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[0087]
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B Selol HEE (1) o X &, wgreis BaAel,

=R 9 R 7

b @7l @AHE AP 20 Qolw He Faselw; mrh g
Abels, ©% v

H _/_1\_
7} Agets PARAs B A ASRIR, AZEIE, ASRAY Bt 22

& Hagoln, By v A= WE, dY, ojisZed
= oolAadEY

o3, % WAl W Ei olaxzsold),

(4714, R” = A7) ¢ 598 oug dehith) 2 39 sdr)eln, no sigAsE g2ads|2 A%
| ddrleolal, g nigAsiAs EfEFoevdE Agd Adr]olr.

SF3E (1) o BIG 2 LEhls d25007]s, nadeids UEz7], Alobwr], R, -SOR ", -CO0R 1=

“POCOR ) (OR) (714, 2+ 715 479 A%

Lo

g Uerith oli, wrh upgh sl UErsjelt),

gtz (V) o ¢ = BAgscly] e, FE (M) YoM, R 7 R 7t BAle] 2 712 Jehy= 4
%

20

A8 Ak (M) o 9lo]A] v 3hA=, HCR (COR ) (COR™), HOR, HSR™, INR' R ®:= HC(NO,R R (71A1,

= A7 B onlE deeh) oln, moh wikAEE HRCCR D(CRY) (4714, 2k 715% 4
2 enlE ehdeh el

A8 Aok (M) ©] HCR (COR )(COR) (714, 7t 715 479t Sda o= vebdth) o we| njetd s

16 -
FHE=, R o] FadAt, AE A o= He Aw &

i)
)

Zpolal, BT} vEAEAlE FAa9x, vWd, 492, WEA] e tert-F-EA|7FER o0l R ER
of Ax &7V, Ax LEFAY], By uiFAsAE Aw EFA7], 4S uigdsiAe WESA Ee
16 17

dEAeltt.  ThE A duzis, R

N

R el 7
g HE BAS (1 F2BE, PEF SErsc 2P Jolm Hrh ox, wrh wEHsA:

1,2,3 4-HEZ| =2 reddl-1-20

o] FA gl sk (1) 2, 8] W =240l SaiA Ut Al 1 ol osiA Alxd

It
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[0096]

[0097]
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[0099]

[0100]

[0101]

[0102]
[0103]

[0104]

[0105]

SS90l 10-1099408

AW 1
R? 3 X R*
RG
\C* RS (V1) 3 N, 5
I R\ /C\ R
HZN C\ P N N Cr*
| SR H H |‘\~R7
N N
R R R R2
(V) (1)
(A F, 4 715E 479 598 9uE ERdT
%, FA $dol SFFE (1) &, dE 59 &v 3, duby (V) 22 A H= = (o8}, 33E (V) &
I% Shrh ] oF dukA (VD) o2 RAEE o]AAOOE 313HE EE o|AE QAJoMo|E FFHE [o]3), o]
SAOHO] ER (V) ol 3tt). ] & WhSA|f o224 st 4 Qi

A 1ol QojA, gHE (V) 2 o]aloldlo] ER (VD) 9 A eAdE 583 d4HA @u, &v) Fo &
A e e Bk

iz,

olr

AW 1ol AHEEE ol 2Alohilel EF (VD) o AHgEe, B (V) 18] tiske] 0.5%~5%0] ulgy
0.9%~1.5%0] rr} npdd s},

19 AHEHE gl O 9SS AasiA $= Aolw Hi, o So] d3vdd, FREyE =2
A, a,a, ac"EFEFLLR2EFA 5o F2AA &, WE-tert-FEAHZ, 1,2-tuEA|g, HEZ3]
ERFY, LA, oM ENAY, opEMde|aZed, o Edttert-HE, EF, AU, opEUEY
5o uE wi Bgstel A8 4 Ak, EFEWE S A9olE, oY wgr Egsw Ao,
grjo] AbgFo = BHE (V) 1kg o thate] 54 1L~100L ©]ar, B} wpehdsAlE= 10L~30L ©]t}.

AW 19 Hger= ZEAS 78T ~100T oA %, 0TCT~40C 7} vlgAsi},

W AIZEe AFEEIE Alofoll) WhEEo] mebAE thE AR, B4 1ARF~ 1043kl th

A 1 olA AEEE PAl Sdlel SR (1) &, A Yol oJelA wel, AAY F Ak, A
Sof whgale Bol ¥ ¥, B ¥, 47152 A4, 4d $HAAY = B FHAUCRMA, B4
$eloh HgE (1) ¢ BT 5 vk, 2§, 6F Sl Aeshd 2y A=vtEadsE A8t 4
A = AR, ol

(& E9°] Tetrahedron, 57, 1765-1769 (2001) ol 7]xj%¥ =
W) o= Az 4+ A}, dE So] 2 Wyl upAlgh ¢FEQl dwka (Va):

\' (Va)

(A =, 7 712 A7 543 9uis Yepdth) 2 ZIAE= 3EES, Tetrahedron Letters, 41, 8431-
8434 (2000) o 7]A¥ WHo

AW 19 & 982 , , Eur. J. Org. Chem., 3004~3014
(2002) ol 71AE W) o o8], R-NH, (1714, R & 479} 58 o2 Jehdu}) & §A5HE oo
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[0122]

[0123]

[0124]

[0125]

[0126]
[0127]
[0128]
[0129]

[0130]

[0131]

[0132]

[0133]

[0134]

[0135]
[0136]

BA s (V) & o, AAS wo, FA ol 3ddE (1) = folstA a3+ & AT}, d&
Sof, FA Sdo} E (1) diE, 97149 ofdle] EAsHr] wiol, FEx2td oA, g 5894 (o
5 5o @Ak, Aak, 3 5) o2 AEFoRN, FFo FoiA oPgAFomM KA e (V) 9 2
s 4 9t} I FEHS TN F, fF718u (dE 59, ofAEAE, ER4, E22YXE, 43ivg
N 5) 22 FEFoIHA, FA dol SFE (1) & 5T & . T, AEgbd 72y ZRetEY
5 o] g3t EE gl FHr).
olglA sl B FA Sdol FFE (1) &, 2 dyo] Az Aolg& 4 Ur). =R
Hol BA g-dgo}l 3E (1) 2 vgFo|7] wid, a55v SolA @A E Sudgde dairt A Lo
A @5, o "ol Ao & = glo] AAA R {3t
2 g AxzHe] 48l FA ol sEE (1) 2, A& &9 A7 A 1 o o Az RS AFES
T Utk
2 Ao Axwyel 95 IFE () &, X" Wl dF 5o 57 guty (VD) 2 FAH+= 7t2Rd
stE T sy gk (VD = gA1EE 24 e setEe d4E3tel oM AR F 9l
RS
R8
EWG E4=F N EWG
9

