.0Hz), 4.23 (2H, q, J=7.0Hz), 4.44 (2H, q,
J=7.1Hz), 6.93 (1H, d, J=8.4Hz), 7.40 (1H, s),
7.54 (1H, dd, J=2.1Hz, 8.4Hz), 7.64 (1H, d,
J=2.1Hz), 8.14 (1H, dd, J=2.2Hz, 8.8Hz), 8.66
(1H, d, J=2.2Hz), 8.80 (1H, d, J=8.8Hz), 11.20

(1H, s)

qAe] 329 o YT

NMR (DMSO-dg¢) § :

3.97 (3H, s), 6.82 (1H, d, J=8.2Hz), 7.16 (1H,
d, J=8.9Hz), 7.32 (1H, dd, J=2.1Hz, 8.2Hz),
7.47 (1€, d, J=2.1Hz), 7.80 (lH, s), 8.11 (1H,
dd, J=2.4Hz, 8.9Hz), 8.38 (lH, d, J=2.4Hz),

10.85 (1H, brs)

308-234
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NMR: 36) Aol 330 o 3L
NMR (CDCl;) & :
| 1.35-1.60 (6H, m), 3.94 (3H, s), 4.10-4.30 (4H,
m), 5.73 (14, s), 6.90 (1H, 4, J=8.3Hz), 7.03
(14, d, J=8.8Hz), 7.30 (1H, s), 7.48-7.65 (2H,
.m), 8.13 (1H, dd, J=2.3Hz, 8.8Hz), 8.41 (1H, d,
J=2.3Hz)
NMR: 37) Ao 331 o YUE
NMR (CDCl;) & : '
1.46 (6H, t, J=7.0Hz), 3.92 (3H, s), 4.07-4.21
(44, m), 6.90 (1H, d, J=8.4Hz), 7.15 (1H, brs),
7.27-7.49 (2H, m), 7.57 (1H, d, J=2.1Hz), 7.74
(1H, m), 8.16 (lH, s)
NMR: 38) AAel 332 o) BT -
NMR (CDCl;) &
1.50 (3H, t, J=6.9Hz), 1.51 (3H, t, J=6.9Hz),
3.93 (3H, s), 4.11-4.24 (4H, m), 6.95 (1H, d,
J=8.2Hz), 7.44-7.49 (3H, m), 8.34 (lH, s), 8.40
(1H, s),, 11.19 (1H, s)
NMR: 39) Axjdl 333 9 33E
NMR (CDCl;) & :
1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
3.93 (3H, s), 4.02 (3H, s), 4.10-4.29 (4H, m),
6.95 (1H, d, J=8.3Hz), 7.05 (1H, d, J=8.7Hz),
7.55 (1H, dd, J=2.0Hz, 8.3Hz), 7.64 (lH, d,
J=2.0Hz), 7.86 (1H, s), 8.00 (1H, dd, J=2.3Hz,

8.7Hz), 9.05 (1H, d, J=2.3Hz)
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NMR: 40)

1019980709313

Aol 334 o syg .

NMR (CDCl,) &

NMR: 41)

1.00 (3H, t, J=7.3Hz), 1.01 (3H, t, J=7.3Hz),j
1.51-1.58 (4H, m), 1.81-1.90 (4H, m), 4.01 (3H,
s), 4.03-4.17 (4H, m), 6.95 (1H, d, J=8.3Hz),
7.09 (1H, d, J#8.7Hz), 7.33 (1H, s), 7.52 (1H,
dd, J=2.1Hz, 8.3Hz), 7.60 (1H, d, J=2.1Hz),
8.06 (1H, dd, J=2.3Hz, 8.7Hz), 8.44 (11, d,
J=2.3Hz)

dalel 335 o spm .

NMR (CDCl;) § :

NMR: 42)

1.07 (3H, t, J=7.4Hz), 1.09 (3H, t, J=7.4Hz),
1.83-1.96 (4H, m), 4.00-4.13 (4H, m), 4.01 (3H,
s), 6.95 (1H, d, J=8.4Hz), 7.09 (1H, d,
J=8.8Hz), 7.32 le, s), 7.52 (1H, dd, J=2.2Hz,
8.4Hz), 7.60 (1H, d, J=2.2Hz), 8.08 (1H, dd,
J=2.2Hz, 8.8Hz), 8.45 (1H, d, J=2.2Hz), 10.86
(1H, s)

Aol 336 o gz

NMR (CDCl;) & :

1.54 (3H, t, J=7.0Hz), 3.94 (3H, s), 4.01 (3H,
s), 4.26 (2H, q, J=7.0Hz), 6.95 (1H, d,
J=8.4Hz), 7.09 (1H, d, J=8.6Hz), 7.32 (1H, s),

7.54 (1lH, dd, J=2.0Hz, 8.4Hz), 7.60 (1H, d,

'~ J=2.0Hz), 8.09 (1H, dd, J=2.2Hz, 8.6Hz), 8.45

(1H, d, J=2.2Hz), 10.86 (1H, s)
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NMR: 43) Ao 337 o s3tE .
NMR (CDCl;) & : .
0.88 (6H, t, J=6.4Hz), 1.27 (28H, brs), 1.40-
1.63 (4H, m), 1.78-1.91 (4H, m), 3.99 (3H, s),
4.01-4.15 (4H, m), 6.93 (1H, d, J=8.4Hz), 7.08
(1H, d, J=8.6Hz), 7.30 (1H, s), 7.51 (1H, dd,
J=2.2Hz, 8.4Hz), 7.59 (1H, d, J=2.2Hz), 8.07
(1H, dd, J=2.2Hz, 8.6Hz), 8.43 (1H, d,
J=2.2Hz), 10.86 (1lH, s)
NMR: 44) Aol 338 o 3YUE .
NMR (CDCl;) § :
1.45 (3H, t, J=7.0Hz), 1.62 (3H, t, J=7.0Hz),
4.01 (3H, s), 4.09 (2H, q, J=7.0Hz), 4.22 (2H,
49, J=7.0Hz), 6.55 (1H, d, J=2.4Hz), 6.61 (1H,
dd, J=2.4Hz, B.éHz), 7.08 (1H, d, J=8.8Hz),
7-37 (1H, s), 8.10 (1H, dd, J=2.4Hz, 8.8Hz),
8.46 (1H, d, J=8.8Hz), 8.49 (1H, d, J=2.4Hz),
10.84 (1H, s)
NMR: 45) Aale] 339 o) B .
NMR (CDCl;) § :
1.07 (3H, t, J=7.5Hz), 1.50 (3H, t, J=6.8Hz),
1.80-2.10 (2H, m), 4.00 (3H, s), 4.12-4.47 (4H,
m), 6.95 (1H, d, J=8.4Hz), 7.09 (1H, d,
J=8.6Hz), 7.31-7.49 (1H, m), 7.50-7.77 (2H, m),
8.13-8.27 (1H, m), 8.45 (1H, s), 10.86 (1H, s)
NMR: 46) Al 340 o] IHYUE -
NMR (CDCf;) &

1.07 (3H, t, J=7.4Hz), 1.52 (3H, t, J=7.0Hz),
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1.85-1.96 (2H, m), 4.04 (2H, t, J=6.7Hz), 4.25
(2H, g, J=7.0Hz), 6.95 (1H, d, J=8.3Hz), 7.49-
7.63 (5H, m), 8.16-8.20 (1H, m), 8.34 (1H, s)
NMR: 47) Ao 341 o] 3IJLE :
NMR (CDCl,) § :
1.05 (3H, t, J=7.1Hz, 1.43 (3H, t, J=7.0Hz),
1.46 (3H, t, J=7.0Hz), 4.02-4.22 (6H, m), 6.87
(1H, d, J=8.4Hz), 7.34-7.49 (3H, m), 7.58-7.62
(2H, m), 7.63-7.74 (1H, m)
NMR: 48) Aol 342 o] s3tE .
NMR (CDCl;) § =
1.50 (3H, t, J=7.0Hz), 1.52 (3H, t, J=7.0Hz),
3.54 (2H, d, J=6.6Hz), 3.92 (3H, s), 4.12-4.26
(4H, m), 5.09-5.18 (2H, m), 6.09-6.12 (1H, m),
6.96 (1H, d, J=é.3Hz), 7.45 (1H, d, J=2.0Hz),
7.49 (1H, dd, J=2.0Hz, 8.3Hz), 7.54 (1H, s),
7.84 (1H, d, J=2.2Hz), 8.28 (1lH, d, J=2.2Hz),
12.84 (1H, s)
NMR: 49) HAlo 344 o] HIE .
NMR (CDCl;) & :
1.42 (34, d, J=7.0Hz), 1.50 (3H, t, J=7.0Hz),
1.52 (3H,At, J=7.0Hz), 4.00 (3H, s), 4.10-4.33
(4H, m), 5.07-5.23 (2H, m), 6.03-6.25 (1H, m),
6.93 (1H, d, J=8.3Hz), 7.31 (1H, s), 7.50-7.66
(2H, m), 7.94 (1H, d, J=2.2Hz), 8.33 (1lH, d,

J=2.3Hz), 11.26 (1H, s)
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NMR: 50)

Aol 345 o spyre .

NMR (CDCl;) & :

NMR: 51)

1.45 (3H, t, J=7.0Hz), 1.51 (3m, t, J=7.0Hz),
1.78 (6H, d, J=6.7Hz), 3.93 (3H, s, 4.10-4.30
(4H, m), 4.68 (2H, d, J=6.3Hz), 5.42-5.67 (1H,
™), 6.92 (1H, d, J=8.4Hz), 7.04 (1H, d,
J=8.8Hz), 7.34 (1H, s), 7.52 (1H, da, J=2.1Hz,
8.3Hz), 7.61 (1H, d, J=2.0Hz), 8.10 (1H, dd,
J=2.4Hz, 8.7Hz), 8.36 (1H, d, J=2.3Hz)

Ao 346 9] 33tz .

NMR (CDCe,) § :

NMR: 52)

1.49 (3H, t, J=7.0Hz), 1.49 (3m, t, J=7.0Hz),
3.98 (3H, s), 4.05-4.30 (4, m), 5.01 (1H, dd,
J=1.2Hz, 5.8Hz), 5.08 (1H, s), 6.23-6.43 (1H,
m), 6.92 (1H, d, J=8.4Hz), 7.30 (1H, s), 7.54
(1H, dd, J=2.1Hz, 8.3Hz), 7.61 (1m, d,
J=2.0Hz), 8.10 (1H, d, J=2.2Hz), 8.34 (1H, d,
J=2.2Hz), 11.60 (lH,.s)

Axof 347 o sy

NMR (CDCf,) & :

1.49 (3H, t, J=6.9Hz), 1.51 (3H, t, J=6.9Hz),
1.87 (3H, s), 3.94 (3H, S), 4.10-4.30 (4H, m),

4.56 (2H, s), 5.03 (1H, brs), 5.22 (1H, brs),

'6.91 (1H, d, J=8.4Hz), 7.02 (1H, d, J=8.8Hz),

7.34 (1H, s), 7.52 (1H, dd, J=2.1Hz, 8.4Hz),
7-61 (1H, d, J=2.1Hz), 8.10 (1m, dd, J=2.4Hz,
8.8Hz), 8.39 (1H, d, J=2.4Hz)
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NMR: 53) Aol 351 2] 33HE -
NMR (CDCl,) & : '
1.53 (3H, t, J=7.0Hz), 3.92 (3H, s), 3.95 (3H,
s), 4.21 (2H, q, J=7.0Hz), 6.95 (1H, d,
J=8.4Hz), 7.05 (1H, d, J=8.6Hz), 7.45 (1H, d,
J=2.1Hz), 7.52 (1H, dd, J=2.1Hz, 8.4Hz), 7.64
(1H, s), 7.95 (1H, dd, J=2.1Hz, 8.6Hz), 8.39
(1H, d, J=2.1Hz), 12.66 (1H, s)
NMR: 54) Al 305 o 3= .
NMR (DMSO-dg) & :
1.38 (3H, t, J=7.0Hz), 1.40 (3H, t, J=6.9Hz),
4.07-4.27 (4H, m), 6.81 (2H, s), 7.08 (1H, q,
J=8.3Hz), 7.48-7.58 (2H, m), 8.04 (1H, s),
14.77 (2H, s)
NMR: 55) Al 309 9o 33E .
NMR (CDCl;) &
1.50 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
4.10-4.33 (4H, m), 6.44 (1H, dd, J=2.5Hz,
8.5Hz), 6.52 (1H, d, J=2.5Hz), 6.93 (1H, d,

J=9.0Hz), 7.29 (1H, s), 7.42-7.57 (3H, m)

AAIG 352
2 - (3.4 - CINSAH) - 4 (4—a55|«—3—WEMmEEg|é)amg'1gg A E
0.35 g 2 HEES00IS 100l 0 s, AS0iM % = pesC 0210 SED0HA
EMW%O4@g%Jé+ L S2ZUAH 4 A2t DS, SHE R0, BRSES 2220
E 40 ml 2 =SSCH Ci%S 2 10m ¥ EIASIEE A% 10ml 2 MI, o OIS
WK Az SHE RIHBHCH, opjF H=22 COATZRINEHZ2 WZIG0 1.1g
0 2 T 5.4~ CINSAT L) ~ 4~ (4 - GISASDEBIEA - 3 - HEASIZZUHE) Coias o
oAt

DM NA

S™ : 9% ~ 97C

AAO 352 o S BHOI 22AS SLADE ARSI AJ| AAIG 1, 6, 23, 26 ~ 81, 92, %4

~ 96, 101 ~ 108, 112, 115, 118, 121, 124, 125 ~ 128, 130 ~ 133, 135, 136, 154 ~ 165, 167 —~
227, 229 ~ 234, 253 ~ 273, 275 ~ 307, 309 ~ 316, 318 ~ 328 & 330 ~ 351 2| HEES UL,
& A0 353

- (3,4 - CIISAHE) - 4- (4 - L2H=2A -3 - HSAIIZELHE) EIOE 19 2 o - L2222
g™ 25 ml SHE 15 Al2H IS SRS BEEES, S’-I]HE SF MG 208 AR=ES
ColaZ=2Z0HZ22H MMZESHH, 1g2 2- (3,4 - -4 - (3-DNSEANHNEEY -
4 -3lESA -5- 2EHY) EIOtES L/ULH.

MOplE B

g8 118 ~ 119C
aAI0 353 @ =LotAH ot 222l =URAZIE ASoHH &I AA 262, 275, 277, 316, 342,
344, 346 & 348 2| SEES

A A0 354
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—

3,4 - CISAIHY) - 4 - (4 - CINEOI0I-EIRIEELSAl - 3 - HSAISIZEEHYE) EIO
£ 170C OlM 5 A2+ Dt LBHSHCEH, A”“EE ’é‘BIBP" Zy JZO0IEDAHI (88Y
ZHE) 2 2HH FHME, HS2=22H MW2FHot0l, 2.83 ¢ 2 - (3,4 - CINISAHY) - 4
CIHEOIDI=tEELEIR - 3 - HSAIIIZELHY) EIOtSS .

