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o FL HARSE AL FE ] IC1-6f52 2 , Co-6fi 2, 75 B CroelT it » Cr-6 )T A I Cr-6 5T 225 » 75 22 C1-6J6E
FeCr-elin ik , Bt , Croe bt Uk A , 75 i Cr-elm S B Ik , Cr-en Ao 9 G , 5 FEed I O , AR e e
2 5 DY SR MR 5 AR DY Skt e s

[0100]  FHELAR B I A 048 B A AT 4k A 0 i i ot e s [ 1) R 3 s A ¢ e [T, e sE 4 455
HERZEH 1, W GreeneZE , FEA NG P ARSI F] (Protective Groups in Organic
Synthesis) , 4k, 5647-695,20074F , )55 * B F /7] (John Wiley&Sons, INC) H ) 5t
o e BARSE AL FECr-e bt 3 , Co-efii 32, 75 Cr-efit 22, Cr-6 5T S IE Cr-e e 32k , BRI AN R A e i
[0101]  FRELLR Y2 A0 45 Fr A3 ml A PV R B 1 OR B 2 i 2 1], L se A 45 ok 7
W, W GreeneZE , fZEANLE T IR HH (Protective Groups in Organic
Synthesis) , 4, 5533-643,20074F , 2945 « @A 2w (John Wiley&Sons, INC) FH) J
o HLHAR L O FEC-eJ5e it , Co-olfii ik, 75 BRI I , 55 FCroebi At , Croe it 28l A Cr-s 50 s , 75 22k
Ci-6J5t A Cr-e 5t 2 , e Cr-e e 2 , Bt 20 L Cr ot e A FR Ak e e

[0102] -2 o [ 1 S 491 B0, i i 2R Ji - 5 Cu-oofoe e i P 2, 22 AR O SR T I A 2k

[0103]  JlgiGce i) i dd ke , O, RO e il HE A

[0104] AR BB 4 & e, S & 4kt

[0105] P ilEE () SL AL HE RS, B, NEE, 2-TA B, T B An2-FR Jk-2- T B .

[0106]  Tok[¥) SL ) C4E WK, — ST TE, SR, DU S , R I, £ B R RRE,
HEE A HEE L

[0107] WA S G IR , 2T B, 4-FF -2 T3 o

[0108] Pk R 445 LR R, LR BE, CIRABR R T B

[0109] P Jrig ity S 48140 BN, N— R e PR e , N, N— P B 2 8 fl AR 1 — R -2 MLk g e
[0110]  {E R F5 & IR I B FELHE 2R, R 2R,

[01111  S34h, FEAUL A5, 25 B A1 i g X o

[0112]  HRARIEZHA: 38 5, Uk, A e, S AR 1] ARzt e A 17 2l PP I , 2 e B
AR Ca-s T AL , 4T3 B AR [ Cr-e 52 S0 288 , A1 225 49l HRUAR ) Ca-o ot 2 U 2 , AT 34 4 AT —
(Cr-ef5t i) 2L , AT B AR 05 B iR e 2, Aot EOUA Q) 5 2 Aol i AR 5 I 2 , 41
T HUA 2 P12 , AT 328 Al B 2 PR S 2 AT IR ol DR 3 B 2 AT e i AR P I I 2 2, 4T
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A IR I R ARG b R B B R 2

[0113]  HUARIEZHB. i 35 JF -, AR, A I , Al A TR [T, A e e A ) 2 2 R I 2 , AR a0 4 B
AR Cros it B , A% A BRI Co-6 0 B2, AT 226 4 HUAR ) Co-s o 85 , AT 226 4 HUAC ) Co-s PR BE 22 , A
T A B ) Cr-s e 28 22 , AR 4 AR ) Cros it B U, AT 8 0 AR — (Crsfii ) U, AT
B AR 75 B R 2, AR e 4 A ) O U 6 A 208 e AR o5 T s, A 30 e AR 2R B
PR B 2 IR 58U 22, AR 4 IR R B0 , AR e OR3P B 0 , AR OR3P () e AT
R IRY IR

[0114]  HUARIEAC. ) & i1, B3, i3, Croefii 3, Co-efiid , Co-e Bt , Cros i A 3L , E L,
Creft s @ L, — (Crefit i) A%, Crel i At , Cre e SR ML I , 24 FLH e 32 , Ca-s PR e 2t , 75
RIS , ZR IR, S R R , 0, R A A R I A

[0115]  HRACHEH a: i 31 JF -, BUEE , AR JE , AU AC I [T, A e e A ) 2 2 R I 2% , AR a0 4 X
AR Co-6 )i B , ATAZ A AR Co-e ) 5 , AT 328 4 HUARH) Ca-s 1 it I , AF A2 ¢ HUAR 1) Cr-sobt 2 2
PRI BRI 5 B R b 2, AT ade e BG5S , AR g BA R 0 B 22, A e e B ) 2R B0
B, AR A AR R PN U, A e R IR F RNV A IR 4 B R

[0116]  R'HICi-eke TR C:-ole A ST 4 3% B BRI LA — AN B AL B

[0117]  R'¥Ca-s Rl AT e 4 30 1 BARIL B — A I AN FH B

[0118]  R*MICi-eke TR C:-olt A ST 3% B BRI LA — AN B AL B

[0119]  R*Ca-s PRl AT e 4 30k Y BARSE B — A I AN FH B

[0120]  R*MCr-ebe AT 3% 4k 1 B SE LA — B 2 AN SE A B

[0121]  RYHICr-ebe I FIC -6t A ST 4 3% B BRI LA — AN B AL B

[0122] R Ca-s Rl AT e 4 30 1 ERAR LB — A I 2 AN S FH B

[0123] R 75 & IR 5L A 0 3L AT 43 1 BA QSR B — B2 A 3 FH U

[0124]  X'Y{IC1-6 W e 3 , o6 M F7 I Co-o MV o 3 348 19 BACIEAABR — A Bk 2 AN LT 3%

HUA .

[0125]  AP¥)Co-eldidik , Co-e VKR IFL , Ca-s MV IR 3 AN — AN 75 B IR S Fh w3k B AL B — A~
a2 AN BT IR EUA.

[0126]  X*fR)C16 VR , Co 6V 45 L AN Co 6V o Jo e 0 1) B L L BAK) — AN B 22 A L ATk
HUAR

[0127] R Cr-ehEJE , Co-6 s JE A1 Co-obhe 32 g M HR A JE 2 A HH (1) — A BR &2 A JE [ AT 3% HX
R

[0128] R 55 M e 3o A5 4 2 PR3 AT e e 19 UL 2B — Dk 2 AN S [ B
[0129]  HXACIELH AT 20 FF e , Co-s PR Je ik , Croeln 28l A , Croebm AR 2 B, — (Crebidil) &
JE, BRI, AL, SR, A J PR AT e PR A A A5 T ke B AR AL O — A
EEZE i

[0130]  HRARIEZHB A %) S 2 FE Wt 5 , Cu-e ittt , Creii it , Creb it , Ca-s PR IR , Cr-elm 425
Crelitdk g0k, — (Crefitdh) 2L, 7 BRI HL , J7 UL, 7 it , ZR PR B R IR S R & B AT
Bk B HUREEH O — A B 2 AN R A UK.

[0131] AR EH A &I LI SE A48 DA T 45 HIM AL &4

[0132] P AR B I [1] R m B A W B A IR B o AR B B AL A ] DA 2178 e

11
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Y, B AT DA R IR RAR o A2 37 1T 5 5 106 R A PR ade e i DA Bl 3 L2 ] o i A 15
Y

[0133]

1
Ry

[0134]  H:rpRY,R*,R%, R, R, XY, X2, Y RIA G B sE S

[0135]  fL&4, HhRPFIR M I BAS A, 9 L35 B 2R SR F BT B Cooee 2 A
PRI o

[0136]  fb &, HorhRVRIR AR B [ , 3 FL45 R R AT 4 BRI Croebpe e A2 TEARIE 1) o
[0137] k&4, HiRUFIR & FR 3L, ik — Bk ity .

[0138] (b5, HA RO NE R F MR .

[0139]  fb &, Hoh R AR F BT 4 BRI Cr-slt AR AR 1) o

[0140]  fb A ¥, Hoh R AT AR Crs et 2 WA A

[0141]  fk&p, Hoh RSB IL, Bt — DR

[0142]  fLAH, HoA XU AT 34 BRI Co-6 P BRI S FL IR 1T o

[0143]  Ab&, Hih X ME W 2 b dt B B ALk 1 o

[0144] Ak AW, Hoh AR AT 4 BUAR Y A Ca-s P e S BT e 1 BRI — A0 5 B e i 2
PRI .

[0145] AL 540, o AN AT 3% 4 AR ) A 5 5 I A 3 A2 TP 3B 1Y o

[0146] Ak &4, Horh A TV 2838, gk — A3 A

[0147]  ALAWH AP X RAT AR BRI Croe 0 HE S SR ALIE 1 o

[0148]  fbA¥, HohxX* Rl (3] RRHI R -

28
X
[0149] /Y [3

OH

[0150]  Hh X2 R R BRI Crs AR 3 , 26 F X b S B Y R AR o
[0151]  Hepx*2 pilal (4] Rtk 510 .
2a
[0152] /X\/ [4
OH
[0153]  Hrhx*fyy b g S, ik
[0154]  fb5 i, Herb XP AR S A AU I 3 R , AR a4 A 1) 1 2 L B AT e e U 11 T
PR —DARIE R
[0155]  X**f)C1-s M e FEAT 36 432 11 AR FE B — P Ek 22 AN FE A HRAR
[0156] A&, Horh Y R SR 2% K
[0157]  Ak&4, Hrh R AR 7, AT 4 A Cr-ebe 22 L AR A HR AR Co- ol 3 , AR 1E 4R

12
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HUAR I Co-slo 22 , F2 LR LT BR B LR 3 S /2 AR IE 1

[0158] 2% {42 MX* 2 CH RY) , Hh ROF IR AR FBUR AL, RO AT 4k 5 B o
[ — B A BUAR I Co-a bt 22 , AT 08 e AP Co-eff I 5 AT 206 4 B[ Co-e R I , R AR
P B B AR A

[0159]  fb& 4, PR AR T, ATk ik B T g BRI s e A S AV AR AR (1 32
B — B AL B BRI Croelit i, BUR BRI J: A 2 AL 1Y

[0160] 2542 X*ZCH RY) , Hop R0 b Fir 52 S0, RO A& AT 3% R 3% T3 BRI Cos e 4R
FERE G R (RS (1) — AN B 2 A LA BRI Co-ebt i , BRUFR S ORI LA o

[0161]  MRIEA K IR IE I B P LB AFE (2S) -2- (4= (A= (1, 2- =5 HE 208 R
BRI RERE L) (AR &) N H-N" 2- —H TR EERE, (2S) -N-#3E-2- ((4- (-
(3-FRk-2- GRIEF L) TR ER) JRBL) 2 b i) DR SR L) (FF ) &U0E) -N7 2- L
iz, (29) =2- (4= ((4- ((IR) —1,2- —Fa Rt 2.5 R o p ) 2R kL) (R &) N-F&
FENT L 2- R B, (2S) —2- ((4- (- ((19) -1, 2- 32k 2, %) 2R3 2 e di) R HR Bt
) (A 20 N-F N 2- ZHIE ) W%, (2S) -N-F#dk-2- ((4- ((4- ((AS) —1-F2 -
2-FABE 2 L) L) LRI SR BEAE) (L) &8) -N7, 2- B BiZ, (2S) -N-#&
H-2-((4-((A- (A9 -1-Fkk-2- Q- R LA 3 KR 4B KRB (FR) &
) N 2- T B, (2S) —2- ((4- (- ((AR) -1, 3- 3R JE T 08 L) 2 fudd) Jx
B (FR ) k) -N-F2 0 -N" | 2- R —BER%, (29) —2- ((4- ((4-((1S,29) -1,2-—#%
FETE) JRIE) ) SRR AL) (FF2E) &) -N-F2 N 2- R R T Bk, (2S) —2-
(A= (A=, 4-Z R T A ORI 2l R EBLES) (R D) &) N-F 5N 2- BN
TBERE AN (2S) N-F23E-2- (4= (4= ((IR) ~1 -2 -3-H A SE TR 3) ZR L) Z B dt) R I 2d)
(AL &) N, 2- — F LT bRk

[0162] b 4h, FRIEA K BB LIE L &0 FFE 2S) -2- ((4-(U- (AR -1,4-= 85T
B L) L) KBRS (L) &0 -N-FR AN 2- T H T B

[0163]  HHIEZC (1] BT Ron B A Pk H Sh R B A0 57 10 2 4 1 o 22 4 P 2 B A5 PP U
i, a0 Ay AT Ik & gz A a6 SR VAT, BT 22 4 VAR e B L 404, 40 e E el
hERGIRG: , F 2 45 25 RE PRI, 401 L € 23K P450 (CYP) & MBI B8 AU P A 1 138, 75
ZIN B AR Y ARAZ B8 A4 P K BR BT UDS TR 25

(01641 X [1] 4L S SR ) T G5 0 O AR B PR SE s 2 i £, s e
S R R EUR HE 1

[0165] T 1t B A (1) £R (1) SL 9 045 « 5 R HLER a0 #h R, EIR IR , R AR IR TE B £6 s 5
NURER, Bl IR, L1, AT TR, 218, & IR, ok IR, JRIAIR , SE AR WA TR, RA AR,
RO =R BRI B s A0S I G R T R , PR IR L R ORI R , 35 = R DRk R A
ZEIAPR T IR 26

[0166] P& H: B AT 1) £h (1) SE A5 0,45 « 15 B0 4 Je8 an B R R J i) & s S50 4 JB g AR T
IR L s B Bk s PSS A WLI, = %, = 2%, =T B, b g , N N- 2 FF R DR e, N—FR
WRIE , N-FF Bk, — 2 i, IOl W& RN, RO N—REE-B-2R 4 i, 1 - R B R i
NN =L 2 R A 6

[0167]  fEixudeEhdy, SRR IR S B AE 2 3 2 ErT sz i 2.
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[0168]  7Eid X (14L& MBS B A i Ad (BT, Ol 27 b 44, JTUART 7 A A4 R T A 57 )
) BB DU T A B AR IR L8 e p A4, OF FLABAHEIE L), Ik B A0 & A X A4
[0169] 5, AR ML S WIRI TTHEBAT UL

[0170] AR W R & il I AU A & O RN 7 VARI AL il 4, I BT RAARYE , 4l
LLR s i il 46 5 VR R o

(01711 [l % Jrik1]

[0172]

1 1
R 5,/‘1'\ XZ'-A\XI. R E}/Y\ XZ'A\ X 1

[0173]  Hrp RO IR L R, RE, R, R R, X, XA, Y RIA B A SRR HHIF B9 & X o
[0174] 1@ (1] 4k-A 4T BLIE I i AR 37 =X (5] A6 & W R il it o % I S AT B3N R
T, 000,777 7747 « T )—T R e {1 o F—J =y « 2B X (Protective
Groups in Organic Synthesis) , 24, 8 16-299,20074F , 2985 « @A+ A 5] (John
Wiley&Sons, INC) ik i 77 v

[0175]  [fil&J5i%2]

[0176]
I|z3
oA et  0n
PR ﬁ\ [7] v :
RRZ Aon . O N°L
s R0 R Ingrhnge N 8
[6] ’ ' [1]

(01771 Hr X" IR AT A HAR ) Co -6 MBI 5 LR IR F BRI 5 R, R, R R R,
X2, YRIA LA SR AR R 2 3

[0178]  fENIEX [T AW, BT, |- (- LRRIERTE) ZhE-1, 2- "B A1 (IR) -1- (4-2
FRIETRIL) T he-1,4- R DA

(01791 X L1 AL S P T AR R %« FETA A7 AE BN AE T ZEARABE AL TR 4742 F B
AFEAETR  AERC AL R AFAEBANFAE S S AERR AL A7 A2 T, il il 2 6] AL 5 5 8

R [71 R AR B
[0180] 252 5 AT AL 76 01, [ A FF 2EWO1 1/ 1327 12N F- PR 1 77 12, 3 15 H 2k
AR AIEAT

(01811 FEIX A Jse L A5 P ¥ RIS AT 5 il R i, IR B3 IR S B3 AT A RIEZ I B AT
HSEHI AR AR AR, o AU, B, T, B, B B, 05 ke, — F AR o S S8 95 m] DAVR 75
I o VA R AR 0 1852 9] 0 TR

[0182]  FEIZSMLH, WSR 5 B8 P, TS B Bty S5 61 B0 465 A3 BB G0 7 I 4y 2 AN

14
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BUT A b, R AR e R = 2 R AR LR S AL, EE AN, A TR A
BN, Tk PR R ok PR M o R P A 228 ) SE A0 = U i

[0183] {3 A BRI = 7T LA iE =X (6] AL &9 1 ~ 5065 BE R , A de i =8 [6] HIA A1 1
~10F5 R

[0184] 4 G5 EETh , 7512 S H AT FH )40 1 A 791 1) S 497 60, VR A A RN I o

[0185] {3 A B ff Ak 551 =] DAS2 28 (6] AL A 0190 . 01 ~ 50 5 BE /R , A i = [6] 1
A0, 1 ~5H5FE /R,

[0186] 1% J B H AT FH i BC AR SE A1), 20 SR 75 B 1l , G =BT i, =3 AR, =08
S, = ORELRE, WRERR =T IR, = O EE R IR IR, WREER = ORMEE, 1, 17X (IR
B TOREL, 2,20 R (COoR RS -1, U -  2- S D AR -2, 67 - A R IDOR, 2-
THOHERR-2 47,67 -= RN RROR, 2- (SRCT D 27,4767 - = RN BRI 2-
(AT FEEIE) BRI SR AR T 40 A o

[0187] P fif HRRCAA I & 1T DL i8R [6] 4L & 4150.00001 ~ 1R BE R, A ide v id =X [6]
4L E170.001~0. LS EEIR

[0188]  FEIX AN Jse 7 H A FH A 8 e A ) 40 49 60 47 « 5 J AR - A4 2 s AL £,
FALEEATEALAD (TD) B =K AW s AAUEE, 2 B4 A VR4 A4, bl (=285 40
(0) , W (o) 8 (IT) &4, A (5 28 (T &AW, W CRIE 48 () &, 1,
U= (RS AL AR (I &AM, = (R ER) 48 (0) , W (KR
Bl £ (0) , X (IR AR B 48 (TT) =S4, A (= -4AF R Rt i) 48 (I D) sk, W (=-
FUT ) 48 (1D &4k, (1,3-X0 (2,6-— SR JE R E) Wk 4538 (imidazolidene))
(B3-S Mk me 2) 48 (T1) S ALPAIR (-T2 (- R R OR L) ) 41 (1D &4k 1
EEME AR A VRS EY), R AW A A (IR =5 ID MRS 7k
(1) (LFRFE) IR FEARFEBRAT (1) o IxX SeAm AL R T A2 A8 H o

(01891 P fif AR AT (i AL A &= ] B2l X (6] B A 1190 . 00001 ~ L A5 BE /R , A3k il
K [6] LA PIIN0.001~0. 15 BE/R .

[0190]  JE=Q (7] LA 4R Al A & X (6] AL A R 1 ~ 505 BE /R , AR3E 1 ~ 55 EE R .
[0191] b NATPAE-5042200°C, fLik-10250°C , AT 104 $h 2 48/Ni o

[0192] i ST ARG AENE PR AUE (40, 280 EGER 0 AR T

[0193] 45255 , PR H Tl & A R B AL A P R aa v R d =X (5] 4k & e =X (6] 1Y
AV & 77 AT ULEH

[0194]  [Hil#5/7vEA]
[0195]

y O N R giTngrhsy et N—R
H H
~ N R [7]
N™ 1 0 N
[1R { 1 R
Lv1. R L] S/Y\ 2 A\ la

[0196]  H:FFR',R?,R%,RY,R%,R%, X2, X', YL, ARIL L 5 RTik *HF]E@/“:(

=)
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[0197]  fENIEA 81L&, Bt , (28) —2- ((A-BZRH BLAL) (F3%) k) -N, 2- i Jk—
N’—(lﬂl’ﬁ 2H-WEE MR —2— S S ) TR i LA

[0198] = (5] Ik &9 AT DL RE il & D5 vk 2 A X T8 T AL & A 1 (7] AL & ) il
Fro

[0199] [l J5i%B]

[0200]
1I2b

b

R R
He 1851/ /R i v
1 o R i : . 10
R I O G T G
[9] [(11] —————* [7]

(B-1)

[0201]  H:r SARYAHIF BEAN A , 5% F 7R Cros it FE BR 75 i 3L A1 5 1226 7 L JB 1 B it
F 5 FIR®, X', X, YORIA LA 55 R AR 75 S

[0202] R AEA L] AL &4, B 4n, 1- (A-R2R L) Zube-1, 2- BN - (- 2R3 —2-F
A LT TR

[0203]  fE N LLIO] It &4, i, =F B Ll = R AR R R O R 2 T
HI

[0204] @z [11]BI4LEm] UK B & T k2 s = (9] B9 & P AniE =X [10] 4k 54
il % o

[0205]  JEU[11]A AL AT AAE 73 B b FHAE S [ S B o

[0206]  (B-2)

[0207] 3@ (7] 4A W m] L iR i@ =X (L L] B9 A S Wk i o i ) B2 AT BA G0 T
T BT aF 2547 « T )—TF X e L o F—F =7 o2 B R (Protective
Groups in Organic Synthesis) , 554/, 55927-933 71, 20074, £ « @A XA 7 (John
Wiley&Sons, INC) ik ) 2.

[0208]  [filli%C]

3 3
0 ___R4.
H
[0209] N« ,R —_— "
‘i‘lR
L1 L ‘
[8]

[0210]  HrpR',R*,R®, R, ROAIL S X an F

[0211] @ (6] (A A4 mT DA HE il £ 73 Lidiadd I O3 i = L8] i AL A ke il i

[0212]  £E IR By il 28 72 AT AL G4 B i (9, D62 kb pds , JUART e il 4 f
AR AR RS O A AT DA A IR B S i 4 o Tl B AHE , 7 b 1 4 3 1 i A& T A R

[RI4k B W ATATT BRIV TR K B AN 25 P T QI R AR R 400 T, 19 T DA AT X 2895 57

Y KA AN P S A
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[0213]  7E IRl 48 77 2 A AL &40 m] LA B A B AR 37 (0 B SE a2, F B B
S AR PE LT 5 3% L B W S G AR SR R, ARORL i, I LR 4 5 A
A DL I AU A B O AN 77 R B B

[0214] £ FAEZS WG DL T A & BRI 3 =X L1 ] B A& 400 T -5 3 £ il 55 v 45 G 6 25
By30) » v I ) 5 B804 R0 R AR >4 VR o PT35S R 7 325 il e 1 IRER 18 W o1 2
2T, B, R, B, B R R SRR RORL R, AU R, TR R LR VORI R A
F, R 7R, AR VAL, Y0 ), Y R ) WU R0 BB SRIEE S R BRI 45 25 0732, R AR E N4
2R AR ARR A A A S A EE RS ke B — 8, ] DU O IR B O (i, v
5, WM BRI 45 28) 4528, R — IR BB A K AL 590001 ~10002 5 / A
T TN -

[0215] 235, XS A K I SR AL S 000 YRS 225 DL a5 vl B .

[0216] 3849 1« PP ER AT BT (AR IR TR Lox I il v PR 5

[0217] @I LpxCEH HJEYIUDP-3-0~ (R-3-F85E ZEHE L) —N- 2 B A I S bz 3 5 &2 I B
A AR S ARAFAE = P (R 28 2 5 W58 SR AT TR Lp xCRIg RV 2 o 6 N AR DA 1 1047, 74511
w, B PR AFFEEWO 11/132712°5 /MIFFHER 0 T7 58S HS U 7.

[0218]  H.4&dth, 76 28 e FF B Lpx CHfE GE e M S5t BR AT T 1) 4% Y AR DNA , 18 F Lpx CHRp 5 1 51
YIIIPCR CB Al S R 5 RIS LR AT T LpxCIE A, B X Fh I SN (R AR 3A 20 044, 1
PR WA B 04T 238 T 3R AT SR WA 2 Lpx Ciig) H I 2074 BE /R / FH I UDP—3-0— (R-3—F4 2%
B 3) —N-Z R i (162l 24 Tl ka2t (FROB&iEE) ) , IR 7025 CIL & 1/ o
ZNAEEA0.02% KBrij 35180 AR /R /F+ i 75 Fl BE ¥ 40 22 BE /R / FHHEPESZZ ik (pH
8.0) 1 SL it o I K520 % 218 (B 28 JE 1 0.95%) I B e REIE W , 48 1b R, 3R 5 N
TR AE T 7K NI RO i (B KN 1 . 6mg/mL) o FEIUR IS /R IG AL =390nm/
A95nmisr W [ B2 AE AN & o B0 A SRk SOV DA S PR FEAEAE T R B OBE Y, 43 211417
il it 2 o ANHIT ] it 2, 19 AE I8 A0 A WA 1] S S AR P2 R 50 Y6 I R B (TCsof D) , 7%
Ve 43 e AT B Lpx CRlg 401135 PEFR B o

[0219] &5, seitafsll,3,16,17,19,20,23,24,25,33,35, 36, 39 F140 /4 K1k &4 H
A 7/INTF-50nME) TCsofH -

[0220] 364912 - JUTEIE P VAR 5

[0221] /AR K AMIHIR B (MTC) B4 BACLST (s PR AN <236 25 bR eI 95 ) At 5 v, 18
T 4 HH B TR B AT DU

[0222] Py HI R 40 B 2 S AT TRTATCC 2785 3%k , K AT T ATCC2592 2% A i 28 v B 11 IR B
ATCC13883Fk o ¥4 fEMue 1 1er—Hinton g g 3 77 5 Hh B I i A i 36 4 B B AR 1, LLO .52
Sk (McFarland) ARl & , 3 HAZE TR B L0 DA il 2 P R - e P B (0. 00522
b 2 hh 3] A A RIS AL A Y B B A Muel ler-Hinton 35 35 5, 3R 7635 CHE 5716 £ 20
ZINIF o 5 A B AR K PRI AS T DL B AR 2 0 B2 5 SOOI C 25 3R TR 1~ 3

[0223] (1]
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BHATH ATCC2T853 M habibirdh  4IRATE ATCC27853 #
MIC (ug/mL) k) 4 5 MIC (ug/mL)
1 22 1
1 23 1
1 24 1
1 25 05
1 26 1
[0224] 10 1 27 1
12 1 32 1
13 1 33 1
15 1 34 1
16 1 a5 |
17 1 36 0.5
18 1 37 1
19 1 39 1
1 40 1
RKBHE ATCC25922 % iy KBHE ATCC25922 #&
MIC (pg/mL) St MIG (yg/mL)
1 0.25 25 0.5
4 0.25 28 0.5
7 0.25 29 0.125
8 0.25 31 0.5
9 0.5 32 0.5
[0226] 10 0.25 33 0.5
11 0.0625 34 0.5
12 0.0625 36 0.25
13 0.25 37 0.125
16 0.25 38 0.25
21 0.5 39 0.5
23 0.25 40 0.5
24 0.5
[0227]  [#3]
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y MRXAEMRE ATCCI3883 guop sy MARTMAE ATCCI3883

MIG (ug/mL) FAHR S MIG (ug/mL)

i i 23 1

4 0.5 29 0.5

7 0.5 31 1
[0228] 8 1 35 1

i0 0.5 36 1

1 0.5 37 0.5

12 0.125 39 1

13 i 40 i

16 i
[0229] 384513« {58 FHZR AT BT 1) /0N B 4 B SRS TR)7 i 3
[0230] Pt FH ) /N B HETE TCRIVSPR/INER (48 8% : BR4H5 R) o fEMuel ler—HintonBiIEHR
BAE3TC R S R B SRR B Il PR 73 B ik (S—3232 0 #K) £EFH B 7 I Muel ler—Hinton
Ry R IR A/INGS L IR Fa 10 %6 K B 1) / R IR 2 PR AR R L0, DA A 2 P BT VL o 7E /N BRUI) IR
i P B2 R0 . SmLIK B RR R (9 10°CFU//NR) 5 15 S IBL B R I AL S TR T 10 % IR TR
FEAUBIIAING /2.5 % H H2 BE KV, AIAE LN IR J5 — IR B2 N5 2512 5% 50/ /AT JE G J5

=R IERAFE H AR
[0231]  HLEERAESE 1, A Jit FH e A & W e REAL DT A /N BR AE T, 1 245 25 S8 it 1613 , 6

17,19,20,24,25,32,33, 35B(39 A IR0 G W AH Hh 4R # R0 3R J580% LA B /N AEAF
X R B AEAR N I TSR AT TRV PR B AMIESE , 45 2454900, 6 . 252 70 /T e I S it 51 1 9B 20 1)
5 A A W) 4H A B PR 3K R 80 %6 BURE 22 1) /N B AE AT » 1R S A4 NI 7 B S SR AT T
Yo

[0232] X644 - i F 22 T 245 PR BRORT T 1) /0N R 4 B IR e P 4l 06

[0233] P fif I /N2 BEVETCRIF SPR/INER (4S8 - 225 R) o fEMuel ler—HintonE fEAR
AE3TCak & BRI 2 Y 2 M SR AT TR i R 4 S bk (S—2838 T AK) 78 FH B 1 7 1Y
Mueller-Hinton®5F£FEHEAT 5/ NN 55 3% , S8 5 110 %6 A 8 1 /T IR h 0% P VR FR R 105, DA il
AN A B AV 55/ B R I A 2 R0 . SmLE B2 PP VR (L 10°CFU/ /R 5 15 S o 1 4%
RIGA WV IRET 10 % R TASEALBER MRS /2. 5 % H 58 B /K v RN 7E e /N fe— IR 2
HER KA 2502 00/ AT JERP =R G, ILRAFE T N EE

