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2 Noldetn| gt 2 i de] EghE ),
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"W(C @) ETEY" Y doE M) Ednd, Nfoladdsnnd, FUdEdEd 9 FdEsaEd
o] x3t¥it}.

"NN-(Cre@ ) m Tl el oells N8 A),Ew0R Y, Folhdd-NFodsEnnd, NAtHMEEsiEy
2 NE-NoEETRde] 23hE T

e

gk ANGE A, rlERstEd 9 FERAZE" A doA XNBve R, UER, Aotk FEZA,
CreZ, CredFAl, Crs@Fhiedd, M(Crs@Z)obmlie, N N-(Crs@Z)0bmie, N(Cre@hwm)obml i, C st
AtER, V(G d) - (Cred) ot e, hEnted, sdRd, N (Gt ErR Y,
NN-(Ce)o7tEn R, (G2 Z)EdEd, NACe2Z2),sw302d 2 (G2 7)-S(0),- (4714,

WA 2¢)) =B e,
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[0155]

[0156]

[0157]

[0158]

[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]
[0168]
[0169]
[0170]
[0171]
[0172]

[0173]

[0174]

SS50dl 10-1752932

4 ANFEeIA, R S EE WA sEzslelt),

Z7bH AN el A, R G0l

F714 AAgEelA, R'e o)z xsty szttt

27k AN FEeA, RS A% 8= zst2dlot

274 AN GFH A, RE 54, 02D, CosAY, Cod7d, G222z, 9oz Asd Ay 2 9o

#7144

M (Crs
]_

]

v}
fd
o

]
=

)
o
O

714

=,

AAGHNA, RS T2, Cue@d, C@7d, CG271d, GeAlERed, dd 3 MdeRy A9y

R
a5 oo71d, Y 2 MAe sht oldel #E, UER, Alohw, SHA, (@, CedEA, CLdrhnd,

A)obr e, N N(Cog @ )0k 5, W (Cg ) ol e, W (Cp BT - (Cs B ) obr] =, F2
%IL}'E—OE] N_(C16 @)7}‘EH]' o NN_(C16 Z:_]b?}'eﬂ]— o N_(C1 GOLQ)%J}' o NN_(C16 Zt_])zﬁ
T (Ce2Z)-S(0),~ (9714, at= 0 WA 29) 2 do= X FHer).

ANFEAA, RS CoD, G BAY, Coe27d, G2 2d7, sd 2 MAd=Ye daym; o

714, #Hd 9 wlde sk o] e R, YER, Aotk SEFA], G428, Ce8FAl, Ce@7t e, M(Cis
ol =, N N(Cre@ )0t =, M(Cre@ 7)ot e, N(CrpZE e )-N-(CrsZA) ol =, Fh2ufR Y

)

=9, WM(CLE)7tERd, NG ) 7hERtRd, MG ) =32, NN (C2d),=vtnd

E= (C22)-S(0),~ (714, ax= 0 WA 29D = Aoz A gdn.

2P AN, RS Fa, G, G2, GedFld, GRS, dd 2 wdsn
GEEES

b ANFEIA, R CpB, Gl A, C0271E, G222, 5d 2 WAzre e,
b ANFUAA, RS S 2 CdRRRE duwg,

F4H AAGHel A, RS S 2 olRzRE duwd,

Z744 AN FH A, R O o2 olT,

F74H AN FE A, R Aol

744 AA Gl A, Qi SRRl

F7H4 AN FEAA, Xiz =0 B =N-OHel T},

F7H AAFE A A, K= =N-0C(0)Me°]T}.

F7b AN FEelA, X =00t}

F7bA AN FEel A, X =N-0HOl T

webd, @ AAFHel A obesh 2 v HAbE shata 119] shatE w1l o] AT H:

R& 44, G2, G AY, CGovld, GoNFRSD, dd 2 wdzye] dass; o4, dd 2
A s oldel gm, UER, Aohw, FESA, (%, e FA, G, MG ) ok,

N AN-(Cos2)0b 5, N(Cre@ 7t ) obr 4, N(Crp BT ) -N-(CsE ) obr i, FENIR Y, &9 Rd, M
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[0175]

[0176]
[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

SS50dl 10-1752932

rr

(Credd)7kEnEd, N N(Cre@ )7t R, FCs2d)ednd, NN (CL&d),adrd %
(Cs22)-5(0).= (21714, ai= 0 WA 29D = o= A ehsar;

X+&= =0 Ti+= =N-OHo]az;

F7P AR, obdlsh 2 ] HAME S48 T2 e i el glo] Ag ATk
R Cied 2, CopsLAY, CsZ71d, G AIEEZEYZ, dd 2 WA2RY A=, 974, dd 4 dde
i o)) R, YER, Aol S|EFA], (682, CedIAl, Ceted, F(CsEZ)ot =, NN (Crs
PP, N(Chetobl i, MO W (G ok, 2ehEel, el
M(CeZZ)7tENIRY | NN (Cig2 )7 20 R, W (CsEA)ETEY, N (C82),&352Yd v ((%

4)-5(0),= (21714, a= 0 WA 29) & o= AekHar;

X+&= =0 Ti+= =N-OHo]az;

F7bA A, Aok FAHARA obelsh e 4] BAE B 119 BFE wE 19 Po] §EI A
l

RS G, CdAld, Ge2?1d, CGAlE222Z, vd 2 Wid2 Ry Aesa; 74, dd 9 dde 8
oldel &z, YER, Aol 3|EFA, (12, Ce@TA, Cel7ted, F(Crsd o, NA(Cred
)0t e, (Gt ot v, W(Cred 7t e d)-M(Crs@ ) o, shantRd, E3Rd, M(C2Z)
FhEuted, N A(Cre@ )7 ENEY, MG @) ETmd, NM(CeEE)eTdRd T (Cs2Z)-S(0),-
(714, at= 0 WA 29D & o2 X ehx ar;

X+&= =0 Ti+= =N-OHo]az;

i

1o

F71H AN el A, S 19 BFE a9 99 ARE A% FHARA obdst ge Y] wae
S 119 B9E T el 98l g ATAG

ol

1

R Ce¥, CedAl, Cs@7ld, CGAEELZ, dd 2 WAZRE QAeya; o)A, Ad 2 Wide 3
ool 22, YER, Ao, JEFA, (622, Ce@FA, Cue@7hed, M(CeZZ)obi e, NN-(Cre
2)0h i, N(Crg@7He ) obi) i, M(Crg@7he ) -N(Crg @) obi e, FhEnEY, &9 E2d, V(2 Z)
FFEw R, NN(CredZ),7h2utnd, M2 ) EFEY, NN(Ce@) e id B (Crs2)-S(0),-
(4714, a= 0 WA 29H)E Yoz XF5 a;

o

X+&= =0 Ti+= =N-OHo]z;
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[0191]
[0192]

[0193]

[0194]

[0195]
[0196]

[0197]

[0198]

[0199]
[0200]

[0201]

[0202]

[0203]
[0204]

[0205]

[0206]

[0207]
[0208]

[0209]

[0210]

[0211]
[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

S5S0ol 10-1752932

XE =0 = =N-OHo|3L;
2 EE 4-ZFRaddeadolr},

F7b4 AN, A FARA ok 4 A7) sk A9 119) i m a0l del gt A
24

-
iy
n

7“

R Ce@l, Cs@Ad, Cs71d, GAIER2YY, dd 2 Wd2 R desa,
X&=0 E& =N-0H°]Z;
Y 4 B 4222 dEvdolt,

F7b AN, S 19 SR mE 9l 9o AxE A% FAARA okl 2e 3] B 8
4 119 SR T 9] o $E7k AT

RS 0o, G, (7)Y, CoAlZaord, sy 2@ Widane] Auw;

<
rr
Il

0 Ei =N-OHo| 2

hul

Ve 4 B 4-F2addendolt),
M8 AAGH A, oteet e 7] BAME &4 119 33E T 19 o] AlFTE

p!
R& Ce@d25E Ades

Fba AAGEel A, Aok FHARA ohelsh e 4] BAE B 119 BFE wE 1o de] §EIb A
Es

X¥E =0 E¥E =N-OHo] 1
Ve £ re 4-Fz2hdesgdol).,

F7be AAGEel A, B 19 B3E Ei o) 9o ARE AT FHAZA obdst 2 YY) BAE 8
4 119) e m o) 49 $%sb AFH:

1
R& C A2 HE Ay,

Ico] Sg=e ohiEsAg WeA7|T; o714, R'el ghe 4
= Qrle ez WAl Ae Tashe, sheta 19 A



[0218]

[0219]

[0220]

[0221]
[0222]

[0223]

[0224]

[0225]
[0226]

[0227]

[0228]

[0229]

[0230]

[0231]

[0232]

A EE dv)ghe] wbee ol AHZ|Y AERE ROl A o9 R A9)E DSt sk 19 e
T a9 dE Aedn
SA A= e 8o Vo HAsts opn=s e & v, Ee W] Ilol BojA|= npeh
o] g}gta] Vel ofm= o 3}sha] VIo] oju|=o] E3ES ¥edt 4 Q)
[RE-g-2) IT1]

NOH Q i i

f | \<134®_c' )LNH s < > al )J\NJ\ s—< >—CI

N @f\g* * m
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V) v

71 &, oE o] oeh&e] EAtlA 74 o ® Helste] ¢
& ouj % =
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A 717} opml== A

AlSHAl ofml= (V)= H3AA
dzH=3t (ZhEia)AA & aL,

Eal

Mol &5 577171 fl8te oiml= (V)& &), ddd deE25E oz 4245/ 5 Aot

G AAFE A, 7] BEAFE mkeh 2 8k [1co] 3ok 119 stetes obAEsAe WA= As 2
Wol AFHM, o714 R'Y ghe A7 ALF WA Aol Aelw wheh 2w, Q= FREolth.

weba], g AAFE A, 7] BARE wpeh Z2 518k T1co] HHES okAl"EStAl e vEgA7]aL; o714, R

% ]

dhsh g3 Qe FREolms 1 F, -olsHEsiAA S5y 19 SR EE 19 98

Ao AL Tk, B4 19 Ak e i a0 @ EE o aHzo) Az Wel AT,

o

Aje 4719 dl= 77 9471, dE 5o 5% FAskE, dE 5o LiOH, NaOH %+ KOHeltt.

