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LA IFIEY I X LEILF T4 1AL R Rb B ) R RA R RERA R 45 E AL bk B 75
FEF-0C( = 0)Rx [ LR (1) Wtb&4. s Har iR 25 sk & e 10T 25 H i 26
[0058] 31, ARHAE A BH (%) o Ath 7 T, B4 AR I I HE AL G B AT R 2 Bl
eI AT A

[0059]  [2-(4- FIEAIEIE ) 2K3E J-5a— ik [carbal - B -D-NMLIGA AL [ 7 v 2 € 5/
¥ F glucopyranoside] ;

[0060]  [1S,2R,3R,4R,6S]-4- FHHE —6-[3-(4- FHEIEFTR) FE I KRSk -1,2,3- =
BT ;

[0061]  [2-(4— =5 AL T2 ) R85 J-ba— filk — B —D— NGRS 280 B 7

[0062]  [2-(4- BAIGHEFIE ) RFE ]-ba— fik — B —D— LA A 258 11 5

[0063]  [2-(4- & ¥k ) KIE 1-Ba— B — B —D— ML A A M1

[0064]  (2- FEIEHIL ) —5a— Tk — B —D— ML 25 B 4T

[0065]  [2-(4- FAZEFIE ) KA ]-5a— ik — B -D- ML A A B 5

[oo66]  [2-(4- MRNZEREE ) ARFE 1-Ba—fik — B -D- ML M Z BT

[0067]  [2-(4- IENZEREE ) A% 1-5a—fik — B -D- ML R A BT

[o068]  [2-(4- =R AEEFE ) REE J-ba— ik — B —D— ML A5 200 1

[0069]  [2-(4- FEEMILEE [sulfanyl] W& ) ZRIE 1-5a— Bk — B -D— ML A& E 11
[0070]  [3- 3 —2-(4- AT ) K& ]-ba— T — B -D- MR F A BT 5

[0071]  [2-(3— =R AEEFE ) RE J-ba— ik — B —D— ML AR A5 &0 1

[0072]  [2-(4- FEREETFAE ) -4 AEERE J-5a— fik — B —D- MLRE I 205

[0073]  [2-(3- F4RZETFAE ) K& ]-a— ik — B -D- ML H 2B 5

[0074]  [2-(4- FEREEFEE ) —4- FARIERE ]-ba— Tk — B -D- ML H 20T 5

[0075]  [2-(4- F4REEFAE ) -6 FAEREL J-Ha— fik — B —D— ML A %] 285 B 7

[0076]  [2-(4- FIAZE NI ) —4— SATE 1 -ba— Bk — B —D— NHLHRI A 25 0% 11 5

[0077]  [2-(3— JF2E ) 2R3 1-Ba— T — B —D— ML i 20 1T
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[0078]  [2-(3—- AL RIE ) ZR3E J-Ba— ik — B —D— L AR 7 28 0 1

[0079]  [5- 9 —2— (4- FARIEWIE ) 5L ] -ba— Tk — B —D— NHLARI A 25 B 17 5

[0080]  [2-(4- FASEMAMEIE 2L ) AL 1-Ba— fik — B -D- MEWI 2 8E 17 5

[0081]  [2-(4- FF2E ) 2R3 1-Ba— Tk — B —D— ML A & 0 1T

[0082]  [2-(3,4- —HIAAETEE ) 5L J-ba— fik — B —D— NGRS 25 B 7

[0083]  [2-(4- LFEFHE ) K3 1-5a— Tk — B —D— NHLAs A 25 B F

[0084]  [2-(4- FRFEFEE ) ZREE J-Ha— ik — B —D— LA A5 28 0 1

[0085]  [2-(4- FIETFIE ) KEE J-Ha— ik — B —D— LI %81 25 B 7

[oos6]  [2-(3— =S TEE ) A% 1-ba—fik — B -D- ML A BT

[0087]  [2-(4- M FFEEFNEE ) ARFE 1-5a—fik — B -D- ML R A BT

[o088]  [5— &AL —2—(4- FIARIE WL ) R5E ] -ba— Tk — B —D— MLARI A 2 0% 77 5
[0089]  [2-(4- HAZEIRIE I ) % 1-ba—fik — B -D— MEMG M A BT

[0090]  [2-(4- T EEFBEE W ) 4% 1-5a— fik — B -D- ML R A BT

[0091]  [2-(4-N, N- — RSP WL NI ) A% ]-ba— Tk — B —D— NHLARI 7 2 0% 17 5
[0092]  [2-(4- L5 WEE ) A% 1-ba—fik — B -D- ML A BT

[0093]  [2-(4- AL ) a3 1-ba—fik — B -D- ML ZA BT

[0094]  [2-(4- BT ZEREE ) A% 1-ba—fik — B -D- ML R A BT

[0095]  [2-(4- FASEFREE ) 2REE J-Ha— Bk — B —D— MLRE 20

[0096]  [2-(4- FIAZE 3L ) -5 =g I MENy —3— 2k 1-Ba— filk — B —D— NHHR I 25 8% 11
[0097]  [3- A4 2E —2- (4- AL WIE ) R0E ] -ba— Tk — B —D— NILARI A 25 0% 17 5
[0098]  [2-(4- FARZEFAL ) -3- HEERSEE J-Ha— Mk — B -D— Mg i 25 8 17 5 DL &
[0099]  [2-(3— R —4- FAZEFAE ) RE ] -ba— Bk —a —D- MR 2B 1Y 5

[0100]  [4-(4- BRAEERIE ) mEmE —3— 2 1-5a— Bk — B —D— NHkAs A 2500 F

[o101]  [2-(4- FREEFIE ) 2R3 J-ba— Bk — B —D— MLRH I 20BN 1

[0102]  [2-(4- &JmZETFEE ) ARIE 1-5a—fik — B -D- ML 2B

[0103]  {2-[4-(2,2- &Mt ) R ] 2R ) -Ha— Tk — B —D— ML A1 25 0 1
[0104]  [2-(2,3- &R FFMRI —5— ZE L ) L ]-ba— Tk — B —D— ML PRI 7 25 B 77 5
[0105]  [2-(3- 3 —4- FETREE ) K5 J-Ha— ik — B —D— ML %81 25 B 4

[0106]  [2-(4- F4RHE —3- LA ) 2R3 ] -5a— Tk — B -D— MM A &0 1T
[0107]  [2-(4-MiEme —1- JE7R5E ) R J-5a— ik — B —D— MLAA %81 235 B 4

[o108]  [2-(3— %l —4- FSIE WL ) R ]-ba— Tk — B —D— MLARI i 2 0% 17 5

[0109]  [2-(3,4- W FF A 0E W3k ) K%L ]-ba— Tk — B —D— MHLARI A 2 0% 17 5

[o110]  [2-(4- AT 2R ) A% 1-ba—fik — B -D- ML R A BT

[o111]  [2-(4- ZBEEE 5L ) -k 1-Ba—fik — B -D- ML A BT S

[o112]  [2-(4- FEREEFAE ) -5 AEERE J-Ha— fik — B —D- MLME R 205

[0113]  [2-(4- ZEEEEE ) WEWy —3— 2£ 1-5a— i — B -D- LM 29 BT

[o114]  [2-(ZRIFMENy —2- F% ) FBESRSE 1-5a— Tk — B —D— NILARI A 2 0% 17 5

[0115]  (R)—{2-[1-(4- RNFEREL ) LIE ] K | -5a— B — B -D— ML H 2B 5
[0116]  (S)-{2-[1-(4- HNFERIL ) 4FE ] ZKHE ) -5a— Wi — B -D— MWLM R A5 0 7
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[0117]  [2-(4- RN ZEREE ) —5— FJLmENy —3- 2& 1-Ba— filk — B —-D— LW BE 1T 5

[o118]  [2-(4- ZF& W3 ) —5— FIAEMEWy —3— 58 J-Ha— Bk — B —D— ML ARg i 26 0 1

[o119]  [5- & —2—(4- BANFERIE ) WEWy —3- J& 1-Ba— fik — B -D— ML HI A B 1T ;

[0120] (IR, 2S,3R,6R) —6-[2-(4- HNFERIE ) R4 I ]-4-C2 ) B2 4-4 -1, 2,
3_ 5@? H

[0121] (IR, 2S,3R,6R) —4- 2 & —6-[2-(4- FEEFTE ) XEE I 4- & 1,2,
3- =¥ ;

[0122] (IR, 2S,3S,6R) —4-[3-(4- LHEEFE) AE 1-6-(FFE) B 4-4-1,2,3- =

[T

[0123] (IR, 2R, 3S,4R,5R) —1-[3- (4~ LHFE ) —4- FEIRE 1-5-(FFE) H -1,
2,3,4- JUEE

[0124] (IR, 2R, 3S,4S,6R) —4-[3-(4- LI ¥ ) 4- FEERE ]-6-(RFE) FE -1,
2,3- =% ;

[0125] (IR, 2R, 3S,4R,5R) —1-[2- L& FE -5-(4- LFEFE) xE]-5-(FFE) -1,
2,3,4- JUFE

[0126] (IR, 2R, 3S,4S,6R) -4-[2- L5 FE -5-(4- LFFFR) FKE]-6-(FFE) -1,
2,3- =% ;

[0127] (1R, 2R, 3S,4R,5R) ~1-[6-(4- LFEFIE ) -2,4- —HHEERE |-5-(FRFE)
& -1,2,3,4- P4 ;

[0128] (IR, 2R, 3S,4S,6R) -4-[6-(4- LFEFEE ) -2,4- —HHEEFRE ]-6-(FFFE)
. -1,2,3- =,

[0129] (IR, 2R, 3S,4R,5R) —1-[6—(4- LFEFIHE ) —2- IR J-5-(FFE) H-1,2,
3,4- PUEE

[0130] (IR, 2R, 3S,4S,6R) -4-[5-(4- LFFIHE ) —2- FEIEKE ]-6-(FFFHE) R -1,2,

3- =7,

[0131] (1R, 2R,3S,4R,5R) -1-[6-(4- ZFTFH ) —2- FEERE ] RAHEKS D -1,2,3,
4- JUEE ,

[0132] (IR, 2R, 3S,4S,6R) -4-[5-(4- LEFHE ) -2- FEEAERE |-6-(FHFE) H -1,
27 3_ E@? H

[0133] (IR, 2R, 3S,4R,5R) —1-[5-(4- LFENFE ) -2- ZRPAERE ]-5-(FFE) 3
= -1,2,3,4- P ;

[0134] (IR, 2R, 3S,4S,6R)-4-[6-(4- N JE R I ) -2- P LR J-6-(R P XE) ¥
c-1,2,3- =%,

[0135] (IR, 2R, 3S,4S,6R)-4-[3-(4- ZH ") FIL ]-6- () B -1,2,3- =% ;
[0136] (IR, 2R, 3S,4S,6R) —4-[3-(4- FILFEIL) FKIE1-6-(FRFE) R -1,2,3- =fF ;
[0137] (IR, 2R, 3S,4S,6R) —4-[5-(4- LI FIH ) —2- Fo R 1-6- (%) M2 -1, 2,
3- =% ;

[0138] (1R, 2R, 3S,4S,6R) —4-[3-(4- AN IEFER ) HE J-6-(FHFE) . -1,2,3- =
(T3P
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[0139] (IR, 2R, 3S,4R,5R) —1-[5-(4- LI FWIH ) -2- ok ] -5- (R E) 2 -1,2,3,
4- PURE 5

[0140]  (1S,2R,3S,4R,5R) —1-[5-(4- LI FIH ) —2- padk ] -5- (R ) 2 -1,2,3,
4~ PURE

[0141] (IR, 2R, 3S,4R,5R) -5- F I —1-[3-(4- IR ) 7R3 1 3R 2 -1,2,3,4- 111
LT3

[0142] (1S, 2R, 3S, 4R, 5R) -5 F HFE —1-[3-(4- AR ) K& ] 2 -1,2,3,4- 14
LT3

[0143] (IR, 2R, 3S,4S,6R) —4-[1-(4- LFEFIH) -1H-Wbg -3-FE ]-6- (R FHE) B -1,
2,3- =,

[0144]  FRHRE A B LAt J7 10, S 08— PR A Na'— i 25 Bl LAk AR 0 A8 A i &
FRX (D K &R A &Y.

[0145]  HR4f A% s B B LAt 7 18, 4 4R — i FH T Py sl o 4610 A sk 5 3= AR M BB PR e (1
RUBE PRps ) Bl B S AR ERE PR (2 8 JR 95 ) S0 PR AL pan IURREE 5 | )6 1R 0 Bk o
MG IHIE B FERE R & Lid S (D W 52 &9 .

[o146]  ARYE AR BH At T 1, J At — R B dEts B (D 1t &9 eidl 3 /g oa 7
)RR IR TR S AR T B PR (1 RO PR ) TR B ZR AR M R PR (2 2R R
T ) 5B AT R R v T A 5 | A P T o B RERE R T 7 BB 9T 77

[0147]  7E LR Q" ~ @ o, RNRPRP VAR thm] LA ks b o % B 8 F2 3 L C—Cs B
HE\ CCyy BRI B -0C (= 0) Rx (L, Rl L, RY RV RSV RE R R AR Ik B A 3
[0148]  FEARKRBIMLED, n RIER 1, %G, A LIEN —0— -NH-, R AL N —0-
[0149] £ BIRX (1) Hr, Ar' R Ar? 2 BRI AR 1 ~ 4 DI HB PR RIS Rb BUR 51
VE Ky Rb, A3 Ry B 2 S 1 s 523 W DARE 1| ~ 4 Mk s 2 R 1 Bk el 3 a2 A A QR E
FRIP) C,—Co BEFERN Co—Co Pt 7T LUKY 1 ~ 4 ANk H i 32 R 7 R R B 2 R i U B U
[¥) C,—Co FEAATER C,—Co ML sHIE 1C,—Co KEIEMAMETL S AH2E SR s-NReRT (UL, Re AL
JRF\ C—Co Jt 2t C—C WEAEIRIE RIE FWEIE . C—Cy FEEMAIEIE B C,—Co B i sRE
NEJAF B C—C 5t 2E ) 55 B 6 JuAY 74 B 4 ~ 6 JTuAeHsE.

[0150]  F Ar' SRIRIFEEF R, W05 552 H8 F 5 B RIS RE & A RS 6 ~ 10 05 &
TR IR 2 A A, B AR AN RIS 2R 258 o W 5 SR R FR o O IR AL 6 ~ 10
TCHI 5 B R IR 2 M55 A, A 35 2 A5 19 JTnbL g B L | o TR L WE Iy IR | 5 R E Wy A R IR 24
PR TR I L L IE B S ORR A | S I hR A | VR A BAS L K - R WS AR | S R A AR | 2K - S I A AR L il
PAEER V| R BRI TR | R R MR IR | S MR AR | 2 S I AR TR | IDK MR EAR | 2 K MR IR | = AR IR
P o 11157 NN 1371k 7 NN ed 7 417 7 N 41757 NN 52 N B 2 e S S [ Wl v v 2 S
ZRIE B B A NERERS IR A WG| IDEER DRy BA A TR Ry BR S RIRIER | 2R A EA | oL PR EA
a0 A 2 S /1B k| S SN A 3 - S 413 e SN D W AL [

[0151]  H Ar® RORIFEFH, 55 R Fe I (2558 B [azulenyl] s 4% 05 38 2 FREE MG 3L
| PO 55  Mpb g 265\ WS BRI | S A PR O W W)y R L A WO Wy I | TR MR 55 2 e g L MR MR L O
FEE MR | S MR L | 2 T S I I B bk R | | A TR R | R R L | S L | R T
S WML | DR A I | T IR M | WL | R M e | R I TR MR I AL AE
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Ar® {3 A R FE 280 MRy I KRRy I KR R MR L R R el 2, 3-
SR TR S, B AL Ay RS KO RE R B 2, 3- AR IFRRIRE

[0152]  AUiBHAS, “C—Cs s ” RFRIEL 1 ~ 6 [ EARER  SCRER I bedE, 56 40, F
FEVCHELVIENE RN EEVE TR TR R TR BT BB 3 T &2 FET
F1- FE TR - CENEECE 4- PR3- AR 2- AR 1- FEK
B3 CHEET UK 2- LEET RS MENRIER C—Cq ek, W] 5128 Hi 451 dn B PR Bl 3 B
RGBT 1 ~ 3 BIbeds, R Btk 2 258

[0153]  AULBH A5, “C,—Co FABEIE” SR TR AL 3 ~ 8 MHReIE, A H ar, RN EE IR T
B VIR IRIE A I RS IR LA

[0154]  AULBH A5, “C—Cy e EE "R FRTE N e > A REL 1 ~ 6 [ ERE B BRI
R bR A, AR B, IR O8I ENEEE RINESEE. ETRE M TEE. 7T
S BT EIE IE R I - LTI - IR T AR - T IE - 2B
IS A= SR R AR 3- AR AL  2- RS A 1 - AR IE 3- O TR AL %
[0155] A5, “I53k” B4 R MEL 6 ~ 10 25 & R FE 1 95 55, A6t , 2R3
1— ZEFLFN 0 ZEFLAE

[0156]  ANUiBH A5, “C—C, R4 & b 308 X AU 7 ~ 14 B 5 bk,
RIRHIN, I - LT 2- B 1- IR KL 2- ZEIL PR,

[0157]  AULEHAS 1, “C—C,, R IE” IR EA o308 L TR IREC 7 ~ 14 1
R, BN, FREIE . - R OIS 2- RS - IR 2- AR AL
[0158]  AUiHIA5, “H 05 B 4a & 1 BL BRI e B 4R BUR AR 1 1)
FRJR T 5 ~ 10 JC 5 B RIS , ALFE 5 4, WG 325 W 1y 255  nEE s | IR AR | bl e 56 | g e
oo IV S SN S 1 S 1 S 7 S 1 S 7 1V 4 S e S 2 i SN
M S Ik P WG| PR W RRIE | S SR JE 25 o (L J2E 1) % 0% 256 DA L s 226 LG A 56 L IDR s I (L e
FEEEI 5 ~ 6 JuAL T I, FERIPL Lt eI

[0159]  ANUiBH A5, « AR EE 72 HRE N 05 23 oy BT B SCe LRI 6 ~ 10 105 B iE
FEI 75 S, R BN, JRAEIE | - 2RI 2- 2R IS

[0160]  AUiBH A5, “I AR B fe R R N 205 i o & B0 L) 1A e 14
DLk AR T ER TR R RIS R 1 5 ~ 10 JU5 & RIS FE I 28 75 5 3, A 551
T, W 42 FE L WE Y SR 6 | MEL g 4« IDK MR S 3 « b A A L AR A B L S A A L I R B
S W A A R T M A R WO MR AR O | IR S D MR AR L | I A2 L W I AR L THE MR AR
B RARRSEIE ISR RIS (X /U SOV oA X v ) (BB IE . R Ay T AT
N5~ 6 JTH AT EIE

[0161] A ULBH A5, “C—Cy e 2 AL "R AR TE N i o> R kS 1 ~ 6 [ ERE BRI
R e, AR m W, PR, L/ ENEE. R NEE. ETRE M TEE 7T
G R T A IE R I 3 P T 0- I T A - R T - 2.
IFOREE 4- PR3- PR RE R 2- MEREE. - PREEE .- T "L
Jo2- LT HAES.

[0162]  AUiHIA5H,“ = (C-Co btk ) 2 L7 F By 2 ME N Be L8 70 s 1 ~ 6 K E.
BRI e I 1 e B 2 B, 1% 2 AR B4 AT IAH R BN [F] o 1% = (C=C St 2k )
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AL W, A REs I, R FiE. AR I ERERE. CRAERE. CIETRE PR - F
TEEE P - TR TR - Tk P - BT A O - BT A S - T
RAEECHE - R T RAEU L CHE - BT 725 5%

[0163] AUt B3, “ C,=C, Feh it e Fa Ve bkl 7 A REL 1 ~ 6 B E BB HEIR
Fr B B S, AR o, AR L SR IENIR S RIS IE T AP TR R T
s BT IS I RS 3 EﬁﬁT fidE2- AT - AT - SENME.
IECOBZE 4 SIS 3- AR AR 2k 2 AL A 2L 1 - ARSI SE  3- LA T kDA
K 2— CHET A

[0164] AU A5, “C=C, e d AR EIE " FRAE A bR &L 7 HA AL | ~ 6 I EBEESL
HERRI e ZE eI WA B EE (-SO0-R) , AFEEI 40, A IR WA LA | LI WAL | 1E Y 25 A
MRS e N AR R 22  IE T J5 hm B2 A T 5 AR B 7 T B AR B BT 25 WPt
e IE SR 3 I T Z WAl dE  2- 2L T B me 2t 1 - 2L T B i it
1- CEENFE AR B  IF O3 WA Wi 2E  4- L RS WA R 25 3— AR 55 I S W e 2 . 2—
FERFE DRSS 11— S R W LS 3 L3 T B A IE S UL Je 2- £ 386 T B Wi Ik 2

faray
>3 o

[0165] AU BT, “C,—Cy KEBEmAME L ” S T (E A BT o A IREL | ~ 6 M EREsE
BEPR K e I A e SE R 2, B R 9], PP S IR 3L . £ R TR IE I L 10 N R TR IR SE L 7 A JE TR
P IE T R BAMESE M T ISR IESE . 5 T IR AL BT R mAMESE | [ RIS RAMESL 3~ 2
TR 2 R T SR RAMESL - IR T RIS - SRR | F ORI
A— FRIE R BETRTEIE | 3— AP AR AL I | 2~ AP 66 e SE MR Ik 1 - AR IR IESE (3~ 28 T
FERETERL DL N 2- BT BRI AL

[o166]  AUiBHF5H, “~0C( = 0) -Rx” AL FEHI U1, C,-C; IR [alkylcarbonyloxy
group] C,=C,, FHEREIRAIE . C—Co FERIEIAIE L C-Cpy J7 e BRI . AL, 1B N
Cy=Co HEFEFRAEIE, 1] 5128 Y L BEAE S RS IE T IR IE B R 25, 5 A ik 2 B4R
o AER CCy FFHEEE R TE, M A28 TR P AR 2 L 25 0 P IR IR AR I 2%, R I R IR IR AR
3.

[0167]  1Ey C,—C, BESIEFREIE, W] 41|28 Y F AU IR PR 4RI . S IR AR I 2, ik TR 4R 36
AT 1N C-Cy FF BT R, T 4155 RS TR AR L 2598 AR B A I 2%, I
[0168]  ASULHH 15, 1A K R R F, 7] 4125 A A0 &R+ JUR 7 R FRIBUR 7 2%.
[0169]  ASULHIISH, 4 ~ 7 JULIN IR W] LLSE A A ] DL 2 MR 53 58 4 AN A
A PVER 1AL ERIR AR S 1AL B % B R 1 BRI R R A4 5
FIIAEN, AR U, SR T IE P IR IE bR 5 , AR Sl DR TR R I

[0170]  AULHIF, “ SRR ER TG 6 ~ 10 TG 5 T RBRIR , A0 351 2K PR FI ZE 1 2%,
[0171]  ARUiBH B, “ FF FIRAAR " RIR&E 1 AL s ik A 88 BUR TR R+
(2% L F 1) 5 ~ 6 TR IS B AR, L5 I ntl i R L M| B L WE I AR 2R - WE 3 AR L RIR 37
FRFFIRIE PR | AL IE PR WA PR BA | S5 I OB A | WA AR B | 5 IR M B | S W AR AR | 5 S M AR 3RS
WEER 1| IR ER IR IR | 6 IR IR | S MR ER | 2 S IR IR R R | 2 IR R R | = IR
P o 11157 NN 3 7ic8 7 NN 7rd 7 418 7 N AL 37 NN v S N
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[0172]  ARULEHAI A, “ 23R8 7 2R 0T LLSE A ATt m] DL A W0 Bl 3 58 4 AN A &
A7 B AR TV BUR AR T 1AL BRI 4 ~ 7 TR, AR
W, FAIRTT I L At I | IR I 55 IR P LG g 56 IR A DK WARIOBR G bt WA JEE | bk A b 3
IR AR | bR o £ QR PR 5 ML W 55 MEL P8 5 L W 6 L Ik IR L 7S PR I 2 i R 2 |
VU SR 5 Ry 2 | DY S MWy 2 AR BE R (A X H F A4 T =0 ) (TERE
AR AR, REDE R {E R E B AR 7 BT IAL R, sk
AR E -

[0173]  ARUiBHF5, “C,—Cy Wbt — 4" A&tk -0- (C,—C; Wk dd ) -0- SRR 2 M2k A,
QSR e 71 0 R = 1 S 7 A= £ - | 5 S B

[0174]  534b, ARG YD, CFE B AR A 4R O 27 e A AR S5 25 B S AR R AR IR G )
3 B A A

[0175] AR GWH B 2B R Ik o 1 B, IR IEEARIEEF 2R IANFE, A i ] fg
S RER « VB IX AP AR, B ORH AT 2126 5 3R IR L SR IR SR I IR  AF IR B IR S5 TE L
M PR OB INTR - R N IR DR IR &2 SR 5ok IR FLIR E R IR A TR TR IR
PRI « TR S DR s RA 2R A 2 IR S5 B T 2 SE IR IR N 12 o 5340, VR SHE 1k
(K2R, AT ZE Y S0 B0 B A R AR O LR B B 5 5 I Ol SRR S HLARE i
(K35 5 5 2 IR 1 2 PR S i M 2 R T K S A 3

[0176] 1, AR BT S, G KEY) AT 25 H & FE RGN 2 2%
[0177] T U BH, A O BH AL A ) AN PR T 3 STt 49 i 2 4 & 40, T A A G 43
I EIA (1) RamBIER CbehT A K LT 25 .

[0178]  54b, AR, i iE e T e A AN A8 FiR = (D &L &
AR Jy O] 25 I B AL G D BT B TR 259 o AR N T AR i BH AL G40 (1) T 1k 24 P 1 25
B, 7] 5128 HLE Prog. Med. 45 5 3% .45 2157-2161 U1 (1985 4F ) i gk iudE A fide ) )14
J& 1990 ST (PR 55 7 285y b 28 163-198 Torhid #i R A .

[0179] ARG, AT DIARHE 2% T H R A B 4R i O SE B R S R AL, K FH 25
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e, ] A2 H ) G e b ot P AR TR AR ) RS (R IR VIR I TE RS I RS
PREGIRYLSE ) 55 sV B A IFIE”, v HI28 tH B4 AW B9 AL R ) 3l kAo
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[0209] RN “RARIMHIF 7, T 228 ' ERRER « S EIRE S (5P R i,
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24§ (PPARY 05, PPAR « / v B4Zh#. PPAR & N5, PPARa /v / & EhF% ) it
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[03061 R, thm] DA FH A A A S0 0 I 28 R O S8 J B 454, A4k A4 (1Y) 54L&
(IX) 45, WTHE AL &) (XXV) , 2R, SR FH A FH A AR A 70 S5 AR A0 I & 25 1155 [RTINE AT
] ) 30 SR S 2R IR R 22 5 B0 B AT R H S A B A S AT 1 B0 ) s SR R P A4 £ 70 1)
IR, IS AR LAY XXV .
[0307]  J3Ah, A BHI AL G Pt mT L4 R4 an DL B s RS 11 el 45 -
[0308]  JAiFE 11
[0309] [ 4k 18]
[0310]

(XXVI)
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‘\\\\\OBH
H 0Bn
OBn OBn
(XXVII)
</S Ar2
&
0
.\\\\\OH
=z = OH
OBn  OBn OH  OH
(XXVIII) (XXVI)

[0311] (=N, R® 5 B30 X Rb 8 AR, Ar® 5 IR 8 SCHTA] ) o

[0312]  BIT, thm] LLSR FH A% FH A5 0500 R0 I 2 1 D 28 S B 46 A, AL &4 (IV) 5466
X) Zi, fTAE e a4 OXVID) ARG Ar® MM R8BI AL s ) RAEVER,
H AR A A (XXT) 5 AR5 » SR A FH A0 A 5510 45 1R A n S 2% R4, () I b sl 73 B
MR 2 PR FEARIE, I AR AL A (XXVD)

[0313]  F34h, A BH IR AL At mT DASE a6 an DL BT 7= IR ALRE 12 kel 4 -

[0314]  WifE 12

[0315] [ 4k 19]

[0316]

OBn  OBn
(XD) r" ; 0Bn
(VII) £
OBn  OBn
(XXIX) (XXX)

[0317] (&b, X° b5 B30 R SOMIED, R 55 1305 SR Rb 198 SUHIR], Ar® 5 Rk

& S
27
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[0318] R, AR MG XXX WA LLEE b &4 (VID) 54664 XI) 7E1E 4 1%
F R, FERATAE N HEAT O, FT A AL &4 (XXTX) , 4R, 1 A A AR A A 570 258 A AL &
FATEE BN RS, IR A

[0319]  F4b, EGURE 10 (il ek, i A AL G4 XID ARG (IX) , 7T LG A
R EY XXXT) XXX AT AY 5 EIRERE )

[0320] [ 4k 20]

[0321]

OH oH
(XXXI)
[0322] 34, A BHIR AL G Pt mT L4 R4 an DL B s I RE 13 kel 45 -
[0323]  JifE 13
[0324] [ 4k 21]
[0325]

OBn 0Bn

0Bn OBn ol

(XXXIV) (XXXV)

[0326] (b, X W37 R 5 b 30 SR Rb (98 SUIR], Ar® 5 Bl k18 SUMTRD)
[0327] R, AL WAL A4 (XXXV) Al DUB AL G (TV) 54058 — B 2EAT Ot AE
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JR, AR5 A I B B R AR AT A A G (XXXTD) , #5634, it S4044 (XXXTTT)
FEARMEALSR (B, = ( WERZENET ) 40 (001,17 - = ( RSP ek ) =&
BT 2 ) CERFE AR (BN, MAbAR (1) 25) MIAFE R RGN, #4385 ik 51
(XXXIV) , 2R, SR FH AL AR A A0 70 S (P Ak I S 4 AR S50 R 5 B 225 ke i 2%

[0328] N T UL, tbA ) (XXXID) HrT LUl E 9 (IV) 535 ST 6t X

H = L REGEIAT A Bk 2% -
OH
o CHO N . N "
1711 - | r L r
i @/ o > p7 @/\
X X X
[0334] 4, AR BH AL At nT DL A 4 UL B ALRE 15 kil 4 -

I, R JE AR I 5 = 2R B A & AR AR k&
[0329] W4k, A& (XXXIID) W] LA IR BLR RFR 14, fL&9) (XXXVI) 5 Ar'-M &4
VERT, S A& (XXXVID) , R JGE = FALIl - A AL S B =R RS WIAFAE T,
[0330] JiifE 14
[0331] [ 4k 22]
[0332]
(XXXVI) (XXXVII) (XXXIID)
[0333] (2P, X 5 _bocife XAHIA, R 5 B SCsE SCH Rb (98 SCARIAL, A 5 Bk iF& X
EIEIDS
[0335]  JiiFE 15
[0336] [ 4k 23]
[0337]

.‘\\\\OB n

H OBn
0Bn  OBn

2
RO W)
s

Br

(XXXVIID)

(XXXIX-I1) (XXXX-1I)
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[0338] (XA, R® 5 30w X Rb (198 SCHIAL, Ar® 5 IR SCHHIE] ) o

[0339]  BU, 4G54 (XXXX-1) W] LA A4 &4 (XXXVILD) S5iE ik 3E 2l (g, 15T
SRR ) RAEGH, A5G (V) AT OV, BB E (XXXIX-1) A AR5
AT AL INE R4 o [FIREHS, LA (XXXX-11) 7] U A& (XXXIX-11) F4RfEAL
Ik B AT HE AL N S B R PR 2 SRS, B SR A FH AR AL ) SR AT AL I U
N CRAR 75 BN N Eh PRSI R ) » A R 25 SR AR ZE AR IR 48 o Ak, 1 &4 (XXXVITT)
Al LA I a0 [ b A T A 01/27128 5 ic 8l 7 ik & i

[0340]  fbEH (XXXX) 0] LUHZ FE LLF Fros OAE 16 kil 4

[0341]  JiFE 16

[0342] [ 4k 24]

[0343]

(XXXXV) (XXXX)

(XXXXIV)

[0344]  (r, X2 R X AR RIR T R 5 B30 I Rb B8 SUHAIR]L Ar 5 B8 X
FFD o

[0345]  RI, nl DUERAEAL G (XXXXT) 3@ = ke a8 (fldn, (B T 58055 ) AR,
RIG L S EW (V) AT R, FTE AL G (XXXXTT) , R A= b iy e 5 2 1o 451 P
A R MR B A A A ARSI i, FETE 21 B R 5 R (B, 2, 27— 48
A | s SR B ) WIAAAE T AR S 1E =1 B s S (i, S =13
B IS A B AR ARG SR B RSN IR R — L e B AL 5 A%
8 RAAER], I BRIEAT R IAL , A& Al &9 (XXXXTTT) o 3255, RALE =5 1 s db 41
(o, N= SRARHRIH B AL IR IR ESS ) , AL AR R 25 e ) (XXXXTV) , R T =4 48
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AT Cfhn, DY ( =2835) BSR4 (0) . 1,2- — ( 2RIEBEE o) &4 (D) 28) KIfE
TR, LS 5 R iy (FEA 5 R iy ) AT O )T AT IR, AT A A 1
HH) (XXXX)

[0346] R fA (XXXXTV) thn] L3I LLR B s RE 17 1732k i 4 -

[0347]  JAE 17

[0348] [ 4k 25]

[0349]

Br
(XXXXVI)

B 4%

0Bn  OBn

(XXXXIX) (XXXXIV)
[0350] (=, R™ 5 3052 UK Rb (98 SUHIFD sP O IRIPSES (X R IR T A" 5 BRI
B SCHIA . )
[0351]  HP, Wik AbG4 (XXXXVI) gt TG S I pR3 3k (4, 40T 28 — AL Rkt
FE VUSRI ) UAT IR G, (T H Sl e B2 (n, IE T 3R485% ) RAVER, AT
H5EY V) 34T RN, T AL EY) (XXXXVIT) o 3835, B 56 T8 49 o PR AR AR A
PreFEAY, BOBK P T BE AL e AR B A AR, AR 4 1) B RS R (Hian, 2, 27— il
st ) EBOE AR FEE) A EE T, A 5IE S 1 B IR RN (4, S0 =T 555K
AT RS S AR R O B R O IR — AR S BUR A A IR ) K
FEAER, LA G (XXXXVITD) o B, ST R4 BG4 (XXXXIX) J5, K H
&I RAAAT (BN, 78 X O IRIRF Y6, 7 = BB AT, A A N- SRARBE I BE
& R VU BRAGBR S 554 ) AT LG A &4 (XXXXTV) .
[0352]  fb&4 (L) thnl DA CLR B e 18 I 7 vk il & -
[0353]  ViifE 18
[0354] [ 4k 26]
[0355]
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OH
R ~\OBn
G o~ Ar? n = Ar? 2 Ar?
H 0Bn | _— o R —\\ I R 1 - l
0Bn OBn 0 0
i 8 ¥
wn (VIII) 0Bn F& WOH
5 HIER L

I 0Bn Y OH

o 0Bn  OBn o4 OH
\0Bn (L (B)

0Bn %Bn
(LID

[0356] (X H, R 5 0@ S Rb (198 SCHITAL, Ar® 5 A& SCHHIA] . )
[0357]  HP, fEViAE b il d, A& LD & &y 1D REHEY
(IV), if ULl s AR LG (L) o 4654 (LT wTEER A SCER (J. Org. Chem. 63 455668
L1998 4 ) Hd i TR A B s & (LID) W EER A SCHR (Tetrahedron.56 45,7109
1.2000 4F ) Hhid i ik G Rl
[0358]  JiAk, A A4 G ] UL R GAURE 19 B 77k 4%
[0359]  yiiFE 19
[0360] [ fk 27]

[0361]
2
X B (OH)
(XXXIII) LVII)
Ar Ar
17
R RE—
Tf
0 o
W\OBn
E N\OBn
: g X
E 08n 2 0Bn i H
OBn OBn OBn  OBn OBn 0Bn OH O
V) (LIV) (Lv) (LVI)

[0362] (=N, RV 5 B3 SURI Rb (198 SCAHIF] X 5 B30l SCHTR] sTE = 80 F e Tk
PEEE sAr? 5 _ERE AT )

[0363] B, 4E@E L& (V) P U 7 b — MEmERIR (LIV) 5 e Y
BOOETEEE) MEH TAEY XXXITD , FHAHMIRES (IR = FR5E ) AT m 1S 2]
Ktk &4 (LVIT) e, FEARMAL TN (DU ( =238 ) BRAEAE ) 748 FHEAT AL, k] LLAR
FMLAEY (L) o TRl HAE T RS AR AE T, SN S AT A2, B e mT LA & A&
Y (VD) .

[0364] A K AL S IIHI% AR T BRI 75 Ak B R4 A 4t mT DLIE o491
WFE 1~ 19 HEFTEREN TFE A a k4 .

[0365] AR BIIKIAL G AN B SGLT2 FiilfE T, i H B A 7 9 254 K0 R4 1, 191
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RIS E T 28 VRO P 25 380 B M 22 e 5 o DRLUtE, AR B AR B, T AgR At — i A TR
Ry B MBI RE R (1L 200 e ) I8 B Z2 AR MR A PR (2 B0 P ) 55 EAHE P M ERT sy
IMBERE 5 | S IR AR o3 115 T EIE B SHEAE B RS slia 7 CReA2 697 ) 1 BT IR B A
K2 AHED)

[o3e6] [ SEjifs ]

[0367] LA FH S Jih 451 R X560 451) S 8 e 130 B A A I R P 2%, (ELAR D B AN 523K 286 Ry 5 11 PR
JE o

[0368]  7ELAFRSLE , g5 HA LS X -

[0369]  NMR :RZ LRI (TMS AR ) WMS « JFUE /> M (E « HPLC « B8R AH (i

[0370]  NMR. MS.Fl HPLC A FH LA F XS AT I 5 -

[0371]  NMR :JEOL JNM-EX-270 (270MHz) . Varian mercury 300(300MHz). 8% % JEOL
JNM-ECP400 (400MHz) ;

[0372] MS :Thermo Finigan /A7) LCQ.E# Waters 24 w) micromassZQ ;

[0373]  HPLC :Waters /~#) 2690/2996 ( A ill#5 ) o

[0374]  HPLC il € 45 1F R B2 BeA Fr s il 38, U4 LU B L8451

[0375]  FEF :YMC-Pack ODS—A 6.0X 150mm.5 1 m

[0376]  VALshAH A% HEM 0. 1% TFA/MeCN (5% ) +0. 1% TFA/H20(95% ) ZZ4L % 0. 1% TFA/
MeCN (100% ) 1£.%3% 20 2> 5P A BEBEAT VRN, SR 5 R AH R 4544 (0. 1% TFA/MeCN(100% )) F
AT 5 53 BhUEN .

[0377]  JAii# :1.5mL/ 43

[0378] A :EiR

[0379] A WNA5AF 230 ~ 400nm (143 BL &0t i 26 K

[0380] SCHE] 1

[0381]  [2-(4- 4L HE ) AL 1-5a— ik — B —D— NHkIRIfH 20T

[0382]  1)2-(2,3,4,6- VU —0- “FI& —Ha—fik — B —D— MEMI R Z B ) 28 IR T 88 1A Ak
[0383]  [/KMHER FlE (721 L.0. 557mmol) ) THF %5 (400 u L) Hhn AN =283 (146mg.
0.557mmo1) <2, 3,4, 6— P —-0— HE%E —5a— % — a —D- LR 25 BE (200mg. 0. 371mmol) J& , i
By R — W5 (DEAD.88 1 L,0. 557mmol) , 7E =30 N Hidk 10. 5 /Mo 85 S By 0k IR
9, B AS RN IRIE F I 4 TLCOR TR = LR Ol - IEC ke (1 1 3)) BHATHRS I, 15 2 br L
4 (123mg.49% ) o

[0384] 'H-NMR(CDCl,) & :1.60-1.80(2H, m) 2. 15-2. 24 (1H, m) .3. 48-3. 64 (4H, m) .
3. 75-3. 90 (11, m) . 3. 83 (3H, s) \4. 43 (3H, s) \4. 53 (1H, d, J = 10. THz) 4. 51-4. 98 (6H, m) .
6. 95-7. 02 (1H, m) \7. 10-7. 50 (22H, m) . 7. 78 (1H, dd, J = 1. 65, 7. 75Hz)

[0385] MS(ESI") :695[M+Na]"

[0386]  2)2-(2,3,4,6- VU —0- “FJ& —Ha- ik — B -D- ML A0S ) FREM & Rk

[0387] [ 2-(2,3,4,6- VY 0 3L —Ha— B — B -D- ML H ATHEEL ) KRR (123mg.
0. 183mmol) ] THF %5 (360 1 L) A — s — sun A& AL 8EEE (10. 4mg. 0. 274mmol) , 7E i
W (55°C ) HHFE 3 /M. B R NVIEA N R =S, IMAIK, H CR CBE#EL. A VLUEH
PRI ERKPEGR, THE (JCKBRIRER ) I, IR 28 MRBR 250550 o 15 21 1) 7 v H il 4 TLC (J2
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W= Ll - IECHE (1 2 3)) HATHEH], 13 2IFR 4L 5 (95mg.81% ) .

[0388] 'H-NMR(CDC1,) & :1.60-1.80(2H, m) 2. 16-2. 22 (1H, m) 3. 46-3. 74 (5H, m) .
4. 43 (3H, s) 4. 54 (1H, d, J = 10. THz) \4. 66 (2H, br s) .4. 81—4. 96 (5H, m) .6. 94-7. 31 (24H,
m)

[0389] MS(ESI") :667 [M+Na]"

[0390]  3)2-(2,3,4,6- V0 -0- Hk —5a— Bk — B —D— BELAR AT 25 L ) K PR 1) il

[0391] i) 2-(2,3,4,6- P4 —0- 7 % —Ha— ik — B -D- Mt Mg A 24 B %) 7F B (95mg.
0. 147mmol) ) — & ey (L. 5mL) H A Dess-Martin X5 (94mg.0. 221mmol) , 7F =
TR 45 8 MR PV P ik SE R 2 AN, 1 BRI R R K A . 1T B TR H A%
TLCC BRI =R LHE - IECKE (1 ¢ 3)) #ATH I, /5 2bR 54 (TTmg.81% ) .
[0392] 'H-NMR(CDC1,) & :1.60-1.80(2H, m) 2. 17-2. 23 (1H, m) .3. 48-3. 78 (5H, m) .
4. 44 (3H, s).4.54(1H, d, J = 10. THz) « 4. 73-4. 97 (5H, m) .7. 00-7. 32 (22H, m) 7. 50 (1H,
dd, J = 1.48,7.83Hz) 7. 83 (1H, dd, ] = 1.49,7. 58Hz) . 10. 4 (11, s)

[0393]  4) [2-(2,3,4,6- VY —0- 3 —Ba—fik — B -D— MLAE A M 2L ) A% 1-(4- AR
i) FEERA K

[0394] | 2-(2,3,4,6- VY —0- ¥ % —Ha— ik —B -D— itk Mg 1 24 B 55 ) 2K B B (T7mg.
0. 119mmol) ) £ BEHF W (120w L) o im0 AN 4- FF 40 2686 29 55 IR AL 85 19 0. 5M [ THF %5 W)
(480 1 L.0. 238mmol) , 7 &3 FHEFE 13 /NF o [ SNV I N A Ak B K s, T 1%
CERAEE . BANUZTE (CKBRER ) , BE R ik 4 o 145 B FH i) 2% TLC ( J&2
W= Ll - IECHE (1 3)) HATHGH], 13 2IFR 8L 5 (66mg.74% ) .

