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4— (B — APFI AN ) =5 —AVF V)T e )

1) ZFN3— (A— (N VNFFY) T x=)l) —2— 7 ae oA Mo
SBEFICTELN-ZFL3—A—bFrFL 7o) —2— 7 /o (. 02g
DT BN 25mIEHRIC, IREEHVT L3, 69g K NP7 IR0, 64mlz Nz,
SR % 65°CLT CTARFRIBIR Uz, BSOS Z mEI  KEMZ 7o B 7L A
THIH L . BOKAREE T MY M TR LT, IR B L, BSoh T fkitd )
TN DT 757 4 — (BB MEiR =T L ~FH 2 =10,790~50,/
BO)IC TR | KL AW A GRS L TR,

2)6— (4— (RUUNFFV) T2 =) AV F Y — b —3—F— LDk
TFN3—(A— (NN FFH) T x)l) —2—T b’ Jo AR, 46gDAF ) —)L
SOMIEHRIZ, ER s VIR 1. 45g L OSSMUKEEIL T BAZ ) — VARG
- 25mIZ A, PO Z SIS T AR LTz, T2 B L fb ik
W2 KRR L . 2N K iz - CpHZ 2 — ISR LTz, AU 72 A Z 8 B
THZLICE R L AW ERE AE RS L TR,

3)5—(4— (R UNAFY) T 2mL) = 3— (ARF U AN V) AV F Y — D #l

b
=
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5— A—(RUUNFFHV) T2 ) A F ) — )b —3—F—/11. 38gDT FTER
175 30mIAEEIT, N T L7 2, 15mIM AR AT L/ 1Y R0. 51ml%
A BOSHRZ BT T AR LT, BOSHRIZ St 7 &= DK%
Nz, BEg=T U THII Uz, B2 58T, fafn i fiKIc Tl Mk
BilE 7 MU DT TR LT, WA B L SR NI RIEZ S VA TNV T
R 57— (RBAEHL : FEfg —F /L ~FH - =10,790~0,100) 12 TR
L., REEWEYEEERE L TR,

4)4— (83— (ARF LA AVF Y — ) —5—A)V) T =/ — /L DRl

B—(U— (VN AFY) T ==b) —3— (AT AN ) AV F Y — /11, 44g
DAZ )= 15mI T bR a7 7 1 5mIDRATERIZ, 10% /3797 h— R
A2 200mgNZ  AKFEFRPHK T BONEE — AR LTz, BOSEE BT AN
THRL, WA REE B GO L VDTN T La~v N 57 0 — (i
BRYARIL : HERR =T L/ ~FH > =10,/90~50,/50) IZTRHRIL , RELAEWE
WA RS LT,

"HNMR (400MHz, CDCL) 6 :3. 58(3H, ), 5. 35(2H, ), 6. 11(1H, s),
6. 40(1H, brs), 6. 92—6. 96 (2H, m), 7. 61—7. 64(2H, m)

ESI—MS Found:m "z 222. 2[M+H]+

246

B—(A—bRuky Tr= ) (VFH V) —L—3— (L —hpiE

15— (A= (RUVNAF) T2z AV F Y — /L —3— AL E L — D B
ZEHI5 (LR)ICTHLNEE— d— (U NNAH ) Tz mb) AV F ) —)L
—3—A =4, 39gD7 AL A8OMIEHIZ, =T /LTI 6. SmILOE /1
ANaYR3, TmlE Nz, BOSEE SRS TUR SR L7, OGS E fafnsii b7
EDY DK TATRL . 7aad L AT TR L . KRR T R 2T TR
% Uiz, TR B S L DT Rl = — T U IRB L . ~F 2z T
SA LT ERZ IR 52 LI LV RS W Edia iR s L TRz,

2)5— (A—teRaFxs 7o) A VF ) — —3— AN — D HLE

5—(A— (RUVNFHV) T2/ W) AF W — L —3—ALENL — W, S
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515 (TARA) LR T IRIC KO RBUC B W2 R B R S LTz,

"HNMR (400MHz, CDCL) & :1. 38(91H, ), 6. 16 (11, brs), 6. 51(1H, s)
, 6.91—6.94(2H, m), 7. 61—7. 65(2H, m)

ESI—MS Found:m,z 262. 2[M-+H]+

FE i1

5—U— (-G ou < FNARINEN =3 V) AXI) T =)L) (V%

B — )L —3—F— L

1) (2— 7o FNAH )BT —3—A)) AX ) — L DRiE

2—bREF T =aF UEEATF L300mgDY AT LRV LT IR3mIEIRIZ, 7 ey
770, A2ml e ONREED VY L542meg% % BOGHEE 50°CIZT— A B
PRUT=, RO RZE RN . SR 7 5= DRIRIRIC TR L . fElie T LT
THIH U7, A Z S8 T S KICTHRIF L, BKEEE ) R Y AT
BT, VBRI L M/EZ s E IR E &L TR, KRR T LT
NI=Y A143mgDT MFER a7 T 2mlEiRIc, Kin K HAERHOT N IeRa >
T2 3mlEHR N 2 72, BOGHRZ AR CLRF R R L7214 Wil J- R A7k i
Wz Nz, EOIZRNRICTIREHIEHE L7, BOSHEZ BT A RAIR L | I8 A8 7 25
LU, BN R VAT N BT L a7 57— (BB~ /g =
F=95,5~50,/50)IZTHRL., FELEYEZECIRYEEL TR,
2)5— U= ((2—E7a_rTFNFFINEVV L —=3—AN) AFL) T =)L) (Y
X — v —3—F— /L DiE

(2— (7T NAXRINEN L —3—A)V) AF )—/L103mgDT 7R 75
emlERIC, K T 2B E 1 TRbNZoFL3—d—bRrF e T7ro=/)—2
—7'at’ ) A 32mg, N7 == LR AT 02 280mg M ONT Y A VIR Ui =
JVERAT V(2. 2MIVEYRIE) 0. 485mlzE Iz, SRz SBILIC TR R L
Teo MFIEDAZ )=V INZT- % RS EL GO EZ U vy
n~ b7 T7 40— (BB ~F P R =T/ =98 ,/2~50,/50) IZTH L
AR SR LT, BDNTAE R 203mg DT M e R T T 1
mlf e Z ) — /L0, 5mIDIBEEIIC, EREFd L7 (50%KE#E) 0. 1ml}
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02, 5HUEKER LT R LKERO. 64mlZ A, ROGHEZ EIRIZ TR i
L7z, BOSHRIZ10% 7 =K E N A, Z7aads/ L ST U, A e 2
AKBEET P D M THAGR LT | I U R R U AR DT AR 2 00 T AR
ra<h574—[0DS—AS—360—CC(YMCH:H) B @hHH . K —7Eh=RL
—0. 1% N7 A afiE TR, W2 RIER B L b ikikz s/ nn

ARV IMTTTHAIR, SR B KIS TR L A 2 TR R 7 R w S TRz L 72
o BT R L REUEAEWE A AEREL TRz,

"HNMR (400MHz, CDSOD) 6:1.64(2H, m), 1. 79—1. 82(4H, m), 1. 9
5(2H, m), 5. 08(2H, s), 6. 17(1H, s), 6. 92—6. 95(1H, m), 7. 07 (2H,

d, J=8. 6Hz), 7. 70(2H, d, J=8. 6Hz), 7. 75—7. 76 (1H, m), 7. 90(1H
,s), 8. 07(1H, d, J=3. 7Hz)

ESI—MS Found:m, 'z 353. 1[M+H]+

T i 3] 2

5—U—(Q—AV TRV — 3= AN) AFI) T =) AV )L

—3—F4—

1) 2—EeRuF=aF  f@AT L O

2—eRuFT =aF kS, 0gDAZ ) — /L1 5mIEHRIZ, IEFER 1 mlZ % SOGSHR
Z 2WFFHNBORIR LT, PO HIEE | TR L 55N Z KIS
TARL, Zandsv JMTTHI L, AHEZ S D8 T, ik 7o Lok
WS TR L KR BRER T R O S THER LT, WA UE R B L R EY
Y RS L THT,

2) (2 =AY T RF LN —3—A)V) AF ) — )LDk

2—bRmFy =aF AT L 250mgD Y AT VIRV AT IR3mIEIKRIC, 2— 7 1
F7 R0, 459mI M ONRFEH VY A6 T6mgZ Nz, SGHZ 50 CIZCHRERH, 7
OCIT TR MBI L T2, BOGIRE M Et: | BaFniE 7 =0 SKBSIR AN A |
e T A THI U7, AR % S8 ¢, AR & KT CHleig, Mok AiigT 1~
DT TR U T2, WS E R £ L MR % IR B 2 L TRz, KR RY
F VLT NIZY L24TmgDT FFER R T 70 2mIERIC, Kim T A OT k
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FERTT T 3mIEER A N2 T2, SO E K T 20 R L7214 | filig - R o A
TR INA SHITRIEIS TLRFRIBL R L7z, BOSHZ BT AL | IEHZ I
JER LU, BN R E S VT N AT L a~ 57 o — (BTG~
FEfE =T /L =98,/2~50,/50) I THHIL | XL AW ZEEAMRME L L TH
77,

3)TTFN3— (A= ((2—AVTRF LV —3—AN) ANF L) Toz)b) Sy
7 =2—A )T A DI

(=AY TRRFIEV L —3—A)) AF /=)L 106mg DHEETF /L 1. SmIZEHK
2K L BT LTI 0. 176ml M AZ L ZLR=)L 7RO, 1mlZ Nz,
B % 305y B LTz, BOSHRIZ SRk Z N % | BEfE— T /U Z TRl L 72,
AHEZ OO T MK TR BRI TR LT THIRL | Wi a
W 5 LA R % 157, B0 AR O AT VARV AT IR 2mIERIRIC
KIS FL ZEHIITTELNIE =T L3 —A—EReR L T o) -2 R oAk
181mg K OUKFE LT MW L5 1mgz A RS #z B TR AL 72, UG
HIZ10% 7 WK IR IR 2 INA T2 % . B =T /W Thi Lz, AllEz 5 He T
BRI RIS TUR L . MOKERE T N D DT TR LT, TR IR 5L 15
SN Z L VAT NI~ N T7 10— (RS ~F Y /il =T /L =98,/
2~50,/50) I THILL | FBLEWz AR EL TR,

4)5— (A= ((2—AVTERFIEN DL —3— A1) ANFL) T 22 ) AV F ) —
Jb—3—F— LDk

3— U= ((2—AYTaRFIEYT L —3—A/V) ANFL) Tz =)b) S ae o
N126mgDT MIeRR 77 1ml— T8 ) —/L0. 5mIEATEIRIC, EREF L7
> (50%/KE#) 0. 066mIKX U2, SHIE KL T MY LIKEEHRO. 445mla Nz,
PR 2 SRS T AR LTz, BOSIRIZ 10% 7 = KBS & N ., 7k
VTR L | EEKRREE T RO AT TR LT, WA IR B L fhh ik
B VTN T7 0 — (RBER: 7aafv b /A7 ) —1-=99,/1~90
S10)IZTREL , REGHEYE AR KL L THT,

"HNMR (400MHz, DMSO—d ) & :1. 30(6H, d, J=6. 3Hz), 5. 09(2H, s)
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, 5.31—5. 33(1H, m), 6. 41(1H, s), 6. 98—6. 99(1H, m), 7. 13(2H, d
,J=8.8Hz), 7. 73—7. 79(3H, m), 8. 14(1H, s), 11. 28(1H, s)
ESI—MS Found:m,“z 327. 3IM-+H]+

FE 3

B—U—((6—Tx RV —2— (V) AT ) Tr= L) (/FH) —)L—3

—A—v

D2—((A4—a3—=RT7=/F ) AT )) —6—T= /%Y DiilE

(6—7x /XN —2—A)V) AF ) —/L100mg DEEFE =T /L AmIFERKIZ, K
N =T 700, 103mI G b AZ 2L R=/L 7 R0, 062mlZ iz,
SRz FHRA S C LRI BT R LT, ROSHR & FERE =T /T TR L, KL TR
KR~ 27 23T DT TR LTz, VI R R R U BRI 2 A% ik B
ELTHET, A—F— R 72 ) — VDI AF LRV LT IR ImIEIKIC, KG T AE
TR K24mgE A, SOSRERIRIC TR BB R L2, ROSIREOCITImAEIL
HARID OV AT LAV LT IR I mIEE R N A BSOS HE % =8IRS T2 IR L 7=
o SUS AT A K Z TR, V=T b —T U CThllt Bk Hiig~ 27 %
U LTTHIMR U T, WIS S L SN RIEZ VDTN AT Lo~ T
74— (B fifE =T L/ ~FH=0,/100~20,/80) IZTHERL , £Hfk
EWE A A RE LT,

2)TFN3— (4= ((6—T=/F TV —2—AN)ARFV) Tz V) S/ —2
— A )AL DRTE

2—((4—a8—FR7x /X L) AT ) —6—T = /F VT 160mgDY AT /LT
RV 2mIEHE S et — =10, 116mlf& OWE{bi (11 6 9mgZ Nz
 BOSHRAE 110 BT TR MR L 72, BOGNIRE M HI 27 A NEE L | 874
R LUz, BN E2 VA 7N BT e~ N T 7 o— (B~
/BT /L =0,/100~20,/80~33,/67)IZTHERL , LA W% Bl
WL LT,

35— A= ((6—Tz/F VY —2—A)L) ANV ) T2 )L) A/ FH — )L —

3—A— ik
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TFN3—A—((6—T=/F TN —2— (/L) ANFV) Tzob) Ty —2—
A/ EAR20. 2mgDEH J—/LImIEHKIZ, 5O%EREF T 7 I KEEHEO. 05mlkk
O2BLEKEEL T N 2KEEHRO. 03mlZ N %, SO RE BRI TR L
o BUSHEZE10% 7 = BRI CTREEIZ L7214, Zaad L ATl L . Bk
i~ 7 R0 WMTCHBR U, IR B L SOz s BUR g 7 e~
5T 4 — (KieselgelTM6OF254\ Art5744 GOV IR | aad v xS ) — L
=8,/ DITTIHRIL , FRELEWE AR TR,

