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(5-(2-0}1) 13 Y)-2, 2-T] W &1, 3-T] & ) & A s o] E
(5-(2-om| 9 d)-2-W e -1,3-1] % ye A o] E
(5-(2-otm] 5 d)-2, 2-T] o E-1,3- 1) & P-4-) v D A v o] E
(3-(2-01m w9 ) -1, 4-U) S AL AT 2[4, 4] e db-2-2 ) W G A s} o] E

(3=(2-ot =¥ d)-1,4-T] ALY 2[4, 5] v 2F-2-A ) v e A wp | o] E

(5-(2-ohredd)-2-9d-1,3-1 && H-4-2
29d)-2,2-tg-1,3-t] & d-4-d) v e d g o] E
Endd)-2-vd-1,3-t§&d-4-d) v o] E
ERZud)-2,2-telg-1,3-t] & & H-4-U) v g d s o] E
HAd)-1,4-t) SA AT 2[4, 4] = 3-2-9) v D A v o] E
23d)-1,4-t SA=T 2[4, 5] H7H-2-) w D A g o] E

(5-(2-Uo|E

(5-(2-1}0]
(5-(2-1}0]

(3-(2-Lo|ER
(3-(2-UolE

(5-(2-o|E
(5-(2-1}0]

)y v o] E

23d)-2-9d-1,3-t 5&d-4-d) e d v o] E

ERdE)-2-5a-1,3-HEE w4 v Ad o] E

(5-(2-w &g d)-2,2-t) &1, 3-U] & A-4-L )W d uv o] E
(5-(2-vesd)-2-Wd-1,3-t] & e-4-d)w e A a0 E
(5-(2-w &g d)-2,2-t] o &-1,3-U] § & H-4-L )W mpr o] E
(3-(2-vlg s d)-1,4-t SAL AT 2[4, 4] = d-2- ) W E A o] E
(3-(2-mE 3 d)-1,4-t A= 2[4, 5] b1 7H-2- ) vl 2 A e o] E
(5-(2-vesd)-2-5d-1,3-t & e-4-A) v e A a0 E

(5-(2-P Qo}v] s )-2, 2t 9-1,3-0) § 4

(5-9d-2,2-v v €-1,3-t] &&2-4-d) v e A g o] E
(5-7d-2, 2-T] o &l-1,3-T] & A4~ M R A shw o] &
(3-19-1,4-T) AL 29 2[4 4] = h-2- ) v & A e o] E
(3-719-1,4-0) G A} 23 2[4, 5] 6 7-2-91) | & A v o] =

it

2-(5-114-2,2-v|E-1,3-t] 5&-4-d ) o D spr o] E
2-(5-114-2,2-Hol&-1,3-t) 5&-4-d ) o D gpr o] E
2-(3-MA-1,4-H AT 2[4, 4] = d-2-) o 2 A she o] E
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H-4-d) v e o] E
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[0084]
[0085]
[0086]
[0087]
[0088]
[0089]
[0090]
[0091]
[0092]
[0093]
[0094]
[0095]
[0096]
[0097]
[0098]
[0099]
[0100]
[0101]
[0102]
[0103]
[0104]
[0105]
[0106]
[0107]
[0108]
[0109]
[0110]
[0111]
[0112]
[0113]
[0114]

[0115]

[0116]

[0117]

S=50dl 10-1699145

(58) 2-(3-#A-1,4-t ALY 2[4,5] vl 7k-2-) o D M v} o] E

(59) (5-wld-2,2-t]vg-1,3-t)&&ET-4-d) e o] E

(60) (5-wl&-2,2-t]ed-1,3-t)&ET-4-d) e o] E

(61) (3-MA-1,4-E] ALY 2[4, 4] = 3-2-) W H o] E

(62) (3-MA-1,4-v] ALY 2[4, 5] 7H-2-) WD H o] &

(63) 2-(5-79-2,2-t]w&-1,3-t] = )ol & st o] E

(64) 2-(5-719-2,2-t]o&-1,3-t] = Yol & s o] E

(65) 2-(3-91d-1,4-U AT E[4, 4] =\ d-2-) DA gfH o] E

(66) 2-(3-wd-1,4-t) &AL ~3 2[4, 5] 01 7F-2-) o D A o] E

(67) 2-(5-(2-2==2W4d)-2,2-tr9-1,3-t&Ed-4-d) A o] B
(68) 2-(5-(2-F2=Wld)-2,2-t]o&-1,3-T] §&T-4-d ) o D A g o] E;
(69) 2-(3-(2-222WZ)-1,4-USA AT 2[4, 4] md-2-d) o D v o] E
(70) 2-(3-(2-22=WH)-1,4-tSFA=T 2[4, 5] HZH-2- ) o D A vpr o] E
(71) (5-(2-222WA)-2, 2-tIE-1,3-t] §&e-4-d)md A s o] E
(72) (5-(2-222WA)-2,2-t]oE-1,3-t] §&e-4-d)md A s o] E
(73) (3-(2-E22Wd)-1,4-t ALY 2[4, 4] e d-2-d) g d gprf o] E
(74) (3-(2-E22Wd)-1,4-t AL 2[4, 5]dZH-2-d) g A gprf o] E
(75) 2-(5-(2-2 2 23d)-2,2-t|v|E-1,3-0] §&P-4-A) o D v o] E
(76) 2-(5-(2-2 = 299)-2,2-td-1,3-t&ET-4-d) B o] E
(77) 2-(3-(2-2 229 H)-1 45 AT 2[4 4] md-2-) o g gpo] B 5l
(78) 2-(3-(2-ZF22¥Y)-1,4-UFAL AT 2[4, 5] v zb-2-) o P A gpf o] ER o] Fo]x] o zRE HEHc),
o FAA AAGE ] w2, A7) SEES

(1) (5-(2-ZF2=2¥d)-2,2-trE-1,3-t & A-4-A) e T o] E;

(2) (5-(2-Fz=2dd)-2-vE-1,3-1&&d-4-A) e duiro] E;

(3) (5-(2-22=2¥d)-2,2-t]dE-1,3-t & A-4-A) e T o] E;

(5) (3-(2-2==23H)-1, 4-t|SA2=T] 2[4, 5]HH-2-9) md d g}l o] E

(25) (5-(2,6-t]22=23d)-2,2-tuE-1,3-t| S&ET-4-d) e d o] E
(43) (5-(2-YeolEZHd)-2-&4-1,3-1) & d-4-A) v du o] E

(44) (5-(2-WE=d)-2,2-tv€d-1,3-t] & e-4-A)w e dur o] E

(54) (3-¥19-1,4-0) A0 2[4, 5] 2F-2-A) e A gro| E; &

(64) (5-#1d-2,2-t]olld-1,3-t]| S&T-4-d) oA o] E e dujuo]ER o] Folxl o wiH e,

TAAQ]L AA el wad, 7] sighee ehAvAl, getolddAl, FEAAdAA, FetolddAe] &9

g PR AolgaAls £gEe] Feold.

AAlelol deplE niel o], E HAEE tkd YAt EES FAEa, v AFEe 9
ﬂogﬁ4f%owlﬂﬂﬁq- A3k
B AN AFEE &o] "FEolHA"E skt o] 71EAd "t EAlsy] wiiEed ME PJAAA B

3 I
&3 dAIEA 28T shs omdrh. FAAQ AAFE el mEd, R Ftold A A= 718
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J-7-%(stereo-configuration) ¢l Zo]t}.
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ME A
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A
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L

wjr

[0120]

el
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= KR
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AzE, opase

/15_-_]}‘

)

QREE
Al 2~ ¢l

=1]
=

RolA EA
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el

3

[0123]

1

A
L

g Al A el M

1
2EFE S (rotarod) AelAe A

A

L

B

3]s

=i}
=

WAl Al
WA el Al

A

.

3

[<)

A
.

],
wel shEel Folzh vkl otel(arip strength)

°

8=
E F38%

= 3
= =
o]

o]
KR
=

[0124]
[0125]
[0126]
[0127]

B!
]

%

I

& Al AL

[0128]

& Ao AR nek gol, "

[0129]

3

N

[0131]

=3

N

N

2]
el

N

[0133]

24 AlE

A

o

el

Ao
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10-1699145

s==4

23]

£y

i

umo
%

ol

[0135]

3

23]

, g

2

e AE=z

2

w2
Al

vl
=

25
o,

. 2Hlok2 At vy

24

=

ool E,

EES=I-PNRRE RN

A4

¢

23]

HEAE

m
=

Al
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1=3
El

shAl, &

L

L

[e]
R

Aol A

513

ul
=

A

o} x

5

B

o]

A

B

= Ay

SR EER

[0137]

‘_AO

o= 0.001-10000 mg/kg(A

Q]
=

=21

_]

3

%=

s
&

jo
__oﬂ
=)

i

o))

B gl
=,

ofe] ez Aledt.

(elixir),

L
L

o]

¢

B

ToH
2!

_
N
N

L
o

(H) o2 Jehfojx

54

H71 3t

9

dxd F2ifol

al X

sperE o] Adupr| o]

ey

L
L

Aol EV|= ¢

o

(32 Yol

h
1

stk (1l gejw whel gt

171 3}

(2)

o]

o

L.

(3)
m
22A%d ofolalohlol, s

=
=

ol
kel
po.

Fefell A, (a)
A

2 o
=

sl7] ghaal(2) o2 ey el X
2 j o

gt

ge) ® v}

iy
WA Ao A ALEE fo] " o] A (sulfamation)"
ol w|

3

[e)

i

X
R
A=

X
L.
]
=

kel

[0139]
[0140]
[0141]
[0142]
[0143]

t}:

ol
__OD

23]

N
N

Ask g A AN S (3)e] 5

F
ol
o

ol

o
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[0145]
[0146]

[0147]

[0148]

[0149]

[0150]

[0151]

[0152]

[0153]

[0154]

[0155]
[0156]

[0157]

[0158]

SS90l 10-1699145

(4)
271 AolA, Ry WA Ry, n 3w SR (D)ollA Aejd nke g,
AT: C1 Cgol:' ] EEL‘ C1 Cg Z___]O]T;]—

A o zHze] Dol AgEo], oA (3)9] HBS Ak BAM WA ARAT LA
S % oA, B el e a2 1 dngE UYL Jo) AUAS A8 5 9

o A1 Mﬁgw W, B owgel sgEe Az WHe, 7 AAGIoR dehlolAs }EE
g H(6-1) EE S (6-2) 0% vehfol )t HEE WIAAA FHH W) HFES I

OA
n
Rg R; OH O
Re (5)
Ry R, 0
X .
CH3O OCH3 (6‘1) R'I R2 (6‘2)

71 AelA, R WA Ry, n, m ROAS 3R (4)0ll A Aol nhel g

g Ak BekA(6-1)9] Bgt=ellAe] HFAY] Ei= 34ehA(6-2)9] BgtmelAe] FhRd Aba] 9] %“3
2} H-ZF(protonation)ell AHE-H oY, 348k (5)9] 3hghEe] H2o] 345k (6-1) Fi= 3ehA(6-2)9 et W

$% W F5E W9 EE B2 2 olwAZ

, 371 A7) o2 YEtoiA = 3etE

& qnh,
o FAYN APl uhEd, 2 ouge) gl A S
)9l gEe BYSE wAS I mgech

A A 30
o) e =sA5E A5 o8 saske] 58405

A4

A

A
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[0159]

[0160]

[0161]

[0162]

[0163]

[0164]

[0165]

[0166]

[0167]

[0168]
[0169]

S=50ol 10-1699145

71 Aol A, Ry WA Ry, n, m R AE sEA(4)00 A G whel A

rr

B /11]}\101]}\1 /\]-3-5] £o] "1—4 FEEA3 = AbstAl S gl Hukste] 93 H&(vicinal diol)& FA43t
El; Al o] 2719 3 EEA7]|E Al-FH 7} (syn—addition) HE¥E SHE]-
Eﬂ(anti—addition)@oﬂ «]SH —rfs b, g3 =F43 = 0504, K005, KoCO; E KMn0, S XSl AbsbAlo] <

e
14
O
\'(

O

i
0

%

=2

i

ol

N

fohy

Lo

1>

S

[
[r

fohy

ﬂ'

H(4) oz YepfolA = sgtas Al

of

s}

o

oS AAldo] ol Bu AstAl dgith, o5 AAds B FAA R AWE =S okd Aol
AT st vkl o] E owge] W= AR EE AAdd 95 FAHA feviE AL B e
Fokoll HEE AEA A Aot
ey A5 AE AL
A el
[t g A1) TS ER-dtme HeEel 94
R, a R, R:  oH
R Mo OH_ A s or_, J oPG
R? R, R{ R. RZ R, OH \
o ma7| tg-sere R R
s 2 .
R, //' R‘WOH
R, n
n\ OH R R;
Rs
e B « /' cssaumssius
N g & OH e B Re
R, - . 4 OA " OLim oA
D =y R; OH O i R R o
Rg g R; (o] Rs
Cl2-oaH 2 ot e Clg&at-oaHE 3ats
Aol SiEel FAel AT USEd-gne YRS UESUs, 5T L YRE Wl o8 @
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[0170]

[0171]

[0172]

[0173]

[0174]

[0175]

[0176]

[0177]

[0178]
[0179]

[0180]

SS50dl 10-1699145

OH

100ml 5 v} (round-bottomed) Ze}AFol, 2-F22AUYAN(5g, 7.3mmol) 2 HEZSo]| = 2F(20m] )&
A7 sla, Whe ZES 0CE By, Egddolwl(4.2ml, 30.1mmol) L o€ ZFE R I uo]E(2.88ml,
30.1mmol)E FH7FstAth. W TFES wRkstE Fotel] WAl P EZ FAAHAT. 247 Fof, g EFE
< HEZSto|ER2FTOo R Aot 13 43k gof).

ol
o
N

G'}
o
0Q
—
B~
N
OD
=]
=
o

= 0ColA 2ol 53 FasteAUEF(Q. )l 4

oz WEFRAZAMY. Bk TRES "okl 1Ei FEota, =2 AlHssit. 9
Ak adlE (NgSo) o2 AxA|7)aL, ofstste], g stellM wFskltt. vAA sheh=
3 AAske] Al sheh=(2.96g, 60~70%)& ST

7F8te], 2A1ZF FoF nnNksla 12
3

tlo 2 o

" )

A o o
0,
ER

ol
2

Hol

Lo

I NMR(400MHz, CDCl3) 61.67(s, 1H), 4.39(t, J=4.0, 2H), 6.37(dt J=5.6, 16.0, 1H), 7.03(d, J=16.0, 1H),
7.18~7.38(m, 4H).

Azd 2 @ (B)-1-F22-2-3-(HEA | EA]) T2 Z-1-0 d ) il Al

Cl
OMOM

250ml T vbe EFekaAel], (B)-3-(2-FR2ud) Z R 2-2-¢1-1-&(2.96g, 17.5mmol, A|Ze] 1) % tFEZ
Heh(17.5m1)& H7bebar, vk ERFES 0CE WZeqlth. toliaxzzdogoll(6.1nl, 35.1mmol)S F7}a}
I, 0CoA ket mdSEF 22 dd 2(2.77n], 35.1mol)E A7leta wHA mateldvt. s EFRES
128 FASIGEFENoR wgFasta, Ixaduaozr FE3T. 3 {7 FE55S TR
H#(MgS0) 02 A7, olaste) g ol gHakleh. vgA sgES delstd Al o8 FAs
o] A4 33HE(3.43g, 85~95%)S AAdskqiTh.

I NMR(400MHz, CDCls) &63.44(s, 3H), 4.30(dd, J=8.0, 1.6, 1H), 4.73(s, 2H), 6.30(1H, dt, J=6.0, 16),
7.04(d, J=16.0, 1H), 7.20~7.57(m, 4H)
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[0181]

[0182]

[0183]

[0184]

[0185]

[0186]
[0187]

[0188]

[0189]

[0190]
[0191]

[0192]

S=53 10-1699145
AZzd 3: (IR, 2R)-1-(2-F 229 d)-3-(WEA W EA) Z23-1,2-1] &

Cl  OH

OMOM
OH

A3 K7 7F FE)E 250m] T wiE SEfade 3A-REd RS 80ml, & 80ml, ¥ XEMFIHIEAlolYo]=
(KsFe(CN)s, 15.93g, 48.3mmol), €225 (K,C0;, 6.7g, 48.3mmol), (DHQD),~PHAL(0.12g, 0.16mmol), FE}FS

2 o] E (K;0s0,(0H),, 11.8mg, 0.03mmol), % wWgrAdEoln|=(1.53g, 16.1mmol)S o], 0ColA nwka}sitt.

(B)-1-2 2 2-2-3-(MISA I FAD) Z 2 2-1-o )Wl Al (3.43g, 16.1mmol, AlZe] 2)& W] Hrbsta, &=
< 0CelA WA A-dsHA wdkersgl 4

S 0ColA uwtels Fkell, o} tEH (NaoS0s, 24.4g,
193.5mmol)& H7Fstal, EFES Ao JFeAZ. ddetAHo|EE wg EfEd Hrleta, T wE F
o B3& f71E8mME F7F FEE. @3 47158 22w FasnEEdor AHedn. @3 f7) F
55 TP UE(gS0) o2 AEAI7IAL, sk, 2 StellA w3, nEAl sihESs AEghA
Aol oa) AAst] FA 33E(3.31g, 75~90%)S WA BT

I NMR(400MHz, CDCls) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 1H)

Az 4 @ (1S,29)-1-(2-F22399)-3-(HESA W EA) T2 3%-1,2-1] &

"~ “OMOM
OH

(DHQ),~PHALS- (DHQD),-PHAL thilel] A}&3l= A& ALstars, Azl 3904 718 upel o] Adxoz &

At WS dste], TA shEE 3.1g(75~90%) S F5IHAT.

" ONMR(400MHz, CDCls) 63.09(d. J=5.6. 1H). 3.27(d. J=4.4, 1H). 3.41(s. 3H). 3.69~3.77(m. 2H).

3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)

Az 5 1-(2-FEEAD)-3-(HEA W EA]) 2 P-1,2-1] &

Cl OH

OMOM
OH

(B)-1-F22-2-G-(HEAWEAD ZZ2 -1 HulA(9.1g, Az 2)& oMAHE/3AFELIZE/E(5:1:1 V/V)
o] EFE 45mlolA FalEith. A2olA, N-HEEZU-N-A}0)=(7.51g) 2 LAFHEZA|=(0.54g) 5
o 7]o] Hrpstar 2~3A17F b wykelgith. wkSo] dEHW F5E AAES B 9 fugdIF 2o =0 E Al
3k, ololA, f71FS FEabul il (MgS0,) o2 AZstar, oJ7slte], 7 sl A FEFEATE. v AGA

B ES AgbA A-d oe AAlste] FA B3E(7.42g, 70~90%)S A ).

I NMR(400MHz, CDCl;) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)
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[0193]

[0194]
[0195]

[0196]

[0197]

[0198]

[0199]

[0200]

[0201]

[0202]
[0203]

[0204]

[0205]

[0206]

SS90l 10-1699145

(IR, 2R)-1-(2-Z 229 d)-3-(H EA W EA) T2 9-1,2-1] & (3.31g, 13.4mmol, A|Zo 3)°], wHEAZF=2o|=
& A5, 0CE BASSIT. 2,2 SA LG 50, 26.8mol) B p-E T

ki, 5ARE ek AeolA aslglth W e 2 MeERAR, dudFnese FEe,
E2 AAF3AT. f715S T el (MeS0) o2 AxA715, S5t vAA sgdeEs AeqtA A
ol olal AGAlsto] FA 3HHE(1.05g, 30~40%)S Ad8H3ITh.

'H NMR(400MHz, CDCl;) §1.57(s, 3H), 1.63(s, 3H), 1.95-1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Az 7 0 ((4S,55)-5-(2-Z 2 29d)-2,2-t]He-1,3-T]| & H-4-d ) v ek

Cl OAK

0
[:i:]//\\;/““ok

(1S,29)-1-(2-F 22 99)-3-(HEA W EAD Z2 -1, 2-T] & (A Z 4)& (IR,2R)-1-(2-F22Hd)-3-(HEA]
HEA)Z23-1,2-t & (A Zd 3) diglol] Algste RS AQstas Az 6olA 7[AE e} o] AHH o

2 Fdst S dte ®A FgE(1.1g, 30~40%) S F53FATE.

' NMR(400MHz, CDCly) 61.57(s, 3H), 1.64(s, 3H), 1.98(m, 1H), 3.76~3.83(m, 1H), 3.88~3.90(m, 2H),

5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Aze 8 1 (5-(2-FE22dd)-2 2-vHE-1,3-t5&Ed-4-d) s

1-(2-2229d)-3-(EA M EADZZA-1,2-1] £ (A 2] 5)S (IR, 2R)-1-(2-F 22 3d)-3-( EA W = 4))
291,208 (A 3) Balel Agats A Agaas Azd 64 748 vsh go] dAKow
RS ko] BA BFHE(2.1g, 30~40%) S F53IATH.

o (K

'H NWR(400MHz, CDC1y) 61.57(s, 3H), 1.63(s, 3H), 1.95~1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)
Azl 9 1 (B)-3-(2-=F 230 d)-ok=2 4t

E (3]

NS
OH
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[0207]

[0208]

[0209]

[0210]

[0211]

[0212]

[0213]

[0214]

[0215]

[0216]

[0217]

[0218]

[0219]

[0220]

[0221]

[0222]

SS90l 10-1699145

2D (247ng, 2.90mmol) S A2 N, F stellA ]2da EE4H(3.1g, 29.00mmol) R 2-EFF U3
= (3g, 24.17mmol)7} wRkE gl Hrpskich, SNE Ao, Ait EHoz NEFEAIFT. FAES o
oA HolE g =2 At {715 & =& .

S AR AFHENY. 7715S TR EFNaS0) o2 A3A 7] AL O%JJro}O% FEeTh. mAgA 39
< A=A A o8 AAlste] xA sk (3.66g, 70~90%) S A8k

I NMR(400MHz, CDCls) &6.60(d, J=16.0, 1H), 7.24~7.50(m, 3H), 7.66(d, J=16.0, 1H), 7.84(t, J=8.0, 1H)

Azd 10 @ (B)-3-(2-ZF L 2¥d)-Z2Z-2-d-1-&

(E)-3-(2-2F2 ﬁﬂ‘é)—o}ia‘* (Azd 9)& 2-F22AYAE el ARgshs A Al9lstas Alzd 19
71718 npep HAHow FAd e Fste], #Al shgh=(1.6g, 30~40%)& 5T

'H NMR(400MHz, CDCls) §1.67(s, 1H). 4.39(t, J=4.0. 2H). 6.34~6.41(n, 1H), 7.00-7.38(m. 4H)
Azd 11 : (B)-1-EF 2 2-2-(3-(MEAWEA ) ZZZ-1-o ) Al

F

(E)-3-(2-ZF o gud)-Zax-2-d-1-2 (A% 10)& (E)-3-(2-F2&Hd)- Eiz—z—oﬂ—l—%(zﬂ&oﬂ 1) o
Aol A8 AS AQstars Axd 20 7|AE wle} Aoz FAI WS st TA FFE(2.23g,
85~95%) S 53t

2}

I NMR(400MHz, CDCly) 63.44(s, 3H), 4.30(dd, J=1.6, 8.0, 1H), 4.73(s, 2H), 6.27-6.37(n, 1),
7.02~7.57(m, 4H)
Az 12 ¢ (IR, 2R)-1-(2-EF 2 Hd)-3-(HSA | FA ) Z23-1,2-1] &

F OH

OMOM
OH

(B)-1-ZF 90 2-2-3~(HEAWEA)ZZ Z-1-o| D)Wl (A Zd 11)S (BE)-1-F22-2-(3-(HEA W EA]) =
1ol )Rl (Al e 2) dialel AMEEE RS AlQetas Alxd 3o 7AE wiep AAHow Y
ate] . ®A SIE(2.13g, 75-90%)S FE58FT).

2
E

o [H
tlo |k

i3

I NMR(400MHz, CDCl3) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)

Azl 13 :© ((4R,5R)-5-(2-FF L 2¥d)-2,2-tvE-1,3-t] & &H-4-d) v g2

0]
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[0223]

[0224]

[0225]

[0226]

[0227]

[0228]

[0229]

[0230]
[0231]

[0232]

[0233]

[0234]

[0235]

[0236]

SS90l 10-1699145

(IR,2R)-1-(2-ZF 2 2 d)-3-(HEA W EA] ) T2 F-1,2 %—] d 12)& (IR,2R)-1-(2-F=2=29d)-3-(|
EAWEAD Z23-1,2-T) & (A Zef] 3) tilol]l AMESE AS ALstas Azxzd 69 71AE upep AdHoz
U3 9 %ﬁowijUﬂﬂﬂ%uJ@,%%%V’?%aﬁﬂ.

I NMR(400MHz, CDCls) 61.57(s, 3H), 1.63(s, 3H), 1.95~1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Az 14 : (15,29)-1-(2-ZF 229 9)-3-(HSA W SA]) T2 #-1,2-1] &

F OH
v~ “OMOM
OH
(E)-1-ZF 2 2-2-(3-(HEA W EAD) T2 Z-1-o DA (A Zof| 11)S (E)-1-FZZ-2-3-(HEAHEA ) T2 T
-l )Rl (A zd 2) didlel] AMgEtE AL AlYstas Az 40 ZlAE wiel HAHor A WS

Fatol, A 3heh=(2.13g, 75-90%)& TS

I NMR(400MHz, CDCl3) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)

A zol 15 : ((45,55)-5-(2-FF 29 d)-2,2-tv&-1,3-t] & &H-4-Ad) v g2

OH
(1S,29)-1-(2-ZF 2 2 d)-3-(HEA W EA] ) T2 F-1,2 % Az 14)S  (IR,2R)-1-(2-F 2 23d)-3-(v]

SAMSEADZRE-1,2-0 (A xd 3) thaldl ARgets RS Alflstas Az 60 71AlE whep ddHow
AT S Akl wA BshE(1.73g, %%%V’¢%aﬁ@.

'H NMR(400MHz, CDC1y) 61.57(s, 3H), 1.63(s, 3H), 1.95~1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Az 16 : 2-2o=WAdH s =

ZTaFdA, 2-2 2=l AT E(4g, 17.09mmol)S TS Z2 W EH(DMC, 85ml)olAl &a|Al71a YA, Absiir
(Mn0,, 14.86g, 170.92mmol)E o]o| H7}skgith. Aozl whg AAHES FF shollA] wdtst | gt5d

W, AojA Hke AAES 2egorw WZAZ|IL YA, Aol E(celite)E ARSI o Islar
FE(3.62, & 75~90%) F55HC).

I NMR(400MHz, CDCl3) &7.30~7.99(m, 4H), 10.10(s, 1H)
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[0237]

[0238]
[0239]

[0240]

[0241]

[0242]
[0243]

[0244]

[0245]

[0246]

[0247]

[0248]

[0249]

[0250]
[0251]

[0252]

SS90l 10-1699145

Az 17: (E)-3-(2-8.2.=dd)-otad4t

(Aze 16)5 2-EF2dus|= tidlel ARgeh= Ag Al9lstars Az 99 7A€
H.

= =
nhsl AdH o FAT YRS Astel, HAl B (2,068, 70-90%) & FEFHA.
1H NMR(400MHz, CDCl;) &§6.60(d, J=16.0, 1H), 7.24~7.50(m, 3H), 7.66(d, J=16.0, 1H), 7.84(t, J=8.0, 1H)

Az 18 : (E)-3-(2-8=¥d)- 222X -2-4-1-&

@/VOH

(B)-3-(2-a o =dd)-olad Az 17)S 2-F 22U tiale] AL&3slE AS AQstas Azxd 19
ZIAE vie} Ao w FAS WHS st FA FFE(1.08g, 30~40%) S 53T

'H NMR(400MHz, CDCly) §51.67(s, 1H), 4.39(t, J=4.0, 2H), 6.34~6.41(m, 1H), 7.00~7.38(m, 4H)
Azl 19 1 (B)-1-8. 2 =-2-(3- (WS A v FA]) 22 2 -1-0] ) il Al

(B)-3-(2-8.2c9d)-T2Z-2-2-1- (A Zd 18)E (E)-3-(2-FE2H|Y)-T2IZ-2-ql-1-(A|Zxd 1)
of AME3t= RS AYstas Az 20 71AlE vl AAH oz Fds WHS Psto], wA| IFE(1.37g,
85~95%) 2 4~5313itt.

'y NMR(400MHz, CDCls) &63.44(s, 3H), 4.30(dd, J=8.0, 1.6, 1H), 4.73(s, 2H), 6.27~6.34(m, 1H),
7.02~7.57(m, 4H)

AZzd 20 @ (IR,2R)-1-(2-2 2 = d)-3-(HEA W EA ) Z 231, 2-1] &

| OH

OMOM
OH

(B)-1-8.9 =-2-3-(AZA W ZA) T2 Z-1-o D) WAl (A 2] 1) (B)-1-F22-2-(3-( EA v 5 A] ) L2 32—
el (Al ze] 2) thale] ARgshs 1S Alelstas Azl 3o 7A€ vieh AdHor FATd Y-S
ato], Al 3FHE(1.32g, 75~90%)S S5

I NMR(400MHz, CDCl;) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)
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[0253]

[0254]
[0255]

[0256]

[0257]

[0258]
[0259]

[0260]

[0261]

[0262]

[0263]

[0264]

[0265]

[0266]
[0267]

SS90l 10-1699145

(1IR,2R)-1-(2-2. 2 =9 d)-3-(HEAWEA) Z2 -1, 2-t (A ZFd 200S (IR, 2R)-1-(2-F22dd)-3-(H=
A EAD Z23-1,2-1) & (A 2o 3) tAalel] AMEStE RS ALstas Az 64 7|AlE uief ddHoz &
A3k WS dYste], FA 3FEE(1.33g, 30~40%)S 5T

'H NMR(400MHz, CDCls) §1.57(s. 3H), 1.63(s, 3H), 1.95~1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Azd 22 (1S,29)-1-(2-2 2 = d)-3-(HEA W EA ) 22 #-1,2-1] &

(B)-1-22=-2-B-(HEAWEAD T2 Z-1-o| DA (A 2] 19)S (B)-1-F22-2-(3-(HW S
-l )l (A zd 2) daloll AMgshs S AQstas Alxd 40 7|49 viel dd5o=z 5
sto], Al SEE(1.32g, 75~90%) S S-5319lTh

o
I

rsL‘ it
% |k

oz

I NMR(400MHz, CDCl3) 63.09(d, J=5.6, 1H), 3.27(d, J=4.4, 1H), 3.41(s, 3H), 3.69~3.77(m, 2H),
3.96~3.99(m, 1H), 4.69(s, 2H), 5.19(t, J=4.4, 1H), 7.23~7.61(m, 4H)

A zof 23 1 ((45,55)-5-(2-22.=vd)-2,2-tHE-1,3-t & d-4-A ) v e

5

(15,29)-1-(2-2 2 =3 d)-3-(MEA M EAD T2 -1, 2-1 & (A Zd 22)S (IR, 2R)-1-2-F2=2¥d)-3-(15
A EAD) Z 231, 2-T]) & (A 2o 3) Aalo] AMESE RS ALstars Axd 69 74" niep AAHoz F
A3t WS ste], FA 3E(1.33g, 30~40%)S FE5ATT.

'H NMR(400MHz, CDCls) §1.57(s. 3H), 1.63(s, 3H), 1.95~1.98(m, 1H), 3.88~3.89(m, 1H), 3.90~3.96(m, 2H),

5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

Az 24 @ (B)-HWE-3-(2-F 22 d)olady o E

WO/

250ml Ft wbeh FEkadelA, 2-F 2R AU AH(25g, 136.9mmol) R WEHE(56ml)S H7lSEATE. Xz
EdEzeto]=(P0Cls, 1.27nl, 13.6mmol)E H7ketiet. whe EfES 857 StollM 3-4213t Fob wwkeiit
S EEES AeoR WzEte], 129 FAUEFEAoR eEREgint. EFES ddotAEHclE
FEota, =2 AFRSIY. £58 ddHokHlER kR FEdiY. §F f75E B9 4@1%



[0268]

[0269]

[0270]
[0271]

[0272]

[0273]

[0274]

[0275]

[0276]

[0277]

[0278]
[0279]

S=50ol 10-1699145

(MgS0) .2 AxA7)a, oJztste] 21

ofd
ol

Foll 4 553k ). (26.98g, 85~97%)
" NMR(400MHz, CDCls) §3.84(s. 3H). 6.45(d. J=16.0. 1H). 7.28~7.65(m, 4H), 8.12(d. J=16.0., 1H)
Az 25 : (2R,35)-HlE-3-(2-F=2=23d)-2,3-U3 EE2A T2 T o] E

Cl OH O

A ARkZ17E gElE 1000ml E vbe EeksAE 3A-TE
(KsFe(CN)g,  135.53g,  411.63mmol),

43S 362ml, & 362ml, FEEMFH Aol =
XERFZFR U E(KL0;, 56.89g, 411.63mmol), (DHQ).PHAL(1.06g,
1.37mmol), NE}FL 2wl E(K0s0,(0H),, 0.1g, 0.27mmol), 2 wlgHdEoln]=(13.05¢, 137.21lmmol)Z A} %
i, 0CAA wRrslich. (B)-wE-3-(2-F 229 ) ol A -0 E(26.98¢, Axd] 24)5 el Hrtsta, £
ES 0CAA ¥l AdsiA adelt. EFES 0CAdA wdtsls 52, oA EFENaS0;, 24.4g,
193.5mmol), SlEolAME|olE ¥ &
< Aol H o Edf| Hrtstar, ' )
2L, FFEGER 360g) 07 23] ﬂ’ﬂo}?iﬂr. G712 By & §7]2S 22 gHEUc. = 2a I,
2S5 FFsAmlay|Gos AxA "

E
e
:\_i‘
prl_g
: 2
o 1

7
of o8] AAlste] FAl 3 (24.42g, 70~ 90%);3 3t
1H NMR(400MHz, CDCl3) &7.62~7.26(4H, m), 5.51(1H, dd, J=7.2, 2.4), 4.50(1H, dd, J=5.6, 2.4), 3.86(3H,
s), 3.13(1H, d, J=6.0), 2.79(1H, d, J=7.2)

A zol 26 :© (4R,5S)-HE-5-(2-F 223 d)-2,2-tIvE-1,3-T & Hd-4-T 5 Ao E

i

IHAE2 | =(M0O)E (25,3R)-ME-3-(2-F229d)-2,3-HI =EF A L2} mof o] E(24.4g, AH|Ze] 25)0 #
7Vvetar, 0C= WZstgich, 2,2-TiWEA Z 23 (26ml, 211.77mmol) 2 p-EF A EAH(2g, 10.58mmol)S H7}

s, ALo)A murelgith, wre EIES Bz uleZasiy, WudIZugo|mw =2 Bz A Hsto],
Feguntaigos AxA7a, os 0 BHadt. vgA SEEe At Aol ols) gAlste] ®A
3HHE(23.6g, 70~95%) A }oﬂt+

1
H NMR(400MHz, CDCl;) &1.63(s, 3H), 1.65(s, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.62(d, J=7.6, 1H),
7.28~7.64(m, 4H)

Alzdl 27 ¢ ((45,55)-5-(2-2 = 23d)-2, 2-t | E-t] S&d-4-2) m e

g FodFuFalo]=ato| =(LiAlH, 3.31g, 87.25mmol) &ML 0CoIA HEZS o=
2IFehe] =9l MK%%%%%%%%EEﬂ%%Z%QﬂQﬂ3¢J £ -4-71 5 A 0] E(23.6g, AZd| 26)2
= Ao weksiitt. vk E¥FES 0ColA &2 whgFEeaL, oHotAH o] ES
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[0280]

[0281]

[0282]
[0283]

[0284]

[0285]

[0286]
[0287]

[0288]

[0289]

[0290]

[0291]

[0292]

Aelo]ER of3lsle], oHolAEHo]ER A, Fdatulad4Mgs0) o2 AR 7, o3 2 555
o "R A eSS AeghAa A o8 FAste] FAl 3FFHE(21.13g 70~95%) S YA BT

' NMR(400MHz, CDCly) 61.57(s. 3H). 1.64(s, 3H), 1.98(m, 1H), 3.76~3.83(m, 1H), 3.88~3.90(m, 2H),
5.41(d, J=8.4, 1H), 7.25~7.66(m, 4H)

A ze 28 : (E)-WE-3-(2,4-t]Z22dd)oladg o E

3%%%%%@%§%W%Eﬂﬁf w7g7m%%%4%ﬂdﬂ
'H NMR(400MHz. CDCls): §3.84(s, 3H). 6.44(d, J=16, 1H), 7.28~7.33(m. 1H). 7.41(d, J=2.0, 1H). 7.55(d.
J=8.4, 1H), 8.04(d, J=16, 1H).

A Zel 29 @ (2R,35)-HE-3-(2,4-T)F 22 Hd)-2,3-U 3| EEA| T2 0} 10| o] E

Cl

(B)-vle-3-(2 4-d 222 d)otadee| E(Alzd 28)& (B)-vE-3-(2-F==yd)otad | B(Alzd 24)
alel] ARgshe A Aleletare Azl 250 ZIAE wiel dEAow FUdFd WS dste], FA IRHE
(3.8g, 60~80%)< =3},

' NMR(400MHz, CDCLy): 83.11Cs, 1), 3.88(s, 3H), 4.42(d, J=2.4, 1H), 5.43(d, J=2.0, 1), 7.28~7.33(m,
lH), 7.41(d, J=2.0, lH), 7-55(d, J=8.4. 1.

Azl 30 : (4R,5S)-HE-5-(2,4-t]F 22 d)-2,2-t]WE-1 3-t] & T-4-7} 52 o] E

Cl O>(O
=0

O/
cl
(2R,39)-M€-3-(2,4-t)ZF 22 ¥ d)-2,3-1 3| = ZA| L& 39} - 0f| o| E (A| X ] 29)&
(2R,38)-M€E-3-(2-2229d)-2,3-U3| =EFA| L2 3} o o] E(A| 4] 25) tjilel] A1&3l= AS AQstas Al
Zd 26 o 71AE wie} AAHoR LS WHE P, XA SFE(3.5g, 60~80%) = TSI}

b NMR(400MHz, CDCl3): §1.59(s, 3H), 1.63(d, J=8.8, 3H), 3.78(s, 3H), 4.25(d, J=7.6, 1H), 5.56(d,
J=8.0, 1), 7.28~7.33(m, 1H), 7.41(d, J=2.0, 1H), 7.56(d, J=8.4, 1H).
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[0293]

[0294]

[0295]

[0296]

[0297]

[0298]
[0299]

[0300]

[0301]

[0302]
[0303]

[0304]

[0305]

[0306]

£55] 10-1699145

omn

Az 31 @ ((4S,559)-5-(2,4-t) F 2 2Hd)-2,2-tE-1,3-t] & H-4-d) v ek

Cl (;>Y//

e}

OH

Cl

(4R,58)-W¥-5-(2,4-t]F 2 29d)-2,2-tHEd-1,3-t F&AA4-FI R A g o] E(A 2] 30)E  (4R,55)-HE-5-
(2-F2239)-2,2-0e-1,3-UZEAA4-THE A o] E(A 2 26) tirlel ALg3te AES AYstas Az
270] 71AH vie} AAHow FA WS Yslof, ®A FFE(3.2g, 70~95%) S FEIA .