B (D) Ee 9] A9 Azg 99 AN =
ol A, A7) BARE whel e ety 11de] s
& 7] Aol vheh 2,

rlr
Py
tlo
kel
2
o
ol
rir
ok
L
o,
2
Ko
L)
=3
0
N
R
=}

< opAE SpAISF WEE-A] 7]
ol Whg-o] A& ofvj= (VII) & olv= (VIII)o|t}.

[s}3h2] VII]
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[0233]

[0234]

[0235]

[0236]

[0237]

[0238]

[0239]

[0240]

[0241]

[0242]

[0243]

[0244]

[0245]

[0246]

S=S0dl 10-1752932

H

29 A9L of7lste] F9t
H9H4 1le 2 1de 3122 2eahe ohidsl 348
I ]

A g, o Bof opHE E oH2 o), o Ho} 2P ENTER T Sl FAE F .

shebd Ilc @ 11d9) e EFste obldal ¥4 SeolM, odF Sof of 10T olseld Agom 2

&+ W] FUhA S, S Ile i [1de] Shghee] opAdstAleke] wHeS o rholn qle] EAstel| A
T hdE s AT

EEAE, B T ootelE oo EAE WEo] agHor JPsted 27HE AER 2EE A F
Qe Aoz WL, 2orelt o di= F& goro]m, dF Bo] KI, Nal, Lil ¥ ¢EHF 2o
A, A5 S0 (Ce@AINL, dE 5o HESNRHIEE goro|=ont.  oledt g4 a75e e
CEE, B ERE T 2ove= 948 TIAZoRA, B U F& XA 80-100CR raE F
Stk gerjolm o] Sttt AL o] foF adE ATl FEsit

frelshAl adl SrolMe] a&AQl W& Thesl sk, foneln o] EAl e vE s wd
skl TEAE W FEuEA ThERdste] AREE, FElehl i SRA e aEAl wes =

A Sol, A w wA"Y D ofMEAY] 50:50 EEFE AR 105-110T 9] 2Eol A 2o rjol= )
o RAFAA Weo] AP ROEHEF EE HEAPYARE aortolse #

= 3t W 5 mol%e

&, FFE (o) B (1)E Pt opigdsl 248 Folx 2t Eaaels 43

Ferh. Fol2 Ak & o+ FeClzolth. SHAE Fol2= kY EAlE, 4to] EA8HA]

RE A9 aFHE SERY E4 Ue 2R A ofHEs) dkgo] a&XoR YPHES = zow He
T AL 2 LRAME AJYPFHEE I},

ofl

AR EAE BAlA 9P TRl ATk HeHA [le D [1de) HFES TFee oL 4o ALE
& 4 Qe oADsAolE A $5E, olg Fefol=, dAy) ohdd Fmelels % Eoodswe

Ad A EHeohAHol = waE. Y EleojHEoEE FA 2AdlN HMEN TFES BRo
AgHE M S5 ABES AT Ao WAL udHoR, 4] Wudd e ohustA, g
Sol WAA F4E E: U FEES AT £ Atk oldd wee 4YE F ohiEsl: ofF sei

ajufof opnle sk, 1 F ofAEsAlE AbEste] ofAEstEofof g,

T O S AAgElA, B g &) st 11AA9] 8-S ol diAlel WhEA]aL, o] F E-o A

237 AL Eehe, sb7] gt 19 skl Alx e At

olo

(o
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[0247]

[0248]

[0249]

[0250]

[0251]
[0252]
[0253]

[0254]

[0255]

[0256]

[0257]

[0258]

S=50dl 10-1752932

A\
N 0
: 1

(84814 1]
(0]
/“\NH s@m
A\
N 0
\_<OH
& AAGHo A, RS i B odo]t),

g
AA Gl A, o stAl = Ac0°l T,

o

U

S AAFEONA, 7] S A/ 2 2 B EF EAstel A T

= vk F7bE A el A
et Azg ey 19 e

e PG ALG WA A0 F ol @ ol BolE et @

tlo i
ro

3

i

K

0 -

WS A7 G FAF g

¥ ool vekd HWe s AAdR At s WA 11, IV, VL VI A A A= dAg
o},

efol 2 Aty W

A}

LEE B4 AgdE 7|4 ARetEady (60), A% A A=vtEaeds (HPLC), A A=vlE 1wy
A BH5E (LN B 2% A Aneady - 2% B3R (UPLCAS) o) Zgdc. A=t

4 doly (m/2)e #Fd 93(5)9 WA a4 ATdct. 3 27 34 (NR) dHolEE 2 AAEHXA
RE 3k, de-UHlEEZEA S Fo A 300MHz, 400Mz == 500Mhzol A 58T, EE oFo]E AlREPT (s =
1%3, d = 253, n = 53, dd = 2539 253, t = 353, q = 453}, br = §S). AFLH LujdE= 9
L2 (EtOH), uﬂEJ% (MeOH) , EﬂEE}olEiT% (THF), <€ OMIEME (EtOAc), Wieolaf-EAE (MIBK),
Wel fert-FE E]Z (MIBE) 2 o} EAF (AcOH)o] *E3H T}, HLz o

2, 92 Ao fgiv|steA st
Sk 2 ZAEA @ g, ZAAe e (AR, rotoelA F ’\]{} h) & ¢ & (nin) 9 2dHshaA
Fah. B @R WriE A Akl dig Aleke] & FEFS WERATE. Rel vol (UiE F3])L W7
H oAlg Ajeke] whe] Aol gk §ule] &S YERM, oE 5o L/kgolth. Rel wt (B3 S8+ H7]H
AGE Aleke] &he] TRl tiF Alwe] TR FS vEdiH, oE E°] kg/kgelth. HPLC, GC 2 NMRel €]
oMoz ¢xdsl EATHE Fx mFd did FdAdel de IAE BE AAE ARESte] FsiTE. TCCA
= Eg]ERRo|AAoprEstelnt. GC A2 AElo] ZAEA dAaE Abgetal AHE &k ) B 3k o]
5} HES AR&Ste] DB-1 Ad (30m x 0.25mm Wi 27, 0.25mm) Zgolld g 5= k. HPLC 2412 fEl=
AWl E®] (Waters Symmetry) C18 A (150mm x 3.0mm, 3.5um) B ZZw¥rA (Zorbax) SB-C8 A# (150mm x
3.0mm, 3.5um) T+ 3]FAF ool (Hichrom Ace) € ZA7 (50mm x 3.0mm, 3mm) AollA, TFAZR A7 &
Al =4 olMNEYEH FujE £8 3 UV AF (230 =5 250nm)3te] =3 4= 3] UHPLCE BEH C18 &
2 (100mm x 2.1mm, 1.7gm) T+ BEH #Hd (100mm x 2.1mm, 1.7xm) AollA, TFA T+ O}KilE"}OL TFog 9=
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[0259]

[0260]

[0261]

[0262]

[0263]
[0264]

S=50dl 10-1752932

A2 AT A ol EY TejE gElata zhz oV AZ (250nm)te] Sl gith.  UHPLC-MSE 3.5kVel
2A A 2 10004 60VE ZF7tele & AYgolA tve BE —ve AARE o] 232 o] &sleo] £ 5 Q).
LC-MS 3.0mm, 3um) AFolA, TFAR @Z=A|71 AAs 54 ol EVUEY 1)

3l 3E ool #Hd ZHe (50mm x
Z3E APCL / tve AAHEF o]23tE o] &3lo] UV A& (230nm)3te] G333 4= Q.