[0234]  FLh LIRS , A i RIS AL S W00 BEL A /N BRPE TS, T 45 25 SE i 419
20, 23B 39 IR A VDRI H R 4H B H2 P3R5 100 % B /N RAEAT , IR R EAR N )t 2
i 243 T S AT B 36 14 o S AMIESE , 45 25 1, 2522 v, /T e IR S 49 20 (19 3 36 AL & 4 1 4
YHTE A3 RJF60 %6 B 2 (/N AR AT, 0E B A4 P AL S () 40 22 T 24 TR AT B s
[0235]  XEG 4515« 2 Ffi 245 P 0 B AT T DR i S % /N SR A 2R 4 6

[0236]  Fy FH/INER N ME PR TCR AR I SPE/NER (5 &% : 5345 ) o /EMuel ler-HintonE g 4R -
FE37 C L7 55 3% 10 S AT 1 e PR 23 B Pk (S—2838T #K) E To T A= ¥ £h 7K v 2 i DA il 46 4 B
PE RN B VAL o 33t A58 R A B2 R0 L 2mL K B2 IR (L0 10°CRU//NR) 8 S e o B 45k
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WAL A VDVERR T 10 % B FR TR FALBER IR /2. 5 % H &5 B K VA TR AR G 2N /N e — IR 2 B
FiK N 2 25252 50/ kg A0t TSR HIN'E IS AN E A E , JE i LI

[0237] LS IRAESE A2 , 5% A I IS AL A 0 B AHLL 25 255K 16119, 20,23, 24
BRI S At B 21og CFU/ B DEECE 2 1415 IE P V5 40 T 25010 AR, iX 3R A
D SR G AR TR o ) B S BT TR TG T » U AR AIE SE ) A, 5V 45 2030 AL S W i o R L A
Lo, 25254040, 12 52 v /T s SL i B 20 M 3R AL S i 4 By 21og CRFU/'E IEEBE 2 1Y
B U P 9 4 TR B B A , S HH A PR S A A O SR R S AT B S

[0238] 581516 : 2 FE 24 P AT B M 0 S % () /) BB AR i B

[0239] By FHEI /B TCR AR MEPESPE/INGR (L 4. 5 J ¢ : BF2H5 R) N 1 LI I 5yl e
ARZS S BGLRT AR XS /N BRI I N 45 25 200mg / kg I BB It i - 7EMue 1 ler—Hinton B IE#R [ 7E37
CIE R IEFRZR AT B G PR 75 B Pk (S-2838TRMR) 750 B A2 2R Eh K o @ 7 » DA il 2% 21 A 422 o
B/ BN R0, 052 TR (Z110°CFU/ /N 5 i S 5 5 38 AL & W v
filT-10% B FR TR S BIRRING /2 . 5 %6 H e B 7K VA VBRI 70 3% G 2 /NIy RS /NI i T IR B8 3 7 ik
W 45 24550mg/ kg o 103 BEGL IR H 78I A I 40 1 B VA 2 It B P IME

[0240] &k HL R LU 2 ST 19, 20,23, 24, 398K A0 RIS Ab S M HE S B A 7R 4E
I P 3 4 R B (K21 og CFU/ERCEE 2117, 5 P o0 HEZH AN Ik 38 A A M ) e FH 53X 3R B
POERIRAT TR V75 T 10 i 00 B e A 2 . e VM BIE SR A2, S5 A 2 IR A R T BRALAELE
er it , 252 ve /T S SEHE A 20 RIS AL S VI A B A 21og CRU/ IR BE 2 14 i Py 3 41 T8
BT BEA, 70 it s T e A 2 e 5 HH G S P U SR PR AT B 7 1

[0241] 36917 « X 41011 Ve r o 201 i ) 4% 1) 4 B

[0242] W 5B A AV T — FE O, AT FHE  MEM I 88 2 /MR, AR5 L0 L 12 FH /4L
43T 22 96 FL AR FLAR o {3 FH#D 754720 % FBSIIE  MEM#Hi 4% 18,3 X 1041 /mL ] Ver o 40 i 2 V7 »
WHLLO . I Z TR T AL, FEAEST CHED % C0o3E 323K AR 35 58 T, 1] 4 kP 784 1mg/
mLI 2,3~ (- FE 4R -5-T 2K FL) -5 ( CRFEZ L) FRFE) —2H-PUme Py 5 —Hh £
(XTT) FI25uMF) Wy s AR IR £5 (PMS) FIPBS , Fal SR FLH IIANB0uL . 292/ J5 , FHBEAR 4SO
A50nm ¥ RO FE AT IIE

[0243]  RES NI AL AP % REFN 25 AL RO 2 e A b 5, o1 SR il 4 B AR 150 %6 14k
BN TE (CCsos T/ 2T

[0244]  HZE R, sEhGf1,2,3,4,5,6,7,8,9,10,13,17,19,20,22,23,24,25,28,29,31,
33,34, 35F136 (i E0 Ak & WHS B AT 1004 5 / 2 BT 2 () CCs0.

[0245] X756 4518 : hNERGH I3 PEAG VR

[0246]  #:4L (5 N\) hERGHE (N ether—a—go—godH e ) MIHEK 29341 e (A JERE 293
., Cy tomyx 2 1) #A5% F o I A FHIKI 3532808 2510 %6 i A= MG AL %6 4F 06 75 2 B PR A3 —
AN TEAT 40005 / Z THIR BT 1) 1A% B 2 IOMEMES 523 1 40 O AE R R S B 5741 (37.0°C,5%
CO2) HHE 7

[0247]  Fir3k (KT hERG FEL 7T 0 52 A2 EH 4= 40 BB V2 AT o B 8 000 52 ) 00 J ) 305 8 6 i B AE 1% 5%
M, F DA 2mL /73 (1) 38 5 A v (A o (2 BEIR /L) < 13T R R /LIFINaCl , 42& BE IR /L
[FJKC1, 10mmo1/LISHEPES, 1. 822 FE /R /FHI CaCl s, 1 22 BE IR /FH &AL, 102 BE IR /LA %) Wl
pH7 . 4) o EYE 2 (1) P L B AR FFAE 25 °C o F 4 55 28 N P VA VL (LR (2 BEJR /1) < 130 22 JBE
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JR/LIJKCL, 1 22 BE /R /FHHIMECl 2, 522 BE IR/ FFEGTA , 1022 BE /R /FHHEPES , 522 R /R / FMEATP,
pHIE7.2) BT (2.0428. OM Q) Bfidy, FT 0 B v L, e il L B 4k ffFpClamp 10
(FHEE AT E A HBOCEE EPC-7TH0 (Plus) ,HEKA) , Tl EhERGHL I . ik i 7 & ¥
Je =80 ARG ARFFEL AL, +20mV (1) 1. 5FP [ 2 AR AL ik, —50mV KT 1. 5FD ) 52 AR bk i , 723 Fofr i
U AR R T R R Y S B A kb 7 £ AT A58 S8

[0248]  XHiZ% S 2 BT A% 8 F i 1043 B AThERG HE I I8 2 1 22 R VWA AR BT 20 7, DA
N 1043 B 5 5 B 2 A 2 b (RHXE, %) .

[0249]  Hof B, L 20 1231338 Ak A MDA R IA 300 BE /R / FH A 2 7 HE hERGHTT ]
T

[0250] 304519« FH T 2 5L PR B3 AR AE B AR AE AR S MUZ i 56

[0251] Ry T A A AR RIS A0 B V0 Es R 40 M A TR e BRI AR 1 15 S M, AT AR AN UZ R
56 o FH HP 6] 6 BRI ol 4 44 40 . (CHL/ TUZH D) , S8t R ) () A 3 v (FEARES AL AF7E T FIA A7
T2 ) FI30/NF AL FE S , AT 1250 RIS B IR JE B N, 1. 002 BE R /LA B K FL &
XS RTH AL RIS . LL0.25,0. 5011 . 002 B /R/FHIY I =, 3
ITRER SR .

[0252] 40 M FiAE15 X 10 41 e B 60 2 KK = M (IWAKT) , A5 10 % B 4= /N 1L i
(Sigma—AldrichZy®]) A150U/ml(¥)50% e/ ZFF 8B R -H 5 R (Sigma—-AldrichZd ) FIMEM
R 323 (Sigma—Aldrich/AA]) , 7E5% C0278 37 C T AT 24/ N Pl 3% 35 AR SE PRG35 05, T
TAEEE (DMSO) BRIk A1 o 72 55 I ] AL Ry, 15 3956 /N 5 L 1 41 FHPBS (5) (Sigma-
Aldrich2 @) Bk, SR 5 W B 70k B 3 R b 77 28, B S it — AP 5 3R 24/ NI o 7E 307N
[ abFR o, ZE MR IR A 5, K 4l 15 52 30/ o 55 3% 58 1 » B Al O . 05 % il 2
I B -EDTAVA VR (Sigma-AldrichZA ) & B0 B o, B 25 BIE, TN N30, 07588
IR /LI &AL B K P VR W 7R 2 35 T TS - B IS AL 38, 2 J5 5 4 i FH ok 4 1 81 52 v (FF
B : LR =19: 1) [ 52, fl 4 800 FE A (G I8 G 2 (Merck) ) o BEAS FHE ML ZE P T~ 41 e,
LIS B A G 40 M B B . 24 S A B IR AL AR L iR B0 Ak S 20 b i B IR R A
Gt BB EE SIS A YRR SR R MR o 24t BIZ A A 1 T S o0) BT, X
B Ak A I SE A PRI

[0253]  HLZ5 L, FEPR AN AL B T VE B AR — > T SE A 20 (4 58 A A W76 L 22 BE R/ FHECE AR
() F S A2 B PR

[0254] X365 10 - ML 3% 25 1 45 A L I o

[0255] - AXEAL A MDA N LI DA il 2 L0 / 22 B0 AL & s N L3 » 8 e i L AR
T LN B AR I 7] B OB g8 (0 F = # 0 : 10,000, 1500 X g,25°C, 104381 ,
WS P8 (2011) , SR S5 A HILIE A0 AR VAR (R ZEK - 2 BV 80D I 3L d o A& 90 L i
B, INNPBSHI A AR L B 5 150043 B9, FF Il I LC-MS/MS I e 75 il B L

[0256]  # DL MR A EEAMS G2

[0257]  HEALAE (%) = (- GERIKE) / G- EPas LS ) ) X 100

[0258]  JL4h S, B AT Seitafdl3, 5, 20,23, 24, 25, 33 F135 1 B4k & 40 B 4580 % B K1
B RS A R,

[0259] 3G 11 : A SFZG WA TmE R #0 i /E F
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[0260] {3 FHVE & A FFARCRIAAR o B A0 0 JEL B 25 R 5 DA R H P56 BRI B AT I o 8 k4
M5 IR o FE B 22 vk (LOOZZBE SR/ FF , pHT . 4) Th #EAT I Bi , [ B0 B Th B R R P S SE N
0.5mg/mL AN FHHHCRAREE [, 1. 5522 BE /R /T ) MR Fie BN v — 4% 1 PR T 158 11 28U A T2 X (NADP
+) ,3. 3 EE IR/ LE B -6-TH IR, 3. 322 BE /R /LI S AL BERNO . A5 A5 /mL A %) W -6 - PR e &
A (GOPDH) o 75 [ MLV TR -1k G W Bt 20k 2 100uM o K 1% 28 g R AE 3T C R AT IR
H 30408, SR 5, AE3T CHINRM , OBL1043 8 i NN 1. SRFARAR I P9 A% 4 B (0. 25
ZEE IR /LI AT MEBEFI2 % B BRI Z BT 4 1k OB, SR 5 S I TR O 38, JF B Rk Le-
MS/MSE & EiH R AR IR o

[0261] i FHUA v 5 Xt o AN 001l 550 0 00 35 P L 22

[0262] 4l E P LE 2 (%) = (1- (FERIRAL B YAFAE S IICYPARIIRIE) / G &1
AAFAECYPAIR P D) ) X 100

[0263]  HZE 2, i B SLitif]3,9,13,17,20, 23124 (KR 5040 & W) B A 30 % B FE AR [
IS L 2

[0264] [F4]

ST R 24 4 B SRR
(umol/L)
CYP1A2 4EARE T (Phenacetin) 10
CYP2C8 Py & s(Amodiaquine) 0.2
[0265] CYP2GCY ¥ XA T BR(Tolbutamide) 100
CYP2G19 £ 3% 3% (Mephenytoin) 40
CYP2D6 T vk % & (Bufuralol) 4
CYP3A4 2Rk v A (Midazolam) 1
CYP3A4 £ #(Testosterone) 5

[0266] (5]

P Fel b 5 B8 A AAY AR
(umol/L)
CYP1A2 ek 38 (Furafyline) 10
02671 CYP2C8 ﬁkﬁ:(‘()uemeﬁn) 10
CYP2C9 % B (Tienilic acid) i
CYP2C19 ok £ I8 5 (Ticlopidine) ’
CYP2D6 ¥ ¥ & T (Paroxetine) 9
CYP3A4 8 33 ¥4 K (Verapamil) 10

[0268] 1275 , K 2 HE S5 RS 9] U I AR B o SR T, AR IR AR AR EATIBR 1o
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[0269]  HERR I PRdUiE (i, ek 2 & L Silysiafk % 2 w]BWAEALBW-300, &
Ak B HE P RE R A (it s A S B L Silysiafh A R REEDNH, Bk BAHE .

[0270]  VEMRIRIKTR & EL B AR AREL .

[0271]  HiMerck Japan/ FR 2 &) i3 1 PLCH AL 6 0F 254 T il 4 B0 ik e v J2 (a8 v o {iF
AR S A A B il Ce lpure

[0272] 7575225 B E SL 5] h A48 5 T e X

[0273]  EST:HiMi %5

[0274] Et.z %

[0275]  IPE: — ARk

[0276]  Me: FHJE

[0277]  THP: Y& —2H-ML -2

[0278]  TBS: 4T & ~H A

[0279] .4

[0280] brs: 77 R4

[0281]  d: X4

[0282]  dd . X} HE XU

[0283]  dt. X =ik

[0284] m.Z HEIE

[0285] t. =il

[0286]  ENMROGiZH, %401, [1.817,1.82 (3H,S) (KA S 45, WAL R[5k 1 T FAE % A4 R
BN AR AE IR AR U A LE T SR . 8201 Bl , AR+ 1 S B SH.

[0287] &4l

N\~
Si
| # \ '
[0288] | e S '
HO™ ° ' HO Y N HO” ~
QOH OH OH

[0289]  [H]1.00¥781— (4-FRIEL) ZukE-1, 2- %, 10Z2&F+ VUSRI , 13228 5l X - — IR FL 4T
(1) &AW, 722 (AL (1) , FL. 52T+ = FF SR R e 2 2 R IR B fERA
VR SKIKA TR IIA2. 6 2 H = Bk, 4 IR & WD AE 20 S SdE L/NSF 3043 8 £ 1R
BN RN S A KIS BN B R BNIR S HR BT AR &4 F Tmo L/ LIV #5152 H A . 15
ANUZ S8 FHEACEN LRI KA WREE I, SR 5 P TC 7K BN T8 o 1 V8 FR9R e 78 1R 25, 16
ST BRI 1042w B BR P I BB R, F0 AR S W) 76 = 5 N HHE L/ NN 3043 8
AN B S SR AP, 8 T AR A 0 F LEE R /LER ER h R, NN LR ZLBR Al Ce 1 pure , 24
JERGASEYEYI BUIE H G IEB A VLS, IR K E LR G BEZE B 1A L Z M BUK
A IF, S AN B WS % - SR Fa P TS KRR BR AN 18 o RV 77 ek k. 28 AR 25, 1 43 21 1Y
WA PR B R €T (R IR 1R 1R : L =70:30] 2li4k , 15 B A € [ 44 . TPE N A H:
i, R [ A B L pE U , 9 BI369 2 7 1 - (4- bR FEFRIL) Zobe-1, 2- EE, AR AR TE
14 . 'H-NMR (400MHz ,CDC13) 8:2.01 (1H,dd,J=7.1,4.9Hz) ,2.54 (1H,d, J=3.4Hz) ,3.08 (1H,
s),3.59-3.69 (1H,m) ,3.73-3.83 (1H,m) ,4.80-4.89 (1H,m) ,7.34 (2H,d,J=8.0Hz) ,7.49

23



CN 105073710 B w Bg B 20/75 Tt

(2H,d,J=8.0Hz)
[0290] %42
[0291]

[0292] 1462 vil- (4-ZBHEIREL) 2 -1, 2-FF, 15022 b (¥ (2S) —2— ((4-MoR FE I )
(FF L) &) N, 2- —~H FE-N-"— (JU S - 2H-ME IR -2 4 20) T BER% , 21 2w (1) - =2k 0
BEAR (1) —& M, 11 Z 50 B4R (1) , AL 52T DY S , 0. 25 22 T = Z I VR & e
BRI RIDKA E T I 1 AR IR A W AE A IR RS T i FE2 /N o U IR P RN 7K VA TR
M8 ZEEIMNB S REJE EHrh , BpH i Imo 1 /LER BR 1A 5 256 4, FIYE B ASETEY) 5 o 5 0
A NLZ B, IR K EH G R G BRI A WUE S AW E FF 3 - KRB AN T
WA R Z81RBR 25 5 B AR BB e R W) PR AT € 1 [ IR s TR < S0 =50:50—60:40]
gtk , 132143250 (2S) —2- (- (4= (1, 2- =5 FE 2 3E) L) 23 ZRFP ) (PR &
) N, 2- ZH N - (U S -2H-AH I —2—y 1260 82) T Bl o iR B L AR IR B A

[0293]  'H-NMR (400MHz ,CDC13) 8:1.45-1.70 (3H,m) ,1.71-1.93 (3H,m) , [1.81],1.82 (3H,
s),2.11-2.21 (1H,m) ,2.66-2.76 (1H,m) , [2.85],2.86 (3H,d, J=4.3Hz) , [3.17],3.20 (3H,
s),3.54-3.70 (2H,m) ,3.74-3.83 (1H,m) , [3.83-3.92],3.98-4.08 (1H,m) ,4.79-4.89 (1H,
m) ,4.92-5.04 (1H,m) ,7.36 (2H,d, J=8.3Hz) ,7.45-7.59 (6H,m) , [6.94-7.05],7.60-7.67
(1H,m) , [10.10],10.51 (1H,s)

[0294] 2153

[0295]

| o © '!'”
Oy -NH ‘ . 1 H
NN COTHP + . 170
|/©i| "o o0 W

HOT O NF
[0296] DA 5 & 12v0 AHE 1) 5 20, M 14422 v 12— (A= 2B 3ER3E) L) ZBEAI1002
5 (2S) —2- ((4- 2K Pk J) (FRJE) Z&08) N, 2— I JE-N - (P S - 2H-ME I -2 -3 40 ) 7
TR, 13311232 50 (2S) —2- ((4- (- (Q-FadE 25 ) F L) JRAE) 2 d) R gL (R
5 A N, 2- RN - (DY S -2H-N i -2 B4 TR e, s iR
[0297]  'H-NMR (400MHz ,CDC13) 8:1.51-1.66 (3H,m) ,1.71 (1H,d,J=6.4Hz) ,1.75-1.91
(3H,m),[1.81],1.82(3H,s),2.82-2.90 (3H,m) , [3.17],3.20 (3H,s) ,3.52-3.70 (3H,m) ,
3.75-3.83 (2H,m) ,3.83-4.06 (1H,m) ,4.59 (2H,s) ,4.94-5.03 (1H,m) ,7.34 (2H,d,J=
8.0Hz) ,7.48-7.55 (4H,m) ,7.58 (2H,d,J=8.3Hz) , [7.00-7.09],7.61-7.71 (1H,m) ,
[10.16],10.56 (1H,s)
[0298]  ZZE4i4
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[0299]

[0300] 1.5 FFuLNE RIS2M T Z BRET INE 1572 78 (2S) —2- ((4- (- (- I 2 H ) H
B FRIE) Zop k) SREEERL) (R L) N, 2- —H N — (Y5 - 2H-AiE R —2— AR L) TR —
B , 5 T A VR A e S8 T BRI AR R R, 270 R BT N B Js I8z 7
HW IR TR A VCEE LN 30008 1L 022 S , 2,8 £ B8 FZK AR RN 2] Jse 1z VS
AV, SEANUESES, Fllmol /LEREE H A, SR FH T IR SV B LA /K PV, A S BN L A K I
AR IR BB SR 5 FHTC /K BR B T 45 o RV R e 78t 13 B 14422 52— (4- ((4- (R
(1) —1-F -2 (A EEE L) —2- M- 1- (((PUE-2H-b g —2- 408 &0 AL 208 &
F) L) FRFL) 2RI I EIL) 2 LR PR, e AR [ A

[0301]  'H-NMR (400MHz ,CDC13) 6:1.47-1.63 (3H,m) ,1.75-1.90 (3H,m) , [1.82],1.83 (3H,
s),2.10(3H,s) ,[2.86],2.87 (3H,d,J=4.3Hz) , [3.17],3.20 (3H,s) ,3.62-3.67 (1H,m) ,
3.67-3.73 (2H,m) ,3.92-4.08 (1H,m) ,4.24-4.30 (2H,m) ,4.59 (2H,s) ,4.94-5.03 (1H,m) ,
7.34 (2H,d,J=8.3Hz) ,7.48-7.56 (4H,m) ,7.58 (2H,d, J=8.0Hz) [6.96-7.03],7.61-7.69
(1H,m) , [10.08],10.49 (1H,s)

[0302] &5

s
_ ! 4 #
0 B — LT

[0304]  DA5Z2 41 R AHE 7720, 5502878 (14— (ATl L) ) k) -2, 2-
H-1,3- IR 15 213522 T 4- (((A-Z I3 00 L) -2, 2- -1 ,3- %
A7 NP SR RN/

[0305]  'H-NMR (400MHz,CDCl3) 6:1.37 (3H,s) ,1.42 (3H,s) ,3.07 (1H,s) ,3.48 (1H,dd, J=
9.8,5.4Hz) ,3.55 (1H,dd, J=9.6,5.8Hz) ,3.74 (1H,dd, J=8.3,6.4Hz) ,4.06 (1H,dd, J=
8.3,6.6Hz) ,4.25-4.36 (1H,m) ,4.55 (1H,d,J=12.5Hz) ,4.59 (1H,d,J=12.5Hz) ,7.29 (2H,
d,J=8.1Hz) ,7.47 (2H,d,J=8.1Hz)

[0306] =146

[0307]

[0308] DA & 290 AHIHI ) 75 5K, U\BSO%?EE’M (((4- Zﬁ%«%) L) ) -2, 2-
TS, 3R IR AN L5422 T (2S) —2- ((4-TIR FR R IE) (FF L) &) N, 2- N -
(VY& —2H- ki —2—F 4 ) T k%, 18 31236 2 7 11 (28) —2— ((4— ((4- (((2,2- —H 31,
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3- R FE-A-FE) D) L) DR AL DRHELAL) () &) N, 2- “HI AN -
(VU S -2H-HE M -2 2 A ) T e, B iR -

[0309]  'H-NMR (400MHz,CDC13) 6:1.38 (3H,s) ,1.43 (3H,s) ,1.48-1.68 (3H,m) ,1.70-1.92
(3H,m) , [1.82],1.83 (3H,s),[2.85],2.87 (3H,d,J=4.3Hz) , [3.17],3.20 (3H,s) ,3.50
(1H,dd,J=9.8,5.4Hz) ,3.57 (1H,dd,J=9.8,5.8Hz) , [3.54-3.61],3.63-3.69 (1H,m) ,
3.76 (1H,dd,J=8.3,6.6Hz) , [3.84-3.92],3.98-4.06 (1H,m) ,3.98-4.15 (1H,m) ,4. 28~
4.37 (10,m) ,4.57 (1H,d, J=12.4Hz) ,4.62 (11,d,J=12.2Hz) ,4.93-5.05 (1H,m) ,7.34 (2H,
d,J=8.0Hz) ,7.48-7.54 (4H,m) ,7.58 (2H,d,J=8.0Hz) ,[6.96-7.04],7.61-7.71 (1H,m) ,
[10.08],10.50 (1H,s)

[0310] =547

Sy
o LT

[0311] | /j’ '
/ ° HO

[0312]  [\)1.71505— ((A-REE3E) 45 3E) —2- 0K 31, 3- 4N, L T2 H A5, 32 F
U R TR, FEUKYS H R N 16355 5% — B SRR — K 20 4 T A 2 e 20
FRCHES NN o 13 625 T P S NI BEIR A, BT R A B2 N L 2RSS
BIUAL . LBEFH= 20, 050 U0 A 1615 0k A o PRV e R €238 (ML 2R 2
B £ = 70:30—90: 101 44k , JN TPE, It o 3o i e , 15 5189528 2 ((4-
W) S0 k-1, 3- B, 9 i

[0313]  'H-NMR (400MHz ,CDC13) 6:1.91-1.97 (2H,m) ,3.56-3.64 (1H,m) ,3.69-3.88 (4H,m) ,
4.61 (2H,s) ,7.11 (2H,d,J=7.8Hz) ,7.66-7.74 (2H,m)

[0314] B 4i8

A Z \
(0318] ~°‘O/_'Ho oTAJ — o\/©/
[0316]  PA 551 R AH R B 5 20, AN 1. 0158 92— (4Tl 2) A58 b1, 3—- 1%, 15
2432 5012 (U~ PR FEFRIE) EAL) -1, 3- 1, s tulil 4

[0317]  'H-NR (400MHz,CDC13) 6+ 1.93-1.96 (2H,m) ,3.08 (1H,s) ,3.58-3.63 (1H,m) ,3.72-
3.85 (4H,m) ,4.67 (2H,s) ,7.32 (2H,d, J=T.8Hz) ,7.49 (2H,d, J=8. 1Hz)

[0318] &9

[0319]

5 ©. r!m
7 N"ZN COTHP + & R —
POAE RIS R
HO
Ho/j/

HO

[0320]  DAS5ZHF B2t AHFE R 7 20, 15028 3R (28) —2— ((4-RA FR E2) (R 2 0) -
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N, 2= RN - (VU -2H-ME I —2—-FE 5 2) TH e AN 185 Z b (12— ((A-Z B FE R ) A
) R fe-1,3- %, 15 22052 5 (25) —2- ((4- (- (@-FHE-1- GrR L) 8L F L)
IREL) CRED) R B AL (L) ZE ) -N, 2- RN - (WA -2H- Mg -2 28 40 20 9 Bk
fie, el ik .