R (@] R10 R10

(VII) (VIII) (11)

o}
o}

Hodgol dgol Fd Alek (M) &, X9 Wy o & 5], Tetrahedron Letters, 39, 8013-8016 (1998),
Bull. Chem. Soc. Jpn., 61, 4029-4035 (1988) Sol 71AlE w el oair Alx3 = 9r}. TS, MY A
ok (1) <] wpEAeh dlQl wEstteld Fo] QF7lest AL, A#HES AFSs= Ho.

off

g,
2
it
4
%2,

=9 MaE

w3, g () o vEAS o9 EdA-B-UERAER 5 dg7bed A2, A#ES AR

olgfgt gdEEHgte o7 A& %3 Knoevenagel WS, Perkin WH&-

k1
)

o] Az oA AxHe FA dgE (V) &, ofRlF, ofvwit, 9%k Fok AEH7ME 59

t o} d& &9 33E (IV) 9 4 (R)-3-(3-AZZHE-4-v| ZA] g d )-2-9| FA] 7}
HY-4-UEZRFE 2 YL Journal of the American Chemical Society, 2002\, #1247, #4435, p.
13097-13105 ol 7]1AE wHel 93], 95k R)-FHZHFORE FET 5 AUt

o A o
o3, ® uel BalA, ANAE Bol US TAAew Ay, B wye osdl ol A dANA
o

A Ao 1A

(R,R)-EfM2-1-[3,5-H| 2(E EF = e) s d |-3-[2-(N N-T] | & o} 1) A| S = 3] 2 | E] @ 5-2 o}

Fs
%ﬁiﬁ Fs

F
=

O

A

T 897 &}, 3,5-H|A(EYZSES ) dol AE] S AoLo]E (605mg, 2.23mmol) ¢ 7AF HEZI =
2 g (1.0m¢) o (R,R)-E;M~-NN-t]¥e-1, 2-t]o}n] = A| 2284 (317mg, 2.23mmol) < H7bsloitt.
RS EFES AL 3AIRF wkstar, o]olx E3HES skl FHAIFA Ao S A
7t 2 azuEOdy ($E8v: FREIXE/MEE/EdEelvl=100/5/1) & FAEY, A IgFES
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[0137]

[0138]

[0139]

[0140]

[0141]
[0142]

[0143]

[0144]
[0145]

[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]
[0154]

[0155]

[0156]

[0157]

SEE36 10-1099408
wia FE A (597mg, & 65%) EA LAt
[aly’ -32.7 (c 0.99, CHCly):

'H-NVR (500MHz, DMSO-ds) & 10.0 (s, 1H), 8.21 (s, 1H), 8.17 (s, 2H), 7.66 (s, 1H), 4.09 (brs, 1H),

2.54 (brs, 1H), 2.21 (s, 7H), 1.82 (brs, 1H), 1.74 (brs, 1H), 1.63 (brd, J=11.0Hz, 1H), 1.31-1.01 (m,
4H) ppm;

13C—NMR (126MHz, DMSO-ds) & 178.6, 142.0, 130.8, 130.5, 130.3, 130.0, 126.5, 124.3, 122.2, 120.9,

120.0, 115.3, 65.0, 55.3, 45.7, 31.6, 24.6, 24.5, 21.0 ppm;
IR (CHCl5) v 3402, 3200, 2942, 2865, 1528, 1469, 1383, 1278 e

MS (FAB) 414 (', 100);

Eat I

(e

AAER] (CillaiFeNsS o) thdh): €, 49.39; H, 5.12; N, 10.16; F, 27.57.

BA2: C, 49.36; H, 5.28; N, 10.11; F, 27.71.

A A4 1B
(R,R)-EWN~-1-[3,5-H|A(EgZEF 22 &) AL ]-3-[2-(N,N-t] v & o}u] ) A| F 2 &2 |9 o}
CF3
)
: N)j\N CF3
5 H OH
N

me) o (R,R)-E:MA-N N-tJHE-1,2-t]o}n A SZ N2 (213mg, 1.5mmol) < H7}sbic). Ll
Ao 1AZE WkekaL, o]ojA EFHES 7HtsllA FFHAIH . 0401; A At 2y azntE
@3 (CHCls/MeOH=20/1-7/1) & AA|ste], EA 3gES WA 248 uAz2 AAt.

ol2 E917] 3}, 3,5-H|A(EgZFoavE)wdolAAoldo]E (0.26ml, 1. 5mmol) o] Az WA &N (0.60
=

25

[aly -35.3 (¢ 0.93, CHCl3);

'H-NVR (500MHz, DMSO-dg) & 9.39 (s, 1H), 8.02 (s, 2H), 7.51 (s, 1H), 6.21 (d, J=5.5Hz, 1H), 3.35 (ddd,

J=15.2, 10.5, 4.3Hz, 1H), 2.28 (dt, J=3.1, 10.2Hz, 1H), 2.18 (brs, 1H), 2.15 (s, 6H), 1.85-1.66 (m,
2H), 1.63-1.52 (m, 1H), 1.31-0.96 (m, 4H) ppm;

13C—NMR (126MHz, DMSO-ds) & 154.9, 142.9, 131.3, 131.1, 130.8, 130.5, 126.9, 124.7, 122.5, 120.4,

117.12, 117.09, 113.4, 113.3, 65.6, 50.9, 39.9, 33.2, 24.9, 24.5, 21.4 ppm;
IR (CHCl5) v 3424, 3332, 2939, 2864, 2792, 1695, 1549, 1473 e

MS (FAB) 398 (MH', 100);

AR

(o

AAER] (CipllaiFeNs0 o) thdh): €, 51.38; H, 5.33; N, 10.57; F, 28.69.

BAX): C, 51.30; H, 5.22; N, 10.58; F, 28.46.