"HNMR (400MHz, CDCL) & :5. 13(2H, s), 6. 09(1H, brs), 6. 76(111, d
, J=8. 3Hz), 7. 02(2H, d, J=8. 3Hz), 7. 15(2H, d, J=8. 0Hz), 7. 19—
7. 25(2H, m), 7. 41(2H, t, J=8. OHz), 7. 64—7. 72(3H, m)

ESI—MS Found:m,z 361. O[M+H]+

i il 4

5—U—((B=Taxm W AVFXH— =3 AJ) ALK N T e =) AVFH T —)1

—3—F4—

1) (5= ==l AV =)L —3—A)L) AZ ) — Ok

B—T 2L AV H Y )L — 3= LR RS I mgDT FIER BT T 1 5mIVEHR
(2R T =T RIeRe 7 U485 K (1. 1TMT e a7 708 0) 3. Tmlz iz, K
Jix A 80°CLT T LOWEREIHAR U=, BOSIRIZ AR M O fR i /K 38 9~ hUw bR B
Nz, Zaadsv AT, SRS Y AT LT, YRR B L
IRONTIRE VI TN AT L0 N 5T — (RBREE : R =T L/ ~F1F
»=10,90~50/50) IZTHHEL, KE({LEWE A ABIKEL THT,

2)5— (4= ((6—T == AVFH S — )L —3—A)V) AFL) Tz )b) AV F ) —
Jb—3— AN /R —hD il

(B—=T ==L AYHFA Y — )b —3—A)V) AF ) — /L 25mg K OB E 612 THRHATC
5—(A4—bRuadxs 7xz=/L) A /F ) —)L—3— A /LERL—F3TmgDT bR
T BmIEIRIZ YT NT Y IR — 45 % ML RE) 0. 078ml
MO T == VIRAT 4 ABmgZ N A, BOGIRZ SIS T— AR LTz, iiiia
WEE LU G0N RIEE VAT N T L0~ 57 ¢ — (EBRATR I HEfE —
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N/ ~FH L =10,90~30,/70) IZTHRL . #ELAEWE A EAEIREL TR
35— A= ((6—T=m A IHXH ) =)L —3—AIL) ARFY) T =)L) A Vx> —
JL— 34— Lol

5—U—((6—=Tz=NAVFH ) — L —=3—AIV) ARFL) T ) AV F Y — )L
—3—AILVE R —R21mgDAZ ) — /L 2mIEHIZ . SMKER{L VD BAZ ) — LR
O, AmlEINZ | RS HZE BRI CTLRe B FR U7, BOS IR A R g 7 madsL 2
(TR L MK RREEE T R AT TR U T2, TR0 E L bkl
WA R IR 2~ 757 4 — (0ODS —AS —360—CC (YMCHRY) B 84H : Ak —
TEh= L —0. 1% 7 VA el [CTERIL, 57777 ar Oy
LR EL . REEAWE A EBERE L TR,

"HNMR (400MHz, CDSOD) 6 :5. 25(2H, s), 6. 0O0(1H, s), 6. 91(1H, s)
, 7.10—7. 14(2H, m), 7. 46—7. 52(3H, m), 7. 66—7. 69(2H, m), 7. 8
3—7.86(2H, m)

ESI—MS Found:m, 'z 335. 4[M+H]+

FE il 5

5—4—(Q2=@B=onAn7= %NV =3 =AW AT T =)l) V5%

H— L —3—F4—)

(2— @B—=INA BTz )XV —3—AN) A% ) — V& VT, a2 (T

Fe3) KON LREA) ERIERODF 1, ZAUTHEC T FIEF X o b SIS A G
VLHZEIZEY, K bEYEZ A A BEIRE L TE,

"HNMR (400MHz, DMSO—d6) 6 :5. 26(2H, s), 6. 38(1H, s), 6. 96—6.
99(1H, m), 7. 01—7. 07(2H, m), 7. 15(2H, d, J=8. 8Hz), 7. 19(1H, d
d,J=7.3,5.0Hz), 7. 38—7. 44(1H, m), 7. 72(2H, d, J=8. 8Hz), 7. 9
7(1H, dd, J=7. 3, 1. 5Hz), 8. 10(1H, dd, J=5. 0, 1. 5Hz)

ESI—MS Found:m, 'z 379. 3[M+H]+

et 6

5—(A— (=T BV —3— AW AT ) T )W) AT — )L —3—
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F—

(2—7z=)L—3—EVT =) AZ )— V% T, Nl 1 (LR 2) SRR D T 1%,
ZAUCHEU - HIE LT NG LT EEH AL DE D28 ED, FELE W E A6

[ R E LTz,

"HNMR (400MHz, DMSO—d6) 6 :5. 12(2H, s), 6. 40(1H, s), 7. 04(2H
, d, J=8. 6Hz), 7. 40—7. 75(8H, m), 8. 06 (1H, d, J=7. 4Hz), 8. 68(1

H, d, J=4. 7Hz), 11. 15—11. 41 (1H, brm)

ESI—MS Found:m,z 345. 2[M+H]+

FE a3 7

5—@B=onAn—4—((2=T= )%V —3— A AFI) T )l) AV

H— L —3—A4—)

1) (2—=7x=/F BV —3—A)) AZ ) — /L DilE

2—Tx ¥ maF U2, 0gDT M IERE T Z0 20mIEIKIC, N7 —T kR
TR (L L1TMT MR a7 7)) 9. bmlz A, FOG#Z50°CIZT—#
WHHRE LT, BOSHZ A K T INKERE T N 2K R 14mlz iz, X
SR TR R LT, RS A SR T B = KR CARIRL . oL
— 7 ATTHIH, BB~ 2 R oD ST U T, VIR L b7
Wtz VA TN T Ly~ 57 4— (RBRABEL: WER =T L/ ~F =01
00~50,/ 50N LRI | FHL AWz B EEL TR,
2)5—(B8—7nAr—4—((2—7x/F VT —3—A/N) ANFI) Tx=)b) A
VXA — )L —3—A— L DILE

(2—T = /)F BNV —=3—AN) A )=V K OB EFATHRONZ2—T VA r—
A—=—RT7 = /)= )VERWT, ERBISEFEMED 5, ZICECT BT D
LML AR G LZEITED, KEEWE A ARFKREL TR,

"HNMR (400MHz, DMSO—d6) 6 :5.37(2H, s), 6. 51(1H, s), 7. 07—7.
25(4H, m), 7. 35—7. 50(3H, m), 7. 60(1H, d, J=8. 4Hz), 7. 72(1H, d
d,J=12. 1, 1. 5Hz), 7. 98(1H, dd, J=7. 4, 1. 5Hz), 8. 10(1H, dd, J=4
.9, 1. 5Hz)
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ESI—MS Found:m_“z 379. 2[M+H]+
T N 4518
5—B—nFdm—4—((2—T= )%V —3— (W) AFI) T==)L) AV

=3 —F—

(2— (2—TNA a7z )X NNV —3—A)V) A% )— % T, FEEf]5 &[]
BRO T, ZHUCHEC T L FI R oG SRR A -G 52812k, £k
Wz A GEIREL TR,

"HNMR (400MHz, DMSO—d6) 6 :5.31(2H, s), 6. 39(1H, s), 7. 16—7.

20(3H, m), 7. 22—7. 37(4H, m), 7. 73(2H, d, J=8. 8Hz), 7. 99(1H, d
d,J=7.4, 1. 9Hz), 8. 06(1H, dd, J=5. 0, 1. 9Hz)

ESI—MS Found:m,“z 379. 3IM-+H]+

FE B9

56— ((C—Tx )X VARV —3— (V) (VF W —/L—3—

F—s

1)5—a3—R—=2—(2—7x=/F XU N) AF) BT DllE
2—27un—5—3—REYr DUV AT LT EHAIN2MIFRIC, tert— 7 MBI
L300mgh N2 —T = /F Tz =)L) AZ ) —/L535mga A, BIG#EZ110°CIZ
TARFRIBHR LTz, BOSHRE A SR B EKICTRIR, Yo F Lo —F 12T
AL | fiile~ 27 R0 WS THRR LT, W2 e B L BNz U
TNAT LT 57 4 — (BB HEiR =T L/ ~FH 2 =0,100~10,9
O THHRL | LA WZE B ABEREL TR,
2)5—(6—((2—Txz/F TRV FFINEVV L —3—A/L) A /FH — )13
—F— LD iliE
B—HA—R—2—((2—7=/F LUV FHF ) V% VT, Nl 3& Rk
DI, ZAUTHEC T FEIE NG L AL A G E L2828, ke Y
A EREL TR,

ﬁ{NﬁAR(400hﬂﬁz;thscr—dQ 6 :5.42(2H, s), 6. 51(1H, s), 6. 89—6.
98 (4H, m), 7. 10(1H, t, J=7. 6Hz), 7. 19(1H, t, J=7. 6Hz), 7. 32—7.



WO 2008/066131 52 PCT/JP2007/073099

40(3H, m), 7. 58(1H, d, J=7. 6Hz), 8. 07(1H, dd, J=8. 5, 2. 1Hz), 8.
59(1H, d, J=2. 1Hz), 11. 42(1H, brs)

ESI—MS Found:m,“z 361. 3(M-+H]+

FEhe 10
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6— 7 EEVY L —3—F—/L1. T6gD T 7eRu7 7 20mliEHKkIZ, N7 ==L
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U7e, BOBRIEZ R B L BoN R E VB SN T b a< 57 o— (&
BIYALE  HERR =T /L ~FH 2 :0,/100~15,/85) I THIIL | AL AW
IR E L LT,
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UL —h it

2—7E—5—((2— Tz /F IRV FHFI) VT L. 0gDY AT VRV LT
SRTmIEWKIZ, =F L (2E) —3— (N7 FNARZ=V) 77—k, 26g K OT bk
THXAN T 2 Z)VIRAT 4L 3TV K350megE A, ZEERFER T, G ZE100
CITT— AR U T, RO IRE A, a7 oAb )0 2OKEEHR 1 5mlz N A
P — R LTt BT AN TR A IS L L IR U IR L7, 15
BIZREEE KITTHIRL , V=T e —T U T, filis~ 27 37 AT
BT, W R B L ORI VB TN AT 600~ 57 1 — (B
W R =T L S ~F P =0,/100~25,/75~30,/ TOIZ TR HRL | FKE1k
Bz RS L TR,

3)TTIN2, 3—VTRE-3— (65— ((2—T7= /XU V) FHY) -2V
=y DM A=V g NOpY IS

TF NV (2E)—3—B—((2—T= )X VW) AF I EV L —2—AN) TV
L —h200mg D WHEAL IR FE SmIFRHRIC . R3O0, 027mlz A, POz =Rz T



WO 2008/066131 53 PCT/JP2007/073099

SIRFRIFIER L7z, RO IRAE L (SO0 VDTN AT L~ 5
74— (BB BEf =T L/ ~FH=8,792~30,/70) I THRL | ZE1L
Bz EEANREEL TH,

D5—B—((2—T7z/F T XV FHINEN L —2—AV) A/ F ) —/L—3
—F— LD HE

TFN2, 3—VTRE-3— (65— ((2— T /XL RV FFY) 2=
V) 71N ) EAR159. SmgdDT MR T T ImIRKIZ, R 7 I T S
2mg, 2. SHLEKIEL T FID LAZ ) —)VESHEO. 6ml} VKO, 078mlz Nz, X
S RA SRR T2 M BT L 72 . — R BOMBNETR L T2, ROGNIRE Mm%, KICT
AR, 10% 7 = BEKERICTRPEIC U=t e/ WIS T L, Bk hiig~ 2
R BT THE U T, TR TE R L ORI 2 WO P R IR m~ 5
74— (0ODS—AS—360—CC(YMCHE) BEHH K —7 = r—0. 1%
TVA R ORI, fONT2 7 T a OTRBEZ TR B U2 2 BUH
WiE 7 <757 0 — (Kieselgel TMB0F 254, Art5744 (Av7itil) | ZamdiL
b AZ )= =9,/ DITTHREL , LG E A RS THT,

"HNMR (400MHz, DMSO—d6) 6 :5. 25(2H, s), 6. 41(1H, s), 6. 92(1H
,d, J=7.8Hz), 6. 97(2H, d, J=7. 8Hz), 7. 12(1H, t, J=7. 4Hz), 7. 21(
1H, t, J=7. 4Hz), 7. 32—7. 42(3H, m), 7. 56 (1H, dd, J=8. 7, 2. 8Hz)
, 7.59—7.64(1H, m), 7. 79(1H, d, J=8. 7Hz), 8. 34(1H, d, J=2. 8Hz
), 11. 21—11. 63(1H, m)

ESI—MS Found:m,“z 361. 1[M-+H]+

FEhfi11

B—U— (- Tx )XV —A— AV) AFI) T e =)L) (VFHV—)L—3

— A —J

1) (2—=7 LNV —4—A)L) A% )— L OHlk

2— T EAY = aF U6 TSmg DT MR T T 30mIEIRIT  ART — T R IER
BT 7R (L. 1TMT M ER 7 7 31%) 8. AmlE A BOGHRZ SR IRICT—H#
B UTe, SO, VE KL R 2OKVEIR 7. 9OmlZz Nz 2RER LR L7z
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o RO HRZ AR T ND OKEIRIZ TR, = F /Lo —F LTIl L, 6K
Wil ~ 27 20 WM TR LT, WA R B L SN2 Y 5V a5
Lo~ 57 0— (BB yaaiRsv s/ (raaiiv s,/ A% )—L=9,/1) =
100,/0~0,100) z VTR L . (L EWE A AR EL TH,

2) (2—T=)F LNV —A4—A)L) AF ) — LDl
(2—TEEV —4—A)V) AF )—/L550mg, 7 =/—/330mg &k OREEH I
2450mgZ 190 IZ T304y M LTz, BUSHRIZ Y =/ —/1330mgZ A, [Aliid
IZCEBIZ305 MR LT, SOGIKIZT = /— /L 700mg K ONREE A VD 2A50mg%
INZ, FHRIC TESICIRERIEEE LT, ROSHRZ mEIE  KICTHIRL | il L
CTTHRN L KRS~ 7 R ST Uz, VR L B2 bivia sk
Wa VAT NAT LT 757 4— (BB WER T L/ ~FH 2 =0,100
25100,/ ONZTRRL | RELEME R AR EEL TS,
3)5—U—((2=Tz/F VY —4—AV) ANF) T2z L) A F ) — )L —
3—A— /Ll

(2—T 2 )X TEVVY —A4—A)V) AZ ) — )V T, ERapl3EFEDO Tk, Zh
(CHECTZHE XTI ND BB DELZEIC I, REG)E A GER
LTz,

"HNMR (400MHz, CDCIS) 6:5.14(2H, s), 6. 11(1H, s), 6. 97—7. 08(4
H, m), 7. 14(2H, d, J=7. 5Hz), 7. 22(1H, t, J=7. 5Hz), 7. 41(2H, t, J
=7. 9Hz), 7. 69(2H, d, J=8. 8Hz), 8. 21(1H, d, J=5. 3Hz)

ESI—MS Found:m,/z 361. 2[M-+H]+

FE 12

B—U— (22— Tz )%V —3— ANV) AFI) T e =)L) (VFHV—)L—3

— 4 —

(2—=T 2 )F LBV —3—AN) A¥ ) —NENT, EREFISEFIED ik, Zh

(CHEC A XTI E L 2 AR OELZLIZED | KL EWE A A REHE

LTz,

"HNMR (400MHz, CDCIS) 6 :5. 26(2H, s), 6. 03(1H, s), 7. 02—7. 06(3
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H, m), 7. 11—7. 13(2H, m), 7. 19(1H, dd, J=7. 4, 7. 4Hz), 7. 39(2H,
dd, J=7. 4, 7. 4Hz), 7. 65(2H, d, J=8. 8Hz), 7. 87—7. 88(1H, m), 8.