[0321]  'H-NMR (400MHz ,CDC13) §:1.52-1.63 (3H,m) ,1.75-1.87 (3H,m) , [1.81],1.83 (3H,
s),1.93-2.00 (2H,m) ,2.84-2.88 (3H,m) , [3.17],3.20 (3H,s) ,3.59-3.66 (2H,m) ,3.74-
3.88 (5H,m) ,4.69 (2H,s) ,[4.96],5.00 (1H,d,J=2.9Hz) ,7.36 (2H,d,J=8.3Hz) ,7.48-
7.61 (6H,m) , [7.00],7.63 (1H,s) ,[10.10],10.51 (1H,s)

[0322] %410

. | I
[0323] THPQX/'OH * o ; _’THP0‘></O\/©/

[0324] [ fiE k102 AN, N- L R R RG , 7E0KV A0 R N4 24 2 s AL BN 60 %6 14T
Wi TV SR 5 AE A F) A3 R N L. 5055 2— B 3 —2— (U &~ 2H— ) ¥4 VR kL e — 2~ 48 %)
=1 -FEAELOZE TN, N-— FF 25 R SRR VR & ) - 1 43 B TR A O AE S IR R 9 HE3040 B, 24
J5 2. 10 FE R4 S RN N BIVKAA E R (R SR & P09 B3 B RR & e Z 5 R ik
/NI 3043, AT HLAE = I R RO L5/, SR G R4 5 B o B R BLIR A AR VKIS HV TV Al
IMANIKFI 2R 2,86 W AR &) F Imo 1 /LI R BR R A1, FRR AN AW DE 25 G B8R A HLZ
A3 B FRRETE SR 78 TR B o AR B SR AR AR B A v [ SR O : e =10
90] 44, 1321 . 113a 92— (2- (- IE) 000) -1, 1- = AL 2 AL DY -2H-E iR , T
IR -

[0325]  'H-NMR (400MHz,CDC13) 6:1.26 (6H,s) ,1.49-1.51 (4H,m) ,1.62-1.68 (1H,m) ,1.80-
1.88 (1H,m) ,3.34 (1H,d,J=9.5Hz) ,3.39 (1H,d,J=9.5Hz) ,3.41-3.45 (1H,m) ,3.91-3.96
(1H,m) ,4.50 (2H,s) ,4.80-4.83 (1H,m) ,7.09 (2H,d, J=8.5Hz) ,7.67 (2H,dd,]=6.6,
1.7Hz)

[0326] =11

Sl
Soals
THPO>L/0 THP('J></O THPO><‘/0

[0328] L4 5% ) LA 7 2, ML 112 (2 (- ) SU) -1, 1-— A6 2,
) DU ZL-2H-IE I , 73561 288 70— (- ((A-Z L 20 SUH0) —1, 1-— F L 2 SE0) DA -
DH-THL I , 9 £ R4

[0329]  'H-NMR (400MHz ,CDC13) 6:1.27 (6H,s) ,1.46-1.54 (4H,m) ,1.63-1.68 (1H,m) ,1.80-
1.88 (1H,m) ,3.06 (1H,s) ,3.34-3.45 (3H,m) ,3.92-3.97 (1H,m) ,4.56 (2H,s) ,4.81-4.83
(1H,m) ,7.29 2H,d,J=7.8Hz) ,7.47 (2H,d,J=8.0Hz)

[0330]  Z%4i12
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|
O NH
¥
N2 SOTHP
I "6
o>

[0332]  BL5Z G2t MR 730, M346 22 Fuf) 2- (2- (-2 BRI H0E) -1,1-—H
I 25 ) DY -2H-IEE AT200mg (1 (25) —2- (- FF BE2E) (FF2E) Z0E) N, 2- — Fi dtk-
N’ = (P -2H-IE i -2 J AU L) T %, 19 2126422 50 Y (28) N, 2- ZH -2 (1 3 (4-
((4= (@-FE-2- (Y -20-HER -2 A2 RS H ) TR 2 R B &28) -
N’ — (VY S -2H-PL IR —2— S 2 ) T e, 9 s TR o

[0333]  'H-NMR (400MHz ,CDC13) 8:1.28 (6H,s) ,1.44-1.92 (12H,m) , [1.82],1.88 (3H,s) ,
[2.85],2.86 (3H,d,J=4.4Hz) , [3.17],3.20 (3H,s) ,3.38-3.49 (3H,m) , [3.52-3.60],
3.63-3.71 (1H,m) ,3.83-4.06 (2H,m) ,4.58 (2H,s) ,4.81-4.87 (1H,m) , [4.94-4.98] ,4.98-
5.02(1H,m) ,7.34 (2H,d,J=8.0Hz) ,7.48-7.56 (4H,m) ,7.58 (2H,d, J=8.0Hz) , [6.94~
7.041,7.62-7.66 (1H,m) ,[10.10],10.51 (1H,s)

[0334]  Z% 413

6] 1
[0335] Mo’k"’” ' B\/©/| - Ho/\g’v@/

[0336] [ 4—flt I IRAL M TA222 70 RIS 02 FEN, N- - FR 3L L IR (1R &b, FERVSUR R
VKV Z17R NN 2402 5w S ACAATI60 %6 RO M=, » BT A IR A 0 70 AH R RS R Hi b
L/NBY 0520 22 5T (R) — (+) — LR FR 6 R 2402 5 , 7EAT 40t v 1F) AL BT 60 %6 1 B AN
B BRA PN S 5 IR BT AR IR A AE A R T BERE 27N o KRN 2018 2L BRI B s 8L R
EWH G ANZE S, SN AT AR IR S, SR I FH TG /K IR BR AN T 158 o 1 V& 7R 98 s 28
TR 25, AR B SR AR AT RE A i [ vl s LR O BR: O fe = 15:85] 44k, 13 215182
G RERIEIR/R

[0337]  [H]5182 i 43 BN T iR, NG 0= F+ & F &5, fER AR FE-78C6.5
SEFH R T AR 2R 1 LR/ FHE UM R ST A, S8 5 4 B AR A ) AEAH
[FR T HHE209 Bh o LZF I Roche 1 Te B /KA B RTR A9 SR G TN 2. TeE
DU R SRR KIS, FER TR A AR E I N B2/ A NLE 53 B, SR AR
VTR BRI , SR 5 FTE /KB B B 108 o VA FRIAE DR T Z8 189, 19 B TC E 3R

[0338]  [a] B R4S L PR, 7EBVUR T A0k R NG L 022 1%, SR 5 N 92
£ AN, SR 5 15 B B VR A VD 75 A 1R )35 BE T 945 2 B o S A 1 1 R0 7K VA i RN
LR BRI B R SR AW R AN 78, SRR IS TR BE 3 SR 5 FH LK B R
BN T4 o R VA TRIDR T R TR 25, 15 2456 22 70 (2R) —2- (ATl 3E) S 0E) T -1-1% , Nt il
R

[0339]  'H-NMR (400MHz ,CDC13) 8:1.17 (3H,d,J=6.1Hz) ,1.94-2.02 (1H,m) ,3.47-3.57
(1H,m) ,3.57-3.78 (2H,m) ,4.44 (1H,d,J=12.0Hz) ,4.59 (1H,d,J=12.0Hz) ,7.10 (2H,d, ]
=7.8Hz) ,7.68 (2H,d,J=8.1Hz)

[0331]

(e}
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[0340] S=4]14

»
“
Ho’\fox/./ Ho’\:’o Ho/\(o~

[0342] DAL Z 2561 AHF (977 38, 45628 7 (2R) —2- ((U-lR 5L A 2E) -1-F%, 15 31
23022 7L (2R) —2- ((U-ZJREREL) ) A -1-FE, NER iR .

[0343]  'H-NMR (400MHz,CDC13) 6:1.18 (3H,d, J=6.3Hz) ,1.94-2.03 (1H,m) ,3.07 (1H,s) ,
3.49-3.58 (1H,m) ,3.58-3.74 (2H,m) ,4.50 (1H,d,J=12.0Hz) ,4.65 (1H,d,J=12.0Hz) ,
7.31(2H,d,J=8.1Hz) ,7.48 (2H,d, ] =8.3Hz)

[0344]  Z5 415

[0345]

Ho Ny

[0346] DL E5ZZE 2R 17750, 1992258 (2R) —2— (A= JR LK) L) -1 -EE AN
2002278 (2S) —2— (AR FF e L) (FRRE) &(08) —N, 2- FF N7 — (PU & - 2H- M e — 2 4
) TR BERG A3 RN 137TZ 58 1 (29) —2- (- (4= (((AR) —2- -1 -FF FL 2550 F ) 85D
COBRE) DR BEL) (L) &%) N, 2- RN — (DU -2H- b e —2— 4 0) T Bk i,
PR AR B 44

[0347]  'H-NMR (400MHz ,CDC13) 8:1.20 (3H,d, J=6.4Hz) ,1.50-1.67 (3H,m) ,1.76-1.91
(3H,m) , [1.82],1.83(3H,s),1.96-2.03 (1H,m) ,2.83-2.90 (3H,m) , [3.17],3.20 (3H,s) ,
3.49-3.76 (4H,m) ,3.84-4.08 (1H,m) ,4.52 (1H,d,J=11.7Hz) ,4.68 (1H,d,J=12.0Hz) ,
4.93-5.03 (1H,m) ,7.35 (2H,d,J=8.0Hz) ,7.49-7.56 (4H,m) ,7.58 (2H,d,J=8.0Hz) ,
[6.97-7.02],7.61-7.67 (1H,m) , [10.09],10.51 (1H,s)

[0348]  ZZE13l16

[0349] Etoj\ro" * Br\/©/ pa— - ,\ro

[0350] B 5% 1 3t I 7 3% M 2667 7 (S) — () ~JLERZ. B, f BI04 35 3110 (25) -
2- ((U-BEE) 30) T-1-B8 , FE bk

[0351]  'H-NMR (400MHz ,CDC13) 6:1.17 (3H,d,J=6.1Hz) ,1.95(1H,s) ,3.45-3.56 (1H,m) ,
3.59-3.72(2H,m) ,4.44(1H,d,J=12.0Hz) ,4.59 (1H,d,J=11.7Hz) ,7.10 2H,d, J=
7.8Hz) ,7.68 (2H,d,J=8.3Hz)

[0352] B 417
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[0354]  DA5Z 1R AHE A 7720, 40422 7 [ (25) —2- ((A-flE L) A 08) -1, 15
172258 (29) —2- (U-LBERER) 20 - 1B, NER kY -

[0355]  'H-NMR (400MHz,CDC13) 8:1.18 (3H,d,J=6.1Hz) ,1.95 (1H,s) ,3.07 (1H,s) ,3.48-
3.58 (1H,m) ,3.58-3.74 (2H,m) ,4.50 (1H,d,J=12.0Hz) ,4.65 (1H,d, J=12.2Hz) ,7.31 (2H,
d,J=8.1Hz) ,7.48 (2H,d,J=8.0Hz)

[0356] =418

[0357]

=4

|
Oy NH
NTE “OTHP +
|©A'I Q HO/\rO |
Y

[0358]  DL5 S BI2H A 7575, 17280 (2S) —2- (-2 B FEAE L) S 5E) TR - 1B 1
110258 (25) —2- ((4-TOK FF B ) (FF ) &) -N, 2- N7 — (DY & - 2H- Mk i -2 - L 4
) TH B, 13 215122 501 (25) —2- (4= (4= (((0S) 2- 2 -1 - R 2430 L) 753E)
CBRFE) R B (B 3L) &3E) N, 2- RN - (T & -2H-mt i -2 48 08) T3 Bk, M
R EE VAR [8] 4k

[0359]  'H-NMR (400MHz ,CDC13) 6:1.20 (3H,d,J=6.4Hz) ,1.43-1.70 (3H,m) ,1.71-1.95
(3H,m) ,[1.81],1.83(3H,s),1.95-2.02 (1H,m) ,2.80-2.93 (3H,m) , [3.17],3.20 (3H,s) ,
3.48-3.76 (4H,m) ,3.82-4.07 (1H,m) ,4.52 (1H,d,J=12.0Hz) ,4.67 (1H,d,J=12.2Hz) ,
4.93-5.04 (1H,m) ,7.35(2H,d,J=7.8Hz) ,7.47-7.56 (4H,m) ,7.58 (2H,d, J=8.3Hz) ,
[6.96-7.04],7.62-7.68 (1H,m) , [10.07],10.49 (1H, s)

[0360] ZZE4[19
~ L

[0361] Br
MeO ' e

OH OH

[0362] [ 200mg ) 1— (4—JRIRIHE) —2-F A Bk B, 61 22 ba (1) - = R BEPREE (1D &4k,
332 ve AL AR (D FRA AR R TN, 2. 02 LZRIET B, 0.972H =24
JEML . 22 = e B R e 2 2 0, IF4 PSR S 076 R R HhE: LN o e SLTR 5 4)
BHL, TN CIR BRI, FpH6mo 1 /LER R 5 5. 1, SR G A TE MY FE I8
ANZ S5, FHEACEN R K IEREE I, S8 5 T TG K IR B A T8 o -3 sk ok 28 TR 25, %
BN H5R AR PR R A (i (e R s PR LT85 : CLbE = 15: 851 4fifk, , 19 31 1432 v B (iR
Yo

[0363]  [A] 1432 7 S BIH MG HIR P, I . 52 FH DY SRR VAW, AR S AE VKP4 217 N
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N0 652 FF DY 1E T S S Ak B 1 DU SR I Tmo 1/ LEVATRL, FHH5 BT 1SR A A AR R He kiR
3043, SR S5 AE Z R T HEHE L/ o S B AT I A AT A T BUIN B e RLTE A 0 A AL
J2 53 T F A AN R K VA TRV » S8 I I TC KB IR BA 5% o R V8 sk P 2 TR 25, 45 31
Y5 A0 PR JEOAE: € [E VAL IR R - CLbe=35: 651 404K, 13 BI1692E 30 1 - (- LB IETE
) -2-HEIE LB, AR .

[0364]  "H-NMR (400MHz ,CDC13) 8:2.74-2.79 (1H,m) ,3.07 (1H,s) ,3.37-3.46 (1H,m) ,3.43
(3H,s) ,3.52-3.56 (1H,m) ,4.86-4.94 (1H,m) ,7.35 (2H,d, J=8.5Hz) ,7.48 2H,d,J=
8.1Hz)

[0365]  Z75 4520

[0366]

O,

|
NH
H
N COTHP
o]

[0367] DL 5ZFEp2Hr AHIF 1977 30, M692& 3 1 - (4- 2 B LR IL) —2- B 5 ik 4 B A 100mg
[ (2S) —2— (4R 22 FF MR L) (FR ) U 3) —N, 2— I 38 -N" — (JU & - 20— i —2— L 48 0) TR
TR AF B 14251 (29) —2- (4= (U~ (=322 -2-H A B 2, 3) 2R 0E) 2 B dt) R i 3E)
(FF3E) 2 3E) N, 2- F N’ — (DY A -2H-NL g -2 420 0E) TR bR , Bl (Y i IR [ 4
[0368]  'H-NMR (400MHz ,CDC13) 8:1.75-1.91 (3H,m) ,1.51-1.70 (3H,m) , [1.81],1.82 (3H,
s),2.86 (3H,d,J=4.4Hz) , [3.17],3.20 (3H,s) ,3.33 (3H,s) ,3.54-3.72 (3H,m) ,3.95-4.07
(1H,m) ,4.33 (1H,dd,J=7.7,4.3Hz) ,4.94-5.03 (1H,m) ,7.31 (2H,d, J=8.3Hz) ,7.49-7.61
(6H,m) , [6.98-7.05],7.61-7.68 (1H,m) , [10.11],10.52 (1H,s)

[0369] & 15)21

~A
[0370] Br . )\/G/ }__.. ,\M
OMe OMe OMe

[0371] DL 5&&419 MR F 720, MIT0ZETE2- 4R ZEHL) —2-F 4R L 2 1%, 15 580 2%
i 2~ (A= R FE IR FE) -2~ FE BT, N IIRY) .

[0372]  'H-NMR (400MHz,CDC13) 6:3.08 (1H,s) ,3.31 (3H,s) ,3.56-3.68 (2H,m) ,4.29-4.32
(1H,m) ,7.27 (2H,d,J=8.3Hz) ,7.50 (2H,d, ] =8. 3Hz)

[0373] & 5]22
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[0374]

OMe

[0375] DLz H 2 AR 77 2, 72258 2— (4- R L) —2- 4 5 BRI 100mg
[ (2S) —2— (4R 2 PP R L) (FR ) & 3E) —N, 2— I 38 -N"— (JU & —2H-Mi i —2— 2 0E) TR
TR 3R T3 T (29) —2- ((4- ((4- Q- F-1-HF 4RI 2.3 F-Fh) 2l KR B (F
B FIHE) N, 2- T H N - (WA -2H-ME g -2 50 0E) TH - ER% , o th Y A IR [l 4k

[0376]  'H-NMR (400MHz ,CDC13) 8:1.44-1.70 (3H,m) ,1.74-1.93 (3H,m) , [1.82],1.83 (3H,
s),2.78 (1H,d, J=2.4Hz) ,2.83-2.90 (3H,m) , [3.17],3.20 (3H,s) ,3.38-3.49 (1H,m) ,3.45
(3H,s) ,3.54-3.72 (1H,m) ,3.56 (1H,dd,J=9.8,3.2Hz) ,3.84-4.08 (1H,m) ,4.89-4.95 (1H,
m) ,4.95-5.04 (1H,m) ,7.39 (2H,d, J=8.0Hz) ,7.48-7.56 (4H,m) ,7.58 (2H,d, J=8.5Hz) ,
[6.97-7.04],7.61-7.68 (1H,m) , [10.08] ,10.49 (1H, s)

[0377]  Z%45123
~ N

. ) pr T
[0378] ., B : )_ ,
HO N HO' : HO

OH OH OH
[0379]  PL5Z5HI19h AHF A T5 30, 2232 51— 4-IRFAEL) —2-HE A fe-1,2- 8¢, 19
FISTRE L1 - (4- L PRI —2-RAL P be-1, 2- 1, Y Rt iR .
[0380]  'H-NMR (400MHz,CDC1s) 8:1.08 (3H,s) ,1.24 (3H,s) ,2.61-2.66 (1H,m) ,3.08 (1H,
s),4.53(1H,d,J=3.2Hz) ,7.35(2H,d,J=8.5Hz) ,7.47 (2H,d,J=8.3Hz)
[0381] S |24

[0382] U/O Y‘/ )_ 8 “/

[0383]  DL5ZH 199 MR 753, BTOZE Ty 2- (4 TROREL) I e-1, 3- %, 43 31360
v 2— (A= JRFETREL) TR e—1, 3— %, ik s il 44k

[0384]  'H-NMR (400MHz ,CDC13) 6:1.95-2.01 (1H,m) ,3.07 (1H,s) ,3.06-3.16 (1H,m) ,3.90-
4.05 (4H,m) ,7.21 (2H,d,J=8.3Hz) ,7.47 (2H,d, J=8.0Hz)

[0385]  Z7E 1425

[0386] _(S)J—\ Z
0386]  Ho. Br Ho j\/@/ . Ho
Hoj\/O/ T HO T HO
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[0387]  DL5Z G197 5, B4 T 3— (AR A NkE-1, 2, 15 21289
Vi3 (- LBRFEEFIE) T kE-1, 2- %, N iR .

[0388]  'H-NMR (400MHz ,CDC13) 8:2.55 (2H,s) ,2.70-2.80 (2H,m) ,3.07 (1H,s) ,3.45-3.49
(1H,m) ,3.64 (1H,dd,J=11.2,2.9Hz) ,3.87-3.91 (1H,m) ,7.18 (2H,d,J=8.1Hz) ,7.44 (2H,
d,J=8.3lz)

[0389]  Z75 1526

[0390]

|
0; H
O H Z
. S i .
Y e T ——
I
HO

[0391]  DLS S B2 MR A7 30, - (-2 R3Ok 5 2 BE8TTZ S M1 . AT 5 (28) —2-
((A-TR P BE ) () &) -N, 2- N - (Y S - 2H-AE i -2 4 0) T Bl 193
1. 4235 (28) =2- (4= (- (1A £ 3E) KAL) ZopID) R ) (FF3E) &) N, 2-— Ff k-
N’ = (VU 20 -2 S ) TR B, ik s ta il 44

[0392]  'H-NMR (400MHz ,CDC13) 6:1.51 (3H,d, J=6.6Hz) ,1.55-1.69 (3H,m) ,1.74-1.92
(4H,m) ,[1.81],1.82(3H,s),[2.85],2.86 (3H,d,J=4.3Hz) , [3.17],3.20 3H,s) , [3.54~
3.61],3.61-3.70 (1H,m) , [3.84-3.91],3.98-4.07 (1H,m) ,4.89-5.03 (2H,m) ,7.38 (2H,d, ]
=8.0Hz) ,7.47-7.55 (4H,m) ,7.58 (2H,d, ] =8.3Hz) , [6.97-7.04],7.61-7.68 (1H,m) ,
[10.10],10.51 (1H,s)

[0393] &5 4i27

[0394]

50 - |
9 H i
‘ Nﬁ’“‘omp # -
' OH .

O MM
H

' ‘N-;"N"OTHP
LI

O

: H
g N.Z;(N‘OT,HP
~ "o

[0395]  BL5ZHH2rp AR A 5 20, OO Te 1) (1S) —1- (4-Z R FEFEIL) 2 BEM1250mg K]

(28) —2— ((A-THR PR ) (FRES) (8) -N, 2- I 6N — (PO & -2H- Mk g -2 B A0 5E) T 1k
f, 1212102 70 (25) -2- (4= (A= ((1S) -1k 2. 5) FRIE) Z0pRJE) ZRH B L) (R0 |
H) N, 2= RN - (DU S -2H-IE -2 -3 ) T BRI, ik st TR 4

[0396]  'H-NMR (400MHz ,CDC13) 6:1.47-1.71 (3H,m) ,1.51 (3H,d, J=6.6Hz) ,1.74-1.93
(4H,m) , [1.81],1.82(3H,s) ,2.82-2.91 (3H,m) ,[3.17],3.20 (3H,s) ,3.51-3.72 (1H,m) ,
3.82-4.07 (1H,m) ,4.89-5.03 (2H,m) ,7.39 (2H,d, J=8.3Hz) ,7.37-7.55 (4H,m) ,7.58 (2H,
d,J=8.3Hz) ,[6.97-7.03],7.61-7.68 (1H,m) , [10.09],10.50 (1H,s)

[0397] =% 428
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J
Og ANH
Z N NTTY COTHP
I Q

[0398]

[0399] DL 5SS F 2R MR A 7730, 1362258 (IR) —1- (4~ RIETREL) 2 B A12282E 58
(29) —2— ((A-TE FR ) (R L) 0E) N, 2— — FR N — (PU S —2H-nth i —2— L 4 ) T — Bk
fil , 493220 22 50 (2S) —2— ((4— ((4— ((IR) —1-$23E 2. 35) ZKIE) 2 hhIh) ZERELL) (35 &
F) N, 2- T F-N - (PU S -2H-RE I -2 FE 50 L) T kA, Ay o o [l 4k

[0400]  'H-NMR (400MHz ,CDC13) 6:1.50 (3H,d,J=6.4Hz) ,1.53-1.69 (3H,m) ,1.69-1.90
(3H,m) , [1.81],1.82(3H,s) ,1.93 (1H,d,J=3.2Hz) ,2.82-2.89 (3H,m) , [3.17],3.20 (3H,
s),3.53-3.71 (1H,m) ,3.92-4.07 (1H,m) ,4.86-5.04 (2H,m) ,7.38 (2H,d,J=8.3Hz) ,7.47~
7.55 (4H,m) ,7.58 (2H,d,J=8.1Hz) ,[6.95-7.05],7.60-7.68 (1H,m) , [10.11],10.52 (1H,
s)

[0401] & 14]29

~X
[0402] Br . z
HO\/\KQV _’HOM HO
OH OH OH

[0403] B\ 5 %% 1O AIFI R T7 28, ML . 4055 1 (A-F5LHHE) TR 1, 3-8, f2 5162858
|- (4~ 2, BB ) i1, 3-8 2 eRA

[0404]  'H-NMR (400MHz ,CDC13) 6:1.89-2.02 (2H,m) ,2.48 (1H,s) ,3.07 (1H,s) ,3.20 (1H,
s),3.84-3.86 (2H,m) ,4.95-4.98 (1H,m) ,7.32 (2H,d,J=8.0Hz) ,7.48 (2H,d,J=8.1Hz)
[0405] 2% 44130

EtO. O | HO o Ao
[0406] mm — w
(] OH

[0407]  []2.570 - (4-flE3E) TH R B 252 A R IR AW, AR AR
NAE-T6CIINA0Z T 28 57 T Z A AR tmo 1 /LIK AT, 3K T 1508 & W76 Al R
THFELNEE 2 FIRoche ] Te K AKX NN B s BB &0, 345 R 5 E =11
TN R AR B AV S, IERKE R OB =R AN
BB I, PSR R K P TR » SR 5 FH T K IR B B 58 WV FRUOR P 28 Wb 2, 15
B FR AP P RE B AT € [NV TR B - L5t =70:30—80: 201 21k , 13 213042 i 2~
(A-FE L) PR de—1, 8-, A i [ 4

[0408]  'H-NMR (400MHz,CDC13) 8:1.93-2.08 (3H,m) ,2.60 (2H,d, J=7.6Hz) ,3.63-3.72
(2H,m) ,3.77-3.85 (2H,m) ,6.96 (2H,d, J=8.0Hz) ,7.61 (2H,d, J=8.0Hz)

[0409] = 14]31
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[0410]

[0411] u%’%%mltwﬁﬂﬂ’]ﬁﬁ M2902 72~ (4 ﬁﬂﬂrﬁﬁ\ibﬁ 1,3 %, 1331852
Yi2- (U-CRREETREL) TABE-1, 3B, ikpr i 44

[0412]  "H-NMR (400MHz ,CDC13) 8:1.97-2.15 (3H,m) ,2.65 (2H,d,J=7.6Hz) ,3.05 (1H,s) ,
3.60-3.75 (2H,m) ,3.75-3.91 (2H,m) ,7.16 (2H,d,J=8.0Hz) ,7.42 (2H,d, ] =8.3Hz)

[0413]  Z5 432

& 2
[0414] Br 4 )‘— /\/@//

OH
[0415]  [A]1. 08?3%(15)—1—(4—‘/ﬁ21-<ﬁ)aﬁ—1 2- %, 35028 FE A - — RN (TT) =&
1, 190 2 sE UL AR , R LOmL Z,BR 1E T BRIR &9 , R A AR FIMAT . 82T = /A
SER RS 2R NT 0T = 2%, FERE T AR A A LR T B LSBT o s TR B %
H NS AN KA ¥ pH A 6mo L /LER R I 17 226 . 2, 98 Ji5 Ce L pure F1 2, B2 £, & /N
N R HGEASTE TR BT uE G BRI AL 2, AL A R K I B 5%, R i e K
T BB 58 o W VA SR 28 VR 25, AR BN SR R W IAT R A (B [ s SR O T < O
$Et=40:60—45:55], 15211 . 3258 # LRy
[0416]  [\]1.32FC BT 24 €4y Al 1 322 F+ DY AR VR A4, FE VKA )V R IN6 . 22 F+ 1 1Y
IE T B RAGER I mo 1/ LIS VY SR IR 08, -4 PSR & W) AE AR [ (1) 4 Rt 30 43, SR S5 78
FIR A5 BF M A E AL E K UM B S SR A K pH A Imo 1 /LER R YA 222. 0, 48
JEMAN IR B8 A HLE D, 34K 2 H LR LB BN IR - 1A WL ZE R BUR A 5T
FHE A AN AN IG5, P8 5 FHTE KR ER B 05 o 1V R ek e 28 TR 25 15 A3 BRI B R )
FHRE A 2335 LRV s 2. BR 2L TG - E‘k =50:50—70:30] 2k, 13 351 32 b F¥ At ] 44
CRE NN e, I H [ 444 pid s ok g AR A3 31466 2 5o i (1S) —1- U- L BRI IR L) £
Fe-1,2- B, AR U A
[0417]  H-NMR (400MHz ,CDC13) §:1.97-2.07 (1H,m) ,2.56 (1H,d,J=3.4Hz) ,3.08 (1H, s) ,
3.56-3.70 (1H,m) ,3.71-3.82 (1H,m) ,4.79-4.88 (1H,m) ,7.34 (2H,d,J=8.3Hz) ,7.49 (2H,
d,J=8.3Hz)
[0418] 21433
[0419]

|
O NH .
H AP
oy ) 4 N )
N“Z OTHP + [O ————,s
| I "o HO™

O

()

ot
O rr H SOTHP

OH
HO™ ™Y
OH

[0420]  [58TAE I (25) ~2- ((A-WAIE A EAL) (1) Z0HE) N, 2~ — LN~ (P20~
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IHe I~ 2SR U T kR, 25328 710 (19) —1- (- Z B3 IE) 2051, 2- B, 8422701
S-S (1T) U, 4655 S BULER (1) L 16 025 FF I AU I8 &1 708
SR UKV R AN . 593 7 = 20 i, JA5 IR IR A AR I T kb2 N L AL B
WA T MR 2 B 2 BN B S SR A, 3 FLpH i Lmo 1 /LK BV 256 . 4, 1 A LI
B IR R I 2B 2 B A B S5 A AL RS0 A I » B S N RTK T e 1 AU
FHTE AR B T 45975 RO P 20 52 , A5 10 5 40 PRV B R €5 [ s T < 40
{17 =40:60] 4k, FBFTOTZETE (25) =2— ((4- (U= ((1S) -1, 2=} 3 2. H) HIE) 2 Hedb) %
L) () fU3E) N, 2— B BN — (G 42— 2~ A 75 e v 25 2 Y Ok
AR 1.

[0421]  'H-NMR (400MHz ,CDC13) 6:1.50-1.68 (3H,m) ,1.71-1.92 (3H,m) , [1.82],1.83 (3H,
s),2.08-2.14 (1H,m) ,2.63-2.68 (1H,m) , [2.86],2.87(3H,d,J=4.1Hz) ,[3.17],3.20 (3H,
s),3.53-3.83 (3H,m) ,3.83-4.07 (1H,m) ,4.83-4.89 (1H,m) ,4.93-5.03 (1H,m) ,7.37 (2H,d,
J=8.0Hz) ,7.48-7.61 6H,m) , [6.97-7.04],7.61-7.67 (1H,m) ,[10.10],10.51 (1H,s)
[0422] %% i34

OH OH OH
[0424] VLSS BI32A0FBT7 30, L. 095EH) (IR) —1- (4-RFRH) Z -1, 2- %, 15 2
568ZE T (IR) ~1- (4-ZIRFETREL) 2 e-1, 2- 1, A thlil 4.
[0425]  'H-NMR (400MHz,CDC13) 8:2.00 (1H,dd, J=7.1,4.9Hz) ,2.54 (1H,d,J=3.4Hz) ,
3.08(1H,s) ,3.60-3.68 (1H,m) ,3.73-3.81 (1H,m) ,4.80-4.88 (1H,m) ,7.34 (2H,d,J=
8.1Hz) ,7.49 (2H,d,J=8.0Hz)
[0426] %4135
[0427]

|
] o Oy ANH
0 ° ﬁi P | »H\
| N , . g] N7z OTHP
NN COTHP + —_— » I8
I (6] HO" TN
HO

OH
[0428]  DL5 & B33 E H 720, IS8T 50 (2S) —2— ((4—fl oK FF ik 3L) (FF %) &) -
N, 2- RN - (DY -2H-ME g -2 5 28) T A AN291 2 50 (IR) —1- (-2 R ZRIE) 2,
fe—1,2- B85, B RIT97Z 01 (2S) —2- (- (4= ((IR) —1,2- I 7, 3L) I8 L) Z b dt) K
BE L) (R ) &) -N, 2- I LN’ — (DU A —2H- ML I —2- 3L 480 0) TH B %, iRk i Rt
Ji] 4
[0429]  'H-NMR (400MHz ,CDC13) §:1.53-1.69 (3H,m) ,1.76-1.92 (3H,m) , [1.81],1.82 (3H,

s),2.27-2.37(1H,m) ,2.83-2.91 (4H,m) , [3.17],3.19 (3H,s) ,3.53-3.83 (3H,m) , [3.83-
3.92],3.98-4.08 (1H,m) ,4.81-4.88 (1H,m) ,4.94-5.04 (1H,m) ,7.35(2H,d,J=8.1Hz) ,
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7.45-7.59 (6H,m) , [6.96-7.06],7.59-7.68 (1H,m) ,[10.14],10.56 (1H, s)
[0430] 2% 436

A B
[0431] HO’\(O * THPO/\/Br——THPO\/v\O)ﬁ/O—— HO.\/«».0

OTHP OTHP
[0432] [ 750 52— (A—JRFIE) —2— (VY& - 2H-ML I -2 58 L) 2B, 7. 0= FFN,N- I 5t
R, AN T 2422 70 2— (2-TR A L) DU -2H-HE IR K IR &0, AE RUUR R kA AR i
27T Z T AMNBNII60 %6 (U V020, IF A5 A3 IR B AE AR RNTEL RS T B REs /N o s A%
FIHE AR VB ROAT 2 1 ZEEINN B [ LR S b o R A LR & LKA AN AT K T
Belss S8 n TS /K R R B 8 o g Vi 7R I 28 TR o 25, K9 A9 B B0 AR e ) PR e 3 (6 R
W LR CBR: Tl =230:70]1 404k, 15 219402 s ) L HPRY) o
[0433]  [5]9402& vu 45 B o O HEIRY) , IO 1220 B, 922 71 — S0P J5e 185 2 vl %) Y AT
B IKEW, IR T A3 R A WAL 2058 T B30 70 Bt o B KM B S RIS, IF 43 P43
RSV IR AR A R A HLZ 28, P &AL N K PR e e » S8 Ja Rk
i R o o R A TRl IS 2 TR 2, AR B PR R ) PR B i T v LR B - bt
=60:40] 201k, 13 242222 501 - (4-IRIRHE) —2- Q-F2 R L) LB, At ik .
[0434]  'H-NMR (400MHz,CDCl3) §:2.11-2.19 (1H,m) ,3.02 (1H,s) ,3.47-3.52 (1H,m) ,3.61-
3.73 (3H,m) ,3.76-3.82 (2H,m) ,4.89 (1H,d,J=8.3Hz) ,7.27 (2H,d,J=8.6Hz) ,7.49 (2H,d,
J=8.3Hz)
04351 Z%-45]37

sa’l\
~Br Py
[0436] . }‘ i
Ho-\r/\o v HQ\/\O
HO. ~
OH ~"o T OH

[0437] DL 5 EA19 M 1K) T2, MA2228 70 1- (A-IRZEIE) —2- Q- I 28 3E) 2/,
FRN2102 50 1 - (A-LIRIETRIL) -2- Q-FBFE LHRL) O, N By .