A 2

_17_



[0158]

[0159]
[0160]

[0161]

[0162]

[0163]

[0164]

[0165]
[0166]

[0167]

[0168]
[0169]

[0170]

[0171]

[0172]

[0173]

[0174]

S=50ol 10-1099408

(R,R)-EW~-1-[3,5-H|A(ETEF 22 E) A d]-3-[2-(0] 20 EH-2-A) A S22 JE] 2 §-7|o}

Fa

(R,R)-E@2-N N-t]H&-1,2-t]o}u] = A 2t fale] (R,R)-E#;M2-N-[2-(0] &2l
S AR A olfJoll= Al 1A ¢ FdA dste], ®A SFES TN AA
4 154-156C (n-8AH/ oA EAE) .

[al, -18.1 (¢ 1.01, CHCly);

'H-NVR (500MHz, DMSO-ds) & 10.00 (s, 1H), 8.30 (d, J=7.0Hz, 1H), 8.15 (s, 2H), 7.67 (s, 1H), 7.24 (dd,

J=3.4, 5.2Hz, 2H), 7.18 (dd, J= 3.2, 5.3Hz, 2H), 4.31 (brs, 1H), 4.04 (d, J=11.6Hz, 2H), 3.99 (d,
J=11.9Hz, 2H), 2.87 (dt, J=2.7, 9.8Hz, 1H), 2.18 (brd, J=8.2Hz, 1H), 1.88 (brd, J=11.6Hz, 1H), 1.76
(brd, J=7.9Hz, 1H), 1.65 (m, 1H), 1.44 (m, 1H), 1.30 (m, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 184.1, 147.0, 144.9, 135.6, 135.3, 131.6, 129.5, 127.5, 127.3, 126.4,

120.8, 65.6, 60.5, 58.3, 29.0, 28.32, 28.77, 28.1 ppm;
IR (CHCl5) v 3402, 2941, 2862, 1539, 1495, 1470, 1382, 1279, 1179, 1140 e

MS (FAB) 488 (MH', 100);

Eat I

(o

AR (CosHysFeNaS ol tiah): C, 56.67; H, 4.76; N, 8.62; F, 23.38.

BA2: C, 56.66; H, 4.74; N, 8.46; F, 23.45.

(R, R)-EW2-1-[3,5-H|2(EYZF o 2vd)Hd]-3-[2-(N-0] A Z 2 I -N-w|do}n| - ) A S 2 3 2 [E] @ -7 o}

S
CF,
(R, R)-EAN2-N N-tjHE-1,2-t]oln| A 234 tjale] (R,R)-EWUXA-N-o| AL ZI-N-rg-1,2- ﬂo}uli/ﬂl
ZEAS AFESE A o)9ollE AAld 1A 9 TA AAEY, A FFES TN FAY 1A (55 64%) =
A A

[aly” +51.3 (¢ 0.98, CHCls);

'H-NVR (500MHz, DMSO-ds) & 10.10 (s, 1H), 8.21 (s, 2H), 7.87 (s, 1H), 7.69 (s, 1H), 4.08 (brs, 1H),

2.96-2.78 (m, 1H), 2.62 (brs, 1H), 2.37-2.07 (m, 4H), 1.82 (brd, J=10.7Hz, 1H), 1.71 (brd, J=6.7Hz,
1H), 1.61 (brd, J=7.7Hz, 1H), 1.31-1.07 (m, 4H), 0.98 (d, J=6.1Hz, 6H) ppm;

_18_



[0175]

[0176]

[0177]

[0178]

[0179]

[0180]
[0181]

[0182]

[0183]

[0184]

[0185]

[0186]

[0187]

[0188]

[0189]

[0190]

[0191]

[0192]
[0193]

[0194]

[0195]
[0196]

SEE36 10-1099408
PO-NMR (126MHz, DMSO-dg) & 179.2, 142.0, 130.7, 130.5, 130.2, 129.9, 126.6, 124.4, 122.2, 121.4,

120.1, 115.6, 63.6, 55.0, 31.8, 31.3, 25.6, 25.0, 24.5, 21.4, 20.1 ppm;

IR (CHCl;) v 3402, 2943, 2863, 1496, 1470, 1384, 1279, 1179, 1141 cmﬂ;

MS (FAB) 442 (MH', 100);
HRMS (FAB) :
AAFA] ([CrologFeN,S1 ol Thah): 442.1752;

BAX]: 442.1743.
AAld 4
R,R)-EWH=-1-[2-(N,N-tHHo}r ) A| S 2 A [-3-H d E] .- o}

\B/

YO

3,5-0] (2 E 70 2ol &) s Dol AE| @ AJohio] £ i Ale] Dol RE| Aol B ARgR A ols]ol A
o 1A o BAA MAe], BA PR TA 2AY 1A (5& 95 A AU,

[al,” -112 (c 0.98, CHCly):

'H-NVR (500MHz, DMSO-ds) & 7.38 (t, J= 7.8Hz, 2H), 7.30-7.14 (m, 4H), 6.79 (s, 1H), 3.86 (brs, 1H),

2.73 (brs, 1H), 2.33 (dt, J=2.9, 11.1Hz, 1H), 2.24 (s, 6H), 1.93-1.75 (m, 2H), 1.70 (brd, J=13.7Hz,
1Hz), 1.42-1.28 (m, 1H), 1.28-1.11 (m, 2H), 1.10-0.96 (m, 1H) ppm;

13C—NMR (126MHz, DMSO-d¢) & 179.1, 137.4, 128.9, 125.5, 124.3, 66.0, 55.4, 39.4, 32.4, 24.6, 24.2,

21.0 ppm;

IR (CHCl5) v 3411, 2939, 2864, 2790, 1529, 1500 o

MS (FAB) 278 (MH', 100);
HRMS (FAB) :
AR ([CiaNS] ol Ti3h): 278.1691;

BA2]: 278.1692.
Ao 5
1-[(R,R)-2-(N,N-T] | D o}m] .= ) A| F 2 3 A |-3-(2-H| EA] # d ) E] & -7 o}

”~

OCH, Y
%

3,5-HIA(EdgEFeavd)dd o] oA ofd[o]E tiilel] 2-wEA A d o] B QAo ES ARREE A o]9]
o= AAlel 1A oF FAdeA AAste], A e A TP LA (58 100%) =4 AT



[0197]

[0198]

[0199]

[0200]

[0201]

[0202]

[0203]

[0204]
[0205]
[0206]

[0207]

[0208]
[0209]

[0210]

[0211]
[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

SEE36 10-1099408
[al,” -116 (¢ 1.10, CHCls):

'H-NMR (500MHz, DMSO-ds) & 8.19 (s, 1H), 7.41 (d, J=7.3Hz, 1H), 7.15-6.92 (m, 2H), 6.89-6.69 (m, 2H),