2}

I NMR(400MHz, CDCl3): &1.56(s, 3H), 1.62(d, J=4.8, 6H), 1.97(dd, J=7.6, J=7.2, 1H), 3.75~3.80(m, 1H),

3.82~3.86(m, 1H), 3.89~3.94(m, 1H), 5.36(d, J=8.4, 1H), 7.28~7.33(m, 1H), 7.41(d, J=2.0, 1H), 7.56(d,
J=8.4, 1H).

Az 32 : (B)-d€-3-(2,6-gF22dd)oladd o E

Cl

HEZSo]Z2F o] 59 2, 6-UFZ2H= A3

31 =(5.0g, 28.56mmol)7} el 8o Eg|oE LN oA
o] E(6.4g, 28.56mmol)E 0TColA 783, ?_%? ol Ao XElFHEFEAO]=(t-BulK, 3.2g,
28.56mmol )& FH7lsTE. E£3}ES 10412 B wwksta vA dojzl 23dES o
713, JHEZE IAAITIH, F2 MHsH, FEEieiadlgoR AxAH, st 7Sk stelA w53t
Ak, mAA AAHES Si0, 2 AY IARvE 29 (4.3g 40~60%) 2 A A 3FAT}.

%??a

2 HESE g A

O

" NMR(400MHz, CDCls): §1.36(t. J=3.6, 3H). 4.31(q, J=3.7. 2H). 6.61(d, J=16, 1H), 7.21(t, J=4.2. 1H),
7.38(d, J=5.2, 1H), 7.81(d, J=16, 1H).
Az 33 @ (2R,39)-€-3-(2,6-T|FZ=Hd)-2,3-T3]| EZ2A L2 T o o] E

(B)-el&-3-(2,6-t] 222 d)otad o] E(Axd 32)5 (B)-E-3-(2-F2=2sd)ctaddc|E(Aze 24)
gale] AMEsHE AS AQdtaE AlZxe] 250 Z|AH wpel AAAow Edd WS s, ¥A IS
(3.9g, 60~80%) 533t

I NMR(400MHz, CDCls): &1.21(t, J=7.2, 3H), 3.22(s, 1H), 3.69(s, 1H), 4.20~4.28(m, 1H), 4.70(d, J=5.2,
1), 5.62(d, J=5.6, 1H), 7.19~7.36(m, 3H).

Azl 34 1 (4R,5S)-AE-5-(2,4-v]F 22 d)-2,2-tWE-1,3-t] & Td-4-71 52 g o] E

Cl
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[0307]

[0308]

[0309]

[0310]

[0311]

[0312]

[0313]

[0314]

[0315]

[0316]

[0317]

[0318]
[0319]

[0320]

SS90l 10-1699145

@K%%ﬂ%%%Z&ﬂ%iiﬂ%%&&ﬂaE%MEiﬂiﬂ<Eﬂiﬂ 20) &
(2R,39)-"E-3-(2-2 2 29d)-2,3-t3]| =EFA| L2 3} d AL st A
iﬂZ@ﬂﬂﬂ%ﬂw+§§@9§u%ﬁﬁﬁﬁﬁ%%ﬂﬁ,Eﬂi@%ﬁim w9%) ?%ﬂﬂﬂ.

'H NMR(400MHz, CDCls): §1.26(t, J=7.2, 3H). 1.58(s, 3H), 1.70(s, 3H), 3.77(s. 3H), 4.24(q, J=7.2. 1H).
4.95(q, J=4.4, 1H), 5.95(q, J=3.0, 1H), 7.20~7.39(m, 3H).

A zof 35 : ((45,55)-5-(2,6-t] 22 2¥d)-2,2-tJHe-1, 3-t] & H-4-L ) v e

(4R,5S)-oN€-5-(2,6-t] F 229 d)-2,2-t)H&d-1,3-t] S & H-A4-FI B A G| E(A 2 34)5  (4R,55)-WE-5-
(2-F22399)-2,2-tu€g-1,3-1 & T4 5 A g o] E(A ] 26) tilel A&t AS AQstas AZxd
270 71718 wief AAHo g FUA3 WHES dto, ®A sH3HE(3.5g, 70~95%) S 55T

'H NMR(400MHz, CDCls): 61.55(s, 3H), 1.68(s, 3H), 3.66(q, J=5.5, 1H), 3.85(q, J=5.1, 1H), 4.56~4.61(m,
1H), 5.78(d, J=9.2, 1H), 7.19~7.37(m, 3H).

Az 36 : (25,3R)-HE-3-(2,4-UE2 2 d)-2,3-UF EEA L2 T -0 o]| E
Cl OH O

OH
Cl

(B)-vg-3-(2 4-t) 22 2o d)etada e E(Alzd 28)F (B)-1-2R2-2-G3-(MSAMFA) ZZ 21— d)ul
A(AZd 2) Ao AFLsl= AL A9stni= Azd 39 7|AF vl AR oz EAds WHS i, =
Al B}eHE(2.4g, 75~90%)S F53H3T

' NMR(400MHz, CDC1y): 83.11Cs, 1), 3.88(s, 3H), 4.42(d, J=2.4, 1), 5.43(d, J=2.0, 1), 7.28~7.33(m,
1), 7.41(d, J=2.0, 1), 7.55(d, J=8.4, 1H).

Azl 37 : (4S,5R)-HE-5-(2,4-v]F 22 d)-2,2-tWE-1,3-t] & Td-4-71 52 g o] E

Cl O>(O

0]

O/

Cl

(28,3R)-HE€-3-(2,4-T] F 22 Hd)-2,3-T| 3| == A]
(2R,3S)-W€-3-(2-2 22 7d)-2,3-T] 3| =2 A L
Z 269 ﬂﬂ%ﬂﬁ%§€@93£%é@:%%%-@ﬂ@,Eﬂiﬂ%

e ]O]E(Xﬂ}_oﬂ 36)=
25) Wialell ARgsh= A Alelstas Al
(3.2g, 60~80%)< F53FAALt.

% =

b NMR(400MHz, CDCl3): &§1.59(s, 3H), 1.63(d, J=8.8, 3H), 3.78(s, 3H), 4.25(d, J=7.6, 1H), 5.56(d,
J=8.0, 1), 7.28~7.33(m, 1H), 7.41(d, J=2.0, 1H), 7.56(d, J=8.4, 1H).
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[0321]

[0322]
[0323]

[0324]

[0325]

[0326]
[0327]

[0328]

[0329]

[0330]
[0331]

[0332]

[0333]

[0334]

=55] 10-1699145

omn

(4S,5R)-M€-5-(2,4-v 22 9d)-2,2-tH&-1,3-U & T4-IIF Ao E(A .  37)&  (4R,55)-HE-5-
2-E=2=2¥d)-2,2-tve-1,3-vSET-4-Fta Ao E(A | 26) diile] AMgste AL AQstae Az
279 7121 wpef AHHo 2 FUAS HE dste], ®Al sH3HE(3.5g, 70~95%) S 53T

2}

I NMR(400MHz, CDCl3): &1.56(s, 3H), 1.62(d, J=4.8, 6H), 1.97(dd, J=7.6, J=7.2, 1H), 3.75~3.80(m, 1H),

3.82~3.86(m, 1H), 3.89~3.94(m, 1H), 5.36(d, J=8.4, 1H), 7.28~7.33(m, 1H), 7.41(d, J=2.0, 1H), 7.56(d,
J=8.4, 1H).

A Zel 39 1 (25,3R)-o1E-3-(2,6-T| F 2 EHH)-2,3-U] 3| ZEA| L Z 1} 0] o] E
Cl OH O

o >

OH
cl

(B)-elgd-3-(2,6-) 2 zdD)otaPeo|E(Azd 32)F (B)-1-F22-2-G-(MFEAEADZZI-1-o] D)l
A(AZe] 2) Ao Algats AL Aoatns Alxd 30 71AH upe} AAHo T Fold wpHS dele] I
A #3HE(2.8g, 75~90%)S F58HT

I NMR(400MHz, CDCl3): &3.11(s, 1H), 3.88(s, 3H), 4.42(d, J=2.4, 1H), 5.43(d, J=2.0, 1H), 7.28~7.33(m,

1H), 7.41(d, J=2.0, 1H), 7.55(d, J=8.4, 1H). I NMR(400MHz, CDCl3): &=1.21(t, J=7.2, 3H), 3.22(s, 1H),
3.69(s, 1H), 4.20~4.28(m, 1H), 4.70(d, J=5.2, 1H), 5.62(d, J=5.6, 1H), 7.19~7.36(m, 3H).

A Zofl 40 : (4S,5R)-AE-5-(2,4-v]F 229 d)-2,2-tWE-1 3-t] & T-4-7} 52 o] E

Cl ;;1/13

o}
or
cl
(28,3R)-o€-3-(2,6-0) F 22 Hd)-2,3-T] 3| EEZA| T & 5} -] o] E (A 24 39)&
(2R,39)-HE-3-(2-F 223 d)-2,3-UF EZFA| T2 o o| E(A| Z o 25) thalol] AL&3l= AL A|9stue A
Zo 269 71" vlo} AAAH o7 FAI WHE st HA IFE(4.1g, 60~90%) S F533 T,

b NMR(400MHz, CDCls): &1.26(t, J=7.2, 3H), 1.58(s, 3H), 1.70(s, 3H), 3.77(s, 3H), 4.24(q, J=7.2, 1H),
4.95(q, J=4.4, 1), 5.95(q, J=3.0, 1H), 7.20~7.39(m, 3H).

A zol 41 :© ((4R,5R)-5-(2,6-t]E22¥d)-2,2-tIH€-1,3-U & H-4-A ) v &
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[0335]

[0336]

[0337]

[0338]
[0339]

[0340]

[0341]

[0342]

[0343]

[0344]

[0345]

[0346]
[0347]

[0348]

[0349]

[0350]
[0351]

S=50dl 10-1699145

(4S,5R)-ol€-5-(2,6-t] 225 d)-2,2-t|H&-1,3-T & H4-JI R Ao E(A A 4005  (4R,55)-HE-5-
(2-Fz=2¥4d)-2,2-tue-1,3-t&ES-4-I5 A o E(A | 26) tiile] ALEsteE AS AQstas Axd
20 71 wie} AAHow FAS WHS Fsted, FA F=E(5.2g, 70~95%)& TSI

'H NMR(400MHz, CDCls): 61.55(s, 3H), 1.68(s, 3H), 3.66(q, J=5.5, 1H), 3.85(q, J=5.1, 1H), 4.56~4.61(m,
1H), 5.78(d, J=9.2, 1H), 7.19~7.37(m, 3H).

Az 42: (E)-3-(2-Yo|EZHd)-o}m 4t

ol ER AL S E 2-FFOR AU A A A AdsuE Az 9 JAE vhek 23
Mo BAT WS Yohol, EA HFIW(2.062, 70-90%)F FEHAT.

I NMR(400MHz, DMSO): &6.52(d, J=15.6, 1H), 7.65(t, J=8.1, 1H), 7.75(t, J=7.4, 1H), 7.83(d, J=15.8,
1), 7.92(dd, J=7.6, 1.1, 1H), 8.05(dd, J=8.1, 1.2, 1H)

A Zze] 43 : (B)-WE-3-(2-Jo|ERFd)o}la g ol E

@/\)‘LO/
(B)-3-(2-}olERZud)-o}aHAH( A 2] 42)& 2-ZF22 AU ak gl Al&slE AL AYstis Az 24
of 71AE nie} APHoZ FAS WHES Wste, xA S3HE(15.8¢, 70~90%)S T3

'H NMR(400MHz, CDCls): 63.80(s, 3H), 6.34(d, J=15.9Hz, 1H), 7.49~7.68(m, 4H), 8.01(d, J=7.9Hz, 1H),
8.08(d, J=15.9, 1H).
Azl 44 1 (25,3R)-HE-3-(2-Uo]ERHY)-2, 3-LS| =EFZA| LR} o] E

NO, OH O

o/

OH

(B)-vlg-3-(2-velEzsd)olabeo|E(Azd 43)5 (B)-1-FEE-2-G-(MEA M EA) ZRZ-1-0d)
(Azd 2) Aol ARgsls AL AQstas Az 300 7|1AE vpe} AdHow FAF WS ko
8= (12.5g, 75~90%) S F53kTh. .

B =
@

A

)

b NMR(400MHz, CDCls): &§=4.31(s, 3H), 5.44(m, 4H), 5.89(s, 1H), 7.53~7.90(m, 4H).

Az 45 @ (4S,5R)-FlE-5-(2-Ho| ER Y )-2 2-t)ue-1,3-U] & P47} 54 Yo E

NO <;>(/E
2y o0
e

(0]

(25,3R)-HE-3-(2-Yo| EZHd)-2 3-T3| EFA| L2 T} o o] E(A| o] 44)5 (2R, 39)-HIE-3-(2-F229d)-
2,3-H3| =ZA L2yl mo o] E(A o] 25) thiloll AMgets AL A9etue Alxd 260 71AE npe} AAH o
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[0352]

[0353]

[0354]

[0355]

[0356]

[0357]

[0358]
[0359]

[0360]

[0361]

[0362]
[0363]

[0364]

S=S3 10-1699145
2 BAT WS Pokol, EA SHEE(Lle, 60-800)S FEIH.
1H NMR(400MHz, CDCl3): &61.38(s, 3H), 1.40(s, 3H), 3.75(s, 3H), 4.49(d, J=7.4, 1H), 5.25(d, J=7.4, 1H),

7.48~7.77(m, 3H), 8.08(m, 1H)

Azl 46 : ((4R,5R)-5-(2-UolEZHH)-2,2-TjvE-1,3-t] & &-4-d) v eh-&

NO, ;>T/

0
OH

(4S,5R)-"E-5-(2-Yol ERHd)-2,2-TIW&-1,3-t] S & d-4-FIEH o E(A X 455  (4R,55)-wE-5-
(2-F22399)-2,2-0ve-1,3-USEHdA4-FHE A g o] E(A Zo 26) Al 143ab-ﬂ%«ﬂﬂﬂ1%-ﬂiﬂ
270 71218 wief AAHo g FU WHES dsto, ®A sHE(13.1g, 70~95%)S 533t

'H MVR(400MHz, CDCls): §1.38(s, 3H), 1.40(s, 3H), 3.89(d, J=4.1, 2H), 4.26(dt, J=7.0, 4.1, 1H),
5.26(d, J=7.0, 1H), 7.55~7.86(m, 3H), 8.08(m, 1H).

Azl 47 @ ((4R,5R)-5-(2-otu] =¥ d)-2 2-t)W E-1,3-v & H4-L ) v g2

o 1

o]
OH

ool Elo]Eo =21 ((4R,5R)-5-(2-L}e] EEHH)-2,2-tHe-1,3-U5E&e-4-L)mleh& (A 2] 46, 14g)°]

>

aEtE gdo] FulEslo]|EEAo| =T  (20wth, 2.8g)F T4 ZIA(LE) FAdA HIsdu. EFES 6
AZE wdkelal vhA, dojxl EFES Afo|EE ZFd AFAI7)a, 79t StolA FFITE. uAA AEES
] 2 A =

2714 Ay AzvEags2 gAste] ®A 8FE(7.5g 65~85%)S F5EHAT

il

' NMRC400MHz, CDCly): 81.39(s, 3H), 1.40(s, 3H), 3.88(d, J=4.27, 2I), 3.99(dt, J=7.02, J=4.30, 1I),
4.74(d, J=7.02, 1H), 6.65-6.72(m, 2H), 6.98(m, 1H), 7.25(m, 1H).
A Zd 48 : (2R,39)-wE-3-(2-1}o] ERH Y )-2,3-T] 3| ERZA| L2 5} o] o] E

NO, OH ©O

OH

(E)-mg-3-(2-1}o| EZw|d)o} T g o] E (4] 2o 43)2 (B)-w|E-3-(2-Z =27 d)ola o] E(AZd 24) T
Aol Abgals AL A9stas Alxd 250 7)AE vl AARow EAd WS yslo], ¥A IR
(21.7g, 60~80%) <= F533iTt.

FUE
NQD

I NMR(400MHz, CDCls): & .31(s, 3H), 5.44(m, 4H), 5.89(s, 1H), 7.53~7.90(m, 4H)
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[0365]

[0366]
[0367]

[0368]

[0369]

[0370]
[0371]

[0372]

[0373]

[0374]

[0375]

[0376]

[0377]

[0378]
[0379]

[0380]

S=50dl 10-1699145

Azl 49 : (4R,55)-HE-5-(2-YolEZHd)-2,2-t|H&-1,3-T| S & H-4-F H A Yo E

No, O°L O

a et

(2R,3S)-W€l-3-(2-Uo| ERHH)-2 3-T] 3| EEZA T 2T} o 0| E(A| F o] 48)E (2R,39)-HE-3-(2-F=Z=29d)-
2,3-H3| =ZA L2l mo o] E(A o] 25) thiloll AMgets AL A9etae Alxd 260 71AE vpe} AAdH o
2 T S Pste], %A sEHE(21g, 60~90%)S F53ISIT.

'H NMR(400MHz, CDCls): 61.38(s, 3H), 1.40(s, 3H), 3.75(s, 3H), 4.49(d, J=7.4, 1H), 5.25(d, J=7.4, 1H),
7.48~7.77(m, 3H, 8.08(m, 1H)

A zofl 50 : ((4S,55)-5-(2-UolERdd)-2,2-tvE-1,3-t] & T-4-d) v k-2

NO, Q>(

dlle]

OH

(4R,58)-"€-5-(2-Yol ERZHH)-2,2-TIv&-1,3-1 S & d-4-FIEH o) E(A 2] 49)5  (4R,55)-HE-5-
(2-Fz=2¥d)-2,2-tve-1,3-tSES-4-I5 A o E(A | 26) tiile] AlgsteE AS AQstas Axd
279 71AE wie} AAH oz FAdI WHS st TA 8FE(14g, 70~95%)S 53T

'H MVR(400MHz, CDCls): §1.38(s, 3H), 1.40(s, 3H), 3.89(d, J=4.1, 2H), 4.26(dt, J=7.0, 4.1, 1H),
5.26(d, J=7.0, 1H), 7.55~7.86(m, 3H), 8.08(m, 1H).

A zof 51 : ((4S,55)-5-(2-o}n] =¥ d)-2 2-t)W€-1,3-t] & d-4-A ) v ek

NH> Q>(

110

OH

(4S,58)-€-5-(2-Uol EZ ¥ Y)-2 2-tE-1,3-U & d-4-FE Aol E(AZd 50)5 (4R,5R)-5-(2-L}o|E
23d)-2,2-tiWg-1,3-t] L& T-4-D) w2 (A o 46) Aol ALgetE AL AQetas Az 470 7]A
H ouie} AFAH oz FA WHS Pshef, ®A 3= (11lg, 70~95%)S TS5

'H NMR(400MHz, CDCls): 61.38(s, 3H), 1.40(s, 3H), 3.89(d, J=4.1, 2H), 4.26(dt, J=7.0, J=4.1, 1H),
5.26(d, J=7.0, 1H), 7.55~7.86(m, 3H), 8.08(m, 1H).

A Fd| 52: (E)-3-LE2A-EHola Al

ft
oft
e
o
o
i
o ot
o
ol
ol
£
=]
2
ot
w&
:
U‘I
OQ
.
O
(Q
(e]
=
-1>
By
ol
ol
38
=

I NMR(400MHz, CDCls): &2.48(s, 3H), 6.16(d, J=15.1, 1H), 7.00~7.10(m, 1H), 7.21~7.26(m, 3H), 8.04(d,



[0381]

[0382]
[0383]

[0384]

[0385]

[0386]
[0387]

[0388]

[0389]

[0390]
[0391]

[0392]

[0393]

[0394]
[0395]

[0396]

SS90l 10-1699145

J=15.1, 1H), 11.0(s, 1H).

Az 53 ¢ (B)-HE-3-2 24—

i
i)

ol olE

(Al 52)& 2-FEREAUHA tialel] ARgshs AS Alelstals Az 240 71A)

(B)-3-%.220-% o
A3 3 WS dste], EA 3EHE(1.5g, 70~90%)S FE5EHATH

sl wish 2

Yol
o7 =9
'H NMR(400MHz, CDCls): 62.48(s, 3H). 3.77(s. 3H). 6.14(d, J=15.1, 1H), 7.00~7.10(m, 1H), 7.21~7.26(nm,
3H), 8.07(d, J=15.1, 1H).

A Zof 54 1 (25,3R)-HE-3-(2-HEHd)-2,3-T] 3| =2 A T2} 0] o] E

CHz; OH O

O/

OH

(B)-Meg-3-224-EHola ol E(AZ 53)E (E)-1-F22-2-(3-(MEAHEA])Z 2 Z-1-o] )l A (A =
o 2) talel] ALEshE RS ALstaE Az 3 o Z|AE e} AAHog FAdd WHS dst, HA I

E(1.3g, 75~90%)S F5st9ltt.
'H NVR(400MHz, CDCls): §2.34(s, 3H), 2.80(s, 1H), 3.65(s, 1H), 3.68(s, 3H), 4.52(d, J=7.0, 1H),
5.22(d, J=7.0, 1), 7.19~7.39(m, 4H).

Azl 55 @ (4S,5R)-HE-5-(2-HdHd)-2,2-t]WE-1,3-t] & Td-4-71 22 o] E

CH; 0"\ 0

O/

(2S,3R)-M€-3-(2-W e d)-2,3-T3| EEAXN Z I o o] E(A 2] 54)F  (2R,35)-HE-3-(2-F229d)-
2,3-H3| EEA L2 Tl -o| o E(A| 2ol 25) thAalo] ALgsl= AS ALstas Az 260 7IAE viep AdHo
2 st WhHS gele], TA IE(1.7g, 60~80%)S FEagitt.

'H NMR(400MHz, CDCly): 61.27(s, 6H), 2.34(s, 3H), 3.68(s, 3H), 5.11(d, J=7.0, 1H), 5.81(d, J=7.0, 1H),
7.19~7.26(m, 3H), 7.37~7.39(m, 1H).
Azl 56 1 ((4R,5R)-5-(2-vlEod)-2, 2-H v E-1,3-1] && e-4-<d) v &2

CH, ;;T//

O
OH

(4S,5R)-wW el -5-(2-wWe#Hd)-2 2-timE-1,3-T] & & S-4-FLEAHo| E(AZd 55)F (4R,55)-WE-5-(2-F=
iﬂé%&%ﬂﬂ%&%ﬂ%§%4ﬂiﬂ11ﬂﬂ1ﬂ2®ﬂv1fﬁf#lﬂ%ﬂﬂa1%ﬂ&ﬂ2%ﬂﬂ
AE vie} AdHow FAS WHS Fste], FA FF=E(1.3g, 70~95%)S TSI

I NMR(400MHz, CDCls): 61.27(s, 6H), 2.34(s, 3H), 3.52~3.60(m, 2H), 3.65(s, 1H), 4.36(dd, J=7.0,
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[0397]

[0398]
[0399]

[0400]

[0401]

[0402]
[0403]

[0404]

[0405]

[0406]
[0407]

[0408]

[0409]

[0410]
[0411]

S=50ol 10-1699145

J=7.0, M), 5.17(d, J=7.0, 1H), 7.19~7.26(m, 3H), 7.37~7.39(m, 1H).

A zof 57 : (2R,3S)-vE-3-(2-vEHd)-2,3-U3| EFA LE2 T 0| 0] E

CH3; OH O

O

OH

(B)-Meg-3-2 24-EHolTHH o] E(AZ 53)F (E)-WE-3-(2-F 22 d)oladuoo|E(AZd 24) thalo
AFSSHE AS AQstae Alzxd 250 Z|AE ule} AAHog FUAS WHS Psted, A IFE(1.7g,
60~80%) S 531t

'H MVR(400MHz, CDCls): §2.34(s, 3H), 2.80(s, 1H), 3.65(s, 1H), 3.68(s, 3H), 4.52(d, J=7.0, 1H),
5.22(d, J=7.0, 1), 7.19~7.39(m, 4H).

Azl 58 : (4R,5S)-HE-5-(2-HEduHd)-2,2-t]WE-1,3-t] & T-4-71 22 o] E

o

I O/
(2R,38)-#E-3-(2-m o )2, 3-| =fA LR ool E(A 2 57)F (2R, 35)-¥H-3-(2-F 2 2d)-
2,3-0F =S A ZEsh oo E(A o] 25) thAle] Agahs A& Agshas Alze] 2600 71 vheh Ao
2 Fd3 S sty A 3FE(1.9g, 60~90%)S FE35H T

I NMR(400MHz, CDCls): §1.27(s, 6H), 2.34(s, 3H), 3.68(s, 3H), 5.11(d, J=7.0, 1H), 5.81(d, J=7S, 1H),
7.19~7.26(m, 3H), 7.37~7.39(m, 1H).

Azl 59 : ((4S,55)-5-(2-HE o d)-2,2-t] W el-1, 3-v]&ET-4-L ) H E-&

CHO>\/
39 5

OH

(4R,58)-Hg-5-(2-H e Hd)-2, 2-t]d|&-1,3-T] &S 4-Ft2 A P o] E(AZd 58)E (4R,58)-H€-5-(2-F =
2¥d)-2,2-tv€e-1,3-U & Hd-A4-71 5 A g o] E(A 2o 26) thalo] AFE3l= AL A9stas AlZxd 279 7]
Ag vie} AAHom FAI WHS Pste], FA 3= (1.5g, 70~95%)S F53F3AT).

b NMR(400MHz, CDCl3): &1.27(s, 6H), 2.34(s, 38H), 3.52~3.60(m, 2H), 3.65(s, 1H), 4.36(dd, J=7.0,
J=7.0, 1), 5.17(d, J=7.0, 1H), 7.19~7.26(m, 3H), 7.37~7.39(m, 1H).

A Zd 60 : ((4S,5R)-WE-5-(2-F22Hd)-2-We-1,3-t]SEe-4-71 32y o E

dEdZ2ele]=(M0O)E (25,3R)-ME-3-(2-F225d)-2,3-t] 3| EF A LR oo o] Eof| A 2elA H7}8H3itt.
1,1-gol| Al EH(8m]) 2 p-BEFALEN(0.279)S Hrtstar A2 mwrsd, vks EdES B2 53
BEA7IAL, BEZ AFHSIY, F4ieadlg(MgS0) o2 AFAI7 AL, o3t 2 F53 0. v A 3gES A
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[0412]

[0413]

[0414]

[0415]

[0416]

[0417]

[0418]
[0419]

[0420]

[0421]

[0422]
[0423]

[0424]

SE50 10-1699145
7HA A-el o8 AAlstel ®A 5= (3.6g, 70~95%)= ST
' NNR(400MHz, CDCly): 61.36(d, J=6.4, 3H), 3.78(s, 3M), 4.30(d, J=7.6, 1), 5.07(m, 1H), 5.62(d,

J=7.6, 1), 7.28~7.64(m, 4H)

Azl 61 @ ((4R,5R)-5-(2-F 229 d)-2-vE-1,3-t] & H-4-d) o eh-&

(4R,59)-H€-5-(2-F 2 2Hd)-2-wE-1,3-0] L&A 4712 A Y ) EAZ 60)S (4R,55)-HE-5-(2-F ==
Hd)-2,2-tE-1,3-t & T4-FHEA G o] E(A Zd 26) thalol] ALE3l= AL AlQstars AlZxd 2790 714

B oupel AAHow A WS Hsle], BA IFE(3.1g, 70~95%)S 53T

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),

5.17(d, J=7.0, 1H), 7.19~7.26(m, 3H), 7.37~7.39(m, 1H).

Az 62 : (4R,5S)-HE-5-(2-F22dd)-2-E-1, 3-t&Ed-4-71 5 A g ol E

a gl

- 0
= O/

(2R,39)-M€-3-(2-222H4d)-2,3-T3| E2A| T2l o o] E(A|Zd 255 (25,3R)-HE-3-(2-F==35d)-
2,3-U3 =2 A T2 aoo]E thale] AL&3dlE AS AYstars Axd 600 71AE wlel AFEHo7 w3
WS Astel, EA SR (2.1g, 70~95%)& FEEA

'H NMR(400MHz, CDCls): 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1H), 7.28~7.64(m, 4H)

Az 63 : ((45,58)-5-(2-F 223 d)-2-"E-1,3-t] & T-4-d ) H e

Cl

10

OH

%;

(45,5R)-mE-5-(2-F 223 d)-2-Wd-1,3-1S&ETd-4-71 3G ol E(A Y 60)2 (4R,55)-WE-5-(2-F=2=
Hd)-2,2-gud-1,3-t] & e-4-71 5 A o] E(A 2 26) Al AL&sle AL Alstas Az 2700 74
H v} AAHow FAI WS Fsle], Al 3FE(3.1g, 70~95%)S FEEALT.

I NMR(400MHz, CDCls): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),

5.17(d, J=7.0, 1H), 7.19~7.26(m, 3H), 7.37~7.39(m, 1H).
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[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

[0431]

[0432]

[0433]

[0434]

[0435]

[0436]

SS50dl 10-1699145

Azl 64 : (45,5R)-HE-5-(2-F 227 d)-2,2-t]E-1,3-T & H-4-T 5 Ao E

3-3ER=S A2 (25,3R)-HE-3-(2-FREHY)-2,3-Us| =EA T2 o o]Eo] HI}etAtt. FAHH,S0,)
Aol A wukseiTt. &% THES 22 WEEEATL, ddolHHER FEFaL, 22 AlF

sk, o B EFNa,S0) o2 AXA7|AL o3 2 5531500, vB8A sigEES A2 A-lel o8 4

Aste] FA 3eHE(1.6g, 60~85%)S AA3IATT.

'H NMR(400MHz, CDCly): §0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),

7.22~7.60(m, 4H)

Azl 65 : ((4R,5R)-5-(2-E22H|d)-2,2-t]oe-1,3-t K& d-4-d ) v e

(4S,5R)-H e -5-(2-F2 29 d)-2 2-t]o&-1,3-U) & T-4-7E A Yo E(AFd 64)Z (4R,55)-HE-5-(2-F
22¥d)-2,2-tud-1,3-t] §EeAA4-THE A H o] E(A o 26) tiilel] AlEste AL AQstas Az 279
71AE vie} AdHow FA WHS Yotof, A FFE(2.0g, 70~95%) S F5EAT.

' NMR(400MHz, CDCly): 60.96(m, 6H), 1.59(m. 4H). 3.66(d, J=8.0, 2H), 5.09(d, J=7.6, 1H). 5.88(d,
J=7.6, 1H), 7.26~7.62(m, 4H).

Azl 66 : (4R,5S)-HE-5-(2-F 2237 d)-2,2-t]E-1,3-T & H-4-T 5 Ao E

(2R,39)-"E-3-(2-F 229 4d)-2,3-U =ZA| T2 o o] E(A| Fd 255 (2S,3R)-HE-3-(2-F&2 29 d)-
2,3~ EFAZ2 0o o] E digle] AMg3tE AE ALstaE Alxd 649 7AE e} APAHo= FAs
THE Wste], EA HFAE(1.4g, 70~95%) S F53Hch.

1
H NMR(400MHz, CDCl3): 60.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.22~7.60(m, 4H)
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[0437]

[0438]
[0439]

[0440]

[0441]

[0442]

[0443]

[0444]

[0445]

[0446]
[0447]

[0448]

[0449]

[0450]
[0451]

S=53 10-1699145
A zd 67 @ ((4S,59)-5-(2-F 229 d)-2,2-t]o&-1,3-t]| & T4-U) v &S

éa

cl
Q

alQ

OH

(4R,59)-H e -5-(2-F2 29 d)-2 2-t]o&-1,3-U) & T-4-7E A Yol E(AZd 66)= (4S,5R)-HE-5-(2-F
229d)-2,2-to&d-1,3-t] §&eAA4-FHE A H o] E(A ] 64) tiglol] AME3sle AL AQstas Alxd 659
71AE vie} AdHow FA WHE Yotof, ¥A FFE(2.2g, 70~95%) S F5IAT.

' NMR(400MHz, CDCly): 60.96(m, 6H), 1.59(m. 4H). 3.66(d, J=8.0, 2H), 5.09(d, J=7.6, 1H). 5.88(d,
J=7.6, 1H), 7.26~7.62(m, 4H).

Aze] 68 1 (25,3R)-ME-3-(2-F Z &5 d)-1,4-T) SAL2T] 2[4 4] = d-2-7H A gl o] E

Al Z2HMER=S 3-FERE gl ARgstE AS AlQetaie Az 6400 71AlE viep AAHoR S S
q 3H3HE(2.2g, 70~95%)S 531G

o2
ol
2
=

I NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.39~7.61(m, 4H)

AzZd 69 : ((2R,3R)-3-(2-FZ2¥H)-1,4-UFA2T 2[4, 4] = F-2-L ) v eh-=

(28,3R)-M€-3-(2-F=22H4d)-1,4-T) A AT 2[4 4] = d-2-FtE A F o) E(A X 68)S  (4S,5R)-HE-5-
(2-E2=2¥d)-2,2-1ol&-1,3-t & d-A4-FHEH o) E(A 2o 64) thalel A}&;}—H AL AYstas AxRd
650 71A1E wie} AAHo g FU WHES b, HA sHE(1.7g, 70~95%) S 55T

I NMR(400MHz, DMSO) &1.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H), 4.90(t,
J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.34~7.58(m, 4H)

Azd 70 @ (2R,39)-HE-3-(2-F 22| I-1,4-U2A 20 2[4, 4] = -2-7} 22 gl o| E

X

cl
o)

10

O/

(2R,39)-"E-3-(2-F 229 4d)-2,3-U =ZA| T2 o o] E(A| X 255 (2S,3R)-HE-3-(2-F&2 29 d)-
2,3-H3|EEA L2 T o o] E tlalel] ALt S ALstas Alzxd 689 ZIAE uiep AdHoz FA
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[0452]

[0453]

[0454]

[0455]

[0456]

[0457]

[0458]
[0459]

[0460]

[0461]

[0462]

[0463]

[0464]

SS90l 10-1699145
WS dete], #A sg=(1.5g, 70~95%) = TS

i NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.39~7.61(m, 4H)

AZd 71 ¢ ((2R,3R)-3-(2-F 229 d)-1,4-0 A2 2[4, 4] = F-2-Y ) v &

X

cl
Q

Hile]

OH

(2R,3S)-WE€-3-(2-F 229 d)-1,4-U) RA}AT 2[4 4] 2 d-2-FF B Aol E(AZd  70)S  (2S,3R)-9€-3-
(2-F2 29 d)-1,4-tA 2T 2[4 4] = F-2-FF =2 A o] E (A =4 68) tlilo A}ﬁab AE AYstaeE Ax
o 699 71AE wie} AAHow FUAI WS dqste], A FFE(1.8g, 70~95%) S F53A .

I NMR(400MHz, DMSO) &1.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H), 4.90(t,
J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.34~7.58(m, 4H)

Az 72 (25,3R)-HE-3-(2-FREHd)-1,4-U)SALA T 2[4, 5] 8| 7-2-F 5 A g o] E

ANE2a =S 3-HEels giale AMgste RS AYstae AZxd 640 71AE vle} AFAHoz I WS
&sto], wA E(1.2g, 70~95%)S 5319 T).

2}

I NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.35~7.63(m, 4H)

Ao 73 ¢ ((2R,3R)-3-(2-F 2 2Hd)-1,4-T) LA}~ 0 2[4, 5] v 7F-2-) v k&

(25, 3R)-wE-3-(2-F 229 d)-1,4-tIFALAT Z[4, 5] g ZH-2-FHE A o] E(A =] 72)5
(2-22294d)-2,2-tollegd-1,3-t| & T4 7}3*‘31 OJE(AZd 64) tlilel AlgsleE A
659 71A1E wie} AHHorw FUA WU Pslo], #A sH3HE(1.8g, 70~95%) S 53}

(4S,5R)-M € -5-
A Jslas A Zd
=

2 mp m

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.48~7.87(m, 4H).
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[0465] Az 74

S=53 10-1699145
(2R,39)-mE-3-(2-F 223 d)-1,4-0) A 2T 2[4, 5] " z-2-71 2 A g o E
cl g:() 0
WO/
[0466]
[0467] (2R,39)-ME-3-(2-F223|d)-2,3-HI EFA| L2 o] E(AZ] 25)F (25,3R)-"E-3-(2-F225d)-
2,3-v3l=FAZ R o] E thale] AbgatE A Aldatie Alxe] 720] 7AW whek dEAHow FUF
WS 3sle] | A 3EE(2.1g, 70~95%)2 53T},
[0468] 'H NMR(400MHz, DMSO) &1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.35~7.63(m, 4H)
[0469] Az ((28,39)-3-(2-F2 239 9)-1,4-t)SAL A9 2[4, 5] ¥ 7H-2- ) o] &t
? 9o
=" “OH
[0470]
[0471] (2R,39)-WE-3-(2-F 223 d)-1,4-t) A AT 2[4, 5] H-2-7t 2 A gol E(A e 74)F  (4S,5R)-wWdE-5-
(%giiﬂé%l%ﬂﬂ%ﬂﬁ¥ﬂ%€%ﬂiﬂi”a] (Azxd 64) dalel AFg3ste RS AYstae Az
65°] 71A% vie} AAHow FA WS Yslof, A FFE(1.6g, 70~95%) S F53FA .
[0472] 'H NMR(400MHz, DMSO): &1.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.48~7.87(m, 4H)
[0473] Az 76 : (45,5R)-HE-5-(2-F 229 d)-2-5d-1,3-U & d-4-7H 52 g o]
cl 0.0
O/
[0474]
[0475] HlzdEs s 3-gEle il AMgsle AS AYstas Az 6400 7|AE nie} dFHoz FA3 HHS
gsle], FA FFE(1.1g, 50~70%)S F583T.
[0476] 'H NMR(400MHz, DMSO) &1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.35~7.63(m, 4H)
[0477] A zol 77 ¢ ((4R,5R)-5-(2-E 229 d)-2-7d-1,3-t & H-4-d) v -2
cl O

o
Sas,
[0478]
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[0479]

[0480]

[0481]

[0482]

[0483]

[0484]

[0485]

[0486]
[0487]

[0488]

[0489]

[0490]
[0491]

[0492]

S=50dl 10-1699145

(48,5R) - E-5-(2-F 2 =¥ d)-2-9d-1,3- 1 FED4-FH B Ao E(A o] 76)5  (4S,5R)-"E-5-(2-FRE
Ad)-2,2-to9-1,3- SETA-TR AT E(A 2] 64) thalell ARk AL Alelstis Az 659 714
| ovpeh AdHor Fdd WS Psto], wAl 89=(0.7g, 70-95%)& FEESITE

I NMR(400MHz, DMSO) &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.48~7.87(m, 4H)

A Zd 78 ¢ (4R,59)-HE-5-(2-F 2 2dd)-2-Hd-1,3-tSET-4-FE A g o] E

el @\io

LI
Hz=otu)g| =2 3-Aeke gale] Abgshs AL Al9lalae Az 669 Z1AE vk ARHoz AW ES
dalo], ®A 3E(1.9g, 50~70%) S F53AT.

