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Mol BRAiTE 49

R G
[0001] A< W KB BRI IR A= 400 » L AT A Do 6 P 5 U A SO0 ) R P T i
iZ 7 (SGLT) MRS T

BEHEA

[0002]  7EBE IR KR IT b, T SEalr ik T . Xy AR DL
B S RE R B, T e B U R TR SRR . H R, A8 SUIEE (biguanides) | fif i 24
(sulfonylureas) \Ji & RGO S o — HATBE B B A0 B0 F0E A PURE IR 2R, X 4841
Bl PR A S A EIER . 0, SUIE PSR 5 B IRE T SO0 B B A e
By 2R G HOR T EUK I BGOSR 50 o — %208 R 050 ) S BUBE I < YS . AR
THOLT , B S8V BRIX L8 BIE FH B3 A TRE R o8 254 ) HH R

[0003]  Jfok, Ak Ta th, mURE 2 o0 R R AR S e . IR SR TR O A B B
. AR, 18 e IR U By 2R WA B e ) FR AR B A, OB A BT, 5 L BE IR
WA G FINEAL (28, Diabetologia, vol. 28, p. 119(1985) ;Diabetes Care, vol. 13,
p. 610 (1990) %5 ) o HRAEILHE, PP MR 1 1IE 5 AR BILAS Bd B S BALAEA, ik 24
PRI TR BV TT o

[0004]  — ANy, V6T i HILRH ) — b 07 125 D T Ik it ol o A 265 B 22 PR 5 i s It B U
FEIERAL o 490, M) F 04 2 B T 30 it/ )N 8 mb BB A0 1 A 2 B e a1, BRI T ) ' e
HH 26 PR RSO, R T2 A0 A 25 e N SRV, BT PRI (. sk b, RS Bh #F
B2 7 R4 T SGLT #1915, M2 2 F (phlorizin) , 228 PRI BN A 50 oby, W] A5 HG ofi 8 4 1F
WAL s SR I A AR IE S MUBR AR, 7T 538 0 5 3R 70 W B B R A pt ik (2 Journal of
Clinical Investigation, vol.79, p. 1510 (1987) ;3 HR[FIHT, vol. 80, p. 1037 (1987) ; CHk
AR, vol. 87, p. 561 (1991) %),

[0005] b4k, KIS FH SGLT 1 il 5136 57 Bl IR i S AL B, AT % ) WA B 1) e B R
I3 U RN B i By B BURSE S TI AS 2l SR XS B T ) A AN R 552 o s L LA B AN
ERL 1 Bl b8 PR 9 " AR B B PR e 2 AR B R AR S 1 (2B Journal ofMedicinal
Chemistry, vol. 42, P.5311(1999) ;British Journal ofPharmacology, vol. 132,
p. 578(2001) %),

[0006]  ME7E LA, TR SGLT 1l 371) R 18 ik Bee AR PR 5 8 100 It o8l 0 1T o i % 2= 0 b
S B AR BTE , KB (oM PRI BOBE PRI T RAE R AR B R

[0007]  WOO1/27128 &7~ HAT IR &5 H 1) 75 5k C- BEH K -
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BT B FR 95 B R PR3 T RCRE » 491 raE PR o3 PR D9 i 242 R PR 9 1 22 93 A S B R ' v 22
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CRIBEARIE T K ARIR R SR E TR R FEME Wy B 1) S L FE CHE, CF,. CHF,0. CF,0,
CF,CH,~ CF5CH,0+ FCH,CH,0+ C1CH,CH,0+ FC,H,+ C1CeH,~ BrCH,~ I1C,H,~ FC.HN\ C1CHN BrCoHN-
FC,H,S+ C1C,H,S+ &% BrC,H,S.
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Mg s4— 5 —3— (4- ( A AL ) RILFIL ) —1- (B -D- M Ak sl 2L ) Mol s S JLB= 25 b
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A3 ) RS EORE A% T SEIR A BRI FR AT R MORAE R R I 2R ORE | it Hp B RGBT
Fa LA IR T R R R I R PPESEE « R = R H I S ILRE L X Z259E (Syndrome X) A3l fik
BEREREAL, | R L

[0050] AR EHAAMERILE 2 B Rl 2 () 3hm] 22 O B AR W eh 25, S nT LU 4 s 24 11511
TEARAT o FH T8 1125 24 (90 24 B 24 S0 SR 45, 490 a5 o) 50 A 3000 R0 IR 3 L AR 711
BV F BT VR LRI 5 . T TR M g 25 4 B 250500 A4, ol an, 177
A8 FH 3 S FH Z8 0 7K A B A 7K AR T 2 B I VR A B o T s Ak P i R 5 B R N o
7l

[0051] ARSI E= 25 4G9 R50 = B A, 9 s o) e 3 3R v B ) A ) e e
200.01 Z5 / TRAEL 100 25w/ TrofkE (kL 0.01 25 / TwERL 50 =55/ T
T HALEL 0.01 5w / TR 30 25w / T ) ISR, XrTLL2y0.01 =5 / T
T/ REA 10025/ T/ K (k% 0.01 Z55/ T3/ REA S0 2w/ T/ K,
FALE AL 0.01 255 / Fog / REA 30 %5 / T30/ K) WHIES T RXRHBRKIE
T ) 77 AR AT A A AR S0 UL G4 S B 24 BT 352 3R K B 25 41 5 ok
S, WFIEMEHL0.01 255/ TREL 100 25w / T (kL 0.01 2w/ TRE
2150 =5 / T3 s EARIEL 0. 01 5 / TR 30 =5 / T50) BIEMHRr, B4
& T k58 45 2577 AT TE 2 2R, JE5R & n] B Pl T45 25 40 8 75 K T iy eIk
PRIV R T R S el e AN E . B H A E0E B AR

[0052] G iR FRE, WK (D) AEYn] 5 — Pl 2 B ARHURE R 1) P e ) A / 8L
M VAT AL A AT o AR AL B4 Bk s HoAh 24 50 w] 8 [F])— 57 & 24 Fh 25 25, sl L4y )
1) = 2 B G 45 25

[0053] A BT PR3 71 BBt i A0 551 (10 S 491 0, 455 Mok 0 25 L R 0 2% 0 i (i ) Mok I 2% 0
oM BCRA 5 SCLT FP il 4 FHAS [R] /R AL E ) HARBURE IR R . HAR T & 1K L8 25 5]
(100 SE A5 A SBUNAS TR R JOR 28« o — ) 280 8 7 g 0 705510 PPAR v (2 2451 (48] L, W A o — i
AW )~ PPARa /vy XUE R PPARpan 12 25 —JIKSEIKHBE TV (DPP4) FHI5) | 25 71 ) i
(mitiglinide) &R (nateglinide) «EMAATY (repaglinide) . Jf & 25 & ML HE 2=
FEIK -1 (GLP-1) e HLAZ PR R4 PTP LB HI il F5 4 I A R AL AR Al 370 « RXR 15551 7 25 6%
6— TR R 30 HIF . GPRA0 {3557 / 5517 GPR119 22557 . GPR120 12257 I 2 M (GK)
TR R BE 1, 6- XU G (FBPase) FNil5H.

[0054] LA 6 7 35 1) S5 40 A HLAC AR Pt s I A 551 P /N ASGR)  Bsl ik s A f Ak,
F1) B B A ) o

[0055]  WI{Eit 5 ARPNEWASATHBPULHRIERE 8, B FRRZFEIEHGN. G VR
HIF - M (52 Bl FREENEIF . FRIREE AR B 299 B Ak NPY H55t
7 AR 2L AR MCA {22857 S CBL 3BT

[0056] W] fFik 5 A B AL G W) 4G A L L /s B A 45 BT ST (abeiximab) | BE
SULE (ticlopidine) B L ZE (eptifibatide) XUMEIA L (dipyridamole) | i H7 U Ak
(aspirin) [HR#%ER (anagrelide) EZHEHE (tirofiban) MEAFMZ F (clopidogrel) .
[0057]1 W Rkt 5 A K HAL G WA G AT B0 s i Hs 55 4 % ACE # il 51 45 55 5t
Fis = BB R R A AR AR S s 2 LT DU B — B BH R A i B K i
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(vasopeptidase) FIF].

[0058] WIS ANk WAL G A 4H A A FH KRR I R 57 4 MTP # il 5) HMG CoA 34 J g )
TR A A ) L A e IR PN R B ) LT YRR (Fibric acid) fiTAE4Y). ACAT 411
i) < I 7 A A B 07 TR T R e A5 81 Na'/ JIE Y B2 3L 53 - il57) LDL 52 A3
P R IR BREE A ) AR R A AT A CETP #II5R e ABC AL [a] B35 5.
[0059] G SR T, WK (1) A EWmT S8 JRE FF ACRE TR TT FRIAL A A o X 274045,
f4n, PKC ##I5) A / 8% ACE #HIF]

[0060]  FIRSAPZFITT LIS X (1) Ab-EWAH R r50) & 2 slAS [R] 0 5m) & 245 F , 550 %
ST E AN A U T

[0061]  3XHC 245 FI5RI P AR 48 4, A% AR R SRR g 25048 SR E A AN ]
[0062]  IXLEPE 254 G4 m] LA LI G 1 AR R 5] e kiRl slorm I ) = Y, B LRSS
RS i), s BN, sUARZ RIS B2, 45 P FLaR (R R ORIk 5 ) .

[0063] A EHI () AbAeki gy Erldez i shmld ¥ (1D &9 2R3 1wl

% .
[0064]
R1
4 Ar
R=— || |
=~
5
5
R50 NoRs
OR®

[ooe5]  xrh, R* IR LRI AL, HALRT 5 5 B30 SCRARTF s dn SR 7522, WIBH J= 5 e
WEWHAL B 25 BRI

[ooe6] AN (TD) A2 Wrmitl &9 s AR I 75— J7 i

[o067]  fE3X (ID) AL &, BRI TR I w] 3k B BRI RS ORI 5, e S DR SR 1K) S 451
BFENIE B (W0 SBERE ) , Mot ket (4l n = PR3 ke ik L = 2 Tk et
ST R R PREGEAL ) o FE I FR AL ORY AL W] L AR I FR AL S G T B TP ek e
il DEARORA IR LI AERE (B S AP ] ) IR R AL
fEfede (0 — — BUT 2R e ) o I, R & bEmtAE, 4l dn L WAL .

[o068] & PRy e W w] AR AR AR 53 25 IO ORAP S Al SRIEAT 5 I A AT & LT3, B A3 D 7K A
BRACHE . KO AL AL BEHEAT R AR Y

[oo60] il fur, BRER 2K TR AR, oK AR By m]Jd i A 7 AT - (D) ESRRR T £
&SRR (B, TR L85 SR L8 P AR (4, 0 5 S SR A L )
AL SR SO 5 (2) AERS TR (B, — ke ), DABEgebAbsn) (6 =3R4l =
FACHH . =58« — AR B AW st = Pk ) AP 8 (3) R AT v
(ol R Fee) 1, B IR (Lewis) MR (B, =FALH « ZBERE) A74E K, LhkedE
il (Hlin Zmils ) A2
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[0070] I FH A B B Bk 2 AR AP JE IR, 127K A S N RT3 I 0 3 4 1 PR (4, DY SR
W W8T FRE O 57K v, DU (a0, S A S A B A AL . 5 &
FEdh ) A3 (TD) AAPmdiaTr.

[0071]  PRALPE WA AEIE 50 (i, FEE S /) o, AR (0, $hEg  x) /2t
BRI O ) A (I A& kAT .

[0072] A WAL AR EE, WIm] @ i 7RIS s M) (B, C1R EER (R S5 )
LG SVUERRR) S, LA (B, Ak & AL & - ke ALY T 05 ) b (T1)
AT .

[0073]  ZefRA R WAL EAEAGHL S S B R N AT, Wi\ 0°C &2 50°C, SEARIE A 0°C
2EE.

[0074] UL ARAT I AS A AL G Al M A BILG RAk 27 b b iR B T V2 9 T B 6
RN B EEIESE, 7 B KL aifk.

[0075] = (IT) AW AIRIERRAE | 2 3 BUR KA IR

[0076]  FEA R BHAL G4 AT T i) 5 ik 2 R0 ], W RE 75 22 &/ B BB AR AP AT AH G 7
AU B SO SR o AT I A LR AP SR AA B S TR IR AR A HAE
T, 2 0L T.W. Greene et al. ,“Protecting Groups in Organic Synthesis”, JohnWiley
& Sons, New York, 1999, R R RIS, 1 H #EN A ST H AN R CLA B 77 55 TR
PEERR 2.

[0077] #4211

[0078]
R’ R! o)
a 2 i Ar
2_1" Ré—
el ] . w i
N G N “F%Z 7
5 IR WOR5 VA
5 5
ORS® ORS
(IV)
(V)
R’ OH R’
3 Ar . = Ar
Rz—\ l I 31:.}:‘? Rz“_\ I I
N J}'—% 3 N
OR® s OR®
(o} o)
5 5
R0 OR® RO y OR®
OR?® OR®
(I11) (ID)

[0079]  ( RiRpgie, £f55 5 F3CE XHAHRA. )

[oos0o]  Ab&4 (IT) Al A Tid D BRE %

[oo81] ZDER 1 :

[o082] =X (IV) 4k AP R (V) (a5 E (VD (&4 6wl & -
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[0083] Ar—COC1 (VI)

[oos4] A Ar 5 b 30w XHIAH

[0085] % 4 & Jx NV W] AR IE Y % N T, 2% Sy KR A7 AR N, MR A AT B 2 g0 i
Friedel—-Crafts Witk s NiEAT

[0086] % 5 IGIR IV Sl FE Ak B = ALl « ZBER A &4k (V) LS PUSELER.
[0087] LTI L H ALIHG Friedel-Crafts M AT — R, 1295 7] 1R SE 491 A0 45 pi 4k
RS, lhn — & Rk B S A Ok

[0088] b s )3 ] AEAIG L « 2 ¥ B il T 1EAT, A, A -30°C &2 60°C o

[oo89] JDEE2:

[oo90] X (TTID) HAWAIRIANGK (IV) 4b-& Wik s il & .

[0091] 1238 iR i NV AT AR S ), B LR TR i b 34k &4 (TV) AT .

[0092] & U ) SE B BRI Ak A (A, 3 BRAS & &4k Al (TTD) LKA L e
= CWEMN A ) AR (Flm, SR S8 0= RTEE) .

[0093]  ZWSHITT I B A WG KB IATAT— B, HeSE o FEmESR (440, DU SRR L T5E
TR LR S TIEGE ) JBER (n, PR OlES 2- TNEE ) MOX SRS RIRIR G .
[0094] I J i 3 ] AE AR BREEIR N IEAT, B, A -30°C & 25°C.,

[0095] DR 3 :

[o096] X (IT) fbEHRI M (I1T) AbE&Wid s il & .

[0097]1  fb&4) (I11) K30 B n] 38 I 70 i 5 B ), FEIRAFAE R, LA 157 Bk
A A A 3 T BEAT

[0098] LRI SLAIAUTE R 2 R (1914 = 3Ll « Sk A4 5 U SALER) , SO LR
(B =5 LR 5 PR ) o

[0099]  FeEJe 3R ) S g A — B B Ak oe 28, W 1 = £ 3R . — R N R RS

[o100]  AEAL I S AL FEIN A AL B 5 — SRR RN A AL B

[0101]  ZW ST B ARG [ N R ATART—Fofr, 122 50 B0 S 46 O S ik s (g,
TR RS R Ok )  SOX SRR A -

[0102]  iZIA JR S 3 ] AE AL B IR N 1EAT, B, A —30°C & 25°C,

[0103] 422 .

[0104]
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R

/t

RP— I |

™

R"’O\/\)/\k
R

WOR® IR 1
OR®

OH

Ar
N

WOR®
y” “OR®
OR®

N

0

ORS

V)
R1

1
R1
~

R 3 N .
R%°0 R%0 NOR®

(III) (II)

[o105]  ( RiRpgied, £f55 5 F3CE XHAHRA. )
[o106] & (11) WA Nk DB H %
[o107] DB 1
[o108] X (VIT) Ab&Wwl @it i Vilsmeier iFIEK o« , a - S AIEEREE / PYSibEk
Bl (V) e E Pl .
[0109]  Vilsmeier {7 T] LAASSII A #0015 #0773, 40 40, ) A 368 R B e sl N- PG
TR / = SR AT PR I S B B SR A 4%
[0110] b B LR b 7 58 S50 (ol — R R FR G ok — A e ) AE IR B T
AT, a0, I\ 25°C % 80°C o
[o111] PR 2 .
[o112] =X (11D 4bAnl@id = (VIT) L5945 ArLi. ArMgBr. ArZnBr. Ar (Me) ,L.iZn
B¢ ArB (OH) , fl& il 4%, Hodr Ar i B30 e o
[0113] 454 (VII) 5 ArLi ArMgBrArZnB r 8% Ar (Me),LiZn [IE 4 5 3 Bl ] 75 1%
U HLAT (B0 2.0k DU SR B 1, 4- — k) o, 78 S ss. (filin, -78°C &
25°C ) NIHT.
[0114] L&Y (VIT) 5 ArB (OH), IAE A S o i 780 3 ] 535 20 1 ML 7049 Y e
R AR RS 1,4- 20k, eI ( SBRE A ) e (D 807
B -(L5-MFE M) 8 (D) R LRI 1, 1 - X0 (2R ) ke = - T &
BEAAAE T, FE R BEE (F1n, 25°C 2 100C ) FET.
[o115] DI 3.
[ot16] =X (1) Ak AW EEAE (T1D) & I i il % .
[0117]  JhIE R AR % AT 1, AP BR 3 UK 1) 74T

[0118] {4 3 .
[0119]

S
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|
5 OR®
OR A?B(OH),, :
o Q 5
ORS  APBFK, . OR
RSO t . A?Sn"Bus, %, R°OC ORS
OR ROB(OH),
(II-A) (I1-B)

[0120]  ( FiRE&EFRA, Ar' K56 smEms 56, X DGUREit, Ar® A 2Rk i 205 R SE Lt
W 35 | & ML 256 | Wy Bl e R Y 3, R® M PR, "Bu A IE TS, HAh AT S S X
RIAHTE . )

[01211 4tk & % (11-B) W i@ ot f# X, (11-A) 4k 54 5 Ar°B(OH),. Ar’BF.K. Ar°Sn"Bu, BY,
R°B (OH) , A i il 4%, Horf Ar®  R° 55 "Bu 1 b 3CimE o

[0122] % & e N AT M) HH B 05 5E A5 5 5 R 2EAT, B 4, Suzuki i S5 (2
M :Suzuki et al., Synth. Commun. 11:513(1981) ;Suzuki, Pure and Appl.
Chem. 57:1749-1758(1985) ;Suzuki et al., Chem.Rev.95:2457-2483(1995) ;
Shieh et al., J.Org.Chem.57:379-381(1992) ;Martin et al., Acta
Chemica Scandinavica47:221-230 (1993) ;Wallace et al., Tetrahedron
Lett.43:6987-6990(2002) 5 Molander et al., J.Org.Chem. 68:4302-4314(2003)
K Stille ff & 7% (2 M :Stille, Angew. Chem. Int. Ed. Engl. 25 :508-524 (1986) 5
Liebeskind et al., J.Org. Chem. 59:5905-5911 (1994) .

[0123]  ff& SO AT ARG S350 T, 75 Pd AREAL ) BOBRATAE T, 2 BAN B B A4 S s sl im 2F
AT o

[0124]  Pd fEALFRIRSEE R PY (=280 ) 42 (0)  SR4E (11 W (40 ) —&U4E (1D .=
SR =2 ) A8 (DD V[, 17 =00 C2aRe ) - %k ] — /U (ID 5 & PR E 4
W= (WEE - I ) 48 (0) - @ INEM S FAAE (TT) o B S5 0,455 k<5 J Bk TR
Eh O, TRER R K BN 5 Ik PR AN ) e SR IR B (M9 40, BRI = BEER A S IR A
W) AP (I, N, N- RN AR ) R @ s A (N, AL S A ) o Bl
RS ssE = AR S = (AR ZRIE ) e WS IR it sl A FE L AR (1) o

[0125]  iZ¥E AT Ik A ANYIAHE S SOV BIAEAT— B, LSl o5 ek (A, 28 5 2R |
MESS (M, DUSPRmE 1, 2- A O 5 1, 4- 8k ) (B (Blan, — S lEhL
I OWE L, 3 IR -2 BRMEHRAR S5 N- 2L B ) JEESE (R OB S 2- N
B ) K SRS KT S o

[0126] %Al & Bl AE =R B N REAT, B4, M 25°C 22 150°C, ik M 80°C 2 150°C.
[0127]1 = (V) MERIEA S D PTRYE TR R A2 %

[0128]
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R1
AN
RZ—1— (XI)
Z N
H
FH 1| %4
R1
R2—— :
N oH
o
OH
HO Z
OH
F5) (X) F I 4
At (o R’
R N
2
T YN R Z N 5
Rz"'_l'/ OR
N ‘OH o 5
5 OR
OH R%0 RS
HO ~
OH (IX)
(VIII) %3 F
) R’
R 4L
R2_,%_> \
N OFRS
o}
‘)b—ow”
R°0 5
OR
(V)

[o120]  ( RiRERAEH, £55 5 E3CE XHAHRAL. )
[0130] DB 1
01311 X X) (AT EEE X XD AW D- #A R4 G4 . & Oy s 7Y
RIS M a0 OB K S BESE (in, FiE. Qg5 1- NEE ) o, A 8O 5RIM] n s
W5 CIR N, fE S|BER F T
[0132] D2
[0133] =X (VIID) fb&Wnliid b8 X0 1bEWimbles. A s R i 8 b m] 7R3 4
WGBSR (1, 20k DU 55 1, 4- — I8 ) ik (in, — & P &
51,2- Z&&KE) K ARSI RGP, R AR an i Ae Rk ERAE DY -1, 4- 2R
Fi (&R (chloranil)).2,3- —&( -5,6- &%k -1,4- KB (DDQ) B 1,2- LI (K
Wi ) &b (I1) FRAFAE N, /=W BAGIR T 2T,
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[0134]  BIR 3 .

[0135] X (V) fhaWnl Ry X (VIID AL SWRFRIE Ml ZFRIER IR IR 1
B AR R IR 2R B IR 2R B R PP R B S A R b e i (9, S ) L 7 Rk
A (i, N3 2REE G AR IRIE ) ek R RE AR (a0, = SR AIe ik U T 2
AL PREREEE 5 = CREPRELGTIE ) o ORGP SRV AT ) FH 380 AR SR PRI B AN 523 88 R0 £ R
TEBEAT . R TR IERIN AR S AT, 2 0L T. W. Greene et al. ,“Protecting Groupsin
Organic Synthesis”, John Wiley & Sons, New York, 1999,

[o136] PR 4 -

[0137] X (IX) AL & WmT i 008 3, Bt Ry b &4 (X) MIFEEEmHl4 .

[o138] BIR5 -

[0139] X (V) A&t RAE DR 2, B &Y (1X) 14 .

[0140] X (XI) AL EWPTARIE N ik B2 6% -
[0141]

R! R
- I ﬂ
T AN Fischer w|<kA A&, 2N KR
H
(XIV)
(XV)
R R’ ¥
X W3 2. N —L%zél R?—; >
R— T N—coH —= RZ— By L A~N
S N HRAM F N H
H H
(XI)
(XIII) (XIT)

[0142]  ( biREgfEH, RT keds, AR5 5 B e AR . )

[0143] D 1:

[0144] X (XIV) b Bl B 4k 28 (XV) A Bl a6 . BRI AL S 0 ] R i A 45
N Fischer M4 2 N ( 28 :Chem. Rev. , 63,373, 1963) #H4T . 1 v B A b 773
MEFI RS Cn, FEES ORE ) e (T, R AHER R ) b, BORERT , AR
B anis Zy I (0, SUALEE ) ENLR (B0, 3RS 2 68% ) AR (B, o5 =
WO ), {E R T T .