MUEA

e oM
0 JE e
| HUO

HL
g

108 ~ 109°C
Ol 355

- (3,4 - CIISAIHE - 4 - (4 - CIEOOILIHEELE
QJ OIEF= 5 ml SAR0, 10 % FMALE 1 nl S }8+1 = .
208 dF== ZO0E OLMHIOIE 40 ml =2 = Ct. 10 % gatez MHoZE
5ml, 3 HUHEE = 10 nl 2 HE, AXZAIZUCH Z0HE SFTHAHGIH 20HA &7
ClSa - HES22E MZESIH 130mg 2 2 - (3,4 - CIISAIHE) -4 - (4 - HEE -2

= >

N

_O'l

52
c
=
c
m
f=)
iy
N

Wg

'Mwmémmzm

w g
Iz N
M
w =

nc

m

=

i

1o

ne

50

(w]

oAy

283 ~ 285C
Ol 356
(

3.4 - CIISAIHYE) - ( - HISAStZEE - 4 -
£ 20 ml & HIEE}OIE FE 20 ml SHO  AtstEIA
- QAI‘: 1.22 g = Jtotod ’é‘%oﬂ/\-l 4 Al2H wBt=,
SZZ201E 50 m 2 =2 25ml 2 4
Si[]HE HI710}04 208 dFR=s 4o
= 199/1) ZHiotod, 860 m -
_E/\I -5-(23-LslEEANZZ2ZHY

=

ol
n
J
>

|
~

|
ne
1S
ER=
e
0 —
m
f=)

L7

«Q

10

tll

02 of 00

2 =oAL, 2ol IF
\Te5 smo i = Mz AN
AZOIEDRHD (BEY : 2220
J) -4 - (3 - HSAIERY

118 ol &

E &‘!Zm

MmN =E™ 0z oo oo

“\Dmmml

o~
C.O
~

HQDHJSU_
2
Jm
=
2
c

|
gu

0*[]
1
H-NMR (COCl3) &

1.50 (3H, t, J=6.9Hz), 1.52 (3H, t, J=6.9Hz), 2.25 ~ 2.40
(1H, m), 2.59 (1H, d, J=5.3Hz), 2.86 ~ 3.14 (2H, m), 3.45 ~
3.80 (2H, m), 4.01 (3H, s), 4.01 (1H, brs), 4.10 ~ 4.30 (4H,
m), 6.93 (HH, d, J=8.3Hz), 7.32 (1H, s), 7.54 (1H, dd, J=2.1Hz,
8.3Hz), 7.59 (1H, d, J=2.1Hz), 8.02 (1H, d, J=2.2Hz), 8.34 (1H,
d, J=2.2Hz), 11.40 (MHH, s)

& A0 357

2 - (3,4 - CIISAIHE) -4 - (3 - HISAISIZEY) -4 -5
tolEZ2Fet 100 ml 2 = 15 ml 2 SHUH AMSIAF

HER = 2.5 m € HNEUARLE
& LIEE 3.9¢g S 7%0i04 A20AM 14 Al2F WEHSHATH Bs S8, EME SFMIAHGH, &
0l =S EI:‘EEEHIEP 60 ml ¥ =2 30m 2 &=l FESALCH dAx=, SHE SFHHCH
o 208 &RES Aot ZEE™ EEDPEJEHLLI (B&2Y : LS==0E) 2 M0, 1.33g 9 2
- (3,4 - CIISAIHYE) - 4 - (3 - HSAI2EEY - 4 - 5lE8A - 5 - Z22HEHY) ElotEs ¢
ULCH.

'H-NMR (CDCl5) &

1.50 (3H, t, J=7.0Hz), 1.52 (3H, t, J=7.0Hz), 3.82 (2H, d,
J=1.8Hz), 4.01 (3H, s), 4.10 ~ 4.30 (4H, m), 6.92 (1H, d,
J=8.4Hz), 7.33 (1H, s), 7.54 (HH, dd, J=2.1Hz, 8.4Hz), 7.59
(1H, d, J=2.1Hz), 8.02 (1H, d, J=2.2Hz), 8.39 (M, d, J=2.2Hz),
9.81 (1H, t, J=1.8Hz), 11.20 (MH, s)

2 A0 358

2 - (3,4 - CIHISAIHYE) - 4 - (3 - HISAIIIZEEY - 4 - 5IESA -5 - Z2Y HEHE) EIOtE
1.3 g 2 HE= 30 ml SAH0 &Y wWeteH, =243 84 UHESE 111 mg 2 Jictl 22 250l 30
2 WEHoHALH. BsS S5, EE SFHMHIHCH 20d dF=s el 28 JA20tE N
o (B&2Y @ USZ22HE / n - &a =4/ 1) 2 FHG2, CHENHZZRE TZESHH, 570 mg
O 2-(3,4-CIHSAIHYE) -4 - [3 - HSAIIEEY -4 -8IEFA -5 - (2 - sIEFANE) H
g] ElOtES ZRULL.

gZMEdEE

88 113 ~ 114T
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A0 359
3-[2- (3.4 - CINISAIHIE) - EIOFE - 4 - 2] - 6 - OLMIEOIDIMEL 28 19 9 2 50 nl
930 % FNBUE 101l BAS 8 A2 It BEAIACH BeZ2s, BUE ZZH 60
Q01Z HBSS 10 % SHO2 ANHORED, OLOMHIOIE 80 nl 2 FZ5H2CH. zsE2s
T3 HHLIES £8% 20 nl 2 MT, AXS, BHE SEHIIGHACH NI OLHIEIOIE R 2E i
2Hot0l 168 mg O 2 - (3.4 - CISAIHYE) - 4- (3- F2=Al - 4 - Ol0I=HYE) ElOIES 2
Ch.

ERCEPEE

83 228 ~ 229C

Al 359 o SUGHH 2AASl BWARE MBS0 4D MAIK 208 O HBBS AUCH

A0 360

2 - (3,4 - CIISAIHYE) - 4- (2,4 - CIGISSAHYE) EIOFSE 1.5 g © OLMIE 40 nl 80| Erar2
292 Jl5tD, -78C WAGH, Se0l0I0IA 40 g B JISHO SS2  U=50l 150T A
Al2F DEHSIACH BIHE SEXS, 20E ME2S HZOHMEI0IE 1000 ¥ 10 % FAO=
UAHOR5D, ARRAFZOIAC.  HHASIIES £8% 00l 2 MIS AZGACL. SHE
SSHGH0 2017 NESH CIZ220IE 40 nl S 15t E8SS BN 2Zotn Lol
[2220EC2 ME, AZAIT, OZOMEOER SH WZHs0l 241ng o 2 - (3,4 - Cloi
SABE) - 4 - (3~ 3I2=A - 4,6 - LIBIS=AILY) EI0IES 22T

SUAMBAEE

& 1 233 ~ 234TC
A

AAIGI 360 Db SUGHH GHOI 2AACl ELRDS ALSSIO] 4D A0 190, 262, 275, 276, 277,
278, 282, 284 ~ 286, 288 ~ 293, 295, 297, 299, 304, 305 X 308 O SHE2Z VAL,
MG 361
2~ (3,4 - CIISAIHY) -4 - (3- 0 - 4 - SIC=AHY) EIOIS 1 g, BAESLESIC 1 g &
CINEO0tR! iared 1.1 g o OIEF2 20 ml ®EUS 100C OlA 4 A2t Jt® DEHEHCH =N
ZSHE0l 20E MBS0 2 20 ml ¥ KLOIMEIOIE 30 ml S IS0l A2l ZESIACH
HIEOLMIEIOIE 10 % Z&F (20 ml x 3) @& FZE6IRULCH =Z2 SHAM 10 % =AUEE2Z &
Jlgo2 5t C2Z2M|Eo2 =300, =222 LANUHUES $£8% 200 2 AT, 2
X2 SHE SEHIGHAC Q{7 AESS 42Ot T AROIEIND (BEY @ (222
BIEH / BIEI= = 49 / 1) 2 FREIGHAC MHSS OMEN Baioid, A& - HESS IH5H0l
b kAL, MBEOs ZHES DA ST, AXASID OMESRLE WZHGH0 117 mg o
2- (3,4 - CINSAEE) -4- (3- 012 -4- 5IS=SAEE) - 5 - CIIZOI0I-HEEIOE 2 Eoted
EX-F1u
sz
S® : 163 ~ 168C
MO 362
2 - (3,4~ IISAIEIL) -~ 4 - (3~ AOL-HYE) EIOIE 16 g © OIEE 120 ml U 40 % +ASIUES
LB Q0 ml BUS 15 A2 OtY BFRAIZC. 9IS B0 22 Jit0l, S JUOZ MHO23
D, OIZLOIMIEIOIE (200 ml x 3) 2 F=Z5H2CH. SE2HH (100l x 3) 5, B8 Z2HIHGH
. 207 HRE2S NESS2REH MBS 799 2- (3.4- CNSAHE) - 4- (3- 32
NEHY) EIOFES 2L,

SEMANEE
SF : 192 ~ 192.8C
AAIGI 363
2 - (3,4- CINSAIBE) -4 - (3-22Al - 4 - 5IS=Al - 5 - L2HL) EIOFE 250 ng O Ol &
S 10 m SUH 5% PdC S ZOHY JI5t0] 42 22005 A20 M 6 A2 DEGIACH e
=25 YUSsges HUHAGID, OMS SZAC rz22 HES2 PH WZISO,
193 mg © 2 - (3,4 - CIISAIHE) - 4 - (3- 22l - 4 - SIS=Al - 5 - Z2BHY) EI0IES
2AYLH.
B A4 22 0
S® : 179 ~ 180T
AN 363 b SYUGHH GH0I Ao SLHBE A0 &I MG 295 302 2 319 o &
22 2
AAIOI 364
2- (3,4 - CIISAIHYE) - 4 - (3- I2=Al - 4 - SISSAHY) EIOHE 19 2 DA0HEL 5 nl
SUS 100C MM 4 A2 Ot DEIGIIC.  BIE SHEAIS, QoW IFSZ2 O OHHIEIO)
E50ml Ol 2SI, ZHEMLALES 100l 2 IS0, A2 2SR ER TS
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52 10% YUOZ NHORGID, =3 ABLIES S8 10m 2 MEE, AX, SHE AN

2L} HE22 HZOMEOIER 2E MZHS0, 145 g O 2 - (3.4 - LINSAIHE) - 4 - (3

- JI22A - 4 - OLMIESAIBE) EIOISS AL

Y A

S& 178 ~ 179

AAIO 365

2- (3-BISAII2EY -4 - SIS=AHY) -4 - (3,4 - CIBISSAIHY) EIOKE 129 2 CHEE

SOHI= 20 nl S0l 22CHH0E 1.2 g % ESMLE 159 2 JI65tD, A200M 14 Al DESt

Ct. SME SHMIGL, 20X HRS0 Z22ES 40n L S 400l S 60, 10 % &

MoR MHOR 5101, A2 E2ISiUCl.  H3 HBLUES 8% 200 2 MY, AXE, 20HES
S 42912 2 JR0IETHD (BEY : USR20E / n - 4 = 3

SJMHGIH 20 &=
D 1) 2 HMoH, 400 m
ElOtES ULt

NMR (CDCls) &

o M

| 2 - (3 - HEAMNEEL -4 -3IESAHE -4- (3,4-CHSAHY)

|

1.35 ~ 1.60 (6H, m), 3.94 (3H, s), 4.10 ~ 4.30 (4H, m),
5.73 (1H, s), 6.90 (1H, d, J=8.3Hz), 7.03 (1H, d, J=8.8Hz),
7.30 (HH, s), 7.48 ~ 7.65 (2H, m), 8.13 (1H, dd, J=2.3Hz,
8.8Hz), 8.41 (1H, d, J=2.3Hz)

A0 365 @ =LA ot 222l ELRASE ALEot &I A 1, 6, 23, 26 ~ 81, 92, 94
~ 96, 101 ~ 108, 112, 115, 118, 121, 124, 125 ~ 128, 130 ~ 133, 135, 136, 154 ~ 165, 167

~ 227, 229 ~ 234, 253 ~ 273, 275 ~ 307, 309 ~ 316, 318 ~ 328 & 330 ~ 351 2 SE=ES
AL,

2 A0 366

AAN 147 I SLoHAGHH 222 ELRAIE AMECH &Il AAIM 253, 257, 259, 261 ~ 268,
2r8, 281, 282, 284 ~ 296, 297 ~ 301, 303 ~ 306, 308, 312, 314 ~ 318

A A0 367
AAG 148 Bt SO ot0 222l SLREAIE MECH &J| AAM 258 2 StEEE UL
A A0 368

A0 235 2 SLotAHSIH 22 =
298, 300, 310 ¥ 320 2 star=Es €U

A A0 369 ~ 374

A0 1 X 138 ot SLotH ot Zel EEIAIE AMESH M 12 &

LAZE MESHH &Il HAIM 268, 271, 272, 283, 285,

ol
o9
Mo
ujo
ne
e
[wl
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Ao 367 o] 33

Rl = '@ OC2H5 ’

ARY . gAY (OlEolHEHCIE - n - Yo 2RE HER)
3 92 ~ 93C

o)
8]
1]
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Ao 368 o 3}3E

OH
CH,CH,CH,

CO,H

A3 0 NNy (nesry 23
A

3 256.8 ~ 257.0C el - e

Ao 369 o zyE

0C,Hs

R2=H o, R3= U
. N"Co,H

H

4

ARy . WARGA (Yol HEolE - ol EY A7)
€3 . 236.6 ~ 238.0C el ;. e

Yol 370 o BHetE
R' = Q OCH;
T N0CH,

RZ=H ' R3: /\

1=

AAY . GgARy cleeErd AEX)
2 197.8 ~ 199.3C gef © fe

&
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Aalel 371 o] 3¥E

0C,Hs

RE=H , R}= &~
o |
N->CO,H

(i)

7

2% ALY (= E HEH)

€3 . 182 ~ 184¢C el : fa

Aaje) 372 o HuE

0C,Hs

CO,CH,

R =H , R3=~</j>—N/—\N
-/

i
oX,

- CH,

B BYRGY OIHE - ool EaRE gF )

38 ¢ 11~ 114C el 3 Aad- 12 38

AAel 373 o Hyte

Rl = Q bczﬁs ,

OC,H;
R? = H , R3 = '—m
N/kCOzCH3
H
el R
NMR : 56)
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[E 12d]

AAlel 374 9] 3yYE

}2l = Q OC2H5 7

0C,Hs

el - Fel

NMR : 57)

56) NMR (DMSO-dg) & :
1.37 (3H, t, J=6.9Hz), 1.39 (3H, t, J=6.9Hz),
3.82 (3H, s), 4.13 (4H, m), 7.09 (1H, d,
J=8.4Hz), 7.30 (1H, m), 7.48 (1lH, dd, J=2.0Hz,
8.4Hz), 7.58 (2H, m), 7.71 (1H, s), 12.10 (1H,
brs)

57) NMR (CDCl;) &
1.41-1.54 (9H, m), 4.07-4.26 (6H, m), 6.92 (1H,
d, J=8.4Hz), 7.49 (1H, dd, J=2.0Hz, 8.4Hz),
7.63 (1H, d, J=2.0Hz), 7.86-8.05 (2H, m), 8.20

(1H, s), 8.44 (1H, dd, J-1.0Hz, 7.7Hz)

A A0 375

%ﬂw 147 0t S oto 229l SLIASE AISot &0 AAIN 368 ~ 371 2 EES &
AULCH.

