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e ROFIAFEUBIATIIENEOREHE
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AFEAE, PEPFOFIAFECBRBIATINRIEO-EHIEIIET 5,

BB

& 2 EI (Oseltamivir) &, BETHD /15325 —F (
neuraminidase, NA) ZHET S I LICKD. A 2 TIVL 2 HF A )L AR
KANOERET D LZHEL. MOMBEANDORR - HHEZNMHT S E0H S
NTHL., REFRARILEMTH S,

TN IENDOREAELEL TR, FTEMASRREINLBAL RO+
TH5FFE (quinic acid) H2WIEF I8 (shikimic acid) Z&HFEEE &
UlBEREN-SNTVNDS (FFXE 1), Lo L., ZEEMEIRRICEET 2
LEMTHHERERRONZHDOTHYD, T RVIVIIEINZIDREIIESDIZ
BARMETH D, iz, BEIBWTHEECBRENMODH ST P FRESLT D RH
Mtk 28T 5 WS BBEARH S, |

TN IENZRETHIIHZ0., BEECBRAEROH ST P FEHELZERT
L&V EREMEIZHL TR, 7Y FRAEZRWEWEK (KFEFX#E2) 2R
INTNnD,

/1

UL, AN FIENZRETDITHLD, FELE L TED THIRZILEY
ZHREFEEEL, 2D, EUCEREEDH ST D FRAESLT P Pk E AW
W, ZE, ZENMDKRRBICHHYORENARERFIENEEINT N D,
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(FedFCik2] HB2001—-031631850%

FEBH OBEE

FRANRRL LS LT HE

AR ORBEIL, BRI, RENDARBICEENTRRAZAIVY I ENOREE

CHEARFRATHL2PEROFIAFECBEIATIIV.ZORED 1, 3 -2F
10 FVIMEY. RREns oS AEERIETLIZEITH 5,

REERRT DD DFE
AFEHILLFORBAICHE D,
1. X (1) TRINZLEY.

NO,
15 HO  OH (1)
(R'. R?, ROWEFA—XIIHMAEL TZENTNTIVFIE., 7Y BEHRTY
U—)VE, TIINFIVE, BT IINFINEXEFEENTOREEZRT, 72
UR'. RZIEFAKIZAFILTIEARWN,)
2. K (2) TRINSHLEW.
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COOR®

R?\7L\ NO,
O oD

R’ (2)

(R', R*% R°WELE1ICFRU. DIFKEXFIKEEORELETHS.)
3. RN (3) TERINZHLEY.

R2CO0 COOR®

A
0 oD

R’ (3)

(R'. R% ROIFEELI &ML, Didk#E2 ML, REETINFIE, 71—
WWE, BT U—IVE, T IIVFIE, BT IIINFIEXTIFEERANT ORE
ZiRY,)

4. R'. R*KUROEFF—XIFIHREL TENZTNRFEHR L~ S8 OEMIK., 2
B3R E L <IERIKOTIVEIVE, REKT~2007 FI)VF)VHE, XTEHRKE
EHTDORERT~2007 I)NFINEHERT, ZZ LR, REZFEKFIZAFIV
T, 22T, RERT~2007 FNFIREIIBIHERLIT. REH1
~8DTINFIVE, RER1I~8D7I)INaFE NOFURT, KEHR, 73
JERORNIINAOAFIINENSEBRINSETHD, RUFIRFK1~4D
TIFENETHD, LR 1~30WTNHICEROILED.

5. 3 (4) TERINSLED.

COOR®

R’ (4)
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(R'. R®FLE1IEFL., DIZEE2ERL, RPETIVFIE 7U—ILE
EBRT UV TIIVFIVE BET IIVFINEIFEENT OREER
9)

6. X (5) TRINLHLEW.

COOR®

R? COOH
5 R’ (5)
(R'. R2F LRI EFMUTHD. RAEEE5ICAL.)
7. R!'. RPRURSFIA—XIIMEL TENTHRER 1 ~ 8 OEPK. 5
BB U < IBRO T L F I, RERT~2 007 IV F)LE, UdERE
EHTORERT~2 00T INFNEERT. 272LR!, R AFIL
0 TRAL, ZIT, REKT~2007 SLENEICBI2EEER. REK]
~SOTNFNE, BERE1I~8OTINIAFIE, NOFETF. KBk 73
JERURNY 7N AT AFILNENSEBRENZETH S, L5~ 6 DNThm
i ERBROILA Y,
8. R (6) TEINBILAY,

COOR®
NO,
;
15 R o (6)

(R'. R? ROIFERELIZAL.)
9. K (7) TREINZILEY.
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COOR®

NO,

R2
>LO OH

R1 OH (7)
(R', R%, RSWIFEE1IZHEL,)
10. K (8) TEINALLAY.

COOR®

(8)
(R!', R?, RFELEL1IZHL,)
11. R (9) TEINSLLEY.

R2COO0 COORS®

-~
R © °
0\7<;R2

R! (9)

(R'. R?, R°WEERELIZAL, R*IIEEIIFEL.)

12. R'S RPKUR°EF—XEMHRL TENENHRELR ] ~ 8 DEHIK.
S EERE L IEBRROTIVFIVE, mERT~2007 I)FIVE, XdEH
HEATHRERT~2007 INVFNEERT, ZZLUR', R2ZFERKIZAF
VTN, 2T, RERT~2007 I)FINEIIB T BRI, RKEK
1~8D7INFIE, RFE1~8DT7)NaFIHEH, Ny REF¥, Kk 7
S/ERTNY INFOAFIENSBRENDIETHD, RUTIKRFEH1I~4
DT IVFNETHS, L8~ 1 1 oWnTNNIT#E&DILE Y,
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13. X (10) TREINBLEY.

o)
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R’ © °
O%RZ

R' (10)
(R'. R2IEFE1IZFT.)
14. R (11) TEINBILEY.
Rl RZ?

) o)

"~
R © ©
0j<rz2

R' (11)

(R'. R?IFZLELICAL.)

15. R' REBFE—XIMHRELTENZTNRKER 1~ 8 OESHIK, B EHIK
ULSEBRIROT7IVFIE, REET~2007 I)VFI)IVE, NEZEBEBRREZHFT
RERT~2007 IIVFINEERY, ZZLR',

W, ZZT, RBEET~2007 INFINEIBITIEREL. KFH1~80D

TIWFINE, REFEH1I~8O7INAFIHEH, NOFUEF, KX 73 /8K

CRUIZNAOAFIENSBRINDIETH S, Ll 3~1400nTHIN

L DILE Y.
16. 3 (12) TRINDLED.
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R2C0O0 COOR®
L
0 O—CHO
1
R (12)

(R'. R?. R L@1IZAL. R EE3IZALC.)
17. R'. R2AURSEA—XEIMRL TENENHRER L ~ 8 OEFH.
SIEERE U < WEBROT L FILIE, HERT~2 007 IVFILE, UIER

5 EEHTHRERT~2007 INFNHEERT, 27LR. R2GFABIZATF
VTR, TIZT REBEERT~2007 I7)FINEICBITIEHBRIEIT. REK
1~8DYIVFIVE, RER1I~8OT7IHINIFIE, NOF U FEF, KEEHE 7
IHRB Y INFOAFNENSBRENZETHD. RIRER L~ 4
DT NFENETHD. LRl 6 IRBOLan.