08—8. 09(1H, m)

ESI—MS Found:m,z 361. O[M+H]+

FEhafi13

5—(3. 5—vInAu—4— (2T )%V —3— A/V) AHI) T r =)L)
A/F ) — )L —3—A4—)L

(2—T = /KT —=3—AN)AF )=V 2, 6 -7/ Ar—4—34—R7 =
P& T, FERBBISEIREED I, ZAUCHEC T IR T o b & kL Al

FEDEHIEITED, A WE AR REL T,

"HNMR (400MHz, CDCL) § :5. 43(2H, s), 6. 16(1H, s), 7. 05(1H, dd,

J=7.4,5.0Hz), 7. 08—7. 10(2H, m), 7. 19—7. 21 (1H, m), 7. 28 (2H
, d, J=8.8Hz), 7. 38—7. 40(2H, m), 7. 93(1H, dd, J=7. 4, 2. OHz), 8
. 13(1H, dd, J=5. 0, 2. 0Hz)

ESI—MS Found:m,“z 397. 1[M+H]+

Fha 14

5—U—(Q2—U4=—INF Tz )XV —3— A AN T =)L) V5

= —3—F—

(22— (A—TNAaTz )X NV —3—A)V) A% ) — % T, FEhE 63 &[]
BeDF 1, ZHUTHEC T E TN b LB A G e 5281t kh, KELE
Wz AR S L TR,

"HNMR (400MHz, CDCIS) 6 :5.29(2H, s), 6. 37(1H, s), 7. 15—7. 26(7

H, m), 7. 73(2H, d, J=8. 8Hz), 7. 97(1H, dd, J=7. 6, 2. 0Hz), 8. 08(1
H, dd, J=5. 0, 2. 0Hz)

ESI—MS Found:m,“z 379. 3IM-+H]+

Fha 15

b= TEENT N —3— A/ AR T =) AV

— )L —3—FA—)L
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1) 22— (/T aE T )V —3—A)L) AF )— LDl

2—ANA T =T U EETO0MEDY AT VIRV LT IR TmIEURIZ KB T, 2—4
—R7’mR 1. 35mI M OVKFEL T NI A541mg N4 SOGHE B IIZ CTARERH]
. BOCIZ T2 LTz, BOSHRZIm HI L | SR 7 & =0 LK BRI T
L. fEE = U U7, A2 G CL S KIS Tk, K
Tl I N AT THEER U T TR R 2L AR U2 etk E & LT
720 RFAV T VLT NI KA28mgDT MTER BT 70 TmIFIRIZ, K T
AR OT TR 7T 3mIERE N Z . FOGHZ [RIRIZ T304 I H L 72, )X
ST HRIE T R AR R Z N % ORI CLRERI IR U, BSOS &
TANABL B ERIEE LU, BN REE VTN BT e~ NTT T —(
JRBAVEIE : ~F o Wl —F /L =95 ,/5~50,/50) IZTHRL | FHbEWz
LISERHBIN 7L R DA Vi

2)6—A— (22— U7 LT A) BV —3—A/) AT ) T2 =b) AV
V= —3—F— /L DHlE

(2— (VT BRENLTA)EVD Y —3— A1) AF /=)L E T, Ehihl6 L FED
Jik, ZHUTHED 72 5 i S E 2 L FHE S A G DD HTED | RELAWE
AR E LT,

"HNMR (400MHz, CDCL) & :1. 44(6H, d, J=6. 8Hz), 4. 19—4. 22(1H
, m), 5. 07(2H, d, J=9. 2Hz), 6. 10(1H, s), 7. 04—7. 06 (3H, m), 7. 6
8—7.70(3H, m), 8. 44(1H, d, J=3. 7Hz)

ESI—MS Found:m,“z 343. 4[M+H]+

Fhki16

5—U— (@ AV TR XNV AX N T e = W) AV — ) —F—F—

JL
1) (2— AT RFS T =)L) AZ ) — )LD RlE

2—ERBF T RUXT LT ERQ. BmIDOY AT LRV AT IRSmIAEHRIZ, 2— 7 2%E
T, 35mIK ORIEAVD L1, 98g& N4, RGN Z IR T AL

oo BOGHRIZ TRUE SR Z A, Wil =T /U CThilH L7z, A Z25 08T, fg
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Fo e AN oG, KRR T N S CHERE U7z, VA0 8 R U HLAE
ZH ORI LTI, BAERM D AZ ) — L SmIERIC, KT, KFEfbRy
FT NI A362mega A4, SOGNKRE SRR T30 MR LIz, SISHRIZ10% 7=
VKSR AN A HEiE = F M T U7z, AR 2 G o8 T, fafin e tikic T
VEV, MEAKARAE TN D AT TR U T2, WA TRE R L oI iRiE %2 U a7
AT LI N T 4 — (R ~F - /Hii =L =98,/2~50,50)
CORFIIL RS E AR E S TR,

2)6— A= (=AY TaRFL_XDN)FHY) Tz = V) A/ F ) — )L —3—F
— L DR

(2—AVTWRFT T 22)b) AF ) — )V % N T, EREHI6 & [RERD 71k, ZAU)IE
Ul TSIz b EE R A G DALY, RELEWE A GERELT
Bz,

"HNMR (400MHz, CDCL) 6 :1. 36(6H, d, J=6. 1Hz), 4. 61—4. 63(1H
, m), 5. 16(2H, s), 6. 08(1H, s), 6. 92—6. 96 (2H, m), 7. 06 (2H, d, J=
8. 8Hz), 7. 28(1H, d, J=6. 7THz), 7. 43(1H, d, J=7. 4Hz), 7. 66 (2H, d
, J=8. 8Hz)

ESI—MS Found:m,z 326. 2[M+H]+

FEha 17

b—A— (V=3 ANVAFIN) W) FXY) T e =)L) (VF ) —

JL—3—F—)

2= NA RN AT IVTER N8 —eRud o v AT, Fhnfi16&[mEk

DHE, ZHUTHEC T HIE AT ZNGEFIEL A DELZEIC I RELEY
A GEREL TR,

"HNMR (400MHyz, CDCL) 6 :5. 19(2H, s), 6. 06(1H, ), 6. 95—6. 98(3
H, m), 7. 31—7. 32(3H, m), 7. 34—7. 36(1H, m), 7. 60—7. 64(3H, m
), 8. 40(2H, d, J=9. 6Hz)

ESI—MS Found:m,z 361. 2[M+H]+

FEhuki18
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5—UA—((B=—INAB—2—Tx )% X)) AH) T L) A5 —)L

—3—F4—

2, 3=V INA BT ITER RO =) — v W, FEREFI16 L FEED ik
AUCHEL T2 RN E R EE M AR DR DL LY, LA YE AR
R E L TR,

"HNMR (400MHyz, DMSO—d ) 6 :5. 13(2H, s), 6. 39(1H, s), 6. 88 (2H
,d, J=7.6Hz), 6. 97(2H, d, J=9. 0Hz), 7. 06 (1H, s), 7. 32—7. 34(2H
, m), 7. 40(1H, s), 7. 45—7. 48(2H, m), 7. 67(2H, d, J=9. OHz)
ESI—MS Found:m,z 378. 1[M+H]+

Fhafi19

5—(4—(2=INAB—6—Tz)F PN AR T2 =)W AV FHS— )L

—3—F4—

2, 6=V INA BT IVTER RO =) — VW, FEREFI16 L FEED ik
 ZAUTHEL T2 5 TG S LA G e D2 LI IO RE L A% it
TR & LT,

"HNMR (400MHz, CDCIS) 6 :5. 25(2H, s), 6. 08(1H, s), 6. 69(1H, d, ]
=8. 4Hz), 6. 92(1H, m), 7. 00—7. 04(2H, m), 7. 13—7. 15(1H, m), 7
. 26—7. 28(2H, m), 7. 34(3H, t, J=7. 9Hz), 7. 64(2H, d, J=8. 8Hz)
ESI—MS Found:m,z 378. 1[M+H]+

ek B 20

5—U—((2—(2, 6=V TNART 2 RNV —3— (/L) AR ) T =)L)
AIxF S — L —3—F—)L

1)(2— (2, 6—YINARTz/FI)EVD L —3—A/V) AF ) — /L Ol

2—/un=aF BRI IL0. BmIDY AT VAL LT IREmIFIIIC, 2, 6=V 7)1
ATz /658 me B ORI LY AL 658 M, BUGIHA100°CIZ T4
BEFRUT2, SORAR NS . INSIRRA A, BERR T S TR L7z, AR % &
DT, RIS THE BRI T P MM CRIR LT, VAR L
AR E IS AR E L LTS, KER)TF T LT LI = L 256mg DT Rt
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Ra7 7 BmlHIC, Km T ARSI OT N eRa 7 F0 3mIgka N A, RS
WA SR C2Rp B Ui, PSR RS TN Ak iz, SSICRTR
WCTLRFS R LT, OSSR Z BT A MAIML | I8 Z RS 5L, bkl
AT NHT LT b7 57— (B ~F - Hilg =T /L =95,5~50,/
BONTTIHILL | UL AW Z PR AR L L TR

2)5—(A4—((2— (2, 6=V TINART = /)F NV —3—A/N) AMFT) T 2=
) AVFY Y — )L —3—F— LRl

(2—(2, 6=V INA T T2 )F )V —3—AN) AZ ) — )V HWT, FEli
BISERIAR DI ik, ZAUTHED 7= LT o b L B A A EH 2RI LY,
FHULEWEABEKREL TR,

"HNMR (400MHz, DMSO—d ) & :5. 35(2H, s), 6. 44(1H, s), 7. 22—7.
32(6H, m), 7. 77(2H, d, J=8. 4Hz), 8. 07—8. 11(2H, m)

ESI—MS Found:m,z 397. 1[M+H]+

FEhusi21

5—U—((B=INF 0 —2—Tx )~V AX ) T W) AVFXH —)1

—3—F4—

2, 5=V INA BT IVTER RO = ) — v W, FEFEFI16 L FEED ik
ZAUCHEU - HIE XX NG b F RS A G YD EICEY FELAME A6
[ R E LTz,

"HNMR (400MHyz, CDCIS) 6 :5.17(2H, s), 6. 08(1H, s), 6. 94—7. 02(7
H, m), 7. 32—7. 36(3H, m), 7. 65(2H, d, J=8. 8Hz)

ESI—MS Found:m,z 378. 1[M+H]+

Fh 22

5—U— (B AVTRFL XNV AN T e = W) A — L —F—F—

v
1) B—AVTWRF LT 2=)L) AF ) — L Dt
3—ERud L RFMAT /L 500mg DY AT LA/ LT INSmIEHKIZ, Kim T, 2

— 7 rET 0. 463mIK OKFLT MIT L19Tmew A | BOSHEE =B IRIZT
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BRFRI R L7z, RORIRIZ10% 7 U K2 N ., BEfE =T /W THlR L7z,
AHEEZ SO T S EKIC TS, MOKRER TR LS TR LTz, I ite
W LU AR A S AR E LT, KFE(R) T LT L= 8250
mgDT MR T T 3mIEHIT, Kin T AR OT MR 7T 2mliEil
A PO SIS TR R L7z, BOSHICARER T )W A KRz A
EBIZRNRIZ TR IR Uz, SO e 7 A NER L IR AR L LT, 1545
NIIRE A VR TN AT Lo~ 57 — (R~ /Hili =51 =98
/2~30,/TO)ITTHILL | L&z IO E &L TR,
2)5—(A—((B—AVTRRFIL RTN)FH ) T 2= l) AV F Y — /L —3—F
— L DR

(B—AVTRRFL T =z V) AZ )=V T, EFaI5 &Rk DL, 2
Ule HIEFIIZ NG EF BN A B DEL LI FELAEWE A GFEIRELT
Bz,

"HNMR (400MHz, CDCL) § :1. 34(6H, d, J=6. 1Hz). 4. 55—4. 58 (1H,
m), 5. 08(2H, s), 6. 08(1H, s), 6. 86 (1H, d, J=9. 6Hz), 6. 97—7. 04(
4H, m), 7. 28 (1H, t, J=7. 1Hz), 7. 66 (2H, d, J=8. 8Hz)

