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T

ZDRT T (7) DERIFRAT 7 (5) LRED FIETITHZEN TES, 72721
IZDART YT (T) DRGE TV = — VAL E AT HETITOZ LB REET
BHHZELY | MAKGRDE TITHOZEDBFEL, Z V= — VS EITHZE SR S
HEX., (EABIDIBKBELZAL TWEZEID, LEMIDNI~ T R T L% it
SHTHSIT RV LEPELGHL, 7V =% — NV RAIEEH/LEPRETHHTLIZE
Do Elz, BIRCDEITINAK G FE TIE 7 v RIETF- DMK GRPEZ DB LN B HD
ZeID, ZOART (1) BRDFHEOREII2— TV Fu—6— a7 x /) —)[D]
DT VTV RIE T THOZEDIFELL,

AT w7 (8) : TNVFIMERIKIZLY, 3—T Ak Ta— ) HID2 00Kk ES
TENZ—FT )L, 1, 2— VT hafxy —3—7 0 3a~UBU[GlEHD AT
7,

ZDART T (8) DINERTFAT 7 (4) DT NVF N x—T WALEREIZFT
FETITOZERNTED, TAFNMRIKE AW HbABHID2 oD KR HEE Zh
FNTNa%L H(—OR'E —OR) ICEB T BB TED, ZOHE ., LAYIG]
IZBITBR ERPLITBEHFCT VRN RS,

WIZ, ERHNZEESOTARBHEFHELHI T, ARPIZNOOEHEHNIZLD
FREINDHDTIIRN,

Fhaf] 1

2—I7NAu—6—TaETx /) — VDAL

[1k2]

OH OH OH OH OH
F F F F Br F Br
—_— _ —_— —_—
a b C d
SO;H SO3Na SO3Na

[A] IB1] [C1] [DI1]
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[0033]

[0034]

[0035]

[0036]

1)3— 7N Fu—4—bRuadi NP 2VR BT N LBLIO AR (AF 7 a
tb):

a: JOSE2— A a7 s —A[AlD112g (1.0mol) ZHSML ., 120°CHIE AN
BT 1B U2 3598 % DAfEES0mL (1.5mol) 230455 F Tho<DEE T L.,
T TH THRIZ120°COIRE T TR M UGS T2, DUSKE THRIZ1I00°CLUA T
ALz,

b: EFLSUNEA PR L T N Y AR Z400mlG L, TR AE A K E
AT HHE R, BEITHHLIZBITT AN ZITHT . 10%DHEAL T N T LK T2
[EIEELAERB(B1]192. 6g%45372, BRI EVIF90% Tho7,

2)3—T7NFua—6—Tuh—4—eRaFi XU BRI VKRR NY AC1DA
(AT v Fc) :

C: PURNZHENL > TETO RS LU I DWW TR LI ZATR, REITR
Hile C2[RILEH L CDIA Lz, BRI, IR, B u Y M X UNR
Ve B &8 2 72250mlD = FH 7 I Aa% v iz, 75 Aa1Z[B1]D171. 2g(0.8m
ol) . Bk 11. 2gB LUKV IR FE 1 20mIZ IR LT, BRLARASABIZEDS5
CITHEL Tz, IR EE50~60 CITIR B2 M HAR R Z M TRH#E134. 4g(0.84mol
)T T Uz, T8 FRICIRIRLRA D2 MR L7, MARIZT ANV ZITHhT, K,
THVK, KONETIEEZ Ve L, SRR ISR AR BICIVBREL TERMICL
1199g %1572, AR EVIE85% Th -7,

3)2—TINFu—6—7aETx/—D1IDEE (AT >7d)

d: 250mlD 52812 [C 110 146. 5¢(0.5mol) L T70% DRERIAH200m1FR
MU7z, 180°COIRIE T CoMR I GSETHLFIRETH AL, Praairz 2
OOmIZ R T EAT o7, MR EvEG: ., HRL , BB ICLOEEEARELC
FANRDERD1176. 4g% 157z, HEEDIT80% Th -7z,