0 18. % (13) TEIhALAY.

O0—CHO
Rz%{cmo

R ©
(13)

(R'. R?IFZEE1IZEL,)

19. K (14) TRINBLAEY.
Oo._ _OH

1) OH

P
R2

R’ (14)
15 (R'. R2IFEEZ1ICAL.)
20. R'. RZIFF—XIZHEL TENFNRELR 1~ 8 DEFIR, 40k8HIK

HLUSHBROTVIVFIVE, RERT~2007 II)IVFIVE, IEREEZFT



WO 2010/143700 PCT/JP2010/059889

DIRFERT~20D7 F)VFNEERT, 27ZURY, REZFEKIZAFIVTIEA

W, ZIT. REET~2007INFNHEICBITIBHEL, REK1~8D

TIFIVE, REFEHL1~8O7INAFIE, NOF URETF. KEgH, 73/ EK

CRUTNAOAFIVENSERINDETHS, LiLl 8~1 90T
5 mEOLEW.

21. K (5a) DILEMEMKIMRT DI LE2RHHETEHA (5) TEREN

L&Y O BIE F k.

COOR®

R2 OKASP—COORs
o)

i (5a)
(R'. R2IFEE1ERMUTHO. RP°ELERLS5ICHEL.)
10 22. K (5) OLAVONNK BBERTTHILE2HMETEX (42
) TERINBHAMOBIESIE,

COOR®

R’ (4a)
(R', RZFER1EALTHD, ROFER5IZAL.)
23. R (4a) OLAYWOLROFSHERBT S EEBHMETER (4
15 b) TRENBILAWOMESE,

COOR®

R2 O/g—\
\/\0 op?2
R’ (4b)
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(R', RZIBLEEIEFUTHOD., R]UFLERSICAT., DIAERORERLT
H5.)
24. R'\ REEUVR°IEFFE—XIHEL TENETNRERK 1 ~ 8 DEHIK,
S EIRE U IEBRROTZIVFIVE, RERT~2007 I)FI)IVE, IEHR
b HETIREFERT~2007 INFINEERT. ZZLR. REUIFAMKIZAF
VTR, 22T RERT~2007 IFINEICBTHERLIT. REK
1~8DT7IVF)NE, RERI~8DO7INIFE NOFy UET. KER 7
S/ERVOMIINAOQAFINENS BRI NDGETHS, L2 1~2 300
FTNNICERBOBE S k.
100 25. K (4b) OfeeEmzERL. 7VUNBIATINEMFMEESZE%E
F#iedoX (3b) TREINHLEMORIESE,

R2COO COORS®

-
0 oD?

R (3Db)
(R'. R%, RO L1 EFAMUTHY, R LELS5IKAL, RI LT3 IZH
Uo. DORAKBECHRERLTHS,)

15 26. R' R2 R°KEURCIIA—-IMEL TENENREL L~ 8 DEH
K SESHRE L WERROTVIVFIVE, mRERT~2007 I7)0F)VE, X
BMEEZFETORERT~20D7 IIFINEEZRT, ZLUR. R2IIFEKEZ
AFNTERN, TIT REE7T~2007 I)FINECBT2BHRILT. &
FHI~8DTIFINHE, RER1I~8OTINIAFIH, NOF VEF, Kk

20 . TIJHEKVRMIINAOAFIINENSERINBETHY. RAUFHEEKL
~ADTIVFNETH S, kit 2 5o REHik,

27. X (3b) DIAMEZFOAFIMLTHI L &HBETHR (2b)
TRINDILEMOEE L,
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COORS

Ra\jL\ NO,
© op?

R’ (2b)

(R'. R?, R°WEEREIIAML. R*IEE3ICHAL. D II/KEBERORERT
H5,)

28. X (2b) DILEVMOKBEOREEZHARET LI L2HHETLHIA
(2 a) TRINDILEYWORIESE.

COOR®

R? NO,
O OH

R’ (2 a)

(R', R?, ROFERIIAL. D IKBEORELTHS.)

29. R'. RZRURCEA—XIMEL TENTNHRER L~ 8 DEBEK.
SUESRE L < WBROTIVEILVE, REKT~2007 J)VEILE, XLER
HEETORERT~2007 SFVHERT, 2ZLR!, RZGAMKICAF
VTR, ZZT RERT~2007 I)NFINRICBIFHEHRIEIRL. REK
1~8D7IFIVE, REKI~SOTIVIFIHE, NOF VETF. KB, 7
SEROMY INAOAFVENSRRINDETHY., ROTHER 1~ 4
DT NFINETHD, L 27~280WnTNNICRIHOEEFHIE,

30. D-X = h—EMITEY LT B EEHMETHR (1 1)
TEENBLEDORIE S .

31. R (11) TRINBEWET LI —INANRT 5 & 2BMET
5% (10) TEINBLAWORBESIE.)
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32. R'. RYFIFA—XIIHEL TENZTNRERK 1 ~ 8 OEIR, HlEgHIR
HLUEBRBROTZIVFIE, REET7T~2007 ) FI)E, XIBHREZET

DRERT~20DT7 INFNHERT, 1z7ZLR. RUIFMICAFI T

W, ZIZT. REET~2007 I)NF)NEICBTFoEHEL. REH1~8D

TIFIVE, RERL1I~8DO7INIFIE, NOFVETF., KR, 7/ HEK

DR ITNAQAFIENSRBRESNDETHS, Lid3 0~3 100 TIMNIZ

R DOBLE AR,

33. X (10) TEEINZLEMZET VVINBRBIATIVOMIMREEY IV

RIRZEfTD L2/ ET IR (9) TERENZILEVMOREHE.

34. K (9) TERINALEYZE_POX—MINMRBTHZEEZHHMET

51 (8) TERINSILEWMORELIE.

35. R (8) THEINZLEWMZT Y —INNMKGRTZILEZRHFHETS

X (7) TREINSLEMORES L,

36. X (7) TRENBLANE ST —VBERRET 5 EEHMET 3R
(6) TREINSLEWORLE AL,

37. H (6) TREINZLEMERLITHILE2REMETSN (2a) TE

ENHLEWORE S .