ESI—MS Found:m,z 326. 1[M+H]+

e 23

B—U—((B8—Tx )RV —2— (V) AT Tr =)L) (V/FHV—)L—3

—A—v

1)6—7um—3—7 /A ne )y —2— VR FEAT LT AT L ORlE
6—rnn—3—7 LAV —2—H LR AE250mg D AF ) — L 3mITRIEIC
BRSO, 3ml& A, FOGHRE 2. SREMIINBGETE LT, RUSIRA A | Wi
R = LT, f5D2RIEICINKIEL T R)D LK N A, BEfR = L2 T
U7, A2 G o1 T KIS CoR, MOKAREE T N D AT TR
Too WHREZ R L, A WE QRS L TR,

2) (6—7mr—3—Tx )X TN —2—A)V) AF ) — /)L DELTE

6—/—3—7 )L AN —2— LR EEAT LT AT )L 245mg DY AT )L
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RV LT IR BmIEEHRIT , 7 =/ —/1200mg M OURIE VD 5393mega A, SOSHE
Z100°CIZTL. BRI LT, PO A m AR . INSEZ A | Wil = /L2 T
i U7z, A e 2 -G8 ¢ S Ak T KRR TR D AT L
Too BB ERR E L /BB 22K R E & U TRz, AR D5
mIAERIZ, — 78 CITTKRENMTAY T T IT A= A(1. OMAFHUEHR) 9. 9
mlZ Mz, RS Z SR E CTHIR LRG0 MR Uz, BOSHRIZK, 10% 7 =
VEIKEER A NAYIN %, HEfE =T T T U7z, AR 26408 T ik
(ZCUE R . MOKEREEE T N DT LT, TR L SNkl
VBT NAT L= T TT7 4 — (R  ~F T /Wil —F /=98 ,/2~50
/BONITTRHRL | G E R E MR EEL THT,

3) (B—T=/F VBV —2— A1) A )— LRl
(6—2/mm—3—T7= )XV —2—A)) A% )—/L88mgDTH /—/L1. 5ml
WA, 10% /370 h—RFEMEE T OmgZ A, BOGHEZ K& IFPHR T 200kF
IR L7z, LA 27 A MO CIEE L IR T B 5L, REE W% 5 @5 R
LTz,

4)5—(4—((8=T=/F VT —2—A/N) AN ) T2 m)b) AV F ) — ) —
3—A— /Ll

(B=T = /FLENY —2—ANV) A¥ ) —NENT, EREFIS RO ik, Zh
(ZHECT FEE RIS EFE A GO D 28080 RS W Z R ARE R
LTz,

"HNMR (400MHyz, CDCIS) 6 :5.37(2H, s), 6. 03(1H, s), 7. 01(2H, d, ]
=7. 6Hz), 7. 05(2H, d, J=8. 8Hz), 7. 17(1H, t, J=7. 6Hz), 7. 26—7,
28(2H, m), 7. 37(2H, t, J=8. OHz), 7. 61(2H, d, J=8. 8Hz), 8. 43(1H
, s)

ESI—MS Found:m,z 361. 2[M+H]+

Fhfi24

B—U— (2 AVTTFNEV =3 — ANV) AHI) T =)L) AV FH YV —/1—3

— A=)
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1) Q=AY TF NV —3—A L) A ) — L Dflik

(2—TrEEVVY —3—A/L) AZ )—/L100mgDT bR a7 Z 0 ImIEIRIZ, K
wWE.Yrnn(l, 1 —EAT 2= biRAT 1)) 7 xnt ) =L (1) 36mg M
DA T TN~ R LT IR (2. OMY =T )L—T )LERHR) 0. SmlZz Nz K
S [N CARF IR U7, BOGSHRIZ St 7 =0 K N A
e T A THI U7, AR % S8 ¢, AR & KT CHleig, Mok AiigT 1~
DTTHEIRU T, IR AR B L G0N E S VD SN T L~ N 57 ¢
— (RBIVARBE : ~F /W= T L=98,/2~50,/50) I THRL , ZELAY)
A ORI L TR,

2)6— A= (2—AYTF NV —3—AN) ANFL) T =)L) AV F Y — L —
3—A— il

(2—AVTF NV —3— A1) A7 )— )& HWT, FEhafle LRk ik, Zh
[CHEC 7= IR 2B S IE A S DB D 2RI LD | KRB W& R a5
LTz,

"HNMR (400MHz, CD,OD) 6 :0. 95(6H, d, J=6. 7Hz), 1. 29(1H, m), 2
. 77(2H, d, J=7. 0Hz), 5. 21(2H, s), 6. 20(1H, s), 7. 13(2H, d, J=8. 8
Hz), 7. 31—7. 32(1H, m), 7. 74(2H, d, J=8. 8Hz), 7. 93(1H, d, J=8.
OHz), 8. 44—8. 46 (1H, m)

ESI—MS Found:m,“z 325. 1[M+H]+

Fhu 25

b—U—((B=Tx )R RN FX ) T =W A/F ) —)V—3—FA— /L
(3—7 = /F LT xz)V) AX )— V% T, EhaBI5 L [FRRO I35, ZUcHEL -
FE T NOE IR A B DY DL, FELAWE A REREL TR

s}

"HNMR (400MHyz, CDCIS) 6 :5. 08(2H, s), 6. 10(1H, s), 7. 02—7. 06 (6
H, m), 7. 13(1H, t, J=6. 8Hz), 7. 33—7. 41 (4H, m), 7. 68(2H, d, J=8
. 8Hz)

ESI—MS Found:m,“z 360. 1[M+H]+
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HKhtifr126
5—(3, 5=VINAR—4— ((2=T=)F DN FF) T2z ) (I FHY

— )L —3—FA—)L
2, 6— 7N A n—4—a—R 7= ) — )L ERWT, EIEHISEERED 7, 2
U7 FiEX T s EEEEA A S DEAZ LD, ZELEYE A AE RS T

1577,

"HNMR (400MHz, CDCIS) 6 :5.37(2H, s), 6. 13(1H, s), 6. 86(1H, d, ]
=8. 2Hz), 6. 93(2H, d, J=8. 6Hz), 7. 09(1H, t, J=7. 4Hz), 7. 15(1H,
t,J=7.4Hz), 7. 20—7. 35(5H, m), 7. 69(1H, d, J=7. 4Hz)

ESI—MS Found:m,z 396. O[M+H]+

ek 27

5— U= (2= Tx )X VI AFI) T )W) AVF ) — ) —3—F— /1
A—=—RT7 = /)= )VERWT, ERBISEFEMED 5, ZICECT BT D
LML AR G LZEITED, KEEWE A ARFKREL TR,

"HNMR (400MHz, CDCIS) 6 :5. 23(2H, s), 6. 07(1H, s), 6. 93(1H, d, ]

=8. 2Hz), 7. 01(4H, m), 7. 12(1H, t, J=7. 4Hz), 7. 16 (1H, t, J=7. 4
Hz), 7. 26—7. 40(3H, m), 7. 57(1H, d, J=7. 4Hz), 7. 64(2H, d, J=8.
8Hz)

ESI—MS Found:m,z 360. O[M-+H]-+

Sha i 28

B—B=InAu—4—((2=Tx )X AR ) Tz = W) AV FH ) — 1

—3—F4—

BEFATHESNIZ2— TN AR —A—F—R T = )— V& NT, Effl 3% mEED
Tk, ZANCHEC T IR LW RS R AB D LRI RELEME
F R E L TR,

"HNMR (400MHz, CDCIS) 6 :5. 29(2H, s), 6. 09(1H, s), 6. 91(1H, d, ]
=8. OHz), 7. 01(2H, m), 7. 04—7. 19(3H, m), 7. 24—7. 48(5H, m), 7
. 60(1H, d, J=7. 6Hz)
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ESI—MS Found:m_ 7z 378. O[M+H]+
29
5—(A—(2—Tx )% X)) AN A F ) — )L —3—FA4—/L

1) (2—7x )% T x=)L) A% )— )Ll

2—7 2 )X VERFRE20. 8gDT MR rT T 400mIFRIZ, BT —T R IER
07 TR (IMT M 7e R FU8RHR) 14, 6mla iz, SO #Z50°CIZ T4
YR LTz, OSSRz mA% ., KENZ, 7aadv M TRt Uz, a2 51
T INKERAL TR LRSI THRNr, BERBREE T MY AT TR L 72, W2
WU L L, SRR E L T,

) AF N (A— ((2— T2 /)F LRV FHV) T2z L)) 75 — o dilis
(2—Tx/FT T xz)L) AF )=V 1, 43gDT MR r7 T 25mIEiRIz, AT/ (
A—bRFudy 7=2=1) 787 —k. 19g, N7 2= )LiRAT 12, 82g RO =T
T DHNRFL L= A5% MV ERHR) 4. 86mla A, FUGHEAZ R IIZ T3
O I HR U7z, BOSHIAIER EL BRONTIREE VB SN I T b a~ T
77 4 — (BB Wil =T L/ ~FH 1 =5,95~30,/70) I THILL | FKE
& AN E L L TR,

NTTFNI—AFY 44— (4— (2= Tz /)F T D) AFV) T2z V) T H )
— ool

AF N (A= ((2—T=/)F T _XVN)AHL) T =2=)l) 7T — M 50mgDAF ) —
2. 5mIM T FIeRaT 1. SmlDIRAERIZ, SNV T FID LKEHKO
- A3mlE A FOGHRZ SRS TR IR L 72, BOSIRIZ10% 7 =B K Es k%
Mz, Zaad/L LT Uz, A E2 G018 T, o A AT T, MK
W~ 7 2D IS TSRS LT, WA IR B L A & IR E L L
THF7z, AR O 7 masi/L L 2mlEs, AV T LiE64mg, 1 —TF /b —3—(
S—UAFNT I N) IRV AINE IR 8Amg A — VAT LTI /YT
110mgZ A, BOSHEZ SRS T— AR LT, SOSHKE 7R b K OUK
IZTHRBRL 5% 7 2 B KRR S OB A AR CIER P L KRR~ 2 %
TULTTHRR LT, WA B L (O RE L VSN T b~ s
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F7 4— (BB 7oL A A% ) —=98 /2) IZ TR | SE IR
AT, ALK E 100mg D ML 2mlEiEIC, =4 /—/L0. 12mlZ Nz
\ BOSHA SIRE R INEE TR LTz, VB R B L bz UV 7o
Ly~ b T7 4 — (BB B ~F 4 ik =)L =90,/10~70,/30)1ZT
L | KRG E RO EEL TR,

AN—EFRFY —3—AFY—4—U—(2—T=/F T XVN)FF) T =)l
) 7 HZFIRORE

TTFNZ—FFY —4— (4— (2= Tz )X V) AXY) T2 m)V) T H )T
FMOmgP1, 4—VAF 40, 12mIEsHEIZ, K T ke rd i L7 =y A
Img K& O'2. SNAKEE LT RW A0, ImlZEINZ, SOGEZ0CIZTL. SREMBTRL
2o SHIZIHRR0. 07Tmla N, SOGIA SR T205r B L, SOGE 2
AV AT L AR 2 S o CL S KIS CORS L, SRR~ 2 R
DY LTTHIMR LT, IR L S0kl z s N g/ n< 757 1
— (Kieselgel TM60F 254, Art5744 (A)L7#8L)  ~FH /Fifg=T =1,/
DICTRRL , RS DE B AR EEL TS,

56— A—((2—Txz )X XU N)AFV)RUDI) A X — )b —3—F —
LD

N—bERRFY —3—FFY —4—4—(2—Tz=/F TN AH) Tzm)b) 7
ZFIRL7. 2mgDFFRRO. 2mIAHIT, JRHENR0. 05mIZINA, FOGIKZ Bz T
—RERBIR Uz, VIR B L o N7 Sy BRI /2~ b 57— (
Kieselgel TMB60F254 , Art5744 (A48 ~FHo /HilgcF/1=1,1)
ORI LS E AR E S L TR,

"HNMR (400MHz, CDCIS) 6 :3. 88(2H, s), 5. 14(2H, s), 5. 58(1H, s),
6. 91(3H, m), 6. 98(2H, m), 7. 11(4H, m), 7. 26 (1H, m), 7. 33(2H, m
), 7. 57(1H, m)

ESI—MS Found:m,/z 374[M+H]+

FE 30

5—(A4—0Q2—GB—RAF)N—2—Tx=)L—1, 3—F 7/ —)L—4—A{)L) T X)) 7
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=) AV — ) —3—F— )b

D3—=(AFIANFY) —b—U4— Q2= B—AFN—2—T==/b—1, 3=F TV
— )L —A4—A)V) ERFL) T =)L) AT — LD Rl
2—(B—AFN—2—Txz=)b—1, 3—F TV —/)L—4d—A/L)=F /—/L'98mgI &
OBERISIZTHELNTZ4— (3— (ARFTARF ) AV FH — )L —5— A1) Tz )
—/198mg% T, 4 (LRE2) LRERD 1k, ZAUTHEC T L3 ons
EREEE A G DR DIV E L AW E R A E RS L TR,
2)56—(A4—(2—(B6—AF N —2—Tz=)L—1, 3—F TV —)L—Ad— (/L) T F
)T =) AV F Y b — 3 — A — L DRl

3— (ARFUARFY) —5—(4— (22— (5—AF N —2—Tz=/L—1, 3—F 7/ —
=4 —A)) ThFV) T2 Z) AV F Y — L 56mg DT M IER T T T 2mIERiHK
12, BNHEIEO. SmlZINz , BOGIEE SRIRIC T— AR Ui, B/ AL,
RO IR AR P A/~ 857 4— (ODS—AS—360— CC (YMCHh:
BB K — T ER=NL—0. 1% N7 VA afE) IS TR R, fhhiz>
T ar DEEEERER EL AW E Y AR E L TR,

"HNMR (400MHz, DMSO—d ) § :2. 44(3H, s), 3. 14(2H, , J=6. 6Hz)
, 4. 36(2H, t, J=6. 6Hz), 6. 38(1H, s), 7. 04—7. 07(2H, m), 7. 42—7
. 48(3H, m), 7. 68—7. 72(2H, m), 7. 83—7. 85(2H, m)

ESI—MS Found:m, 'z 379. 2[M+H]+

FEh B 31

5—U—((6=Taz=NAVFH S == A= AN) AF) T =) AV — 1
—3—F4—

B—T = AVFH — )b —A—FVR AR VT, SEREFlAL RIER D 1L, Zi
IZHEC T E U E R EE RGO E 28I 8D, K E W E Y (Al
RELTHHT=,

"HNMR (400MHz, CDSOD) 6 :5. 14(2H, s), 6. 04(1H, brs), 7. 06 (2H,

dd, J=7.0, 2. 1Hz), 7. 49—7. 52(3H, m), 7. 66(2H, dd, J=7. 0, 2. 1H
z), 7. 74—7. 77(2H, m), 8. 54(1H, s)
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ESI—MS Found:m_“z 335. 4[M+H]+
SEH 5132
XN (3= (A= (B—kRaX  A/EH ) — )L -5 - (L) T )F) ar )b

—/SA—]
RUVN(3—EREF T TR V) A= VT, e LRIk L, 2

AUTHEL T2 EE AT EEE R A E LRIl RELG W E Y E A
[ R E LTz,

"HNMR (400MHz, CDSOD) 6:1.94—2. 00(2H, m), 3. 32(2H, t, J=6.