3.79 (brs, 1H), 3.67 (s, 3H), 2.60 (d, J=10.7Hz, 1H), 2.35-2.22 (m, 1H), 2.09 (s, 6H), 1.83-1.60 (m,
2H), 1.54 (d, J=13.7Hz, 1H), 1.20 (q, J=13.0Hz, 1H), 1.15-0.97 (m, 2H), 0.96-0.81 (m, 1H) ppm;

PC-NWR (126MHz. DMSO-dg) & 179.5. 151.5, 126.3. 125.0, 124.1, 120.2, 111.1, 66.3. 55.9, 55.3. 39.5.
32.3, 24.8, 24.3. 21.2 ppm;

IR (CHCl3;) v 3406, 2939, 2863, 1600, 1512 cmi%

MS (FAB") 308 (MH', 100);
HRMS (FAB')
AR ([CiaaN;08]" ol ThEh): 308.1757;
A2 308.1790
e 1
(R,R)-E&2-N-[2-(N' \N'-t] s Do} i) A| S 2 3 A Jop A Eotm] =

3,5-HIA(EdgEFezvd)d
A8 AAlste], wAl shet

Hlnlof 2

Jo]E thile]l oAl EAbes AREEE A o]flell= AAle 1A 9
& A FAY A (58 87%) =4 Al

e
o
[N
o
>
o
=

1-[3,5-H (B EF e =2 e) s d ]-3-A| 2 =3 ¥ e ot

(R, R)-E-AL-NN-T | E-1 2-Ho}r A SR gl A|Szedolils ARERE A ol9foli= Aol 1A 9

= i BR B4 =
A AAlste], #Al stEs A 2A (58 88%) S=A

(S)-2- EA 72 R I-4-EZ-3-FdHE] 2o &

o2 F9]7] 3, EdRA-B-YERZ2E™ (29.8mg, 0.20mmol) 2} HEAHC]E (0.061me, 0.40mmol) o &5
Al & (0.40me) off, FAl FulEA Ao 1A oA ol (R,R)-EWL-1-[3,5-H|=(EYEF 2 E)

d]1-3-[2-(N,N-t]d| e o}n| ) A 22 A2 JE] @ $-#lo} (8.2mg, 0.02mmol) S A Lo H7}alglch. 24N ZHS
WS E3t e S 7tslol A 53T FALS BF 8 TLC (§= &ul: n-32l/todoH2) 2 AA s,

7747 (53.3mg, & 86%) S=A AU} T G =5 % 13 o yERn
(n-3)2t/ o e g =)

Zhel: 712 AD (thol B}kl A %), o)A n-FAH/l¥S=90/10, <5 1.0ml/E, FAE: A=254mm, AFA
AAA (F92); 1118, (R) )4 AA; 13.9%.

[aly” =6.00 (¢ 1.00, CHCl4);

'H-NVR (500MHz, DMSO-ds) & 7.42-7.10 (m, 5H), 4.93 (dd, J=4.6, 13.1Hz, 1H), 4.86 (dd, J=9.2, 13.1Hz,

1H), 4.33-4.15 (m, 3H), 4.00 (q, J=7.2Hz, 2H), 3.82 (d, J=9.5Hz, 1H), 1.25 (t, J=7.2Hz, 3H), 1.03 (t,
J=7.2Hz, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 167.4, 166.7, 136.2, 128.8, 128.2, 127.9, 77.6, 62.0, 61.8, 54.9, 42.9,

13.9, 13.6 ppm;

_20_



[0219]

[0220]
[0221]

[0222]

[0223]
[0224]
[0225]

[0226]

[0227]
[0228]

[0229]

[0230]
[0231]

[0232]

[0233]
[0234]

[0235]

[0236]
[0237]

[0238]

[0239]

[0240]

IR (CHCl3) v

MS (FAB) 310

AR

A%k

(o

\=]
w4

A 6B

A (CysHigNOg ol tigh):

2989, 2938, 1731, 1557 o

am', 100);

X]: C, 58.43; H, 6.20; N, 4.56.

(9)-2-NEAFIEH H-4-U E Z-3-H J F-E| 22t &

C, 58.24; H, 6.19; N, 4.53.

SS90l 10-1099408

oz 297 3, Edx-B-UEZAEA (29.8mg, 0.20mmol) T} = Eloﬂ'é (0.061m¢, 0.40mmol) & EF
o gl (0.40m¢) ©l, BA ZujEA] AAe] 1B oA dojx (R,R)-EWNA-1-[3,5-H| A(EFSF o 2w E)T
d1-3-[2-(N,N-t] & o}r i) Al S22 ] 9-Fo} (7.9mg, 0.02mmol) & A ]*1 7138 e, 24N ZFE, b
SEFES Pt sFstaL, AE F3HE TLC (85 &9 n-Y/ OMlE*Mﬂ%—E)/l) 2 AGAste, %A
3ES A HAAAA (53.8mg, 87%, 9l%ee) 0.ZA L), F&7 F3 55 ¥ 1 o e},
/\]}\]Qﬂ
(S)-2-ol FA7FE R d-4-HER-3-7d F-E| 24t ™
= 0.20mmol AR&38E 7 o]efeoll= AAd 6A ¢ Tl AAste], HA 3ES AA T
&3 Fst —’EE% 1 o yepdt.
A Ao 8
(9)-2-NEAFIEH L-4-U E Z-3-H J F-E| 22t &)
Sz EFd giale] FslveAS AR A ol9olE AAld 7 I FAEA AAE, | 3EES 43
o}, S B3 £52 F 1 o vk
Ao 9
(S)-2-o EA 7 ER I-4-UE Z-3-3|d e 24t g
Sz EFd gale)] olNEYUEHS AFES A ol9oe AAd 7 I BdeA AAEe, A FFES A
Sk, FEY Fot S22 F 1 o e
Al 10
(S)-2-9 EAFIER Y-4-UE &2-3-3|d FE] 2o &
Sz A EF¢ gidle HEGS| =2 F S ARESE A o]ol= AAd 7 I FASA AAste], XA =
S A}, FEY Fot S22 F 1 9 YeRig
F 1
A AT ol 8 Aok T B T
g (%) (%ee)

6A el 2 36 93

6B il 2 87 91

7 =54 1 60 92

8 9 3lw el Al 1 53 90

9 HAEYEZ 1 47 75

10 HEZs =z 1 29 38
el Aok 29 eF ARSI o] FAEE AL o 5 T3, EFd, dgddas A 49,



[0241]
[0242]