A A0 376

A0 363 ot SZotH ot 2=42 ELEASE AISoI0 &Il A0 368 2 atetEs U

AA 377

AAI0I 365 2 SLotH ot 2ol EEIAIE MESote &I A0 367 ~ 374 2 HE=Es &

A0 1% 138 U SLoHH ot 222 ELEASE AISol0 M 13 E2 &AM 378 ~ 452 2
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R2 \:/ S
R27 N \_/ Rl

m%% Rl R2 R3 Gk &3 (C)
A (N2g-gu) (22 Hep)
OC2Hs OC2H
- 215
178 e H - Sty 93-94
|A vl 2Hs |@| NH(CH2)3—N ) (tlel ol el =) (2 HCI1)
- CHj3
379 " - _ ?o:umtw:z/ - B Ruay 119-122
J@! 0C,Hs ’ - (ohE) (3 HeL)
100 AWM! o . - COoH ER R
oy, l@ (o5t S) 203-205.6
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381

- OC,H5

|© OC2Hs

ERR R
(ol ot A el o] =)

188.4-190.4
(2 =)
(-)

1367

382

R
(ollgtg)

67-68
(=)

a2z

[

383

ERERIRY
(oletg)

108-109
(=)

384

EREY P
GEPEEE

99-100
(=)
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a2z

[

» CH,
_ CHa-C : ,
_ OC2Hs NcHy 2 3 4
385 OH 94-95
r@! 0C,Hs H (cloidolEl2 - n - (-)
w:OIMIOmmHm 2 ah)
!
0
0C,H
186 ; . p” 1 SR 69-71.4
Il > OCyHs (Clelg of e =) (-)
0
187 " u IA\.U/zwnmw 4T 213-214
== - (oHAIE) (1)
388 " H lﬁz-omu EE LT 81.2-83.6
(tlelld ol g =) (-)
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P OC3Hs

ERERTA

13d]

a2z

[

) _ COOH 212-214
389 (olletg& - tjo (HC1)
i@l o2t l@i onE:Iz“ v olel =) '
390 " : __ RLES Rl PN 126.8-128.8
o (—)
COOCH3 (ollgtg)
O coon A&_M olMlElol &) (-)
= SRERY
] CH3
392 " 5 Ne-n" (n - 2t - oy 163.2-164.1
I "\ CHj otAlelo]E - ¢ (-)

2 2uojEl)
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a2z

[

P OC,Hs -CH2—-N
393 ek 123-124
OC,H5 0=C-CHj; (ogrg) (=)
COOH
~ CLPVE P
394 " =e 144-145
OCH3 (ol olMeo] &) (=)
HiC
395 " HN M on CERELIERy ik
ol M elo] E)
COOH (ol ol M Ell o]
_ CH2CH3
396 " OH Wy ) 2 at 216-217

9

COOH

(ol ot AMElo] E)

(-)
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_ OCaHs

LR Y

109-113

13f]

a2z

[

397 l@\ 0C,Hs CH,OH (el otrgoje - f _ (-)
1)
398 " ) H oy 181.8-182.4
(clEtg) Z =
COOCHs (=)
399 " Y A 3 AL Hwo.mHHmN.N
(ol e o] &) (=)
COOH
242.5
100 " N—CHj Bunyy (£ )

(4 HC1)
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-~ OC2ts \ﬂz/\ﬁ R 216-217

401 -
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1397

) , ) 41)
=
D 2y .
402 " H N " CHyN(CH3), (tloldole 2 - Tmmw_:
o 1-2) (2 HC1)

a2z

[

~C2Hs (HBr)

OH
403 < H IADNom 34 uka 184-186
@! OH N N (HHEA - 2) e
n_/ :

404 _ OCzHs .
@l 0C,Hs H \*Hmﬁ/ ek 104.8-108.8

COOCHs () (-)
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a2z
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s _ 0CaHs \@l}wﬁ up ) 3 A 217-219
b@f OC,Hs o] (ol ol M Elo] &) (=)

406 " TR Rt Smmmwﬁ:

(ollRh)

407 " ) 2 138.2-139
(oNhg) =)

408 " __ WA 222-223
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CHj w2y 21
OC2Hs B
- 240-2
409 (ol otAElo] = - wit
OC2Hs oIEHE)
COOH
COOH
. ERE ERY
410 e 222-223
(ool eo] &)
8 OC,Hs
a1 ) N LR R e 215-216
(ol &l ol Aol &) (-)
HgC20 .
, CH,0H AP\
412 ' - ik 158-159

(cldolMEl o] E)

(=)
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EEEEY

_ OC2Hs _ COOH 140-141
41 o} » olE -
3 N ocuns S ocans (ol obaElol =) (-)
COOH
414 " J/\d\ ) kg 234.6-239.4
~ (ol5tg) (HC1)
N
ais " - COO~n=CaHy SRS 75-76.5
1®| 0-n—-Cg4Hg (n - ¥ah)
416 " - CO0~n~CaHo HA R 126.5-128

‘@ll O-n—-C4Hg

(ol el oM Elol &)

(=)
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CH2COCH3

) _~ COOH w2 20 a3 159-161

418 ||Am WT O-n-C3Hy (o e ol Ejo] =) =)
CH3 PRI 106-107

419 " 0" oy, (ol oAl e o] =) (=)

COOH
COOH
) 236.2-237.2
420 "

(ol ol MEllo]E)

(=)
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421 \\OONmm
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CH=CH,
COOH
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CH,0H
COOH
424 "
oH BHEUY . 210-212
(ool Melo] &) (=)

CH,0H
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425 NMR 60)
OC2Hs OH (-)
(CH2) 2COOH
COOH
426 " ol higdse B 271-273
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CH,NHCH3
COOH
427 " o By 260-261
(ol orago] =) (-)
CH=CHCOOH
COOH
428 "
OH
C=CH

308-260



1019980709313

13n]

a2z

[

COOH
OC,Hs
—~
429 oH
OC,Hs

COOH

430 " OH U 202-203

' (ollet-g)

Br
COOH

431 " OH ‘...I-—\Valuw.ll_m.ﬂw\%. 254-255

(eigte) (=)

CN

432 "

COOH
as

OH
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130]

[Z

_ 0OCaHs COOH
433
. CHC,Hs
COOH
434 " OH R R 243-246
. (ol ofAjgo] &) =)
NHCOCHj;
COOH
435 " on 23 4 243-244
(ol ErE)
COOH
COOH -
436 " i LR 230.47231.4

z/ \

(el otAlE| o] E)

(=)
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1307
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- OC2Hs

HOOC

Pz el

(ol otaielo] = -

11

—
437 \@’ OC3Hsg ~ [ Cloldofel = - n - Hmb.Wmem.m
N | 4l)
COOH
Gk Ay 2 oabab 153.8-155.4
438 "’ " (A" obaelo] =) (-)
Boyglay 178-178.6
439 " élnoom RE TR P
=N (" ol Al B o] =)
coox G R IR
440 " 220.8-223.4

— N

(ollgr& - tjold .
e =)
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[

COOH
.t _ OC2Hs oy ARy 174.4-175.6
@ 0C,Hs = 1 (clgtg) (=)
CHj3
CH,0H ELEUEAPAY
= O
its ) 102.5-103.5
@Enmw: (Mg - cloly (-)
ole =)
COOCH;
443 W B R &Y 112-113
0S02CF3 (ollghg) =)
o
444 " ;
—0-CgHjg AR NMR 61)
.IAMHWW.oomuonmw
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a2z

[

COOCH3
aas _- OCaHs ek 3 93-94
l@ OC2Hs OH (olErE) ()
C2Hs
e R 184-145
sie " _ (WEle - Ezs RS
0 cHy mig)
COOCH3;
COOCH0CH3
OCH,0CH
447 " 1@ 2 e Rt NMR 63)
OEMI%HOEN (=)
CHj3
COOHCH3
448 " a0 AV 64)
OCH,0CH3 e Rinc NMR
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[HZ 13s]
L= B 'S N
(52}
N E g \“;
. ] : \
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g 0
S
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wu
Q- 0 0 o} 0
R ERERE IR
0 m L_ 0 I Q w © Q g M
a Z o9 =& Qla s a %
g OElE% |ENG
o 2o Z |9 & cz &
g & Yolg e oz
W w w
2
1© o ;1 £
2r | 2k x
E m‘gﬂ’ﬁ k
I o < oL 2
L
I
2z N =
3 ~9 ~5 g
:‘:\ v Il b
2 e -0 &
w NS ~
& Al Ol 453
4-[2-(3,4-CI0HSAHYE) -4 - EIOE] -1 - HED2E RIAESS 540 mg 2 HES 60 ml
XU 0T M #ASISALAUEE 94 mg 2 IJtotl, &200A, 15AI12F WBHGHRUCEH. s &
2T, BIS¥Z2 ==00 20H& MNF20 OEOHMHOIE 100 ml 2 JIot6H 2 50 ml 2 A&t
HCH. OlE OIMIEIOIEE &4 LIESSZ 2HX & ==51%LC. CIHE oH=Z2 THZ2E5H0
300mg 21 2 - (3,4 - CIOISAIHY) -4 - (1-0HE -1,2,5,6 - HEZ2GIEZTelE - 4 - &) ElO
ES 2ULt.
gZMEY
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3 @ 81.2 ~ 83.6C
AAL O 454

2-(3.4- LIMSAIHE) - 4- (2- MSASI22Y - 6 - T2l2) EIOE 1.92g © EHEAIS2F
2 150 ml BUN 0C OlH +As2S L20ls 200 mg S JI5H0I, OI22ItA 29016, 2412
DYHSHACH BSES20 ESEMUESSY Inl 2 1601 0T A 302 wEs, Aegtol
E 0IGIRALY, Ol%S =E5H0I 20iA XEBS AN RUIROIEIHDGH IHE,
OMIZ OLMIEIOIE - n - BINO2RE THZHoH0l 360 mg o 2 - (3.4 - CINSAIHY) - 4 - (2 - ol
SEANE -6 - L2lY) EIOIES 20

o |4

S® : 109 ~ 113C

AAIGI 454 9 SAGHH oh0I AAS SLHAETS  ASOH0! AAI 412, 423 L 442 O FEBES
Sl

AAL O 485

2- (3, 4- CIHISABE) -4 - (2~ 312=Al - 6 - Lelg)) EIOLE g, SHCIHIEOLR 245 ng, &
MOH=QIACINE 515 ng © CIHEESOIS 15 m SHH A2HM ESWEoe 1.13nl 8 =
Jtotn, SSEHM 3A2 WEHGHRCH NEoA szl 2 20m 2 6D, C2eo)
B 50m 2 33 FHOIRC. SEIMEHESS TFANUESOE AXE, 250 2018 IF
22 n- M - HZOHEIOIE - CI222HEC2 MGl 800 mg & 2 - (3,4 -
CINSAHE) - 4 - (2 - CIHEOI0ICIt22E - 6 - Tl2lY) EIOISS ULt

ALOI 455 2F SOt ot 222 EYE=E AIEot &AM 379,400 € 401 °f HE=ES

A AL O 456
Ol=20t 29AJI5H 4451218 @205 70ng 8 CIHEKES 100l S0 si=s sisoisg
M20IM 2 - (3,4 - CIISAIHY) - 4 - (2 - CIEOI0I=3t2 2 - 6 - D2lY) EIOIS 730 mg S
GEcisizeme 15 ml O BOAZ BuE SEADIES s . E 1A 302 BRE A
S0 oojal wrs =820 2 50 S O, USRRHE 50 nl Moz 33 =E50,
(SS2HESS s22 88 sooid ws JZBEAN oo ZHS, HEs sof
SHAZ Jlt0] FAPoR 5tn, LINUEZ - KE=20 2802 PE MWRIE0 2 - (3.4
- CIMISAIEIE) - 4 - (2 - CIHEOHILHE - 6 - I2lY) EIOHS 2 240l 60mg 2 M 22
SHOi 2ACH.
ST @ 195C (25H)
AAIGI 457
- (3,4 - OWSAIHE) - 4 - (3 - HSAIBI22Y - 4 - GIS2AHYL) EI0HS 10g 2 C22=20
B 100 ml Ol BUHE SAN PLEASZRZMESEEL 859 = Jiot0l, WY nEis o)
2018l 6l 2 FIIGIUCL BHS EHSS MS0AM 2A2 WEE 2 400l 2 iG] A2 2
2l5tn RIIE2 AXS, SHE 35 KD, HESS HESS2RE MIHE0 2 - (3.4 -
CSAELE) -4 - (3- HEAII2EY - 4 - EQE2Q2HSLELSAHY) EIONE 1279 S
NP2 SO YL
83 ¢ 112 ~ 113C
AAIGI 458
- (3,4 - CIISAIBE) -4 - (3 - H2=A - 4 - WSAKSAHE) EIOLE 600 ng & CIHEES
OISl O BT, O BHEW AAMLEE 5 ng, - SRRy 290 ng £ JhdH,
A20l 14A20 WEIGIYCH. EHES SRAICID, MBS0 CSZZHE 80 ml L 10% 45U
Eg4g9 0 nl S_OiEF, 42250l SR20IH 2SS T €SUEE 8% 20l =
MBEGHD, AXE, SHE ZSEHAHSHAL 20T NRES M2A ZEAZOEIYToD
3.4 - CINSAIHE) - 4 - (3- CHSAD2RE - 4 - HSAHSAH

CISZ2HEE2Z ‘:'E1 2 -
d) EIOIZE 340 mg £ =4

o
A0 458 I SLotH ot 2ol =S Aot &)l &AM 382 ~ 385, 390, 398, 404,
407, 415, 443, 444, 445, 447 ~ 450 2 452 2 SiEgES UL