[0145] ij/':ggl% 2

[o146] X (XIID) tb&Wvl il Kl (XIV) AL& il 4% o oK fift sz S i 760 iy m £ &
MG AN KBRS (B, RRES CFE) Kk (flan, ke 5 DU S ) 4, S an
i< B S (flan, SR S AT S SN ) , fEARIR =R e sE T kT
[0147] DI 3:

[o148] X (XID) AW WE AT XITD) (S P MREA T4 o IR B mT SR 4l
PEIE 45505 v obk e, A5 FH AR A48 A 5 76 sl T 12547

[0149] JDIR4 .
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[o150] 3\ (XD) A Ppml Il ik I s (XTT) A &P il 5% o BRI i s 7 SRS 3l m] AR =4 4%
A L5 stk (Blin, Rk W Lkt ) Sk (B, Lmk5 DYk ) +,
3 S 5ol = Z o I A B, FE AL R R B QIR R IR B A = L% . = AL - &
MRS S WAFAE N, A8 = B 2T

01511 =X (XV) (ATl i (XVD) 545 CH,COCOR™ & iy il 4 » X R fan 3¢
F)Tﬁ}( :

[0152]

1

R
R2_1 R (XVI)
! A NH2

N
H

[0153]  Xh 755 F3CE SCRAHF] . a4 S ] 3 730 3 75 38 s 76 an 0 K 5 1

K (fltn, PEE. O S - R ) o, SaAN S (B, LR85 IR IR (i, 2hig

5418 ) F, fEEREER T T

[0154]  wJakfeHh, X XV) ALEWrEE (1) 7E8R (Bl ) A74E T, 7R 18 2995004

KBS (fFlhn, FEES OmE ) X XVID 4654

[0155]

7N (XVIT)

NH,

[0186] XA RF5 4 b SCHTE X, 5 AR RN 7E 25 W BRI T RN, 15 216 M. 1) 0 85 J 2
#h s K (2) TERE) W S IRAN A EAL A AE S, TEIE 9 FI B ok S ek (filan, Flgs &
i) A, ARV SV N, 5 S B A Eh 5 CH,COCH (CH,) COR™ (A RT o1 ESc e X)) 4ty
1 il £ o

[0157]  HAhE GRG0 A2 T 85 T 15 sl ]l i 20 S AR K B AR N 53 BN 1 7 TR 2%
Gy £

[0158] " Sl it St 9] 5 23 2% ) 1t BH A O B, AELAS VU A AR R B FR T ot

[0159]  SZjiafs]

[o160] St 1 -

[0161]  4- % -3-(4- SEERFEFEE ) —1- (B -D- A Z ML B 2L ) M9l

[o162] (1) AT, P 4- | &Mk (2.88 52 ) &5 D- #iZiHk (3.38 w) 7&
LTE (150 ZH ) -H0(10 ZF+) TR EY. W28 KE ), 7 B R FH ik A 2 A i
(&7« FEE= 100:0 & 88:12) 4lifk, /52| 2 T EIHAN 4- & —1- (B -D— R AL E 2L )
M5 W& (3.35 50 ) o APCI-Mass m/Z 316/318 (M+H) ., "H-NMR (DMSO-d6) & 2. 87-3. 02 (m, 2H) ,
3.07-3. 12 (m, 1H) , 3. 20-3. 32 (m, 2H) , 3. 38-3. 47 (m, 2H) , 3. 51-3. 60 (m, 2H) , 3. 68-3. 73 (m,
1H), 4. 34-4. 37 (m, 1H) ,4.63(d, ] = 8. 3Hz,1H),4.93(d, ] = 5. 1Hz, 1H),5.03(d, J =
4. 0Hz, 1H),5.06(d, ] = 4.5Hz,1H),6.53(d, ] = 8.0Hz,1H),6.60(d, ] = 8.0Hz, LH),
6.99(t, ] = 7. 9Hz, 1H) ,
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[0163]  (2) ¥ ERAL&4 (3.3 %) WAE 1, 4- —B@kt (150 =Jt) 1, fEHL N 2,3- —
A -5,6- EIE -1, 4- 2KER (2.85 50 ) o fEERBFILIEEY) 12 /N o 7ERNIREDH G
I AR BR S A /KB (300 Z£71) , IIR-G Y UL LR S BB 3 IR o & FF BIA HLZ LA FI R
MR SN KIS, U ER BT o I 9B L BRANEY I, 28 R U o 7k B A Ik A
Jadrig (240« = 100:0 &2 86: 14) 4ifL, 193] 2B L5 MmN 4- 50 -1- (B -D- A%t
MR BE L ) I5[I (2. 01 52) o APCI-Mass m/Z314/316 (M+H) . "H-NMR (DMSO-d6) & 3. 24-3. 50 (m,
4H) , 3. 68-3. 74 (m, 2H) , 4. 54 (t, ] = 5.5Hz, 1H),5.11(d, ] = 5. 3Hz,1H),5.20(d, ] =
4. 8Hz, 1H),5.28(d, J = 5.8Hz,1H),5.44(d, J = 9.2Hz,1H),6.51(d, J = 3.4Hz,1H),
7.11-7.16 (m, 2H) , 7. 57-7. 58 (m, 2H) .

[o164]  (3) ¥ LAY (2.01 50 ) BIFAEZATHE (100 ZF) F1, fFEHNFHGRIR NS
MR (4. 24 Z2F) N, N- ZRINEEOE (7.8 =) H4-( ZRERKE) g (78 %ﬁ)
TEZ R 30 73805, BLIRG AR AT I R /KWL /K 55 VAR IR S M /K VA T e
AVJEUBIR ST . IR LR, 28 R B . FREE ML Lk - EFE,naaﬁﬁ
aifb, FR 2 tgmn 4- & -1-(2,3,4,6- V4 -0- LBEZE - B -D— #i 2 ML Bl ) gk
(2.94 % ), APCI-Mass m/Z 499/501 (M+NH,) . "H-NMR (DMSO-d6) & 1. 65 (s, 3H), 1. 97 (s,
3H), 1. 99 (s, 3H) , 2. 04 (s, 3H) , 4. 08—4. 16 (m, 2H) , 4. 28-4. 32 (m, 1) ,5. 26 (t, ] = 9. 8Hz,
1H0),5.53(t, J = 9.5Hz, 1H),5.62(t, J] = 9. 3Hz, 1H),6.23(d, ] = 9. 2Hz, 1) ,6.56(d, J
= 3.4Hz, 1H),7. 16 (d, J = 8. 2Hz, 1H),7.21(t, J = 7.9Hz, 1H),7.61(d, J = 3. 5Hz, 1H),
7.67(d, J = 8. 2Hz, 1H) ,

[o165]  (4) 7E0°C, {E FiRfb&4) (800 Z ) 5 4- LZFEFWER (0. 317 =JF) & H
fe (30 ZT1) WRREED, InEALES (1. 11 50 ) o AHEREEE FHRE 1 /NS, B iR &
PN VKIK A, LA A A HLZE DK S AR R S K e s, A IR BT . i
e BRAEYI I, WE 7R UEE . TR B A R A AT (O5t « LR L= 90:10 2
55:45) 4lifk, 153 2 L EMER 4- 5 -1-(2,3,4,6- 4 -0- ZEEHE - B -D- A5tk L )
W —3— 3 4— ZFEHEFLRR (970 275 ) . APCI-Mass m/Z 614/616 (M+H) . 'H-NMR (DMSO-d6)
61.24(t,J = 7.5Hz,3H), 1. 70 (s, 3H) , 1. 97 (s, 3H) , 1. 98 (s, 3H) , 2. 04 (s, 3H) , 2. 72(q, ] =
7. THz, 2H) ,4. 10(d, J = 4. 2Hz, 2H) , 4. 27-4. 31 (m, 1H) , 5. 29 (t, J = 9. 8Hz, 1H) ,5. 53 (t, J
= 9. 6Hz, 1H),5. 73 (t, J = 9. 3Hz, 1H),6.33(d, ] = 9. 0Hz, 1H),7.27(d, J = 7. 5Hz, LH),
7.36(d, J = 8.5Hz, 1H),7.39(d, ] = 8. 2Hz,2H),7.76(d, J = 8. 1Hz,2H),7.79(d, J =
8. 5Hz, 1H),8. 11 (s, 1H)

[ote6]  (5) i FiAtb &4 (960 =5 ) WALV (12 27 ) - LB (6 =ZF) 1, fEH
P IR EA L (592 2wl ) o EEIRBHE 1. 5 /DG, ¥ R VIR GBI 0. 5N 2h1R
IKEEW (60 ZTt) H, LLATR LA IR . & I 0IE HLZE DAL R B2 SN K iR e %%, LA
IR ST IR R R AE YT, 28 R I8, 19 28 4- & -1-(2,3,4,6- 14 -0- &Mt
5= - B -D- A ML RS ) MWk -3- JE 4- CHERE P, AT DA B TR S0P
%,

[o167]1  (6) AT, 0C T, £ FIRLEWIN NG (10 27 ) - & Fhe (20 Z7+) &
W, A= CEERERE (1. 25 =T ) 5 =5 AL « 28R 5 (0.99 =T+ ) o AHIFRE FH
FE 15 438 Ja , 28 2L IS A AR BR S B /K R DU 25 R A WL . AR B LD LR LR A
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B IR, G I ANLZ IR ERER 15 . 1 B 25 B ANV 5, 980 728 R DB, 1 2130 43 ik £ 1%
FAL IR 4- 50 -3- (4- ZHEFEEEPI) -1-(2,3,4,6- 1Y —0- ZEEEE - B -D- M Zint g i3k )
W5k o A KA SRS AT (30 =71 ) P, R NARZR S I SR (0. 673 ZF) \ = 4%
(0.871 ZJt) 5 4-( ZHIEEZE) ntng (A E ) o RSB 30 73905, A4k LT
BRIV BhK 5 MR RR BR B KV VR e A I SR B ), JF DABR R B 15 o i I8 PR AV
SO, PR 28 R DB o TR B VIR R 24 (O« IR GlE= 85:15 %2 60:40) 4lifk, 1§
BRI AL M 4- & -3-(4- CHEFREFR)-1-(2,3,4,6- 11 -0- ZBEHE - B -D- Fi 40t
PRIBESE ) W (514 235 ) . APCI-Mass m/Z 617/619 (M+NH,) . 'H-NMR (DMSO-d6) & 1. 15(t,
J = 7.6Hz,3H),1.65(s,3H),1.96(s,3H), 1.99 (s,3H), 2. 04 (s,3H),2.55(q, ] = 7.7Hz,
2H) , 4. 08-4. 15 (m, 2H) , 4. 19(d, J = 3. 1Hz, 2H) , 4. 26-4. 30 (m, 1H) , 5. 24 (t, ] = 9. 6Hz, IH) ,
5.50(t, J = 9.4Hz, 1H),5.55(t, J = 9. 2Hz, IH),6. 17(d, J = 8. 8Hz, 1H) ,7. 04-7. 10 (m,
5H),7.16(t, J = 7.9Hz, 1H),7. 27 (s, 1) , 7. 64(d, ] = 8. 3Hz, 1H) »

[o168]  (7) ff EiRib-A4 (510 Z 5 ) WAEVUEeR (10 =7 ) - FlE G Z=7) W, 1
AN TP EERY (28% T EEYA L3 4 ) o« EEIBIRE 30 B0, UL KRBT FREY
PR A E M (&4l - = 100:0 % 90:10) 4itk, £33 kr 8L &4, 2 O K
[ 4- & —3-(4- LRI EL ) —1-(B -D- A4 kg fli 25 ) [0k (337 Z£ 50 ) o APCI-Mass
m/z432/434 (M+H) . 'H-NMR (DMS0-d6) & 1. 15 (t, J = 7. 5Hz,3H),2.55(q, J = 7. THz, 2H) ,
3.21-3. 47 (m, 4H) , 3. 62-3. 70 (m, 2H) , 4. 23 (s, 2H) , 4. 53 (t, J] = 5.5Hz,1H),5.09(d, J =
5.3Hz, 1H) ,5.16(d, ] = 5.0Hz, 1H),5.20(d, J = 5.9Hz,1H),5.40(d, J = 9.0Hz, 1H),
7.02(d, J = 7. 5Hz, 1H), 7. 08-7. 15 (m, 5H) , 7. 24 (s, 1H) , 7. 53 (d, J = 8. 2Hz, 1H) .

[0169]  SEjifs) 2 -

[0170]  3-(4- ZHEEFEFEFEE ) —4- 5 —1- (B —D— HHZ NI BERE ) 1|

01711 (1) & AT, [ 4- o = & Wl Wt (185 = 35 ) 5 D- 4 % B (267 =
5 ) fEH000.74 Z 7 ) - L O Z=TH) P RIREW 24 /M. 9 75 K E T, 13 30
4= 5 —1- (B -D— F AL pE 5L ) &Mk, AR — P etk B TR 80P K.

[0172]  (2) ff LA &AW BEFAEN Q=) b, £ H WAHZk A It me (0. 873 =
T CREF (1.02 Z7F) 5 4-( R EZE) mbwg (I E) . fESRBH 21
S W ZE R IR o AF IR BV AE LR LBE T, BEIR TR DL 10 % iR A (11) 7KWk
PR DA R TR SN K S VR e %, I AR IR BE T4 b VB XBRANVA T, I 25 R €
W WREA MR ENNE (S8 : 2R OEE= 90:10 & 60:40) 4ifk, /53] 2 MG AE
im 7 4- 3 -1-(2,3,4,6- 14 -0 S BEEE — B -D— A A ik g BB 25 ) — &Mk (365 =Z 50 ) o
APCI-Mass m/Z 468 (M+H) , "H-NMR (DMSO-d6) & 1. 93 (s, 3H),1. 96 (s, 3H),1.97 (s, 3H) ,
2.00(s,3H),2.83(ddd, J = 15. 5, 10. 5, 10. 3Hz, 1H) , 2. 99-3. 05 (m, 1H) , 3. 49-3. 57 (m, 2H) ,
3.95-3.99 (m, 1H) ,4. 07-4. 11 (m, 2H) , 4. 95(t, ] = 9.5Hz,1H),5. 15(t, J = 9. 4Hz, IH),
5.42(t, J = 9.6Hz,1H),5.49(d, J = 9. 3Hz, 1H),6. 48 (t, ] = 8.6Hz, 1H),6.60(d, ] =
8. OHz, 1H) , 7. 05-7. 10 (m, 1H) ,

[0173]  (3) i Lkfib-&4 (348 Z e ) ¥ AE 1,4- W8kt (14 ZJ+) F, EH AN H M 2,
3= R 5,6 EUIE 1,4 KR (306mg) o AEEIEBEFE 33 /N, A8 L A IS I v A R
SANKET (20 ZTH) , WIS R A HET . FREYLL AR LEEABH IR, & IFREHLE
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PAER K RV, ABRER B T4, JFLINE MR AL T . oL J8 26 I VAT, TR 2% R TR . W B
PR ENTE (O« ZBEE= 90:10 % 60:40) 4ifk, UL 2B E 45, R8I 2 L6
SEEE I 4- R -1-(2,3,4,6- VU —0- L WEFE - B -D— A A ML R pE 2L ) W[k (313 25 ) o
A 132 % 135°C. APCI-Massm/Z483 (M+NH,) . 'H-NMR (DMSO-d6) & 1. 64 (s, 3H) , 1. 97 (s, 3H) ,
1.99 (s, 3H),2. 04 (s, 3H) , 4. 10 (ABX, ] = 12.4,2. THz, 1H) ,4. 14(ABX, ] = 12.4,5. 2Hz,
1H),4.31(ddd, J = 10.0,5.2,2. 7THz, 1H),5. 25(t, J = 9. 7Hz, 1H),5.53(t, J = 9. 5Hz,
1H),5.61(t, J = 9. 3Hz, 1H),6.22(d, J] = 9. 0Hz, 1H),6.58(d, J = 3. 4Hz, 1H) ,6. 88 (dd,
J = 10.8,7.9Hz, 1H),7. 19 (td, ] = 8. 1,5. 3Hz, IH) ,7. 51 (d, J = 8. 5Hz, 1H),7.53(d, ] =
3. 4Hz, 1H)

[0174]  (4) £ 0°C, £ LRk &4 (301 =5 ) 5 4- CZEERFWES (0. 124 =ZTF) A F
Bt (12 =ZTF) HedmEh, IS Inabis (431 =) o AHFERNEE NHEEE LN, B TR &
WBNVKK A (15 ZFF) , LR IR . & FEHA HUZ LUK SRR R S AN K S (15
T ) Bk, IR BREE TR . U8 BB AV, R 28 R UEW . T BRI R AT E i
(CFt : LR LHE= 90:10 %2 55:45) 4fifl, 133 2 ORI 4- LR 4- ] -1-(2,
3,4,6- V4 -0- LBk — B -D- F A ML fE 2L ) MIWE —3- 2Ll (378 =% ) » APCI-Mass m/
7598 (M+H) . "H-NMR (DMSO-d6) & 1. 25 (t, ] = 7. 5Hz, 3H) , 1. 69 (s, 3H) , 1. 97 (s, 3H) , 1. 98 (s,
3H), 2. 04 (s, 3H) ,2. 73(q, J = 7.5HZ,2H) , 4. 07—4. 12 (m, 2H) , 4. 27—4. 30 (m, 1H) ,5. 31 (t, J
= 9. 8Hz, IH),5.53(t, ] = 9.6Hz, 1H),5.77 (t, J = 9. 3Hz, 1H), 6. 34(d, J = 9. 0Hz, 1H),
7.03(dd, J = 10.8,8.0Hz, 1H),7.38(td, J] = 8.2,5. 1Hz, 1H),7.41(d, J = 7.9Hz, 2H) ,
7.63(d, J = 8. 3Hz, 1H),7.77(d, ] = 8. 2Hz,2H) , 8. 16 (s, 1H) ,

[0175]  (5) £ 0°C, 7€ LRtk &4 (375 =) ML (4 =TF) - VUAKH 8 =Tt) Hid:
W, AL ET (111 -BAKEY (701 25w ) SMEiih (712 =50 ) o FHFNRE F 6
FEL/ANET S, FEEL AN N 0. BN ERBR /K VAV, ILIR G W) LA SR CERAEEUM K & I HLZ LA
PRI B FR SN K VS TPV, DR IR BE T8 o 1L yE R BRANEW) 0L, Dl 25 R U8V, 19 2IF 4- &
FERFEL 4-F -1-(2,3,4,6- P ~0- LSS - B -D— A AL HESL ) gl —3- R i, AT ik
—baith B TREP IR,

[0176]  (6) B SM T, E-10C, £ LR AEWHI LN B =T ) - —&EFH 4 =)
PR, I = & RERE (0.501 ZTF) 5 =% ALl « 2S5 (0.398 =Tt ) . #H
VR FHERE 10 20Bh 5, 7E3L Nas N R BR VBN KV, Dol 78 R WL . Bk B ) LA
LR CBEREIRIR, G BIA VL Z DR RREE T . i8R BRI, 1R 78 R IEW, 133
Y B L EIEAL IRH 3— (4 ZFREZEFIL L ) —4- F -1-(2,3,4,6- P4 —0- ZHEIE - B -D- 4
LIRSS ) MW, {F ISR (11 Z T ) i, 7R H AR GRS itk g (0. 152
ZTF ) CRREF (0.178 ZTF) 5 4-( ZFERRE ) itwe (7.7 =5 )« EERBF: 1 /DB
Ja PR 28 R . AR WEE LR 1R (40 Z71) 1, JOIRG W LA 10 % hi B4R (11)
TR VBB IR, P DAV R R S Ak AR W Ve %, F AR IR B T4 1L VB 2B AN I,
PR 7 R e % B T [ AR E IR BL B, 19 B 2 B 4510 3- (4- LRI
B -4- | -1-(2,3,4,6- PU —0— ZBEEE — B -D— 7 Z otk P M 5L ) MHIE (335 270 ) o SN
188 & 189 ‘C. APCI-Massm/Z601 (M+NH,) . 'H-NMR (DMSO-d6) & 1.14(t, J = 7.6Hz,3H),
1.63(s,3H), 1. 96 (s, 3H) , 1. 99 (s, 3H) , 2. 04 (s, 3H) , 2. 54 (q, | = 7.5Hz,2H) ,4. 02 (s, 2H),
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4. 09 (ABX, ] = 12.4,2. 4Hz, 1H) , 4. 13(ABX, | = 12. 4, 5. 4Hz, 1H) , 4. 29 (ddd, ] = 9.9, 5. 2,
2. THz, 1H) , 5. 23 (t, J = 9. 6Hz, 1H) , 5. 49-5. 56 (m, 2H) , 6. 15(d, ] = 8. 5Hz, 1H) , 6. 77 (dd, J
= 10.9,7.9Hz, 1H),7. 09 (s, 4H) , 7. 14 (td, ] = 8.0,5. 3Hz, 1H), 7. 24 (s, 1H),7. 46 (d, ] =
8. 2Hz, 1H) ,

[0177])  (7) fif BiRb&9) (321 =50 ) WAETEE (3 ZF) - WEARER (6 Z7) 1,/ H
PRSI R TN (28 % BBV, 1 ) o FEEIRIEHE 3 /NI, WU 28 R S N . R EE
PR RE A E MR (87« FEE= 100:0 £ 90:10) 2k, 235 8L &9, 2 Ok
(1) 3—-(4- LHEIRFEFEL ) —4- J —1- (B -D— A A5 b g fl 2% ) Mgl (226 Z£5¢ ) o APCI-Mass
m/7Z 433 (M+NH,) » 'H-NMR (DMSO-d6) & 1. 14(t, J = 7.6Hz,3H),2.54(q, J = 7.6Hz,2H),
3.21-3. 27 (m, 1H) , 3. 35-3. 48 (m, 3H) , 3. 62-3. 70 (m, 2H) , 4. 04 (s, 2H) , 4. 54 (t, ] = 5. 6Hz,
1H),5.10(d, J = 5. 3Hz, 1H),5. 18(d, J = 4.9Hz, 1H),5. 21(d, J] = 5. 9Hz, 1H),5.37(d, J
= 9. 2Hz, 1H),6.74(dd, J = 11.3,7. 6Hz, LH), 7. 03-7. 08 (m, LH) , 7. 09 (d, ] = 8. 2Hz, 2H) ,
7.17(d, J = 8. 1Hz, 2H) , 7. 22 (s, 1H) , 7. 35(d, | = 8. 4Hz, 1H) .

[0178]  SEJfH] 3 -

[0179]  4- % -3-(4- LEFERE I ) —1-(B -D— FZMLAgHEZL ) gk

[o180] (1) LA ARSIl 4 2-(4) 19 77 =X 4k B SE 3t 491 1-(3) 3R43 19 4- & -1-(2, 3,4,
6- VY —0— L B2 — B —D— i 24 ML e BB 2 ) W[k Je 4- SRR P B AL 3 B B Bk K
1) 4- 3 —1-(2,3,4,6- 1Y -0 LBEEE - B -D— A4 ML b 255 ) Mol -3 & 4- SRR
fiil, APCI-Mass m/Z630/632 (M+H) . "H-NMR (DMSO-d6) & 1. 37 (t, J = 7.0Hz,3H),1.69 (s,
3H), 1. 98 (s, 6H) , 2. 04 (s, 3H) , 4. 11-4. 12 (m, 2H) , 4. 14(q, ] = 7. 3Hz, 2H) ,4. 28-4. 32 (m,
1H),5.29(t, J = 9. 7THZ, 1H),5. 54 (t, J = 9.5Hz, 1H),5. 71 (t, J = 9. 2Hz, 1H),6.32(d, J
= 9. 0Hz, 1H),7.04(d, J = 8.8Hz,2H),7.25(d, J = 7.5Hz,1H),7.35(t, J = 8. 0Hz, 1H),
7.79(d, 1H),7.99(d, J = 8. 8Hz, 2H),8. 07 (s, 1H) ,

[o181]  (2) DL &L S il 491 2—-(5) ) 7 A Ak 3k ik 4- & -1-(2,3,4,6- P -0- & Bk
55— B -D- AN R ) MIME -3- K 4- LI IRIENT (500 25T ), M3 EIM 4- & -1-(2,
3,4,6- V4 0~ LWL - B -D- A ML ) WIWE -3- 2% 4- AR, ATHUE—D
aith HEH T REo0 &,

[o182]  (3) WA I, 4E —10°C, £ LIRL S 4 (10 =T ) - —& F 5 6 Z=7)
PUHEES A, N = B RERE (0. 634 ZTF) 5 =HAL « ZBEE A& (0.503 ZTF) . #H
[FIE A N BHE 40 738G, 7R IS B AR IR SV /KW (20 271 ) , IR ZE R A WL
TR, IR ClE (30 ZZ T ) ZEEUH IR, & RANLZ DRIREE T8 . I8 L BRABIIR,
TEZERIER . TR M4mOl (8 =Tt ) B, SR 2R EH MM 4- & -3-(1- L4
SERFEEFI ) -1-(2,3,4,6- 19 -0- LW - B -D- A LM M2 ) Mk (430 25T ) o M
166 % 169°C » APCI-Mass m/Z633/635 (M+NH,) . 'H-NMR (DMSO-d6) & 1. 30 (t,J = 7. OHz, 3H) ,
1.65(s,3H) , 1. 96 (s, 3H) , 1. 99 (s, 3H) , 2. 04 (s, 3H) , 3. 96 (q, J = 6. 9Hz, 2H) , 4. 09 (ABX [{] A
WAy, ] =12.4,2.6Hz, 1H),4. 13 (ABX [ B 4%, J = 12.5,5. 3Hz, 1H) , 4. 14 Fl 4. 16 (ABq,
J = 16.0Hz,2H) ,4. 28(ddd, J = 9.9,5.3 1 2.8, 1H),5. 23 (t, J = 9. 6Hz, 1H) ,5. 50 (t, J
= 9. 2Hz, 1H), 5. 54 (t, ] = 9. OHz, 1H) ,6. 16 (d, ] = 8. THz, 1H),6.80(d, J = 8. 5Hz, 2H),
7.04-7. 06 (m, 3H) , 7. 16 (t, J = 7. 9Hz, 1H) , 7. 22 (s, 1H) , 7. 64 (d, ] = 8. 2Hz, 1H) .
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[0183]  (4) DAZRMASZif) 2-(7) pyr b3 Bk 4- & -3-(4- SEEREFRE)-1-(2,
3,4,6- V4 -0- & Bk 2 — B —D— 4 25 nib i BE 2% ) Wl %, 15 B bR AL A W, BB K
(1) 4~ & —3- (4~ & % 3 28 58 F1 38 ) —1- (B D~ 4 2 otk i Bl 2% ) W5 Wk, APCI-Mass m/Z
465/467 (MW+NH,) « "H-NMR (DMSO-d6) & 1. 30(t, J = 6. 9Hz, 3H) , 3. 23 (td, J = 8.9, 5. 5Hz, 1H) ,
3.39(td, J = 8.8,5. 1Hz, 1H), 3. 43-3. 47 (m, 2H) , 3. 61-3. 69 (m, 2H) , 3. 97 (g, J = 6. 9Hz,
2H) ,4.19(s, 2H) ,4. 53 (t, J = 5.5Hz, 1H),5.09(d, J] = 5. 3Hz, 1H),5.15(d, ] = 5. OHz,
1H) ,5.20(d, J = 5. 8Hz, 1H),5.39(d, ] = 9. 0Hz, 1H) ,6.82(d, J] = 8. THz,2H),7.02(d, J
= 7.5Hz, 1H),7.09(t, J = 8. 0Hz, 1H),7.12(d, J = 8. 5Hz,2H) ,7. 20 (s, 1H),7.53(d, J =
8. 3Hz, 1H) .