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.35~7.63(m, 4H)

Az 79 ¢ ((48,58)-5-(2-F2=23d)-2-3d-1,3-t S&Ed-4-D) e

Cl

10

OH

@g

(4R,59)-WE-5-(2-F 22 Hd)-2-H<d-1,3-0SEe-4-7t S A o] E(A Zo] 78)E (4S,5R)-WE-5-(2-FE=E
Hd)-2,2-to&-1,3-T] FEH-4-FI A ) E(A R 64) thilel] ALEslE AS Astars Az 6591 7]
¥ ovpel A or edd WHE Pste], EA Fet=(1.3g, 70-95%) 5 TSI

I NMR(400MHz, DMSO) &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.48~7.87(m, 4H)

A x4 80 : (B)-wWE-3-(2-ZF 029 d)oladd ol E

St

(B)-3(2-2F o =dd)-olma A (A 9)S FERAUYA thilo] A& AL AQstas Axd 240 7]
AE wpe} AAHoz FAdI WHS slo], TAl dFE(6.98g, 70~90%)S F53SITE.

I NMR(400MHz, CDCls) &3.84(s, 3H), 6.45(d, J=16.0, 1H), 7.24~7.62(m, 4H), 8.12(d, J=16.0, 1H)
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[0493]

[0494]

[0495]

[0496]

[0497]

[0498]
[0499]

[0500]

[0501]

[0502]
[0503]

[0504]

[0505]

[0506]
[0507]

[0508]

SS90l 10-1699145

A Zdl 81 : (25,3R)-ME-3-(2-ZF ¢ 25 d)-2,3-L3 EEA L2 -0 o] E

(B)-vWd-3-(2-&F 2 d)otadd o] E(AZx 80)E (E)-1-FZZ-2-(3-(HEAHEA) 222 -1-¢d )l 5l
(A Zxd 2) thald] ALgst= AS AQdtas AZxd 3o 719 vef AddH o7 =3 WS 3Jdte], 7
3 9E(7.5g, 75~90%) & 5313}

1
H NMR(400MHz, CDCls): 6=4.31(s, 3H), 5.44(m, 4H), 5.89(s, 1H), 7.32~7.70(m, 4H).

Az 82 1 (2R,39)-HE-3-(2-ZF L 2Hd)-2,3-T] 3| =EA| L2} o] o] E
F OH O
- - O/
OH
(B)-vg-3-(2-2F =y d)olade o] E(AZ 80)5 (B)-vE-3-(2-F2=2Hd)oladc|E(AZd 24) o
Aol AbgEHE AL AQstars AlZd 2590 71" vpep AFHow FAI YHS Fqste], #A FE(7.2g,
60~80%) S F~53F3Tt.

I NMR(400MHz, CDCls): &§=4.31(s, 3H), 5.44(m, 4H), 5.89(s, 1H), 7.32~7.70(m, 4H).

A Zd 83 : (4S,5R)-HlE-5-(2-ZF o 2H|d)-2-HE-1,3-1] &L T-4-FH A g o] E

(25,3R)-Mg-3-(2-ZF 2 2Hd)-2,3-U3| EZA| Z 2 F o o] E(A| %4 81)F (25,3R)-HE-3-(2-F=2EHd)-
2,3-H3|EEA L2 T o] E tlalel] ALt S AYstas Alzxd 600 7IAE wiep AdHoz FA
U S fsle] | FA 33HE(3.1g, 70~95%) 2 53T

1

H NMR(400MHz, CDCls): &1.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1H), 7.29~7.67(m, 4H)

Az 84 : (4R,5R)-5-(2-=F o =¥ d)-2-v|&-1,3-1] & 4-Y) v -2

o]
@A'/\OH

(48,5R)-Hg-5-(2-ZF ¢ 2Hd)-2-v&d-1 3-T] & -4t A o] E(A 2] 83)F (4R,58)-H€-5-(2-F =
2¥d)-2,2-tv€e-1,3-U & Hd-A4-71 5 A g o] E(A 2o 26) thalol]l AFE3l= AL A9stas AlZxd 279 7]
A vie} AAHom FAI WS Pste], FA| FE(3.3g, 70~95%)S F53F3AT).

b NMR(400MHz, CDCl3): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.19~7.39(m, 4H).
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[0509]

[0510]
[0511]

[0512]

[0513]

[0514]

[0515]

[0516]

[0517]

[0518]
[0519]

[0520]

[0521]

[0522]
[0523]

SS90l 10-1699145

A Zd 85 : (4R,59)-HlE-5-(2-ZF o 2¥|d)-2-vE-1,3-1 L& T—4-FH A g o] E

.n
O
= .
(@]

o
Q0
0O
\

(2R,39)-H€-3-(2-ZF 9 25d)-2,3-T] 3| ==X JolE(AZd 82)5 (25,3R)-WE-3-(2-Z2 27
2,3~ EFA 2o o] E digle] AMEdtE RS ALt AlFd 600 7AE nie} AAHom FA
WS s, qA sHHE(2.9g, 70~95%) S 5T

' NMR(400MHz, CDCl): 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1), 7.29~7.69(m, 4H)

Azl 86 : ((4S,55)-5-(2-ZF 2 &2y d)-2-HE-1,3-tS&ET-4-U) ek

A

OH

o
dlle]

(4R,58)-H€-5-(2-ZF ¢ 2Hd)-2-v&d-1 3-T] &4t A o] E(A 2] 85)F (4R,58)-HE-5-(2-F =&
2¥d)-2,2-tvE-1,3-U & Hd-A4-71 5 A g o] E(A 2o 26) thalol]l AFE3l= AL A9t AlZd 279 7]
A vie} AAHom FAI WHS Pste], FA| FE(3.8g, 70~95%)S F53F3AT].

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.19~7.4.2(m, 4H).

A zof 87 : (45,5R)-HE-5-(2-FF Q29 d)-2,2-t]&-1,3-T & & H-4-F H Ao E

(25,3R)-Mg-3-(2-ZF 2 2Hd)-2, 3-U3| EZA| Z 2 F o o] E(A| %4 81)F (25,3R)-HE-3-(2-F=EHd)-
2,3-T)s| =2 A Lo o] E thalo] AbgstE AL AYstuE Axd 640 7AE uiel AdHor HYd
RS e, TA BHHE(2.1g, 60~85%) S 53T

I NMR(400MHz, CDCl3): &§0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.20~7.61(m, 4H)

A zof 88: ((4R,5R)-5-(2-ZF Q2 29 d)-2,2-t]oEd-1,3-U&EH-4-U) ek

(@]
@*‘”’“

(45,5R) - E-5-(2-&F 2 2¥d)-2,2-to&-1,3-t & e-4-F 5 Aol E(A ] 87)E  (4R,59)-WE-5-
(2-F229d)-2,2-tHE-1,3-t]&T-4-7L B A H o) E(A X 26) thald AL&stE AL AYstaes A4
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[0524]

[0525]

[0526]
[0527]

[0528]

[0529]

[0530]
[0531]

[0532]

[0533]

[0534]
[0535]

[0536]

SS90l 10-1699145
270 7148 wpol AAA o AT WS Poto], A FE(2.2g, 70~95%) = F5EAT.

i NMR(400MHz, CDCl3): §0.96(m, 6H), 1.59(m, 4H), 3.66(d, J=8.0, 2H), 5.09(d, J=7.6, 1H), 5.88(d,
J=7.6, 1), 7.23~7.60(m, 4H).

A zoll 89 : (4R,55)-HE-5-(2-FF Q29 d)-2,2-t]&-1,3-T & & H-4-F H Ao E

(2R,35)-W€-3-(2-ZF 2. 27 EE2A T 2o o] E (A% =
@5%)ﬂ93(%ﬁegilé)23ﬂ% EEAZZ IO o] E(A| 2 81) thalel] AlESE AL Al9stas
Azd 870 71AE nvie} AAH o7 FUs WS Pystod, A FFE(2.3g, 70~95%) S T53ATh

'H NMR(400MHz, CDCls): §0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.20~7.61(m, 4H)
A zoll 90 : ((45,55)-5-(2-FF L 2Hd)-2,2-T]o|&-1,3-t] & &H-4-A) v g2

(4R,59)-mE-5-(2-ZEF 223 d)-2,2-to|&-1,3-t] & e-4-F 5 Aol E(A 2] 89)E  (45,5R)-wE-5-
(2-EF229d)-2,2-Hod-1,3-t| K& 4TI A g o] E(A ] 87) dlld AL83tE AE ALstas Ax
o 889 71A1H vle} AAH o FAE WHS Fdte], EA FFIE(2.2g, 70~95%)S F53FAT}.

I NMR(400MHz, CDCls): §0.96(m, 6H), 1.59(m, 4H), 3.66(d, J=8.0, 2H), 5.09(d, J=7.6, 1H), 5.88(d,
J=7.6, 1H), 7.23~7.62(m, 4H).

Az 91 @ (25,3R)-HE-3-(2-FF Q2 29d)-1,4-T] ALV 2[4, 4] = -2-7} 52 g o] E

N%iﬂﬂ%%S%MH5ﬂﬁﬂ*%ﬁHf AL ALlstals Az 870 71 E wieh dEAor A3 WS
[e:

I NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.33~7.62(m, 4H)
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[0537]

[0538]
[0539]

[0540]

[0541]

[0542]
[0543]

[0544]

[0545]

[0546]

[0547]

[0548]

[0549]

[0550]

[0551]

S50l 10-1699145

Alzze 92 ¢ ((2R,3R)-3-(2-EF 2 2HH)-1,4-T] FAL =T 2[4 4] e r-2-2) v eh-&

(28,3R)-ME-3-(2-ZF ¢ 23 d)-1,4-TSALAT 2[4 4] e d-2-FFE A o) E(A 2o 91)E  (4S,5R)-HE-5-
(2-22299)-2,2-tol|d-1,3-1S&Ad-4-FHEAd o] E(A ] 64) tiilddl ALg3te S ALstaes Az
650 711 viet @A o S WS Aste], A FFE(1.9g, 70-950)& THIIA.

I NMR(400MHz, DMSO): 61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.32~7.57(m, 4H)

Az 93 : (2R,35)-HE-3-(2-FF Q2 29d)-1,4-t] AT 2[4, 4] = -2-7} 52 g o] E

(2R,39)-ME-3-(2-Z 5 ¢ 2 d)-2,3-U 3| E2A| X 2 T} o] o] E (A 24 82)E
(2S,3R)-mE-3-(2-ZF 229 d)-2,3-U3| EFA| L2 3o o] E(A ] 81) llel Algste AS AYstae
Azd 91°] 7]1AE nie} AAHoT FUS WY b, A FFE(1.5g, 70~95%) S F53FA T,

b NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.39~7.61(m, 4H)

Alzzel 94 ¢ ((28,39)-3-(2-EF L 2HY)-1,4-T]FAL= T 2[4 4] = h-2-9) v eh-&

HSP

=0
=" OH

(2R,39)-M€-3-(2-ZF ¢ 2Hd)-1,4-TSALAT 2[4 4] e d-2-FFE A o] E(A 2] 93)E  (4S,5R)-HE-5-
(2-ZFo 2 d)-2,2-to&-1,3-t & & Td-4-7I 5 A o] E(AZ] 87) thile] AbgslE AL Al9stas Ax
o 88l 71AE wie} AAHo R FUI WHS st A FFE(1.2g, 70~95%)S F53A ).

I NMR(400MHz, DMSO): 61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.38~7.63(m, 4H)

Az 95 1 (25,3R)-HE-3-(2-FF Q2 2¥d)-1,4-t] AT 2[4, 5] dgF-2-7} 52 g o] E

>,
il
fl
1%
>,
(i
o
>
Ll
fit
(5
o
s
=2
>,

of Ab&eh= A& AQlstae Axd 9lel 7AE wiep ddAor FAT T
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[0552]

[0553]

[0554]
[0555]

[0556]

[0557]

[0558]

[0559]

[0560]

[0561]

[0562]
[0563]

[0564]

S=53 10-1699145
WS ste], FA 3eE(1.7g, 70~95%)S 55},

i NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.37~7.63(m, 4H)

A Zd 96: ((2R,3R)-3-(2-Z=F Q0 2 d)-1,4-t A2 2[4 5] 7H-2-Y ) v -

O
[:f::I/J“\I/"\()H
(2S,3R) - E-3-(2-ZF o 2Hd)-1,4-t| A ~T 2[4, 5] d|7H-2-FFE A Ho| E(A 2] 95)E  (25,3R)-#E-3-

(2-F2299)-1,4- A =T &[4, 5] b 7-2-FH 5 A g o] E(A X 72) dlld] AL83tE AS ALstae A=
o 730l 71AE wie} AAHo R FUAI WS dqste], A FFE(1.4g, 70~95%)S S5

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.42~7.89(m, 4H).

A zof 97 :© (2R,3S5)-HE-3-(2-FF 2 2¥d)-1,4-t] AT 2[4, 5] dgF-2-7} 52 g o] E

o

o

e

O

(2R,39)-ME-3-(2-ZF 2 29 d)-2,3-T 3| =FA| Z 2 3} - o] o] E (A Z 4] R AR=
(28,3R) - E-3-(2-ZF 29 d)-2,3-UI EFA L2} o] o] E(A Za] 81) thilel] A}l AL Aestas
Az 9590 7]AE wie} AdAH oz FUAS WHS i), A FFE(1.8g, 70~95%) S F53A .

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.32~7.64(m, 4H).

Azd 98: ((25,39)-3-(2-ZF 2. 29 Y)-1,4-t2A A9 2[4, 5] 8| 7-2- ) v &
F QQ
<" “OH

(2R,39)-HWEl-3-(2-ZF o 2Hd)-1,4-U| A ~T 2[4, 5] d|7H-2-FFE A Ho| E(A Zd  97)E  (25,3R)-#E-3-
(2-E2F229d)-1,4-HZALT 2[4, 5] dzk-2-7l 5 g o] E(A Zo] 95) thale]l Ab&steE e A9t Al
Zo 969 7]AE Hle} AAFow wAF HPES Hsle], FA| 3FE(1.5g, 70~95%)S F53AT).

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.33~7.67(m, 4H).
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SS90l 10-1699145

[0565] Azl 99: (4S,5R)-HE-5-(2-ZFQ 2¥d)-2-7d-1,3-t] & & -4l 5 A g o E
F 0] o O
@)\,)LO/
[0566]
[0567] H=2AH 3| =8 3-del dialed AbEshs RS A9ty Alxd 870 7|AH nie} AAHoR FAS WHS
gato], wA sHgHE(1.6g, 50~70%) S 53k

[0568] i NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.33~7.64(m, 4H).

[0569] Az 100: ((4R,5R)-5-(2-ZF 2 &2¥d)-2-Hd-1,3-t & T-4-U ) ek
F @] o
[:i::r’J\‘I”"‘cnk
[0570]
[0571] (4S,5R)-ME-5-(2-ZF e 2 Hd)-2-Hd-1,3-1] & & T-4-71 B Ao E(A 2] 99)E  (4S,5R)-WE-5-(2-F =

23d)-2,2-"old-1,3-"5Ed-4-7t5 A o] E(A e 64) thilol A&t AS Al9lstales Az 6590 7]
e wpel Aoz A WUHS Fstol, FA| s=(1.3g, 70~95%)& F5IFAT.

[0572] I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.43~7.85(m, 4H).

[0573] A zof 101 : (4R,55)-WE-5-(2-ZEF 2 2¥d)-2-9<d-1,3-U & H-4-71 54 ol E
F ol o
N
[0574]
[0575] H=zAdH 3 =g 3-HEl = il AMESE AL AlQstars Alxd 899 71AlHE vie} AAXoz FUI UHS
st A FFE(1.7g, 50~70%) S F53FA .
[0576] 'H NMR(400MHz, DMSO) &1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),

7.33~7.64(m, 4H).

[0577] Azd 102 :© ((45,59)-5-(2-ZF e 2Hd)-2-dHd-1,3-t] & &H-4-d) v eh&

.
10,

OH

%

[0578]
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[0579]

[0580]

[0581]

[0582]
[0583]

[0584]

[0585]

[0586]

[0587]

[0588]

[0589]

[0590]
[0591]

[0592]

[0593]

[0594]
[0595]

S=50dl 10-1699145

(4R,59)-WE-5-(2-EF 2 2Hd)-2-9d-1,3-0 S Ee-4-7t S A Yo E(A Zd 101)E (4S,5R)-WE-5-(2-F=
2Hd)-2,2-tg-1,3-1FEH-4-F1 5 A ) E(A R 64) thilel] ALgshE Ae Astars Az 659 7]
AE e} AdHow FAS WHS Pste], HA F=E(1.1g, 70~95%)S F53FATE.

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.43~7.85(m, 4H).

Azd 103 : (B)-HE-3-(2-g2ec9d)oladg o E

@MO/

(B)-3(2-ge=dd)-ofad k(A zed 17)& 2-S 224Gt el AMgsh= As AlQstas Alzd 249
71 wpel AEA o w FA RS Feto], ®Al SHHE(3.2g, 70~90%)S 533

I NMR(400MHz, CDCl3) &3.84(s, 3H), 6.45(d, J=16.0, 1H), 7.01~7.35(m, 4H), 8.09(d, J=16.0, 1H).

AZd 104 1 (2S,3R)-WE-3-(2-2 2= d)-2 3-L] 3| EEA L2 o] 0| E

I OH O
o/
OH
(E)-"d-3-(2-2o=dd)otady o] E(A Xz 103)E (E)-1-FZ2-2-(3-(HEAHEA])Z & Z-1-0d )l 5]
(A ze] 2) e AFgalE RS AYstas Az 39 7)AE vle} Aoz T PHS Psto], TA

3}9H5(3.2g, 75-90%)S F58I3ITH
' NMR(400MHz, CDCls): §=4.31(s, 3H), 5.44(m, 4H), 5.89(s, 1), 7.30~7.71(m, 4H).
A zd] 105 @ (2R,39)-WE-3-(2-2. 2 =HY)-2,3-T] 3| =2 A L& 5} 1o o] E

I OH O

O/

OH

(B)-mlE-3-(2-ee=dd)olmade o] E(AZ 103)E (B)-vlE-3-(2-F 229 d)oladeo|E(Az 24) o)
Aol ALgetE AS AQetaEs Alxd 250 7AE viel AFHoR FAS WHE dsto], wA 3FE(3.1g,
60~80%) & 538kt

I NMR(400MHz, CDCls): &§=4.31(s, 3H), 5.44(m, 4H), 5.89(s, 1H), 7.31~7.72(m, 4H).

A Zzd 106 : (4S,5R)-HE-5-(2-2. 2. =Hd)-2-HE-1,3-t] & H-4-71 5 A P o] E

(2S,3R)-M€-3-(2-8.2.574d)-2,3-Us| =EA L2 a0 o] E(A| Fe] 104)S (2S,3R)-HE-3-(2-F229d)-
2, 3-3| =2 A Z 2o o] E tlald] ALgslE 7S A9stuEs AlF 600 7]AE wiel AdEHom FU
WS Fgate] A4 3HeE(2.7g, 70~95%)S 53T}
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[0596]

[0597]

[0598]
[0599]

[0600]

[0601]

[0602]
[0603]

[0604]

[0605]

[0606]
[0607]

[0608]

SS50dl 10-1699145

I NMR(400MHz, CDCls) 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, M), 7.29~7.70(m, 4H)

Az 107 : ((4R,5R)-5-(2-2 2 =¥d)-2-We-1, 3-t L& d-4-A ) v ek

(48 ,5R)-M€-5-(2-2. 2 =7 d)-2-vE-1,3-T] &L S-4-Ft Ao E(AF 106)E (4R,58)-WEH-5-(2-F=2=2
Hd)-2,2-tE-1,3-1SET-4-7154 9 1 (Aol 26) Al ALgshe S ALstas Az 279 7] A]

H oo} AdAHoR Fds WS qste], xA FFE(2.3g, 70~95%)S TSI,

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),

5.17(d, J=7.0, 1H), 7.17~7.41(m, 4H).

A Zd 108 1 (4R,5S)-wWE-5-(2-2 2 =wd)-2-We-1,3-t]SEe-4-71 A g o E

(2R,3S)-WE€-3-(2-2 2 =¥ d)-2 3-U]F| EEA L2 o 0| E(A| Zd| 104)Z (2S,3R)-vE-3-(2-F229d)-
2,3-H3|EEA L2 T o o] E tlalel] AMEstE A& AYstas Alzxd 600 7IAE uwiep AdHon FA
WS dale] A 3H8HE(2.4g, 70~95%)S FE35H9TH.

'H NMR(400MHz, CDCly) 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1H), 7.29~7.70(m, 4H)

Az 109 : ((45,58)-5-(2-2.2.=Hd)-2-HE-1,3-t] & T-4-A) k-

(4R,59)-WE-5-(2-2 2 =wd)-2-We-1,3-0 S Ee-4-7t A g o] E(AZd 108)E (4S,5R)-HE-5-(2-8.2. &
Hd)-2-WE-1,3-1 & Td-4-713 A g ol E(A 2] 106) thilol] AL&e= AL AQstas Az 1074 7)A€
Hlol AAFH o7 FA3 WMHS sto] FA 3eHE(1.9g, 70~95%)S 53T

I NMR(400MHz, CDCls): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),

5.17(d, J=7.0, 1H), 7.17~7.41(m, 4H)
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SS90l 10-1699145

S &4 Ao =

=

(4S,5R)-M€-5-(2-2 2 =9d)-2,2-t]o|&-1,3-1

[0609] Az 110 :
<
O/
[0610]
[0611] (2S,3R)-"E-3-(2-2 2 =9d)-2 3-U| =ZA| L2 o o] E(A| Zd] 104)ZS (2S,3R)-HE-3-(2-F&229d)-
2,3-H3|EEA L2 T o o] E tlalel] AMEstE S AYStais Alzxd 640 ZIAE wiep AdHon FA
WS gate] A4 3H8HE(2.6g, 60~85%)S 53T
[0612] 'H NMR(400MHz, CDCly) 60.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.23~7.65(m, 4H).
[0613] A zo 111 : ((4R,5R)-5-(2-22.=¥d)-2,2-t]o€-1,3-1 & Hd-4-A ) v ek

(4S,5R)-M€-5-(2-&

[0614]
[0615] (4S,5R)-M€-5-(2-8. 2 =9d)-2 2-t)o &-1, 3-T] &L d-4-7l 2 A o| E(A| X 110)=
e =dd)-2-mE-1,3-t2Ed-4-FIE Aol E(AZd 106) thalo] AL&3dlE AL Aestas AFd 1070 7]
A wpe} AAHo g FAS WS Pshod, qA sHE(2.1g, 70~95%)S F5EHT
[0616] "H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H). 4.36(dd, J=7.0. J=7.0, 1H). 5.06(m, 1H)
5.17(d, J=7.0, 1H), 7.17~7.41(m, 4H).
[0617] Az 112 @ (4R,59)-WE-5-(2-2 2 =¥d)-2 2-t]o&-1,3-t] & T-4-7H5-2 gl o]
[0618]
[0619] (2R,39)-HE-3-(2-2.2=9d)-2,3-H3| EFA| LZ ol o] E(A 4] 105)F (25,3R)-WE-3-(2-8.2=3d)-
2,3~ EEA 2o o] E(AHZ 104) tiAldl] ALg3tE AS Astas Az 1109 71AE wie} A2 H
o7 FU3 HE dsto, ®A 33HE(2.3g, 60~85%) S 55T
5.81(d, J=7.6, 1H),

[0620] I NMR(400MHz, CDCl;) &0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H),

7.20~7.61(m, 4H).
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[0621]

[0622]

[0623]

[0624]

[0625]

[0626]
[0627]

[0628]

[0629]

[0630]

[0631]

[0632]

[0633]

[0634]
[0635]

SS50dl 10-1699145

A zof 113 : ((4S,59)-5-(2-22.=9d)-2,2-t]o &-1,3-0 & d-4-A ) v &

5-(2-2. 9 =9 4d)-2, 2-t]o|€-1,3-T] & & -4} A o] E (A %
WEe-1,3-tSES-4-71E5 A G o] E(A x4 106) thAle] AHg-she=
=] T IS Pslo], #EA sFEE(1.8g, 70~95%) S T

d 112)E (4S,5R)-WE-5-(2-8
AL AL staE Axd 1079 7]
5313t

(4R,5S8)-M €l -
S rEd)-2-
A

[¢]

I NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0 J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.17~7.41(m, 4H).

A Zd 114 1 (2S,3R)-WE-3-(2-2. 2 =8d)-1,4-USALAT 2[4 4] = 1-2-FHE A glo] E

A E2 e =S 3-gEE gl Abgste AL Astas AZzd 1109 71AE viep A@H oz A3 Uy
S Pslo], wA BFE(2.7g, 70~95%)S FE5FY T}

I NMR(400MHz, DMSO) &1.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1), 5.39(d, J=7.2, 1H), 7.19~7.44(m, 4H)

Az 115 © ((2R,3R)-3-(2-L.2.=9d)-1,4-t] A2 2[4 4] = -2-L ) W g

(@]
©*’”°“

(28,3R)-ME€-3-(2-2. 2. =7 9)-1,4-U LA AT 2[4 4] = F-2-F} A F o] E(A| Zd 114)E  (4S,5R)-Hel-5-(2-
ge=dd)-2-vE-1,3-tSET-4-FEA Y| E(AZFd 106) thaldl ALgsleE AL AQstas Axd 10790
ZIAE viet AdH o R FAS WS dste], 3A SFE=(2.1g, 70~95%)S TSI

b NMR(400MHz, DMSO): &61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1), 5.12(d, J=7.6, 1H), 7.20~7.45(m, 4H).

Az 116 : (2R,39)-WE-3-(2-2. 2 =9 )-1,4-TFAI AV 2[4 4] = d-2-F} 54 o] E



[0636]

[0637]

[0638]
[0639]

[0640]

[0641]

[0642]
[0643]

[0644]

[0645]

[0646]
[0647]

[0648]

Ss=59d 10-1699145
S gato], A 3FE(2.92, 70~95%) S FE53AT.
'H NMR(400MHz, DMSO) &1.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,

J=7.2, 1), 5.39(d, J=7.2, 1H), 7.19~7.44(m, 4H).
Az 117 © ((2R,3R)-3-(2-2.2.=9d)-1,4-4] =\ F-2-2) W ELS

o

0
=" “0OH

(2R,39)-M€-3-(2-2. 2 =Hd)-1,4-T) AL AT 2[4, 4] = d-2-F}E A F o) E(A Ze] 116)E (4S,5R)-wWE-5-(2-
so=dd)-2-Wg-1,3-1]&&T-4-FtEAH o E(A ] 106) Al ALg3stE AS ALstaE AZxd 1079
719 utel AdAow =U3 WES dete], A 3FE(1.5g, 70~95%)S FE5HATH.

I NMR(400MHz, DMSO): 61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.20~7.45(m, 4H).

Az 118 : (2S,3R)-WE-3-(2-8. 2 =3d)-1,4-YFAIAT 2[4, 5] HIZ-2-7HE A H o] E

g 2HEks oale] Agshe AL Aslsus Azd 1140 JAE wsh dAHoR A
WS Astel, EAl SHEE(1.9g, 70-950) 5.

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.17~7.43(m, 4H).

Alzd 1190 ((2R,3R)-3-(2-8.2.E9d)-1,4-1 AT 2[4, 5] d| 7H-2-L) W g-&

O
@*”’“

(25,3R)-MEd-3-(2-2. 0 cHd)-1,4-T) &AL AT 2[4, 5] B 7F-2-7t B A o] E(A| %4 118)E (4S,5R)-H€-5-(2-
LeEdd)-2-E-1,3-tEe-4-I1 5 Aol E(A A 106) thalel AFEsts AL AlQstne Alxd 10790
ZIAE viet AdH o R FAg WS dste], %A = (1.3g, 70~95%)& TS

b NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.19~7.49(m, 4H).
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[0649]

[0650]
[0651]

[0652]

[0653]

[0654]

[0655]

[0656]

[0657]

[0658]
[0659]

[0660]

[0661]

[0662]
[0663]

SS90l 10-1699145

A Zd 120 1 (2R,39)-WE-3-(2-2.2 =39 d)-1,4-U) A2 2[4 5] H7H-2-7HE A o] E

Z2AES A
e Pstel, ¥

ar

=

Z2eE il AgatE AL A9sta: Axd 1169 7]AE niek AAHow FA
3hHE(2.3g, 70~95%) FEIIATH

2

I NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.17~7.43(m, 4H).

A Zd 121 1 ((25,39)-3-(2-2. 2 =3d)-1,4-tSALA 2[4, 5] 6| 7-2- ) v E+-&

s

0
" “0OH

(2R,3S)-WE€l-3-(2-2.2 = 5d)-1,4-C] LA} AT 2[4, 5] G| 7H-2-FH A F o] E (A2 120)3  (4S,5R)-w€l-5-(2-
so=dd)-2-Wg-1, 3-1]&&T-4-FtE A F o E(A X 106) Al ALg3E AS ALstaE AZxd 1079
714 vie} AdH oz FAgt WS dsted, Al SFE(1.7g, 70~95%)S F53AUT.

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.19~7.49(m, 4H).

A zof 122: (45,5R)-HE-5-(2-L 2 =¥d)-2-H<d-1,3-U <& H-4-71 54 o] E

| o] o 0]
O/
MESUS =g AZREANRE ] g AL AdstuE Azd 18] /A9 wsh AAHoR FAY
WS dote], A ﬂ%%(l 9g, 50~70%)S& 533t

I NMR(400MHz, DMSO) 63.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H), 6.96~7.57(m,
oH).

A zof 123 : ((4R,5R)-5-(2-2 2 =¥d)-2-9d-1,3-t L& d-4-L ) v ek

0
o

(4S,5R) - €-5-(2-8. 2 =9d)-2-Hd-1,3-0 L& Td-4-Ft B AH o E(A Fe] 122)F (4S,5R)-WEH-5-(2-8.9.=
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[0664]

[0665]

[0666]
[0667]

[0668]

[0669]

[0670]
[0671]

[0672]

[0673]

[0674]
[0675]

[0676]

SS90l 10-1699145

dd)-2-me-1,3-t] & d-4-7H5 2

Hheh AR o AR PUS

m>~

Jol= (A 2el 106) thalel AHg3hs RS ASIha Azel 1079 7A€
}oq T BE(14g, T0-950) S FEaAT

ol

i NMR(400MHz, DMSO): §3.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 6.94~7.59(m,
9H).

A Zd 124 1 (4R,5S)-WE-5-(2-2 2 =Hd)-2-3d-1,3-0 S Ee-4-71 3 g o E

| g 0 0]
@/\T/LLO/
A=A 28 AS2G A= dialell AbSshs A& Alelstals Alzel 12001 7IAE wiep dFHoR FUdd
WS Aete], FA TR 1g, 50709 S +55

I NMR(400MHz, DMSO) 63.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H), 6.96~7.57(m,
oH).

A zof 125 1 ((4S,58)-5-(2-2 2. =¥d)-2-9d-1,3-t & d4-d ) v g

d[e]

OH

(4R,59)-WE-5-(2-2 2 =ud)-2-9d-1,3-0 S Ee-4-7t A g o| E(A Fd| 124)Z (4S,5R)-WE-5-(2-292 &
Hd)-2-WE-1,3-1 & Td-4-713 A g ol E(A 2] 106) thilol] AL&es= AL AQstas Az 1074 7)A€
uie} AFAH oz FA WS Pste], A = (1.3g, 70~95%) S TS5

I NMR(400MHz, DMSO): &63.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 6.94~7.59(m,
oH).

Azl 126 : (4S,5R)-WE-5-(2 4-T|ZF2 29d)-2-wE-1, 3-1] L &ed-4-71E A o E

Cl C({’O

(@]

O/

Cl

(2S,3R)-HM€-3-(2,4-0) F 2 25 )-2,3-T] 3| EEZA| T & 5} - o] o] E (A 2 4 36)=
(28,3R)-mE-3-(2-2 2 2#d)-2,3-U3| SE2A L2 o o|E tjAld AL&E=
ZIAE vret AdH o R FAS WS dste], %A $3=(0.9g, 70~95%)& TSI

b NMR(400MHz, CDCl;) §&1.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1), 7.07~7.21(m, 3H).
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[0677]

[0678]
[0679]

[0680]

[0681]

[0682]
[0683]

[0684]

[0685]

[0686]

[0687]

[0688]

[0689]

[0690]
[0691]

S50l 10-1699145

Az 127 : ((4R,5R)-5-(2,4-t)F 22 ¥ d)-2-vd-1,3-t] &L &-4-Y ) v E-&

(4S,5R)-M€-5-(2 4-v F2 29 d)-2-Me-1,3-tSETA4-71 S A o] E(A Zd 126)5 (4R,59)-WE-5-(2-F
2aHd)-2,2-tWE-1,3-t&&d-4-7tEAH o) E(AF 26) thalo] ALgEE RS AQstaEs Axd 274
714 vie} AdHom FAgt WS dsted, Al $§=(0.7g, 70~95%)S FE3AUT.

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.08~7.39(m, 3H).

A Ze] 128 : (4R,58)-WE-5-(2,4-t]F 22 d)-2-vE&-1,3-U] & T4-TE 2 g o] E

Cl

(2R,38)-W€-3-(2,4-vF 229 d)-2,3-t3 =EEA L2y 0| E(A 2o 29)5 (25,3R)-HE-3-(2,4-UFZ=
Hd)-2,3-HI| EFA L2 o o] E(AFd 36) tiilel Algste RS AYstas Axzd 12600 71AE ket
AAHow FU3 WS Ak, EA IFFE(1.92, 70-95%) S FE3A .

' MMR(400MHz, CDCls) &1.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1), 7.07~7.21(m, 3H).

A Zel 129 : ((4S,59)-5-(2,4-t)F 225 d)-2-md-1,3-t] &L e-4-Y ) v &

Y

cl
©

(@]

OH

%

Cl

(4R,59)-WE-5-(2,4-t) F 2 29 d)-2-HE-1,3-USET-4-7E A Yol E(AZd 128)Z (4R,55)-HE-5-(2-F
22¥d)-2,2-tud-1,3-t] §E&eAA4-FHE Aol E(A o 26) tiilel] AlEste AL AQstas Az 279
71AE vie} AAHow FA WHE Ystod, A FFE(1.5g, 70~95%) S F53FA .

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.08~7.39(m, 3H).
A Zd 130 @ (4S,5R)-WE-5-(2,4-0FZ229d)-2,2-1g-1,3-t] & T-4-7 2 A g o E

(2S,3R)-H€-3-(2,4-0) F 2 29 )-2,3-T] 3| EEZA| T & 5} - o] o] E (A 2 4] 36)=
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[0692]

[0693]

[0694]
[0695]

[0696]

[0697]

[0698]
[0699]

[0700]

[0701]

[0702]
[0703]

[0704]

SS90l 10-1699145

(28,3R)-HE-3-(2-Z 227 d)-2,3-
71| vpet AdHow FAT WY

pud

|EFAZ23 ool E dialo] AlEsle A AYstae A 6400
aste], FA FFE(2.2g, 60~85%)S F58ATE.

tlo jl
[0

' NMR(400MHz, CDCly) §0.96(m, 6H), 1.59(m, 4H), 3.67(s, 31), 5.11(d, J=7.6, 1), 5.81(d, J=7.6, 1H),
7.12~7.37(m, 3H).
A zof 131: ((4R,5R)-5-(2,4-t]E22¥d)-2,2-t]o&-1,3-0 & d4-A ) v e

o
OH

Cl

(4S,5R)-E-5-(2,4-t) 22 27d)-2,2-t]| &-1,3-UFEH4-FI 5 G o] E(AH Z 130)E (4R,55)-WE-5-
2-2=2=2¥d)-2,2-tve-1,3-vSET-4-Fta Ao E(A | 26) tiile] AMgste AL AQstae Az
279 7121 wief AHHo 2 FUAS HE dste], ®Al sIHE(1.4g, 70~95%) S 53T

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),
5.17(d, J=7.0, 1), 7.08~7.39(m, 3H).

Az 132 1 (4R,5S9)-WE-5-(2,4-F 229 d)-2,2-t]d-1,3-t]| Z & H-4-7 52 g o] E

(2R,39)-M€-3-(2,4-vF 229 d)-2 3-H3| ==X T2} o] E(A 2o 29)5 (25,3R)-HE-3-(2,4-v]F2=
Hd)-2,3-t3| EEA T2 a o o] E(A| R 36) thale] Al&stE AL ALetiE Axd 1300 7|AE uHpe}

AAAoR FAT WS Psted, FA AF=(2.1g, 70-95%) = TS

'H NMR(400MHz, CDCly) 60.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),

7.12~7.37(m, 3H).

Azl 133 1 ((4S,59)-5-(2,4-F 22 d)-2,2-t]d&-1,3-t] & T-4-A ) H| k&

-

Cl

(@]

OH

:

Cl

(4R,5S)-W€-5-(2,4-t] F 2 29 d)-2,2-t]d-1,3-t] S & H-A4-FI B A G o] E(A 2 132)E  (4S,5R)-H€-5-
(2,4-"F229d)-2,2-t&-1,3-TFEH-4-71 5 A ] E(A 2 130) thaloll AMEsHE RS AQstas A
Za) 1310 71AE wel HAF o7 FAI WS el BA 3= (1.2g, 70~95%)S F53HAT

I NMR(400MHz, CDCls): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),

5.17(d, J=7.0, 1H), 7.08~7.39(m, 3H).
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[0705]

[0706]

[0707]

[0708]

[0709]

[0710]
[0711]

[0712]

[0713]

[0714]
[0715]

[0716]

[0717]

[0718]

SS90l 10-1699145

A Zzd 134 1 (2S,3R)-WE-3-(2,4-F 2 29d)-1,4-USA 2T 2[4 4] = d-2-7 5 A g o] E

cl 0! 0

0

O/

Cl

A E2 e =S 3-gEE gl Abeste AL Astas Axd 1319 7A" wviep AEH oz A3 Uy
S gate], A 3IFE(2.52, 70~95%)S FE53FATH.

I NMR(400MHz, DMSO) &1.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.03~7.36(m, 3H).