Fhits 2

2—I7NAu—6—3a—KT7x/)— VDAL

FHBILDRT T clZBWT, RFBIZRZ TIVH213. 4g(0.84mol) DIUEAL R
RVAW100mlE A= LIS, EEF1EFURIS T 2R TREL, 3—7/A4n
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[0037]
[0038]

[0039]

[0040]

—6—3—F—4—bRaFi B 2VRVEETF N L5 R EIZT9% T
bHolr, A7 FADPRHE R ISER T2—INFA e —6—a—FRT7x ) — V5 #H
B¥01383% TH-o7~,

FEHip 3

1, 2— Y h v —3—T7 0 F a0 BU[C1IDE
k3]

OH OC3Hs OC,Hsg OC,Hs OCsHs
F\©/ Br F\©/ Br F\©/O(t-Bu) F OH F\©OCsz
—— —_— —_— —_—
e f g h
[D1] [E1] [F1] [G1]

D2—INrFue—6—7aF -2 XBUELDARK (AT v e)

¢:250mlDHEIZ2— 7 VA —6—T7uE 7= /—/)UD11D76. 4g(0.4mol)
KB F R 216g(0.4mol) BL T /—/L100mlE ML 7z, 10°CETHA]
L Thb7 B ExTH48g(0.44mol) DT ) — N YK 100mlE o< LHANLTZ,
BN THRICRIEE T C3RRISUGEH, SO TRIZY 7aarZ U 2R T
M EFT o7z, AR A K CERg, RL., R ICIVBEEREL THAVIROAE
HHIE1I61gZ 3z, HEEVILT0% THoTz,

2)2—xhF—3—TAua7x /) —UF1IDOE (R Ty 7 tle) :

{:250mlDT7F AT R T LT H —6. 6g(0.28mol) B UL 727 Mo
FeZ7Z5 (THF) 10mlZHINL , SOSIREEZ60°CLL TIZfRoT R THRFRL 22
5. [E1155g(0.25mol) DT hFER 7 Z U8R 200ml% o< & T Lz, Bk
(TS| B T RICOSTR A% 60° CITMELL T304 G EH T2, IRWT
KBIZEVRISEDIREZOCETHAIL, ZOREZ LB IR E S5 tert—
T FN48g(0.25mol) DT FTERET T UK 80mIE DoV EFTIM LT, BIMKE T
%I 25 CITMBAL C2RE I RS SR T2, ZORIRA Y% 3% DEFEYA I 1000ml
IZAI, EBICZ=F AT |7 —bERML Tt E1T o7z, HBILREE T N o A%
LK TR R L | BRI SR AR R I IR B L EM 275 57, R ED
1$50% ThH-7=,
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[0041]

[0042]

[0043]

g:250mlD 7T Aa% [y, Y 7anAZ 1 100mli LA R#21. 4g(0.1mol) %
WS E T, AICL D13, 4g(0.1mol) ZHRINL . FFRL/2 A DI LIR ELITMNFAL T2
R SRS Tz, WA THRICT OV Z T KT L O R Uz tert —
TFNTNa—NVEBEREICLOBREL THANRO A [F 115 14.8g15 7=, £
EHEVIT95% TH o7,

1H—NMR(CDC13) § 1.39(t,J=7. 0Hz, 3H), 4. 23(q, J=7. 1Hz, 2H
), 5.87(s, 1H), 6. 62(ddd, J=1. 4, 8. 2, 11. 1Hz, 1H), 6. 73(dt, J=1
. 4, 8. 2Hz, 1H), 6. 87(dt, J=5. 9, 8. 3Hz, 1H).
19F—NMR(CDC13) —130. 3ppm(q, 5. 8Hz)