O O
OEt
HO. O
L O Ao
) L
N o \\<O

OFEt OH
el (2-m9-4-524-4,56,7-HEZS] =2-1/-S15-1-Y) oAl H o] E
O o O
a,— Cry-
O OO N

, 40.2%)9] §AS 30%o] ZA EtOH (16.2L) <

), 40.2E)9] & Hrpsta L B 2EE 30

T "oz {§A 8T 158 B¢ A2olA] uute & M2 FHI FERIZoMAE (4.39%g, 3.83kg (Ao

o tis) BAE), 41.4mol)S EIHE A B 258 25-28TE fAESth. A" &£

S ALoA 19A3F FF wnksgick. 1 -?, 7] FAHES o 1ste maz EtOH (4.5L)& AMg3le] L
= F2-

=

Aol A A F kTt ABRES xgete] 2-(2-L AT EH)A] Ar-1,3-122 EtOH 59 $Ho g F5&%
o} (GCol 238k oMol 26.5% w/w: GCol 2%k == 82.3 WH%). o] &9 t&%ﬂi Adsta =84l g o
2H2 slezZagolt A (6.41kg, 6.17kg (o]AMlold tial] BRAE), 44.2%)S wutelAA A2 A Hr}e)

3L PN EANER 353k (6.04kg, 6.02kg (o]Aloldl sl BA4H), 44.38)S HUtstlth. E£FES des
(28.9L)2 32X 3 & 2417F FoF 357 71Esigith. 4009 FRE0] F£3€ w7k EtOHE I F3k (-0.850 WA
-0.900 bar)ell 30ColA AABAY. ZFES 0C7A FAA T, & (15L)S FH7letx,

5CE FAETE. o] 2ol F7F=2 1417 ¢t wike & Rejxo] U uAE o3

T3kl 35Co|A AA BEg=E o] &3te] AXAA A 3AES uAZ 53U 6.7kg; H NMRel &3k of

S E
&
N
_C|>1_l‘

o
N,



[0265]
[0266]
[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

SES06 10-1752932

Alol: 86.6% w/w; olAMlolel sl ®RAE % 5.80kg (2 @A AX 61%); GCol Y3 +%: 96.0 HA%;
n/z 235 (H);

'H NMR: (CDCls) 1.27-1.32 (3H, 1), 2.10-2.17 (2H, m),
2.19 (3H, s), 2.42-2.46 (2H, ), 2.65-2.69 (2H, 1), 4.21-4.28 (2H, m), 4.51 CH, s) & 6.27

(1H, s).

old (2-WEd-4-%4-4,56,7-HEHI| EZ-1FAE-1-L)olHH| EE 3= ks Axf

ek Hzp 1

Aol B (36mL) F FASAE (23.58g, 20.0g (oJAlolel sl RAR), 357mmol) 2] §NS wykstHA (U
A H7P) olere (144nl) & 1,3-A1Z23XT]& (39.97g, 356mmol)e] &M H7talgich. 158 E<F 20T
A andtet & A SH3 FZZolME (37.62g, 33.9g (OMM of i8] BAR), 366mmol)S A Hrtelar vk
& EFES 2043 BeF 20TolA ke, R FAMES Aq7sted AAStn ZE AoaE ddEE
(40mL) 2 MH3t ARES 23t 2—(2—%&—3@%)&%@1&—1,3—\4%g T4 dEE Fo §doz F
=3ttt o] fdo] FEAl oE o AHE mEFEetol= (54.73g, 392mmol) © FF oM EAGESR
(32.19¢, 392mmol)& H7Isltl. WHS EFES 1A S 37 7149 (75C WF 25)3 &, 20T 2 I
713 19A17F FoF wvkskit. EFES i it (WS 2% 75C), & (116mL)S H7F8kal, 20C=E 30
ol Ax WA H Y. A9 2-vd-4-%4-4,5 6, 7-HEHI| EZ-1FAE-1-Y)-olAELL, oldd oxHEE
A= (10mg)ZA H7ista, & & %, AAEY AAs7r #AHAT. £88E 307 59 wst &, 5T=

WA 7)1 18A17F =k ﬂ‘%}’a‘}ait}. TAE sty R, B (2 x 80mL) = M ASL, oo tert-F
HE oEHEZ (2 x 8mL)E AAHI T, JFS] 40TolA 20A7F B HARAA AE (2-HE-4 i
45,6, 7-HEDIE2-1F2A5-1-2) oA ES A AAA 1A 41.77g (49.8% &)z F53190).

WP 105.1 =] 105.4°C. H-NMRe] <]k o]4lo] 99.3% w/w. GColl oo 4% 100 W 2%,

il

theba] HAp 2

WS 87] 1olA, FAREAE (11.78g, 10.0g (ofAlolel] thal ¥A4¥), 178mol)S & (72ml) ol uykalwA
2 9dA), ga8 ] 2002 YA 1,3-A1F2d4H 2 (20.0g, 178mmol)S #H7b

dE A galg 20ToA 5% B wuksSith.  ATHI FEROPAE (18.9g,
3 Bg), 184mmol)S Shdlol H7bstar, olghg (18mL) FolA A-a, kg E3ES W
A 20CAA mutelgdth. 2-(2-S AT RIAZRAA-] 3-T] 9] AAE gH (B3 124nL)S BYE o] B
o7 Uy, ZFgal oY oxHz s=aF2do]= (6.85g, 49.0mmol), T oMEAUEEF (4.02g,
49.0mmol), & (26.5mL) F ol&& (5.0mL)& WHE &7] 20 A wwkE A&l o, 3] Az
2-(2-S Az R IHAFZ -1 3-t] 0] folo] & Rk (31nL)S WS 87 29 WRE uytelHA Hrlsta

AdE EFES BCE JFEsta 243 5 o] 255 XS ¢, 20C2 558 AA WAAFHY. oA 20
ColA sl & uAE oisle] £Rst, & (10nl), rert-F2 e = (2 x 10mL) 2 A|H3 & =
F3toll 40TAA 20A12F B ARAIA (2-WE-4-54-4,5,6,7-HEH3| EZ-1F-AE-1-Y)-oMAEAL old

2~ 22 wo] XA 14| 5.88a (56.0% 5&) 0 & =349tk MP 101.2 WA 103.5C. H-NVRe| <]@F o] o]
95.3%w/w. GCOl 93 % 99.25 X%,

ders At 3

2 (0.9rel vol) & F2sbdE (1.0%8 93)9 €98 & (1.1rel vol) 5 1,3-A1E2A2 (1.08 9%,
Agk Alep)o] @rrdle] aRkalyAl digf 1AIZF St HUba, 1 Eeh R5F 30T Hwo R fASgIY. F
7 2 155 F, ZRZOME (1.03% S iEF ANz ZA TR & Rk EFES WA 20Tl A awk
stk 24l oY o ~HE =ERFERE)= (1.158 3%) 2 oY oAHC|E (2rel vol)E H718laL, ©]
o SlAEAEE (1.1% F3) 2 & (rel vo)S FH7IsIAT. 98 &8 60TolA 241 B¢ 71gs
%, 50CE WAA71AL, 4 Aol w8 Hoe] o]l& WM. MIBE (4rel vol)E 7] el H7tstar, &94& 50
CT7HA BhAl 7RZAIZL $-, 35C7HA 208 Z2A WA, dd (2-WE-4-2%24-4,5,6, 7-H E}8| =2 -
HUFRIE-1-)obAH O E (0.0001E F&)e] Al=g H7lelal E£3d=S 5C7HA 60wl AA W¥zA17]a BHA)
SAANAT, 1A ARES AFgete] F£H3kL, B (2rel vol)2 MAH3AL, olo] MIBE (2 x 2rel vol)& AH
El3 AEFstol 40TNA AZAA A SFES 620 &, w5 98% vz 53T

<
T
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[0273]

[0274]

[0275]

[0276]
[0277]

[0278]
[0279]

[0280]

SS50dl 10-1752932

e [3-(4-FREZ-ddEdd)-4-(F| =)ol )-2-vE-4,5,6,7-H E}s| = 2-1/-20 E-1-L ] olA o] E

HO
O ~
O o
N N N
CO,Et \\COZEt \\COZEt

TCCA (1.16kg, 5.01%)Z EtOAc (56L) & H|A-(4-F=2=Z-7Hd)t<9= (4.83kg, 4.80kg (o]Alolel thal BA
#), 16.78)9 & HUlsitt. EFES 0CE WA 7] o] 2&oA] 458 Sk FA38ltE. e (2-
HE-4-85-4,5,6,7-HEHS| EZ-1F05-1-Y)olAH ol E (6. 48kg, 5.61kg  (olAlolel ol RAFH),
23.985)8 A o2 HUsIith (FzF HEAd). 308 SF wuksk & AES HPLCOl 9% BA& Hs) AA
g, B (22.5L) ¥ NalC0; (1.12kg, 13.3%)°] &9& H7bsioict. %%L%% 30el A AzolA ThEA

. Z37FE 158 Eob wHksl 3w BAES ofubste] A|AEa EtOAc (6.5L)% A HsHAT. o)
a1, o] REHESE . 4 T2 EEEta EtOAc (11.2L)E FE38th. #7771

(e}
s =%

Coll 93k ojAlo]2 9.2% w/w 2@ HPLCOl 2|3+ <% 77.7 WA%Z ey, = 3, ~10-12L¢ %

I (7% 39 ~60L)7F E2 w7k f7] £98 1Fsel A sFHAIH . EtOH (38.9L) 5 & H7ista
o] #3E w7H] THE AEst FA oY [3-(U-2R2Adedd)-2-meY-4-%4-4,5,6,7-
HEgS| E2-1/FAE-1-A oA EH o] EZ} EtOH F9o &Qo= oy, o] &olo| F7F= EtOH (6.5L)& 7t

S i

ofj
ko

a1, o]o] F=F4olul F|l=2F 2T o= (2.15kg, 30.9%) B F4 oA EANUEF (2.60kg, 2.55kg (o] Aol
s 2A4E), 31.18)S #Hrtetn, EFES 4417 B¢ 3R st 1Azt A Aoz WA
I A AAHES st F=HFEUY. WS 50% vy JdEE (13L)E L o] ITEHE
Agsigict. " Aol zF AFA7 F, 53 AAYES BSVE AYstn B (420)& AU, &9

& 5002 Jhleln 308 B<b A A BHEE ol FUE T,
FAR WRgTlol ThA] A3 RS (10.40) Fol AeolA 0% Bk L sAAL. wAE olssle] &
shar, olRe (0.7 ARk, olo] AZE AT (6.5 AN F, AF] 0TAN A=A EA
6.1kg

e uA® 5390 7.00kg; H NMRel €)@ o] Alo] 87.5% w/w; 6 (o Alele dis] BAgd) (2 @A

o
R
i1

N rlo
o

fru
o 0
>
of
=
>
b
_g

of A 65%); HPLCO| o]& 2=%: 88.4 WA%;: m/z: 393 (MH);

'H NMR:
1.20-1.25 (3H, t), 1.79-1.86 (2H, m), 2.14 (3H, s), 2.50-2.51 (2H, 1), 2.54-2.59 (2H, 1),
4.15-4.22 (2H, m), 4.83 (2H, s), 6.92-6.95 (2H, d), 7.21-7.24 (2H, d) 2 10.22 (1H, s).