[0438]  'H-NMR (400MHz ,CDC13) 8:2.51 (1H,brs) ,3.07 (1H,s) ,3.32 (1H,brs) ,3.48-3.53
(1H,m) ,3.60-3.72 (3H,m) ,3.76-3.82 (2H,m) ,4.93 (1H,dd, J=8.8,3.0Hz) ,7.35 2H,d,]J=
8.3Hz) ,7.48 (2H,d,J=8. 3Hz)

[0439] 21438

[0440]

|
O NH
' I(
Y Y O ko
R '

[0441] L5 E2h A )7 20, 2102 01— (4-Z B8 3E) —2- Q-R I 2 H ) &
FEFI300 3 (2S) —2— ((A-F 2R HF R L) (FF L) & FEE) N, 2- - 3E-N" — (JU & —2H- 1k g -2
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FEEEHE) TN B 15 213402200 (1 (29) —2- (4= (- (-2 -2- Q- A 208) %
H) LREE) KRB (F2) @) N, 2- “H RN - (TS -2H-NE -2 5 N B,
NE AR A
[0442]  'H-NMR (400MHz,CDC13) 6:1.53-1.69 (3H,m) ,1.75-1.93 (3H,m) , [1.81],1.82 (3H,
s),2.82-2.91 (3H,m) ,3.06 (1H,s) , [3.17],3.20 (3H,m) ,3.45-3.62 (1H,m) ,3.72-3.75 (4H,
m) ,3.80 (2H,s) ,3.84-4.07 (1H,m) ,4.92-5.03 (2H,m) , 7,39 (2H,d, J=8.1Hz) ,7.49-7.55
(2H,m) ,7.50 (2H,d,J=8.1Hz) ,7.57 (2H,d,J=8.0Hz) , [6.98-7.05],7.62-7.69 (1H,m) ,
[10.11],10.52 (1H,s)

[0443]  Z% 439
[0444]

ﬁ/% N.//L /5}—'

OTHP
[0445] LA 5S4 1%1*5@5@73%@%@2.79%5@ (1) -1- (- (EHRAEEERRL 4
JRELD) L) ZkE-1,2- TR, 28T A SR, 2. TEF = 2 M 21 32E TIN, N- — R g LA ng
PR AW, TE R R T VKA H TR I 4550 U T Ft A, BT R A MAE=ET
PR 27N, SR J i A A [R] R R a1 o SR B B R KA RO PR BRI\ B B2 VR
G, I B pHA6mo 1 /LERER A1 24 0 A HLE 75, HEALENE RIS IR G5, A5
FHTC 7K BR R B 15 o A5V 7000 He 28 ML, 3R 493 TO e AR Il k) o
[0446] )3, 70 5d Fr43A% Ly Hh NN , 2828 F+ — &0 B 14392 b % FR R T FRILL E , £ 9K 7%
T IMA2. 42713, 4- " -2H-ME , S8 J5 05145 20 TR S VAR ke = 050 N idkE s /N o 1) e
REVRE P A3 02T = 2, I 4538 7R 2818 5« AK T2 R LBEINAAF B 3R R 1) -
WA NLZE B, SN A ACIE RS, S8 e S K IR B T M o &V 7R s 28 AR BR 25
V1S 2 54 R B A (i (e 2Tk : © 5t =10:90] 4lidk , 15 213 . 65 50 25 L IR ¥
[0447]  [5)3. 6570 BT A3 2 CJ IR, NN 1 828 FH DY SR VAV, AR SR AE VKA EI R NN 172
FH VY TR T A B 1 VY S PR Lmo 1/ LIV, FF45 B /3R & W08 I N HidE L/ &4k
B () AR VB AN B8 L BR INN B R SLVR A0 B AL Z 4 55 FH S BN R K v TG
B O e TS /K IR R T8 o RV P08 s 28 R 5 25 5 A5 B P B ) PR A €238 5 PR VK
LR T =30:70—40:60] 264k, 13211 78g 1) (2S) —2- (4-Z BRIEFEL) —2- (TY = -2H-
ML —2—JE A L) W%, Hoh A i 4
[0448]  'H-NMR (400MHz ,CDC13) 8:1.40-1.93 (6H,m) ,2.11-2.20 (1H,m) , [3.06],3.07 (1H,
s),3.51-3.61 (1H,m) ,3.62-3.76 (2H,m) , [3.25-3.34],3.92-4.07 (1H,m) , [4.48-4.53],
4.79-4.86 (1H,m) , [4.70-4.75],4.87-4.93 (1H,m) ,[7.29],7.35 (2H,d,J=8.3Hz) ,7.45
(2H,d,J=8.0Hz)
[0449]1 46|40

[0450] ,\D/—- . /\/@/

OTHP oTHP
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[0451] 8002 FL I (25) —2- (4= L RFERIE) —2- (WU A —20-ML I -2 JE A IL) 1%, 4. 0%
Ft ZHEERAT0 . AZE Tt F LA TR A » 72 50U JbKa% AR IG5 2 F S A AL, IF
R FT IR G AE SR T HEFE L/ 3090 B F R ARME AT E AL KR UM B S RR B
Ft ARepHf6mol /LR BRIE T 6. 1 AF AL 7 1, F AL R IR B, 28 Ja F K
Tt R R T4 o 5 T R s 2 TR 25, K15 BB e R ) PR R €0 TR i 2R 2B - L e
=10:90] 44, 52836 2& 70 2- ((1S) ~1- (4-ZFRILIRIL) —2-F 5L 2 A 3E) DY H - 20-1Eie
TR

[0452]  "H-NMR (400MHz ,CDC13) 6:1.40-1.94 (6H,m) , [3.05],3.07 (1H,s) , [3.36],3.39
(3H,s) ,3.45-3.56 2H,m) , [3.56-3.62],3.62-3.69 (1H,m) , [3.28-3.35],3.97-4.06 (1H,
m) , [4.80-4.85],4.91-4.97 (1H,m) , [4.41-4.46],4.97-5.01 (1H,m) , [7.30],7.37 (2H,d,J
=8.4Hz) ,7.44-7.51 (2H,m)

[0453] &% 441

[0454]

L
O NH
2 o .
SNTENCOTHP + - .
| I "5 MeO

OTHP

MeO™ Ny
OTHP

[0455]  [A]478%& 52— ((1S) —1- (A~ JRIETRFL) —2-FF 4 2k 2 4H L) DUS-2H-IL IR , 3. 022 FF
VUSRI , 3002 52 (2S) —2— ((A-MOR L) (R 2%) &%) -N, 2- — H BN — (P & -2H-1it
W —2- 5 2) TR Bk, 432 b i - = R IREE (1) & A, An23 225 i AL AR (1) 19
RAEW, AER AT LKA H IO 51T+ = 28, Fo G i R A e M RELE R 270
I 3093 i 1  EACLEL W ML R K PSR A 2R Z B N B SR AR, FF B pHAH 6mo 1 /L
R 6.0 A HE S, FEAL AN R K S MR » SR e TS K R R T 1 o F 15 571
IR 2R R 25, W15 B R R AR R Rk e A vl (e I s TR - &0 = 10:90] 24k, , 15 31485
258 (29) —2- (4= (4= (1) —2-F A -1 - (WU S -2H-NE I -2 3L 41 L) 0k ) 2 puh)
ZREE L) (L) &AL N, 2- —H N - (TS -2H-Nb g -2 - 500 77 Bk i, M taife ik
R A

[0456]  'H-NMR (400MHz ,CDC1s) 8:1.42-1.94 (12H,m) , [1.81],1.82 (3H,s) ,[2.85],2.86
(3H,d,J=4.4Hz) ,[3.17]1,3.20 (3H,s) , [3.37],3.40 (3H,s) ,3.47-3.72 (4H,m) , [3.29-
3.36],3.83-3.91 (1H,m) ,3.97-4.07 (1H,m) , [4.43-4.48] ,4.93-4.98 (1H,m) , [4.84],4.95
(1H,dd,J=7.3,4.2Hz) ,4.98-5.03 (1H,m) , [7.34],7.41 (2H,d, J=8.3Hz) ,7.44-7.61 (6H,
m) , [6.96-7.04],7.62-7.72 (1H,m) , [10.01],10.53 (1H, s)

[0457] 21542

G
[0458] Ho * THpoTNBY T rape N0

[0459]  PL5Z 4040 F 1 7720, I 1- A= RIETRIL) 2 BET302=Z 0 A1 . 1 ZF2- 2R
A FE) VYA -2H-TL I , 13 31826 % 72— (2— (1- (- B FE IR L) 24 4E) 248 E) DY A 21
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[0460]  'H-NMR (400MHz ,CDC13) 6:1.43 (3H,d, J=6.6Hz) ,1.48-1.64 (4H,m) ,1.68-1.76
(1H,m) ,1.79-1.91 (1H,m) ,3.06 (1H,s) ,3.47-3.51 (3H,m) ,3.55-3.62 (1H,m) ,3.80-3.89
(2H,m) ,4.45-4.50 (1H,m) ,4.60-4.65 (1H,m) ,7.30 (2H,dd,J=8.3,3.2Hz) ,7.46-7.48 (2H,
m)

[0461]  Z% 1543

[0462]

[0463] DL 5& B2 MIFE K TR, 2-(2- (1- U-Zp It 2k 2485 243 WA -
2H-MEIE 21922 s AI20022 58 (2S) —2— ((U-TOR FR R AL) (R L) 008 N, 2- RN - (U & -
2H-E M -2 5 ) T ik, A3 2323 2 5 (2S) -N, 2- R -2- (R 2 (4- ((4- (1- (2~
(VY& -2H-ME I -2 4 L) 25 0E) 2 08) TR AE) 2 ) R B L) U 0E) -N — (PU & -2t
IR -2~ A5 ) T BERG , AR IR o

[0464]  'H-NMR (400MHz ,CDC13) 6:1.45 (3H,d,J=6.4Hz) ,1.56-1.62 (8H,m) ,1.80-1.86
(4H,m) ,[1.81],1.83(3H,s),[2.85],2.87 (3H,d,J=3.9Hz) ,[3.18],3.20 (3H,s) ,3.50-
3.53 (3H,m) ,3.57-3.64 (2H,m) ,3.81-3.87 (3H,m) ,4.47-4.52 (1H,m) ,4.61-4.66 (1H,m) ,
4.95-5.01 (1H,m) ,7.34 (2H,dd, J=8.3,2.9Hz) ,7.52 (4H,dd, J=7.8,3.2Hz) ,7.58 (2H,d, J
=8.5Hz) ,[7.00],7.64 (1H,s) ,[10.10],10.51 (1H,s)

[0465] =144

Br .:Si’J\
OH HO" S

‘OH
[0467]  [a14102& 58 (1R) —1- (4—¥RREE) L ke-1, 2- %, 62 v = U T Zeh VY SR &5 , 4
UL (1) , 3= 548 (1) SRR =K &9, 2. 1 2T VY 3 2, R iR &9, 45
BTN IINO . 5ZF = R AL SR 3 2 bk, FRR Fr iR & M0 7E85 CHidE /NN 50 73
¥ R BLIR GV H), AEK RN IR 28 P A, 9F B BT A3 A7) Fémo L /LER IR R Al K A
WUZE 4355, FHE AN AR TR B, S8 I N TE K B B B8 RN B DNH, JE48 AN VA P62 1
VA TR AR 25, 3 B T01 250 (IR) —1- (- (R AR RS IE) 2 B3 2890 21, 2-
TR ONEEIIRY)
[0468]  'H-NMR (400MHz ,CDC13) 8:1.13 (21H,s) ,2.53-2.60 (1H,m) ,3.59-3.67 (1H,m) ,
3.71-3.80 (1H,m) ,4.80-4.87 (1H,m) ,7.31 (2H,d,J=8.0Hz) ,7.48 (2H,d,]=8.0Hz)
[0469]  Z% 4|45
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[0470]
—< P g
TBSO j : i i
OH QTHP OTHP

[0471] L5 ZE B3940 A I 77 20, 9. 3550 (IR) —1- (4= (R NS ) pud) o)
) LJE-1,2- L 15 318,975 (2R) —2- (4— LB HEOR L) —2- (VYA -2H-NE g —2—J 48 AL 2,
B, 9 B ([ 4

[0472]  'H-NMR (400MHz ,CDC13) 6:1.41-1.93 (6H,m) ,[2.13],3.02 (1H,brs) ,[3.06],3.07
(1H,s) ,3.50-3.61 (1H,m) ,3.62-3.78 (2H,m) , [3.26-3.35],3.97-4.06 (1H,m) , [4.48~
4.56],4.79-4.86 (1H,m) , [4.69-4.76],4.86-4.93 (1H,m) , [7.29],7.35(2H,d,J=8.3Hz) ,
7.48 (2H,d,J=8.0Hz)

[0473]  Z% 1546

[0474]

QTHP

[0475] L4 552 1405F AR 75 2%, MOO0ZE T (2R) ~2- (-2 W F3E ) ~2- (P -2H-1i
-2 3L EUE) Z B, A 5185928 B 12— ((1R) —1— (4-Z e H 36) —2— 1 A0 2 S ) D -
DH-MHEI , Y s 1

[0476]  'H-NMR (400MHz ,CDC13) 6:1.39-1.956H,m) ,[3.05],3.07 (1H,s), [3.36],3.38
(3H,s) ,3.44-3.71 3H,m) , [3.26-3.35],3.97-4.07 (1H,m) , [4.79-4.86] ,4.90-4.96 (1H,
m) ,[4.41-4.46],4.97-5.01 (1H,m) , [7.30],7.37 (2H,d,J=8.3Hz) , [7.46],7.47 (2H,d,]
=8.3Hz)

[0477] %447

[0478] “°«Y©/+ THPO o~ — THPOV\O_’\/©/

OTHP OTHP:

[0479]  [H800Z& b (1] (2S) —2— (- JR IR L) —2— (WA -2H-Nt g —2— L4 L) 4%, 4. 0%
F+HEHR, A0 . 98T 12— (2R 2 A 3 L) VU S -2H-ML g VR &40 7EV% E R N5 45%&
ST ESEAL K, JER BT AR IR A AR IR PR 2N o ) R SIVR A N0 492 F 2~
(2R 1K) DY - 2H-N g A 27 222 e ) S A AL BT G BT AR B 0 AE 2 T Hd 2/ o F
R AN AN A K ISR B s SR A PR, 3 B pH A 6mo 1 /LER R YA 7 426 0 A4 A ALJE
A3 R K E G R O BEAS B K A N2 AR U & 9, ISV A K IS ML BE 3%, 8 S
FHTC /K B R BT M8 o RV 7R ok s 28 AR 5 25 5 453 31 1) B 0 PR SR (83 [ IR SR &
B : Ot =20:80—25:75] 414k, 52 1. 1658 12— ((1S) —1- (4- L BRFEIRIE) —2- (2- (PU & -
2H-TE IR —2- B4 L) 2 L) 2 3RS DU & -2H-IE e , R TE iR

[0480]  'H-NMR (400MHz,CDC13) 8:1.40-1.95 (12H,m) ,[3.05],3.06 (1H,m) ,3.26-4.08
(10H,m) ,4.56-4.69 (1H,m) , [4.81-4.89],4.89-4.98 (1H,m) , [4.43-4.52] ,4.98-5.06 (1H,
m) , [7.30],7.37 (2H,d,J=8.3Hz) ,7.46 (2H,d,J=8.3Hz)
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[0481] 2% 448
[0482]

|
O ANH
N7 ~OTHP + m———————;

OTHP ;
THPO o~

[0483] 68552 712 ((1S) ~1- (4-Z HIEFEIE) —2- (2- (PO -2H-IE Mg -2- BE 4 JE) 2580 08)
A DU —2H-MHE IR , 3. 0ZE T+ DY SR , 30022 51 (25) —2— ((4-MiZE FF I JE) (PP 3) &) -
N, 2- ZHJE-N - (P& - 2H-Mit i -2 R A0 ) A B i, 43 22 e IR - =R Ll (T — &AL
Y, 2322 v (I AAL AR (D BEEY), AR T ZIKS TR0 512 =4k, IR
FIT 1518 A WD A6 A0 TRV FE TR 27N 3040 B 1k o S B G ML AN K VA YRR 2, B8 2L B8 INN 381 S
REWH, 3 B pHH6mol /LERER T 226. 2 M AN Z &, JEK /K2 LR B A
ANEMZERR A I, SV AKIEIRGE 5, 8 G FH TG /K BRI B 5% o 5 7 ek s 781
bR 25, A5 B R AR W R AT €0 (B v s TR - 007 = 20: 80] 24k , 43 B11422 2 3 (29) -
N, 2= HE-2- (A (4- (- ((1S) —1- (VU —2H- Mk g —2—- LA L) —2— (2— (DY & - 2H- "t ipg -
2-HE L) L) ) TRIR) LR DR R L) ) -N - (JU A -2H-Ak I -2 - B R TR
TR B AR [ A

[0484]  'H-NMR (400MHz,CDC1s) 8:1.40-1.97 (18H,m) , [1.81],1.82(3H,s) ,[2.85],2.86
(3H,d,J=4.3Hz) ,[3.17],3.20 (3H,s) ,3.43-3.90 (10H,m) , [3.28-3.37],3.79-3.90 (1H,
m) ,3.97-4.08 (1H,m) ,4.58-4.64 (1H,m) , [4.83-4.89],4.92-4.98 (1H,m) , [4.49],4.96
(1H,s) ,4.98-5.06 (1H,m) , [7.34],7.41 (2H,d, J=8.2Hz) ,7.47-7.54 (4H,m) ,7.57 (2H,d, ]
=8.0Hz) , [6.95-7.05] ,7.60-7.69 (1H,m) , [10.08],10.49 (1H,s)

[0485] 21449

B ;_(S )'£ 7
[0486] ) - ", _ ‘
HO\/\_/©/ _’HO\/\D/ - HQ

OH OH OH

[0487]  [a19155& b0 (1R) —1— (4R EL) -1, 3- 1%, IIAN9. 02 F+ LR IE T iR, 2772 5
W= FEAR (1T) &AM, 1502 5a (K40 (1) WAk, 4. 42T+ = A Rk e 3 2 ke, A
5.5 ST = L%, FF G AR IR A AL I N B LN o 18] [ REVR A, IR 27T 2 5L
M- ZR IR (1) &AM, 1502 UL VA, 4. 42T+ = R AR e 3L 20, f15. 5%
Tt =0, FEB TR AW AE IR N RSN 4500 Bh o 1 S B TR A 074 HD L TN AL 1K)
VLRIV VBRI 0 1% 2 T8 % BITASHR & 0 IR ER B A0, SR S5 NN Ce Lpure , IEKGANIEWIIE 25 o
Y DB R A HLZ 25, SR 5 P T0 /K I B 58 o K 71 sk P 28 TR 25, A3 B 1 i R ) F e
T A0 (e iV s 218 2,086 : C %5 =50 50] 24k , 15 31455 2 vkt etk o

[0488]  [a] 75 3 4 (o IR M) 455 2 S A4 L S TH DY A R B A AE ST TN .6
ST HI VY IE T 3 A0 B 1 DY SRR Tmo 1/ LIV VW, F055 BT 1R A WA A IE) T B R 50 43
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i KA Z R BRI B S B &0, I B pH Al Imo 1 /L Eh B 17 4. 8 A A HLZ T
FAFRE IR G ERREE R A HLE S A & I, S8 FITE /K B4 o 98 TR s T 2%
TRBR 2 545 B 00 5 A ) Tk s €60 (o IR VA5 PP BB = 7 = 50 95 1K il , 19 22152 32
(IR) ~1- (4= ZJRFTREL) i1, 3- B, At iRyl .

[0489]  "H-NMR (400MHz ,CDC13) 8:1.93-2.00 (2H,m) ,3.07 (1H,s) ,3.86-3.88 (2H,m) ,4.93
(1H,dd,J=8.3,3.9Hz) ,7.33 (2H,d,J=8.3Hz) ,7.49 2H,d, ] =8.3Hz)

[0490]  ZZ5 4550

[0491]

|
Oy NH
I
& N7E “OTHP
P I~ &

OH
[0492]  [H] 15552 b0 (IR) —1- (4-ZBREE IR L) TAbE-1,3- 1, 2. 02T+ PY SR , 20022 S
(28) —2— ((4-MZE R BE 3) (PR 3) Bk 3E) -N, 2— I 3E-N" — (Y &1 20—tk R —2 - 450 380) 75 —
Pl , 2828 v i) - = R LA (T1) — S R0 L 522 va B IR 1) VR 5 70 K78 20 T
0. 42T = 21, 45 T AR A W AE M R T 27N 20 43 B P o SR 8 1 M R K P VRN 2.
B BRI B R SR A, I Ho pHH MR EL R 0 45 226 . 8 K A ALZ 20, 2R J Tk
PR BT o WV TR ek R 2 TRRR 25 5 AR B I A8 A ) P ek FO A (3 (39 P 8L s PR = U077 =40
60—45:55] 404k, 13 8254 Z v (2S) —2— ((4- (- ((IR) -1, 3- ¥R AL P 4E) L) Zopudk) o
B (FF L) &0 N, 2- —H N~ (WY& -2H-ME g -2 40 28 TR e , ks £ [ 44
[0493] 1H—NMR(4OOMHZ,CDC13)6:1.53—1.66(4H,m),1.76—1.89(3H,m),[1.81],1.82(3H,
s),1.93-2.02(1H,m) ,[2.85-2.86],2.86-2.87 (3H,m) , [3.17],3.20(3H,s),[3.53-3.60],
3.63-3.68(1H,m) ,3.89 (2H,s) ,[3.84-3.93],3.97-4.07 (1H,m) ,4.95-5.03 2H,m) ,7.36
(2H,d,J=8.3Hz) ,7.47-7.57 (6H,m) ,[6.98-7.04],7.62-7.66 (1H,m) , [10.13],10.53 (1H,
s)
[0494] 231351

S

Br A — G

[0495] Ho\/Y©/ — e
OH OH OH

[0496]  [a]1.03F¢ ) (1S) —1- (4-¥RIREL) PIke-1,3- BN, 1322 30 i) = -] 2L 84 DY
IR £ B (D) B R i 82 v, AR A8 2& ve (1) B = KA 4, & AL5 . 0T+ DU L 2 — i, I
L 12T = AR R REe 5 2k, 1 T A1 A W0AE 85 CHREHE L /NI 3073 B o 1] S SR S5
TN 1322 5 i) =0T FE SR DY UL £, 41 (1) A Ak 82 v , &ALAL (D) BN =K S8 % 5,
AN0 . 2522 T+ = 5 Ik FRELT AL 200, I FLURE TR A WD AEE A IR0 PO 5 3 /N o e S B2 TR
EIE A I LR 2 B AN S AL BRI L, TF1E I A3 1R 5 W0 R SR R P A A AT LR
78 HRIKIZ IR L BRI A LR 5 2B &5 9, IR IR 2 T KRB oA T o K 7%
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FRR S 78 TR 25, A1 IR TR AP FIRE ISR i (R ; IR LR - e =40:60] 4li4k , 45
27892 v s CL IR o

[0497]  [a] 7892 s HTAR (M B ELIHPIR A IINT L 822 FF DU S W A2 . 8227+ VU IE T HE Ak
1R IR /LI DY SRR VA VR, I8 T A5 K VR A M A L R R /NI o ORT R Z BRI B
JRBE AW 3F B pHA Imo L /LERER YR 1T 4. 2 3 A HUE 8, SR 5 O K R BR A T8¢
R R s 2 VR 25 5 R A9 B (K B A ) PR A €00 (e Bt s R B : PR L BE =51 951 4%
il , A3 237022 LK (1S) —1- (4~ ZBREEZRIE) PAE-1, 3-—RF, A tali .

[0498]  "H-NMR (400MHz ,CDC13) 8:1.90-2.00 (2H,m) ,2.46 (1H,s) ,3.07 (1H,s) ,3.18 (1H,
s),3.84-3.86 (2H,m) ,4.94-4.97 (1H,m) ,7.32 (20,d,J=8.1Hz) ,7.48 (2H,d,]=8.3Hz)
[0499] &5 4552

[0500]

[0501] (23222 5l (1S) —1- (- R FEZRIE) TR dE-1,3- 8%, 3. 0Z& FF VU S , 3002 58
() (25) —2— (MoK FF R L) (FF3%) &3 Ah) N, 2- HIE-N" - (U 20—k 2R 58 ) 7
TN, 422 v I - =R R (TD S Uk, 222 v (AL AR (D KR EY), TKR E T
N0 67TZFF =, FoR BT AR & A5 AH R T 93040 B o S I 1 R0 7K v i A
LIRCBEIMANB R BLRAY) , 3T BB pH R EL IR 1 15 26 5 A HLE 93, S8 5 FTEK
T BN T 165 o T V5 R 080 R 2 TR 25 T A3 B R0 B s 4 PRl e A ol (e M VR s TR B = 547 =
40:60—45:55] 414k, 13 BI377TZ 50 (2S) —2- (4= (4= ((1S) -1, 3- R FEIE) FRHL) 2 kL)
RFAL) (L) &) N, 2- F BN - (PUA - 2H-ME I -2 4 2) TR e e s £ [l 4k
[0502]  'H-NMR (400MHz ,CDC13) 8:1.53-1.64 (3H,m) ,1.75-1.89 (3H,m) , [1.81],1.82 (3H,
s),1.92-2.05(2H,m) ,2.28 (1H,s) ,2.82-2.89 (3H,m) ,3.05 (1H,s) , [3.17],3.20 (3H,s) ,
[3.52-3.60],3.63-3.70 (1H,m) ,3.84-3.94 (2H,m) , [3.84-3.94],3.97-4.09 (1H,m) ,4.95-
5.04 (2H,m) ,7.36 (2H,d,J=8.1Hz) ,7.46-7.61 (6H,m) , [7.02],7.63 (1H,s) ,[10.12],
10.53 (1H, s)

[0503] = 1453

F Br : F\Br_ | F _Br
[0504] g Lo AAZ T T e

o] o OH

[0505]  JA]3. 0350 2—1R~1— (4—{R-2-FAIE) LR, A 302 TN, N- - F FE FI e [l 2. 04 5, FH
PN 0 BT AR IR B D AEAD C T itk LN o 4 S BEVR G078 A0, N K o [ 4449 st i 5k
IR, FIK Wi, SR G 0%, 19302, 16 e s (i 4

[05061  [ia) iR 45 ) B (5 ] 44 M1 20m 1 FY B VR S 4, £E U0 Sk J1 R 353 BN
541 . 25 v BN S ACANTEVR, K T A IR A WDAE =05 T Bk /NI o S A () M AT VA VRORT 1R
LBRUKYS E R MU B s LR S A AR 8, RK S AN A AV VR BE % , SR 5
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FHTC K BRI B M8 o 1 V8 )98 e 28 AR B 25, A3 B B S ) AR A (23 [ BRIV 4R &
Be: Tt =35:65] 24K, 1321 .56 i 1 - U—IR-2-F|A L) ka1, 2- %, N tayieik Y.
[0507]  'H-NMR (400MHz ,CDC13)6:1.98-2.05 (1H,m) ,2.55-2.71 (1H,m) ,3.55-3.70 (1H,m) ,
3.78-3.93 (1H,m) ,5.04-5.17 (1H,m) ,7.20-7.25(1H,m) ,7.31-7.34 (1H,m) ,7.41-7.42 (1H,
m)

[0508]  ZF 13|54

Fa g -Br _<S|J\
[0509] Ho/\('\@, - F '
OH HO
OH

[0510]  [H]1.56%01— (4—IR—-2-F KAL) L he—1, 2- B, IO 192 v i =T Z= 40 F ol
FREh, 1322 5 AL P A4, 12228 w8 (1) VS =K G4, 7. 6 =2 A DY R 3 2, — i, 11,78
T = AR R 2B W BT AR IR S AE 85 C i LN 5043 M S BLVR A 474 H1
TONT9ZE T ) =~ T S8 VY UM R £, 132 v FU L AR (1) , 1222 s SALAR (1) B =K A&
Yy, M1, 782+ = A B ke LB, I 43 R A I HEAE90 °C T HEAT L/ o 45 I
REREVS A, FEIMA LR LBEAIK A HLZ 738, AR AN S BN A T R IR R 5%
SR 5 FHIC 7K B R B 152 o RV R 9 e 28 1R 25, 545 B 8 e W R A £0 38 [ Vi s &
BR 2 MG : CL bt =35:65] 214k, 1321907 [ 1- @Q-F~4- (SRR L) L) KL 2
fi-1,2- B, s AR .