1Hz), 4. 05(2H, t, J=6. 1Hz), 5. 06 (2H, s), 6. 15(1H, s), 6. 99(2H, d
, J=8. 8Hz), 7. 25—7. 34(5H, m), 7. 66(2H, d, J=8. 8Hz)

ESI—MS Found:m, 'z 369. 3[M+H]+

e B33

5—U4—0Q2—B=—AFN—2—T=x=)l—1, 3—FFHPS L —4— L) E}F

) 7z A F ) — L —3—F—)L

2—(B—AFN—2—Tx=b—1, 3—FFHV— )L —4—A)V)=F )— /L&,
FEEHI 0L [FIEEDI7 1k, ZAUTHEL T FIE T Z b S Ik Z A G528z
F0, REEWEY AR RS L TR,

"HNMR (400MHz, DMSO—d) 6 :2. 36(3H, s), 2. 95(2H, t, J=6. 6Hz)
, 4. 27(2H, t, J=6. 6Hz), 6. 38(1H, s), 7. 04—7. 07(2H, m), 7. 46—7
. 51(3H, m), 7. 68—7. 72(2H, m), 7. 89—7. 92(2H, m)

ESI—MS Found:m, 'z 363. 2[M+H]+

FEhia 34
5—U4—02—CB—((6=INFuN =3 AN FFI) T =)L) ERFI)T

=) AV — ) —3—F— )b

D2—B—((6—7NF RV —3—A/)FFL) T x=)b) 2 ) —/LOilE
3—(2—tvFaHy T I)N) 7= /)—)L142. S5mgD/ )L A5mIEHKIZ, (6—7
AR =3V =) R EE279mg, N T L 70, 043ml, FHEEEHH681m
gl UAFELF 27— —7 A500mgZ A, FOSIEZ =TT H ME##L-,
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FOGHE T ANMT TR AL, IIREZ KITTH R, 72300 ST L, KR
e~ 7 20 DT TR LT, IR B L SN RIEZ VT N5 0
0~ 757 o— (BRI B =T )L/ ~FH=0,100~50,50~75,25)
ICORRL , RS E B AR EE L TS,
2)5—(4—(2—B—((6—7NFAREY Y —3—A/N)AF) T x=)b) ThFY)
T 22 )V) AV )L — 3 — A — )L DR
2—(B—((6—7NA BV —3—A/)FHV) T =m)b) 25— )% DT,
FHB6 L [RIERODF7 15, ZAUTHEC T2 L IXZ D L L E A B DRI
F0. RELEWE A GEREL T,

"HNMR (400MHz, DMSO—d ) & :3. 06(2H, t, J=6. 7Hz), 4. 26 (2H, t,
J=6. 7THz), 6. 40(1H, s), 6. 88—6. 94(1H, m), 7. 00—7. 08(3H, m), 7
. 15(1H, d, J=7. 9Hz), 7. 23(1H, dd, J=8. 9, 3. 2Hz), 7. 35(1H, t, J=
7.9Hz), 7. 65—7. 75(3H, m), 8. 04(1H, s), 11. 29(1H, brs)

ESI—MS Found:m, 'z 393. 1[M+H]+

F i35

5—6—C— @ AVTERE Tr= V) TRV — 33— AJ) AV F

— )L —3—FA—)L

1) AT (3—eRaXy 7=2)L) 77— hofild

3—ERuF T 7 2= LHER2. OgDAZ ) —/L 1OmIRHRIT, M ViR — KT 250
mg K ONARFT AZ L2, 9mIZ A, SO #Z SR FRINBGE T LTz, BOSH A 1T
Atk EERRIE R £ LT, b ki ey = F )L — 7 LI TR L, ik
/K37~ R DK THe I BEKRRR ~ 27 R0 DT LT, T2
BMEL, GONBREZ VDT N7 00a~ N 57 o — (R fig T v,/
~FH=0,100~50,/50) I THRL , £ AWM EEATRYE L L TH
2) AT NA(B— AV T ORI T 2 =) 7T — RO R

AF L (3—ERRF T T ==)) 72T —F200mgD T MFER 27 7 5mIEHKIC, A

e L7 va— L0, 15ml, N7 2= LR AT 4 480mg M O mF )L 70
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WRF L —RA5% MVERIR) 0. 82mlIE A, S HE RIRIZ T A i
U7z, SOSTEI IR B L, okl a2 UV AV h o soa~ 757 1— (B
W Rl =T L S~ =0,100~25,/75~60,740) IZTHHRL | FKEk
Bz EEANREEL TH,

3)2— (B—AVTRFT T2y ) — L ORE

AT (B—AV T RFL T 22)L) 7ET—h280mgdDT F7ER L EmIFRIFIZ
K T AKRFBILITF U LT A= b2megw A ROSHR % [REEIC T25 77 MR L7-
o BOGRIZ, Wil T Y 10K FiZz Nz, sIRICC2REMIB R L7, BOSE I8
W72 1% IR E R LU, SN RIEE S VB SN AT Boa~< 57 40— (
JEBHERIE : BEfiS =T )L/ ~F 2 =0,100~50,/50)IZTHHERL | ZELAEWE
LISERHBIN 7L R DA Vi

4)5—(6—(2— (B—AVTRRFLT2z/V) TRF L)V —3—A /L) A5
V= —3—F— /L DHlE

5—I—R—2—tVUY ) — LK R2— (3—A/ T RFL T x2=b) T )— V%
T FEIEHI6 L RERD S 1k ZAUCHEC T2 T Lo b EE RS A B b H 2
[ZED, REEWE RS AW E L TR

"HNMR (400MHz, DMSO—d ) & :1. 23(6H, d, J=5. 9Hz), 2. 99(2H, t,
J=6. 7Hz), 4. 46—4. 61(3H, m), 6. 51 (1H, s), 6. 75(1H, d, J=7. 6Hz)
, 6. 82(2H, d, J=7. 6Hz), 6. 91 (1H, d, J=8. 6Hz), 7. 18(1H, t, J=7. 6
Hz), 8. 06 (1H, dd, J=8. 6, 2. OHz), 8. 61(1H, d, J=2. 0Hz), 11. 42(1
H, brs)

ESI—MS Found:m,“z 341. 4[M+H]+

F 36

5—(U—(Q2—@B—TX T )R TF /) T = V) (VT — )L —3—F—

v
ZEFBIZTHON T (3— (4— (2—bRrfi =TI /L) T7x=)b) —2—7at’
JEANLOB— RS T 2 S VR INT, FEREFIBLFRED J ik, ZAUCKEL =)

ESNIZNOEFEEEMABOELZEIIY KA EHE RS EmEEL T
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7z

"HNMR (400MHz, DMSO—d ) & :1. 28(3H, t, J=7. OHz), 3. 06(2H, t,
J=6. 7Hz), 3. 96 (2H, q, J=7. OHz), 4. 18(2H, t, J=6. 7Hz), 6. 42—86.
52(4H, m), 7. 13(1H, t, J=8. 1Hz), 7. 44(2H, d, J=8. 1Hz), 7. 72(2H
, d, J=8. 1Hz), 11. 35(1H, brs)

ESI—MS Found:m,z 326. 4[M+H]+

FEha 37

b—U4—@2—@B—=bada= V) BN TN AIFHS— L —3—F— )L

2— (3—=bavx=jv) 2 ) — V% VT, ERF6 L RERD 7k, ZAUCHEL -

FiE Tz NBEF LA G DR LI LICEY, RELAWE A AfkE L TH
77,

"HNMR ((400MHz, DMSO—d ) & :3. 21(2H, t, ]=6. 6Hz), 4. 32(2H, t

,J=6. 6Hz), 6. 38(1H, s), 7. 04(2H, d, J=8. 8Hz), 7. 61 (1H, t, J=7.

9Hz), 7. 70(2H, d, J=8. 8Hz), 7. 82(1H, d, J=7. 9Hz), 8. 07—8. 12(1
H, m), 8. 23(1H, brs), 11. 29(1H, brs)

ESI—MS Found:m,“z 327. 4[M-+H]+

FE 38

5—U4—@—@B—Tx ¥ T )V) LX) T ) AT — /L —3—F

—J

2— (3—Tx )X T x=)V)E )—)LpilyE

(B—7 =%y 7 =)L) FEfEL. 157gDT MeRE7 70 23miERIZ, A7 —T h
FERRTZ TR (1. 1TM7 MERR 7 U 85K) 6. bmlz Nz RIS E =IRIC
C2MFRER LTz, BOSRIZKZINZ, Z7aadV AT THRIL . ORGSR A
(TR U T, TR 2R LU SO R E S VI TNV T LI~ 57 4
— (EBAVASL: Wi =T L/ ~FH 2 =10,90~80,20) I THIIL | #E(LA
Wy BE AR B & L TR,

2)5—(4—(2—(B— (= /)F L Tz=/L) ThFY) T2z L) A/ F P —)L—3—

F— L DHL YL
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2— (B—T7x2/)F T ==yb) 2 Z ) — A VT, FEhafl4 (CR2) (TRE3) Llnlkk
DI, ZHITHEC T2 E T ZNGEF B A D EHZ 88 REEY
A EERE L TR,

"HNMR (400MHz, CDCL) 6 :3. 09(2H, t, J=6. 8Hz), 4. 21(2H, t, J=6
. 8Hz), 6. 08(1H, s), 6. 86—6. 98(4H, m), 6. 99—7. 06 (3H, m), 7. 11
(1H, t,J=7. 2Hz), 7. 28—7. 36 (3H, m), 7. 62—7. 68(2H, m)
ESI—MS Found:m,/z 374. 2[M+H]+

FE 39

5—U—A—=—FTFNAF) T )W) AVF ) — ) —3—F—)1

1=F 72V AZ )=z T, FEaBl6 & AR 1%, AU HEC T2 5 E3UE D
NHEHIELEMAGDEDLIEICIY, RE AW E IR A E L L TR,
"HNMR (400MHz, DMSO—d6) 6 :5. 62(2H, s), 6. 41(1H, s), 7. 22(2H

, d, J=8. 6Hz), 7. 47—7. 63(3H, m), 7. 69(1H, d, J=7. 4Hz), 7. 75(2
H, d, J=8. 6Hz), 7. 91—8. 01(2H, m), 8. 09(1H, d, J=7. 4Hz), 11. 32
(1H, s)

ESI—MS Found:m,“z 318. 2[M-+H]+

FhEfl41 40

5b—U—@2—(6—U—TNF TV —2—AJV) TRFI )T =yl) A

VxS — )L —3—F—)L

15— @—(2—(6—rmrae VP —2—A/L) B;F) T x=b) AV F Y — )L —
3—A— /L DHlE

USH741796 (A) ICTHESN TND2— (6—rr—2—E UV =/L) =¥ )—)L
T, FEEFI6 LRI T 5 ZAUCHEC - I T b S ke A G
EHZEITEY, AW ERABEIRE L TR,
2)56—A4—(2—(6—(A—TNFA T2z Y —2— (/L) ThF) T z)L)
AF S — )L —3—F—)L

5—(4—(2— (66— —2—A)V) ThFI) T 2z)b) A VF ) — )L —3

—F—V46. bmgDI AN = HZ L T F LT ) a— )L AT )L m—T )L 3mIE IR
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2. T RIXRAN) T 22 )LIRAT 450 M1 8mg. 4— 7 /vA a7 == )Liha g3
1mg M O 2MJRET N 2KEHRO. 2mlz Nz, BOSHEE 9O KE 12 T2 BT IR L
oo BUSHEZ AN | fafn KIS TR, BEfE =T /W TR L KRR~ 2
R BTTHESR U T, VEIARIE R B L S5l 2 Wik ik ik e~ b
77 4—(0DS —AS—360—CC (YMCHE) BEHH : K —7Eb= L —0. 1%
N7 A el 1T ORRIL -, B30T 77 al BT U TR L, ffi
HEKIC TR MKBEE~ 7 R0 M TR U, BB UER £, 156
NI Z Sy B E 7~ 77— (Kieselgel TMB0EF254, Art5744 (AL
I AZ v raador h=1NIICTRERIL, RELAYEIROEREL
Thilz

"HNMR (400MHz, DMSO—d ) & :3. 27(2H, t, J=6. 6Hz), 4. 50(2H, t,
J=6. 6Hz), 6. 38(1H, s), 7. 06(2H, d, J=8. 6Hz), 7. 24—7. 37(3H, m)
, 7. 70(2H, d, J=8. 6Hz), 7. 78—7. 86(2H, m), 8. 13(2H, dd, J=8. 6,
6. OHz), 11. 26 (1H, brs)

ESI—MS Found:m,z 377. 2[M+H]+

FEhkia1
5—4—0Q—@B—(A/TuENTIN Tz L) EF ) T )W) VT — )1

—3—A4—)v

15— U= (2—@B—=trT7==) bF1) Txz/b) =3 —AVAF VLR
LA hDRLE

EREFIS7TITTHELIEE— (4— (2— (38— =RV 2=)L) Th&Y) 72mL) A/
Y=L —3—F—L 11 TmgD 72 /L LA5mlIEHEIZ, N =F /L 730, 15ml
K OE R uAb7ml)R0. 052mlz A, RS RIRIC T2RFRBHFR L7, RO
ZHEE =T /A TR | fafn & KIS THEG KRS ~ 27 R0 AT TR L
Teo WIRZARERE B L ASONIREE L ID TN AT LIa~ b7 T7 4— (R
W T ~F e =0,/1~1,/3)ITTHRL , ZEEWEAABRELT
57z,