Z70A dd [3-(4-FERIdEad)-2-med-4-L4-4 5 6,7-HEGS =2-1F-205-1-d oA EH 0| EY wald
AMZo) 3l gloE:

"H NMR: (CDCl3) 1.33-1.37 (3H,
t), 2.14-2.23 (2H, m), 2.27 (3H, s), 2.45-2.49 (2H, t), 2.74-2.78 (2H, t), 4.27-4.35 (2H, m),
4.64 (2H, s), 7.03-7.08 2H, d) 2 7.13-717 (2H, d).
Z70A dE [3-(4-FREALEIHY)-2-WE-4-24-4,5,6,7-H ESI| E2-14-E-1-A oA H 0| ES A&}
= uiekd dxk

H A-(4-F22HY)t<e = (7.39g, 25.7mmol)E ¥+

F EFES whlkelwHA 5TE WZAAA, A LS FEIY. 1, &3¥E FEgol= (2.1,
25.7mmol) & e H7pste] (Fk HdA), 168 Fofl LAAAN fAE 5. A2 v &7]A o"
2-(2-ME-4-225-4 5 6,7-HEZS| = 2-1F2AE-1-U)olAH o] E  (8.65g, 36.8mmol)E WWHEHA  EtOAc
(34.6mL) Foll &elglstr 7o, 1 59t EFES 5T YAAAG.  AA] Az ‘ﬂ% &7 1 W9 wg 3zt
AR AE A2 &7l 102 A A vl BReR HIMa, 7 sk % 2 5-10C WY A8k,
=z

o B84 BAL FHeE g

7] 1 W9 EtOAc (86.5mL) o &3AI71aL, T &

EF, 4 42 ME 3



[0281]

[0282]

[0283]

[0284]

[0285]

[0286]

[0287]

SS50dl 10-1752932

AEA7 3, ol& F&stel olstste] AAse] oF opdElol= F F 132.659 oW 2-(2-WH-4-S -
4,5,6,7-Hl =23 S 2o E-1-)okAlHlo E9] §918 F5akerh.  HPLCO) 1@ ofale] 8.4% w/v, WA
11.1g ol® 2-(2-oE-4-52-4,5,6,7- 6| 2 2}a| 221 B-1-2)opAl el o E7F EAalodth (80% F8).

e [3-(4-2 22 I &) -4-(3| EF A o] v 1e)-2-w 9-4,5,6,7- ¥ £ 2] = 2141 -1 ob A Hlo] £ &
gk ders A%

535 TS old ofAlE|o]E (3.5rel vol) Foll nyHaHA
S2gol= (0.53% FF)E ¢ Hrtsta, ARES A8
gi2F 1A1ZE B3t 0CollA wRksigitt. old (2-vd-4-%
0% g AleF) 2 oEl olAEo]E (5rel vol)E
=1 | 29] EF&ol digh 30l 24 A

1 oA, HAa-(4-S22RA)H &9 = (
1712, EES 0CE YA AT
1E (0.5rel vol) wolA AHstz, &
,6,7- EﬂEE‘rélEi—lbLﬂE 1-) oA EH o E
7] 20 AL, EFES 20TA wnkstsl 8
7betar, ARES oY OVﬂEﬂ o]E (0.5rel Vol) T4 BRI ESE (I, 1.45% 35S A
As] "Horstar (1A 2, EFES wRkgk &, Fo] B T 5, 5 A S W
vol) & GSIUHEF (1.45% @) &HE f7] Aol Hrsta, EFES ww

st 4 e HET. 77 & A s
2lol= (1.08 ) E 20T EFEd AFiL, oo Egydolnl
A, AAE TFES 60TCAA 44] . 4 =
Aok, g ofAHOIE (2 x 2rel vo)E AFE F, JF3tol] 40CANA AxAA A F=S 87.3% T8
S 9% w/we FEIAT

o
N

L
oift
-0,
)
147
—OL
32
v
ot
b
i
tlo
\]
(e}
d .
il
o%,
N
)
>,
N
Jil >{
=
Y
i
2
)
—OL
2

o
N

oA, Ala-4-F22HA) Y& = (0.53% F3)E witedA o olAlElo]E (4rel vol) ZFol e
S 5C7HA WZAANATY. =3 FEgolm (0.53% FHE)E i Hbstn EFES 5TolA
oF mtaigict.  olE (2-ME-4-£4-4,5,6,7-HEZS =2-1/0E-1-A) oA H oI E (1.09F,
ANE ofAHOlE (5rel vol)E &7] 20 A3 ZFES 20Tl A wrkalgivt.  &7] 19 W&
|47] 29 ?1%“011 g 30l AA FHbstal, AFES olE ofAHOlE (0.5rel vol)E AA T
S HArteta EFES S wRkegith. 1A FAE S onste] AASz, Y A
£ 4 OHﬂEﬂ °]E (Irel vol)& A &tar, 234 Fatoll A FHAIHTE. AFES oY ofA
E (4rel vol) 2 o8& (2rel vol)9 EFE Fof 8317 T, d=BHolvl sleaFRdlo]|= (1.02
2 Efydoelyl (1.0E F)S 7t EFES 60TdA 4 17& St TrEE $, 20TE YA
ARES odFste] 38k, oY olHCIE (2 x Fatoll 40TNA 1xA]
| sh3t&S 83% &, HPLCOl oJg % 95.95 WA%E T533tt.

>

OSE_O,LU%NIOF_?EJEE
i}
O
o
2
:
O

~ o m

2 9
= K
<
4
){E ol.ﬂ N‘lﬂ

o (m

[\
-
D
<
o
ull
>
e
ro
Rl
BN

b

2L

2 O 3 ol I

2
)
i
R
w

o

&7] 1A, Hla-(4-F22HA) Y= (0.53% FH)E ANE olAdElo]E (4rel vol) Tl A7, 5T
2 YAAZTG. ERES 5TAA 168 <t 94E A &, dam HfAsta AFstela 27|AZTE 9
g (2-WE-4-222-4,56,7-BlEHS E2- 1A E-1-A) oA HOIE (1.09%, Ad Ak 2L o E olAgolE
SFES 20CAA wksiltt.  &7] 19 W&ES &7 29 £FEd o
& g olAlHo]E (0.5rel vol)= AlF3ATE.  EgdEoeldl (1.56% 9%) S
WkEFQITE. A BAMES ofFste] AASIA old oM HIOIE (Irel vol)Z A3}
gt FEFdolnl FERER o= (1.0 FH)E E UE &7 A, oo ZFH AHRES A
EgFdeldl (1.05 9% % de-& (Cl/kg)s H7tetal AAEE EFES 60TolA 443 Sk wnkst
F7t2 dlesaelnl Fr2FREo)= (0.58 FF) 9 EfEeldl (0.58 FH)S H7Mek &, &9
TollA 4AzE <t 7FEskalth. EES 20CE WA 7a, uA AAES ofFste] 338k, odd of
OJE (2 x 2rel vol)E Mg F H-F3fol] 40TelA 75_5%]74 EA 31¢ES 80.1% 4=%&; HPLCOl
96.5 A%z FE3FAT}.

=
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[0288]

[0289]
[0290]

[0291]

[0292]
[0293]

[0294]

[0295]

[0296]

on
J
Jm
Qﬂ

10-1752932

e [4-olAd€eolu] =-3-(4-F 22L&y d)-2-HE-1/205-1-d |olA EH o] E

A4 (7.00) F d¥ [3-(4-FREZ-FHdEd)-4-(F| =5 A o] n|)-2-Wd-4,5,6,7-H E&}3]| =214 &-1-
d]olME|o]E (1.15kg, 1.00kg (oJAlelel] disl] ®Ag®), 2.56%) 2 =2 Nal (191.5g, 1.28%)<9 uwket &
g2 8T 7H9stgrt. L &, ol EA 55 (1.06kg, 1.05kg (oJAlolol dia) BAH), 10.25)S 14
Zrell AR 83-85TColA 7ttt obdst S4le] o] whgolx PAE o R o= At 4.54]
7t B o] 2EE fA% &, EFES 45-50CE Y4A L, &S sk (=830 UA] -850mbar )l A3}
Ak, AW (7.0L)& JAFE Hr4star, oo B (2.0L)S H4eta, EEES 60CE 7tdste] ge T A
s} =z

~

H =
S FEIAY. A8 Sl %315101 uska, ~10Le T/F=o] FHHn AFE JolA AHo] #EE urtA
71 S RAFskel 45-50Col A FFA1AT. EtOH (2.0L)E ZHE H7Mg 3, o]& 23kl 45-50°C ol A
FEEAR/G. F7EE EtOH (2. OL)E XP FEell A7 . o5 10CE 300 A WzhA7]aL, o] 24 1

AzE B9t §A8tt. 1A AAPES AFgste] £33, EtOH (1.0L)Z A=At &, 2F3kd 40THA 124
7F EoF AzAA vAA dE [4-ofMHolu]-3-(4-FR 2 IdEud)-2-E-10E-1-A]olA o ES 1

1K
A= SS9t 0.70kg; H NVRO <13 o] Alo]: 96.8% w/w; 0.68kg (o]Alole] tha] BAH) (64%); HPLCO 9]
s =% 97.9 WA, uBA oY [4-o"or| -3-(4-FEEFA D eI Y)-2-WH-1F2AE-1-L oA H o E
(0.50kg) S EtOH (42.8L) = 2.00kg (RAF FY=F) 1R (4.88kg & FH)E T3 F A3 Ax=HE
F3 AGET 28, EFES BTE L. o] &4 168 9 A ¥, AHH 98 15T
2 2.5A17k AA IANA AASAZ Y. 1A AAES AFste] 8L, Y AolA Et0H (4.76L)E Al
£, g8l 0T AxAA EA FFES nAR 55890 3.25ke; H MRl 23 o] Alo] 96.8%

r$£ rsk

;(4§_]_—
w/w olMolel] thal WA 48 3.15kg (63%); HPLCO] ©]8 %%: 98.6 WH%: m/z: 417 (MH);

'H NMR: 1.12-1.24 (3H, t), 1.87 (3H, 5), 2.40 (3H, 5), 4.15-4.22 (2H, q), 5.23 (2H, s),
6.97-7.00 (2H, d), 7.09-7.12 (1H, m), 7.28-7.38 (3H, m), 7.48-7.51 (1H, d), 9.50 (1H, br s).