3)1, 2—Vx=bFy —3—TIN A BU[GLIDE R (AT Y7 h)

h:250mlD K JRsgIc2— by —3— 7 A u7 </ —/A[F1]012. 5g(0.08mol
)\ KEB(EF RT3, 2g(0.08mol) BLPTF ) —120mlEHM L7z, 10°CRIiEIC
BHHLU DT aETZ9. 6g(0.088mol) DT /) — VAR 20ml%z o< D EFRN
L7z, BN TH2ICETRIRE T C3R IS SE ., BUSKE TRIZY 7aaAZ 2k
IMUCTHIMEATo 72, TR A K TR L, SR, BB S KO BREL T A
NRDOAERMIGLI11. 0gZBTz, HFEEVIXT5% Th-oT,

1H—NMR(CDC13) § 1.36(t,J=7.2Hz, 3H), 1. 43(t, 7. OHz, 3H), 4
. 06(q, J=7. OHz, 2H), 4. 12(q, J=7. 1Hz, 2H), 6.65—6. 72(m, 2H
), 6. 92(m, 1H).
19F—NMR(CDC13) —130. 5ppm (m)

FhE sl 4

1—ARFY —2—2hFT —3—TNFuX B OERK

ATy ThDT—T MAEPUSIZBNT, THERZ AR TYAF VANV T = —h
31. 5g(0.25mol) & AV V=LASMT, EHEFIZEF UL T T EATHEL, 1— AR
V—2—xhFL—3—TINF R BT, BEEVIZ82% Tholz,
FHits 5

1, 2— V=T —3—TI N Fua_UBU[GLIDA R

EWFI2OE R THDH2— 7NV A —6—F—R Tz ) — VENKGIRSE, =—
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[0044]

[0045]

[0046]

[0047]

TIEROGSETL, 2— Vb —3— 703 a8 (G118,

1) 3—onrFahra— A [HIDOE:

500mlDTF A2 — 7N A r—6—T—RT7 = /—/1119g(0.5mol) BLT30%
DIKBALA VY BIKEHE200mIZ FRANL  FLSHRFRL 203 HE FLiREE T C8IRFH X
JESE Tz, DU THRIZHEIRETHAIL, iR TRl TpHZ 2~ 3D MIZHREL
7o ZANZIINTHEEBIT, K TAHMPZ TR L TEBIH]Z49. gz, H8
E0IX78% TH-Tx,

2)1, 2—V=bFY —3—TINFu~BU[GLIDE

500mlD 7T A3 — 7 VA kT a—nA[HID38. 4g(0.3mol) , KEILF R
212g(0.3mol) BL U =F /—/1100mlZ ML, 10°CRIFZICHREL ThH7 et
TH#76. 3g(0.7mol) D=F J— VA 100mlE >V EFML Tz, BRI TH#IC
BURIRLE T ORI SRS T, SUGKE THIC, PraarZ 2R mU il &7
ST, KA K THREL ., FRL , AR ICIVBREAREL THAVIRO A &
LTl, 2— V%Y —3—TNFu~rBU[G11245. bgitlz, HEEVII81% T
H-oTe,

AFE LT ET R D R IERERA S IR CRBI L7223, ARFEH O fE1h L4
BT DLtk 4 RERCETEZMRDIEN TEDHI LI Y EL ITL>THL
D3THD,

PEZE _EOF| H T REM:

AFEHOFETELNEL, 2— Vb y —3— Tt uvBrEnl, 2—U7
NaFy —3—TNFuN BT BIEGOTEHREL TH A THS (W002/0858
55, W02004/078721, WO2006/0189552 %),



WO 2008/023438 15 PCT/JP2006/316753

SR D i
[1] 2—I ATz )= NVEFEEEL, FTROATY T EZDIRIAT>T2—7 VA4 n
—6— 1T x /)= (2L, 6D T VT yRIE T UNA D T VR T
THD) BRET LR ML TE2— TN A —6— a7z ) — )L ORE ik
(1) ANVHRACRIIC IV ANV R TR FE BN T DAV KA ISAT 7
(2) e ALRIEE AW T LI VT 28 AT B0 AKEAT