38. R' R*KUREFE—-XFIHEL TENETNREZRK] ~ 8 DEHIK,

SEESIRE L IBBRROTIVFIVE, RERT~2007 I)0F)LE, XidBH

HEeFTHRERT~20DT7 IIINVFIEERT, ZZLUR, REZEMICZAF

VTR, 22T, RERT~2007 IIFINEICBTIBEBHRIT. RER
1~8D7IFIVE, RER1I~8OT7NIFIEH NOFUFTF. KE®E., 7

S/RECM)INAORAFINENEBREINDETHD, RUIHEFEK1~4

DT NFNETHS, L3 3~3 7 OWTFNMRROBERIE,

39. R (2a) TRINDILEWMERETLTHIERXLODHFY T VREH

RIBLZE2HHMET IR (1) TRINDILEVMOEE R IL,
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40. ANZP-AZA (14c) TRINDT bIERB/ XFZOT Y-

BRERISSTDHILZ2RHHMET I (14) TRESNSLEVORE L.
o)

RVJ\W (14c¢)

(R'. RZiZ LR 1ICAL.)

41. RUBF=ZAM, YR—Z, YFVY—X, F>0—-RX, kN7 S5E/—2X
MERDEN G RITN DR &5 LHROT I K—ATHD L4 0 BROR
(14) TEENBLAMOREHIE,

42. ROP—225 R (14a) XE (14Db) TEINBD-7IE /) —
ATH5 L4 012RHORA (14) TEINBLEMOREHE,

/[j]im+ o) OH
HO - OH HO OH
OH OH
(14a) Xix (14b)

43. KX (14) DIEEWMEA-INHRRIETSIILEFHETIA (1 3)
TRINDLEMOBIEHIE.

44. R'\ REEE—XIIHEL TENTNRER 1~ 8 OEHIK, kK
HLUSIIBRIKROTINFINE, RERT~2007 I)NVFIINE, XIEHBELET
HRFBHT~20D7 IINFINEERT, ZZUR. REIFERKICAFIV TR
W, ZZT, RERT~2007 INFINECBITFoEREL, KEH1~8D
TIFIIE, RER1~8O7INAFHE, NOFUREF. KR, 7 /&K
TR INAOAFINENSBIRENDETH S, L4 0~43D00WTNMNIZ
R OREH k.

45. KX (13) OEWET V VINBIZATIVOMMKIEET LR EE
122 Lz2RHETHR (1 2) TEREINLALEWORER L,

46. X (12) DEEME_FOAFIULT I L2 ETHH (2 a)
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TEINZILEMOREH L,

47. KX (2a) DILkEMET I —IHRKIST S 2R ETHRA (1)
TEINZILEWORE R %,

48. R'. RPEURCIIA-XIHEL TENTNHEK 1 ~ 8 DE SR,
SEHIRE LU IERROTIVFIVE, RFET7T~2007 70 FI)VE, idEH
%%ﬁ?éﬁ§ﬁ7f20®7ﬁw*w%éﬁi\tELRRIVM@%KX?
JVTIRW, TIZT, REET~2007 IIIFNRKIIBITHERILIT, REK
I~8D7NFIE, REK1I~8O7NIAFIH, Nary VEF, KERE., 7
S/EKRVPBRIINAOAFNENSERINDIETHD, RIIRFH1~4
DT IVFINETH S, Eidd 5~4 7TOWTNMIRREOREH ik,

49. I (6) TEEINDLEYWEERELTSHIEIZEIDDOFFY I VRERES
THIELERHHMETEHR (1) TRINLAMORES .

O DR

AFEAOE FOFIAFEIBIATIVIE, RABFED D WIITEREIEL
THROTHRZEAE (D—tartaric acid), ¥>Zbh—)Jb, SWETYSE/ —
AeHRREBELTHRETZHIENTE, ZOEMERBHL TRV I EN
ELOREIT, RENDRBICEETHIENTES,

FEHEEMT 5720 DIKE

AR, AN I IENOEERHBETHSHBAR L ROoFiAFk>
BIATI, TOREED 1,3 —IFFY 5 aY. RUEN S O8EAKICE
ERE

AFEHO L ROFIAFE O BIATIVIE, K (1) TRbDINS,
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NO,
HO OH (1)

(R'. RZIEFE—XIFMEL TENENTIFIE, 7U—ILE, BRTU—)
B, 7II0FINE, BREY IIINFINEXIFEEANTOREEZRT., ZZLR?
. RZBFEFFIZAFINTIZR W, ROITIFIIE, 7U—IVE BBRYY—)ILE
5 v T IIFIVE, BT IINFINEXTFERANTOREZRT,)
AFEHIZBWT, R, RETRINDEITINFINE, 7U—)VE, BERTY
—IIVE, TINFIE, BET INFINENIFEEANTOREZRT,
TIFINEELTIE, AFIIVE, TFIE n—TJOENE, 1V o)L
oo oelE n—TFNE sec—TFILE, ter t —TFIE,
10 r7a7F)IVE, n—ROFIE n—A"FINE n—~ATFIE n—F»
FINREEORER 1~ 8 DEHK., HEEHRIBROTNFIVEEREITSEI L
INTED,
HFELWTILFILEEL TIE, B 1~ 4 OEHFHIK IS KO Y IVFIV
ERRW, K0HFELIE. TFIEBEN,
15 TU=IEELTR, 7z VE, FI7FINEZORERERE6~100T7U—)
HeXTo52ENTES, HELWTU—ILEELTIE., 7zZIENBE N,
BTV —INNEOBHBEELLTL. FAXE RER1~8DTIVFIVE, &K
Bl~8o7)axiHE, NorrEF, K&, v /& —boik 27/
#, —COR TRENDHNAZINEFE (R°=C,~C;DOT7INFIVE, TV
20 —IHEH, C,~Co7NaxiE, 7U—noF )., AI)NEKRIILE FUTI
AOAFNEEEZEITHIENTE S,
TINWFIINFEELTIE, RODONE, T2V IFIINE, T2V TFIVE,
FIFIWAFINE, FTIFNVIFINEEORERT~2 00T F)F)VEEZHET
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BIENTESD, FELLTY SVFLEE LTI, ROULE, 722 VIFI
HNR W,

BT SVENEOEMEE LTI, RESRY )L EOBME S FUEE
$F BT ENTE B,

FEERAFOREE LT, CUDILE PO—LE JULE, FIoLE
BERF BT EMNTE D,

RO LR, RECRENBELFRED. TILFILE, 71— L&, EB#7
JoIVEE. T ILEVE, BB 5LELEASERAT OREERT. oh
SOROBIE ERRY, RITRENDREFMULERT B EMTESD, HEL
SRR 1 ~ 4 QEPR UM BEERO T L FIVENE< . L 0iFE L <A,
ITFIEPE N,

FRR (1) TEDINBIL ROFIAFLIBIAFIE. A BE
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R (17) TEREINS=-borzaoanFtlhoRk (18) TERINSETI )
TIaA—)o8EHEIE. ZborsaanFEaz. FlAE ERPLUOHC I
ERIGEEEITLTAHIEIZED, P/ 7INaA- )NV e8#ETHIENTES,

BHEMIZIE, Zhosrond 28Il B XU0HC 1 2R6
85, ElE, WM EKREERITAIENTE, ZboronFt izl
T. 0.1~100%R@MTSEAMTES, HC 1k, 0.01~12N0OH
ClAKAKZEZERTHIENTE, 2 b0 7 OAFEIICHLT, 0.1~10
OMEMRHITHIENTES, BRIEEL TR EREFKOBREZFRIT LI EN
TE, 1~200BHHTHIENTES, RIS, —78~100CTH2
N, 0~30CHAEHRLL, 1~24KEARMRT 2O EL WV, KT,
FIFMIN a HC O KiIsiRE TR INBIKRZ PMT 5.