Az 135 ((2R,3R)-3-(2,4-F229d)-1,4-USAIAT 2[4, 4] = d-2-) H &

. 7

o
OH

Cl

(28,3R)-M€-3-(2,4-0)F 228 d)-1,4- LA A9 2[4 4] = 3-2-7 2 A P o] E(A| Fd  134)E  (4S,5R)-W€l-
5-(2-F22d)-2,2-told-1,3-1 & d-4-7} 5 A g o] E(A Ze] 64) thAle] At AL Al9stus Ax
o 650 71AE wle} AAHow FUAS WS dqste], A FFE(1.8g, 70~95%)S S5 T.

I NMR(400MHz, DMSO): 61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.02~7.37(m, 3H).

Az 136 : (2R,35)-WE-3-(2,4-F229d)-1,4-TZ AT 2[4, 4] = F-2-7} 52 g o] E

A Z2HE =S 3-HERe il AFSstsE RS AYstae Axd 1320] 71AE vie} AAH oz FAsE Uy
< gsle], TA 3AE(2.2g, 70~95%)S FEYTH.

I NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 1H), 1.91~2.00(m, 3H), 3.68(s, 3H), 4.40(d,
J=7.2, 1H), 5.39(d, J=7.2, 1H), 7.03~7.36(m, 3H).

Az 137 1 ((25,39)-3-(2,4-F 2 299)-1,4-t AT 2[4, 4] = F-2-Y) W -

. o7

/©/\/\OH
Cl

e}
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[0719]

[0720]

[0721]

[0722]
[0723]

[0724]

[0725]

[0726]
[0727]

[0728]

[0729]

[0730]
[0731]

[0732]

SS90l 10-1699145

(2R,39)-M€-3-(2,4-0)F=225d)-1,4-T A AT 2[4 4] = d-2-7FE A H o) E(A X 136)E  (25,3R)-WE
3-(2,4-T)ZF 229 d)-1,4-T) A AT 2[4, 4] = d-2-FF B A g o] E(A 2] 134) tlle] Alg3t= AL A9stx
E Az 1359 7]AE wie} AFH oz FUA} WHS b, A FFE(1.2g, 70~95%)S S5 H.

I NMR(400MHz, DMSO): 61.60~1.72(m, 4H), 1.83~1.94(m, 1H), 3.52~3.65(m, 2H), 3.82~3.86(m, 1H),
4.90(t, J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.02~7.37(m, 3H).

Az 138 : (2S,3R)-WE-3-(2,4-F229d)-1,4-1ZA AT 2[4, 5] d]gH-2-7} 5 g o] E

AlFREARES AFEAERE il ARgshs A Alelstals Azl 1340 Z|AE wpe} dAHoR FAT
s A, s}3HE(1.8g, 70~95%)S S5-3It

=1

A

mlo

I NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.07~7.41(m, 3H)

A zZof 139: ((2R,3R)-3-(2,4-F 229 d)-1,4-tSA AT 2[4, 5] 7H-2-L ) H &+-&

e

0]
OH

Cl
(28,3R)-M¥-3-(2,4-1 22 99d)-1,4-gSA AT 2[4, 5] v Z-2-7} 5 A H o] E(A x4 138)E  (2S,3R)-W€E-

(2R D)L 4B A 2 (4,5 -2 AR A E (A 72) Al ATz AL Asfshas:
Zo) 7390 1A vhsh AAHo T BAW WS Pakol, EA SHTE(1.3g, 70-05%)% FEH.

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.04~7.40(m, 3H).

A zol 140 : (2R,35)-vWlE-3-(2,4-F229d)-1,4-t AT 2[4, 5] | ZH-2-7 52 2 o] E

Cl C?)Q @)
/©/_\:)LO/
Cl
AFRAA S AFEHERE iAol ARgshs s Alflstals Alxd 1360] ZIAE viel dPAoR U
WS Astel, TAl SFE(1.6g, 709562 FEHATH

I NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.07~7.41(m, 3H).
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[0733]

[0734]
[0735]

[0736]

[0737]

[0738]
[0739]

[0740]

[0741]

[0742]
[0743]

[0744]

S=50dl 10-1699145

A zol 141: ((25,35)-3-(2,4-F2299)-1,4-t] A AT Z[4,5] W] ZH-2-L ) vl g+

P

cl
o

e

OH
cl
(2R,3S)-"W€-3-(2,4-0)F 2 29d)-1,4-T) A 20 2[4, 5] H7F-2-7 2 A go]| E(A 2o 140)S  (2S,3R)-wE-

3-(2,4-"E229d)-1,4-tS5AAY 2[4, 5] HZ-2-7H5d g o] B (Xﬂiclﬂ 138) thAalell ARgsh= AS Al9lshar
= Azl 1399 71| vk dAHow A WS dsto], A sFE(1.2g, 70-95%)& FESHIT.

b NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.04~7.40(m, 3H).

A Zel| 142 : (4S,5R)-WE-5-(2,4-F 2 29d)-2-9d-1,3-1] &L Td-4-7} 22 g o] E

¢ oLo0
/@)\Vto/
cl
HZ2AH s A|Z2AA= gl AMSSHE AL AQstals Azl 138¢ 7]AlE wie} dAHoz FUst
RS Fsle], FA 3HEE(1.9g, 50~70%)S 53T

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.03~7.41(m, 3H).

Azl 143 1 ((4R,5R)-5-(2,4-F 22 d)-2-¥d-1,3-t]| & T-4-Y ) eh&

Cl O

o
OH

cl

(4S,5R)-ME-5-(2 4-F 223 d)-2-9d-1,3-t S & T4-FI 2 A g o] E(A Zd 142)E (4S,5R)-HE-5-(2-F =&

29d)-2,2-t4d-1,3-t&&Ed-4-FHE A g o] E(A xdo 64) e AMEetE AL AQlstae Az 659 7]

A mrel ddHow FAdd WS Fsto], A spehE(1.5g, 70~95%)& FEBHAT.

b NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.04~7.42(m, 3H).
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[0745]

[0746]
[0747]

[0748]

[0749]

[0750]

[0751]

[0752]

[0753]

[0754]
[0755]

[0756]

[0757]

[0758]

SS90l 10-1699145

Azl 144: (4R,5S)-HWE-5-(2,4-F 2 29d)-2-7d-1,3-1 & d-4-7}E 2 o] E

243 =8 AZ2AE gl AMEstE RS AlLstae Az 1400 71AIE wie} AEAH o= FUgH
WS gato] . EA 3F3HE(1.6g, 50~70%)S FE38%Th.

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.03~7.41(m, 3H)

Azl 145 1 ((4S,59)-5-(2,4-F 22 Hd)-2-9d-1,3-t] & T-4-Y )W eh&

Cl

10

OH

@g@

Cl

(4R,59)-W€-5-(2,4-F 229 d)-2-8d-1,3-U S ET4-7tE A Yol E(AZd 144)E (25,3R)-wE-3-(2,4-F
22Id)-2-9d-1,3-t & S-4-71 B A Y o] E(A Zd 142) thale] ALgelE AL ALt Alxd 143 7]
Al vhep AHA o FAF YW Pste], FA SF=(1.2g, 70-95%) = TS

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.04~7.42(m, 3H).

Az 146 : (4S,5R)-AE-5-(2,6-t)F 22 d)-2-HE-1,3-1]&&ES4-71 A F o] E

Cl Cfﬂ/ O

o)
o

cl
(2S,3R)-ol€-3-(2,6-0F 229 d)-2,3-1U 3| =ZEA| Z 2 3} - of| o] E (A Z o] 3=

(2S,3R)-Mg-3-(2-F 2 2HY)-2,3-T3| EZA T E o o] E tAilo] ALRStE= AL AYstis Az 600
714 vie} AdHow FAgt WS dsted, Al SFE(1.7g, 70~95%)S FE3AUT.

I NMR(400MHz, CDCl;) &1.36(d, J=6.4, 3H), 3.78(s, 3H), 4.15(m, 2H), 4.30(d, J=7.6, 1H), 5.07(m, 1H),

5.62(d, J=7.6, 1H), 7.17-7.36(m, 3H).

A Zo 147 : ((4R,5R)-5-(2,6-UE=2 27 d)-2-1e-1, 3-U & T-4- ) v E-e

s it

o
OH

Cl
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[0759]

[0760]

[0761]

[0762]
[0763]

[0764]

[0765]

[0766]

[0767]

[0768]

[0769]

[0770]

[0771]

[0772]

SS90l 10-1699145

(4S,5R)-oN€-5-(2,6-t] 229 d)-2-He-1,3-tS&ET4-71 S A o] E(A Zd 146)E (4R,59)-WE-5-(2-F
229d)-2,2-0vd-1,3-tS&ed-4-FHRA g o] E(A ] 26) diilol] AMEsteE AL AlQstae Alxd 279
1A vie} AdHom FAgt WS dsted, Al sFE(1.2g, 70~95%)S F53AUT.

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.18~7.39(m, 3H).

A Ze] 148 : (4R,58)-ol€-5-(2,6-t]F 22 d)-2-vE&-1,3-U] & T4-T}E 2 g o] E

Cl

(2R,38)-ed-3-(2,6- S 2 =23d)-2,3-H3| = A L2 v ieof o] E(A 2] 33)& (28,3R)-HE-3-(2,4-H2 22
AE)-2,3-H3 =S A LR ko o] E(A 2] 39) Hialel ARgShe e Alelstais Al 1460 Z]AlE whet
Ao AT UHE Aste], BA FE=(1.8g, 70-950) & TSI

H NMR(400MHz, CDCl) 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.15(m, 2H), 4.30(d, J=7.6, 1H), 5.07(m, 1H),
5.62(d, J=7.6, 1H), 7.17~7.36(m, 3H).

A Zel 149 : ((4S,59)-5-(2,6-t)F 2 &2 d)-2-md-1,3-t] &L T-4-Y ) v &

OH

o E"BA\

(4R,59)-€-5-(2,6-t) F 22 d|d)-2-HE-1,3-1 &L T4-FHE A Yol E(A X4 148)Z (4S,5R)-<E&-5-(2,6-
OE229d)-2-We-1,3-t] & S-4-7} 22 g o] E (A Zd| 146) thalel] A}&3l= AL AQstus Ao 147
of 7AE nie} AAHoZ FAS WHS Psfo], EA SFHE(1.3g, 70~95%)S F53ISIT).

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.18~7.39(m, 3H).

A Zo 150 @ (45,5R)-ANE-5-(2,6-tF 2 2Hd)-2,2-t]o|2-1,3-U & TA4-TF Ao E

(2S,3R)-oN€-3-(2,6-t] 229 d)-2 3-H3| ==X T2y} o| E(A| 2o 39)F (25,3R)-HE-3-(2,6-v]F2=
Hd)-2,3-H3| EFA| ZE ol o] E(A| x4 36) tlAldll AlgsteE AL Astie Az 130¢] 71AH vk}
AAdHog HA3 WS Pste], TA 3HE(1.8g, 60~85%)S 53T},

I NMR(400MHz, CDCl;) &0.96(m, 6H), 1.30(t, J=8.0, 3H), 1.59(m, 4H), 4.12(m, 2H), 5.11(d, J=7.6, 1H),
5.81(d, J=7.6, 1H), 7.08~7.26(m, 3H).
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[0773]

[0774]
[0775]

[0776]

[0777]

[0778]

[0779]

[0780]

[0781]

[0782]

[0783]

[0784]

SS90l 10-1699145

Az 151 ((4R,5R)-5-(2,6-t]F 2 =2Hd)-2,2-t]o|€-1,3-t] <& H-4-d ) ek

Cl O o
S,
Cl

(4S,5R)-ollg-5-(2,6-t] F = 2Hd)-2,2-t] &-1,3-t F& H-4-FI R A g o] E(A 2] 150)E  (4S,5R)-o&-5-
(2,6-tF 2239 9)-2-ve-1,3-ZEAA4-THE A o] E(A o 146) thilol Agsle RS ALstaes Az
1470 71AF wpe} AAH oz FAS WS Pslo, 3A sHE(1.2g, 70~95%)S 5T

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.07~7.29(m, 3H).

Az 152 1 (4R,5S9)-NE-5-(2,6-F 2 2dd)-2,2-t]d-1,3-t]| ZE&H-4-7 52 g o] E

e

Cl

Q.

o
cl
(2R, 39)-o &-3-(2,6-T] F = 29| d )-2, 3-T) 8| =2 A L & b0 o] E (A Ze] 33)E (25,3R)-o &2-3-(2,6-T] F & &

Zd 33
Sd)-2,3-0 3| EE A L2 vheo] o E(Al2e] 39) TiAl] AHgEHE AL Alelehuis Alze] 1509 71A1E vt
Aoz FAR Y Ashol, BA TR (2.5, 70-959)& FEIHAG

b NMR(400MHz, CDCl;) &§0.96(m, 6H), 1.30(t, J=8.0, 3H), 1.59(m, 4H), 4.12(m, 2H), 5.11(d, J=7.6, 1H),
5.81(d, J=7.6, 1H), 7.08~7.26(m, 3H).

A|ze] 153 1 ((45,59)-5-(2,6-F 229 d)-2,2-t] &-1,3-t]| & T4-) | &-&

S

Cl

@]

OH

(4R,5S)-oN€-5-(2,6-t] F 229 d)-2,2-t]d-1,3-t] S & H-A4-FI 5G| E(A 2 152)E  (4S,5R)-o&-5-
(2,6-tF229d)-2,2-t o &-1,3-TFEH-4-71 5 A ] E(A X2 150) taloll AMS3HE RS AQstas A
Zof 1510 71AE mie} AAH oz FAF WS Ysto], ®A FFE(2.1g, 70~95%)S S5}

I NMR(400MHz, CDCls): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.07~7.29(m, 3H).
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[0785]

[0786]
[0787]

[0788]

[0789]

[0790]
[0791]

[0792]

[0793]

[0794]
[0795]

[0796]

[0797]

[0798]
[0799]

SS90l 10-1699145

A Zzd 154 1 (2S,3R)-NE-3-(2,6-F 2 29d)-1,4-U A 2T 2[4, 4] = d-2-7 5 A g o] E

NEEAR=S 3-Aeke gAld AHgshs AL ASlstue Azd 15000 Z1AE v AdHoR AR P
S #ale], ®Al BAFE(2.1g, 70~95%)S FEEIGTH

I NMR(400MHz, DMSO) 61.30(t, J=7.8hz, 3H), 1.69~1.71(m, 4H), 1.73~1.86(m, 4H), 4.07~4.14(m, 2H),
5.11(d, J=7.2, 1H), 5.81(d, J=7.2, 1H), 7.07~7.31(m, 3H).

A zof 155 : ((2R,3R)-3-(2,6-F 22 d)-1,4-UFALAT 2[4, 4] = -2-Y) v g2

(2S,3R)-A€-3-(2,6-0)F 22 d)-1,4-0 SA AT Z[4 4] = -2-F} B A F o] E(A Ze] 154)F  (4S,5R)-ol €~
5-(2,6-t 22 29d)-2,2-t]o&-1,3-t & d-4-FI A o] E(A Zd 150) thalol AP"E}—H e AQsta=
Aze 1519 7149 vheh Ao FAF WES Ak, BA (178, 70~950)S FEAE.

I NMR(400MHz, DMSO): &1.60~1.72(m, 4H), 1.83~1.94(m, 4H), 3.52~3.65(m, 2H), 4.90(t, J=5.2, 1H),
5.12(d, J=7.6, 1H), 7.08~7.32(m, 3H).

Azl 156 @ (2R,3S9)-ol€-3-(2,6-F 2 29d)-1,4-T)SAAT 2[4, 4] d-2-F 5 A g o] E

AlEEAebES 3-dEhs tale] ARgshs e Alelstales Az 15200 Z1AE wpel dEHoR A WY
S g5k, BA SHE(2.5¢, 70~95%) S 53T

I NMR(400MHz, DMSO) 61.30(t, J=7.8hz, 3H), 1.69~1.71(m, 4H), 1.73~1.86(m, 4H), 4.07~4.14(m, 2H),
5.11(d, J=7.2, 1H), 5.81(d, J=7.2, 1H), 7.07~7.31(m, 3H).

Az 157 @ ((25,39)-3-(2,6-F 2 23d)-1,4-tSALAT 2[4, 4] = F-2-Y) W &S

(2R,39)-o1€-3-(2,6-t] F 22 Hd)-1,4-0) A A9 2[4 4] = F-2-7} B A g o] E(A Fd 156)Z (2S,3R)-o€-
3-(2,6-HZ229d)-1,4-HSAIRT 2[4, 4] d-2-FHE A g o] E ( Jze] 154) tialel] AMgst= AS ALsta
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[0800]

[0801]

[0802]
[0803]

[0804]

[0805]

[0806]
[0807]

[0808]

[0809]

[0810]
[0811]

[0812]

S=53 10-1699145
= Az 1559 71AE vlel AFH o7 EA3F WHS Fsle], ¥A 3FE(2.0g, 70~95%)S S5}
' NMR(400MHz, DMSO): &1.60~1.72(m, 4H), 1.83~1.94(m, 4H), 3.52~3.65(m, 2H). 4.90(t. J=5.2. 1H),
5.12(d, J=7.6, 1H), 7.08~7.32(m, 3H).

A Zd 158 1 (2S,3R)-NE-3-(2,6-F 2 29d)-1,4-t) A 2T 2[4, 5] HIZF-2-7 5 A g o] E

1@% Aol Abgshs RS Al9fstars Az 1540 71AlE nieh Aoz AT

I NMR(400MHz, DMSO) &61.30(t, J=7.6, 3H), 1.61~1.69(m, 10H), 4.08~4.18(d, 2H), 4.33(d, J=8.0, 1H),
5.85(d, J=8.0, 1H), 7.07~7.31(m, 3H).

Az 159 1 ((2R,3R)-3-(2,6-F 223 d)-1,4-t)3A AT 2[4, 5] dl7H-2-2) v g2

(2S,3R)-oNE-3-(2,6-tF 229 d)-1,4-TSALAT 2[4, 5] 8| 7-2-7F 2 A g o] E(A Zd 158)F (25,3R)-old-
3-(2,6-HE2299)-1,4-YSAIET 2[4 4] md-2-FHg A g o] E(A 2o 154) didlddl AME3tE AL AlQsta
= Alzd 15590 71AE nie} AAHoR Ut WHE Fso], XA SFE(1.7g, 70~95%) = TSI}

b NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.05~7.30(m, 3H).

Azl 160 : (2R,35)-9E-3-(2,6-F229d)-1,4-t] AL AT 2[4, 5] | ZH-2-7 52 o] E

0
= O/\
Cl
AERE=S AFEARE A6 Agse AS Aslsut Azd 1569 JAE vsh 4dHoR AP
WS Wahel, EA SEE(1.9g, 0-05%)% FEIH.

I NMR(400MHz, DMSO) &61.30(t, J=7.6, 3H), 1.61~1.69(m, 10H), 4.08~4.18(d, 2H), 4.33(d, J=8.0, 1H),
5.85(d, J=8.0, 1H), 7.07~7.31(m, 3H).
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[0813]

[0814]

[0815]

[0816]

[0817]

[0818]
[0819]

[0820]

[0821]

[0822]

[0823]

[0824]

S=50dl 10-1699145

A zol 161 : ((2S,39)-3-(2,6-F 22 d)-1,4-TFALAT 2[4, 5] HZH-2-Y) i gk

cl O
OH

Cl

(2R,39)-o€l-3-(2,6-0)F 220 d)-1,4-T) A AT 2[4 5] ¥ 7F-2-7} 2 A o] E(A %] 160)E (2S,3R)-ol E-
3-(2,6-0ZF 228 Y)-1,4-tSALAT 2[4, 5] g ZH-2-FFE A g o] E(A 2] 158) thAld] AlE3t= AL Al9sw
E Az 1599 71w wie} AHH oz FA} WHS b, A FFE(1.5g, 70~95%)S F53FA T

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.05~7.30(m, 3H).

Azl 162: (4S,5R)-AE-5-(2,6-F 229 d)-2-3d-1,3-t] & T-4-71 22 g o] E

cl O o O
Cl
Mzotds =g AFzaie gl Agdt A8 Adane dzel 155 A e AdHen FA
WS Aol A SHEE(.0g, 50-T08)E 5T

I NMR(400MHz, DMSO) &61.30(t, J=7.6, 3H), 4.08~4.18(d, 2H), 5.13(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
6.18(s, 1H), 7.03~7.22(m, 8H).

Az 163: ((4R,5R)-5-(2,6-F2=dd)-2-9d-1,3-vSEd-4-A)H e

Cl ©O
O
Sl
Cl

(4S,5R)-E-5-(2,6-F 225 d)-2-Hd-1,3-1 L& T-4-FH A G | E(A 2 162)F (25,3R)-<IE-3-(2,6-T]
FEEAE)-1 4-H AL 2[4, 5] dZ-2-7H A o] E(Al Z e 158) wialel ARgshs Ae Alelstals Az
1599l 7141 npo} HEHow A3 WHE Fste], #A shgh=(1.6g, 70~95%)& 53T

b NMR(400MHz, DMSO): &§3.50~3.79(m, 2H), 5.13(d, J=8.0, 1H), 5.85(d, J=8.0, 1H), 6.18(s, 1H),
7.03~7.22(m, 8H).
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[0825]

[0826]
[0827]

[0828]

[0829]

[0830]
[0831]

[0832]

[0833]

[0834]
[0835]

[0836]

[0837]

[0838]

SS90l 10-1699145

Azl 164 : (4R,55)-o18-5-(2,6-F 22 3d)-2-7d-1,3-t] &L Td-4-7} 22 g o] E

243 =8 AZ2AE diglel] AMEsE RS AlLstae Az 1600 71AE whel HEAHoR FUgh
WS gato] EA 3F3HE(1.8g, 50~70%)S FE3%Th.

I NMR(400MHz, DMSO) &1.30(t, J=7.6, 3H), 4.08~4.18(d, 2H), 5.13(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
6.18(s, 1H), 7.03~7.22(m, 8H).

Az 165 : ((45,59)-5-(2,6-F 2 =2Hd)-2-9d-1,3-t] & e-4-d ) H| ek

(4R,59)-o€-5-(2,6-F 225 d)-2-Hd-1,3-T| 2L T4-72 A P ol E(A| 24 164)E (25,3R)-AE-3-(2,6-F
2234d)-2-94d-1,3-15Ed4-71 3 A g ol E(Al e 162) Al ALgetE AS AQstas Alzxd 1639 7]
A vie} AAHom FAS WHS Pste], FA FE(1.4g, 70~95%)S F53F3AT].

I NMR(400MHz, DMSO): &§3.50~3.79(m, 2H), 5.13(d, J=8.0, 1H), 5.85(d, J=8.0, 1H), 6.18(s, 1H),
7.03~7.22(m, 8H).

Az 166 : (4S,5R)-wWE-5-(2-to| ER ¥ d)-2-H€-1,3-T]| 2L e-4-7} B4 Y o| E

NO, 0L ©

O/

(2S,3R)-W €l -3-(2-UJo| EZHY)-2,3-U] 3| EZEA L2 ol o| E (A Zd| 44)2 (2S,3R)-vE-3-(2-F229d)-
2,3-T)s| =2 A T2 a0 o] E thalo] AbgstE AL AYstuE Axd 600 7Y el AdAow HYd
WS gate] A 3H8HE(2.3g, 70~95%)S 5359 TH.

'H NMR(400MHz, CDCly) 61.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1H), 7.45~8.12(m, 4H).

Az 167 : ((4R,5R)-5-(2-tpol ER ¥ )-2-HE-1, 3-U] & e-4- ) w| ek

NO, o/(

(0]
OH
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[0839]

[0840]

[0841]

[0842]

[0843]

[0844]

[0845]

[0846]
[0847]

[0848]

[0849]

[0850]
[0851]

[0852]

S=50dl 10-1699145

(4S,5R)-W€l-5-(2-Yo| ER Hd)-2-Wel-1 3-T] L &e-4-7} 2 A H o] E(A| Zd] 166)E (4R,55)-W€-5-(2-F=
23d)-2,2-tHe-1,3-USETd-A4-FHE A g o] E(A o 26) el AMEste RS AL3tae Alzxd 279 7]
e wpe} AAH oz FA WHS s, TA 8HFHE(1.9g, 70~95%)S 53T}

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.47~8.11(m, 4H).

Azl 168 1 (4R,55)-wWlE-5-(2-to| ER ¥ d)-2-ME-1,3-t]| & & T-4-7 54 g ol E

(2R, 38)-M€-3-(2-J ol EZ2Hd)-2,3-U 3| E2A| X 2 T} o] o] E (A Z 4] 48) 5
(2S,3R)-W€-3-(2-Uo| ERFd)-2 3-T 3| EZ2A L2 T} o) o| E(A| o] 44) tald] AML3E AL A9stas
Az 16001 71A1E viep dAA o SA WS Aste], A FEE(2.0g, 70~95%) = TSI

' MMR(400MHz, CDCls) &1.36(d, J=6.4, 3H), 3.78(s, 3H), 4.30(d, J=7.6, 1H), 5.07(m, 1H), 5.62(d,
J=7.6, 1H), 7.45~8.12(m, 4H).
A Zd 169 1 ((4S,55)-5-(2-Ueo|EZ 3 H)-2-WE-1 3-t] &L eh-4-A ) v k2

NO O/(
%94

OH

(4R,58)-HE-5-(2-Heo| ER v d)-2-E-1,3-T] &&P-4-7- 5 A o] E(A 2] 168)5 (4S,5R)-¥E-5-(2-1}¢]
Ezsd)-2-M9-1,3-t & &S 4T A o E(A x 166) thilel] Algste A& Adstas Az 16700 7]
Al vhep AHA o FAY YW Psted, FA SF=(1.6g, 70-95%) = TS

' NMR(400MHz, CDCly): §1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.47~8.11(m, 4H).

A zof 170 : (4S,5R)-WE-5-(2-Yo|ERHH)-2,2-t]oE-1,3-U & H-4-F 5 0| E

Noo%,
2y 0

O/

(25,3R)-HlE-3-(2-t}o] EEHY)-2,3-T| 5| = ZA| T g 5} 1o o] E(A| %o 44)F (28,3R)-0E-3-(2,6-T] Z & = 7
9)-2,3-H3| EEAI L2 ol o] E(A 24 39) Tl AFE3le AS ALstae AlZd 15090 7]1AE wiek 2
AdHow g UMS Aok, BA SFE(2.4g, 60-85%) = TSI

[e]

I NMR(400MHz, CDCl;) &0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.43~8.10(m, 4H).
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[0853]

[0854]
[0855]

[0856]

[0857]

[0858]
[0859]

[0860]

[0861]

[0862]
[0863]

[0864]

[0865]

[0866]

S=50dl 10-1699145

Azl 171 : ((4R,5R)-5-(2-Ho|EZHd)-2,2-t]oe-1,3-t & d-4-d ) v g

NO, og_/

o
OH

(4S,5R)-H € -5-(2-Yo| ERZHd)-2 2-t]d&-1,3-T] & T-4-THEA Yo E(A e 170)E  (45,5R)-HE-5-(2-
ol Eg v d)-2-mE-1,3-t] §&T-4-7H 5 A e o] E(A o] 166) thalel AM&ate 21 Alelstals Alxe] 167
of 7AE nie} AAHoZ FAS WHS Psfo], EA SFHE(1.9g, 70~95%)S F53ISIT).

'H NMR(400MHz, CDCly): 80.96(m, 6H), 1.59(m, 4H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H),
5.17(d, J=7.0, 1H), 7.37~8.09(m, 4H).

A zof 172 : (4R,55)-WE-5-(2-Yo| ERHH)-2,2-t]oE-1,3-U & H-4-F 5 o E

(2R, 39)-M€-3-(2-}o]| ERHH)-2,3-T] 3| =2 A| Z 2 5} - o] o] E (| % 4] 18)=
(28,3R)-M€-3-(2-Jo| EZH)-2,3-T3| EZ A Z 2 a3 o o] E(A|Zd] 44) Al AlL3E AL Astas
Alze] 1709 71 vioh Ao AT WS Fsto], A SH3HE(2.5g, 60-850) & FEIAUT.

I NMR(400MHz, CDCl;) &0.96(m, 6H), 1.59(m, 4H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d, J=7.6, 1H),
7.43~8.10(m, 4H).

A zel 173 : ((4S,59)-5-(2- ol EEHd)-2 2-T]o|€-1,3-U] & T4-

NO, Qg‘_/

e

)| e

10

OH

(4R,5S)-WE-5-(2-YolERFd)-2 2-td&-1,3-T&ETA4-THE A G| E(A x4 172)F  (45,5R)-HE-5-(2-
HolEZdd)-2,2-to&-1,3-t&&E T4 H A G| E(A X4 170) el AlEsle AS AQstas Axd
1710 7]A% wpe} AAH oz FAs WS Psto], 3A sH5E(2.0g, 70~95%)S 5T

' NMR(400MHz, CDCl): 60.96(m, 6H), 1.59(m. 4H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0. J=7.0, 1H),
5.17(d, J=7.0, 1H), 7.37~8.09(m, 4H).

Azd 174 @ (2S,3R)-WE-3-(2-Uo| EZHH)-1,4-USALAT] Z[4,4] = -2-FHE A glo] E

NO, O ; 0

o

¥

(0]
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[0867]

[0868]

[0869]

[0870]
[0871]

[0872]

[0873]

[0874]
[0875]

[0876]

[0877]

[0878]
[0879]

[0880]

A E2 e =S 3-gEE gl Abeste AL AQstas AZd 1709 7AE wviep AAH oz A3 Uy
S gate], A 3FE(2.52, 70~95%)S FE53HATH.

I NMR(400MHz, DMSO) &1.69~1.71(m, 4H), 1.82~1.86(m, 4H), 3.68(s, 3H), 4.40(d, J=7.2, 1H), 5.39(d,
J=7.2, 1H), 7.44~8.06(m, 4H).

Az 175 ¢ ((2R,3R)-3-(2-Uo|ERZFH)-1,4-YKAIAT 2[4, 4] = h-2-L) W &-&

NOZO%

o]
OH

(25,3R)-mWlE-3-(2-t}o] ERHY)-1,4-T] 2 A AT 2[4 4] e dF-2-7 2 A g o| E(A 2o 174)E  (4S,5R)-HE-5-
(-l ERHd)-2,2-toE-1,3-T| FEH-4-FI A E(A 2 170) dialol] AMEslE e AYstas Az
o 1710 714 E vie} AAR o7 FA3 WHS dste], FA IFFE(2.1g, 70~95%)S S5-I}

I NMR(400MHz, DMSO): &1.60~1.72(m, 4H), 1.83~1.94(m, 4H), 3.52~3.65(m, 2H), 4.90(t, J=5.2, 1H),
5.12(d, J=7.6, 1H), 7.46~8.09(m, 4H).

Az 176 : (2R,3S)-WE-3-(2-Yo|EZHH)-1,4-C]FALAT 2[4, 4] = d-2-FHE A g o] E

A Z2HE=S 3-HERe il AMEsE RS
S sto], FA 3}E(2.9g, 70~95%)S 55

shals Az 1720 71A1E nhel dAA o FAd WY

A2l
=

I NMR(400MHz, DMSO) &61.69~1.71(m, 4H), 1.82~1.86(m, 4H), 3.68(s, 3H), 4.40(d, J=7.2, 1H), 5.39(d,
J=7.2, 1), 7.44~8.06(m, 4H).

Az 177 © ((25,35)-3-(2-Uol| EZHE)-1,4-USALAT] 2[4, 4] = F-2-U) W k-

(2R,39)-mWE-3-(2-Jol ERHY)-1 4-U 2 A} AT 2[4 4] = -2-7} B Ao E(A 24 176)E  (25,3R)-WE-3-
(2~ ERZH)-1,4-HZALAT 2[4 4] = d-2-7} 5 H o] E(A Zo] 174) thalell ALE3tE AL AQstas Al
Zd| 17590 71AE wie} AAH oz A WHS Pshef, ®A sFE(2.0g, 70~95%)S TS5

I NMR(400MHz, DMSO): &1.60~1.72(m, 4H), 1.83~1.94(m, 4H), 3.52~3.65(m, 2H), 4.90(t, J=5.2, 1H),
5.12(d, J=7.6, 1H), 7.46~8.09(m, 4H).
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[0881]

[0882]
[0883]

[0884]

[0885]

[0886]
[0887]

[0888]

[0889]

[0890]
[0891]

[0892]

[0893]

[0894]
[0895]

SS90l 10-1699145

A Zzd 178 1 (2S,3R)-WE-3-(2-Uo| EZHY)-1,4-UFALAT] 2[4, 5] 9| ZH-2-FH5- A glo] E

FRA = AFEAMER o] Abgshe A& Aestils Az 1740 ZIAE vieh AAHoR S
IS Aatol, wA SH3HE(1.7g, 70~95%) S5

ar

I NMR(400MHz, DMSO) &§1.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.45~8.12(m, 4H).

Alzd] 179 @ ((2R,3R)-3-(2-Uo|ER T H)-1,4-YSALAT 2[4, 5] d]7H-2-L) W &-&

NO, O
OH

(2R,39)-H€l-3-(2-t}o] ERH Y )-1 4-U] 2A} AT 2[4, 5] d|7H-2-FFE A H o E(A 2o 178)F  (2R,39)-#€-3-
(2-Uo|ERHY)-1,4-TC] LA} 2T &[4, 4] = 3-2-F A G o] E (A Zd] 174) tAlo)] ALL3slE= AL A|9stnE A
Za) 1750 71AQE wel AAF o7 FAI WS delo] BA 3= (1.4g, 70~95%)S F53HAT

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.46~8.09(m, 4H).

Azl 180 : (2R,3S)-wWE-3-(2-Yo|EZHH)-1,4-C]FALAT 2[4, 5] ZH-2-FHE A g o] E

>
I
i
e
>
s
o
z

gtk i Agshe Ag Aftas Az 1760 A v ddHow T
= (2.2g, 70~95%) FE3IATEH

=
e Ystel, =

2

I NMR(400MHz, DMSO) &61.61~1.69(m, 10H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0, 1H),
7.45~8.12(m, 4H).

Az 181 1 ((25,35)-3-(2-HolERHY)-1,4-t)2A AT 2[4, 5] d7-2-4) W &-&

NO, o; 'l

T 0
=~ “OH

(2S,3R)-"€l-3-(2-tpo] ER2H Y )-1 4-U] A} 2~F 2[4, 5] d|7H-2-FFE A F o] E(A 2] 180)F  (2R,39)-#E-3-
(2~ ERZHd)-1,4-HZALAT 2[4, 5] zk-2-7} 5 g o] E(A Z o] 178) thalell ALg3tE AL AlQstas Al
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[0896]

[0897]

[0898]
[0899]

[0900]

[0901]

[0902]
[0903]

[0904]

[0905]

[0906]
[0907]

[0908]

SS54 10-1699145
Zd 1799 71 vieh AAHoR FAR WS Pste], wA FeE(1.5g, 70950 5
' NMR(400MHz, DNMSO): &1.63~1.75(m, 10H), 3.52-3.81(m, 2H), 3.95(t, J=8.0, 1), 5.43(d, J=7.6, 1H),
7.19~7.49(m, 4H).

A|ze] 182 1 (45,5R)-wE-5-(2-YolERHd)-2-5Hd-1,3-0| & -4 54 Y o E

=ges =g ANFRIAAR Olile] ARgshe S A9stie Az 1780 7[AE wieh Ao FAF
e Askel, ¥A SFE(1.9g, 50~70%)& F53ST.

I NMR(400MHz, DMSO) 63.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H), 6.96~8.12(m,
oH).

Az 183 : ((4R,5R)-5-(2-tol ER ¥ )-2-Hd-1,3-1] & e-4- ) w|ehs

NO, O
OH

(4S,5R)-Hg-5-(2-}ol ERZHd)-2-7d-1,3-T] & e-4-7t 2 A o] E(A| 24 182)F (2S,3R)-H€-3-(2-1}0]
E2Wd)-1,4-YSAAT 2[4, 4] e d-2-7 5 A ol E(A X 174) dlalel Ag3te AL AYstas Axd
1790 71A% wie} AAH oz FAs WS Psto, FA sh5E(1.5g, 70~95%)S 53T

i NMR(400MHz, DMSO): §&3.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 7.06~8.14(m,
oH).

Az 184 : (4R,59)-WlE-5-(2-to| ER ¥ d)-2-9d-1,3-T]| 2L e-4-7} B4 Y o| E

24d3| =8 AZ2AE giglel AMEstE RS AlLstae Az 1800 7IAE whe} HEAHoR FUgh
HPHS 3)sle] | A 3EE(1.8g, 50~70%)S 5381},

I NMR(400MHz, DMSO) 63.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H), 6.96~8.12(m,
oH).
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[0909]

[0910]
[0911]

[0912]

[0913]

[0914]
[0915]

[0916]

[0917]

[0918]
[0919]

[0920]

[0921]

[0922]
[0923]

SS90l 10-1699145

Aze] 185 1 ((45,59)-5-(2-Ho|ERHd)-2-Hd-1,3-t] & H-4-d) v et

(4R,58)-H€-5-(2-Uol ERHd)-2-Hd-1,3-t| & T-4-7I A Yo E(A 2 184)F (2S,3R)-HE-3-(2-1}0]
EzZdd)-2-8d-1,3-t1)]2&Td-4-FtE A o) E(A Zd 182) thale] Algst= AS A|Qstiis Az 1830 7]
AE vhep WMoz FA WAL Aste], EA HFE(1.3g, 70-950) & FEAAT.

I NMR(400MHz, DMSO): &63.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 7.06~8.14(m,
o).

A zof 186 : (4S,5R)-WE-5-(2-vE ¥ d)-2-vE-1,3-t] & d-4-71 52 o] E

o

0]

O/‘

)_

(2S,3R) - E-3-(2-H g Hd)-2,3-t | =Z A L2 oo o] E(A Ze]  54)F  (25,3R)-HE-3-(2-F R =T
= Az 600 7|AE uie} HHHoR FUS

2,3-t3 EZA 2o o] E djalel] AlgslE RS Al9)sta
WS dste], #A sHHE(2.1g, 70~95%)& 53T

'H NMR(400MHz, CDCly) 61.36(d, J=6.4, 3H), 2.35(s, 3H), 3.68(s, 30), 5.07(m, 1M), 5.11(d, J=7.6, 1M,
5.82(d, J=7.6, 1), 7.19~7.39(m, 4H).

A zof 187 : ((4R,5R)-5-(2-WEHd)-2-He-1, 3-0 & d-4-d ) v e

A

O
OH

(4S,5R)-w e -5-(2-ve s d)-2-We-1,3-t] & H-A4-FIFAH ) E(A e 186)F (2R,35)-WE-3-(2-Ho|ER
Hd)-2-9d-1,3-t] S E T4 S A o) E(A ol 184) iAol AFEstE AS A9t Az 18590 7A€
vpob AdHom A WHS dskel, wAl SFHE(1.7g, 70-950)S F5SISITE.