[0184] St 4 -

[0185]  4- %l —3-(4-( FmiZE ) ARIEFE ) -1-(B -D- M AL s ) Mlwg

[o186] LALLM 3 (1 77 ANUAL BESE ) 1-(3) $RA3H 4- & -1-(2,3,4,6- 10 -0- &
W2 — B —D— %2 ML MR B 225 ) M5IWR Je 4- (C AR 26 ) K RIS, 15 3 2 L R R s @ik &
M), APCI-Mass m/Z450/452 (M+H) . 'H-NMR (DMSO-d6) 6 2. 43 (s,3H),3. 24 (td, ] = 9.0,
5.6Hz,1H),3.39(td, ] = 8.7,5. 2Hz, LH), 3. 43-3. 48 (m, 2H) , 3. 62-3. 69 (m, 2H) , 4. 23 (s,
oH),4.53(t, J = 5. 4Hz, 1H) ,5.09(d, J] = 5. 1Hz, 1H),5. 16 (d, J = 5. 0Hz, 1H) ,5. 21 (d, J
= 5. 6Hz, 1H), 5. 40(d, J] = 9. 1Hz, 1H),7.02(d, J = 7.5Hz, 1H),7.10(t, J = 7.9Hz, 1H),
7.17(s,4H) , 7. 27 (s, 1H) , 7. 54 (d, J = 8. 2Hz, 1H) ,

[0187]  SEJEfH] 5 -

[0188]  4- Gl —3— (4 FAIERIL I ) —1- (B -D— F A MLl 2L ) 19l

[o189] ARSI 3 i 7y AL BE SE ) 1-(3) FRAFHT 4- & -1-(2,3,4,6- 14 -0- &
PR3 — B —D— 2 ML PRI RS ) M9I Wk Je 4— FR AR R AR R4, 15 31 20 Ok R IMbR AL &4
APCI-Mass m/Z434/436 (M+H) o 'H-NMR (DMSO-d6) & 3. 20-3. 27 (m, 1H) , 3. 36-3. 48 (m, 3H) ,
3.60-3. 71 (m, 2H) , 3. 71 (s, 3H) , 4. 20 (s, 2H) , 4. 53 (t, J = 5. 6Hz, 1H),5. 10(d, J = 5. 1Hz,
1H),5.16(d, J = 5. 0Hz, IH),5. 21 (d, J = 5. 6Hz, 1H) ,5. 40(d, ] = 9. OHz, LH),6.84(d, J
= 8. THz,2H) ,7.03(d, ] = 7. 6Hz, 1H),7.09(t, ] = 7.9Hz, 1H),7. 15(d, J = 8. THz, 2H) ,
7.20(s, 1H),7.54(d, J] = 8. 2Hz, 1H) .

[0190]  SEJfs] 6 -

[0191]  4- % -3-(4- FURIE I ) —1-(B -D— F AL ) gl

[0192] (1) LAZEALLSE 5] 2—-(4) 11y 7 2N Ak B 52 i 91 1-(3) SR 10 4- & -1-(2, 3,4,
6- VU —0— £ Bt 5L — B —D— 7 % ML el Bl 5 ) Ml Wk J 4- &K A& 3 3 2 Rl K
4= 5 —1-(2,3,4,6- U4 -0— & W 5 — B -D— % 24 Mk i B 2% ) M| W —3— 28 4- & K 5 i
APCI-Mass m/Z620/622 (M+H) . "H-NMR (DMSO-d6) & 1. 69 (s, 3H), 1. 97 (s, 3H) , 1. 98 (s, 3H) ,
2.04(s,3H),4. 11 (br-d, J = 4. 2Hz, 2H) , 4. 30 (m, 1H) , 5. 28 (t, J = 9. 8Hz, 1H) ,5. 53 (t, J
= 9. 6Hz, 1H),5. 73(t, J = 9. 4Hz, 1H) ,6. 34(d, J = 9. 2Hz, 1H),7.29(d, J = 7. THz, 1H) ,
7.38(t, J] = 8.0Hz,1H),7.62(d, J = 8.5Hz,2H),7.80(d, J = 8.5Hz,1H),7.82(d, J =
8. 5Hz, 2H) , 8. 18 (s, 1H) o

[0193]  (2) DL & BL K i 9 2-(5) 1y 77 R4k 3 bk 4- & -1-(2,3,4,6- P4 -0- & B
Kk — B -D— i 45 ML BE AL ) M9k -3 Jik 4- RUASENA, 19 20 4- & -1-(2,3,4,6- 4 -0- &
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WESE — B D M ZGL IR 2 ) MIWE —3- 2 4- GURE P, AT —Daift B T Ia4t
BIR.

[0194]  (3) DAL =g i 4 3-(3) 19 7 X b 3 E il b & W, 13 3 2 8 0 45 11
4- 5 -3-(4- @AHRIL PR )-1-(2,3,4,6- PU —0- ZWEIE - B -D- FHZE L IRBERE ) WL, 4
A 214 £ 216°C . APCI-Mass m/Z623/625 (M+NH,) » 'H-NMR (DMS0-d6) § 1. 65 (s, 3H) , 1. 96 (s,
3H), 1. 99 (s, 3H) , 2. 04 (s, 3H) , 4. 10(dd, ] = 12.5,2. 6Hz, 1H),4. 14(dd, J = 12.5,5. 3Hz,
1H) ,4. 20(d, J = 15. 9Hz, 1H) ,4. 26 (d, ] = 16. 5Hz, 1H) , 4. 28 (m, 1H) ,5. 24 (t, ] = 9. 6Hz,
1H),5.51(t, J] = 9.4Hz, 1H),5.56(t, ] = 9. 2Hz, 1H) ,6. 18(d, ] = 8. THz, IH),7. 06 (d, J
= 7.5Hz,1H),7. 16 (d, ] = 8.5Hz,2H),7. 17(t, J = 8. 0Hz, 1H),7.31(d, J = 8. 5Hz, 2H) ,
7.33(s,1H),7.65(d, J = 8. 3Hz, 1H) »

[0195]  (4) DARABLsiil 4] 2-(7) 1 75 A Ab 3 Bk 4- & -3-(4- & R & F ) -1-(2,
3,4,6- WY —0— LW I — B —D— i 25 b g A 2k ) W91 Wk, 19 2 AR B AL & W, B Bk K 1)
4- 5 -3-(4- S ZEFERIE ) —1- (B -D- W A5 ML RERE ) Wk, APCI-Mass m/Z438/440 (M+1) .
"H-NMR (DMSO-d6) & 3. 25 (m, 1H) , 3. 35-3. 49 (m, 3H) , 3. 63-3. 72 (m, 2H) , 4. 26 (s, 2H) ,
4.53(t, ] = 5.5Hz,1H),5.10(d, J = 5.3Hz,1H),5.17(d, J = 4. 8Hz, 1H),5.22(d, ] =
5.8Hz,1H),5.40(d, ] = 9. 2Hz,1H),7.02(d, J = 7.5Hz,1H),7.10(t, J = 7.9Hz, 1H),
7.23(d, J = 8. 3Hz,2H),7.32(d, J] = 8. 3Hz,2H), 7. 33 (s, 1H), 7. 55(d, ] = 8. 2Hz, 1H) ,
[o196]  SEjfs) 7 -

[0197]  3-(5— R —2- WEMyFLFIIL ) —4- S —1- (B -D— A ML B 2L ) 9|

[o198] (1) LA S ALK i 451 2—(4) 1 77 =X Ak B SE i 491) 1-(3) 3R A5 1) 4- & -1-(2, 3,4,
6— P4 —0— ZWEAE — B —D— A A LM BEIL ) g[Ik fo 5- IRMEWY —2- BRI, 19 31 2 5 Uk R I
4-H -1-(2,3,4,6- V4 -0— LW KL — B —D— 4 25 ML e B 2k ) Mol —3— & 65— W —2- WE Wy Ik
fill, APCI-Mass m/Z670/672 (M+H) . 'H-NMR (DMSO-d6) & 1. 67 (s, 3H), 1. 97 (s, 3H), 1. 99 (s,
3H), 2. 05 (s, 3H) ,4. 11(d, J = 4. 0Hz, 2H) ,4. 30 (ddd, J = 9. 8, 4. 2and3. 9Hz, 1H) , 5. 30 (t,
J =9.8Hz,1H),5.55(t, ] = 9. 6Hz, 1H) ,5. 81 (t, ] = 9. 3Hz, 1H) , 6. 36 (d, ] = 9. OHz, 1H) ,
7.30(d, ] = 7.5Hz,1H),7.39(t, J = 8.0Hz,1H),7.47(d, J = 3.9Hz,1H),7.53(d, | =
4. 0Hz, 1H),7.78(d, ] = 8. 3Hz, 1H) , 8. 46 (s, 1H) ,

[0199]  (2) LRIz i # 2-(5) w7 A Ab # F & 4- & -1-(2,3,4,6- 1 -0- & Bk
5 — B D i 24 ik R pE 2L ) Mol Wk -3 L 5- VR —2- mEmy LA, A3 BIH 4- & -1-(2,3,4,
6— P —0— ZWEFE — B —D— F A MEIRIBETE ) Ik —3- 2 5 IR —2- MRy L PR, AN RRidE— Pl
WWEIH TR IR.

[0200]  (3) DARRLsE i) 3-(3) M7 A b # EiRtb &4, BRI 2R B4 M
3-(5— ¥ —2—- MEWY L L ) —4- & -1-(2,3,4,6- 4 —-0- Z B3 - B -D- HiZ& kg pE 3L ) mg
Wt #4505 185 2 187°C. APCI-Mass m/Z673/675 (M+NH,) » "H-NVMR (DMSO—d6) & 1. 66 (s, 3H),
1. 96 (s, 3H) , 1. 99 (s, 3H) , 2. 09 (s, 3H) , 4. 10 (ABX [{J A 4%, J = 12. 4, 2. 5Hz, 1H) , 4. 14 (ABX
(%) B &4y, J = 12. 4,5. 3Hz, 1H) ,4. 29 (ddd, J = 9. 9,5. 3 F1 2. THz, 1H) , 4. 33 F 4. 39 (ABq,
J = 16.5Hz,2H),5.25(t, J = 9.6Hz, 1H),5.51(t, ] = 9.4Hz, 1H),5.57(t, ] = 9. 2Hz,
1H), 6. 20(d, J = 8. 8Hz, 1H),6.63(d, ] = 3. THz, 1H),7.01(d, ] = 3. THz, 1H) , 7. 09 (d, ] =
7.5Hz,1H),7.19(d, J = 8. 0Hz, 1H) , 7. 47 (s, 1H) , 7. 67 (d, ] = 8. 3Hz, 1H) .
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[0201]  (4) DAZRALSEHf) 2— (7) 177 SRAREE Bk 3— (5 ¥R —2- MEWy B FR L ) —4- & -1- (2,
3,4,6- V4 —0— & Bk 5E — B —D— 7 25 Nk e B 22 ) W91k, 43 B AR @A S 4, Bk 5 B K
[¥) 3—(5— ¥R —2— WE Wy H& FF 3L ) —4— & —1- (B ~D— i %5 ntk M 4 3% ) W] W, APCI-Mass m/
7505/507 (M+NH,) » "H-NMR (DMSO-d6) & 3. 26 (td, J = 9. 1,5. THz, 1H) , 3. 40 (td, ] = 8. 8Hz,
1H) , 3. 45-3. 49 (m, 2H) , 3. 64-3. 70 (m, 2H) , 4. 39 (s, 2H) , 4. 54 (t, J = 5. 5Hz, 1H),5. 11(d, J
= 5. 3Hz, 1H) ,5. 18(d, J = 5. 0Hz, 1H),5.22(d, J = 5. 8Hz, 1H),5.42(d, J = 9. 0Hz, 1H),
6.08(d, J] = 3.7Hz,1H),7.01(d, J = 3.7Hz,1H),7.06(d, ] = 9.0Hz, 1H),7. 12(t, ] =
7.9Hz, 1H) , 7. 46 (s, 1H) , 7. 56 (d, ] = 8. OHz, 1H) .

[0202] St 8 -

[0203]  3-(4- LA FEARFEF AL ) —4- F —1- (B -D— R ZMLAHEEE ) Mol

[0204] (1) DASRAASEHERG] 2-(4) 1) 7 ALER S 2- (3) SRAGH

[0205]  4- % ~1-(2,3,4,6- VY 0~ LB - B -D- HijZ LRSS ) WIRE K 4- LA FEFR
TEE, 19 2 2 T EM R 4- L8 FIEFIE 4- 1 -1-(2,3,4,6- Y -0~ LWFE - B -D- #i AL
PR3 ) M|k —3— JE M. APCI-Mass m/Z614 (M+H) . "H-NMR (DMSO-d6) 6 1. 38 (t, ] = 6. 9Hz,
3H), 1. 68 (s, 3H) , 1. 97 (s, 3H) , 1. 98 (s, 3H) , 2. 04 (s, 3H) , 4. 11 (d, J = 4. OHz, 2H) , 4. 16 (g, J
= 7. 0Hz, 2H) , 4. 28-4. 31 (m, 1H) , 5. 30 (t, ] = 9. 8Hz, 1H) , 5. 54 (t, ] = 9. 6Hz, 1H) , 5. 76 (t,
J = 9.3Hz,1H),6.34(d, ] = 9.0Hz,1H),7.01(dd, ] = 10.6,8. 0Hz, 1H),7.07(d, ] =
8. THz,2H),7.36 (td, ] = 8. 1,4. 9Hz, 1H) , 7. 62(d, ] = 8. 3Hz, 1H), 7. 83(d, ] = 8. 8Hz, 2H) ,
8.14(s, 1H) .

[0206]  (2) DAL Sl f 2-(5) 197 A AL BE Bk 4- L4 5 K3 4- ) -1-(2, 3,4,
6— VU —0- LWtk — B —D— H A LAl AL ) [k —3— JEM, A3 B 4- SR RTE 4- 3 -1- (2,
3,4,6- V4 -0- ZWtHk - B -D— A A MLARE AL ) Ml -3 ZE P, AT —Patk B8 T
Ja bR

[0207]  (3) ISR HER] 3-(3) iy sVALHE Fidb &4, 19 3 R 8 I 3- (4- L5 3
KL ) —4- 5 -1-(2,3,4,6- P -0- LWESE - B -D— R A MLIRBEZE ) WMk, H5 05 146 2
148°C ,APCI-Mass m/Z617 (M+NH,) » 'H-NMR (DMSO~d6) & 1. 29 (t,J = 7. OHz, 3H) , 1. 64 (s, 3H) ,
1. 96 (s,3H) ;1. 99 (s, 3H) , 2. 04 (s,3H) , 3. 96 (g, J = 7. 1Hz,2H),3. 98 (s, 2H) , 4. 09 (ABX, J
= 12.4,2.6Hz, 1H) ,4. 13(ABX, J = 12. 4,5. 4Hz, 1H) ,4. 28 (ddd, J = 9.9,5. 2,2. THz, 1H) ,
5.22(t, ] = 9.5Hz, 1H) ,5. 48-5. 56 (m, 2H) ,6. 14 (d, ] = 8. 5Hz, 1H),6.77(dd, J] = 10.8,
7. THz, 1H) ,6.80(d, ] = 8. 5Hz, 2H) , 7. 08 (d, ] = 8. 5Hz, 2H) , 7. 14 (td, ] = 8.0, 5. 3Hz, 1H) ,
7.21(s, 1H),7.46(d, J] = 8. 2Hz, 1H) ,

[0208]  (4) LASRAASZiifs] 2—(7) )7 AT Bk 3— (4- LR I ) —4- ] -1-(2, 3,
4,6- P -0— SBEEE — B -D- M A ML BE 2L ) Wt 13 2R @b G4, BLEM KT 3-U- &
SLHE R L ) —4- G -1- (B -D— A 4 O M o L ) 15[, APCI-Mass m/Z449 (M+NH4) .
"H-NMR (DMSO-d6) & 1. 29 (t, ] = 7. OHz, 3H) , 3. 21-3. 27 (m, 1H) , 3. 35-3. 48 (m, 3H) , 3. 65 (td,
J=09.2,5.5Hz,2H),3.96(q, ] = 7. 0Hz, 2H) , 4. 01 (s, 2H) , 4. 53 (t, ] = 5. 6Hz, 1H) , 5. 10 (d,
J = 5.3Hz,1H),5. 17(d, ] = 5. 1Hz, 1H),5. 21 (d, ] = 5. THz, 1H) , 5. 36 (d, ] = 9. OHz, 1H) ,
6.74(dd, J = 11.2,7. THz,1H),6.81(d, ] = 8.8Hz,2H),7.06(td, J] = 8. 1,5. 2Hz, 1H),
7.15(d, J = 8. 6Hz,2H),7. 19 (s, 1H),7. 35(d, ] = 8. 4Hz, 1H) .
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[0209]  SEJsfs) 9 -

[0210]  4- 9 —3— (4- FAFERIL I ) —1- (B -D— F A MLl 2L ) gl

[0211]  DASRALSL ) 3 1 5 AL BE SE 9] 2- (3) FRAFH 4- 3 -1-(2,3,4,6- 14 -0- &
P 55 — B —D— i 25 nbL e o 2 ) Mgl Wk B 4— PR AR R 2R AR G, 49 31 B G o R IN AR AL &
M), APCI-Mass m/Z435 (M+NH,) . ‘H-NMR (DMSO-d6) & 3. 21-3. 26 (m, 1H) , 3. 37-3. 46 (m, 3H) ,
3. 63-3. 68 (m, 2H) , 3. 70 (s, 3H) , 4. 02 (s, 2H) , 4. 53 (t, ] = 5. 4Hz, 1H),5.09(d. ] = 5. 3Hz,
1H) ,5. 15(d. J = 5. OHz, 1H) ,5. 20 (d, J = 5. 9Hz, 1H) ,5. 37(d, J = 9. 2Hz, 1H) , 6. 74(dd, J
= 11.2,7.9Hz, 1H) ,6.83(d, | = 8.5Hz,2H),7. 07 (td, J = 8.0,5. 2Hz, 1H),7.17(d, | =
8. THz,2H) , 7. 19 (s, 1H), 7. 35(d, ] = 8. 4Hz, 1H) .

[0212]  SEjifsl 10 -

[0213]  4- 5 —3-(4-( it ) REE PR ) —1- (B -D- A& LA b 2L ) n9|g

[0214]  DARALSLHEMR] 3 (9 77 A4 BESE ) 2- (3) /A3 4- 3 -1-(2,3,4,6- 10 -0- &
22 — B —D— %] %5 ML PR B8 22 ) P PR J2 4 ( AR 2 ) 2K AR &L, 15 31 2 0 608 R i A5 4L
4 M. APCI-Mass m/Z451 (M+NH,) » 'H-NMR (DMSO-d6) 6 2. 42 (s, 3H) , 3. 23-3. 31 (m, 1H) ,
3. 37-3. 48 (m, 3H) , 3. 62-3. 70 (m, 2H) , 4. 04 (s, 2H) , 4. 54 (t, | = 5. THz,1H),5.10(d, J =
5.3Hz,1H),5.17(d, J = 5.0Hz, 1H),5.21(d, ] = 5. 7Hz,1H),5.37(d, ] = 9. 2Hz, 1H),
6.74(dd, J = 11.3,8.0Hz, 1H),7. 07 (td, J = 8.0,5. 2Hz, 1H) , 7. 15-7. 22 (m, 4H) , 7. 24 (s,
1H),7.36(d, ] = 8. 2Hz, 1H) .

[0215]  SEjfidsl 11 -

[0216]  4- G —3— (4 FEEARIE AL ) —1- (B -D- A Z MLRpEIL ) 19|k

[0217]  DISRAISLH] 2—-(4) « (B) « (6) 5 (7) Wy AL TS life] 1- (3) FRAFH 4- A -1-(2,
3,4,6- VU -0- SMELEE - B —D— i 2 LM BE 2L ) M9k fe 4- FRIER RS, 49 31 2 0 (ks R AR
WALEY . AP CI-Massm/Z 418/420 (M+H) . "H-NMR (DMS0-d6) & 2. 25 (s, 3H) , 3. 21-3. 25 (m,
1H), 3. 32-3. 39 (m, 1H) , 3. 43-3. 47 (m, 2H) , 3. 61-3. 69 (m, 2H) , 4. 22 (s, 2H) , 4. 53 (t, ] =
5.5Hz,1H),5.01(d, J = 5.3Hz,1H),5.15(d, J = 5.0Hz, 1H),5.20(d, ] = 5.8Hz, 1H),
5.39(d, J = 9. 2Hz, 1H) , 7. 06-7. 12 (m, 5H) , 7. 21 (s, 1H) , 7. 53(d, ] = 8. 2Hz, IH) .

[0218]  SEjfsl 12

[0219]  4- 5 -3-(4-(2- LA ) REEFE ) -1- (B -D- A A ML bE 2L ) M9k

[0220]  DIRABLSLiifs] 2-(4) « (B) « (6) 5 (7) M7 A Ab B S jlifs] 2— (3) $RIFHI 4- 7 —1- (2,
3,4,6- 4 -0 LBEAE - B -D— M A ML BEZL ) Wi & 4- - LR ) KRBEL HRI2T0
OB AR IR AL S . APCT-Mass m/Z 467 (M+NH,) » "H-NMR (DMS0—d6) & 3. 15-3. 41 (m, 4H) ,
3. 65 (m, 2H) , 4. 01 (s, 2H) , 4. 12 (m, 1H) , 4. 22(dd, J = 4.7, 3. 2Hz, 1H) ,4. 53 (t, J = 5. 5Hz,
1H) , 4. 63 (m, 1H) , 4. 78 (m, 1H) , 5. 09 (d, J = 5. 3Hz, 1H),5. 16(d, | = 5. OHz, 1H),5. 21 (d, J
= 5.9Hz, 1H),5. 36 (d, ] = 9. 1Hz, 1H) ,6. 74(dd, ] = 11. 4,7. 8Hz, 1H) ,6. 87 (d, ] = 8. 6Hz,
2H),7.06 (dt, ] = 8.1,5.2Hz,1H),7.18(d, J = 8.6Hz,2H),7.20(s,1H),7.35(d, | =
8. 4Hz, 1H) ,

[0221]  SEjifs) 13 -

[0222]  3-(4-(2- M LAIE ) REEFHE ) —4- # —1- (B -D— A Zjnb gl ) M|k

[0223]  DAZRABLStifs) 3 (1) 77 AL B SElife) 2 (3) SRAF Y 4- 3 —1-(2,3,4,6- /4 -0- Lk
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B —1- B -D— F LR I ) W[ K 4- (2- R LAESE ) IR B 53 R R R bR E1L
W) . APCT-Mass m/Z483/485 (M+NH4) . 'H-NMR (DMSO-d6) & 3. 20-3. 50 (m, 4H) , 3. 63-3. 70 (m,
2H),3.91(t, J = 5. 1Hz, 2H) ,4. 02(s, 2H) ,4. 20 (t, J = 5. 0Hz,2H) ,4.53(t, ] = 5. 5Hz,
1H),5.09(d, J = 5. 3Hz, 1H) ,5. 16 (d, ] = 5. OHz, 1H) , 5. 20 (d, ] = 5. 8Hz, 1H),5. 37(d, ] =
9. 2Hz, 1H),6.74(dd, J = 11.2,7. 9Hz, 1H) ,6. 86 (d, ] = 8. THz, 2H) , 7. 07 (m, 1H) , 7. 18 (d, J
= 8.5Hz,2H),7. 21 (s, 1H),7. 36 (d, J] = 8. 3Hz, 1H) .