R (18) TERINAYI /7N )id. LEDOXSICHFE2001-03
163 1E5ARIIEREINTVAAEIN Y I ENOREFHBETHD., FIY
SENERETHIZHIZVERAREIHRETH 5,

EREZNENORISERIIE. KIS THR, AEESYORE - BEIizBW\WT
BEHETDNDHERICE DB - BRI HIENTES, HIAE RIEKRTH. A
FY L HEOEHERILKE ; MDVI O EOFERRILKE ; PrnoorAy %0
NOT ALREKR, PTFIVIT—FI), P4V TOENT—FTINEDOIT—FT)L
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ETHIHL., MBRZEHEL THOSNBEYEZXY. UMV AoLA70%
NTSGT4—REZIOBERTHIENTE S,

% e Bl

IR, AREAESEH], ERENIEDNWTEANIZHWET M5 N5 IZKR
ESINDBDOTIARN,
Ehpll T/ANECE (5)
BABAFINIATIVN-R2F ) 785 —) (RAtEY. 1.0g, 4.0
6mmo l) ®DMeOH (1 0mL) ##iZ0. 5M KOH (7. 3mL,
0.9eaq.) ZRERTMA., 1 07REHELz. TORREYIZ 1 NOHEZM
ATHMUTHEEZEEL. DUATINVASLTHRETSEE ) ANEE (5)
(890.7mg, 3.84mmo 1, NEKI9 4%) ZEOAOMKYESE L THEL.
ERigl 2 bEROFTZATIL (4 a)

T/ANACE (5) (200mg, 0. 86mmol) @THF (2. 9mL)
BWIZBH;SMe, (10M, 0.26mL, 3.0eq.) Z20CTmMA. Ei&
T 2R L 7. 2 OBRKINREMITKEMA . ERY ZBifE TF)L TR L.
BARBET MUY LA LETHBES B2, BREWESBEL. Ho5NIAREREEE
BER, HEBRMZEIOATINVASLATHETS L FOF T XTI (4 a)
(164mg, 0. 75mmol, INKST7%) ZEAOHKMELL THEL,
[a] ,'® +2.02 <(c 1.09, CHCIl,)

'H NMR (300MHz, CDC1,) 6 4.34 (1H, d, J=
8.2Hz), 4.10 (1H, ddd, J=8.23, 4.12, 3.02Hz),
3.87 (1H, dd, J=12.08, 3.02Hz), 3.70 (3H, s),
3.66 (1H, dd, J=12.07, 4.12Hz), 2.56 (1H, bs),
1.55—-1.67 (4H, m), 0.85 (3H, t, J=7.41Hz),
0.84 (3H, t, J=7.14Hz)
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'3C NMR (75MHz, CDC1,) 6 170.09, 115.1,
79.3, 70.2, 61.8, 52.1, 29.0, 29.4, 7.9,
7.3

IR (neat) 3418, 2972, 1714, 1215cm™!
Rf=3.66 (hexane/AcOEt=2,/1)
E£Hifl3 THPIZF) (4Db)

EROFIIAFTIN (4a) (2.31g, 10.6mmol) drnOORrAy
(35mL) ikIZ3, 4—YERO—-2H-E5> (1. 9mL, 21. 2mmo
1, 2.0eq.). (+) hoT7—A)NK>E (123mg, 0. 5mmo 1,
0.05eq.) 20CTMA. ERT30HHRLE. ZORRISRAMIIN a
HCO, /A& ZMATHML, BKEES NI OLALETEREEZEZ, BEEGWEA
WL, AIRZBHRAEEERER. BoNTMERMZS AT IV AT LTHERTS
ETHPIAFJ)V (4b) (3.2g, 10.58mmol, >99%) OCT AT
LAY —DREEMEEAOMRYEEL L THEZ,
'H NMR (300MHz, CDC1,) 6 4.34 (1H, d, J=
.2Hz), 4.10 (1H, ddd, J=8.23, 4.12, 3.02Hz),
.87 (1H, dd, J]=12.08, 3.02Hz), 3.70 (3H, s),

w W

.66 (1H, dd, J=12.07, 4.12Hz), 2.56 (1H, bs),
1.55—1.65 (4H, m), 0.85 (3H, t, I=7.41Hz),
0.84 (3H, t, J=7.14Hz)

R;=0.50 (hexane/AcOEt=1,/1)

EHigl4 TERFIAREITZATIL (3 b)

THPTAXFI) (4b) (730mg, 2.30mmol) o)L (11.
5mL) W#WIZDIBAL-H (2. 55mL, 2.53mmol, 1.1eq.)
Z—48CTMA, l1KRAERLZ RIGREEMIZ0OCTIY /—I)ILEKEMA.
o514 FTEBEMZEABELE. BoNAB T BEEEEERT 2 EEAOTHMKRY
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H(690mg) MEoh, HEZITHODTRORIGIZAWZ., EWTHERY (6
90meg) KryZ7UNBITFIV (1.15mL, 10.6mmol, 4. 6eq.).
l,4—diazabicyclo—1[2,2,2] —octane (258mg,
2.30mmol, 1.0eq.) ZRIRETMA., 5 HEEEL . TOBRKIGRE
WEBWHREBERBERITHLECOMKYE (7 25meg) RSN, BFRET
CROFUSIZHW ., HAERY (7 25mg) OTHF (4. 6mL) @iKRIC MY
IFIT7I2 (0.96mL, 6. 9mmol, 3.0eq.). HMKE®E (0.43
mL, 4. 6mmol, 2.0eq.) ENN=-ZAFINI7I/EYI> (84.
3mg, 0.69mmol, 0.3eq.)Z0CTHA. ZDEE3 07HEEL .
RISREWIKkEMA, BFEETF)LTHHE L., KTHEEFLZ., W TEKERET
MUDLLETERSE, BEVEZABL., BoNlrkEBREREBERE. 14t
R VATV ASLTHEETLETE M AEMTIXATIV(3b) (504
mg, 1.21mmol, NE53%, 3steps) OZTATLFAYT—DRE
YEEACOMRMESE L THEZ.