& Al Ol 459

2 - (3,4 - EIOHE/\ITHI“') - 4 - SZZMHEEIOHE 200g, 2 - OtAIELIZE 73 mg, L2EFULUES 200

mg & S=MSUEE 200 mg = CIHEESOO0I=Z 2ml, = 0.2nl & %é oHol Soiiotl, 80T

E 4AZt j‘jFoP"E‘EP J% SEg=2 BFH EWMHE ZF Mot F20 CI2Z2=20& 30 mg,
S =

£ 20m 2 JIStH &=
SEME SJFHAHGH &=
Mg -1-TZg) g EIOtZ 60 mg 2

+=EH 15 mI Z HM&ESHH HAXAZ =
<] 2-(34-CINSAHE) -4 - (2 -0t
AH X AF jiggé}\_l gﬁ[:l,
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SF : 123 ~ 124C
A Al Ol 460

2- (3, 4- CIOISAIHY) -4 - (3 - HSAINZRY - 4 - ERAB2ZQ2MLLTLSAHY) EIOIS
g% 1-(2-0t0I=01) MHL2IE 0.73g S CINEEZAIS 5ml ol SaHetD, 80C OlA 5A
20 DUHGHRICH, BS 2820l OIZOMEIOE dom 2 2 20n 2 60 AE2lEn, 8
JIES Za USALUESSSY 50l 2 NFGD, AE: BHE 3 HIoAC 2oy F
222 M2912 PUIRNEIND (82 : UZ2R0E / HES =49 / 1 2H) 2 =HS,
CIOIOIBI20 SaHotn, & - HES2 gaNs +S6t0 CHZNES2 26 HZIG0 2
- (3,4 - CIISAIHY) - 4-{3- HSAZ2ELY -4-[2- (1 - DH2CY) H00l: ] HEY }
EIOHE 2 2ate) 330 mg S FMEUZAN UL

SF © 93 ~ 94C

AAIGI 460 Dt SUGHH Gt01 2A2Ael ELAES AMRCIO 4Dl AAG 389, 403, 433, 434 2
442 ° sEEs AU

A AL O 461

2- (3, 4- COISAEY) - 4 - (3 - =HSAI2EY - 4 - HSAINSAEY) EIOHE 340 ng S
GIEFS 20 ml O SoHotL, 10% At 2 ml S JISt0l 2022 BRAIZCH =iE
ZEHJc, FR20 OS22HE 40m ¥ 2200 S Ji6t0 &4F26tD, RII5S EsY
SIIES+2Y 5nl & MEF, AZABID, BHE SFHAHGHAL dola mR=2 ol
22 2H MZHSI0H 2 - (3.4 - LINSAHY) - 4 - (3- SL=SAD2EY - 4 - SIS=AIHE) E

OtZ 245 mg € HMZLZAN SAULH
& 1 67 ~ 68C

AAI0 461 B+ SLotAH ot 2242l SEAZIE A
o]

395, 396, 411, 412, 417, 421 ~ 435, 445 & 451
& Al Ol 462

Zot0 &Il AAIG 379, 380, 382 ~ 385,
S22

2-(3, 4-CIHSAHY) -4 - (3-HSAMEEY -4 -0lEEA -5 - L2HY) EIOIE 1g, Of
NEAZEHS [Pd (0Ac)z] 50 mg X OLAIEA 2] [ Cu (0Ac), HO ] 230 mg & OIEFS 50 ml 2 2
5ml 2 ESEE00 S&otd 0 ENUS LA20I0H, 50T M 6AI2E wBt=, OtAIEL Eef
& 50 mg & FUtot0d 10AI2t = CHAl OtMIEA Zetg& 50 mg 2 FJotRUCH 14AI2t =, BtE &
29 "= JEESH0 Aoz 2EFEHA @EAHE =, gE =22 Oiotll, 20d HAHS
SHAZUCH HFRESS AdootEZY AR0IEDNHI (SEY : US22ME / &y = 1 /18
ml) &t M=, HES - U2220ELZ 2H HZIE2ZM 2 - (3, 4 - CIHSAIHY) - 4
-(2-MHE -7-HSAHNEEE -5 - HEZY) EIOIE 230 mg & <L ACH.

gZM mZo|B4

=

2-(34-CINSAHE) - 4 - [3- HSAIHSAHNSA II2EE - 4 - HSAIHSA -5 - (2 - HE
-2- ZZ2HY) HE] EIOtE 1g & OIS 20 mg Of Safctn, 2 WEe ES =20 AT
TAIZE =, BE=s0E 0.5m 2 Jiotd, SL2Z0A 3022 WEHGHRUCH Bs g2z 7
B ZMHE S5 MActn 2od &HF=0 CSZ2=20 50 ml & 2S00 25 ml S Jtotd, 00
A RIIESS =ciotl E3t HIUEE +=2N 15n & MIotl, 2x= EME SJHIAHGHL
Ae|otd 2E IAZ0EDHI (S5Y : USZ2=20E / n - &M =2 3 20H) 2 EH 2 -

)
(3,4 - CINISAIHYE) -4 - (3 - HSAHSAIEZEL - 4 - HSAMHSA -5- OtME HE HE) El
OFZ 500 mg = =M RYSIH AL

64)

=4  NWR

A A0 463 Wt SOt ot 222l ESEHIASE AIESHH 4D AAI0 450 & StEES UL

a0 Al Ol 464

2-(3,4-CIHISAMHE) -4 - (3-HSAHNSA H=22E -4 - HNSAHSA -5 - OtHNENHEHE)

EIOtZ 220 mg & OIE= 15 ml Ol ZoHotl, 10% S& 1 ml S JIGH 2A12F Jt&

SR AL, Ct80l SMHE S|HMHotl, ZoHa &HF=01 OEOCANHOE 20 ml & = 10

ml S Jiotd &=2elst RIISS =3 HIHUEE =Y 10nl 2 HME=, 2IZAHA EME 3

FHMAHGHALH ARES Aot ZYE IAZ0MEIND (B8 @ S22EES / HES =99 / 1

LIOHl) 2 FHHME & n - & - HEONHOIE E88M=z 26 MZEHSIH 2 - (3,4 - CIHSA
=]

HY) - 4-(3-22Al - 4-5IS=A - 5- OLHEHE) EIOISS HMRUZN YL
AAIGIH 467 Bt SAGHH oH0I 2AAS SLASE  ASSI0, AIl AAl

394 ~ 396, 399, 403, 411 ~ 414, 416 ~ 418, 421 ~ 435 X 451 o SHB2BS VYL
A Al O 465

2- (3.4 - CIISAIHY) - 4 - [3 - J2=Al -

4-35IEEAN -5-(2-HE -2- Z2HY) HYE]
EIOtZ 2g 2 o- LIEZ2#A 40 ml 0l It &0

=2
Hotd, Oolzd0 RLE 2 10mg Ut LEsS
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2B 150 (S2E ZOlOUA) 2 JIED, 14 A2 Il SRARC. B Z820 2 30 nl
S Jtotol aEelot] MEZOIMEIOIE 30m 2 Jiotn, ZHASIUIEESSH 20l 2 NIF,
AZADID, EWE Z3 MAHGHAC 2oia @=ss delsid - 2 AR0OEINN (25
% [222HE) 2 MHME, COATRBNHZZ LE MZESO 2- (3, 4 - LHSAHY) -
4-(22-CHE -7 - H2=Al - 2,3 - LISIC2 WEATY -5 - U) EIOIE 1g S HMZUA 2
Ho2N AU, 3 @ 106 ~ 107C.

AAL O 466

2 - (3.4 - CINSAHE) - 4 - [3- HSANSAINZEY - 4 - HSAHSA -5 - (1 - Z2HYL)
HY ] EIOIS 3.7g 2 HIECISISZEer 100ml B 2 40m © EBO0 SoHotD 0l S0
At&tet @ AS (0s0) 100 mg & DR2CSAMUES (Nal0) 5.6 9 2 JIGH A20AM 14 AlZF D
GISHRICH BIS SEES OISt OIS 1/3 RUR ¥ MK S=53D, O OHAIEIOIE 100
nl 2 Oetol AEelstn Hot YHUESSBY 40ml 2 MFGD AXS, SHE SR
Ch2old z2s MeJt2 e A20EJHN (S5% : O222HE) 8 FAGH0 2 - (3.4 -
CINSATHIY) 4 - (3 - HEADSA H22d - 4 - HSANSA - 5 - Z2UHE) EOE (JBE
A) 600mg 2 2-(3,4- CINSAIHE) -4-[3- HEANSANSRE - 4 - HSAHSAl -5 -
(1,2 - SIS=AZ2E) ML) EI0IS (3182 8) 1.28g 2 AL 20& 2 - (3.4 - LIS
NEIE) -4 - [3 - HEAUSASIZSE - 4 - HSANSA -5 - (1,2 - OslS=AZ2E) HY ]
EIOFE (31812 8) & HEZS 40ml Of SHotD, IRSEMUES (Naloy) 59

)50 ¢ 2 10ml 2 It
al =R ?Eﬁ ZEME =57 MAHGIACH. TF=0 OE Ot
NEHIOIE 80 ml 2 =2 40 ml £ Ji6t0 & =F2ot) E3 SSUEESEH 20 ml 2 MHAEGHD
?_4_75_—?— EME S5 MAHSIALL. OIIM E0d XRSD, 2M 20X 2 - (3,4 - CINISA

E - Z22[HY) EIOLE (&2 A) 600
mg = °'I4/\-I U= %i‘ja WZEGH0 2 - (3,4 - CINISAIHE) - 4 - (3 - HSAHSAIIZEL
-4 - HISABSA -5- Z22HY) EIOIE 1.6 8 HHMIMNAFHOZAM AL

& © 113 ~ 114%C
A0 466 U SOt ot 22| EEIESE AIEGI0 &Il AW 417 2 sgEs 2UAC
A

A0 1Y 138 W SLSHAH St 2o SEHAZIE AESHH M 14 ZO0l LEtH AAIN 467

0
St
=

J
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60S
806G
L0S
90§

SHZDO
SuZno

\
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Z 4
} a=un g 8 1
| @] O = @]
\ ford [e RN Iy
a 2 w n Q =
o N ] o
: 5 &
2] @ =
et w
w
-2 Z Z
2
E: ~5 ~5
H ® -~ @ -~ @
o N ot =)
&l Al 0l 510
2 - (3,4 - CIISAIHYEY) - 4 - (3 - HSAIZIZEY - 4 - HSAIHSA -5 - Z22HY) EIOIE
500 mg € OIE*=2 30 ml Ol =adHct2, 30 % HEO2UEH 3 ml 2 II5HH, A20M 14 A2t W
Bi5tD, £ 70T OIM 1 Al2E WEGHD, BY WBSHM =A% 84 LES 530 ml 2 Jietl
A20A 3 A2t WBHEIACEH. BtS SE=22 FH SWHE 3F HASLD, ZHA XF20
OlE OIMIHIOIE 40 ml %X 2 20m 2 I3t AZeldtl, wIESS Z3 HSUESSEN
10m 2 MG, AEXF ZOHE 3F MHGIULCH A XNISS A2t A=0tEN
oot (S&Y : CISZ20E / HE2 =49 / 1 20)H]) 2&22 26 150 mg 2 2 - (3,4 - Cldl
SANHYE) -4 - (3 - HSAHEEE -4 - HSAHSA -5 - HEOILSHEHY) EIOIES ZAUL.
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10
z
30
0z

73)

© NMR
Ol 510 I SLSHAH 5H0f 22l
L AL ol 511

- (3.4 - CIISAIHY

0x

=13

e a0 A0 402 & stetEs UL

> nU>x mo
>
W
0
b
L
>
00
Qj
=

(3 - HSAIHEE 4 -
ot0i 0T OIA =ASSAUE
FHSAUHEE 26.5mg S
2 2H EME ZF
Jtotd  &2elstld, |IIES
MAGHO 300 mg 2 2 - (3,4 -

EAMUHEHYE) EIOtEES AL

- Z=292mHY) EIOFZE 300 mg
mg 2 Jiotl A=20AM 1Al
OlA  CHAL  1AIZE

MHstD, 2od XF20 C22201EF 30 ml
z 220 10mnl 2 M=Eoln, H=E
- (3 - HSA2IEEY -4 - 3|&E

o2 REM
T el )
= 3R
= 0O
U o 5
[ —

o =
ror 4>

o b &=

o tor 0 !

SN

T

JI o Me BT o ™
z
Pl | e S =]

Ol
Iz =
kJ
ol
n

~
N

0x
=
=
5

a1 A0l 397, 412, 423, 445 &

Snx
O >
o g
- (@)]
o =
9 g
Mo
o om
e
ol
=
©ool
X
N
_J\.I
10
1]
ne
10
]
i
>
0l
el
X

al Al Ol 512

2-(3, 4-CIISAIHE) -4 - (3 - HSAHSA HEEE - 4 - HSAHSAl -5 - =
OlZ 500 mg £ MZ ZHS HIEIGIAIY (EclNE ZAXZLOHMHIOIE 270 mg @ =238kt
) o HEoSIEZZE X 20 ml O Jtotl A200M 4AI2E WBHGHRUCH. gs &8
EMHE SJHAHotD 208 SF=0 OEOLAEHIOIE 20 ml, & 15 ml & JiotH &
Lot SSHUEE =% 10nl 2 NE Hdx=, ESMHE SFHMACRULH 2o o
F 2H MZES0 380 mg 2 2 - (3,4 - CINSAIHY) -4 - [3 - HSAHSA 3t=2
SEANUHEA -5- (2 - NSAMNZELEIE) HE] EIOtES LALCH.

>

il
ne
=]
e

o AL M
T Hu o

HT 4

N

2D d
m-
T Mo

(=] T

z
AL
ne

0o ot
)
«©
=
l
©
()}

UG 5f0f A2l BYHIS  ALSSI0I Al AAIN 478, 485, 486, 501 %
502 o BEES 2ACH
A Al O 513
HEES2IHY TATS 220101 53 ng S EHIE2AGSEER 10 ml Of S DD -5C OIA
2E t - RSAIS 190 g S IS0, SSEOIA 1AIF DERSHACH 010 2 - (3,4 - CIOIS
AHE) -4 - (3 - BISASISEY - 4 - HSABSAl - 5 - ZSLHY) EIOIS 500 ng S JI5t0d
SSCOM 22t A200 SEAA 1 A2t DESHL  #rs EEE0 WEZOMMEIIE 30 nl
2 2 200 S ot AE2GD RIISS T ASAUES +S% 00l 2 MY AZ, S
HE == HASAC A0IR FMESS ASIAPPIZNEIN (SBY : (2220 /
n- s =2/ 1 ROE) 2 FMG 240mg o 2 - (3,4 - CINSAIHYE) - 4 - (3 - HSAIHSA
2P - 4 - BS=Al - 5 - HILHY) EIOIE (A) X 120 mg 2 2 - (3,4 - CINSAIHE) - 4 -
(3- HSANHSAIZEY - 4 - HEAUNSA - 5- HILHLY) EIOHE (B) 3 UL

StetE (A) 2 NMR CHIOIE} :
1
H - NMR (CDCls) &

1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz), 3.58 (3H, s), 3.95 (3H, s), 4.15 (2H, q, J=7.0Hz),
4.22 (2H, q, J=7.0Hz), 5.08 (2H, s), 5.43 (1H, dd, J=1.1, 11.1Hz), 5.89 (1H, dd, J=17.7Hz), 6.92
(1H, d, J=8.4Hz), 7.17 (1H, dd, J=11.1, 17.7Hz), 7.43 (WH, s), 7.54 (H, dd, J=11.1, 17.7 Hz),
7 M, s), 7.54 (HH, dd, J=2.1, 8.4Hz), 7.61 (1H, d, J=2.1Hz), 8.29 (2H, d, J=1.3Hz).