[0224]  sEjfsl 14 -

[0225]  3-(4- VRARFEFIL ) —4- G —1- (B -D- H A ML BEIE ) [k

[0226] (1) LA ZSARLSK i 441 2—(4) 1 g X Ak B SE i f91) 1-(3) 3R A3 1 4- & -1-(2, 3,4,
6- P —0- LBLAE - B -D- M A MERIREEE ) Wk & 4- IR LS 19 2 2 R Bk R 4- IR
I 4-5 -1-(2,3,4,6- P4 -0- LMEE: - B -D- A2 nL A3k ) M5[k —3— FEf . APCI-Mass
m/7664/666 (M+H) o "H-NVR (DMSO—-d6) & 1. 69 (s, 3H) , 1. 97 (s, 3H) , 1. 98 (s, 3H) , 2. 04 (s, 3H) ,
4.11(d, J = 4. 2Hz, 21) , 4. 30 (ddd, J = 10. 0,4. 3and4. 2Hz, 11),5. 28 (t, J = 9. 8Hz, LH),
5.58(t, J = 9.6MHz,1H),5.93(t, J = 9. 4Hz, 1H),6.33(d, J = 9.0Hz, 1H),7.29(d, J =
7.5Hz, 1H),7.38(t, ] = 8.0Hz, 1H),7.73-7. 77 (m,4H) ,7.80(d, ] = 8. 2Hz, 1H),8. 17 (s,
1H) .

[0227]  (2) DALt 2- (5) 17 AL Lk 4- JR2EHE 4- S -1-(2,3,4,6- ] -0- &
PRk — B —D— F A ML IRIBEIE ) Mol —3— JEL, 13 BIM 4- IR L 4- R -1-(2,3,4,6- 1§ -0- &
WA — B —D— AL B 2 ) Ik —3- A, AR —Patb B M T R8P K.
[0228]  (3) DIRASLif) 3-(3) W5 Ak Lkt &4, 133 2 B85 1Y 3- (4- IRE
HE L) -4- & -1-(2,3,4,6- Y —0- LWL - B -D— i A& ML BE 25 ) MWk, M5 223 2
225 ‘C. APCI-Mass m/Z667/669 (M+NH,) . 'H-NMR (DMSO-d6) & 1. 65 (s, 3H), 1. 96 (s, 3H),
1.99 (s, 3H), 2. 04 (s, 3H) , 4. 10 (ABX (K] A 4%, J = 12.4,2. THz, 1H) , 4. 14 (ABX [¥] B &84y, J
= 12.6,5. 2Hz, 1H) ,4. 18 il 4. 24 (ABq, ] = 16. 3Hz, 2H) , 4. 28 (ddd, ] = 10. 1, 5. 3and2. 7Hz,
1H),5.24(t, J = 9.6Hz, 1H),5. 51 (t, ] = 9. 4Hz, 1H),5.55(t, J = 9. 2Hz, 1H),6. 18(d, J
= 8. 7Hz, 1H),7.06 (d, J = 7.5Hz, 1H),7.10(d, J = 8. 3Hz,2H),7. 17 (t, J = 7. 9Hz, 1H),
7.33(s,1H),7.44(d, J = 8. 3Hz,2H) , 7. 65(d, ] = 8. 3Hz, 1H) »

[0229]  (4) LIGKRMASEHER] 2-(7) A7 AL FE Bk 3- (4- WRZRIEFIE ) —4- & -1-(2, 3, 4,
6— VU —0— L WedE — B —D— i A ML AR BE 25 ) Mgl Ik, 49 2AR AL &4, B0k RIK 3-(4- IR
IR P ) —4- E -1-(B -D- F 45 ik MR oBE R ) ] W, APCI-Mass m/Z482/484 (M+) .
'"H-NMR (DMSO-d6) & 3. 22-3. 26 (m, 11) , 3. 37-3. 48 (m, 3H) , 3. 64-3. 69 (m, 2H) , 4. 24 (s, 21) ,
4.54(t, ] = 5.4Hz,1H),5. 10(d, J = 5.0Hz, 1H0),5. 17(d, ] = 5. 3Hz, 1H),5.22(d, J =
5.8Hz, 1) ,5.40(d, ] = 9.0Hz, 1H),7.02(d, ] = 7.5Hz,1H),7.10(t, J = 7.9Hz, 1),
7.17(d, J = 8. 3Hz, 2H),7. 33 (s, 1), 7. 45(d, ] = 8. 3Hz, 2H) , 7. 55(d, ] = 8. 2Hz, 1) .
[0230]  SEJEfA) 15 -

[0231]  3—-(=%3F [b] MR —5- 2% — FIE ) —4- & —1- (B -D— F A ML g2 ) gl

[0232] (1) DA S ALK 451 2—(4) 1 7 X Ak B SE i 491) 1-(3) 3R A5 1 4- & -1-(2, 3,4,
6- VY —0— LWL — B —D— A A MLARIBE 2L ) Mol S [b] WRiF —5— FRAE S, 13 3 Bl R
(K253 [b] Mg —5- 55 4- 0 -1- (2, 3,4, 6 VU —0- LWk — B —D— i 5 ML PRIBH 25 ) 19| —3— 3
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fij. APCI-Mass m/Z626/628 (\M+H) . "H-NMR (DMSO-d6) & 1. 74 (s, 3H), 1. 97 (s, 3H) , 1. 98 (s,
3H), 2. 03 (s, 3H) ,4. 10-4. 11 (m, 2H) , 4. 30 (dt, ] = 9.9,4. 2Hz, 1H),5.27(t, ] = 9.9Hz,
1H),5.54(t, J = 9.6Hz, 1H),5.74(t, J = 9. 3Hz, 1H),6. 34(d, J = 9. 0Hz, 1H),7.06(d, J
= 1. 3Hz, 1H),7. 28(d, J = 7.5Hz, 1H),7.37(t, J = 8.0Hz, 1H),7.75(d, J = 8. 7THz, 1H),
7.81(d, J] = 8.3Hz, 1H),7.85(dd, ] = 8.6, 1. 7Hz, 1H),8. 12(d, J = 1. 4Hz, 1H),8. 13 (s,
2H) .

[0233]  (2) LAZRALLSEHEHR 2-(5) 177 AL BE B R 2K I [b] Wi —5- 3 4- & -1-(2, 3,
4,6- VU —0— LW 5L — B —D— 7 25 nib Mg 8 25 ) W51 Wk —3— JE W, 73 B 28 3F [b] Wemg —5- &
4-F -1-(2,3,4,6- VY -0- LBEIE - B -D- R MLMHEZE ) M9|W% —3— JL R, AR —4
it B T e e bR,

[0234]  (3) DAZRABLS i) 3-(3) 17 AL Bk &4, 153 2 60 45 5411 3- (253 [b]
WG —5- 2% - 3 ) ~4- & —-1-(2, 3,4, 6- P —0- LBEJE - B -D- FI AT ML HEE ) W51k, 45
186 % 188°C ,APCI-Mass m/Z629/631 (M+NH,) o 'H-NMR (DMSO-d6) & 1. 66 (s, 3H) , 1. 96 (s, 3H),
1.98 (s, 3H) , 2. 03 (s, 3H) , 4. 09 (ABX [¥] A #4%, ] = 12. 4, 2. 8Hz, 1H) , 4. 13 (ABX [{J B 4%, J
= 12.4,5. 5Hz, 1H) ,4. 28 (ddd, ] = 9. 9,5. 0 F 3. OHz, 1H) , 4. 31 F1 4. 35 (ABq, ] = 14. 2Hz,
oH),5.23(t, J = 9. THz, 1H) ,5. 50 (t, J = 9. 4Hz, 1H),5.55(t, J = 9. 2Hz, 1H) ,6. 17(d, J
= 8. THz, 1H),6.84(d, ] = 1. 4Hz, 1H), 7. 06 (d, ] = 7. 5Hz, 1H) , 7. 14-7. 19 (m, 2H) , 7. 28 (s,
1H),7.36 (s, 1H), 7. 47(d, J = 8. 3Hz, 1H) , 7. 65 (d, ] = 8. 2Hz, 1H) , 7. 92(d, ] = 2. 1Hz, 1H) .
[0235]  (4) LA &L S i ) 2—-(7) 19 75 X 4b B bR 3- (2K JF [b] Wk mg —5- 2k - /
B -4-E -1-(2,3,4,6- U4 ~0- L BEEE — B -D— 7 2 AL e b % ) W[k, 19 B AR AL 54,
SRR ARE 3- (K IFF [b] WM —5- 5 - AL ) -4- & —1- (B -D— A2 ML sk JE ) MWk
APCI-Mass m/Z 444/446 (M+H) . "H-NMR (DMSO-d6) 6 3. 23 (td, J = 9. 1,5. 6Hz, 1H) , 3. 39 (td,
J=28.9,5.5Hz, 1H) , 3. 43-3. 48 (m, 2H) , 3. 63-3. 69 (m, 2H) , 4. 36 (s, 2H) , 4. 53 (t, ] = 5. 5Hz,
1H),5.09(d, J] = 5. 3Hz, 1H),5. 15(d, J = 5. 0Hz, 1H),5. 22(d, J = 5. 8Hz, 1H),5. 40(d, J
= 9. 2Hz, 1H),6.87(d, ] = 1. 3Hz, 1H),7.02(d, J = 7.5Hz, 1H),7.10(t, J = 7. 9Hz, 1H) ,
7.21(dd, ] = 8.4, 1. 5Hz, 1H), 7. 26 (s, 1H) , 7. 44 (s, 1H) , 7. 48 (d, ] = 8. 3Hz, 1H),7.55(d, J
= 8. 2Hz, 1H),7.92(d, J = 2. 1Hz, 1H) ,

[0236]  SEjifsl 16 -

[0237]  4- & -3- (56— LIEMEWy —2- 3 - AL ) —1- (B -D- M AL pE 2L ) Mk

[0238]  DIZRABLSLiifs] 2-(4) « (B) « (6) 5 (7) M7 A Ab S jlifs] 1- (3) $RIFH 4- A -1-(2,
3,4,6- P -0 SBEEE — B -D— Fi A ML mBE 2L ) M|k A 5— L FEMEmy —2- SRELGL 13 B B RAL
O K bR AL &4 . APCI-Mass m/Z455/457 (M+NH,) » "H-NMR (DMSO-d6) 8 1. 17 (t, J =
7.4Hz,3H),2. 71 (q, J = 7. 4Hz, 2H) , 3. 15-3. 43 (m, 4H) , 3. 67 (m, 2H) , 4. 36 (s, 2H) , 4. 54 (t, J
= 5.5Hz,1H),5. 10(d, J = 5. 3Hz, 1H) ,5. 16 (d, ] = 5. 0Hz, 1H),5.20(d, J = 5. 9Hz, 1H) ,
5.40(d, ] = 9. 1Hz, 1H),6. 62 (m, 2H) , 7. 04 (m, 1H) , 7. 11 (t, ] = 7. 9Hz, 1H),7. 38 (s, 1H),
7.54(d, J = 8. 2Hz, 1H) .

[0239]  SEjifsl 17 -

[0240]  4- G -3-(4-(2- B LAHE ) ZRIEFHE ) —1- (B -D- A% nb gl ) M|k

[0241]  DASRALSLHA) 3 1 5 AL BESE ) 1-(3) 3RAFH 4- & -1-(2,3,4,6- 14 -0- &
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TR — B —D— 78] 2 0L i B 25 ) WgIWR K2 4- (2- SRR ) SRR BR A 18 3 2 e Ak R br
AL A W), APCI-Mass m/7Z466/468 (M+H) . 'H-NMR (DMSO-d6) & 3. 24 (td, J = 8.8,5. THz,
1H) , 3. 38-3. 47 (m, 3H) , 3. 62-3. 69 (m, 2H) , 4. 14—4. 16 (m, 1H) , 4. 20 (s, 2H) , 4. 20—4. 22 (m,
1H) ,4.53(t, J = 5.5Hz, 1H) ,4. 66—4. 67 (m, 1H) , 4. 76—4. 77 (m, 1H) ,5.09(d, ] = 5. 3Hz,
1H),5.15(d, J = 5. 0Hz, 1H),5. 21 (d, J = 5. 8Hz, 1H),5.39(d, J = 9. OHz, 1H),6.87(d, J
= 8. THz,2H),7.02(d, ] = 7.5Hz, 1H),7.09 (t, J = 7.9Hz, 1H),7. 15(d, J = 8. 5Hz, 2H),
7.22(s,1H),7.53(d, J = 8. 2Hz, 1H) »

[0242]  SEjidsl 18

[0243]  3-(5— LFEMEWy —2- 5 — FIE ) —4— 3 —1- (B -D— M Z NS ) MolWk

[0244]  DISSALSEIA] 2-(4) « (B) « (6) & (7) W77 AL SLfs] 2— (3) FRAFIT 4- 38 —1- (2,
3,4,6- U4 -0- LML - B -D- #ijZMEAIRESS ) WIWE 2 5 LFEMEWy —2- BRILE 193 2 L
¥R IFR S &4 . APCI-Mass m/Z 439 (M+NH,) . "H-NMR (DMSO-d6) & 1. 17 (t, J = 7. 5Hz,
3H),2.69(q, J = 7.5Hz,2H), 3. 20-3. 48 (m, 4H) , 3. 67 (m, 2H) , 4. 20 (s, 2H) , 4. 53 (br, 1H) ,
5. 08 (br, 1H) , 5. 20 (br, 2H) , 5. 38 (d, J = 9. 2Hz, 11), 6. 60(d, ] = 3. 3Hz, 1H),6.65(d, ] =
3. 2Hz, 1H),6.77(dd, J = 11.1,7.8Hz, 1H),7. 09 (m, 1H),7. 31 (s, 1H),7.39(d, J = 8. 3Hz,
1H) .

[0245]  SEjEfE) 19 -

[0246]  4- G -3-(4-(2- W LA ) AREEFEE ) -1- (B -D- A A LA bEIE ) 19|k

[0247]  DAZRALSEJEM] 3 177 AL B S 9] 1-(3) 3R1GH 4- & -1-(2, 3,4, 6- /4 -0 &
B — B D~ R AL A IE ) W R 4- (- SR LEIE ) R IERL 193] 2 O AR bR AL
“¥). APCI-Mass m/Z499/501 (M+NH,) . "H-NMR (DMSO-d6) & 3. 24 (td, J = 9. 2,4. 1Hz, 1H),
3.39(td, J = 8.7,5. 2Hz, 11), 3. 43-3. 47 (m, 2H) , 3. 62-3. 69 (m, 2H) , 3. 91-3. 93 (m, 2H),
4. 19-4. 21 (m,4H) , 4. 53 (t, J = 4.9Hz, 1H),5.09(d, J = 4. 8Hz,1H),5. 15(d, J = 4. THz,
1H),5.21(d, J = 5. 3Hz, 1H) ,5.39(d, ] = 9. 2Hz, 1H) ,6.87(d, ] = 8. 5Hz, 2H),7.02(d, J
= 7.5Hz, 1H),7.09(t, J = 7.9Hz, 1H),7. 15(d, J = 8. THz,2H) , 7. 22 (s, 1H) , 7. 53(d, ] =
8. 2Hz, 1H) .

[0248]  SEifh] 20 -

[0240]  3—( =%Jf [b] Wi —5- Fk — FI3L ) —4- 9 —1- (B -D— F A MLMRIBEIE ) Mol

[0250] (1) LA ZSARLSK 441 2—(4) 1 7 oK Ak B SE e 491) 2—(3) 3R A3 1 4- 3 -1-(2, 3,4,
6— VY —0— L& — B —D— HI A MLARIBEIE ) oIk SR [b] Wi —5— BRIE S, 1 3 B Rk R
(RIS [b] Wi —5- 25 4- 3 —1- (2, 3,4, 6- VU ~0— LME2E - B -D- A A5 LM 2L ) 9]k —3— 2
Wi, APCI-Mass m/Z627 (M+NH,) ,610 (M+H) . 'H-NMR (DMSO-d6) & 1. 73 (s, 3H), 1. 96 (s, 3H),
1.98(s, 3H),2. 03 (s,3H) ,4. 10(d, J = 4. 0Hz, 2H) , 4. 28-4. 31 (m, L), 5. 28 (t, J = 9. 8Hz,
1H) ,5.54(t, J] = 9.6Hz, 1H),5.77(t, J = 9.3Hz, 1H),6.35(d, J = 9. 2Hz, 1H), 7. 04 (dd,
J =10.8,8.0Hz, 1H),7.09(d, J = 1. 4Hz, 1H),7. 39 (td, ] = 8. 1,4. THz, 1H) , 7. 64(d, ] =
8. 3Hz, 1H), 7. 75-7. 77 (m, 1H) , 7. 82-7. 84 (m, 1H) , 8. 14-8. 15 (m, 2H) , 8. 17 (s, 1H) ,

[0251]  (2) LASRALSEHEH] 2-(5) 7 AL BE B R 28I [b] Wemg —5- 2 4- ) -1-(2, 3,
4,6- V4 -0- LWk — B —D— 4 25 0k i B 2k ) 19| W —3— JE W, 43 2 AH 485 [b] Wk —5- 2k
4= —1-(2,3,4,6- P4 —0- ZBEAE - B -D- A4 ILRERE AL ) Wi -3 SE P, A Feidl—P 4l
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WWEEH T RSP ER,

[0252]  (3) DAZRALSZREM) 3-(3) /I A ALEE Btk &9, 153 2 B EE R 3- (Z55F [b]
WRIR —5— & — FIJE ) —4- 3 -1-(2,3,4,6- V1 -0- LBEFE - B -D- A Z ML Bl ) M|k, 4%
184 % 185°C . APCI-Mass m/Z613 (M+NH,) o 'H-NMR (DMSO-d6) & 1. 63 (s, 3H) , 1. 96 (s, 3H) ,
1.99 (s, 3H) , 2. 04 (s, 3H) , 4. 09 (ABX [¥] A #§5, J = 12.4,2. THz, 1H) , 4. 13 (m, 1H) , 4. 16 (s,
2H) , 4. 29 (ddd, J = 9.8,5.3 il 2. 9Hz, 1H),5. 22(t, J = 9. 6Hz, 1H),5.51(t, J = 9. 3Hz,
1H),5.55(t, J] = 9.2Hz,1H),6.16(d, ] = 8.7Hz,1H),6.77(dd, J = 11.1,7.9Hz, 1H),
6.85(d, J] = 1.3Hz, 1H),7.12-7. 17 (m, 2H) , 7. 26 (s, LH) , 7. 42 (s, 1H) , 7. 47(d, ] = 8. 3Hz,
oH),7.92(d, ] = 2. 1Hz, 1H) ,

[0253]  (4) DL & s it 4] 2—(7) 19 77 3K 4b 38 b3k 3-( 28 3F [b] MR g —5- 2% -
F)-4- 8 -1-(2,3,4,6- 1Y —0- LBEHEE - B -D— %5 29 ML PR 4 3% ) M|, 15 3 bR B4k &4,
EREM AT 3- (I [b] Wil —5- 5 — B2 ) —4- 5 —1- (B -D— % 23 ML e B 225 ) W[k
APCI-Mass m/Z445 (M+NH,) . "H-NMR (DMSO-d6) & 3. 24 (td, J = 8. 8,5. 2Hz, 1H) , 3. 39 (m,
1H) , 3. 43-3. 47 (m, 2H) , 3. 65-3. 69 (m, 2H) , 4. 18 (s, 2H) , 4. 53 (t, J = 5. 2Hz, 1H),5.09(d, J
= 5. 1Hz, 1H) ,5. 15(d, J = 4. 8Hz, 1H),5. 21 (d, J = 5. 3Hz, 1H),5.37(d, J = 9. 2Hz, 1H) ,
6.74(dd, J = 11.1,7. THz,1H),6.88(d, ] = 1.4Hz,1H),7.07(td, J = 8.0,5. 0Hz, 1H),
7.23(dd, J = 8.6, 1. 4Hz, 1H),7. 25(s, 1H) , 7. 36 (d, J = 8. 3Hz, 1H),7.48(d, J = 8. 3Hz,
1H) ,7.50 (s, 1H),7.92(d, J = 2. 1Hz, 1H) ,

[0254]  SEJEfA) 21 -

[0255]  4- 5 —3-(2,3- —& 2 Jf [b] MR —5- 2 — 3L ) —1- (B -D- H ALl s ) m(ibk
[0256] (1) E O°C, flf SEptifs] 1-(3) IRIFHYT 4- S -1-(2, 3,4, 6- VY -0- LEiAE - B -D- Hi%
MR BE L ) M5IWg (300 Z 50 ) 5 2,3- &0 - & [b] MR —5- FRILA (171 Zw) HE A
e (9 =Tt ) W, EHL R In&E LR (166 250 ) o AHEREE N HLEE 2.5 DG BIRGY)
AVKAK (50 ZF+) 1, UGG (30 Z T ) EHNIR. & IFMAHLZ DL AR BR S 80 /K %
W10 ZF) vEU, UDRER S T ik UE PR AN W0, 98 Hs 28 A B8, 15 21343 i £ 2%
PR 4- 5 -1-(2,3,4,6- P -0~ LBEFE: - B -D- A& ML pE 3L ) mafwg —3- 3% 2, 3- —40K
I [b] WRAR —5- JEMld (477 =50 ) o AF MK EWEERT (9 =TF) . AL AR ot
WE (0. 151 ZF )  LPREF (0. 177 =) 5 4-( ZHFREEE) Mre (7.6 =50 ) » IE=EmBiH:
16 /NBT ) Ul Z8 RS . TR B DS AE SR S (100 Z=TH) 1, SVR-EHILL 10 %6 B
(IT) /KEH (10 Z71) Pk, f LB IR B/ G (10 =71) Pk, DR S T4 .
o E R AEY BT, s 28 RIS B R A AL ZE (Tht : LR ABE=90:10 2
60:40) 4ift, 12| 2T EM RN 4- & -1-(2,3,4,6- P -0- SEEEE - B -D— A AL H 2L )
Mgk —3— 3E 2,3— &4 3 [b] Mg —5- JEMT (346 =75 ) . APCI-Mass m/Z628/630 (M+H) »
"H-NMR (DMSO-d6) & 1. 71 (s,3H), 1. 97 (s, 3H) 1. 98 (s, 3H) , 2. 04 (s, 3H) , 3. 25(td, ] = 8.8,
2. 2Hz, 2H) , 4. 08—4. 14 (m, 2H) , 4. 30 (ddd, J = 9. 9,5. 3and3. OHz, 1H) ,4. 66 (t, ] = 8. 8Hz,
2H),5.28(t, J = 9. 8Hz, 1H),5. 54 (t, J = 9.6Hz, 1H),5. 72(t, J = 9. 4Hz, 1H) ,6. 32(d, J
= 9. 0Hz, 1H),6.87(d, J = 8. 3Hz, 1H),7.25(d, J = 7. THz, 1H),7.35(t, J = 8. 0Hz, 1H),
7.64(dd, J = 8.3,1.6Hz,1H),7. 72 (br, 1H), 7. 78 (d, ] = 8. 3Hz, 1H),8. 03 (s, 1H) ,

[0257]  (2) DASRALSERM] 2—-(5) « (6) 5 (7) (77 XAk ik 4- = -1-(2,3,4,6- 14 -0- &
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BEEE — B —D— A5 ML R B 3 ) W[k —3— 3 2, 3— &UAHF [b] WRIR —5— L, 79 B bR AL &
V), BREK KK 4- & -3-(2,3- Z& A JF [b] MR —5- 2 — A1 3L ) —1- (B -D— ] %5 Nk
BEEE ) MW, APCI-Mass m/Z 463/465(M+NH,) . 'H-NMR (DMSO-d6) 8 3. 11 (t, J = 8. 6Hz,
2H) , 3. 22-3. 26 (m, 1H) , 3. 36—3. 41 (m, 1H) , 3. 43-3. 47 (m, 2H) , 3. 63-3. 68 (m, 2H) , 4. 18 (s,
2H) , 4. 47 (t, J = 8. 8Hz,2H),4.53(t, J = 5. 4Hz, 1H),5.09(d, J = 5. 3Hz, 1H) ,5. 16(d, J
= 4.8Hz,1H),5.21(d, J = 5.5Hz, 1H),5.39(d, J = 9. 2Hz, 1H),6.65(d, J = 8. 0Hz, 1H),
6.94(d, ] = 8. 2Hz, 1H),7.03(d, ] = 7. 5Hz, 1H) , 7. 08-7. 11 (m, 2H) , 7. 22 (s, 1H) , 7. 53(d, J
= 8. 0Hz, 1H) .