[0395]  'H-NMR(CDC1,) 8 :1.60-1.80 (2H, m) 1. 95-2. 09 (1H,m) .2. 66 (1H, d, J = 4. 78Hz) .
3.38-3. 79 (5H, m) 3. 65 (1. 2H, s) 3. 69 (1. 8H, s) 4. 33-4. 93 (9H, m) .5. 96-6. 16 (1H, m) .
6. 73-7. 42 (28H, m)

[0396] MS(ESI") :773[M+Na]”

[0397]  5) [2-(4- FFARIEFEE ) K5 J-5a— Bk — B —D— LR 4 2200 7 1 & hl

[0398]  [f] [2-(2,3,4,6- P4 —0- Ik —5a- ik — B -D- MLMGH 2505 ) 1- (4- FEIERE)
S (66mg.0. 0879mmol) H A 20 % E AT (10mg) 1) EEIR ARV (2mL) , ZEAVAUR
HERE 3 /NI e OIS S B ORI U F B VR TR AR 5 145 B K s FH A% TLC (R I
=R & PE (10 10)) SHATHRH 3 2R A ) (20mg.61% ) .

[0399]  'H-NMR (CD,0D) & :0.89-1.03(1H, m).1.40-1.60 (1H, m) \2.02-2. 10 (1H, m) .
3. 18-3. 34 (2H, m) . 3. 45-3. 51 (2H, m) 3. 67-3. 71 (1H, m) .3. 73 (3H, s) 3. 82-3. 99 (2H, m) .
4. 13-4. 22 (1H, m) .6. 78 (2H, d, J = 8. 57Hz) 6. 80-6. 86 (1H, m) 6. 99-7. 16 (5H, m)

[0400] MS(ESI") :397 [M+Na]"

[0401]  HPLC fREFES[R] :10. 6 435h

[0402]  SLjiafy] 2

[0403]  [1S,2R,3R,4R,6S]-4- FLFFHR -6-[3-(4- FHEILTIE ) KIEE ] FROkE -1,2,3- =
B

[0404] 1) [2R, 3S,4R,5R]-2,3,4- = Fa I b FHEEFE -1-[3-(4- FHEE TR ) X
5] RO RE K
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[0405] 7 -78°CF, [f] 3- (4— A FEIE ) —1- W ZE (155mg.0. 559mmol) f¥] THF (0. 80mL)
WV, W INIE T REA 2. 44M SRR (0. 23mL.0. 559mmol) , HiEkE 25 7pBh. #EFE, W0
2,3,4- = RIS (CFHEIEFE) O (200mg. 0. 373mmol) [ THF (0. 70mL) ¥ ¥, i
FE 75 e I NS AL, H O BR SBEAEEL, A AL A Sk e S,
TEARRREE T 15 . PSR4, #1520 r il iR AR (il (R = IR Ol - IE Tk
(2 : 5)) HHATKEH], BRIVEN 1R- KF 1S- AKIE SV HIFRELEY) (80mg.27% ) .
[0406] 'H-NMR(CDC1,) & :1.82-1.92(1H, m).2. 39-2. 44 (1H, m) . 2. 56-2. 64 (1H, m) .
3.34-3. 39 (1H, m) 3. 55-3. 80 (2H, m) . 3. 66 (3H, s).3. 78 (2H, s).3.87-3. 94 (2H, m) .
4. 42-5. 04 (8H, m) 6. 61-6. 84 (4H, m) . 7. 06—7. 40 (23H, m) . 7. 55—7. 66 (1H, m)

[0407]  2) &R [2R, 3S,4R, 5R]-2,3,4- = R4 5 FHEEFE -1-[3-(4- FHEETE)
AIE ] ROER A Rk

[0408]  {EUKYA R, If] [2R, 3S,4R, 5R]-2, 3, 4- = &I -5- FEIEFIL -1-[3- (4- FEE
W) R ] MO (20mg) « = £FEZ (0.008mL) F 4- I FENERE (0. Tmg) = F
Ft (0. 10mL) FH A SBRET (0. 003mL) , 72 =L FHiH: 2 /DI o 55, TEUKA T IMA LB
0 (0.003mL) , fEZ FHERE 30 23 8h. AR R EVEN K EL F S A BE 20, A ML
Ja I TEK O BR B T8 o 3R 4a 15 2 5 FH )45 TLC (R = LR L1 © IE Tk
(2 1 b)) HATHEH], B EIFREAL A (4. 2mg) o

[0409] 'H-NMR(CDC1,) & :1.85(3H, s).2.03-2.17(2H, s).3.20-3.49 (3H, m) .
3.60-3. 72(2H, m) . 3. 67 (3H, s) 3. 87 (2H, s) 4. 07 (11, d, J = 9. 9Hz) . 4. 39-4. 95 (8H, m) .
6. 72(2H, d, ] = 8. 6Hz) 6. 99-7. 40 (24H, m) .7. 54 (1H, d, ] = 7. 8Hz) .7. 65 (1H, s)

[0410]  MS(ESI") :794[M+H,0]"

[0411]  3) [1S, 2R, 3R, 4R, 6S]—4—F2 KL —6-[3- (4- A EENE) FR IO -1,2,3-=
B (1) 1

[0412]  [7] &R [2R,3S,4R,5R]-2,3,4- = F4 I 5 FHEEFE -1-[3-(U- FHEEF
) RE ] RCERE (4. 2mg) FEE (0. 2mL) —THE (0. 2mL) ¥, A 20 % S AL - Tk
(3mg) , TR e 3 /NI o 4 S VIR0 8 Bk 4, 149 20 1 e v FH il 46 TLC (JBIF
W="S et . FTEE (9 1 1) FATHEH, 15 BE R B —AEXT IR AR B4k &4 (1. Tmg) -
[0413]  'H-NMR (DMSO-d,) & :1.24(1H,dd, ] = 12.9Hz, 12. 6Hz) . 1. 48 (1H, m) . 1. 65 (1H, dt,
J = 13. 8Hz, 3. 3Hz) . 2. 43 (1H, dt, J = 10. 4Hz, 4. 2Hz) . 3. 05-3. 17 (2H, m) 3. 26-3. 40 (2H,
m) 3. 60 (1H,m) +3. 71 (3H, s) . 3. 83 (2H, s) 4. 15 (1H, d, | = 4. 8Hz) 4. 21 (1H, t, ] = 5. 1Hz) «
4. 45 (1H, br) 4. 60 (1H, br) 6. 84 (2H, m) 6. 93-7. 08 (3H, m) . 7. 10-7. 20 (3H, m)

[0414]  MS(ESI") :376[M+H,0]"

[0415]  SLjiaf] 3

[o416]  [2-(4- =GR AL AL ) 2-HL | -5a— fik — B —D— MLRH# &8k 1T

[0417] 1) (- FHEIEFHIL ) - (4~ R PAEIERE ) TS K

[o418]  FEZ/RUH, £E —T8°CH, In) 1- WALHE —2- A (3. 3g, 12. 64mmol) ] THF % ¥
(126mL) Hhifg N E T B CRtE v (1. 59, 8. TmL) , 7EAH [FIVELAEE F ik 15 73 8h. /£ -78°C
T R P N 4- = PSRRI (2. 0g,10. 52mmol) 1 THE ¥ (42mL) » fEAHE
EE T HEE 40 7380 HAE O°C R HiHE 45 B E, NI R B KIS, H GBR SR A
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YA HUZ R 2K, T (E/KTIRES ) Ja , s 28T IR 07 o H 15 B 15k
AR (BB =R LN @ IECHkE (1 1 10)) TR, 75 208 G b @itk &
¥ (3.03g.77% ) »

[0419]  'H-NMR(CDC1,) & :2.98(1H, d, J = 5.8Hz) 5. 01 (2H, s) .6. 02 (1H, d, ] = 5. 6Hz) .
6. 84~7. 00 (2H, m) \7. 03-7. 37 (11H, m)

[0420]  2)2-(4- = F AT ) MG K

[0421] ) (2- "FAEEZRTE ) - (4- =R AR ) FRE (1. 5g.4. 0lmmol) 1) FHBEH W
(27mL) FmA 20 %6 A AL (150me) , FFHIIA 36 % HC1 (0. 33mL) « 7EZV/ TR P HiHE
16 /NI VR EI A 0°C, INANERIRER (0. 54g) » BiHt 30 7380, M AL TRt U8 o ¥ 7 el s 7%
TR 2, AR R ARAE AR AT 0l (BT =Rl © IECHE (1 ¢ 10)) HEATHEH, 153
2 A EE A AR B A (1.058.97% ) o

[0422]  'H-NMR(CDC1,) & :3.98(2H, s) \4. 83 (1H, s) 6. 77 (11, d, J = 7. THz) .6. 89 (11, t,
J = 7.3Hz) .6.99-7. 13 (4H, m) \7. 23 (2H, d, J = 8. 1Hz)

[0423]  3) [2-(4— =G AR R ) 2R5E J-ba— Tk — B —D— L AR A5 2 0 17 1K &

[0424]  FEHESRIH, VKA R, 1) 2-(4- = F FEELEFE) KB (298mg, 1. 11mmol) (1) F
RV (2.5mL) TN 2,3,4,6-PU —0- X —5a—BK — a —D- LA AT 258 (400mg+ 0. 74mmol)
F="T 2% (0. 28mLy 1. 1lmmol) Ji& , ZEAH FIEE F M P A A — R MEi% (TMAD 191mg.
1. 1lmmol) » —IUff e N NS T+ B SR, — Ui e — o 1 S5 S Vi s TR 4 » 415 B 7%
AR (BB =LKR Ll - IECk (1 1 10)), A& TLC( BT =LK L
B o IECHE (1 2 5)) ATARE. 152 v fd T VU &g (1. 4mL)  FIEE (2. 8mL)
o AN 20 % SEEAAEAEAL TR (20me) , FEE A T e L /N 45 73 B AR AL 38 .
VIR 251 R 25, 15 B kv F )48 TLC (JR I = &% - FlE (10 & 1)) HEATHS
i, 13 2R A 1Y) (6Tmg21% ) o

[0425]  'H-NMR (CD,0D) & :0.85-0.99 (1H, m) 1. 44-1.61 (1H, m) .2. 00-2. 11 (1H, m) .
3.12-3.33(2H, m) 3. 38-3. 48 (2H, m) . 3. 64-3. 73 (1H, m) . 3. 93 (1H, d, J = 14.8Hz) .
4.07(1H, d, J = 14. 8Hz) \4. 12-4. 23 (1H, m) .6. 86 (11, t, J = 7. 3Hz) \6. 96-7. 17 (5H, m) .
7.29 (2H, d, J = 8. 6Hz)

[0426] MS(ESI") :428M]"

[0427]  HPLC fREFESIR] :12. 7 43%h

[0428]  SLjiaf] 4

[0429]  [2-(4- B RHE ) AHL 1-Ba— Bk — B —D— NHkIe ] 25 Bk 11

[0430] 1) (2- FHEERIE ) -(4- RWAEK ) FEIE K

[0431] FER AW, £ -T8C T, | 1- FH I -2- R K (4.4g,16. 72mmol) 1] THF %
Vi (168mL) H g i E T R DT E I (1. 59M, 11. 57mL) , 75 AH [ T B+ 15 43 8.
16 -T8°C, A AS W i I 4— IR T (2. 47g, 13. 34mmo1) [ THF %% (50mL) » 7EAH[A]
EE T HiEE 30 7380 FAE O°C R HiH: 30 3 BhE, AR RALEL ARSI, H L8 LR ZH
A NLZE A& Sk e, T (ToKBRRE: ) o, IR 2810 L850 15 2 ik A
AR (BT =R LEE @ IECHE (1 1 10)) AT &, 15 276 Gk b 8ide &
) (4.08g.83% ) »
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[0432] 'H-NMR(CDC1,) & :2.96(1H, d, J = 6. 1Hz) 5. 01 (2H, s) .5. 97 (1H, d, ] = 5. 9Hz) .
6. 86—6. 99 (2H, m) 7. 09-7. 39 (1 1H, m)

[0433]  2) 1- R4 —2- (4- IRFEE ) RINE K

[0434] FER AW, /£ -40°CH, m - FHRERE)-A-|RAEHE) HEE (3.88g,
10. 5mmol) [ ZMEHEE (19. 5mL) AN = ZFERERE (1. 84mL, 11. 55mmo1) Fl = FALM £ ik
FCAz A4 (1. 33mL, 10. 5mmol) , ZEAH R T HEFE 0. 5 /Mo I AL FIRR BR B /K B,
LR CTEAEE . A HLZ P e sh /K ek, T8 (CKBiERE: ) Jio, 18U 28 TR R 5511 o
BB R A AR A (R =R RS @ IECkE (1 1 10)) BEATHRS ), 15 3 kRt
A (2.86g.77% ) &

[0435]  'H-NMR(CDC1,) & :3.95(2H, s) 5. 03 (2H, s) .6. 81-6. 92 (2H, m) 6. 96-7. 36 (11H, m)
[0436]  3) 1-[4-(2- FFEETFTE ) K& ] BN & L

[0437]  FEREAUWL, £ -T8CF, M 1- FEHEE 2-(4- R FHE) 2 (1. 5g,4. 25mmol) K]
THF %59 (16. 5mL) HHif b iE T 580 B el (1. 59M, 2. 94mL) , 7EAH FIVELAE R HiHE 30 43
B 1E -T8°CT, MW I ER S (357mg, 4. 25mmol) [f) THF ¥V (4mL) o 7EAH R
FERHEFE 50 0B HAE O°C R HERE L /DI E, I AL R K, H 1R SBEAEEL. F
AHLEHEAE HKBEG, T8 (CTOKBRIREE ) )i, R ZETRER 25050 415 I ki A RE
BRI (BT =2 O8E - IECk (1 @ 10)) BEATKSH, 15305 ek i ks 84k &4
(1. 14g.75% ) .

[0438]  'H-NMR(CDC1,) & :1.47-2.02(8H,m) 4. 00 (2H, s) 5. 03 (2H, s) .6. 79-6. 89 (2H, m)
7.02-7. 36 (11H, m)

[0439]  4)2-(4- M RIERIE ) KMy & ik

[0440]  |r] 1-[4-(2— FEIEFEE) 258 ] 3BT (1. 143, 19mmol) I BV (21mL)
BN 20 % A EAABIEAL ) (114me) , TN 36 % HC1 (0. 255mL) » FEA /R PR — )5,
AEIZE 0°C, INBRERER (425mg) , BiEHE 20 7380, B AL TR 3 o K Fm ek R 28 13 R 25,
RN RS AR (B =R 4HE - IECk (1 © 20)) HEATHEH, 152 (¢ H
bR EY) (T44mg.92% )

[0441]  'H-NMR(CDC1,) & :1.44-1.84(6H, m).1.93-2. 09 (2H, m) .2. 84-3. 00 (1H, m) .
3.95(2H, s) \4. 76 (1H,s) 6. 76 (1H,d, ] = 8. 1Hz) .6.87 (1H, t, ] = 7. 3Hz) . 7. 02-7. 20 (6H,
m)

[0442]  5) [2-(4- B JRFEFEE ) R J-Ha— ik — B —D— L AR A5 & 0 17 1K & il

[0443]  TERVSUWT, fEVKA T, 1] 2-(4- 2 ) 2Ky (351mg, 1. 39mmo 1) HYFF K
VAW (3. 1mL) O 2,3,4,6- P4 —0- FHE —5a— K — « —D— NP &8 (500mg. 0. 93mmol)
=T 2% (0. 35mLy 1. 39mmol) J& , FEAHFIEE R I P A A — R mEi% (TMAD. 239mg .
1. 39mmo1) » —IAE [ NEFE NS T 22 B, — U PidE— 0o B I N IR IR 48 5 #5452 ks
AR (BT =1ECk © &M - Al (12 0 3 © 1) FATATE, B2~
(555mg) « HAFEIFIH ) (100mg) #E T PYEWeRE (0. 9mL)  FEE (1. 8mL) 1, i A 20%
AT (12. 6mg) , FEAVSSR P HEFE 7 /NI BT U8 K ik R 28 TR b
2%, P A3 B B3R A 25 TLC (R = & Mt - FlE (10 & 1)) ZHATHEHI, 15 2IF5 4L
EH) (40mg\58% ) .
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[0444]  'H-NMR (CD,0D) & :0.79-0.96 (1H, m) 1. 44—1. 86 (7TH, m) . 1. 93-2. 07 (3H, m) .
2.84-2.99 (1H, m).3. 12-3. 31 (2H, m) .3. 37-3. 48 (2H, m) 3. 62-3. 71 (1H, m) . 3. 86 (1H,
d, ] = 14.8Hz).3.98(1H, d, J = 14. 8Hz) 4. 08-4. 20 (1H, m) \6. 83 (1H, t, ] = 7. 3Hz) .
6. 93-7. 14 (7TH, m)

[0445]  MS(ESI") :413[M+H]"

[0446]  HPLC {54500 :14. 5 43

[0447]  SZjjEfe] 5

[0448]  [2-(4- QUFHL ) KL 1-Ha— ik — B —D— N i 24 BB

[0449] 1) (2- FAHEEARE ) -(4- AHRE ) FEEMA K

[0450]  FEZATULT, 7E T8 CF, W] 1- R4 —2- ¥R 2K (6. 0g,22. 8mmol) ) THF ¥ ¥
(228mL) " N iE T 2B H QTR (2. 44M, 10. 3mL) , 7EAH [FIRLEE R HiH: 30 7380 /£ -78°C
T, FOZES N A- FOR R (2. 67g,19. Ommol) [ THE ¥5¥ (76mL) « ZEAHFIVEE THi
FE 2 /NN S FRAE O°C R HiHE 1 /DI, RIS A IK, H SR SR o A WLz A v 3K
Ve, TH: (LKBRIREE ) I, IR 28 MRBR 2550 o 15 B 5 AR (1 (BRI =
LMROHE - IECKE (1 ¢ 5)) MHATHS I, /A 2IFs 8L &4 (4. 768.77% ) .

[0451]1  'H-NMR(CDC1,) & :2.94(1H, s).5.01(2H, s).5.99 (1H, s) .6.92-7. 00 (22H, m) .
7. 17-7. 41 (11H, m)

[0452]  2)1- W& —2-(4- AR ) RKEA K

[0453]  FE & U T, £ -40°C T, o) (- FARERE)-U- " x5 ) T EE 4. 76g,
14. 6mmol) [ LI (150mL) H N = ZFERERE (2. 8mL, 17. 6mmol) Fl = FALH £ Bk e
frtb&9) (1. 84mL, 14. 6mmol) , fEAHRIEAE FHEHE 2 /NN o FAE O°C R HedE 1 /DI, InA
K AR BEAEN . B A HLE R £ Shok sk, T (oKmiIREE ) Ja, Jsk R 75 ke 25
W AR E AR (B =R 4N © IECHE (1 ¢ 10)) HATK I, 15
bR B G (3.838.85% ) o

[0454]  'H-NMR(CDC1,) & :3.97 (2H,s) 5. 03 (2H, s) 6. 87-6. 92 (2H, m) 7. 08-7. 37 (11H,m)
[0455]  3)2-(4- SUF2E ) AE A K

[0456]  TERVSULH, TEVKA T, ) 1- R -2- (4= R4 ) 28 (50. Omg, 0. 16mmol) ] —
AU (2. 0mL) N — I EERRIE (105. 11 L, 2. 43mmol) F1 =5 ALHN Z BEBC AT AL &
(561. 31 L,0. 4mmol) » — A R NG T+ 2 EiR, — 1A 19 /MG, ZEUKE T IAIK,
F Z R P A0 A HLZ R Sk ek, T8 (KmiREL) 5, i 28 1R R £
BRI IE R (B =R Ol @ IECkE (1 5)) BRI, 15 2Rk
&%) (33, 4mg.94% ) .

[0457]  'H-NMR(CDC1,) & :3.95(2H, s) \4. 60 (1H, s) 6. 75—6. 78 (11, m) 6. 86-6. 92 (1H,m) «
7.07-7. 27 (6H, m)

[0458]  4) [2-(4- SUREE ) REE J-ba— Bk — B —D— L AR 5 22 0 17 1K) 5 ik

[0459]  TERAULH, FEUKA TR, 1 2-(4- AR ) Ky (304. 5mg, 1. 39mmo1) [ FF 2K %5
W (2mL) AN 2,3,4,6- I —0— FEHE —5a— % —a —D— Nk AR %5 & 8E (500mg. 0. 93mmol) Fil
=T & (0.35mLy 1. 39mmol) J&, 7EAH [FIVEFE T i A DY AR 548 Al — R Wik (TMAD. 239mg .
1. 39mmol) o —IAAH R NI ZZ 12 T+ 2 FR, —IUHiFE 20 /NI o K S N VRIS R A, KA 2
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Bt HAERAEEE (BB =R ORE © IECH (1 1 10)) H#ATAEE . 453 2 FUHE = 5
it T R P p (SmL) o, fEVKA NN Z FEEBRBE (2. 17mL, 50. 2mmol) 1 =540 A0 £ BEAC
P& (1.08mL, 8. 51mmol) o —IUAW [ NIRRT 22 & il , — 3440 H: 25 /M e, fEUKYS R
IR F Z SRR A LS AN Bk gedk, T8 (CKBRiIRE: ) ), Yk 7518
BRI F A3 BN B R R Al (R = et FEE (10 & 1)) SEATH I,
S3Ibr k&Y (122, 6mg35% ) .

[0460] "H-NMR (CD,0D) 6 :0.95(1H, dd, J = 13.2,11. 1Hz) 1. 53 (1H, m) .2. 00-2. 09 (1H,
m).3. 20 (1H, d, J = 8.7Hz) .3.25(1H, d, J = 5. 1Hz) .3. 43-3. 51 (2H, m) .3. 68-3. 71 (1H,
dd, J = 3.9,3.9Hz) .3. 91 (1H, d, J = 14. 7THz) \3. 99 (1H, d, J = 15Hz) 4. 15-4. 23 (1H, m) .
6.85(1H, t, J = 7.5Hz) 7. 03 (1H, d, J = 9. OHz) . 7. 08-7. 23 (6H, m)

[0461]  MS(ESI") :379[M+H]"

[0462]  HPLC fR¥FHIA] :11. 7 435

[0463] S 6

[0464]  (2— "RILARIL ) —ba— ik — B —D— Mk F 2 BT

[0465] 1) 2— I IKM G A

[0466]  [r] 2- (4— SHFE ) Z5W) (618. Smg.2. 83mmol) F B VYA (20mL) A I 20 % &R
PARAEAL T (240mg) « TEE TR TR 3 KRG, BRI vl . ok 28k 2%, 19
PR AR G (R =L AN © ECkE (1 ¢ 4)) JHTH L 253 2088810 &)
(348. 4mg.67% ) »

[0467]  'H-NMR(CDCI,) 8 :3.99(2H, s) \4. 65 (1H, s) 6. 79 (1H, d, J = 8. 1Hz) .6. 89 (1H, t,
J = 7.5Hz).7.09-7. 31 (6H, m)

[0468]  2) (2- FFFEFHE ) —Ha— ik — B —D— ML 4 25 B8 1 4 il

[0469]  fEZEVSILH, AEVKVA T, 1) 2- FFLIEM) (256. 5mg. 1. 39mmol) [¥) A 5% W (2mL)
AN 2,3,4,6- P —0- 3k —5a— B — a —D— ML IR i 25 4 (500mg 0. 93mmo1) F =T 3 Ji
(0. 35mL~ 1. 39mmo 1) 5, ZEAH RS o o\ PU B L 48 & — 3 Wk fi% (TMAD. 239mg+ 1. 39mmol) »
—IAE R NGNS T R E W, IR 21 AN W RO R s R 4, K AT B 1 AR A A
eAE i (Rl =R Ol - ECke (1 1 10)) ST, AR K= YWEii T 5
B -THE (1 : 1) BIVRAWW (14ml) 1, I 20% S8 EAL T (118. 8mg) , ZTEE/A AT
ke 16 /NG, BRI vE . KR v R s 28 1R R 25, 149 B TR FH AR (i (B IT
W= Pet . TEE (10 © D) PATHH, 320655 (84mg26% ) .

[0470] "H-NMR (CD,0D) & :0.95(1H, dd, J = 12.0,11.7Hz).1.49-1.59(1H, m) .
2.03-2.09(1H, m) 3. 20(1H, d, J = 9.0Hz).3.25(1H, d, J = 5. 7Hz) .3. 34 (4H, s) .
3.44-3.50 (2, m) .3. 68 (1H, dd, J = 3.9,4. 2z) .3. 94 (1H, d, J = 15Hz) 4. 0(1H, d, J =
15Hz) 4. 13-4. 22 (1H, m) .6. 84 (1H, t, ] = 6. 3Hz) .7. 03 (1H, d, J = 6. 3Hz) .7. 06—7. 24 (7TH,
m)

[0471]  MS(ESI") :345[M+H]"

[0472]  HPLC fR¥FI (] :10. 6 435

[0473]  SLjiafy] 7

[0474]  [2-(4- pNFERHE ) AL 1-Ba— Bk — B —D— NEkFe] ] 265 B 11
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[0475] 1) (2- FHIEHKIL ) - (4~ RINFZIL ) PR G

[0476] FEZAS UL, 7€ -78°CF, [ 1- R4 —2- A (3. 0g, 11. 4mmol) ) THF ¥ ¥
(114mL) 7y hniE T 3580 1 CBE s (2. 44M, 5. 14mL) , 76 AH [FIVRLRE R Hidk 30 434, 72 -78°C
T, FHZE T P N 4- SN FEZE P (1. 41g, 9. 49mmol) 1) THF ¥ (38mL) » LEAHIE] I8
TNHEE LN S, B O°C R HRE LN, AR IANIK, H S8 S BRA L A HLZ A
ARG, T (TEKBBRER ) Jo, WR 2R L. A3 B0 vkd AR A il (J2 T
W= OlE L IECHkE (1 0 b)) FATHEE, 13 2R 59 (2. 638.84% ) .

[0477] 'H-NMR(CDC1,) & :1.26(6H, d, ] = 7.8Hz).2.84-2.94(1H, m).5.02(2H, s) .
6. 02 (1H, s) .6.90-7. 00 (2H, m) . 7. 15-7. 34 (11H, m)

[0478]  2)2-(4- RINEFE ) KM HIE K

[0479] ] (2- FRARIEATE) - (- NSERTE) AT (2. 63g.7. 92mmol) ) VAV (50mL)
RN 20 % S AL AL T (263mg) , TN 2N-HC1 (0. 4mL) » EEV/SA A HERE 15 /NS,
P IT U8 S TRIR R 28 1R 5 22, AR BRI R A IR A i (R = LR L1
EokE (11 4) ATREHL B3R EY (1.318.73% ) o

[0480] 'H-NMR(CDC1,) & :1.24(6H, d, J = 7.8Hz).2.82-2.92(1H, m).3. 96 (2H, s) .
4. 67 (1H, s) 6. 79 (1H, d, ] = 9. OHz) 6. 88 (1H, t, J = 8. 4Hz) 7. 10-7. 15 (6H, m)

[0481]  3) [2-(4- AR FEE ) REE J-ba— ik — B —D— b AR 75 2 0 17 1K) & il

[0482]  FERVRILH, fEVKA T, [ 2-(4- FINZEFEE ) KBy (315. Img. 1. 39mmol) [ FF K
W (2mL) A 2,3,4,6- P4 —0- EIE —5a— B — a —D— ML IR 25 8 (500mg. 0. 93mmol)
F="T 2% (0. 35mLy 1. 39mmol) J&, 7EAH RIVE A F A DY A 20 — R mEi% (TMAD. 239mg .
1. 39mmol) o —I4A% R NIRRT+ 2 L, —IAEFE 20 /NI o K SRR S TR 4, AT 2
TRt R AE B (R = LR M5 - IEC R (1 1 10)) HHATAREE . 15 2L =P
R T -THE (1 @ 1) FVRA W (14mL) A, I 20 % S AL AL (127, 8mg) , TEAL
REPBERE LT /NI AR I B R el 2 R R 2%, KA B R AR AR B A A
(I =—"5F% : FEE 10 © 1)) ATKH, 52585 (97, Ing 27% ) .

[0483]  'H-NMR(CD,OD) & :0.94(1H, dd, J = 12.9,12.0Hz).1.22(6H, d, ] = 6.9Hz) .
1. 48-1. 58 (1H, m) +2. 02-2. 09 (1H, dt, J = 3.9,4. 2Hz) . 2. 78-2. 87 (1H, m) . 3. 12-3. 24 (2H,
m) 3. 43-3. 49 (2H, m) 3. 68 (1H, dd, | = 6.6,4. 2Hz) 3. 89 (1H, d, J = 14. 4Hz) .4. 01 (1H,
d, J = 14.THz) \4. 13-4. 21 (1H, m) 6. 84 (1H, t, J = 6. 3Hz) 7. 02(1H, d, J = 6. 3Hz) .
7.06-7. 15 (6H, m)

[0484] MS(ESI") :387 [M+H]"

[0485]  HPLC fR¥FI[A] :13. 1 738

[0486]  SLjiafy] 8

[0487]  [2-(4- BANZERHE ) AHL 1-Ba— Bk — B —D— NHkIe] il 25 Bk 11

[0488] 1) (2- FHIEHIL ) - (4~ AT ZRIL ) FEEM Gk

[0489]  fEA/TULH, £ -T8°CF, I 1- FA I —2- IR 2K (2. 2¢,8. 3mmol) ] THF %5 ¥
(83mL) Hiw N iE T R bt (2. 6M, 3. 5ml) , fEAH RV E T HidE 30 438 /£ -7T8°C T,
S 0 4- FRVJE A AR EE (1. 1g, 6. 9mmol) [ THF ¥R (28mL) o 7EAH [RINRE F Hid:
L/ IIAIK, F S8 CREAEL . ¥ ALZE AT R Kl T (iKmimee:) 5,
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IR 75 R 2o 115 2 I AT il (BT =R &l - IECHE (1 & 5))
AT, 13 2R LAY (1. 7g.75% ) o

[0490]  'H-NMR(CDC1,) & :0.65-0. 69 (2H, m) 0. 92-0. 97 (2H, m) 1. 86—1. 90 (1H, m) .
2.88(1H,d, J = 6Hz) 5. 03 (2H, s) \6. 03 (1H, d, ] = 6Hz) 7. 17-7. 26 (5H,m) 7. 32-7. 35 (4H,
m)

[0491]  MS(ESI") :315[M+Na]”

[0492]  2) 1- FR4JE —2- (4- BRINZEREE ) ZRI6 Ak

[0493] FER /AW, £ 40°CF, ) (2- FHEERE)-U-HNERE) FiE (1. 3g,
4. 0mmol) 1 ZHEEH (TmL) AN = L FERERE (0. 73mL, 4. 6mmol) F1 = 3ALAN L BERCAT AL
A4 (0. 5mL, 4. Ommol) , FEAHFRELEE T HiHE 1.5 /Mo F37E 0°C R 3edE 30 73805, InAIK,
F R PG A H KA HLZ v Sk st T8 (LKBRIRER) 5, i 28 TR ER 297
AT BRI R R A 38 (Pl = LR Ol - IECkE (I 2 7)) ST H, 19 28 81k
4 (1.2g.95% ) .

[0494]  'H-NMR(CDCl,) & :0.63-0.67 (2H, m) 0. 89-0. 94 (2H, m) . 1. 84-1. 87 (1H, m) .
3. 98 (2H, s) .5. 06 (2H, s) .6. 87-6. 97 (4H, m) 7. 08-7. 26 (4H, m) . 7. 31-7. 37 (5H, m)

[0495]  MS(ESI") :332[M+H,0]"

[0496]  3)2-(4- FRTAIERIE ) A5 L

[0497]  FEZUSULH, TEUKIA T, ) 1- R4 —2-(4- RN EEREL ) K (1. 1g, 3. 5mmol) 1)
TETP R (24mL) PN T LR EE (2. 2mL, 51, Tmmol) A1 = AL £ BB AL AL A
(1. 1mL, 8. 8mmo1) o —IAE S NI GENE T 2 =530, — 1A 23 /NN G, 7EUKA R IIAIK,
CTRPREAERL KA ALE B HK R, T (RKBRIRER ) Ja, R 2R B v
PSRRI R AT (0 (R =R OB - IECKE (1 2 4)) TR, 15 25 i1k
AW (620, Tmg 79% ) »

[0498]  'H-NMR(CDC1,) 8 :0.65-0.67 (2H, m) 0. 90-0. 94 (2H, m) . 1. 85—1. 86 (1H, m) .
3.95(2H, s) 4. 90 (1H, s) .6. 79 (1H, d, ] = 8. 1Hz) .6. 88 (1H, t, ] = 7. THz) \7. 11 (2H, d, J
= 8. 1Hz) 7. 20 (4H, d, ] = 7. THz)

[0499] MS(ESI") :247 [M+Na]"

[0500]  4) [2—-(4- FRNZEREE ) R J-Ha— Bk — B —D— b As #5224 7 1K & il

[0501]  ZEAV/SUT, ZEUKA R, 1) 2- (4- BRPAEEEE ) My (348mg, 1. 55mmol) [ FF 25y
W (3.5mL) AN 2,3,4,6- PU —0- I —5a— % —a -D- ML G A A BE (557mg 1. 03mmol)
=T 2% (0. 37mL. 1. 55mmol) J& , fEAHFIEE R I P A A — R mEi% (TMAD. 267mg .
1. 55mmol) o — 1A R VIR SR 18 T+ 2 FR, — 1A FE 15 /N o RNV R4 A5 2K
Rl AL (B =CBR Ol - IEC % (1 1 10)) TR, HE R
BT &5 (3. 5mL) T, FEUKA N I Z w8 (1. 3mL, 30. 3mmol) F1=JRALHN £k
BCAZ LA (0. 65mL, 5. Tmmol) o — AT S N IR ZZNE T 22 2R, — 148t 14 /N, 7E0KV
NIAIK, I SRR EL B HUE R ke, T (KBRS ) Jo, s 7%
TR 0o 415 B AR AT (il (B =Tt - AR 9 ¢ 1) ZATHHI,
FHA B 45 b, 13 2IhR L 54 (97. 8mg25% ) .

[0502] 'H-NMR (CD,0D) & :0.57-0.61(2H, m) .0.81-0.95(3H, m) .1. 50 (1H, s) .
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1. 79-1. 85 (1H, m) . 1. 99-2. 03 (1H, m) 3. 15-3. 33 (2H, m) . 3. 42-3. 48 (2H, m) . 3. 66-3. 72 (1H,
m) 3. 81-3.99 (2H, q, ] = 14. 7THz) .4. 41-4. 85 (1H, m) 6. 80-7. 15 (8H, m)

[0503] MS(ESI") :407 [M+Na]"

[0504]  HPLC fR+£FHITE]) :12. 3 43

[0505]  SLjjfs 9

[0506]  2—(4— EANZETRIE ) 2RI 1-5a— fik — B —D— kIR o] 25 B 7

[0507] 1) [2-(4- IENZEREE ) 2R J-5a— B — B —D— ML AR 4 2 4 7 16 & alk

[0508] Mg SHEf] 8 G RIT) 1- R4S —2- (4- RN RE ) 2K (640. 8mg+ 2. Ommol) #fif
T 2,2- ZHZEPEE (12mL) 1, A 20 % S ARG (64mg) , 7R BiFE 2 /N
Ja s BT U . KV AR 25 IR B 25, M 15 R ik T IR A1l (BT =L R L
B @ IECHE (1 0 4) HHATAIE . RS, KR T, A2 KR~ 9 (348mg) [ FH A
VAW (3.5mL) O 2,3,4,6- P4 —0- X —5a— % -« —D- MR 258 (557mg. 1. 03mmol)
A=T B (0.39mL 1. 55mmo ) i, ZEAH RIE AN DY AR5 80 — R Bk HZ (TMAD. 26 7mg -
1. 55mmol) o —IHAY R VIR SR 18 T+ 2 FR, — 1A FE 20 /NN o K RNV IR IR IR YA AT 2
el AR A (BB =R OB - IECH (1 ¢ b)) FHTAH., SR~ YE
ft 2,2 - ZFHEANEE (15mL) A, M 20 % S A AL (159mg) , ZEEVSR P HEFE: 17
NI AR BB o B R s ZE 1R B 25 A5 2 I s v A AR (i (BT =5
e © BEE (9 © D) BATRH], 1325 Y (164, 4mg)

[0509]  'H-NMR (CD,0D) & :0.88-0.94(4H, m) .1.48-1. 63 (3H, m) 2. 05-2. 09 (1H, m) .
2.52(2H, t, J = 7.7Hz).3.13-3.30(2H, m) 3. 46 (21, m) \3. 70 (1H, m) 3. 87 (1H, d, J] =
15Hz) 3. 98 (11, d, J = 15Hz) 4. 60—4. 88 (1H, m) \6. 84 (1H, t, J = 7. 3Hz) .7. 00-7. 16 (7H,
m)

[0510]  MS(ESI") :387[M+H]"

[0511]  HPLC fRFFIf[A] < 13. 3 434

[0512]  SZjfEfs] 10

[0513]  [2-(4- =R AFEFIL ) ARAE [-ba— Bk — B —D— ik AE 3 2 6 £

[0514] 1) (2- FHEIERI ) -(U- = PRIEE ) FEERIE R

[0515]  FE R /TU A, £ -78°C T, I 1- WA F&E -2- R &K (2. 6g,9. 9mmol) f¥] THF %5 ¥
(100mL) FPiRINIE T 28 Ol (2. 44M, 4. OmL) , 7EAH [FIRELRE T i 30 20%8h. 7E -78°C
T, MR 4- =R FEKTFEE (1. 6g,9. 0mmol) » ZEAHIFEE FHEFE 2 /N5, T
NIKS OB CBEAAH . A NLZ A Sk ek, T8 (JoKmRE: ) Jo, MUk 2 bk
FH. AR RE R G (BAW =L Ol @ IECH (1 ¢ 5)) HEATHEH], 19
FIFREAL G (2.68.82% ) .

[0516] 'H-NMR(CDC1,) & :3.01(1H, d, J = 6.3Hz).5.02(2H, dd, J] = 11.4,4.8Hz) .
6. 05 (1H,d, J] = 6. 3Hz) .6. 94-7. 02 (2H, m) 6. 96-7. 16 (2H, m) . 7. 24-7. 33 (5H, m) . 7. 44 (21,
d, ] =17.1Hz) \7.53 (21, d, ] = 8. THz)

[0517]  MS(ESI") :359 [M+H]"

[0518]  2)2-(4- = FEEFIE ) K& i

[0519]  [n] (2- "FARFEARIE ) - (4- = A AEAREE ) A (2. 46¢.6. 85mmol) ) A V5 v
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(68. 5mL) H AN 20 % S AEALAEAEALTR] (246mg) , FANA 36% HC1 (0. 59ml) o 7ES TR T
FE 3.5 /NI E BRI B8 o RS RO 2SR R 2%, KA B i i Al ek SR AT 3 (I
=L OEE L IECHE (1 0 8)) BHATHHI, 132tk 54 (1. 49g.86% ) .

[0520]  'H-NMR(CDC1,) 8 :4.03(2H, s) 4. 72(1H, s) 6. 77 (1H, d, ] = 6. OHz) .6. 89 (1H, t,
J = 4.8Hz) .7.08-7. 15 (2H, m) \7. 33 (2H, d, J = 6. 0Hz) .7. 52 (2H, d, ] = 6. OHz)

[0521]  MS(ESI") :275[M+Na]”

[0522]  3) [2-(4— = FFZEEFNEE ) 2R3 1-5a— ik — B —D— ML 1 25 B 1 16 Ak

[0523]  FEZEVSULH, TEUKA TR, ] 2- (4- = J PR ) X% (351mg. 1. 39mmol) [#) 2K
WV (3mL) PN 2,3,4,6- P —0- I —5a— Bk — a —D— 0tk I % 25 8% (500mg. 0. 93mmo1)
=T 2% (0. 35mLy 1. 39mmol) J& , fEAH FIEE R AP A S A — R WEi% (TMAD. 239mg .
1. 39mmol) o — 1A R VIR SR 18 T+ 2 FR, — 1A FE 20 /NI o K RNV IR IR YA A5 2
W AL OIS (BB =CBR Ol - IECHE (1 ¢ 10)) T4, KA~
R T HEE -THF (1 @ 1) FEA W (Gml) A, A 20 % S AT (20mg) , 7R UR
HHERE 2 NI BRI I8 . R R s 28 TR R 2 1T B R A (s (R IT
="k . FEE (10 @ 1)) HATHES] B2 EY (T4ng 19% ) .

[0524]  'H-NMR(CD,0D) & :0.89(1H, dd, J = 11.7,12.9Hz).1.48-1. 61 (1H, m) .2. 05(1H,
dt,J = 13.2,4. 2Hz) . 3. 15-3. 34 (2H,m) » 3. 42-3. 49 (2H,m) . 3. 69 (1H, dd, ] = 3.9, 10. 5Hz) .
3.96-4. 15(2H, dd, J = 14.7,28. 2Hz) \4. 17-4. 24 (1H, m) .6. 87 (1H, dt, J = 1. 2,7. 5Hz) .
7.02-7.20 (3H, m) 7. 38 (2H, d, J = 8. 1Hz) \7. 51 (2H, d, ] = 8. 4Hz)

[0525]  MS(ESI") :435[M+Na]”

[0526]  HPLC f#FFHS[A] :12. 3 43 %h

[0527] %ﬁ jzl 11

[0528]  [2—(4— FAEMRAEIETIE ) I 1-Ha— ik — B —D— MM 2 BT

[0529] 1) (2- FEEIERIE ) - (4- FILIR e AL ) PR A K

[0530] FEA UL, £ -T8CF, M 1- FEHE —2- ¥R K (2.89g,11. Ommol) [¥] THF %57
(38mL) HiE AN IE T FERE I St (1. 59M, 6. 92mL) , 7EAH [RIVELAE S HikE 30 4384, 7E -78°C
T MAZEE P N A- PR I (1. 67g, 11, Ommol) %) THF ¥ (12mL) « 7EAHIA]
TR LS, MK, H SR SEEAEL. A HLZ A sh K ved, 15 (Jook
WIREE ) Jo, 2818 2. ISR RE ARG (BB =CBRLlE @ IEC
fi (10 5)) FATHGH, 15 2braib 59 (2. 14g.58% )

[0531]  'H-NMR(CDC1,) 8 :2.47(3H, s).2.92(1H, d, ] = 6. 0Hz) .5. 03 (2H, s) .6. 02 (11, d,
J = 6. 0Hz) 6. 92-7. 00 (2H, m) . 7. 21-7. 34 (11H, m)

[0532]  2) 1- R4 FE —2- (4— MR ERETEE ) R E Rk

[0533]  FEAVTULA, IE-40CF, ) (2- FWREIEEAEE) - (4- FEMPIE R ) FIE (2. 13g,
6. 3mmol) W ZMEHW (15mL) N = O FErEEE (1. 23mL, 7. 72mmo 1) F1 =3 AL L BAEC A7
&9 (0. 88mL, 5. 48mmol) , FEAH [FIMELEE R HeFE 1. 5 /NN o F5AE 0°C R itk 30 73805, InA
Ky S PR EL WA WUE R b K S, T8 (CRKmIREL ) Ja, ik 7 mbR £
Wl T AT 2 B FHRE AT (il (BT =R ANE © IECHE (1 1 10)) SEATHEHI, 19
PR EAEY (1.98.95% ) .
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[0534] 'H-NMR(CDCl,) & :2.46(3H, s).3.97(2H, s).5.05(2H, s).6.85-6.95(2H, m) .
7.10-7. 35(11H, m)

[0535]  3)2-(4- FEEMIMEIE I ) KM 1A

[0536]  fEZVTURLT, fEUKA R, i) 1- "FAIE —2- (4- A IEmiGEE 8 ) &% (1. 9g,5. 9mmo)
) SR e (15mL) RN — FR SR EA (7. 25mL, 138mmol) A= S ALK £ Bl A7 AL &
Y (2. ImL, 13mmol) o —I0A8 s R 2% 12 T 2 %R, — 1A hidE 48 /N, ZEVKYA R A K,
RPN A ANLE R EK R, TR (JLOKBRIRER ) J5, R 2 R ER 25
S BIRFRIE FHRERC A3 (Pl = LR Ol © IECkE (1 1 5)) BHTRH, 15 2 hs i1k
&1 (1.19g.91% ) o

[0537]  'H-NMR(CDCL,) & :2.46 (3H, s)+3.95(2H, s) 4. 65-4. 75(1H, br s).6.78(1H, d, J
= 7.6Hz) .6.89(1H, t, ] = 7. 6Hz) 7. 09-7. 21 (6H, m)

[0538]  4) [2—-(4— FRZEMRLEIE FIE ) AR5 J-ba— Tk — B —D— NL AR A5 2 0 17 1K) & il

[0539]  FEAVRULH, TEUKYA T, ) 2- (4- MRS R ) K8 (320mg, 1. 39mmol) [ H
RV (2mL) NN 2,3,4,6- PU —0- EHE —5a— Bk — o —D- ML Z58E (500mg+ 0. 93mmol)
=T 2% (0. 35mLy 1. 39mmol) J& , FEAHFIEE R I P A A — R MEi% (TMAD. 239mg .
1. 39mmol) o — 1A R VIR BRI T+ 2 FR, — 1A FE 20 /NI o ROV IR IR AA AT 2K
el HRERAEETE (BB =R ONE | IECH (1 1 10)) H#ATAEE. 453 2 FHE =5
fit S HE (10mL) 1, FEUKIA F I FFEEAREE (3. 28mL, 63mmo 1) F1 = F5ALAN £ BARC A7
& (0.94mL, 5. 9mmol) o —IHAY S NI S2 18 Tt 2 =3, —JAdidE 20 /IR, EVKYA TN
ANIK PR A HLE R Sk ek, T8 (JoKmRE: ) o, Uk 725 kR
FWH e AR RE AR ARG (I =T - FEE (10 © 1) ATk 6, 19
PR B EY) (102mg.28% ) .