[0243]

[0244]
[0245]

[0246]

[0247]
[0248]

[0249]

[0250]
[0251]

[0252]

[0253]
[0254]

[0255]

[0256]
[0257]

[0258]

[0259]
[0260]

[0261]

[0262]

SS=50dl 10-1099408

2 otar, Al FwEA, A 2 o

($)-2-0 HAI 23 D41 E 233 D e 24kl o
AR BB G, FA FLA, WA 3 ol D1 RR-ERE L oA E R

JEl o 3ok g ALgR A olslel Al 64 S U
N ANG, EA SRS QR0 S WS £EE E 2 o vehi

HESAIZES 484107 Sl -rxﬂ *UHEH AAd 4 oA folxl (R,R)-E#-1-[2-(N,N-t] s Hotr] i) Al &
294 ]-3-7] s Alel 6A oF Al AAste], xA sEES AT

HESAIZES 481k R shal, Fal FHulzA, AAld 5 oA ol 1-[(R,R)-2-(NN-Trdoln| ) A| S 23

A3~ EAAD LS HbE S 2 olelol AAld] 64 o FASA Axstel, EA HFE
Atk S Y RS E 2 o e,

(S)-2-o| EA 7t 2 R U-4-1 E 2-3-H d R-E] 24k €]
&

Sl thalel Egjoldoll & AREEE A o]l AAld 6A oF FdsA AAlste], #A FAtEs AfdT
T8 # 2 o YEY.

HlaLe] 4

A

(S)-2- EA T2 R I-4-JEZ-3-FdHE| 2o &

A E2A el 1A Pold RR-EREN-(O N e o S o scl = A8 o
oglefi Aol 6A S BAA HAGe], BA HFBL AAT.  FE% FF £EE E 2 o teharh,
Hlalof 5

(S)-2-EAFIERD-4-E&2-3-7|JdFE| 2o &

FA FZu) giale] vlatd 2 oA dojxl 1-[3,5-HA(EYEF 2 E) A d]-3-A 2 I HE 2 5-Hole} 0.1%
ZFo] EFedolrl s AR A oY= A ] o 6A ¢ EH3HAl AAEHA, ﬁxﬂ s ES 4k TFES
3 2 o YERdTh.
X2
A AT A ) Hh-g-A 7k TE B £
(A1ZH) (%) (%ee)

6A Ao 1A 24 86 93

11 Ao 2 48 29 91

12 AA 3 48 76 87

13 A 4 48 58 30
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[0263]

[0264]

[0265]
[0266]

[0267]

[0268]

[0269]

[0270]

[0271]

[0272]

[0273]

[0274]
[0275]

[0276]

[0277]
[0278]
[0279]

[0280]

[0281]

[0282]

SSE53d 10-1099408
14 A A4 5 48 40 52
Hlae] 3 [TEA 24 17 -
Hlaof 4 vl 1 24 14 35
Hlalo] 5 |B]ald 2 + TEA 24 57 -

B Sglol FE (1) o R LR o 27t 2 X372 ©95pH o] AstEE Aol 9 T3

R o] A& ALl A5, dAbgolde] MiSAZE Agkd AL AR A5, &, dAdS g AstE = ol
[e]

ATk

ofl B9 & Eleg-dol HHuE JAE FuldAe FEo] UF AslEal, obyl F9 TiE Elg-#o} #
%E%7VH3%W%¥@@ﬂ@ﬂﬂxi?%%ﬂﬁﬂﬂ%,éﬂﬂGAEE”%]ﬂGBﬂ~UV]]A4ﬁﬂ.
Al 15

(8)-3-(2,6-tHF A H d)-2-l| A7t 2 B d-4-HEZF-E| 24 g

s Ao E il
g]&ﬁ Jﬂ]ﬂﬁ%%ﬁ%ﬂﬁﬁﬁiﬁlﬁﬁﬂ. FE& F3 &

Ze: 7124 AD (tpol Akl Alx), o]Fd: n-IMAH/2-X 2 3-8=95/5, 5 1.0mb/%, AE: A=254mm, |
FAIZE (S) o)]AAEA (FH=); 12.8%, (R) o|AAA|; 15.7E.

24

[aly -11.4 (c 1.03, CHCl3);

'H-NMR (500MHz, DMSO-dg¢) & 7.18 (t, J=8.4Hz, 1H), 6.52 (d, J=8.2Hz, 2H), 5.08-4.99 (m, 1H), 4.93 (dd,

J=12.1, 9.0Hz, 1H), 4.85 (dd, J=12.1, 4.7Hz, 1H), 4.32-4.15 (m, 3H), 3.92-3.80 (m, 2H), 3.82 (s, 6H),
1.29 (t, J=7.2Hz, 3H), 0.95 (t, J=7.0Hz, 3H) ppm;

PC-NMR (126MHz, DMSO-ds) & 168.4, 167.3, 158.9, 129.6, 112.5, 104.3, 76.6, 61.8, 61.2, 52.8, 52.5,
33.2. 13.9. 13.5 ppm;

IR (CHCl3) v 3030, 2985, 2842, 1730, 1555 cmﬂ;

MS (ETT) 369 (M), 249 (MH', 100);

a4
ALER] (CpllgNOg ol th3h): C, 55.28; H, 6.28; N, 3.79.
BAx): C, 55.31; H, 6.13; N, 3.55.

Aol 16

(S)-2-dlHA7t 2R -3-(1-&F 229 d)-4-HERFE| 24t d

WA 7HS 1247102 &lal, EdA-B-UEZAEE gl EWdA-4-ZF 0 2-3-UEZAEAS AE3 A
olefolli= AAld 6A 9F FUsA AAstY, BA FFES T FAEEZA AT Ty F 28 E
3 o Yepd

Ze: 7]2A AD (Thol Ast8MAL A Zx), o] B4 n-FA/ O EHe=90/10, &% 1.0m¢/%, A3 A=254m, AHFA|
7k (S) ol AAA (F3A); 16.3%, (R) o]dAA; 23.9%.