(
3teE (B) 2 NMR CIOIEt :

—

1
H - NMR (COCls) &

1.49 (3, t, J=7.0Hz), 1.51 (3, t, J=7.0Hz), 3.58 (3. s), 3.95 (3H, s), 4.15 (2H, q, J=7.0Hz),
4.22 (M, a, J=7.0Hz), 5.10 (2H, s), 5.43 (MH, dd,

J=1.1, 11.1Hz), 5.51 (2H, s), 5.89 (W, dd, J=1.1, 17.7Hz), 6.92 (IH, d, J=8.4Hz), 7.18 (1H, dd,
J=11.1, 17.7Hz), 7.43 (H, ), 7.54 (1H, dd, J=2.1, 8.4Hz), 7.61 (1H, d, J=2.1Hz), 8.29 (2H, d,
J=1.3Hz).

4 AL Ol 514

2 - (3,4 - CIOISAIHY) - 4 - [3- HSANSAISRE - 4 - HSANSA - 5- (2 - QISAI2
SUHlY) HY ] EIOHE 350mg S OIEE 10nl Ol S#HetD, 10% & 0.2m S JHotm, 60
T OIM TAIZE JIZ RUSIHCE. OIN0I 10% SASUES 1l 2 5D, 4AI2% i
SBSAC. S BEE2 2H SHE SRAIGD 20d IR0 2 5wl S kD 10
% QMOZ OHMHOZ G01 ZUIZOMEIOIE 40ml 2 XE5tD, ZHASJUES £ZH 150 2
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N&8otH Hx= Z0ME S7 MAHCHAULH d4F=S OEOHMEIOIEZ 28 MEEoIHW 170
4 - CINSAHYE) - 4 - [3-It25Al -4 - 5IE8Al -5 - (2 - II2=AHIE) HE]

& 260 ~ 261TC
Al Ol 515

(3,4 - CIMISAIHE) -4 - (3 - HSAIIEEE -4 - NSAMHSA -5 - HEOD -HEH
150 mg & OIEFS 20 ml Ol 2aHdt2, 10 % G& 0.2 ml £ Jt5t6d 60C Ol 30
ULt Ol 10 % =&SHUHEE 2 ml 2 Jtot 1AI2E JtE &K AIZLCH gs &8
10 % S22 SH2Z ot) EBME SF MAGHACH S4F=0 OE=S=S Jtotd =]
O{BtAIZY £=&dtD 22 MBGIH AZAIILD CIHEEZEO0IESZ £H MZEGIH 35 mg 2
(3,4 - CIMISAIHE) - 4 - (3 - Jt2E=Al - 4 - GIESAl -5 - HEODIL HEHE) EIOES

g)

Ol ik

- =

Mol 2™ > oo o
um

(=]

o oy e
=
°
0z

1271 ~ 273¢C
Al Ol 516
- (34 -CIISAHE) -4 - (4

SHIES $8% 17nl o 222 16 A2 It
nl 2 Oistel CI22201E 80 nl 2 25 %55, £22 & = o
i3, OIZOIMIEIOIE 150 m . _NZOHEIOIESS S2BNUES

£ =E0/01 20i7 NESZS NLOIMEIOIEZ MGG 290 m

) - 4-(4-3t2=A - 2 - Tl2IY) EIOFES L UCH

B Ao

e
0x
=
T
o
> iy & o 4>

nm
=)
Q@
10
N
|
w
~
|
a
2

EroNe™ oo o

02 Jz NC Y H <

oo JE

1 236.2 ~ 237.2C
Al Ol 517

124

) EIOFE 4.02 g o CIO

- RFEIHEEzZ2AE 4.8 g =

gl 100 ml 2 O EOtA
50 ml 2

Aot 2A=0¢

2 - (3,4 -Clos

um

Hn > [y He

( —

SOI0IS 60 ml o Bietotol aest, 0l0tE 5.2

AHO2 Jistn, SYSENA 4AZ WS
OIE 200 ml £ DJt3tn, RIISS =2I5t0d

I HEE, 248 0IOUB02 AX, 20

O (BB% :n - A/ HIZOMEIOIE =

- (3- HSAIEREL -4 -t - %

12
o
@ o
001N
Mo
il
o
o2
.
Im
o
>
]
°

ne Lo mjo

£Q
[w]

v g
S
(@)
3
h=)
Hl
ol
0
0
J

o
0 —
==

0
z

Al Ol 518

(3,4 - CIOISAIHYE) - 4 - (3 - HSAHEEL - 4
HEcCHSI=E2F2 100 ml SHH &
|.

t - SECHEALLESAIHE) EIOHE 5.43
2F0ls 548 mg & Jiotl s 2Z0A

o ijo on
4%
STom 2
I
ol
00 =
e

o
|0
Hu

SEH20 2 1.1m L BMUEE 392 IS0, H2A0EZ O
HE MHE = OIZOMEIOIE 200 ml & som 2 Jtst =, BN
Ot MBI OGS A=2|s 5, 2 s50ml 2 MG
= 202 =8 MHIAC.

2 A2OEIH (BB : n - A& NOMEIOE = 10 : 1 21
S OLMIEIOIE - n - #AC2 2E MWZESI0 1.23g 2 2 - (3.4 - CIHS
(3-BISEAINEY -4 -t - PEOHLLYSAIHY) EIOIES  AAUCH

2k
[ 0 J2 rx
(]

zol>l1o!
0 4

Ol M0

o

J|

MHo
ry M0 00 010

FA

4> h

R e ™>Ne™ gz mw A
o

=)

Hon o
e
<o
Y
|53
ny

o

E__Ll\"

Doxrd o

MCHU R 4010 kY
' o o

>
=
o o—
ol
[P 1
o

oz
)
w
l
S
&
(@]

A0 397, 412, 423, 445 &

S oo g
@« >
2
o
o
[
o
o
Qﬂ
&
Ql
=
1
N
|0
]
ne
0
U
]
>
il
Qﬂ
=
>
N

>

LA Ol 519
AAIG 1Y 138 I SUG Gt UAo SU/AIE AIRSEI0 G019 FEEsS AACH.
[= ]

2-(3,4-CNSAHYE

I

|
~
|
w
|
AN
I
I
=
|
o
|
ol

1.38 (3H, t, J=6.9Hz), 1.40 (3H, t, J=6.9Hz), 1.86 (3H, s), 1.95 (3H, s), 4.12 (2H, g, J=6.9Hz),
4.15 (2H, g, J=6.9Hz), 6.33 (1H, brs), 7.09 (1H, d, J=8.7Hz), 7.48 ~ 7.62 (2H, m), 7.93 (HH, s),
7.95 (HH, d, J=2.1 Hz), 8.31 (HH, d, J=2.1 Hz).
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A AL O 520
AAIGH 1 2 138 I SUGHH Gt A0 SWATE  AIZSGI0 IO HEES AAUCH
4-12-(34-CINSAHY) - 4 - E/0IEL] T2IUS - 1 - 2AIC

24 : H- NR (OMSO-ds) &

1.35 (3H, t, J=6.9 Hz), 1.37 (3H, t, J=6.9Hz), 4.07 (4H, m), 7.07 (1H, d, J=8.3Hz), 7.52 (1H, dd,
J=2.0Hz, 8.3Hz), 7.58 (1H, d, J=2.0Hz), 8.03 (2H, d, J=7.2Hz), 8.29 (2H, d, J=7.2Hz), 8.33 (iH,
d).

2- (3,4- CIISAIHY) - 4 - (2 - A0t - 4 - Tl2ICIs) ElOHS

24 'H- NWR (ONSO-ds) & :

1.36 (38, t, J=6.9Hz), 1.38 (3H, t, J=6.SHz),
4.08-4.23 (4H, m), 7.08 (1H, 4, J=8.3Hz),
7.55-7.61 (2H, m), 8.32 (1H, dd, J=1.3Hz,

5.2Hz), 8.64 (2H, s), 8.84 (1lH, 4, J=5.2Hz).

AAIGI 417, 423, 425, 444, AAG ~ A49, 452, AB7, A70, A71, A78 ~ 480, 482, 483, 485, 486, 493,
497, 500 & 507 ~ 509 © NWR GIOIEF (NWWR™) - NMR™)

R ALAIG) 417 o B

=)
=

]
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H o~ NUR (DMSOds):
1.38 (3H, t, J=7.0Hz), 1.40 (3H, t, J=7.0Hz),
2.22 (3H, s), 3.87 (2H, s), 4.08 (2H, q,
J=7.0Hz), 4.16 (2E, q, J=7.0Hz), 7.10 (1H, 4,
J=8.2Hz), 7.48-7.60 (2H, m), 7.99 (lH, s),

8.08 (1E, d, J=2.3Hz), 8.38 (1lH, 4, J=2.3Hz).

NMRSS) @ Alajef 423 & HPE

IH - NMR (DMSO-dg) & :
1.38 (3H, t, J=6.9Hz), 1.40 (3E, t, J=6.9Hz),
4.11 (28, q, J=6.9Hz), 4.15 (2H, g, J=6.9Hz),
4.60 (2H, s), 7.08 (1H, d, J=8.9Hz), 7.45-7.63
(26, m), 7.77 (1E, s), 8.06 (1H, d, J=2.2Hz),
8.34 (1H, d, J=2.2Hz).

NMRSO) : Alxjdl 425 & 3H3PE

IH - NMR (CDCl3) & :
1.48 (3K, t, J=7.0Hz), 1.50 (3H, t, J=7.0Hz),
2.78 (2H, t, J=6.7Hz), 3.09 (2H, t, J=6.7Hz),
4.07-4.30 (4H, m), 6.91 (1H, 4, J=8.3Hz), 7.52
(lH, 4, J=8.3Hz), 7.60 (lH, brs), 8.02 (1H,
brs), 8.38 (lH, brs).

NMREL) : Alxjod 444 8 3FIE

'H - NMR (CDCl3) & :

0.08-1.00 (3H, m), 1.00-1.67 (18H, m), l.67-

1.95 (2€, m), 3.54 (3H, s), 4.16 (25, q,
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J=7.0Hz), 4.23 (2H, q, J=7.0Hz), 4.35 (28, ¢

J=6.6Hz), 5.30 (2H, s), 6.92 (1lH, d, J=8.4Hz),
7.27 (1H, d, J=8.7Hz), 7.36 (lH, s), 7.53 (1lH,
dd, J=2.0Hz, 8.4Hz), 7.62 (1lH, d, J=2.0Hz),
8.08 (1H, dd, J=2.3Hz, 8.7Hz), 8.35 (1H,

J=2,3Hz).

NMR62) @ Alx|of 446 2] HYE
IH - NMR (CDCl3) & :

1.50 (3H, t, J=7.0Hz), 1.52 (3H, t, J=7.0Hz),
2.55 (3H, d, J=0.9Hz), 4.04 (3H, s), 4.16 (2H,
q, J=7.0Hz), 4.23 (2H, q, J=7.0Hz), 6.50 (lH,
d, J=1.0Hz), 6.93 (1H, d, J=8.4Hz), 7.45 (1H,
s), 7.55 (1H, dd, J=2.1Hz, 8.4Hz), 7.64 (1H,

d, J=2.1Hz), 8.34 (lH, d, J=1.8Hz), 8.42 (lH,

d, J=1.8Hz).
NMRSS) A Ao 447 o HYE

IH - NMR (CDCl3) & :

1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
1.78 (3H, s), 3.54 (2H, s), 3.59 (3H, s), 4.16
(2H, q, J=7.0Hz), 4.22 (2H, g, J=7.0Hz), 4.71

(l1H, brs), 4.90 (1H, brs), 5.09 (2H, s), 5.51
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(2, s), 6.92 (1H, 4, J=8.4Hz), 7.40 (1lH, s),
7.53 (lH, dd, J=2.1Hz, 8.4Hz), 7.61 (lH, d,
J=2.1Hz), 7.98 (1H, d, J=2.4Hz), 8.34 (1H, 4,

J=2.4Hz).
NMRE4) : Aol 448 o EHYE

IH - NMR (CDCl3) & :

1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),

2.24 (3, s), 3.56 (3H, s), 3.59 (3H, s), 3.95

(2E, s), 4.16 (2H, q, J=7.0Hz), 4.22 (2E, q,
J=7.0Hz), 5.09 (2E, s), 5.50 (2H, s), 6.92

(1, d, J=8.4Hz), 7.42 (lE, s), 7.52 (lE, dd,
J=2.1Hz, 8.4Hz), 7.60 (1H, d, J=2.1Hz), 8.01

(12, 4, J=2.3Hz), 8.39 (1H, d, J=2.3Hz).

NMRES) : Alx|of 449 o] 3}3}E

IH - NMR (CDCl3) & :

1.50 (3H, ¢t, J=7.0Hz), 1.51 (3H, ¢t, J=7.0Hz),
1.97 (3H, &d, J=1.6Hz, 6.6Hz), 3.58 (3H, S),
3.59 (3H, s), 4.16 (2H, q, J=7.0Hz), 4.22 (2§,
q, J=7.0Hz), 5.09 (2H, s), 5.50 (2H, s), 6.38
(1lH, dd, J=15.9Hz, 6.6Hz), 6.83 (1lH, 4,
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J=15.9Hz), 6.93 (1H, d, J=8.4Hz), 7.42 (1H,
s), 7.55 (1H, dd, J=2.1Hz, 8.4Hz), 7.61 (lE,
d, J=2.1Hz), 8.23 (1H, d, J=2.2Hz), 8.27 (lH,

d, J=2.2Hz).