[0511]  'H-NMR (400MHz ,CDC13) 8:1.11-1.12 (21H,m) ,2.60-2.63 (1H,m) ,3.59-3.64 (1H,
m) ,3.82-3.85 (1H,m) ,5.12-5.14 (1H,m) ,7.14 (1H,dd,J=10.8,1.2Hz) ,7.28 (1H,dd, J=
8.0,1.5Hz) ,7.46 (1H,dd,J=7.8,7.8Hz)

[0512] %1355

~&

[0513] 4 7__._ FonZ

HO™ Ho/\)@/

OH OH

[0514] (33720 1 - Q-5 —4- (Z R A EREL ) 20 K3 2 k-1, 2- —EEP A,
3. 0ZFHVUSRIE AT . 522 I VY IE T L S0 B 1 BE IR /LI ¥ WA VU S0k Ml v Y, g P 75 TR
EIEZ IR T BEFE LN 30938 S B I VAT ZK Y WURT 218 L B INN B R TR S0 R o
AVLES B AR AN SN K VB AR IR e S8 5 FH TG /K IR BN 5% o 1 v 7 sk s 781
k25, K15 B SR R T E B AT vl [ BRIV s B B : © 4t =70:30] 44k, 13 398 & w1 -
(- Ptk —2- R ) Lobe-1, 2- —FE, NE iR Y
[0515]  'H-NMR (400MHz,CDCl3) 6:2.02 (1H, brs) ,2.62 (1H,brs) ,3.11 (1H,s) ,3.63 (1H,dd,
J=11.0,7.8Hz) ,3.84-3.88 (1H,m) ,5.12-5.15(1H,m) ,7.16 (1H,dd, J=10.7,1.5Hz) ,7.31
(1H,dd,J=8.1,1.5Hz) ,7.50 (1H,dd,J=7.8,7.8Hz)
[0516] 231556
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[0517]

OH
[0518] DL E5Z 2 AHIF 17730, M98 T 1 - (- M —2- R L) 2. —1, 2- B
180225t (25) —2— ((4-FOK FBEAL) (L) &0 -N, 2- —H E-N - (DY & -2H-Nb g -2 L4
) 0 R 15 B985 (2S) —2- ((4- (4= (1, 2- R F 2.5 —3-F A0 2 pudd) %
HBESL) (B 3%) & L) N, 2- T H LN - (D& - 21N g —2 - FL 8 k) A Bk , s e itk

Mo

[0519]  'H-NMR (400MHz ,CDC13) 6:1.47-1.68 (3H,m) ,1.75-1.91 (3H,m) , [1.81],1.83 (3H,
s),2.11(1H,s) ,2.73-2.79 (1H,m) ,2.83-2.90 (3H,m) , [3.17],3.19 (3H,s) ,3.54-4.06 (4H,
m) ,4.94-5.02(1H,m) ,5.12-5.18 (1H,m) ,7.16-7.23 (1H,m) ,7.34 (1H,d,J=7.8Hz) ,7.47~
7.54 (3H,m) ,7.57 (2H,d,J=8.5Hz) ,[6.95-7.00],7.60-7.66 (1H,m) ,[10.09],10.51 (1H,
s)

[0520] = 14557

[0521]

& B e L
F. Z. THPO/\/Br E # Fa
HOZ SN T THRO A~ 5 T HO A~y O .

[0522]  [a11.90 58 01— Q- —4- (R FEEREE L) AR 83 -1, 2- —FFMI20m]
TEFGERRA YT AERUR T BRI TN RIUINABATZ T AT 2 — & 2. 027+
SO TR AR A AE IR T BR8N 300 Bf o 1] S REVR A A NN 2062 5N, N-—2
R IEREE , IR T 4518 & 0t B R o 18] S BLTR A0, N 9822 s iR AL T 2k — R L&,
IR PR A YA =R T BERE /NI 4570 B o KA B S BLTR A4, I HoRpHI6mo 1 /L.
TR ET .9 R HLZR 7 B RN A S AL BN AR AR IR B 28 Ja R TS KR B AR+
JBR o R 7R i M 8 T, 3RAS2. 69 50 B THPIR )

[0523] [ 5 2K 2 Co IR IR 2022 T+ 8 F e, 1. 032713, 4- S —2H-HL I , F1282
22 00 IR BE BRI E , 15 i A9 VR 45 WO AE = T R 1/NI 30 73 B o 1) S LIRS0, I3
B VA H IREE IR — KA, PR T AR IR G AR LN o 18] S SEVR B S N B35 T R
RHEPE— K G, FEH A IR S W HiFE50 73t R AN B S BB S b A HLE 208
Fiimol/LERMR , B R A AT 2K P VR0 AN AL B A VB IR ek » SR TSR R IR B T
JE o P R 28 TR R 2 B3 B R SR W FTRE R € [BE IRV s TR OB T e =2:98—
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4:96] 24k . 43 BIFFA 2L =1, TN 2022+ S F 52, 1. 0322 F+3,4- A -2H-1L g, A1
2822 i T FF ORI FRILLIE , 1 T A3 VR S AR I HFE /NG 30 3-8k o B AN B I B2 VR A
Yirb, 335 AV A 40 Rk R S AN R 7K I8 VR R A HLJE 73 B8 PR B S A ) e A K
TS ACAA LN A ISR B 5% » SR e FHTE 7K B AT o 1 8 7RI s 28 1 et , 3492 55 0
TEHRYD .

[0524]  [5]2. 5550 FrfF (i M2 2 - DY S R IR A P, FE VKIS J T AL L2 F DY 1E
T EEF A I VY SRR Lmo 1/ LIVVE IR, 3745 Fr A VR A W78 208 T B ke 1/ 4593 &Lk
B (AR VB AN 2B L BE IMNBI R BLVR A0 B G WL Z 40 5 K R RS 4 K v
TR IR B SR Ja FHTC KB B e o 18 798 e 28 TR 25 5 A3 B B B R ) R AT (41
[BEM s R B : Okt =20:80] 24k, 13 31 . 10g L AR -

[0525]  [1317 25045 BRI IR Y , 3. 0T+ —H AN, F10. 2222 FH ) 2- 2-IR L5 2E)
VYA —2H-ME i (VR A, 78 BUSUR T NN 33T 2 5 (A A AL AR, 305 Ir R IR & e =5
P LN o ) S SVR A, NN 22mL [ 2— (2—IR 258 ) VU A —2H-IE e , H K BT IR
BE R T IR LN 30938 1A MR S W), TN 112+ 2- - 458 R YA -2H-
WL , 35K BT 1S TR A WAE = IR R SRR/ o ) SORNTR A0 INO . 112 FF2- QIR &,
55 VY -2H-ML Feg RV, 4 BT AR S Wi BAE 2= T i . LR S ERAIZK I 21 S B TR
AW EHENZE S, H imol /LELER A A S AL AN K T AR IR e 5% » SR JG I TE /K BRER B 1
B TEFIFEIR R T 28185, 13 B s (iR

[0526] [ 453 A 2 (IR b IRIMNO L 3T FR I, 3. 02 T+ S e , AN FF 2T iR
—IKEMA6ZE T, HWG TSR A WAL Z IR S PR L/ 30931 o /K AT 2R 2L BRI\ B s B2 R
A, IR T AR S ) R BE SNV A KIS R A R A WL 2 B K A A Sk 4 7K
TR G, S8 5 FHTC /K BB AN 10 o 5 700 el R 28 AR 25, 145 B A Ao ) Rl ek A £
T (MR s IR G R : CL e =55:45] 414k, 15 8 16922 b 1 - (4- L Ptk —2- R dE) -2- 2-%
B AL OB T BRY .

[0527]  'H-NMR (400MHz ,CDC13) 6:3.11 (1H,s) ,3.47-3.51 (1H,m) ,3.57-3.62 (1H,m) ,3.66-
3.77 (4H,m) ,4.41 (1H,brs) ,5.23 (1H,dd, J=8.5,2.4Hz) ,7.12-7.15 (1H,m) ,7.27-7.29
(1H,m) ,7.49-7.53 (1H,m)

[0528] &% 1458

[0529]

|
O NH
' H A
’ NﬁN‘OTHP + ‘
| | 178 HO o™

|
Oy »NH

H
N7 “OTHP
"o

OH
[0530] LSS G2 MR 7720, M169Z 7 1- (4-Z R FE-2-F IR L) -2- Q- F LA
5 ZEEAI200mg 1) (2S) —2— ((A-ROR R BEAL) (FF L) 20 H5) -N, 2- R JE-N7 - (PO & -2H-it
W —2-JE A E) TR M fie , 43 223222 501 (2S) —2- (4= (B-3f-4- 12— Q- R A
) ) REL) 2R R B AL (FF R &) N, 2- RN - (DY & - 2H- M PR —2— 2 44
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H) B e R ARCIRIE A

[0531]  'H-NMR (400MHz ,CDC13) 8:1.46-1.72 (3H,m) ,1.76-1.94 (3H,m) , [1.82],1.83 (3H,
s),2.98-3.05(1H,m) ,2.82-2.91 (3H,m) , [3.17],3.20 (3H,s) ,3.47-3.83 (8H,m) ,3.83-
4.08 (1H,m) ,4.94-5.04 (1H,m) ,5.22-5.29 (1H,m) ,7.17-7.24 (1H,m) ,7.35 (2H,d,J=
7.6Hz) ,7.48-7.60 (4H,m) , [6.95-7.05],7.61-7.67 (1H,m) , [10.08],10.49 (1H,s)

[0532]  Z34i59

[0533] HOI\MF THPO’MBF _“THPOA\/\O

OTHP OTHP
[0534] 411225/ (2S) —2- (A-Z R BEIREL) —2- (YA -2H-ME g -2 4 0E) 2B, I
4. 02 ZHF R, 74522 50 2— (3-1R P A AE) DY S -2H-ME i , Al4692 v (S A AL H, SR a0
FIT SR A AL I8 N RS/ o« ZBR ZEE FIAKOIMN B S RV S b B ALE 8, FIK,
Imo1/LI EhIR , A A GUAL BN A VR TRAR IR, S8 J5 FH G /K BR R AN 152 o 5 9 7 ek e 28 1R B
X2 BRI A Y R B a3 [ IR L BR U B6 : Cobe = 15:85] 4lifk , 15 5153222 71,2
(3= ((2S) —2- (4= IRFLZE L) —2- (U & —2H-ME M —2- L 5 3k) 2 k) TR L) T A -2,
RNTCEHPIRY) .
[0535]  'H-NMR (400MHz ,CDC13) §:1.40-1.95 (14H,m) , [3.05],3.06 (1H,s) ,3.29-4.06
(10H,m) , [4.45-4.48] ,4.50—-4.57 (1H,m) , [4.80-4.85] ,4.88-4.94 (1H,m) , [4.50-4.57],
4.98-5.03 (1H,m) , [7.29],7.36 (2H,d, J=8.2Hz) ,7.46 (2H,d, ] =8.3Hz)
[0536] =460

7z

* THPO A, —— _ .
[0537] HO * \/\ THEDT "0
‘OTHP Br QTHP

[0538]  [4]9002& 5, (2R) —2— (4~ WL IR AL) —2- (Y& -2H-ML -2 240 L) 208, 4. 52 7
THREAR, FIL L BAZE TR 2— (3-TR PR L) VU —2H-AE R (1K TR S ZEUKYA E R NN 76822 T
SEALER, I TR A A IR T BRE 2N 3049 4b . i) S RAIR SN, 0. 152 T2
(3R TR 4A L) DY S —2H-RHE e A1 7 7 22 v (1) S S8V 4 1 BT AR A WD A8 25 i T Bk /N 3043
B, B IR A B SR A, FF HogpH emol /LERER Y 6.6 G HHLE D3, 30K
IKIEH TR CBEAE R NG A VLZE 52 5, K AR @A ANk BB AR IR e sk, 8 Ja H
TEAKTR BREE T 15 T TR 28 TR 25, 915 B W) e ) R E RO € [ B VAL s LR IR
C4E=20:80144k, 1551.4255.2- (3- ((2R) —2— (4-Z B I A HE) —2— (U —2H-MH i —2- FL 4
) A FL) TR TS -2H0L IR , Tt R .

[0539]  'H-NMR (400MHz ,CDC13) 8:1.39-1.94 (14H,m) ,[3.05],3.06 (1H,s) ,3.28-4.08
(10H,m) , [4.45-4.49],4.58-4.62 (1H,m) , [4.82-4.88],4.91-4.97 (1H,m) , [4.58-4.62],
4.99-5.05 (1H,m) , [7.30],7.37 (2H,d, J=8.2Hz) ,7.46 (2H,d, ] =8.0Hz)

[0540]  Z 4461
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[0541]

|
(87 H
7 Segi
. A . o
HO Et0” Y Et0” ™Y :
OH

OTHP OTHP

[0542] 3130022 be (1 (25) —2- (4~ PRFEIRIE) —2- (YA -2H-ME g -2 4 50) 2B, Ak
N30T —F N, 0. 222 F+ 2. ZL 0, F1205 2 v A A AL, TR TSR SR = N it
P2/ 30551 . 28R Z B K I B S R TR B0 A HLZ 2 5, H Tmo 1 /L &k B AN A
FACENKIE AR IR e, SR I FHTG KR BR A 452 o W 18 TR0 28 TRRR 25, A5 BRI R ) H
RERE AR 3 [ s 2R LG : CbE=10:90] 4lifk , 15321259 72 (A (A [ 4

[0543]  [5] 2592 5L ¥ FIr 49 (A (i 44, INO. 222 FF AR B, 2. 02T 5 S AI36 22 7 i FR 2K
WIS — KG9, FEG T IR G0 Z IR T 4080 o KA 2R 2 BRI B S RLVR A4
4 BT 43R A 4 A B BR AN LA ZK VA TR R R R B AL 4 S 5 TS BN VR 7K TR e
B 9 e o /K IR BR B T8 o VA VR 28 TR 25, A5 B B ) R A €2 A B VAR
LR : O bt =15:85] 2lifk , 43 21942 e (I TL A iR

[0544] |5 19452 VA5 B To 4, 20022 3 (2S) —2— (4-FCE AR L) (%) 4 0E) N, 2-—
BN — (P& -2H- L e -2 A0 TR el » 2. 0Z& T+ DY R IR , 2922 S i — - = R L [ 4T
(IT) —& Ak, Fn16 2 e R L AR (1) FRA YD, £ SR EMIKA H TR A0, 222 H7 =2
fi& , I B TS VR A WAE A R R T BERR40 738 . K 2R 2 BRI B R BVR B
I HAgpHA6mol /LER R Y8 5 22 4 AHLZ 78, FISEAL AN AT KIS GR35, 8 I FH G /K
AN TR o 0 TR0 e 28 TR 25, A5 B (00 B3 A 4 FH R A 2wl 8 i ¥R s TR - &5 = 15
8514tk , 13 22592 37, (2S) —2— ((4- ((4- ((1S) —2-Z A F -1 -FaFL 2. 3E) TRIL) e Ik) R H
P ) () 4 ) -N, 2- I N — (DY 45— 2H- Ak R — 2 J5 480 255 TR — Wk i g 8 £ YA A R [
(L

[0545]  'H-NMR (400MHz,CDCl13) 6:1.21-1.30 (3H,m) ,1.51-1.70 (3H,m) ,1.74-1.92 (3H,m) ,
[1.82],1.83(3H,s),2.82-2.91 (4H,m) ,[3.17],3.20 (3H,s) ,3.38-3.46 (1H,m) ,3.52-3.70
(4H,m) ,3.83-4.08 (1H,m) ,4.88-4.95 (1H,m) ,4.95-5.03 (1H,m) ,7.39 (2H,d, J=8. 1Hz) ,
7.50 (2H,d,J=8.3Hz) ,7.52 (2H,dd,J=7.8,2.7Hz) ,7.58 (2H,d,J=8.3Hz) , [6.96-7.03],
7.61-7.67 (1H,m) , [10.08],10.50 (1H, s)

[0546] & 4j62
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[0547]

o7
’ OH less polar
\ 2 [N —
6THP OTHP OTHP )\D/

3(0 polar
[0548]  [H]6162&5a [ (2S) —2- (4= R IETRIL) —2— (YA -2H- b g -2 L 5 0L) 1% ,6.5%
FE S F 0. 4122501 - F -2 U S NI -N-SE A, 292 e AL AR, 3922 v U IE T AR
T, 3. 32 FH I BR R AN K ML TR A0, VKA E1TR IINA L 022 FH 19 TR SR A 7K 74 VLR
5. SEEFH IR BREN KA TR » T BT A3 VR A WD AE AR R IR BE T 3EAT L/INE 3040 B it o 1) [ BLVR A5
PN, 1225 1 - B B -2- U R & NI -N-2 404 1 Fr 3R S 5 #3098, AR 5 2.0
ZEFH IR A BN KIS R 2 . 822 FH I BN A VA TR IR 1, K B3 R A Wk /N o 1) Je
IR AP N2 . 0ZE T+ 7 SR AN /K IS TR N2 . SZETH K B BR AN /K TE T, 45 I AR S M it B
309351, SR JE TN ERACHR B2 AN ) vl ALK VB VRO 2R 2 B8 B A HL 0, &AL AN R K 7
TRBES , IR 5 FATE KR BB T8 o 0 VA TR 28 TR, 3RS 476 2 b i B iR o

[0549] ] BT 3RAS A 2 iR AT6 22 5 RS 02 FH DY AR TR S, A AT, 1B
65°C R I3 3% AL EERT 2.k Lmo 1 /LI VAR 1 T A3 TR A W 11 30 43 o 1) S BE
RAEYH, N . 6 2+ F L IRALBEAE LT B LR 7R/ FHE R, FF B AR A W e 1/
I o — R A AL B KB UM B S BIR A , FERAS 2 TR 49 i 6mo 1 /L2512
A HGHHLZE D5, Flmo | /L &R R AL AN G A K VA IR IR Wik » 3R S T TS AT R AT 08
VA FLE D T 28 T, 19 21 3 A IR

[0550]  [a] 75 B ) 25 A R AR INNO . B2 T FR S, 5. 022 FF — 50 2 M195 22 v o) FR %
WAL — 7K G4, FEHG A IR A /e I N BRE3 /N o = BRI B REVR A9,
W PSR A ) IR BR S AN AT 7K I W R R0 A L 73 B8, AN R KIS R e 5%, I8 5
PTG /KB PR A 15 o -V 70 ok s 28 TR s, SR 15-460mg 1) 28 8 YRR YY) o

[0551]  [514602 b0 T4 25 CaHeIRY , NG L 0% FF & F bE, 0. 92 T+ — F A L T e Al
952 S A F KT R — KA, I TS IR A R =R T IR 155 Bl 2B 2. B AT
B S SR AV, I TSR A DR BR S AN TR K TV RN K A WL 43 8 B ZK R
FACAN K IE AR IR B, SR I FHIG KR BR AN 457 o W 18 7R 080k 28 1RFR 25, A3 211 B m ) H
Tk B A (R JBRVR s 2Tk : e =0:100—4:96] 44k, 15517922 57 (4S,5R) —4- (42, Fe ik
ORE) =2,2,5- = -1, 3- RN B EHPIR 27922 5T (4S,5S) —4- (4- L BRI
) -2,2,5-=H -1, 3-H IR, HEAHIRY .

[0552]  (4S,5R) ~4- (4-Z BN R) -2, 2,5 =H JE-1, 3- 4 R

[0553]  'H-NMR (400MHz ,CDC13) 6:1.29 (3H,d,J=6.1Hz) ,1.52 (3H,s) ,1.55 (3H,s) ,3.08
(1H,s) ,3.79-3.85 (1H,m) ,4.46 (1H,d,J=8.3Hz) ,7.34 (2H,d,J=7.3Hz) ,7.49 (2H,d,]=
8.0Hz)

[0854]  (4S,5S) —4- (A-LRFEIRIE) 2,2, 5-=H HE-1, 3- 4RI
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[0555] 1H—NMR(4OOMHZ,CDC13)8:0.79(3H,d,J==6.6HZ),1.46(3H,s),1.63(3H,s),3.07
(14,s) ,4.53-4.60 (1H,m) ,5.18 (1H,d,J=6.8Hz) ,7.25(2H,d,J=8.5Hz) ,7.46-7.49 (2H,
m)

[0556]  Z1563

[0557] YN
,Nqo OH
[0558]  [m]297Z& 5 (4S,5S) —4- (U-LBRFETREL) -2, 2 5= H-1,3- K, 0. 32 FAF
FEAI3. 0 S H LR G, 7R 0KV Z R NN, 7822y R i — /K54, 3644 pr 5
TRA R I3/ 30408 o L8R L EEAIZK MBI [ SRR A0, JF4 Fr S R A9 H
R R S AN A AV VB N KA HILE 3 B FHIG TR 8 A ) VA AR 7K I8 V0P S A B0V AR 7K T
Beidk » Z Ja A HLE G oK BRER BN 5% o VA 71 ek B 28 18R 25, 143 B R M) Ak A £
T (P s LR B : Tkt =65:351 4140, 13 21812 e [ (1S, 2S) —1- (U-ZFRFRIE) T
fi-1,2- 1%, N Ry .

[0559]  'H-NMR (400MHz,CDC13) 8:1.06 (3H,d,J=6.6Hz) ,1.84 (1H,d,J=1.8Hz) ,2.35-
2.40 (1H,m) ,3.08 (1H,s) ,4.01-4.05 (1H,m) ,4.71-4.73 (1H,m) ,7.33 (2H,d, J=8. 1Hz) ,
7.49 (2H,d,J=8.3Hz)

[0560]  ZZE {64

[0561]

[0562]  [A] 17925 (4S,5R) —4— (U-Z FRFERIL) -2, 2, 5-=H J-1 , 3- 4 0, 2. 02
F+FE B FN46 2 w0 F ORI IR — KA, X TR G /e = T P k6 /i) o 2 1R 2. g Al
KN BRI S, 64 T3V -6 4 F ik B S AN A K S BOh A A HLZE 72 5 Bk
T S A P AR 7K VBRI S A A L T 7R T R TR e 8% 5 A8 T PTG AR T R N T 18 o 55 2 7)Yk
AR 25, 0 15 B R AR ) A A 51 DI LR LB : C e =65:35] 24k, 43 31122
£ 1) (1S, 2R) —1- (4- LRI IRIE) TR bE-1, 2- 8%, NI PIRY)

[0563]  'H-NMR (400MHz ,CDC13) 6:1.08 (3H,d, J=6.1Hz) ,2.33 (1H,d, J=3.6Hz) ,2.61 (1H,
d,J=3.4Hz) ,3.08 (1H,s) ,3.82-3.86 (1H,m) ,4.39-4.41 (1H,m) ,7.32 (2H,d, J=8.0Hz) ,
7.49 (2H,d,J=8.3Hz)

[0564] = 1465

~

w_-Br /
[0565] ‘ - )
HO™ ™ HO ™S HO™ N SN
OH OH

OH
[0566]  [A]757Zvi1— (A—P2RIE) TH—1,4- —F, 9% i — U T VU R MIER £, In N6
o AL R (1), 52 s I EALEE () S =K &W, 3. T2 VU R 3 2, —f%, f10. 81 ZF =7
FE R B L 2 B TR IR S AEST CHERES /NI 303 o 18] S MRS )P, N4 2 78 =
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BUT HESEVU SER EL , 322 v MUAL AR (1) , 3= e & ALEE (1D B = K &9, fl0. 17T=Z2H =75 A
R 200, 3 B RIS M AE P BE85 C TR 27N 1543 I i SETR S A H) L TN
LR 2 B AN E A B AR IR, ¥ B3 BIR S RIS h A B A HLUZE 988, SR 5
KR BN 152 o 15 VR S Z8 TR 25 A3 BRI AR R ) R R (i [ s R O T <
Jt=235:65—40:60] 2lifk , £33 7152 50 2 R

[0567]  [H] 7152 50 BT A8 H0 & (IR Y) , INNT L 122 FF DY S BRI A2 A2 FH A DY IE T FEm Ak
B 1 BEOR /LI VU SR VA, FER BT 8 VR A AR 25 IEHE30 0 81 o K A28 2 B N )
MAREGY, It HpHHemol /LERER AT E4. 1 B A HED B, B KEH 2 5%
WG ANZ S FERE I 98 Ja FITC KR ER B 5 o v 71 ek & 728 TR 25 1S 13 B Ak
Yy IR B AE (i [HE i s LR LB : Cht=60:40—100: 0] 414k , 3 232722 51— (4-Z b it
R Tow-1,4- B, A EAFEE.,

[0568]  'H-NMR (400MHz,CDC13) 6:1.62-1.75 (2H,m) ,1.83-1.88 (2H,m) ,3.06 (1H,s) ,3.66—
3.75(2H,m) ,4.74-4.77 (1H,m) ,7.32 (2H,d, J=8.1Hz) ,7.48 (2H,d, J=8.3Hz)

[0569] = 14l66

[0570]

[0571]  [a1251 2 01— (4-Z BRI ER) T -1, 4- %, 30022 L (2S) —2— ((4-M 2R F
) (L) &) -N, 2- —F 3E-N-"— (JU S —2H-nth g -2 4800 T Bk RG , 422 e ) —-=2F
AR (1D &4k, 222 SE R AR (1) , A3 . 022 T DU SUWe I (19 1R &4, ZEDKYA J R NN
0.67ZF = 0 ¥ TR &V AEAHIFRE S N H0FE LN o SUA R (1) R R K VRN 20 B8 < 1B
IR BVRA D, I HopH A ELER 15 26 1 A HLE 785, S8 5 F TS K BRER Bl T
W o W TR R IS 28 VR 25, W A9 B 0 B A W PR M A € i [ M AR TR - &40 = 40:60—45:
551404k, 1533942 7 (25) —2— ((4— ((4— (1,4- " HET ) R EL) 26D ZEREL L) ()
AHL) N, 2- T HFE-N - (T A -2H-E i -2 L S 0h) T R kR e A

[0572]  'H-NMR (400MHz,CDCl13) 6:1.45-1.61 (3H,m) ,1.62-1.75 (2H,m) ,1.78-1.92 (5H,m) ,
[1.81],1.82(3H,s),[2.85],2.86 (3H,d,J=3.8Hz) ,[3.17],3.20 3H,s) ,[3.52-3.61],
3.63-3.72(1H,m) ,3.67-3.78 (2H,m) , [3.83-3.93],3.97-4.07 (1H,m) ,4.73-4.83 (1H,m) ,
[4.94-4.98],4.98-5.04 (1H,m) ,7.36 (2H,d, J=8.0Hz) ,7.47-7.61 (6H,m) , [6.97-7.03],
7.61-7.65(1H,m) ,[10.10],10.51 (1H,s)

[0573] = {hl67
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[0574]

e - <1 |

[0575] LA 5ZHHI39HAHA A T3, A8TLZZ5E (IR) —1- (4= (= R IR REFEIE) ZbRIE)
KHE) FbE-1,3- B, 1R 2151922 7 i (3R) —3- (4—ZHREETR ) —3— (P S - 2H- Mg -2 4
H) -1 -2 , N HRY .