'H NMR(400MHz, CDCls): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1), 7.17~7.41(m, 4H).

A zof 188 : (4R,55)-wWlE-5-(2-vE ¥ d)-2-vE-1,3-t] & d-4-71 52 o] E

(2R,39)-"e-3-(2-Hedd)-2,3-T3]| =FA| X Z T -of| o] E (A 29 51)E (2S,3R)-HE-3-(2-HeHd)-
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[0924]

[0925]

[0926]

[0927]

[0928]

[0929]

[0930]
[0931]

[0932]

[0933]

[0934]
[0935]

[0936]

S=50l 10-1699145
2,3-H8| EFA R oo o] E(Al e 54) tiAlel ARSshe A& Alelstae Alxd 1860 Z1AlE wheh dA
o® AR WS Aste], wAl Sg=(1.8g, 70~95%)= TS

' NMR(400MHz, CDCly) §1.36(d, J=6.4, 3H), 2.35(s, 3H), 3.68(s, 3H), 5.07(m, 1), 5.11(d, J=7.6, 1),
5.82(d, J=7.6, 1H), 7.19~7.39(m, 4H).
Azl 189 : ((4S,58)-5-(2-wEHd)-2-He-1, 3-t & d-4-d ) v g

(4R,5S)-we-5-(2-vEe Hd)-2-HE-1,3-t] K& H-4-F} 52 2| o] E (A 2 188) =
(4S,5R)-w e -5-(2-ve dd)-2-HE-1,3-t] K& B4 5 A g o] E(A| o] 186) thiloll Alg3teE AL Al9stal
L Azd 1879 71AE nle} AAHow =t WS slo], WA FE(1.6g, 70~95%)S FEFYT).

'H NMR(400MHz, CDCly): 61.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H). 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.17~7.41(m, 4H).
Az 190 @ (4S,5R)-vE-5-(2-wEHd)-2,2-t]o&-1,3-t & T-4-F 5 g o] E

X

L®)

O/

(25,3R)-We-3-(2-vWed#d)-2,3-H3| EFA| LRI} o o] E(A|Z2el] 54)E  (2S,3R)-HIE-3-(2-Ho|ERdd)-
2,3~ EFA 2o o] E(A| | 44) tlale]l ALg3te RS AQstas Az 17000 71AE nRF A=A
o2 FAd3 WS Psbo, ¥A sE(2.1g, 60~85%)S 53T

'H NMR(400MHz, CDCls) 60.96(m, 6H), 1.59(m, 4H), 2.33(s, 1H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d,
J=7.6, 1), 7.00~7.17(m, 4H).

Az 191 :© ((4R,5R)-5-(2-wE = d)-2,2-t]o| &-1,3-T] & H-4-U ) v &=

o

O
OH

(4S,5R)-"W€-2 2-tjog-5-(2-H &3 d)-1,3-1 L& e-4-7tEA Y o| E(A x4 190)Z (4S,5R)-H&-2-1el-5-
(2-MEHd)-1,3-tSEdA4-7IE A g o] E(A Fd 186) thaldl Al&3l= AL Al9stue Axd 1870 7|A%
nie} Aoz FUS WHES Yk, A FFE(1.7g, 70~95%) S F53A .

I NMR(400MHz, CDCl3): &0.96(m, 6H), 1.59(m, 4H), 2.37(s, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0,

J=7.0, 1H), 5.17(d, J=7.0, 1H), 7.15~7.39(m, 4H).
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[0937]

[0938]
[0939]

[0940]

[0941]

[0942]

[0943]

[0944]

[0945]

[0946]
[0947]

[0948]

[0949]

[0950]
[0951]

S50l 10-1699145

Az 192 1 (4R,5S)-WE-5-(2-vEHd)-2,2-t]o&-1,3-U] & T-4-F 52 g o] E

(2R,3S)-w€l-3-(2-W & #Hd)-2,3-1] 3| == A LR 1} -of| o] E (A X4 572 (2S,3R)-we-3-(2-w e s d)-
2,3~ EFA 2o o] E(A| o 54) tlalel ALg3te RS AQstas Az 1900 71AE np} A=A

T3k S dele], EA 3HeE(2.2g, 60~85%)S 58T
'H NMR(400MHz, CDCls) 60.96(m, 6H), 1.59(m, 4H), 2.33(s, 1H), 3.67(s, 3H), 5.11(d, J=7.6, 1H), 5.81(d,
J=7.6, 1), 7.00~7.17(m, 4H).

Az 193 : ((45,59)-5-(2-vwE = d)-2,2-t]o| &-1,3-T]| & H-4-U ) v &=

(4R,59)-H&-5-(2-H & Hd)-2, 2-t] o &l-1,3-T] 2 & —4-F2 A Yo E(A %4 192)F (4S,5R) - €-5-(2-H &
Hd)-2,2-t)oe-1,3-1]SET-4-71 5 A g o] E(A Zd 190) tiilel] Algste AL AQstas Axd 1919 7]
A wpe} AAHo g FAS WS Pshod, FA sHHE(1.8g, 70~95%)S 5T

' NMR(400MHz, CDCly): 60.96(m, 6H), 1.59(m, 4H), 2.37(s, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0,
J=7.0, 1H), 5.17(d, J=7.0, 1H), 7.15~7.39(m, 4H).

A Zd 194 1 (2S,3R)-wWE-3-(2-weuHd)-1,4-U)SALAT 2[4 4] = 3-2-FHE A o] E

AR 3-AEhs gle) ARgehs A Asetat Alze] 1900] Z1AE vieh AdAow AT P
S Hatol, #A BFHE(2.1g, 70~95%)S FEEAT

I NMR(400MHz, DMSO) &1.49~1.57(m, 4H), 1.72~1.81(m, 4H), 2.35(s, 3H), 3.68(s, 3H), 5.14(d, J=7.2,
1H), 5.89(d, J=7.2, 1H), 7.02~7.25(m, 4H).

Az 195 @ ((2R,3R)-3-(2-w&#Hd)-1,4-t] 2ALAT 2[4, 4] = F-2-Y ) | EF-2

Y

0
OH

(28,3R)-M€-3-(2-W g d)-1,4-T) LA AT 2[4 4] = d-2-F} 2 A H o] E(A Zd] 194)E  (4S,5R)-H€l-5-(2-1
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[0952]

[0953]

[0954]

[0955]

[0956]

[0957]

[0958]
[0959]

[0960]

[0961]

[0962]
[0963]

[0964]

S=50dl 10-1699145

gaid)-2,2-tvld-1,3-H5&d-4-7 EAz 190) thalel ARgsh= A Alelstals Az 1910
7178 npel HAHow FAd e Fste], #Al sheh=(1.6g, 70~95%)& 5T

-
Iz
0 ﬂlﬁ
o
_o,

I NMR(400MHz, DMSO): 61.49~1.57(m, 4H), 1.72~1.81(m, 4H), 2.35(s, 3H), 3.52~3.65(m, 2H), 4.90(t,
J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.02~7.25(m, 4H).

Azl 196 1 (2R,3S)-wE-3-(2-wEHd)-1,4-T) ALY 2[4 4] = F-2-7 5 A P o] E

ASEAER=S 3-dEke el Abgdhs AL Al9lstae Az 1920 71AE vhel AAAoR AT W
S dste], ®Al 3HFE(2.52, 70~95%) G538}

I NMR(400MHz, DMSO) &1.49~1.57(m, 4H), 1.72~1.81(m, 4H), 2.35(s, 3H), 3.68(s, 3H), 5.14(d, J=7.2,
1H), 5.89(d, J=7.2, 1H), 7.02~7.25(m, 4H).

Azd 197 : ((25,39)-3-(2-w & #Hd)-1,4-t] 2SALAT 2[4, 4] = F-2-Y ) W] EF-2

(2R,39)-W€-3-(2-H e d)-1,4-T]SALAT 2[4 4] = F-2-FF 2 A F o] E(A|Fe 196)E (25,3R)-HE-3-(2-1]
g d)-1,4-USAIAT 2[4, 4] 2 d-2-FHE A G o] E(A x4 194) tfldd AM&ste RS AQstae Az 195
off 71AlE wiet AHHo R FAds S dsto], ¥Al SHHE(2.0g, 70~95%) = 53T

b NMR(400MHz, DMSO): &61.49~1.57(m, 4H), 1.72~1.81(m, 4H), 2.35(s, 3H), 3.52~3.65(m, 2H), 4.90(t,
J=5.2, 1H), 5.12(d, J=7.6, 1H), 7.02~7.25(m, 4H).

A Zd 198 1 (2S,3R)-wWE-3-(2-weud)-1,4-) AL 2[4 5] " 7-2-7HE A o] E

Z2HER= giglel] AREstE AS AlYstae Azl 1940 7IAlE wie} AAAHoR FUgH
3}3HE(1.8g, 70~95%)S FE5381T).

I NMR(400MHz, DMSO) §1.61~1.69(m, 10H), 2.34(s, 3H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0,
1H), 7.01~7.30(m, 4H).
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[0965]

[0966]
[0967]

[0968]

[0969]

[0970]
[0971]

[0972]

[0973]

[0974]
[0975]

[0976]

[0977]

[0978]

S=50dl 10-1699145

Az 199 : ((2R,3R)-3-(2-W € d)-1,4-t) A AT 2[4, 5] W] 71-2- ) v &

5

O
OH

(2S,3R)-wWE-3-(2-we#d)-1,4-t) AL A 2[4, 5] U -2-FHE A o] E(A %4 198)E (2S,3R)-HE€-3-(2-1)
gud)-1,4-U AL 2T 2[4 4] e -2-FF A g o] E(A 2o 194) thalell Abgshes AL ALstals Azd 195
of 7lAE wiel AAH o= FUAS WHE dsto], TA FFE(1.5g, 70~95%)S TS5,

I NMR(400MHz, DMSO): &61.63~1.75(m, 10H), 2.33(s, 3H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d,
J=7.6, 1H), 7.02~7.28(m, 4H).

A zof 200 : (2R,3S)-WE-3-(2-wE)-3-(2-WE o d)-1,4-t] AL AT Z[4,5] d]gF-2-7} 52 g o] E

'E
i
=

24 Aol AFg3tE RS ALstae Az 1969 AR wie} HEAHoR FUgh
3}3HE(2.2g, 70~95%)S FE5ET).

I NMR(400MHz, DMSO) §1.61~1.69(m, 10H), 2.34(s, 3H), 3.79(s, 3H), 4.33(d, J=8.0, 1H), 5.85(d, J=8.0,
1H), 7.01~7.30(m, 4H).

A4 201 ¢ ((25,39)-3-(2-w&#Hd)-1,4-t] 2ALAT 2[4, 5] b 7H-2-Y ) W EF-2

(2R, 38)-WE-3-(2-W e Hd)-1,4-t A AT Z[4,5] v ZH-2-FF 5 A g o] E(A Zd 20005 (2S,3R)-HE-3-(2-1]
gid)-1,4-YZA AT 2[4, 5] dI7-2-7F R A g o] E(A e 198) il 4%6}—“— AS A9t AlFd 199
of 1A nie} AAX o7 FAS WHS Pslo], ¥A 3FE(1.5g, 70~95%)S F53ISIT).

b NMR(400MHz, DMSO): &1.63~1.75(m, 10H), 2.33(s, 3H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d,
J=7.6, 1), 7.02~7.28(m, 4H).

Az 202 1 (4S,5R)-WE-5-(2-WEHd)-2-5d-1,3-1 & T-4-7 2 g o E
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[0979]

[0980]

[0981]

[0982]
[0983]

[0984]

[0985]

[0986]
[0987]

[0988]

[0989]

[0990]
[0991]

[0992]

SS90l 10-1699145

A= =g AFRAAR gl ARgshe s At Alxd 1989 71AR viep ddHow sdd
e Aske], ®Al S3HE(2.2g, 50~700)& 5SS

I NMR(400MHz, DMSO) 62.33(s, 3H), 3.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H),
6.96~7.32(m, 9H).

A zof 203 : ((4R,5R)-5-(2-WEHd)-2-H<-1,3-1 & H-4-L ) v ek

O
OH
(4S,5R)-wW € -5-(2-wW e #d)-2-9d-1,3-t] S L eh-4-7} 5 A g o] E (A Z o 202)
4

(25,3R)-mE-3-(2-H e d)-1,4-t) SA 2T 2[4, 5] HIzF-2-7 3 A gl o] E (A 2o 198) Aol AL&&= AL
Ela= A ZFd 1999 71AE wle} AR o7 EA HHE Fslo], ¥A| FIE(1.6g, 70~95%)S FE=3)
o}.

32 éé

I NMR(400MHz, DMSO): &62.32(s, 3H), 3.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H),
6.99~7.33(m, 9H).

A zof 204 1 (4R,55)-wE-5-(2-vEHd)-2-Hd-1,3-t & d-4-71 52 o] E

Zgy8|=E AFEHAARE tale]l ARgste AL Alejstis Al 2000 7A€ wieh AAHoR TAR
IS Aato], wA SH3HE(1.9g, 50~70%) & 53T

I NMR(400MHz, DMSO) 62.33(s, 3H), 3.67(s, 3H), 5.11(d, J=8.0, 1H), 5.81(d, J=8.0, 1H), 6.18(s, 1H),
6.96~7.32(m, 9H).

A zof 205 1 ((4S,59)-5-(2-WEHd)-2-H<-1,3-1 L& H-4-L ) v ek

(4R,5S)-w e -5-(2-v e Hd)-2-Hd-1,3-t] K& H-4-F} 52 2| o] E (A 2] 204)E
(25, 3R) - E-3-(2-wE s d)-2-5d-1,3- U EHA4-THE A o] E(A o 202) tlrlel ALgsle RS AQsta
© Az 2030 7]AE vie} AAHow FA WHE Ysted, ¥A FFE(1.3g, 70~95%) S F5IAT.

b NMR(400MHz, DMSO): §2.32(s, 3H), 3.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H),
6.99~7.33(m, 9H).
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[0993]

[0994]
[0995]

[0996]

[0997]

[0998]
[0999]

[1000]

[1001]

[1002]
[1003]

[1004]

[1005]

[1006]
[1007]

S=53 10-1699145
Azl 206 : ((4R,5R)-5-(2-otn| =¥ d)-2-ME€l-1 3-v]SE&d-4-A) W e

NH, o/(

o
OH

((4R,5R)-5-(2-Yol EZFd)-2-He-1,3-t K Ed4-A) v e (A xo] 167)S ((4R,5R)-5-(2-Ho|EZHH)-
2,2-gE-1,3-t&&Ee-4-A) e (A Fd 46) thale] ALE3ts RS ALt AZxd 479 71AE nps}
AR o7 FUI PSS dsto], A 3FE(1.52, 65~85%)2 FE53F .

& T

I NMR(400MHz, CDCls): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.57~8.08(m, 4H).

A Zd 207 1 ((4S,55)-5-(2-o}u| =¥ d)-2-M -1 3-U] S L& e-4-A ) v gk

NH, O

”}()—:>\\\

OH

((458,58)-5-(2-Yo|ERvd)-2-ME-1 3-t]SEd-4-d)mebS (A Fq  169)S  ((4R,5R)-5-(2-Ho|ERdd)-
2,2-tWg-1,3-t) & d-4-d) e (A 46) iAo AbgstE RS Astas Az 479 71A"E nis}

Addom $A% PP Askod, wA FRR(1.1g, 65859 +5ATH

it

b NMR(400MHz, CDCl3): &§1.37(d, J=6.0, 3H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H), 5.06(m, 1H),
5.17(d, J=7.0, 1H), 7.57~8.08(m, 4H).

A zof 208 : ((4R,5R)-5-(2-o}m| =¥ d)-2,2-t]o | &-1,3-U & H-4-d ) v &

NH, oé‘_/

0]
OH

((4R,5R)-5-(2-to| ERHY)-2,2-to€-1,3-T] 2 & e-4- WS (A Fd 171)S  ((4R,5R)-5-(2-L}o| E =
-2, 2-tue-1,3-SEd4-d)mekS (A 2 46) iAo ALgss RS Ao Axd 479 714" w)
9} Ao TAs WIHS dsle], TA FIE(1.5g, 65~85%)S FEaSIT).

' NMR(400MHz, CDCl): 60.96(m, 6H), 1.59(m, 4H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H),
5.17(d, J=7.0, 1H), 7.55~8.09(m, 4H).

A zof 209 1 ((4S,55)-5-(2-otn| =¥ d)-2,2-t] o &-1,3-1] & H-4-U ) v &+

NH, oél_/

dile}

OH

((4S,589)-5-(2-tpo| ERHd)-2,2-to&-1,3-T] 2 & e-4-) W& (A Fd 173)S  ((4R,5R)-5-(2-L}o| E =
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[1008]

[1009]

[1010]
[1011]

[1012]

[1013]

[1014]
[1015]

[1016]

[1017]

[1018]
[1019]

[1020]

SS90l 10-1699145

9)-2,2-HrE-1,3-"EEd-4-D) S (A xel 46) thilel ARgshs Ae Alelstals Azl 479 7A€ 6t
of AdAow A WS Pste], FA SFHE(1.4g, 65~85%)S TSI

I NMR(400MHz, CDClz): &0.96(m, 6H), 1.59(m, 4H), 3.62~3.70(m, 2H), 4.36(dd, J=7.0, J=7.0, 1H),
5.17(d, J=7.0, 1H), 7.55~8.09(m, 4H).

Alzel 210 ¢ ((2R,3R)-3-(2-obv| = d)-1,4-T] SA =T 2[4 4] = h-2-) vl ek

NHzoé

O
OH

((2R,3R)-3-(2-olEZHY)-1,4-0] A} 2T 2[4, 4] = d-2-) w ek & (A 2] 175)S  ((4R,5R)-5-(2-Uo|E=R
Hd)-2,2-tdE-1,3-0 & H-4-A) WS (A x2d 46) Aol ALges RS AQstas Az 479 7149
Hiel A o7 FAdt MHS dste] EA 3eE(1.7g, 65~85%)S FESIATH

I NMR(400MHz, DMSO): &1.62~1.73(m, 4H), 1.82~1.95(m, 4H), 3.52~3.65(m, 2H), 4.90(t, J=5.2, 1H),
5.12(d, J=7.6, 1H), 7.56~8.11(m, 4H).

Azl 211 ¢ ((2S,39)-3-(2-otn| = d)-1,4-t] S A AT 2[4, 4] = 3-2-Y) H| EF-&

NH, oE \

: 0
<" “0OH

((25,39)-3-(2-o| ER s H)-1 4-t) SA 2T 2[4 4] = d-2-2) v eh& (A el 177)&  ((4R,5R)-5-(2-1}o] E
i d)-2,2-0 vl E-1,3-0) &= viRk2 (A Ze] 46) thAlell Abgdhe e AlQfstaie Az 474 71
Hhol AdH oz Fdd WS Wsto], A SFE(1.6g, 65-850)S F5aSIT.

I NMR(400MHz, DMSO): &1.62~1.73(m, 4H), 1.82~1.95(m, 4H), 3.52~3.65(m, 2H), 4.90(t, J=5.2, 1H),
5.12(d, J=7.6, 1H), 7.56~8.11(m, 4H).

Az 212 ¢ ((2R,3R)-3-(2-o| = d)-1,4-Y SAI AT 2[4, 5] vl 7H-2-L ) v &h-&

NHZO%

O
OH

((2R,3R)-3-(2-}ol ERZ | Y)-1,4-T) 2 AL~ 2[4, 5] | 7-2-L) H &2 (A Zd  179)S  ((4R,5R)-5-(2-}o|ER
Hd)-2,2-tWE-1,3-1&ET-4- D) (A 46) talo] ALEsteE AS AQstas Azxd 479 7A€
Hie} A o7 FAdt MHS dste] EA 3eE(1.1g, 65~85%)S FE5ITH

I NMR(400MHz, DMSO): &61.61~1.75(m, 10H), 3.52~3.81(m, 2H), 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.49~8.12(m, 4H).
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[1021]

[1022]

[1023]

[1024]

[1025]

[1026]

[1027]

[1028]

[1029]

[1030]
[1031]

[1032]

[1033]

[1034]

SS90l 10-1699145

A Zof 213 ((2S,39)-3-(2-otn| =¥ d)-1,4-t] S A A 2[4, 5] | 7H-2-L ) W &S

NH; O

dile]

OH

%A}iﬂiM 5le1z-2-) ek (Al %4 181)L  ((4R,5R)-5-(2-L}o|E=R
| 46) tiiloll AFEsle A AYstae Axd 4701 7A€
636}04, EA 5}%%(1 Og, 65~85%)% F53&FAT}.

((28,39)-3-(2-He| ERd)-
Ad)-2,2-tv€E-1,3-H%

/\
nie} AAH o7 FUs Y
'H NMR(400MHz, DMSO): &1.61~1.75(m, 10H), 3.52~3.81(m, 2H). 3.95(t, J=8.0, 1H), 5.43(d, J=7.6, 1H),
7.49~8.12(m, 4H).
A Zof 214 : ((4R,5R)-5-(2-otn| =¥ d)-2-9d-1,3-t] SEd-4-A) W e

NH, O
OH

((4R,5R)-5-(2-Yol EZHY)-2-Hd-1,3-t S ETd4-A) v &S (A 2o 183)% ((4R,5R)-5-(2-Ho|EZHH)-
2,2-gE-1,3-g&&Ee-4-A) e (A Zd 46) thale] ALE3ts AS ALt AZFd 479 71AE nps}
ddAow FAF YW Pstol, wA FE(1.2g, 65-85%)% F5EIAH

I NMR(400MHz, DMSO): &63.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 7.06~8.14(m,
oH).

A zof 215 1 ((4S55)-5-(2-oln =vd)-2-Hd-1,3-t] & TH-4-) v g2

((48,55)-5-(2-fel Rl d)-2-7d-1,3-H SEd-4-D) e (A xd 1852 ((4R,5R)-5-(2-e| E=sid)-
2,2-t]¥E-1,3-t S&d-4- )M ehe (A o) 46) tiilel ALgshE 2& Astie Az 479 7A€ vie
ddAos FAF YW Pstol, EA 3FE(0.9g, 65-85%)% FEEIIH

I NMR(400MHz, DMSO): &63.66(d, J=7.6, 2H), 4.36(m, 1H), 5.17(d, J=8.0, 1H), 6.18(s, 1H), 7.06~8.14(m,
o).

Az 216 : (E)-wEAlUwH o] E

x
©/\)'Lo”
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[1035]

[1036]

[1037]

[1038]
[1039]

[1040]

[1041]

[1042]
[1043]

[1044]

[1045]

[1046]

[1047]

[1048]

T vbe S, ERA-AUEk(7g, 47.25mi01) B HlEHE(70nL) & 3 7te}
o]=(POCl;, 0.43mL, 4.73mmol)S A 7}slgicth. Whg E3&ES 57 sholA 3A3F FoF wRksitl, wke &35

2 deow WAL, w2 FARUEFENOR WIFast. EFES duchiHolEE FEd
g2 ARSI, £5L olgeldHER 3 FEANT. B #7152 FEBAHIE0ES0) 02 A%

Al71a, AFste], JIF shollA] 553 TH(7.1g, 80~95%).
'H NMR(400MHz, CDCls): 63.81(s, 3H), 6.42(d, J=15.9, 1H), 7.37~7.39(m, 3H), 7.50~7.53(m, 2H), 7.67(d,
J=15.9, 1H).

Az 217 : (2S,3R)-WE-3-Hd-2,3-U3 EFA L2 T ¢ o] E

o~
OH

(B)-wlg AU o] E(A x| 216)E (B)-WE-3-(2,4-vF 229 d)olade o] E(AZx 28) thile] A&t A
S AYtaes Az 369 7|AE vlel AdAHor FAda WAS W] ®A I}sHE(6.2g, 70~95%)S F5
sHATE.

vy

el =4
T

I NMR(400MHz, CDCls): &62.70(bs, 1H), 3.08(bs, 1H), 3.82(s, 3H), 4.38(d, J=2.9, 1H), 5.03(d, J=2.9,
1H), 7.30~ 7.42(m, 5H).

Az 218 1 (4S,5R)-wE-2,2-t]HE-5-Hd-1,3-t| F& H-4-FH A g o] E
@/‘\l/“\o/

(2S,3R)-Hg-3-9d-2,3-T) 3| EEZA| Z 2 a0 o| E(A| Ze] 217)E (2S,3R)-H€-3-(2-L}o] ERHd)-2,3-T] 3|
EFZAZ 2 oo] E(A R 44) tledl AEshs RS AYstas Az 459 71AlE wie} AAdH oz &
3 WS dsle], ¥A 3EE(5.6g, 70~95%) S 53T

o]
=

b NMR(400MHz, CDCl3): &1.56(s, 8H), 1.61(s, 3H), 3.79(s, 3H), 4.36(d, J=7.8, 1H), 5.17(d, J=7.8, 1H),
7.31~7.40(m, 5H).

A Ze 219 : ((4R,5R)-5-#9-2,2-t)W€-1,3-t] &L e-4-U) v &

0

[:::F/L\I/“\OF

(48,5R)-M€-2, 2-t v & -5-7 d-1,3-1] & & &-4-7} -2 g o] E (A o 218) =
(4S,5R)-"M€E-5-(2-Hol ERHd)-1,3-U & d4-ItF A o] E(AZd 45) tilel] Algsh= AS AYsiaes

Azl 6o ZAF Hhot HAHOR FAR PHE Btel, A TRz, 70-950)2 753}

b NMR(400MHz, CDCls): &61.41(s, 3H), 1.46(s, 3H), 2.79(bs, 1H), 3.48~3.52(m, 1H), 3.68~3.76(m, 2H),
4.76(d, J=8.8, 1H), 7.18~7.28(m, 5H).
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[1049]

[1050]
[1051]

[1052]

[1053]

[1054]

[1055]

[1056]

[1057]

[1058]
[1059]

[1060]

[1061]

[1062]

[1063]

S=50dl 10-1699145

Az 220 : (2R,39)-WE-3-¥d-2, 3-UI| EFA| L2} ol o] E

(B)-HEA U o] E(AZe 216)5 (E)—Uﬂ‘é—S—(ZA—E]%iiﬁﬂé)OEl%EﬂO] (Azel 28) il A-gste= A
& AQstae Az 3000 7Y miel AR ow A PSS Fsle], A BEE(8.6g, 70~95%)S 5
EIra=

'H NMR(400MHz, CDCls): §2.70(bs, 1H), 3.08(bs, 1H), 3.82(s, 3H), 4.38(d, J=2.9, 1H), 5.03(d, J=2.9,
1H), 7.30~ 7.42(m, 5H).

Az 221 @ (4R,59)-wW€-2 2-tIHE-5-7d-1,3-U] & & U-4-FH 54 g o] E

oo

S0
©/\)‘LO/

(2S,3R)-ME-3-9d-2, 3-t)3| EZA L2 u o o] E(A| 2o 217)E  (2S,3R)-HE-3-(2-o| ER ¥ d)-2,3-1]3]
CEAZZAO o] E(AZd 44) thAlo] AREsHE AL Al9Etars Alxo] 450 Z)AlE wiel AAdHow FY
3 S gsle], FA 3FE(5.6g, 70~95%)S FEBHAT).

'l NMR(400MHz, CDCI1y): 61.56(s, 3H), 1.61(s, 3H), 3.79(s, 3H), 4.36(d, J=7.8, 1), 5.17(d, J=7.8, 1I),
7.31~7.40(m, 5H).

Az 222 1 ((4S,58)-5-Hd-2 2-t] ¥ &-1,3-T] &L d-4-U ) W &

e

z 0
(4R,58)-M€-2, 2-tj W & -5-Hd-1,3-1] & TH-4-7 52 g o] E (A 2 o 21)E
(4S,5R)-HE-5-(2-Yol EZHd)-1,3-t S E -4 5 A d o] E(A| o] 45) thAlo| 436}—5 Ae AQstas
A zo 4600 71 vie} AR o7 FU3 PSS st EA 3FE(6.52, 70~95%) S FE5A T,

I NMR(400MHz, CDCls): &61.41(s, 3H), 1.46(s, 3H), 2.79(bs, 1H), 3.48~3.52(m, 1H), 3.68~3.76(m, 2H),
4.76(d, J=8.8, 1H), 7.18~7.28(m, 5H).

A ze] 223 1 (4S,5R)-wE-2,2-t] &-5-Hd-1,3-t| S & H-4-F A g o] E

0
[:::]//L\I/H\O/’
(28,3R)-Hg-3-Hd-2,3-t)3| EZFA| Z 2 a o o] E(A|Ze] 217)E (2S,3R)-HE-3-(2-H|&#Hd)-2,3-]3| =&

AZzvpeolol E(Al £ 54) dlAlel ALgEHE A ASSaE Axdl 1000 J1AE vk AAH oz BAT
WS Astel, EAl SHEE(1.9g, 70-950)& S5

v
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S=50dl 10-1699145

[1064] I NMR(400MHz, CDCls): §&=1.01(t, J=7.4, 1H), 1.06(t, J=7.6, 3H), 1.78~1.90(m, 4H), 3.78(s, 3H),

5.12(d, J=8.4, 1H), 7.32~7.45(m, 5H).

[1065] Azd 224  ((4R,5R)-5-#<-2,2-t]o &

-1,3-0) & & eh-4-9) W B &
O
o

[1067] (4S,5R)-H€-2,2-t] o g -5-5d-1,3-1] & & H-4-FH A e

1= T ]
“1,3-0) % & d-4-7H 2 A e o E(A £l 218) ThAle] AL§-3}
og FAT e Fsto], ®Al eh=(1.3g, 70~95%)&

[e]

[1066]

Az 223)5 (4S,5R)-WE-2,2-tidE-5-5Hd

=

°] E(
= A& A9fstas Az 2199 Z1AE vk A
5

[1068] i NMR(400MHz, CDCls): &=1.00(t, J=7.6, 1H), 1.06(t, J=7.4, 1H), 1.74~1.90(m, 4H), 3.64(ddd, J=3.4,
8.4, 12.1, 1), 3.84~3.91(m, 2H), 4.89(d, J=8.8, 1H), 7.30~7.43(m, 5H).

[1069] Az 225 1 (4R,59)-WE-2, 2-T]o&-5-5d-1,3-0]| & & eA-4-7 54 g o E

og/o
T 0
©/\;)'Lo/

[1070]

[1071] (2R,39)-Hl€-3-9d-2,3-H3| EFA| LZ 9 ol o| E(A d] 220)F (25,3R)-HIE-3-3d-2,3-U] 3| =5 A| L2 5}
Lol E(Azxe 217) Al AMLEE AL AYstaE Az 2234 Z|AE vle} AAHom s HHS
ato], ®Al 3HHE(5.6g, 70~95%)S 53T}

[1072] ' NMR(400MHz, CDCl): 6=1.01(t, J=7.4, 1H), 1.06(t, J=7.6, 3H), 1.78~1.90(m, 4H), 3.78(s, 3H),
5.12(d, J=8.4, 1H), 7.32~7.45(m, 5H).

[1073] Az 226 1 ((4S,58)-5-Hd-2,2-t] ¥ &-1,3-T] &L d-4-U )W &

‘o
[::::I/’“\Jyf“\()k
[1074]

[1075] (4R,59)-H€-2, 2-t] W & -5-3d-1,3-1] & & H-4-FH A e

& & Jo|E(AZe 225)5 (4S,5R)-w€l-2,2-t]d&-5-5d
-1,3-U & &4t R A G| E(A X4 218) talel Algsle RS AYstaae Az 2240 71AE nhe} A=A
o2 FU3 S galo, ®A 3= (6.5g, 70~95%) = 53T

[1076] i NMR(400MHz, CDCls): &=1.00(t, J=7.6, 1H), 1.06(t, J=7.4, 1H), 1.74~1.90(m, 4H), 3.64(ddd, J=3.4,

8.4, 12.1, 1), 3.84~3.91(m, 2H), 4.89(d, J=8.8, 1H), 7.30~7.43(m, 5H).
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[1077]

[1078]
[1079]

[1080]

[1081]

[1082]

[1083]

[1084]

[1085]

[1086]
[1087]

[1088]

[1089]

[1090]
[1091]

SS90l 10-1699145

A Zel 227 1 (2S,3R)-WE-3-Hd-1,4-U) LA} AT 2[4, 4] = F-2-F}E A Y o] E

O
@'/I\')LO/
A Z RS 3-dEhe tiAlel ARgskE S AlQlstale Alxel 2230 Z1AlE wiel dAAow FAI WY
9 =

S Pslo], wA 3FFE(0.9g, 50~75%)S FE5FY ).

I NMR(400MHz, CDCls): &§=1.71~1.80(m, 4H), 1.87~1.94(m, 1H), 2.00~2.08(m, 3H), 3.79(s, 3H), 4.35(d,
J=7.2, 1), 5.08(d, J=7.2, 1H), 7.32~7.45(m, 5H).

Az 228 1 ((2R,3R)-3-#'d-1,4-USAIATZ2[4, 4] = d-2-) ol &H-&

O

(28,3R)-E-3-9d-1,4-UFAIAT 2[4 4] = d-2-FHE A H o] E(A o] 227)& (45,5R)-HE-2,2-T] o & -5-5]
d-1,3-USEAdA4-IHE A o] E(A o 223) tldlol A8t RS AQstas Axd 22400 7]AE npp 22
Hog A WS Fsle], A 3FE(0.7g, 70~95%)S 53T

b NMR(400MHz, CDCl3): 6=1.69~1.82(m, 4H), 1.85~2.03(m, 4H), 3.66(ddd, J=3.7, 8.1, 12.1, 1H),
3.83~3.90(m, 2H), 4.84(d, J=8.4, 1H), 7.26~7.41(m, 5H).

Azl 229 1 (2R,39)-W9-3-5d-1,4-0) S AL 2T 2[4, 4] e -2-7} 2 A g o] E

G

¥o

O/
AFRAEE s-Aehs Gl A8SE AR ASishut Azl 250 AR vt ddTeR UG W
& astol, TAl B (0.8, 50-75H)S S5

I NMR(400MHz, CDCls): &§=1.71~1.80(m, 4H), 1.87~1.94(m, 1H), 2.00~2.08(m, 3H), 3.79(s, 3H), 4.35(d,
J=7.2, 1), 5.08(d, J=7.2, 1H), 7.32~7.45(m, 5H).

Azl 230 1 ((2S,39)-3-#9d-1,4-T) SALAT 2[4, 4] = -2- ) W EF-&

5

7 9
©/\/\OH

(2R, 3S)-mE-3-3d-1,4-U) S A} AT 2[4 4] = F-2-F} A g o] E

(Azel 229)5 (25,3R)-HE-3-9d-1,4-%
AT 2[4, 4] e d-2-TH A o] E(A Ze] 227) talel] Abgdhe 2

Alestars Az 2289 71A1E npek A
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[1092]

[1093]

[1094]

[1095]

[1096]

[1097]

[1098]

[1099]

[1100]

[1101]

[1102]

[1103]

[1104]

SS90l 10-1699145
A ow FAdI IS Poto], FA shHE(0.5g, 70~95%)S T

i NMR(400MHz, CDCl3): 6=1.69~1.82(m, 4H), 1.85~2.03(m, 4H), 3.66(ddd, J=3.7, 8.1, 12.1, 1H),
3.83~3.90(m, 2H), 4.84(d, J=8.4, 1H), 7.26~7.41(m, 5H).

Ao 231 1 (28,3R)-WE-3-Fd-1,4-t] A} ~T] 2[4, 5] H| 7-2-7} 2 A o] E

O

Aoletie Azd 2279 1Y wpe} AdHow FAF

NSRS AF2AERE gald Algets AL J
e (1.4g, 50~75%)S $535+9iTh.

=
WS dete], ®A4 3H9

I NMR(400MHz, CDCls): §=1.41~1.49(m, 2H), 1.58~1.76(m, 4H), 1.79~1.90(m, 4H), 3.78(s, 3H), 4.36(d,
J=7.6, M), 5.16(d, J=7.2, 1H), 7.31~7.44(m, 5H)

A zod 232 : ((2R,3R)-3-#9d-1,4-T) A AT 2 [4,5]d|ZH-2- ) v €&

o
@/’\MOH

(2S,3R)-"We-3-7d-1,4-t] LA AT 2[4, 5] H|FF-2-7} 2 A H o] E(A Ze] 231)Z (4S,5R)-HE-2,2-t] o & -5-7
d-1,3-USEAA-IHEA o] E(A o 223) dldldl ALgste RS AQstas Alxd 2240 7|AH nf9p 24
How wAs WS Pste], FA FFE(1.0g, 70~95%)S TS5}

b NMR(400MHz, CDCls): &=1.41~1.50(m, 2H), 1.61~1.89(m, 8H), 3.60~3.66(m, 1H), 3.85~3.90(m, 2H),
4.91(d, J=8.4, 1), 7.30~7.42(m, 5H).

Ao 233 1 (2R,39)-wWd-3-#d-1,4-t] 2A} 29 2[4, 5] H| 7-2-7} 2 A gl o] E

NEZA =S AZFZ2AERE dalel] AFEStE RS AYstas Az 2299 71AE wie} dAFoR FUI
WS gate] | A 3H8HE(1.2g, 50~75%)S 53519 TH.

I NMR(400MHz, CDCls): §=1.41~1.49(m, 2H), 1.58~1.76(m, 4H), 1.79~1.90(m, 4H), 3.78(s, 3H), 4.36(d,
J=7.6, 1H), 5.16(d, J=7.2, 1H), 7.31~7.44(m, 5H).
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[1105]

[1106]
[1107]

[1108]

[1109]

[1110]

[1111]

[1112]

[1113]

[1114]

[1115]

[1116]

[1117]

[1118]

[1119]

S=50l 10-1699145

A Zd 234 1 ((25,39)-3-39-1,4-0) A2 2[4, 5] H]7H-2-L ) v €&

&

& 2

(2R,39)-M€-3-7d-1,4-t] A}~ 2[4, 5] H|ZH-2-7F 2 A H o] E(Al &4 233)E (25,3R)-WE-3-#d-1,4-1]-%
AP=T 2[4, 5] d|Zh-2-FHg A gl o] E(A Zeo] 231) tialel] AMESHE AS AlQstare Alzxd 2329 7)A€ wiel A
AAHo R gt WhHE dste], xA $3E(0.8g, 70~95%)S TSIl

b NMR(400MHz, CDCls): &=1.41~1.50(m, 2H), 1.61~1.89(m, 8H), 3.60~3.66(m, 1H), 3.85~3.90(m, 2H),
4.91(d, J=8.4, 1), 7.30~7.42(m, 5H).