'H NMR (300MHz,CDC1l;) 6 6.41—-6.39 (1H,m),
.77—-5.76 (2H, m), 4.65-4.61 (1H, m),

(@2

4.33—-3.98 (8H, m), 3.93—-3.37 (6H, m),
2.12—-2.10 (3H, m), 1.70—1.60 (4H, m),
0.96—-0.86 (6H, m)

R;=0.60 (hexane/AcOEt=1,/1)

L5 —roxTLZXFI)L (2 b)

—boA%#>(0.46mL, 8.43mmol, 15eq.) DXy /—)L (1.
OmL) #ikICKOH (0. 6 1mmo 1, 1.1eq.) Z20CTHA., 304
Bl zoRIL&EHM(3b) (233mg, 0. 56mmo 1) DT¥/—)L (0.
9mL) BKRZO0OCTMA., ZRTARMBEHRL 2. BRGEBRER, @AEL
T CRZULKBERTHML, ERYEEERIFIVTHE L2, HiEYE Bk
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B b ULTESS R, BEAERERE, HAERMES VAT IVA S LA THER-
5L, ZhOLAFIN (2b) (154mg, 0.3 7mmol, K66 %)
DIZTATUVAR—DREMEEAOMKYME L L THEZ,

'H NMR (300MHz,CDC1,) 6 6.41—6.39 (1H,m),
L77—5.76 (2H, m), 4.65-4.61 (1H, m),

1

4.33—-3.98 (8H, m), 3.93—3.37 (6H, m),
2.12—-2.10 (3H, m), 1.70—1.60 (4H, m),
0.96—-0.86 (6H, m)

R;=0.60 (hexane,/AcOEt=1,/1)

EHEFI6 bEROFZhOLZXF) (2 a)

ZhOoxXTAFI) (2b) (27mg, 0.06 5mmo l) »L¥ /—)L (0.
6mL) ##IzAK (0. 3mL), 1IN HC1 (0.2mL, 0.6eq.) £0C
TA., BRTIEERAERLE. RISESYICETIN aHCO KEKEMA T
hRIL. EAEERSTNVOALTEREIEZ, BEVZEABL. A&ZEHEE
BERMERMZEYATNASLTHEEAT S L ROoF o bOoz X5)L(2
a) (19.7mg, 0.059mmo 1, INF9I 2%) 2EGOMKMESELL TE
7o
(@] p'® +18.26 (c 0.36, CHCI,)

'H NMR (300MHz, CDC1,) 6 6.83 (1H, d, J=
8.5Hz), 4.74 (1H, t, J=8.5Hz), 4.57 (2H, dt,
J=7.4, 1.4Hz), 4.25 (4H, q, J=7.1Hz),
3.85—3.93 (2H, m), 3.62 (1H, m), 3.12 (2H, t,
J=6.9Hz), 1.71 (4H, m), 1.33(3H, t, J=7.1Hz),
0.96 (3H, t, J=7.4Hz), 0.94 (3H, t, J=7.7Hz)
'*C NMR (75MHz, CDC1,) 6 166. 2, 140.9,
131.7, 114.5, 81.8, 74.6, 74.0, 62.1,
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61.4, 31.2, 31.1, 26.0, 15.0, 8.9, 8.8
IR (neat):3460, 1709, 1554 cm™!

R;=0.17 (hexane/AcOEt=3,/1)

KEH 7T CeEROFIAFELUEBEIZATI (1)

ERoF=ZbhoxrZX57)b (2a) (300mg, 0.905mmo 1) DIk
AFL 2 (3mL) BHKIZBH;SMe, (1M, 0.99mL, 0.99 5mmo
1,1.1eq.)Z0CTmMA. BRT1RKEHEELE, TO®BBF;0E t, (0.
12mL, 0.995mmol, 1.1eq.) 20CTMA, 304ERL. &5
WEBT30HERLE. RIGREEWIZAY /J—ILEMA. BEAEEERR. A
ERMEURTINVASLATHRETSHEEROFIAFEBIATIV (1)
(281mg, 0.842mmo l, INEI9 3 %) ZEAOMKHEEL L TH.
la] p'® —18.76 (c 2.14, CHC1,)

'H NMR (300MHz, CDC1,) 6 6.80 (1H, d, J7=9.3
Hz), 4.53—-4.68 (2H, m), 4.40 (1H, dd, J=6.6,
9.3Hz), 4. 25 (2H, m), 3.78 (1H, dd, J=8. 2,
3.6Hz), 3.60(1H,dt, J=6.9,6.6Hz), 3.49 (1H,
dd, J]=8.2, 3.6Hz), 3.09—-3.25 (2H, m),
2.90-2.99 (1H, m), 1.39-1.64 (4H, m),

1.33 (3H, t, J=7.1Hz), 0.92 (3H, t, J=7.4Hz),
0.88 (3H, t, J=7.4Hz)

'3C NMR (75MHz, CDC1,) 6 165.7, 143. 3,
130.1, 80.6, 74. 4, 7 3.8, 73.6, 62.7,
61.4, 26.7, 25.8, 25.7, 14. 2, 9.9, 9.2
IR (neat) 3425, 2969, 1705, 1554, 121
5cm™!

R;=0.20 (hexane/ /AcOEt=1/1)
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FEHHl8 b=l UTEI—I (11)

3— X%/ (14.5mL, 137mmol, 5eq.) PTHF (15m
L) i, AV FEBITF)L (10. 5mL, 95. 9mmo 1, 10.5eq.).
DL-10-/h2>77—ANK B (640mg, 2. 74mmo 1, 0. 1eq.)
EERTMA 2. FoN/\KkE 6 0CT2. 5KH, FIRT1 7RMERE. D
— (=) —<%>Zbh= (5.0g, 27.4mmo 1) ZMA/. KICEEHZE
6 0 CT3KM, &5IC70CT2 1KMEHRLAEE, MUTFILTI > (0.
4mL, 2. 74mmo l, 0.leq.) ZFERTMA. BHEZEEL VAT
HNILTHRRIZETZb—IVMYTES—)L (11) (10.3¢g, PFE
97%) =EAOMKYWELL THEE,

[a] p'® +21.8 (c 1.55, CHCI1,)

'H NMR (300MHz, CDC1,) 6 0.82—-0.95 (m, 18
H), 1.55—-1.72 (m, 12H), 3.90 (dd, 2H, J=1.686,
4. 1Hz), 4.07 (dd, 2H, J=6.3, 8.0Hz),
4.14—-—4.20 (m, 2H)

'3C NMR (75MHz, CDCl1,) 06 7.8, 7.9, 8.0,
29.1, 29. 0, 30.1, 66.9, 76.7, 79.9,
113.26, 113.34

IR (neat) 2980, 1556, 1222cm™!