2)5—(A4—(2—(8—T3)7z2=)L) Th&F) T 2)L) —3— A AP )L ER
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LA ORTE

b—(4—(2—(B—=br7z=/l) LX) Tz=)l) —3— AV AFHVULEe L
AH100mg DFEE T T VEEUESmIEHRIZ, 10% /3770 b — RFEMIET 3meg %Nz
REFFHR T KSR ZSBRICTIRE MBI U, 227 A MO £, I8
WEER LU, SN ES VA SN T a7 57 4 — (JRBITR L : [k
LTI AFH L =0,100~25,/75~30,/ 7O\ TRERL | (LAY E IR
WP EEL T,

3)56—U—(2—B—A/TRENTI))T2=)L) ThFL) T ==)b) —3— AV A
F U LE R A R B g

5—(4— (2= B=T7I/T7=2)L) ThF) T==)b) —3—AVAFH VUL E N A
R27. 6mgDAF ) —/L I mIEHRIZ, 7Ehr0. 020ml, 7/ KFLARY Y F R
219, 2mg M OWERRO. 05mlz A, FOG#Z B C2RFRIFT R L7z, BOGHE %
FOFIER B 7K 38 T R ARSI TR L . 72 L STl L | JEK RIS ~ 27 %
DY LTTHIMR LT, IR L S0kl z s N g/ n< 757 1
— (Kieselgel TM60F254, Art5744 (A/L7#80) | FEfg=T L/ ~FH =50
/BONTTHHRIL , RS WE AR E &L TR,

4)5—A4— 2= @B— AT TI))T2z)V) ThFHY) T 2 )b) A F S —
Jb—3—F— LDk

5—U—2—@B—U/TuE T I))T=z/V) ThFHL) T zm)b) =3 —AVAF
PYUNENRLAR24, 9mgD AZ ) — VR ImIT, ABUEKEE(L TR LK EHEO
. 05mlZNA , SOGIEZ SIS TURFRRIBR L7z, BOSHIT10% 7 =0 [ K BN
2Tt raA L ATTHIHL  SEKBREE~ 7 R0 ST TR L 72, WA JU T
HEL, ffoni itz BB~/ 77 +— (Kieselgel TMB0F254, Art
5744 (AN saaRL b AR ) —=90,/10) I THERL , L& WE
eta 7 EN T 7 AL T2,

"HNMR (400MHz, CDCL) & :1. 22(6H, d, J=6. 3Hz), 3. 03(2H, t,J=7
. 2Hz), 3. 57—3. 69(1H, m), 4. 20(2H, t, J=7. 2Hz), 5. 50—6. 19(1H
, brm), 6. 07 (1H, s), 6. 46—6. 55(2H, m), 6. 60(1H, d, J=7. 4Hz), 6.
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95(2H, d, J=9. OHz), 7. 12(1H, t, J=7. 7THz), 7. 64(2H, d, J=9. OHz)
ESI—MS Found:m,“z 339. 4[M-+H]+

FEhf42
5b—U4—2—B=—B=—InFuVr =3 A/ Tx= L) BN Tar=)l) A

V&) —)L —3—A— L

2— (B—7uET2) H ) — L K6 TN Aae )y —3—A/) Ra g
T, Eapla1 (TFE2) LRBRO 1L, ZAUNAC 7= HE Iz b s ks %
MAGOELZEICED, FHELEDZ A GRS TH,

1HNMR(4OOMHZ\ DMSO—d6) 6 :3.14(2H, t, J=6. 8Hz), 4. 33(2H, t,
J=6. 8Hz), 6. 40(1H, s), 7. 08(2H, d, J=9. OHz), 7. 30(1H, dd, J=8.
0, 2. 2Hz), 7. 37—7. 49(2H, m), 7. 59(1H, d, J=8. OHz), 7. 68—7. 75
(3H, m), 8. 30(1H, dt, J=2. 2, 8. OHz), 8. 57(1H, brs), 11. 29(1H, brs
)

ESI—MS Found:m,“z 377. 2[M+H]+

Shta Bi43

5—(4—0Q2—B—FAFL AN T e )W) BN T == )N AT —)1—3

—A—v

1) AT (3— (ARFT AT IV) T =2)L) 7T — oo Sk

TT )L (3— (T REAT V) T 2=/L) T T —h . 78D IIH VIR ESOmIEHRIZ.,
N—7mEZEZFEAINL. 78g M b~ AL 100mgZ N A, BOSHzE—
MATMBGEIR LTz, SOSIRZ IR A% | AR R B L 0Nz a7
IWHT DI T T T 4 — (R MR =T L/ ~F Y =0,100~10,790)
(TR MR A2 572, AR 304mg D AL ) —/L I mIEHRIZ, TR A
ARNF IR (25%AZ ) —VIEWR) 0. 3mlZ Nz, SN E=RIRIZTL. SREMBERL-
o SO HERE =T WA TRIRL , faFiE b7 = SOKIRIR ., fafn &Kz T
NEV RS | KRS~ 7 R M TR U T, VI8 B L 157 7%
o EREE n~ o7 — (Kieselgel TMB0F 254, Art5744 (AL #HH1) |
FEfE = F L/ ~Fe =20,/ 80) 1T THILL | R EME AR E LT
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Bz,

2)2— (8= AN AF ) Tz b2 F ) — /L DRLE

AT (3= (APF T AT IV) 7 =2)L) 7B T —R78. 6mgdDT 7R 77 3mllE
WA, KT AKRFEF T LT NI 51 9meZ A O [RIRAC TL545
PR U7z, RO, Bl kR T MIY A+ KR E Nz, SO R SRS T— K&
PR U7z, BOSZTER L | MG LT, DN RIE LS U TN AT 5
nv 7T 7 0— (R B =T v/ ~FH=0,100~60,40) |2 THil
L. #E b EWE AR E L L TR,

3)5—(4—(2—(B— APFT AN T =)L) ThF L) T =)L) AV — )b —
3—A— il

2— (B=ARFKIATN) T2z B ) — )V W T, FEafl6 & RIMRD T ik, 2l
U7 HE XX Z N EF IR A SR L LI, FELEWE QA faks
L THHZ,

"HNMR (400MHz, DMSO—d ) & :3. 04(2H, t, J=6. THz), 3. 27(3H, s)
, 4. 24(2H, t, J=6. 7THz), 4. 38(2H, s), 6. 38(1H, s), 7. 04(2H, d, J=8
. 6Hz), 7. 20—7. 13(1H, m), 7. 21—7. 33(3H, m), 7. 33(2H, d, J=8. 6
Hz), 11. 15—11. 39(1H, brm)

ESI—MS Found:m,“z 326. 2[M+H]+

Fhfila4

B—U—- Q- @B 7at N T )FINTFN) T )W) AVFH— )L —3—F—

%

3—7RENT =)= KR OBEFCITRLNZ=T L (38— (4— (2—kFr¥Fi =
FI) T =)L) —2— 7t AN VT, FERBI6 L RBED ik, AU HEL -

HEXIZINLEFELE A DELZ LI, FELEHE A GMKEL TH

77,

"HNMR (400MHz, DMSO—d ) 6 :0. 86(3H, t, J=7. 4Hz), 1. 47—1. 61
(2H, m), 2. 44—2. 52(2H, m), 3. 06(2H, t, J=6. 6Hz), 4. 18(2H, t, ]

=6. 6Hz), 6. 49(1H, s), 6. 68—6. 77(3H, m), 7. 15(1H, t, J=8. OHz)
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, 7. 45(2H, d, J=8. 0Hz), 7. 72(2H, d, J=8. OHz), 11. 36(1H, s)
ESI—MS Found:m,z 324. 2[M+H]+

Fhufi45

B—U—((B=Tx )% T2 )N AT ) T2 =WV AIFH ) — V=3 —F—)1
3=T=/F T = )=V R OB EF2ITRLN T L3 — (4— (ERRF AT L
)7 ==)V) = 2= e J A M W TERFI6 LRI DT 5, ZIUTHECTZ T E X
o NBEF LA DB A LT, FELEWE A RS L TR,
"HNMR (400MHz, DMSO—d ) & :5. 16(2H, s), 6. 53—6. 58(2H, m), 6

. 66(1H, t, J=2. 2Hz), 6. 81(1H, dd, J=8. 1, 2. 2Hz), 7. 01(2H, d, J=
8. 1Hz), 7. 15(1H, t, J=7. 7Hz), 7. 29(1H, t, J=8. 1Hz), 7. 39(2H, t,
J=7.7Hz), 7. 55(2H, d, J=8. 1Hz), 7. 81(2H, d, J=8. 1Hz)

ESI—MS Found:m,z 360. 2[M-+H]-+

SFhta 46
5b—U4—@2—QC—InAa—5—RAHL Tr= L) ThFI) T =) VT —

JL—3—F—J

12— (2—7NFr—5—AF T x=)l) 2y ) — L ORlE

2—7 N A —=5—AF T R XTILTERO. SmIDT MER 7T Aml W A
TRV ARF L RAmMIDIRAG TR K T FIAT VA VR=D 530 31, 97gM
OUKFET MY L308mga A, RIS E =R C2Re R L7, BOSHRIZ A
FGAL T B =0 LOKESHRZ N A, BEE =T /WS THi Uz, BiE % S oE T,
BRI TR . KRR T ND WS TR L7, WS BEAJUE R 50 | 155
IR Z S I TN AT 87~ N7 57 ¢— (BB~ /B =T 1 =
98,/2~50,/50) IZTHRIL | FLAERW Z MR E &L TR, MA R OT
FrrRa7 7 2mlERic, Km . o7 2 KFEAFRY FEFT T L200mg L N7
VARG — VT )L m—T IR0, AmlzINZ, SOSHEZ BIRC T2
U7z, BOSRIZ10% 7 2 K N %, 7 eV AT L KR -k
VO DT THGR U T, WA RIER B L SN FRIEZ VB TN T 8 a~ N5
74— (RBIARL  ~F W/ Fifg =T L =95,/5~30,/7TO) I TR, 81l
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Bz EEANREEL TH,

2)b—A—(2—2—TINFAR—5— AT T z=/V) BRFHY) T =)L) AV F A
—/L—3—F — LDk

2— (2—=TNFR—5—ANF LTz V) 2F )— VBT, FEHaf6 L RO S
B CHUCHEC T FEE TN b e R IR A SR LZ LI, BELGWE B
ol R E L T2,

"HNMR (400MHz, CDCL) § :3. 13(2H, t, J=7. OHz), 3, 79(3H, s), 4. 2
3(2H, t, J=7. 0Hz), 6. 08(1H, s), 6. 72—6. 76 (1H, m), 6. 81—6. 84(1
H, m), 6. 95—6. 98(3H, m), 7. 66(2H, d, J=9. OHz)

ESI—MS Found:m, 'z 330. 4[M+H]+

Fhua7

b—U—Q— QAT iRV —4— V) T HN) T e =)L) AV

—)V—3—F—/

12— 2—AVTaRFLEN L —4—A)V) TH ) — )L Ol

4—=AF NNV —2—F—)L1. 0gDr/afL A10mIRHRIZ, 2—3—R 7
1. 3Tml} OYRIERER (11) 3. 8gZ Nz, BUGIK A FEIRIZ T 24K AT FR L7z, ROt
W TR, WA EL . AR 2w iR E & U T2, HAE
R OT I TER a7 T2 8mIFRIRIZ, — 78 CIZTn—7 TV F T L (1. BMAF
VVRHR) 7. 2mlE A SOSHEE RIEAZ T30 MR L= % . sRIBIZC154 i
U7z, SOGHEZE — T8 CITHEMAIL, /RIRNVAT VT eR324megZ A, S
WA R ECTHIRLR DS SR B Uz, SOSHO AR L 7o & = 2K VA
ZNA, WEE =T /W THIH Uz, AR 2 & o TR A AT THErR L L K
il 7~ ND AT TR LTz, BRI B LA NSRS VA SV T L0 m
~ b TT = (BB~ Wl =T L =98 /2~50,/50) IZTHHRL |
FEEWE B ANMRMEE L T2,

2)5—(A4— (22— 2—Aa/aRF LI —4—A)V) ThFH) Txglb) A5

)L —3—F— LDk
2— (2—A/TaRFL N —A—A)V) 2F )—)VEHWT, EBl6EEEED
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W ZHUCHED 72 5 X oL LR R E AL A S DD 2 lc Yy RELEWEA
ol R E L T2,

"HNMR (400MHyz, CDCL) & :1. 35(6H, d, J=6. 3Hz), 3. 05(2H, t, ]=6
. 6Hz), 4. 23(2H, t, J=6. 6Hz), 5. 27—5. 30(1H, m), 6. 09(1H, s), 6.