[0540]  'H-NMR(CD,0D) & :0.80-0.95(1H, m).1.45-1. 60 (1H, m) .2. 00-2. 10 (1H, m) .
2. 42 (3H, s).3. 12-3. 33 (2H, m) . 3. 40-3. 50 (2H, m) 3. 63-3. 70 (1H, m) .3. 86 (1H, d, J =
15Hz) \4. 00 (1H, d, J = 15Hz) < 4. 15-4. 23 (1H, m) .6. 84 (1H, t, J = 7. 0Hz) 7. 00-7. 18 (7H,
m)

[0541]  MS(ESI") :391 [M+H]"

[0542]  HPLC fR¥FII[A] :11. 6 73%8h

[0543]  SCjiaf] 12

[0544]  [3- 3 —2-(4- FARJERIE ) ZRFL [-ba— filk — B —D— Nk ie) ] 2 £

[0545] 1) (2— WAL —6- AR ) —(4- FAEEAE ) R G

[0546]  TER UL, FEEE T, M7EE Fraa T W004/048335 Hid g1 2- TRAAEE —6- FK
I (2. 25g.9. 8mmol) f¥) THF %59 (50mL) Hifghn 4— AR A R AR IR VRALER 1Y) THE %5 (0. 5M,
21.5mL) » FEZR FHHE 1.5 /DI JE, TEVKA T AR AL B K, FH CIR L BEAEEL .
A NLZ A EhK e, T8 (CR/KBERE: ) Jo, W78 MR 22w e ae 2 i vk i
RRERAE A (BT =R ABE © IECEE (I ¢ 5)) MATHS I, /3 2IFr 8L &4 (2. 82g.
85% ) o

[0547] 'H-NMR(CDCl,) & :3.78(1H, d, J] = 12Hz).3. 80(3H, s) \4.98(1H, d, J = 12Hz) .
5.05(1H, d, J = 12Hz) \6. 20 (1H, d, J = 12Hz) .6. 74-6. 84 (4H, m) . 7. 11-7. 31 (8H, m)
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[0548]  2)3- Rl —2—- (4- LT ) EMG K

[0549]  [n] 2- WAL —6- AT ) - (4- A ARSE ) I (2. 54g.7. 5lmmol) [ FFEEI
(20mL) TAIA 20 % SAEAAEAEAL TR (381mg) , FH AN 2N-HC1 (2mL) o« fES TR P HFE 24 /)
I 5 AL TR 8 o R TII8 R 25 TR R 25, 4 A9 B i FHRE IR A (21 (R IT = LR &
BE L IECEE (1 0 4) FATRS ), 13 2Rtk &4 (1. 48g.85% ) o

[0550]  'H-NMR(CDC1,) & :3.76(3H, s).3.96 (2H, s).4.90(1H, br s).6.57(1H, d, ] =
8. 0Hz) 6. 67 (1H, t, J = 8. 0Hz) 6. 82(2H, d, ] = 9. OHz) .7. 06 (1H, dd, J = 8.0,8. 0Hz) .
7.19 (2H, d, J = 9. 0Hz)

[0551]  3) [3— 9gl —2—(4— AL N5 ) — 5L 1-5a— filk — B —D— MHkHRg #i 235 B 1 1) 5 1k
[0552]  FERSIH, TEVKA T, 1) 3- 9 —2- (4- RS ) K% (323mg. 1. 39mmol) 1) FH
RV (2mL) TN 2,3,4,6- P4 -0 — FHEE —5a— K — a —D- ML & BE (500mg+ 0. 93mmol)
F="T 2% (0. 35mLy 1. 39mmol) J&, fEAHFIEE T A VU A5 & — Bt (TMAD. 239mg
1. 39mmol) o — 1A R VIR SR 18 T+ 2 ZR, — 1A FE 20 /NI o ROV IR R4 AT 2 H
B AL GO (BT =B - IECHE (1 ¢ 10)) HHATALE ., B A B~
il T HEE -THE (1 @ 4) FEA W (Gml) o, A 20 % S AT (63mg) , TR TR
RHEEE 24 IS B AEATEIE . CRRESRIRR Z8 R ER 2 AT B B Bid IR (1 (2
=T . BFEE (10 ¢ 1)) TR, 5 2bR AL A (86mg.24% ) .

[0553]  'H-NMR (CD,0D) & :0.90-1.05(1H, m) 1. 45-1. 60 (1H, m) .2. 00-2. 10 (1H, m) .
3.17-3. 35(2H, m) 3. 45-3. 52 (2H, m) 3. 65-3. 70 (1H, m) . 3. 72 (3H, s) 3. 93 (2H, s) .
4.15-4. 25 (1H, m) \6. 67 (1H, t, J = 8.0Hz).6.76 (2H, d, J = 9.0Hz) .6.86(1H, d, J =
8. 0Hz) 7. 09-7. 18 (3H, m)

[0554] MS(ESI) :391[M-H]

[0555]  HPLC f#FFHS[E] :10. 8 4

[0556]  Sijififsl] 13

[0557]  [2-(3— R AR FIE ) KA 1-ba— ik — B —D— bk A 2 4 £

[0558] 1) (2 AR FEIREL ) - (3~ = IR ) FEERIG R

[0559] FEA UL, /£ -T8°C ', [ 1- R4 2 —2- IR 2K (2. 0g, 7. 6mmol) [¥] THF ¥ &
(50mL) PR INIE T B CRT R (2. T, 3. 4mL) , 7EAH RN EE T B ke 30 43 8h. 7E -78°C
T FHZE WP N 4- = PP (2. 0g, 11. 4mmol) o ZEAHIFIHRE FHIFE 3 /N5,
NIK, H G CBEFEEL . A HLE A& Sk pkss, T8 (TEKIRRE: ) 5, Il 281 0%
FHH BARRIRERE ARG (BB =CBR Ol @ IECH (1 0 1) FATHEH], 15
FFRE A (2.28.80% ) .

[0560] 'H-NMR(CDC1,) & :3.03(1H, d, J = 6. 3Hz) .4.97-5. 07 (2H, m) .6. 06 (1H, d,
J = 6.3Hz).6.95-7. 03 (2H, m) 7. 16-7. 20 (2H, m).7.26 (1H, dd, J = 7.7,2.0Hz) .
7.29-7.36 (4H, m) 7. 39 (1H, d, ] = 7. THz) 7. 46-7. 55 (2H, m) . 7. 67 (1H, s)

[0561]  2)2-(3— =S FEEFEE ) K&k

[0562]  [n] (2— WAREEAHE ) -(3- =R A 2R3 ) FEE (3. 32g.9. 3mmol) [ FF BE ¥ ¥
(50mL) F A 20 % S AEALAEAEAL TR (166me) , F N 36% HC1(0. 2mL) o R/ T i
72 /NI AT I UE o R R ek s 28 1R R 25 B AR R R s R A (i (BRI =&
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M OlE L IECHE (1 4) FHATHH, 132 59 (2. 268.96% )

[0563] 'H-NMR(CDC1.) & :4.04 (2H, s) \4.90(1H, d, ] = 2. 0Hz) .6. 76 (1H, d, ] = 8. 1Hz) .
6. 86—6. 90 (1H, m) \7. 09-7. 16 (2H, m) 7. 34-7. 46 (3H, m) . 7. 50 (1H, s).

[0564]  3) [2-(3— =GRS FEE ) AL J-Ha— fik — B —D— LA 5 250 B 7 1) &

[0565]  ZESSULH, AEUKVA R, 7] 2- (3— =4 FEF2E ) K (351mg. 1. 39mmol) [¥] 2K
W (3mL) AN 2,3,4,6- P4 —0- KK —5a— B — a —D— ML R A5 25 B (500mg 0. 93mmo1)
F="T B (0. 35mL. 1. 39mmol) Ji& , ZEAH [FIEE A Y AR5 80— R BEHZ (TMAD. 239mg .
1. 39mmol) o —IUAH S NI 2R 18 T A S, — I HEFE 20 ANET o K R ek R TR 4, AR B
TR AL O (TR =R Ol @ IECHE (1 ¢ 10)) T, KA B~
ffe T HEE -THE (5 2) FEA W (Tml) H, A 20 % S AT (45mg) , 7TEE R
REE 15 NS AL B KR s 28 TR R 25 A9 B AR AR (i (8
T =8 Fht . TEE (10 © 1)) ATK I, /S 2FREL G (56mg.14% )

[0566]  'H-NMR(CD,0D) & :0.88-1.02(1H, m).1.52-1.68(1H, m) 2. 10 (1H, dt, J = 13.4,
3. 9Hz) . 3. 20-3. 38 (2H, m) . 3. 45-3. 55 (2H, m) . 3. 74 (1H, dd, J = 4. 1, 10. 8Hz) .3. 99 (1H, d,
J = 14. THz) 4. 18 (1H, d, J = 15. 4Hz) . 4. 20—4. 32 (1H, m) 6. 89-6. 95 (11, m) . 7. 08 (11, d,
J=7.7Hz) 7. 16-7. 26 (2H, m) 7. 42-7. 58 (4], m)

[0567] MS(ESI") :413[M+H]"

[0568]  HPLC fR¥FIJ[A] :12. 0 7358

[0569]  SLjifafy] 14

[0570]  [2—(4- FARE RO ) -4 AL 1-Ha— filk — B —D— N e i 25 BB T

[0571] 1) 1- F4IE —2- R —4- FILIEH SRk

[0572] ] 2- ¥R —4— FAEEZREY (1. 5g.8. Ommol) ) N, N- — FHEE AL (40mL) *HiA
WRIRER (1. 32g.9. 6mmol) , FEAIAEIEIR (1. 05mL.8. 8mmol) » 7525 FHiHE 12 /N, hn
NIKs F CIR CIEAHL . B A HLZ RV A 2hK ek, T (ToKBRIRE: ) o, i 2518 R
FHH BARRIRRE ARG (BB =CBR Ol - IECH (1 ¢ 4) TATHEH], 15
bR B A (1. 728.77% ) o

[0573] 'H-NMR(CDC1,) & :2.30(3H, s).5.12(2H, s).6.82(1H, d, J = 8.4Hz).
6.99-7. 03 (1H, m) \7. 28-7. 41 (4H, m) . 7. 45-7. 48 (2H, m)

[0574]  2) (2— WA -5 PR ) - (4- A ERE) FREMA K

[0575]  FEATUWL T, 7E T8 CF, W] 1- R4 —2- 7] 4- FE 2R (1. 72g,6. 2mmol) K]
THF ¥ (50mL) A AN iE T ZE80 1) el (2. 7™, 2. 75mL) , 7EAH [RINE T i 30 738
15 =T8°CH, MR P N 4- FEZE R T (1. 27g,9. 3mmol) o {EAHRIELAE T i 2 /)
N K, F GBR SRR A HUZ A b Kk, T4 (E/KBRE:) J5, i)k
IR BRI RE R AIE (BB =CR 4l - IECk (1 1 4)) 347
FEH, 12 2R &) (1. 468.70% )

[0576] 'H-NMR(CDC1,) & :2.28(3H,s).2.88(1H,d, ] = 9. 2Hz) 3. 80 (3H, s) . 5. 00 (2H, s)
5.99 (1H, d, J = 5. 6Hz) .6. 80—6. 88 (3H, m) 7. 00-7. 05 (1H, m) 7. 13 (1H, d, J = 1. 8Hz) .
7.19-7. 34 (TH, m)

[0577]  3)2-(4- AL ) -4 FIERM I & Rk
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[0578]  [n] (2— WALAE -5 FIAEUIEASE ) - (4- AT ) FEE (1. 46g.4. 3mmol) [ EE
H(20mL) FmA 20 % A A AL EAEAL TR (T3me) , FFEIIA 36 % HCL (0. ImL) o« fEE/ TR
FE T2 NS B AEATR I E o R RIS 2SR R 2, AT B s e AT (0l (I
=L OEE D IECHE (1 0 4) BHATHH, 132 54 (0. 88.80% ) o

[0579]1 'H-NMR(CDC1,) § :2.24(3H, s).3.77(3H, s).3.89 (2H, s) .4.55-4. 56 (1H, m) .
6. 65-6. 69 (1H, m) .6. 80-6. 86 (2H, m) .6. 88—6. 94 (2H, m) 7. 11-7. 16 (2H, m)

[0580]  4) [2-(4- FRARIERIE ) —4- AL 1-5a— fik — B —D— MHkHe # 25 0% 1 1) 5 1k
[0581]  TERVSULH, TEVKA T, W) 2- (4- ISR ) —4- ALKy (317mg. 1. 39mmol) [1)
28 (3mL) FmAN 2, 3,4, 6- P4 —0- " FE —5a— 1% — a —D- LG A5 258 (500mg. 0. 93mmol)
=T 2% (0. 35mLy 1. 39mmol) J& , fEAH FIEE R AP A S A — R WEi% (TMAD. 239mg .
1. 39mmol) o — 1A R VIR SR 18 T+ 2 FR, — 1A FE 20 /NI o K RNV IR IR YA A5 2
W AL OIS (BB =CBR Ol - IECHE (1 ¢ 10)) T4, KA~
flt I -THF (5 2) MIRAW (TmL) 1, A 20 % S AL AUEALF (44mg) , ZEELAR
HRHERE 4 NI BRI I8 . R s 28 1R R 2 AT B 1R AR (1 (R IT
=2k . FEE (10 @ 1)) HATHES], 2R EY) (88mg.24% ) .

[0582]  'H-NMR(CD,0D) & :0.88-1.02(1H, m).1.42-1.60(1H, m).2. 04 (1H, dt, J = 13.4,
4. 0Hz) 2. 21 (3H, ) +3. 17-3. 32 (2H, m) . 3. 43-3. 51 (2H, m) . 3. 70 (1H, dd, J = 4. 1, 10. 7Hz) .
3.74(3H, s).3.82(1H, d, ] = 14.7Hz).3.92(1H, d, ] = 14. THz) .4. 06—4. 16 (1H, m) .
6. 77-6. 82 (2H, m) 6. 86—6. 96 (3H, m) . 7. 06—7. 15 (2H, m)

[0583] MS(ESI") :389[M+H]"

[0584]  HPLC f#FFHS[A] :11. 2 43 %h

[0585]  SLjiafd] 15

[0586]  [2-(3— FARHETRHL ) ZKFE 1-5a— Bk — B —D— AL i 25 4 4F

[0587] 1) (2- FARIEARIE ) - (3- FIEIE R ) FREMA K

[0588]  FEAVIULA, FEUKA T, M) 2—- FAEFE A FEE (3. 0g.14. Immol) 1) THF %574 (50mL)
N 3— FRAR IR IR VRALEE () THE WS (1. OML17. 0mL) » {EZWE T HekE 1 /NN, TR0k
IS AL KIS, AR LR AR B HLE R Rk piigk, T4 (EKER
FREE ) o, R ZRIRER 0. 1R R sE AR I (B =R OME @ IECHT
(1 4) HATKS S, /208 &4 (4. 928.100% ) o

[0589]  'H-NMR(CDC1,) & :2.97 (1H, dd, J = 1. 1,6. 0Hz) 3. 73(3H, s) . 4. 98-5. 10 (2H, m) «
6. 03 (1H, d, ] = 6. OHz) 6. 77-6. 82 (1H, m) .6. 88-7. 01 (4H, m) 7. 19-7. 35 (9H, m)

[0590]  2)2-(3—- FEZE NI ) KM HIE K

[0591] ] (2- WAL ATE ) — (3- FIAEUSE AT ) BT (1. 68g.5. 24mmol) [ VAV (50mL)
RN 20 % A S AR AL ) (168mg) , BN 36% HC1 (0. 2mL) » £EE/SSR P HidE 24 /i
Ja o BT U . R 25 IR B 25, AT B I A T A (1l (RIT =R L
B o IECkE (1 2 4) BHTHRH R RIbR G (1. 29g.100% )

[0592] 'H-NMR(CDC1,) 8 :3.76(3H, s).3.97 (2H, s).4.69 (1H, s) 6. 73-6. 92 (5H, m) .
7. 10-7. 23 (3H, m)

[0593]  3) [2-(3- FHAUIE WAL ) 2R3E J-ba— Bk — B —D— L AR 7 25 4 17 1K) & ik
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[0594]  TERSTLH, FEVKA T, 1] 2- (3 LRI ) Ky (298mg+ 1. 39mmol) 11 FF 2R ¥5
W (3mL) A 2,3,4,6- P —0- I —5a— ik —a —D- ML IR % 258 (500mg. 0. 93mmo1) F
=T AW (0.35mLy 1. 39mmol) J&, 7EAH [FIVEFE T i A DY A7 S48 Al — R Wik (TMAD. 239mg
1. 39mmol) o I8 R RGNS T 2 FA, — B 20 /NI RV IR G 1T 2
PR E AR A (BRI =R OEE © IECkE (1 ¢ 10)) ST, 13RI
T HEE -THF (5 ¢ 2) FVREEW (TmL) A, oA 20 % S AL AV EAL ) (55mg) , TEES
SRTPRRE 4 /IS AT I8 . R R R 2R TR R 25 S B B v A AR (R (R
Tl =8Pk . FEE (10 : 1)) TR, S2FREAEY (111ng32% ) .

[0595]  'H-NMR(CD,0D) 8 :0.97-1.11 (1H, m).1.52-1.68 (1H, m) .2. 12(1H, dt, J = 13.4,
4. 0Hz) 3. 22-3. 39 (2H, m) + 3. 49-3. 56 (2H, m) . 3. 72-3. 78 (1H, m) . 3. 78 (3H, s) . 3. 92 (1H, d, J
= 14. 8Hz) \4. 05 (1H,d, ] = 14. 8Hz) 4. 18-4. 27 (1H,m) .6. 72-6. 92 (4H,m) . 7. 05-7. 22 (4H,
m)

[0596] MS(ESI") :375[M+H]"

[0597]  HPLC fR¥FI[A] :10. 6 738

[0598]  SLjifafyl 16

[0599]  [2-(4- AL L ) —4- AL 1 -ba— fik — B —D— NI B 2 BE 1T

[0600] 1) 2- R4 L —5— HIAIE R I I

[0601] ] 2- 2% —5- SRR AIEE (3. 0g.19. Tmmol) [N, N- — FZE R v (50mL)
FOMATREE R (3. 27g.23. 6mmol) , FF AN A REEIR (2. 6mL.21. Tmmol) o 7E VL HiH: 24 /)
N IANIK, H SR S KA HUZE R e dh K ek, T4 (E/KREE ) Ja, ik
AEURR . W15 2 Bl A (S (BB =R 4lE - IECkE (1 ¢ 4) 34T
K, 15 BIFR S 5 (4. 8g.100% ) .

[0602]  'H-NMR(CDC1,) 8 :3.80(3H,s) 5. 15(2H,s) 6. 99 (1H,d, J = 9. 0Hz) . 7. 11 (1H, dd.
J=13.4,9.1Hz) \7. 32-7. 44 (6H, m) . 10. 50 (1H, s)

[0603]  2) (2- F4EJE —5- PRI ) - (4- FEEARE) FREM G

[0604]  TERSULH, TEVKA T, ) 2- R4 —5- ALK FEE (2. 0g. 8. 25mmol) [f] THF
F (50mL) PN 4- FRARIE IR RALER Y THE % (0. 5ML19. 8mL) o 7EZM THEFE 1 /)
N5 s TEVKVA ISR BRI, H TR SR ¥ A W2 A sh K Bk, T
B (CEKBRIREE ) 5, 2818 2550 KT IRl F A (1 (B =2 R C
B @ IECke (1 2 1) SR 3205 A5 (2. 98.100% ) o

[0605] 'H-NMR(CDC1,) & :2.85(1H,d, ] = 5. 4Hz) 3. 76 (3H, s) . 3. 79 (3H, s) 4. 96 (2H, s) «
5.99 (11, d, J = 5. 4Hz) .6. 74 (1H, dd, ] = 2. 8,9. 0Hz) .6. 81-6. 87 (3H, m) 6. 94 (1H, d, ] =
4. 1Hz) 7. 19-7. 36 (7H, m)

[o606]  3)2—(4- AL VI ) -4 FAEEE AW K46 K

[0607] o] (2— "FAEE —5- FAEE A ) - (4- FAEERE) FEE (2.54g.7. 25mmol) [H]H
B (50mL) AN 20 % S AL AEAEALR) (250me) , FFINA 36 % HCL (0. 25mL) o 7RS4
HEEE 14 DS B AEATE I . RS 28 ER 2 A5 B R Bl I (1 (R
W= Ll - IECHE (1 0 4)) HATHEE], 1328 &9 (1. 622.91% ) »

[0608] 'H-NMR(CDC1.) & :3.74(3H, s).3.78(3H, s).3.90(2H, s).4.41(lH, br s).
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6. 64-6. 86 (5H, m) 7. 11-7. 16 (2H, m)

[0609]  4) [2-(4- AR ) —4- FIAEE R EE 1-5a— Bk — B —D— Mbbeg # 28 4 7 19 & Ak
[o610]  FEZVSULH, FEVKIA T, ) 2- (4- A REL ) —4- AN (340mg. 1. 39mmol)
() A 2R W (3mL) N 2,3,4,6- Y —0- “F 2 —ba— ik —a —D— Mk i i %5 BE (500mg.
0.93mmo1) FM =" Z % (0. 35mL+1. 39mmol) i, 75 AH [RGB F N DU F 256 48 /0 — R Bk i
(TMAD.239mg 1. 39mmo1) o — A% S Ny B 1% 1 48 23, — I3t 20 /NI o 4 S VB
W4, BRI RE R A G (JRIFR =284 @ ISk (1 ¢ 10)) #EATALHL, ¥
BRI =R T FEE -THF (5 @ 2) FHRAWE (TmL) H1, I 20 % SUA AL (R AL
(40mg) , TEE AR P HEFE 6 /NI, WA AL TR It 8 o v R 980 s 2 T o 25, 43 31 1) ke s
FIRERAE AL (JEITR =& W%t - M (10 @ 1)) FHATRH), 53R S (128mg.
34% ).

[0611]  'H-NMR(CD,0D) & :0.94-1.08(1H, m).1.45-1.62 (1H, m).2. 06 (1H, dt, J = 13.0,
4. 0Hz) 3. 20-3. 34 (2H, m) . 3. 46-3. 56 (2H, m) . 3. 70-3. 80 (1H, m) . 3. 73 (3H, s) 3. 79 (3H,
$)+3.88(1H, d, J = 14.8Hz).3.96 (1H, d, J = 14. 8Hz) .4. 04-4. 14 (1H, m) .6. 67 (1H, d,
J = 3.1Hz) .6. 74 (1H, dd, J = 3. 1,8. THz) .6. 80-6. 88 (2H, m) .7. 00 (1H, d, J = 8. THz)
7.12-7. 18 (2H. m)

[0612] MS(ESI") :405[M+H]"

[0613]  HPLC fREFE[E] :10. 2 43

[0614]  SCjafy] 17

[0615]  [2—(4— AR RIE ) —6— AL 1-Ha— filk — B —D— Nk e i 28 BB

[o616] 1) 2- “FA(HE —3— FAILA 1A %

[0617] i) 2- F25& —3— FFLZEFFEE (3. 0g.22. 07mmol) FJ N, N- —FEE AL (50mL)
I BRER (3. 65g+26. 4mmol) , FF A FEEIR (2. 9mL.24. 2mmol) o 7E 5 N HiHE 26 /)
I IINIK, F B8 SRR AR A HLZ A ok ki, T4 (E/KIRIRES ) ), UK
ARBR L. KA BRI AR A (BT =R OlE @ IOk (1 ¢ 4) T
K, 15 2IFR 8L S (5. 08.100% ) .

[0618] 'H-NMR(CDC1,) & :2.36(3H, s)+4.97 (2H, s).7. 16 (1H, t, J = 7.4Hz).
7.36-7. 49 (6H, m) 7. 68 (1H, dd, ] = 1. 4,7. 8Hz) .10. 26 (1H, d, ] = 0. 5Hz)

[0619]  2) (2- R4 —3- FAEREL ) - (4- FEAERE ) FEIA R

[0620]  FEZASWT, FEUKIA T, ) 2- “RASE —3- AR HEE (1. 87g. 8. 25mmol) [#) THF
FE (50mL) TN 4- FRAR IR AR IR VRALER ) THF %5 (0. 5M.19. 8mL) o 7R THEHE 1 /b
I )i ZEVKYA N AN BRI AL B KB, F QR CRAEEL. A HLUZ AT #h ke sk, T
B (CRKBRIREE ) o, 28 1R BR 2. #1592 sl IR (i (BB =2 L
B o IECkE (1 5)) BHATHRH], 13 2RS4 (2. 768.100% )

[0621] '"H-NMR(CDC1,) & :2.36(3H, s)+2.63(1H, d, ] = 5.0Hz).3. 78(3H, s).
4.64-4. 73 (2H, m) .6. 02 (1H, d, ] = 5.0Hz) 6. 77-6. 86 (2H, m) 7. 02-7. 08 (1H, m)
7.15-7. 21 (2H, m) < 7. 22-7. 28 (2H, m) . 7. 34-7. 40 (5H, m)

[0622]  3)2-(4- FIAHEETTIE ) —6- ALK K& Ak

[0623] ] (2— “FAR2E —3- FAEREL ) - (4- A REL ) HE (2. 76g.8. 25mmol) ) A
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F (30mL) HA 20 % S AL R4 (276me) , FEINAMKERTR (0. 27mL) » fEE R
FE L8 /NI E, B AEAT IS E o RV TR R 2 B 2, AT B ) v A AT Al (R
=L OME - IECKE (1 0 4) ZATRH, 13 2br A5 (1. 758.93% ) o

[0624] 'H-NMR(CDC1.) & :2.22(3H, s).3.78(3H, s).3.93(2H, s).4.63(LH, br s).
6. 77-6. 86 (3H, m) \6. 96-7. 05 (2H, m) 7. 11-7. 17 (2H, m)

[0625]  4) [2-(4- FRARIERIE ) —6- FIEAIE 1-5a— fik — B —D— MHk e # 28 B 1 1) 5 1k
[0626]  TERVSULH, TEVKYA T, W) 2- (4- LR SE ) -6 AL 2K (318mg. 1. 39mmol) [1)
2RV (3mL) AN 2,3, 4,6- P4 —0— 3L —5a— % — a —D— LA 25 8% (500mg. 0. 93mmo1)
=T 2% (0. 35mLy 1. 39mmol) J& , FEAH FIEE F A DU AR S A — R WEi% (TMAD. 239mg .
1. 39mmol) o —IAd R NV IR ZR 18 T+ 2 FiR, — 1A FE 48 /NI o N R N IR IR 4E A5 2
B AL OIS (BB =R Ol @ IECHE (1 ¢ 10)) T4, KA~
i T FEE -THF (5 © 2) WVRAWWR (TmL) P, A 20 % S EALAEAEAL T (T2mg) , TEEVTA
HHERE 4 NI BRI I8 . R s 28 1R R 2 1T B BRI AR (1 (R IT
W= Ppt . TEE (10 1)) PATHH, 32065 BHAEY) (180mg 50% ) .

[0627]  'H-NMR(CD,0D) & :1.16-1.35(2H, m) .1.74-1.88 (1H, m) 2. 33 (3H, s) .
3.16-3. 26 (2H, m) +3. 42-3. 52 (1H, m) . 3. 54-3. 68 (2H, m) . 3. 74 (3H, s).3. 92-4. 02 (2H,
m) 4. 08 (1H, d, ] = 15. 3Hz) 6. 77-6. 83 (2H, m) 6. 86—6. 91 (2H, m) .6. 96-7. 04 (1H, m) «
7.05-7. 12 (2H, m)

[0628] MS(ESI") :411[M+Na]"

[0629]  HPLC f#FFHS[A] :10. 8 43%h

[0630]  SLjiafs] 18

[0631]  [2-(4- FAHIEEIE ) —4- FARIE 1-Ba— ik — B —D— NHk MR 5] 26 4 1

[0632] 1) (2- FAUIE -5 SRTE ) — (4 USRI ) R A

[0633]  {EZSULH, £ -T8°CF, [q] 1- R4 -2- ] —4- H 2K (1. 5g,5. 33mmol) [#J THF
VR (60mL) A N IE T HEEAE 0 OB TR (2. 44M, 2. 4mL) , £E A [RIVE BE R B RE 30 43 B
16 —78°CF, MIAA W P N 4- AR (0. 6g,4. 42mmol) 1) THF ¥ (20mL) o 7EAH
[FIRE T HEFE 1 /NI, IR S KIS, FH SR CREAEE . A HLZ R i 3ok
Ve, TH: (TLAKBRIREE ) I, IR Z8MRBR 250550 . #1525 AR (a1 (JRIT I =
LMROHE © IECKE (1 1 5)) HHATKS I, /3 2IFs 8L &4 (0. 982.66% ) .

[0634] 'H-NMR(CDC1,) & :2.66(1H, dd, ] = 0.8,4.9Hz) .3. 80 (3H, s).4.98(2H, s) .
6.01 (1H, d, J = 4. 9Hz) 6. 83-6. 90 (4H, m) 7. 14 (1H, dd, J = 3. 0,9. OHz) 7. 20-7. 34 (7H,
m)

[0635]  2)4- R —2-(4- AT ) EMG K

[0636] [0 (2— "FAZE -5 JARZE ) —(4- AR ZREE ) HIIE (0. 98g.2. 90mmol) ) FH VS
(18, 6mL) HANA 20 % S AL AEHEAT (98me) , F AN 2N-HC1 (ImL) » 7E& A P HiH:
15 /NI, AR R . KRR R 28 T R 25, WA B Ak FHRE I A (3l (R =
LMROHE - IECEE (1 1 6)) MATKS I, /3 2IFr L &4 (0. 55¢.82% ) .

[0637]  'H-NMR(CDC1,) § :3.78(3H, s).3.89 (2H, s).4.65(1H, br s).6.68-6.73(1H, m) .
6. 77-6. 87 (4H, m) \7. 11-7. 12 (2H, m)
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[0638]  3) [2—(4- FHARIE VI ) —4- BRI J-Da— Bk — B —D— L AR 7 2 0 £ 1K) 5 ik

[0639]  FERVTULH, TEVKYA T, i) 2—- (4- ISR ZENEE ) —4- A M (323mg. 1. 39mmol) 1) F
RV (3mL) M 2,3,4,6- PU —0- FHE —5a— Bk — o —D- LR A 28 (500mg. 0. 93mmol)
A="T W (0.35mL 1. 39mmol) Ji , ZEAH RN A DY AR SR A — Rk Z  (TMAD. 239mg .
1. 39mmol) o —I4A% K NI 1E T+ 2 L, —IAEFE 48 /NI o KR NI R S R 4, K AT 2
Bt ARERAE G (BT = CRANE - IECKE (1 1 10)) JHATAEE, 45 20 = s
e T FEE -THE (5 2) FVRA W (Tml) H, A 20 % EAAAAEE AT (22mg) , TEEVUR
HERE 4 /NS B AT R o R R 28 TR R 25 1T BRI R A i (JRIT
W= Pet . TEE (10 © 1) PATHH, 13200585 (103mg.29% ) o

[0640]  'H-NMR(CD,0D) 8 :0.99-1. 13 (1H, m) . 1. 50-1. 65 (1H, m) \2. 08 (1H, dt, J = 13. 4,
4. 0Hz) 3. 22-3. 35 (2H, m) . 3. 50-3. 57 (2H, m) . 3. 75 (1H, dd, ] = 4. 0, 10. 7Hz) . 3. 79 (3H, s) «
3. 87-4.02(2H, m) \4. 11-4. 21 (1H, m) \6. 79 (1H, dd, J = 3.1,9. 4Hz) .6. 83-6. 92 (3H, m) .
7.06 (1H, dd, J = 4. 7,8. 9Hz) .7. 12-7. 20 (2H, m)

[0641] MS(ESI") :415[M+Na]"

[0642]  HPLC fREFES[R] :10. 9 435h

[0643]  SCjifafs] 19

[0644]  [2-(3— HFHL ) AL |-Ha— fik — B —D— Nk i 2 BB

[0645] 1) (2— WARIEAEE ) - (3 WAK ) FEEMA K

[o646] FEZAS UL, 7€ -78°C T, [ 1- FAZE —2- WA (3. 3g,12. 5mmol) ) THF % ¥
(40mL) A e T 3R CeRs L (2. 44M, 5. 65mL) , EAH [FIELRE T $idE 30 0 8h. 7E-78°C
T MZEE I N 3 AR i (1. 40g, 11. 3mmol) [¥) THF ¥ (5ml) o 7EAH [FINEAE T Hidt
LIS INANIK, Fl S8 SREAEL . KA LJE AT B R Kl T (iKmieeE: ) 5,
TR 2SR 22050 A3 B R T RE AR (1 (R =R MG © IECHkE (1 & 10))
HATHE S, 3 RbE 8 5 (2. 268.65% )

[0647] 'H-NMR(CDCl,) & :3.00(1H, d, J = 6. 3Hz) .5.57 (1H, d, J = 11. 5Hz) \5. 60 (1H, d,
J = 11.5Hz) .6. 01 (1H, d, J = 6. 3Hz) 6. 85-7. 15(5H, m) \7. 17-7. 4 (7H, m)

[0648] MS(ESI") :308M]"

[0649]  2)2-(3- L FIE ) AMKIA K

[0650] ] (2- FAIEZRIL) - (3- AHE) FEE (2.54g.7. 5lmmol) [ EEAVE (30mL) o
I 20 % S EALEAEALT (300mg) , FF A 2N-HC1 (0. 3mL) » fEES AP HRE 5 KG, B
AT o H ek R 28 T o 25, B A5 B s AR A (1l (BRI = LRI © IEC
fi (10 10)) HEATKE I, /32005840 &4 (620mg.42% ) .

[0651] 'H-NMR(CDCL,) & :3.98(2H, s) 4. 70 (1H, s) .6. 75-7. 3 (8H, m)

[0652] MS(ESI) :201[M-H]

[0653]  3) [2-(3— FF2E ) A%E 1-Ba—fik — B —D— ML 5 2 0% 1

[0654] TEA UL, FEVKA T, M 2-(3- K& ) 28 (225mg. 1. 11mmol) 1) B 28 ¥
(2.5mL) A 2,3,4,6- P4 -0- K5 —5a— Bk — B -D— ML 77 %5 B8 (400mg.0. 743mmo1) Fll
=T (0. 278mL. 1. 11mmol) J&, 7EAH FIEFE A VY A 2545 A — Bt (TMAD. 192mg.
L. 11mmol) o ¢ R NRAE OC F 1t 5 /NN ia, — 1A AR T i, — 10 8E 14 /Do F R

ol
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N VBLIRR  FAS B kv A IR AE 0 (R = IR B © IECHE (1 & 10)) 4T
AER. AR SR T PEE -THR (2 ¢ 5) FVREWW (Tal) A, I 20% S &4k
AEAL TR (40mg) , AR A P HiHE 24 /NN S AT 38 RS I 28 1B 25, 15
BRI AR AR (BT = "85 B (10 1)) FATR ), 25230810 &)
(76mg28% )

[0655]  'H-NMR(CD,0D) & :0.99(1H,dd, ] = 24. 7THz, 13. 2Hz) 1. 45-1. 62 (1H,m) . 2. 09 (1H,
dt, J = 12. 6Hz,4Hz) +3. 16-3. 3(2H, m) . 3. 4-3. 55 (2H, m) . 3. 71 (1H, dd, J = 10. 7, 3. 8Hz) .
3.93(1H, d, J = 14.9Hz) 4. 05(1H, d, J = 14.9Hz) 4. 1-4. 3(1H, m) .6. 8-6. 95 (3H, m) .
7.0-7. 06 (2H, m) . 7. 08-7. 27 (3H, m).

[0656]  MS(ESI") :363[M+H]".385[M+Na]”

[0657]  HPLC fR¥FII[A] :10. 9 7%

[0658]  SLjifafyl 20

[o659]  [2-(3— AIJELFIL ) 2RI 1-5a— fik — B —D— Ak IR o8] 22 B

[o660] 1) [2-(3- FIZETRIE ) AL J-5a— fik — B —D— ML 1 25 05 7 1 & ik

[0661]  7EA /Ui, fEUKA T, 17 Uzbekskii Khimicheskii Zhurnal (1984), (6),31-4
LBy 2-(3- AR ) XMy (228mg. 1. 15mmol) ) R (2. 5ml) FAIA 2,3,
4,6- DY —0— % —5a— B — B —D— MHL PR %5 2588 (413mg.0. 743mmol) F1= T E (0. 233mL.
L. 15mmol) J&, fEAHFREE T A DY IR A Wiz (TMAD. 198mg. 1. 15mmol) » —i44f %
MR GENE T 22 25, — TA B 15 /N o B SN R A A A9 B R AR A A (il (i
=2l - IECEE (I 1 10)) BHATATE., R R KISt T Pl -THF (2 & 5)
[FITR A (TmL) o, N 20 % SR AL AR AE AL T (40mg) , FESL SR TP B FE 6 /NI T, i
ARt B8 . R 2R TR R 25, 1 A3 BRI FHEEI AR (B (R =& Pkt © FEE
(10 © 1)) #ATHK ], 32065 BAE Y (109mg.40% ) o

[0662]  'H-NMR(CD,0D) & :0.95(1H, dd, J] = 24.4Hz,12.9Hz) .1.45 -1.62(1H, m) .
2.06(1H, dt, J = 13.1,4.0Hz) 2. 27 (3H, s).3. 15-3. 30 (2H, m) 3. 42-3. 52 (2H, m)
3.70(1H, dd, J = 10.7,3.9Hz) .3.87(1H, d, J = 14.8Hz).3.98(1H, d, ] = 14.8Hz) .
4. 1-4. 25 (1H, m) .6. 81-6. 88 (1H, m) 6. 9-7. 2 (7H, m)

[0663]  MS(ESI") :376 [M+NH,] 359 [M+H]"

[0664]  HPLC fR¥FII[A] :11. 4 738

[0665]  SLjjtafh] 21

[o666]  [5— G —2—(4- FAEIEFHL ) KHL | -ba— B — B —D— ML A BT

[0667] 1) 2- WA —1- V] —4- AR A K

[0668]  [f] 2— ¥R —5— FZEMY (3. 0g, 15. Tmmol) HJ DMF 9% (15. 7mL) TP D ABREZER (2. 61g,
18. 8mmol) , ZER/IIH, AEEM FHEFE 156 o 8h. EAHFEE T, & i i i R R R
(2. 69g,15. Tmmo1) , ZEAH RV FE R HERE— 0. MIABRIRE I AV, F O 1R LR ¥5H
MLZ PR SRk e T (ToKBRIRE: ) Jo, IR 28 TR IR 20550 o 143 21 I ik Ak B
FEEIE (BB =1EC) AT, /520 RKbs 8 &4 (4. 318.98% ) .

[0669]  'H-NMR(CDCI,) & :5. 14 (2H, s)\6.56-6. 72 (2H, m) \7. 31-7. 52 (6H, m)

[0670]  2) (2— WAL —4- JRIE ) - (4- SRS ) TR &k
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[0671]  TERSWH, /E-T8CF, ] 2- N4 2 —1- ¥R —4- % & (1. 4g,5. Ommo1) [¥] THF %5V

(50mL) Hi N IE T 2B el (1. 59M, 3. 14mL) , fEAH [FRELEE T Hide 15 738, 75 -78°C

T MEAZEE N 4- AR P (680mg, 4. 99mmol) ) THF %K (15mL) » 7EAH [FIEAE

TR L5 NS, IR A KIS, H CIR SRR ¥A HLZ TR £ 2K v

B, T CTCKREBRER ) Ja, ks 28 1R BR 2550 . 15 2 1 s Al R IR AT (0l (SR I =

EOpE - &Pk L AE (12 0 3 0 1) HEATRH, /3 300 @R bs @itk 54 (1. 41g.

83% ).

[0672] 'H-NMR(CDC1,) & :2.67 (1H, d, J = 5. 0Hz) 3. 79 (3H, s) .4. 99 (2H, s) .6. 00 (1H, d,

J = 3. 8Hz) .6.62-6. 70 (2H, m) .6. 81—6. 86 (2H, m) . 7. 19-7. 38 (8H, m)

[0673]  3)2-(4- FEHE NI ) -5 W AM A K

[0674] [ (2— WAL —4- AL ) —(4- FAEERE ) FEE (2. 095g.6. 19mmol) [1) FEEAS

W (20mL) FmA 20 % EEAL AL (200mg) , AN 2N-HCL (0. 3mL) o RS T i H:

16 /NI S A A R 08 o KRS R8s 2 TR 25, 145 B I Akl Rl IR A (il (R =2

e OlE L IECHE (1 0 b)) FHATHH, 15 2Rt 54 (489mg.34% )

[0675] 'H-NMR(CDC1,) 8 :3.78(3H, s).3.89(2H, s).4.88(1H, s).6.50-6. 40 (2H, m) .