NMRE6) :  Axje]l 450 2] 3}3tE

IH - NMR (CDCl3) & :

1.16 (1.5H, d, J=6.3Hz), 1.22 (1.5H, d,
J=6.3Hz), 1.43-1.57 (6H, m), 3.59 (3H, s),
3.62 (3H, s), 4.05-4.36 (4H, m), 5.07-5.28
(2H, m), 5.30 (2, s), 5.50 (2K, s), 6.93 (1H,
d, J=8.4Hz), 7.45 (1H, s), 7.54 (lH, 44,
J=2.1Hz, 8.4Hz), 7.6l (1H, d, J=2.1Hz), 8.21
(0.5H, d, J=2.3Hz), 8.32 (0.5H, 4, J=2.3Hz),
8.48 (1H, m),

NMRE7) :  Alxle) 467 o] HIE

IH - NMR (CDCl3) & :

1.49 (3H, t,.J=7.0Hz), 1.50 (38, t, J=7.0Hz),
3.49 (3H, s), 4.17 (2H, q, J=7.0Hz), 4.19 (2H,
q, J=7.0Hz), 5.28 (2H, s), 5.40 (2H, s), 6.91
(1, 4, J=8.4Hz), 7.22-7.70 (9€, m), 8.08 (1lH,

dd, J=2.4Hz, 8.7Hz), 8.40 (lH, d, J=2.4Hz),.
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NMRES) @ AlAJef 470 o HUE

'H - NMR (CDCl3) & :

1.44-1.67 (12H, m), 4.04 (3H, s), 4.10-4,33

(8H, m), 6.92 (2H, d, J=8.4Hz), 7.37 (1lH, s),
7.46 (1H, s), 7.52-7.63 (3H, m), 7.66 (lH, d,
J=2.0Hz), 7.75 (2H, 4, J=8.4Hz), 8.08 (2H, d,
J=8.4Hz), 8.20 (1H, 4, J=2.2Hz), 8.46 (1H, 4,

J=2.2Hz), 11.43 (1H, s).

NMRES) @ AlX|o]l 471 2] FHIUE

IH - NMR (CDC13) & :

1.50 (3H, t, J=7.0Hz), 1.53 (3H, t, J=7.0Hz),
2.42 (3H, s), 3.96 (3H, s), 4.17 (24, q,
J=7.0Hz), 4.23 (2E, q, J=7.0Hz), 6.94 (1, d,
J=8.4Hz), 7.54 (1H, dd, J=2.1Hz, 8.4Hz), 7.59
(1E, s), 7.60 (1H, 4, J=2.1Hz), 8.76 (lE, d,

J=2.3Hz), 8.80 (lH, d, J=2.3Hz).

NMR7O) : Aalof 478 &) 3YUEF

IH - NMR (CDCl3) & :

1.49 (3H, ¢, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
3.59 (3H, s), 3.59 (21, d, J=6.3Ez), 3.94 (3H,

s), 4.16 (2H, q, J=7.0Hz), 4.22 (2H, g,

J=7.0Hz), 5.08 (2H, s), 5.07-5.17 (1H, m),

)
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5.17-5.27 (1H, m), 5.96-6.16 (l1H, m), 6.92
(12, 4, J=8.4Hz), 7.40 (1H, s), 7.54 (1lE, 44,
J=2.1Hz, 8.4Hz), 7.60 (l1H, 4, J=2.1Hz), 7.98

(14, 4, J=2.4Hz), 8.27 (lH, 4, J=2.4Hz).

NMR71) Ao 479 o] 33E
IH - NMR (CDCl3) & :

1.48 (38, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
3.55 (3H, s), 3.89 (28, d, J=1.7Hz), 3.94 (3,
s), 4.15 (2H, q, J=7.0Hz), 4.21 (2K, q,
J=7.0Hz), 5.09 (2H, s), 6.91 (1H, d, J=8.4Hz),
7.43 (1H, s), 7.52 (1H, d4d, J=2.1Hz, 8.4Hz),
7.59 (1€, d, J=2.1Hz), 8.04 (1H, 4, J=2.3Hz),

8.36 (1H, d, J=2.3Hz), 9.79 (1H, t, J=1.7Hz).

NMR72) i Ao 480 o 3}¥E
IH - NMR (CDCl3) & :

1.50 (38, t, J=7.0Hz), 1.52 (3H, t, J=7.0Hz),
3.60 (3H, s), 3.98 (3H, s), 4.16 (2H, q,
J=7.0Hz), 4.23 (2H, q, J=7.0Hz), 5.22 (2K, s),
6.92 (1H, d, J=8.4Hz), 7.50 (lH, s), 7.54 (1H,
dd, J=2.1Hz, 8.4Hz), 7.60 (1E, 4, J=2.1Hz),
8.57 (1H, d, J=2.5Ez), 8.73 (1H, d, J=2.5Hz),

10.50 (1H, s).
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NMR73) A Aol 482 & HYE

IH - NMR (CDCl3) & :

1.49 (1H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
2.50 (3H, s), 3.60 (3H, s), 3.92 (2H, s), 3.94
(38, s), 4.15 (2H, q, J=7.0Hz), 4.22 (2H, q,
J=7.0Hz), 5.12 (2H, s), 6.92 (1H, d, J=8.4Hz),
7.44 (1H, s), 7.54 (1H, d4d, J=2.1Hz, 8.4Hz),
7.60 (1H, 4, J=2.1Hz), 8.13 (1H, d, J=2.4Hz),
8.37 (1H, d, J=2.4Hz).

NMR74) : Aaje] 483 o yE
IH - NMR (CDCl3) & :

1.50 (3H, t, J=7.0Hz), 1.52 (3" t, J=7.0Hz),
2.41 (1H, t, J=6.6Hz), 4.0l (3H, s), 4.16 (2H,
a, J=7.OHé), 4,23 (2H, q, J=7.0Hz), 4.82 (2H,
d, J=6.6Hz), 6.93 (1H, d, J=8.4Hz), 7.34 (1H,
s), 7.55 (lH, dd, J=2.0Hz, 8.4Hz), 7.60 (1H,

d, J=2.0Hz), 8.10 (1H, 4, J=2.3Hz), 8.40 (lH,

d, J=2.3Hz), 11.38 (1lH, s).

NMR75) : AlA]eof 485 & 33E

IH - NMR (CDCl3) & :
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1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
3.58 (3H, s), 3.95 (3H, s), 4.15 (2K, g,
J=7.0Hz), 4.22 (2H, q, J=7.0Hz), 5.08 (28, s),
5.43 (1€, dd, J=1.1Hz, 11.1Hz), 5.89 (1H, 4d,
J=1.1Hz, 17.7Ez), 6.92 (1H, d, J=8.4Hz), 7.17
(18, dd, J=11.1Hz, 17.1Hz), 7.43 (1H, s), 7.54
(1€, dd, J=2.1Hz, 8.4Hz), 7.61 (1H, d,

J=2.1Hz), 8.27 (2H, &, J=1.3Hz).
NMR76) ;A Ajo]l 486 2] HYE

'H - NMR (CDCl3) & :

1.49 (3B, t, J=7.0Hz), 1.51 (3H, t, J=7.0Hz),
3.58 (3H, s), 3.59 (3H, s), 4.15 (2H, q,

J=7.0Hz), 4.22 (2E, q, J=7.0Hz), 5.10 (2H, s),

5.43 (1H, dd, J=1.1Hz, 11.1Hz), 5.5 (24, s),
5.89 (1H, dd, J=1.1Hz, 17.7Hz), 6.92 (1H, 4,
J=8.4Hz), 7.18 (1H, dd, J=11.1Hz, 17.7Hz),
7.43 (1H, s), 7.54 (1H, dd, J=2.1Hz, 8.4Hz),

7.61 (1H, d, J=2.1Hz), 8.29 (2H, d, J=1.3Hz).

NMR77) : A Al 493 & 3B

IH - NMR (CDCl3) & :
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1.35 (3E, t, J=6.9Hz), 1.37 (3H, t, J=6.9Hz),
2.72 (3H, s), 4.11 (4H, m), 7.09 (lH, d,
J=9.0Hz), 7.57 (lE, dd, J=2.2Hz, 9.0Hz), 7.60
(1H, d, J=2.2Hz), 7.89 (lH, brs), 8.22 (lE,
brs), 8.44 (lH, s), 8.70 (1E, d, J=2.0Hz),
9.27 (1E, d, J=2.0Ez).

MRTS) © Alxof 497 o] 3HUE

IH - NMR (CDCl3) & :

0.24 (6H, s), 1.03 (9H, s), 1.49 (3H, t,
J=7.0Hz), 1.51 (3H, t, J=7.0Hz), 3.91 (3H, s),
4.15 (24, gq, J=7.0Hz), 4.22 (2H, q, J=7.0Hz),
6.91 (lH, d, J=8.3Hz), 6.95 (lE, 4, J=8.5Hz),
7.34 (1H, s), 7.51 (lH, d4, J=2.0Hz, 8.3Hz),
7.62 (1H, 4, J=2.0Hz), 8.03 (1H, dd4, J=2.4Hz,

8.5Hz), 8.34 (lH, 4, J=2.4Hz).

R78) 1 Ao 500 o EHYE

IH - NMR (CDCl3) & :
1.49 (3H, t, J=7.0Hz), 1.51 (3, t, J=7.0Hz),
2.91 (6H, s), 3.94 (3H, s), 4.15 (28, q,
J=7.0Hz), 4.22 (2H, q, J=7.0Hz), 6.91 (lE, d,

J=8.4Hz), 6.99 (1E, 4, J=8.8Hz), 7.28 (lH, s),

7.52 (1H, dd, J=2.0Hz, 8.4Hz), 7.62 (1H, 4,
J=2.0Hz), 7.97 (lH, dd, J=2.2Hz, 8.8Hz), 8.25

(1H, d, J=2.2Hz).
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NMR8O) @ Alajell 507 &) BYE

IH - NMR (CDCl3) & :
1.49 (3H, t, J=7.0Hz), 1.51 (3H, t, J=6.9Hz),
2.63 (3H, s), 4.10-4.27 (4H, m), 6.89 (1H, d,
J=8.4Hz), 7.48 (1H, dd, J=2.1Hz, 8.4Hz), 7.59-
7.64 (34, m), 7.74 (1H, s), 8.53 (1lH, d,
J=5.2Hz).

NMREL) @ Axjef 508 & 23 E

IH - NMR (CDCl3) &

1.45 (3B, t, J=7.0Hz), 1.49 (3€, t, J=7.0Hz),
4.09 (2H, q, J=7.0Hz), 4.17 (2H, q, J=7.0Hz),
6.89 (1H, d, J=8.4Hz), 7.25-7.32 (1, m),
7.42-7.46 (2H, m), 7.49 (1m, dd, J=2.2Hz,
8.4Hz), 7.61 (1H, 4, J=2.2Hz), 7.81 (1E, s),
8.08-8.15 (3H, m), 8.57 (1g, dd, J=0.6Hz,
5.0Hz), 9.20 (1H, 44, J=0.6Hz, 1.5Hz), 12.11
(1H, brs).

NMRE2) : Alajell 509 & HFPE

IH - NMR (CDCl3) & :
1.47 (34, t, J=7.0Hz), 1.50 (3E, t, J=7.0Hz),
3.81 (3H, s), 4.10-4,24 (4H, m), 6.93 (1lH, d,
J=8.4Hz), 7.46-7.55 (3H, m), 8.00 (lH, 44,
J=1.6Hz, 7.8Hz), 8.21 (lH, s), 8.74-8.76

(15, m).
& Al Ol 521
AN 12 147 I SLSHAH St 22 Sl SYAZTE AMESIH 22 S =XGE =2
HALCH.
O 5-0SAIHEEEY -2 - (a - E220tME) T4 L 3,4 - CINSAIEIQUZEOIDIEE At
ot aAle 1 1t %%'GUH ot BrEAlZ2l =, AAI0 147 Dt %%'GUH ot Jt=Z=20oHotH 2 -
(3,4 - CIQISAIHY) -4 - (5 -3I2=2Al -2 - H2tE) EIOIES ALk,
O  4-0SAHEEY -2 - (a - ER20HME) T20lE 2 3,4 - CIHISAIEIQ#X0I0IES
AZESHH A0 1 o SLSHAH StH  BESAIZI =, &AM 147 o SLGHAH St Jt===ZoHot 2
- (3.4 -2-1

[2I0IY) ElotES UL

(3,4 - CIISAIHE) - 4 - (4 - H2=Al
O 5 - OISAZIZEY -2 - (a - E220ME) Teloled % 3,4 - CINSAIEIQBI=0I0IEE
ALSotO, &AM 1 1t SLotH ote BtSAIZI =, AAG 147 B SLotH ot IJt==Zciot 2
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- (3,4 - CIISAIHE) -4 - (5 -3t2=A -2 - Tel0lg) EIOtEES ZALCH.
=]

)
6 - HISADI2ZEY -2 - (a - E220tMY) Watd L 3,4 - of
SHOI, ALAIGH 1 Db SUGHH GHOI BFSAIZI B AN 147 Bt %%aﬂl 6+04 3+¢—56H6+04 2
4 4~ i

wWO

- tosAHY) - 6 - IE2=2A -2 - H2HE) EIOIES AT
O 4 - HISAIIEEY -2 - (0 - E220tME) L2 £ 3,4 - CINISAIEIQHZEOI0DIEE AIZ56H
of AAG 1 o SU6HH Bt BEEAIZI & AAIM 147 b SLotH ot Jbt4==2dlotd 2 - (3,4
- CIISAIHY) -4 - (4 -JI228A -2 - LIEE) EIOIES UL
O 4 - ISAIEEY -2 - (a - ERR20INE) Z&t 2 3,4 - CIISAIEIQHEOIDIEE A=
ot AAI0 1 It SLoHAH St BrSAIZI & AAIG 147 Bt =SLSHA ot Jt=+=2oStH 2 -
(3,4 - CIGISAIHY) -4 - (4 - JI22Al -2 - =) EIOIES AL
O 5-0SAIEEY -3 - (a - EZ2Z20NE) Z=2t & 3,4 - CINSAIEIQHX0I0IEE A
ot AAIG 1 ot SLSHAH St BESAIZI =, AAM 147 B SLSHA St Jt===Zolot 2 -
(3,4 - CIOISAIHY) -4 - (5 -JI22Al -3 - &) EIOIES UL
O 4 - IEAIIZEY -2 - (a - E2Z0IME) EIQE 2 3.4 - CIHEAEILQHXEOIDIESE A
otOl  AAIN 1 ot SLSHAH BESAIZI F,| ’\'/\|01I 147 o S2otH JtE==20d ot 2 - (3,4 - Cloll
SEMHY) -4-(4-3I22A -2 - EINY) EIOIES AL
O 5-0EAIIZ2EY -3 - (a - E2Z0IME) EIQE 2 3.4 - CIHEAEILQHXEOIDIEE A2
ot AAIN 1 O SLGHH ot BESAIZ2I &, AAIN 147 o SLGSHAH ot Ji==2dH ot 2 -
(3,4 - CIOISAIHY) -4 - (5-3JI2Z=2Al - 3 - El0Y) ElOIZES ATt
O 5 - HEAIIEEE -2 - (a - E2Z20tME) EIOIE ¥ 3,4 - CIGISAIEIQHZEOI0IEE A}
Zot0, &A0 1 o SLSHAH St BtSAIZI = AAI0 147 ot SLoHAH Gt Jt==ZoHotH 2 -
(3,4 - CIISAIHY) -4 - (5 - 9I22Al -2 - EIOIEE) EIOIES <UL
HOA ol
2-(3,4-CIHSAMNHY) -4- (3,4 -
CISIEZEAIIIIEEAEIEY -6 - &) EIOIE 5 mg
2 132 mg
OFJdls AHIOHYIOIE 18 mg
S 45 mg
Al 200 mg
Sao ggoz 1 30 &I X482 gxote HdHME HMXGULCH
HOAoolo2
2-(3,4-CIHSAMNHY) -4-(2- 54 -
HIXSAIE - 5 - &) EIOE 500 mg
Z2o 222 (2N 4000) 0.3¢
ASIUEE 0.9¢
Zo|2AI028 ASHIEF PESH0IE 0.4 ¢
HEISOIEAMLUES 0.1¢9
HIE It e 0.18 g
T ZEOfetd 0.02 g
FANE BF=> 100 ml
AD| IetH R, HESOHEMUEE 2 dH3UEES nBetHA 80T OAM AJ =540 2ol
Ot AL, SHE SHS 40T NA H=2otn, =2 €Y FE=2, 220 22 ¥ =Ees
AMOIERIAZHIE 22 0EE =MUIZ SoHAIZIL2, COS0H 1 SHUH A2 SFxE Jiot0
flote 2Lz XAotD), XNMEs ZH HOIHE Al2old Z& 0l6td 1 ml & HEQN =&Xol
1, Z=AHMEZE XHoIULCH.
oF 2| Al &
ofJ| 2Eol 2ol = £€Y SFE22 AZIMEZ2 SHRT