[0576]  'H-NMR (400MHz,CDC13) 8:1.46-1.60 (4H,m) ,1.66-1.73 (1H,m) ,1.77-1.85 (1H,m) ,
1.90-2.00 (2H,m) ,2.88 (1H,s) , [3.06],3.07 (1H,s) ,3.48-3.57 (1H,m) ,3.74-3.77 (1H,m) ,
[3.62-3.70],3.85-3.89 (1H,m) , [3.26-3.31],3.94-3.99 (1H,m) , [4.36-4.38] ,4.94-4.98
(1H,m) ,4.82-4.87 (1H,m) , [7.28],7.34 (2H,d, ] =8.6Hz) ,7.47 (2H,dd, ] =8.3,2.0Hz)

[0577] %1568
[0578]  How A [ Meo\/\_,g%

OTHP OTHP
[0579] DL 5ZHEF140 AH RN 1) 77 70, MBS 1922 5 (3R) —3- (4-Z Btk o Ak) -3 (DY & -2H-Mlk
I —2-J 4R ) TR -1 -1, 15313222 702119 (((IR) —1- (4-Z R HL) -3-HH L i) H L)
VU S —2H-RENE , 9 iR o
[0580]  'H-NMR (400MHz ,CDC13) 8:1.38-1.94 (7H,m) ,1.99-2.14 (1H,m) , [3.05],3.06 (1H,
s),3.22-3.57 (6H,m) ,3.86-3.96 (1H,m) , [4.38-4.40] ,4.79-4.80 (1H,m) , [4.71-4.74],
4.83-4.87 (1H,m) ,7.25-7.37 (2H,m) ,7.44-7.50 (2H,m)
[0581]  ZZ%1469

|
O NH
2 H
4 ’ ;(N"OTHP
[0582] /@)‘\1 TOTHP  + —_— A o

OTHP

OTHP

[0583]  [A]3222 52— (((IR) —1- (4-Z R IE IR L) —3-F A B T Ak) S 0E) DY -2H-1L g , 2.6
ZEFH VY SR , 2602 S I (29) —2- ((A-TOR FF e ) (FR L) 20 8) N, 2- N - (U & -
2H-ME M -2~ A 2) TR WM, 3728 5 () - = R B4 (1) &4k, Fl20mg LAk 4 (1) 11
IREW, LUK HR IO 592 = 2 i, I FrfS IR & W76 AH R T 45430 43 &AL
B AR IS A 28 B8 N B BV A, 3F B pH A SRR 75 6. 8 A HLE
A3 SR P TE /KT B B0 T 458 o 4 2 )R 28 TR 25 5 143 B B Bk AR ) R R e e €3 [ I
Vs TR - G045 = 10:90] 44k, , 15 584532 78 (2S) —2— ((4— ((4— ((1R) —3-H 4 FE-1- (JU A —2H-
ML -2~ A ) TRIAR) R ES) 2 ) DR AR L) (FRS) U0E) -N, 2- R BN - (P & 211tk
W —2- L4 0 T ek, At [ A

[0584]  'H-NMR (400MHz ,CDC13) 6:1.39-1.75 (9H,m) ,1.75-1.96 (4H,m) , [1.81],1.82 (3H,
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s),2.02-2.19 (1H,m) ,2.83-2.90 (3H,m) , [3.17],3.20 (3H,s) ,3.23-3.41 (1H,m) , [3.31],
3.33(3H,s) ,3.43-3.61 (3H,m) ,[3.63-3.71],3.83-3.96 (1H,m) , [3.83-3.96],3.96-4.07
(1H,m) ,[4.40-4.44],4.80-4.83 (1H,m) , [4.72-4.79],4.85-4.91 (1H,m) , [4.95-4.98],
4.98-5.03 (1H,m) ,[7.31],7.38(2H,d,J=8.3Hz) ,7.48-7.54 (4H,m) ,7.57 (2H,d,]J=
8.3Hz) ,[6.96-7.03],7.61-7.66 (1H,m) ,[10.08],10.49 (1H, s)

[0585]  Z%4i70

1 |
[0586] 013/0“ * B_r\/©/ - OD,Ox/O/

[0587] (11122 PO e 38 ] e -3 -8, SEEFIN, N- 2 F R FF B flse , 144528 54—l R 22 R Y
RAW AR T MK ETR I 5 120mg iR ZALBA 1160 26 (KA PS5, 4 T A IR &
WD AE A AR 2 T B0 LN o KA 2R 2 BRI\ B s BV 45 W v, 9F K 43 2 (198 & 1
6mo 1 /LERIR P A KA LR 7 1, FIK A AL BT A K I e I » S8 LTS /KR BR A T
R TR s 2 TR B 25 R A B B A R AR RO A 63 LR IRV s IR 4B - LB =20:80] 46
6, 13214002 3 93— ((U-RILFRIE) S00E) SHR30 T e, A Gl

[0588]  'H-NMR (400MHz ,CDC13) 8:4.39 (2H,s) ,4.59-4.66 (3H,m) ,4.69-4.77 (2H,m) ,7.08
(2H,d,J=8.0Hz) ,7.69 (2H,d,J=8.3Hz)

[0589]  ZH 471

[0590] [ :( g 'S ol ;., \/@j
ol:fo i oljo ' o’j’o
[05911  DA5 2411 b A IE G 7 20, 40022 35 1) 3— ((4-RLS 3) 43 0 2430 T Je , 195
19922 S 13- (U~ BB IE) S08) SR T 5, N iR
[0592]  'H-NMR (400MHz ,CDC13)6:3.08(1H,s) ,4.45 (2H,s) ,4.60-4.69 (3H,m) ,4.69-4.77
(2H,m) ,7.29 (2H,d,J=8.0Hz) ,7.48 (2H,d,J=8.1Hz)
[0593] S 472
[0594]

o _
H A A
o N;(N‘OTHP + \/O/—-
,/O)L' o °
O A
i
[0595]  LA-5ZH 2t AHIF 7 2K, 19928 i i3 — ((A-ZbhIk ) S 0k) S 30T S Al
120mg ¥ (28) —2- ((4-ZR F B 2L) (1) &) N, 2-— —HBE-N” - (DU S -20-HE g -2- L 4
) A B A3 B114022 50 10 (25) N, 2- —H Jk-0— (R (4- (- (GRS A -3 -2 )
H) REL) L) R L) SR N - (VY -2H-AE -2 R R) TR G R (AR
[ 42 o
[0596]  'H-NMR (400MHz,CDC13) 8:1.51-1.72 (3H,m) ,1.82-1.94 (3H,m) , [1.82],1.83 (3H,
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s),2.82-2.91(3H,m) ,[3.17],3.20(3H,s) ,3.51-3.71 (1H,m) ,3.82-4.08 (1H,m) ,4.47 (2H,
s),4.61-4.71 (3H,m) ,4.71-4.81 (2H,m) ,4.91-5.06 (1H,m) ,7.34 (2H,d, J=8.0Hz) ,7.49-
7.56 (4H,m) ,7.58 (2H,d,J=8.3Hz) ,[6.96-7.03],7.61-7.69 (1H,m) ,[10.08],10.50 (1H,
s)

[0597] =473

AN Br pr Br
[0598] — Meo\/\/@/

[0599]  [H]6.02%¢ (2E) —3— (4-¥R IR IL) —2- TR M —1-F% , 27 22+ VAR, RI3 . 1 227t A Lt
FIRA P, FE VKR AR IO 14 S AR 1 A3 IR S AE = 0 T B e 27Nk 30438
5] SONTR S, TN L. 04 5L S A AL BIRN0 . S T+ FF LAt , K AR I TR S48 = I8 N
4555 G A I B S SR A0 BrpHHemo 1 /LR R V35 226 .5, SR G I\ 2. BR ZL B FIK
BANE DS, SRR IS B S8 5 O KR IR 6 152 o oV TR s 28 TR 25
325,478 1R -4- ((1E) -3-H A - 1-T - 1-58) 28, i Bl 44

[0600]  'H-NMR (400MHz ,CDC1s) 6:3.39 (3H,s) ,4.04-4.13 (2H,m) ,6.27 (1H,dt,J=15.8,
5.8Hz) ,6.55(1H,d,J=16.1Hz) ,7.24 (2H,d,J=8.6Hz) ,7.43 (2H,d, J=8.6Hz)

[0601]  ZZE 474

[0602]

MeQ

[0603] (5672 F1-¥R4- ((1E) -3-F A - 1-T M —1-08) 2K, 1752 v - = 2R JE 4T (11)
AR, 952 AL (1) ,6. 02T+ ZBRIE T BR, A1 . 9622+ = 57 TR 3L R ik e 3 2 ok 1) VR
AW AR TR NI AZF =, I AR IR A VAL B T B L/INRF 3043 o 18] 2
REVRAYIR , INNSTZETLR - = R LA (1) — &b, 48 i L W4, 1. T2 T =5
PR TR b, AL 022 = 2 i, IR TR S AL [ S S HE L/ 30934 412 &
0, A S A B KA RO B I BB A W, K pH A Imo 1 /L#h BRI 35 %26 .6, SR G A
Celpure, JEREAEYINE 2 HGIEMEIA VLZ 05, SR K I TREE 5 S8 5 oK
PR T8 o s )R 28 TR 25 T A3 B SR AR ) PR e A € 0% (e IR VA s U T : e =4:96
—6:94] 4lifk,, 1538372 TT B (IR

[0604] a1 759 B (1) 25 (13 , 4. 0O FH VY ARG 0 . 23 2 F+ Z R IKTR 590, fEUKA HI R I
3. 8ZEFHH Y 1E T FEFAL B ¥ VY S5 PR Lmo 1/ LI I, I3 HLG BT A8 00 1R A A8 = I8 Rtk
NS 3040 B o [R) SRITR AR, N2 . 02T+ B PY AE T Stk 4 1 BE IR /DY A R G VA T, IF
HAg BT AR A A 0 S BEEE LN o SR B MRV URT 2L NN 2 e BLVR A, I
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HoAFpH AT Imo 1 /LR B 22 K5 A HILIZ 73 B FHSRAL BN LR ACIR Mt 35 » 28 T FH K R
BT GV NI 28 T, SR1F 43022 PO s PR o

[0605]  [14302& 7oA 2UH) B PR, 1. 52 FH DU IR, 15222 7 Y (28) —2- (4R
Bk JE) (FFAR) &) -N, 2- T E-N — (TS -2H-HE g -2 B AU TR Bk, 222230 1) - =
SRFEPRAL (1) ALY, A 222 se O LR (1) BOIR &9, 78 BURURR T SOk BRI
0.43%FF = L%, FH s iR & WIAE ARG E T BEFE LN AL R R TSRO 2.2 2
B ONNBI S REE A 4, 3F B pH T Imo 1/LER BRI AT 26 . 4 A HLZ 701, F &AL Bt A
TRTEBE R e P BR BB 5% o R T R s 2 TR R 25 5 545 2 B0 B A 0 Pk P £ 72
(BRI s PR - /45 = 10:90—20:80] ik, 13 212302238 (25) —2- ((4- (4= ((UE) -3-F K
He-1-TAM- 1 2E0) ZR3E) ZHIE) R R BLIE) (FF 2) @28) N, 2- — F N - (VY S -2H- Wk -
2-HLEAL) TH BN AE C i IACIR ] s

[0606]  "H-NMR (400MHz ,CDC13) 8:1.49-1.68 (3H,m) ,1.74-1.90 (3H,m) , [1.81],1.82 (3H,
s),[2.85],2.86 (3H,d,J=4.0Hz) , [3.17],3.20 (3H,s) ,3.41 (3H,s) , [3.53-3.60] ,3.63-
3.72 (1H,m) , [3.84-3.92],3.98-4.06 (1H,m) ,4.09-4.14 (2H,m) ,4.94-5.02 (1H,m) ,6.29~
6.39 (1H,m) ,6.61 (1H,d,J=15.8Hz) ,7.38 2H,d,J=8.3Hz) ,7.44-7.54 (4H,m) ,7.57 (2H,
d,J=7.8Hz) ,[6.97-7.03],7.62-7.71 (1H,m) , [10.08] ,10.50 (1H,s)

[0607] 475
MeO Y i HO ¥
OH OH

[0609]  K56.0ZEFF VY ARG NN 92Z 7T (S) — () —2—-F SE-CBS-w& MR Bl e vA v, R i 7
KA HTN LN N0 . 95 [ 4— (- 2R 3E) -4 40T IR £ BRAE 3 . SmL IR VY S KR H 1) 15 TR
3. bZEFH I BT - VY R 25 S ) A2 DU SRR 0 L 95 BE SR /LKL, FE 1 Fr AR TR &4
FEZR N IR/ o 18] S BZVER S W, 8. 022 FH AR IR ' Lmo 1/ LI ZK V&MU » S8 J5 T &
Tk o A ALE 5, S AN I AV IROEE 5%, IR e P TC 7K B B AT o 6 3 77 el 1 2% TR B
5 K1 BRI B AR W) PR B A €3 (Wi B8 215 : © e =50:50] 24k , 13 31580 % b 11
TR -

[0610]  [\I5712 7SR T EHRY), IS . T2F L, F:345 Fr i3 IR B W E VKA 217 6t
FE ARG 7EAH R L FE NN 160 22 SE S AL ANTE T8, S8 ool BT A3 IR A 70 2 3 T B2/ ik
30531 o 4 S SR BB 20 2 FH KoK, FRR AR BIRR S FI3BE IR /LER IR TR A 1R &
BRI B R BVR A YDA 53 B A WLE AL Z T KR BR AN T IR 5 5 9 7)ok 1 2817
B 2 SR G453 BB S R ) P TEE IR AT: €03 DHE VR s 1R B - © Je =50:50—75: 25] 4k,
2315152 3¢ (IR) —1- A—¥RIKHL) T -1, 4- B, AL HIRY) .

[0611]  'H-NMR (400MHz,CDC13) 8:1.57—1.74 (2H,m) ,1.78-1.87 (2H,m) ,3.60-3.76 (2H,m) ,
4.66-4.73 (1H,m) ,7.20-7.26 (2H,m) ,7.43-7.49 (2H,m)

[0612] & {376

[0608]
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~A
[0613] . Br_- ):* y 4
HO N N HO' Ny HO e
OH OH OH

[0614] (13652 7L (IR) —1- (=R 755E) T Fi-1,4-EEH A, 4. 32 5 i) =~ T Z:4 1Y
FNER L, 2. 8= L L4, 5. 222 54T (1) BV =K &7, 1 8= FF U B 2, ik,
0. 50ZETT = S I HE Rk Bre e 2, R AR S AE 110 CHERE /N oo e BT A1 A,
TN I8 B AN AR AT R A5 20 08 15 M PSR /R / LIK) £ 1R PR, 8 5 2 B AT AL
Jt o e AL S BRI K T E 1 » 2 T0 K B IR B 5%, R 5 WV 70 s 28 R o 1 45
BRI ERAD b, I3 . BEEFH VY kR AL 6 &+ (9 VY IE T R A 4 1R AR /LIKD DY 80k e v
B IR PR R A WAL = T HEFE30 7B o SR 50 . 228 TR A VY IE T a0 A0 e 9 U S0k e
Imo 1/ LBV BN B S BT G, I8 BT AR 1R A WA =0 T 409 B o /KA 2% 2 B
INE R SR A Wb pHAT3BE /R /LERBR V1T 4.5, SR 5 o BE A B A HLz &AL Bl
AR TR I » FF 2R e 2T B BB T o 7 T 7R s 28 TR SR 25 5 45 21 (10 e ) PO
8 [P SR LB Tt =67:33—100: 0] 44k, 43328222 30 (IR) —1- (4-Z BRFEZRIE)
ThE-1,4- TR, A B R,

[0615]  'H-NMR (400MHz ,CDC13) 6:1.59-1.77 (2H,m) ,1.80-1.90 (2H,m) ,3.06 (1H,s) ,3.63-
3.78 (2H,m) ,4.75 (1H,dd,J=7.1,5.6Hz) ,7.29-7.35 (2H,m) ,7.44-7.51 (2H,m)

[0616]  Z& 477

g o NS Sy o o
HO™ NN 0" MeQ” X MeO

OTHP OTHP OTHP

R /\/v‘/
HO 7 ._;_ )
OH

[0618]  []800ZE Fil (2S) —2— (4-Z JFEIR L) —2- (Y& —2H-ME g -2 4 5E) B2, I
8.0 & P i, 628 i AR IR AN AN L. 793 8 — 5 T =it (periodinane) , 345 fr 3
[FVR A AE I T BERE L/INEF B BR SV IK K VA R 2R N B S RETR A 4 b R 5 — B
AIRER N K IR I B SR S, 3545 AT ) BE H A5 AHLZ 4 85, TS KB IR 8%
T, SR TV Rk 28 TR R AR B R AR M, IO 1022 &R e 2. 1758 28 (=
RIEE) B8 B, IR ITARIR A IAE I R R 2/ N o R Z BRI B R RLVR A
1, A NLE AN Z A TC KRB EE T, S8 5 R 7980 2808 3t o B 43 B 1 B R )
TSR (3 (e 2R 2R : O fe = 14:86—20:80] 4lifk,, 133801 2 7o 1% & (A iR
[0619] )61 12 5e 19 2 K% 5 O eIR Y, ING . L 2 F FR B RN 77 22 vl 6 R R IR — /K &
W, 390G AR08 A AR I N IR LN . 2B S ER IR R BB S, B TR R &
) FH T B S BN VL AR AV B R R o AT L2 43 5 5 SR i T TS 7K R 5 T o -V 51198 e 28 TR
2, 13 BRI R A FRE R AR i (Ve IR s LR 4B : C 5t =67:33—80:20] 41k, 15 3
450mg [ Tt SR o

[0617]
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[0620]  [A]450Z& 50 FT4S () B (o yie Ry, IO 13, 022 FF — S 4, IS T8 IR & 7E 2SR
TAEZE-60C ARG, fEAHFNRE T Hne . 52 — 5 T AEEM St imol /LKA 1
BT A3 9R A A MR B R BERE LN o ) S B2 YR A4, 70 A [F) IR R o . 41 2 F- A —
ST AERRAE O R I LBE R/ LSS Fa BT A3 VR A MDA A R B R PR 3043 o o I B
TREY A CTERRE , N BHg R Sh 0 A KA 15 IS IR A R =I5 I H40 081, A8 S
HEI A AR B, KRR EE T, SR 5 RS s 28 18 3 IS 13 2 5 R H
Pk A Rl [0 JBEV s TR S5 =9:91—17:83] 4lifk , 15 2129028 5% (1R, 2E) —1- (4-Z, fe it
RHL) T 2R 4- T R E AR .

[0621]  'H-NMR (400MHz,CDC13) 6:1.42 (1H,t,J=5.8Hz) ,2.02 (1H,t,J=3.7Hz) ,3.07 (1H,
s),4.15-4.22 (2H,m) ,5.22-5.27 (1H,m) ,5.90-5.95 (2H,m) ,7.30-7.37 (2H,m) ,7.45-7.52

(2H,m)
N‘OTHP_. /@i I(N\
g

[0622]  ZZE4578

[0624]  DAAHFEIG 7 RSS2l 164, MT00ZZ 5o (2S) —2—- ((A-MZE FF 3L (L) &
H) N, 2- " H N - (A -2H-THE IR -2 - FE A8 0E) TR e A% , 49 214202 v 1 (2S) -N-F2 5%~
2- ((A-WE PR IE) (FF AR S0 -N7, 2- R TN —BERG , HoONEE (R [ 4

[0625]  'H-NMR (400MHz,CDC13) 6:1.79 (3H,s) ,2.83 (3H,d,J=4.9Hz) ,3.15(3H,s) ,6.84
(1H,s) ,7.24 (2H,d,J=8.3Hz) ,7.78 (2H,d,J=8.6Hz) ,10.52 (1H, s)

[0626]  SEjififs1

[0627]

[0623]

|
O »NH
o n
N“z™NY" "OH
(o]

|
Ou NH
LA
"Ny COTHP 7 i
=4 S—— ] |

HO/\'/O“‘. »

HO"\IO

[0628]  [A]1232& 32 (2S) —2- (4~ ((4- (-2 FE L FE) FIE) JRHL) 2 5 JE) R BEIE) (F
H) B ) N, 2- I FEE-N - (U S -20-nh i -2 40 0E) T MG, DN L. 222 TR, 4- N
TR0 602 F+ 1 BE R /LI BR BRIK I WL 354 PSR S 076 2 I T 9 HE L/ 304 B o 1R &
BEAIACIMA B S SHRA P G EHLE 8, IERKE TR CERAR B =R A HLZ AR
BURA I » AN AN KV G % SR e T /K R R A 05 o K 7RI el & 28 TR bR 25 5 15 45
BRI B AR PR B AE (vl [ B0V s I - U0 =6 : 94K il , 3 257 2 Sl s A 44 . 4,12
BEANTPE AR e, g [ 444 i o i g fie £, 19 31147 22 v (29) N-#2E-2- ((4- ((4- (%2
FECEAR) B TR B ) R B (L) L) N 2- R RR-TR  i,  ffE]
(8
[0629]  'H-NMR (400MHz,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.57-3.59 (2H,
m) ,3.70-3.72 (2H,m) ,4.58 (2H,s) ,7.40 (2H,d, J=8.0Hz) ,7.51-7.62 (6H,m) ;MS (ESI) :476
[M+Na]*,453 [M-H]~
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[0630]  SLjiifsi]2
[0631]

[0632] m94%»?£ (28) —2- (4= ((4- (((2,2-—F k-1, 3- =4k ke—4-3E) B4 L) D)
ORIE) BRI KRB L) (AR &) N, 2- —H AN - (DY & -2H-ME i -2 A0 50) TR Bk
&, IMNO. 97T ZF+1,4- 5 N0 94 2 FF 1 BE R /LI BR R KA W, I S IR A e =5
TR LN 304 B ] S SUVR AN, 0. 3222 FF 1 EE SR/ FHI R BR /K VAV , B T 1SR &
MR ZE I BEFE LN 30938 o 0 BR ZBE AT KON B RTR A 0 A HLE 95 S ALY
IABKIE , I BB KE B CBEZE BRI A LA B A I, @A R K I
TRBE SR e FTE AR BRI o 6 V& TR 980 28 TR S 25, 945 B BR AR W PR A 23 [t
JR AL s BRI - G =8:92—10:90] 44t , 43 2| 3 Al K91 22 38 . R L BR A TPEINA L o
[ A2 5 o o S L R BT IZE TR (2S) —2- (- ((4- (2, 3- R JE TR AE) L) 25 30)
2 ) SR L) (FF L) G L) -N-JR N, 20— FR TR R v R [ A

[0633]  'H-NMR (600MHz ,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H, s) , 3.48-3.63 (4H,
m) ,3.77-3.83 (1H,m) ,4.58 (2H,s) ,7.39 (2H,d, J=8.4Hz) ,7.52 (2H,d, J=8.2Hz) ,7.56
(2H,d,J=8.5Hz) ,7.61 (2H,d, J=8.4Hz) ;MS (ESI) :506 [M+Na] ", 482 [M-H]

[0634]  sCiafs13

[0635]

OH .
[0636]  [A]140mg (2S) —2— (4= (4= (1,2-=F2H 2. 0k) KL 2 ) R R B AL) (L) &
H) N, 2- RN - (P& -2H-ME I -2 AU E) T e i, IO . T2 F+1, 4- 5 N M
0.8Z&F+ 1R /R /LI IR BR /K VAW, FF 45 T AR IR A /e I N P2/t 412 B8 , KA AL
BN BZ % SR G0, 35 B [ 444 Bt iy e s A ALz a3, 3R K=
T8 CBRAE IR =K R BAEY) BT A N2, 22O A AR — S, S8 S5 1 18 70 ek R 28 T
HE A3 B0 0 B A W Pk FEAR € % (R MR s TP B < 0401 = 10:90—15: 851 44k, , 73 31| 1) 25 £ [8] 446
1132250 « L PR L BRANTPE AN Forbr , 5 [ 44 it i R WA 4R , 13 B 75 22 50 i) (29) —2- ((4-
(-, 2- =g gk o 0k R IE) 2 fuh) DR IL) (L) &) -N-B 0 -N  2- R -
B i , Ry i ] 4

[0637]  'H-NMR (400MHz,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.56-3.67 (2H,
m) ,4.67-4.73 (1H,m) ,7.41 (2H,d,J=8.1Hz) ,7.51 (2H,d,J=8.3Hz) ,7.53-7.63 (4H,m) ;MS
(ESI) :462[M+Na]*,438 [M-H]~
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[0638]  sjiifhl4
| |
O NH O NH
‘ H Y wu
NTZ NeoTHP NN TOH
| o - e [} o
| o
/ﬂ‘o’\\/o- ' ’JLO’“\/O

[0639]

[0640] A 144255 2- ((4- (A= ((FHE (1S) -1-FE-2- (FRAER) 2-FMR-1- (WA~
2H-E g -2 A ) ZA0E) E) L) 2 AR) PiIL) ORAR) LOBER) SRR L) LEREER I
1521, 4- SN0 . 7522+ LEE IR /LI IR R AK A, FH8 B IR A 0 2= I T L
AN K AN B S REVR A 5 e [ A o i o 3 B USCER R DB A ML 7, AL
BNV R AR VARG » SR e PTG /K IR B A 1058 W v R 26 1B R 25, 1 1R 2l e v W S it
TR SCER AW B & I, IR (A3l (e Vs R B - S =6: 941 K5 il , R 2902 ri w8
[ 44 o £ 1R G BER AN TPE AN He v, B [ 4447 o o ok 8 Ui 4R, 3 876 Z i i 2- ((4- ((4-
(CC(1S) —2- GRHEHL) —1-F H-1- ((F AL AL —2-oxoH8) (L) & 58) Hedit) 78
H) ZpIE) R HE) EIL) CHE RS, N A A

[0641]  'H-NMR (400MHz ,CD30D) 8:1.68 (3H,s) ,1.96 (3H,s) ,2.70 (3H,s) ,3.08 (3H,s) ,
3.60-3.64 (2H,m) ,4.13-4.17 (2H,m) ,4.47-4.51 (2H,m) ,7.29 (2H,d, J=8.5Hz) ,7.45-7.54
(6H,m) ;MS (EST) :518 [M+Na] ", 494 [M-H]"

[0642]  sKiafs15

[0643]

g

0.

|
NH
. H
“INTENY COTHP
v 1 7s FST———
HO™

HO'

[0644]  [a]2052& 78 (2S) —2- ((4- ((4- (21— R AR &) L) RIL) 2
RENERL) (AR &) N, 2- N - (W& -2H-Me g -2 -2 4 00) TA Bkl , N1 . 02
F1,4- 5 NI O£ FH1 BE IR / LIV IR BR /K VL, HE5 T A3 VR A WD AE 25 5 T R 37N o [+
RGN 0. 36 2 FF 1EE IR/ FH IR B 7KV V8, 1 Fr AR A /e = 3 TP FE L/ .
LR R FZK IR R BLR G AR 75, SN ZIKZ , 3F B K = R
CLERFEIUIR A WLE SRR A FF , H IR G AT KRR BN T8 o 1 15 518k 28 1R 2
FEAF BN A W R B At 0 [ I s P B - &0 =5: 951 44k , I N2~ TR BE AN TPE , F- 4% [F]
) I 1 JEUREE , 13 251 22 51 (2S) N-F22E-2- ((4- (4~ (- H-1- REF ) 4
) B DRER) Cf L) DR BEAE) (L) &) N 2- R RR-TA  k,  R TE AA
"H-NMR (400MHz ,CDs0D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.61-3.72 (5H,m) ,4.71
(2H,s) ,7.44 (2H,d,J=8.6Hz) ,7.51 (2H,d,J=8.1Hz) ,7.56 (2H,d, J=8.6Hz) ,7.61 (2H,d,
J=8.6Hz) ;MS (ESI) :506 [M+Na]*,482[M-H]"

[0645]  SEjitifs]6
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|
D #NH

. 0 o
~7 )@)k,\llz Motup
[0646] HO ~F i -0 k

HO
HO

[0647]  []158Z& FE2— (A-Z BRIETRIL) TIbE-1, 3-8, 1502 T (2S) —2— (-l 2K FF Bk
B (PR &) N, 2- —FH-N-"— (Y& -2H-AL I -2 48 JE) T8 —Weh%, 1. 5ZFF YA ik
W, 21 22 7 = 2R R4 (1) &AW, F Z eItk AR (D R AW, AR R
VKA H T IO . 252+ = 21, 5 BT SR & 070 A0 [FIELE R $dR L /N o S AL B 1 L R 7K
VSN B8 B NN B [ BUR A, 3 B pHA Imo 1 /L3R BRI 17 226 A& A HLZ 7555, 7F
WKz R A R A HUZ A HURA I, FH S AR 7K I8 TR e 35 ,ﬁis):)fﬁﬂﬁm?ﬁ
PR BN T8 o WV TR UR R 2 TR 25, AR B I B AR ) PR e A (2 vl [0 B0 A s PRI B = & =

50] ZliAk , 15312062 v v B LR YD o

[0648]  1.0ZFF1,4- S NHAIL . 222 FH 1 BE IR /LR B 7K V& N 311 206 22 5 15 B (1) 4%
TR I TS VR A AR 2R R R LN 3043 o 1) S STR A 0 N, 0. 402
FHUEE IR /FH IR ER KV 1 BT AR A e S35 PR3 /NI o 0 BR 2L R A AN 3] Jse Sz VS
G B ENLE DS EACBIMABIKZ I B K2 48 C B EEBUIR A HLZE A
R A T TSGR KA MR B » SR 5 P T2 KR B 5 o T 7R ek s 78 1 e 25, 0%
13BN AR W) FE A AT (03 (el s B « {7 = 10:90—15:85] 24k, 13 R 3 L6 1 22
o T UG, N 2-TREE R TPE , FF46 [ 444 5 o ok 8l B8 , 19 2452 3 1) (2S) -N-F2 -2~
(U= (U-Q-FBH-1-REFR) o5 775 L) RP B (P /23 N, 2-—H
BTN B, R U A

[0649]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,2.93-3.03 (1H,m) ,3.17 (3H,
s),3.74-3.82 (2H,m) ,3.82-3.90 (2H,m) ,7.30 (2H,d,J=8.0Hz) ,7.49 (2H,d, J=8.3Hz) ,
7.53-7.63 (4H,m) s MS (ESI) :476 [M+Na]",452[M-H]

(0650 ST
[0651]

‘ |
Oa NH
n PR
z “QTHE N“ZY~ TOH
S | o
THPO Ho O .