[0283]

[0284]

[0285]

[0286]

[0287]
[0288]
[0289]
[0290]
[0291]
[0292]

[0293]

[0294]

[0295]

[0296]

[0297]

[0298]

[0299]

[0300]
[0301]

[0302]

[0303]
[0304]
[0305]

[0306]

SEE36 10-1099408
[aly” =7.20 (¢ 1.00, CHCl4);

'H-NMR (500MHz, DMSO-ds) & 7.28-7.18 (m, 2H), 7.05-6.96 (m, 2H), 4.91 (dd, J=13.1, 4.6Hz, 1H), 4.83

(dd, J=13.1, 9.5Hz, 1H), 4.30-4.15 (m, 3H), 4.03 (q, J=7.0Hz, 2H), 3.78 (d, J=9.2Hz, 1H), 1.27 (t,
J=7.2Hz, 3H), 1.08 (t, J=7.0Hz, 3H) ppm;

PC-NMR (126MHz, DNMSO-ds) & 167.4, 166.8, 163.6, 161.6, 132.02, 131.99, 129.9, 129.8, 116.0, 115.9,

77.6, 62.2, 61.9, 54.9, 42.2, 13.9, 13.7 ppm;

IR (CHCl;) v 3031, 2987, 1733, 1558 cmﬂ;

MS (EI) 327 (M), 207 (100);

AaEH
AR (CisHigFNOs ol TH3h): C, 55.04; H, 5.54; N, 4.28; F, 5.80.
BAA:C, 55.24; H, 5.46; N, 4.15; F, 5.67.

AAld 17

2-o| A7 2R Y-3-(1- T ) -4 EZF-E] 24k Y
EQ-p-UEZ2ER o] Ed2-1-(2-EEN YT
AAe], A FFES FA FPEZA AAd. FE

shebzel Ao dA wjA= vEgolt.

FaAls AREEE A o] 9fell= Al 6A & FAEHA

3 o YERT T, Aozl

=) mm
oy
Lo
Fh
[
il

722 7|2 0D (tho]Asteal Alx), o]FAb: n-FA/2-E 2 3-L=90/10, < 1.0me/ %, AE: A=254mm, A
AAA (F3)3); 14.65%, o]AAA; 16.7%.

[aly+1.60 (c 1.14, CHCls);

'H-NVR (500MHz, DMSO-ds) & 8.19 (d, J=8.6 Hz, 1H), 7.87 (d, J=7.9Hz, 1H), 7.79 (d, J=7.3Hz, 1H), 7.65-

7.56 (m, 1H), 7.52 (t, J=7.5Hz, 1H), 7.47-7.34 (m, 2H), 5.29-5.18 (m, 1H), 5.18-5.10 (m, 1H), 5.06
(dd, J=4.7, 13.3Hz, 1H), 4.28-4.12 (m, 2H), 4.07 (d, J=8.6Hz, 1H), 4.01-3.88 (m, 2H), 1.23 (t, J=7.2
Hz, 38H), 0.93 (t, J=7.0Hz, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 167.7, 167.0, 134.1, 132.4, 131.1, 129.2, 128.9, 127.0, 126.1, 125.1,

124.3, 122.4, 77.0, 62.0, 61.9, 54.7, 36.7, 13.8, 13.5 ppm;

IR (CHCl3) v 3025, 2987, 1732, 1557 o

NS (E1) 359 (M), 152 (100);

Eat

(o

AR (ColyNOg o] tH3H): C, 63.50; H, 5.89; N, 3.90.

BAA: C, 63.58; H, 5.96; N, 3.76.
A Ao 18
- EAFtE R D -4- L EZ-3-(2-E o d)FE] 2ol &

HESAIZHS 4841702 Stal, Edla-B-YEZ2EH gl Eda-2-(2-4E=ZH|Y)
o= AAld 6A ¢ FUASA AAsIY], HA FFES FA FAEERA Y.

4>m
m:lo
oo
ofd
o
i
H
il
=5
w



[0307]

[0308]

[0309]

[0310]

[0311]

[0312]

[0313]

[0314]
[0315]

[0316]

[0317]
[0318]
[0319]

[0320]

[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

[0327]

[0328]

[0329]

SS90l 10-1099408

Zrelr 7124 AD  (ThelAlstekAL Alx), olF At n-dAH/2-E R e=90/10, % 1.0me/%, FAE: A=254m,
d 9.

FAIZE: olAAA (F9A); 12.08, o]AdAA; 21.

Flr

[aly” +4.28 (¢ 0.90, CHCly);

'H-NVR (500MHz, DMSO-dis) & 7.22 (d, J=4.9Hz, 1H), 7.01-6.85 (m, 2H), 5.01-4.81 (m, 2H), 4.62-4.47 (m,

1H), 4.30-4.16 (m, 2H), 4.12 (q, J=7.1Hz, 2H), 3.87 (d, J=8.2Hz, 1H), 1.27 (t, J=7.2Hz, 3H), 1.15 (t,
J=7.2Hz, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 167.3, 166.8, 138.6, 127.0, 126.8, 125.6, 78.0, 62.2, 62.1, 55.5, 38.3,

13.9, 13.7 ppm;

IR (CHCl3) v 3031, 2988, 1733, 1558 o

NS (E1) 315 (M), 195 (100);

EaR RS I

(o

AXER] (CisHiNOS ol thdh): C, 49.51; H, 5.43; N, 4.44.

BAX]: C, 49.67; H, 5.43; N, 4.23.

(S)-2-dEA 72 R Y-3-(HE ZHE)S et &

WA 48R i, Eda-poUERAHE gl Eda1-UER-1-99NS Agw A oleldt A
Aol 64 St BASA AAse], EA HEES TA FHBRA Ak FE P 25 E 3 o U
die,

HPLC #4 =71t

N

7= 7124 0D (tpolAgshal Alx), o]F 4 n-AAH/2-T 2 3-8=98/2, 5 0.5mb/%, AE: A=210mm, |
FAIZE (S) o]AAEA (F93); 12.7%, (R) o]AZAA; 16.3%.