Uy 2

4" (2.50L) 2 oMAEA (2.5ml) F oY [3-(4-FERZ-FHHEd)-4- (S| EFA o] H]k)-2-H E-
4,5,6,7-HEZ3| =E2-1F-S1E-1-L oA H o] E (571mg, 500mg (ofAlole] ois] RAE), 1.1lmmol)e] xnyksh
8 E 107"Ci 714stgitt. 1 3, olMEAF B4E (48140, 4.45mmol)S HIFSIQITE.  95-100TCE 243t
Bot 7bdd 3 HPLCol 93 Aoz ukS FFHE Fof 79 WA o ¥ [4-olA"olr|n-3-(4-F R 2 L&
gd)-2-wd-1H-Q1E-1-L [oPAlEH o EVF EA15ES YERddTr (V15 E4 3 AF AR vlaste] 213,

By 3

Zgt2d 194, a9 (12.5nL) 5 L =3 EF (171.6mg, 1.14mmol), oFAIEAF (12.5ml) % ofA|EAL
FE (4.2n0, 44.54mmol)e] ZTFES 97TCE 7tEesitt.  ZEgaa 204, oMAEA FEE (4210,
44 5mmol)S Aol A (12.50L) Z oFAEAF (12.5ml) F € [3-4-FEEIADETY)-4-(F=EA] o]
v)-2-HEe-4, 5 6,7-HEZS =2-1/-0E-1-d oA H ] E (10g, 22.3mmol (oJAle]e] ths] XA H))e] mwk

g ool Hrleklvh.  ZEEkea 2 Jo] E3ES Fekad 1 W EFEC 2-3A1%e A4 Horga,
L 2EE 9TCE FASAT. WEE o] XA FUIE 2A7F EF FA% &, HUME dmEdvh. vhE
< 60CE W7, FAF F EFOR Y. o] 2% F dhvE deom WA, rEd-1-&
(25mL)& H7FstaL, & (26mL)& 154l Z2A Hrista, JAAAZT. 1A7F S9F wRkek & 14 A4E5S o
sl R, T2H-1-2 (2 x 1mD)E AFstar, JAgstol] 40T AZAIA vAA & [4-otA|EHo}n



[0297]

[0298]

[0299]

[0300]

[0301]

[0302]

[0303]

[0304]

SE506 10-1752932

E-3-(4-ERRYdedd)-2-vE-1R0E-1-L oA Ho| EE AR 539Ut} 4.32¢ (W3 EF=9] Ant
9] ZAHYE 7|FO =2 91%). HPLCO| 938t % 97.15 HAG.

W 4

A4 (1.0rel vol) & SLESIUESF (0.058 9), ofHEAF (1.0rel vol) 2 ofAEAL B4E (1.28 9
gy BIES 27] 1 oA wHFEFEA 97-103CE 7FEstdct. 27 2014, olHEA B4E (1.38 o
S A4 (1.0rel vol) @ ofAEA (1.0rel vol) & d¥ [3-(4-FREHLETd)-4-(3| =EA]olu]x)-

= (

2-W"-4,56,7-HEHS =2-1/FE-1-L oA H ol E (15 B, A Aok wrtgk Zeje]el] 19-25T A
A7ratgdnt. o] ZLolA 2A1ZF FF ugkek $ 0 o] EES W &7] 1 o] &I 2.5/ ] AH H7H)
L5 98 WA 102T=E FASHY. £7] 28 24 (0.25rel vol) 2 oFA|EAE (0.25rel vol)o &3}

s §7] 19 Hrbskch, WksS 98 WA 102TColA F712 1.5A%F &< #A18 &, 60TC=E

7} 0.9rel vol)= H7tstar, ool & (1.5rel vol) ¥ 9AIJUEF (0.19rel wt)] 7M2d &
NS Hrtstal, 228 60CE AT, A4 Sl o2 WY, & (0.5rel vol) & UEF E
e=HlolE (0.1% B3)9 7k=¥ (60TC) &de #Hrlstar, s &, 4 Fo] FEHo] ol& WHT.

A 1 o} =
A

N
ﬂH

N
|
o2
-4
=
%)

i
oo

ol et (3rel vol)& 71kl A 7 WA 63CE A, AA
H &S 20CE A7) 24 J23A7 NBFsle] FRetar, e (3.0rel Vol)i
AAstar, AzAA vZA g [4-olAEoln m-3-(4-F 22 & vd)-2-mE-1H-2 E-1-A Jo}lA gl o] E
IAZA T7% 7&; UHPLCO 93t &% 97.4 WA%E F53tt.

q olE [4-opAdon] -3-(4-F 22 HdEvd)-2-we -1/ E-1-d oA E| o] E ( =
EZY (9.1rel vol) & & (4.5rel vol)o] EFE Fo] wukelHA] 0CE 71Edte] &l AT, {AS 15T
] z=

A, AR 3A AAES ARsel £8%n RS (L7rel voDE AHT F, A%AA o
[4-cl A obr] 1-3-(4-F 2 23 I & 3hd)-2-W D-LF A1 5-1- |ob A Hl o E8 TAZA 926 8&; UEPLCO] oI
FE 99.4 AH%E F5EATH

W 5

1.99rel vol) & SR2EIJEF (0.0625%E 9&), oFAIELE (0.27rel vol) 2 oFMEA F4E (1.27
o] EFEL &) 1 UoA] mukshdaA 102.5CE 7tdstgint.  £7] 204, ol EA BHE (1,278
A4l (2.24rel vol) B oA EAL (0.27rel vol) 5 ¥ [3-(4-FE2E2¥HEud)-4-(3|=FA oy
9-4,5,6,7-HEHI| =2-1Q1E-1-L oA HOIE (1E F%, A Ak wrkgk &ejge] 22T A
7hekdtk. o] oA 30% TF uwHkegk & o] TFPES W £7] 19 ﬂ%ﬁ“ o] 50+l A A7k,
= < A
al

ofi
o
H
Z

l‘

~
ml') ~
|

ofr
o
-,

5 102.5CE FA3E. &S o] 2LoA F7FE 25412 &< FASAT. WS 60C=E
, UEF Eo&HolE (0.05% ) 2 & (0.5rel vo)& F7latder. &3 & Zo]
T, 8 4 TS MY F, f7] % A sk 1.8rel volo] THES AAS
i%ﬂﬂ, At (Brel vo)& H71ete] AAES HAAFHT. NS 20C2 1A 7H
A ARES oFste] FHen, dEE (2rel vol)E AHEL WFalel] 40ToAH AxA
[ o}ﬂlE‘o}Uh—S (4-Z22=2rdesd)-2-vE-1UR1E-1-L] oA EHo| EE IAZ 5313 81%
; UHPLCell ]33+ =1 98.3 A%,

o &
c3

—l>érﬂm1m1}mo%umkrogm}um
_I_;
%\ﬂlﬂl -

2

[3-[(4-2 2o d) &I ]-1-(2-AFA-2-5 20 E)-2-mE-4,5,6, 7-F| Ee}o| = 2- 14 E-4-L 2] gl ] o}
RERECIEEREER S

of
oS o o

O} EAF BEE (4.33ml, 45.8mmol)S A (33.75mL) E oM EAF (3.75mL) F o€ [3-(4-ERZFd<)
CEZXo|nn)-2-He-4,5,6,7-HEHI E2-1FNE-1-d]olAEHl o] E (15g, 38.2mmol)e] &elgle] A
7Veta, EFES A2oA oF 208 Fob wwslith,  ¥Al 3EEo AMES oisle] waElstar, 40Tl A

al
ZA AT, m/z 435/437 OH);

"HNMR: 7.27 — 7.23 (2H, m), 7.00 — 6.96 (2H, m),
4.92 (2H, s), 4.19 (2H, q, J = 7.1Hz), 2.68 — 2.59 (4H, m), 2.19 (3H, s), 1.90 (3H, s), 1.89 —
1.81 (2H, m), 1.22 (3H, t, ] = 7.1Hz).
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[0305]

[0306]
[0307]

[0308]
[0309]

[0310]

[0311]

[0312]

[0313]