[0258]  sEjifsl] 22 -

[0250]  4- R -3-(4- LEEFRFEFEE ) —1- (B -D- A A ML B 2L ) Mgl

[0260] (1) DASRBISEHES] 2- (1) (2) 5 (3) W7,  4- 3R — WP HI 15 2 0 B
[y 4- 1 —1-(2,3,4,6- Y —0— Z BEIE — B -D— B 25 L s 2L ) MM, 15 4 166 & 167 °C.
APCI-Mass m/Z 543/545 (M+NH,) , 526/528 (M+H) . "H-NMR (DMSO—d6) & 1. 65 (s, 3H) , 1. 97 (s,
3H),1.99(s,3H),2.04(s,3H),2.45(s,3H),4. 09 (ABX HJ A & 743, J = 12.4,2.5Hz, 1H),
4. 13 (ABX (19 B #5145, J = 12. 4, 5. 41z, 11) , 4. 30 (ddd, J = 10. 0, 5. 3and2. 5Hz, 1H) , 5. 26 (t,
J=9.7Hz,1H),5.53(t, ] = 9. 5Hz, 1H) ,5. 62 (t, ] = 9. 3Hz, 1H) , 6. 22(d, ] = 9. 2Hz, 1H) ,
6.48(d, J = 3.4Hz, 1H),7.16(t, J = 8.0Hz, 1H),7.32(d, J = 7.5Hz,1H),7.62(d, J =
3.4Hz, 1H),7.71(d, ] = 8. 3Hz, 1) .

[0261]  (2) DAZRAISEftEfe) 3 1 77 AL EE Bk 4- 9] -1-(2, 3,4, 6~ 1Y -0- LWESE - B -D— 4
I NCE PR B 2k ) (I fe 4— ZAER RS, 15 2R EL 54, B0k R 4- 1 -3- (4- ZHEx
FLFEL ) —1- (B -D— % 25 L g gL ) W[k, APCI-Mass m/Z 476,478 (M+H) . 'H-NMR (DMSO—-d6)
§1.15(t,J = 7. 6Hz,3H) ,2. 56 (q, ] = 7. 5Hz, 2H) , 3. 23 (td, ] = 9. 0, 5. 5Hz, 1H) , 3. 39 (td,
J=18.8,5. 1Hz, 1H) , 3. 43-3. 47 (m, 2H) , 3. 61-3. 69 (m, 2H) , 4. 26 (s, 2H) , 4. 53 (t, ] = 5. 3Hz,
1H),5.09(d, J = 5. 3Hz, 1H) ,5. 16 (d, J = 5. 1Hz, 1H),5. 20(d, J = 5. 8Hz, 1H),5.40(d, J
= 9. 0Hz, 1H),7.03(t, ] = 7. 9Hz, 1H), 7. 09-7. 14 (m, 4H) , 7. 21 (d, ] = 7. 5Hz, 1H) , 7. 23 (s,
1H),7.59(d, J] = 8. 3Hz, 1H) .

[0262]  SEjEfsl 23 -

[0263]  3-(4- LFEZRILFI ) —4- FEL —1-(B -D— FZ MLz ) nglg

[0264] (1) DAZRRISZHES] 2-(1) . (2) 5 3) B72, i 4- R MRS 200 8
() 4- %L -1-(2,3,4,6- P4 -0- ZWEEE - B -D- W Z5ALRERERE ) M0k, K55 156 £ 157°C,
APCI-Mass m/Z 479 (M+NH,) » 'H-NMR (DMSO-d6) & 1. 64 (s,3H),1. 97 (s, 3H), 1. 98 (s, 3H) ,
2. 04 (s, 3H) ,2. 45 (s, 3H) , 4. 07T (ABX [ A5 73, J = 12. 4, 2. 4Hz, 1H) , 4. 12 (ABX B #i53, J =
12.4,5. 4lz, 11) , 4. 30 (ddd, J = 10.0,5. 4 1 2. 4Hz, 1), 5. 21 (t, ] = 9. THz, L), 5. 54 (t,
J =9.5Hz,1H),5.61(t, ] = 9. 3Hz, 1H),6. 19(d, ] = 9. 0Hz, 1H) , 6. 53(d, ] = 3. 4Hz, 1H) ,
6.88(d, J = 7.2Hz,1H),7.09(t, J = 7.7Hz,1H),7.43(d, J = 3.4Hz,1H),7.45(d, J =
8. 3Hz, 1H) .

[0265]  (2) DL &L sz f) 3 19 5 oAb BE Bk 4- 3% -1-(2,3,4,6- 4 -0- & Bk
J5 — B —D— ] 25 ML W BE 2L ) Wk A 4- SRR LR S 15 B bR AL A, B0 KK
3-(4- ZHEFFEFEPEL ) —4- EE —1- (B -D— A 25 ML A 3L ) M5k, APCT-Mass m/Z 412 (M+H) .
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"H-NMR (DMSO-d6) & 1. 15(t, ] = 7. 6Hz, 3H), 2. 41 (s, 3H) , 2. 56 (g, ] = 7. 5Hz, 2H) , 3. 23 (td,
J=18.9,5. 2Hz, 1H) , 3. 37-3. 47 (m, 3H) , 3. 64-3. 69 (m, 2H) , 4. 16 (s, 2H) , 4. 51 (t, ] = 5. 3Hz,
1H),5.06(d, J = 5. 1Hz, 1H),5. 13-5. 15 (m, 2H) , 5. 34(d, J = 9. 0Hz,1H),6.70(d, J =
7. 1Hz, 1H),6. 97 (t, ] = 7. THz, 1H) , 7. 07-7. 12 (m, 5H) , 7. 34 (d, ] = 8. 3Hz, 1H) ,

[0266]  SLjsfsl] 24 -

[0267]  4- i —3—(4- FIZEAREEFEL ) —1- (B -D- A% MLl 2L ) mgIbk

[0268]  DAZRALLSLHEW] 2—-(4)  (B) « (6) 5 (7) W7 AL EE L afy) 2— (3) $RAF 1T 4- 3/ —1- (2,
3,4,6- U4 —0- LMELHE — B -D- HijZMLAIRESS ) MW 2 4- IR LS 19 3 2 LBk K1)
Fr @Ak & M. APCI-Massm/Z419 (M+NH4) , "H-NMR (DMS0-d6) & 2. 24 (s, 3H) , 3. 21-3. 25 (m,
2H) , 3. 37-3. 46 (m, 2H) , 3. 63-3. 67 (m, 2H) , 4. 04 (s, 2H) , 4. 53 (t, J = 5. 5Hz, 1H) ,5. 09(d, J
= 5. 1z, 1H),5. 16 (d, J = 5. 0Hz, 1H),5. 21(d, J = 5. 1Hz, 1H),5.37(d, J = 9. OHz, LH),
6.74(dd, J = 11.1,7.9Hz, 1H), 7. 05-7. 07 (m, 3H) , 7. 13-7. 15 (m, 2H) , 7. 20 (s, 1H) , 7. 35 (d,
J = 8.3Hz, 1),

[0269]  SLjfF] 25 -

[0270]  3-(4-( &) REEFE ) —4- 5 —1-(B -D— M A MLRIBEES ) [Pk

[0271] (1) AFSLHEf 2-(3) BRAFH 4- 9 —1-(2, 3,4, 6- VU —0- L BLIE — B —D— i %4 ML i
BEZL ) MIWg (3.50 35 ) 5 N,N- ZHIFELFELZ (3.49 =7F) WAL 1,2- —A Lk (70 ZH)
WL FEH N B I = /A (TTD) (2. 10 =TF+) » WWIRAWAE T0°CHidE 1 /i, 72 0°C,
EH WA IIZK (100 Z71)  FifHREWLL LR L1E (200 2T ) ZHUMIK, & IFRIAHLEZE LA
K (40 ZFt) Pelk, LIER B T8 . b iR BRAVEVI BT, ol R 28 R UEM . Ak B VIR R ek i
FEEMTE (CFt : LR M= 90:10 % 50:50) 4k, b 5 LA ZEE (20 =Tt ) EEs 5, 155 2
ToEEs I 4- 5/ -1-(2, 3,4, 6- P —0- ZMESE - B -D— Hi Mt i w55 ) Mol —3— AR (2. 93
T) . 190 & 192°C. APCI-Mass m/Z 511 (M+NH) . "H-NMR (DMSO-d6) § 1. 64 (s, 3H) ,
1. 98 (s, 3H), 2. 00 (s, 3H) , 2. 05 (s, 3H) , 4. 12 (ABX [{] A #43, ] = 12.4,2. 5Hz, 1H) , 4. 17 (ABX
(KB &4y, T = 12.4,5. 5Hz, 1H) , 4. 33(ddd, ] = 10. 0, 5. 5 F1 2. 5Hz, 1H) , 5. 32 (t, ] = 9. 8Hz,
1H),5. 56 (t, J = 9. 6Hz, 1H),5. 66 (t, ] = 9. 3Hz, 1H),6.36(d, ] = 9. 0Hz, 1H),7. 11(dd, J
= 10.6,8. 0Hz, 1H),7.38(td, J = 8.1,5. 1Hz, 1H),7.65(d, ] = 8. 3Hz, 1H),8. 53 (s, LH),
10.0(d, J = 2. 9Hz, 1H) »

[0272]  (2) WAIGEHE T, fE B (T1 Zw ) WA 2 =) IBEWT, B
1= ¥R ~4- R R (587 =5 ) WIDUEMRIE (1.5 27t ) Wil SRS LU T35 ik, 78
HABM 1, 2- 2RO (43 )« EERBEINFE R G 2B R, ARG, @R
T, 75 -T8°C, LA 10 0Bk B s il & Fik 4- 58 -1-(2, 3,4, 6- I —0- Z k3 - B -D—-#i %
MR BEZE ) Mgl —3— FIRE (350 =& we ) WIVYERRIR (4 ZH) W . AHREREA T fidt iR
AW N, AR NS BRI E AL KR (20 = TF) « TSR AWV, LR LT (50 Z7t)
3R A H A NUZ DR S5 . i i 2BR ANV, Y8 25 R I8, 152/ 4-( =
TS ) AR 4- 9 -1-(2, 3,4, 6- VU -0- SBEEE - B -D- A MEIRIBEES ) W91k —3- R,
HATH— DAt HEH T R8P IR,

[0273]  (3) | N, 7E -10°C, £ Lk &5 = okt (0.57 ZF) =S Pkt
(4 ZF)- ClF 8 ZFt) Pkt EIF A, i =%t « 2B 5 (0.50 ZFt) . HH[FE
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IRE R PR CIR A 30 2 Bh, 28 L IS IR BR SN /K VTR (40 271 ) o IREZE R AL
B, TRV L LR B (40 =) ZEHUNIR . & FFIIANLZ DI RS T158, Bl 5 1@ it 25
SEAE AT AL R IR ek B R T o 8, DR 2K R TR . BRI R AL E T (Ot : LR LB =
95:5 & 60:40) Zifh, 133 SR A AR 3-(4-( ZR P EE ) REFE)-4- 5/ -1-(2,3,
4,6~ PU —0- Z B3 — B -D— F A4 NE R HEIE ) W8]k (183 %275 ) o APCI-Mass m/Z 623 (M+NH,)
"H-NMR (DMSO-d6) & 1. 63 (s, 3H), 1. 96 (s, 3H) , 1. 99 (s, 3H) , 2. 04 (s, 3H) , 4. 08—4. 16 (m, 4H) ,
4. 29 (ddd, J = 10. 0, 5. 2and2. THz, 1H) , 5. 23 (t, ] = 9. 6Hz, 1H) , 5. 50-5. 57 (m, 2H) , 6. 16 (d,
J=8.5Hz, 1H),6.78(dd, J = 11.0,7. 9Hz, 1H) ,6. 97 (t, ] = 56. OHz, 1H) , 7. 15 (td, ] = 8. 0,
5. 3Hz, 1H) , 7. 31-7. 32 (m, 3H) , 7. 45-7. 48 (m, 3H) .

[0274]  (4) DA LSl 2-(7) B9 7 K b3 E iR 3-(U-( = P 3 ) Rk & 7
) —4- 9 -1-(2, 3,4, 6~ U4 -0~ ZMEEE - B -D- AL p L ) WIWE, A2 2bR 8L 54, 28
ERARM 3-(4-( ) REFE) 45 -1-(B -D- A ML fE L ) MWk, APCI-Mass
m/Z 455 (M+NH,) » 'H-NMR (DMSO—d6) & 3. 20-3. 28 (m, 1H) , 3. 36-3. 49 (m, 3H) , 3. 64-3. 71 (m,
oH) , 4. 15(s, 2H) , 4. 54 (t, ] = 5. 6Hz, 1H) ,5. 11 (d, ] = 5. 3Hz, 1H) , 5. 19(d, ] = 4. 9Hz, 1H),
5.23(d, J] = 5.9Hz, 1H) ,5. 38(d, ] = 9. OHz, 1H) , 6. 74(dd, J = 11. 3,7. 8Hz, 1H) ,6. 97 (t, J
= 56. 0Hz, 1H) , 7. 08 (td, ] = 8. 1,5. 4Hz, 1H) , 7. 31-7. 48 (m, 6H) »

[0275]  SEjsEfA] 26 -

[0276]  3—(4-( 3 AL ) ARAEEPAE ) -4- 3 —1- (B -D- A% MLREFEZAE ) Mk

[0277] (1) &SR, 7E80°C, HiFk st 25— (1) K1 4- 3 —1-(2,3,4,6- V1 -0- &
WEd — B -D— A ALl L ) MIWk -3- FIEE (350 250 ) A- ( o AL ) RIIER (399 =
v ) ( CBRFETA NS ) 3R (D) 37 2w) 51,17 - B (2R ) &8k (19 =50)
EH,0(3.6 =T )-1,2- ZHEIELHE 3.6 ZTH) FHNREGWEE 18 /N o AHIR NV IRA
YRR, RN MK L0ZH) . IWERAEYILL LR LBE (20 ZF) ZEH 3 K, &AL
J2 DIBR R EE T 15, bt J i 28 G SRS A PR RS B i i i€ o SR 78 R RV, 19 3R 4- (=
AL ) I 4- 5 -1-(2,3,4,6- DY -0- LWEIE - B —D— 4 nb R f 2k ) ngfibgk —3— 5 A
B, AR —aith B T R85 R,

[0278]  (2) LASSMASLHER] 25— (3) 197 AACFE Bk &9, 1530 2 T E AR 3- (4- (4
RIS ) RFEFEL ) 4- 5 -1-(2,3,4,6- 4 -0- SWESE - B -D- A A MEMG 2L ) Mk (40
=57 ) . APCI-Mass m/Z639 (M+NH,) o

[0279]  (3) DAL SL it ) 2-(7) iy 77 Kb B iR 3-(4-( Z g 4| 2k ) R 5L 7
F)-4- 8 -1-(2,3,4,6- 14 -0- LTREE — B —D— 7 2 ML PR 4 3% ) M|, 15 3 b BAL &4,
ELRER KRR 3-U-( R P AR ) KIEF ) -4- 5 -1-(B -D- F Ak #E 2% ) M1k
APCI-Mass m/Z 471 (M+NH,) . "H-NMR (DMSO—d6) & 3. 24 (td, J] = 8.9,5. 5Hz, 1H) , 3. 40 (td, J
= 8.8,5. 3Hz, 1H) , 3. 43-3. 47 (m, 2H) , 3. 65-3. 69 (m, 2H) , 4. 08 (s, 2H) , 4. 53 (t, J = 5. 5Hz,
1H),5.09(d, J = 5. 3Hz, 1H),5.17(d, J = 5. 0Hz, 1H),5. 21(d, J = 5. 9Hz, 1H),5. 38(d, J
= 9. OHz, 1H),6. 75(dd, ] = 11. 2,7. 9Hz, 1H) , 7. 06-7. 10 (m, 3H) , 7. 15 (t, ] = 74. 5Hz, 1H) ,
7.28-7. 30 (m, 3H) , 7. 37(d, J = 8. 3Hz, 1H) ,

[0280]  SEjifhl 27 -

[0281]  4- %l —3— (4 FARZEFEE ) —1- (B —D— A LA B 25 ) ng[P
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[0282] (1) LAZSABLSE il 4 2 (4) 19 77 =X 4k B SE 3t 41 1-(3) 3R43 19 4- & -1-(2, 3,4,
6- VU —0— £ Bt 5L — B —D— 4 %5 ML il Bl 25 ) Mol Wk B 4- 2R G &0, 19 31 2 Rk R I
4= 5 -1-(2,3,4,6- V4 -0— & BEFE — B -D— Hij %5 Mk i B 2% ) 1] Wk -3 2 4 G5 2% 5
APCI-Mass m/Z604/606 (M+H) . "H-NMR (DMSO-d6) & 1. 69 (s, 3H), 1. 79 (s, 3H), 1. 98 (s, 3H) ,
2.04(s,3H),4.11(d, J = 3.9Hz, 2H) , 4. 27-4. 33 (m, 1H) , 5. 29 (t, ] = 9. 8Hz, 1H) , 5. 54 (t,
J=9.6Hz, 1H),5.72(t, ] = 9. 4Hz, 1H), 6. 33(d, J = 9. OHz, 1H), 7. 28 (d, J = 7. 3Hz, 1H) ,
7.35-7.42(m, 3H) ,7.80(d, J = 8. 3Hz, 1H),7.89(dd, ] = 8.4,5. 7THz, 2H) , 8. 16 (s, 1H) .
[0283]  (2) LAZRALSZER] 2-(5) 117 ALHE Bk &4 (520 =7 ) , 14 3IF] 4- & -1- (2,
3,4,6- 4 —0- LBEHE - B -D- Hj A ML AE L ) M5IWE -3 2 4- HORIE I, WA TR — P4
tWEEH T RSP ER.

[0284]  (3) @AM, 7E -10°C, LR &£ & Fhe (10 271 ) - &I (20 =
FH) A, R AHZRAN N = L FERERE (0. 688 2T ) 5 = ALY « LR 54 (0. 546 Z=71) .
FHIFIELRE N Bt 30 4390, FESL N I AT IR BI K. UL TR SRR BRI &4, I
AWLZ LR KBES, FF DB ER AN T8 . 8 LB AV, D28 KB % B VR T RERR
FEENTE (OFE : CBRAHBE= 2:1 2 3:2) 4k, 53| 2 ML 4- & -3- (- FAEF
5)-1-(2,3,4,6- V4 -0- LBEEE - B -D— #iZ& L bl 2L ) M9Ikk (454 =58 ) » APCI-Mass m/
7607,/609 (M+NH,) » '"H-NMR (DMSO—d6) & 1. 65 (s, 3H) , 1. 96 (s, 3H) , 1. 99 (s, 3H) , 2. 04 (s, 3H) ,
4. 07-4. 32 (m, 5H) , 5. 23 (t, J = 9. 6Hz, 1H),5.51(t, J = 9.5Hz, 1H),5.55(t, J = 9. 5Hz,
1H),6.17(d, J = 8. 7THz, 1H) , 7. 05-7. 10 (m, 3H) , 7. 15-7. 20 (m, 3H) , 7. 29 (s, 1H) , 7. 64 (d, J
= 8. 3Hz, 1H) ,

[0285]  (4) DISSMBASEHER] 2-(7) 7 SNAREE FIRAL &4, 15 BIbR 8L &4, 2T ER KK
4- 5 -3- (4- JZEFE L ) —1- (B -D— W25 MLIERERE ) W, APCI-Mass m/Z422/424 (M+H) .
"H-NMR (DMSO-d6) & 3. 22-3. 50 (m, 4H) , 3. 63-3. 72 (m, 2H) , 4. 25 (s, 2H) , 4. 53 (t, J = 5. 3Hz,
1H),5.09(d, J = 5. 3Hz, 1H),5. 16(d, J = 5. 0Hz, 1H),5. 21 (d, J = 5. 9Hz, 1H),5.40(d, J
= 9.2Hz, 1H),7.02(d, J = 7.5Hz, 1H),7.05-7. 14 (m, 3H) , 7. 24 (dd, J = 8. 1,5. 9Hz, 2H) ,
7.29(s, 1H),7.54(d, J] = 8. 2Hz, 1H) ,

[0286]  SIjfsl 28 -

[0287]  4,6- 5 —3-(4- SHEFEFRFERE ) -1-(B -D- FA MLz ) g

[0288] (1) [FI¥f 4,6- &l & WIMk (6.57 3 ) 5 D- i 4 (10.70 5¢ ) 7E H,0(25 =&
TH) - B (160 Z Tt ) TRNREY 3 Ko R ZE R AU, R NA N K 5hiiRe: . UL
LR CBEREBUIR A 5 K, G IRANUZE DAY T8 . 138 KBRS, 1R 75 Kk
W13 EMH 4,6- 5 —1- (B -D- AL pi2E ) —Ambg, KATE—Patb EEH T
[0289]  (2) fif LIAMLAEWBEIZERS (150 =T) o, £ ARk It g (27. 57 =T )
LRI (32. 23 %) 5 4-( ZHERE) e (B E) . ZEERDFERR)S, LR
ST o ATHR B S AE TR SBE, LV DL 10 % i R4 (11) 7KW VRPES: 3 Ik, F LAY
FRR BR S AN KA 5 Sk Pk, DI IRAN T8 » b U8 R ANVEYII, Ik R 25 R I8 . TR B
DL Z B G s Ak i aifh, 133 2 B A A5G 4,6- 5 -1-(2,3,4,6- P -0 LB - B -D- 4
5 0 A R ) A M (5. 362 3T ) . APCI-Mass m/Z518/520 (M+H) . "H-NMR (DMSO—d6)
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§1.96 (s,6H),1.97(s,3H),2.00(s,3H),2. 86 (m, 1H) , 3. 00 (m, 1H) , 3. 56 (m, 2H) , 4. 01 (m,
1H), 4. 08 (m, 2H) , 4. 96 (t, ] = 9. 8Hz, 1H) , 5. 14 (t, ] = 9. 4Hz, 1H) , 5. 36 (t, ] = 9. 5Hz, 1H) ,
5.50(d, J = 9. 3Hz, 1H) ,6. 80 (s, 1H) , 6. 84 (s, 1) .

[0200]  (3) {1 BiRLA&Y (5.36 7)) WRALE 1, 4- —WEkE (70 ZTF) -H,0 4 ZTF) o, fEH K
W 2,3- & -5,6- /I -1,4- KR (5.19 3% ) . EFRPIEE 5 K, £ H NS It
TR IR A BN KL, Pk 28 A WL o R BV LA LR LB AU UK, & A HLZ DL ERAKYE
B AR IR AN T o 1L U8 L BRANE W00, I8 25 B o 5% B R F 42 2 e Ak 3L PR A
FEEME (CFt : ZIROEE= 3:1 2 3:2) ik, 133 2L ERBIAR 4,6- —& -1-(2,3,4,
6— PU —0— Z Wk — B -D— H 25 ML HE L ) 9t (4. 08 72 ) » APCI-Mass m/Z533/535 (M+NH,) .
"H-NMR (DMS0-d6) & 1. 67 (s,3H), 1. 97 (s, 3H) , 2. 00 (s, 3H) , 2. 05 (s, 3H) , 4. 10-4. 20 (m, 2H) ,
4.25(m, 1H) ,5.31(t, ] = 9. 7Hz,1H),5.48(t, J] = 9.5Hz, 1H),5.62(t, J] = 9. 4Hz, 1H),
6.22(d, ] = 9.2Hz,1H),6.58(d, ] = 3.4Hz,1H),7.29(d, J = 1. 1Hz,1H),7.66(d, ] =
3. 5Hz, 11) , 7. 87 (s, 1) .