(1) A2 =3 (human neutrophilic leukocytes) OISl DHAFSH 2HCIZY (0, ) A4AMO| ol &4

A=t SEE= M.Markert E9 &® (Methods in Enzymology, vol. 105 ; 358 ~ 365, 1984) O (et
A Mot CE. 5, HLs Hoezx TEi gde MEs & gnggoz dAER - HEXEloHH
BHE NEZE AAUCH. 0] W& NI CAl T2 T3 (Ficoll - Paque) Ol 218t LT=HHRA
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0, Ma0l 2HM= B. N. Cronstein So &% [ Journal of Experimental Medicine vol. 158 ;

1160 ~ 1177 (1983) ] 0l =5t HSIAIEASE C (ferricytochrome C) B0l 2ol ZAFGHLCE. =
SlHARE HIAZM (Hepes — Buffered Hanks') (pH 7.4) =0 UAHA, 1.3 mg/ml HIAIEIAE C

5 pag/ml AIEZetal B (cytochalasin B) Mok, 37C, 1 x 106 M=o &S=E3E 3 x 107 M 2
- Z29 - L - HEQY - L - 24 - L - HEet (N - Formyl — L - Methionyl - L - Leucyl - L
phenylalanine, FMLP) Off Sloil XI=ol0d, 4=22t0 &&= HZAIEZAS C (ferrocytochrome C)
A2 2HZTHE AMEdIH 550 nm o IES=Z 2EE Hot2, 25.1 pg/ml WHAbS ClA

EbRl (superoxide dismutase ; SOD) ZXGHUIACS EZET 9O XS (DaSH2CIZE (0,) 0 Mpazgo=z
FACH. Ids=ss Logs
C

He
{0 lo J

F oo

ZA0IE (OMSD) Off &oHot2, FMLP EIOtEN SZ30l Jtstn
OlA  &BHer otACH DAU22 JIHSMY M BFas2Oz (0,) o Lo =0
(OMSO) St2  EJIZSm MASE DASACIY (0.) 2 LS BRGS0 AWS (%) 2 &F5D,

MAE DASE 2HTIZ (0,) 2 AMEBES 506 AMSE (1Cn) 2 HEAIGHACH

1 2-(3-Melg) -4 - HEEoE 1/4 S3tH 1 2

2. 2-(3,4-CIISAHYE) - 4 - HIZEIOS

3. 2,4 -0 (3-Ielg) ElotE

4. 2-(3-Helg) -4-HE -5- ISANMZELEIOS ot

5. 2-(2,4-LIHSAIHE) -4- (3,4-LIGIEZIHEEAEIY -6 - &) EIOIE

6. 2-(2-IelE -3-¢) -4 - HLEIOE

7. 2-(3,4-LIHSAIHE) -4- (3,4-LIGIEZIHEEAEIY -6 - ) EIOIE

8. 2-(3,4-CINSAIHE) -4 - (3,4 - CISIESAIHYE) EIOISS LS

9. 2-(4-I2lg) -4-(3,4-CISIEEAHY) EIOIE &

10. 2-(3-El0E) -4-(3,4-CU3IESAHYE) EIOtE

1. 2-(2-E0E) -4-(3,4-CU3IESAHYE) EIOtE

2. 2-4-s2-14-LsEERA=E -3 - ') -4 - (3,4 - CISISSAHYE) EIOHE
13, 2-(metd -2-¢2) -4-(3,4-CL3IESAMHY) EIOHS

(1}'4. 2-(3,4-CISIESAHE) -4 - (3,4-C3IERIZEAEIE -6 - & )EIOHE ESstad

5. 2- (JI2EAEE -3-9) -4-(3,4- CISIESAIHYE) EIOIE
6. 2-(I&-2-¢)-4-(3,4-CIBIESAHE) EIOIS
3,4 -CIHSEAMHY) -4- (4-0HE -2H-1,4- HZEIOIX -3 (4H) - = -6 - &) E

18. 2-(34-CIHSAHE) -4-(3-03lES

19. 2-(34-CIHSAHE) -4-(4-0HE=ZLZHY) EIOS

20. 2-HY -4-(3,4-LISIESAIHY) EIOIE &t

21, 2-(3,45- ECINSAIHE) -4 - (3,4 - USIESAHYE) ElOIESAS
(3,4 - DIZRICISAIHYE) - 4 - (3,4 - CISIESAIHE) EIOHE

(3,4 - CINSAIHE) -4 - OIEEAEIE -6 - ) EIOS

24. 2-(3,4-LINSAHYE) -4-(7-0lE5Al -3,4- ColEZHEEAEIE -6 - &) EIOHE
(
(

3,4 - CIHISAIHE) -4 - (2- SAMes -5- ) EIOHS

26. 3,4 - CIGIERZ JIZEAEIE -6 - ¢2) -4- (3,4 - CGIESAIHE)EIOISS L

27. 2-(3,4-LIHSEAHY) -4-(3-=42-34-L00dl&E2 - 2H- 1,4 -HEANZX -6 - &)
ElOtE

28. 2-(3,4-CIHNSAHE) -4- (34-CISIEE -2H - 1,4 - HISALE -6 - ) EIOtS Gt

ez}
=}

29. 2-(3,4-CIHSAHY) -4 - (

30. 2-(3.4-CHSAHE) -4-(
6 - <) - EIOIE

- SAMXOIDIGE - 5 - 2) EIOLE
- SA-4-HE - 3,4-CUBIER -2H - 1,4 - HISALZ
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31. 2-(3,4-CLIISAIHYE) -4 - (10 - OtNIEH EIOtE - 2 - &) EIOIS
32. 2,4-10 (3,4-CIHSAIHY) EIOIE

3. 2-(3,4- CINSAEE) -4~ (3- OtMIZOIE - 4 - SISSAIHYE) EIOE

3. 2-(3,4-CINSAEE) -4- (3,4- CIBISR IH2BAEIR -7 - L) EIOE

3. 2-(3.4-CHSAHY) -4 - (2- SAHXEIOIS - 6 - &) EIOIE

3. 2-(3.4-CHSAHY) -4- (2- SANISAS - 5- ) ElOIE

37. 2-(3.4- CINSAEHE) -4- (3- 00l - 4 - SISSAHL) EIOIE 2 Farg

8. 2-(3.4-CHSABEE) -4-(1-HE -34-03IES IHELAEY 7 - @) B0}
39. 2-(3.4-CHSAHE) -4- (3,5~ OGIESAHY) EIOIE

40. 2-(3.4- CHSAHY) -4- (2,5- OSI=SAIHY) EIOHS

4. 2-(3.4- CHSAHY) - 4- (2,6 - CIBI=SSAIHY) EIOHS

4. 2-(3,4-CHSANHY) -4- (2- 24 -3 - HYHZEIOIS - 6 - L)EIOIE

43. 2-(3,4- CIHSAHYE) -4- (3-LUER - 4- OLHZOI0ILHYE) ElOIE

4. 2-(3,4- CIHSAHY) -4- (1,3 - CHE -2 - 24 WXOIIIGE - 5 ) EIOIS
45. 2-(3.4- CHSAHY) - 4- (2,4 - OBI=ESAIHY) EIOHS

4. 2-(34-CHSAHY) -4-(3-LUER -4- 222HY) EIOS

47. 2-(3,4- CIHSAHYE) -5- (3,4- CIBISRIH2BAEIR -6 - L) EIOIE

48. 2- (3.4- CISAIHY) - 4 - (3.4 - CIOLMIZOI0IHE) EIOIS

49. 2-(34-CHSAHY) -4- (2- 24 -3- HEHXSAS - 5- L)EIOIE

50. 2-(3.4- CBISAHYE) -4 - (3- LERHY) EI0IE

51. 2-(3.4- CINSAIBEE) - 4- (3,5~ ClOH0I: - 4 - GISZAIHE) EIOIS

5. 2-(3.4-CHSAEE) -4- (35-CUEE - 4- slS=AHY) ElOIE

53. 2-(3- MSAl-4- HEEIQHE) - 4- (3.4 - CGISRIZSAEIZ -6 - &) EIOIE
54. 2-(3- MSAl -4- HESNLHY) - 4 - (3,4 - LSIS2I2RAEY-6- ) EIOS
55. 2-(3.4- CIMSAHY) -4 - (2- SANXSAS - 6- &) EIOIE

56. 2-(3-I2lg)-4- (4- BRR2ZHY) EIOHE ~ 1/3 FeCl, &

5. 2-(3.4-OHSAHE) -4- (23 - 0S4 - 1,234 - HEANSZASLE - 6 - )
ElOIS

58. 2 - (3.4- CINSAMZY) - 4 - (3,4 - LBICSRI2BAEIY - 6 - L)EIOIE

59. 2- (3,4 - CINSAIHY) - 4 - (3,4 - CIBIS2I2LAEE - 6 - ) EIOHE

60. 2-(3.4- CINSAIEY) -4- (2- D2Y) EIOIE e

61. 4-(3,5- CIBIESAIHY) - 2 - (3.4 - CINISAIHY) EIOHE

62. 4-(3-HZZ=A - 4-GIESAHYE) - 2 - (3,4 - LINSAHYE) EIOIE

63. 4- (4-BIESASETLSAHY) -2 - (3.4 - CHSAHY) EI0IS

64. 4- (4-GIESAIHYE) -2 - (3.4 - CINSAIHYE) EIOIE

65. 4- (3- OLHIZOOI: - 4 - SISSAIHYE) - 2 - (3,4 - LINSAIHE) EIOHS

66. 4- (4-GIS=Al-3-Ol0ICHE) -2 - (3.4 - CHSAIHE) EI0IS 2 Fary

67. 4- (4- AOIHE) - 2 - (3.4 - CIISAIHY) EI0IS

68. 4-(3.4-CIGIERISEAEY -6-2) -2- (4- HSAl - 3- Z2EAHY) EIOS
69. 4- (4- OIDICI=HY) - 2 - (3,4 - CIGISAIHY) EIOIE Zarg

70. 4-(2,4,6 - ERGISSAIHY) - 2 - (3,4 - CIHNSAIHY) EIOHS

71, 4 -(3,56-CIOt0IcHEY) -2 - (3,4 - CIDISAIHE) EIOHE 2 &t
72, 4 -(4-001cmE) -2 - (3,4 - CIOISAIHYE) EIOIE SaE
73. 4-[1-0ESA -1-3,4-CIHSAHE) I ] -2- (3,4 - CIOISAIHYE) EIOHE
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74, 4-[4-DSA-3-(4-0E -1-HH2AXNE) HE] -2 - (3,4 - CISIESAIHYE) EIOS
3 g

75. 4-(4-2220HE) -2 - (3,4 - CINISAIHE) EIOS

76. 4 - (3,4 - LIOINIE=SAIHYE) -2 - (3 - T2IE) EIOS

7. M2 4-12-(34-CHSAMHE) EIOIE -4 -] HE - B -0 - S22LAAIER2U
0IE

78. 2-(34-CIHSAHEY) -4-[4-1(2,3,46-HE2 -0- ONE - -0 - S220t=4
ZAl) HE ] EIOHE

79. (3,56 - CIOLAMIZSAIHE) -2 - (3,4 - CINISAIHE) EIOHS

80. (4 - SIESA -3 - HISAIIZEEHYE) - 2 - (3,4 - CIOISAIHE)EIOLE

81. 4-(4-HSAIIZELHEA - 3 - HISANZELHE) -2 - (3,4 - CINSAIHE) EIOHS
82. (4 - SIESAl -3 - JtZHIZ2LHE) - 2 - (3,4 - CINISAIHE) EIOHE

83. 4- (3-3t22Al-4-36lE2A -5-2EHY) - 2-(3,4-CIWSAIHY) EIOIZ

84. 4-{3-3JI125A -4-03IE8AN -5-(2-0¢€ -2-Z2HY) HE }-2- (3,4 - TS
AHE) EIOIE

85. 4-(3-3I25A -4-0EEA -5-HEHE) - 2- (3,4-CIHSAIHE) EIOIE

86. 4-(3-D0ISAIIZEE -4-3IESAHE) -2 (3-USAl - 4- OSAIHE) EIOHS

87. 4-(3-3I2=5AHE) -2 - (3,4 - CIMSAIHY) EIOIE

88. 4-(3-3t2=A -4-03ESAMHE)-2- (3-0SA -4- ONSAHEY) EIOE

89. 4-(3-0t0lk -4-3IE8A -5-HSAMNZELHE) -2 - (3,4 - CIMISAIHY) EIOHE
9. 4-(3-3I25A -4-0EEA -5- Z2ZHYE) -2 - (3,4 - CIMSAIHY) EIOIE