SS50dl 10-1752932

[4-0bA P o}v] 1e-3-(4-F 2 2 5 Y 4 3h e )—2- 0 F- 191 B-1-2) |ob A =4

-Z23e  (15.3L)  F  od¥ [4-otAEolnm-3-(4-FER2u d & v )-2-HE- 1/ E-1-d | olA gl o] E
(3.16kg, 3.05kg (oJAolel s ®AH), 7.3%)9] uukst ga%a]on =40 NaOH (1M, 15.3L)E H7Fskitt.
I % EFES 70TCoA 2417 B¢t 7hdsta, 40CE WAAI F- MIBK (30.5L)5 #H7lsta £F¢ES 80C=
ThAl Zhdskdnl.  ulEF 20%9] ARE 2 EFRES WS %ﬂiTEi AAzt MEA SR TFFagiet. HH A
of dial, 4 Ak (1M, 13.4L)& &N 458 AA Hrigk & AAE &2 E ATl ZA 15TE Y74
713 o] XA F7IR 30E B AL wwelgyl. 1A AHES At ez, B (2 x 9.8L)E Al
Zstal, oo} EtOAc (7.3L)= Al&g F, HE AellA 108 &< dxA7 -, 2Fste] 45°coﬂA1 AZNA *
1

< A=A F58H3A: 2.15kg; H NMRO 13 ofAo]: 99.4% w/w; 2.14kg (elAlelol ois) ®AH)

=
(94%); %50 99.5 HPLCO o1& W&%; m/z: 389 OMH);

'H NMR: 1.86 (3H, s), 2.34 (3H, s), 5.11 (2H, s), 6.97-7.00 (2H, d), 7.08-
7.11 (1H, m), 7.27-7.30 (3H, m), 7.47-7.50 (1H, d), 9.50 (1H, br s).

vers 4t 1

od [4-old ol =-3-(4-F 22 dEuld)-2-mE-1/FAE-1-A oA H o] E (30.0kg, 72.0%), 1-Z=23%
(120.6kg) 2 4 NaOH (1M, 150.1kg)9] &3HES 68-72CE 7FEstal, o] &XolA 16% &<t F#|38)
AdE &HES 18-22CTE W2 &, AFste wyHx E52E& AASL & (15.0kg) = 2
MIBK (240.3kg)E Z%3H A7Ed Hrlela, 24 E3IES 83-87CE 7Fgsgltt. 44 94F (1M, 60.0kg)
-9l golo] oF 158 Ax] Hre £, wkE 2L 2 83 A §7TCE FASL, o]0 HUd F1H T R
(tHeF 2080 A4 52.6kg D theF 2080 AA 52.6kg)S H7levr. AAW S88S 13 WA 17CR

of Ax WZtAl7]al, o] oA F7IE 158 B¢ A& wnteddv. 1A AAYES otste] 38,
(2 x 60kg) = AlH3}aL, o]o] EtOAc (81.1kg)Z A3 5 HE Folx ALE AFEsIe] 40ToAA HAFRAA
A eSS WA oA Z S5 25.2kg (90%) .

vers At 2

gl [4-olA"goln w-3-(4-F 22 dEad)-2-mE-1F-0E-1-L oA Ho|E  (99.9kg, 240%), et
(393kg), & (450kg) 2 4 NaOH (10M, 72.3kg)d] EFES 59-65C = 7tgsla, o &=olA 308 HoF
Ak, AR SHES 17-23CTE YAAIZ §F, oFste] vyx EAS AASL & (50.9%g) 2 HE o=
a9k, MIBK (403kg)E =3d oo H7lsta, EFELS 55-65C=2 7Fgsigdt. £4 92 (10M,
65.0kg) = = (496kg)9] EFES oF 4580 AA 2o oo Hriglam, 1 Foh Wk 2= LA W9
el Al FAElth. AAdE EeEE dig 60%dd A 12 WA 18T E W7t 7]aL, o] &4 whA A3}

ALY ru
[«0

gk 1A APAES AR
o Ha AR LmQ 60T A
A% (HPLCOl <]3)).

tol =3eta, & (396kg) =2 MA3tar, o]of oehs (249%g)=E AAS 5, AT
AZAA ZA FES WA uAZ 5590 79.1kg (94%); £

_l_z

AE 2
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[0314]

[0315]

[0316]

[0317]

[0318]

[0319]

SES06 10-1752932

OEt OEt

e [4-(F]==A|olu]x)-2-HE-4,5,6,7-B| Eg}s| = 2-1F-2E-1-L JolAH o] E

o _OH HO\N
| |
B — >+ [
N N N
\\COZEt LCozEt \\COZEt

B (108nL) % EtOH (540mL) & o9 (2-wWlE&-4-%2-4,5,6,7-H Ee}s]| =2-1/Q1E-1-d ) obAH o] E (59.55g,
54.06g (=ik=ell dis] BAR), 0.23%), d=FHotd o]tiﬁia}o]t (24.44g, 23.95g (ko dis] =2A
), 0.345%) 3 oMM EAUEF 3585 (47.14g, 46.90g (=00 ths BAR), 0.345%)9] wg EFES
2543 Bt &7 bdsiglith. o F if&%e 10CE Y271, A AdEs oAaste] #4848 & 2
atell 40TCellA AxAA FA S3HES B B 7 o]ddAe EFER #%6}0%} 55.4g; HPLCOll <)@

99.0% w/w; olAelel sl BAE F8&: 54.8g (95.3%); HPLCH o3¢ = AAE v oA 98.9
WA%; 27kl AAE T3] disl] LC-MS m/z: 250.

[4-0bA P o}v] 1e-3-(4-F 2 2 9 W 4o 3h e )—2- o F- 191 B-1-2) |ob Al =4

_28_



[0320]

[0321]

[0322]

[0323]

[0324]

SE506 10-1752932

4% (160L) F ollE [4-(Fl=FAloln|w)-2-mE-4,5,6,7-H Eg}s] =2-1/-AE-1-A |-l H o] E (2.068g,
2.00g (s=5=oll oiaf] ®7g%), 8.0mmol), oFIEAN F4& (12.37g, 12.24g (%o tis) BAH), 0.1205) 3
HEZGFEEE g orto]= (2.997g, 2.953g (=&l dis] RAHE), 8.0mmol)o] wyHet E3HES 2A3F E<F
5 7rdsksink. obAE st SAlo] o] whgelA FAE Zow oy FikAlolt. Ao

OFNEAL e B AAAS skl 50TelA AAGNTE. & (lmb) S HAE IR=dl Hrlsta £3Es
AFstel 50T ARHESE FEAHG, Aoz Y4A71 &, CHClL, (20mL)E FFE

B84 1A BAS dHste] AASIL AFHES IFstlA sHAHG. A
(20mL)& FHFEel Hribsta, dF FUHHQ 1A EHS st AAs] el 107 w9t L
ALsgitt,  JHES HAFEte] 50CHAA FEA7]aL, EtOAc (20mL)E FFHEo| H7bsho *Mi% =3
EtOAc &9 ®oo=w 559tk HPLCOl 98 % 9.67 WA% oY (4-ofA|Eobn| -2-v 8l -1f-2 &5-1-4 )o}
AEolE, = 74,79 A% old (4-tjopAEotm] -2-mE-1/-E-1-A) o} H O] E; LC-MSE m/z: 275 2 317

& e (FA B M9 AAT).

EtOAc (10mL) % TCCA (0.326g, 0.316g (ool thall A=), 1.36mmol)2] &dof] BA(4-F2ZFH YY) H&ET
= (1.18¢g, 1.14g (==el il ®AE), 4.0mmol)E H7IsHTE. 7] AzE oY (4-ofMEoln| -2-vE-
HUFRIE-1-) oA H o E B old (4-topAd o] e—2-w e -1/ E-1-Y ) ol H| o] EC] &S E3h&ol 10+
of A& Arietdtt. 1AZE SoF wHkek & B84 1A BEAS ot AASGT. oHES FFstel 40
ToAAM HFA7]12 EtOH (10nL) S #FEo H7lsle] AAE EFES EtOl T &Aooz 45330 t; HPLCI
o3k = 87.47 WAG (oY [4-obA| ol -3-(4-F 22 dEutd)-2-HE-1F A E-1-L oA Elo] E & o
g [3-(U-ERRddsad)A-totA ol m-2-wE-11-R1E-1-d JotAEl o] E9] EFEEA); m/z: 417 2

459 (%A} % MU' 9A3). B (1oml) & NaOH (0.326g, 0.319g (%X el 2A4%), 8.0mmol)e] &
S A7) AFE EtOH T oY [4-otMEolr| v-3-(4-S 229 dEad)-2-He-1/F25-1-d JolAH o] E & o
g [3-(4-FR2VdEud)-4-totdolr] m-2-md- 1A E-1-d | opAElo] EL] &olo] H7letint. 2413
%, EtOHE xIFstel 35TCoAA AAsAY. FF F4 TS EtOAc (1mL)E A3 & (1omL) =2 3|4 g &
T4 Aaks Abgske] pH 42 AHdsAIZ Y. A E AP ES AFste] FHE F, EtOH (10mL) Sl 50T A
155 Zot g sl A, AL ow thA WzHA7l . nAE olntete] s, EtOH (4.0mL) & A|He
Agstel 40CoNM AZAA FA BAFES AR FEHUT Llg (3 @A) AA 35.4%); HPLCOl <@
S 98.24 WX,

A2 3

- | A\
o N o
=, =,



[0325]

[0326]
[0327]

[0328]
[0329]

[0330]

[0331]
[0332]

[0333]
[0334]

[0335]