[aly" -4.87 (¢ 1.00, CHCL:);

'H-NMR (500MHz, DMSO-ds) & 4.71 (dd, J=13.4, 4.9Hz, 1H), 4.54 (dd, J=13.3, 6.9Hz, 1H), 4.30-4.10 (m,

4H), 3.63 (d, J=5.8Hz, 1H), 3.02-2.76 (m, 1H), 1.51-1.42 (m, 2H), 1.53-1.19 (m, 12H), 0.88 (t,
J=6.91z, 3H) ppm;

PC-NMR (126MHz, DMSO-ds) & 168.1, 167.9, 76.7, 61.9, 61.7, 52.6, 36.9, 31.4, 29.9, 26.2, 22.3, 14.0,

13.9, 13.8 ppm;

IR (CHCl3;) v 3030, 2960, 2932, 2865, 1730, 1553 cmﬂ;

MS (FAB) 304 (MH', 100);
HRMS (FAB) :

AR ([C14H26N06]+ of th3h): 304.1760;
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[0330]
[0331]
[0332]

[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

[0339]

[0340]
[0341]

[0342]

[0343]

[0344]

[0345]
[0346]

[0347]

SS90l 10-1099408

B2 304.1762.
2 Ao 20
(9)-2-NEA 72 -5-HE-3-(UEZ W) AAlol &l

WA 7FS 484170 2 dlal, EWRA-F-UEZ2AE I thild EdA-4-vwE-1-UEZ-1-HeS A-&3 A o]9)
ol = AAld 6A 9 FL3A HAAFY, A FFTES FA FAERA AU, S Fd 25 ¥ 3
ol vtepuitt,

HPLC 4] =4

Zrel: 7124 0D (trolAzteal A %), o)A n-FAb/2-Z 2 W8=08/2, <4 0.5ml/E, A= A=210m, A
FAZE: (R) o) AA; 12,18, (S) o]AAA (F34); 16.2%.

[al,-6.92 (¢ 1.04, CHCly):

'H-NMR (500MHz, DMSO-ds) & 4.71 (dd, J=13.3, 5.0Hz, 1H), 4.53 (dd, J=13.3, 6.6 Hz, 1H), 4.31-4.14 (m,

41), 3.62 (d, J=5.5Hz, 1H), 3.07-2.82 (m, 1H), 1.73-1.57 (m, 1H), 1.36-1.25 (m, 8H), 0.95-0.89 (m, 6H)
ppm;

PC-NMR (126MHz, DMSO-ds) & 168.0, 167.9, 76.8, 61.8, 61.7, 52.6, 38.9, 34.8, 25.0, 22.3, 22.1, 13.93,

13.90 ppm;

IR (CHCl3;) v 3030, 2962, 2873, 1730, 1553 cmi%

MS (E1D) 290 (MH), 160 (100):

AaEy
ALEA] (CpallgeNOs ol th3h): €, 53.97; H, 8.01; N, 4.84.
A2 C, 54.20; H, 7.95; N, 4.85.
#Z 3
A A] o] shtE (1) HEE-A) 7F & | B =
EWG R R R’ (A17H) (%) (%ee)
6A NO, H H Ph 24 86 93
15 NO, H H 2,6-(0Me),Ph 72 87 93
16 NO, H H 4-F-Ph 12 87 92
17 NO, H H 1-uzy 24 95 gV
18 NO, H H 2-glolld 48 4 |go"
19 NO, H H n-9g 48 78 81
20 NO, H H Qe 48 88 81
1D A JA viA: P57

AAld 21

of WMETEAYHES AFE3 A o]Lldl= AAld 6A ¢ T
& 82%, BT % 93%ee) O EA AT} $7 130-132C (n-



[0348]

[0349]

[0350]

[0351]

[0352]

[0353]

[0354]

[0355]

[0356]

[0357]

[0358]
[0359]
[0360]

[0361]

[0362]
[0363]

[0364]

[0365]

[0366]

[0367]

[0368]

[0369]

[0370]

SS90l 10-1099408

: D (tho] As}stAL A 2), o573 n-SA/2- T2 8=00/10, fr<: 1.0m/%, HE: A=254m, A
17k (R) ol d&Al; 8.9%, (S) old™&A (F73); 13.9%.

[aly +32.3 (c 1.06, CHCLy);
H-NMR (500MHz, DMSO-ds) & 7.39-7.23 (m, 3H), 7.21-7.09 (m, 2H), 5.12-4.95 (m, 2H), 4.18 (dd, J=9.9,
A4Hz, 1H), 3.77 (s, 3H), 3.73 (s, 3H), 1.35 (s, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 171.4, 170.8, 135.0, 129.0, 128.8, 128.5, 77.5, 56.7, 53.0, 52.8, 48.3,

20.2 ppm;

IR (CHCl3) v 3032, 2955, 1735, 1557 o

NS (E1) 295 (M), 189 (100);

MS (FAB) 310 (MH', 100);

A4
ALEA] (CllyNOs ol th3h): C, 56.94; H, 5.80; N, 4.74.
BAx]: C, 56.92; H, 5.82; N, 4.64.

A Al 22

(9)-2- EAFIERH4-UEZ-3-FJE] 22k g (L&) A)

ol2 £y 3}, EdA-B-UE2ZAEHA (149mg, 1.0mmol) I ZEAToE  (0.304m¢, 2.0mmol) 2
EEEd, A FulRA Ao 1A A AR R,R-EW-1-[3,5-¥~(EgEF 2 d)#Ad]-3-[2-(N,N-
Hueoln ) A S 284 H e 5-dlof (20.7mg, 0.05mmol) & f“%Wﬂﬂﬂﬂ ATH 12A)17H%, W23 ES
58 ILC (& &v): n-di/Tlodoel2) & FAste], %A sES 74 3474 (257mg, +&83%, 33t
T 88%) o 2A drt.

AAld 23

(R)-2-H| A -2-H| Z A7t 2 d~4-Y E 2 -3~ d L E]| 24t &

dEAvee dialel] WSAZEATAE S AR A ofolelli= Ao 6A oF FUSHA AAIEte], ®A B3HE
S T FAERA AU FEY 4 £EE 4 o vehid,

HPLC #4241 =

22 7|2 0D (tho]Asteal Alx), o]FAb: n-FAH/2-E 2 3-L=90/10, < 0.5me/E, AZE: A=210mm, A
17k (R) ol AAA (F3]3); 16.3%, (S) o|AAA; 21.0%.