[0201]  (4) DL 2R B0 i ) 3 A 5 o Ak 3 3k 4,6- & -1-(2,3,4,6- 0 -0- 2 Tk
5= — B -D— i A ML R L ) Wk e 4- CARE R T B B RFELEY, B LEBR KR
1) 4,6- — 5 —3-(4- CERERFLEFE ) -1-(B -D— % % ML BE 2L ) MWk, APCI-Mass m/
7499/501 (M+NH,) » "H-NMR (DMSO-d6) & 1. 29 (t, J = 7. OHz,3H), 3. 15-3. 52 (m, 4H) , 3. 58 (m,
1H),3.67 (m, 1H),3.97(q, ] = 6. 9Hz,2H) ,4. 17 (s, 2H) ,4. 54 (t, ] = 5. 6Hz, 1H),5. 10(d, J
= 5.3Hz, 1H),5. 15(d, J = 5. 1Hz, 1H),5.21(d, J = 5. 8Hz, 1H) ,5.45(d, J = 9. OHz, 1H),
6.81(d, J = 8.5Hz,2H),7. 11(m,3H),7.26(s,1H),7.71(d, J = 1. 1Hz, 1H) ,

[0202]  SEjidsl 29 -

[0203]  4- G —3- (4 ( =JR 4L ) REEFEE ) —1- (B -D- A LR pEEE ) Mo[g

[0204] (1) DAZEARLSE 45 25— (1) Y J7 2 4b B St 9] 1-(3) 3RAF 1) 4- S -1-(2,3,4,
6— VU —0- £ B 2% — B —D— i 5 0tk e B 25 ) MWk, 19 B 2 Lk R 4- & -1-(2, 3,4,
6— VY —0— ZWE3E — B -D— A 25 LR B L ) Wk —3— A%, APCI-Mass m/Z527/529 (M+NH,) .
"H-NMR (DMSO-d6) & 1. 64 (s,3H), 1. 98 (s, 3H), 1. 99 (s, 3H) , 2. 05 (s, 3H) , 4. 09-4. 19 (m, 2H) ,
4.30(m, 1H) ,5.34(t, ] = 9.8Hz,1H),5.54(t, J] = 9.5Hz, 1H),5.70(t, J] = 9. 3Hz, 1H),
6.37(d, ] = 9.0Hz, 1H), 7. 35-7. 42 (m, 2H) , 7. 82(d, ] = 7. 5Hz, 1H), 8. 54 (s, LH) , 10. 51 (s,
1H) .

[0295]  (2) DL BL 52 il 9] 25-(2) W) 7 A Ab ¥ ik 4- & -1-(2,3,4,6- P4 -0—- & Tk
J — B -D- AL AE L ) Mol -3- A I 1- R —A- (R FAE) K BE 4-/-1-(2,
3,4,6- V4 -0- LWL - B —D— WA MEPRIHEIE ) Wk —3— Ik 4- ( =3 P4 ) RIEFEE, A
it — LA HEH T R8P IR,

[0206]  (3) LA 2 BL sk Jili 41 25-(3) ¥ 77 X b B E ik b & ), 19 3 2 o & a1
4= -3-(U-( ZRPEIE) FEPR)-1-(2,3,4,6- P4 —0- ZWBEIE - B —D— T Z bk P p 3 )
I5[E . 555 193 & 194°C . APCI-Massm/Z673/675 (M+NH,) » "H-NMR (DMSO-d6) § 1. 64 (s, 3H) ,
1. 96 (s,3H), 1. 99 (s, 3H) , 2. 04 (s, 3H) , 4. 10 (ABX ] A #4%, ] = 12. 4, 2. 5Hz, 1H) , 4. 14 (ABX
() B #B4y, J = 12.4,5.4Hz, 1H), 4. 23-4. 31 (m, 3H) , 5. 24 (t, J = 9. 5Hz, 1H),5.51 (t, J =
9. 2Hz,1H) ,5.56 (t, J] = 9. 2Hz,1H),6.18(d, J] = 8.5Hz,1H),7.06(d, ] = 7.5Hz, 1H),
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7.18(t, J = 7. 9Hz, 1H), 7. 25 (s, 4H) , 7. 37 (s, 1H) , 7. 65 (d, ] = 8. 3Hz, 1H) ,

[0297]  (4) VIRMLsZiE B 2-(7) 7 AR Bk 4- & -3-(U-( = s FHAZE ) KEH
5)-1-(2,3,4,6- VU -0- LWEHE - B -D— AL BEEL ) mIWg, 193065 LG9, B8
KK 4- 3 -3-(U-( ZRFPEEE) ZFRILFIE ) -1-(B -D- WA ML ) e, APCI-Mass
m/Z488/490 (M+NH,) . 'H-NMR (DMSO-d6) & 3. 23-3. 27 (m, 1H), 3. 40 (td, ] = 8.8,5. 2Hz,
1H) , 3. 44-3. 49 (m, 2H) , 3. 65-3. 70 (m, 2H) , 4. 30 (s, 2H) , 4. 53 (t, ] = 5. 4Hz,1H),5. 10(d,
J = 5.3Hz,1H),5. 17(d, J = 5. 0Hz, IH) ,5. 22(d, J = . 8Hz, 1H) ,5. 41(d, ] = 9. OHz, 1H),
7.03(d, J] = 7.5Hz,1H),7. 11 (t, J = 7.9Hz,1H),7.25(d, J = 8. 2Hz,1H),7.33(d, | =
8.5Hz, 1H), 7. 38 (s, 1H),7.55(d, ] = 8. 2Hz, 1H) ,

[0298]  sEjfs] 30 -

[0299]  4- % -3-(4-( ZH ) REFIE ) -1-(B -D- HAMERIBEE ) MWk

[0300] (1) DAL jtifh] 25— (2) )77 AR B 5L 45 29— (1) R 4- A -1-(2, 3,4,
6- VU —0— L WESEE — B -D— % 245 ML M Bl 25 ) W9 W% —3— FRE B 1- VR —4- R K, 13 20
-5 -1-(2,3,4,6- P -0- ZWeds — B -D- Fi ML Bl 2 ) MWk —3—- 2 4- ( ) &
i, EATFRE—Paith B T RSP,

[0301]  (2) DL &AL sz il 451 25— (3) |77 AL B Bk b &), 15 2 2 9% 2 0 [ K (1)
A=A -3-(U-( R FRE) REFE)-1-(2,3,4,6- V9 -0- LML - B -D- 25 ML rpE 25 ) 15
Ik, APCI-Mass m/Z 639/641 (M+NH,) . "H-NMR (DMSO-d6) & 1. 65 (s, 3H) , 1. 96 (s, 3H) , 1. 99 (s,
3H) , 2. 04 (s, 3H) , 4. 10 (ABX [ A #5743, J = 12. 3,2. 51z, 11) , 4. 14 (ABX [ B #84y, ] = 12. 5,
5. 3Hz, 1H) , 4. 26-4. 34 (m, 3H) , 5. 24 (t, J = 9. 6Hz, 1H) ,5. 51 (t, J = 9. 3Hz, 1H) ,5. 56 (t, J
= 9. 2Hz, 1H),6. 19(d, ] = 8. 8Hz, 1H),6.97(t, ] = 56. 0Hz, 1H),7. 06 (d, ] = 7. 5Hz, 1H) ,
7.18(t, J] = 7.9Hz,1H),7.27(d, J = 7.9Hz,2H),7. 36 (s, 1H),7.46(d, J = 7.9Hz, 2H),
7.65(d, J = 8. 4Hz, 1H) .

[0302]  (3) DARAASE il 2—(7) (177 AL 2 Bk 4- S -3-(A-( g 3L ) K E 7
) -1-(2,3,4,6- V4 -0- LBEEE - B -D- A MEmRER ) Wbt 15 2048 84k 59, 206
KM A= G -3-(A-( ZH P ) I FIE ) —1- (B -D— i & ntL g 4 2% ) 15|k, APCI-Mass
m/Z454/456 (M+H) . "H-NMR (DMSO-d6) & 3. 25(td, J = 9.0,5. 5Hz, 1H),3. 40 (td, ] = 8.8,
5. 2Hz, 1H) , 3. 44-3. 49 (m, 2H) , 3. 64-3. 70 (m, 2H) , 4. 33 (s,2H),4. 54 (t, ] = 5.5Hz, 1H),
5.10(d, J = 5. 3Hz, 1H),5.18(d, J = 5. 0Hz, 1H),5.23(d, J = 5.8Hz,1H),5.41(d, | =
9. 0Hz, 1H) ,6. 98 (t, | = 56.5Hz, 1H),7.02(d, ] = 7.5Hz,1H),7.11(t, J = 8.0Hz, 1H),
7.35(d, J = 8. 0Hz, 2H) , 7. 36 (s, 1H) , 7. 47(d, ] = 8. OHz, 2H) , 7. 56 (d, ] = 8. OHz, 1H) .
[0303]  sEjfsl 31 -

[0304]  4- G -3-(4-( o & ) AR ) —1- (B -D- A& ki b 2% ) 9|

[0305] (1) &SR T, E80C, HiFk i 29- (1) IR 4-A -1-(2,3,4,6- 1 -0- &
Wk — B —D— & ML RE S ) W9t —3— IS (50 2230 ) 4- ( 4 AR ) 5 (55 =0 .
FRE (L,5-WE M) B (D) Rk (L3 =5) 5= - BT ER 0.6 Z5%) MH0(1.0
) -1, 2- ZHEE K (2.0 ZF) IREWE 19 /M. AHRNIRAY RS, L L
MG ClE (20 2271 ) 260 A HLZ 0 IS 28 2 ZERE e b 2L ) el s 8 Ik 0 el 78 R B, 19
FIK 4- & -1-(2,3,4,6- PU —0— ZMEHE - B -D- W Z AL B ) W[ —3- 3L 4- ( R4
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) REFEE, HATH—Paift HEH T R80P K.

[0306]  (2) LA 2 BL sk Jili 41 25-(3) 1) 77 A &b B E ik Ak & ), 19 3 8 o 6 [ A
-5 -3-U-( R PAEIL) RERI)-1-(2,3,4,6- PU —0— ZTEHE — B —D— % 24 IHL g 4 556 )
I5|IE (28 23T ) o APCI-Mass m/Z655/657 (M+NH,) o 'H-NMR (DMSO-d6) & 1. 65 (s, 3H) , 1. 96 (s,
3H) , 1. 99 (s, 3H) , 2. 04 (s, 3H) , 4. 11-4. 13 (m, 2H) , 4. 23(d, ] = 9. 3Hz, 2H) , 4. 27-4. 30 (m,
1H),5. 24 (t, ] = 9. 6Hz, 1H),5. 51 (t, ] = 9. 3Hz, 1H), 5. 56 (t, ] = 9. 2Hz, 1H) ,6. 18(d, ] =
8. THz, 1H) , 7. 05-7. 07 (m, 1H) , 7. 06 (d, ] = 7. 5Hz, 2H) , 7. 16 (t, ] = 74. 4Hz, 1H) , 7. 17 (t, ]
= 8. 0Hz, 1H),7.19(d, J = 8.5Hz, 2H) , 7. 33 (s, 1H) , 7. 64 (d, ] = 8. 2Hz, 1H) »

[0307]  (3) LARALLSEEf] 2-(7) 7 AL Bk 4- & -3-(4-( AL ) REF
5)-1-(2,3,4,6- VU -0- ZWEHE - B -D— F AL EIL ) Wk, 15365 B G, 26
K 4- 3 -3-(A-( R PEEE) RERE)-1-(B -D- WA ML R ) Bk, APCI-Mass
m/ZA70/472 (M+H) o "H-NMR (DMSO-d6) & 3. 24 (td, J = 9.0,5. 4Hz, 1H) ,3. 40 (td, ] = 8.9,
5. 4Hz, 1H) , 3. 42-3. 48 (m, 2H) , 3. 64-3. 69 (m, 2H) , 4. 26 (s, 2H) , 4. 54 (t, ] = 5.5Hz, 1H),
5.10(d, J = 5. 3Hz, 1H),5.18(d, J = 5. 0Hz, 1H),5.22(d, J = 5.8Hz,1H),5.40(d, | =
9. 2Hz,1H),7.03(d, J] = 7.5Hz,1H),7.07(d, J = 8.2Hz,2H),7.11(t, J = 7.9Hz, 1H),
7.15(t, J = 74.5Hz, 1H) , 7. 26 (d, ] = 8. 3Hz, 2H) , 7. 32 (s, 1H) , 7. 54(d, ] = 8. 3Hz, 1H) .
[0308]  SEjifsl 32 -

[0309]  3-( ZIF [b] Wil —5- 3k - FI3L ) —4,6— & —1- (B -D- 2L imFL ) ng[e
[0310] DL 2 BL S 451 3 ) 77 X Ak B SE 5 28-(3) R AT 1) 4,6- — & -1-(2,3, 4,
6- VU —0— LWL — B -D— H A ML 2k ) Wl S 200 [b] MR —5- BRAE S0 13 31 2 etk
K bR AL &P, APCI-Mass m/Z478/480 (M+H) . "H-NMR (DMSO-d6) & 3. 20-3. 50 (m, 4H) ,
3.59 (m, 1H), 3. 67 (m, 1H) , 4. 34 (s, 2H) , 4. 55(t, ] = 5. 7THz,1H),5.11(d, J = 5. 1Hz, 1H),
5.16(d, J] = 5. 1Hz, 1H),5.24(d, J = 5.8Hz, 1H),5.46(d, J = 9. 0Hz, 1H),6.87(d, ] =
1. 4Hz, 1H),7. 11(d, ] = 1.6Hz, 1H),7.19(dd, J] = 8.5, 1. 4Hz, 1H),7. 33 (s, 1H),7. 42 (s,
1H),7.49(d, ] = 8. 3Hz, 1H),7.73(d, ] = 1. 6Hz, 1H) ,7.93(d, ] = 2. 1Hz, 1H) .

[0311]  SEjdsl 33

[0312]  4- & —3- (4- MAARILFIL ) —1- (B -D- F AL AL ) gl

[0313] (1) LA ZEABLSE i 41 2 (4) 19 77 =X 4k BE SE 1) 1-(3) R4 1 4- & -1-(2, 3,4,
6— V4 —0— & Bt 5E — B —D— i % ntk g 8l 2 ) Mol Wk A 4- R R &G 15 21 2 R 0k R
4= 5 -1-(2,3,4,6- U4 -0 & Wt 5 — B -D— % 24 Mk oo B 2 ) g Wk —3— 28 4 i 2K 2L i
APCI-Mass m/Z711/713 (M+H) . "H-NMR (DMSO-d6) & 1. 69 (s, 3H), 1. 97 (s, 3H) , 1. 98 (s, 3H) ,
2.04(s,3H),4.10(d, J = 4.0Hz,2H) ,4. 29 (m, 1H) ,5. 28 (t, J = 9. 8Hz, 1H),5.53(t, J] =
9.6Hz,1H) ,5. 73(t, J] = 9. 2Hz,1H),6.33(d, J = 9.0Hz,1H),7.29(d, J] = 7. 7Hz,1H),
7.38(t, J] = 8.0Hz,1H),7.57(d, J = 8.3Hz,2H),7.79(d, J = 8.4Hz,1H),7.94(d, | =
8. 3Hz,2H) ,8. 17 (s, 1H) o

[0314]  (2) DL ABLSE i ] 2-(5) 1y 77 R4k 3 bk 4- & -1-(2,3,4,6- P4 -0- & B
Kk — B -D— R A LI RE AL ) M9l -3 Jik 4- WICASERA, 15 20 4- & -1-(2,3,4,6- 1 -0- &
TEFE — B -D— A AL HEIE ) Mg -3 I 4- MIORIE P, KAFTR N — b aib B T /54t

TR,
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[0315]  (3) LA 2 ABL sk jili 4 27-(3) 1K) 77 A &b B E ik 4k & ), 19 3 8 o [l A4 1
4= 5 -3 (4- LR I 1 3L ) -1-(2,3,4,6- U —0- £ Wk — B —D— i 2 ntk e B 2 ) mgl g
APCI-Mass m/Z715/717 (M+NH,) - "H-NMR (DMSO-d6) § 1. 65 (s, 3H) , 1. 96 (s, 3H) , 1. 99 (s, 3H) ,
2.04 (s, 3H) , 4. 08-4. 16 (m, 2H) , 4. 17(d, ] = 16. 2Hz, 1H) , 4. 22(d, ] = 16. 4Hz, 1H) , 4. 28 (m,
1H),5.24(t, J = 9.6Hz, 1H) ,5.51(t, ] = 9. 4Hz, 1H),5. 56 (t, ] = 9. 2Hz, 1H),6. 18(d, J
= 8. 8Hz, 1H),6.96(d, ] = 8. 2Hz,2H),7.05(d, J = 7. THz,2H),7.17(t, J = 8. 0Hz, 1H),
7.33(s,1H),7.60(d, J = 8. 2Hz, 2H) , 7. 65(d, ] = 8. 8Hz, 1H) .

[o316]  (4) DASSARLSE ) 2—-(7) (1) 7 A Ab 3 Bk 4- 50 -3-(4- W3 2 ) -1-(2,
3,4,6- VY —0— LW 3 — B —D— i 25 ML el R 2k ) W9l Wk, 15 B AR AL & W, BB K 1)
4— 51 -3 (4- MR SE 3L ) —1—- (B -D- H &ML HE L ) M|k, APCI-Mass m/Z530/532 (M+H) .
"H-NMR (DMSO—d6) & 3. 23-3. 49 (m, 4H) , 3. 64-3. 71 (m, 2H) , 4. 22 (s, 2H) , 4. 54 (t, ] = 5. 5Hz,
1H),5.11(d, J = 5. 3Hz, 1H),5. 18(d, J = 5. 0Hz, 1H),5. 23(d, J = 5. 8Hz, 1H),5.40(d, J
= 9. 2Hz, 1H),7.02(d, J = 8.0Hz,2H),7.02(d, J = 7. lHz, 1H),7.10(t, J = 7. 9Hz, 1),
7.32(s,1H0),7.55(d, J = 8. 3Hz, 1), 7. 61(d, ] = 8. 2Hz, 2H) .

[0317]  SEjifsl 34 -

[0318]  3—( Jf [b] Wi —5- 2k — 3L ) —4- S —5- % —1- (B -D— A A MLMIBEIL ) 15[k

[0319] (1) [HI9f 4- & -5 W — ”9[% (684 = v ) 5 D- HZAH (1.04 38 ) 7ELEE (20
ZI)-H0GB ZT) THREW 1.5 Ko R 28 REF], kB VP RAEE T (&
ffj « FlE= 100:0 & 85:15) 4lifk, 33 2 EIMIKTT 4- 50 -5 8 —1- (B -D— F Z5 b i bk
B &M (107 78 ) . APCI-Mass m/Z334/336 (M+H) . "H-NMR (DMSO—d6) & 3. 02 (m, 3H) ,
3. 20-3. 45 (m, 4H) , 3. 57 (m, 2H) , 3. 71 (m, 1H) , 4. 35 (t, J = 5. 8Hz, 1H) ,4.60(d, J = 8. 3Hz,
1H) ,4.93(d, J = 5. 1Hz, 1H),5. 04 (d, ] = 4. 0Hz, 1H),5.07(d, J = 4. 3Hz, 1H) ,6. 51 (dd, J
= 8.6,3.6Hz, 1H),7.00(t, ] = 9. 1Hz, 1H) .

[0320]  (2) i L4 &9 (1,06 70 ) WEAE 1,4- —NEge (40 =TF) L AE N 2,3- —
A -5,6- I 1,4~ XK (865 ) o EEIRPIFLILIRA 6 /N AN AR FREEY
KGR IR G, R 7 R A HLET . %%#@U\ZE&Z@ B, A HLUZE IR AT
B o T UEFBRAEEY T, Y Hs 25 R B, 19 2R 4- 50 -5- 9 —1- (B -D— A AL pE AL ) ml
W, Aiit— otk HEH TR 900 1R

[0321]  (3) ﬁiﬁsﬂ:é%%za%~% e (50 ZF) o, fEH WAHGRAN I S BR BT (2. 99
ZTF) JHERE (2.57 =) 5 4-( ZHFEEE) trg (B E) . EEEEFEEA S,

IR ZE R AN AV L, LR SRR RS, VRGP AH 45 LL 10 % £ 45 TR 7K ¥ VL b i
IR SN KA 5 2K Yk . A N2 I IR G T8 . 1L 38 BR AN 0, Il Hs 75k 0E
o FREDAMHERAEZITE (Ot « LR OHE= 2:1 2 1:1) 4ifk, 153 2 oAb 7k 1
4-H -5-H -1-(2,3,4,6- 4 -0- ZWEHE - B -D- A2 nL AR 3k ) M| (1. 24 3%,) . APCI-Mass
m/Z517/519 (M+NH,) . 'H-NMR (DMSO-d6) & 1. 66 (s, 3H) , 1. 97 (s, 3H) , 1. 99 (s, 3H) , 2. 04 (s,
3H) , 4. 12 (m, 2H) , 4. 28 (m, 1H) , 5. 28 (t, J = 9. 8Hz, 1H),5. 51 (t, J = 9. 5Hz, 1H) ,5. 60 (t, J
= 9. 3Hz, 1H),6.21(d, J = 9. lHz, 1H),6.59(d, J = 3. 4Hz, 1H),7.26(t, ] = 9. 4z, 1),
7.68(d, J = 3. 4Hz, 1H),7.70(dd, ] = 9. 0, 3. THz, 1H) ,

[0322]  (4) DAZRALSZtif) 27 (1) 77 AL B B IR 4- & -5 3 -1-(2,3,4,6- 4 -0- &
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Kk — B -D- I A ML AR L ) MW K2R JF [b] BRI -5 BRIEE 1R RIbR AL &, B Ok
K 3= (2 I [b] BRI —5- 2k - 3L ) —4— G —5— L —1- (B —D— 7] 25 ML g 4 25 ) W[ I
APCI-Mass m/Z462/464 (M+H) , "H-NMR (DMSO—d6) & 3. 15-3. 45 (m, 4H) , 3. 65 (m, 2H) , 4. 35 (s,
2H) ,4.54(t, J = 5.5Hz, 1H),5. 11(d, J = 5. 3Hz, 1H),5. 17(d, J = 5. 0Hz, 1H) ,5. 24(d, J
= 5. 8Hz, 1H),5.40(d, ] = 9. OHz, 1H),6.87(d, J = 1.4Hz, 1H),7.16(t, J = 9. 2Hz, 1H),
7.21(dd, J = 8.4, 1. 0Hz, 1H),7. 37 (s, 1H), 7. 44 (s, 1H) , 7. 49(d, J = 8. 5Hz, 1H) , 7. 57 (dd,
J=19.0,4.0Hz, 1H),7.93(d, J = 1. 9Hz, 1H) ,

[0323]  SEjfsl 35 -

[0324]  4- G -3-(4- L5 FEARIEFEL ) -5- i —1- (B -D- HIZ MRS ) MlWk

[0325] DL ISABLSE it 491 27 1 77 2 Ak 3 S it ) 34— (3) 3R AT 11 4- & -5- W —1-(2, 3,4,
6— P —0— ZWEFE — B —D— A A MEMIBEIE ) W[k f 4- CARFER IR, 193] 2 L 6k KIFbr
itk & . APCI-Mass m/7483/485 (M+NH,) » "H-NMR (DMSO-d6) § 1. 30 (t, J = 6. 9Hz, 3H),
3. 15-3. 50 (m, 4H) , 3. 64 (m, 2H) , 3. 96 (g, J = 6. 9Hz, 2H) , 4. 18 (s, 2H) , 4. 54 (t, J = 5. 4Hz,
1H),5.11(t, J = 5. 3Hz, 1H),5. 17(d, J = 5. 0Hz, 1) ,5. 23(d, J = 5. 8Hz, 11),5. 39(d, J
= 9. 1Hz, 1H) ,6.82(d, ] = 8.5Hz,2H),7.12(d, J = 8.5Hz,2H),7. 16 (t, J = 9. 4Hz, 1H) ,
7.30(s, 1H),7.56(dd, ] = 8.9,3.9Hz, 1H) ,

[0326]  SEjifdl 36 -

[0327]  4,6- & —3-(4- MRILFIE ) —1- (B -D— A A ML g2 ) gl

[0328] LA 2 bL SE i 451 3 ) 77 X Ak B SE 5 28-(3) R AT 1) 4,6- — & -1-(2,3, 4,
6— VU —0— ZWt2E - B -D— A AL HEIE ) Wik f 4- MR RS, 49 21 2 0 60k R 1R AL
4. APCI-Mass m/Z564/566 (M+H) . "H-NMR (DMSO-d6) & 3. 20-3. 54 (m, 4H) , 3. 57-3. 71 (m,
2H) , 4. 20 (s, 2H) , 4. 53-4. 63 (br, 1H) , 5. 10-5. 16 (br, 1H) , 5. 18-5. 30 (br, 2H) , 5. 46 (d, ] =
9. 1Hz,1H),7.01(d, J = 8.2Hz,2H),7.11(d, J = 1.4Hz,1H),7.38(s, 1H),7.61(d, ] =
8. 2Hz,2H),7.73(d, J = 1. 4Hz, 1H) .

[0320]  SEjadsl] 37 -

[0330]  4- %l —5— Rl —3—(4- MR L ) —1- (B -D— A b B 2% ) gl

[0331] DL IS ALL 55 i 451 3 ¢ 7 X Ak 2 S ) 34— (3) 3R A9 1 4- | -5- W —1-(2, 3,4,
6— VU —0— L BIE — B —D— % 25 ML Al 2 ) Mgl fe 4— R PRI S, 49 31 2 00 60k R I b it
b 4 M. APCI-Mass m/Z548/550 (M+H) . 'H-NMR (DMSO-d6) & 3. 15-3. 45 (m, 4H) , 3. 62 (m,
oH) , 4. 21 (s, 2H) , 4. 52-4. 58 (br, 1H) , 5. 10-5. 17 (br, 1H) , 5. 18-5. 30 (br, 2H) , 5. 40(d, ] =
9.0Hz, 1H),7.02(d, ] = 8.2Hz,2H),7.16(t, J = 9. 3Hz, 1H),7. 42(s, 1H),7.57(dd, ] =
9.0,4. 0Hz, 1H),7.62(d, ] = 8. 3Hz, 2H) .