[0652]  [A]2642& 5 (2S) N, 2- I JE-2— (4L (4- (4~ ((2-F 32— (PU A~ 20T g —2 -3
L) TS B L) JREL) 2B l) R R AL) S0 -N7 - (PY & -2H- ML W -2~ 40 J5) TR —
i, IANT . 321, 4N TR 82 FH 1L R /R /LN AR R KV, IS T IR S A ZEIE T

PEFEL/NE o 2B C BEAK N B R MR AW A HLZ 78, 4K 2 H 2R L BE AR HL
WA WLZEFIRERUR A I, TSN RIS S8 5 P T0 /KB BB 15 o F s 70 sk s 28
TEARR 25 5 T 19 BT 5 A 400 ek B A €00 i (36 MO 5 PRI« %EW? 50:50—70:30] 41k, 153103
£ 00 (1) 2 LA o R CBE AN TPE NN e, 7 ] 44 4 o d et ook i 4, 15 B T4 22 8 1) (29) -
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N=f2 02— ((4- (- (Q-FHE—2-F AR B oR) bR R B (L) 228 -
N, 2- R BT i, Dy ee t0 il 44

[0653]  'H-NMR (400MHz ,CDs0D) §:1.21 (6H,s) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,
4.56-4.62 (2H,m) ,7.39 (2H,d,J=8.6Hz) ,7.52 (2H,d, J=8.5Hz) ,7.56 (2H,d, J=8.6Hz) ,
7.61 (2H,d,J=8.6Hz) ;MS (ESI) :504 [M+Na] ", 480 [M-H]

[0654]  SEjiEfs]8

[0655]

|
ONH

OTHP

Ho’\rQ -
[0656]  [A]1512& 58 (2S) —2— (4= ((4- (((1S) —2—-F2Ha—1-H B 2 5 ) H AL R EE) 4 hs)
FREEEEL) (L) &) N, 2- “HFE-N' - (P& -20-IL g 238 458 TH B, In 1. 52
FHIL, 4- 5 ST A0 T8 22 FF L BE /R /LI B B 7K I VR, 4G AR A B = I T HedkE 1/
I o 2 B8 2B , K ANE AL NN B R SUVR A 4 FF BB [ AR47 o i pe i B2 o 98
I HLE 785 SR8 Ja FHTC KR RN T o 1V 7098 e 28 TR 25, o S IR BB INNA B AR
W, Ik 1 e AR o, K ] A ) o 3k ack BB , 43 BI5T 2 TR (2S) -N-F Ak -2
((4= (- ((AS) —2-Fdk-1-H R 2 AR 2L 8L ) SR AL (R L) &) N7,
2- T RRE-TA B , A B AAR

[0657]  'H-NMR (400MHz ,CDs0D) 6:1.17 (3H,d,J=6.1Hz) ,1.77 (3H,s) ,2.79(3H,s) ,3.17
(3H,s) ,3.52-3.57 (2H,m) ,3.58-3.66 (1H,m) ,4.57-4.67 (2H,m) ,7.41 (2H,d, J=8.3Hz) ,

7.53—7.64(6H,m);MS(ESI):490[M+Na]+,466[M—H]7
[0658] S {519
'H
0 or:/u
dilib ) “OH
"o

[0659]

HO
OMe

[0660] |51 732 3 (2S) —2- ((4- ((4- Q- F-1-FF AL 2 L) JKIH) 2 5dh) KB (F
5 AL N, 2- RN - (PU S -2H-ME i -2 B4 T e, DN L 0= F+1, 4- 40N
IR0 . 522 LEEIR /LIS R ER /K VB WL, 4% Fr AR A WIAE 2 50 T 9505 B o 1R L ERAITK
AR BB S A EVLE 38, FERKE TR CERAE BRI A B = A BUR A
I, AN R 7K I MR BRI » S8 5 T JC KB RN T8 o 1 V8 SR8 s 78 TR o 25, A3 B Y ok
AW IR B A 1 [ v s PP - G = 8: 921 M il , 13- 360 22 7o 8 (a J R4 « TPE I H:
I LW [ 444 Som o i e B 19 B 3422 50 (1) (2S) -N-F2 0 -2- (4~ ((4- (2-F2 - 1-H
AHER ) R B L) R BEL) (RS &) -N7, 2- R R -TH Bk R s el ik

[0661]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.53-3.68 (2H,
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m) ,4.26-4.33 (1H,m) ,7.36 (2H,d, J=8.0Hz) ,7.52-7.63 (6H,m) ;MS (EST) :476 [M+Na] ", 452

[M-H]"

[0662]  sLaf51]10
[0663]

|
e Nﬁi
i‘ﬁ Njg;rNﬁoTHP
153 - .
Ho"“\ez’0

H 0/*\;-0- ;

[0664] ] 1382& 32 (2S) 2 (4= (4= (((IR) -2~ H-1-F FE 28 HL) F L) KL 2 H )
RFEL L) () 228 N, 2- “H BN - (WA -2H-ME i -2 40 0E) TH Bk, N1 .52
FHIL, 4= SN0, THZEFH 1 BE R/ LEIBR B KAWL, FE1 BT A3 IR A /e =35 T B L/t
3058 . TR ZBEERACIIN B S BIVR A W0 G B HLE B, 45K 2 LR B 2 EL
ANZ AR AFH , SR KIS B , I8 5 I TC KR B AN T8 o 18- 77 ek k. 25 1
bk 25, AR B SR AR A RE B A i (e i v s AR B« S5 =4:96—6: 941 4lifk, , 3 2702 58
2 A . R BRI TPE AN Herp 5[] 44 4 Joa di i ok R S £, 43 215822 vl 1) (2S) -N-#¢
H-2- (4= (- ((AR) 22— -1-F R 2 A58 L) IR0 ) R B L) (L) &
H) N 2- T HRRE-TH ERRG, N s A

[0665]  'H-NMR (400MHz ,CDs0D) 6:1.17 (3H,d,J=6.1Hz) ,1.77 (3H,s) ,2.79(3H,s) ,3.17
(3H,s) ,3.52-3.58 (2H,m) ,3.58-3.66 (1H,m) ,4.57-4.65 (2H,m) ,7.41 (2H,d, J=8.5Hz) ,
7.53-7.64 (6H,m) sMS (EST) :490 [M+Na] ", 466 [M-H]

[0666]  sLEfs] 11

[0667]

[0668]  [4]140mg (25) -N, 2- ~F J-2- (B 2 (4- ((4- (R fe-3- 2540 F 4L 7R3 2
FRIE) ORI R L) &R IE) N - (PU & -2H-RE Mg —2 -3 40 30) T Bk, DN 1. 52 F 01, 4- 4
FNERAN0. TH 2 FHLEE IR /LI B KAV, FER T A IR A WD AE 258 T R 27N o R LR AN
TKIINBNR BIR G A NLZ 588, SN AN VA TR 5%, SR Ja Rl T /K R B AW 1
P o WV TR R 28 TR 25, AR B B AR W) Rk e A € [ IV s FP B < S = 2:98—4:
96] Zlift. , 19 3802 vd T (AL [H] 44 . 2, TR Z G AN TPE NN L rb , 45 [ 4447 i ik ok ke 48, 15 21
T3 TR (2S) -N-F2 N 2- L -2- (0 (4- ((4- (GRS A J -3 JR U ) R L) R L)
ORI TR L) ) T R R ik i ] A

[0669]1  'H-NMR (400MHz ,CD30D) §:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,4.50 (2H,s) ,
4.55-4.61 (2H,m) ,4.65-4.72 (1H,m) ,4.74-4.78 2H,m) ,7.39 (2H,d, J=8.6Hz) ,7.53-7.65
(6H,m) ;MS (EST) :464[M-H]"
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[0670]  sKii 5112
[0671]

MeO,

[0672]  []230Z&5E (25) —2- ((4- (4= ((1E) —3-F 4 B -1 - TR —1-2) L) 2B dik) 2R FR Bk
) () &) N, 2- —F BN - (PUS - 2H- 1L i —2—JE 480 8 TH BERG , NN . 122 FH1 4
TN 52 LEE IR /LI BR /K IS, FF G BT AR A WIAE = T BRI SR A
B NIR AV R [ A B I e IR - LB IN N B BT AR 2 A S5, AR I R VA IR
JE &R . LR CERAIPEIMABIR B B R b, 345 [l 444 B iy e . 19 81172
5L (28) ~N-F2 22— (4= ((4= ((1E) =3~ R4 - 1 - M- 1 - 2%) L) 2 b k) SRR i) (FF
B EIH) N 2- T TR BERG, R ER L A

[0673]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.47 (3H,s) ,
4.08-4.13 (2H,m) ,6.34-6.43 (1H,m) ,6.65 (I1H,d,J=15.9Hz) ,7.42-7.52 (4H,m) ,7.53~
7.63 (4H,m) sMS (ESI) :472[M+Na]®, 448 [M-H]

[0674]  sCaf5]13

b
o O NH

[0675]

Me0” Y

MeO” ~
OH

[0676]  [A 11427 (2S) —2- ((4- (4~ A -F2FE-2-FEFE 2 FL) RHL) 2 ph) ZEFEEEL) (F
B ) N, 2- N - (VU S -2H-ME IR -2 3540 2E) T %, NN 1. 52 7+ FR B RS
RN IR — K W82 v, HR BT A3 IR A WI/E Z i T HE 3043 8 K K I B R RLTR A4
W, K BT SR A 0 R R S BN AT KIS, ARG NN G BR B8 A WLZ 0, 3R 7K 2 H
LR CEREE R A WLE A B G I, S ANV AT K IS MBE 3, 8 )5 R KR R A T
P o W7V TR Z8 VR 25, AT B R A W R At i [ s P B - 0 =6: 941 Kl
1320932 38 3 EUHPIRY) o LR B AN TPE I e o, e [ A4 i ik o S 4R, 13 21 6 32
5i (28) -N-$2dE-2- ((4- ((4- (-3 2-F A B 2 58 R E) 2o pu ) R B dE) (AR ) &
H) N 2- T FR T BRRG , N ] A4

[0677]1  'H-NMR (400MHz ,CDs0OD) 6:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.37 (3H,s) ,
3.47-3.52 (2H,m) ,4.59 (1H,s) ,7.41 (2H,d,J=8.3Hz) ,7.54-7.63 (6H,m) ;MS (ESI) :476 [M+
Nal®,452[M-H]"

[0678]  sEjiifs14
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[0679]

[0680]  [A] 110225011 (2S) —2— ((4—fl 2k B ik 3) (FR 3) 4 38) N, 2- —H 3E-N’ - (I & 20~
ML R —2— S A8 ) TR i, 8T 2 b 1 — (A- BB L) —2-FR LA e -1, 2- %, 1 52& v ) -
SORBEEAE (TD) &AW, M4 (D) 82 wi il . 52 A VU AR TR &4, VKR H N InA
0.312F = M, ¥ AR S EFIFNEE M HE2/ NS K2 R BRI B SR N IR A )
H, 3F B pHAH6mo 1/LER FR VA Y 2 KA HLJE 73 B8 » Fl AN A K VA MR e, 28 Ja TG K
T BN 065 o 1 V5 R8s 28 TR 25 T A3 B R B A 4 PRl e A it (e M v s T B = 547 =
30:70] Ak, 132104 25 v (1) 28 10 8] 44k

(06811 )45 2 1 o 4 [l 44, N1 . OZ2 F+ FF B R 119 104 22 v AT 22 i 0 R R 12— 7K &40,

FER AR IR SR 20 T EE LN 154 B o K 2 IR BRI B R NIR &1, FE4% B
FRIRE ) DR IR S AN KIS B A HLUE 7 8 SULE I BIKE , IF B KEH 2
MG BRI =K A HUE M ZEBUR A I, SR A IR BE i S8 e K BRI+
P o VA TR S 2R TR RS 22 A5 BRI Bk A W R B € [ M A s P I - G107 = 6: 941 K5 1,
13228 R o L8R S ERFITPE SO, 5 [ A4 o de o i i 4R , 15 245 22 i iy (29) -
2- (4= (U= (1, 2- 3R -2-H FE T L) JRHE) 20 dh) ZRF B (AL &30 -N-J25E-N
PR B v Bt 770 s N T

[0682]  'H-NMR (400MHz ,CDs0D) 6:1.13 (3H,s) ,1.14 (3H,s) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,4.46 (1H,s) ,7.40-7.52 (4H,m) ,7.52-7.64 (4H,m) ;MS (ESI) :490 [M+Na] *,466 [M-H]"
[0683]  sKitafs15

= JVQ/Q*”%

[0685]  [A] 1555 be 3~ (4= R IEIRFL) THkE-1,2- %, 2. Oﬁﬁ@a%ﬂrﬁ,zoo%ﬁﬂﬁ (29) -
2- ((A-FOR R B 2E) (L) &(28) -N, 2- —H HE-N"— (PY &~ 2H- 1k ipg —2 - A0 88) TR i, 28
S5 I -SRI BT (1D &AW, Fl 52 v Ak AR (1) FIR &0 , 7E VKA R, I
0. 4Tt = 1%, 5 T AR R A WD AEAH R RS TS B 20 7B o SR (1) VLR K VB VRN 0 BR < B
IMAE R BRA P, 3 HoRpHA Imo L/LERER 85 226 . 4 A HLZ 75, 28 5 FJE KR IR
BN TR R VA R ZEVRER 25 5 AR B B B R ) FIRE B A i DR s B : R R =2
98—5:95] 4fift,, 15 22922 FLAR L 44

[0686] [ 453] 80292%3@%%@@12& IIN2. 92T H AN 21 22 5 6 —H ORI PR — K &4, I
W TSI 1R A AR = I8 N RS0 B o KN 288 R I\ B e BB S, B TSR &
) FH T B S BN VL AR AV B R R o AT L2 43 8, EAR A I N 27K 2 3 BG K2 B8 < B
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FH A VESZERE I, IR G2 T KRR N T4 o 1 v 77 ek R 728 TR R 25 16 A3 21
R A PR AT 23 (e v s R S0 = 10: 901 24K, NN 2 T8 L BE A TPE , 344 [ 4k )
FiEaL it e AR, S BI592Z T (2S) —2- (- ((4- (2, 3- " FR LT HL) FR3E) 2 b 3E) 2K ik
B (3 &3E) N-323-N  2- —H -7 B, et 4k

[0687]  'H-NMR (400MHz ,CD30D) 6:1.77 (3H,s) ,2.65-2.73 (1H,m) ,2.79 (3H,s) ,2.84-2.92
(1H,m) ,3.17 (3H,s) ,3.43-3.54 (2H,m) ,3.77-3.85 (1H,m) ,7.29 (2H,d, J=8.6Hz) ,7.46
(2H,d,J=8.6Hz) ,7.53-7.63 (4H,m) ;MS (ESI) : 476 [M+Na]",452[M-H]

[0688]  SEjifsl16
| o
O NH Og »NH
‘ ; : H
T 3 NeoTtHP T =N OH
E ———
o z ]
OH

[0690] 5072 5 (2S) —2- ((4- (- Q- 23E) KL 2 ) JRFF L) (R 3%) &%) -
N, 2-H BN - (VU S -2H-TE i —2- B 4E08) T BRGNS . 02 R EE IR &4, 7E VKA 2R
TN 5 382 v Xt FF ORI FR — K & ), I048 BT A3 VR 5 D AEAH R IR BE T 2/INR 30 43 B4 1 o 5 7K
INE R SLTR -G W, 1 BT A3 18 A 40 FH B B S A VL RN 7 AL R4 [ A 4 o e et o i 4
B8 CBE ATPE NN 21 Fir 45 20 (1 [ 44 40 Jo , %% [ 4447 Jo d i il g WA 4, 15 2130 1 22 e (2S) —N-
-2 (4= (- (I-RFE 2 5E) JR ) L) R EESL) (F 28) &8 N 2- - —
B, i i ] 44

[0691]  'H-NMR (400MHz ,CD30D) 6:1.43 (3H,d,J=6.6Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,7.40 (2H,d,J=8.0Hz) ,7.50 (2H,d, J=8.3Hz) ,7.54-7.61 (4H,m) ;MS (ESI) :446 [M+
Nal®,422[M-H]

[0692]  SLjfEfs17

[0693]

|
O NH
| 1L x .
R 'f TOTHP .
HO._, ; 0 -
oH HO, .~

[0694]  [a] 15528 b1 — (4-Z R BEIREE) TR KE-1,3- %, 2. 02 FF VU SR , 20022 32 (1) (2S) -
2- ((A-TMZR H BE3E) (FF %) &) N, 2- T H N — (VU & - 2H- L pg -2 S 4 L) TR Bk , 28
S5 I -SRI BRAR (1) &AL, P52 s Ak P4 (D) RSP, fEUKAER, Jin
N5 0. AT = 2%, ¥ BT IR & W AEAH FNRFE R Pt 1593 o Ak e 1) M AN K VA WURH 2 T
I S SRS, IF B pHAH Imol /LER IR R 5 26 . 4 I HHUE S5, SR G Bl TE K
T B A 15 o W VA SR8 Z8 TR 25, 15 BRI B AR ) P A €2l e JBe vl s P I < LR 2 T
=2:98—6:94] 4fift., 13 2| 2652 s AR ELHPIRY) o

[0695]  [A] 2652 5515 3 () 48 (iR P, I N2 . 6 22 T HR i AT 1 922 7 o R 2R R — /K &4

NI

[0689]

O -NH

|
LA
=Y OH
0

g
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FB TR IR A e =38 N HidE45 94 . /KR 2088 Z BRI\ B S SETR A, 3506 B 818
A B R E AN AT KIS AL B A HLZE 8 SR IMABIKE , I B KE 22 2
BE 2B B A HLZ SRR A I, IR 5 L T KR BN T15 o P VA 708 s 28 1B 2, B 15 3
() 5% A% ek B A e [ B v R RS : MR L TiE = 6:94—10: 901 44k, NN 2. B2 2, g AN
IPE, 345 [l 4447 mmad ik g8 e , A3 BI8TZ 5e i (29) —2- (4= (4= (1,3-FR 2L R 4E) 8 )
CBREL) ZRFEREL) (3L E3h) N2 F N, 2- — H 3L -TH —BbA, et il 44

[0696]  'H-NMR (400MHz ,CD30D) 8:1.68 (3H,s) ,1.73-1.90 (2H,m) ,2.70 (3H,s) ,3.08 (3H,
s),3.48-3.57 (1H,m) ,3.57-3.67 (1H,m) ,7.30 (2H,d,J=8.1Hz) ,7.40-7.45 (2H,m) ,7.45-

7.54 (4H,m) ;MS (EST) :476 [M+Na] ",452 [M-H]~
O -
H < H
N;’N“OTHP 2% N%*"‘QH
"o e AU 178
HO i
HO LA

[0697]  sCiafs18
o

o /@ﬁ?ymﬂ_.
[0699]  [H]180Z& b2~ (4- L JRIE I Pifi-1,3-FF, 1852 v ((25) —2- (4R op H i %)
(FF L) 25 N, 2- N — (DY & -2H- Mt i -2 - A0 ) TR Bk i, 27 22 i — - = R L fjgk
(LT &AW, 1A= v AL AR (D), RN L. 822 FF USRI 1R A4 » 75 200 Aok
TN, 2622 F = 21 K B AR S E A IFNRE R HFE LN SN 2R 2 B A K
VUM SRS, I HpH A Imol /LI JH 5 36 . 1 S A HLZ 95, &AL
HRKVE TGRS, S8 5 FH I 7K B B B T R el s 28 AR 25, 459 B A3 e W FH R JBe A o 3 [k
R s PR : S =50:50] 2lifk. , 15 BIER PR 230 2 7 o
[0700] |15 B A THPIRY) 2302 S f12. 3+ FF BEVR S0P, FE VKA VR NN 1622 5 %)
HOREIR — 7K &40, 5 T A IR S W) E A R B T HedE 300 B, SR G AE IR T LN o ZK AT 2
M BRI B S BRI, 338 T AR & 1) IR R SNV A K IS A G HLE
SN BIKZ, 3 B KEH R BRI KA NE S 2B G35, R e et
TKUR BN 152 o W FRUUR s 78 TR 25 5 143 B R B AR 0 PR B 2 [ Il s FR B - &l =
10:90—15:85] 44k, 15 2 2 Ll 44 . 2,8 2. B AT TPE NN e op 0 [l 447 o i ok oy Ui 22
320135258 (2S) -N-F2H:-2- (4~ ((4- (3-F2HE-2- FRALF JL) PRAL) R IE) 2B Ah) R H Bt
B (R &) -N, 2— TR Bk i g vk g 6 [ 4
[0701]  'H-NMR (400MHz ,CD3s0D) 8:1.77 (3H,s) ,1.87-1.96 (1H,m) ,2.68 (2H,d,J=7.3Hz) ,
2.79 (3H,s) ,3.17 (3H,s) ,3.55 (4H,d,J=5.6Hz) ,7.26 (2H,d,J=8.3Hz) ,7.45 (2H,d, J=
8.3Hz) ,7.53-7.63 (4H,m) ;MS (ESI) :490 [M+Na] ", 466 [M-H]"
[0702]  SEjfs)19

[0698]

OH
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[0703]

[0704] (79725 (25) —2— ((4— ((4-((IR) —1,2- ~¥2 I 7, FE) ZIL) 2 hIh) ZERELE) (1
) B IE) N, 2- TN - (JU S 20 -2 L 4U0E) T B RR6 . ST R EE IR A,
FEVKYS ZF NN A6 22 50 ORI IR — /K& 40, 3544 Fr (3R S /e A RN FE T 3R 3043 81,
SRIGTE I T BRE45 9 K RN R BRI\ B S NTR A0 TF , FEIG B R A0 R IR A
A IER A G VLR S, IR K E G CER 2B IR « KA IO BK E
I HL R [ A4 5 i it i e AR - EAL AN AT 2R R N N BNV R, 3 HoR AR o
I AR AGIE IR A HE 78 W H RIS A ALZ  ZHUY , FE Y A R, 28
Jo W T SR 78 TR B KA B ) B AR Pk e A €l [ A s TR B - &5 = 10:90—15: 85]
afify., 15 31556 2 5o i I ACIR [l 44 o 218  ER A TPE NN L A, 4 [l 44 4y Joit e 3 ek gl 4
2314582 5 (25) —2- ((4- (4= ((UR) —1,2- =R HE 2. 08) JRIE) 20 0h) SRR B (A2 &
) N-REE-N 2- TR Bk RG, st Ak .

[0705]  'H-NMR (400MHz ,CD30D) 8:1.78 (3H,s) ,2.80 (3H,s) ,3.17 (3H,s) ,3.57-3.67 (2H,
m) ,4.68-4.74 (1H,m) ,7.42 (2H,d,J=8.3Hz) ,7.52 (2H,d,J=8.3Hz) ,7.56 (2H,d, ] =

8.6Hz) ,7.61 (2H,d,J=8.6Hz) ;MS (ESI) :462 |:M+Na:|+,438 [M-H]
[0706]  SLjiE 15120
. |
AN SNTENYC “OH
JIORR!

[0707]

HO Y
OH

HO™ ™

[0708]  [a)76722 70 (2S) —2- ((4-((4= ((AS) -1, 2- " FpHk 2. F55) HL) 24 db) FR A EE L) (F
) &) N, 2- LN — (JU S - 2H-R e —2—- L 403 T Bk eRe . O£ TR EE TR &4
FEVKV EF NN 5 46 25 3 0 FR ORI IR — /K &4, F-45 B AR A WD AE AR RN B2 T $ k404938t
SRJGAEZ I T BEFE LN o KR B8 BRI\ B BEVR-A YR H T A3 VR A4 FH B B 4
AR IE B G AHIZE DS, LR LB AEALEN I BIZKZ o, I Bk [ 4447 i i
TR DRI ANZE DS, LR CERAEALEN I BIZKZ B, I HL Bk [ 4447 i it
i RO G IE IR A HLZ 8 4 B RAS I A WLZ AR 55 I A, SR8 5 R 77
I8 2SR st o R A9 3 000 B A ) FH e PO £l (5 v s P B - 005 = 10: 90—15: 851 44k , 43
BI585 % v, 9 LA FACIR [ 44 « 2, FR ZLBE AT TPE NN FL rp 45 [ 4447 o i ik iok i e 4 , 15 211463
2250 (25) —2- (4= (4= (1) -1, 2- Bk 2, F%) JRAL) 2 fh) IR L) (R AE) &R N-F2
N 2- R -TR Rk, s A

[0709]  'H-NMR (400MHz ,CDs0D) 6:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.55-3.68 (2H,
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m) ,4.67-4.74 (1H,m) ,7.41 (2H,d,J=8.3Hz) ,7.51 (2H,d,J=8.3Hz) ,7.55 (2H,d,J=
8.5Hz) ,7.68 (2H,d, J=8.5Hz) ;MS (ESI) :462[M+Na]",438[M-H]"

[0710]  sZjfEti21

[0711]

THPOOny

[(0712]  [J3235 5 (29) N, 2~ k-2 (L (4- (4 (1— (2~ (VY S8~ 2H-MHL PR 2~ S )
L) 2.F) TREL) 2B k) IRE B L) & FL) N - (A -2 -2 5 3E) T B,
A3 22 FF I EE AT 1922 v 0 FORBE IR — KA1, FRIG BT 3 R & W = I R A HE LR o 7K
MR BRI B SR AP, F51 T 518 A PR B S v RN K VA R B LE
A SRR, I BB K EH R OB B AIZ 5 X &1, R E 4
TEAKTR BRAA T 15 o T T TR 28 TR 25, A 15 B 1) e s ) PR s €2 (0 PR 985 PRI - S
=50:50—90: 10] 24k, I 4B Z BE AN TPE , ¥[8 A4 47) e ik ik g8 Wi £, 43 21157 2
(2S) N-$2F:-2- ((4- (4= (1- Q- BRI LERL) 7)) BRI CpFh) P E L) (A 250 -
N, 2- " HR 3 -TH Wi, A s ik

[0713]  'H-NMR (400MHz ,CD30D) 6:1.42 (3H,d,J=6.3Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,3.37-3.44 (2H,m) ,3.62-3.78 (2H,m) ,4.47-4.55 (1H,m) ,7.38 (2H,d, J=8.0Hz) ,
7.49-7.66 (6H,m) s MS (ESI) :490 [M+Na]",466 [M-H]

[0714]  sKafs] 22

[0715]

| |
O NH Og NH
A N oTHP NN OH
IS0 S S [ 151

HQ\“’\O .
OH OH

[0716] 34050 (2S) —2- (4= (U~ (1-2H-2- Q-FRFL LA 2.38) RIL) . pFt) ZXH
) (FF ) ) -N, 2— - FR N — (PU &5 —2H-NE e —2— L 4808 TA Bk, I N3 . 022 F+ 1
B 2222 0 F ORI B — /KA 40, JF 4 B 3 IR A WAE 28 N Btk 20 - B0 . KRN 2,188 2. T
TR S LIRS P ¥ B A3 IR A4 PR R SN T R 7KV, 28 e I\ SR s A HLZ o>
B MK 2 R R TR ZERL G A W2 ARSI, FH SN LRI K FE TR e 5% » 8
Jei FHTE KR B A 152 o o V2 0801 78 VAR 25 5 15 B ) e A 0 PR P A B il (e v P R«
A =8:921401k, I TPE, J£4 [l 444 Fim ik ik pE i 5, 159 2 141 2 50 (2S) -N-F2 -2~
(- (- (-2 Q- BRI L EHEL) 43 KAL) 2 3h) R EL) (35 &) N, 2-—
R -T B sl Ak

[0717]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.51-3.74 (6H,

HO_~g
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m) ,7.43 (2H,d, ] =8.0Hz) ,7.48-7.63 (6H,m) sMS (EST) : 506 [M+Na]", 482 [M-H]~
[0718]  skjti23
|

O. H
N
N g " “OTHP
—— i

[0719] 0

MeQ” ¥ WMe®™

OTHP
[0720] (48522 FE (25) —2— ((4- (4= ((1S) —2-F 4 J -1 - (PU A - 2H- L Fpg —2—JE A5 L) 2. 0%)
JRIL) 7 ) R F BRI (FF L) D) N, 2- RN - (PU A —2H-MH i —2— L A ) T Bk
fie A4 . 82T+ BRIV AW, FEVKYA H RN , 23 2 5 0 F DR B IR — K A 7, B TSR &
WIAEAE RIERE T B FE 104350, SR 5 AR = 5 N PR LN o K A2 B8 20 B8 NN B R R TR A4
H, 354 B IR &) B IR S AN A K VE TR TR A A AL ZE 0 5 AR B K E FH LR B
A FACBIMARIKZ , 3 B K2 R QB RIR B AL ZE 5 ZE B A5, AR
J& 2 T0 7K R R BT I8 o VA TR 28 MR 25, I A B IR B3 W PR A €0l [ v s T B
FAT=4:96—6:94] 4fift, , 13 2| 288 & i AR A [ 44 . 4,8 L BR AN TPE N b, 4[] 44 4) o J
ib i pEUsAE , 15 312402 50 (2S) -N-F22E-2- (4~ (- ((1S) ~1-Fd-2-F AL . 50 )
Fdk) ZER BRI (BRI &IE) N7, 2- — B k-7 B ks £ 44
[0721]  'H-NMR (400MHz ,CDs0D) 6:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.37 (3H,s) ,3.50
(2H,d,J=5.9Hz) ,7.41 (2H,d,J=8.3Hz) ,7.47-7.65 (6H,m) ;MS (ESI) :476 [M+Na] ", 452 [M-
H]™
[0722]  sciafs] 24

|
o 4) NHH
, . '}' AN
[0723] | " I
THP-:O-\/\O o 3 HO\/\O A

OTHP OH

|
Oy NH
oS H
“ N“E™N" “OH
. 16

[0724] 142222 50 (25) -N, 2- R B -2- (F 2L (4- (4= ((1S) —1— (VUE —2H-"k i —2— JE 44
H) —2- - (WA -2H-E I -2-JE 4 0E) 5L £ 3k) ZRE) Zuph3h) ZR kL) &%) N - (U
S -2H-Mb g -2 A L) T R RGAN4 . 22 B RVR A, 7E VKV E RN 5 232 3 X FF 2K
WARR— K G4, FER T A IR A WD A5 AR FEL BE S #1073 B, SR J5 78 2 T Rt 1/N o 7K AT
LR CEEIMAN B SR AP, FF0 A VR A4 FRR BR S AN RN K VA b f0 B B HLE &
B K ZE R CGERAEE SR G SALRN IR K2 R, SR e K K 2 F 22 18 AR DY S 1 e 1) VR
EHI (IR MG VUERIE =4: 1) TR A NLE SR G, FFR G4 oKL M
TJ5 o NG VA TR 2 TRRRR 25, R 15 B R AR ) A A 8% [ JBe vk s FR B < S0/ = 15: 85 4fi
1k, 193291 2 70 25 I AR 44 . 28R Z BEATPE N N e ob , 5 [ 444 i i ok pg i £ , 15
F|247Z 55 (2S) N3 -2- ((4- (- ((19) ~1-FaFE-2- Q- I A FE) 2.38) ZKIL) 24 Fh)
IR BRI (L) &) N, 2- - L BbiG, R A,

[0725]  'H-NMR (400MHz,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.49-3.73 (6H,
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m) ,7.43 2H,d,J=8.3Hz) ,7.48-7.64 (6H,m) sMS (EST) : 506 [M+Na]", 482 [M-H]"
[0726] skt 25