Az 235 ¢ (E)-5-dHdAE-3-<14F

=
©/\/\)LOH

oA ZAlo] = (DMSO, 65mL)ol W24H(17.06g, 163.96mmol)S YWir twEddZAlo]=(DMSO, 4mL)<}
(AcOH, 0.1mL, 1.49mmol) % ¥#H 2 (0.15mL, 1.49mmol)S 7}t ch. ¥kS &HNS 65CE 7}23kaL,
AUy A E] =(10g, 74.53m01)E 1.5A12F Bkl Hrlatdet. H7F g8 & ukg EEES F
St 65Coll A mutallt). SaS Heog Wzhslal, Eo Wi, todoHaa FE313 |
= 5% FAFAZEEESO,) & 9 e AlFstar, Tk dlE(MgSo,) o2 AxAITAL, Zet

o mAA S-S Ae7bd Al o) AAste] Al 5HehE(10.4g, 75-90%) S A

A

o
T B
2

N

;L

it

Do

>

™
¥bome o U

HHN'
2L
3"_\4‘
n
ot
N
=
N
He
> e

I NMR(400MHz, CDCls): §=3.19(d, J=6.9, 2H), 3.46(d, J=6.9, 2H), 5.69~5.78(m, 1H), 5.83~5.91(m, 1H),
7.01~7.56(m, 5H), 11.79(s, 1H).

Az 236 : (B)-5-FdAE-3-cl-1-<

©/\NOH

HEZslo| =2 F2(66mL)Z 2 ELFn|Esto]=(LiAlH, 3.3g, 86.73mmol)7} WHrE flo] HEZSIo|=Z

T (44nl) ol = (E)-5-FdFME-3-NiH(A e 235, 11.0g, 57.82mmol) &ML 0CAA HA7bsta VA, 2
ol A 1A17F Feob wRkslgt. WS EFES B 0ToA wEEHEA L, AFgolES E3] oisle], g
},

AFPIER AH T, FEHAEIAE0E0) 0 ARA/L, ol R FEeAYch. A BEEE Ao
Aol o3 Al TA ST 20, T0-909) & BN,

miél FTO :(ﬂ

'H NMR(400MHz, CDCly): §=1.40(bs, 1H), 2.31(q, J=6.3, 2H), 3.37(d, J=6.8, 2H), 3.66(t, J=6.4, 2H),
5.49(dt, J=4.9, 11.0, 1H), 5.73(dt, J=4.8, 10.9, 1H), 7.17~7.31(m, 5H).
Az 237 1 (B)-32-F-duju e (G-AdAE-3-o I A A &

©/W\OTBDMS

WedE2 o] = =2l (E)-5-H
(3.4g, 50.48mmol) % 3AF-Eriw|

HAE-3-ql-1-& (A %] 236, 6.3g, 38.83mmol)o] WRkE LMo ojntiE
gadF 2 tho] = (TBDMS-Cl, 7.6g, 50.48mmol)= 0ColA FH7lslar vbA 14
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[1120]

[1121]

[1122]

[1123]

[1124]

[1125]

[1126]
[1127]

[1128]

[1129]

[1130]

[1131]

[1132]

S=50dl 10-1699145

oEet A2 mnkskgity. fojxl EFHEd cdolAH ol EE WL
3 3]

L EE AHSL, PR
(Mg80) &2 ARA7 3, ofststel, 44 sl FHaATh, MAA FFEL

A7 Aol ofs) AgAlshe]
' NWR(400MHz, CDCIs): §=0.00(s, 6H), 0.84(s, OH), 2.21(ddd, J=6.8, 13.6, 0.8, 2), 3.29(d, J=6.8,

2H), 3.59(t, J=6.8, 2H), 5.41~5.49(m, 1H), 5.56~5.63(m, 1H), 7.13~7.26(m, 5H).
A zof 238 : (E)-5-H LA E-3-o| dy] Lol E

= O/u\t-Bu
[::::I/’*\v/f*xyff*\

e dZ2dto]=(4oml) ol =< (B)-5-HAdAE-3-ql-1- (A F] 236, 3.8g, 23.42mmol)o] wylg Lo 3
F(2.3mL, 28.1mmol) % LT Y FZ}o]=(3.5mL, 28.1mmol)Z 0TCNA N, ZddA H7lslgcet. E2FdES

AL EQh akskgltt, dolxl Egteol MddESRetl=s Yal, 22 AFste], Fabvld 4 (MgSo,) &

2 Az:A7)ar, ofsfste], St stellA EFHedv. vAgA seEs deybA Aol o8 AAlste] A 59
£(5.5g, 80~ 95%)° A A 5}

$3:4 E?l
LE

' NMR(400MHz, CDCl): 6=1.17(s, 9H), 2.36(q, J=6.7, 2H), 3.34(d, J=6.8, 2H), 4.09(t, J=6.8, 2H),
5.45~5.51(m, 1H), 5.64~5.69(m, 1H), 7.16~7.21(m, 3H), 7.26~7.30(m, 2H).
A zof 239 1 (25,35)-5-(3A-F-EUuE A A )-1-H d A Ek-2,3-1] &

OH

OTBDMS
OH

O g G-gdHAE :3%%£MV“Hﬂ7ﬁ1%m° @)ﬂ%l%ﬂﬂEkmiﬂzm)mﬁﬂ,q%a
= < d3to, 3A 8= (8.7g, 70~95%) S

i NMR(400MHz, CDCls): 6=0.00(s, 6H), 0.82(s, 9H), 1.57~1.62(m, 1H), 1.73~1.80(m, 1H), 2.51(d, J=6.0,

), 2.77(dq, J=6.9, 14.9, 2H), 3.50(d, J=3.6, 1H), 3.59~3.62(m, 1H), 3.66(dq, J=3.1, 5.4, 1H),
3.72~3.82(m, 2H), 7.12~7.25(m, 5H).

Az 240 : (2-((4S,59)-5-#124-2 2-tjw|E-1,3-T] & d-4-U) | EA) ) (3x}-2-&) o] v & A &}
aﬁfio

O
WOTBDMS

(28,38)-5-(3x-F-dou e A H L A])-1-7d 3 gt~
Zaao o) E(AZd 217) tild AlgstE A
We galo], ®A] 3= (9.5g, 70~95%)S 53}

=

=

H,

3-U&(AZd 239)S (2R,39)-HlE-3-#d-2,3-t]3| =& A
o 2189 71AHA uls} AAH oz =3

m—lg s
N

fo

ol

k]

rlr

N

N

o5

i NMR(400MHz, CDCly): §6=0.00(s, 6H), 0.85(s, 9H), 1.29(s, 3H), 1.34(s, 3H), 1.52~1.58(m, 2H),
2.87(dqg, J=5.5, 14.2, 2H), 3.64~3.69(m, 2H), 3.80~3.88(m, 2H), 7.18~7.27(m, 5H).
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[1133]

[1134]

[1135]

[1136]

[1137]

[1138]
[1139]

[1140]

[1141]

[1142]

[1143]

[1144]

[1145]

[1146]

[1147]

S50l 10-1699145

A Zel 241 1 2-((4S,58)-5-112-2 2-t]w|E-1,3-T] &% eH-4-Y ) o e} &

0
@/\VJ\/\OH

HEgslo| =2 FaH(115ml) o] =2 (2-((4S,58)-5-2-2 2-t]Wel-1,3-t] & & e-4-A)d EA]) (3x-F-&) )W e
AT (A Z 240, 11.5g, 32.80mmol)o] HHFE Lo HEZFEHLRF ZF o o] =(TBAF, H|EZ}sto]|=2F
& F9] 1.0M, 48.8mL, 48.8mmol)E A-2olA HHd3] H7lelvt. EFES 541 &<QF it oP"ﬂTjr dojzl &

ol odetAlHolES Wi, &2 AlFsta, Fesiviadaos Az, o3 g sFeelnt. Al
shehes Aeba A=l ofs gAlste] A ﬂ%%w 3g, 80~95%)& Ads3itt.

I NMR(400MHz, CDCl3): 6=1.38(s, 3H), 1.40(s, 3H), 1.50~1.63(m, 2H), 2.29(t, J=5.4, 1H), 2.82(dd,

J=5.8, 13.8, 1H), 3.01(dd, J=6.4, 14.0, 1H), 3.72(q, J=5.5, 2H), 3.86(dt, J=3.2, 8.4, 1H),
3.92~3.97(m, 1H), 7.22~7.32(m, 5H).

Azl 242 1 (2R,3R)-5-(32-F-EUue A & A])-1-HdHek-2,3-t] &

OH

OTBDMS

OH

(B)-3x-Fd o g (5-HdHAE-3- d A A (A 24 237)S (B)-dE o] E(%
= AE AYstae Az 22000 7]AE vie} AFAoR FUg WS Psto], xx

s
2 Fsagn,

o 216) thAle] AL-g3t
313+ (10.6g, 70~95%)

e
I

I NMR(400MHz, CDCls): &=0.00(s, 6H), 0.82(s, 9H), 1.57~1.62(m, 1H), 1.73~1.80(m, 1H), 2.51(d, J=6.0,

1), 2.77(dq, J=6.9, 14.9, 2H), 3.50(d, J=3.6, 1H), 3.59~3.62(m, 1H), 3.66(dq, J=3.1, 5.4, 1H),
3.72~3.82(m, 2H), 7.12~7.25(m, 5H).

Az 243 1 (2-((4R,5R)-5-¥1A-2 2-T)WE-1,3-U) L& &-4-A) | EA]) (3x}-F-& ) v W & 2l 2

%

=

©N/\/\OTBDMS

(2R, 3R)-5-(32-F-E e A SA])-1-9 Al -
TR uo o] (A 217) e ALgEE 2
e Psted, ®A e (11.5g, 70~95%)S 5o}

S (A Zd 242)& (2R,39)-HE-3-9d-2,3-13| =52

=
o] 2210 71A1E Hpe} AAAo = Eolsh u

=

O+

Lo o
o
rlr
é
N

i NMR(400MHz, CDCly): §6=0.00(s, 6H), 0.85(s, 9H), 1.29(s, 3H), 1.34(s, 3H), 1.52~1.58(m, 2H),
2.87(dq, J=5.5, 14.2, 2H), 3.64~3.69(m, 2H), 3.80~3.88(m, 2H), 7.18~7.27(m, 5H).

Az 244 1 2-((4R,5R)-5-#1&-2 2-tjw|E-1 3-T] &% eh-4- ) o E}-&

(2-((4R,5R)-5-W12-2,2-t M &-1,3-H&EA-4-) o 5 (32-F ) v d A (A 2] 243)&  (2-((45,58)-
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[1148]

[1149]

[1150]
[1151]

[1152]

[1153]

[1154]

[1155]

[1156]

[1157]

[1158]
[1159]

[1160]

SS90l 10-1699145

5-M4-2,2- M 9-1,3-0) S d-4-2D) o HA) (33 R o DA (A 2ol 240) ThAlo] AHE-3H
= &

e Alelst
I Az 2410 71AE B]—_Q,]- AAA o 4

& Astol, #Al E(7.4g, 80~95%) S 533

L
s
=

T

I NMR(400MHz, CDCl3): 6=1.38(s, 3H), 1.40(s, 3H), 1.50~1.63(m, 2H), 2.29(t, J=5.4, 1H), 2.82(dd,

J=5.8, 13.8, 1H), 3.01(dd, J=6.4, 14.0, 1H), 3.72(q, J=5.5, 2H), 3.86(dt, J=3.2, 8.4, 1H),
3.92~3.97(m, 1H), 7.22~7.32(m, 5H).

A Zol 245 : (35,45)-3,4-U 3| EEA-5-T d e 3] @k o] E

O/U\t-Bu
OH

(B)-5-#ld A E-3-oldu e o| E(A e 238)2 (E)-3x-Fduud (5-HldAE-3-od2 ) A eH(A F4d 237)
gjalel] AlgElE S AQElalE AlZd 239¢] 71AlE uke} AAHoz Fod WHS i, TAl 3=
(5.5g, 70~95%)S F53H3ATh

1

H NMR(400MHz, CDCls): &=1.16(s, 9H), 1.83~1.88(m, 2H), 2.08(d, J=4.8, 1H), 2.67(d, J=5.2, 1H),

2.80(dd, J=8.0, 13.6, 1H), 2.92(dd, J=5.2, 13.6, 1H), 3.50~3.55(m, 1H), 3.66~3.71(m, 1H), 4.09~4.19(m,
1H), 4.35~4.41(m, 1H), 7.22~7.25(m, 3H), 7.29~7.33(m, 2H).

A Zel 246 @ (2-((45,58)-5-W12-2 2-t]oE&-1,3-U] & T4~ DT o] E

(35,49)-3,4- qo]ciﬂ -5-Hd A g ol E (A 245)F (2R,35)-HE-3-3d-2,3-T] 3| ==A| =
S A9t Azd 239 71" vl dAdHoz FAd W

s o]
Wstel,

tio }m

u:E (K

b NMR(400MHz, CDCls): &=1.15(s, 9H), 1.76(q, J=7.6, 2H), 1.84~1.90(m, 2H), 2.00~2.07(m, 2H), 3.85(dt,

J=3.7, 8.5, 1), 4.14~4.27(m, 2H), 5.17(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.64(dd,
J=1.4, 7.8, 1H).

Azl 247 1 2-((4S,58)-5-#1A-2 2-t]oE€-1,3-T] &% e-4-Y ) of| E}-&

%o;c

WS (10nL)] 591 (2-((48,58)-5-MA-2,2-T] ol d-1,3-T] & gh-4-9D) o A7 e o] E(A xell 246, 1.0,
2.87mmo1)7F ke gofol] AFHEALe] = (NaOMe, 0.47g, 8.6lmmol)E H7}stal vhA 45TC= 7h238k3ie}. &3t
2o AR BoF wutE . dojd ERELS oHolAEHolER s, B MHsan, Fraulode
(gs0p 2.2 AZA F, ojzhelel, st aoln sHagieh. vigAl S5Hee A7 ARl s Al
EA 3F3E(0.7g, 80~95%)S AA 3T

1H NMR(400MHz, CDCls): 6=0.89(t, J=7.4, 6H), 1.44~1.50(m, 1H), 1.54~1.66(m, 5H), 2.37(t, J=5.6, 1H),

2.80(dd, J=5.6, 14.0, 1H), 3.03(dd, J=6.4, 14.0, 1H), 3.72(g, J=5.5, 2H), 3.80~3.85(m, 1H),
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[1161]

[1162]
[1163]

[1164]

[1165]

[1166]
[1167]

[1168]

[1169]

[1170]

[1171]

[1172]

S=50dl 10-1699145

3.89~3.94(m, 1H), 7.21~7.24(m, 3H), 7.28~7.31(m, 2H).

Az 248 : (3R,4R)-3,4-T]) 3| =2 A5~ d A & 1] vl g o] E

@)5ﬂéﬂ53ﬂéﬂ%ﬂ]EWV@]%@E(D%%#EQﬂ%@ﬂgﬂEgﬂg A A ek Az 237)
Ao AFREE AL AQdtas AlZFd 2420 7|AE wie} AFAAF o T =3 WS 3Pdte], A FIIE
(4.5g, 70~95%)& F53k3ltt.

I NMR(400MHz, CDC13): &=1.16(s, 9H), 1.83~1.88(m, 2H), 2.08(d, J=4.8, 1H), 2.67(d, J=5.2, 1H),
2.80(dd, J=8.0, 13.6, 1H), 2.92(dd, J=5.2, 13.6, 1H), 3.50~3.55(m, 1H), 3.66~3.71(m, 1H), 4.09~4.19(m,
1H), 4.35~4.41(m, 1H), 7.22~7.25(m, 3H), 7.29~7.33(m, 2H).

Az 249 : (2-((4R,5R)-5-¥1&-2 2-t]o €-1,3-t] 2L eh-4-2) o e g W g o] E

Q =
©/\"'/\/\OJJ\LBU
(3R,4R)-3,4-T) 3| =2 A|-5- d s &l 9 Wt g o] E (A o] 248)F (3S,4S)-3,4-T) 3| =& A|-5-

hy:
Zof 245) tiale] Algsl= RS A = A zd 2469 7)AE vFe} é:lélﬁ#i T3 w

33HE(1.1g, 70~95%)S FE53819T}.

T
o
Kl
W

I NMR(400MHz, CDCl3): &6=1.15(s, 9H), 1.76(q, J=7.6, 2H), 1.84~1.90(m, 2H), 2.00~2.07(m, 2H), 3.85(dt,

J=3.7, 8.5, 1H), 4.14~4.27(m, 2H), 5.17(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.64(dd,
J=1.4, 7.8, 1H).

A zol 250 : 2-((4R,5R)-5-#1&-2 2-T]o &-1,3-1] &% eh-4-< ) o e}-&

OH

(2-((4R,5R)-5-¥12d-2 2-tjoj&-1, 3-T] L& d-4-U)d e u Ty o] E(AZFd 249 (2-((4S,55)-5-w12d-2 2-1]
oleg-1,3-tS&e-4-d) oD u A o] E(A o 246) tfilel] ALE3= AS Astars Az 24790 7141w}
o} AAH o7 E=Ads WYHS fsto], FA 3HE(0.9g, 80~95%)S 5.

'H NMR(400MHz, CDCly): 6=0.89(t, J=7.4, 6H), 1.44~1.50(m, 1H). 1.54~1.66(m, 5H), 2.37(t, J=5.6, 1H),

2.80(dd, J=5.6, 14.0, 1H), 3.03(dd, J=6.4, 14.0, 1H), 3.72(g, J=5.5, 2H), 3.80~3.85(m, 1H),
3.89~3.94(m, 1H), 7.21~7.24(m, 3H), 7.28~7.31(m, 2H).
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[1173]

[1174]

[1175]

[1176]

[1177]

[1178]
[1179]

[1180]

[1181]

[1182]
[1183]

[1184]

[1185]

[1186]
[1187]

SS90l 10-1699145

Az 251 : 2-((25,39)-3-HA-1,4-T| FAI AT 2[4 4] = d-2-L) o Dy &g o] E

©/\O‘/[\/\Okt-8u

ANEZHER=S 3-HER= il ALESE AS AYstae Axd 2469 7|AE vie} AAHo 7 FA3 WY
S g5te], ®A FFE(1.2g, 60~85%)S =519},

'H NMR(400MHz, CDCls): 6=1.18(s, 9H), 1.53~1.80(m, 10H), 2.81(dd, J=6.0, 13.6, 1H), 3.00(dd, J=6.4,
14.0, 1H), 3.75~3.80(m, 1H), 3.84~3.89(m, 1H), 4.05~4.16(m, 2H), 7.20~7.24(m, 3H), 7.27~7.31(m, 2H).

A zel 252 1 2-((25,35)-3-#14-1,4-T] LA AT 2[4, 4] = 3-2-2) o E+-&

O
Q/WOH

2-((25,39)-3-914-1,4-0) LAt~ T 2[4 . 4] = F-2-) o D 1] vk g o] E (A
o el-1,3-t] & T-4-A) o &de o] E(A| | 246) Aol ALE3=
o} AAHoz FA WHS Pstod, HA s5E(0.7g, 80~95%)S 5

oﬂ 251)%l (2-((4S,58)-5-92-2,2-¢]

b NMR(400MHz, CDCls): &=1.44~1.51(m, 1H), 1.56~1.60(m, 1H), 1.63~1.70(m, 4H), 1.72~1.81(m, 4H),

2.26(t, J=5.4, 1H), 2.80(dd, J=6.0, 14.0, 1H), 3.03(dd, J=6.4, 14.0, 1H), 3.71(q, J=5.5, 2H),
3.81~3.92(m, 2H), 7.22~7.24(m, 3H), 7.28~7.32(m, 2H).

Az 253 : 2-((2R,3R)-3-M2-1,4-T|FAI AV 2[4 4] = t-2-L) o Dy &g o] E

NEZ2HE=S 3-3ElE il AFEstE AL AlYstas AZd 2499 7|9 vle} dAHow FA3 WY
S Palo], TA 3E(1.7g, 60~85%)S 58T

I NMR(400MHz, CDCl3): &=1.18(s, 9H), 1.53~1.80(m, 10H), 2.81(dd, J=6.0, 13.6, 1H), 3.00(dd, J=6.4,
14.0, 1H), 3.75~3.80(m, 1H), 3.84~3.89(m, 1H), 4.05~4.16(m, 2H), 7.20~7.24(m, 3H), 7.27~7.31(m, 2H).

Az 254 1 2-((2R,3R)-3-H&-1,4-T| SAL AT & [4.4] = F-2-Y ) o EF&

7
@Mﬁm

2-((2R,3R)-3-#12&-1,4-t] SALA Y] = m-2-e)elgy o] E(Al = 253)F  2-((25,35)-3-¥14-1,4-1
SAEY 2[4 4] e d-2-d) ol P o)k 1E(Xﬂ§- | 251) wilell ARgsh= As Alelstals Alzd 25290 7)A€
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[1188]

[1189]

[1190]

[1191]

[1192]

[1193]

[1194]
[1195]

[1196]

[1197]

[1198]
[1199]

[1200]

SS90l 10-1699145
Hpol AdHow FAd3 WHe Fste], #Al hgh=(0.8g, 80~95%)& 5T

i NMR(400MHz, CDCls): &=1.44~1.51(m, 1H), 1.56~1.60(m, 1H), 1.63~1.70(m, 4H), 1.72~1.81(m, 4H),

2.26(t, J=5.4, 1H), 2.80(dd, J=6.0, 14.0, 1H), 3.03(dd, J=6.4, 14.0, 1H), 3.71(q, J=5.5, 2H),
3.81~3.92(m, 2H), 7.22~7.24(m, 3H), 7.28~7.32(m, 2H).

Az 255 1 2-((25,359)-3-AA-1,4-T| FA =] 2[4, 5] d]gF-2-L) o D v &g o] E

@NO/‘\/\OJ\PBU

229 el giglel] AFEstE RS AYstas Az 2510 71AE nief AAHoz FUd
gslo], WA FE(1.4g, 60~85%)S FE3

N

A
u}

LR

tlo Hﬂ

ﬂE iy

I NMR(400MHz, CDCls): &6=1.18(s, 9H), 1.53~1.60(m, 10H), 1.61~1.66(m, 2H), 2.83(dd, J=5.6, 14.0, 1H),

2.98(dd, J=6.0, 14.0, 1H), 3.78(dt, J=3.5, 8.2, 1H), 3.86~3.91(m, 1H), 4.11~4.15(m, 2H), 7.20~7.31(m,
5H).

Az 256 1 2-((25,39)-3-H&d-1,4-T] SAL AT &2 [4.5] W] 7F-2-Y ) o EF-&

0
@/W\OH

2-((28,39)-3-41A-1,4-t) SAL2 3 2[4 5] vl 2k-2- ) ol & 3] k] o] E (A 2]
AR 2[4 4] e d-2-) o e o] E(Al ] 253) Tl ARgshs A&

55)% 2-((2R,3R)-3-M4-1,4-1]
E(Az] = Al
vpob AdHom U WHS dskel, ®Al SFHE(1.0g, 80~95%)S 5SS

|8t Az 2549 714

I NMR(400MHz, CDCl3): 6=1.34~1.43(m, 2H), 1.48~1.61(m, 10H), 2.42(t, J=5.6, 1H), 2.81(dd, J=5.6,

14.0, 1H), 3.02(dd, J=6.2, 13.8, 1H), 3.72(q, J=5.5, 2H), 3.82~3.87(m, 1H), 3.91~3.96(m, 1H),
7.21~7.31(m, 5H).

Az 257 ¢ 2-((2R,3R)-3-W12-1,4-USAL AT 2[4, 5] 8|7H-2-L) 2 I o] E

o O/LL\t-Bu
@/\/\f

= 122dehs Balel Agse AL ASsaE Axd 2539 AE ueh AHoR FA
e Astel, wAl HE(1.6g, 60-85) & S5

fr
Q%
>
(i
tlo
>~

I NMR(400MHz, CDCls): 6=1.18(s, 9H), 1.53~1.60(m, 10H), 1.61~1.66(m, 2H), 2.83(dd, J=5.6, 14.0, 1H),

2.98(dd, J=6.0, 14.0, 1H), 3.78(dt, J=3.5, 8.2, 1H), 3.86~3.91(m, 1H), 4.11~4.15(m, 2H), 7.20~7.31(m,
5H).
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[1201]

[1202]

[1203]

[1204]

[1205]

[1206]

[1207]

[1208]

[1209]

[1210]
[1211]

[1212]

[1213]

[1214]
[1215]

S50l 10-1699145

Ao 258 1 2-((2R,3R)-3-M1A-1,4-T] &AL~ 0] 2 [4.5]H|7H-2-4 ) ol &2

%
@wcm

2-((2R,3R)-3-M1 2 -1, 4-t) A 2T 2[4 5] dIzt-2-) o a el o] E(A| Zof] 257)F  2-((25,35)-3-412-1,4-1]
SAtAT 2[4, 5]H7-2-) ey g o] E(A 4 255) thalo] Algals AL ALstas Az 2569 71AH
viel Aoz FA3 WHS b, A FFE(1.1g, 80~95%)S F53A ).

H NMR(400MHz, CDCls): &=1.34~1.43(m, 2H), 1.48~1.61(m, 10H), 2.42(t, J=5.6, 1H), 2.81(dd, J=5.6,

14.0, 1H), 3.02(dd, J=6.2, 13.8, 1H), 3.72(q, J=5.5, 2H), 3.82~3.87(m, 1H), 3.91~3.96(m, 1H),
7.21~7.31(m, 5H).

A Zd 259 1 (B)-HlE-4-dd R E-2-o| 0| o] E

= (O
S

E2A(500mL) ol =2 #HdolAELE] = (phenyl acetaldehyde, 5.0g, 41.6Immol) &Hol wHE(EYIAIEX
EEE}EQEJEH)O}*ﬂEHO]EE(methyl(thiphenylphosphoranylidene)acetate, 13.9g, 41.61lmmol)E H7FsFATE. ®ES
=S FFOlA 3AE FoF wytelgitt. ozl £ = ]gﬁﬂﬂﬂEi-ﬁ“ﬂL 2 AlFsta, Y
%ﬁﬂlﬂﬁmﬁmyﬁéﬂiﬂ]L,ﬂﬁﬁﬂ et Bl F3lth. mAA BAES 0CAA oe=/34tk

A 5
Vg sEe A delka ARl os gAistel £4

o,

(=1:1, v/l H7tsta YA 30&7F wHksidih. o
3}35(5.9g, 70~90%)S A3t

'H NMR(400MHz, CDCls): &=3.47(d, J=6.8, 2H), 3.67(s. 3H), 5.79(d, J=15.4, 1H), 7.06(dt, J=15.4, 6.8,
1H), 7.28~7.12(m, 5H).

A Zof 260 : (2R,35)-"WE 2,3-13| =E2A]-4-H d FE} o] o] E

OH
O\_
OH O
(B)-"lg-4-gld R E-2-c o o] E(A| Z 4| 259)Z (E)-5-#|dAE-3-o|du]dg o] E(AZxd 238) thalo] A-&3}
= A& A 1oh Az 2450 71AE uwlel AHHorw T WS Fdlo], FA IFFE(3.52, 70~95%) =

I NMR(400MHz, CDCls): 6=2.96(ddd, J=7.3, 13.5, 17.1, 2H), 3.10(d, J=5.2, 1H), 3.80(s, 3H), 4.08(dd,
J=1.4, 5.4, 1H), 7.23~7.34(m, 5H).

Azl 261 @ (4R,55)-wE d-2,2-tWg-1,3-1 & d-4-THE A g o] E
Wzo
o} o
o}

(2R, 39)-M€-2, 3-U) 3| EE2 X -4-H D FE} o o] E(A| 24 260)S (25,39)-5-(3x-F-& e A gL x])-1-7d

i,
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[1216]

[1217]

[1218]
[1219]

[1220]

[1221]

[1222]

[1223]

[1224]

[1225]

[1226]

[1227]

[1228]

el 209) W) G AR AG G A 200 /A8 vk AdA0R S P
] =)

(A
gato], FA 3FE(3.1g, 70~95%) S FE53AT.

I NMR(400MHz, CDCls): &=1.42(s, 3H), 1.43(s, 3H), 3.01(dd, J=6.8, 14.4, 1H), 3.12(dd, J=4.4, 14.4,

1H), 3.72(s, 3H), 4.19(d, J=7.6, 1H), 4.40(ddd, J=4.4, 7.0, 7.8, 1H), 7.22~7.33(m, 5H).
Az 262 1 ((4S,58)-5-W12@-2 2-t]H|El-1 3-0] 2% e-4-9) W EL&

o

@/QVK,OH

(4R,58)-mE-5-1ld-2 2-t)v|d-1,3-t SEd-4-7 A o] E(A e 261)E (45,5R)-wd-3-7'd-1,4-T] 54}
23 2[4, 5] H|zb-2-7HE A o] E(Al xdl 233) thalol AbgahE AE Algstals Alxd 2340 7)A€ wpeh 2
Ao A WS Pkl FA Fet=(2.3g, 70-95%) = TSI

' NMR(400MHz, CDCly): 6=1.41(s, 61), 1.79(q, J=4.3, 1H), 2.83(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4,

14.0, 1H), 3.29(ddd, J=4.7, 7.5, 12.1, 1H), 3.54(ddd, J=2.8, 5.2, 12.0, 1H), 3.83(ddd, J=3.9, 3.9,
7.1, 1H), 4.15(q, J=7.1, 1H), 7.22~7.32(m, 5H).

Azl 263 1 (4R,59)-wE-5-w1Ad-2 2-t]oE-1,3-T] & -4-FtE A o] E

o
o
o]
/!

3-AHE}=(5mL, 47.55mmol)¥} (2R,3S)-WE-2,3-T] 8| =& A-4-3d e} o o] E(A| %o 260, 2.0g, 9.5lmmol)”}
HkE golo] FHujgke]l #ak(H,S04, 0.051mL, 0.95Immol)S A-oA H7lste] &35S 20417 FoF wukakd
o Ao E3ES JdEHOMAHER sXsta, B2 AFsta, F43beadla(NgS0,) o2 AXRA7|A, o
ey, et A wFGITE. v A SRHES AE A A g8 AAske x4 $§E(1.2g, 50~75%)
< s

I NMR(400MHz, CDCl3): §=0.85(t, J=6.0, 3H), 0.92(t, J=7.6, 3H), 1.66(dq, J=7.6, 14.7, 4H), 3.01(dd,

J=6.6, 14.2, 1H), 3.10(dd, J=4.4, 14.4, 1H), 3.71(s, 3H), 4.17(d, J=8.4, 1H), 4.32~4.37(m, 1H),
7.23~7.32(m, 5H).

Az 264 1 ((4S,58)-5-#12d-2 2-t]o&-1,3-T] &L d—4- )W L&

©/-%/\,0H

(4R,55)-w&-5-M14-2 2-tud-1,3-T] & -4-7HRd o] E(A Ze 263)E (4R,55)-HE-5-4-2 2-tjwE
-1,3-t§&T-4-7FE A g o] E(A 2o 261) thalel] Ab&dte As Al9fstas Az 2629] 71AE npep HdH
o2 FAF WS dsto], EA FFE(0.8g, 70~95%) S F5HUTE

I NMR(400MHz, CDCls): &=0.91(dt, J=1.9, 7.5, 6H), 1.61~1.68(m, 4H), 1.77(t, J=6.2, 1H), 2.81(dd,
J=6.4, 14.0, 1H), 3.09(dd, J=6.2, 13.8, 1H), 3.24~3.30(m, 1H), 3.49~3.54(m, 1H), 3.78~3.82(m, 1H),
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4.08~4.13(m, 1H), 7.21~7.32(m, 5H).

[1229] Azl 265 1 (2R,35)-wWlE-3-9AE-1,4-U] A AT 2[4 4] = F-2-F1 2 A o] E

[1230]

[1231] AZEA RS 3B ialel ARgshe AE Alglshale Alzd 2630 VAR vieh AdHow SAdd
< dsto], #A S (1.3g, 60~850)S F5aGIT.

[1232] H NWR(400MHz, CDCLy): §=1.61~1.79(m, 5H), 1.85~1.92(m, 3H), 3.00~3.11(m, 2H), 3.70(s, 3H), 4.17(d,
J=7.2, 1), 4.32(dt, J=4.9, 7.0, 1H), 7.21~7.33(m, 5H).

[1233] A Zd 266 1 ((25,39)-3-91A-1,4-0S A2 2[4 4] = F-2-Y) v &

[1234]
[1235] (2R, 38)-M&-3-MlA-1 4-TZAL AT 2[4 4] = d-2-FFE A o] E (A 2ol 265)2 (4R,58)-w|&-5-#14-2 2-T]
g-1,3-U&ES- 47t A o E(A 2 263) tiile] AMgste A& AlQstas Az 2649 71AE wpep A
How FU3 WS dsto], FA F=(0.8g, 70~95%)S TSI
[1236] ' NMR(400MHz, CDCl): &=1.57~1.88(m, 8H), 2.82(dd, J=6.6, 13.8, 1H), 3.08(dd, J=6.4, 14.0, 1H),
3.27~3.33(m, 1H), 3.47~3.52(m, 1H), 3.79~3.83(m, 1H), 4.07(q, J=6.8, 1H), 7.21~7.32(m, 5H).
[1237] Az 267 ¢ (2R,3S)-H€-3-wld-1,4-T] LA AT 2[4, 5] U ZF-2-7} 2 A g o] E
;o
0 oL
o}
[1238]
[1239] ANE2IA =S A2 ER: giilel] AFEste AS AlYstae Az 2650 7IAE wie} AAAoR FUgh
WS dYste], A 3F3HE(1.5g, 60~85%)S 53T}
[1240] ' NMR(400MHz, CDCls): &=1.54~1.74(m, 10H), 2.99~3.12(m, 2H), 3.70(s, 3H), 4.18(d, J=7.6, 1H),
4.36~4.41(m, 1), 7.21~7.32(m, 5H).
[1241] Alzd] 268 1 ((2S,39)-3-M1d-1,4-t] SALAT 2[4, 4] d|7H-2-4) w eh-&
;o
©/Q\/k/OH
[1242]

[1243] (2R,39)-1 &l -3-Ml -1, 4-U] LA} A0 2[4, 5] g 7F-2-7H 2 2 gl o] &
Se-2-

5 (Azd 267)5 (2R,39)-wE-3-114-1,4-1]
Ab2T 2[4 4] e d-2-Th A Yo E(A Ze) 265) diAlel] AMgshE AE

A Q) etare= A xd 2669 71AH et

> o
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[1244]

[1245]

[1246]
[1247]

[1248]

[1249]

[1250]
[1251]

[1252]

[1253]

[1254]

[1255]

[1256]

SE50 10-1699145
AHor AT PHE Ysto], A 8= (0.8g, 70-95%)& FEEAH
H NUR(400MHz, CDCly): 6=1.53~1.65(m, 10H), 2.82(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4, 13.6, 1H),

3.24~3.30(m, 1H), 3.52~3.56(m, 1H), 3.80~3.84(m, 1H), 4.10~4.15(m, 1H), 7.21~7.31(m, 5H).
Az 269 1 (28,3R)-HE-2,3-T] 3] =2 A|-4-F| I F-E} ol o] E

(B)-mlE-4-9d F-E-2-of| ol o] E (A
alel ARgsheE AS AYstae Al
(3.5g, 70~95%)< S53klct,

o 259)E (E)-32-Fddmd (5-7d
2420 71 AlE whe} AAAoR FY

I NMR(400MHz, CDCls): 6=2.96(ddd, J=7.3, 13.5, 17.1, 2H), 3.10(d, J=5.2, 1H), 3.80(s, 3H), 4.08(dd,
J=1.4, 5.4, 1H), 7.23~7.34(m, 5H).

Azl 270 1 (4S,5R)-wWE d-2,2-tvg-1,3-t & d-4-THe A g o] E

(28,3R)-M€l-2,3-U) 3| EE2A]|4-H D HE} o o] E(A| Zd] 269)E (2R,39)-WE 2,3-T)3]| =2 A]-4-3 d FE}
O|E(A|Zd 260) thale] AM&stE AL AYstiie Az 261 7)AHE uie} AdH o=z FUddt WHLS P}

o], %A 3H3E(3.4g, 70~95%)S FE3FAT).

I NMR(400MHz, CDCls): 6=1.41(s, 6H), 1.79(q, J=4.3, 1H), 2.83(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4,

14.0, 1H), 3.29(ddd, J=4.7, 7.5, 12.1, 1H), 3.54(ddd, J=2.8, 5.2, 12.0, 1H), 3.83(ddd, J=3.9, 3.9,
7.1, 1H), 4.15(q, J=7.1, 1H), 7.22~7.32(m, 5H).

A zo 271 : ((4R,5R)-5-#1A-2 o-t]WE€l-1, 3-U & & e-4-) v Et-e

\7/9
[:::]//E%V/;\\/i)H

(4S,5R) - €e-5-wll A -2 2-t] W e-1 3-T) L& T-4-FFE A H o] E(AZd 270)E (4R,55)-W€-5-wld-2 2-t]ju €
-1,3-H&&E T4t A G| E(A x4 261) talell AMEste RS ALstae Az 26290 71AE vhe} A A
o2 FAdd WS sl EA FFE(2.72, 70~95%) S F5HUTE

'H NMR(400MHz, CDCly): &=1.41(s, 6H), 1.79(q, J=4.3, 1H), 2.83(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4,

14.0, 1H), 3.29(ddd, J=4.7, 7.5, 12.1, 1H), 3.54(ddd, J=2.8, 5.2, 12.0, 1H), 3.83(ddd, J=3.9, 3.9,
7.1, 1H), 4.15(q, J=7.1, 1H), 7.22~7.32(m, 5H).
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[1257]

[1258]

[1259]

[1260]

[1261]

[1262]

[1263]

[1264]

[1265]

[1266]
[1267]

[1268]

[1269]

[1270]

[1271]

SS90l 10-1699145

Az 272 ¢ (4S,5R)-HE-5-ME-2 2-T]d E-1,3-T] L& e-4-F A FH o] E

36

ol

S o
Y
(2S,3R)-wE-2,3-T] 3| =F A4~ d F-E} ol o E(A Fe] 269)5  (2R,25)-WE-2,3-T] 3] =F A -4~ d F-E} 10|

OJE(AZd 260) thilel Algsle RS ALt Axd 2639 71AE nfe} AFHow At WHS Y3
o] A 3F3E(1.5g, 50~75%)<% FE53)Th.

i

i NMR(400MHz, CDCls): 6=0.85(t, J=6.0, 3H), 0.92(t, J=7.6, 3H), 1.66(dq, J=7.6, 14.7, 4H), 3.01(dd,

J=6.6, 14.2, 1H), 3.10(dd, J=4.4, 14.4, 1H), 3.71(s, 3H), 4.17(d, J=8.4, 1H), 4.32~4.37(m, 1H),
7.23~7.32(m, 5H).