6. 80-6. 88 (2H, m) 7. 04 (1H, dd, J = 6. 6, 8. 2Hz) .7. 08—7. 15 (2H, m)

[0676] MS(ESI) :231[M-H]

[0677]  4) [5— 9 —2- (4—- AR FEE ) 2R3 ]-ba—fik (carba)— B —D— LAk 7 26 4 17 1K1 6

[0678]  TfEA WA, fEIKA T, I 2-(4- FHEEFE )-5- B AR (323mg. 1. 39mmol)

()R 2R s (2. 5mL) AN 2,3,4,6- P4 —0- & —ba— fik — B -D— ik g 1 25 BE (500mg

0.928mmo1) F1 =" ZEM% (0. 346mL. 1. 39mmol) Ji5, 7EAH [RIEAE T I A DY AR 2548 Al — R Wi

(TMAD. 240mg 1. 39mmo1) o —IAH Jx N VH NS T 22 2, — 34 e 17 /N o 4 s S s

9ii, FAF BN BRI A AR 0 (R = LR AHE - IECKE (1 1 10)) BHTAEE ., #1533

(RUREL = s fd T FR I —THE (2 ¢ 5) MIRAE (TmL) o, NN 20 % S AL AL (40mg)
LA BERE 22 /NS AT UE . RS R 2 R R 22, AT B TR v A A

il (EIFE =T F: FEE (10 © D) TR, S 2kREA A (59mg16% ) .

[0679]  'H-NMR(CD,0D) & :1.00 (1H,dd,J = 24.4,12. 9Hz) . 1. 5-1. 65 (1H, m) . 2. 04 (1H, dt,

J = 13.4,4. 1Hz) 3. 17-3. 35 (2H, m) . 3. 43-3. 55 (2H, m) 3. 65-3. 75 (1H, m) 3. 73 (3H, s) .

3.81(1H,d, J = 15. 1Hz) . 3. 90 (1H,d, J = 15. 1Hz) 4. 1-4. 22 (1H,m) 6. 56 (1H, dt, ] = 8. 5,

2. THz) 6. 75-6. 88 (3H, m) . 7. 0-7. 13 (3H, m)

[0680] MS(ESI") :415[M+Na]”

[0681]  HPLC fREFESIR] :11. 0 43%h

[0682]  SLjifafy] 22

[0683]  [2—(4— FIRRAMERE AL ) 2Rk 1-5a— ik — B —D— MLAH # & 6E 1T

[0684] 1) (2- FHEIEFIE ) - (4- IR LRI ) FREMA K

[0685]  FEZAVTULT, 7E 0CF, M) 2- "FAIEZREFEE (2. 60g.12. 2mmol) 1) THF %5 (24mL)

N 4- AR SE AR TR AL BRI THE W (0. 5M.35mL) o 2530 T 3iH: 2 /i i, 7E0K

AN IR G B KB B GR CBE AL A HLZE e fn bk gk, T4 (TR

BREE) Ja, 78RR . WA B ARE AR A (BT = SR LG © IE Ok
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(1 4) HATK ), S 2R B E Y (3.918.95% ) .

[0686] 'H-NMR(CDCl,) 8 :2.47(3H, s).2.91(1H, d, ] = 5. 8Hz) 5. 03 (2H, s) .6. 01 (11, d,
J = 6. 0Hz) .6. 90-7. 00 (2H, m) . 7. 15-7. 35 (11H, m)

[0687]  2) (2—- FHEIEARSE ) - (4~ FUGERABESRE AL ) FRE A %

[o688]  FEZASULH, 1EO°CF, ] (2- "FAAIEIRI ) - (4- MR REL ) FEE (3. 00g,
8.92mmol) ) — S LA (25mL) Hm AR U 2R R (4. 40g, 22. 2mmol) , 7EAH R T
BERE 30 8h. LBERR L UTIEM )G, BRI A N SUE AL BN K IS TR e . B PRI AU
FEA L, WG I A HLZ R K R b /K e, 08 (CKIRBRE: ) ), R 28 kR K0
), 13 2R A Y (3. 188.97% ) .

[0689]  'H-NMR(CDC1,) & :3.02(3H, s).3.03(1H, d, J = 6. 3Hz).5.00(1H, J = 11. 4Hz) .
5.04 (1H, d, J = 11.5Hz) .6. 09 (1H, d, J = 6. 2Hz) 6. 95-7. 03 (2H, m) . 7. 16-7. 22 (2H, m) .
7.24-7.38 (5H, m) 7. 53 (2H, d, ] = 8. 1Hz) . 7.84(2H, d, ] = 8. 6Hz)

[0690]  3)2-(4- FBERAMEIE 3L ) KM & Ak

[0691]  FEZULA, [ (2- FEIERIL ) - (4- FLERABEE RIE ) FEE (3. 00g,8. 14mmol)
[} EE (30mL) — LR L MG (30mL) JR-A W T A 20 % S AR (299mg) 1 36 %
HC1 (150 1 L, 1. 78mmol) , fEE/ TR P HE 6 /NI o IMABRIREVT, ikt 30 734f, TG, ¥
AR B BRI 25 BR 25 A3 B RE Rl AR 0l (R = LR L BE © 1E
opt (10 2)) ATk, 15 2R 8 &4 (1. 818.85% ) o

[0692] 'H-NMR(CDC1,) § :3.02(3H,s) 4. 06 (2H, s) 5. 00 (1H, s) .6. 77 (1H, d, ] = 7. 9Hz) .
6.89 (1H, dt, J = 7.5, 1. 2Hz) 7. 08-7. 17 (2H, m) 7. 42 (2H, d, ] = 8. 6Hz) .7. 82 (2H,d, ] =
8. 4Hz)

[0693]  4) [2-(4— FGERAMEILFHE ) -9k 1-ba— T — B —D— NIk AR 4 46 B 1 (1) 5 B

[0694]  FERE/ULH, FEVKIA T, ] 2- (4 FBEREIEBE 55 ) 2K (365mg, 1. 39mmol) 1)
125 (2mL) —THF (ImL) YRS I 2,3, 4, 6- P4 —0- H5E —5a— % — a —D— Nk I 4 %4 B
(500mg+0. 928mmo1) A1 =T K (0. 35mL. 1. 39mmol) i, £EAH FIVEFE N A PY 3L —
W% (TMAD.242mg. 1. 41mmol) o —TUf# R N SNE T+ 2 Zi, — A iHE 25 /Mo ¥ R Y.
TR, 15 B )R AR A (BB =Ll IECk (1 - 4—~1 1 2))
AT AL K A3 B R T I (3mL) —THF (2mL) VR-AE I, A 20 %6 S AL AR
637 (27, 2mg) FT L 34 2N ERIR, fEE R e 2. 5 /Mo I N TRURIRR R S B /K S VBLEAT
HOUE BT I8 o K RII8 28 R R 25, AR B AR IR A (3l (IR = R
e © BEE (8 1) FATHGH, 15 2R 59 (120mg.31% )

[0695]  'H-NMR(CD,0D) & :0.91(1H, ddd, J = 13.0,13.0,13. 0Hz) 1. 53 (1H, m) .2. 03 (1H,
ddd, J = 13.0,4. 0,4. 0Hz) .3. 07 (3H, s) .3. 19 (1H, dd, ] = 8.9,8. 9Hz) .3. 28 (1H, dd, ] =
9.0,9. 0Hz) 3. 43 (1H, dd, ] = 9. 0,9. 0Hz) 3. 50 (1H, dd, J = 10. 7, 6. 1Hz) .3. 67 (1H, dd, J
= 10.7, 4.0Hz).4.02(1H, d, J = 14. 5Hz) 4. 16 (1H, d, J = 14. 5Hz) 4. 14-4. 26 (1H, m) .
6.88(1H, t, ] = 6. 2Hz) .7.04 (1H,d, ] = 8. 1Hz) \7. 17 (1H, d, ] = 7. 5Hz) 7. 18 (1H, t, ] =
7.5Hz) \7. 48 (1H, d, ] = 8. 4Hz) .7. 80 (1H, d, ] = 8. 4Hz)

[0696]  MS(ESI") :423[M+H]", 440 [M+NH,]", 445 [M+Na]"

[0697]  HPLC {RFEFHSIE] :9. 0 43 %h
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[0698]  SLjifafyl] 23

[0699]  [2—(4— B FHL ) AL 1-Ha— ik — B —D— N AE fif 2 BB T

[0700]  1)2-(4- FFEE ) AMHIE Rk

[0701]  FEZRUH, £E -T8°C N, In) 1- WAUHE —2- WA (2. 04g,7. Tbmmol) ] THF %5 ¥
(60mL) HHIE B IE T A K DA (1. 59M, 4. 9mL) , 75 AH [RIVELEE T 3idE 20 43%8h, 76 -78°C
T, FRZEEE R N 4- S FES (801mg, 6. 45mmol) f¥) THF YAV (10mL) « 7EAH[FRELE 5
F 1.5 /NI S IO AT S B A, H CR CBE AR A ALE A B Sk sk, T
B (TC/KIRIREE ) Ja, SR 280k 22070, 159 2R AL S L= 4 (2. 358) » 1S 2 HH
P B (15mL) HOInN 20 %6 S AL AL T (186mg) » T IHN 2N-HC1 (400 1 L) o 7E
SURGUTHERE 3 /NI T, KA i o KSRk Hs 28 TR RR 2%, 15 2 A e ek JRe AT (i
(BB =LK LHE - IECH (1 2 5)) HHATH I, 15 2br A4 (996mg 77% ) .

[0702] 'H-NMR(CDC1,) & :3.95(2H, s).4.72(1H, s).7.77(1H, dd, J = 7.9, 1. 1Hz) .
6. 88 (1H, td, ] = 7.5, 1. 1Hz) .6. 96 (1H, dd, ] = 8. 7, 8. THz) 7. 06-7. 20 (4H, m)

[0703]  2) [2-(4— JUFZE ) K% J-Da— ik — B —D— L AR 5 2 0 17 1K) & ik

[0704] FEESW T, KA T, 1 2-(4- 3 ) By (284mg. 1. 40mmol) 1 FF K ¥ W
(3mL) H AN 2,3,4,6- P —0- 3L —5a- % — a —D— ML R 5 25 B (500mg.0. 928mmo1) Fll
=T & (0.35mL.1. 40mmol) J5, 7EAH RV AL 0 A DY AR A B — R Wi ik (TMAD. 24 1mg
1. 40mmol) o —I0AE R NI E NS TE A S, —IAREFE 21 /NI o W R SRR R TR 4, B AR B
W AL EOE (BB =CR O - IECKE (1 2 8—1 1 3)) HHTAHE B3 1ok
PR T A EE (4mL) —-THF (2mL) JREW A, A 20 % S &AL AL (18. 4mg) HT 1 ¥
ON EhE&, RSP HERE 1. 5 /NN IR RR BR A AN K AT TP A, Ak 75 8 o K 7
R 25 TR R 22, W AT BRI R 0l (I = %t - FEE (10 © 1—>8 1 1))
AT RS, A3 265 LAY (153mg46% ) o

[0705]  'H-NMR(CD,0D) & :0.99(1H, ddd, J = 12.9,12.9,12.9Hz) .1. 55 (1H, m) .2. 08 (1H,
ddd, J = 13.2,3.9,3.9Hz) 3. 22 (1H, dd, J = 9.0,9. 0Hz) . 3. 30 (1H, dd, J = 9. 0,9. OHz) .
3.48 (1H, dd, J = 8.7,8.7Hz) .3.51 (1H, dd, J = 10.8,6.0Hz) 3. 70 (1H, dd, J = 10.8,
4. 2Hz) \3.90 (1H, d, J = 14. THz) 4. 02 (1H, d, J = 14. THz) \4. 20 (1H, ddd, ] = 11. 4,9. 0,
4. 8Hz) 6. 85(1H, t, J = 7.5Hz) 6. 93 (1H, dd, J = 8.9,8.9Hz) .7. 02 (1H, d, J = 8. 1Hz) .
7.06-7. 23 (4H, m)

[0706] MS(ESI") :363[M+H]"

[0707]  HPLC fREFESIR] :10. 9 4345h

[0708]  SLjiaf] 24

[0709]  [2-(3.4- — AL RAE ) ok 1-5a— fik — B —D— MLAH # &k 1T

[0710]  1)2-(3,4- ZREEFE ) KAk

[0711]  AERRWH, /£ -T8CF, In) 1- WAUHE —2- WA (1. 74g,6. 61mmol) ] THF % ¥
(30mL) HHIRINIE T AR R (1. 59M, 4. 4mL) , ZEAH IR A T HidE 1 /). 78 -78°C
T, AR 3, 4- AL TR (1. 00g,6.02mmol) FY THF %9 (SmL) « FAH[FIVG
FERHERE 1.5 /N E , I MU R K, H SR CBEA L A ALE AT £ Eh Kk
B, T (CLKBRIRER ) Ja, s 28 TR ER 070, 13 2R (2. 38g) o KRzl )i T 1
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g (20mL) 77, NN 20 % S AL AL R (196me) , FF A 2N-HC1 (30 1 1) o fEE R T 4K
FE 23 /IS B AR I E o R R R ZE TR 25, AT B R v e AT Al (R I
=L OEE L IECHE (1 0 b)) BHATHRSH, 13 2Ibr A5 (653mg.44% ) o

[0712]  'H-NMR(CDC1,) & :3.82(3H, s).3.85(3H, s).3.94(2H, s) 4. 73 (1H, s) .
6. 74-6. 82 (2H, m) 6. 78 (1H, s) 6. 89 (1H, td, J = 7.5, 1. 1Hz) . 7.08-7. 17 (2H, m)

[0713]  2) [2-(3,4- ZHAILFE ) I 1-ba— T — B —D— MHLAs 4 2 B 1 1) 5 B

[0714]  ZER/SIA, ZEVKA T, 1] 2-(3,4- A ENEEE ) KMy (342mg. 1. 40mmol) [ FH
25 (2.5mL) —THF (1. OmL) Y& WP A 2,3,4,6- 1Y -0- 5% —5a— B — « —D— 0tk i 7 44
B (504mg~0. 936mmol) F1 =T ZEMBE (0. 35mL. 1. 40mmol) JiF , 7EAH IR FE R Ao A PY AR S48 &
TR (TMAD.242mg 1. 41mmol) o — AT R VIR NS 22 208, — 148 dE 22 /Mt
N VR AR, WA B et FHIE I AR (il (R = LR 1R © IECHE (1 & 3)) diATAb
H, KRR AR T FEE (2mL) —THE (2mL) JRA¥E 71, TN 20 % S8 AL AL 57
(21. 9mg) , TR AP HLFE 5 /NG, AR AR U8 s Iy e 28 1R R 25, 445 B ik i
AR ARG (R = "5 W%t : WEE (10 © 1)) TR E, 5353449 (108mg.
38% ),

[0715]  'H-NMR(CD,0D) & :1.01(1H, ddd, J = 13.1,13.1,11.6Hz) 1. 55 (1H, m) 2. 08 (1H,
ddd, J = 13.3,3.8,3.8Hz) .3. 21 (1H, dd, J = 9. 2,9. 2Hz) . 3. 29 (1H, dd, ] = 8.9, 8. 9Hz) .
3.48 (11, dd, J = 9.2,9. 2Hz) .3. 49 (1H, dd, J = 10.7,6. 3Hz) .3. 70 (1H, dd, J = 10.7,
4. 1Hz) \3. 76 (3H, s) 3. 78 (3H, s).3.87(1H, d, J] = 14.8Hz).3.96 (1H, d, J = 14. 8Hz) .
4.19 (1H, ddd, J = 11.5,9. 0,4. 6Hz) .6. 73 (1H, dd, ] = 8. 3,2. OHz) 6. 81 (1H, s) .6. 82 (1H,
d, J] = 8.3Hz) \6.84(1H, td, J = 7.5, 1. 2Hz) \7. 02(1H, d, J = 7.5Hz) .7. 08 (1H, dd, J =
7.5,1.5Hz) \7. 14 (1H, td, ] = 7. 2, 1. THz)

[0716] MS(ESI") :405[M+H]"

[0717]  HPLC #3517 :9. 7 434

[0718]  =SLjif] 25

[0719]  [2-(4- £ FERHE ) FRFE 1-5a— ik — B —D— LI 20 T

[0720] 1) [2-(4- LFEFEE ) I 1-5a— fik — B —D— LR 1 25 B 17 16 Ak

[0721]  FER/SULH, fEUKVA T, W75 B b 24 155 W004/052902 B, W001/074834 Z¢Hhic 3%,
1) 2-(4- LFEREE) K%y (236mg. 1. 11mmol) ) 2RV (2. 5mL) I 2,3,4,6- P4 -0-F
HL —ba— i — a -D- LG A 258 (400mg. 0. 74mmol) FI="T ZLM (0. 28mL. 1. 11mmol) J&, EAH
IR R A0 DY AR A8 4 — BB i% (TMAD. 191mg. 1. 11mmol) . — i 4d 2 N i 2218 F %8 253,
—IAPEFE 25 NI o B R VIR IR 4, 1 A B R E IR A S (R = LR L1
ECkE (12 10)) FATALTE . K45 2R DS T P EE -THE (1 @ 2) FRAH (4ml)
o, N 20 % S AL EAL T (20mg) , AR A T H: 1. 5 /NS, KA 98 . i)
TR 75T 25, AR R AR F TLC (R = & Pkt © Bl (10 1)) SR, 3 2
PREAL A (40mg 14% ) .

[0722]  '"H-NMR(CD,0D) & :0.86-1.00(1H, m).1.19(3H, t, J = 7. 6Hz) . 1. 45-1. 62 (1H, m)
2.00-2. 11 (1H, m) \2. 57 (2H, q, ] = 7. 6Hz) . 3. 16-3. 30 (2H, m) . 3. 43-3. 49 (2H, m) . 3. 70 (1H,
dd, J = 10.6,4. 1Hz) .3. 84—4. 02 (2H, m) 4. 12-4. 24 (1H, m) \6.83(1H, t, ] = 7.4Hz) .
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6.99-7. 16 (7H, m)

[0723] MS(ESI") :395[M+Na]”

[0724]  HPLC f#FFHS[A] :12. 3 43 %h

[0725]  SLjidh] 26

[0726]  [2-(4- FRFLRHE ) ZRIE 1-5a— ik — B —D— ML F & HE T

[0727] 1) [2- (4~ FREETREE ) KL 1-5a— ik — B D~ LI 1 2508 17 15k

[0728] FEA A, 7E-T8°C N, s i 1 P13 21 [2-4- B E N E) K
J& 1-5a— Tk — B —D— LM 28 (100mg. 0. 27mmo1) [ 5 e (1. 3mL) HH I =R
ARBI ) — SR BE T (1. OML0. 80mL.0. 80mmol) Ji7, B 2V 21V, £ SR FHtkE 1 /hit. %
RN IE IR R 4G 15 2 5% A HPLC (JR I = FIE :20mM LPRE /KW ) AT RS, 13
FIFREAL A (45mg47% ) .

[0729]  'H-NMR (CD,0D) & :0.92-1.06 (1H, m) \1.47-1.67 (1H, m) .2. 03-2. 11 (1H, m) .
3.18-3. 34 (2H, m) .3.45-3. 52 (2H, m) .3. 71 (1H, dd, J = 10.7,4. 1Hz) .3. 79-3. 95 (2H, m) .
4.12-4. 22 (1H, m) \6. 65 (2H, d, J = 8. 4Hz) .6. 83 (1H, t, J = 7. 3Hz) .6. 99-7. 16 (5H, m)
[0730] MS(ESI") :361[M+H]"

[0731]  HPLC fr¥FIIA] :8. 9 4344

[0732]  SLjiafy] 27

[0733]  [2-(4— FUILRHE ) RJE 1-Ba— @ik — B —D— ML H 2 HE 1Y

[0734] 1) [2-(4- FEEREE ) 2R3 1-Ba— fik — B —D— LR 1 25 B8 1 106

[0735] FER /WM T, EUKA T, ) 2-(4- S EE ) E®y (291mg, 1. 39mmol) ) 7 2K
(2mL) —THF (ImL) JB & W IOA 2,3,4,6- P4 —0- “EH —5a— % —a -D— BLAHH 28 (500mg .
0.93mmo1) F1 =" M (0. 35mL+1. 39mmol) Ji7, 75 AH [F LB T m N DU AR 2664 80 — R Bk i
(TMAD.239mg- 1. 39mmo1) o — 3 4¥ s NV 22 1% T 22 B3k, — A 8 HE 14 /NI o 4 S Vs A vk
9, A3 B SR U RERCAE B (BFR = R OME - IEC ke (1 @ 5)) Fiikl4 TLC(JEIF
W= OlE L IECkE (1 0 3)) BHATAIE, 13284 (130mg) « W43 EIFAL ™) (55mg)
BT 8P HE (0.50mL) H, FEUKYA F I 26 EE (0. 19mL.4. 4mmol) F1 =3 4LH &
BEECAL LS4 (0. 095mL, 0. 75mmol) o K N AE 2 T HHE 5 /NI JE, TEVKA T IAK,
H L8 CREAE . A HLE AT Sk pEds, T8 (CE/KRIBRER ) Jo, IR Hs 2818 bR 20
Flo B RNRERE FH TLC BT = "5 Tkt © BEE (10 © 1)) FATR ), B 3kr 8-S
(17.5mg12% ) -

[0736]  'H-NMR (CD,0D) & :0.83-0.96 (1H, m) 1. 44—1. 60 (1H, m) . 1. 99-2. 07 (1H, m) .
3. 14-3. 32 (2H. m) . 3. 38-3. 50 (2H, m) 3. 67 (1H, dd, J = 10. 7,4. 0Hz) .3. 93—4. 13 (2H, m) .
4. 15-4. 22 (1H, m) \6.85(1H, t, J = 7.3Hz) 7. 01 (1H, d, J = 7.9Hz) 7. 11-7. 18 (2H, m) .
7.37(2H, d, ] = 8. 2Hz) .7.55(2H, d, ] = 8. 1Hz)

[0737] MS(ESI") :392[M+Na]”

[0738]  HPLC fREFE[E] :10. 2 4345

[0739]  SLjiafy] 28

[0740]  [2-(3— =R AIERAE ) 2-FL 1 -ba— fik — B —D— LA H A8k 1T

[0741]  1)2-(3— =G FFSEIETE ) EM Ak
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[0742]  FEE ST, £ -T8°CF, ] 1- FAHHE —2- IR A (2.5g,9. 5mmol) ¥ THF %
(95mL) AN IE TSR CRevaii (2. 44M, 4. 3mL) , 7EAH IR T HikE 30 4340, 78 -78°C
T AT TP N 3- = PR TEE (1. 5g,7. 9mmol) F THE ¥ (32mL) o 7EAH[RIIR
FERERE 2 /N, A O°C R HidE 1/, R JE INAIK, H S8 SBEAEL . A4 HLZ F A
T ERARVEGS, T8 (CoKIRBREE ) Jo, ks 28 TRBR 250551 o 4645 2 B3R A AR AL (Al (2
T =M OME : IECkE (1 ¢ 5)) HHATAHE ., 18RI W T FEE (20mL) 1, i
A 20 % S EAL AL (200mg) \2N-HC1 (0. 187mL) » FEEVI AP HEHE 13 /NBF o ) 2 NI
PO IR R (850mg) , 7E 2L FHiHE 30 70805, AL 38 . Wl R 28R 25
RN R AR A O (B = LR AHE - IECKE (1 ¢ 5)) BHTRS I, 15 245 8L &
W (1. 40g.99% ) .

[0743] 'H-NMR(CDCl,) & :3.99(2H, s).4.71(1H, br s).6.76(1H, d, ] = 7.9Hz) .
6. 92-6. 86 (11, m) .7. 02-7. 15 (5H, m) . 7. 29 (11, d, J = 7. 3Hz)

[0744]  2) [2-(3- = AR FEE ) AR5 J-ba— Tk — B —D— NL AR A5 & 0 17 1K &

[0745]  FEHERIH, FEUKA R, ) 2-(3- = FELEFTE) KBy (373mg. 1. 39mmol) (1) F
RV (2mL) N 2,3,4,6- P4 —0- FE —5a— B — a —D- LR A A5 HE (500mg. 0. 93mmol)
F="T 2% (0. 35mLy 1. 39mmol) J&, fEAHFIEE F AP A A — R mEi% (TMAD. 239mg .
1. 39mmol) o — 1A R IR BRI T+ 2 FR, — 1A FE 20 /NI o ROV IR R4 AT 2K
B RERAL GOE (BT =R Ol - IECHE (1 ¢ 10)) P74, BE IR~
fift T FEE -THF (1 2) BVRAWW (1omL) A, i 20 % S A AL AR AEAL T (100mg) , 7EE S
APHRE 13 /NS R AR E o KRR s 28 R R 25 A5 B AR FH TLC (BTl =
TP L B (10 1) HEATKS I, /A RbR A S (104mg.26% ) .

[0746]  'H-NMR (CD,0D) & :0.86-1.00(1H, m) 1. 45-1.60 (1H, m) .2. 01-2. 09 (1H, m) .
3.15-3. 31 (2H, m) . 3. 41-3. 48 (2H, m) .3. 68 (1H, dd, J = 10. 7,4. 1Hz) .3. 88—4. 11 (2H, m) .
4. 13-4. 95 (1H, m) 6. 82-6. 87 (1H, m) . 7. 00~7. 30 (7H, m)

[0747] MS(ESI") :429 [M+H]"

[0748]  HPLC {#FFHF[E] :12. 4 43 %h

[o740]  SZjfifsl] 29

[0750]  [2-(4- BRI FIL ) REE 1-ba— ik — B —D— Nk AR A 25 B 11 L8 £

[0751] 1) [2-(4- S EFE ) KFE 1-5a— fik — B —D— LI 288 1 SR Eh I &
[0752] ¥4 K B 27 1R B B [2-(4- O R ) R E 1-2,3,4,6- P -0- F
K& —ba— filk — B —D— Nk R A 25 BE R 4 (63me) R T WL -THF (1 @ 2) MR &%
W (ImL) o7, 0N 20 % S A AL A AL ) (10mg) , 78 A S T B B 23 /NN S, K AL T
ok 8, B N ZE I B 2, 5 R [2-(4- | AR AE ) KA 1-2,3,4,6- 0 -0-F
5k —ba— Bk — B —D— NLAE A 2585 1 (R o A s g T — U %t (0. 55mL) o, 7EUK
AT I HEREE (0. 22mL, 5. Immol) F1 =5 ALH L BFACALAL 54 (0. 11mL, 0. 86mmol) ,
TEZIE NI 22 /NI o B SN IR R A, 43 21 (R 5% v ] HPLC ( T = TR & 20mM
PRV ) AT R, 13 2R A5 (19me) .

[0753]  'H-NMR (CD,0D) & :0.85-0.99 (1H, m) .1.42-1.58 (1H, m) .1. 88 (3H, s) .
1.93-2. 01 (1H, m) 3. 14-3. 67 (5H, m) .3. 87-4. 07 (2H, m) . 4. 01 (2H, s) \4. 11-4. 20 (1H, m)
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6. 79-6. 85 (1H, m) +6. 99 (1H, d, J = 4. 1H).7.01-7. 16 (2H, m) .7. 25 (2H, d, ] = 8. 4Hz) .
7.29(2H, d, ] = 8. 5Hz)

[0754] MS(ESI") :374[M+H]"

[0755]  HPLC {35t A] 7. 3 434

[0756] '% E@ jzl 30

[0757]  [5— A4RJE —2— (4- AR FIL ) 0L 1-ba— Tk — B —D— Mk Fe] i 45 B

[0758] 1) [6~ 4L —2- (4- FEAIERAE ) ZKIE 1-5a— T — B —D— MM A 45 BE 11 A Bk
[0750]  7E & < WL . 7E UK A K, [ 7E B R 2 JF W004/058682 BX W002/064606 BX
W002/044192 25 rh it 2 i 5— P4 JE —2- (4- AR 5L ) XMy (340mg. 1. 39mmol) K] A 8
WU (3mL) AN 2,3,4,6- P4 —-0- X —Ba— i —a -D- ML A 2 HE (500mg. 0. 93mmol)
=T 2% (0. 35mLy 1. 39mmol) J& , fEAHFIEE R AP 2SS A — R MER% (TMAD. 239mg .
1. 39mmol) o —IAAY S N IRGENETH 22 SR, —TABEFE 17 /N o 8 SN 8 448 5 K 43 21 11
TR RIS (B = LR AEE © IECkE (1 ¢ 3)) BHMTAE, AR~
it B -THE (1 2) MIRA W GmL) H, A 20 % S AL AUEALF (50mg) , ZEALRR
RHEEE 3 /NI, KA g . KRR 28 1R R 2K A3 B A FH TLC ( R = —
ARG D FEE (10 1)) HATREH 2R A Y (119mg32% )

[0760]  '"H-NMR(CD,0D) & :0.84-0.98 (1H, m).1.44-1. 60 (1H, m) 1. 98-2. 06 (1H, m) .
3.13-3.47 (5H, m) . 3. 77 (3H, s).3.82(3H, s).3.71-3. 88 (2H, m) .4. 06-4. 16 (1H, m)
6. 41 (1H, dd, J = 2. 3,8. 2Hz) 6. 58 (1H, d, ] = 2. 1Hz) 6. 75 (2H, d, ] = 8. THz) 6. 94 (1H,
d, J = 8.2Hz).7.05(2H, d, ] = 8. 6Hz)

[0761]  MS(ESI") :405[M+H]"

[0762]  HPLC fRFFHS[E] :10. 7 434k

[0763] ’% ﬁ jzl 31

[0764]  [2-(4- FARZERRIETIE ) I 1-Ha— @ik — B —D— MM 2 BT

[0765]  1)4-[(2- FHEIEARIL ) FFE ] KF R FEEHE %

[0766]  FERE /UL, £ -T8CF, ) 1- WA FE —2- I K (7. 84g,29. 8mmol) ] THF %5 ¥
(300mL) HH3 0 E T R TR (2. TIM, 12, Iml) , ZEAHFIRE T B 30 7380 76 -78°C
T, FOZES B N 4- AR RIS R S (4. 78g,29. Immol) 1) THF %5 (100mL) » 7EAHIA]
W e 1AM E, IMNK, F B8 CBEREEL . A HUZE AR bk ek, T4 (oK
WREREE ) ), WUEZEMAbR L. BRI A G (BT =R Ol 1IEC
fi (10 5)) FATHGH, 15 2brdib 59 (4. 158.41% )

[0767] 'H-NMR(CDC1,) & :3.06(1H, d, J = 6. 2Hz).3.91(3H, s).5.02(2H, dd, | = 5.8,
11. 4Hz) .6. 07 (1H, d, J = 6. 2Hz) .6. 94-7. 00 (2H, m) 7. 18-7. 42 (9H, m) .7. 96 (2H, d, | =
8. 4Hz)

[0768]  2)4-(2- FFAEETFE ) KPR T I A K

[0769]  FEZRSIH, 7E —40°C R, [ 4-[ (2- FEEXRKEL ) - BFE ] XFRFE (4. 15g,
11. 9mmol) Y Z BBV (22. TmL) A= ZFERELE (2. 27ml, 13. 5mmol) 1= AL Z Bk
RALAEY) (1. 52ml, 11. 88mmol) , ZEAH R T B 1. 5 /i o FAE 0°C FHidE 30 2385, n
AN R PR KA HLZ MR K e, T (TEKBRIRES ) J&, il R 28 1Bk
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ZHe AR RE ARG (JRHE=CBR Ol @ IECk (1 0 10)) FATHRs I,
RS (2.398.62% ) o

[0770]  'H-NMR(CDCI,) & :3.89(3H, s) 4. 05(2H, s) 5. 02 (2H, d. J = 5. 8Hz) .6. 92 (2H, d.
J=7.9Hz) .7.12-7. 36 (91, m) . 7. 91 (2H, d, J = 8. 0Hz)

[0771]  MS(ESI") :333[M+H]"

[0772]  3)4-(2- FRIEWIE ) R PRI G A

[0773] [ 4- (2— FERIEFEE ) KPS (2. 39g.7. 19mmol) B FFEEEE (7T0mL) A
20 % S EAAEAEAL T (239mg) o TEEVTR T HEHE 5 /NN B AL 98 o K 771 el R 25 1
bR, 1 EbR LAY (1. 168.96% ) .

[0774]  'H-NMR(CDCI1,) 8 :3.89 (3H,s) \4. 04 (2H, s) 4. 76 (1H,s) 6. 77 (1H,d.J = 8. 0Hz) «
6.89(1H, t.J = 7. 3Hz) .7. 13(2H, m) .7. 29 (2H, d, ] = 8. 4Hz) .7. 94 (2H, d, J = 8. OHz)
[0775] MS(ESI") :243[M+H]"

[0776]  4) [2- (4~ FIERFERILWHL ) #F 1-2,3,4,6- IY —0- I ~Ha— fik — B —D— AL IR i
EIRE TR

[0777]  FEES WA, FEUKA T, W 4-2- FEFE ) KF KR FEE (741. 4mg. 3. 06mmol)
[ AR 2R (6. 9mL) PN 2, 3,4, 6- P9 —0- "R A —ba— fik —a —D— ML M 7 45 BE (1. 10g.
2. 04mmo1) F1 =T Z B (0. 77mL.3. 06mmol) Ji, 7EAH [ A F N VY A7 25 1 0 — R Bt fi
(TMAD.526. 5mg+3. 06mmol) o —IZA§ [ NI G 18 T 2 2, — A4+ 20 /NI o 4 S MR vk
FEWG , A5 BN AR A AT il (BT =R Ol - IECHE (1 1 10)) HEATHEHI, 19
P EY (429. 0mg.28% )

[0778]  'H-NMR(CD.,OD) & :1.40(1H, dd. J = 12.0,12.0Hz).1.65-1.74(1H, m) .
2.00-2.09 (1H, m) \3. 43-3. 59 (2H, m) . 3. 84 (3H, s). 4.00(2H, s) 4. 32-3.92(8H, m) »
6.91(1H, t, J = 8.0Hz) 7. 04-7. 32(25H, m) , 7. 87 (2H, d, ] = 8. 0Hz)

[0779]  5) [2-(4- FIARIEBRILFEE ) 2R 1-ba— Tk — B —D— ML AR 4 25 B 1 1105 Bl

[0780] ¥ [2-(4- FFARIERIE R ) X3 1-2,3,4,6- PU —0— F2& —Ha—fik — B —D— ML i
HRELF (38. Img.0. 05mmol) ¥ T FIEE -THF (2 © 1) BHRAW (1. 5mL) H, A 20 %5
FALREMEALR (Bmg) » FEE AP BEFE 24 /NI AT 98 . KB 25 1R bR 25,
3B E A G (R =8P % : FEE (10 1)) FATH®, 15 2hr 8L &
W (12. 9mg.65% ) »

[0781]  'H-NMR(CD,0D) & :0.89-1.00(1H, m).1.47-1.62(1H, m).2.03-2. 09 (1H, m) .
3.16-3. 23 (2H, m) . 3. 42-3. 49 (2H, m) . 3. 51-3. 87 (1H, m) . 3. 95 (3H, s) .4. 00—4. 17 (2H, m) .
4.19-4. 23 (1H, m) \6. 87 (1H, d, J = 7. 4Hz) \7. 31 (1H, d, J = 7. 6Hz) .7. 12-7. 20 (2H, m) .
7.32(2H, d, J = 8.4Hz) .7.88(2H, d, ] = 8. 4Hz)

[0782] MS(ESI") :403[M+Na]"

[0783]  SLjifafy] 32

[0784]  [2-(4— 2 PILAE RO ) A 1-ba— fik — B —D— b o] 26 B 7

[0785] 1) [2-(4- BRIEFIE ) Ak 1-2,3,4,6- VY —0- ¥ —ba— filk — B —D— ML 25 B8 11
I R

[0786] FEA/AA T, AEEWE T, M) [2-(4- AR ) KA 1-2,3,4,6- 4 -0-F
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F —5a— % — B —D— NHLAE T T HE TR (100, Omg. 0. 13mmol) [ L EE —THF (4 & 1) ¥ (1. 5mL) A
BN BN= SNV (0. 16mL) , #ibE 22 /NN e SRISAEDKYA T, I\ BN— #h R /K ¥ ik
AT A, SRR T8 CBRERSY ) , R 4d, 15 2br AL &4 (91, 3mg.94% ) »
[0787]  'H-NMR(CDC1,) & :1.42(1H, ddd. J = 12.4,12.4,12. 4Hz) 1. 55-1. 67 (1H, m) .
2.00-2. 04 (1H, m) 3. 41-3. 61 (2H, m) \4. 02 (2H, s) 4. 35-3.92(8H, m) \6.92(1H, t, J =
7. 3Hz) \7.05-7. 32 (25H, m) , 7. 92 (2H, d, J = 7. THz)

[0788]  MS(ESI") :749[M+H]"

[0789]  2) [2-(4- SRR FE ) K% 1-2,3,4,6- P -0- F2E —ba— Tk — B —D— ML i
IR

[0790] TERSAAH, EEE T, 1 [2-(U-FEWREFE) K& 1-2,3,4,6- I -0- F
%= —ba— filk — B —D— MM Z % 1 (45. Omg.0. 06mmo1) ¥y N, N- —FIZLFEERZ (1. 2mL) %5
N 1= FRIERIE =M 1 K-S (9. 0mg 0. 07Tmmol) \ 1- Z3E —3- (3— — RIESSENIL ) W
W g & (12. 0mg.0. 07mmol) , $iHE 1 /NI &, fEVKVA T I ZUK (0. 5mL) , fii$: 27
NI PR AE, A TLC R =FEE - & Ff=1 : 10) FATHH, 15 2045810
A4 (39. 1mg 89% ) »

[0791]  'H-NMR(CDC1,) & :1.31-1.49(1H, m) 1. 62-1. 76 (1H, m) . 1. 96-2. 08 (1H, m) .
3. 39-3. 66 (2H, m) \4. 02 (2H, s) 4. 33—4. 96 (8H, m) .6. 88—6. 97 (1H, m) . 7. 04-7. 39 (25H, m) ,
7.54-7.61 (2H, m)

[0792]  MS(ESI") :748[M+H]"

[0793]  3) [2-(4- ZFEFFELIL WL ) 2R3E J-5a— Tk — B —D— b Asg 7 27 4 17 1K) & ke

[0794]  |n] [2-(4- ZZEFBRIE W3k ) 2R3E 1-2,3,4,6- PU -0 3k —Ha—fik — B —D— ML ARG A
ZEE (39. Img.0. 05mmol) ) FFEE —THF (2 @ 1) ¥ (3mL) FFhA 20 % S AL A AL 57
(5mg) o FEETA T HIFE 24 /N T, BRI U8 o KA FR0980 R 28 TR 25, #4592 ikl
Hil & TLC R =l © & %E (1 : 5)) TR, /2R L& (19.2¢.99% )
[0795]  'H-NMR (CD,0D) & :0.92(1H, dd, J = 11.7,11.7Hz) 1. 48-1.62(1H, m) .
1. 96-2. 08 (1H, m) +3. 16-3. 33 (4H, m) . 3. 42-3. 59 (2H, m) » 3. 65-3. 73 (1H, m) . 3. 93—4. 26 (3H,
m) 6. 87 (1H, t. J = 7. 3Hz),7.02-7. 21 (3H, m) 7. 31 (2H, d, ] = 8. 2Hz) 7. T4 (2H, d, J =
8. 1Hz)

[0796] MS(ESI") :388[M+H]"

[0797]  HPLC fR¥FINIA] :8. 0 434

[0798]  SLjifafy] 33

[0799]  [2—(4-N, N- — AL IPEL 0L ) I 1 -ba— filk — B —D— MRk Mg il 25 B 11

[08o0] 1) [2-(4-N, N- — HI & & & H B & % &) K & 1-2,3,4,6- I -0- ¥
%= —ba— filk — B —D— MRk I 2 8% 17 1A ik

[0801] &AM N, SLhEf] 32 PRI [2- (4- ®IEHFIL) KK 1-12,3,4,
6— P4 —0— %Ik —5a— B — B —D— NkLAR A %M (45. Omg.0. 06mmo 1) (¥ N, N— — FIIE /i
(1. 2mL) EWA AN 1- I FF = 1 KEH (9. 0mg.0. 07mmol) \1- £FE -3-(3— %
FENEE ) WAL Wi R R £R (12, Omg. 0. 07mmol) , Fi#: 1 /N JE, fEUKVS T AIA N, N-
N 7K B (0. BmL) , Bt 27 /Mo g Hs k4, 2% TLC( Il @ & ke=1 © 10) #AT
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FEH, 13 20bR 8L 59 (44. 1mg 96% )

[0802] 'H-NMR(CDC1,) & :1.42-1.52(1H, m) 1. 66-1. 78 (1H, m) .2. 05-2. 14 (1H, m) .
2. 83 (3H, s) 3. 04 (3H, s) 3. 44-3. 68 (5H, m) . 3. 99 (21, s) \4. 35-4. 53 (1H, m) 4. 68 (2H, s) \
4.83-4.94(3H, m) \6.91 (1H, t, J = 7. 3Hz) .7. 04-7. 36 (27H, m)

[0803] MS(ESI") :776[M+H]"

[0804]  2) [2—(4-N,N- — FIILEU AL IR L ) A% ]-ba— fik — B -D- MR A B I &
5%

[0805] ] [2-(4-N, N- = F Bt & & F @Bt 2 ¥ &) K K& 1-2,3,4,6- ] -0- F
J& —ba— fik — B -D- ML A 25 BT (44, 1mg.0. 06mmo1) [FJFFEE -THF (2 @ 1) ¥ (3mL) HjH
A 20 % SAAL AL (Bmg) « TESE AP IEFE 24 DN 5 BRI 8. BRI 7%
TR 2, A3 RN AR & TLC (R = FEE © & F % (1 ¢ 5)) STk, 15 2hr &
EY (20. 1mg87% ) »

[0806]  'H-NMR (CD,0D) & :0.86-1.00(1H, m) 1. 45-1.58 (1H, m) . 1. 98-2. 06 (1H, m) .
2.95(3H, s).3.03(3H, s).3.13-3.49 (5H, m) .3.62-3. 68 (1H, m) 3. 88-4. 21 (3H, m) .
6.91(1H, t, ] = 7. 2Hz) .6. 98-7. 15(3H, m) .7. 26 (4H, s)

[0807] MS(ESI") :416[M+H]"

[0808]  HPLC fREFHS[H] :8. 9 434

[0809]  SLjiafy] 34

[0810]  [2-(4— LARIERIE ) KL [-ba— Tk — B —D— Nk IR B 25 A £

[0811] 1) 2-(4- LHFEFWI ) - KBy G K

[0812]  fEA /U, /£ -T8°C N, I 1- WA I —2- W 2K (2. 5g,9. 5mmol) ] THF %5 ¥
(90mL) =N IE TSR CRerasii (2. TIM, 3. 8mL) , 7EAH IR B T Hikk 30 4340, 78 -78°C
T, FZES TP N 4- 2 FEZE R (1. 29mL, 1. 86mmol) ¥ THF %W (30mL) o 75 AH [Fi&
FER R 2 /NS INANIK S F SR SRR KA HLZ AT 3h Kk, T (oK
PREE ) Jo, IR Z5IR R 220 AR B R AR EE (BB =R AN @ IECHt
(1 ¢ 5)) HHATALEE. ()45 20 PPRL™ Y0 I RV (26. 8mL) AN 20 %6 S AL A4 AL 771
(147mg) , F I 36% HC1 (0. 4mL) o 7EZ TR PHEFE 24 /NN i, AR U8 o R ) ek s
AR 25, AR R E AR I (BHW =R @ IECk (1 ¢ 5)) #ATH I,
FRR S Y) (828, 1mg 38% ) o

[0813] 'H-NMR(CDCL,) & :1.39(3H, t.J = 7.0Hz) .3.93(2H, s) .3.99 (2H, q. ] = 7. 0Hz) .
6. 77-6. 90 (4H, m) \7. 09-7. 14 (4H, m)

[0814]  2) [2-(4- LAFEFEE ) REE J-ba— ik — B —D— Nb AR 5 & 0 17 1K) & ik

[0815]  FERAUH, FEVKA T, W] 2-(4- LT ) KBy (319. 6mg. 1. dmmol) [y FF 2K
VAW (3. 2mL) O 2,3,4,6- PU —0- EHE —5a— K — « —D- MR &8 (500mg. 0. 93mmol)
F="T 2% (0. 35mLy 1. 39mmol) Ji&, ZEAH FIEE T I VY M A — R MEi% (TMAD. 239mg .
1. 39mmol) o —IAfd R NI B2 18 T+ 2 B, — 1A FE 20 /NI o ROV IR R4 AT 2K
VRt AREIRAE S (BB = LR OB © IECKE (1 1 10)) AT, K152~
T EE (GmL) 77, AN 20 % S EAL AL (56me) , fEE AP HiHE: 24 /N E, B
AT I8 o FE I TR R 28 T B 25, 45 B B il A A (il (SR = St © I
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(10 © 1)) ZATHKGH], 13 2R 59 (133, 5mg36% ) .