R; 0.4 (hexane:EtOAc=20:1)

E£REB9 TITFER (10)

T2 Zh—RYTHE&—L (11) (404mg, 1.05mmo 1) OTH
F (4mL) ®RIZZFL>FUa—)L (0. 06mL, 1.1 5mmol,
l.1eq.). AFZANEKE (0.003mL, 0.0524mmo 1, 0.0
5eq.) WA, BIRT3IKMEEHLEZ, HIO,2H,0 (287mg, 1.3
Ommol, 1.2eq.) ZMA, BIRTO. S5KMEHRL R, RINEGHIZE
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MNaHCO, kK (1mL) Z2MATHML, BAKES MY UL LT
S8z, BREMESBL. »REBHBHEEEERR. HAEBRMES I AT IV S A
THETSE, 7ILTER (10) (210meg, [WET7 0%) Z2HAOMKYE
ELTHT

[a] ,'* +12.8 (c 1.55, CHCIly)

'H NMR (300MHz, CDC1,) 6 0.90—-0.97 (m, 12
H), 1.58—-1.74 (m, 8H), 3.82—-4.20 (m, 4H),
4.40 (dd, 1H, J=1.4, 7.0Hz)

'13C NMR (75MHz, CDC1,) o 7.2, 7.9, 7.7 (2
C), 28.3, 29. 2, 29.3, 29.6, 6 7.3, 76.1,
76.6, 113.5, 115.4, 198.5

IR (neat) 2972, 1711, 1215cm™!
R; 0.3 (hexane:EtOAc=2:1)
EHEH10 T hESAMMIZIFL (9)

7IFER(10) (255mg, 0. 89 2mmo 1)IZ7Z7UIEIFIVL(O.
2mL, 1. 78mmol, 2eq.). 1, 4—diazabicyclo—1[2,
2,2] —octane (100mg, 0.892mmol, leq.) Z=RTM
A, 30CT3HERR BRICHAL, PVTFILYI (0. 25mL, 1.
78mmo l, 2eq.). MKEE (0.1 7mL, 1.78mmol, 2eq.)
ZMA. 0. bEfE## L/, EtOH (1mL) ZMA, BHHEEREERER, HE
EONTNASLTHBTHZETENFIARBIIZATIV(9) (26 9m
g, WET70%) ZEAOMKYWELL THEL,

'H NMR (300MHz, CDC1,) ) 9.75—0.98 (m, 12
H), 1.29 (t, 3H, J]=7.2Hz), 1.50—-1.75 (m, 8H),
2.03 and 2.07 (2s, 3H), 3.72-4.30 (m, 6H),
4.60—4.78 (m, 1H), 5.80—-6.40 (m, 3H)
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R; 0.4 (hexane:EtOAc=5:1)
Ehegll 1l —hFoOTXF7)L (8)

TEhFIAREMIZXTIV(9) (226.5mg, 0.529mmo 1) DE ¢t
OH (2mL) ®&IZCKOH (36mg, 0.634mmol, 1.2eq.). =
FOA%#> (0.85mL, 15.9mmol, 30eq.) PEtOH (3mL)
BREZERTMA. 4. SKREERL = NEGMIZ6N HC1ZmAHfL.
M T F IV THRNL., BAKERST MU TL ETEBSE, ERME 58 THEE
L. ARZBHEEEERR. HERYMEZUAT VA S LTHEETS o bOoT
ZF7) (8) (16 9mg, WEK7 5%) #EEDMKYEEL L THE,

[a] 5'* +7.95 (c 1.55, CHCI1,)

IIH NMR (300MHz, CDC1 ;) 6 0.76—-0.98 (m, 12
H), 1.32 (t, 3H, J=7.1Hz), 1.54—-1.74 (m, 8H),
3.06—-3.25 (m, 2H), 3.68 (t, 1H, J=7.6Hz),
3.92(dd,1H,J=3-.1,10.1H>Z) 4.02—-4.15 (m, 1H),
4.16—-4.28 (m, 3H), 4.55—-4.62 (m, 2H),

4.68 (t, 1H, J=8.2Hz), 6.86 (d, 1H, J=8.2Hz)
'3C NMR (75MHz, CDC1,) 6 8.0, 8.2 (2C),
8.3, 14. 3, 205.8, 28.17, 29.7, 30.43,
30.46, 61.2, 6 8.5, 73.6, 77.0, 81.8,
113.7, 114. 3, 129.8, 140. 8, 165.9

IR (neat) 2981, 1712, 1620, 121 7cm™!
R; 0.4 (hexane:EtOAc=4:1)

Ehgll 2 —btodF—)b (7)

ZhoxzZX7)b (8) (99mg, 0.230mmol) MEtOH (4mL)
WRIZDL—-10—-h>77 =2V B (53mg, 0.023mmol,
0.leq.) ZMARRT24KMLL, RINEGWZ MU IZFILTI > (0.
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064mL, 0.046mmol, 0.2eq.) ZMAFML. BHEAEKEELE.
MERMEZIORTNATLATHERT S baoA—)L (7) (8 1mg, UK
98%) zEAOHMKMELL THL,

[a] ;'8 +15.9 (c '1.55, EtOH)

'"H NMR (300MHz, CDC1,) 6 0.91 (t, 3H, J=
7.2Hz), 0.98 (t, 3H, J=7.2Hz), 1.32 (t, 3H, J
=7.2 Hz), 1.67 (a, 4H, ]1=7.2Hz)

2.46—-2.58 (bs, 2H), 3.14 (t, 2H, J=7.1HZ>,
3.62—-3.70 (m, 1H), 3.72—-3.88 (m, 3H),

4.24 (dq, 2H, J=1.3, 7.1Hz), 4.50—-4.63 (m, 2H),
4.72 (dd, 1H, J=6.6, 8.5Hz),

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

'3C NMR (75.5Hz, CDC1y) 6 8.2, 14. 3,
26.0, 30.47, 30.51, 61.4, 64.1, 72.9,
74.0, 75.7, 81.1, 114. 2, 130.4, 141.0,
165.9

IR (neat) 3427, 2972, 1710, 1220cm™!
R; 0.3 (hexane:EtOAc=2:1)

FEHBll 3 FII)NZbOTAFIL (6)

—roPA—)b (7) (81mg, 0.22mmol) ®THF (2mL) &K
ICHIO,2H,0 (62mg, 0.27mmol, 1.2eq.) ZMA. BRT
0. S L 2%, RIGEGWICEIIN aHCO /KkE#KR (0. 5mL)
ATHMLU, EBAKEES ML LTESESEZ., BRAVEABL. 2Kz BHE
BIEBERTDERNIINZbOIZATIL (6) (6 2mg, INES 5%) Z2EMAD
MRME L L THEE.