[0332]  SEjiifdl 38 -

[0333]  3-(4- VRARFEFEL ) —4- FZE —1- (B -D- A LA piZE ) M9l

[0334] DL S {BL S it 91 27 19 77 X Ad B S8 ) 23-(1) 3R 19 19 4- B3 -1-(2, 3,4,
6— VU —0— LWtk — B —D— i 25 ML A 8 25 ) M|k fe 4— YRR R, 49 31 2 6 (08 R I st
& . APCI-Mass m/Z462/464 (M+H) . "H-NMR (DMSO-d6) § 2. 38 (s, 3H) , 3. 24 (m, 1H) ,
3.30-3. 47 (m, 4H) , 3. 68 (m, 1H) , 4. 18 (s, 2H) , 4. 52(t, J = 5. 5Hz, 1H),5.08(d, J = 5. 3Hz,
1H),5.15(d, J = 5. 0Hz, 1H),5. 17(d, J = 5. 8Hz, 1H),5. 34(d, J = 9. 2Hz, 1H),6.71(d, J
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= 7. 1Hz, 1H),6.98(t, J = 7. THz, 1H),7. 13(d, J = 8. 3Hz,2H),7. 15(s, 1H),7.35(d, ] =
8. 3Hz, 1H),7.46(d, ] = 8. 3Hz, 2H) .

[0335]  SEJEfs)] 39 :

[0336]  3—(4- WIORIE AL ) —4- AL —1- (B -D- A% MLl 2L ) mgIbk

[0337] DL 28 b1 S it 491 27 19 77 X Ak B S ) 23-(1) K45 19 4- K -1-(2, 3,4,
6— VU —0- S BE2E — B —D— i 2 bR B 225 ) Wk % 4— WO RIS, 15 31 20 6 R AR @4 &
). APCI-Mass m/Z510 (M+H) . 'H-NMR (DMSO-d6) & 2. 38 (s, 3H) , 3. 24 (m, 1H) , 3. 30-3. 47 (m,
4H) , 3. 68 (m, 1H) , 4. 16 (s, 2H) , 4. 52 (t, J = 5. 6Hz, 1H) ,5. 08 (d, J = 5. 3Hz, 1H),5. 14(d, J
= 5.0Hz, 1H) ,5. 16 (d, ] = 5. 9Hz, 1H),5. 34(d, J = 9. OHz, 1H),6.71(d, J = 7. 1Hz, 1H) ,
6.98(dd, J = 8.3,6.9Hz, 1H),6.99(d, J = 8. 2Hz,2H),7. 15(s, 1H),7.35(d, J = 8. 3Hz,
1H),7.46(d, ] = 8. 2Hz, 2H) .

[0338]  SEjifdl 40 -

[0339]  3-(KJf [b] Wi —5- 2% — FF3E ) —4- FIJE —1- (B -D— Hj A ki ) Myl
[0340]  DARABLstifsl] 3 (19977 3, pScif 23- (1) SRR 4- B -1-(2,3,4,6- 11 -0- &
k2 — B —D— 7 25 PLL Mg B 25 ) Ml &2 2K 0 [b] WM —5- e 2k &0 A5 2 6 08y R 1 b @
th & ¥, APCI-Mass m/Z424 (M+H) . 'H-NMR (DMSO-d6) 6 2. 40 (s, 3H) ,3. 23 (td, J = 8.9,
5.5Hz, 1H),3.39(td, J = 8.8,5. lHz, 1H), 3. 42-3. 47 (m, 2H) , 3. 65-3. 70 (m, 2H) , 4. 30 (s,
2H),4.52(t, J = 5.5Hz, 1H),5.07(d, J = 5. 3Hz, 1H),5. 13(d, ] = 5. 0Hz, 1H) ,5. 17(d, J
= 5. 8Hz, 1H) ,5. 35(d, J = 9. OHz, 1H),6.70(d, J = 7. 1Hz, 1H),6.87(d, J = 1. 4Hz, 1H),
6. 98 (m, 1H),7. 14 (s, 1H),7. 17(dd, J = 8.6, 1. 4Hz, 1H), 7. 35(d, J = 8. 3Hz, 1H),7. 38 (s,
1H),7.50(d, J = 8. 3Hz, 111),7.93(d, ] = 2. 1Hz, 11 .

[0341]  SEJfs) 41 -

[0342]  4- R —3-(4- VRARFEFEL ) —1- (B -D— F AL fE 2 ) Mol

[0343]  DASABLsiptifsl] 3 (177 3K, psitifs] 22— (1) RAFH) 4- 9] -1-(2,3,4,6- /4 -0- Lk
55— B -D— A A ML RRBE I ) MIWE K 4- YRR L SIS B R R R M bREL 5 4 . APCI-Mass
m/7526/528/530 (M+H) . 'H-NMR (DMSO-d6) & 3. 20-3. 48 (m, 4H) , 3. 66 (m, 2H) , 4. 27 (s, 2H) ,
4.54(t, ] = 5.4Hz, 1H),5.10(d, J = 5. 3Hz,1H),5.17(d, J = 5. 0Hz, 1H),5.23(d, ] =
5.8Hz,1H),5.41(d, J] = 9.0Hz,1H),7.04(t, J = 7.9Hz,1H),7.16(d, J = 8. 3Hz,2H),
7.21(d, ] = 7.5Hz, 1H),7.33(s, 1H) , 7. 45(d, ] = 8. 3Hz,2H) ,7.60(d, ] = 8. 2Hz, 1H) .
[0344]  SEjfA] 42 -

[0345]  4- ] —3-(4- WORELFEE ) —1- (B -D- A MLre B 25 ) gl

[0346]  DIRABLsiztifsl] 27 (677 20, B Sl 22- (1) SR 0 4- ) -1-(2, 3,4, 6- 4 -0- £k
Bk — B -D— A A MEIRIBEIL ) WIWE K 4- MOR FEL SIS B R O R IR a4 54 - APCI-Mass
m/Z574/576 (M+H) » 'H-NMR (DMSO—d6) & 3. 20-3. 50 (m, 4H) , 3. 62-3. 71 (m, 2H) , 4. 25 (s, 2H) ,
4.54(t, J = 5.5Hz, 1H),5.10(d, J = 5. 3Hz,1H),5.17(d, ] = 5. 0Hz, 1H),5.22(d, J =
5.8Hz, 1H),5.41(d, J] = 9.2Hz,1H),7.02(d, ] = 8.2Hz,2H),7.04(t, J = 8.2Hz,1H),
7.21(d, ] = 7.4Hz, 1H),7. 32 (s, 1H) , 7. 60 (d, ] = 8. 2Hz, 1H),7.61(d, ] = 8. 2Hz, 2H) ,
[0347]  SZjiEf) 43 ;

[0348]  3—( ZIF [b] Wi —5- 2% — FI3E ) —4- IR —1- (B -D— H A5 MLMmIpH 2L ) 1g[i
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[0349]  DAZSABISLfe) 27 (%75 5K, i s ilifs) 22- (1) IR0 4- 7] -1-(2,3,4,6- 4 -0- &
R 5E — B —D— ] 25 nEL IR B L ) M5[IWR K2 9T [b] WRIRg —5— B IE &UHIAF 2 T2k R br 4L
4 W). APCI-Mass m/Z488/490 (M+H) » 'H-NMR (DMSO-d6) & 3. 23 (td, J = 9. 1,5. 5Hz, 1H),
3.37-3. 47 (m, 3H) , 3. 61-3. 69 (m, 2H) , 4. 39 (s, 2H) , 4. 53(t, J = 5.5Hz, 1H),5.09(d, J =
5.3Hz, 1H),5.15(d, J] = 5.0Hz, 1H),5.22(d, J = 5.9Hz, 1H),5.40(d, J = 9. 2Hz, 1H),
6.87(d, J = 1.4Hz,1H),7.04(t, J = 7.9Hz, 1H),7. 21 (m, 2H) , 7. 25 (s, 1H) , 7. 43 (s, 1H) ,
7.49(d, ] = 8.5Hz, 1H),7.60(d, ] = 8. 2Hz, 1H),7.93(d, ] = 2. 1Hz, 1H) .

[0350]  sEjiifsl] 44 -

[0351]  4- R —3-(4- EREEFEE ) —1- (B -D- A MLi B 2% ) mgli

[0352]  DARACLsitifsl] 27 (77 20, B Sl 22- (1) SRR 4- 1 -1-(2, 3,4, 6- 4 -0~ LBk
5 - B -D— A A MEIRIBEIL ) WIWE & 4- SR PEL SIS B RO RN FRE 54 . APCI-Mass
m/Z482/484 (M+H) » 'H-NVMR (DMSO—d6) & 3. 21-3. 28 (m, 1H) , 3. 33-3. 39 (m, 3H) , 3. 62-3. 71 (m,
oH) , 4. 28 (s, 2H) , 4. 54 (t, ] = 5. 5Hz, 1H) ,5. 11 (d, ] = 5. 3Hz, 1H) ,5. 17(d, ] = 5. 1Hz, 1H),
5.23(d, ] = 5.8Hz,1H),5.41(d, J] = 9. 0Hz, 1H),7.04(t, J = 7.9Hz, 1H),7. 19-7. 24 (m,
3H), 7. 30-7. 35 (m, 2H) , 7. 33 (brs, 1H) , 7. 60 (d, ] = 8. 3Hz, 1H) ,

[0353]  SEjfdl] 45 -

[0354]  3-(5—(3— AL ) WEMy —2- K& - FISE ) —4- A& —1- (B -D- M A kg f 2 ) Mgl
[0355] (1) DAZRMASEitf] 21- (1) py77 AR S 23— (1) R1GH0 4- I -1-(2, 3,4,
6— P —0— ZWEIE — B —D— A A MEMBEIL ) g[IR fo 5- IRIEWY —2- BRI, 19 3 B3 Uk R I
5— IR —2- WEWyFL 4 FIFE -1-(2,3,4,6- VU —0- LWEFE - B -D- M 2L e RS ) Mgk -3- 5
fiil, APCI-Mass m/Z650/652 (M+H) o

[0356]  (2) DAZSMISLHEf 2- (5) (7 X AbHE iRtk &4 (978 23w ) , 13 FIHH 5 ¥R —2— W
WyHE 4- FI3E —1-(2,3,4,6- P4 —0- ZBEHE - B -D- A& LM plE 3k ) |k —3- JEF e, LR
W Pat BT RSP %,

[0357]  (3) EAAA T, 4E0°C, £ LRb &M G (20 =T ) - & F ke (10 =T+) i
FEETR R, IS N = R (1,20 ZTF) 5 =848 « 28B4 (0.953 ZT1) . AR
FETRBEHE 40 43%p )5, 76 A I Fl s BR A AV TR (30 =71 ), IR 28 R B WL 7%
B, O LBEAEL (100 ZF ) WK, & IFAVUE IR T8 I8 BRAEY i,
VI 78 2 BV, 15 B FE 2 Wi S BEFEAL (R 8- (5- JRMENy —2— 3 - FI3E ) —4- 3 -1-(2,3,
4,6- V4 -0- LWEIE — B -D— A A MEPRBEZE ) WM, {F AL SYEE R (30 ZF) T,
76 H N AHGRS DA RE (0. 365 Z£T1 ) - ZBRET (0. 426 ZT1) 5 4-( — PRSI ) ntkug (18. 4
) o {EFEIRDEFE 4 NG R R R EH . R E WA LR TG (250 ZT1) #, iR
EHILL 10 % BiRA (1) AKEW (20 27+ ) PEBRMIR, f1LL H,0 (20 ZF ) SR ER S0
IKE (20 =Tt ) VR, UIIREET 1. ik U8 ZBR AN I, I8k 28 A U8R 9 B R Ak
WAL EMTE (OF% LR ZHE= 90:10 % 60:40) 4ifh, UL B 45 5, 125 2k i gh i
3—(5— JRMEWy —2— 5L - gL ) —4- 3L -1-(2,3,4,6- PU -0- ZBEHE - B -D- A LM pE L )
5[We (347 273 ) o APCI-Mass m/Z636/638 (M+H) .

[0358]  (4) WA N, AE 100°C, fiidt Bkt &4 (150 e ) (3- SAEEMEKR (62 =
b)) AL (215 v ) 5P - ZREE) 4R (0) (27.2 2w ) £E 1, 2- R LK G =
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) HEREW 2 P o UL IR ZFERRRE SN IR G, BT RHR G il i 28 s S e A 3L )
R JE . IR R R IR SR B R I RE AL R AR (ke © LR LB = 80:20 &

50:50) Zlifk, 19 2| 2 EK KW 3- (5- (3 FARKE ) MEWy —2- Fk - FI2E ) —4- %L -1-(2, 3,
4,6- VY -0- LBESE - B -D- # &ML 2% ) mk (120 Z£5¢ ) » APCI-Mass m/Z676 (M+NH,) .
[0359]  (5) DASSMASLHER] 2—(7) 7 SNAREE FIRAL &4, 19 3IbR 8L &4, 2T ER KK
3- (5= (3 AKIEL ) WEWy —2- F& - IS ) ~4— FHE —1- (B -D- A& Ll 25 ) M9[Wk . APCI-Mass
m/7491 (M+H) . 'H-NMR (DMSO—d6) & 2. 50 (s, 3H) , 3. 23-3. 48 (m, 4H) , 3. 69 (m, 2H) , 4. 40 (s,
oH) , 4. 54 (m, 1H) ,5. 09(d, J = 5. 3Hz, 1H),5. 16(d, J = 5.0Hz, 1H),5. 18(d, J = 5. 9Hz,
1H),5.37(d, J = 9. 2Hz, 1H),6.75(d, J = 7. 1Hz, 1H) ,6.87(d, J = 3. 5Hz, 1H),7.00(t, J
= 7.4Hz, 1H),7.34 (s, 1H), 7. 37(d, J = 8. 3Hz, 1H) , 7. 53(d, J = 3. THz, 1H),7.55(d, J =
8. 0Hz, 1H),7.68(d, ] = 7. THz, 1H) , 7. 87(d, ] = 8. 0Hz, 1H) ,8. 07 (s, 1H) .

[0360]  SEjfdl 46 -

[0361]  4- %l —3-(4- FRRE R AL ) —1- (B -D— A A ML B 2L ) 9|

[0362] (1) LA 2L Sl ] 2-(4) . (5) 5 27-(3) [ 5 = &b 3 52 jfE 451 1-(3) 3K A3 11
4- A -1-(2,3,4,6- P4 -0- ZWEIE — B -D- A A MERIFEIE ) Wk & 4- = FIE AWA LR
WEs, 1928 2 TEEM AN 4- & -3-(4- ZFREOBAEEFREFE)-1-(2,3,4,6- 11 -0- &
Wtk — B —D— A LML ) Wk, APCI-Mass m/Z689/691 (M+NH,) .

[0363]  (2) fif LkAL&4 (915 2w ) WAEIUEARRN 6 =T ) - Bl G 27 ) &, 1% 4
WIREWARIK - KB . TEILAE N 10M S ALK (1. 09 =T ) , FEE IR B R
EW A DI . FRAHITTIFIR G 20K - KR, DL 2N ShIRKE L . IRAEYILL IR &
BEAEUP UK, & A AL DAURIRR B0 SV K BT s, IF DA IR B T4 o 1L BB LBRANE D
U, R 75 R B . TR R R AR E s (&5« BlE= 9:1 2 5:1) 4ifk, 15 2IF5
EY, BIEMRE 4- A -3-U- FRARERE ) -1- (B -D- & nbrpE 2L ) m[kk (568 =
5L ). APCI-Mass m/Z420/422 (M+H) . 'H-NMR (DMSO—d6) & 3. 23 (m, 1H) , 3. 33-3. 47 (m, 3H),
3.60-3. 70 (m, 2H) , 4. 15 (s, 1H) , 4. 53 (t, J = 5. 5Hz, 1H),5. 09 (d, J = 5. 3Hz, 1H) , 5. 19 (d,
J = 5.1Hz,1H),5.20(d, ] = 5. 9Hz, 1H) ,5. 38(d, ] = 9. 2Hz, 1H) , 6. 66 (d, ] = 8. 3Hz, 2H) ,
7.02(d, ] = 8.2Hz,3H),7.09(t, ] = 7.9Hz, 1H),7.16(s,1H),7.52(d, ] = 8. 2Hz, 1H),
9.12(s, 1H) .

[0364]  SEjfA] 47 -

[0365]  3-(4- ( ANZERIE R ) -4- FEE —1-(B -D- AL ) mlwg

[0366] (1) LARMISEHE] 2-(4) . (B) 5 3-(3) M7 A Ab# s o] 23- (1) K431 4- FF
5 -1-(2,3,4,6- T4 —0- ZWEH - B -D— A A LR BE 2L ) W & 4— IRK R BE S, 13 3 240
LI A4S I 3- (4- WRZRFEFIE ) —4- 3L -1-(2,3,4,6- 10 -0- ZBE3E - B -D- 25 L b
B WM, FEA 190-192°C. APCI-Mass m/Z630/632 (M+H) o

[0367]  (2) E M N, 1E 90°C, itk Edtb &4 (300 =58 ) AN ZEMER (123 &5 ) .
CIRAE (I1) (5.3 2= ) IR —# (354 =5 ) 5= &R (1325%) FEF R (15 %
T+) -H,0(0. 75 ZT+) T NREWIEA . UL LR LBEMRE R NIR G4, BT ARG LA H,0 5 3k
IRV, BRI T o I8 LBRANE 0, R 28 R IEH . AR MR ETE (2
Bt . LR CHE= 80:20 % 50:50) 44k, 19 2 2 L A 3- (4- RN ARIEFE ) -4- F
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i -1-(2,3,4,6- 14 -0- ZBEAE - B -D- R A LA HEEE ) Wt (214 Z %0 ) o APCI-Mass m/
7592 (WM+H)

[0368]  (3) fif Likfb-&4 (182 Z 5 ) WAEVUE MR G =) - FiE 10 ZF) o, 7
LTS I R A (28 % FRBESSV, — 1 ) o FESIRDIFE 2 /NS, SRR R A AL . TR
IR FIRE R A E M (&« FIBE= 100:0 % 85:15) % HPLC(DAICEL CHIRALPAK IA, .
Bt o LBE= 90:10) 2ifk, 15 2br 8G9, B ER RN 3-(4- MR RILFE ) -4- F
F—1-(B -D— i Zg Mt PRI ) MaME (73 250 ) o APCI-Mass m/Z424 (M+H) . "H-NMR (DMSO—-d6)
6 0.59-0. 63 (m, 2H) , 0. 87-0. 92 (m, 2H) , 1. 85 (m, 1H) , 2. 40 (s, 3H) , 3. 20-3. 45 (m, 5H) ,
3.66 (m, 1H) ,4. 14 (s, 2H) ,4. 52 (t, ] = 5. 5Hz, 1H),5.07(d, J = 5. 3Hz,1H),5.14(d, | =
5.1Hz, 1H),5.15(d, J = 6.0Hz,1H),5.33(d, J = 9. 2Hz,1H),6.70(d, ] = 7.0Hz, 1H),
6. 96 (m, 1H) ,6.97(d, ] = 8.0Hz,2H),7.04(d, J] = 8.0Hz,2H),7.09(s,1H),7.33(d, ] =
8. 3Hz, 1H) .

[0369]  SLjsfA] 48 -

[0370]  3—(5—(4— JRARTE ) WEWy —2- J% — 3L ) —4— FF3E —1- (B -D— A nb gl 2 ) g
[0371] DA ALL St 4] 45— (4) B 2—(7) 1y 7y 3K Ak B 5 i 491] 45— (3) 3RA3 1 3— (5 VR M
Wy —2- J& — 3L ) —4- 3 -1-(2,3,4,6- VY -0 L WEFE — B ~D— % 25 Ntk Vg B 25 ) Mg &
4- SRR, 93 £ E OB KPS &Y. APCI-Mass m/Z484 (M+H) . 'H-NMR (DMSO-d6)
§2.50(s,3H),3.25(td, ] = 8.8,5. 4Hz, 1H), 3. 40 (td, ] = 9. 0,5. 4Hz, 1H) , 3. 43-3. 48 (m,
2H), 3. 67-3. 71 (m, 2H) , 4. 37 (s, 2H) , 4. 54 (t, ] = 5.5Hz, 1H),5.09(d, J = 5. 1Hz, 1H),
5.15(d, J] = 5. 1Hz, 1H),5.17(d, J = 6. 1Hz, 1H),5.36(d, J = 9. 2Hz, 1H),6.75(d, ] =
7. 1Hz, 1H),6.80(d, J] = 3.5Hz,1H),7.00(t, J = 7.7Hz,1H),7.19(t, J = 8.8Hz,2H),
7.30(d, J = 3.5Hz, 1H),7.32(s, 1H),7.36(d, J = 8. 3Hz, 1H),7.59(dd, J = 8.7,5. 3Hz,
2H) .

[0372]  SEjdsl] 49 -

[0373]  3-(5— (6~ % —3— MLME AL ) MEWy —2- JE — 3L ) —4— 5 —1- (B -D— i & Ntk i 2 )
IS

[0374]  DLRALLSE 45 45— (4) J 2—(7) (975 X Ak #5245 45— (3) K15 1 3-(5— 1R g
Wy —2- 2k — L) ~4- 2L -1-(2, 3,4, 6- 14 -0- LRI - B -D— I 2 ML #f 2E ) Wk A2 6— 9RL
nEEE —3- MR , 15 2 2 T M R IAR B 54 » APCT-Mass m/Z485 (M+H) » "H-NMR (DMSO-d6)
6 2.50(s,3H),3.20-3. 50 (m, 4H) , 3. 70 (m, 2H) , 4. 40 (s, 2H) , 4. 54 (t, | = 5. 4Hz, 1H),
5.09(d, ] = 5.3Hz,1H),5.16(d, J] = 5.7Hz,1H),5.17(d, J = 5. THz, 1H),5.36(d, | =
9.0Hz,1H),6.75(d, ] = 7.1Hz,1H),6.87(d, J = 3.4Hz,1H),7.00(t, J] = 7.7Hz,1H),
7.19(dd, J = 8.6,2. THz, 1H),7. 33 (s, 1H) , 7. 37(d, J = 8. 2Hz, 1H), 7. 44(d, ] = 3. 4Hz,
1H),8. 16 (dt, J = 8.2,2. 4Hz, 1H) , 8. 45(d, | = 2. 3Hz, 1H) .

[0375]  SEJsEfA] 50 -

[0376]  4- FIJE —3—(5— ZRFLMEWy —2— 5% — FI3E ) —1- (B -D— A Zg MLl 2E ) gl

[0377] DA ALK St 4] 45— (4) B 2—(7) 1 Jy 3K Ak BE 52 i 491] 45— (3) 3RA3 1 3— (5— VR W&
Wy —2- 3 - 3L ) 4- %L -1-(2,3,4,6- 10 -0- ZMEESE - B —D— i 5 LTRSS ) Wi B <A
1, 15 31 5 95 1 O R IR AL &4 . APCT-Mass m/Z466 (M+H) . "H-NMR (DMS0-d6) § 2. 50 (s,
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3H) , 3. 25 (m, 1H) , 3. 35-3. 49 (m, 2H) , 3. 66-3. 73 (m, 2H) , 4. 38 (s, 2H) , 4. 54 (t, ] = 5. 5Hz,
1H),5.09(d, J = 5. 3Hz, 1H),5. 15(d, J = 5. 0Hz, 1H),5. 17(d, J = 5. 9Hz, 1H),5.37(d, J
= 9. 2Hz, 1H) ,6. 75(d, ] = 7. 1Hz, 1H),6.80(d, J = 3.5Hz, 1H),7.00(t, J = 7.6Hz, 1H),
7.24(t, ] = 7.3Hz, 1H),7. 31-7. 38 (m,5H) , 7. 56 (d, ] = 7. 4Hz, 2H) ,

[0378]  SLJfsl 51 -

[0379]  4- FIHL —3—(5-(2— WEWyIL ) WENy —2- JL — AL ) —1- (B —D— M A5 ML R Bl 65 ) majfibge
[0380] (1) @SR T, [FISEHEf] 45— (3) 34T 1 3-(5- IRMEN; —2- J% - gL ) —4-
5 -1-(2,3,4,6- 14 -0- LWEHE — B -D— 7 2 ML g B 5 ) M1k (190 250 ) W WEWy —2- HI IR
(229 =50 ) AL (272 2=58) S50 (=K ) 48 (0) (34.5 %38 ) 7F 1,2- “HFHEIE L
(6 2Tt ) FHIREH 6 M. LLLTR L5 5 AR R S AN K B R B I MR A, HAA HL
J2 I8 I 2 s SRR A PR K A AR g . s 28 R VBV 49 25 Bl L BRI AR R 4-
5 -3-(5-(2- WEMy AL ) WEMy —2- 5 - AL ) -1-(2,3,4,6- V4 -0 LWESE - B -D— i 2 ke
BEIL ) Wk AT SRR (6 27 ) P, AR P AHgRES kg (0. 121 =71) . &
FRET (0. 141 27 ) 5 4-( ZHIEZEE) kg 3.7 2w ) EEIEBEHE 4 /NG, s 2%
R AR BEVEAE LR CEE (80 = F) 1, IREWLL 10 % miEH (11) K (5 %
FH) VRSP, 7 DAL IR BRI W (5 27t ) Vi, URREE T . i XA B
o PR 25 R UETE - HR R R RAE E T ( Okt : LFR CFE= 90:10 %2 50:50) 44k, 15
B R EM RN 4- FE -3- G- Q- W) ey —2- 5 - FE)-1-(2,3,4,6- 1 -0- &
WEIL — B —D— R Z5 LI RESE ) Mk (134 230 ) » APCT-Mass m/Z657 (M+NH,) .