[0816]  'H-NMR(CD,0D) & :0.89-1.03(1H, m).1.35(3H, t, J = 7. 1Hz), 1. 48-1. 62 (1H, m) .
2.02-2. 11 (1H, m) 3. 18-3. 33 (3H, m) » 3. 35 (2H, s), 3.44-3.52(2H, m) .3. 68-3. 74 (1H, m) .
3. 81-4. 02 (4H, m) 4. 13-4. 23 (1H, m) 6. 74-6. 87 (4H, m) .6. 99-7. 17 (4H. m)

[0817] MS(ESI") :411[M+Na]"

[0818]  HPLC ff4Fma]) :11. 4 43

[0819]  sLjitafyl 35

[0820]  [2-(4- AL ROE ) ZRIE 1-5a— ik — B —D— ML F A HE Y

[0821] 1) 2-(4- 5 FAE TR ) KMrE

[0822] TEA SV, £ -T8CF, M 1- R4 I —2- IR 2K (2. 5g,9. bmmol) ) THF %5
(90mL) HiE N IE T ZEE I bt (2. TIM, 3. 8mL) , 7EAH RV B T Bt 30 438h. 7E -78°C
T, O IN A- R A AR TR (1. 23mL, 1. 86mmol) (1) THF %9 (30mL) » 7EAHIA]
BT R 2 /NI, IMAIK, H O18 SRR A HLZE R A& ke dk, T8 (Jook
EREE ) Jo, 28R R 220 AR IR RE AR A1l (BB =L Ll © EC
Ft (12 5)) WEATACTE . 43 20 RRL™ 40 I TR (26, 8mL) N 20 %6 S A A AR A7)
(147mg) , FAIAMKERER (0. 4mL) o RS AT HiH: 24 /NG, B AL 98 . 5 ek s
AR 25, AR R dm AR 1l (B =R 4l - IECk (1 ¢ 5)) #ATH: I,
R BAAEY) (1.038.42% ) o

[0823] 'H-NMR(CDC1,) & :3.97 (2H, s) 6. 46 (1H, t, ] = 74. 4Hz)6. 77 (1H, d. ] = 8. 0Hz) .
6. 87-6.91 (1H, t, J = 7. 3Hz) 7. 03 (2H, d, ] = 8. 4Hz) .7. 09-7. 15 (2H, m) . 7. 21 (2H, d, J =
8. OHz)

[0824]  2) [2-(4- oA FEE ) Z-F 1-ba— Tk — B —D— MHLAs 5 4 B 1 1) 5 B

[0825]  {EB/SUT, fEVKA R, ) 2—- (4— — & PRI EE ) 2% (350. Omg. 1. 4mmol) ) F
ZEEWE (3. 2mL) AN 2, 3,4, 6- DY —0- KL —5a— 1% — « —D- MLA AT 8 (500mg. 0. 93mmol)
F="T 2% (0. 35mLy 1. 39mmol) J& , FEAH R E F A DU ARS8 — R WER% (TMAD. 239mg .
1. 39mmol) o —IUAH S NI R0 T A S, — I HEFE 20 ANET o K S R ek R TR 4, AR I
TR AR RIS (JEFFR = LR AHE - IECHE (1 ¢ 10)) BHTAREE, & 1520H
R T HEE (GmL) 1, I 20 % S AL AT (69mg) , TEEV AT HidE 24 /NS, Fafie
AT I8 o H W IR R 2 T B 25 1 15 B il A A s (BRI = =St - FE
(10 1)) BATHRGH], 13 2R 59 (1563, 1mg 40% ) .

[0826]  'H-NMR (CD,0D) & :0.87-1.01(1H, m).1.48-1.62(1H, m) \2.01-2. 11 (1H, m) .
3.17-3. 34 (2H, m) + 3. 43-3. 54 (2H, m) . 3. 67-3. 73 (1H, m) . 3. 96 (2H, dd. | = 22.9,14. THz) .
4. 14-4. 26 (1, m) \6. 72 (1H, t, J = 74. 5Hz) 6. 83-7. 25 (8H, m)

[0827] MS(ESI") :433[M+Na]”

[0828]  HPLC fR¥FINIA] :11. 6 73

[0829]  SLjifafh] 36

[0830]  [2—(4— AT FEFIE ) 2RI [-ba— Tk — B —D— Nk IR o] 2 4l £

[0831] 1) (2— WA ) - (4- BUTHEARE ) FEEME K

[0832] FEZAA UL, 7€ -78°C T, [ 1- FA I —2- WA (3. 3g,12. 5mmol) ) THF ¥ ¥
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(126mL) i hn E T B QAT ER (2. 44M, 5. 65mL) , 7EAH [FIELEE T B+ 30 708h. £ -78°C
T M ZES N A- BUT EE 2K EE (1. 68g, 10. 4mmol) [ THF ¥ (42mL) o 7EAH [F]3
FEREERE /NS, INANIK, F SR L EEAEEL . KA HUZ F R Eh K vk, T (Te/KHi
BREE ) I, W28 MR L. WA BRI AR AR B (BT = LR LR © IEC K
(1 : 5)) WATKS I, 15 2bs AL &4 (2. 178.60% )

[0833] 'H-NMR(CDCl,) & :1.32(9H, s).2.86(1H, br s).5.02(2H, s).6.03(1H, s).
6. 03-7. 00 (2H, m) \7. 13-7. 39 (11H, m)

[0834]  2)2-(4- BT NI ) KM HIE Ak

[0835] ] (2— RARIEARTE ) — (4- BUT HEARTL) FIEE (2. 17g.6. 26mmol) ) VAV (27mL)
NN 20 % SEALAEAEALF) (217mg) , IO 2N-HC1 (0. 52mL) o £EE /SR B 24 /N
P IT U8 S TRIR R 28 1R R 22, AR R R A IR AR G0 (R = LR L1
ECkE (11 10)) FATHGE], 15284659 (1. 38.86% ) o

[0836] 'H-NMR(CDC1,) & :1.29(9H, s).3.96 (2H, s).4.65(1H, s). 6.75-6,91(2H, m) .
7. 09-7. 32 (6, m)

[0837]  3) [2-(4- BUT ZEFEE ) REE J-ba— Kk — B —D— NibAs 5 & 0 17 1K) & il

[0838]  FEAVULH, TEVKA T, ] 2- (4= BUT 2L FE ) 258y (334mg. 1. 39mmol) ) %S
W (2mL) AN 2,3,4,6- I —0- K —5a— Bk — a —D— ML PR A5 2 K (500mg. 0. 93mmol) Al
=T & (0.35mL. 1. 39mmol) J&, 7EAH [FIVELFE T A VY AR S48 A — R B % (TMAD. 239mg .
1. 39mmol) o —I0AE K IR ZE NS TE 2 S, —IAEFE 20 /NI o K R SRR R TR 4, AT B
BRI AL EIE (BT =R Ol - IECHE (1 ¢ 10)) ST BE B~ E
it T HEE -THF (1 @ 1) FVRA W (12mL) 5, I 20 % S A AL AL (60mg) , fEE TR
W RE 24 NI S B AR I8 . RS IR 28T R 25 AR B pReEs R IR e (R
T =5 T4t . FEE (10 ¢ 1)) TR, S 2R EY (BTmg 16% ) .

[0839] 'H-NMR (CD,0D) & :0.89-1.01(1H, m).1.29(9H, s).1.53-1.59(1H, m) .
2.04-2. 11 (1H, m) +3. 19-3. 34 (2H, m) . 3. 45-3. 51 (2H, m) . 3. 71 (1H, dd, 10. 8,4. 5Hz) .
3.95 (2H, m) \4. 19 (1H, m) 6. 84 (1H, m) \7. 01-7. 17 (5H, m) . 7. 26-7. 28 (2H, m)

[0840] MS(ESI") :401 [M+H]"

[0841]  HPLC fREFASIR] :13. 7 43%h

[os42]  SLjfifsl] 37

[0843]  [2-(4- HIFLFIL ) RHE [-ba— ik — B —D— ik As A 2 0 7

[0844] 1) (2- WAL ) X PRI FEREM A I

[0845]  FER/TULH, /£ -T8°C N, [ 1- WA —2- IR (3. 3g, 12. 54mmol) [ THF ¥
(126mL) " in iE T 28 BT E I (2. 44M, 5. 65mL) , 7EAH R T fii$: 30 7380 £ -78°C
T FOZES RN A- PR FEE (1. 28g,10. 6mmol) ¥ THE ¥ (42ml) o 7EAHFRELEE T
PiFE L /NS, INAIK, H S8R SBEAEEL . KA HLZE F A Sk gk, T8 CoKBifge:)
J5 » PR ZE TR BR 255550 o F4 45 B [R5 I AT (03 (I = SR R - IECHE (1 1 5))
HATRE ), A3 BIFR 8L & (2. 38.71% ) o

[0846] 'H-NMR(CDC1,) & :2.33(3H, s).2.87(1H, s).5.02(2H, s). 6.03(1H, s).
6. 09-6. 99 (2H, m) \7. 09-7. 34 (1 1H, m)
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[0847]  2)2-(4- FEEFIEE ) XY & Rk

[0848]  [r] (2— “RAFEZARTE ) XTHZRIEFEE (1. 5g.4. 43mmol) 1 EEASM (27mL) H DA
20 % S EAL AL (150mg) , FF AN 2N-HC1 (0. 37mL) o EES R HEFE 24 /NS, B
ATt Y8 B TRk 2 AR 25, 1 A5 B SR A AR B (BT =R LR © IEC
Bt (11 10)) HEATHKGH, 19 26559 (617mg 70% )

[0849]  'H-NMR(CDC1,) & :1.55(3H, s).3.95(2H, s).4.65(1H, s).6.75-6,90 (2H, m) .
7. 09-7. 25 (6H, m)

[0850]  3) [2—-(4— FRZETREL ) 2R3 1-5a—fik — B —D— ML 1 25 B 1 16 Ak

[0851] FEAE/SVLT, fEUKA T, I 2-(4- PR ) KW (275mg. 1. 39mmol) (1] 1 28 %
W (2mL) NN 2,3,4,6- I —0— K —5a— Bk — o —D— ML IR AT & RE (500mg. 0. 93mmol) Al
=T R (0.35mLy 1. 39mmol) J5, 7EAH RV FE T i o\ DY A A8 B — R Wik (TMAD. 239mg
1. 39mmol) o — 1A% S NI LR TF A S, —IANEHE 20 /NET o A R N IR R R 4A , K A5 B
B AL GOE (BT =R ABS - IECHKE (1 ¢ 10)) HHTAEE, K8 2R~ v
it FREE-THF (1 @ 1) MRAHE BmL) 1, A 20 % S AL EALF (44mg) , ZEELRR
HRHEEE 24 /IS B HEATEIE . RS 28R ER 25 AT B B Bl IR (1 (2
=P8 . BEE (10 © 1)) FATHH], 5 2FREL 5 (20mg.6% ) .

[0852]  'H-NMR (CD,0D) & :0.84-0.97 (1H, m).1.44-2.03(1H, m) \1.96-2. 03 (1H, m) .
2. 22 (3H, s).3. 13-3. 30 (2H, m) .3. 39-3. 46 (2H, m) . 3. 64 (1H, dd, J = 10.8,4. 5Hz) .
3.95 (2H, m) \4. 12 (1H, m) 6. 76-6. 81 (1H, m) .6. 92-7. 03 (5H, m) . 7. 06—7. 11 (2H, m)

[0853] MS(ESI") :381[M+Na]®

[0854]  HPLC {334 1a] :11. 4 4ph

[0855]  SLjifafs] 38

[0856]  [2—(4- AAHJLRIL ) -5 — 3 I FEMENY —3— i 1-ba— filk — B —D— NHk i 5] 26 4 £
[0857] 1) 3- AR —2- (4- FIAEZE R IE ) -5 — o TRy 15 Ak

[0858]  {EAV/SULT, 1E O°CF, 4% 5 43 Bh a4 B E Fr A FF WO 04/007517 8411 77 14 1
1 (3= FEIE -5 = FFIEMENy —2- 3 ) - (4- I KEL ) FHJ [methanone] (220. 2mg,
0. 56mmol) F1 = ZFERELE (1. 34mL, 8. 41mmol) [ =4 FLews i (1. 1ml) TN =M L
(3mL) o LEAHFIESE FHLFE 6 NI 45 208G, B = 38 1E4E (0. 9mL, 5. 61mmol) o £EAH[F]
BT HERE 16 /NN 45 73805, 4 ROV IR G WIS . 415 2 155 8 A A Al (&
=L Lls - IECkE (1 1 10)) FATHEE], 15 20br#4k 54 (108. 8mg 51% ) o

[0859]  'H-NMR(CDC1,) & :3.79(3H,s).3.96 (2H,s).5. 04 (2H, s) .6. 82 (2H, d, ] = 8. 6Hz) .
7. 11 (2H, d, J = 8. 6Hz) 7. 16 (1H, s) 7. 30-7. 41 (5H, m)

[0860]  2)2-(4- AL NI ) -5 =G ZEBEN) -3- M) [thiophen—3-01] &k

[0861]  FEASILH, £ -T8CF, I (3- FHEIE —2-(4- FHEILFI ) -5 = 5 FAEMEY)
(170. 5mg, 0. 45mmo1) HJ — 5 FLEHF (4. 5mL) Hhn A = IRALHN — FF 50 R e A2 AL 5 40 1)
TR REE (0. 47mL, 0. 47Tmmo 1) , FEAH R FHEHE 5 2080, 75 0°C FHEHE 11 /dit . ik
MAREYI R INAIK, FH S PR30 AL LR R S M A v VR A R 7K s
T (CTEARBRBRE ) 5, R 28R 258 K15 B akd AR Al (B = LR
CRE D IECHE (1 ¢ 5)) BHATKEHI, 15 2hrdb 54 (117. 0mg 90% ) o
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[0862] 'H-NMR(CDC1,) & :3.80 (3H,s).3.97 (2H,s) 4. 47 (1H, s) .6. 87 (2H, d, ] = 8. 6Hz) .
6. 98 (1H, s) \7. 19 (2H, d, J = 8. 6Hz)

[0863]  3) [2-(4- FF 4 2§ % 2% )-5- = & & W& wy -3- 2 ]-2,3,4,6- 1 -0- F¥
Fk —Ha— ik — B ~D— nHLIR T 20T 1 Ak

[0864]  {EZEUSUT, fEVKYA T, ] 2— (4- FAZE WL ) -5 = H PAEHEN) -3- %) (117mg,
0. 41mmol) A KWW (0. 85mL) I 2,3,4,6- PU —0— "EHE —5a— Tk — a —D— Nk R 7 25 B
(146mg.0. 27Tmmo1) FN="TFLKE (0. 10mL. 0. 41mmol) J&, fEAHIREIVEE N A AR {H A —
BEENZ (TMAD.70mg.0. 41mmol) o ¥ R NIR-A WAL S W FHide 18. 5 /o i R NIR G H
HRE AR (B =2CB O . IECk (1 : 10~1 : 8)) ¥HTAFE. KRR
i€ TLC( B = LR LW - IECKE (I ¢ 8)) BHATHKS I, 15 24r 8L &4 (47. 2mg) o
[0865] 'H-NMR(CDC1,) & :1.56-1.80(2H, m).1.96-2. 10 (1H, m) 3. 40-3. 70 (5H, m) .
3.75(3H, s).3.96 (2H, s).3.96-4. 16 (11, m) \4. 44 (2H, s) 4. 53(1H, d, J = 11.0Hz) .
4. 70-5. 00 (5H, m) \6. 79 (2H, d, J = 8. 6Hz) . 7. 06-7. 38 (23, m)

[0866]  4) [2-(4- FRARZEFIE ) -5~ =3 FFAEMEW; —3- 3 ] —5a— Tk — B —D— NHk MR 33 44 4 1 11
Ak

[o867] FE A T, #H [2-(4-F A EFTE)-H = m PR -3- % 1-2,3,4,
6— VU —0— "R 2& —Ha— Tk — B —D— Nhk e 41 26 B 1 (45 2mg, 0. 056mmo1) ¥ T S F &t (0. 5mL)
o, ZEUKA TN — R ZEREEE (0. 145mL, 3. 35mmol) F1 =R ALHN Z BERC 74k &4 (0. 07mL,
0. 56mmol) o Hf K MIR-EWAEAH FIELAE T i 5 70 Bh, 7R 2 S HRE 19 /NS, 20K T
NI R S KA VR K, B U R 25 e A HLZ F o Sk e, 488 (CeKa
FRAN ) Jo, IR 28 IR IR 550 B9 BB E R il 25 TLC B ITM =1E Okt © A (1 ¢ 1))
AT RS, 15 2IFR 8L & (12, 2mg.49% )«

[0868]  'H-NMR(CD,0D) & :1.15-1.35(1H, m).1.40-1.65(1H, m) \1.95-2. 15 (1H, m) .
3. 15-3. 35 (2H, m) +3. 35-3. 60 (2H, m) 3. 65-3. 80 (1H, m) . 3. 75 (3H, m) . 3. 90-4. 06 (1H, m)
4.01 (2H, m) \6. 84 (2H, d, J = 8. 3Hz) .7. 16 (2H, d, ] = 8. 3Hz) .7. 40 (1H, s)

[0869] MS(ESI") :448M]"

[0870]  HPLC fR¥FHI[A] :12. 4 7358

[0871]  =sLjiaf 39

[o872]  [3— FFARJEL —2—(4- A4 FIL ) 2RJE [ -ba— Tk — B —D— ik As A5 2 0 £

[0873] 1) 2- WA —6— FAAZE A IR FREN & R

[0874]  ZERESUT, LEUKA TR, —iadi sk 6- FAEILKMER (5.07g.30. 15mmol) FIE AL
(60% w/w+3. 02g.75. 38mmol) VR, —i N DMF (30mL) o EAH[RIELAE S Hid: 10 434
Ja, 465 4B MR EEIR (8. 95mL 75, 38mmol) , # [ NVR -G W) L0 AH [RIR B T it 30 738, 7
AR T BEFE 2.5 /NN o UK TR I AT AL B KRN K , T SRR EX . KA AL K
M KA WEES, T1 (CKBiBR® ) Ja, 28R 207 19 2 1055 ek AT
it (BIE=2BCES . IECk: (12 10~1 1 b)) HATKH, B EFREFLEY (6. 248,
59% ).

[0875]  'H-NMR(CDC1,) § :3.81(3H,s).5.08(2H,s).5. 35 (2H, s) .6. 55 (1H, d, ] = 5. 9Hz) .
6. 58 (1H, d, J] = 5. 9Hz) \7. 15-7. 45 (11H, m)
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[0876]  2) (2- R4 -6 FAERE ) FEIE K

[0877]  fEZAVSULH, (R T, 46 15 08P S AL AR (0. 88g.23. 14mmol) [ LWk ETE
(35mL) F A 2- AR -6 AR R R W E (6. 2. 17. 80mmol) ] L MEHSVR (20mL) o
W [ SR AR INFA B T BekE 2 /AN, AEVKA TR 2R S (2mL) 5, W i R % 5t
/R [Rochelle] #h/K¥W (20mL) , FHiR G WL THiFE 20 43 8h. FRERSE 0L 38, I8
FAN I AN S R EhK IR (1emL) , FH CBEAEE . A HLE F A ok ek . T8 O
IKEREREN ) S5, W25 1R PR LV 15 B i R AT il (JRIF = &k & IE e
(1 ¢ 1)) TR, 32065 A (4. 758.100% )

[0878] 'H-NMR(CDC1,) & :2.48(1H, t, J = 6.8Hz).3.85(3H, s) 4. 84 (2H, d, ] = 6. 8Hz) .
5.10(2H, s).6.58(1H, d, J = 8. 4Hz) .6.62(1H, d, J = 8. 2Hz) .7. 20 (1H, dd, | = 8. 4Hz,
8. 2Hz) \7. 28-7. 47 (5H, m)

[0879]  3) (2- FAIE -6 FAAERE ) - (4- FEERE) PG K

[o880]  FEETULT, # (2 WAL —6- IR ) TEE (3.52g.14. 41mmol) 1 N- FIZE
bR N- 45464 (\MO. 2. 53g.21. 61mmol) [ A FLEA R (14. 5mL) & T/KE R AE1, 4
VU IE N 25 5T R%% (TPAPL152mg.0. 43mmol) o ¥ R M IR-GWIAEAH FRELEE T #i e 20 4380, 76
IR PERE 175 /N i, AREEE U, YRR 2R TR IR RV AR RIS R e
W (BB =CMRLHEE : FCk (1 0 3~1 1 2.5)) #TATE, B ERMAESWEET
THF H, 7KV H1, FERS P D 4- AR BEL IR EERY THE %59 (0. 5M.30. 3mL) » 7E
T HERE 1. 25 /NG, 7EEIR N AR GG KBS, FH CBEREE . ¥ A HLIZ v
FAL KA, T (LKBRERE ) J5, R Z8 TR 200 1649 21 B3R FHAERCAE
it (R =CBLlE : ECE (1 0 4~ 1 : 3.5)) STk K, SRS (3. 66g.
72% ).

[0881]  'H-NMR(CDC1,) & :3.78(3H,s).3.81(3H,s).4.28(1H,d,J = 11. THz) 4. 99 (1H, d,
J = 11.5Hz)5. 06 (1H, d, J = 11.5Hz) 6. 33 (1H, d, J = 11. 7THz) 6. 61 (11, d, J = 7. 6Hz)
6. 64 (1H, d, ] = 7. 6Hz) .6.80 (2H, d, ] = 8. THz) 7. 10-7. 40 (8H, m)

[0882]  4)3- 4L —2- (4- FAIE NI ) HKM& M

[0883] ] (2- “FEIE —6- AL REL ) - (4- A RIL ) FEE (2. 13g.6. 08mmol) i FF
RS (50mL) AN 20 %6 S A4 ) (0. 32g) , FFMMAN 2N-HCL (1. 8mL) o 7EZ/ TR
ke 24 /NG, AR GRE U8 . K v TR Hs 28 1R R 25, 1 A9 B BRI AR (i (SR IT
W=l L IECHE (1 1 4) FATH L B RbRE G54 (1. 31g.89% ) o

[0884]  'H-NMR(CDCI,) 8 :3.76(3H, s).3.82(3H, s).3.98(2H, s).4. 67 (1H, s).6. 45 (1H,
d, J = 8. 1Hz) .6.52(1H, d, ] = 8. 2Hz) 6. 79 (1H, d, ] = 8. 6Hz) 7. 07 (1H, dd, ] = 8. 1Hz,
8. 2Hz).7.17(1H, d, ] = 8. 6Hz)

[0885]  5) [3- FI4AIE —2—- (4- AR ) K3 1-5a— Tk — B —D— MLAs A 45 BE 15 Bl
[0886]  TERVTULH, TEVKYA T, W) 3— AL —2- (4- AR ) £y (343mg. 1. 40mmo)
) R 2 —~THF 9% ( 2K 2. 5mL.THF 0. 3mL) * A 2,3,4,6- P4 —0- 3%k —5a— B — a —D— it
M7 25 88 (504mg. 0. 94mmo1) F="T %L (0. 35mL. 1. 40mmol) J&F, 7EAH [FIVELEE N I Y F 3k
A Wi (TMAD.242mg. 1. 40mmol) o F§ R NIR-GWIAEVKA R HiHE 1. 25 /N, fEZ0R T
Pide 22 /NBF o B OV RERR AR (RITF =R SNE - IECkE (1 0 10~1 © 5))
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HATACTE . S BIRH=VEfR T I -THE (1 @ 4) ARSI (10mL) 1, I 20 %4
FAEALT) (94mg) , RS T i 5 /NI BRI 38 o R R R 28 1R R 25
RN E AR A (R =" T4 . FhE (15 ¢ 1~10 1)) HATKH, 153
FREALEY) (121mg32% ) o

[0887]  'H-NMR (CD,0D) & :0.85-1.05(1H, m).1.40-1.65(1H, m) \1.95-2. 15 (1H, m) .
3.10-3. 30 (2H, m) .3. 40-3. 55 (2H, m) + 3. 60-3. 75 (1H, m) . 3. 71 (3H, s) 3. 79 (3H, s) .
3.92(2H, s) < 4. 05-4. 25 (1H, m) 6. 59 (1H, d, ] = 8. 2Hz) .6. 65-6. 75 (3H, m) . 7. 05-7. 15 (3H,
m)

[0888] MS(ESI") :405[M+H]"

[0889]  HPLC fREFHSIR] :10. 6 43%h

[0890]  SLjifafyl 40

[0891]  [2-(4- AL L ) -3 AJLIRIL 1-5a— Bk — B —D- ML A 2 HE T

[0892] 1) (2— WAL —6- FREAE ) FEM A K

[0893]  FEAVULH, TEZEWL T, 46 10 8P S A0S (0. 82g.21. 50mmol) 1] LWk BIF
(30mL) AN 2- “FEIE —6- IR IR AHKE (4. 47g.16. 54mmol) [ ZBEAE (15mL) « H4
R A AR INABIR S BERE 1 /NN, fEVKA TN R L85 (2mL) S, i i Fn 2 R
K (20mL) , KR S =00 T HeRE 1 /N o FAa 8 - U, 1n) S8 A I i A 27 K
KW (oml) , FH LBRZEEL . KE HLUZ A Ek vk, T8 (KRR ) 5, Wk
AR AR E R I (BB =R 4l @ IECk (1 ¢ 1) #4T
K, 15 2IF 8L 54 (3. 84g.100% ) o

[0894] 'H-NMR(CDC1,) & :2.20(1H, d, J = 6. 6Hz) 2. 40 (3H, s) \4. 79 (2H, d, ] = 6. 6Hz) .
5.11(2H, s) .6.83(2H, d, J = 7.9Hz) \7. 15(1H, t, ] = 7. 9Hz) . 7. 25-7. 50 (5H, m)

[0895]  2)2- RNk —6- FIILA 1A L

[0896]  TERVRULH, B (2- R4 -6- FELIRIL ) AR (3. 46g.15. 16mmol) AT N- A&
Wbk N= 446 (NMO. 2. 66g.22. 7T3mmol) I % LR (10mL) A 7KV VA1, U in VY 1E 4 2%
RLETEREE (TPAP.152mg 0. 43mmol) o ¥ S WA WAEAH RV N B4k 1. 75 /it i, A RE e
Tl uE, WURZE R LW HIF RIRRE HEERAE EE (JRIT = LR IR ¢ IOk
(1 : 5)) HATKEHI, /3 2IFr 8L &4 (3. 088.90% ) .

[0897]  'H-NMR(CDC1,) 8 :2.59(3H, s).5. 16 (2H, s) 6. 82 (1H, d, J = 7. 3Hz) .6. 90 (11, d,
J = 8.4Hz) 7. 25-7. 50 (6H, m) . 10. 73 (1H, s)

[0898]  3) (2— WAL —6- PR ) - (4- FEERE) FREMA K

[0899]  FEAVTUL, H 2—- WL —6- FREAXFEE (3. 08g.13. 6mmol) ) THF %59 (10mL)
BT RGE A AL N 4- AR SRR IRAL BRI THE %9 (0. 5M.30. 3mL) o 7E =& T HiH
L. 75 /NI FEVKYAS T NN M AN S E KV, FH S BEAE X A B H B A A K
Ve, TH: CTLKBRIREN ) J5, iR 28 MRBR 25550 o #4152 R A (1 (R IT Il =
LROEE D IECHE (1 0 6~1 1 5)) HATKEH], B 2R8I 59 (4.57g.100% ) .

[0900]  'H-NMR(CDC1,) & :2.38(3H, s).3.80 (3H, s).4.09(1H, d, J = 11. 2Hz) .4. 88 (1H,
d, J = 11.5Hz) \5. 00 (1H, d, J = 11.5Hz) 6. 03 (1H, d, J = 11. 2Hz) .6. 75-6. 90 (4H, m) .
6. 90-7. 05 (2H, m) 7. 10-7. 35 (6H, m)
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[0901]  4) 2—(4- A FEWIE ) -3 FIERM K& ik

[0902]  [r] (2- 4L —6— IAEZEIE ) - (4- FAEZERE) W (2.39g.7. 15mmol) ) A
B (50mL) A 20 %6 E A AL EAL T (0. 368) , FEINA 36 % HC1 (0. 36mL) o 7EZ/ T
BikE 11 /NG, BN U8 K v ek He 28 1R I 25, 1445 B SR R AR (il (JRIT
W= OlE L IECHkE (1 0 b)) FATHEE, 13 2br itk &4 (1. 40g.86% ) .

[0903]  'H-NMR(CDC1,) & :2.28(3H, s) 3. 76 (3H, s) +3. 99 (2H, s) 4. 61 (1H, s) 6. 67 (1H, d,
J = 8. 1Hz) 6. 70-6. 85 (3H, m) .6. 95-7. 15 (3H, m)

[0904]  5) [2—-(4- FRARIEFEE ) —3- FEEAIE 1-5a— fik — B —D— MHkHe) #i 285 0% 1 1) 5 1k
[0905]  TERSULH, TEVKA T, W) 2- (4- ISR ZE ) -3- 2K (318mg. 1. 39mmol) 11
2K —THF ¥ ( 1 ImL. THF 0. ImL) F 0N 2,3,4,6- 4 -0- 3 —5a— % — a —D— AL
HZHE (500mg.0. 93mmol) F1 =T LMk (0. 35mL. 1. 39mmol) Ji5 , ZEAH FIVELEE T AN A DY AP 348
R _AREZ (TMAD.242mg. 1. 40mmol) o 4 R N R-GWIAE VKIS T HiFE 10 438h, TR0 T Hidt
23 /NI B N EERCRE G (R =R OME © IFeki (1 0 7T~ 1 1 6)) BHT4b
OB BRI T -THE (1 ¢ 3) FIRA W (4mL) 1, I 20 % S A AR AL
71 (66mg) , FEA AP HEFE 6. 5 /NN, A RIS 98 . K a s 25 18 e 2=, 115 2 5%
AR A (BRI =_"aFF%  FEE (10 1)) K, 5205854 (55mg.
15% ) o

[0906]  'H-NMR (CD,0D) & :0.85-1.05(1H, m)1.45-1.65(1H, m) 2. 00-2. 15 (1H, m) .
2.21(3H, s).3.15-3. 30 (2H, m) . 3. 40-3. 55 (2H, m) . 3. 65-3. 75 (1H, m) . 3. 72 (3H, s) .
3.94(1H, d, J = 15. 0Hz) 4. 06 (1H, d, J = 15. 0Hz) 4. 05-4. 20 (1H, m) .6. 70-6. 80 (3H, m)
6.91(1H, d, ] = 8. 2Hz) .6. 95-7. 10 (3H, m)

[0907] MS(ESI") :411[M+Na]"

[0908]  HPLC fR+FHITR] :11. 2 3%

[0909]  SLjf] 41

[0910]  [2-(3— 4 —4— FFAREFIL ) 2RHE | -ba— Tk — a —D— kAR A 25 0

[0011] 1) (2— 4 ) - (3- i —4- MEFEFEE) PEHI SR

[0912]  FEZA UL, 7E T8 CF, W] 1- R4 —2- ¥R 2K (2.5g,9. 50mmol) [¥) THF ¥
(30mL) HRiEINIE T A Ot (1. 54M, 6. 79mL) , 7EAH [FIRELEE T i 30 2080 7E -78°C
T, A N 3- G —4- AR K TR (1. 32g,8. 56mmol) ¥ THF %W (8mL) » {EAH[A]
BT HRE LS, IR ZAL K, H OBR SBEAEEL . A ALZ F AR £ 2R K Y
e T (CKBEREL ) 5, s 28 1R R RV A3 2 ARE IRl (B =2
B OlE L IECHE (1 0 b)) FHATHH, 15 2brab 59 (2. 798.96% )

[0913]  'H-NMR(CDC1,) & :2.92(1H, d, J = 5. 8Hz) 3. 87 (3H, s) 5. 03 (2H, s) 5. 98 (11, d,
J = 6.0Hz) .6.85-7. 10 (5H, m) . 7. 21-7. 35 (7H, m)

[0914]  2)2-(3- o —4- TR ) EMMG K

[0915] [ (2- “RARFEZREL ) - (3- o —4- AR AEE ) R (1.50g.4. 43mmol) [1) S
W (29mL) TN 20 % SAEAGARAEALT] (150mg) , FF AN 2N-HC1 (2mL) » RSP, 15
NI AR B8 o R R ek Hs 28 1R R 25 15 B B R R AT (A (BRIl = 1R
Mg D IECHE (1 1 b)) BHATKGHI, 13 2hrEk 54 (0.958.92% ) .

69




CN 101010276 B WO B 64,102 T

[0916]  'H-NMR(CDC1,) & :3.85(3H, s).3.91(2H, s) 4. 69 (1H, br s).6.77(1H, dd, J =
1. 1,8. 0Hz) .6. 84-6. 97 (4H, m) . 7. 09-7. 16 (2H, m)

[0017]  3) [2-(3- 5§ —4— FIARZEETN2E ) 2R3 ] -ba— Bk — B —D— Mbbes i 2800 17 1A Ak

[oo18]  FEZEVTURT, fEVKVS T, [n] 2— (3— 3 —4— IAAE WAL ) My (323mg. 1. 39mmol) F F
FEEW (3mL) AN 2,3,4,6- P4 -0 FEE —ba— % — « —D— BLAE R ZHE (500mg.0. 93mmol)
A="T W (0. 35mL 1. 39mmol) Ji , ZEAH R A DY A AR A — ARk Z  (TMAD . 242mg.
1. 40mmo1) » — 0K S IR A1 T+ 22 =3, — I BERE 40, 5 /NI o B S ek B
(B =LIRLEE  IECHKE (1 ¢ 6)) FHTAEE A B AL = va it T P EE -THE (1 & 2)
PR A H I (6mL) 1, IO 20 % S AL AL T (65me) , TEEL R B HE 2 /N i, Hfi
NI I8 o F W R 25 T o 25, WA B s A A il (BRI = =St © FE
(10 1)) BATHHI, 325 BAEY) (T8mg21% ) .

[0919]  'H-NMR (CD,0D) & :0.85-1.05(1H, m).1.40-1.65(1H, m) \1.95-2. 15 (1H, m) .
3. 35-3. 60 (2H, m) + 3. 60—4. 00 (3H, m) . 3. 81 (3H, s) 4. 05-4. 25 (11, m) , 6. 70-7. 20 (7H, m)
[0920] MS(ESI") :392M]"

[0921]  HPLC fREFES[R] :10. 7 4345h

[0922]  SLjifafy] 42

[0923]  [4-(4— AN — L ) Mikme —3— F& 1-Ha— fik — B —D— Nl i 28 BB

[0924]  1)3-(2- = HIILAIRESEIE QA A ) MERE K&k

[0925] & fbfh (3. 85¢.96. 3mmol) H] Cbdtdss, A ZHEIELHE (90mL) o TEVKA T,
1610 430NN 3— R FEmtng (4. 97g.52. 3mmol) o Pikk 10 248G, VKA T, 46 25 M8\
2-( = RFERREREIL ) 248 PRS (10. 0mL.56. bmmol) o 782515 T Bk 14. 5 /NS, 78
UKV T ] R N NN K FH SRR, 1A HLJE I JC KB R B 18, 7080 T k4, 453
IR AR RN AR (JBITR=C% : CERAOHE=3 © 1) 37K #, 153 br it &
¥ (10.8g.92% ) .

[0926]  'H-NMR(CDC1,) & :0.00 (9H, s) 0. 93-0. 98 (2H,m) 3. 73-3. 79 (2H, m) . 5. 24 (2H, S) +
7.18-7. 23 (1H, m) 7. 34-7. 38 (1H, m) . 8. 25 (1H, dd. ] = 4. 7, 1. 4Hz) .8. 40 (1H, dd, ] = 3.0,
0. 6Hz)

[0927]  2) (4= BRI FEIRIL ) ~[3- (2- = AL FREIE LA AL ) nibie —4- 2 1 A
Ak

[0928] FER/SVLH, A —T0°C R, £ 25 4P 3-2- = PR PEHEZAETAE)
mEmE (1. 77g+7. 85mmol) 7K THFE ¥ (31mL) i AU T Z548 1 1E BOe i v (1. 47N,
6. 20mL) o 7E-70°C R HiFE 1/ J5, 48 25 73 Bl 4- RV FFEE (1. 49¢+10. 19mmol) [#)
LR (10mL) o 76 —-70°C FHiHE 2 /NIN FFAE = N e 2 /o I AN SR B KBS
H CBEAEEL WA HUZ KB BR BT . 1385, 80 28 1R SR 2 70, #4320 1 e s FH Ak
IRINZEAE A (BT =1ECHE © SERCER (2 ¢ 1) TR, S 2R 8 E) (2. 178,
74% ) o

[0929] 'H-NMR(CDCI,) 6 :=0. 04 (9H, s).0.61-0.66 (2H, m) 0. 84-0. 96 (4H, m) .
1. 79-1. 90 (1H, m) +3. 48-3. 59 (2H, m) 5. 13 (2H, dd. J = 22.8,6.9Hz) .6. 00 (1H, s) .
6. 97-6. 99 (2H, m) \7. 20-7. 23 (2H, m) .7. 48 (1H, d. J = 4.9Hz) .8. 18 (1H, d, ] = 4. 9Hz) .
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8. 27 (1H, s)

[0930]  3) (4- RINZEZREL ) -[3-(2- =R FRELEAE G T ) - kg —4- & ] 7
(1) B

[0931] FEA /AW, M - NERE)-[3-Q- = FEFERELHEFHE)
mt mg —4- %5 ] 7 EE (2. 17g,5. 84mmol) ) — & FF % ¥ W (31mL) H 0 A Dess—Martin
Periodinane (2. 71g,6.39mmol), 7F = ¥ F B ¥ 1.5 /0 B F M A DessMartin
Periodinane (0. 27g,0. 64mmol) , Bl 1. 5 /NI o WEAEY L IE, B 208 v Rk FR &V AN
IR LRI EROK PR, T (/KR IREE ) &, MR ZEMMBR 207 K3 B ik FH 2
FEREREE il (BRI =L OlE - IECHE (1 1 1) SR, 13 2hR 859 (1. 968,
91% ).

[0932] 'H-NMR(CDCl,) 8 :-0.04(9H, s).0.76-0.90 (4H, m) . 1. 05-1. 12(2H, m) .
1.92-1. 98 (1H, m) 3. 56-3. 62 (2H, m) \5. 17 (2H, s) 7. 09-7. 13 (2H, m) \7. 19-7. 21 (1H, m)
7.67-7. 71 (2H, m) .8. 40 (1H, d, ] = 4. 67Hz) .8. 65 (1H, s)

[0033]  4) (4- IRTAFERIE ) - (3— FRILukmg —4- ) PHIK S %

[0934] ] (4- BRPNIEZRTE ) —[3-(2- =L b et LA TR R 4L ) IbmE —4- 2% ] FI
(1. 96g+5. 30mmo1) ] THF %5¥ (49mL) 910 AR FRZREEIR 1 K54 (3. 03g+15. 9mmoll) , 7E
65°C FHERE 1 /o A EIE SIS, IR IR A 5K W, T CBEAEE B WLUZ
KO ER BT o ik VBT, Pl ZE AR R RV M), #4152 R e e N 25 A (3l (I = 1E
Ol » SRR (2 0 3)) BATHKH, 325 (1. 108.87% ) o

[0935]  'H-NMR(CDC1,) & :0.80-0.86(2H, m)\1.09-1. 16 (2H, m) \1. 97-2. 03 (1H, m) .
7.18-7. 22 (2H, m) \7. 42(1H, dd . J = 5.2,0. 6Hz) 7. 63-7. 68 (2H, m) .8. 24 (1H, d, J =
5. 2Hz) \8.59 (1H, d. J = 0. 6Hz) \11. 15(1H, s)

[0936]  5) (4- BRI HEASE ) -[3- ((IR, 2S, 3S, 4R, 5R) -2, 3, 4— =4I -5 4R L IR
CVEEL ) mpme —4- 35 ] RS

[0037]  FER AWM, FEUKA T, W (4- RN 2 2K 38 ) - (3- B ZE mE g —4- &) i
(0. 18g.0. 74mmo1) . (1S, 2S, 3S,4R, 5R) -2, 3, 4— =4Ik -5 FEE P EHF O (0. 208,
0. 37mmo1) - = ZKFEH (0. 19g.0. 74mmo1) A (1. 3mL) FIVR-E W) 218 W IR & — R IR
Z 5N RE (0. 14mL.0. 72mmol) o 7E WL T BiHE 3 /NN S, 980Hs 2 R 25 ), R A 2 K AR
AR NZEFE AR (R =1ECK - ZRAEE (2 @ 3)) HEATHSH, 15 Bhr AL &)
(0. 20g.71% ) .

[0938] 'H-NMR(CDC1,) & :0.67-0.73(2H, m) 1. 00-1. 06 (2H, m) \1. 39-1. 47 (1H, m) .
1. 81-1. 88 (1H, m) + 2. 09-2. 16 (1H, m) + 3. 37-3. 58 (5H, m) . 4. 36—4. 51 (6H, m) 4. 76—4. 86 (3H,
m) . 6.98-7.07 (4H, m) 7. 13-7. 35 (19H, m) 7. 62-7. 66 (2H, m) \8. 34 (1H, d, ] = 4.9Hz) .
8. 54 (1H, s)

[0939]  6) (4- BRINHERHE ) -[3- ((IR, 2S, 3S,4R, 5R) -2, 3, 4- = 4L -5 A IE P IEIR
RS ) bne —4- 55 1 FEEAI A K

[0940]  ZEUKYA R, [F] (4- R FEIESRE ) -[3-((IR, 2S, 3S, 4R, 5R) -2, 3, 4— =4Ik -5-F
SRR O ibne -4- 3L ] BT (0. 20g,0. 26mmol) [y THF (1. 37mL) - 7K (0. 67mL) ¥
A MAZ AL (40mg, 1. 06mmol) , 7E MR FHiHE 14. 5 /Mo [0 e TR G99 i THE,
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FEVKA T IR ERER (0. 2mL) , BiEdk 10 238h. I ATRR BR AN K W5, 78 5908 R HiEFE 10 4
Bho AR CHEZRERL KA NUZ T (EAKRIRES) J&, R 2R RS i3 3 ik
FRERRAE G (R = LR MG - IECHE (3 ¢ 2)) BHATHRGH, 153 2IE A JEXT M AR &4
(s @Ak &4 (0. 20g.100% ) .