A Ze 273 ¢ ((4R,5R)-5-¥1A-2 2-T]o|€-1,3-t] &L e-4-U) v E+-&

(45,50 D5 2.2 AL 5 2T A
1,30 S & d-4-THE Ao o E (Al 263) Thalel AL§s)

O|E(AZd 272)Z (4R,55)-H|€-5-w12-2 2-t]H
o= FY HJHE gy, ®A BFE(1.2g, 70~95%) S 5

(A=l
A Aelstals Azl 2640 71 nhek A

2l

I NMR(400MHz, CDCl3): 6=0.91(dt, J=1.9, 7.5, 6H), 1.61~1.68(m, 4H), 1.77(t, J=6.2, 1H), 2.81(dd,

J=6.4, 14.0, 1H), 3.09(dd, J=6.2, 13.8, 1H), 3.24~3.30(m, 1H), 3.49~3.54(m, 1H), 3.78~3.82(m, 1H),
4.08~4.13(m, 1H), 7.21~7.32(m, 5H).

Az 274 ¢+ (2S,3R)-HE-3-H -1, 4-T] LA AT 2[4 4] 2 d-2-7E A P o] E

AZEAERES 3-HEe diAld AMgete AS Alelstas Azl 2720 Z1AE viel AdHow FAF U
S Batol, FAl 3FHE(1.2g, 60~85%)S F538AT}.

I NMR(400MHz, CDCls): &§=1.61~1.79(m, 5H), 1.85~1.92(m, 3H), 3.00~3.11(m, 2H), 3.70(s, 3H), 4.17(d,
J=7.2, M), 4.32(dt, J=4.9, 7.0, 1H), 7.21~7.33(m, 5H).

Az 275 : ((2R,3R)-3-W1A-1,4-TSAL AT 2[4 4] = d-2-) ol &H-&

(25,3R)-H & -3-18-1,4-T) $A = 2[4 4] e d-2-IH 5 A g o] E(A 2o 274)F (2R, 39)-HE-3-12-1 4-1] %
ApEI 2[4 4] d-2-7H A e o] E(A| o] 265) thalell Abgahe Ae Alejstas Alzdl 2660 71AE whep A
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[1272]

[1273]

[1274]

[1275]

[1276]

[1277]

[1278]

[1279]

[1280]

[1281]

[1282]
[1283]

[1284]

[1285]

[1286]
[1287]

SS90l 10-1699145
drow FAdI US Poto], FA shE(1.1g, 70~95%)S 53k

i NMR(400MHz, CDCls): &=1.57~1.88(m, 8H), 2.82(dd, J=6.6, 13.8, 1H), 3.08(dd, J=6.4, 14.0, 1H),
3.27~3.33(m, 1H), 3.47~3.52(m, 1H), 3.79~3.83(m, 1H), 4.07(q, J=6.8, 1H), 7.21~7.32(m, 5H).

Az 276  (2S,3R)-HE-3-HE-1,4-T] LA AT 2[4, 5] U 7F-2-7} 2 A g o] E

\\OO
.\\O
(@]

(@]

/

3

~

Al
TS

-

9o
=

ruol-m

|Z29 s Al AFRSHE AL ALt Alxd 2740 7)A1E wie; AAHom Fdh
o], #A 3FE(1.4g, 60~85%)S T=

o2
ol
-

I NMR(400MHz, CDCls): &=1.54~1.74(m, 10H), 2.99~3.12(m, 2H), 3.70(s, 3H), 4.18(d, J=7.6, 1H),
4.36~4.41(m, 1H), 7.21~7.32(m, 5H).

Az 277 ¢ ((2R,3R)-3-W1A-1,4-TZAI AT 2[4 4] = d-2-) ol &H-&

<

Q > _oH

%

(2S,3R)-M€-3-wlA-1, 4-T] LA}~ 2[4 5] " ZH-2-7t 2 A G o) E(A &4 276)E (2R,39)-WE-3-#1A-1,4-1]-%
AP=T 2[4, 5] d|ZE-2-FHg A gl o] E(A Zeo] 267) talol] AMESHE AS AlQstare Alzxd 2689 7)A€ wiel A
AAHo R gk WHE dste], xA FE(1.4g, 70~95%)S TS5kl

b NMR(400MHz, CDCls): &=1.53~1.65(m, 10H), 2.82(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4, 13.6, 1H),
3.24~3.30(m, 1H), 3.52~3.56(m, 1H), 3.80~3.84(m, 1H), 4.10~4.15(m, 1H), 7.21~7.31(m, 5H).

Azd 278: (B)-4-9dF-E-3-24}

™ OH
@/\/\‘g

2 (25.0mL) ¢l 2-FH ol EHS =(5.0g, 32.3mmol) U WE2H(4.0g, 38.8mmol)o] ukE KMo Zwj|
] ﬂ‘]ﬂ"d 0.64mlL, 6.46mmol)S H7}stm WA 71dste] &7, 33X Fof], dojzl EIES Heor
Zbstar, 7t slol A HEs Y. mAA AR 222 AAE HHI] HuFekd. WA AAES oJs)

2 >

!
o ¥ 6}°M AZANAX FA 33E(3.5g, 55~80%)S A5}

I NMR(400MHz, CDCls) &6=3.39(d, J=8.8, 2H), 6.31(td, J=7.9, 14.8, 1H), 6.94(d, J=16, 1H), 7.17~7.45(m,
3H), 7.56~7.59(m, 1H).

Azd 279 : (B)-4-H 9 FE-3-ql-1-&

S

HEZ S| =255 e (40mL) 3 A A X 280 =glo] = (Zn(BH,)2, 40.0mL, 20.0mmol)”7} nWFE o] € Egsio]l=
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[1288]

[1289]

[1290]

[1291]

[1292]

[1293]

[1294]
[1295]

[1296]

[1297]

[1298]

[1299]

[1300]

[1301]

[1302]
[1303]

SS90l 10-1699145

ZFAGnL)o) =9 (B)-4-HA IR E-3-<2H(A x4 278, 2.0g, 10.0mmol)< 0ColA A7tsta A 71dste] 5
Al FoF BFFRBIT. Wb EFEES EE 0CAdA dbeFaA7|a, AFoEE 3 oHstal, oEolAlH el
ER AFsta, FsitadlE0es0) o2 AxA7)a, 3 2 w53, vAAl sEES AEgE 4

o ola] AAlste] BA 3= (1.0g, 50~75%)S ABA3FATT.

'H NMR(400MHz, CDCls): 6=2.55(ddd, J=4.1, 11.9, 21.5, 2H), 3.82(t, J=5.8, 2H). 6.24(td, J=7.2, 15.7.
1H), 6.87(d, J=14.8, 1H), 7.12~7.25(m, 3H), 7.36(dd, J=1.2, 8.0, 1H), 7.52(dd, J=1.6, 9.2, 1H).

Az 280 1 (B)-3x-E 0w (4-H R E-3-0o| A A &

©N\/OT BDMS

(B)-4-9d F-E-3-A-1-& (A2 279)S (E)-5-HALAE-3-<A-1-&(Axd 236) thilel A&t RS A9l
als Alzd 2370 71A1E niep HAHow FAI A BA 3= (1.7g, 80~98%)S 533t

f
O+
oL
tlo |
09:‘4,
ol
o
2

i NMR(400MHz, CDCl3): &=0.07(s, 3H), 0.10(s, 3H), 0.92(d, J=6.4, 9H), 2.51(q, J=4.5, 2H), 3.78(t,

J=6.6, 2H), 6.26(td, J=7.2, 15.7, 1H), 6.84(d, J=15.6, 1H), 7.13~7.24(m, 3H), 7.36(dd, J=5.6, 12.4,
1), 7.53(dd, J=1.4, 7.8, 1H).

Azd 281 1 (B)-4-Hd B E-3-o] 5|t o] E

NN o t-Bu
©/\/\/ Y
(0]

(B)-4-AdFE-3-¢-1-& (A 24 279)S (E)-5-ALdAE-3-2N-1- (A Zd] 236) tale] Ag3= AL A9 35)
= Az 23890 7]AE nie} AAH oz FUAI} WHS b, A F§FE(10.8g, 75~95%)S 53T

I NMR(400MHz, CDCls): &6=1.22(s, 9H), 2.57(ddd, J=1.3, 6.7, 13.5, 2H), 4.22(t, J=6.6, 2H), 6.19(td,
J=7.0, 16.0, 1H), 6.49(d, J=16.0, 1H), 7.23~7.26(m, 1H), 7.31~7.41(m, 4H).

Az 282 ¢ (IR,2R)-4-(32-F-EUu e A & A])-1-FdF-e-1,2-1] &

OH

OTBDMS
OH

(B)-32-Re v g (4-s|d H-E-3- Oﬂ‘éﬁz\]) Ve (A2 280)S  (F)-33-8lr] v (55 A E-3-of d2A] ) Al
(A x 237) iAol AMEShE AE AlQlstaie Al 2390 71AlE viep AAHoz FAg WS Phe],
A4 3H3HE(0.8g, 70~95%) = ¢53}31r;},

I NMR(400MHz, CDCls): §=0.10(s, 3H), 0.11(s, 3H), 0.92(s, 9H), 1.69~1.70(m, 1H), 1.93~2.07(m, 1H),

3.51(d, J=4.8, 1H), 3.86(d, J=3.2, 1H), 3.87(dd, J=3.2, 9.2, 1H), 3.91~3.96(m, 1H), 4.01~4.06(m, 1H),
5.05(t, J=4.6, 1), 7.22~7.26(m, 1H), 7.31~7.37(m, 2H), 7.59(dd, J=1.2, 7.6, 1H).

Aol 283 1 (3R,4R)-3,4-T] 3| E=F A -4-H d F- & 3] @t g o] E

OH

O t-Bu
Y
OH (@]

(E)-4-3d F-E-3-olld g o] E(A X 281)E (E)-3A-F-Eurd (4-#dF-E-3-0old A A eh(A Z=e 280)
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[1304]

[1305]

[1306]
[1307]

[1308]

[1309]

[1310]

[1311]

[1312]

[1313]

[1314]
[1315]

[1316]

S=53 10-1699145
galel]l AFEslE RS AYstae Ao 2820 7|AE wie} HAAHoT FAds WHS Psto, wA FFE
(8.7g, 70~95%)S 53T},

" ONMR(400MHz, CDCls): &=1.18(s. OH), 1.65~1.74(m, 2H), 2.83(d, J=2.4. 1H). 2.96(d, J=3.2. 1H),

3.74~3.79(m, 1H), 4.10~4.17(m, 1H), 4.33(ddd, J=4.0, 7.2, 12.6, 1H), 4.49(d, J=5.6, 1H), 7.31~7.41(m,
5H).

A Ze] 284 1 3F-HE(2-((4R,5R)-5-Fd-2,2-T] W El-1 3-T] & & &-4- ) EA] T W & A &
OA/

@/I\,ONOTBDMS

(IR, 2R)-4-(32-F-d ] m| & H S 2] ) -1-9 d -5k
ZRaro o] E(A x4 217) thald] ALgstE A
He dAste], ®A 33 (1.6g, 70~95%)S T5

1,2-t) (A xd 282)L (2R,39)-wE-3-#d-2,3-T] 3| =& A
S AYstae Azxd 2189 7)AlE wiel AAHoR FUI 1
b=

=

o

I NMR(400MHz, CDCl3): &§=0.02(s, 3H), 0.07(s, 3H), 0.86(s, 9H), 1.50(s, 3H), 1.58(s, 3H), 1.82~1.99(m,

2H), 3.68~3.78(m, 2H), 3.95(dt, J=3.3, 8.7, 1H), 5.16(d, J=8.4, 1H), 7.21~7.27(m, 1H), 7.31~7.38(m,
2H), 7.60(dd, J=1.6, 7.6, 1H).

A Ze 285 1 2-((4R,5R)-5-#Hd-2, 2-t]w|E-1 3-T] &% eh-4- ) o E}-&

[:::F/L\EQN\V,C)H

3A-F-d(2-((4R,5R)-5-#d-2, 2-T] m| &-1,3-t] &&-4-d) ol SAD) e A (A 2o 284)S  (2-((4R,5R)-
S-ill -2, 2-H e -1, 3-H S E 4= ol 54D GA-F- 2 R A ek (Al 2l 243) thalel] ARk A& Alefst
o AlZd 2440 Z1AR vhel dPA o2 S WS Wsted, ®Al ShehE(1.4g, 80~95%)& ST

K

b NMR(400MHz, CDCls): &6=1.56(s, 3H), 1.62(s, 3H), 1.92~2.04(m, 2H), 2.26(q, J=3.7, 1H), 3.75~3.90(m,

2H), 3.94(td, J=3.9, 8.5, 1H), 5.23(d, J=15.6, 1H), 7.22~7.27(m, 1H), 7.33~7.39(m, 2H), 7.62(dd,
J=1.6, 7.6, 1H).

Az 286 1 (1S,25)-4-(3x-F-dowdadd A -1-d d - ek-1,2-t] &

OH

5 OTBDMS

OH

(B)-32-F-e e (4-sdF-E-3-ol d S AN A& (A 2 280) (B)-32-F-EudE(5-HdAE-3-dA] )
H(Azd 237) Ao ALRslE AL AQstas Az 2420] 7] niel AAH o7 FUAI WHS 3l
TA 33E(0.7g, 70~95%)E F53FT).
' NMR(400MHz, CDCl): §=0.10(s, 3H), 0.11(s, 3H), 0.92(s, 9H), 1.69~1.70(m, 1H), 1.93~2.07(m, 1H),

3.51(d, J=4.8, 1H), 3.86(d, J=3.2, 1H), 3.87(dd, J=3.2, 9.2, 1H), 3.91~3.96(m, 1H), 4.01~4.06(m, 1H),
5.05(t, J=4.6, 1), 7.22~7.26(m, 1H), 7.31~7.37(m, 2H), 7.59(dd, J=1.2, 7.6, 1H).
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[1317]

[1318]
[1319]

[1320]

[1321]

[1322]
[1323]

[1324]

[1325]

[1326]

[1327]

[1328]

[1329]

[1330]
[1331]

SS90l 10-1699145

A|zze] 287 1 (35,45)-3,4-T] 3| E=EF A -4-H d F- & 3] @t o] E

(E)-4-#d F-E-3-oll g o] E(A x| 281)E (B)-3x-FEHUHd (4-7dF-E-3-0odEA]) A (A e 280)
Aol AFREE AL AQdtas AlZxd 2860 7|AE wiel AFAAFo =T =Ydt WS 3Pdte], A FIIE
(10.4g, 70~95%) S 53t

1

H NMR(400MHz, CDCls): &6=1.18(s, O9H), 1.65~1.74(m, 2H), 2.83(d, J=2.4, 1H), 2.96(d, J=3.2, 1H),

3.74~3.79(m, 1H), 4.10~4.17(m, 1H), 4.33(ddd, J=4.0, 7.2, 12.6, 1H), 4.49(d, J=5.6, 1H), 7.31~7.41(m,
5H).

Az 288 1 32-HE(2-((48,55)-5-3d-2,2-H v ED-1,3-H & d-4-d) o SAD) H v D A &

:QJ(

0

@/M/OTBDMS

(15,25)_4_(35(}__‘?_%]:]u_ﬂ%/\a%g}\]) 1- Jﬂ;]_ ]——1 Z—Q—Q(Zﬂioﬂ 286)% (1R,2R)_4_(37—(}'__‘?‘%E]Uﬂ%/\a]% ])
s R eh-1, 2T £ (A el 282) thAlol ARgaHE S AlSlaae Azl 2810 J1AE wish AAHew Ho
g s sk, A 3HgHE(0.7g, 70~95%) & TSI

i

I NMR(400MHz, CDCls): &=0.02(s, 3H), 0.07(s, 3H), 0.86(s, 9H), 1.50(s, 3H), 1.58(s, 3H), 1.82~1.99(m,

2H), 3.68~3.78(m, 2H), 3.95(dt, J=3.3, 8.7, 1H), 5.16(d, J=8.4, 1H), 7.21~7.27(m, 1H), 7.31~7.38(m,
2H), 7.60(dd, J=1.6, 7.6, 1H).

Az 289 : 2-((4S,58)-5-¥d-2,2-t]H & -1,3-T] & H-4-2 ) o] E} &

3x-HE(2-((4S,59)-5-#1d-2 2-T] W €-1,3-T] & & d4-d) o EAD) ) d A e (A o] 288)L 3x-FE(2-
((4R,5R)-5-#d-2,2-t) W &-1,3-t] =& -4~ "é)ﬂ%f\])ﬂuﬂ%é%(xﬂioﬂ 284) thilel Algsle RS AYsta

= Azl 2850 7|AE wieh dAHow FAdd W Al #FehE(0.4g, 80~95%) & 5

i
o
o2
ol
£
=3
At
QL
32
v

I NMR(400MHz, CDCls): 6=1.56(s, 3H), 1.62(s, 3H), 1.92~2.04(m, 2H), 2.26(q, J=3.7, 1H), 3.75~3.90(m,

2H), 3.94(td, J=3.9, 8.5, 1H), 5.23(d, J=15.6, 1H), 7.22~7.27(m, 1H), 7.33~7.39(m, 2H), 7.62(dd,
J=1.6, 7.6, 1H).

Az 290 : 2-((4R,5R)-2,2-T] o &-5-5|d-1,3-T)] 2 & &-4- ) o & 5] dk g o] E

(3R,4R)-3,4-T) 3| =2 A|4-Fld By d o] E(A Zd 283)Z (4R,59)-WE-5-HlA-2 2-t]WE-1, 3-t] =&
4

4= o E (A %] 263) A AgEHE AL ASlehats Alze] 2640] 7AE vhsh AAH 0w

T8
o
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[1332]

[1333]

[1334]

[1335]

[1336]

[1337]

[1338]
[1339]

[1340]

[1341]

[1342]

[1343]

[1344]

SS90l 10-1699145
HE dste], 34 FFE(1.8g, 70~95%) = F53ATH.

i NMR(400MHz, CDCl3): §&=1.00(t, J=7.4, 3H), 1.08(t, J=7.6, 3H), 1.14(s, 9H), 1.76(q, J=7.5, 2H),

1.81~1.89(m, 2H), 1.91~1.98(m, 2H), 3.87(td, J=5.8, 8.8, 1H), 4.13~4.18(m, 1H), 4.22~4.28(m, 1H),
4.58(d, J=8.8, 1H), 7.31~7.43(m, 5H).

A ze] 291 : 2-((4R,5R)-2,2-T] | &-5-5|d-1,3-T)] 2 & &-4- ) o & 5] dk g o] E

o 290)E% 2-((2R,3R)-3-#l1Z&-1,4-1]=
AL Aatae Az 2586 71AE v}
skl

2-((4R,5R)-2,2~
AL2~3 2 [4.5]H
o AAHow FAR P

o e-5-Hd-1,3-t] & d-4-d) o it o] E (A 2
-2 E Az 257) thAalell Abgate
Yste], EA| 3}3HE(0.9g, 80~95%)S

ol“—\|u~_V_‘,
m

b NMR(400MHz, CDCl3): &=1.01(t, J=7.4, 3H), 1.07(t, J=7.6, 3H), 1.79(q, J=7.5, 2H), 1.83~1.90(m, 4H),
2.38(q, J=3.7, 1), 3.75~3.87(m, 2H), 3.90~3.95(m, 1H), 4.63(d, J=8.8, 1H), 7.32~7.43(m, 5H).

Az 292 : 2-((2R,3R)-3-H<-1,4-TZFAI 2V 2[4 4] = t-2-L) o Dy &g o] E

A E2oEl=S 3-dEE gl Abesle AL AQstas Az 2909 7AE wviep AHH o= A WY
S gate], A 33FE(1.8g, 60~85%)S FE53FATH.

I NMR(400MHz, CDCl3): 6=1.14(s, 9H), 1.67~1.83(m, 4H), 1.88~2.07(m, 6H), 3.84(td, J=6.0, 8.4, 1H),
4.13(td, J=7.0, 11.1, 1H), 4.24(td, J=6.4, 11.2, 1H), 4.55(d, J=8.4, 1H), 7.31~7.39(m, 5H).

A Zod 293 : 2-((2R,3R)-3-Hd-1,4-U) A} 2] 2[4, 4] = F-2-2 ) o E+-&

@/kﬁ\/OH

2-((2R,3R)-3-Fd-1,4-T] A} AT 2[4 4] = F-2-d) o a2 o] E(A| Fe] 292)E  2-((4S,58)-2,2-t] o & -
5-#d-1,3-0&&d-4-U) ol D 3] it 1# 1 o 290) tfalel AlgstE RS Astae Alxd 2910 7|AH
vel Ao wddh @S Astel, wA 5= (0.9g, 80~950)& TSI

I NMR(400MHz, CDCl3): 6=1.71~1.81(m, 4H), 1.87~2.07(m, 6H), 2.27(q, J=3.7, 1H), 3.79~3.85(m, 2H),

3.89~3.92(m, 1H), 4.59(d, J=8.4, 1H), 7.32~7.41(m, 5H).
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[1345]

[1346]

[1347]

[1348]

[1349]

[1350]
[1351]

[1352]

[1353]

[1354]

[1355]

[1356]

[1357]

[1358]
[1359]

S50l 10-1699145

A Zd 294 1 2-((2R,3R)-3-¥d-1,4-T) A 20 2[4 . 5] H|7F-2-d ) o & ] kg o] E

A
@/r\mo\gt-au

| EZ2 A= ZHehe gl AbgetE S ALt Az 2920 AlE viel AEAHo=m FAs
IS gsle], T4 3EE(2.0g, 60~85%)S 5351 T).

>~
tlo
>,
Wl

i)

I NMR(400MHz, CDCl3): 6=1.14(s, 9H), 1.67~1.83(m, 4H), 1.88~2.07(m, 6H), 3.84(td, J=6.0, 8.4, 1H),
4.10~4.17(m, 1H), 4.21~4.27(m, 1H), 4.55(d, J=8.4, 1H), 7.31~7.39(m, 5H).

A Zod 295 : 2-((2R,3R)-3-Hd-1,4-U] A} 23] 2[4, 5] 6| 7H-2-2 ) ol €&

OH

1%

2-((2R,3R)-3-#d-1,4-T)ZALAF 2[4 5] d[Zt-2-d) o D u] kel o] E(A o] 294)S 2-((2R,3R)-3-¥d-1,4-T]
LA} AT 2[4, 4] 5 0-2-) o & ) kg ]E | 292) Ao AL&8t= AL ALt Ao 2939 7]1A1E
Hlol AAFH o7 FA3 WHS gsto] FA 3HE(1.2g, 80~95%)S 53T

'H NMR(400MHz, CDCl): &=1.71~1.83(m, 4H), 1.87~2.05(m, 6H), 2.27(q, J=3.7, 1H), 3.79~3.85(m, 2H),
3.86~3.91(m, 1H), 4.59(d, J=8.4, 1H), 7.32~7.41(m, 5H).

A zel 296 1 2-((4S,55)-2,2-t] o &-5-Hd-1,3-T] & e-4-YU) o gL o] E

(38,48)-3,4-t3| = A -4-dHld R o de o] E(A| o] 287)F (3R,4R)-3,4-U 3] =FA-4-v I & 9] de o] E(A
Zd 283) thale] Algsle AL Astas Az 2900 71AE vk} g@ﬁﬂi solah WS gstel EA
3132 (2.2g, 70~95%)S FEHATH

I NMR(400MHz, CDCls): 6=1.00(t, J=7.4, 3H), 1.08(t, J=7.6, 3H), 1.14(s, 9H), 1.76(q, J=7.5, 2H),

1.81~1.89(m, 2H), 1.91~1.98(m, 2H), 3.87(td, J=5.8, 8.8, 1H), 4.13~4.18(m, 1H), 4.22~4.28(m, 1H),
4.58(d, J=8.8, 1H), 7.31~7.43(m, 5H).

A zel 297 : 2-((4S,55)-2,2-t] o &-5-Hd-1,3-T] 2&e-4-U) o gL o] E

2-((48,58)-2,2-tol&-5-7d-1,3-t] &ETd-4-A ) Do d o] E(A o] 296)E 2-((2R,3R)-3-¥'d-1,4-1]=
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[1360]

[1361]

[1362]
[1363]

[1364]

[1365]

[1366]
[1367]

[1368]

[1369]

[1370]
[1371]

[1372]

SS90l 10-1699145

gujdtg o] E (A% 294) tialo] AL-g&s}

= S A9sla Az 2950 71A1H wl
gato], #Al 3H5HE(0.7g, 80~95%) S F5

aleh.
1H NMR(400MHz, CDCl3): &=1.01(t, J=7.4, 3H), 1.07(t, J=7.6, 3H), 1.79(q, J=7.5, 2H), 1.83~1.90(m, 4H),
2.38(q, J=3.7, 1H), 3.75~3.87(m, 2H), 3.90~3.95(m, 1H), 4.63(d, J=8.8, 1H), 7.32~7.43(m, 5H).

A Zof 298 1 2-((25,35)-3-Hd-1,4-t] AL AT Z[4. 4] = F-2-L) o D T g o] E

ANEFZH =S 3-AEE gl Abgste AL Adstus Az 2960 Z1AE viel AdHor A W
S g5te], ®A FFE(2.4g, 60~85%)S =51},

'H NMR(400MHz, CDCls): 6=1.14(s, 9H), 1.67~1.83(m, 4H), 1.88~2.07(m, 6H), 3.84(td, J=6.0, 8.4, 1H),
4.13(td, J=7.0, 11.1, 1H), 4.24(td, J=6.4, 11.2, 1), 4.55(d, J=8.4, 1H), 7.31~7.39(m, 5H).

Az 299 1 2-((25,35)-3-Hd-1,4-Y A AT 2[4, 4] = d-2-) A &+

f,‘o

OH

@?

2-((25,39)-3-7d-1,4-0 A AT 2[4 4] = d-2-A) o D a2 o] E(A| Fe]  298)E  2-((4S,58)-2,2-t] o & -
5-#d-1,3-0&&e-4-U) ol D o] it 1# 1 o 296) tialel AlgsteE RS Astae Alxd 2979 7|AE
vho} AdHom Fdd WS Asto], ;A F3E(0.7g, 80~95%)& FEIGIT.

'H NMR(400MHz, CDCls): &=1.71~1.81(m, 4H), 1.87~2.07(m, 6H), 2.27(q, J=3.7, 1H), 3.79~3.85(m, 2H),
3.89~3.92(m, 1H), 4.59(d, J=8.4, 1H), 7.32~7.41(m, 5H).

Az 300 @ 2-((25,35)-3-7d-1,4-T AT 2[4, 5] d|ZF-2-A ) I e o] E

.-,'O

M
o fi

1S
i

Fabms AlERAERE Aol AREshe RS AlQlstas Al 208 ZAE uwieh ddHow FAI

o
= N
gato], #Al 3FE(2.4g, 60~85%)S 5T}

)

I NMR(400MHz, CDCl3): 6=1.14(s, 9H), 1.67~1.83(m, 4H), 1.88~2.07(m, 6H), 3.84(td, J=6.0, 8.4, 1H),
4.10~4.17(m, 1H), 4.21~4.27(m, 1H), 4.55(d, J=8.4, 1H), 7.31~7.39(m, 5H).
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[1373]

[1374]
[1375]

[1376]

[1377]

[1378]
[1379]

[1380]

[1381]

[1382]

[1383]

[1384]

[1385]

[1386]
[1387]

[1388]

S=53 10-1699145
Ao 301 @ 2-((2S,35)-3-#H9-1,4-T] &AL~ 0] 2 [4.5] H|7H-2-< ) ol &2

O

2-((28,39)-3-91d-1,4-tZAL=F 2[4 . 5] 7F-2-d) o D gt o] E(A o] 30005 2-((2S,35)-3-7d-1,4-1
SALAT 2[4 4] = F-2-d)old o] E(A Fd 298) thalo] AlgslE RS AlYstas Az 2999 AAH
vlol AAH o7 E=Add WS o], FA 3eHE(1.2g, 80~95%)S 5.

o

b NMR(400MHz, CDCl3): 6=1.71~1.83(m, 4H), 1.87~2.05(m, 6H), 2.27(q, J=3.7, 1H), 3.79~3.85(m, 2H),
3.86~3.91(m, 1H), 4.59(d, J=8.4, 1H), 7.32~7.41(m, 5H).

Az 302 ¢ (E)-5-(2-F2=29d)AE-3-dAk

M"”

-(2-ZRERIAI)ZTEINTS
AdHoz Fds HS I

i O

jm

AU ey s e tale] Al&stE AL AQsta: Alzd 23500 71AE wpeh
tol, ZA 33E(6.1g, 70~90%)S F5a13ict.

ol
b

I NMR(400MHz, CDCls): &=3.15(dd, J=0.8, 6.8, 2H), 3.53(d, J=6.4, 2H), 5.61~5.69(m, 1H), 5.75~5.82(m,
1H), 7.16~7.28(m, 3H), 7.36~7.38(m, 1H).

Az 303 @ (E)-5-(2-F2=29d)ANE-3-<0-1-&

S
@WOH

(B)-5-(2-F 229 d)AE-3-A (A x4 302)& (B)-5-#IdHAE-3-A (A Zxo] 235) thaldd AlEsl= AS Al
Qstars AZFd 2369 71AE wie}l HAH o7 FAS WHS Fdle], TAl FIFE(4.6g, 70~90%)S F53H
t}.

olr

' MMR(400MHz, CDCls): 6=2.33(dq, J=1.0, 6.5, 2H), 3.50(dd, J=1.8, 5.0, 2H), 3.67(q, J=6.0, 2H),
5.45~5.53(m, 1H), 5.70~5.77(m, 1H), 7.15~7.37(m, 4H).
Az 304 : (E)-3x-FE(5-(2-F 22 ) AE-3-d I3 A&t

Cl

@M\/\OTBDMS

(B)-5-(2-F 229 d)AME-3-9-1- (A= 303)& il Aol ARg-8h=
& AQlstaes Az 2370 7IAE vk AdA o AT P 636}04 xﬂ ﬂﬂ%(zl.fag, 75~95%) &
skt

S
T
B
il
e
1m
oo
[Q
,_A
«
2
BN
éé
N
w
N7
=
>~

A
=
=

i NMR(400MHz, CDCl3): &§=0.60(s, 6H), 0.90(s, 9H), 2.28(dq, J=1.0, 6.7, 2H), 3.47(d, J=6.4, 2H),

3.65(t, J=6.8, 2H), 5.49~5.56(m, 1H), 5.62~5.70(m, 1H), 7.14~7.36(m, 4H).

- 102 -



[1389]

[1390]
[1391]

[1392]

[1393]

[1394]
[1395]

[1396]

[1397]

[1398]
[1399]

[1400]

[1401]

[1402]
[1403]

S=50dl 10-1699145

Az 305 : (B)-5-(2-F2=2H|d)AE-3-o|du &g o] E

cl o}

@W\Okt-su

(B)-5-(2-F2 29 d)AE-3-2-1-S (A ZF 303)S (E)-5-AdHAE-3-2N-1- (A F 236) trlo] AL&d= A
S A9Etars Axd 23800 7A@ wiel AAHow A3 WS geto], FA IFE(7.2g, 75-95%)S F5
sHATE.

'H NNR(400MHz, CDCly): 6=1.18(s, 9H), 2.36(q, J=6.7, 2H), 3.45(d, J=6.4, 2H), 4.08(t, J=6.6, 2H),
5.43~5.50(m, 1), 5.63~5.70(m, 1H), 7.12~7.35(m, 4H).
Azl 306 1 (28,35)-5-(BA-FE U HE AL SA)-1-(2-F 220 d) A ek-2,3-1 =

Cl OH

OTBDMS
OH

(B)-32-5-2 (5-(2-2 223D HNE-3-ol IS AN Tyl A (A o] 304)S (B)-3x-F-H o] E (5-3 dHE-3-0]
g Adek(Azd 237) gald] AFEsE AL AQstas Al Fe] 2390 A AE wie} AAHoR HE W
S Pk, FA BFE(2.8g, 900 F53AT).

mE

I NMR(400MHz, CDCls): &=0.11(s, 6H), 0.92(s, 9H), 1.68~1.77(m, 1H), 1.87~1.96(m, 1H), 2.64(d, J=6.0,

1H), 2.93(dd, J=8.2, 13.4, 1H), 3.07(dd, J=4.8, 13.6, 1H), 3.68(d, J=3.2, 1H), 3.76~3.96(m, 4H),
7.17~7.25(m, 2H), 7.35~7.39(m, 2H).

A zel 307 : (2-(4S,55)-5-(2F 22w d)-2, 2-t]HE-1,3-T] & a-4-Y) o EA]) (3x}-F-& ) o) & Al 2

a o

@]
OTBDMS

(28,39)-5-(3a-Fedmad LA -1-(2-F 22 ) Aer-2 3-S (A x 306)S (2S,35)-5-(33-F-& ]
GAH ) -1-wd AEk-2 3-U S (A2 239) thile] ALEstE RS AYstae AlFzd 2400 7]AE wiek 2
AHow A3 WS Asle], BA 3FE(3.6g, 75~90%)S 53T

i NMR(400MHz, CDCls): 6=0.06(s, 6H), 0.91(s, 9H), 1.39(s, 3H), 1.40(s, 3H), 1.69(q, J=6.5, 2H),

3.05(dq, J=5.8, 15.1, 2H), 3.70~3.80(m, 2H), 3.86~3.93(m, 1H), 3.97~4.02(m, 1H), 7.17~7.25(m, 2H),
7.36~7.38(m, 2H).

Az 308 1 2-((4S,58)-5-(2-F 22 )-2,2-t]wEd-1,3-t] & T-4-Y) o &%

(2-(48,58)-5-(2F =22 A)-2 2-t)WEd-1,3-U] &% e-4-Y) | BA]) (3x-F-E) oW g A (A Z2d  307)S  (2-
(4S,58)-5-w1d -2, 2-t)H| & -1,3-t] & H-4-A) | EA) (3x-5-4) tudad e (A 240) thalol] ALg3l= A
S At Az 2410 71AE uvlel AAAH o7 FUAS WHS el A 3FE(3.2g, 80~95%)S F5
ST

- 103 -



[1404]

[1405]

[1406]

[1407]

[1408]

[1409]

[1410]
[1411]

[1412]

[1413]

[1414]
[1415]

[1416]

SS50dl 10-1699145

1
H NMR(400MHz, CDCl;): 6=1.38(s, 3H), 1.40(s, 3H), 1.50~1.63(m, 2H), 2.29(t, J=5.4, 1H), 2.82(dd,

J=5.8, 13.8, 1H), 3.01(dd, J=6.4, 14.0, 1H), 3.72(q, J=5.5, 2H), 3.86(dt, J=3.2, 8.4, 1H),
3.92~3.97(m, 1H), 7.17~7.25(m, 2H), 7.36~7.38(m, 2H).

Az 309 : (2R,3R)-5-(32-F-EUdEAHZA)-1-(2-F2 27 d)HAe-2,3-1 &

cl OH
- OTBDMS
OH
(B)-32-F2 (5-(2-F 229 d)HE-3- IS A DA gh(A 2o 304)S (B)-3x-F-2 v e (5~ dHE-3-9]
Tds W

AN AT ( Az 237) thale] AbgetsE AL ALstas Az 2420] 71AE wpel AdHo R
S gPsto], ¥A| SFE(4.4g, 90%) S FE3AT).
'H NMR(400MHz, CDCls): 6=0.11(s, 6H), 0.92(s, 9H), 1.68~1.77(m, 1H), 1.87~1.96(m, 1H), 2.64(d, J=6.0,

1H), 2.93(dd, J=8.2, 13.4, 1H), 3.07(dd, J=4.8, 13.6, 1H), 3.68(d, J=3.2, 1H), 3.76~3.96(m, 4H),
7.17~7.25(m, 2H), 7.35~7.39(m, 2H).

Az 310 1 (2-(4R,5R)-5-(2F 22wl A )-2,2-t) v €-1,3-t] & H-4-A) o EA]) (3x-F-&)tyv g A &

Cl Hﬁfi()

OTBDMS

/1O
o

(2R, 3R)-5-(3x-F-domadAd A -1-(2-F 229 D) Aek-2, 3-t) (A2 309)S (2S,39)-5-(3x-F-E ]y
gagex)-1-(2-FE22Hd)HAe-2 3-t] (A Fd 306) Ao ALgste= AS A|Qslas Azxd 3070 7]A)
H owie} AAHow FAI WS Fsle], Al 3FE(4.6g, 70~95%)S FEEALT.

'H NMR(400MHz, CDCly): 6=0.06(s, 6H), 0.91(s, 9H), 1.39(s, 3H), 1.40(s, 3H), 1.69(q, J=6.5, 2H),

3.05(dq, J=5.8, 15.1, 2H), 3.70~3.80(m, 2H), 3.86~3.93(m, 1H), 3.97~4.02(m, 1H), 7.17~7.25(m, 2H),
7.36~7.38(m, 2H).

A Zef 311 1 2-((4R,5R)-5-(2-F 22l #d)-2,2-tWe-1,3-t] & &-4- ) o eh-&

Cl xﬁfi

0 :
@/WOH

(2-(48,58)-5-(2F =22 A )-2 2-t)WEd-1,3-U] &% e-4-Y ) o| BA]) (3x-F-E) oW g A (A Z2d  307)S  (2-
(45,59)-5-w2-2 2-tIWd-1,3-0) & T-4-) o EA]) (3x-2E) pW D A (A 24 240) thAlo] Alg3sl= AL
AQstas Azd 2410 71AE wie} AdHHor FAd WS geto], Al 3EE(3.0g, 80~95%)S F5
Atk

10

)

1
H NMR(400MHz, CDCl;): 6=1.38(s, 3H), 1.40(s, 3H), 1.50~1.63(m, 2H), 2.29(t, J=5.4, 1H), 2.82(dd,

J=5.8, 13.8, 1H), 3.01(dd, J=6.4, 14.0, 1H), 3.72(q, J=5.5, 2H), 3.86(dt, J=3.2, 8.4, 1H),
3.92~3.97(m, 1H), 7.17~7.25(m, 2H), 7.36~7.38(m, 2H).
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[1417]

[1418]

[1419]

[1420]

[1421]

[1422]

[1423]

[1424]

[1425]

[1426]

[1427]

[1428]

[1429]

[1430]

[1431]

S=53 10-1699145
Az 312 : (35,45)-3,4-U 3 EE2A-5-(2-F 2 21| d) A gty o|E

Cl OH O

O/“\t-Bu
OH

(B)-5-(2-Fz 29 d)AE-3-ddu e o] E(AZ 305F (B)-3x-FHG-(2-F2R2¥d)ANE-3-
e AT (A Zo 304) dtjalel ARE3h= S A9t AFo 30600 7AE wpe} AFA oz Fdgh WY
gato] | FA 348E(6.0g, 70~95%)S 53T

'H MVR(400MHz, CDCly): &=1.16(s, 9H), 1.85~1.91(m, 2H), 2.17(d, J=6.0, 1H), 2.73(d, J=5.2, 1H),

2.91(dd, J=8.4, 13.6, 1H), 3.08(dd, J=5.6, 13.6, 1H), 3.52~3.55(m, 1H), 3.77~3.80(m, 1H), 4.11~4.19(m,
1H), 4.37~4.41(m, 1H), 7.18~7.23(m, 2H), 7.31(dd, J=2.2, 7.0, 1H), 7.36(dd, J=1.8, 7.4, 1H).