62(1H, s), 6. 78(1H, d, J=4. 9Hz), 6. 95(2H, d, J=8. 8Hz), 7. 65(2H
, d, J=8. 8Hz), 8. 09(1H, d, J=4. 9Hz)

ESI—MS Found:m,“z 341. 4[M+H]+

Fhuki48

5—A—Q2—=6—AVT RV —2—A) ThFI) T e =)L) A/ F Y

—)L—3—A—)

6 — AT LYY — 2 — AL AN T, EREFIS0L RO T ik, ZhUcHer =)
FESOXZNDEREEEM AR DALY, LA E A GRS L THT,
'HNMR (400MHz, CDCL) 6 : 1. 33(6H, d, J=6. 3Hz), 3. 16(2H, t, J=6

. THz), 4, 41(2H, t, J=6. 7THz), 5. 25—5. 28 (1H, m), 6. 09(1H, s), 6.
53—6. 55(1H, m), 6. 77(1H, d, J=7. 2Hz), 6. 97(2H, d, J=8. 8Hz), 7
. 47—7. 50(1H, m), 7. 66(2H, d, J=8. 8Hz)

ESI—MS Found:m_“z 341. 4[M+H]+

Fh 49

5—(U4—(2— @A Tx=V) TN Tr W) AV F ) — L —3—F—

12— (@—(tert—7 T (AT W) LIN) AH) T x=)b) 2F ) — LRl
S—eRedF o7z UEEL. BgDY AT VAL AT IR SmIERIZ, /XX Y —/L3
CAgh OQtert — 7 F NV AT L rmar T4, bgh Mz, BOGSHEZ RIS T—/#KA
PR LT, ROSHRZ AKITTHIRL | BRI Thi i L7z, A Z2 G508 T, fi
FOAHE K TR # , BKRRE T N Y AT LT, YRR B L, MR
W% R IR E LTS 7. KBV TV LT A= AT48mg DT ek 75
10mIEHRIZ, K T AR DT Noe R e 7 70 bmlEiR A N A, RS HE% [F
TR CLREREIR Uz, BSOS HERE TR AR ZE N x , SHIZRTRIZTLI
IR L 72t BT A NAIML QB AR B LT, REE VDT N7 L7~
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757 0 — (BB : ~F% > HEfE =T L =98 /2~50,/50) I TIHERIL | £
&% MR E L L TR,

2)3— (4—(2— (83— ((tert =T F IV (TAT W) LUN) AFL) T2 =)L) BhFY)
T )b S ae A g T L o flE

2— (38— (tert =T F N (T ATFN)VVN) AFL) T 2= )) X )—1926mgDT
FIERRT T 8mIEHRIZ, Kin T 2B HI1 THLNZ=F L3— (4—kRueki 7
/L) —2—7at )T A838mg, N T == LARAT 1. 93g RO T F LT
THNRFTL—R (2. 2MIMVEUYRIR) 3. 34mIZE Nz, IS S IR TR
BRIz, DO AZ /= Va2 A IR E L oI R 2 ) 7L
AT LI N 57— (BBRAVHE .~ JElR—F /L =98,/2~50,/50)IC
TR, REL G ERR IR E &L T2,

3)3—(4—(2— (B3—trRrXF  7=2)L) LhF) V=)L) T atF U T LD
Bl

3—(4—(2— (B— ((tert— T F N (PAF L) LU FHL) T 2z)b) ThFD) T =
=)L) e UEETT L1, 56gD Y AT LRIV LT IR 10mIEIRIZ, 7 oAb D 2
426mg K O RALKSE (48%) 0. 186mlzMx , UG Z F IR T— KA IR LT
o BUSHRZEARIZTHIRL , R —F /U THi L7z, A E %2508 T, fafn At
AT 4, BEoKRMER T ) M TR LT, W2 £ L /07 ki
ZINVIT NI T LT N TT = (RBRAGSEE  ~F 2 BEfE =T )L =98,/2~5
0,/ BONTTHIML | ML AW E MEEAIRME L L TR,

4)5—(4— (2= (B—AMFTTxz=)V) ThFV) Tz l) A VXY — L —3—F—
LD

3—(4—(2— (B—EFEF T Txzl) ThXy) T=)b) R U EE T L 120m
gDTVAT AL LT IR, SmIEKIZ, S—RAZ0. 048ml K OVKFEL T FID L
31mgZNA . BOSHZ SIIZ T30 MR LIz, BOSHIZ R LT =0 L
KOSz A Wil = U CThlH L7z, A 2508 Sl KIS ToLid %
\ BEAKBIE R D DT THZIR L | VSRR B LT, FD 2 U v 7
T Lraw 57 40— (RBREL : ~F P /BT /L =98 /2~50,50) 12T
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L | KRG E RO EEL TR,

5)6—(4—(2— (B—AF T Tz=)b) ThHV) T L) A F Y — )L —3—F—
LD

3—(4— (22— @B—AMFTTzV) BRFY) T2 )V) S A U T L 75 mg
DT RFERe7 7 Imlk R=s ) —10. SmERATRIRIZ, ERafF T L7 (50%
KEEHR) 0. 041ml&% 02, SHEKER(L T FID LKEEHRO. 27 TmlE A, ROSHR
ZHREIN TP LT, BOGSIRIZ10% 7 = BRI E N %, 7aaiv A
THIH L, KRR TR DT LT, W2 IR B L b/ ikig 2 57 I
M/ n~hr 77 1— (Kieselgel TMB0F 254, Art5744 (AL74-80) | Fifig—
TN/ ~FH =25,/ 75) ITHIL | RELEWE A EIRE L TH -,
"HNMR (400MHz, CDCL) § :3. 10(2H, t, J=6. 9Hz), 3. 81(3H, s), 4. 2
2(2H, t, J=6. 9Hz), 6. 08(1H, s), 6. 80(1H, d, J=8. 4Hz), 6. 84(1H, s
), 6. 88(1H, d, J=7. 6Hz), 6. 95(2H, d, J=8. 6Hz), 7. 24—7. 26 (1H,
m), 7. 76 (2H, d, J=8. 6Hz)

ESI—MS Found:m,“z 312. 1[M+H]+

F 50

5—U—2—Q@—AVT R Tr= V) TN T W) AV F ) — ) — 3 —

F—

AV TR )=z DT, FEaB46 (THR4) K ON(LRES) ERBRDO 715, 2 iE
Ule FiE Tz nb e ik A G OELZLIcdh RE(LEWE B AEREL T
Bz,

"HNMR (400MHyz, CDCL) 6 :1. 34(6H, d, J=6. 1Hz), 3. 08(2H, t, J=7
. OHz), 4. 21(2H, t, J=7. OHz), 4. 55—4. 56 (1H, m), 6. 08(1H, s), 6.

77—6.79(1H, m), 6. 83—6. 86(2H, m), 6. 95(2H, d, J=8. 6Hz), 7. 22
(1H, t, J=7. 8Hz), 7. 65(2H, d, J=8. 6Hz)

ESI—MS Found:m,z 340. 1[M+H]+

FEhki51

5—(U4—02—4—INFu—3—AF T Tx)l) EEFIN T =)L) AVFH ) —
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J—3—A—I

A—TNA TR —3—ANF T RUXT LT R HWT, Eafl46 LRI ik, 2h

(CHEC 72 I NB S AL A A G R 528280 RE(LE W% B A

LTz,

"HNMR (400MHyz, CDCL) § :3. 08(2H, t, J=6. 8Hz), 3. 91(3H, s), 4. 2

1(2H, t, J=6. 8Hz), 6. 09(1H, s), 6. 82(1H, s), 6. 90(1H, d, J=7. 8Hz
), 6. 96(2H, d, J=8. 6Hz), 7. 00—7. 05(1H, m), 7. 66(2H, d, J=8. 6H
z)

ESI—MS Found:m,z 330. 4[M-+H]-+

Shita i 52

5b—U—@—QC—Tx )RV —d4—A)V) T F ) T =) VT — )L

—3—A4—

D)2—Tx/)F A/ =aF 7T eROiE

22— —4—7 VYL, bgDY AT LRIV LT IR10mIEHRIZ 7=/ — b
1. 52g R ORI A VY L2, 2g% A, FOSHZ 120°CIZ T AR L, BOS
W mAEth, INKERE N | FEfg T U T L, AiEZ A b fafi ke
BT THE L . KRR T N D DTz LT, TR L b -F%
WaEVNTNAT L0577 4— (BB ~F iR T /L =982
~50,/50~7arR/VhAF ) —/=99. 5,/0. 5~92 /) [T THML | HlAK
W& AR S LT, BLAE R O R L 10mIERIS . — 78 CIZ TR FELTA
YT FNTNIZD L (1. OMIMLTEHE) 15mlZ A, BSOS #Z A1 T2
W UT2, RS BafsE L 7 e = KRR E BN 2., FElE =T 2T
P U7z, A e 2 G o8 ¢ SRk T 4 EKRREE TR ATz
U7z, W2 E R LU, (50N RIEZ S B TN T L a~< 757 o— (R
B A~ BRI L =98 /2~50,/50) IZ TR, LA W% Al
W &L TH T2,

2)4—AXT T —2—AN—Tx )F TV DORLE

2—Tx )X AV =TT IVTER3T8mgDT MIER T T T L AmIEIRIT KEG T
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L VE—RAZ0. 228l OATF AT UL (1. OMY T LT —TLEHE) 3. 8m
VA BOSHRZ RIS TR R L7, ROGHRIZ10% 7 = Bk E = N4
MEfE = F LTI U7, AR A48 T, S KIS Tods . MK RiRe 7
D DT TR LT, IR B L NIRRT D a<
T — (BRI~ /BB =T 1 =98 /2~50,/50) IZ THRLL | F&/E
&% MR E L L TR,

3)2— (2—T=)F NV —4—A)L) 2 Z )— )L DRlE

A—FXL T —2—A)N—Tx )FTEVU168mgDAF /— /L 2mlIFHEIZ, 10%
RTVY = IRFRE20mg N A, AKFEFRPHK T BSOS Z BRI T— AR R L
Teo PO ZE BT ARAIML , I8 B L Kb S ARy EE LT
Bz,

4)5—4—(2—2—T=/F BV —4—A)V) ERFV) T2 )L) A FH —
Jb—3—F— LDk

2— (2= Tz )XV —4—A)V) 2L ) — )V E T, FERipI6 LD Ik,
CHUZHEU T I NG E L E A G DR LI EICIY, RE(LEhE G
R E L TR,

"HNMR (400MHz, CDCL) § :3. 09(2H, t, J=5. 8Hz), 4. 26(2H, t, J=5
. 8Hz), 6. 15(1H, s), 6. 86(1H, s), 6. 95(2H, d, J=8. 4Hz), 7. 06—7.
08(3H, m), 7. 18—7. 20(1H, m), 7. 37—7. 39(2H, m), 7. 65(2H, d, J
=8. 4Hz), 8. 03—8. 04(1H, m)

ESI—MS Found:m, 'z 375. 1[M~+H]+

F il 53

5—(U—Q2—(B=—C7a~"FIINAX) Tz )L) ThFI) T L) (/X

—)V—3—F—)

raaFt ) — e VLT ERFI6 L REROD Tk, ZIUCHEL T A XTI b e
WAL AL G DEDLZETED, KRB AW AR EE L TR,

"HNMR (400MHz, CDCIS) 6:1.26—1.36(4H, m), 1. 52—1. 54(2H, m

), 1. 78—1. 81(2H, m), 1. 98—2. 05(2H, m), 3. 07(2H, t, J=7. OHz),
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4. 20—4. 23(2H, m), 6. 07(1H, s), 6. 78—6. 80(1H, m), 6. 82—6. 84(
2H, m), 6. 94(2H, d, J=8. 6Hz), 7. 21(1H, t, J=8. OHz), 7. 64(2H, d,
J=8. 6Hz)

ESI—MS Found:m,z 380. 2[M-+H]+

FEhe 54

5b—U—@— Q=T )X Tax=)V) X)) T =) AT — /L —3—F—

JV

1)2—=7 =% XU X7 T RO fE

2= NARRRT VT ERQ. BmlDY AT VAL AT IREmIEIRIZ, 7=/ —/L
676mg M ORERAVY 25993mga A, FUG#Z 100 CIZ T RARH LT, X
W AN L INSR 2 N % BERE =T /LI TH I L7, AE %508, fafl
BRI TS . MOKRRIEE T N D WS CREBEL T2, AR B, oz
W2V T NI T o0~ 57 — (RBRAGEL  ~F 2 /HEiE =T /L =98/
2~50,/ 50N TRERIL | REUL AW 2R E AR E L L T,

2)2— (2— 7= /% 7)) 2 H ) — LRl

2— Tz )X RUAXT LT ER535mg DT MR T 7 5mIRIHIC, KE T,
—R 270, 326mI L O AT NI F T L (1. OMP =T )bt —TF )LEEH) 5. 4mlz
Z BOSHZ RIS T30 ML . SRIRIC TR B R L7z, BOSHRIZARZ N A
\ BERR =T U TR LT, AHIE % Ao € S A KIS CHeif %, MoKz
TR DS THAMR LT, TR BUE B 5L BRI 2 35 (R L LTS 72,
A OT I 7eRa7 7 5mIEKIZ, Kin N, V7 /KRFEAARTFEFNID L4284
mg M NN T IVARIRNT o — VT )L =T L0, 569mlZ A OGSz (Al
(2RO IR LTz, BOSHRIC BRI ik Z N % | HEfE =T Vs Chi L7, A H%
J& % 5o T SIS TURS L SRR TR A TR L 7, VR I
JER LU, BN R E S VT N AT L a~ 57 o — (BTG~
el = F L =95,/5~50,/50) I THRL , RELAWEEANRMEEL TR
77,

35— 4= (2= Q2—Tx=/F T 2=)V) ThFV) V=) A/ F Y — /b —3—F
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— /L DHLE

2— (2—Tx/)F LT =) 2 F )= VT, FEREFI6 SRR 7 ik, 2T iE

UTe HEXTTNBEFEE M AGOE L2 EIID | LA )E AR RE LT
¥,

"HNMR (400MHz, CDCIS) 6 :3.16(2H, t,J=7. OHz), 4. 24(2H, t, J=7

. OHz), 6. 06 (1H, s), 6. 91(3H, d, J=8. 4Hz), 6. 96 (2H, d, J=8. OHz)

, 7.07—7.13(2H, m), 7. 23(1H, t, J=9. 3Hz), 7. 31—7. 38(3H, m), 7
. 61(2H, d, J=8. 4Hz)

ESI—MS Found:m,/z 374. 2[M-+H]-+

F 655

54— AFy —2— (3= AT T =) ERFI) T e W) AV — )

—3—F4—
D1I—2—UA—3—R7=/FY) —1—AF T =T )N) —3—AF T B DRl
i

2—(4—3a—R7=/%L) —1— (B—ANFT T =)L) =X ) — /L 215mgDY AT /L
RV LTIR2MIEHRIZ, K T, 3—RAZ 0. 072ml  OKE LT MY A46mg
ZINZ . SOGHKZE SR T30 M L7, SOSRIZARnE LT 8 = LK
A el =T /S ThI Uz, AR 2 G o8 C, S & iKIc Tl s, I
KRS FUD LT TR U T, TR B L (RONT R 2 I v T 5 I
I~ 74— (BB  ~F Wil —F /L =98 /2~50,50) IZ TH i
L. LG WE AR E L TR,