[0941]  'H-NMR(CDC1,) & :0.47-0.53(1H, m),0.58-0. 63 (1H, m) .0. 80-0. 92 (2H, m) .
1. 09-1. 27 (2H, m) . 1. 68-1. 84 (2H, m) . 3. 32-3. 64 (5H, m) 4. 34—4. 53 (4H, m) 4. 70-4. 88 (5H,
m) 5. 84 (0. 5H, s).5.96 (0. 5H, s),6.85-6. 97 (3H, m) 7. 05-7. 35 (21H, m) . 7. 43-7. 48 (1H,
m) 8. 20-8. 24 (2H, m)

[0942] MS(ESI") :762[M+H]"

[0043] T)4-[ 5 - U-HAFEZIL) FE1-3-((R, 25, 3S,4R,5R) -2, 3, 4- =F5F -5-F
FREPEFCHEE ) MERERE R

[0944]  FERE UL, EVKA T, M (4- AL AL ) -[3-((IR, 25, 3S, 4R, 5R) -2, 3, 4- =
R 5 FEEREF AR ) M —4- 2 ] FEE (0. 20g,0. 26mmol) [ 5 FREHE
(3. 0mL) F A AEREEES (0. 05mL, 0. 68mmol) , 7EZIE FHiHE 2 /NN o [ R NIEA YT A
TLFIRR FRAM /K SV, H — S R Re 2 000 S A HUE T8 COLKBiIRES ) 5, JskHs 28 1R R 97 o
BB EE RIS (BHFR =R AN ¢ IECk (1 1 1)) BATRE I, 15 201E 3k
XTHARIRE IR AL &4 (0. 208.100% )

[0945]  'H-NMR(CDC1,) & :0.51-0.53(LH, m),0.61-0.64 (1H, m) 0. 83-0.93 (2H, m) .
1. 10-1. 18 (1H, m) + 1. 66-1. 77 (3H, m) . 2. 15-2. 27 (1H, m) . 3. 30-3. 66 (5H, m) 4. 38-4. 55 (4H,
m) <4. 83-4. 91 (4H, m) 6. 23 (0. 5H, s) 6. 39(0. 5H, s) 6. 85-6. 96 (3H, m) .7. 11-7. 33 (21H,
m) \7. 54-7. 58 (1H, m) .8. 26-8. 42 (2H, m)

[0946] MS(ESI") :780[M+H]"

[0947]  8)4—(4-FRTAFETEEL ) -3—-((IR, 2S, 3S, 4R, 5R) -2, 3, 4— — N4 Jk -5 AP AR
CVAEE ) IHEE A K

[0948] FER AW, I 4-[ & -U- N EE K ) F 2 1-3-((IR, 28, 35, 4R, 5R) -2, 3,
4= =R 5 R TR AL ) MERE (0. 22g,0. 28mmol) S FHE (4. 1nl) - LR
(12. 4mL) ¥ P IIANEE (0. 14g+2. 14mmol) , TEZ T HEFE 14 /NI o A TR L1, v n
TR KTV, T8 (TL/KBRIREE ) I, IRk 28 TR 250550 o KA B AR FHE IR A
W (R =CBR Ll - IECH (1 0 1) HATHES], 328159 (0. 14g.67% ) »
[0949]  'H-NMR(CDC1,) & :0.57-0.62(2H, m) .0. 86-0.92(2H, m) \1. 51-1. 59 (1H, m) .
1. 70-1. 85 (2H, m) 2. 08-2. 15(1H, m) .3. 44 (1H, dd, J = 9.1,2. 5Hz) .3. 53-3. 70 (4H, m)
3.87 (2H,d, J = 1. 6Hz) 4. 42—4. 54 (4H,m) . 4. 71 (2H, dd, ] = 17. 6, 10. THz) , 4. 83—-4. 93 (3H,
m) +6. 90-7. 34 (25H, m) .8. 11 (11, d. J = 4. THz) .8. 35 (11, s)

[0950]  9) [4—(4- FRNZE R ) MEmE —3— 2% 1-5a— ik — B —D— ML 1 25 B8 1 16

[0951]  FERVSULH, AE-T8°C T, [l 4- (4= AN L ) -3- ((IR, 28, 3S, 4R, 5R) -2, 3, 4- =
WESE 5 WEIE P O AL ) MERE (136mg, 0. 18mmol) [ S ARG (7. ImL) FAIA
FLEZE (0. 40g.2. 7T0mmol) - =S — &0 FF e v (1. OML 1. 00mL. 1. 00mmol) , £ —78°C
PR 3.5 /N I FFEE (1. Tml) S5, N R R B (1. OML4mL) , 7E 230 T fod
10 7350, KA L UE, Bz e O s e 4 . 15 B A5k FRERCAE 3 (R =&
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e © BEE G 1 1)) FATHE] 15 2L 59 (66mg.95% ) o

[0952]  'H-NMR (CD,0D) & :0.60-0. 65 (2H, m) 0. 88—0. 95 (2H, m) . 1. 06—1. 19 (1H, m) .
1.56-1. 61 (1H, m) 1. 81-1. 88 (1H, m) +2. 05-2. 12 (1H, m) . 3. 20-3. 27 (2H, m) . 3. 47-3. 55 (2H,
m) 3. 72 (1H, dd, J = 10. 7, 3. 8Hz) . 3. 90—4. 03 (2H, m) . 4. 28-4. 36 (1H, m) .6. 97 (2H, td. ] =
8.2,1.9Hz) \7. 07-7. 10 (3H, m) .8. 00 (1H, d, J = 4. THz) 8. 30 (1H, s)

[0953]  MS(ESI") :386[M+H]"

[0954]  HPLC fR¥FIN[A] :8. 40 734

[0955]  Sijifadsl 43

[0956]  [2-(4- FRFLFIL ) ZKIE 1-5a— i — B —D— Nk AR B 2 0 47

[0957] o) Sl fA 31 WP 1S 21 [2-(4- AR B T ) K& ]-5a— fik — B —D— ML
A BE 1 (72. 0mg.0. lmmol) [¥) A i —THF %5 ¥ (10mL-5mL) 1 A1 A 20 % &4 AL 48 {44 57
(7. 2mg) o FEE/TSAPHEFE 16 /NI, BRI U8 . RS FR s 25 1R 2, 13 BIbR AL &
) (38. 2mg.100% ) .

[0958]  'H-NMR (CD,0D) & :0.86-1.00(1H, m) .1.51-1.58 (1H, m) .2. 01-2. 11 (1H, m) .
3. 16-3. 34 (2H, m) 3. 43-3. 50 (2H, m) +3. 67-3. 73 (1H, m) . 3. 95-4. 88 (3H, m) .6. 87 (1H, t, J
= 13.5Hz) 7. 03 (1H, d, J = 7. 4Hz) \7. 12-7. 21 (2H, m) 7. 30 (2H, d, J = 8. 1Hz) . 7. 88 (2H,
d, J = 8. 1Hz)

[0959] MS(ESI") :389[M+H]"

[0960]  HPLC fREFE[E] :10. 6 438h

[0961]  SLjiafy] 44

[0962]  [2-(4- LHmFEFHE ) AL 1-Ba— Bk — B —D— NEkIe] i 265 B 11

[0963] 1) 2-(4- JF2E ) KB IIA Ak

[0964]  FEESUL, fEVKIA T, ] 1- F4HE —2- (4- 1RF5E) X (1. 0g, 2. 83mmol) )5
e (30. OmL) AN — AR AR K (1. 83mL, 42. 46mmol) F = FR AL £ B A7 4L 540
(0.9mL, 7. 07mmo1) » — ¥ Jx N NS T 22 53, — U Pidk 19 /M5, 220KV R IAK, H
TR A HLE R KR, TR (JOKBIRER ) o, IR 28 TR 229
BRI RE I RERCHE I (B =R Al @ IECk (1 5)) BRI, 15 3hr 4L
& (527Tmg.70.8% ) o

[0965]  'H-NMR(CDC1,) 8 :3.92(2H,s) \4.62(1H,s) 6. 73-6. 76 (11, m) 6. 85-6. 99 (1H,m) .
7.06-7. 14 (4H, m) 7. 35-7. 40 (2H, m)

[oo66]  2) =AML (1S, 2R, 3S,4R, 5R) -2, 3, 4- = F4AE -5 (FHIETE ) HCOERT
Ak

[0967]  [7 (1S,2S,3S,4R,6R)-2,3,4- = T B H-( FHAEF &) ¥ C B (300mg,
0.557mmol) A & R (5. 5mL) A AERE (2051 L, 2. 53mmol) , A #1E 0°C 5, INA
o PR (2101w L, 1. 25mmol) o FEAHFINEE FHLHE 1 /NBF 5, I N R R B S 7K s
W F SRR A KB IR HLZ PR R R U K v TR T R £ /K ik, PR IR B
T IR L, 2 (380mg) »

[0968] 'H-NMR(CDC1.) & :1.83(1H, dd, J = 15.9, 14. OHz) .2. 00-2. 14 (2H, m) .3. 39 (1H,
dd, J = 9.2,2.3Hz).3.50(1H, dd, J = 9.6,2.6Hz).3.56(1H, dd, J] = 10.2,9. 3Hz) .
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3.75(1H, dd, J = 9. 2,3.4Hz) .3. 86 (1H, dd, J = 9.5,9. 3Hz) .4. 40 (2H. s) \4. 50 (1H, d, J
= 10. 8Hz) \4. 62 (1H, d, ] = 11. 4Hz) \4. 79 (1H, d, J = 10. 7THz) \4. 82 (1H, d, J = 11. 5Hz) .
4. 89 (1H, d, J = 10. THz) 4. 92 (1H, d, J = 10. 7THz) .5. 33 (1H, br) .7. 15-7. 30 (20H, m)
[0969]  3) [2—-(4— JRFIE ) 2REE 1-5a— Tk — B —D— ML R i 260 0 7 16 Ak

[0970] FEA /AW, ¥ 1- FAEE 2-(4-®FE) K (386mg. 1. 46mmol) [#) DMF (1mL)
TR UKV V4 21, U I NaH (60 % 5 52mg) « 7EAH [RIVR AL T Hid: 10 43805, Bz NI S
7E —40°C R I3 =/ R (1S, 2R, 3S, 4R, 5R) -2, 3, 4- =& -5- (FEEFRE) B
fis (655mg, 0. 97mmol) [¥) DMF (2. 5mL) &VFMH - FEAHFRELE T HiH: 2 2080, 78 -40°C~ 0°C
TR 30 38, FRAE O°CCRHERE 1 /NS, A AR B KRR . FH SBEAEEL, A ALE H
TR AN ER K BEVR ST PR PR AN 452 o WS R ek Hs 28 TR IR 25, 145 B R0 s A ek e A (il
(BB =LR LN - IECHE (1 1 5)) FATHIKS I, /320K % (200mg) o fER ST, ¥
RN T & Pt (2.6mL) oo fEVKA T IMAZFEEGEE (0. 6mL, 13. 48mmol)
M= J AN ZBEEAT AL S (28410 1,2. 2mmol) o —  FHAE R VIR ZE 1S T 2 s 5, — i B
25 /BT ST FEUKAA T I, F A A B A ALE A A 2hk sk, T8 (oK
WREREE ) Jo, R 28 1R R 2200 A5 2R sk A A (il (SR = bt © FRE
(10 @ 1)) HATHKEH, 13 20bR A5 (40. Omg42. 9% ) o

[0971]  'H-NMR(CD,OD) & :0.85(1H, q, J = 13.2, J = 11.1Hz).1.44-1.59 (1H, m) .
2.03-2.09 (1H, m) \3. 13(1H, d, J = 8. 7Hz) .3. 19(1H, d, J = 5. 1Hz) .3. 23-3. 26 (2H, m) .
3. 37-3. 45 (2H,m) + 3. 63-3. 68 (11, dd, J = 10. 6, 3. 9Hz) . 3. 81 (1H,d, J = 14. 4Hz) .4. 10 (1H,
d, ] = 14.4Hz) .4.09-4. 18 (1H, m) .6. 79 (1H, t, J = 7.5Hz).6.96 (1H, d, J = 9. OHz) .
7.03-7. 13 (4H, m) \7. 27-7. 32 (2H, m)

[0972]  4)2-(4- LUGHETREE ) KA J-Ha— fik — B —D— LA 5 250 B 7 14 &

[0073]  FEA /AW, ¥ [2-(U- IR FH) K EE J-ba— Bk — B -D— ML g 4 %5 B 7 (40mg,
0. 094mmo1) ¥fE T HZE (2mL) 1, A I =T 3 20438 (36mg, 0. 11mmol) (PY ( =
FME) 48 (0) (2. Tmg) 2, 6— BT 2 —4- KMy (1. 5mg, 0. 007mmol) J&F, 7E 110°C R A I
[F1L 15 /NI o SN VR4 1 28 253, 90 28 TR IR ) o K15 21 B s FH il 4% TLC (JB T
W= D A PR (U0 10)) HEHATRE, SRR AL A Y (9ng, 25. 7% ) o

[0974]  'H-NMR(CD,0D) & :0.86 (1H,q, ] = 12.0,11.7).1.42-1.55(1H,m) . 1. 96-2. 03 (1H,
m) +3. 10-3. 19 (2H, m) 3. 22-3. 25 (2H, m) . 3. 36-3. 44 (2H, m) . 3. 63 (1H, dd, J = 10.6,
4. 1Hz) 3. 81-4. 08 (2H, m) 4. 09-4. 16 (1H, m) \5. 07 (1H, dd, J = 11. 0, 1. 2Hz) .5. 63 (1H, dd,
J=18.0,1. 2Hz) .6. 61 (1H, dd, ] = 18.0, L 1. OHz) .6. 78 (11, t, ] = 7. 3Hz) 7. 03 (1H, d, J
= 6. 3Hz) 7. 02-7. 24 (6H1, m)

[0975]  MS(ESI") :370[M]"

[0976]  HPLC fREFESIR] :11. 8 434k

[0977]  SLjiafy] 45

[0978]  {2-[4-(2,2- R LM ) "FHE | K5 | —ba— Bk — B —D— bk AE 5 2 4 7

[0979] 1)1- ~ZHFEFHE -4-(2,2- “H LML) K E AR, 1 HKBE
H TR = RN (3.40mL, 24. 2mmol) P I0IE T R K O w i (2. 44M,9. 94ml) 5,
WS 0 THE (20mL) o #4152 WA E 2 -78°C, M H i — &% (PR ) B
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(3.62mL,23. lmmol) » FEAHFNRAL T HFE 5 43 B, WA R ZFlER ( Z LK) L%
(terephthalaldehyde monodiethylacetal) (4. 2mL,21. Ommol) . ¥ [z M. VR -G 4 4E AH [F) i
FE TR HEEE 50 2 Bh, FESIR T HEHE 20 0B, BAE 7T0°C~ 75°C R HEHE 34 /M. AR =R
Je > IR A KBS RIK , F SRR KA HLZ R &AL B KBS TP, AR IR
BT TR R 2R R R 25 A B R s AR Bl (R = LR O @ IECHE
(1 : 20)) PATHKEH, 13 2bR A (1. 108,22% ) o

[0980]  'H-NMR(CDC1,) & :1.24(6H, t, J = 7. 1Hz) 3. 45-3. 68 (4H, m) .5. 27 (1H, dd, J =
26. 4, 3. 8Hz) \5. 49 (1H, s) . 7. 32(2H, d, J = 8. 4Hz) .7. 44 (2H, d, J = 8. 4Hz)

[0981]  2)4-(2,2- "3 LMdE ) KB Rk

[0982] FEE AW, M AIKBAEH T I- —CEFEFRE 4-2,2- —RofHm*IL) 7
(998. 1mg, 4. 12mmol) ) LTk (4mL) FHE-HES N 2M EhER KV (2. bmL) , ¥ R N IRGWIAEAH
[FIVELEE T HidE 3 20 Bh, FRAESIE N HCRE 3. 75 /NI H CBRZEERL, K A HLZ F B R i R
TR EK PRV T, BRI T8 o R 28 AR 25050, A9 2K 90 o

[0983] 'H-NMR(CDCl,) & :5.37(1H, dd, J = 25.7,3.5Hz).7.49(2H, d, ] = 8.4Hz) .
7.85 (21, d, J = 8. 4Hz) .9. 98 (1H, s)

[0984]  3) (2- FHIEZHIEL ) -[4-(2,2- R LIGEE ) K ] TR A K

[0985]  FEEVTULT, # 2— WEILIRA (1. 63g,6. 18mmol) [¥] THF (4mL) HWRAE1 % -78°C,
T IIE T ZEE K Ot ES L (2. 44M, 2. 66mL) o 7EAH [FRELRE N HiHE 25 73805 , N R 5615 21 1)
Fl4-(2,2- 2R SHm3E) AR EER THE (ImL) $W . 7EAHFIELRE T 3eFE 1. 25 /N s, B Inrid
MEAF KSR . FH CBEZEEL, A HLZ A S B KIS D5k e, PR BT 45
PRI 25 bR 25, WA B s FRE AT (il (R = LR 4l - IECkE (1 1 5))
HATHE®, B 28 59 (1.172,81% ) o

[0986] 'H-NMR(CDC1.) & :2.94(1H, d, J = 6. 1Hz) 4. 98-5. 04 (2H, m) 5. 26 (1H, dd, J =
26.4,3.8Hz) 6. 03 (1H, d, ] = 6. 1Hz) 6. 88-7. 04 (2H, m) . 7. 14-7. 38 (11H, m)

[0987]  4) 1- FF&EIE —2-[4-(2,2- R OIAFEE) 73 1 FIE K

[0988]  FEA AU, ¥ - FHEERE)-[4-(2,2- ZHR M) KXE ] FEE (1. 14g,
3. 24mmol) W & ke (10mL) WA HIFE -78°C, iz N = L FHErERE (5. 17mL, 32. 35mmol) .
16 5 43 5P I = BALHN ZBEBCAT AL -S4 (0. 49mL, 3. 88mmol) , ¥4 [ N VRS IAE —78°C T ittt
5 3B, FRAEVKYA N HEFE 10 43 Bh . B I AR RN AV AR, F & e . B
BLZ R £ SRk ek, FHBR IR AN T8 o s om s B 25 R BR 25, 149 20 i ke v FH Ak JEA: (2135
(B = LR LN - IECKE (1 ¢ 30)) HATHGH, 15 2bR LS54 (984, 5mg,90% )
[0989]  'H-NMR(CDC1,) & :4.00(2H, s).5.05(2H, s).5.23(1H, dd, ] = 26.2,3.8Hz) .
6. 85-6. 95 (2H, m) \7. 05-7. 40 (11H, m)

[0990]  5)2-[4-(2,2- “HR LM ) K ] KMy & Rk

[0001]  FEZ AW A, ¥ 1- F A 2-[4-(2,2- Z 5 L) F & 1 2K (984. 5mg,
2.93mmol) M =S LT (12mL) WA HIZE -78°C, Wi =AMl - — FIEmime ) — & e
HE (L OM, 7. 32mL) o 7EAH[FRELRE T HeFE 10 2080, FRAEUKA R HiHE 2 /N e, BRI =384k
Bl - — IR IR R REE VR (4. 39ml) o FEAHIFERELEE T HRE 3.5 /NS, iy I AL Bl
TR AR BR K . FH A TR 2 0, WA ALE R SOk e, FBR B T4
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LTI 2 R 25, WA B AR FHRE AT (il (I = B ClE - IECHE (1 1 7))
AT RS, A2 20 b8 AL A (647, 5mg,90% ) .

[0992]  'H-NMR(CDCl,) & :3.98(2H, s).4.62(1H, s).5.24(1H, dd, ] = 26.2,3.8Hz) .
6. 78 (1H, d, J = 8. 1Hz) 6. 84-6. 94 (1H, m) . 7. 04-7. 32 (6H, m)

[09093]  6) {2-[4-(2,2- W LMHE ) "FEE ] 2Rk | -ba— ik — B —D— ML 4 25 % 111 & i
[0994]  FER /UL, B 2-[4-(2,2- Z &%) FE ] A M  (80mg, 0. 324mmol) 1)
DMF (1mL) %575 B T 0K ¥4 A1, 17 So A as I NaH (60 %, 13mg) o 76 AH [F3R B2 i 4 10 4
BhG, 4F —40°C N, B 1% SOV IR S N3 =8 FiERE (1S, 2R, 3S,4R, 5R) -2, 3, 4- =7F4K,
B -5 (FREETRE) O (181mg, 0. 270mmol) [¥) DMF (2. 5mL) & IZw . EAHFEREE T
ke 2 73 Bh, 78 —40°C~ 0°C H i HE 30 7380, AL O°C R HiHE 1 /NI IS, U ik R £ 3 /K
Ko FH SR, KA HLIE K RN Sk i e, TIOR8 58 o JH i RI9s s 28 i B 2
BRI EE R G (BHFR =R AN T IECk (1 0 7)) #ATR &, 152 H M4
(180. Tmg) - ZEA ST, 1% %) 65mg (0. 0848mmo1) 5 7L 2K (188mg, 1. 27mmol) JRE, ¥
R LT (2. 5mL) H o AEI A -78°C T, N = ALY — &R s (1. OM, 0. 42mL) .
W RSP EAH RIS T B 2. 25 /NS, N T EE (0. 5mL) o 7EAH [FRELRE I 0
B R B (UM, 1. 26mL) )5, 7E R R 15 20 8h. R G Wi i85 » 1 DB R R 4
BB FRIA 4 TLC ORI =l © &g (1 ¢ 10)) FEATHEH), B 2kr 8L 59
(22. 1mg,64% ) »

[0995]  'H-NMR (CD,0D) & :0.82-1.04(1H, m).1.44-1.64 (1H, m) \1.98-2. 12 (1H, m) .
3. 12-3. 28 (2H, m) +3. 40-3. 54 (2H, m) 3. 69 (1H, dd, J = 10.7,4.0Hz) .3.89(1H, d, ] =
14. 8Hz) \4. 02 (1H, d, J = 14.8Hz) \4. 10-4. 26 (1H, m) \5. 40 (1H, dd, ] = 27.0,4. 0Hz) .
6. 78-6. 90 (1H, m) 6. 96-7. 30 (7H, m)

[0996] MS(ESI") :406[M]"

[0997]  HPLC {#3% 1 [a] :18. 51 434

[0998]  <HPLC M5 451tk >

[0999] AT :YMC-Pack ODS—A 6.0 X 150mm.5 1 m

[1000]  JiZNAH B8 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) &= 10mM AcONH,/
MeOH (100% ) {20 Z3 8Pk FE 6 FEUEAT , SRS AEAH R 4544 (10mM AcONH,/MeOH (100% )) T
Vel 5 o34

[1001]  Vii# :1.5mL/ 43

[1002]  AEif =R

[1003] Gl 4 At < 4F 230 ~ 400nm [ B A v 2 AE K

[1004]  SCjfifs] 46-58

[1005] s FHAH MY IO AT 46 JEURFFIR R, 5 ol St 9 R AR s - A T 34, 15 20 B e 54
[1006]  SCjfifs] 46

[1007]1  [2-(2,3- & R HFMRIE —5- FE AL ) AHE 1-5a— Tk — B —D— ML AR i 25 B 17

[1008] 'H-NMR(CD,0D) & :0.93(1H, q, J = 13.2Hz, J = 11.4Hz).1.49-1.58(1H, m) .
2.01-2.07 (1H, dt, J = 13.2,4.5Hz) .3. 12(1H, t, J = 8.4Hz) .3. 20 (1H, d, J = 9. 3Hz) .
3.25(1H, d, J = 4. 8Hz) . 3. 30-3. 53 (2H, m) . 3. 69 (1H, dd, ] = 6. 6,4. 2Hz) .3. 85 (1H, d, ] =
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15Hz) 3. 91 (1H, d, J = 15Hz) 4. 13-4. 21 (1H, m) \4. 47 (2H, t, ] = 8. 7THz) 6. 59 (1H, d, ] =
8.4Hz) .6.83(1H, t, J = 7. 2Hz) .6. 89 (1H, d, J = 8. 1Hz) 6. 99-7. 15 (4H, m)

[1009] MS(ESI’) :386[M]"

[1010]  HPLC fRFFIIA] :10. 5 435

[1011]  SZjiafs] 47

[1012]  [2-(3— G —4- FISERIL ) 3L 1-Ha— filk — B —D— L S 25 B £

[1013]  'H-NMR(CD,0D) 8 :0.99(1H,q,J = 12.6Hz) 1. 48-1.59 (1H,m) 2. 04-2. 10 (1H, dt,
J=13.2,4.2Hz) .2. 18 (3H, s) . 3. 18-3. 32 (2H,m) . 3. 44-3. 51 (2H,m) . 3. 68 (1H,dd, ] = 6. 9,
3.9Hz) .3. 89 (1H, d, J = 15Hz) .3.97(1H, d, J = 15Hz) . 4. 14-4. 22 (1H, m) .6. 81-6. 90 (3H,
m) .7.00-7. 17 (4H, m)

[1014] MS(ESI") :376.4[M]"

[1015]  HPLC fR¥FINFIA] :11. 7 73

[1016]  SCjifafy] 48

[1017]  [2-(4- FAJE -3 AEERIE ) KL 1-Ha— fik — B —D— Nk i 28 BB

[1018] 1H—NMR(CDSOD) 6 :0.94(1H, q, J = 12.9,11.7Hz) .1.47-1.57(1H, m) .
2.01-2.08(1H, dt, J = 13.2,4.2Hz) 2. 12(3H, s).3. 18-3. 34(2H, m) .3. 45-3. 52 (2H,
m) 3. 68 (1H, dd, J] = 6.6,4.2Hz) .3.75(3H, s). 3.84(1H, d, J] = 14. 7THz) .3.90 (1H,
d, J = 14. THz) 4. 14-4. 21 (1H, m) \6. 76 (1H, d, J = 8. 7Hz) \6.83(1H, t, J = 7.5Hz) .
6. 95-7. 15 (5H, m)

[1019]  MS(ESI") :389[M+H]"

[1020]  HPLC fR+£FHITE]) :11. 5 435

[1021]  SZjifafs] 49

[1022]  [2-(4—mifmp —1— FER0E ) S5 1-Ha— filk — B —D— Nl o] 25 B £

[1023]  'H-NMR (CD,0D) & :0.95(1H, q, J = 12.9,11.4Hz) .1.49-1.59(1H, m) .
2.02-2. 09 (1H, dt, J = 12.3,4. 2Hz) 3. 20(1H, d, J = 9. 0Hz) .3. 23 (1H, d, J = 6. 3Hz) .
3.43-3.53(2H, m) 3. 67 (1H, dd, ] = 6. 6,4. 2Hz) .3. 98 (1H, d, J = 14. THz) 4. 07 (1H, d, J
= 15Hz) 4. 16-4. 24 (1H, m) 6. 49 (1H, s) 6. 87 (1H, t, J = 7. 5Hz) 7. 05(1H,d, J = 8. 1Hz) .
7.14(2H, d, J = 7.5Hz) 7. 35(2H, d, J = 8.4Hz) .7.56 (2H, d, J = 8. 4Hz) .7. 68 (1H, s) .
8.12(1H, s)

[1024]  MS(ESI") :411[M+H]"

[1025]  HPLC fR¥FIN ] :10. 5 73

[1026]  SLjifafy] 50

[1027]  [2-(3— G —4- I FI ) R [-ba— Tk — B —D— Nk AR 5 2 0 {7

[1028]  'H-NMR(CD,0D) & :0.94 (1H,dd, ] = 24.4,13. 2Hz) . 1. 5-1. 65 (1H, m) . 2. 05 (1H, dt,
J = 13.5,4. 1Hz) .3. 18-3. 35(2H, m) 3. 43-3. 55 (2, m) . 3. 70 (1H, dd, J = 10. 7,4. 1Hz) .
3.82(3H, s).3.82(1H, d, J = 14.8Hz).3.97(1H, d, J = 14.8Hz) .4. 15-4. 25(1H, m) .
6.86 (1H, td, ] = 7.4, 1. 1Hz) 6. 92(1H, d, J = 8. 2Hz) .7. 0-7. 2 (5H, m)

[1029]  MS(ESI) :409[M+H] .431 [M+Na]"

[1030]  HPLC fREFHITR] :11. 25 435
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[1031]  SZjif] 51

[1032]  [2-(3,4- WA A FE WL ) AAFE [—ba— fik — B —D— Nk Ag H 2 0 {1

[1033]  'H-NMR(CD,OD) & :1.01(1H, q, J = 12.7Hz) .1.45-1. 64 (1H, m).2. 04-2. 13 (1H,
m) 3. 19-3. 35 (4H, m) . 3. 46-3. 54 (2H, m) 3. 69-3. 74 (1H, m) .3. 89 (2H, q, J = 16.1),
4. 15-4. 22 (1H, m) \5. 86 (2H, s) , 6. 68 (3H, s) 6. 85 (1H, t+ J = 6. 1Hz) \7. 00-7. 18 (3H, m)
[1034]  MS(ESI") :389[M+H]"

[1035]  HPLC fR¥#FHS[A] :10. 6 435

[1036]  SLjiafy] 52

[1037]  [2-(4-BL T HERHE ) AHL 1-Ba— fik — B —D— NI 2 BE 1T

[1038]  'H-NMR(CD,0D) & :0.81-0.96(1H, m).1.45-1.61(1H, m).1.78-2.37(7H, m) .
3.15-3. 34 (5H, m) 3. 40-3.55(2H, m) .3. 66-4. 76 (1H, m) .3.95(2H, q. J = 13. 7THz) .
4.13-4. 24 (1H, m) 6. 87 (1H, t. J = 8. 1Hz) 6. 97-7. 17 (7TH. m)

[1039] MS(ESI") :425[M+Na]”

[1040]  HPLC fR¥FH(A] :13. 6 435

[1041]  SCjiafy] 53

[1042]  [2-(4- LWRFERHEL ) AFL 1 -Ba— Bk — B —D— NI H 2 BE 1T

[1043]  'H-NMR(CD,0D) & :0.84-0.98(1H, m).1.50-1.56 (1H, m).2.00-2. 08 (1H, m) .
2.55(3H, s)+3. 15-3. 32(3H, m) 3. 42-3. 50 (2H, m) 3. 65-3. 70 (1H, m) 3. 94-4. 24 (3H, m) «
4. 89 (2H, s) 6. 86 (1H, t<J = 7. 3Hz) 7. 03 (1H,d, J = 8. 1Hz) 7. 12-7. 20 (2H.m) . 7. 34 (2H,
d, J =8.1Hz).7.86(2H, d, ] = 8. 1Hz)

[1044]  MS(ESI") :386[M+1]"

[1045]  HPLC fRFEHTTE] 9. 8 435

[1046]  SCjififs] 54

[1047]  [2-(4- AL AL ) -5 FIFELORHL 1-Ha— Bk — B —D— ML i 26 0 £

[1048]  'H-NMR(CD,0D) & :0.92-1.06(1H, m).1.51-1. 66 (1H, m),2. 08 (1H, dt, J = 13. 2,
4.0Hz) 2. 32 (3H, s) 3. 21-3. 40 (2H, m) . 3. 47-3. 56 (2H, m) . 3. 71-3. 78 (1H, m) 3. 77 (3H, s) +
3.84(1H, d, J = 14. 2Hz),3.95(1H, d, J = 14. 2Hz) 4. 14-4. 26 (1H, m) \6. 68—6. 72 (1H, m) +
6. 78-6. 85 (2H, m) 6. 86—6. 91 (1H, m) 6. 97 (1H, d, J = 7. 8Hz) 7. 10-7. 16 (2H, m)

[1049] MS(ESI") :388[M]"

[1050]  HPLC fR¥FHI[R] 11. 26 3%

[1051]  SCjiafy] 55

[1052]  [2-(4- LFE R ) WEWy —3— FL 1-5a— ik — B —D— MLAH # Z56E 1T

[1053]  'H-NMR(CD,0D) & :1.20(1H, t, J = 7.6Hz) .1. 40-1. 80 (11, m) .2. 04-2. 09 (1H, m) .
2.59(2H, q, J = 7. 58Hz) 3. 19-3. 55 (5H, m) 3. 88-3. 96 (1H, m) 3. 99 (2H, m) \6. 89 (2H, d, J
= 5. 4Hz) 7. 06-7. 15 (5H, m)

[1054] MS(ESI’) :378[M]"

[1055]  HPLC fR¥FIS[A] :11. 9 738

[1056]  SLjiafs] 56

[1057]1  [(a<dfmewy —2— 58 ) FIFLORIL 1-5a— ik — B —D— ML 6k 1T
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[1058] 'H-NMR(CD,OD) & :1.04 (1H, m).1.40-1.80(1H, m).2.08-2. 16 (1H, m) .
3. 14-3.67 (5H, m) \4. 14 (1H, d, J = 15. THz) 4. 19-4. 27 (1H, m) \4. 36 (1H, d, J = 15. 5Hz) .
6. 89 (1H, dd. J = 8.1,6.6Hz) .7.02(1H, s).7.07 (1H, d, J = 8. 1Hz) 7. 17-7. 28 (4H, m)
7.63(1H, d, J = 7.6Hz) \7. 71 (1H, d, J = 7. 6Hz)

[1059]  MS(ESI") :400[M]"

[1060]  HPLC fR¥#FI[R] :12. 0 434

[1061] ’_’iﬁ jﬁl 57

[1062]  {2-[1- (4= FRNFEARIL ) £OE | 2RO | —Ha— ik — B —D— ALk A 25 B

[1063]  (HHil& TLCCREAW :FEE © A Phi=1 : 10) 55 B A — 0 i e 44 44 )
[1064] 'H-NMR(CD,0D) & :0.40(1H, dd, J = 9.3,9.0Hz) .0.56-0.66 (2H, m) .
0.84-0. 96 (2H, m) 1. 36—1. 54 (1H, m) . 1. 52(3H, d, J = 6.6Hz) 1. 76-1. 88 (2H, m) -
3.04-3.12(1H,dd, J = 10. 8,9. 9Hz) . 3. 25 (1H, t, J = 10. 8Hz) . 3. 26-3. 40 (1H,m) . 3. 42 (1H,
t, J = 9.9Hz) .3.64 (1H, dd, ] = 10. 4, 4. 8Hz) 4. 08-4. 22 (1H, m) 4. 50 (1H, dd, J = 12.0,
6. 3Hz) 6. 84-6. 99 (4H, m) .6. 99-7. 06 (2H, m) . 7. 06-7. 28 (1H, m) . 7. 20-7. 26 (1H, m)

[1065] MS(ESI") :399 [M+H]"

[1066]  HPLC fREFESIR] :12. 7 434k

[1067]  SLjiafy] 58

[1068]  {2-[1—-(4— FRNFEARIE ) LHE 1 RHE | —Ba— fik — B —D— N 4 200

[1069]  (HHil& TLCCREIE FEE © A Phi=1 : 10) 55 B bt — 00 i e 4 44 )
[1070]  'H-NMR(CD,0D) & :0.56-0.66 (2H, m) .0. 84-0. 96 (2H, m) \1. 10 (1H, dd, J = 9.6,
9.0Hz) . 1. 44-1. 64 (1H, m) . 1. 53 (3H, d, J = 6. 6Hz) . 1. 76-1. 88 (1H, m) \2. 13 (1H, ddd, J =
12.2,4.5,3. 3Hz) 3. 20-3. 28 (2H, m) 3. 44 (1H, t, J = 10.5Hz) .3.53(1H, dd, J = 11. 4,
6. 6Hz) .3. 73 (1H, dd, J = 11. 4, 2. 4Hz) \4. 06—4. 22 (1H, m) \4. 50 (1H, dd, ] = 12.0,6. 3Hz)
6. 82-7. 03 (4H, m) \7. 06-7. 16 (4H, m)

[1071]1  MS(ESI") :399 [M+H]"

[1072]  HPLC {#FFHf[E] :12. 7 43%h

[1073]  SCjiaf] 59

[1074]  [2-(4- MANZEREE ) -5 ALy —3— FL 1-ba— fik — B —D— LM 25 BE 1T

[1075] 1) (4= BRNFEZRIL ) - (3— 4L -5 FIEMEWy —2- J% ) HIR & %

[1076] 7RV, 5 St 38 [FIFEA e (4- PR ZRIE ) — (3— A ey —2-55)
R (1. 05g.4. 06mmol) [f] THF %5 (20mL) A L8 (2. 53mL.40. 6mmol) o %V
WA HI 2 -T8°C, 4k 20 43 BN — 7 N WE I B (1 BR 5t —THF- LK% (2. OML 2. 44mL
4. 88mmol) o {EAHFRELEE FHEHE 3 /o FHAE 20 73 BP W P NN S T ZE Il 1 B
Bt —THF— LKV (2. ML 2. 44mL. 4. 88mmol) , FEHE 2 /N, AR EALER TR .. ] LR
LPRABL A WLz A Sk s, T8 (CR/KIBRE: ) Ja, iR 28R 28R 15
B A (BT =R OHE - IECKE (1 & 5)) HEHATKGH], 2 3Ibr 81k &)
(589mg~53% ) »

[1077]  'H-NMR(CDC1,) & :0.74-0.80(2H, m) .1. 00—1. 06 (2H, m) . 1. 91-1. 97 (1H, m) .
2. 49 (31, s) 3. 81 (3H, s) +6. 62 (1H, s) \7. 08 (2H, d, J = 7. 9Hz) .7. 68 (2H, d, ] = 8. 3Hz)
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[1078]  2) (4- FNFEARIEL ) - (3- BRI -5 FIAEMENy —2- J& ) FETI14& R

[1079]  {ERSW,TE -16°CF, W] (4- N ZREE ) - (3- 4R -5 AN —2-%)
A (582mg, 2. 14mmol) ) — & HEH M (12mL) A = FALAIE) — & P Beis i (1. OM,
6. 4mL.6. 4mmo1) , B Hk 1 /NIFo IIAIK, FI =S PR A ¥AHLE A oKk, +
B (CAKBRIREE ) Ja, R 28R BR 250 . A3 BN il IR AE (1 (R = I -
TAMEE (10 100)) FEATRS I, 13 BbREAL G (49Tmg 90% ) .

[1080] 'H-NMR(CDC1,) & :0.76-0.82(2H, m).1.03-1. 10 (2H, m) \1.93-1. 98 (1H, m) .
2. 49 (3H, s) +6. 57 (1H, s) 7. 15(2H, d, ] = 8. 4Hz) 7. 85 (2H, d, ] = 8. 4Hz) 12. 80 (1H, s)
[1081]  3) (4- BRI REZHE ) -[5- A3 —3-((IR, 2S, 3S, 4R, 5R) -2, 3, 4- =42 -5- 4K
SEFE R O ) ey -2- 3L ] ISk

[1082]  FEZAVTULA, FEVKVA T, ) (4- IRV ARSE ) — (3— 2% —5— FEmEmy —2- 55 ) F i
(360mg. 1. 39mmo1) . (1S,2S, 3S,4R,5R) -2, 3,4— =4I -5- FREMERCE (500mg.
0.93mmo1) « = ZKIEE (365mg. 1. 39mmol) FH A (3. 1mL) MIVRAWHHIMEER R — 7
PR (0. 27mL. 1. 39mmol) o 7EZIR NHHE 16 /NN , 98 Hs 28 TR R 220 70, K45 2 I Ak FH ke
IRINZEAE IS (BT =1ECHE © SERCEE (4 ¢ 1)) TR, 13265 854 (237mg.
33% ).

[1083] 'H-NMR(CDC1,) & :0.70-0.73(2H, m).0.99-1. 02 (2H, m) 1. 35-1. 50 (1H, m) .
1.64-1. 72 (1H, m) . 1. 87-1. 94 (1H, m) . 2. 07-2. 14 (1H, m) 2. 44 (3H, s) .3. 36-3. 56 (5H,
m) < 4. 07-4. 13 (1H, m) \4. 33-4. 88 (8H, m) .6. 61 (1H, s).7.01(2H, d, J = 7.9Hz) .
7.05-7.35(22H, m) . 7. 62 (2H, d, ] = 8. 2Hz)

[1084]  4)2-(4- IRNFETEEL ) -5- FIEE -3-[ (IR, 2S, 3S,4R, 5R) -2, 3, 4- =FFF K 5-(FF
AL ) MO ] WAk

[1085]  {ERVTARH, EUKA T, 0 (4- BRAEEZREE ) —[5- I3k -3- ((IR, 25, 3S, 4R, 5R) -2,
3,4- =R 5 FEEFEM COHE ) MYy 2- 5 ] FEE (237mg.0. 30mmol) ] £
(5mL) W T ISR =M EERE 2 (0. 46mL. 3. 65mmol) - E AL B IEM4N (230mg, 3. 65mmol) ,
FE OCREEHE 1/ . NN & ¢, A AR o v, B i s 28 e 25 K513 B ik
FRERAE I (BT =R AN - IECkE (1 & 10)) FATRE &, 75 2hr B &4 (135mg.
58% ) .