[aly” =4.69 (¢ 1.13, CHCls);
H-NMR (500 MHz, CDCls, s 7.35-7.18 (m, 5H), 5.24 (dd, J=13.7, 3.4Hz, 2H), 4.84 (dd, J=10.1, 13.7Hz,
). 4.28 (dd. 1=9.9, 3.5Hz, 1H). 3.83 (S, 3H), 3.58 (S, 3H), 3.46 (S, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 168.0, 167.4, 135.1, 129.4, 128.5, 128.4, 86.0, 76.8, 56.0, 52.9, 52.2,

48.8 ppm;

IR (CHCl;) v 3032, 2954. 1742, 1556 cm ;
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[0371]
[0372]

[0373]

[0374]
[0375]
[0376]

[0377]

[0378]

[0379]

[0380]

[0381]

[0382]

[0383]

[0384]

[0385]

[0386]

[0387]
[0388]
[0389]

[0390]

[0391]

[0392]

[0393]

[0394]

[0395]

S=50dl 10-1099408

MS (FAB') 311 (MH), 104 (100);

S
AEA] (CollioNO; ol eish): C, 54.02; H, 5.50; N, 4.50.
B4 C, 54.18; H, 5.49; N, 4.43.
Ao 24
(R)-2-tert—F-SFA 72 B d o] l—2-w| A 72 B d-4-H E 2 -3-9 d F- | 24w g
gkt d gl tert-FEAZIER ol 2 W E S ARG 31 o]efoli= e 64 9 FUSA A
Alste], FA SHtES P AR EA AT F& B FEE R 4 o YERAT

Z: 1A AD (tholdsteial Alx), o] F At n-F;A/2-Z29-E=00/10, & 1.0me/¥, HE: A=210m, |
R) o] AAA (F9]=); 11.5%, (S) o] d&AAl; 17.5%.

Ju o
>,
=

[al)" 427.1 (c 0.94, CHCly):

'H-NVR (500 MHz, CDCly) & 7.36-7.17 (m, 5H), 5.94 (s, 1H), 5.50 (dd, J=13.1, 2.4Hz, 1H), 4.72 (t,

J=12.5Hz, 1H), 4.62 (dd, J=11.9, 2.8Hz, 1H), 4.34-4.21 (m, 2H), 4.19-4.09 (m, 1H), 4.05-3.95 (m, 1H),
1.46 (s, 9H), 1.29 (t, J=7.2Hz, 3H), 1.19 (t, J=7.2Hz, 3H) ppm;

13C—NMR (126MHz, DMSO-ds) & 166.4, 166.3, 154.8, 134.1, 129.0, 128.7, 128.7, 81.2, 77.0, 67.5, 63.4,

62.7, 48.2, 28.1, 13.8, 13.7 ppm;

IR (CHCl3) v 3396, 3027, 2985, 1743, 1715, 1555, 1485 e

MS (FAB) 425 (MH'), 325(100);
HRMS (FAB")
ﬂ]ﬂ‘i] ( [Czol‘Ing\IzOg]Jr oﬂ EH f:f_]_') T 424 .1846;

A% 425.1932.
AAd 25
(R)-2-F22-2-WEA 72 R d-4-1 EZ-3-3 d FE| 22k g

RN Y Ao FERUEAUNDE AEH R olslols AAlel 64 S FUAs WA, A SR
o vl QadenA AUy FEI B8 RS E 4o Yrpig.  §7 175-177C (n-sRb/ol A=
A=

HPLC

s

¢

A x4

e

Zd: 7124 0D (tho]Aststal A zx), o5 n-HAH/2-Z298=90/10, <5 0.5m¢/%, HE: A=210m, A
FAIZE (R) o)AAA (F92); 18.6%, (S) o|AAA; 23.3%.

20

[Q]D -6.16 (c 0.85, CHCI;),

'H-NMR (500MHz, CDCly) & 7.42-7.25 (m, 3H), 5.21 (dd, J=13.4, 3.3Hz, 1H), 5.00 (dd, J=13.4, 10.4Hz,

1H), 4.63 (dd, J=10.5, 3.2Hz, 1H), 3.84 (s, 3H), 3.59 (s, 3H) ppm;

PO-NMR (126MHz, DMSO-d;) & 165.7, 164.5, 133.3, 129.4, 129.0, 128.6, 76.6, 72.3, 54.6, 54.3, 48.2
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[0396]

[0397]

[0398]

[0399]

[0400]
[0401]
[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

[0410]
[0411]

[0412]

[0413]

SS90l 10-1099408
ppm;

IR (CHCl;) v 3029, 2957, 1750, 1560 cmﬂ;

MS (FAB') 316 (MH'), 154(100);

ALEA

AAEA] (Ci3HCINOg o) thdh): C, 49.46; H, 4.47; N, 4.44.
BAX: C, 49.46; H, 4.44; N, 4.41.
2 Al 26

2-(2'-UER-1'-7do]&)-1-52-1,2,3,4-Hl Eg} 8| =21} 2 &all-2-71 2 22

24

G|

SR e 1-%2-1,2,3 4-H EdS mREg A2 2R e ALgE A olsldl Axd 6A
FUs AAe], EAl BB tolivden £FES AU (04d.e., Fo tolrHAee] P

Tk 90%e.e., TE 97%). 2ozl HopaHH e ERES F7FE n-SAt/ oA Eqtld 2 5E Al A gte
24, 34 sg=d 78 detzdHdlen s T4 ddHorA A, &I F EEE XK 4 o v
Rl &4 101-103T (n-F3t/ oA EZ ). E, o Bgtee] Aol A wiA= vs Aol

Mg

A (F9A); 27.9%, o]4AA; 46

7z 7124 0D (tolAsteAL Alzx), olF4: n-FAH/2-Z23}E=90/10, % 0.5me/%, HE: A=254mm, A
XA % ] 7

[aly” +51.0 (c 0.75, CHCls);

'H-NVR (500 MHz, CDCl;) & 8.03 (d, J=7.9Hz, 1H), 7.50 (t, J=7.5Hz, 1H), 7.41-7.23 (m, 6H), 7.19 (d,

J=7.6Hz, 1H), 5.15 (dd, J=13.5, 3.5Hz, 1H), 5.05 (dd, J=13.5, 10.5Hz, 1H), 4.20 (dd, J=10.5, 3.5Hz,
1H), 3.65 (s, 3H), 3.05-2.89 (m, 2H), 2.47-2.39 (m, 1H), 2.10-1.98 (m, 1H) ppm;

13C—NMR (126MHz, DMSO-ds) & 194.3, 170.3, 142.5, 135.9, 134.1, 131.6, 129.9, 128.8, 128.7, 128.5,

128.3, 127.1, 77.8, 59.7, 52.7, 47.1, 30.7, 25.5 ppm;
IR (CHCl3) v 3031, 2954, 1736, 1687, 1601 o

MS (FAB) 354 (MH'), 189(100);

Eat

(o

AAER] (CoHigCINOs ol TiEh): C, 67.98; H, 5.42; N, 3.96.

BAX: C, 67.79; H, 5.43; N, 3.95.
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