2)5—(4— (2—AFT —2— (3= AMF T T =)L) ThFH L) Tz Z)lb) AV FH A —
Jb—3—F— LDk
1—2—UA—3—F7=/%Y) —1—AFTZF L) —3—ARF T EB 2
T FEEHISERERD S 1k, ZAUTHEC T2 Lo b EE RS A G b H e
28D, REULE AR AEREL TR,

"HNMR (400MHz, CDCL) & :3. 37(3H, ), 3. 84(3H, ), 4. 03—4. 06(1
H, m), 4. 18—4. 22(1H, m), 4. 59(1H, dd, J=7. 9, 3. 4Hz), 6. 08(1H,
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s), 6. 90(1H, d, J=8. 2Hz), 6. 96—6. 99(4H, m), 7. 32(1H, t, J=7. 8H
z), 7. 64(2H, d, J=8. 8Hz)

ESI—MS Found:m_“z 342. 4[M+H]+

HK 156

5—4—(Q2—bRaXy —2— (3—APF T T L) ERF) T e )L) A/ FH—

JL—3—F—)

2—7F—1—(3—AF LT z=)b) 2H 7 200mg DY AT LRV A7 IR 3mIE
Wiz, 2BHI5THLNTZA— (83— (ARF VAT L) AV FH Y — )L —5— A1) 7=
J—212mg ONREEH VD L5241 mgZ %, RIGHZ 80 CIZ TR L7,
BOS#HEZ A% INSERRZ N % | BEfg—F /U THIt L7, a2 5018 T, f
FO A AT TR . MOKRRIR TR M TR U7, TR I B 5 L LA R
WAt E IR E LT, MR O AZ ) — L 2ml & O aariu A 2mlDRAH
Wz, ki T AKRFEALRTHEF R L46mgz N, RS HRZ RITEIC TR R
Uiz, BOSHRIZ10% 7 2 BRI A N Z ., 7aards b A TR L, SRR RIS S~
U BT TREBR U Tz, VIR R 5L ML 2 s iR B & LT 2, HLRR
T AR E N — A% 2 mU IR L | SO Z SR TO0 M #R L
720 WA WERR B L DIV IR A W h R IR 7 o~ b7 57 0 — (BB AR K
— 7 Bb=NIA—0. 1% N7 VAl ICTHRLZ, (36N T7 77 a O
AL R £ T8, S EURMHRIS A 7 T 200 b 57 41— (Kieselgel ™6
OF _ Art5744 (AR  raarii s /22 7= =10/ IZTHRL, %
MG % R R e LT T2,

"HNMR (400MHyz, CDCIS) 6 :3. 85(3H, s), 4. 06—4. 17(2H, m), 5. 15(
1H, d, J=6. 3Hz), 6. 10(1H, s), 6. 90(1H, d, J=7. 6Hz), 6. 99(2H, d, J
=8. 6Hz), 7. 00—7. 05(2H, m), 7. 33(1H, t, J=7. 8Hz), 7, 67 (2H, d,
J=8. 6Hz)

ESI—MS Found:m,“z 328. 4[M+H]+

FEha 57

5—(A4—B=Tx )X TaRX ) Te =) A F P )L —3—F—)1




WO 2008/066131 86 PCT/JP2007/073099

D1—@B—7ET/uRFY) —4—a—RF B oiliE

A—T—RTx/)—1. 0gDIAF VRN LT IR1OmIEIRIC. KE T KELF T
U A273mg & M, 3— 7 BE 300, 603mlz Nz, SIGHEZEIRIZTIRE
L7z, BOSHRIZ10% 7 = WK B2 Nz, BEfE =T /LTI L 72, A
JE& 2 A o T SRR AT TR . KRR T )T AT TR LT, 2R
JER LU, BN R E S VT N AT L a~ 57 o — (BTG~
iR F /1 =98,/2~50,/50) IZTHEL , KEL AV EZEAHRYELL TH
77,

2)1—3—R—4— (3—T7x/F T 7T RF) N B oiiliE
1—(B—7rE7aRdy) —4—a—RF_B27TmgDY AT LR/ LT IR3ml
BRI KT, 7= /=L 115mg K OKFL T MU L49mga A, RO Z =S
TR TR L 72, BOSHRIZ10% Y T WK BSH 2 N A T2 | BEiE =T /112 T
U7z, AHfEE G T, S A EAKIC THf#  BEARRIRE 7R LIS Tz
UTe, WIS LU bR a s VB r Vv T K~ N7 57— (JRB%
B A~ HER T L =98 ,/2~50,/50) IZ TR, LA W% Wil
WRWEEL TR,

3)5— (4— (83— 7= /F LT RFY) T2 =) AV F W — )b —3—F— L il
1—3—R—4— (3— 7= /%> T aRF) _Pra VT, EfFI3EFRRED S
W, ZHUCHEC T T I AT b R LA G 28k, BHbAWE B
ERE LTIz,

"HNMR (400MHyz, CDCIS) 6:2.27—2.33(2H, m), 4. 17—4. 25(4H, m
), 6. 09(1H, s), 6. 92—7. 00(5H, m), 7. 31(2H, d, J=7. 6Hz), 7. 67(2
H, d, J=9. 0Hz)

ESI—MS Found:m,z 312. 1[M+H]+

Feha 58

5b—U4—(@2— @ Trm V) BRI T /W) AT — ) —3—FA— L
=Rz VT, FERaRI50 (TFE4) | (TRES) &[RIBkD T4, ZHITHELTE TS
I ZNDEFIEE B AR DR LI HEL S E R OEREL TR
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77,

"HNMR (400NHz, CDCIS) §:1.42(3H, t, J=7. OHz), 3. 09(2H, t, J=6.
9Hz), 4. 04(2H, t, J=6. 9Hz), 4. 22(2H, q, J=7. OHz), 6. 08(1H, s), 6
. 79(1H, d, J=8. 4Hz), 6. 84—6. 87(2H, m), 6. 95(2H, d, J=8. 8Hz),
7. 22(1H, d, J="7. 8Hz), 7. 65(2H, d, J=8. 8Hz)

ESI—MS Found:m,“z 326. 1[M+H]+

F 59

b—A—@—rra—4— (INVFERAFN) T )F) Te=yW) (VT —)1

—3—F4—

D2—un—1—@A—3—R7x /%) —4— (N7 FarF ) B oilis
A—A—R7x/)—=)L200mgDY AT IV AVRF LR ImIERIZ, 2—/ee—1—7
AR —4— (N7 A RAT L) RB218mg L OUREEH VY 251 mgz %,
B 1 20° CIT TRFIRIBEEE L 7o, BOSHZ AN | B =T L2z, NEW
SR Ak KIS LU A T L BKRiE~ 7 R oD DT THIERL
Too B2 ER KL 56N RS VI 5NV 1T L~ N 57 ¢— (i B A it
FH SRR T T L =98,/2~80,/20) 1T TRILL | LA & AR
WL LT,

2)5—(A4— (22— —A4— (N7 NFaAF)V) T2 )% ) T 2=)L) AV F P —
Jb—3—F— LDk

2—nn—1—@—a—R7= /%) —4— (N7 NVFA AT L) XB U2 HNT,
FEREBIBEFRRD F 1 ZAUTHEC T2 T ND L kS Ef A G e H 24T
F0, FELAEWE A GREIKREL TR,

"HNMR (400MHyz, CDCIS) 6:6.17(1H, s), 7. 08(3H, m), 7. 54(2H, m)
, 7. 78(3H, m)

ESI—MS Found:m “z 356. O[M+H]+

Fha 60

b—A—@—rma—A— (FINACRF)N) T )F%) —3—TNAB T /)HY)
AIxF S — L —3—F—)L
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2= NAR—A—I—RT =/ —/)LE T, ERBISIEFMED T, ZAUTHELT
TEZoNBEF LA GDELZLICEY, RELAWE A GEEE L TH
77,

"HNMR (400MHyz, CDCL) & :6. 23(1H, s), 6. 99(1H, d, J=8. 2Hz), 7.
12(1H, t, J=8. 2Hz), 7. 46—7. 58(2H, m), 7. 61(1H, dd, J=10. 8, 2. 2
Hz), 7. 78(1H, d, J=2. 2Hz)

ESI—MS Found:m,z 374. O[M+H]+

FEh k61

b—U—@—rma—A4— (MNTNVABRF V) T= )% ) =3, b7V A u7=)
ENAIFNS— L —3—F—)L

2, 6—Y7NnA R —4—a—R7x /) —VEHWT, FEFIS9L RO L, Zhiz
HEU T2 I I ND SIS A G DR DL RELAEWE A Gk
L THHZ,

"HNMR (400MHz, CDCL) & :6. 28(1H, s), 6. 83(1H, d, ]=8. 8Hz), 7.

45(3H, m), 7. 76 (1H, d, J=2. 1Hz)

ESI—MS Found:m,“z 392. O[M+H]+

(DA ENLEMDI R EIREL TOAHMEIE, Bl T reosBRpilicis

WTCREBIEND,

AIEINARDAL A DEIEE L TOA HMEORHEZ LT Oin vitroakBR Lo 71k
TiTo7z,

et A U A= =/

GenBank Accesion No. NM_181745 (ER) | No. NM_181748 (=) IZHBIFHBEENI DG

PCR. GPR1200>ORF O IAH R #4 O FHI T7 T A~ — %A L . RT-PCRIZEY
WinFDIa—= T Tl AL T4~ — O RS FRtom Ths
o W7 —= N NE VIR SE BamHI, EcoRIGRRKNLAZE AL TWD,
hGPR120_F01: AGGATCCGCCGCCATGTCCCCTGAATGCGCGCGGGCAG  (
BAIE 1)

hGPR120_R01: CGAATTCTTAGCCAGAAATAATCGACAAGTCATTTC (B4l
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Hi5:2)

mGPR120_F01: AGGATCCGCCGCCATGTCCCCTGAGTGTGCACAGACGAC  (
AL 51 3)

mGPR120_R01: CGAATTCTTAGCTGGAAATAACAGACAAGTCATTTC (B!
HIF 5 4)

thGPR120% K18 = 114, Human small intestine Marathon-ready ¢cDNA(CLONT
ECHfl: BlTaKaRath), <7 AGPRI1205 BAREAR 1%, ~ 7 ABATHAHK H1 RRNAZ
WA B L 72cDMAZPCROGAEN L TRV,

PCRIZ, KOD_Plus(TOYOBO#E)Z VN, 94°C243 D%, 94°C155), 55°C30F), 68°C1
3% 30 AV AT, BUS 4 IZExTaq(TaKaRaf)0.5Units N2 S51272°C 1043 B A
Y a—hL, REZADIIMBOGZEAT 272, D ADPCRIZIL, #=FL2% DMSO
DEFTIHSH A NATT,

MRS NZPCREEM I, pCR2.1-TOPO TA cloning kit(Invitrogentt)% T/ m—
=2 U, WERCH OfERRIZIEBigDye Terminator Cycle Sequencing Ready React
ion Kit ver.3.0 , DNAY —2 =% —377 (Applied Biosystemsfl:) T kB LA
Blg 2 e Lz, ERGPR120i# /5 1-14, GenBank Accesion No. NM_1817451Z% gk
IVTWDLEA I 167 /RS D Th o7z,

pCR2.1-TOPORZ— 2/ u-= 7 SHLT-GPRI12052 AR AR 113, HilRE%5EBam
HI, EcoRIFERRFPNLAVEASALTIY, RIFERIZLD~7Z—J0OIv L B4
3B~ % —FF1/V5-His B (Invitrogenth:) ©BamHI, EcoRIFR ALY 7 7 11—
=7 LIz,

AR 2 - FEHT R D AE R

LIPOFECTAMINE2000 (Invitrogenfl:#) Zffi FHL T, GPR120% 45K DcDNA%CHO
/NFAT-BLAMIIGIZ T A7 =27 R L | BEAIMIVEI0Z BREEL . GPR120%2 & R BLKK
w1372, GPR120Z R BLSH7=CHOMMMRIX, 10%F45 /2 ik . 100units/mL penicillin

. 0.1mg/mL streptomycin sulfate, 250ug/mL Zeocin, 500ug/mL Geneticin 15mM H
EPESZ 7 TeDMEM/F1255 I TR L7z,
AR 3 I N A L T SR
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MERT 296V =V T T w7 7 L—h (2w —REk, ViewPlate) 17 =/L12-2%20,000
M T AL —T 1 7 ENT-EFGPRI20%E BICHOMINIZ . 2.5mM Probenecid f£1E
FCL 4 1 M Fluo—4 AM (#6130 SR RGRIK) 2 CO2A 0 F N — & — T 1IREfH]
A Fa—hL, WDIAFET=, 22, 20mM HEPES, 2.5mM Probenecid% g A72
HBSSYEIIZ THR L= b A% %, Fluorescence Imagin Plate Reader(FLIP
R, BLF 2T — e T3 Z4) IS TN A L2 DR EE DI E L CT7 2 = Ak
fERIZ -~ EC_fEZFHLI,
ARSI G SN HEEOGPR1 207 T =AMEMIX, LL PO T

BTz,

[0224] [3%5]
Ehie Flb G 47 IC50 (uM)
3 0. 18
9 0. 18
156 0. 07
26 0. 30
33 0. 62
36 0. 10
38 0. 25
41 0. 15
4 3 0. 28
45 0. 17

[0225]  LREDRERED ARITHEDEAEWIT, GPRI20T7A=AMEMZ AL TEY,
B RIpE ST MLAE DIRIE e O/ ST FRICA - T,
PEFE BRI AT e

[0226]  AFHNARAILE W UTEDIRLEMNTTIAS AL, GPR1208REFRFH1E
FRIZ, GPR1207 = AMERZ AL TRY, BRI XL S fEOTER &K O/
XX T RICAE HTHD,
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-7,
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RN AESINDIE,
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