7 BLEV
(3) ERMEF AR CHAN RV BB )ISEIToTC2— 7NV A u—6— 11T x /) —)b
ERFDART T,
[2] 2—TNFaTx )= NVEREEL, FRROATY T E2ZDIRICIT>T2— T /Va%k

v —3—TINFuT= )=\ (2FEL, TAaxs RO RERII20LL T ThB) &k
TAHIEERET B2 —TNaxy —3—I A a7 x ) — VORE ik

(D) ANVFACRIKIZ LV AN R TR A BN T DAV ALSISAT Y,

) ~aF AEEEEANTO LN T VIR T (2L, 2o e U R, Ty
RIL T LD T VT CoD) BEAT DN ALRKIEART YT ;

(3) BAPE SR A CIHAN R BB S AT > C2— T VA e —6— a7z /—)b
BEDATYT;

(4) T LRI I B EE T VF N =—T UL Tl — T hafy —2—
INFAa—6— 1 \aX B EBLET—T LIS AT YT BIO

(B) AR E TNV =20 — NV PO EO a7V TR KR BT 2 #L T
2—TNaAXy —3—TINFaT7 /) —NVEHRDIERaX U LR ISAT Y,

[3] TNaxyERT U ETHD, FHRE2ICTEROBE F L,

[4] 2—INFuTx )= VEFEEE L, TRROAT YT E2ZDIRIAT>TL, 2—YT )V
axy —3—INA B (F2EL, 2007 Vax L RikE—ERE RS T L
aFVEETHY, TS RFELEII200LTOT N aF L ETHD) 2/ ET528%
Bl 51, 2— V7 Naxy —3—7 N FuBrofll hik:

(D) ANVFACRIKIZ LV AN R TR A BN T DAV ALSISAT Y,
) ~aF AEEEEANTO LN T VIR T (2L, 2o e U R, Ty
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RIL T LD T VT CoD) BEAT DN ALRKIEART YT ;

(3) BAPE SR A CIHAN R BB S AT > C2— T VA e —6— a7z /—)b
BEDATYT;

(4) T LRI I B EE T VF N =—T UL Tl — T hafy —2—
INFAa—6— 1 \aX B EBLT—T LIS AT Y,

(B) AR E TNV =20 — NV PO EO a7V TR KR BT 2 #L T
2—TNaxy —3—IAFuTx ) —NVERLENUX L NAEIEAT Y7 BLO

(6) TF LRI IV A EE T LF N =—T LT, 2— VT aky —
3=INF a8 /LT VALUGEAT v 7,

[5] 2DDT NadVEPNT LTIV ETHS | FlREAICTEROBE ik,

[6] 2—INFuTx )= VEFEEE L, TRROAT YT E2ZDIRIAT>TL, 2—YT )V
axy —3—INA B (F2EL, 2007 Vax L RikE—ERE RS T L
aFVEETHY, TS RFELEII200LTOT N aF L ETHD) 2/ ET528%
Bl 51, 2— V7 Naxy —3—7 N FuBrofll hik:

(D) ANVFACRIKIZ LV AN R TR A BN T DAV ALSISAT Y,

) ~aF AEEEEANTO LN T VIR T (2L, 2o e U R, Ty
RIL T LD T VT CoD) BEAT DN ALRKIEART YT ;

(3) BAPE SR A CIHAN R BB S AT > C2— T VA e —6— a7z /—)b
BEDATYT;

()AL ETNT TV =20 — NV PO EO a7V TR KR BT 2 #L T
3—INFalTa—NER/LENaX L LG ART YT BLT

(8) TAFNWALRIKIZLV 2 DDA EET VXN =—T LT, 2—V T L=
X —3—INFuX B ER/LT—T UG AT YT,

[7] 2DDT NadVEPNT LTIV ETHS | FlRE6ICFERORE ik,

[8] ERANVRACRIETRMER, BRI, 702V R AR, UYL K Y L =
ik D FEAM THD. FHRHEL~TOWT AT D Tk,

[9] Lfe a7 AGRIEE, CL, Br I FRRICITSHS, iRE1~8OWTF AT
FHOFE,
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[10] 2—xhFL—3—T7)Furycz/)—),
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