[0381]  (2) LAZRALSCHE®] 2-(7) 5 A ALHE Bidtb &4, 15 BIbR AL &1, 2k F ek
KI 4- 2L -3-(5-(2— MWy 2% ) — WEWy —2— & — AL ) —1- (B —D— i 25 ntb e B 225 ) gk
APCI-Mass m/Z489 (M+NH,) . "H-NMR (DMSO-d6) & 2. 50 (s, 3H) , 3. 25(td, ] = 8.9,5. 2Hz, 11),
3.40(td, J = 8.9,5. 2Hz, 1H) , 3. 44-3. 49 (m, 2H) , 3. 67-3. 72 (m, 2H) , 4. 35 (s, 2H) , 4. 54 (t, J
= 5.5Hz, 1H),5.09(d, ] = 5. 1Hz, 1H),5. 15(d, J = 5. 0Hz, 1H),5.17(d, J = 5. 9Hz, 1H),
5.36(d, ] = 9.2Hz, 1H),6.74-6. 76 (m, 2H) , 7. 00 (m, 1H) , 7. 03 (dd, ] = 5.1,3. THz, LH),
7.11(d, J = 3.5Hz,1H),7.18(dd, J = 3.5,0.9Hz, 1H),7. 33 (s, 1H),7. 36 (d, ] = 8. 2Hz,
1H),7.43(dd, J = 5. 0,0. 8Hz, 1H) .

[0382]  SEjEfA] 52 -

[0383]  4- AL —3-(5-(2- MEmEJE ) WEWy —2- 2% — FIIL ) —1- (B -D- M Ak i 2L ) M|k
[0384] (1) WSS, I SEHEB] 46— (3) $RAF1 3- (5 IRMENy —2- 5 - FidE ) -4- F
5 -1-(2,3,4,6- VU —0- L3 - B -D— #iZ b i S ) Mk (3456 =58 )\ 2-( = - IET %
BhiesE ) mewE (997 =5 ) JBKAR (1) (20 258 ) P9 ( =2K%) 4 (0) (63 =58 ) fEFK
(10 ZF) THRED 3 /Mo UL LR SERHRE SONIR G, 7R SN 10 % AL BHKE
o WEIBERE TR A Y, IR LAY . 4> B8, A HLE LLEh K pEss, LR RN
T IR BRAEY L2 IER . TR AP AR ENTE (Tt : LR OB =
90:10 %2 50:50) 4fifk, 13 B 2R B A KRR 4- B2 -3-(5-(2- MEng 5 ) mEwy —2- & -
5)-1-(2,3,4,6- V4 -0- LBEEE - B -D— A ALl 2E ) Wbk (122 =50 ) . APCI-Mass m/
7635 (M+H)

[0385]  (2) LAZRAISCHE®] 2—-(7) 5 A ALEE Bidb &4, 15 BIbR AL &4, 2 06 1A
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) 4= A3 =3 (5-(2- MEMEFL ) - WEWY —2— 3% — 3% ) —1- (B D M ML AEES ) Wbk, H
2195 % 200°C. APCI-Massm/Z467 (M+H) . 'H-NMR (DMSO-d6) 8 2. 50 (s, 3H) , 3. 20-3. 50 (m,
4H),3. 71 (m, 2H) , 4. 38 (s, 2H) , 4. 56 (t, J = 5. 5Hz, 1H),5. 08 (d, J = 5. 3Hz, 1H),5. 15(d, J
= 5. lHz, 1H),5.17(d, J = 5. 9Hz, 1H),5. 37(d, J = 9. 2Hz, 1H),6. 74(d, J = 7. lHz, ),
6.84(d, J = 3.5Hz, 1H),6.99(t, J = 8. 0Hz, 1H),7.19(td, J] = 6.1,0. THz, 1H) , 7. 33 (s,
1H),7.37(d, ] = 8.5Hz,1H),7.61(d, ] = 3. 7Hz, 1H),7.76(td, ] = 7.7, L. 6Hz, IH),
7.80 (m, 1H) , 8. 42(d, J = 4. 6Hz, 1H)

[0386]  LiSEHiIfb A2 & 1 Fon

[0387] 1
[0388]
R! Ar
7N OH
jo"
OH
HO B
OH
5 56,15 45 5 R' R? Ar
1 Cl H \Q
Et
Et
3 Cl H \CL
OEt
4 Cl H \CL
SMe
5 Cl H \@L
OMe
6 Cl H \Q
Cl
[0389]
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7 Cl H \ES/)fBr
e o
2 ¥ H ©\0Me
10 F H \CLSMG
i1 Cl H \©Me
12 F H \QO r
13 F H \©\o/\/c'
14 Cl H \©\Br
15 Cl H m
16 Cl H |S/ Et
17 cl H \©\O r
18 F H |S/ Et
19 Cl H \QO/\/CI
20 F H m

[0390]

44



ON 101111492 B WO P 42/50 5
21 Cl H \©f§
O
22 Br H \CL
Et
23 Me H \Q
Et
24 F H \Q
Me
25 F H \©\
CHF,
26 F H \Q
OCHF,
27 Cl H \©\
F
28 Cl | 6-Cl \Q
OEt
29 Cl H \@L
OCF3
30 Cl H \©\
CHF,
31 Cl H \Q
OCHF,
32 cl | 6-CI \©f\§
O
33 Cl H \Q
I
34 Cl 5-F \©\/\>
o

[0391]
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i

R B

43/50 1T

35 Cl | 5-F \Q
OEt
36 Cl 6-Cl \©\
|
37 Cl 5-F \©\
|
38 Me H \Q
Br
39 Me H \Q
|
40 Me | H T
(0]
41 Br H \O\
Br
42 Br H \©\
|
43 Br H \©\/\>
(0]
44 Br H \©\
Cl
S
45 Me H |/
CN
46 Cl H \@L
OH
47 Me H \%
S
48 Me H ®

[0392]
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S —
49 Me H \E/)—@F
N
S
50 Me H \[/)_@
S
51 Me H [ ) /S|
S —
52 Me H m
N

[0393] 7E L&, Me I, Bt AL,

[0394]  Z75 44 1 .4- A S MWk

[0395]  7E50°C, HitE 4- &Mk (3. 15 ) 5 =&k (8. 30 ) =M LK (32 %=

Th) HEHE 30 538 o 18 75 AT, B BE ) DAV RH Bk B VB 7K B TRURA L » SEIVR A I LA LR L B

FEH IR, G A NUZ IR BTG . 138 R R AR, Y 725 R OB 5% B R Ak

WAL EMTE (Okt : 2B ZB8E= 100:0 22 80:20) 4lifk, 155 2 L EMPR K FRELSD (2. 89

75 ) . APCI-Mass m/Z154/156 (M+H) . 'H-NMR (DMSO-d6) & 2. 94 (t, J = 8. THz, 2H) , 3. 46 (t,

J = 8.7Hz,2H),5.83(s, 1H),6.40(d, ] = 7. THz, 1H) ,6. 50 (d, ] = 8. 0Hz, 1H) ,6. 90 (t, ] =

7.9Hz, 1H) .

[0396] M 2 :4- MW

[0397]  FEANE LA (560 &5 ) [ LKE (6 =Th) MFE B, BRI a4 er (1. oM

BRI 7. 4 Z T ) o AT AESMMBIRAY | K. EERIREY, Biam

4= Mg (500 25w ) M OBE 6 =T ) Will. &AM T, EERDFE 12 K5, £ 0°C, i

BRvA T 0. 5N ERER/K AR (30 =71 ) RHW. AR5, 76 0°C, DAA T 2N S EAL BN KB IAL

ZIREY), UL LR CHEAE 3 Ko A FF A NUZ DR R ST, ik i 2B AN L, I8

RV - FR R IR A ENTZ: ( Okt « R HE= 100:0 £ 80:20) 4k, 153 L%

ORI AL A (351 2758 ) . APCI-Mass m/Z138 (M+H) . "H-NMR (DMS0-d6) & 2. 93 (t,

J = 8.6Hz,2H),3.46(t, ] = 8. 6Hz,2H),5. 78 (br—s, 1H) , 6. 24-6. 31 (m, 2H) , 6. 87-6. 94 (m,

1H) .

[0398] 22544 3 :5- JLMEW; —2- FRILA

[0399] 7 0°C,{F 5- IREEWy —2- IR (875 =) M &Mkt 9 =ZF) WHEFE T, K

IS (0,567 ZH) 5 N, N- ZHEFEZ (—6 ), A INRIESY 2= HEA

MEE N HRE 2 /NS, PR 25 R AR R, 19 2 bR L G4, AR DA B A T Ja 4

IR,

[0400]  Zx7544] 4 :4- (2 B LI ) HPBLR

[0401] (1) fE70°C, fiHt 4- F AP PR (4.03 35 ) 1- R —2- Lkt (5.05 50 ) Lk

FRA (10.98 3¢ ) 7EN,N- —FIILFEZ (68 ZF) THENREW 1 /. BHIRNIBEGD R

i, AEHNIRNINK . BLEPR SBRABUIR A7), HoAa WUEAH 4R LUK 5 EhoK e, 28 LA
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FRER T . TR BRANEY T, R 28 R B 19 8] 4- (2- LS ) ZRHEE FlE, KA
et HEH T R80PIk,

[0402]  (2) i ARG YHTE R EE (50 27 ) - V9SG (20 ZF) 1, fEH N 2N &
AN (20 ZT1) o FEERBFEILIEEY) 1 /N, SRS TRAL 2 7SI o gk s 28 R M s
1), AF 5% B VD AE H,0 o 76 0°C, LA STRPEVR LK, FF LA 36 % sh IR KWW 1L » UL LT
LA IR AW, HANUZ CLER K PES, U EREE T b uE PR AN 0, 8 25 % 8
T o % R IR A DL CUpERIE o, 19 2 2 e AT dh 1 4- (2- A ) KPR (4.8 78) « 1
5202 2 203°C. ESI-Mass m/Z183 (M-H) . 'H-NMR (DMSO-d6) 6 4. 31 (dt, J = 30. 1,3. THz,
oH),4. 76 (dt, ] = 47.8,3. 8Hz, 2H) , 7. 05(d, J = 8. THz, 2H) , 7. 90 (d, ] = 8. 8Hz, 2H) .
[0403]  (3) LARMUZZHEMH 3 Fridzn 772077 2 b &S bs 8 &4 .

[0404] ZE4] 5 :4-(2- WLHEIE ) KFIHEA

[0405]1  VIKRMIZHHI 4 i 7573, 1 4- RA TR P RS 1- 1] —2- Zl L 5eHlfR
PREAL S .

[0406]  Z:F 4] 6 :5- LEEMEWY —2- BRILA

[0407]  LISKALZZE4 3 Prde s ikm 7, B 6 45 — WEWy —2- IR G859
[0408] S 45 74— IR MWk

[0409] ARG, A 4- IRMIRE (881 =30 ) MLHE (18 =T ) W% 0°C, fEH N AH
ARHRTHAIN = CEERERE (2. 15 27 ) =AM « OB AW (1. 71 =T7F) . WREY
EAR RV BEHE 4 /NiE, BB UE— DR SR BEFE 15 /N LEFTARIR A1) AR s I R B R
SN TR 7S R AL TR RIREGWILL R L (60 2T ) ZEHUM IR, & FFA
BUZ DR BREET15e o 1L U8 L BR AN 00, 98 28 R DBV o Bk B R ek AR 2 s (5l -
LR CTE= 100:0 22 90:10) 4k, 15 2] 2 AR bR AL &) (463 258 ) » APCI-Mass
m/7198/200 (M+H) . 'H-NMR (DMSO-d6) & 2. 90 (t, J = 8. 6Hz, 2H), 3. 45(td, J = 8.7, 1. 4Hz,
2H) , 5. 86 (br-s, 1H) , 6. 43(d, ] = 7. THz, 1H) ,6. 63(d, ] = 7. 9Hz, 1H) ,6. 83 (t, ] = 7. 9Hz,
1H) .

[0410] S5 44 8 4- FFEE &k

[0411]  DIRIZZHEH) 7 i n ik m 77 2, B 4- F2EMIDREI S48 8L 54 . APCI-Mass
m/Z134 (M+H) . "H-NMR (DMSO-d6) 6 2. 11 (s, 3H),2. 81 (t,J = 8. 5Hz,2H), 3. 39 (td, ] = 8.6,
1. 9Hz, 2H) , 5. 37 (br—t, 1H) , 6. 30(d, ] = 7. THz, 1H), 6. 33(d, ] = 7. 5Hz, 1H) ,6. 78(t, | =
7. 6Hz, 1H) .

[0412] 254 9 4- ( 5 FHEE ) KR

[0413]  GE AT, A6 -T8°C, LA 10 43 BhE 1- R —4-( 4L ) 2 (1. 18 5¢) S5l
M =55l (134 ZF+) KIS (6 =7 ) BiFRwrD, B e T4 (158 &
BEL, 3. 68 =Tt ) , ARG IR NVR G I T R 53 . fEERBH: 3 /DG, A HNREY 2
0°C, fEH NI IN 6N ThER KR S K » FITAHIR G LR 41 (30 2T ) REEUHIR, & IEH
AVUZELLEIK (10 ZF+ ) i, DR T . I8 L BRANE DT, 28 R UEH . 7k B
LAV CRe i, 15 2] 2 0 R AR bR 8L &4 . 'H-NMR (DMSO-d6) 6 7. 12(d, J = 8. 4Hz,
oH),7.27(t, J = 74. 1Hz, 1H),7.83(d, J = 8. 6Hz, 2H) , 8. 08 (br—s, 2H) ,

[0414]  Z:2544] 10 :4,6— 5 MW
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[0415] (1) [FI 3,5— —RUREEMER R (5. 07 0 ) 5 AN LW (3.96 =T+ ) fE L1
(30 =Tt ) HHIRAEY 2 /N, P2 RV B B [ AR DL e, 4331 2- (3, 5- &K
FEME) N /g (5.60 55 ) o APCI-Mass m/Z275/277 (M+H) .

[0416]  (2) 7F 120°C, ¥tk iRtk &4 (8. 16 vo) 5281 (140 v5) RS 2 /M. 16
FEA K, LA IR S BE 2R A« oA HLZ DL AR B S B /K BV 5 Sk ek, LAt
RN T4 o 1 U8 2 SR ANV T, ok F 28 R 8 o Bk RE R R AR 2 e (L &y ) 4k,
23 2 T AR 4, 6- —&UGWE -2- FIER 205 (6. 22 75 ) « APCI-Mass m/Z258/260 (M+H) .
[0417]  (3) [HIA Bk &4 (7. 20 5 ) HEEALH (4. 70 1) [ LB (100 ZF) -H,0 (100
ZTF) REW 2 N R ZE R AN AELES K, HORA Y L L BEVES , Bl f5 DL 6N
HRERIKIE IR . FTIRIR G LL SR CBERHL, HoAHLE LK e, AR RN 115 . kg
FRAVEY T, WE 7% R R, 1B 4, 6— &SN —2- IR, AFEE— b4k EEM T
[o418]  (4) @AM N, 1E 190°C, Hidt: B A9 580H; (800 25w ) MMMk (100 =TT )
BAFW 2. 5 /N o BEN R NIR G R EM, UL AT RS . 1Ly 2SR AV, SETRAHZE LL 6N
ERBRIK IS WG 3 IR, T DAL RI AR PR SN /K Vv 5 Bh/K g, Bl Ja DA IR T8 . 18 ke
AT B2 R PET o B B B AR AR AR A (Obt : ZIREHE=9:1 % 3:1) 4k
1k, 123 S EHR T 4, 6— — &M (5.36 75 ) . ESI-Mass m/Z184/186 (M-H) .

[0419]  (5) LASRMIZS 2 1 (1) )7 ALHE Likb &4, 15 2R AL 540, IR IR 4,
6- — 4 — & WM, ESI-Mass m/Z186/188 (M-H) . "H-NMR (DMSO-d6) & 2.92(t, J = 8. THz,
2H),3.51(t,] = 8. THz, 2H) , 6. 15 (s, 1H) , 6. 39(d, ] = 1. 4Hz, 1H) , 6. 55 (d, ] = 1. 4Hz, 1H) .
[0420]  Z245) 11 4 G —5- S|

[0421] (1) ¥AH) 3- & —4- FAHZ (10.0 50 ) 7€ 6N ERR/KER (35 =Tt) FHIREGYE
0°C, 76 H B A I EAS RSN (4. 80 3¢ ) M H,0(6. 3 =Tt ) ¥l AHFNESE FHisk 25 43
BhG, 75 0°C, — RN IR A A 2- PR LB LR LG (11.0 75 ) JESEAMAH (21,2 570)
S5 (21,2 %) MZEE (80 ZF+ ) -H,0(100 =Tt ) Wt . FH3IR-S Y LEAH [FIERE Bt
FE 2 /NI, DLOTEAEEL . HAHLZ DK PRGSO, 75 LA R K Pk, Bl S DA R A T . U
FRAREY) T, WUEZZ R IE . FRER R ENE (OF : 2B 2BE=5:1 £ 3:1)
aifl, 132 2R LA 2- (3 & —4- - ARFEEMEE ) NER ClE (6. 16 38 ) o APCI-Mass
m/Z259/261 (M+H) .

[0422]  (2) ¥ ERALE4) (4. 66 50 ) WAE =8 LR (150 ZF) o, [FIRHIREY 4 /DIt
PRI, (5% BBV AE LR LR o TLE W L AR IR S BN /K VR I4% 3 IR, P LR
TRV, Bl e DI BN T o I 922 SR AN VEYI BT, IR 28 R UEW . Bk B R e AT 2 s
(¥t : SIRGHE= 9:1) 2lith, 33 AR 4- & -5 FMIWE —2- FER M (1.28 78 ) »
7505 180 % 182°C . ESI-Mass m/Z240/242 (M-H) » 'H-NMR (DMSO-d6) & 1. 35(t, J = 7. 1Hz,
3H),4.36(q, ] = 7. 1Hz,2H),7. 14(d, ] = 1. 4Hz, 1H),7. 32(t, J = 9. 4Hz, 1H) , 7. 45(dd, J
=9.1,3.9Hz, 1H),12. 39 (s, 1H) .

[0423]  (3) LAZRAZZEH) 10-(3) . (1) 5 1 77 43 Bk 4- & -5- M0k —2- FIR &
s, 13 2bR AL S, B EIARIE 4- & -5- W _E MWk, APCI-Mass m/Z172/174 (M+H) .
"H-NMR (DMSO-d6) & 2. 97 (t, J = 8.7Hz,2H),3.48(td, ] = 8.7,1.9Hz, 2H),5. 67 (s, 1H),
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6.37(dd, J = 8.5,3. 7THz, 1H),6.90(t, J = 9. 2Hz, 1H) .

[0424] 22545 12 :4- = I LA L 2K LS

[0425] (1) ¥A#H14- BERFRR (6.91 ) St (12. 1 =ZF) =& FHe (100 ZF)
W RVK - AR, EHL BN = P AW (13,26 30 ) o AHIFEE FHiF iR &
W) 1.5 /NI, ZEFC RN 10 % ShEe /Kl (50 =T ) « A HLZE L H,0 (100 Z T} ) HEhK
Ve, UIRIREE T . 1L UE LR AVEYI, R 28 KB . 85k VDA AE VY AR (100 2
) -H,0(15 ZF) 1, 7E 50 CHFEIIREGW 17. 5 /N o A EI R UK - /KIS , DL IR IR
UMK (29100 ZT1) BEALIR AW 7ESIRBERE 4 /NN IR G AE VK - ZKIR LA 36 %
RIRIKIE IR . FTIHIRE VUL LR LBEZHL (100 Z=ZF) , AN Z DR EET 1. ik
FRANEE T, PRI FE R EW . FREE AR AE Nk (&« = 50:1 % 9:1) 4
b, LS A BRI, 43 3 2T E AR 4- = PR OBSEE R TR (7.10 50 ) o ESI-Mass m/
7221 (M-H) » 'H-NMR (DMSO-d6) & 1. 31(s,9H),7.23(d, J = 8. 5Hz,2H),7.99(d, J = 8. 7THz,
2H) , 10. 03 (brs, 1H) »

[0426]  (2) LISRAIS 5 3 (1) 7 ACHE LRk &4, 15 2R AL 540, 4- — F 5 QA I
KRB

[0427]  ZyF3HsiEd

[0428] 1. SGLT2 HHiI/E H fityil sz 2

[0420]  JUEAAVEY) -

[0430] b 3CSElds) H RUR AL AP T SGLT2 HpiAE H I e v

[0431]  J7vk .

[0432]  LAEEFL 400, 000 /™40 o F1) 8 2, K 3Rk A2 SGLT2 () CHOK1 40 fa ¥ M 24 LI,
L&A 10% M2 95 400 00 / Z 553 (Geneticin) 50 AT / ZFHFFE R G4
(sodium penicillinG) (Gibco—BRL) 550 s / TR sE 4 2 (streptomycin sulfate)
1) F-12 B FHRZIREY) (Ham” s F-12) . 7E 37°C,7EFH 5% CO, W AP REFE 2 R)F,
DL FH 22 R (137mM NaCl5mMKC1 « 1mM CaCl,~ImM MgCl,.50mM Hepes. Az 20mM Tris,
pH7. 4) VeG4 — IR, 5 & A MRS 250 S+ 46 37°C— #4535 10 4% . 5]
WAL A PIHAEDMS 0 H . DMS O (R H U 4 0. 5% o A AN 50 80T [M*C] - A& — a —D-F
ML RETE (CC-AMG) I (R &IREE 0. 5mM) 5|k 12 ) N (transportreaction) . 7
3T CHEFE 2 /NG, R MW Z 85 TR A 1 E 3N, LUKYA 1 PBS YRV 4L =K. SR )5
L 0. 3N NaOH 37 41 S 75 g, BS54 1A LU R VBORH N PR v 228 I TRt e o AE%— 1 AMG
TN SUNAE 100 w MAR B2 1, B s A i L i I T — SR EE TR Er. £
— 3R AR H Bradford (17750015 1 88 B SO FERRAEAL » AT /10732, H ) B v i
L5 50 % Mk A (1C,,) fH.

[0433] 45l .

[0434]  Z5FURAETERTD
[0435] % 2

[0436]

50
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CN 101111492 B EH 48/50 T
TWREY  |1C,
(SE Rt 45 ) | (nM)
1 2.9
2 5.2
3 3.5
4 1.7
5 1.8
6 9.8
7 5.0
8 4.8
9 3.3
10 2.4
11 2.4
12 41
13 6.0
14 8.1
15 3.3
16 9.1
17 2.5
18 41
19 3.9
20 5.7
21 1.8
22 3.7
23 11

[0437]

24 16. 3
25 |11
26 |11
27 116
28 13. 2
29 19.6
30 13.2
31 12.6
32 17.5
33 4.1
34 |11
35 19.1
36 |14
37 |14
38 (12
39 13.6
40 (6. 2
41 (12
42 16. 1
43 (8.4
44 (20
45 (2.5
46 (2.4
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[0438] 2. K BLBR H e 250 B HE VA G

[0439] kAL .

[0440] b3S A9 o RO AL A0 K BRUPR F 8 6 R R G

[0441] 41k

[0442]  SZH& 2 KT, ¥ 6 JERE K Sprague-Dawley (SD) 2 K BL7E % A4S %12 4A, 3T B H
FEmk K. TSR R R B, LU 10 =T/ TR AR, & DaRgs TR EUE (F
0. 2% Tween80 [ 0. 2% R L 4 2 W) S EY (30 =25 / T5L) . R, Btk
PR 24 /NI, B PR B o $5E A8 P AR e R0 e 2 PR v I R A B B TR R L3 i
H 78 IR A it ) 48 25 0

[0443] 458,

[0444]  JREEEVEHEILL A 5 B i@, XEEFE AT A = 2400 257 52400 Z 58 >B = 2000
=

[0445] £ 3

[0446]
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