[1086] 'H-NMR(CDC1,) & :0.58-0.65(2H, m) 0. 86-0. 94 (2H, m) . 1. 23-1. 28 (1H, m) .
1.57-1.65(1H, m) < 1. 77-1. 86 (1H, m) +2. 06-2. 12 (1H, m)+2. 33 (3H, s)+3. 43-3. 65 (5H, m) «
3.93(2H, s) .3. 98-4. 08 (1H, m) \4. 44 (2H, s) \4. 51 (1H, d, J = 10. 8Hz) 4. 75-4. 97 (5H, m) .
6. 55 (1H, s) +6.92(2H, d, J = 8. 1Hz) 7. 10 (2H, d, J = 8. 1Hz) 7. 18-7. 37 (20H, m)

[1087]  5) [2-(4- AR NEEREE ) —5— FZELMEWy —3— 2 1-5a— Tk — B —D— LAk i 26 0 17 1K1 &
[1088] FEA WL, /£ -78C T, I 2- (4= BF P FE Rk ) -5- H1 &L -3-[ (IR, 2S, 3S, 4R,
5R)-2,3,4- = FWHE 5-( FREFEN AR )] Wy (134mg,0. 18mmol) [ — 5 F 4t
WU (6mL) TN N T 2K (390mg. 2. 63mmol) « = SUAL A — S TSR (L. OM.0. 88mL+
0. 88mmo1) , 7 ~78°C NHHE L /NIt N FEE, 1 S NV IR 4 o 415 21 ()55 ek Je A
il (RAB="8F% . FhE 20 © 1)) FATKH, 5255805 (35mg.49% ) .
[1089]  'H-NMR (CD,0D) & :0.62-0.68(2H, m) 0. 90-0.97 (2H, m) 1. 10-1. 21 (1H, m) .
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1.43-1.56 (1H, m) . 1. 82-1. 95 (1H, m) .2. 03-2. 11 (1H, m) . 2. 36 (3H, s) 3. 25-3. 90 (6H, m)
3.94(2H, m) \6. 63 (1H, m) 6. 98 (2H, d. J = 8.4Hz) 7. 11 (2H, d. J = 7. 9Hz)

[1090] MS(ESI) :403[M-H]

[1091] %gﬁ jzl 60

[1092]  [2-(4- £ FERHE ) -5 FIFEMEN) —3— & 1-ba— filk — B —D— NHk M 5] 26 4 4

[1093] A AN F S 4G IR, 5 58] 59 [RIFEHBFATHAE, 13 3 H A& .
[1094]  'H-NMR (CD,0D) & :1.10-1.22(4H, m).1.40-1.54 (1H, m) .2. 02-2. 09 (1H, m) .
2.33(3H, s) 2. 58 (2H, d.J = 7. 6Hz) 3. 22-3. 25 (2H, m) » 3. 28-3. 35 (2H, m) » 3. 39-3. 45 (1H,
m) 3. 52 (1H, dd. J = 10.7,6. 2Hz) .3. 71 (1H, dd. J = 10.7,4. 0Hz) .3. 83-3. 90 (1H, m) .
6. 60 (1H, s) .7. 06 (2H, d. J = 8. 2Hz) .7. 11 (2H, d. J = 8. 2Hz)

[1095]  MS(ESI?) :393[M+H] . 415[M+Na]”

[1096]  SCjiafh] 61

[1097]  [5— S —2- (4- IRAFERIL ) WEWy —3— FE [-ba— filk — B —D— Nk e ] 25 i £

[1098]  1)4— FRINZE -N- FIEEEE -N- ARG T BT 16

[1099]  FEASULH, 7E -T8°C R, 48 15 73r8h 1- R —4- MAZER (1. 8g.9. 13mmol) G
K THF %98 (30mL) A e T 2840 (1) IE Cht i (1. 6M.6. OmL.9. 59mmol) . 7E -78°C T,
PAZETDLRE 10 4380, W N, N7 — 4 N, NV - ZFEPR (1. 42¢.9. 59mmo1) [ THF
W (5mL) o 7F 2R R 30 208, In AN MRS A KR, T CBEASEL, #G HLZ I TEK
PR T . L UB)E , vk Hs Z8 AR R RV ), A5 B R AR e RAE (1 (R = IE Ok -
LIROHE (4 © 1)) AT, 1524659 (875mg.95% )

[1100]  'H-NMR(CDC1,) & :0.73-0.78(2H, m) 0. 97-1. 03 (2H, m) . 1. 87-1. 94 (1H, m) .
3.34(3H, s) 3. 56 (3H, s) \7. 08 (2H, d. J = 8. 3Hz) .7. 60 (2H, d. J = 8. 3Hz)

[1101]  2) (5- 4 —3— FI4IEMEmy —2— 3L ) — (4- FRINHEZRIL ) TN 4

[1102]  FEESULH, 7E -7T8°CF, LSk (J. Or g. Chem. , 58,4629-4633 (1993)) %k,
(1) 5156 R 2— IR —5— & —3— HIAZEMEW) (882mg. 3. 88mmol) /K THE ¥ (15mL) 1
WM IE T 381 10 IE CRers i (1. 6M. 2. 43mL. 3. 88mmol) o F ~7T8°C N, ¥ iZ s Wi Bt + 10 4>
B, W0 A- RN 2 -N- FAR L -N- LR IR (875mg 4. 26mmol) ) THF ¥ (3mL) .
16 -T8°C R, ¥ R N B+ 30 7380 A In NS AN S AL B /K 8, T G IR SR AR, T
BUZH JCKB BT o I8 T , 98 28 TR B 250 0, 145 20 Al IR A 3 (I
=1ECkt : ZRAHS (4 ¢ 1) FATHEE, 52 59 (T14mg.63% )

[1103]  'H-NMR(CDC1,) 8§ :0.75-0.81(2H, m)1.02-1. 08 (2H, m) .1.92-1.98 (1H, m) .
3.80(3H, s) \6. 78 (1H, s) 7. 10 (2H, d. J = 8. 3Hz) .7. 68 (2H, d. J = 8. 3Hz)

[1104]  3) [6- G —2— (4- BRIV ZERIE ) MEWy —3— & ]1-5a— Bk — B —D— NRkARI A 28 7 (15
[1105] AFHEE RN (5 &l -3- FAEEMEY —2- 25 ) - (4- M2 - K5 ) FEIAHRMN A
), 552 59 FIFEHLIEATERAE, 1531 H 4L &9

[1106]  'H-NMR (CD,0D) & :0.63-0.66(2H, m) .0. 88-0. 93 (2H, m) \1. 15-1. 21 (1H, m) .
1.61-1. 67 (1H, m) 1. 82-1. 87 (1H, m) . 1. 99-2. 03 (1H, m) . 3. 22-3. 57 (4H, m) . 3. 70-3. 74 (1H,
m) +3. 87-3. 91 (1H, m) »3. 92 (2H, s) 6. 86 (1H, s) .6. 97 (2H, d. ] = 8. 1Hz) \7. 09 (2H, d. J =
8. 1Hz)
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[1107]  MS(ESI") :425[M+H]"

[1108] Sy 62
[1109] (IR, 2S,3R,6R) —6-[2- (4= MHNIERHL ) R [-4-(FFFIE) W —4-45-1,2,
3- =

[1110] 1) 1-(4- FRAFEZRIL ) FHE —2-[ (IR, 4R, 5S,6S) 4,5, 6- = 4 —3-(FFHEILH
i) o —2- e ] RIS R

(11111 BRSSP, L£KA T, B CHR (J. Or g. Chem. ,63,5668-5671 (1998)) ic\ &% i
(1S,4R,5S,6S) 4,5, 6— = (FHIE) -3- (FEEFE) B2 -2- /4K (51mg, 0. 095mmol) ]
2RV (300 1w L) HmA 2- (4= RPN FEREE ) KM (31mg, 0. 14mmol) F1="T Z&MH (70 L.
0. 28mmo1) JiF , 7EAH RIS T A VY AR A — R EEZ (48mg.0. 28mmol) o 7EAH [FIEE T4
FE 20 /NI, NN CBE, ok JEER 22 UTTEYD, W UETE S I 28R 250 1915 B Ak I H il 2%
TLC( B = LR LHE - IECKE (1 ¢ 5)) #ATH I, 15 2hR LAY (44mg62% ) .
[1112]1  'H-NMR(CDC1,) § :0.54 (2H, m) 0. 84 (2H, m) 1. 75 (1H, m) 3. 82-3. 92 (3H, m) .
3.93(2H, s) \4. 19 (1H, d, J = 12. 5Hz) 4. 35 (11, br) 4. 41 (1H, d, J = 11. THz) .4. 46 (1, d,
J = 11.8Hz) 4. 61 (1H,d, ] = 10. 7THz) 4. 68 (1H, d, ] = 10. 2Hz) . 4. 72 (1H, d, ] = 10. 5Hz) .
4.79 (1H,d, J = 10. 8Hz) \4. 85 (11, d, J = 10. 7THz) . 4. 99 (1H,d, J = 11. OHz) .5. 04 (1H, br) .
5.65(1H, s) 6. 8-7. 4 (28H, m)

[1113]  2) (IR, 2S, 3R, 6R) -6-[2-(4- PN FE ) ZREE 1-4-(RFHE) 2 4-& -1,
2,3~ A%

[1114]  fEE AW, /£ -78°C R, W) 1-(4- MR ) B -2-[ (1R, 4R, 5S,6S5) -4, 5,
6- = WEZE 3-(FEEFE) MO 2- M5EE ] & (12mg, 0. 016mmol) Fl T2 (24mg,
0. 17mmol) M) — 5 L (300w L) Hin AN =S40 p 1. oM =50 e v v (160 1 L,
0. 16mmol) , fEAH IR E FHEFE 1.5 /AN o DI B, FHEL A 253, J R 2808 bR 2 7l
13BN H HR s )& TLCCRFFW =FE © & F Lt (1 ¢ 8)) HEATHEHI, 153 BAr 84k &4
(4. Img 70% ) .

[1115]  'H-NMR(CD,0D) & :0.61 (2H, m) \0. 89 (2H, m) . 1. 83 (1H, m) . 3. 55 (1H, dd, J = 10. 5,
7.8Hz) 3. 72(1H,dd, J = 10.5,7. 8Hz) . 3. 89 (1H,d, ] = 14. 8Hz) 3. 93 (1H,d, ] = 14. 9Hz) .
4. 11 (2H, brs) +4. 15 (1H, d, ] = 7. 8Hz) 4. 80 (11, d, ] = 7. 6Hz) .5. 60 (11, t, J = 1. 5Hz) .
6. 84 (1H, t, ] = 7. 3Hz) 6. 93 (2H, d, ] = 8. 1Hz) .7. 06 (1H, d, ] = 8. 2Hz) .6. 97-7. 18 (3H,
m)

[1116]  MS(ESI") :405[M+Na]”

[1117]  HPLC fREFESIR] :12. 5 43

[1118]  SLjfafy] 63

[1119] (IR, 2S,3R,6R) —4- ¥ K —6-[2-(4- FEILER) EEIEL I HC 4-4 -1,2,
3- =

[1120] 1) 1-(4- FEEEHRTE ) T -2-[ (IR, 4R, 5S,6S) 4,5, 6— = FHEEE -3-( FEEF
i) MO -2- ML ] RN E K

[1121]  ZERESIH, FEUKA R, 122 Sk (Tetrahedron, 56, 7109-7122 (2000)) £ R )
(1S, 3S,4S,5R,65) —4, 5, 6— = WA -1-(FEZERE) B2 -1, 3- —fF (561mg, 1. 0lmmol)

AT

82



CN 101010276 B WO B 77/102 T

)R 2R (3mL) N 2- (4- AR AE ) K%Y (299mg, 1. 40mmol) F1="T ZEf (380 1 L.
1. 53mmol) Ji&, fEAH RIREE T I DY LR — Wik (261mg. 1. 52mmol) o {EAHFIE A T
ke 20 /NS, NN Cobt, ik BEER 22 UTIE ), F OBV BV R ZMRBER . K3 BIRhkid i
A (BB =Bl - IECE (12 7—1 1) STk, B2 E Y (312mg.
42% ) o

[1122]  'H-NMR(CDC1,) & :3.64 (3H, s).3.80-3.95(3H, m) .3.92(2H, s) 4. 19(1H, d, J =
13. 6Hz) 4. 36 (1H, br) 4. 41 (1H, d, J = 11.9Hz) 4. 46 (1H, d, J = 11. 8Hz) 4. 64 (1H, d, J
= 11. 0Hz) \4. 69 (1H, d, J = 10. 8Hz) 4. 71 (1H, d, ] = 10. 8Hz) .4. 79 (1H, d, ] = 10. 8Hz) .
4.85(1H, d, J = 11. 0Hz) \4. 99 (1H, d, J = 11. 0Hz) .5. 05 (1H, br) .5. 67 (1H, s) .6. 71 (2H,
d, J = 8. THz) .6. 80-7. 40 (26H, m)

[1123]  MS(ESI") :755[M+Na]”

[1124]  2) (IR, 2S, 3R, 6R) ~4- R AL —6-[2- (4- FAEETFE ) XEHE ] 2 4-4 -1, 2,
3- ZREIA K

[1125] RS A, F -78CF, [ 1-(4- FEILFKIL ) T -2-[ (IR, 4R, 5S,6S) 4,5,
6- = FEIE -3-(FEETE) B2 2- 5K ] 28 (312mg, 0. 426mmol) ) — 5 F EHs i
(12mL) AN =S4 1 oM & T Aevs i (6. 0mL, 6. Ommol) , EAH [RIVELE FHikE 1.5 /)
o AN RIS, FHE 2 2, 28R 2. B3 21 aid A (il (I =
Pl . & PbE (1 0 8)) HHTKEHI, 15 2hrdiib 54 (37. 9mg.24% ) .

[1126] 'H-NMR(CD,0D) & :3.56 (1H, dd, J = 10.5,8. 0Hz) .3. 73 (1H, m) 3. 73 (3H, s) .
3.88(1H, d, ] = 14.9Hz) 3. 92 (1H, d, ] = 14. 9Hz) \4. 11 (2H, brs) 4. 16 (1H, m) . 4. 81 (1H,
m) 5. 61 (1H, t, J = 1. 7THz) .6. 77 (2H, d, J = 8. THz) .6. 84 (1H, t, ] = 7. 3Hz) .6. 99 (1H, d,
J =8.1Hz).\7.04(1H, d, J = 7.5Hz) .7. 10 (2H, d, J = 8. 9Hz) .7. 13 (1H, m)

[1127]  MS(ESI") :395[M+Na]"

[1128]  HPLC f#3%HF/a] :10. 8 43%h

[1129]  SLjEf] 64

[1130] (IR, 2S,3S,6R) —4-[3-(4- LFEFHE ) RF 1 -6-(CFFR) Bl 4-44-1,2,3- —
B

[1131] 1) 3-(4- LRI ) HKIEIR 5 Rk

[1132]  FEZAVTWA 4 1- R -3-(4- LFEFEH) 28 (2. 19g, 7. 96mmol) ) THF (20mL) ¥V
AHIZE —78°C, W E T A 0 eyl (2. 44M, 3. 42ml) J&5, 7640 [FIVEL B R HiHE 20 4340,
WS INEE = F S (2. 68mL, 23. 87mmol) Ji7, TEAH R AE T Hitk 5 70 8h, 7R 2 T HiHE 12. 5 /)
N o FHUKIAE G R ERER (10mL) , TEAH RIS FHidE 1 /I . KRG CBEAHL,
HAVIZE KRS, ORI T8 . B isRI8 Hs 28 08B 25, A5 21 B (B A s in
ft - LR Mg (10 2 1) (5ml) , i85, FH Okt - SR AME (10 1 1) ¥E%. BRI A EH
KPR, 15 BIbR 8L 54 (604. 2mg, 32% ) o

[1133]  'H-NMR(CDC1,) & :1.22(3H, t, J = 7.6Hz)2.62(2H, q, ] = 7. 6Hz) 4. 07 (2H, s) «
7. 10-7. 20 (4H, m) 7. 36-7. 44 (2H, m) .8. 00-8. 10 (2H, m)

[1134]  2) = MR (3R, 4R, 5S,6R) 4,5, 6— =4 FE -3- (CFHEIERI) RO -1- 4%
B8 A %
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[1135]  FEZEVSUL, ) VKB A B — NS % (1131 L, 0. 806mmol) A i AN iE T 541
KT E i (3221 L, 0. 787mmo 1) J&, ¥s N THE (0. 8mL) o #4145 RIKIH KA 2 -78°C, i
bn (2R, 3S,4R, 5R) -2, 3, 4- =N ZE -5-( FRETHE ) HCH (205. 9mg, 0. 384mmol) F]
THF (1mL) Y580 TEAHRIRE AL N HRE 12 4080 i N- (56— & —2— MtrE 2k ) triflimide (452mg,
1. 15mmol) ¥ THF (1. 2mL) ¥ ¥, ¥ S N VR & W 76 AH R R T BiFE 2.5 /NI in N 18 A
Tk PR N 7K B R RH K, A5 1 e Y, F CRERE . K A WL JE B R A £ 3h /K Rk, IR Bh T
BEo WEES IR 2 TR 0 25, AR B vk HAE R A GO (BB =R 4l @ IECK
(1 0 10—~>1 : 8)) FATHHI, 13 2br LAY (161. 4mg,63% ) o

[1136] 'H-NMR(CDC1,) & :2.60-2. 70 (1H, m).3.40-3.58 (2H, m) 3. 70 (1H, dd, J =
9.9,9. 7THz) \3.90 (1H, dd, J = 9.7,7. 1Hz) .4. 32-4. 54 (4H, m) 4. 70-4. 94 (5H, m) .
5. 76-5. 83 (1H, m) \7. 10-7. 40 (20H, m)

[1137]1  3)1-(4- ZFEEH ) -3-[ (3R, 4R, 5S,6S) -4, 5, 6— = F4 I -3- ( FHIEF L) 7
O -1 8k ] ARG Rk

[1138]  FEZE/SAH, M = FHER (3R, 4R,5S,6R)—4,5,6- = FHIE 3-( FHEIEFE)
IO -1- % 3 B (656mg, 0. 981mmol) « K,PO, (250mg, 1. 18mmo1) « KBr (140mg, 1. 18mmol) .
3-(4- LRI ) XL (283mg, 1. 18mmol) FI Pd (PPh,) , (56. 6mg, 0. 049mmol) [¥] IR 4
Yy I = REkE - sk (10 1) (12mL) , ¥ R NIR-EWAE 100°C ~ 105°C F A te 26 /)
o A2 =G, U I K RIK . SRR, A ALZ oA £hk v,
FRANT5E . I8 25 1R IR 220, 1S RN BRI A AR (A (R = LR s - IEC
(1 0 10—>1 : 8)) FATHKsHI, /2R A (510. Omg, 73% ) »

[1139]  'H-NMR(CDC1.) & :1.19(3H,t,J =7.6Hz).2.58 (2H,q, J = 7. 6Hz) .2. 64-2. 75 (1H,
m) 3. 54 (1H, dd, J = 8.9,5.9Hz) .3.64 (1H, dd, ] = 8.9, 3. 5Hz) .3. 68-3. 79 (1H, m) .
3.92(2H, s)\4.07(1H, dd, J = 9.7,7.3Hz) 4. 31 (1H, d, J = 10.6Hz) .4. 45 (2H, s) .
4. 48 (1H, d, J = 10. 6Hz) 4. 54 (1H, d, J = 10. 9Hz) 4. 79-5. 00 (4H, m) . 5. 85-5. 92 (1H, m)
6. 73-6. 82 (2H, m) 6. 98-7. 42 (26H, m)

[1140]  4) (IR, 2S,3S,6R) —4-[3-(4- LFEFIH ) KIE J-6-(RHFE) HC 4- M -1,2,
3- ZREIA R

[1141]  FERSARH B 1-(4- 4T ) -3-[ (3R, 4R, 5S,65) —4,5,6- —FHIE -3- (KK
FERSE) RO -1- 5 1 2K (494, 5mg, 0. 692mmol) 1T ZE (1. 05g, 7. 06mmol) [ — %/
Ft (38mL) VA HI A —78°C, i M BCL, B S HEH (1. OM, 7. 54mL) o # RNV IR-G VIR
FRFEIEE FHEFE 10 2080, 28 -70°C FHLFE 1. 5 /NEY S, U N RIS (20mL) o P 509 e 25 1R B
2%, B AT BN IRl (=l ¢ &Pk (1 1 20— 1 ¢ 10)) HATHIKS
i, I TLC (R =l - —aU et (1 ¢ 10)) BEATHR I, 15 2hr 4L &4 (46. 2mg,
19% ) .

[1142]  'H-NMR(CD,0D) & :1.19(3H, t, J = 7.6Hz).2.27-2. 44 (1H, m).2.58 (2H, g, J
= 7.6Hz).3.44-3. 68 (3H, m) .3. 76-3. 94 (3H, m) 4. 45—4. 57 (1H, m) .5. 74-5. 84 (1H, m) .
6. 95-7. 25 (8H, m)

[1143]  MS(ESI") :372[M+H,0]"

[1144]  HPLC f#FFHS[A] 18, 37 /0%
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[1145]  <HPLC JM5E 451tk >

[1146]  FEF :YMC-Pack ODS—A 6.0X 150mm.5 1 m

[1147]  Vizh4H 328 M 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) % 10mM AcONH,/
MeOH (100% ) f& 20 738 (W FEHA BE AT, SRJG AEAH R 45 4F (10mM AcONH,/MeOH (100% )) T
Vel 5 4.

[1148] Al :1. 5mL/ 43

[1149]  FEIR ZE

[1150] G4 At < XF 230 ~ 400nm 29 B A v 2= AE K

[1151]  SZjifs] 65

[1152] (IR, 2R, 3S,4R, 5R) —1-[3- (4~ LFAHE ) -4~ IR 1 -5- (I ) IR -1,
2,3,4- JURE

[1153] 1) (IR, 2R, 3S,4R,5R)-2,3,4- = V5 & H5-( W E F & )-1-[3-(4- & HF
gk ) -4- AR ) OB & (1S, 2R,3S,4R,5R) -2, 3,4~ = FHHE H5-(FRET
5 ) —1-[3- (4= LHEFHE ) —4- PRI ] HMOBEMA K

[1154]  FEESUH, — 0% 4- R —2-(4- LFEFE ) -1- FEEA (908mg, 2. 98mmol) K]
THF (10mL) ¥4 H1 A2 -78°C, —i N IE T 28 1) Ol (2. T0M, 1. 03ml) o 44 R VVRA
VIAEAH IR T HiFE 10 7080 o MZESBE I (2R, 3S, 4R, 5R) -2, 3, 4- = F4EE -5- (R4
FEEL) BRCE (1. 00g, 1. 86mmol) ] THF (2mL) Y9, 7F —78°C F#HitHE 30 208h. s
AEZ KBS AR, 15 12 N o H SR LB 230, A LE /KB I » PR BB 5 o 1 355511
IR ZE R 2%, AT B s IR AT (3l (SR =R 4G - IECHkt (1 1 5—>1 1 1))
HEAT X5 1, 493 (IR, 2R, 3S,4R,5R) -2, 3, 4- = 4 K —5- FEIL P H -1-[3- - 2 HF
) —4- RIS ] RCEE (0. 32g,23% ) F1 (1S, 2R, 3S, 4R, 5R) -2, 3, 4- = F4E K -5-F
FAEREE -1-[3-(4- SEFH ) —4- PR ] M OEE (0.89g,64% ) o

[1155]  (IR)- % # & 'H-NMR(CDC1,) & :1.17(3H, t, J = 7.6Hz) .1. 80-2. 00 (2H, m) .
2.20-2.36 (1H, m) +2. 55 (2H, d, J = 7.6Hz),2.91 (1H, d, J = 2. 0Hz).3. 35-3. 42 (1H, m) .
3. 65—4. 05 (10H, m) 4. 41-4. 45 (3H, m) \4. 59 (1H, d, ] = 10. 7THz) 4. 81 (1H, d, J = 10. 7Hz) .
4.87(1H, d, J = 10. THz) +4. 90 (1H, d, J = 10. 7Hz) 6. 78-6. 84 (3H, m) .6. 99-7. 20 (6H, m) .
7. 20-7. 40 (18H, m)

[1156]  (1S)— SMI4K 'H-NMR (CDCL,) & :1.12(3H, t, J = 7. 6Hz) 1. 40-1. 54 (2H, m)
[1157]1  1.78-1.88(1H, m), 2. 35(1H, dd, J = 3.3,13.7Hz),2.43(1H, s),2.47(2H, q, J
= 7.6Hz).3.34(1H, dd, J = 0.9,8.9Hz) , 3. 53-3. 72 (4H, m) .3. 80 (3H, s), 3. 86-3. 93 (2H,
m), 4. 41 (2H, s) \4.49 (1H, d, J = 10. 7Hz) 4. 67-4. 79 (2H, m) , 4. 83 (1H, d, J = 10. 7Hz) .
5.02(1H, d, J = 11. 7Hz) .6. 78 (11, d, ] = 8. 4Hz) ,7. 00 (2H, d, ] = 7. 9Hz) .7. 10 (2H, d, J
= 7.9Hz) 7. 14-7. 20 (2H, m) , 7. 21-7. 40 (18H, m) , 7. 56—7. 63 (2H, m)

[1158]  2) (IR, 2R, 3S,4R,5R) ~1-[3-(4- £ FEEFIH ) -4- FHEE XL 1-5-(RFHE) ¥
o -1,2,3,4- TUEE (5 %,

[1159]1  [q] (IR, 2R,3S,4R,5R)-2,3,4- = R4 I 5-( FRERF L )-1-[3-U- & &EF
5k ) —4- PESEEARZE ] ST (50. Omg, 0. 067mmol) ] THF (0. 5mL) — FIEE (2mL) #HEF I
20 % AR (10mg) , TEEV/S AU, FES WL T HERE 15 /NI o BRI 8 )5, a8
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IR AR . 145 2R F il e TLC R =FEF - Z& et (1 ¢ 10)) ATk, 152
PG (20mg, 74% ) .

[1160]  'H-NMR(CD,0D) & :1.22(3H, t, J = 7. 6Hz) . 1. 65-1. 84 (2H, m) 2. 01-2. 14 (1H, m)
2.60(2H, q, J = 7. 6Hz) .3. 39-3. 46 (1H, m) . 3. 62-3. 75 (4H, m) . 3. 82 (3H, s) .3. 94 (2H, s) .
6.94 (1H, d, ] = 8. 4Hz) .7. 06 (2H, d, ] = 8. 2Hz) \7. 13(2H, d, ] = 8. 2Hz) . 7. 30-7. 38 (2H,
m)

[1161]  MS(ESI") :420[M+H,0]"

[1162]  HPLC fREFINTA] :17. 70 43P

[1163]  <HPLC M 5E 44 >

[1164]  FEF :YMC-Pack ODS—A 6.0X 150mm.5 1 m

[1165] Vil & AH : 4% M M 10mM AcONH,/H,0(95 % )+10mM AcONH,/MeOH(5 % ) & 10mM
AcONH,/MeOH (100 % ) f£ 20 43 B 1) ¥ B B B 8F 4T, S8 J5 76 AH [A 4% £F (10mM AcONH,/
MeOH(100% )) FUEML 5 4347,

[1166]  Jfii# :1.5mL/ 7

[1167]  AHiR EiR

[1168] A W4At %F 230 ~ 400nm (K4 B & 2 AE K

[1169]  =Zjiif5] 66

[1170] (1R, 2R,3S,4S,6R) —4-[3-(4- LFEFIHL ) -4 AR ARIE 1-6-CEFRE) it -1,
2,3- —Fg

[1171] 1) 2-(4- SHFEFHRE ) —1- P4 EE -4-[ (1S, 2S, 3R, 4R, 5R) -2, 3, 4— =4I 5 (F
AR HOE ] KAk

[1172] ¥4 2 i 41 65 & 43 2] (19 (1S, 2R, 3S,4R,5R)-2,3,4- = "4 % 5- FHEF
5 -1-[3-(4- CHEEREL ) —4- AR ] MCEE (124mg, 0. 16mmol) 1) =50 F 4t (2mL) %
WA HIAE -5°C, N = Z3ERERE (0. 39mL, 2. 44mmol) » JIAN =4 Z 8 (0. 12mL, 1. 6mmol) , ¥4
SNAREILE -5 °C N B /NI, A IR FR S BN K . F S R 2L, A HLUZ
PR Bk PRV ST, FHORER A T4 o 980K 2 TR 208550, 149 2 i e vl R A IR A (s (2
FH=CMROls - IECkE (1 1 9)) SR, 13 265 859 (10mg,8% ) .

[1173]  'H-NMR(CDC1,) & :1.17(3H, t, J = 7.6Hz).1.58-1.96 (3H, m) .2.56 (2H, q, ] =
7.6Hz) .2. 55-2. 70 (1H, m) , 3. 43-3. 62 (5H, m) . 3. 78—4. 00 (6H, m) , 4. 43 (2H, s) \4. 44 (1H, d, ]
= 9. 9Hz) .4. 56 (1H, d, J = 10. 8Hz) .4. 82—4. 93 (3H, m) 6. 75-6. 82 (3H, m) 6. 99-7. 18 (9H,
m) 7. 20-7. 38 (15H, m)

[1174]  2) (IR, 2R, 3S,4S,6R) —4-[3-(4- Z HEFH)-4-
o -1,2,3- =4

[1175] ] 2—-(4- ZF7F3 ) —1- AL —4-((1S, 25, 3R, 4R, 5R) -2, 3, 4- = F4HE -5-(F
AEFE) BEE) K (10mg, 0. 013mmol) ) THF (0. 2mL) — FEE (1mL) I 20 %4
FALAEAEAL) (10mg) , ZES A, TR T HidE 13 /o eI I8 5, K B s e ik
o FIFRIERA Hdles TLCC W =P - —&Fet (1 1 10)) SHATHSHI, 19 2 b5
&4 (3. 9mg, 75% ) .

[1176]  'H-NMR(CD,0D) & :1.23(3H, t, J = 7.4Hz) 1. 34-1. 48 (1H, m) . 1. 60—1. 76 (1H, m)

FORE ] 6-(R A E)

)
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1.83(1H, dt, J = 13.5,3. 5Hz) , 2. 48-2. 66 (3H, m) +3. 30-3. 38 (2H, m) , 3. 42-3. 52 (1H, m)
3.58-3.65 (1H, m) 3. 77(1H, d, J = 4.0Hz).3.82(3H, s).3.92(2H, s).6.91(1H, d, ] =
8. 2Hz) 7. 02-7. 14 (6H, m)

[1177]  MS(ESI") :406 [M+H,0]"

[1178]  HPLC fRFFHITR] :12. 53 435

[1179]  <HPLC & 41 >

[1180] £} T :YMC—Pack ODS—A 6.0 X 150mm.5 K m

[1181]  ViZhAH :F2 M8 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) % 10mM AcONH,/
MeOH (100% ) {20 Z3 8Pk FE 6 FE AT , SRS AEAH R 4544 (10mM AcONH,/MeOH (100% )) T
Vel 5 o34

[1182] ik :1.5mL/ %

[1183]  AHif =R

[1184] A WNAAE 4F 230 ~ 400nm (K4 B & EAE K

[1185]  “Zjiifs] 67

[1186] (IR, 2R,3S,4R,5R) —1-[2- Z 5 I -5-(4- ZFAEH) KA 1-5- R AFH) -1,
2,3,4- JURE

[1187]1 1) (3- R —4- LAFHERIEL ) - (4- LEEFRE) FREMA K

[1188] |7 £ (353mg, 14. 5mmol) FF B A THF (10mL), F %4 bn 1- R -4- 2 % 2K (2nL,
14. 5mmo 1) , IIFEIHL 1 /N o B S REAHET AR 0°C, I 3- 1R —4- CHEERFEE (2. 21g,
9. 68mmo1) [ THF ¥y (5mL) , 7EAH [FEAE R HiHE 1.5 /Mo I AR S B K, FH &
M S PV AT ShoK WEias, AR IR BE T o Va7 el s Z8 1R I 25, 115 21 i) ke v
RERCAE RS (BT =1E Okt~ IE Ok - SRR (3 @ 1) BHTHEH), B RIFR 8L 5
(2.83g,88% ),

[1189] 'H-NMR(CDC1,) & :1.22(3H, t, J = 7.6Hz).1.45(3H, t, J = 7. 0Hz) . 2. 14 (1H, d,
J = 3.5Hz).2.63(2H, q, J = 7.5Hz) 4. 07 (2H, g, J = 7.0Hz) 5. 74 (1H, d, J = 3. 5Hz) .
6. 83 (1H,d, ] = 8.4Hz) \7. 17 (2H,d, J = 8. 1Hz) 7. 20-7. 30 (3H,m) . 7. 56 (1H, d, ] = 2. 1Hz)
[1190]  2)2- R —1- LR FE 4-(4- LFTEER) K5

[1191]  FEOCF, M (3] —4- LHFAERIE ) -(4- CEEFRE) FEE (2.83g,8. 44mmol) ]
TR (20mL) PN = ZERESE (2. TmL, 16. 9mmol) A =GRALEN - ZBRECAIAL S
(1. 2mL,9. 47mmo1) , HiFE 3 /NS IMANFEE (50% ) - 7K (4mL) J&, H & P i . HI Al
KBRS T, DR E T o FH S RI98 s 2 MR 25, 145 2 Al FH A A (il (R I
=IECkt—~IECH - SRAHE (4% (v/v))) HATHEH], 13 2P 4L 5 (2. 69g,100% )
[1192] 'H-NMR(CDC1,) & :1.22(3H, t,J = 7.6Hz) 1. 45(3H, t, ] = 7. 0Hz) 2. 62 (2H, q, J
= 7. 6Hz) .3. 85 (2H, s) \4. 06 (2H, g, J = 7. 0Hz) .6. 79 (1H, d, J = 8. 4Hz) . 7. 00-7. 15 (3H,
m) 7. 36 (1H, d, ] = 2. 1Hz)

[1193]  3) (IR, 2R, 3S,4R,5R) —. LA & (1S, 2R, 3S,4R,5R) -2, 3,4— = 4 I -5- FHEF
5 -1-[2- LS 5 (4- SR R ] M2REME K

[1194]  FEZRVTUT, —10% 2- R -1- L5 -4-(4- £FFE) 28 (1. 18g, 3. 7T0mmol) K]
THF (9mL) ¥V E1 2 —78°C, — I I e T 2580 bty (1. 59M, 2. 30mL, 3. 66mmo1) o #4
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SIREG A R FE S HEFE 1 /NI S, 00 (2R, 3S, 4R, 5R) -2, 3, 4- = R4 -5-(F
FAEFRE) O (1. 50g,2. 80mmol) (¥ THF (4. 5mL) %3, 7F —78°C FHieHk: 10 43 8h. R
DA EAC L KBS AT IR N o ] SPR SRR B, 1A HLZ A AT £ ShoK vedk i, IR
BT TSR 28R 25 A B i AR A (0l (R = C IRl - IECKE
(1 : 4) FATkH, 53] (IR) Stk (884mg,41% ) F1 (1S) Ak (740mg, 34% ) »
[1195]  (IR) S#44& "H-NMR(CDC1,) & :1.23(3H,t, ] = 7.6Hz) . 1. 37 (3H, t, ] = 7. 0Hz) .
1.70 (1H, dd, J = 14. 3,4. 1Hz) +2. 20-2. 35 (1H, m) 2. 62 (2H, q, ] = 7. 6Hz) . 2. 67-2. 82 (1H,
m) +3. 0-3. 3 (1H,br) 3. 43 (1H,dd, J = 8. 8,2. 0Hz) . 3. 71 (1H,dd, ] = 9. 8,9. 8Hz) . 3. 83 (1H,
dd, J = 8.9,4.0Hz).3.86-4. 10 (3H, m) 3. 91 (2H, s).4.44 (2H, s).4.48(1H, d, J =
10. 3Hz) 4. 58 (1H, br) 4. 63 (1H, d, J = 10. 3Hz) 4. 85 (1H, d, J = 11. 0Hz) .4. 88 (1H, d, J
= 11. 0Hz) 4. 95 (1H, d, J = 10. 8Hz) .6. 75 (1H, d, J = 8. 4Hz) .6. 79 (2H, d, J = 7. 0Hz) .
7.00-7. 40 (24H, m) . 7. 53 (1H, d, ] = 2. 0Hz)

[1196]  (1S) S#4& "H-NMR(CDC1,) & :1.12(3H,t, ] = 7.6Hz) 1. 30 (3H, t, ] = 7. 2Hz) .
1.40-1. 55 (1H, m) . 1. 76 (1H, dd, J = 13. 3,13. 3Hz) . 2. 50 (2H, g, ] = 7. 6Hz) 2. 74 (1H, dd,
J=13.7,3.2Hz) 3. 38 (1H, dd, ] = 9.0, 2. 8Hz) .3. 54 (1H, dd, J = 9. 0,5. 3Hz) . 3. 64 (11,
dd, ] = 10. 8,8. THz) . 3. 86 (1H,dd, ] = 9. 5,9. 5Hz) . 3. 89 (2H, s) . 4. 0-4. 1 (2H,m) . 4. 39 (2H,
s)4.53(1H,dd, J = 11. OHz) 4. 64-4. 72 (3H,m) \4. 77 (1H,d, J = 11. THz) \4. 79 (1H,d, ] =
10. 5Hz) 4. 87 (1H, d, J = 10. 8Hz) 4. 98 (1H, d, J = 11. 7THz) .6. 98-7. 42 (25H, m) . 7. 67 (1H,
d, J = 1. 8Hz)

[1197]  4) (IR, 2R, 3S,4R,5R) —1-[2- L5 HE H5-(4- L REFE ) XE IS5 (REFE) B
©-1,2,3,4- PYEE )45 Rk

[1198] ] (IR, 2R,3S,4R,5R)-2,3,4- = F 4 Z& -5-(F & & P & )-1-[2- &
B -5-(4- IR ) I ] B (600mg, 0. 772mmol) ) THF (6mL) - FFEE (3mL) ¥
TN 20 % S AL ARAEALTR) (60mg) , TR BERE 2.5 /NN e AT I 38 5 , o I8 TR ek
AR KA BN RARE AL IS (BT =" P~ A PP (12% v/v)))
HATHEH, 320 bR 8L 54 (197Tmg,61% ) o

[1199]  'H-NMR(CD,0D) & :1.18(3H, t, J = 7.6Hz).1.43(3H, t, ] = 7. 0Hz) .1. 60 (1H, dd,
J = 14.3,4. 1Hz) 2. 01 (1H, m) . 2. 43 (1H, dd, J = 14. 0, 13. 0Hz) . 2. 57 (2H, g, ] = 7. 5Hz) .
3. 39 (1H, dd, J = 10. 5, 9. 3Hz) . 3. 60-3. 68 (3H, m) . 3. 85 (2H, s) 4. 03 (2H, m) \4. 34 (1H, d, J
= 9. 2Hz) .6. 82 (1H,d, ] = 8. 2Hz) .6. 99 (1H, dd, ] = 8. 4Hz.2. 3Hz) . 7. 45 (11, d, ] = 2. 3Hz)
[1200] MS(ESI") :434[M+H,0]"

[1201]  HPLC fREFESIR] :18. 71 434h

[1202]  <HPLC JM5E 44 >

[1203] AT :YMC-Pack ODS—A 6.0X 150mm.5 1L m

[1204]  JHBHAH 32 HE A 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) % 10mM AcONH,/
MeOH (100% ) {20 Z3 8Pyl FE 6 FEUEAT , SR S5 AEAH R 4541 (10mM AcONH,/MeOH (100% )) T
Vel 5 x4

[1205]  Jfi# : 1. 5mL/ 43

[1206]  AEiR =i
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[1207] A W04At %F 230 ~ 400nm (K14 B4 B AE K

[1208]  SLZjjaf] 68

[1209] (IR, 2R, 3S,4S,6R) —4-[2- L5 IHE -5 (4= LFAEHE) FRFL 1-6- R I -1,
2,3- —fg

[1210] 1) (IR, 2R, 3S,4S,6R) —4-[2- L% H H5-(4- LHEFE) RE]J-6-(RFFE) B
o -1,2,3- =FERE

[1211] ) 3€ %1 67 A 18 2 19 (1S, 2R, 3S, 4R, 5R) -2, 3,4~ = R4 & -5- F & & F
5 -1-[2- CFRHRE -5-(4- G R ) RO RE (402mg, 0. 517mmol) 1) THF (4mL) — I
(2mL) ¥ A A 20 % S A AEALT] (T8mg) » TEE/ TR HiFE 19 /o W07t v
Jo PRI R A o B AT B A A A Al (R =&kt - FlE=10 © 1)
AT RS, A3 265 AL A (42mg,20% ) .

[1212]  'H-NMR(CD,0D) & :1.18(3H, t, J = 7.6Hz).1.25-1.50(1H, m).1. 38 (3H, t,
J = 7.0Hz).1.62(1H, m) . 1. 78 (1H, m) .2. 57 (2H, q, J = 7.6Hz).2.95-3. 15(1H, br) .
3.25-3.33(2H, m) .3. 54 (1H, dd, J = 10.8,6. 1Hz).3. 73 (1H, dd, J] = 10.8.3. 8Hz) .
3.65-3. 85 (1H, m) 3. 83 (2H, s) 4. 00 (2H, g, J = 7. 0Hz) .6. 81 (1H, d, ] = 8. 4Hz) .6. 94 (11,
dd, J = 8.3.2. 1Hz) 7. 04 (1H, d, J = 1. THz) .7. 06 (4H, s)

[1213]  MS(ESI") :401[M]"

[1214]  HPLC fREFIE] :12. 98 435

[1215]  SLjf] 69-74

[1216] A HAHN B E 4G IR ARG, 23 ) 55 SE 9] 67 sk i) 68 RIFfEHL EATHAE, 159
B HEED

[1217]  SZjifs] 69

[1218] (IR, 2R,3S,4R,5R) ~1-[5-(4- LFEWHE ) -2,4- A RF 1-5- (PR ) 3
O -1,2,3,4- JypE

[1219]  'H-NMR(CD,0D) & :1.17(3H, t, ] = 7.6Hz).1.61(1H, dd, ] = 13.9,3.8Hz) .
1.90-2. 10 (1H,m) \2. 22 (1H,dd, J = 13. 9, 13. 2Hz) .2. 55 (2H, q, ] = 7. 6Hz) . 3. 32-3. 42 (1H,
m) «3. 58-3. 70 (3H, m) 3. 76-3. 88 (2H, m) . 3. 80 (3H, s).3. 84 (3H, s).4. 19(1H, d, ] =
9. 1Hz) 6. 58 (1H, s) \7. 00 (2H, d, ] = 8. 2Hz) .7. 06 (2H, d, ] = 8. 2Hz) .7. 35 (1H, s)

[1220] MS(ESI") :455[M+Na]”

[1221]  HPLC fREFE[R] :17. 83 4340

[1222]  <HPLC M52 44tk >

[1223]  FF T :YMC-Pack ODS-A 6.0X 150mm.5 1 m

[1224]  VizhAH 3 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) % 10mM AcONH,/
MeOH (100% ) {20 73 8Pyl FE 6 FEUEAT , SR S5 AEAH R 4541 (10mM AcONH,/MeOH (100% )) T
VeI 5 3.

[1225]  Jfi# : 1. 5mL/ 43

[1226]  AEIR iR

[1227]  K5I04AE % 230 ~ 400nm (K14 B 14 2R K

[1228]  SLjiafs] 70
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[1229] (1R, 2R,3S,4S,6R) —4-[5-(4- LFEFIHL )—2,4- AR 1-6-(FFHFE ) I
. -1,2,3- —F%

[1230]  'H-NMR(CD,OD) & :1.17(3H, t, J = 7.6Hz).1.24-1.48(1H, m).1.52-1. 82 (2H,
m).2.56(2H, d, J = 7.6Hz) .2.86-3.08(1H, m).3. 24-3. 29 (1H, m) .3. 48-3. 67 (2H, m)
3.68-3. 84 (3H, m) .3. 79 (3H, s) 3. 81 (3H, s).6.56 (1H, s).6.93(1H, s).7.01(2H, d, ] =
8.6Hz) \7. 05(2H, d, J = 8. 6Hz)

[1231]  MS(ESI’) :416[M]"

[1232]  HPLC fREFIN[A] :18. 26 434

[1233]  <HPLC JM5E 44 >

[1234]  #EF :YMC-Pack ODS—A 6.0X 150mm.5 1 m

[1235]  VAishAH 3% M8 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) %= 10mM AcONH,/
MeOH (100% ) {20 73 8Pk FE 6 FEUEAT , SRS AEAH R 45 A1F (10mM AcONH,/MeOH (100% )) T
Ve 5 43 Bh.