SE506 10-1752932

[3-(4-F22HdEsad)-2-Hd-4-2 44 5 6, 7-HEHS =2-1F-2A 5-1-L oA EAL

o s—@—u o s—@m
N N
\~co,Et \CO.H

LiOH (1.79g, 1.77g (oJAlolel thall BAE), 42.2mmol)e] &S THF (27mL) 2 MeOH (27mL)2] &£3E ZF o
g [3-(4-ZFEERAdEIdd)-2-vE-4-2 44,56, 7-HEZHS| = 2-1/-E-1-d]olAH o] E (7.5g, 5.33g (]
Aol disl] Bd¥), 14.1mmol)e] wykst &ddo)] Hrislgltr. EFES 1A3F B¢k whkslny, E£FE9 &
I 7F ~20mL7F @ wj7bA] fulE 2 FsF (45mbar)ol 45ColA AASGT. & (27mL) ¥ CH.Cl, (27mL)S #H7}
stal E3ES 58 FoF wnkEit. Fo] B EHEE Far, [E A Ak Gnb) S A Fo Hrbetar A
H 1A AEES 0%4%0}0% Tt E (Gub)E MFHSACE. o]y E F3 A AHES EtOAc (20mL),
CH,Cl, (20mL) 2 #EF (20mL) 2] E3HE Foll A20A &Y A Y. AAES HE FollA 3 AFAA
A 3EES FE539; 4.64g; W NMRell 9J3F ofAlo]: 89.3% w/w; oJAlole] tha] HAWE 48 4.14g
(84%); LCol 9)aF 2% 99.1 WA%: m/z 350 (MH):

'H NMR: 1.99-2.05 (2H, m), 2.16 (3H, s), 2.26-
2.31 (2H, 1), 2.73-2.77 (2H, 1), 4.83 (2H, 5), 6.95-6.99 (2H, d), 7.23-7.27(2H, d).

A2 3A

[3-(4-222Hdesad)-2-1ed-4-22-4,5,6,7-HEZS E2-1FAE-1-L oA EALY oA akA

o CoH \~CoH
2-(2-ME-4-$2-4,5,6,7-E| Eg}3| = 2- 11 5-1-2 ) o} A E
o 0
o
O —— - N
o)
\COQH

ol EAL (100mL) & 2-(2-SAZ2IHAFZI A1 3-1H &

AzF) (20.0g, 119mmol) H =4l (17.9g, 238mmol)e] wwket E3HE
o7 WZAANAY., o %, Z (100mL)& #H7leta, EES

OFAIE (200mL) ¥ B (40nl)& FFE| HUbsta E}ES 308 T A2

&3 A kel § 0 3 AE o ek

Aotal o 3}=S BHtATt. F7HE ofAE (100mL) 2 B (20mL)E Ao mAS &3ARl F, o
FHate] AAsIAT. 2 ARES JFetel FA 5, A4 FABYES (I, 200mL) ol &3)A17]aL,
ZFo] 1M FAIHEES H7Este] pHE 142 THEQTE. o E ofAHOE (2 x 100mL) 2 AlFe &, +4 4
b (BM, 60mL)& #H7bste] EES AMGSIAIN F, AUEF (50g)S H7FEITE. 4ARE B9 wwkek §
TR, ofAE (2 x 25mL) o2 MHE F, FFEel| 40TCelA AZRAA BA SFIE

=319t}; 7.45g (30%); % 99.1 HA% (HPLCAl 931); m/z: 208 (MH):
'H-

NMR: 13.2 (1H, br 5), 6.02 (1H, 5), 4.67 (2H, s), 2.65 (2H, t, J = 6.2Hz), 2.29 — 2.24 (2H,
m), 2.10 (3H, s), 2.02 — 1.95 (2H, m).
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[0336]

[0337]
[0338]

[0339]
[0340]

[0341]

[0342]

[0343]
[0344]

[0345]
[0346]

S=53 10-1752932
[3-(4-F22HdEsad)-2-Hd-4-2 44 5 6, 7-HEHS =2-1F-2A 5-1-L oA EAL

; P
-
N

\~CoH \~co,H

g

<¥FY FZgtol= (0.2ul, 2.5mmol)E WHE Zgtaz 1 U9 ofel olAHolE (7.5n1L) F H|A-(4-F=
A)gEy = (0.72g, 2.5mmol)e] FMe| ALo|x wmukstd A HAHAF Hrpstdck. HAE dRsd, &g
o
T:T

F7FR 60% Tt wukskdYh. I F wbg EEhad 19 YEES WS 23 2 U9 dE
(7.5mL) = 2-(2-W€-4-24-4 5 6, 7-EHlEgs| = 2-1FA=-1-L) o} EAF (0.9g, 4.3mmol)e] nwrst &
o AL 58 Ax HrFEtcE. ¥R ZEa3 1S ol olMECE (2al)E ATT o) E wkS Zgkad
22 Ak, 1Az7F B wdke A&LS & & (16nL)S H7Fete] wkeS AAA A, vl AX S F
F A FAEUESR (M, 25mL)S 24 E3Eo] nNESslHA H7kstar, oo Ax®e] 10M AU ERFS M7t
o] pHE 4E WEAT. F& 2PN F, FA4 S old oAlElolE (25mL)E MR E F, =4 A4k (5M
mL)& AFgEe] AR EAZTE. A2oA wREE T 7)o o] U Yol uA|FE A o] o]}
o 7% &, & (2 x 10mL)E MASFA, FFstel] 40TCAA HAZAIA FA ES A2 A2 F5359
th; 1.0g (66%); <=5: 79.5 WA% (HPLCO ©130); m/2:350/352 (MH');
'"H-NMR: 13.3 (1H, brs), 7.25 (2H, d, J
=8.3Hz), 6.96 (2H, d, J = 8.3Hz), 4.84 (2H, s), 2.75 (2H, t, ] = 5.9Hz), 2.28 (2H, t, ] =
6.1Hz), 2.16 (3H, s), 2.03 — 1.97 (2H, m).
[3-(4-SF22HAdEad)4- (3 =2 A o]n| = )-2-HE-4,5,6,7-H EZs| = 2-1F-¢E-1-U Jo} A EAF
(o] s—@—cl HO\IN s—@—m
N o N o
OH OH
EtOH (40mL) = [3-(4- iiﬂégﬂré) 2-vE-4-54-4,5,6,7-HEZHI| E2-1/FA=-1-L oA ELL (4.0g,
3.57g (oAold iz FJ& , 10.2mmol), 3|=FHAo Pﬂ slEREReto]= (1.05g, 1.04g (ofAloje] dis) 127
2), 15.0mmol) E FF OWE&L}E% (1.24g, 1.23g (oAAolel dis] HAE), 15.0mmol)e] EFES 6417

Qb B vHEsalt. 0CE WAANY &, A AAEES At £7¢¢ F, EtOH (14nl) 2 & (14nl) 9]
= Tl 158 ¢t A20A Segsirin. nAE oAFste] sk, okAlE (14mb) o= AlHTE F,
i A

[e]

e el A=A A FA B3-S 5381000 3.42¢; NMRo gk ofAlle]: 95.3% w/w; olAlolol thal] WA €
&1 3.26g (87%);

m/z: 365 (MH"); 1.79-
1.83 (2H, m), 2.13 (3H, s), 2.54-2.59 (4H, t), 4.73 (2H, s), 6.91-6.98 (2H, d), 7.20-7.25
(2H, d), 10.23 (1H, br s).

[3-(4-Z 22 dEvd)-4- (3| =FA o) v =) -2-WE-4,5,6,7-H B} = 2- 1A E-1-L ] oA EAbe] tiers &

3

N\\(O N o
OEt OH

4 FdsES (IM, 10mL, 10mmol) B & (20mL)E o€ [3-(4-F22-Fd&E3hd)-4-(3 =FA o] 7| = )-2-

=
T
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[0347]

[0348]
[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

He-4,5,6,7-HEZs Z2-1/-205-1-L oA HOIE (4.0g, 10.2mmol) 2 oleh& (40mL)e] muket HErelo)
K : wad0C7HA 7R2AIZEE o] 2kelM 15AIZE F, W EdeE z
FAB ., @S 33CE thA] 7bdstar obAEA (1.70L, 29.7mmol)S A3 E
= ¢ 14
Zl

>

]
WAL, Al =S st sk, = (2 x 20mb) 2 A
SES AR F53ATE 2.94g (79%); HPLC ol 1= 98.9 W A%,

o
EA

I

[4-obAdotr e-3-(4-F R 2o d e ahd ) -2-m -1 E-1-L | oM EAF

o
HO.
L O O
N - . @\/\gf
N N
O O
OH \\€OH

A4 (6.7mL) F [3-(4-F=2=- Jﬂé%ﬂré)—zl—(%lz%\]01Uli)—z—uﬂ%—4,5,6,7—EﬂEE}€IEi—1bL<ﬂ%—1—%
obA|EAL (1.0g, 0.9g (o]Alolol thal ®HA%E), 2.6mmol), Nal (0.20g, 1.3mmol) 2 o}MEA F4E (1.0L,
10.6mmol) 2] E3HES 85ColA 5217 E<t 7 } shith.  ofAlEst £4lo] o] WhgolA FHAdHE FOoR ANEHE
FAoltt, Aoz WZiAZl I, MEZS UPLC-MSE BA5iz, 9B AZ3 298k A FA kA 39 HAgG9)
[4-otAl - olr) m-3-(4-F 22 &) -2-HE- 1/ E-1-A Jol A EAL o 2 UElyT),