91. 4-(3-3I25Al -6 -0IESEAHE) -2 - (3,4 - LIISAIHYE) EIOHE

92. 4-(3-Jt2=A -4-03EEAMHE) -2-(3-0SAl -4-0SAWE) EIOHS

93. 4-(3-3JIE=A -4-0°lEEA -5-0228HY) -2 - (3,4 - CIISAIHYE) EIOtE

94. 4-{3-3t28A -4-0E8A -5-(2-3ESANE) HE } -2 -(3,4- CIOISAHYE)
EIOtE

95. 4-(3-3I25A -4-0t0l -6 - GIESAHE) -2 - (3,4 - CIMSAIHY) EIOIE
9. 4-(3-3I125A -4 - 0t0ILHE) -2 - (3,4 - CIISAIHYE) EIOS
97. 4-(3-3JI25AN -4 - OtME=SAMHYE) - 2 - (3,4 - LINISAIHE) - 2(3,4 - CIISAIHYE)

-0E -4-3EEAMHE) -2- (3,4-CIHSAIHE) EIOIE
9. 4-(3-3t2=A -4-3EEAMHYE) -2 -(3,4 - CIOISAIHEY) -5 - HEEIOS
100. 4 - (3 - It=2=Al - 4,6 - CISIESAMHE) -2 - (3,4 - CIHISAIHE) EIOS

9. 4-(3
(3
(3
101. 4 - (3 - BISAIIEEY -5 - LIEE -6 - ANHY) -2 - (3,4 - CIHISAIHY) EIOLE
(3
(3
(3

OII

E
102. 4 - (3 - BISAISIZEEY -5 - 0l0lc - 6 - SIESAHE) - 2 - (3,4 - CIHISAIHE) EIOtS
103. 4 - (3-3JI25Al -5- 28 -6 -3IESAHE) -2 - (3,4 - CINSAIHE) EIOS

104. 4 - (3-3t2=2Al -6-03IESANME) -2-(3-0SAl -4 - HSAHE) EIOtS

05, 4 - (3 - ot2=Al - 4 - SIESAME) -2 - (34 - UHSAHE) EHOE(2=R 532
15935/1971 & R0l JITHE AAGI 3 o &&2)

106. 4 - (3-3t2=Al - 4 - GISZAHYE) - 2 - HLEIOIE ( Y22 SZA15935/1971 & B0
JITHE &AI0I 2 o 382 )

107. 4- (3-3122A - 4 - WSAHE) - 2- HYEOES (2= SITA15035/1971 & B0l
Jitis 2Nt 4o sEE )

108. 4- (3-3I22=A -4 - HSAHY) - 2- WAEOE (LY== S2A15035/1971 5 B0
JITHE AAIOI 9 °f 3tEe )

109. 4-(3-312=2AIHY) -2 -4 - 222HY) EIOIE (Y22 ST 15935/ 1971 & BRI 2
ges sEs)

110. 4 - ( =Al -5 - GIESAHE) - 2 - (3,4 - CIISAIHY) EIOHS(L2= SZ4 15035

/1971 & SE0
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1M1, 4-(3-3t25A -5-3IESAHE) -2 - (3.4 - LRSAHY) ElotS(ZE= S34 15935
/1971 & B20 Z&EH= SE=2)

112, 4-(3-3t25A -6 - HSAHE) -2 - (3.4- CIOHSAIHE) EOIES(2== S34 15935
/1971 & B20 Z&EH= SE=2)

113. 4-(2-0lEEA -3-0t0lc -5 - JI2EZ2AIHE) - 2 - (3,4 - CIVISAIHYE) EIOIE &
4. 4-(2-3lEEA -3- Z28 -5-JI25AHYE) -2 - (3,4 - CIMSAIHY) EIOIE

115, 4-(6-2t2=A -2 - He2ld) -2 - (3,4 - CIOISAIHE) EIOHE

116. - (3,4 - CIOISAIHYE) - 4 - HEEIOS

17. - (3,4 -CUIHSAHE) -4-{3-HSAMEEL -4-[2- (1 -OHCE) HZ0t0l=
| me } ElOtE 2 gotd

118. 2 - (3,4 - CINSAIHE) - 4 - [4- GIS=A - 3- (2 - CIHZOOICHSAGI2Z2Y) HE] E
OIZ 3 ot

od o

119. 2 - (3,4 - CINISAIHY) -4 - (2-9I25A -5 - LEE) EIOHE

120. 2 - (3,4 - LIOISAIHE) -4 - (4-0ESEA -3 -n- SESAII2ELHYE) EIOHS
121, 2 - (3,4 - CIISAIHE) - 4 - (2 - HISAIIZEY -5 - EE) EIOtE

122. 2-(3,4-LIOISAIHYE) -4 - (2-3t228A -5 - ZE) EIOtE

123. 2 - (3,4 - CIISAIHYE) -4 - (2 - CIHEODI: IH2EE - 6 - TelE)EIO

124, 2 - (3,4 - CINISAIHEY) -4-(2-0tME -1 - WEE) HEEIOES

125. 2 - (3,4 - LIGISAIHYE) -4 - (3 - t=22A - 4 - HNSAHYE) EIOIS

126. 2 - (3,4 - CIISAIHE) -4 - (3-3t2SAl -4 -3lE8A -5- HEHY) EIOE
127. 2- (3,4 - CIMISAIHYE) -4 - (2 - 3ESAMNE -6 - IS2E) EIOSE

(1)?{3: 2-(34-CINSAMHE) -4-[2-(4-0¢E -1- 0H2AXNE) H=2EE) -6 - HelE | El
129. 2 - (3,4 - LIISAIHYE) -4 - (2 - t=Z2A - 5 - El0IE) EIOIS

130. 2- (3,4 - LIGISAIHE) -4-(2-0E -7 -3JI25Al -5 - HUIXZZ)EIOIS

181, 2 - (3,4 - CINISAIHEY) -4 - (4 - OISAISI2ZEY - 2 - EIOEE - 3 -EIOtS

132. 2 - (3,4 - CIGISAIY) -4 - (4-3I25Al - 2 - EIOIEE) EIOIE

133. 2-(3,4-LIISAHYE) -4 - (4-3ESA -3 -3ESANEHE) EIOS

134. 2 - (3,4 - CINISAIHE) -4 - (4 - 0ISAl - 3 - JI2FAHYE) EIOtS

135. 2 - (3,4 - LIISAIHYE) -4 - (3-3t22A -5 - Hag) EIOSE Sag

136. 2 - (3,4 - CIHISAIHE) -4 - (3-n- 2SAHNZEE -4 - n - 2SAHE) EIOHS
137. 2 - (3,4 - LIOISAIHIE) -4 - (3-3t22Al - 4-n - EEAHE)EIOLS

138. 2 - (3,4 - CIMISAIHE) -4 - (3-3H=2SA -4 -n- Z2ZAHE) EIOS
l??.EICZ)P; (3,4 - LIOISAIHYE) -4 - (2,2 - CI0NE -7 - H==2A - 2,3 - LSIE2YEFe - 5 -

140. 2 - (3,4 - CIMISAIHYE) -4 - [3-JI25Al -4 -38IE8A - 5- (1 -Z2HYE) H

=

=] ElOt

141, 2- (3,4 - LIISAHE) -4-(2-0¢E -3-3t25Al -5 - T2l€) EIOE

142. 2 - (3,4 - CIMISAIHIE) -4 - (3-H28Al -4 -03IE8A -5 - Z=22LHY) EIOIE

143. 2 - (3,4 - CIISAIHEY) -4 - (3-9I25Al -6 - LelE) EIOHE

144. 2 - (3,4 - CIISAIHEY) - 4 - (2 - 9I25A -5 - LelE) EIOHE

145. 2 - (3,4 - CIISAIHYE) -4 - (3 - H==A -4 - 5IESA -5 - ER2HE) EIOS

146. - (3,4-CIISAHYE) -4 - (3-3Ht=2=A -4 - CIHEOHOI-HE)EIOIE

147. - (3,4 - CINISAIHE) -4 - (3-3t2=A -4 -03ESEA -5- HEHE) EIOtS

ZUE M 15 HOl HAGICO.E =22 Y SIEE (MESES2 62, 87, 88, 91, 92 & 104) 1t
ddI=2 SeEwel HIWAIZEZNE M 16 Z0l EAIGHACH
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[Z 71%a]
MNEETe ICso M AEde ICsg
(93 (uM) Mz (kM)
1 1 21 0.5
2 0.08 22 0.3
3 1 23 0.4
4 0.5 24 0.3
5 0.3 25 1
6 0.7 26 0.8
7 0.3 27 1
8 0.05 28 1
9 0.5 29 0.07
10 0.4 30 0.05
11 0.3 31 0.1
12 1 32 0.08
13 0.4 33 0.04
14 1 34 1
15 0.3 35 0.05
16 0.5 36 0.03
17 0.3 37 0.07
18 1 38 0.5
19 0.5 39 0.01
20 0.4 40 0.03
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[# 15b]

NgEte ICso Nt ICso
& x) (uM) (Fx (uM)
41 0.2 61 0.003
42 0.08 62 0.01
43 0.4 63 0.03
44 0.04 64 0.04
45 0.3 65 0.06
46 1 66 0.06
47 1 67 0.07
48 1 68 0.08
49 0.07 69 0.1
50 0.4 70 0.2
51 0.03 71 0.2
52 0.2 72 0.2
53 0.4 73 0.2
54 0.8 74 0.3
55 0.07 75 0.6
56 1 76 0.6
57 0.3 77 6.8
58 1.0 78 1
59 0.08 79 0.0013
60 0.05 80 0.01
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[Z 15¢]

gk-Rkis ICso ARt e ICso
(21%) (uM) (3 %) (uM)
81 0.026 95 0.0087
82 0.06 96 0.023
83 0.04 97 0.1
84 0.02 98 0.083
85 0.08 99 0.72
86 0.033 100 0.048
87 0.0048 101 0.01
88 0.1 102 0.069
89 0.007 103 0.094
90 0.008 104 0.034
91 0.023 113 0.025
82 0.02 114 0.1
93 0.012 115 0.08
94 0.18
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[Z 15d]

NA e ICso NHEte - ICso
(9 (uM) (i (uM)
116 0.37 136 0.13
117 0.46 137 0.11
118 0.56 138 0.14
119 0.024 139 0.1
120 0.49 140 0.0047
121 0.038 141 0.094
122 0.019 142 0.12
123 0.38 143 0.27
124 0.12 144 0.035
125 0.19 145 0.11
126 0.014 146 - 0.11
127 0.02 147 0.01
128 0.58
129 0.082
130 0.24
131 0.19
132 0.05
133 0.0092
134 0.13
135 0.035
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[EZ 18]
M=t e ICsg
) (uM)
62 0.01
87 0.0048
LA 88 0.1
—_—
itz 91 0.023
92 0.02
104 0.034
105 1.0
106 NE.
107 NE
’;’:*g"]?’% 108 NE
&)} o
" 109 NE
110 0.66
111 8.3
112 8.7
NE: ~ XF g2 ( not effective ) ' 9 k9
(2) ol MEO ASH HM - H2AFAIN UKL AaH ™Mol off &4
0l ANlg0l= == SD (Spaque Dawley) F (7 ~ 10 =4, 250 ~ 350 g) & AISoI%UCH. AE
SISIE2S Me|lAgL0 2ot 2UAMEIR 33 pl / kg & HIEZR S0WGHUC. HEHIHIE 2
OtFl, QI2SEGHH SBE2E 21, IIASW FSIMIXE AAMZ 1022 ZEGID €0l H2EEG
I 10228 2EGIUC. HEE4 X H Il REAEZsE JI2=E AAdd 2™HUMO Mg X Abol
L, ANE stet2e 22 52X 1 mg/kg B SOHGHACH
HEZ2AS Melalds SHZL, A ASESEsE2 SHZ20 28 22 M 17 Eol ZEAGHARCH
[Z 17]
ANE Ftet2 Bs HZSAl AAAd MHs X ML E (%)
= Al2¢
37 16.6 20
=z 89.9 60
(Me|als4)
(3) A& SlEM2F dHoHe AN 24
0l M0l SD =315 (M= & 250 g) E 18 Al2E EAIAI2I &, AME6HULE. AlE SE22 20
% L= 40 % OMF Off Solist SHAENOHAM, 1 mli/kg & HIEZ S06HULCE. Fo RuEHS
MEGID, INSUHES 022 XS 5, HFZE MWHSAUC ANE sletEs EFMHsS
152 ®MOl 3 mg/kg M ENGD, 2 MIMHES 24 Al2H, 48 Al2tE0 FZ22H IMHESH EE
3SOEIY! (mg/100 ml) & Wako Chemical Industries, Ltd.® ZAOIEIL — AI&EN 2o =&otH
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BE + HDEBI ' 2 ASEAT
2= H 18 B0l HEAIGHSCH
[IZ 18]
AE stete 24 Al 48 A2
== (20 % DF) 3.64+0.44 3.3740.77
8 & 2.2140.19 2.04+0.40
X (40 % DF) 3.30+0.38 3.3740.72

33 o 2.63+0.47 1.76+0.18
(4) Z ARO BESW HM - HBRUN o5 ADIWAY AR
Ol AIBIOIlS 221 SD 3 (7 - 1054, 250 ~ 350 g) S AFEotn AZWASl XNE2A Z=U
FOFEl TAZILIOMM (CPK) BAS  AFRSHAUCH
ANE SHEt2S A0 N NaOH O SahS, MelaAlgaz sAste] 1nml / kg MZSo HEz =0
5HSUCH. HEHIHZ2 013, 0Z5=sl0 S22 90 N S0 MHIZS AAZ 1222
ZE5D OI0M MBRIYCH 15 S22 =0 012 26 ZSARCH HEEst 2A12
S0, Otslet ARS NZsd, SHEE20ZS 52HUO0IX (homogenize) otn  HIIK BSE=
CPK o BAS =HaHUC NESIBIZES DIRE 520, 6ng / kg B SOGHACH
HEZ MO NaOH / ARlAIZ2 SN2, 382 So20 28 ZBES M 19 Zol ZAGHICH

Iz 19]
NE state n ERI CPK EA
(U/mg cHed)
M7 + ODEEA
VES= 14.86 + 0.89
62 & 19.53 + 1.56

>*

P < 0.05 2 WAY ANOVA ANALISYS (CHZZDt Hlw)

n NEEES
XELH CPK &2 XMolob SXMotH AWM UCH MetAd, = S22 AEo dEM2RO0
25l MEZEOE AHMoIATILD 2=

(57) &79 &5

8
StD1 stEtAl (A) o EIOFE REM EE= 19 €2 &#R5ole ML AMA
[Statal Al
)
RA N
R1A W

o2 UEUH ;R = 2 222 UED ;R = HY®A9 4 X F= 6
SAXINAN XEBE= 2HOZ it o Ao A0 NEAJGME oS}
H7E 2
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