[1236]  Jfii# :1.5mL/ 43

[1237]  HEiR &R

[1238]  KGINAAT XT 230 ~ 400nm 42 B & F BRI

[1239]  SCjiafh] 71

[1240] (1R, 2R,3S,4R,5R) —1-[56=(4- LFEFHL ) -2 FLARSE [-5- (FFHI) B -1,2,
3,4- PUfE

[1241]  'H-NMR(CD,0D) & :1.19(3H,t,J = 7.6Hz) 1. 70 (1H,m) . 1. 94 (1H, m) 2. 05 (1H,m) «
2.53(3H, s).2.58(2H, q, J = 7.6Hz) .3.40(1H, d, J = 9. 2Hz) .3. 67 (2H, d, ] = 4. 6Hz) .
3.73(1H, d, J] = 9.2Hz) .3.87(2H, s) 4. 01 (1H, d, J = 9. 2Hz) .6.91(1H, dd, J = 7.6,
1. 5Hz) \7. 01 (1H, d, J = 7. 6Hz) \7. 07 (4H, m) .7. 42 (1H, s)

[1242]  MS(ESI’) :409[M+Na]"

[1243]  SZJfEfs)] 72

[1244] (IR, 2R, 3S,4S,6R) —4-[5-(4- LFEFIH ) —2- FERH 1-6-(FRHH) Mt -1,2,
3- =

[1245]  'H-NMR(CD,0D) & :1.19(3H, t, J = 7.6Hz).1.24-1.37 (1H, m).1.59-1. 81 (2H,
m) +2. 30 (3H, s).2.57(2H, q, J = 7.6Hz).2.93(1H, m).3. 34 (2H, m) . 3. 50-3. 63 (2H, m)
3.75(1H, dd, J = 10.7,4.2Hz) .3.86 (2H, s).6.87(1H, d, ] = 7.6Hz).7.03(1H, d, ] =
7.6Hz.2. 1Hz) \7. 07 (4H, s) 7. 11 (1H, s)

[1246] MS(ESI) :369[M-H]"

[1247]  SCjfifs] 73

[1248] (1R, 2R,3S,4R,5R) ~1-[56=(4- LFEFIE ) —2- FARFERIL |-5-CEFRE) it -1,
2,3,4-

[1249]  'H-NMR(CD,0D) & :1.13(3H, t, ] = 7.6Hz).1.56 (1H, dd, ] = 14.1,3.9Hz) .
1.94-2. 04 (1H,m) \2. 24 (1H,dd, J = 13. 9, 13. 2Hz) .2. 51 (2H, q, ] = 7. 5Hz) . 3. 24-3. 37 (1H,
m) +3. 57-3. 63 (3H, m) . 3. 74 (3H, s) . 3. 80-3. 90 (2H, m) 4. 22 (1H, d, ] = 9. 1Hz) .6. 80 (1H, d,
J = 8.4Hz) \6.95-7. 01 (5H, m) \7. 41 (1H, d, J = 1. 2Hz)
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[1250] MS(ESI") :425[M+Na]"

[1251]  HPLC fR£FHITR] :11. 69 435

[1252]  SLjiadp] 74

[1253] (1R, 2R,3S,4S,6R) —4-[6-(4- LFEFIHE ) -2 AIERIL 1-6- (R ) it -1,
2,3- — g

[1254]  'H-NMR(CD,0D) & :1.18(3H, t, J = 7.6Hz) 1. 24-1.50 (1H, m) . 1. 54-1. 85 (2H, m) .
2.57(2H, d, J = 7.6Hz).2.90-3. 18 (11, m) 3. 24-3. 34 (2H, m) .3. 54 (1H, dd, J = 10.7,
5.9Hz) 3. 60-3. 78 (2H, m) . 3. 76 (3H, s) 3. 83 (2H, s) \6. 82 (1H, d, ] = 8. 4Hz) 6. 96 (1H, dd,
J =8.4,2.0Hz) .7.01-7. 11 (5H, m)

[1255]  MS(ESI") :404[M+H,0]"

[1256]  HPLC fR¥FIN[A] :12. 33 735

[1257]  SCjafh] 75

[1258]  (1R,2R,3S,4R,5R)—1-[5-(4- LHEFHE ) —2- —H FHEIL AR | -5-(GFFH)
O -1,2,3,4- 4

[1250] A HAHMN AR LS IR, 5 58] 67 RIFEHbUEAT 4, 1921 B A5
[1260] 'H-NMR(CD,0D) & :1.17(3H, t, J] = 7.6Hz).1.73(1H, d, ] = 10. 1Hz) .
2.00-2. 12(2H, m) 2. 58 (2H, q, J = 7. 5Hz) 3. 35(1H, dd, ] = 9. 3,9. 3Hz) . 3. 58-3. 72 (2H,
m).3.66(1H, dd, J = 9.2,9.2Hz).3.93(2H, s).3.99(1H, d, J = 8.9Hz) .7. 09 (4H, s) .
7.13(2H, m) \7. 69 (1H, d, J = 1. 4Hz)

[1261] MS(ESI") :474[M+Na]"

[1262]  HPLC fR£FHITE] :13. 09 435

[1263]  SLjitafs] 76-78

[1264]  {df AR Y R ER 46 S R E R A0, 43 0 5 S 4] 68 [RIAE s kAT 184, 49 31 B 14k &
Y.

[1265]  SLjitafy] 76

[1266]  (1R,2R,3S,4S,6R)-4-[56-(4- N FE "I )-2- FEFE ALK [-6-(FF ) ¥}
&-1,2,3- =

[1267]  'H-NMR(CD,0D) & :1.21(6H, d, J = 6.9Hz) .1. 29-1. 42 (1H, m) . 1. 59—1. 81 (2H, m) .
2. 78-2. 89 (1H, m) .3. 06-3. 10 (1H, m) 3. 26-3. 34 (2H, m) 3. 55 (1H, dd, J = 10. 7,6. 0Hz) .
3.62-3.85(5H, m) .3.84 (21, s).6.82(1H, d, J = 8.5Hz) 6. 96 (1H, dd, J = 8. 2,2. 2Hz) .
7.05-7. 11 (5H, m)

[1268]  MS(ESI") :400[M]"

[1269]  HPLC fREFIIIE] :13. 07 435

[1270]  SCjafy] 77

[1271]1 (IR, 2R, 3S,4S,6R) —4-[3-(4- LI FI ) K 1 -6-(FFHFE) ¥ -1,2,3- —F
[1272]  'H-NMR(CD,0D) & :1.24(3H, t, J = 7.5Hz) 1. 43-1.53 (11, m) . 1. 61-1. 78 (1H, m) .
1.85(1H, dt, J = 13.4,3. THz) , 2. 56-2. 68 (3H, m) 3. 29-3. 40 (2H, m) 3. 50-3. 66 (2H, m) .
3.80(1H, dd, J = 10.9, 3. 9Hz) . 3. 94 (2H, s) 7. 04-7. 27 (8H, m)

[1273]  MS(ESI") :357[M]"
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[1274]  HPLC f#FFHS[A] 112, 12 0%

[1275]  SLjiafp] 78

[1276] (1R, 2R,3S,4S,6R) —4-[3-(4- FFFNWIHE ) KFE [-6-(FHIE) Bt —-1,2,3- —f§F
[1277]  'H-NMR(CD,0D) & :1.43-1.52(1H, m).1.64-1. 78 (1H, m) \1. 85(1H, dt, J = 12.5,
3. THz) . 2.55-2. 66 (1H, m) .3. 33-3. 40 (2H, m) . 3. 50-3. 64 (2H, m) . 3. 76-3. 84 (1H, m) .
3. 88 (2H, s) 6. 68-6. 74 (2H, m) . 7. 00-7. 14 (5H, m) 7. 20-7. 25 (1H, m)

[1278]  MS(ESI") :362[M+H,0]"

[1279]  HPLC {#$FHF[E] :13. 70 4%

[1280]  =Zjifs] 79

[1281] (1R, 2R,3S,4S,6R) ~4-[5-(4- LFEFIHL ) -2 BRI [-6-(FFHFH) Bt 1,2,
3- =

[1282] 7E & AW, B 5¢ 5 B 74 43 2119 (IR, 2R, 3S, 4S,6R) —4-[5-(4- & & F
B -2- FAEAEER 1-6-(BFE) 2 -1,2,3- =F (40mg,0. Immol) )5 %% (ImL)
WA 2 —78°C, I 0 BBr, I — U e v (1. OM, 0. 31mL) o 7EAH [FIVELAE N HiHE 10 438,
FAEOKYS T HEHE 2 /NI, PRI 0 BBr, I S e (0. 2mL) o fEAH[FNESE T HitE 3.5
NI S U ISR A TR BEES VR (0. 93mL) o FFSTRIIR R 25 TR I 25, 1445 2 [ v P A IR A6
i (W=l - IECH (1 0 4)) HATHEE], 3284659 (3. 5mg,9. 1% ) .
[1283]  'H-NMR(CD,0D) & :0.87-0.98(1H, s) 1. 19(3H, t, J = 7. 8Hz) . 1. 39-1. 52 (1H, m) .
1.59-1. 66 (1H, m) . 1. 78-1. 83 (1H, dt, J = 13.5,3.6Hz) .2.56 (2H, q, ] = 7.8,7.5Hz) .
2.96-3. 07 (1H, m) . 3. 34 (1H, s) 3. 54-3. 59 (1H, m) 3. 62-3. 69 (1H, m) \3. 72(1H, dd, ] =
6.6,3. 9Hz) .3. 80 (2H, s) .6. 68 (1H, d, ] = 8. 4Hz) .6. 80 (1H, dd, ] = 8. 4, 2. OHz) .6. 99 (1H,
s).7.05(4H, s)

[1284] MS(ESI") :372[M]"

[1285]  HPLC ff4F0a) :11. 2 4%

[1286]  =Ljjtf] 80

[1287] (IR, 2R, 3S,4S,6R) —4-[3-(4- P NFEFE ) RH [-6-CEFHE) Bt -1,2,3- =
B

[1288]  1)4-[3-((3aS,4S,5aR, 9aR, 9bR) -2, 2,8,8- PUFIE - ;N& [1,3] 4 ZFF A
[dioxolo][47,5” :3,4] Z£3F [1,2-d][1,3] 4O [dioxin]—4- %) 3 ] KMm
Ak

[1289]  7E 0°C I, [r] SE i 5] 78 WP 73 B i (IR, 2R, 3S,4S,6R) —4-[3-(4- L ILFHFE K ) 2K
B ]-6-(RFE) B -1,2,3- =K (47mg, 0. 136mmol) [ N,N- —FIILFIELZ (ImL) %5
A 2,2- ZHEFENSE (142mg. 1. 36mmol) , BEE IIAXS F 2RI K 59 (2mg) o FF X
PR AE 2 N R 30 2080, IS AN AL B K SV A 1E N o BHIR A LR CBEAR Y,
BANZEHAKGEGG, ORI T8 KRR 28 ER 2, 15 21 ik 8 A il #% TLC (J&
W= Ll - IECHE (1 1 4)) HATHEH], 328465 (34mg,59% ) .

[1290]  'H-NMR(CDC1,) & :1.11-1.24(1H, m).1.42(6H, s),1.46(3H, s),1.53(3H, s),
1.73(1H, dt, J = 13.7,3.9Hz) .1.80-1. 93 (1H, m),2. 94 (1H, dt, J = 4.0, 11. 0Hz) .
3.59-3.92(7TH, m) \4. 85 (1H, s) \6. 71-6. 76 (2H, m) 7. 00-7. 08 (5H, m) \ 7. 19-7. 23 (1H, m)
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[1201]  2) =% AR 4-[3- ((3aS, 4S, 5aR, 9aR, 9bR) -2, 2,8, 8- PUF %L - N4 -[1,3] —
FORM RS (47,57 :3,4] 259 [1,2-d] [1,3] &AM O —4- 28 ) 75 ] RXEBERE
i

[1292] ¥4 4-[3-((3aS,4S,5aR, 9aR, 9bR) -2, 2,8, 8- PU I HE — S& —[1,3] 4 243 N 4
5 (47,57 :3,4] Zx9F [1,2-d][1,3] 48 O —4- 55 ) R ] K% (34mg, 0. 08mmol)
BT R TR (0.8mL) W, ZEUKYA R HiFE. IINIERE (15mg, 0. 19mmol) \2—-[N, N- = ( =
PR IE S ) 2 ] MERE (34mg. 0. 096mmol) (FEAE A N, N- Z I IRESEnENE (1mg) , 7E
IR IR 30 A Bh. RPN K, IR RN . B A H A PR A HLE
FHK BRI, FHORER AT o R s 28 1R R 25, 149 B I AR A il ¢ TLC (R =&
R OlE L IECHkE (1 0 4)) FATHE], 19 2R84 549) (37mg,83% ) .

[1203]  'H-NMR(CDC1,) & :1.11-1.24(1H, m).1.42(6H, s),1.43(3H, s),1.53(3H, s),
1.74(1H, dt, J = 13.7,3.9Hz) .1.80-1. 93 (1H, m), 2. 96 (1H, dt, J = 11.1,3.6Hz) .
3.59-3. 92 (5H, m) 3. 98 (2H, s) . 7. 00-7. 03 (2H, m) 7. 10-7. 35 (61, m)

[1294]  3) (3aS,4S,5aR, 9aR, 9bR) —4-[3- (4- A FEFEL ) KHL 1-2,2,8,8- VI3 - 75&
[1,3] 5 m2E (47,57 :3,4] #3F [1,2-d] [1, 3] Z5 L O 16 K

[1295]  7EEVSART, ) =5 PR 4-[3-((3aS, 4S, 5aR, 9aR, 9bR) —2,2,8, 8- P FIEE - /5
AL 3] A B M I (47,57 :3,4] 28 9F [1,2-d][1,3] Z &0 O 4-%) F
JE ] ZEFEEE (38mg, 0. 068mmol) + K,PO, (65mg, 0. 31mmol) \ ¥R ALEN (Tmg, 0. 068mmol) « FF A 5
M (9mg,0. 10mmol) F1 Pd (PPh,), (8. Omg, 0. 007mmol) ¥ V44 ¥ b FF 2 (0. 5mL) — 7K
(0.017mL) , 7E 100°C R, B R IR AW IMATERE 6 /it IR EE )G, NIk, HZR &
PE A5 0, 4 A ALZ VR £ SRk e, PR REN T8 o TR 28 IR IR 25 530, 1 45 31 A ik s 1
4% TLC (I = LR OB - IE e (1 2 4)) HHATHEHI, 15 2kr 84k 54 (10mg, 33% ) o
[1206] 'H-NMR(CDC1,) & :0.62-0.68(2H, m),0.89-0.96 (2H, m), 1. 10-1. 24 (1H, m) .
1.42(3H, s),1.43(3H, s),1.46 (3H, s),1.54(3H, s),1. 74 (1H, dt, ] = 13.7,3.9Hz) .
1.80-1. 93 (2H, m), 2. 94 (1H, dt, J = 10.9, 3. 6Hz) »3. 59-3. 96 (8H, m) .6. 96—7. 07 (7TH, m)
7.16-7. 25 (1H, m)

[1297]1  4) (IR, 2R, 3S,4S,6R) —4-[3- (- NEFE) KE]-6-(FHFE) ¥ -1,2,3- =
FE A %

[1298] 4 (3aS,4S,5aR, 9aR, 9bR) ~4-[3- (4~ RN FEEREL ) KFE 1-2,2,8,8- T - /WA
[1,3] BRI HE [4 <,57:3,4] ZK9f [1,2-d] [1,3] &L O (10mg, 0. 022mmol)
=gk (0. 2mL) HSEAEI R 0°C, I 2N EFR/K R (0. 2mL) o 4 R MRS YI/EAH AR
FE R PERE 3 /NI, A IR AR B S A KR . SR e 2B, A AL FI RN £ kK vk
B FHBRIR AN T8 o WV Iy He 28 1R R 25, 1 49 2 Bkl i) 46 TLC ( R = © =&
Fge (10 10)) HATHE I, 15 2IFR 8159 (4. 5mg,51% ) .

[1299]  'H-NMR (CD,0D) & :0.63-0.68(2H, m) . 0. 91-0. 98 (2H, m) 1. 42-1. 52 (1H, m) .
1.62-1. 78 (1H, m) - 1. 80-1. 94 (2H, m) . 2. 54-2. 66 (1H, m) 3. 33-3. 40 (2H, m) . 3. 50-3. 68 (2H,
m) 3. 79 (1H, dd, J = 10. 9, 3. 9Hz) . 3. 93 (2H, s) 6. 85—7. 16 (7TH, m) 7. 21-7. 26 (1H, m)
[1300] MS(ESI") :386[M+H,0]"

[1301]  HPLC f#FFHS[A] :18. 49 7%
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[1302]  <HPLC & 41 >

[1303]  #}F :YMC-Pack ODS-A 6.0X 150mm.5 1 m

[1304]  Vizh4H 3% MM 10mM AcONH,/H,0(95% ) +10mM AcONH,/MeOH (5% ) %% 10mM AcONH,/
MeOH (100% ) f& 20 738 (W FEHA BE AT, SRJG AEAH R 45 4F (10mM AcONH,/MeOH (100% )) T
eI 5 43

[1305]  JAli# :1. 5mL/ 43

[1306]  AEiR =R

[1307] A IU4AE % 230 ~ 400nm (K4 B 4 = AE R

[1308]  =Zjifs] 81

[1309] (1R, 2R,3S,4R,5R) ~1-[56-(4- LFEFIL ) —2- H &I |-5-(FHI) ¥ -1,2,3,
4 P

[1310] 1) (IR, 2R, 3S,4R,5R)— LA & (1S, 2R, 3S,4R,5R)-2,3,4—- = 4 K& 5- FHER
& -1-[6-(4- LEEFE ) -2- FAE | HMOFERG R

[1311]  ERSWF, £ -T8CF, 7] 2- IR —4- (4- ZFEHFEL) -1- 7 (0. 263g.0. 900mmo 1)
[} SRR (3. 0mL) Hif in E T ZE40 () St v (2. 44M, 0. 368mL) , 7EAH [FIVEE T HiH: 2
. AN 2,3,4, - =R SE -5 AR CHT (0. 483g.0. 900mmol) FJ THF ¥R (1. 5mL) ,
PERE 2 /B o N RN S A B A AT S N 281 E, ] CRZE R A HLE R k7K vk
B T (CKBERER ) 5, s 28 1R R RV A3 B d IR (3l (B =2
M OlE L IECHE (1 0 4) FHATHE], 1526 5911 (IR) Ffafk (0. 117g.17.3% ) H
(1S) Stk (0.311g.46.1% ) o

[1312]1  (IR) % # 4K 'H-NMR(CDC1,) & :1.15-1.32(3H, m).1.81-1.92(1H, br) .
2.20-2.38(2H, br).2.62(2H, q, ] = 9.8Hz).3.07 (1H, br) .3.40-3. 55 (1H, m) .
3. 66-3. 80 (2H, m) . 3. 84—4. 06 (4H, m) 4. 28 (1H, d, J = 12. 3Hz) 4. 45 (2H, s) \4. 58 (2H, t, J
= 12. 1Hz) 4. 80—4. 96 (3H, m) 6. 76—6. 84 (2H, m) 6. 86—7. 00 (1H, m) .7. 02-7. 44 (23H, m) .
7.52-7.60 (1H, m)

[1313]  (1S) 5% #4 {& :'"H-NMR(CDC1,) & :1.13(3H, t, J = 1.5Hz) 1. 34-1.55(1H, br) .
1.84(1H, t, J = 2.4Hz)2.50 (2H, g, J = 1.5Hz) 2. 75 (1H, dd, ] = 2.4,0. 9Hz) . 2. 93 (1H,
d, ] = 0.9Hz).3.37(1H, dd, ] = 10.5,6.6Hz) .3.57-3. 78 (3H, m) .3. 86—4. 06 (3H, m) .
4. 40-5. 00 (8H, m) .6. 80-7. 60 (26H, m) . 7. 72-7. 84 (1H, m)

[1314]  2) (IR, 2R, 3S,4R,5R) ~1-[5- (4 LIEFIE ) -2- H AL |-5-(FFE) H 1,2,
3, 4 DUBE 1A Ak

[1315] [ (IR, 2R,3S,4R,5R)-2,3,4- = F 4 & 5- FHEFE -1-[-U- L EF
) -2- FAE ] OB (271mg.0. 36 1mmol) [WAEE —THF (1 : 1) JEAHE (20mL) HmA
20 % F AL T (40mg) o« FES AT BEFE 30 3805, B AL I8 o 3557 0k R 25 T
2%, FAF R0 AR A il (R =Pl © —&H e (1 0 10)) BEATHRS I, 15 2R
GALEY) (44. 6mg, 31.6% ) o

[1316] 'H-NMR(CD,0OD) & :1.18(3H, t, J = 7. 2Hz) .1. 15-1. 26 (1H, m) .1. 48 (1H, dd, ] =
13.5,13. 2Hz) 2. 57 (2H, q, ] = 7. 8Hz) .2. 73 (1H, dd, ] = 13. 5, 3. OHz) . 3. 30-3. 80 (1H, m)
3.50 (1H,dd, ] = 9.9,5. THz) . 3. 53-3. 66 (2H,m) . 3. 83-3. 92 (3H,m) .6. 94 (1H, dd, ] = 12. 3,

i
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8. 1Hz) \7. 00-7. 25 (5H, m) \7. 95 (1H, dd, ] = 7.8, 1. 8Hz)

[1317]  MS(ESI") :413[M+Na]"

[1318]  HPLC f#FFHS[A] :10. 9 43 %h

[1319] ”gﬁ jzl 82

[1320] (1S, 2R,3S,4R,5R) ~1-[5=(4- LFFHE ) -2 HFAFL | -5-(FFHIE ) ¥ -1,2,3,
4= U

[1321]  [r) 5E il 49 81 H 18 2 1 (1S, 2R, 3S,4R,5R) -2,3,4- = R4 & -5- F & & F
i -1-[6-(4- CHEFE) -2- WAKE ] MO (33mg.0. 044mmol) [ FIE —THF (1 © 1) &
AW (1. 4mL) AN 20 % SEEAA AT (7. 5mg) o RSP HEFRE 2. 5 /NI, 4
AT I8 o KW TR R 2 T o 25, K A5 B R A A s (BRI =Y © S5
(1 1 10)) BATHGH, 19 2R A5 (17. Bmg, 100% ) .

[1322]  'H-NMR(CD,OD) & :1.18(3H,t,J = 7.5Hz) . 1. 70-1. 79 (1H,m) » 1.98-2. 11 (2H,m) .
2.57(2H, q, J = 7. 8Hz) 3. 32-3. 45 (1H, m) . 3. 60-3. 71 (3H, m) . 3. 90 (2H, s) .3. 94 (1H, d, J
= 9.0Hz) .6. 91 (1H,dd, J = 12. 3,8. 1Hz) \7. 02-7. 12 (5H,m) . 7. 53 (1H, dd, ] = 7. 8.2. 4Hz)
[1323] MS(ESI") :413[M+Na]”

[1324]  HPLC fREFESIR] :11. 7 434k

[1325]  SLCjiafy] 83

[1326] (IR, 2R, 3S,4R,5R) -5- L AHE —1-[3-(4- FAIAEAEIE ) I 1 SR -1,2,3,4- 0
B

[1327] A AR IS TR, 5 S8 81 [RIFEHLFAT #4153 H L&
[1328]  'H-NMR(CD,0D) & :1.62-1.80 (2H, m)1.94-2. 10 (1H, m) 3. 40 (1H, dd, J = 10. 5,
8. THz) +3. 62-3. 72 (4H, m) . 3. 73 (3H, s) 3. 89 (2H, s) +6. 70-6. 82 (2H, m) . 7. 00-7. 03 (2H, m) «
7.06-7. 12(2H, m) \7. 22 (1H, t, J = 7. 8Hz) 7. 27-7. 32 (1H, m) . 7. 34-7. 37 (1H, m)

[1329]  MS(ESI") :375[M+H]"

[1330]  HPLC {3 £ [E] 9. 53 43%h

[1331]  SCjitafy] 84

[1332]  (IS,2R,3S,4R,5R) —5- FLFIFE —1-[3-(4- AR ) 83 1 FF -1,2,3,4- 1
Bz

[1333] A HAHNY (AR LS SRR, 5 58] 81 [RIFEHLFAT #4192 H AL &4 .
[1334]  'H-NMR(CD,0D) & :1.28-1.44(1H, m).1.56 (1H, t, J = 13. 2Hz) .2. 35(1H, dt, ] =
13.5,3.0Hz) \3.45(1H, dd, J = 11.1,6.0Hz) .3.60-3. 70 (3H, m) .3. 73(3H, s) .3. 89 (2H,
s) 6. 77-6. 82 (2H, m) \7. 00-7. 05 (1H, m) \7. 06-7. 13(2H, m) .7. 20 (1H, t, J = 7.8Hz) .
7.60-7. 65 (1H, m) .7. 68=7. 70 (1H, m)

[1335] MS(ESI") :397 [M+Na]"

[1336]  HPLC fR¥FINFIA] < 14. 6 73

[1337]  SLjiafy] 85

[1338] (IR, 2R, 3S,4S,6R) —4-[1-(4- £HEFHL ) —1H- W[ -3— 3£ [ -6- (R AL ) -1,
2,3- =%

[1339] 1) 1-(4- LFEFIE ) —1H- BIWRIIE %
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[1340] [} W5] W (4. 0g+34. lmmol) [¥] & K (200mL) ¥ ¥ = % 0 & & 4L 8 (2. 40g.
42. 6mmol) , 7E 2 T HiHE 2 /NI o KRS FIR 2 RR K . RIS A T IR (200mL) H,
TN 1= &R —4- 23K (5. 28g.34. Immol) o ¥ N IR AE SR N Bl — B 5, AL
b YE, B PRV R R 2R RER 25 . AT BRI R B (JRITH = LR 4B © IE Okt
(1 500)) FATHEHI, 1FRIbRLED (3.88,47% )

[1341]  'H-NMR(CDCL,) & :1.19(3H, t, J = 7.6Hz) .2. 60 (2H, q, ] = 7. 6Hz) .5. 27 (2H, s)
6.53(1H, dd, J = 3. 1,0. THz) \7. 03 (2H, d, J] = 7. 6Hz) 7. 07-7. 22 (5H, m) . 7. 29 (1H, d, ] =
8. 0Hz) .7. 64 (1H, d, ] = 6. 8Hz)

[1342]  2)3- ¥R —1-(4- ZFFIE ) - 1H- BRI & %

[1343] 7E 2% T, 11 31 (0. 46mL.8. 93mmol) (¥ DMF (20mL) ¥ & 1 ¥ n 1- (4- & %
55 ) —1H- M5|Wk (2. 0g.8. 50mmol) [¥] DMF (20mL) ¥§¥. ¢ s BB 2 /N, My 2 0kv4
(R £ AR R BN KT o FH SR LB H, A LR FH M A R S M ZK R T R 7K ok
G T (CToKIREREE ) Jo, WURZEMER 5. H LR ZWeH IE CReidfAT E 45 &, 15 245
FtkE4) (1.68g,63% ) .

[1344]  'H-NMR(CDCL,) & :1.20(3H, t, J = 7.6Hz) 2. 61 (2H, q, J = 7. 6Hz) .5. 23 (2H, s)
7.05(2H, dd, J = 8. 0Hz) 7. 11-7. 22 (5H, m) \7. 30 (1H, dd, J = 6. 5, 1. 9Hz) 7. 57 (1H, dd, J
= 6.5, 1. 9Hz)

[1345]  3) (2R, 3S,4R,5R) -2, 3,4- = R4 -5 FTHIEFE -1-[1-(4- SEFE) -1H-1
W3- 2% ] BROEERIA

[1346]  {EZAVTULT, 4 3R —1-(4- LFE R ) —1H- W[ (427mg. 1. 36mmol) f¥] THF (8mL)
WA EI 2 -78°C, N IE T ZE21 K Ceis i (1. 6M, 0. 89mL. 1. 43mmol) o # s MRS {E
AHIFR R R HEEE 5 08P, FHZEP N (2R, 3S, 4R, 5R) -2, 3, 4- =4 3L —5- (R4 LT
55) K CF (875mg. 1. 63mmol) ) THF (5. 6mL) ¥, £E —78°C N HLFE 2 /o AR IR S
R IKES I AT 1 RN e H SR SRR, WA WUE FHKTEG G, BRI T FH oo
JEZEVRRR 25, AR B R E RGBS (JRIT = LR 4TS © IECke (1 ¢ 10)) FHATHE
il 18 BIFR BAL A AR S A (354mg.34% ) FIE MR PE S A 1A (115mg 11% ) .
[1347] AR ME S A1 "H-NMR (CDC1,) & :1.18(3H, t, J = 7. 2Hz) 1. 93 (2H, m) . 2. 40 (1H,
m) 2. 61 (2H,q, J = 7. 2Hz) . 3. 40-5. 22 (15H,m) . 7. 02-7. 40 (28H,m) . 7. 93 (11, d, ] = 8. OHz)
[1348]  mtPE S A1 S"H-NMR (CDC1,) & :1.18(3H, t, J = 7. 6Hz) 2. 40 (1H, m) . 2. 38 (2H,
m) 2. 58 (2H, q, J = 7. 6Hz) . 3. 41-5. 24 (15H, m) .6. 83 (11, d, J = 8. 0Hz) .7. 03-7. 34 (27H,
m) 7. 75 (1H, d, J = 7. 6Hz)

[1349]  4)1-(4- ZIEFHL ) -3-[(1S,2S, 3R, 4R, 5R) -2, 3, 4— =4 Jk -5- ( FHEIET L)
WA ]-1H- WA )

[1350] FEZ WS, f£0C T, I (2R, 3S,4R,5R)-2,3,4- = F 4 2k 5- N E T
5 -1-[1-(4- CEEFH ) -1H- Wbk -3 5 ] RO BE (469mg.0. 61mmol) [ — % F 4t (6mL)
VW N = 23R BE (0. 21mL. 1. 22mmol) o £ 5 23 % In = AL B £ B B AT Ak A
(0. 093mL, 0. 73mmo1) , ¥ S NIRGYIAE 0°C NHFE 2 /NI o FS NIRRT AR R A /K v, =
PR A VLE A e oK, IR T8 RrdHl s 2k %, B 2
(FR7E R IR AL (A (I = B 48 @ IECkE (1 @ 15)) BT HI, B 3Ibr 8L &4
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(232mg51% ) »

[1351]1 'H-NMR(CDC1,) & :1.17(3H, t, J = 7.6Hz) 1. 87 (2H, m) .2. 27 (1H, m) . 2. 58 (2H, q,
J = 17.6Hz).3.36(1H, dd, ] = 9.0, 1. 7THz) . 3. 59-3. 70 (2H, m) . 3. 88—4. 00 (2H, m) . 4. 12 (1H,
t, ] = 8.6Hz) 4. 38 (2H, s) \4. 47 (1H, d, ] = 11. 4Hz) \4. 54 (1H, d, ] = 2. THz) 4. 58 (1H, d,
J = 3. 1Hz) \4. 80 (1H, d, J = 10. 7THz) \4. 89 (1H, d, J = 10. 7THz) .4. 98 (1H, d, J = 10. 7Hz) .
5.25(2H,d, J = 4.9Hz) .6.97 (2H, d, J = 8. 4Hz) 7. 05 (2H, d, ] = 8. 0Hz) .7. 08-7. 35 (241,
m).7.62(1H, d, ] = 7. 2Hz)

[1352]  5)4-[1-(4- LFEFHE )~ 1H- W —3- 5 J-6- (R &) X -1,2,3- —FEMH
%

[1353]  fEZE S, EVKA T, 1) 1- (- LFETFHE ) -3-[ (1S, 2S,3R, 4R, 5R) -2, 3, 4- —=F
Ak -5- (AR MO J-1H- WP (213mg.0. 28mmol) Y —& I LE (4. Tml) FAIA
TSR A (0. 72mL) A= AL S BEECAT AL S (0. 36mL. 2. 8mmol) o £EZ L FHLEE 64 /)
IS S PEVKYA T I, F =S PR B KA HLZE i Sk gk, T8 CokKmiiRes)
Jo W ZE TR ER 0 o 15 B R AR (18 (=3 P4t . TEE (50 : 1))
AT RS, A3 265 AL &4 (45mg41% )

[1354] 'H-NMR(CD,0D) & :1.17(3H, t, J = 7.6Hz).1.66 (1H, m).1. 79 (1H, m).2. 16 (1H,
m) 2. 58 (2H, q, J = 7. 6Hz) 3. 33 (11, m) 3. 57 (1H, dd, J = 10. 7,6. 1Hz) . 3. 69 (11, dd, ] =
10. 7,4. 2Hz) 3. 76-3. 88 (3H, m) . 5. 29 (2H, s) +6. 98-7. 11 (6H, m) \7. 24 (1H, d, J = 8. OHz) «
7.30 (1H, s) 7. 62 (1H, d, J = 7. 6Hz)

[1355]  MS(ESI") :396[M+H]"

[1356] L3k SEiifdl M-S &5 2o T8 1- 3K 10 e

[1357] [ 3% 1]

[1358]

A 1 WOH
HO " ~OH
OH
SRS
4 2 \OH
HO ‘; oH
OH

[1359] [ % 2]
[1360]
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5k 5 41 4 M) X 5 3645 4 M X
1
> i g o) 0" >F N o)
5 3.4 3 OH L5 8 OH \/
HO ,[:lOH HO ,[:lOH
OH OH
o ULC |
£ 4 \OH ’ k3 9 on
HO o HO | _ IOH
OH OH
L, JALY
T S oH Fk4) 10 OH F F
HO. ’[;lw HO. ’[ilOH
OH OH
" L0 " 9AW
HO ~oH HO ~ oH
OH OH
LU F
3 ) o G # )
5 OH FL A 12 o o~
Ho +OH
OH v~ YOH
OH
[1361] [ % 3]
[1362]
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5% 364 MK % 3645 M N
F F
k4 13 k78 B
5% 36, 15) o L e 18 OH
 OH HO
v YOH OH
OH
F
4 2k 0 07 | sssm o
L4 14 OH B 19 o
HO. ,[:lOH HO. ,[ilOH
OH OH
SACH
':?-’ - ' O 5 ) | O
EHAH 15 OH LB 20 OH
HO. ,[::LOH HO. ,[ElOH
OH OH
L
o 3 0 07 | & sk s F 0 o~
LB 16 oH F B 21 OH
HO ,[ilOH HO. ,[ilOH
OH OH
CLC o
I 2 4% o O T 2k A5 0] SZ
54 17 o %34 22 o 10
HO Ao HO Ao
OH OH

[1363] [ % 4]
[1364]
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953@15‘] ra#’g;‘ 9‘\:5&{5'] ra*tji‘{‘
T
F
F
>k g 0 F o o)
kA& 23 OH k5] 28 OH
HO. ,[:lOH HO. ,[:lOH
OH OH
JCCO 9as
NH..+
N 0 07 | o 3
% 24| 24 o %3641 29 OH A
HO. ,[ilOH HO A oH
OH OH
L HEH] 25 OH LA 30 oH
HO. ,[;lOH HO. ,[ilOH
OH OH
ALY
- 0 OH . o) ~
% 341 26 o % 41 31 on §
HO. ,[ilOH HO. ,[ilOH
OH OH
9as O m
. o) ™ 2 A 0] 2
24 27 on N | FEH I JOH O
HO AoH HO ~ oH
OH OH
[1365] [ % 5]
[1366]
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5= 36 45 %M X 5 341 s M) X
ALY 5T
F
N N\
g o 0 I F o) o~
L&) 33 1 OH O 364 38 on
"o on 10—~ i “OH
OH OH
. OJ . ‘\/\‘\
vanse| 2 | O0QL
~OH
OH OH
L Q!
% #4] 35 - O F 1 g 40 ‘ o O o~
HO Y "OH HO " YOH
OH OH
F
% 364 36 O e O % #4541 I ° | o~
HO ~~on HO A om
OH OH
v’
O
. 0 > 2k 4o X0
LB 37 OH S 42 OH
HO. ,[leH HO. ,[:lOH
OH OH ‘
[1367] [ % 6]
[1368]
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5 3645 #HEH X

3 34 =X OEN

) 43 oH O
HO. ,[ y IOH
OH

% 264 48 % OH
HO " OH

sk ) 44 LOH
HO. /[: lOH

52 464 49 ?JOH _
HO OH

% 4] 45 f‘ﬁH
HO ; OH

5 2k fr
%24 50 ? OH
HO OH

%A 46 ? oH
HO OH

EHAH 51 OH
HO. /[ i l oH
OH

kb 47 % oH
HO OH

LA 52

T
Obﬂ
Jd o
X T
9

[1369] [ £ 7]
[1370]
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£ 3 5 = N % 3.4 SH X
gAY 0
E 7%, 45 3L A6, 45 V
kA 53 OH O A4 58 O
OH
HO " OH OH OH
OH more polar- isomer
%4 54 on LB 59
.~ ~OH
OH OH OH OH
S
\\ . —q\©\/
FE 34 55 LOH 4 60
HO. /[ lOH
OH OH OH
S8ea m
S
LB 56 on %A 61
OH OH OH
| | QL O
TP 5T \OH L34 62
OH OH
less polar- isomer OH OH
[1371] [ % 8]
[1372]
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5k 51 RN % 2641

k&4 63 OH LA 68
" “OH

k34 64 534 69
kb 65 E#A4) 70
5 3641 66 A 71
B 67 A 72

[1373] [ % 9]
[1374]
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% 3 4] 5% 7 )
kA4 73 % H 4] 78
x b 74 E A 19
EH) 75 A4 80
%) 76 F k4 81
LA 77 k4 82

[1375] [ % 10]
[1376]
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% 3645
45 83
64 84
%74 85 Y
WOH
HO ~~oH
OH

(13771 54 1

[1378] A Na™ FiZ# L4044k (SGLT1 1 SGLT2) v il A A A iR

[1379] 1) A SGLT1 FiRa ki &

[1380] Kk H A/ cDNA JFE (Clontech 2w ) il ARAR , A% F & i DNA 514, F H
KOD+DNA ZE-5 1 ( ZyF gittii] ) BT PCR, ¥ A\ SGLT1cDNA 38, 455, ¥4 14 T 17 BeH
Topo TA Cloning Dual Promoteriiifl#: (Invitrogen /A #]i]) 5ol H| pcRII-Topo #ifk I,
AR KA RE 40 (Invitrogen 24w il TOP10) Y, A SR tHE Fiusk [ 7 ~ &
¥ U~ ampicillin] WP v B RS A 2 FPIAR (50mg/L) [ LB 35 2E i IGTE . H b
T T BRI R L B U (S Maniatis 55 Molecular Cloning) K&l BiRL. #1% 5
or 1l AR, A8 FH 5 ON T B RIBEE R0 S0 (1) 4 1 DNA 514, 1 A KOD+DNA 284 B iE4T  PCR,
N SGLTL eDNA(AE EJFINE T Eco RT BEALIFAE I T Hind TTT Y547
BO) y88, Bz 8 A BEUEAT Eco RI T Hind I1T W4k, {81 Rapid DNA Ligation iRk
(Roche Diagnostics 2 aEliil ) FriEtk i BOESEERIAE AR pcDNA3. 1 (=) (Invitrogen /A ]
i) FAH R o K S5 R RIS A T A BRI W 7S PE4E I (Invitrogen 24
A DHS a ) A, A HAE B A 2R TU AR LB 85 538 Hh B85, R 5 7 V3K 13 N SGLT1 3R
= AL

[1381]  2) A SGLT2 FikE KM%

[1382] >k B N'BE MRS cDNA JEE (Clontech 2y w)ilil ) il e, 48 FH -5 R DNA 5149, F H
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KOD+DNA 28453547 PCR, A\ SGLT2 cDNAJ™ 88, 53555 , 144 18 1 18 7 BEFH Topo TA Cloning
Dual Promoter i3l & ve % 2] pcRIT-Topo Zifk b, T A BT B 7S M40 i (TOP10) H,
A8 57 HH 2R VU AR P () S P 000 & 2R AR (B0mg/L) 1) LB B ek rp s . iHgsE
TR R e VR B 7 YRR T SURL o W12 00K Tl S ASAR,, 3 FH - N PRl R0 045 1)
4 18 DNA 5149), M| FH KOD+DNA 2 -5 kAT PCR, #4 A SGLT2 ¢DNA (7£ L3F N4 T Xho TR
RLFAE T INE T Hind TTT SO0 B) 3738 o Bz 38 BodiAT Xho T fTHindI11
JHAL, 4 F Rapid DNA Ligation i & 4 AL i BOZE 45 7E R IK AR peDNA3. 1 (=) [1IAH AR
SRBAL o P S5 R IR R B AR B N BRI s v R4 e (DHS a ) A HLE S A2 R
VEARIE) LB 35555 MGTE, SR A H 715315 N SGLT2 SRk a3k .

[1383] 3) A SGLT1%2E#K ik [stable expression] 4 el A SGLT2 & 58 35 14 40 i i) 1H 4%
[1384] 1 A FuGENE (Roche Diagnostics )] ) ¥ FH PR HIEE Pvu T 7E4L T B A SGLT1
FIEHARBH N SCGLT2 KA AT AT CHO-K1 4ifurh . SRR G, B RS aAHEE
(50U/mLSIGMA A %) 575 2= (50mg/L SIGMA A w)i) \Geneticin (200mg/L .+ # 7 1 7
A 7 i) F120 % 4 JR AT I3 1) DMEM 55 783 (Gibeo A w]#l) H, 76 37°C R FH4E 5% CO, 17
TE 5752 3 Ji, 3R1F Geneticin M MER sl # o LLEHUN AAZ PRI (2L - a -D- it
R A 26 00 1 ) R PR I HE b, AR 8w o 7 Ay rh e 8 T SR B e A AR e I8 N SGLTL Bl
A SGLT2 F#) 41 ..

[1385]  4) WofHRHL AL — a —D— ML AR 7 280 B 0 )3 M B 52

[1386] 4 A SGLT1 A€ K1k CHO 4Bl A SGLT2 A& 1A CHO 4 g4 30000 ~ 40000
YA/ FLIGES BEREANAE 96 LA F 3535 4 ~ 6 K. 158, BX SR g2 AR I3 7 1L e 22,
1AL N 150 v L A ACFE 22 vhil (&4 SALIEAE 140mM. S 4L 80 2mMs S04 45 1mM. 4
B ImML2-[4-(2- R 455 ) —1- URIR L ] 2R 10mM, = (FR 3L ) &3 A e 0 28 ol o
pH7.4) , 76 3T°C N HFE 20 4380 BREATARFEH G20, B 1 FLA N 50 u L Jir b2 FH 22
W, 76 3TCRHRE 20 70 8he MM (A SALAN 140mM, AL HR 2mM S04 1mM, S04
BE ImM. FREE — a -D— IR A A BE TR 1ML [4- (2- R HE ) —1- DREERE ] 2R 1omM. = (2
A ) B3k FE I 22 pP i pHT. 4) 100mL 1, NN 6. 3mL () B 3k — a —D—(U-""C) ALt i 4 2 4
1t (Amersham Pharmacia Biotech 27w #i.200mCi/L) FFiR-4, i plds B H 22 b g, A% FH
it E A G2 v s N B AL A T T B ES FEAE D D I e R . i A,
YRR A A S RIS &9 RS R G2 bl o 2861, 2 T I AR R IR AL A P Rl i)
(FIZEATERE I A, % MR RIAE I 7 v 4 1 AU R BT A 140mM U IR AR 1 5 At O 2%
MR IR O TIE e IG5 P AR L A B 25 A 5 FH B2 i, - 100 )3 1 0 o FH 5 ke
W 1 FLR SN 35 0 L, 7F 37°C FHEE 45 40 Bh. A4 H0H1E PR 2 B 22 vh il 5 55, B 1
LA 300 v L ¥ES A2 v (S5 SUALIEAR 140mM, SUALBF 2mM ., SUALAS TmM, 4L E
ImM. F3E — o —D- ML AR 25 4 L 1omM. 2-[4- (2- B 238 ) —1- WREESRE ] 28 1omM. = (52
AL ) 2L PR HIZ2 R pHT. 4) , FHARTRAGILRR 25 o Bz BEs R B BT LI B 1AL %
TN 30mL 40 B s vl (SR AEN IMG SRR BR SN 0. 1% ) AL 41 AR e nT 9 1o g b
N OM ERER 1510 L, B Z VW 40 1 L # B E Luma—plate (Packard 2 F)H]) &, £ FIiCE
— 1, IS FIZ% K « F Topcount (Packard 27 ) I EA B FE R O
A FE BB P 1 B At BB (L AE R 1009, IR FE — 3kl ih e R FH VS8 (BLFit
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ver. 3) S H DR BEHCEINH] 50 % I AR AL SR IE (1G5, 18 ) » HEIR B, AR
WA o 35 [ SGLT2 IR o A W RIARRMEAL G0 SGLT2 BN 1Cs, B
TR+

[1387] [ % 11]
[1388]
R EY | 1C, 1 M) | WAL ED | 1C, fH (nM)
SE i) 1 61 S ] 59 8.9
SE 1) 2 111 ST 62 7.1
SE it A5 8 7 SE 6] 64 6.6
SEHtEf) 11 14 SE it f5) 68 18
SEiE ] 12 18 S 69 5.1
SE ) 25 31 SEJtEfE) 70 7.4
SE 6] 42 7.7 S 73 11
S 44 16 St 74 14
S 55 17
[1389] A& BHERAL—Ff B AL R3] SGLT2 3% MEVE F 3R 2 ik & el T 25 H

o AL ST AR PRI B8 PR3 AH S50 B30 B PR 1 6 I 1 BT B3 77

%o
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