— =

—

3l
s

2-(4-obA| Eopn| =—2-w| & -1/-Q1 E-1-) obAl Eqbe] §Hd

ry, o, — 3,

2-[4-(3|=F A o|u| = )-2-H|El-4 5,6,7-HE&3] =2-1FA E5-1-L o} & EAL

o HO~IN
N N
“~co,H \~co,H

ek (40nL) F 2-(2-WE-4-22-4,5,6,7-H ES}s| = 2- 1/ 5-1-Y) oA EAF (4.0g, 19mmol), d==2o
c2F2gol= (2.0g, 29mmol) E F= oMM EAYESE (2.4g, 29mmol)e] TFES wHHSHHA 6AIZF &
Azow WAAR &, ¥ fAskaL, Edes F7ME 4TE YAz ﬂiﬂ BRE

5 (15nL) 2 A#Hskar, oo olgkg (16mL)& A e $, xF3el] 40TolA HUFEAA

BA SFES A7 AT S5 3.68¢ (86%); %0 96.7 WA% (HPLCOl ©13l); m/z:223 (H);

-

'H-NMR: 9.82 (1H, br s), 6.48 (1H,
d, J=0.90Hz), 4.58 (2H, ), 2.56 — 2.51 (2H, m), 2.29 — 2.24 (2H, m), 2.09 (3H, s), 1.86 —
1.79 (2H, m).
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[0356]

[0357]
[0358]

[0359]

[0360]

[0361]
[0362]

[0363]
[0364]

SE=S06 10-1752932

2-(4-otA Eotr] -2-v| " -1/ Rl E-1- ) oA EAL

|
9

OFAEAF 4B (1.0mL, 10.6mmol)S WFE Zalx3 1 9] ol EAF (10ml) ¥ ZAd (10mL)e &3E =
-[4-(B =2 A o) )-2-1E-4,5,6,7-HlET 3| E2- 120 %-1-A o} EAF (2.0g, 9.0mmol)2] muFat &g
of Ao Hrlgk & (gF A "o, EHES Llﬂio}ﬂd*i 75% Bk AAAAL. 2 Fok, kg Zg)

23 2] ofAEAE (5mL), FAA#A (5mL), oFHMEAF 45 (2.6mL, 27.5mmol) ¥ QQE3ZIEEH (270mg,

1.80mmol)E& A9 E3FEFS wH auw 90-100CE 7FEAI AT, wWhg Zopaa 19 WEES vhe Eeaa
28 BF=oR 1.5A7 AR % 1, I ok Bk 2EE 90-100C 2 fAEdY. Wk EFEkad 1S A
A (2mL) 2 oFAEA (2m )4 2 YFa ol ks Zghad 27 AdEut. F&ete], whE EE
S F7I2 2.54%F F9F 100CE 1?‘& S Aeo® YAAZG, AA A4S ukE FEaa UlY HE 5
AFEZEE wEhya, FRES oMEA (Gnb)oE AFHSIaL, o]o] AW (5mb)o=E AT uhebd
A} AHES 2F3L AFXHES IFstolA] FEAA 42 AFES FAHTE. HPLC B LC-MSol o #

Ao 29.2 WAL /7 247 (H)S YERRE 932 Uebic

AR 4

K}

[HF-S-2] VI]

(o]
IZ o
o]
IZ/U)
@]

£33 ZEdgols (1.7ul, 2lmol)E v Zgt~=3 1 U9 od olAEHolE (45mL) F H|A-4-SF==2wA) T



[0365]
[0366]

[0367]
[0368]

[0369]
[0370]

[0371]
[0372]

o
J

301 10-1752932

o A7kE g
o gEg Wg Eehad 2 el 99
o sy @erelo] 14]

=
ol
)
N
)
kl
o
[ i
o
¥
BN
=
2
>
0%
N
>
)

7tz o opAlHO|EE HIbsllth. REE EehaA 15 " oMAHOlE (10nl)® L, olF whe Zehs
A28 A, WAl awbslEA, MR 2 sdd EEES A2om UhRAZY. A AEES o
sto] staL, old opAlHOIE (2 x 15mL)= AlHEE $-, 1gstell 40Tl AxAA FA4 e AL

LA E FEETH: 8.62g (88%); 4% 94.3 WAG (HPLCY| ©3); m/z:292/294 (MH);

1

H-
NMR: 11.77 (1H, s), 7.24 (2H, d, ] = 8.1Hz), 6.95 (2H, d, J = 8.1Hz), 2.80 — 2.74 (2H, m),
2.29-2.21(2H, m), 2.16 (3H, s), 2.05 - 1.95 (2H, m).

N[-3-(4-2 2 2% 3k d)-2-WF-4,5,6,7-H E k8] = 21491 B-4- ] 9] 8 = Aok n)

HO.

Vs oK)
o O
N N

H

EgReoldl (6.6mL 28mmol)S oNEFE (40nL) F 3-(4-FR2AdEud)-2-wd-4,5,6,7-H EZS| =2-14-9]
E-4-2 (8.0g, 27mmol) @ d|==2Holql sl=ZF=glo]= (1.9g, 27mmol)] wuksk Febole) Hrlsloich. £
FES 65CE 7Fdetal o] koA 4A17F B9 FAP, 7§ Aoz YA )AL A AXA AT, F
2ol slE=Molyl sl=gFRalol= (0.15g, 2.2mmol) ¥ EgFEdolwl (1.0mL, 4.2mmol)S FH7lelm EIE
65CZ F7kz 23t Fok vpA] Zhdskgleh. Aoz WAL F, uA AEES ofiste] FHsta, dghe
(2 x 1mL)E A F, g o8 Ul 40Tl AxAIA BA SFES SN aAZ F53%0; 5.71g

(68%); %= 96.3 WA%G (HPLCO| <3)); m/z: 307/309 (MH);

'H-NMR: 11.26
(1H, s), 10.20 (1H, s), 7.23 (2H, m), 6.92 (2H, m), 2.62 — 2.58 (2H, m), 2.56 — 2.52 (2H,
m), 2.12 (3H, s), 2.83 — 1.76 (2H, m).

N3-(4-2 22 %) -2- W E- 19 E-4-2) o} Al Eojv] =

o}

— O
N
H

—Z
IZ o

OFMEAF F-4E (1.1nL, 11.6mmol)S ¥HE Zepaa 1 U9 oA EAF (15mL) 2 IAA (15mL)9 35 =
M[-3-(4-Fzz2ddEyd)-2-1d-4,5,6,7-HEHS| =2-1F1E-4-dad ]| ==Holwl  (3.0g, 9.8mmol)2
wnkgk HE ol Ao e & (g wdA HUb), EFES 45F S wnkeklth. 1ok, vk
g2 20 o} EAF (7.5mL), I (7.5mL), OoFMEA FE (1.1mL, 11.6mmol) ¥ L Q2E3IJEF (70mg,
0.47mmol)& A9, EFES wstAA 110CE 7FEsisict. whg Eek2a 19 Y8ES v Fehaa 2
2 EFHFoR 24 A HEsta, 1 F g 255 110CE FA8dY. s FaT 18 3449
(2mL) 2 olAEAL (2mL)e] EFER Hal, o]F Wk ZEad 28 AUt FEEe, WE EFES
110CellA 7k 3AIE & fFAS F, Aoz WA 7] v XA Z T, 9k EfEo] AxHES 7]
Tl A FEAA G2 1A AFES G olE Ayt A A AznlEDYE FAsta, HIER
Zuek / od ofMEHo]ER fAA HA FFES I uAZ 533 2.74g (85%); = 95.6 W%
(HPLCOl ©180); m/z: 331/333 (MH);

_34_



S=53 10-1752932
'"H-NMR: 11.84 (1H, s), 9.45 (1H, s), 7.45 (1H, d, J =
7.7Hz), 7.29 (2H, d, J = 8.3Hz), 7.17 (1H, d, J = 8.0Hz), 7.04 (1H, t, ] = 7.9Hz), 6.98 (2H,
[0373] d, ] =8.2Hz), 2.40 (3H, 5), 1.84 (3H, s).
[0374] g [4-olAEolr] -3-(4-F R 2 d e d)-2-Ed-1/-2E-1-L |o}A gl o] E
P
(@]
2 r O
NH g o @\/%,
A\ N
O
m \\(
H OEt
[0375]
[0376] MN[3-(4-Z22Fdead)-2-we-1/F5-4-g o} Eoln] = (1.0g, mol), 4 EAFZE  (0.63g,
4.6mmol), oFAE (10mL) % o8 HZWolAEH|o]E (0.50mL, 4.5mmol 9] %@% 1.5 &9t #57F 7ldst
F, Aoz YA AL, o] 2ZoA A muHksith. FR A ek SF s1dE &, ERES Ao
2 Q9473 B (2 x ml) S H7beta, 1A PAES oFkste] £xsta, B (lmbE A¥S ¥, 1T &
B g 40CAA ARAA TA FAES WA g2 FESQTH; 1.16g (92%); % 95.4 WA% (HPLCo| <
M); m/z 417/419 H);
'H-NMR: 9.52 (1H, s), 7.45 (1H, d, J = 7.9Hz), 7.33 (1H, d, ] = 8.2Hz),
729 (2H, d, J =8.6Hz), 7.11 (1H, t, J = 8.0Hz), 6.97 (1H, d, J = 8.6Hz), 5.24 (2H, s), 4.18
= 2 =
[0377] (2H, q,J =7.1Hz), 2.39 (3H, s), 1.86 (3H, 5), 1.22 (3H, t, J = 7.1Hz).
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