[0727]

OH
[0728]  [H]254 225 (25) —2— ((4— (4= ((1R) —1,3—- "2 ILP L) ZKIL) 2 hIh) ZERELE) (1
5 FHE) N, 2- RN - (PU S -2H-ME M -2 4 4 00 T ek, INN2. b2+ R EE AN 1 72
ST R IR IR — KA, I TS VR A AR I8 T BHk45 0 Bk KRN 2R 2 BE I B %
REVE S, HA SR A FHBR IR S AN A K IS A B HLE 95, SAL B I 317K
2, 3 HBKEH IR CBEREIIR AN SRR G I, FFR G L TR R RN T 15
W TR ZE TR 25, K045 B0 B B AR W P A R A € 1 (35 I TR ERT - 015 = 60: 40—90: 10]
Ak, 9311127 AR . R Z BRI TPE IR\ Heb , B [E 444 sl i ki £ , 15 31
8L FLI (2S) —2- (4= (4= ((IR) =1, 3~ &R FETIL) IR L) L kIE) ZRFFBEEL) (F 28) &) -
N-F2HE-N" 2~ R TR ki , e el 44

[0729]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,1.83-1.99 (2H,m) ,2.79 (3H,s) ,3.17 (3H,
s),3.56-3.67 (1H,m) ,3.67-3.76 (1H,m) ,7.39 (2H,d, J=8.1Hz) ,7.49-7.65 (6H,m) ;MS

(ESI) :476 [M+Na]",452[M-H]"
o O H|.|

[0730] S 26
|
O

[0731]

[0732]  []19822 35 (29) —2— (4 ((4- (1, 2- ¥R 3L 2, 3) —3-FAC AL 2 4 dh) JE PR J)
(FF %) &) N, 2- “H LN~ (P& -2H-TE i —2 -4 0E) A Bk, N2 02 F+ FR AT 4
2 y0 FORTE TR — KA, A T3 FR A /E Z N BiHE 2090 % KN 218 BB I\ 3]
NEIR AR, K TSR A W PR BR S R K VA, SR INN &AL 4l K HLZE 4 i, It
WAKEM IR GBRFEI =R NG A NLE SRR A I, IR G LT KRB AN T4 o 5 V4 7] sk
JEZEVRRR 25, W45 B0 0 B AR W FH A B € 1 [ s PR B - 007 = 10:90] 24k , 45 3] 2 1 ]
o 2R CBEATTPE NN e v, e [ A4 oo il ok i e 4, 19 B 7222 50 (1) (29) —2- (4- (4~
(1,2- =3k 0 08 -3- AR AL L) ORI RS (L) &) -N-F -\ 2- -5
TR, e ] A

[0733]  'H-NMR (400MHz,CDs0D) 6:1.77 (3H,s) ,2.79 (3H,s) ,3.16 (3H,s) ,3.60 (1H,dd, J=
11.5,7.1Hz) ,3.66-3.75 (1H,m) ,4.98-5.07 (1H,m) ,7.25 (1H,dd,J=10.7,1.5Hz) ,7.34-
7.41 (1H,m) ,7.51-7.68 (5H,m) ;MS (EST) :480 [M+Na]",456 [M-H]"

[0734]  sgjtafs] 27
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[0735]

HO\/\O N

[0736]  [A]232Z& 7% (2S) —2- ((4— ((3-FAX—-4- (1 - dh-2- Q- FFEZHF) 25 ZER) 25
5 R () 28 N, 2- BN - (WY& -2H- e -2 400 TR L BER% , 2.3
S EE A2 50 0 ORI IR — 7K &40, R AR IR G W /E = 0 D Bk 254 . KA 218
BRI R RRA P, 3544 Ir i3 iR &Y kR S A A KIS A A VLUE 3, &
I BIK ) BB K Z 8 2 BE R =R A WL FIZEEURA I, &AL e A
IKIEWBER » SR8 Fa TS KR PR AT o 1 V8 7098 s 28 TR 25, A5 B B B R ) IR BT (41
(e R s BB « &0 = 8:92] 4lifk K 45 B (1 HR 1l 7= 470 F il % 2L 7k e vt 2 € i (0 e A 5 R
B ST =1:10MRF=0.1-0.2, BE/BLIR s B « &0 = 20: 80] 4lifk. , 15 2 2 A iR 4 . TPEN
ANFrb, I HR [ A P g icsR 15 2191 22 50 (29) —2- ((4- (B-AR-4- (10
2- Q-FHE L) ) REL) B DR L) (L) 25 NN 2- -
P i Sy ik e L[ A

[0737]  'H-NMR (400MHz ,CDs0D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.16 (3H,s) ,3.52-3.75 (6H,
m ,5.12-5.22 (1H,m) ,7.21-7.32 (1H,m) ,7.32-7.43 (1H,m) ,7.53-7.67 (5H,m) ;MS (ESI) :
524 [M+Na]",500 [M-H]~

[0738] s f5128

NH
QTHP I{
‘OTHP TOTHP “on
OTHP [O O

THPO'J/\ OTHP HoT"e oH
[0740]  []5322 72— (3— ((2S) —2—- (4-Z Jr 2R HL) —2— (U —2H-ME g —2- L4 0E) 2.4000)
PIAAZE) PU A -2H-TE IR , 2502 51 (29) —2- ((4-TOR R R L) (AR %) % 08) N, 2- N -
(VY& —2H-RiE M -2 A0 ) T M fig , 36 22w ) - = 2R fi () &4, 192 e il
AR EW) £ B A T IS 02 F+ VY SR W ¥ V8, SR i 1l L AEOK S AR N, 0. 36 2%
F+ = SR N P A IR A W AE AR TR BE S Bk LN o KA 28 BRI\ B S RLTR S 4)
H, IF HopHH6mo 1 /LERER 17 22 1 A HLZ 73 88, IS AN A AE M B 5%, S8 5 TS K
T BB T 15 o o VS TR 28 TR 25 5 W15 B 1 e A ) P ek B A 2l [ IR AR s TR B - &7 =
15:851 44k, 534092 Fi kit Ho AR [E 44
[0741]  [51400mg 3 B #ta [ 44, N3 . 022 F HF i A6 FF 2R T R — /K & 70 1 5mg , 4 T 45
TREWTEE T HHE309 8 o JK RN 2018 2B N B S SR AW, 355 B 1518 64 A 1
SN AR AR R R B LR A, AL NN BRI G K EH R L BRAEH =
W AGAHZ ARG A I, S ALV R IETRe 3 S8 5 F TE KB BRI o 1 A 5711 9

[0739]
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s 7R 2 I A5 2R SR P R €3 (st I 80 AT - 5075 =55 : 451 4ii4k , 4531 2 € [
o IR CBSFITPE NN Ferbr R [ 4 S i o ok 8 Sc 4R L 159 31 133 22 3 (29) -N-Fdk-2- (4~
((4=((A8) ~1-FH-2- G-FEEAAIL) 2.3) FKH) L) FRF B (FE) &5 N, 2-
TR TG, S A A

[0742]  'H-NMR (400MHz ,CDsOD) 6:1.73-1.83 (5H,m) ,2.79 (3H,s) ,3.17 (3H,s) ,3.52-3.66
(6H,m) ,7.42 (2H,d,J=8.0Hz) ,7.49-7.65 (6H,m) ;MS (ESI) :520 [M+Na]",496 [M-H]~

[0743]  SLjatsl29
.
0o ,NHH_
7 Y~ N Non
J

|
. Og NH
o !
# NN “OTHP
121 .

[0744]

Et0” N Et0”
OH OH
[0745]  [5]259ZZ 5% (25) —2— ((4— ((4- ((1S) —2-Z A\ FE -1 ¥ 2, ) JR k) 2 e k) 25 AR ok
B (L) S N, 2- - F BN — (DY & -2H-N g —2— 480 ) TR Bk i, NN 2. 0 22 FF FR i
152 78 5 R 2RI R — /K B0, H BT A IR A 0 = 38 N HidE 309 #h . /KR 2,12 2L i
NEB R BSARE I, FEr BT A3 A4 FH R R SN v A A W A AL Z a3, SR a
ANBIK)Z, I HIGKEH B CERAE B A HUE R BOR A I, -SRI K 78 W e
B 9 e PO /K R BB T8 o oV FRUR s 28 R o 25 5 A5 B I B ) R A €23 5 B VK
PR : 505 = 35:65] 4tk , 43 B 5 L lEM Ak . 2,88 £ BE A TPE AN L o , 5 o] 4447 Jo e aok 3k 980
£, 193134275 (29) —2- (- ((4- ((18) —2-Z A I 1 - FE 2. 30) FK L) Zbh L) K H R 3)
(L) &) N2 HE N, 2- TR WG Ak ot [ 44

[0746]  'H-NMR (400MHz ,CD30D) 6:1.18 (3H,t,J=7.1Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,3.49-3.59 (4H,m) ,7.42 (2H,d,J=8.3Hz) ,7.48-7.64 (6H,m) ;MS (ESI) :490 [M+Na
17,466 [M-H]

[0747]  SKTaf5130

OTHP

| . |
O NH 0. 9% Qx NH
2 H ; o N i “
ﬁ ’ WY oTHP 0 \vey eme Y oM
[0748] o N [ 1 - N ’ : o
OTHP ‘ T "

[0749] [ 710% 52— (3- ((2R) —2— (4- LR FEIRHL) —2- (VU -2H-ME g —2- B4 0E) 4 A0L)
FAL) VOIS -2H-TEI , 3. 0B FF VU AN , 30022 7 (28) —2— (A-fll 2 FR R L) (FR 3E) &) -
N, 2= RN — (VY S - 2H-W i —2— JE A0 ) A M » 4328 bl [V X - = R BRI (1) —&Ufk
Yy, F123 2 vo KWL R (D B E M, AR XK AR IO . 51 H =L ik, I B
FHRAIAEAR R LT Bk LN o S B 0 MR K VAR 2R 2 BRI\ B R NETR A 4
- HAgpHH Imo 1 /LERBR 17 226 . 4 MG A HL)Z 43 B8, FHSAL AR KV TREE %, SR Ja F Je K
T B B T 15 o P VS TR 28 VR 25 5 W15 B 1 e A ) P ek B A 2l [ IR A s TR B - 047 =
15:85] 4k, , 1531|485 2 v kg (o[ 4

OTHP . . OH
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[0750] 4. 8Z&Ft FF fiE A1 24mg [ i B 2R A I — 7K - W0 I N BI480 & 7o 15 B [ 44, 1 BT
RS S T HEE U K2R ZBE NN B S SR AW, 35015 B AR 4 A i
B SN R A HLZE 8 AN BIKZ , IF B K )2 R B AU
RBENEEZERD A FF  HOR G B To KR BN T8 o T 8 SRR 28 TR 25, A3 B 5%
S PR A R (e R R S0 = 15: 851 4lifk, 15 27 | Vil & ta i 4 . 7,18 2. 18
FAITPE RN He b, R[] 44 e i 1 D £, 15 21 181 22 38 (2S) -N-F2 4k -2- ((4- ((4- ((IR) -
|-F23E-2- G-FRHERNEAL) 22 KAL) 23 R B () /28 N7 2- - 2E-H
i , Ay e E ] 44

[0751]  'H-NMR (400MHz ,CD30D) 6:1.77-1.79 (5H,m) ,2.79 (3H,s) ,3.17 (3H,s) ,3.50-3.66
(6H,m) ,7.42 (2H,d,J=8.1Hz) ,7.51 (2H,d,J=8.3Hz) ,7.53-7.64 (4H,m) ;MS (ESI) :520 [M+
Nal®,496 [M-H]

[0752] sk f5131

[0753]

MeO A

MeO
OTHP

i
O MH
. i H
# f N™Z ~OoTHP
B i I o] —— /

[0754] 4782352~ ((IR) ~1- (4= BRIEF L) —2-F 45 3k 2 A L) VO & - 21T IR , 3. 02 Ft
VY& IR , 3002 78 (2S) —2- ((A-ML2K FR B 2) (R J2) &) -N, 2- N7 - (P& -2H-HiE
W —2—JL S0 L) TR I, 4328 e 1 - ORISR (1D &b, F23 2 7 Ak 4 (1) 1
BAW, AERTUR T LKA H TIN5 12T = 201, 3545 A3 I8 & W0 AE M R 5L R 4t
FE3/NEF o EAL I MR KIS RN 288 BRI B R BLVR AP0, I HopHH 6mo 1 /LEL 2 1A
TERE. LA ANES B, SN AR B RO, SR 5 P TC K R ER BN 5 o 1 77 e He 28
TR 2, B3 B e ) R B AT 8 D I s TR : 007 = 10:90—15:85] 4k, , 43 21423
=2 AL A

[0755]  4.0Z&F FF BRI FR 250 R — 7K A P 25mg I NN B4 23 22 3o 15 B R e [ 44, 1 Bir
BHR A S E T BRI KR 288 BRI B SN IR A, H45 BT AR A F R
1 S MR K I R R A HLE 73 B8 AR I BI7K 2, I B K2 288 2 R AL
WG HLE SZEEA I, IR G G TR BRER AN I8 o W T R e T 28030 22 I 13 B i s
PR A el [0 0 98 s R B = 005 =6 : 941 K5 1], 45 31 288 Z& v A L [l 4 . 1R Z B A TPE N
N, B [ AR o i IR , 15 31231 22 5 (2S) -N-¥2 42— (4= (4= ((AR) ~1-7 3~
2-H I £ L) FRIE) ZpRED) R EEIE) (3% &3E) N7, 2- H TR LG , ik el
k.

[0756]  "H-NMR (400MHz,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,3.38 (3H,s) ,3.50
(2H,d,J=5.9Hz) ,7.41 (2H,d,J=8.3Hz) ,7.47-7.64 (6H,m) ;MS (ESI) :476 [M+Na] ", 452 [M-
H]™

[07567]  SEjiats)32
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|
Oy NH
LT
YN “OH
LI 174

[0758]

[0759] (377225 (25) —2— ((4— ((4—((1S) —1,3— ¥ L) L) 2 hhIh) ZERELE) (1
5 FHL) N, 2- RN - (PO & -2H-ME M -2 4 00) TR e, N3 . T2 FR B A 26 2
S R ORTER — KA, T TR VR A e S 5T BRSNS o AR 208 2L BRI\ 3] s Jo
BEd, 5 BT8R AW FIBR R SN A AV i b A BLZE 295, &AL AN I Bk
2, I3 B KIE B CERRE I G B HUE SR A IF, R G & ToK IR BN T8 16 7
TR 28 VR 25, R 45 B 5 A 0 P ek e A (i (e M s TP B - &0 =10: 901 2tk , 15 2]
1362 ve ¥ 2 F [ 44 o 20 B8 20 B AR TPE NN v, 4 o] 4 47 e ol o g Wi B , 19 81 133 & 3
(28) 2= (4= (4= ((1S) -1,3- —FR RN RL) X L) AP ) R B () 25 N85 -
N 2- HRE-TR lf, o iE fa f] A

[0760]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,1.82-2.03 (2H,m) ,2.79 (3H,s) ,3.17 (3H,
s),3.57-3.67 (1H,m) ,3.67-3.77 (1H,m) ,7.39 (2H,d, J=8.3Hz) ,7.48-7.66 (6H,m) ;MS
(ESI) :476 [M+Na]*, 452 [M-H]

[0761]  sKaf]33

[0763] (1812 FLHY (1S,2S) —1- (- BRFEZREL) k-1, 2- F%, 2002 5¢ (2S) —2— (4t
FRFEEE) (F 38) Z3E) -N, 2- HF N - (DA -2H-ME I -2~ J A0 2E) TR - ef% , 2922 v 1)
TETOREEAT (1D AL, A e AL AR (D FIR A, AR AUR N2, 0= FHIY
SRR FEVKV HVR N0 L 292 FF = 2. %, SR J5 45159 B (VR A W 72 AH R IR FE R ik
305351 o K FI B8 BRI B S SETR G, IF HApHH6mo 1/ LER R R 7 426 .5 MG A HLJZ
A1, LSRN KB MRS 5% » SR e FHTC 7K B BR AN 18 o V4 77 ek b 28 1R o 25, 16 43 B 1Y
B A AR R A (23 [ M s PRI < S0 = 30: 700 24k , 15 2121 72 v {1 2 (0 [ 44

[0764]  [A)45 3 ({121 72 v B ( [E 4K, TN 2. OZ& T FF s F o — B 2R A 8 — 7K &0 1 5mg , i
RIRAMAEZE T BR300 80 K2R 2 BE M B R BV A, I8 BT 4398 A4 ik
B SN BRI R A ALE 728 AN IR, 3 B K EH R BRI =
R AN FEERCH A I, SN ARV e 28 5 F TC KB BR B 18 o 1 V4 7R 9k
JEZEVRRR 25 WA B0 B B AR W FH A R € 1 (356 e s PRI < S075 =55 : 45] 4liqk, , 43 3] 55 (1 il
RV T8 BRI TPE NN e o, 4[] 4447 o de e i iU 4, 43 219822 3l (1) (29) —2- ((4- (4~
((1S,28) -1, 2- 3R FE P L) ORJE) £ jdl) DR L) (FF L) &0E) N-F2 0 -N7  2- - J-
P BEiG, iE EfEAE

[0765]  'H-NMR (400MHz ,CDs0D) 6:1.13 (3H,d,J=5.3Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
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(3H,s) ,3.82-3.91 (1H,m) ,4.51 (1H,d,J=5.1Hz) ,7.40 (2H,d,J=7.8Hz) ,7.48-7.65 (6H,
m) sMS (ESIT) : 476 [M+Na] ", 452 [M-H]"
[0766] St 34

|
Oy NH
|\I|H o] H
n -
N7E OTHE
3 “OTHP e (! J—
/
H

OH OH
[0768] (1222 5 (1S, 2R) —1- (- WRIEFEIL) A1, 2- BF, 1T0Z i (2S) -2- ((4-
R R B (R 38) &(3E) N, 2- T HF N — (U & -2H-ML iR -2 5 28) TR B, - =K
BB (11) &AL 24250 A 132 ST ik A (1) FIR &9, FE RS R INAN2. 0= FHTT A
WRIHE VAT, 7ZEOKI E R NN . 24 2 = 2 1%, S8 e 1 45 B IR A 75 AH R R T Hddk 2/
I} 3043 8 o KN 2 B8 BRI B BB A4, 3F B pHAT6mo L/ LER BRI 7 225 5. 4 A AL
208, S BN R K VA ROEE 4%, AR i T TE K B BR BN T8 o W7 14 700Uk I 2R TR 25, 45 3
(R FR A PR A £ 8 [ A s TR S0 =30: 701 4fidk, , 43 211 33 22 v 1 2 (] 4k
[0769] [ 45 B[ 1 332& v & 10 [FMAA , I\ 2. OZZ T FR i AT — FR SRR i — K S )6 22 50, IF
W AR 1R A AR S I NI FR40 3 8 K N 288 BRI\ B R BB S, B TR &
W) PR B S AN AT AV VR A A B2 3 B8, UL I N 2K E 3 B K E FH G R B
R =R A HZ AR A, SN R B Ee 5 S8 5 P TS K R RN T 158 - 5
VA AR R 7 R 25, K45 B R AR ) RO (il (e v s T B - 065 =50 :50] 44k, 15 3]
2 A . 2R G ER AN TPE IO b, 5 [ 44 o ek i B0 4R, 15 21150mg 1) (29) —2- ((4-
(4= ((AS,2R) —1,2- 3R IL) FKIL) 2 pdh) R BESL) (L) &(3E) -N-F2 AN, 2-
HE-TA B i R A
[0770]  'H-NMR (400MHz ,CD30D) 6:0.99 (3H,d,J=6.4Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,3.78-3.86 (1H,m) ,4.40 (1H,d, J=6.6Hz) ,7.39 (2H,d,J=8.3Hz) ,7.53-7.63 (6H,
m) s MS (EST) :476 [M+Na] ", 452 [M-H] "

[0771]  sKjtathI35
[0772]

[0773]  [A1394 22 5T (2S) —2— ((4— ((4— (1, 4- LT JE) ZEIL) 2 b ih) Rt (L) &
5 N, 2- RN - (DY S -2H-RHE e — 2 28U T e fi, NN 3 L 922 T FR B AN 27 22 w X
R — KA, WG TS IR A AR = 1T BERE 2/ N 30708k o KRN 2, B8 2 BRI 3 % B
BEWd, 35 TSR A W FIBR BR S AN R AV b A BLZ 28, SR N B K
2, 3 B KEH B BRI A HLUE SR A IF, R G & ToKER RN T8 1 7
VR 728 VR 25 P49 B 1 5% A 00 P e o € i (3 MOV s R B - &1/ =10:100—10:90] 2§
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1k, 53238 2 T B Al {4 . 2R Z R ATPE N Horb B A w1t g 22 , 15 51 161
Zom (25) —2- (4= ((4- (1, 4- 3R T L) R o p ) Rl RL) () /58 -N-3 2k -
N’ 2- HE-TR lfE, es a fa] Ad

[0774]  'H-NMR (400MHz,CD30D) 6:1.46-1.58 (1H,m) ,1.58-1.69 (1H,m) ,1.73-1.82 (5H,m) ,
2.79(3H,s) ,3.17(3H,s) ,3.52-3.59 (2H,m) ,4.63-4.69 (1H,m) ,7.38 (2H,d, J=8.0Hz) ,
7.50 (2H,d, J=8.3Hz) ,7.53-7.63 (4H,m) ;MS (EST) :490 [M+Na]*, 466 [M-H]~

[0775]  sjitEf]36

[0776]

|
0O NH
~WE “OTHP
[ .

MeO,_ .

MeO,_

OTHP OH
[0777] 45322 FE (2S) —2— ((4- (4= ((1R) —3-F 4 J 1~ (Y5 —2H- 1L Fpg — 2 A0 JS) TR 2%)
JRIL) 7 ) R (R L) &) N, 2- R IE-N - (PU A —2H- M i —2— L A ) TR gk
fi&e, IINA . 522 B B 27 22 5 0 R 2RI IR — K A, H045 BT AR IR S /e = 35 R B Rk 2/
I o KPR Z BRI B [ BV A P, FE R AR & 7 TR IR S B v MKV A
BUZ 5, SAENIMABIK R, I B K2 H R GBS B HLZ 5B A 55, IR
J5 G TR IR BR AN 457 o W V8 TR R 28 TR R 25, 15 B I e A ) T FEOAE E8u v (g v R B«
A7 =3:97—6:94] alift , 13 B 1 7422 5 1) 28 A b4 o £ 88 2 B AN TPE AN N L v, [ 4447 o
TR S B T228 5 (29) -N-FEHE-2- (4~ (4= ((IR) ~1 -2 -3-FEHFL TN IE) Z53E)
) FEF L) (FR L) &) N, 2- —FR TR Wk, i £ 4
[0778]  'H-NMR (400MHz ,CD30D) 8:1.77 (3H,s) ,1.89-1.99 (2H,m) ,2.79 (3H,s) ,3.17 (3H,
s),3.33(3H,s),3.35-3.42 (1H,m) ,3.49-3.58 (1H,m) ,4.76-4.83 (1H,m) ,7.38 (2H,d, J=
8.0Hz) ,7.54-7.63 (6H,m) ;MS (ESI) :490 [M+Na] ", 466 [M-H]~
(07791 sLjitafs]37

= 2
2T *
7
(=]
X

[0780]

OH
(07811 DAAHIE 5 20 5L it 167, 2202 501 (2S) —2- ((4- (4= ((IR) —1-¥5 3L 2. 55)
FRIL) 2 ) R EEIL) (PR R &) N, 2- T H N — (PU AR - 2H- Mk i —2- B AU ) TR Bk
fii , 49313922 37 (2S) -N-$2F-2- ((4- (- ((AR) ~1-FFE 2. 3) F8FE) 2 k) FK B IE) (FF
B EIL) N 2- TR B RG, AR AR
[0782]  'H-NMR (400MHz ,CDs0D) 6:1.43 (3H,d,J=6.6Hz) ,1.77 (3H,s) ,2.79 (3H,s) ,3.17
(3H,s) ,7.39 (2H,d,J=8.1Hz) ,7.50 (2H,d,J=8.3Hz) ,7.53-7.63 (4H,m) ;MS (ESI) :446 [M+
Nal®,422[M-H]
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[0783]  sKjti 5138

[0784]

(07851 DUAHIRI (75 -5 5L i 1 1671, 200223 i) (2S) -2 (4= (4= ((1S) ~1-F2 2 3)
SRIL) 2RI B (L) Z L) N, 2- LN - (U A 20T i -2 A ) T
fiz , 133118258 (28) -N-F2JE-2- (4= ((4= ((1S) —1 -2 5L 2 Jk) IR IE) 2 ut) 25 FR ) (R
) &R N, 2- RPN T, vk st A

[0786]  'H-NMR (400MHz ,CD30D) 8:1.43 (3H,d,J=6.3Hz) ,1.77 3H,s) ,2.79 3H,s) ,3.17
(3H,s) ,7.39 (2H,d,J=8.1Hz) ,7.50 (2H,d, ] =8.3Hz) ,7.53-7.63 (4H,m) ;MS (EST) :446 [M+
Nal®,422[M-H]"

[0787]  SKjitti]39

[0788]

& I!IH' 50 I!IHH

o e — o —

o
[0789]  []2672& 58 (1R) —1— (4-ZBRFEIREL) T he-1,4- &, IR 31 222 5L (29) —2-
(4R FF R 3E) (FR3E) &0 N, 2- —HIJEN - (P & -2H-RE I -2 4 05 T %, 452
SR (ZIRFE ) A0 (TT) &AW, 242 a (K AL AR (1) , FH3. L2 DY SRR Y VR o 7] e 92V
B RS TR IO . T2 F = L, 3545 Fr AR S W8 H 2/ N o SRR (1) W R 7K I
TR 28 BRI B BHR A A& E LZ 58, SN A KIS B, S8 fa e K
T BB T 15 o P VS TR P 28 VR 25 5 W15 B ) i R 1) P ek B A €2t [ R 98 s TR B - &1 =
25:75—60:40] 4lifk., 15 21386 2& s 4L L PRV
[0790] [ 3832 ve AT 13 £L A3t , NN 3. 8Z& Y BRI F 2R A R — /K A 26 2 v, I 4%
B A3 VR A AL Z 8 T Bk L/NE 30438 o /K R 218 2 BRI B R BLIR G 40H ,  EA L
2 EANIINEK Z, 3 B K E R QB AR B B AR SERW & 38, IR G 4T
TR BN 152 o K IRk s 78 VR 25 5 143 B B B AR 0 PR B A 2 e Ml s FR B - S pl =
9:91—14:861 44k, 13 B 28 L PR o £ 1R £, B AN TPE JIn N B e 15 21 1) 35 €2 3 iR 420, 44 [ 44
W B e i YR A L 15 31 200mg [ (2S) —2- ((4- ((4- ((IR) -1, 4- "3BT ) J8IE) 2 i)
DR ) (FR ) ) -N-3R N7 2- — B TR Bk R R vk e A [ A
[0791]  'H-NMR (400MHz ,CD30D) 8:1.55-1.70 (2H,m) ,1.70-1.84 (2H,m) ,1.76 (3H,s) ,2.79
(3H,s) ,3.16 (3H,s) ,3.56 (2H,t,J=6.5Hz) ,4.66 (1H,t,J=6.6Hz) ,7.38 (2H,d,J=
8.1Hz) ,7.51 (2H,d,J=8.3Hz) ,7.55 (2H,d,J=8.3Hz) ,7.60 (2H,d,J=8.1Hz) ;MS (ESI) :
490 [M+Na] ", 466 [M-H]~
[0792]  SEjiafs]40

OH

HOTN
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[0793]

OH
[0794]  [a1267 2 ve (1R, 2F) —1— (4= BRIEIRIE) (W T —2-M5—1, 4- B2 , KK M\ 2742 3 (1)
(29) ~N-F2 22— ((A-BOR F I AL) (7 2E) 2058 N, 2- TR B % , 482 v A (=R &
B 48 (1T) &4k, 26 Z e ik 4R (1) , 116 . OZZ T DY S R VAR , SR G N0 . 47TZFF =2,
fi& , F5 1 BT AR e S 3 T HEEE I EACE I R RT K SRR 218 LR I\ B2 I 8L VR
AWMU EENE NGB VZE TR EE T, S8 5 R V8 IR 28 1 B 5 15 B R R )
PR s A € 8 [ JB V0 s TR = S0 45 = 40:60—67 : 33] Zlifk, , 15 31 i [fil fk . 2, 2. S Fi T
S50 0N BI45 20 1 v 2 € [ 4, 1% [ A 4 o i ek i e e B, 19 21 1 10mg [ (2S) —2- (4- (4~
((IR,2F) -1 4~ T —2-4i—1-3b) F23k) 2 6 k) SR 3E) (L) &3k) NN, 2-
TR T B, R R A
[0795]  'H-NMR (400MHz,CD30D) 8:1.77 (3H,s) ,2.79 (3H,s) ,3.17 (3H,s) ,4.02-4.14 (2H,
m ,5.15-5.21 (1H,m) ,5.84-5.90 (2H,m) ,7.40 (2H,d,J=8.1Hz) ,7.51 (2H,d, J=8.3Hz) ,
7.55(2H,d,J=8.5Hz) ,7.60 (2H,d, ] =8.5Hz) ;MS (ESI) : 488 [M+Na] *,464 [M-H] "
[0796]  TMkszHIME
[0797]  HHIEZC (1] R RAA WL B B R Lox CHIHI/E H , HF B A X 2 1%
BHME B, A0 A5 S AT B AR SRR BT B v P, DR RV E R B e A IR o A8 55— AN 5 T, B X
(1) RN BT i A & P e 3 oA A 510 22 A Ve RN 25480 727 9F B2 PE AP A& A H
[
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