'‘H NMR (300MHz, CDC1;) 6 0.92 (t, 3H, J=
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7.2Hz), 0.97 (t, 3H, =7.2Hz), 1.33 (t, 3H, J=
7.2 Hz), 1.68 (q, 4H, J=7.2Hz), 3.14 (t, 2H, J
=7.1Hz), 4.25 (q, 2H, J=7.1Hz),

4.52—4.64 (m, 4H), 6.84 (d, 1H, J=8.5Hz),

9.76 (@, 1H J=1. 4Hz)

EHitll1 4 bRoF_boIXF) (2 a)

BN =_bOLAF) (6) (62mg, 0.1 9mmo 1) ®THF (2m
L) HRICNaBH, (7mg, 0.19mmol, 1.0eq.) ZX. [ERAT
1EERL A%, KIGREEMIZ0. 1IN Hi#E (0. 5mL) ZMATHFfL,
TAKMET MU LTEESEL., EAYMZESBL. 2RZEMHAEERL. 4
e UATIVASLTHETSE, EROoFZhnI A7) (22) (6
Omg, NEI 5%) Z2WAOHKYEL L TiH, NMRIIEHKH 6 DILEY)
(23) DBOELFELTHo%,

Ell 5
D-7oE/—X—-4,5-0—7t%=)litEa®m (14)

PIFINTRIPAFATEY—IN(3.97g, 1.5eq.) DPAFIVEKI
LA7VIF (30mL) W&IZ,. D—75E/—X (3.0g, 20. 0mmo 1),
P—MIVIZANKE (0.19¢g, 0.05eq.) Z0CTHMA., ZHT20
RefH T %5, NUIZFIV7 > (0.28mL, 0.1eq.) #MAHHL, &
WEERR, BBRIFIN-FHRGBEZRAWUATINVAS LD NI S
T4 —THRETSE, D-7I5E/—ZX—-4,5-0-7t5—LLEH (14)
{1.93g, 79% (56% conv.)} ZEAMKHELL THES.

'H NMR (300MHz, CDC1,) 6 0.90 (t, 3H, J=

7.1Hz), 0.96 (t, 3H, J=7.1Hz), 1.64 (a, 2H, J
=7.1Hz), 1.74(a, 2H, J=7.1Hz), 2.40—-2.50 (b,
1 H), 2.93-3.02 (b, 1H), 3.84 (dd, 1H, J=2.1,
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12.8Hz), 3.93 (dt, 1H, J=3.6, 5.2Hz), 4.14 (
dd, 1H, J=2.9, 12.8Hz), 4.23-4.29 (m, 1H),
4.34 (dd, 1H, J=5.1, 6.7Hz), 5.20 (dd, 1H, J=
3.6, 4.1Hz); '*C NMR (75MHz, CDCl,) & 8.9,
9.2, 29.1, 30.3, 61.1, 70.2, 72.7, 75.7,
92.0, 113.9; IR (neat) 2980, 1556, 122
2cm™'; R; 0.5 (AcOEt)
FEhapll 6 FIVIINIAFVUITALEY (1 3)

D-75E/—Z—4, 5-0-7t&—)Lted (14) (3.25g, 14.
9mmo 1) ®THF /H,0 (1 5mL/6mL) BAEKEKIC. K10, (5.
14g, 1.5eq.) Z=EIRTMA., 2 2KEERT S, RIGKETH., IRIKEHEE
BTFILTHRRL, BAREF U YA ETERTS, LI F3iBicL 0 EK
MERE, APIROBERB LR, BFEIFIL —\FH U REGBEHEA WY AS I
NSLIOT TS T4 —THBTHE, FILINTSHFYIAEY (13)
(2.90g, 90%) zEamikmELL TH5.

'H NMR (300MHz, CDCl,). 6 0.91 (t, 3H, J=
7.2Hz), 0.98 (t, 3H, J=67.1Hz), 1.65 (q, 2H,
J=7.1Hz), 1.80 (q, 2H, J=7.1Hz), 4.08 (ddd,
1H, J=0.8, 4.9, 12.1Hz), 4.47 (dd, 1H, J=2.2,
8. 2Hz), 4.53 (ddd, 1H, J=0.8, 3.3, 12.1Hz),
4.58—4.64 (m, 1H), 8.02 (s, 1H), 9.73 (d, 1H,
J=2.4Hz); '3C NMR (75MHz, CDCl,) 6 7.9,
8.7, 28.9, 29.2, 61.1, 76.2, 80.4,

115.5, 160.3, 201.9: IR (neat) 2980,
1556, 1222cm’;

R; 0.50 (hexane/AcOEt=2,/1)
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EWpll 7 TEMRAEMIATI (1 2)
FVINTAEFEI T AAW (13) (0.417g, 1.93mmo 1) K7 ¥
Y)JLEIF) (0.63mL, 3.0eq.). DABCO (0.32¢g, 1.5e4q.)
EERTMA, 9 ORISR T 2. RISKTH, 7Z7UNVBIFIEDABCO
& WL FCHRES. HAERMATHF (3mL) KEML. FUTFLT I (1.
34mL, 5eq.). ®AEE (0.55mL, 3eq.) Z0CTMA. 304
W#T5, T /) (2mL) 2MALE. BRBELEEIFL AT
BEBEZMW VAT ASLIOR NI T4 —THRBTZE, TERFD
RERMT AT (12) (284meg, 41%) ZEAMKWEE L TES,
'H NMR (300MHz, CDCl,) & 0.88 (t, 6H, J=

"7.1Hz), 1.31 (t, 3H, J=7.1Hz), 1.64 (aq, 4H, J

=7.1Hz), 2.12 (s, 3H), 4.07 (m, 1H), 4.18 (m,
2 H), 4.24 (q, 2H, J.=7. 1Hz), 4.40 (dt, 1H, J=1.
2,9.9Hz), 5.88(d, 1H, J=4.7Hz), 5.90 (s, 1H),
6.42 (s, 1H), 8.07 (s, 1H); '*C NMR (75MHz,
CDCl;) 46 8.0, 8.2, 14. 3, 21.2, 30.3, 30.
6, 61.5, 64.2, 70.8, 75.7, 114.2, 128.0,
136.9, 160.8, 165.0, 169.5; IR (neat) 2
980, 1556, 1222cm™*'; R; 0.53 (hexane/ Ac
OEt=2,/1)

EHi#18 bRoFZbOIXFIL (2a)

T rFEIAREMITATIV (12) (0.138¢g, 0.3 8mmol) oLy ./
—)l (3mL) HEIZ=ZroA%¥> (0.41mL, 20eq.). KOH (0.0
64g, 3.0eq.) OKEIKR (1mL) ZiMA. BIRT2RHEEET D, KR
T8, BRZEFEBETFIVTHRL. EARET M) OLETHET S, 251
FRABIZEVERMERE. SROBEEERE. BFBRIFTII —AFH EABE
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é%MVUﬁEwhﬁhﬁnvbﬁi?4-f%ﬂ?é&‘tFD#&:me
A7) (2a) (0.862g, 68%) ZMEMKMELL THS, NMRIIE
il 6 DILAY (22) DBOERL TH -7,
2EZH 1 TNVINTTFUBEIATIV (16)

erOoFiAFtE EIATI (1) (38mg, 0.1 1mmol) @TH
F (1.4mL) B#®IZHI O,2H,0 (31mg, 0.13mmol, 1.2e
q.) Z0CTMA., TOXFE 1EHERL . RIGBRERY ZBFik 2T )L THIH
U. KRB ML ETHZESE, BEVZEABL. A2REZERBERER
T5E, FIVINTTFOBIATI (16) (33mg, 0.1 1mmo 1, INE

100%) #EAOMKYEE L TE-.

'H NMR (300Hz, CDCl, 6 9.70 (1H, d, J=
.8Hz), 6.88—6.90 (1H, m), 5.11-5.05 (1H, m),
. 50—4.55 (2H, m), 4.25 (2H, q, J=7.1Hz),

w W

.44 (1H, quin, J=5.5Hz), 3.14—-3.00 (2H, m),

—

.45—1.64 (4H, m), 1.32 (3H, t, J=7.1Hz),
0.86—-0.96 (6H, m)
&2 —btoronFtr (17)

RIWINTTFUBEBIATIN(16) (33mg, 0.1 1mmol)DTHF (1.
4mL) BWIZNaHCO, (96mg, 1.13mmol, 10eq.) OKE
# (1. 5mL) ZMATOCTL 047MEHL., SH5IBRTARRERL .
RISBERY ZEHBE TV THHB L, BEKEET M) UL ETHBERIEL, BRE
WesrBl., »REBHFEHEEBERR, SoNHWERYMZ U AT IV S LTH
Hyszt-bporsonFt (17) (18.4mg, 0. 06 1mmo 1, INZE
56%) 2EAOMKYMELL THL.

[a] p'®—65.58 (c 0.61, CHCI1,)

'H NMR (300MHz,CDCl,;) 6 6.86—6.88 (1H,m),
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4.78 (1H, ddd, J=1.9, 5.8, 10.2Hz), 4. 54 (1H,
m), 4.2 5 (1H, q, J=7.1Hz), 4.24 (1H, q, J=
7.1Hz), 4.06—4.09 (1H, m), 3.41 (1H, quin, J
=5.5Hz), 3.07-3.14(1H,m), 2.90—3.00(1H, m),
1.45—-1.64 (4H, m), 1.32 (3H, t, J=7.1Hz),
0.86—-0.96 (6H, m)

'3C NMR (75MHz, CDC1,) 6 165.1, 133.6,
129.5, 8 2.6, 73.8, 68.6, 61.2, 26.8,
26.6, 24.'9, 10.1, 9.6

IR(neat):3463, 2942, 2884, 1756, 1215
cm™!

R(=0.4 <(hexane/AcOEt=2,/1)

BERI T /7IINa—-) (18)

—bozrondttl (17) (75mg, 0.248mmol) LY/ —)b
(2mL) BIRICHEHRH K (9 8meg, 1.49mmol, 6.0eq.) 1N H
Cl (1mL, 0.4eq.) ZFRTWMA. 1 2KREERLLEZ. RIEESHICE

CHINaHCO, B EMATHIL, BAKEF YDA FCERSERE, BE

WeEtro1 b2@L. 2WREZREEERRR,. SonlERMES )BT IVA
SLTHETZEYI /7NN —)L (18) (81mg, WEK100%) 2575~
'H NMR(300MHz,CD;OD) 6 6.77-6.80(1H, m),
4.20 (2H, aq, J=7.1Hz), 3.96 (1H, t, J=3.8Hz),
3.82 (1H, t, J=2.5Hz), 3.42 (1H, quin, J=5.8,
Hz), 3.13 (1H, ddd, J=11.5, 5.5, 2.2Hz), 2.58
(1H, dd, J=17.5, 5.2Hz), 2.20- 2.30 (1H, m),
1.62—-1.45 (4H, m), 1.29 (3H, t, J=7.1Hz),
4.11 (6H, q, J=7.4Hz)
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BESE b ORI AT

ARHOTE ROFLAFELUBIATIVIE, RARES 2 VI TEEBEL
TEOTHRBWEER (D—tartaric acid). Y>= k=)L, KWRTIE /—
AEWRERELTL, 3—S4FY I ACEMERE L THET 2 EMNTE,
FIZ, ZOVE ROFLAFEOBIATLEREL THELYIENELDE
21T, BRENDRBICEE TSI EMNTE S,
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@ ROHIH
1. K (1) TEINALLAED.
R1 COORS
R&—4< —
NO,
HO OH (1)

(R', R?, ROWEF—XFIHEL TENENTINFINE, 7Y —)VE BHRY
U—)VE., 7IIVFIE, BT SIIVFINEXIFEREANT OREZRT, /272
LR'. RZIZRKFIZAFIVTIEARN,)

2. K (2) TREINZILED

COORS

R?\f\ NO,
O oD

10 R! (2)

(R'. R?, ROIFEFEKRE1ICFAL, DIZAEXIIKBERORERLTH S,)
3. I (3) TEREINBZILEWD.

R2CO0O COOR®

A~
0 oD

R (3)
(R', RZ, R”Et%%afklﬁlt_lﬂl‘)f‘%b‘ DidiERE2EFL, Rald7y)l+
15 JVE. TU—JLE. BT Y-V, 7S5)LEVE BRTY SLELEIES

BANTORKEERT,)
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4. R (4) TEINB{LAEY.
COOR®
R2 O/ig——\
\7L\0 oD
R’ (4)
(R!', R

PIEREL ERUTHY, DIdEEKRE2 ERLU, ROETIVFIVE,

TU—)LE, BHTU—IVE., TIIFIVE, BT IINFINEIFEENT
b OREZERT.)

—

5. R (5) TRZINBHLEY.

COOR®

R2 O/i;——COOH
0

R’ (5)

(R'. RPFFHEKE 1 LFULTHD, RFFHEREAIZHEL,)
6. R (6) TREINDILEW.

COOR®

(6)
(R'., R?, REOIFFHEKREH1LICEL,)
7. K (7)) TERINBLEW.
COOR®
2 NO,

(R'. R?, ROFFHRKRELIZAL,)
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8. R (8) TERENBZILEY.

COOR®

NO,

i
o O 0
O%Rz

R' (8)
(R', R?2, ROIFEFREH1IZFLU,)
9. 3 (9) TEINBLEY.

R2CO0 COORS

-~
AN o
O%RZ

5 R' (9)
(R'. R2, RO{FF#RE1IZAL. RAE#ERE3IIZAL.)
10. ® (10) TEXh3{LaM.

0

I~
R! © °
O%Rz

R' (10)
(R'. R2IIHRE 1ICAL.)
0 11. R (11) TEINBLEY.
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R1
O%Rz

R' (11)
(R'., R2i3z5RE 1LIZAL.)
12. K (12) TEREINBILEY.

R2CO0 COORS®
"~
o O—CHO
1
R (12)

PCT/JP2010/059889

5 (R'., R?, ROWHKHELIZHLU. RAEFHKE3IZHL.)

13. K (13) TRINZHLEY.

0—CHO
Rz\/]o\{cmo
/o
R (13)
(R!', R2IIERELICAL.)
14. KX (14) TERIN3{LLEY.

O. _OH

0 OH

P
R2

1

10 R (14)
(R'. R2ZFERELIZFU.,)
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