AZo 313 : 2-((4S,58)-5-(2-F 22w A )-2,2-t]od-1, 3-t] & Td-4-A) o E e o] E

0
O/”\t-Bu

(35,49)-3,4-T)3| EB2A|-5-(2-Z2 2 d)Agd ) aeg o] E (A Fo| 312)E (35,45)-3,4-U 3| =2 A]-5-5 d A & 5

o] E(AZd 245) thale] Alg3slE RS AQslas Axd 2460 71" B} é:le—q#i T3 UHS

ko], A IFFE(1.7g, 70~95%)= FEIT.

I NMR(400MHz, CDCls): &=0.90(t, J=7.4, 6H), 1.21(s, 9H), 1.58~1.66(m, 4H), 1.70~1.77(m, 2H), 3.06(d,
J=5.6, 2H), 3.81~3.86(m, 1H), 3.94~3.99(m, 1H), 4.15~4.25(m, 2H), 7.18~7.24(m, 2H), 7.36~7.38(m, 2H).

Az 314 1 2-((4S,58)-5-(2-F 22w d)-2 2-trE-1,3-t & H-4-) o &2

2,

o]
OH

2-((4S,59)-5-(2-F 229 4)-2 2-t &-1,3-1]&&d-4-Q) o dadg o] E(A x4 313)Z 2-((4S,559)-5-#=2
-2,2-tolg-1,3-1 & d4-d)d gl o] E(A Fo| 246) Aol AlgslE AL AQstas Az 2479 7)
Ag vie} AAHom FAI WHS Pste], FA 3E(0.9g, 80~95%)S F53F3ATE.;

"H NMR(400MHz, CDCls): 6=0.91(dt, J=2.5, 7.5, 6H). 1.46~1.79(m, 6H). 2.42(t, J=5.6, 1H), 3.01~3.12(n,
2H), 3.79(q, J=5.6, 2H), 3.88~3.93(m, 1H), 3.98~4.06(m, 1H), 7.18~7.25(m, 2H), 7.35~7.39(m, 2H).
Az 315 : (3R,4R)-3,4-T)3| EE2A-5-(2-2 2 21| d) A g ddy ol E

B o

O t-Bu

(E)-5-(2-2 22 ) AE-3-da B o] E(Ax 305)E (E)-32-F-H(5-(2-F 227 ) HNE-3-o| d5A])t]
e (A ze 304) tilell Abgeb= A Allstas Al 3099 71 wpeh Ao FAF} WHE
aate] | HAl 33FE(4.4g, 70~95%)S FE53HATH.
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S=50dl 10-1699145

[1432] 'H NMR(400MHz, CDCly): §=0.11(s, 6H), 0.92(s, 9H), 1.68~1.77(m, 1H), 1.87~1.96(m, 1H), 2.64(d, J=6.0,
1), 2.93(dd, J=8.2, 13.4, 1H), 3.07(dd, J=4.8, 13.6, 1H), 3.68(d, J=3.2, 1H), 3.76~3.96(m, 4H),
7.17~7.25(m, 2H), 7.35~7.39(m, 2H).

[1433] Az 316 : 2-((4R,5R)-5-(2-F 22w A)-2,2-t]o|&-1,3-T) & & T4-) o o dtg o] E
cl \029 0
[1434]
[1435] (3R,4R)-3,4-T 3| EFA|-5-(2-E 22 ) A I T o] E(A x4 315)E (35,45)-3,4-T 3| EFA|-5-(2-E 227
g o] E(Axe] 312) il AMESE AS AlQlstae Alxd 31390 7IAE uiep AHdHo R FLsH
WS dele], A 3HeE(1.7g, 70~95%)S 58Tt
[1436] "H NMR(400MHz, CDCls): 6=0.90(t, J=7.4, 6H). 1.21(s, 9H). 1.58~1.66(m, 4H), 1.70~1.77(m, 2H), 3.06(d,
J=5.6, 2H), 3.81~3.86(m, 1H), 3.94~3.99(m, 1H), 4.15~4.25(m, 2H), 7.18~7.24(m, 2H), 7.36~7.38(m, 2H).
[1437]

A zof 317 : 2-((4R,5R)-5-(2-EF ==l

o =
@/\NOH
[1438]

)-2,2-Tvd-1,3-t] & d-4-Y) ol -2

[1439] 2-((4R,5R)-5-(2-F 282w )-2 2-t]oe-1, 3-t] &&T-4-d)ddu @ o] E(A Ze]  316)F  2-((4S,55)-5-
(2-F224)-2,2-tdd-1,3-t] & d-4-Ad) o du g o] E(Al x| 313) thAld A}J%P: A& AQstas
A zdl 3140 71AE vl Ao FAS WHS Psto], HA HEHE(0.9g, 80~95%)S TSI
[1440] 'H MR(400MHz, CDCly): §=0.91(dt, J=2.5, 7.5, 6H), 1.46~1.79(m, 6H), 2.42(t, J=5.6, 1H), 3.01~3.12(n,
2H), 3.79(q, J=5.6, 2H), 3.88~3.93(m, 1H), 3.98~4.06(m, 1H), 7.18~7.25(m, 2H), 7.35~7.39(m, 2H).
[1441] AZe] 318 1 2-((25,39)-3-(2-F =2 A )-1,4-T] 2A AT 2[4 4] i F-2-9 ) o D 7] kgl o] E
Cl O; 0O (@]
O)J\t-Bu
[1442]
[1443] ANZ2oleheg 3-Mels giald ALgsts AL Astas Alzd 3139 71AE vkl AAAow AR Uy
S Batol, #Al 3FHE(1.2g, 60~85%)S F58FAT}.
[1444] 'H NMR(400MHz, CDCl.):

§=1.21(s, 9H), 1.64~1.74(m, 5H), 1.75~1.88(m, b5H), 3.03~3.11(m, 2H),
3.81~3.86(m, 1H), 3.97(q, J=6.5, 1H), 4.12~4.22(m, 2H), 7.18~7.25(m, 2H), 7.34~7.39(m, 2H)
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[1445]

[1446]

[1447]

[1448]

[1449]

[1450]

[1451]

[1452]

[1453]

[1454]

[1455]

[1456]

[1457]

[1458]

[1459]

SS90l 10-1699145

Az 319 : 2-((25,39)-3-(2-F 22 WA )-1,4-U) ALY 2[4 4] = -2- ) ol B2
cl ;Zo
0
OH

2-((25,39)-3-(2-F2 2 WA )-1,4-T] LA~ 2[4 4] = d-2-) oIk o] E (A Z2d]  318)S  2-((4R,5R)-5-
(2-ZF22WA)-2,2-t]o|g-1,3-t] L& d-4-) o e g o] E(A x| 316) thAle] AW%}—H e AQstas
Az 3179 71AE wpe} AHHorw FU WS dgalo], ®A 3HEE(0.7g, 80~95%) S 53T

H NMR(400MHz, CDCls): &=1.62~1.74(m, 6H), 1.75~1.88(m, 4H), 2.28(t, J=5.6, 1H), 3.03~3.12(m, 2H),
3.78(q, J=5.6, 1H), 3.88~3.95(m, 1H), 3.97~4.06(m, 1H), 7.18~7.26(m, 2H), 7.34~7.39(m, 2H).

Azl 320 1 2-((2R,3R)-3-(2-F 2 2Wl#)-1,4-Y) o ey Lol E

A E2oEl=S 3-dEE gl Abeste AL Astas Axd 31690 7AE wviep AEH o UG WY
S g5te], ®A 3FE(1.4g, 60~85%)S =519},

' ONMR(400MHz, CDCls): 6=1.21(s, OH), 1.64~1.74(m, 5H), 1.75~1.88(m, 5H), 3.03~3.11(m, 2H),
3.81~3.86(m, 1H), 3.97(q, J=6.5, 1H), 4.12~4.22(m, 20), 7.18~7.25(m, 2H), 7.34~7.39(m, 2H).

A Zd 321 1 2-((2R,3R)-3-(2-F22W 2 )-1,4-tJSALAT 2[4 4] = F-2-Y) o EH-2

2-((2R,3R)-3-(2-Z==2wd)-1 4- EHZA}M& w-2-d)o el gt o] E(A e 32008 2-((2S,35)-3-
(2-E22WA)-1,4-YFAI 2T 2[4 4] = 1% o] E(Axd 318) tlilddl Ag3E A& AlLsta
= Alzd 3199 71AE nle} AFHo= %01& RS dste], ¥4 3EE(0.8g, 80~95%) 2 53T},

I NMR(400MHz, CDCls): 6=1.62~1.74(m, 6H), 1.75~1.88(m, 4H), 2.28(t, J=5.6, 1H), 3.03~3.12(m, 2H),
3.78(q, J=5.6, 1H), 3.88~3.95(m, 1H), 3.97~4.06(m, 1H), 7.18~7.26(m, 2H), 7.34~7.39(m, 2H).

Az 322 1 2-((25,35)-3-(2-F 22 )-1,4-1 AT 2[4, 5] d|7H-2-L) o D 9] g o] E

ANE2E =S AZE2HER: dilel] AFEste RS AYstas Az 3180 7IAE nief X0z FUd
WS dste], FA 3HEE(1.1g, 60~85%)S +53%T).
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2H),

J=6.8, 2H), 3.07(d, J=6.0,

1.58~1.61(m, 8H), 1.77(q,

[1460] 'H NMR(400MHz, CDCly): 8=1.21(s, 9H),
3.81~3.88(m, 1), 3.96~4.01(m, 1H), 4.16~4.22(m, 2H). 7.17~7.25(m, 2H). 7.36~7.39(m, 2I)

2-((25,39)-3-(2-Z 2294 )-1,4-tLALAH 2[4, 5] H7H-2-Y ) o €+

[1461] A Zol 323 :

0
@/W\OH
e o] E (A2 322)E  2-((2R,3R)-3-

[1462]
[1463] 2-((2S,39)-3-(2-F 2292 )-1,4-t] AL AT Z[4.5] d|7H-2- ) o] &l 1]
(2-F22WA)-1,4-USA 2T 2[4 4] ed-2-d) ol e o] E(A| Zof] 320) talo] A183te AES AYstae
Ao 3210 71AE nfe} Aoz FAs WHS Pste], xA 3HE(0.7g, 80~95%)S 5T
§=1.51~1.64(m, 8H), 1.65~1.74(m, 2H), 2.59~2.63(m, 1H), 3.06(d, J=6.0, 2H),

"H NMR(400MHz, CDCls):
7.16~7.24(m, 2H), 7.35~7.38(m, 2H).

[1464]
3.76~3.78(m, 2H), 3.89~3.94(m, 1H), 3.99~4.04(m, 1H),
[1465] | 324 : 2-((2R,3R)-3-(2-F2 =W A)-1,4-T A AT 2[4, 5] H7-2-L) o D u] it o] E
[1466]
[1467] A EZ2I =S AIZ2HERE Ol ARgsE AS AlLstas Az 32000 7|Al® wie} dAHoz Fdgh
WS #sle], A 3FgHE(1.5g, 60~85%)S 53
1.77(q, J=6.8, 2H), 3.07(d, J=6.0, 2H),

[1468] I NMR(400MHz, CDCls): &=1.21(s, 9H), 1.58~1.61(m, 8&H),
3.81~3.88(m, 1H), 3.96~4.01(m, 1H), 4.16~4.22(m, 2H), 7.17~7.25(m, 2H), 7.36~7.39(m, 2H)

2-((2R,3R)-3-(2-F 22 W A)-1,4-1 A AT 2[4, 5] 6| 7H-2-L) ol &+

[1469] A Zof 325 :
cl ;}o
Q =
S OH
[1470]
[1471] 2-((2R,3R)-3-(2-F 22w A )-1,4-t] A A9 2[4 . 5] d|7-2-d) oD e o] E(A o] 324)F  2-((25,39)-3-
(2-F2EAA)-1,4-tSA =T Z[4.5]HE-2-) ol du g o] E(A Zef 322) thAlell Ab&als RS Alelstas
Az 3230 7141 wpef AHHo 2 FUAS IHE dste], ®A 3H3HE(0.9g, 80~95%) = G5
[1472] ' NMR(400MHz, CDCly): 8=1.51~1.64(m, 8H), 1.65~1.74(m, 2H). 2.59~2.63(m, 1H), 3.06(d, J=6.0, 2H),
3.76~3.78(m, 2H), 3.89~3.94(m, 1H), 3.99~4.04(m, 1H), 7.16~7.24(m, 2H), 7.35~7.38(m, 2H).
[1473] Az 326 : (B)-ME-4-(2-F 229 )R E-2-9| o o] E
cl
e O
)
[1474]
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[1475]

[1476]

[1477]

[1478]

[1479]

[1480]

[1481]

[1482]
[1483]

[1484]

[1485]

[1486]

[1487]

[1488]

SS50dl 10-1699145

-SRRA LM ELH S LS Ao ELHS| = thilel] ARt e Alelstals Alzel 2590 7A€ st
dAAor T WS Yste], A SFE(5.0g, 65~85%)S FEISITH

il

'H NMR(400MHz, CDCls): ©=3.47(d, J=6.8, 2H), 3.67(s, 3H), 5.79(d, J=15.4, 1H), 7.06(dt, J=15.4, 6.8,
1H), 7.12~7.28(m, 4H).
Az 327 1 (2R,3S)-WE-4-(2-F 22 Hd)-2,3-T] 5| EZ2 A REl o) 0| E

Cl OH
O

~

OH O

(B)-"E-4-(2-F22Hd) R E-2-o| o o] E(A 24| 326)Z (F)-HE-4-FdRE-2-0| o] o] E(A| Ze] 259) ]
Aol AbgstE AL AQetaE Axd 2600 AR wpel AAAow Tdd WHS ste], FA IEE
(3.0g, 70~95%)S +535+3ict.

'H NMR(400MHz, CDCls): 6=3.08~3.17(m, 2H), 3.84(s, 3H), 4.12(dd, J=1.6, 5.2, 1H), 4.28~4.34(m, 1H),
7.20~7.27(m, 2H), 7.33~7.36(m, 1H), 7.39~7.41(m, 1H).

Azl 328 1 (4R,59)-wWlE-5-(2-F 22 AE)-2,2-tlWE-1,3-t] & d-4-71 52 g o] E

~o

0

~

o

H

A FEFo o] E(A 2o 327)2 (2R,39)-HlE 2,3-U]3]| =FA]-4-
AL Agstas Azxd 2610 7|AE nie} Aoz FA
5313t

7]

-

(2R,39)-HE-4-(2-F2 23d)-2,3-H3 ==
JR o o] E (A o] 260) thalel] AL-&&t=
HE dete], ®Al sh§HE(0.6g, 70~95%)S &

ok

'H NMR(400MHz, CDCls): &=1.45(s, 3H), 1.49(s, 3H), 3.11(dd, J=7.6. 14.4, 1H), 3.35(dd, J=4.4, 14.4,
1H), 3.74(s, 3H), 4.30(d, J=7.6, 1H), 4.50(dt, J=4.0, 7.6, 1H), 7.19~7.26(m, 2H), 7.36~7.40(m, 2H).
Az 329 1 ((45,58)-5-(2-F =2 d)-2 2-tvd-1,3-t] & d-4-Y) v e

pe:

OH

(4R,59)-H e -5-(2-F 22w A)-2 2-tHE-1,3-t) & T-4-7E A g o E(AFd 328)F (4R,55)-wE-5-w=2-
2,2-tg-1,3-t S & T4-FHEA Yo E(A Fd 261) thale] AlE3t= AL AlQstales Az 2620 7)1A=
Hlel Adzow FAdd S fto], FA4 3FE(0.5g, 70~95%)S FE53ATH.

' NMR(400MHz, CDCly): &=1.43(s, 6H), 1.83(q, J=4.3, 1H), 3.06~3.17(m, 2H). 3.45(ddd, J=4.6, 7.4,

12.0, 1H), 3.68(ddd, J=3.2, 5.2, 12.0, 1H), 3.91(ddd, J=3.3, 4.7, 8.0, 1H), 4.22~4.27(m, 1H),
7.20~7.26(m, 2H), 7.35~7.40(m, 2H).
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[1489]

[1490]

[1491]

[1492]

[1493]

[1494]
[1495]

[1496]

[1497]

[1498]
[1499]

[1500]

[1501]

[1502]

SS90l 10-1699145

Az 330 : (4R,55)-WE-5-(2-F 22 A )-2 2-t]o|&-1 3-t] & T-4-7} 52 o] E

(2R,39)-E-4-(2-F 229 d)-2,3-HI| EFA| F-El ol o] E(A ] 327)F (2R,359)-w€-2,3-T] 3| EFA|-4-¥
YR el o] E(A X 260) tald] AMR3tE AL A|QstnE Az 2630 7|AE e} AAH o7 FA3
HWE dste], ®Al sH3HE(0.8g, 50~75%) S T

3

o éé

I NMR(400MHz, CDCls): 6=0.93(t, J=7.4, 6H), 1.67~1.74(m, 4H), 3.10(dd, J=8.0, 14.4, 1H), 3.35(dd,

J=4.0, 14.4, 1), 3.73(s, 3H), 4.27(d, J=8.4, 1H), 4.42~4.47(m, 1H), 7.18~7.26(m, 2H), 7.37~7.40(m,
2H).

A Zof 331 ¢ ((4S,59)-5-(2-F =222 )-2 2-t]o -1 3-t| & d-4-A)H e

2

Q OH

(4R,59)-WE-5-(2-F 22w A)-2 2-tHE-1,3-1 L& T4-FHE A G ol E(AZd 330)Z (4R,55)-WE-5-(2-F
222, 2-tHE-1,3-t) &4 5 o] E(A Fo 328) dialoll A1E38l= Ae AQstas Az 329
of 7lAE wiel AHEH o= FU WHS dsto], TA FFE(0.6g, 70~95%)S TS5

'H NMR(400MHz, CDCls): 6=0.93(dt, J=2.1, 7.5, 6H), 1.62~1.70(m, 4H), 1.83(q, J=4.3, 1H), 3.11(ddd,

J=6.0, 14.2, 28.0, 2H), 3.44(ddd, J=4.8, 7.2, 12.0, 1H), 3.64~3.69(m, 1H), 3.88(ddd, J=3.3, 4.9, 8.3,
1H), 4.18~4.24(m, 1H), 7.19~7.26(m, 2H), 7.36~7.39(m, 2H).

Azl 332 1 (2R,3S)-WE-3-(2-F 22 W& )-1,4-UFAIAT 2[4 4] = H-2-7 5 o] E

cl O;o
O~\
o)
A E2oEl=S 3-dEE gl Abesle AL AQstas AZd 33090 71AE viep AEH o= UG WY
S Palol, A 3H3HE(0.8g, 60~85%)S FE3FT).

I NMR(400MHz, CDCl3): &6=1.65~1.80(m, 5H), 1.89~2.00(m, 3H), 3.13(dd, J=7.8, 14.2, 1H), 3.32(dd,

J=4.6, 14.2, 1H), 3.72(s, 3H), 4.28(d, J=7.2, 1H), 4.41~4.46(m, 1H), 7.19~7.26(m, 2H), 7.35~7.40(m,
2H).

A zof 333 1 ((25,39)-3-(2F 229 2)-1,4-tSA AT 2[4, 4] = -2-L ) v gk

. G2

Q OH
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[1503]

[1504]

[1505]

[1506]
[1507]

[1508]

[1509]

[1510]

[1511]

[1512]

[1513]

[1514]

[1515]

[1516]

SS90l 10-1699145

(2R,3S)-w€-3-(2-F 22" )-1,4-tSALAY 2[4 4] = d-2-FH 5 A o] E(A Zd 332)F (4R,5S)-w€-5-(2-
Sz 2Wd)-2,2-tHE-1,3-t]) & T-4-7 2 A g o] E(# ]& d 330) tjAlo] ALgstE AL AQstue AR
3319 Z1AE wheh Ao S WS Wste], wA 3= (0.6g, 70~950)E TSI

%l

I NMR(400MHz, CDCls): &=1.69~1.74(m, 3H), 1.77~1.85(m, 5H), 3.11(ddd, J=6.3, 14.1, 31.3, 2H),

3.42~3.48(m, 1H), 3.61~3.66(m, 1H), 3.87~3.91(m, 1H), 4.19(q, J=6.8, 1H), 7.19~7.26(m, 2H),
7.34~7.40(m, 2H).

A e 334 :© (2R,38)-HE-3-(2-F 22 E)-1,4-TFAIAI 2[4, 5] HZF-2-F 52 g o] E

N

|Z 29 elE gale Abgets AL Al9jetaE Azl 33200 7AW wpel AdHow FUI
Al 8}3HE(0.5g, 60~85%)S FE34T).

A
u}

Abe e

Yatol

ﬂE iy
ftlo HU
=31

I NMR(400MHz, CDCls): &=1.54~1.77(m, 10H), 3.12(dd, J=7.6, 14.4, 1H), 3.32(dd, J=4.4, 14.4, 1H),
3.72(s, 3H), 4.30(d, J=7.6, 1H), 4.46~4.51(m, 1H), 7.18~7.26(m, 2H), 7.37~7.39(m, 2H).

Az 335 1 ((28,39)-3- (282 2WlA)-1,4-Y A 2~F Z[4.5] d|7H-2- ) v &h-&

(2R,39)-WE-3-(2-F22W A )-1 4-t) AL 2[4 5] " 7-2-7H A g o] E(A %4 334)2 (2R,3S)-WE-3-(2-
Z22MA)-1,4-t) AL AT 2[4, 4] = d-2-FFEA o] E(A| X 332) thalo] ALL3lE AL AQstis Alxd
3339 71AE vle} AdAHow FUs WHS qst, HA 33E(0.5g, 70~95%)S TS5,

'H NMR(400MHz, CDCls): &=1.38~1.45(m, 2H), 1.58~1.63(m, 8H), 1.84(q, J=4.3, 1H), 3.11(ddd, J=7.9,

15.9, 22.1, 2H), 3.43(ddd, J=4.6, 7.6, 12.1, 1H), 3.66~3.71(m, 1H), 3.88~3.92(m, 1H), 4.21~4.26(m,
1H), 7.18~7.26(m, 2H), 7.37~7.39(m, 2H).

A Zd 336 1 (2S,3R)-HE-4-(2-F 22 Hd)-2,3-U] 3| EFZA| e} o o] E

Ci OH

(B)-|€l-4-(2-Z 2 25 d ) S E-2-0| -o]| o| E (A 2ol 326)2 (F)-m|&-4-5 YR E-9-0] o] o] E (A Z=0] 259) tf
Aol A= RS AQBtaE Al 2690] Z)AlE upe} AAHom wds WS dste], XA SHEE
(3.5g, 70~95%)& F53F3AT).

I NMR(400MHz, CDCls): &6=3.08~3.17(m, 2H), 3.84(s, 3H), 4.12(dd, J=1.6, 5.2, 1H), 4.28~4.34(m, 1H),

7.20~7.27(m, 2H), 7.33~7.36(m, 1H), 7.39~7.41(m, 1H).
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[1517]

[1518]
[1519]

[1520]

[1521]

[1522]

[1523]

[1524]

[1525]

[1526]
[1527]

[1528]

[1529]

[1530]

SS90l 10-1699145

A Zof 337 : (4S,5R)-WE-5-(2-F 22 A )-2 2-tjWE-1 3-t] & T-4-7} 52 g o] E

cl >
..
o)

(28,3R)-ME-4-(2-F2 29 9)-2,3-T3| =2 A FE} o o] E(A o] 336)2  (2R,35)-vl2-4-(2-F=2 =23 d)-
2,3-H3| EZ A el o] E(A| 2ol 327) tiAldd AMEete AE AlQlstae Az 32840 7|AlE wle} AdHo
2 T3k UHS gste, %A 33HE(3.4g, 70~95%)S FESHIH

I NMR(400MHz, CDCl3): 6=1.41(s, 6H), 1.79(q, J=4.3, 1H), 2.83(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4,

14.0, 1H), 3.29(ddd, J=4.7, 7.5, 12.1, 1H), 3.54(ddd, J=2.8, 5.2, 12.0, 1H), 3.83(ddd, J=3.9, 3.9,
7.1, 1H), 4.15(q, J=7.1, 1H), 7.22~7.32(m, 5H).

Az 338 1 ((4R,5R)-5-(2Z=2=2wH)-2,2-tvE-1,3-t] & d-4-d) v et

~a

Cl D
[:i:J//éggfi\\/in

(4S,5R)- el -5-(2-F 22w 2)-2 2-tHE-1,3-t) & T-4-7HE A Yol E(AFd 337)Z (2R,35)-HE-3-(2-F
ZE2WA)-1,4- A 2T Z (4. 5] HIZ-2-7F 5 A H o] E(A 2l 334) dliale]l ALgste AS AYstas Axd
33500 71AE wie} AAXoZ FUI WHS Pslo], A FFE(2.7g, 70~95%)S F53ISITE.

b NMR(400MHz, CDCl3): 6=1.41(s, 6H), 1.79(q, J=4.3, 1H), 2.83(dd, J=6.2, 13.8, 1H), 3.07(dd, J=6.4,

14.0, 1H), 3.29(ddd, J=4.7, 7.5, 12.1, 1H), 3.54(ddd, J=2.8, 5.2, 12.0, 1H), 3.83(ddd, J=3.9, 3.9,
7.1, 1H), 4.15(q, J=7.1, 1H), 7.22~7.32(m, 5H).

Az 339 : (4S,5R)-vwlE-(5-2-F =2 )M A-2 2-t]o|d-1,3-U] & H-4-FHE A P o] E

Cl

A

\\O
il

O

~

(0]

(2S,3R) - €l-2,3-T] 3| =2 A 4-H D HE} o o] E(A| 2] 336)S (2R,39)-WE-4-(2-F22Hd)-2,3-13| ==
Al FEfo o] E(A o] 327) thAlol Algsle AS AYstas Az 3300 71AE vie} AHHom FAS
WS ste], FA 3HHE(0.6g, 50~75%)S 5.

=

I NMR(400MHz, CDCls): 6=0.93(t, J=7.4, 6H), 1.67~1.74(m, 4H), 3.10(dd, J=8.0, 14.4, 1H), 3.35(dd,

J=4.0, 14.4, 1H), 3.73(s, 3H), 4.27(d, J=8.4, 1H), 4.42~4.47(m, 1H), 7.18~7.26(m, 2H), 7.37~7.40(m,
2H).

Az 340 : ((4R,BR)-5-(2-F =2l d)-2 2-t]dd-1,3-t] & T-4-Y) v e

o(/

Cl
OH

\\O
al
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[1531]

[1532]

[1533]

[1534]

[1535]

[1536]

[1537]

[1538]

[1539]

[1540]

[1541]

[1542]
[1543]

[1544]

SS90l 10-1699145

(4S,5R)-ME-(5-2-F 22 )W d-2 2-t]o -1, 3-t]| & d-4-FI5 A g o] E(A Zo 339)Z (4S,5R)-wE-5-(2-F
22A)-2 2-0vd-1,3-t K& T-4-FHR A G o] E(A X 337) il ALg3tE RS Adstie Alxd 338
of 7AE nie} AAHoZ FAS WHS P3slo], EA &3HE(0.5g, 70~95%)S F53ISIT).

'H NMR(400MHz, CDCls): 6=0.93(dt, J=2.1, 7.5, 6H), 1.62~1.70(m, 4H), 1.83(q, J=4.3, 1H), 3.11(ddd,

J=6.0, 14.2, 28.0, 2H), 3.44(ddd, J=4.8, 7.2, 12.0, 1H), 3.64~3.69(m, 1H), 3.88(ddd, J=3.3, 4.9, 8.3,
1H), 4.18~4.24(m, 1H), 7.19~7.26(m, 2H), 7.36~7.39(m, 2H).

A zof 341 1 (2S,3R)-WE-3-(2-F 22 A )-1,4-UFALAT 2[4 4] =H-2-7 5 o] E

ci o)
S o
0
F2E2YE=S 3-dERE Al ALESe Aolstars Az 33990 1A E wie} AAHoz FAI W

e
S Palol, A 3+3HE(0.5g, 60~85%)S 53T}
' NMR(400MHz, CDCly): &=1.65~1.80(m, 5H), 1.89~2.00(m, 3H), 3.13(dd, J=7.8, 14.2, 1H), 3.32(dd,

J=4.6, 14.2, 1H), 3.72(s, 3H), 4.28(d, J=7.2, 1H), 4.41~4.46(m, 1H), 7.19~7.26(m, 2H), 7.35~7.40(m,
2H) .

Az 342 1 ((2R,3R)-3-(2-E22WIE)-1,4-YU AT 2[4 4] = -2-d ) v &H&

;Q

Cl
OH

W0
al

(2S,3R)-Hg-3-(2-F 22 A )-1,4-t] A}~ 0 &[4 H-2-7tE A o) E(A 2o 341)& (4S,5R)-HE-(5-2-
S22)llE-2,2-t]E-1,3-U & H-4-71 52 g L 15011 339) dixlel AMgstE RS AQstaE Az
3400 71 % wio} AAH o7 FUF WS sto], EA| IE(0.4g, 70~95%)S FEIIATH

' NMR(400MHz, CDCls): &=1.69~1.74(m, 3H), 1.77~1.85(m, S5H), 3.11(ddd, J=6.3, 14.1, 31.3, 2H),

3.42~3.48(m, 1H), 3.61~3.66(m, 1H), 3.87~3.91(m, 1H), 4.19(q, J=6.8, 1H), 7.19~7.26(m, 2H),
7.34~7.40(m, 2H).

A e 343 : (2S,3R)-HE-3-(2-F 22 E)-1,4-TFAIAI 2[4, 5] HZF-2-F 52 g o] E

.
0
ANZ2IAE=S A2 ER: giilel] AFEste AS AlYstae Az 3410 7IAlE vie} AdA o= FUgh
WS 3sle] | FA 31EE(0.9g, 60~85%)2 53T},

I NMR(400MHz, CDCls): &=1.54~1.77(m, 10H), 3.12(dd, J=7.6, 14.4, 1H), 3.32(dd, J=4.4, 14.4, 1H),
3.72(s, 3H), 4.30(d, J=7.6, 1H), 4.46~4.51(m, 1H), 7.18~7.26(m, 2H), 7.37~7.39(m, 2H).
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[1545]

[1546]

[1547]

[1548]

[1549]

[1550]
[1551]

[1552]

[1553]

[1554]

[1555]

[1556]

[1557]

[1558]
[1559]

[1560]

S=50dl 10-1699145

Az 344 1 ((2R,3R)-3-(2-F2=2WAE)-1,4-YSALA 2 [4.5] 6 7-2-9 ) v E+-&

Cl ; (@]

2 > _oH

(2S,3R)-He-3-(2-ZF 2284 )-1,4-U] AL AT 2 [4.5] ] —FlEA g o) E(AZo 343)E (2S,3R)-HE-3-(2-
Za2HA)-1,4-1SA AT 2[4 4] wd-2-7H 2 A g o] E 15 ol 341) thAlel] Abgste AS AQstae Alxd
3429 71AE viel Aoz FAI WHS s, A &FE(0.7g, 70~95%)S 5.

' MMR(400MHz, CDCls): 6=1.38~1.45(m, 2H), 1.58~1.63(m, 8H), 1.84(q. J=4.3, 1H). 3.11(ddd, J=7.9,

15.9, 22.1, 2H), 3.43(ddd, J=4.6, 7.6, 12.1, 1H), 3.66~3.71(m, 1H), 3.88~3.92(m, 1H), 4.21~4.26(m,
1), 7.18~7.26(m, 2H), 7.37~7.39(m, 2H).

Az 345 : (E)-4-(2-F22dd)FE-3-2%t

s OH

0]
2-(2-2z 2l ELS =S A dopA
wheh AAH O FAD P

pud

Edds = dgialed ARgslE AS AlQ)slas Alxd] 27840 7]AH
&alo], FA) 3}3HE(4.0g, 55~80%)S FE3AT.

o=

mb

i NMR(400MHz, CDCl3): 6=3.39(d, J=8.8, 2H), 6.31(td, J=7.9, 14.8, 1H), 6.94(d, J=16, 1H),
7.17~7.45(m, 3H), 7.56~7.59(m, 1H).

Az 346 : (E)-4-(2-F22dd)FE-3-d-1-2

o~

(B)-4-(2-F 223 d)FE-3-<iH (A 2] 345)& (E)-4-3dFE-3-qk (A ze] 278) tialel Abgats A Al
eletars Az 2799 Z1AE viel A oR S WS Askel, ®Al S (1.2g, 55-80%)S 5
o}.

tlo

I NMR(400MHz, CDCls): 6=2.55(ddd, J=4.1, 11.9, 21.5, 2H), 3.82(t, J=5.8, 2H), 6.24(td, J=7.2, 15.7,
1), 6.87(d, J=14.8, 1H), 7.12~7.25(m, 3H), 7.36(dd, J=1.2, 8.0, 1H), 7.52(dd, J=1.6, 9.2, 1H).

Az 347 : (B)-3x-F-duym e (4-(2-F 229 d)FE-3-o| d=A]) A &

Cl

[i:T/kh/\x/OTBDMS

(B)-4-(2-2 22 d) F-E-3-d-1- (A= 346)5 (B)-4-FHLHE-3--1-S (A xe] 279) df4ile] AL&3h=
& Alefstas Az 2800 AR vhek AFAHOR FAdd WS Fsto], #Al Bgh=(1.1g, 80~98%)&
sHalet.

A
=
=

i NMR(400MHz, CDCl3): §=0.07(s, 3H), 0.10(s, 3H), 0.92(d, J=6.4, 9H), 2.51(q, J=4.5, 2H), 3.78(t,

J=6.6, 2H), 6.26(td, J=7.2, 15.7, 1H), 6.84(d, J=15.6, 1H), 7.13~7.24(m, 3H), 7.36(dd, J=5.6, 12.4,
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[1561]

[1562]
[1563]

[1564]

[1565]

[1566]

[1567]

[1568]

[1569]

[1570]
[1571]

[1572]

[1573]

[1574]

[1575]

S=50dl 10-1699145

1H), 7.53(dd, J=1.4, 7.8, 1H).

Az 348 1 (B)-4-(2-Z22Hd)FE-3-ddudio|E

Cl

= OYt-Bu
o}
(E)-4-(2-F Z2d) F-E-3-<-1-= (A 24 346)5 (B)-4-ddF-E-3-<-1- (A Zd 279) thilel] AR&3t= A
& Aglstare Az 281011 71 vpel AAH o FAF WS Asto], EA Sh3HE(3.5g, 75~95%) % F5
St

'H NWR(400MHz, CDC1y): 6=1.21(s, 9H), 2.55~2.64(m, 2H), 4.24(t, J=6.4, 2H), 6.18(td, J=7.9, 14.8, 1H),
6.86(d, J=16.0, 1H), 7.22~7.26(m, 2H), 7.38(dd, J=3.6, 10.8, 1H), 7.51(dd, J=1.6, 7.6, 1H).
Alzel 349 1 (IR, 2R)-4-(B3A-HE e AL £A))-1-(2-F 22 L) - e-1,2-H &

Cl OH
OTBDMS
OH
(B)-3x-Fduvd (4-2-F 223 d) L E-3-ddS ) A (A x| 347)S (B)-3x-FEuud (5-sd s E-3-9
Jde A @ (Azd 237) tialol] ALgste AL AlQstas Az 28200 71AR vl Aoz FAZ WA
S galo], ®A 3EFE(0.7g, 70~95%)S FE3T.
'H NMR(400MHz, CDCls): §=0.10(s, 3H), 0.11(s, 3H), 0.92(s, 9H), 1.69~1.70(m, 1H), 1.93~2.07(m, 1H),

3.51(d, J=4.8, 1H), 3.86(d, J=3.2, 1H), 3.87(dd, J=3.2, 9.2, 1H), 3.91~3.96(m, 1H), 4.01~4.06(m, 1H),
5.05(t, J=4.6, 1H), 7.22~7.26(m, 1H), 7.31~7.37(m, 2H), 7.59(dd, J=1.2, 7.6, 1H).

Az 350 : (3R,4R)-3,4-T) 3| EE2A-4-(2-2 22 d) F g o] E

cl OH
O t-Bu
g
OH 0
(B)-4-(2-F=2Hd)RE-3-ddIdgo|E(AZxd 348)E (E)-3x-FEuvd(4-2-F2add)RE-3-od<
AN (A ZG 347) Ao A}gEtE AL AQstas Alxd 3490 7IAE vl AAH o wAdE YHS 3
sk, wA 33E(3.2g, 70~95%)S 53T,

I NMR(400MHz, CDCls): 6=1.19(s, 9H), 1.76~1.84(m, 1H), 1.90~1.98(m, 1H), 2.70(d, J=4.4, 1H), 2.86(d,

J=5.2, 1), 3.84~3.90(m, 1H), 4.14~4.21(m, 1H), 4.35~4.41(m, 1H), 5.05(t, J=5.0, 1H), 7.23~7.39(m,
3H), 7.54(dd, J=1.6, 7.6, 1H).

A zof 351 @ 3A-FE(2-((4R,5R)-5-(2-F 2 2¥d)-2,2-TuwE&-1,3-t] & &-4-d) | EA]) v v & A 2

Cl OJ\/

@A,C}\JOTBDMS

(IR, 2R)-4-(3A-F-E oW EAI SA)-1-(2-F 2 29 d) F-&-1,2-t] (A el 349)&  (IR,2R)-4-(3x-FE ]y
GAY O] -1-F IR E-1,2-U) & (A Zd] 282) Al ALEElE AL ALslas AFd 2849 7]AE we} A
dHow FAF WS Fstel, A FE(0.8g, 70-95%)& F53AAH.
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[1576]

[1577]

[1578]

[1579]

[1580]

[1581]

[1582]

[1583]

[1584]

[1585]

[1586]
[1587]

[1588]

S=50dl 10-1699145

I NMR(400MHz, CDCls): &§=0.02(s, 3H), 0.07(s, 3H), 0.86(s, 9H), 1.50(s, 3H), 1.58(s, 3H), 1.82~1.99(m,

2H), 3.68~3.78(m, 2H), 3.95(dt, J=3.3, 8.7, 1H), 5.16(d, J=8.4, 1H), 7.21~7.27(m, 1H), 7.31~7.38(m,
2H), 7.60(dd, J=1.6, 7.6, 1H).

Azl 352 1 2-((4R,5R)-5-(2-F 22 d)-2,2-t]WE-1,3-t] & T-4-) o eh-&

3AE (2-((4R,5R)-5-(2-F 2 29 d)-2 2-T v €-1, 3-H & e-4-eD) A FAD v A gh(Al 2] 351) & 33+
H(2-((4R,5R)-5-9d -2, 2- vl &-1,3-H S&E 4= ol FAD A v A b (Al 2o 284) thalel]l Abgshes & A
ojatars Alzel 2850 7]AlE vieh AdHow FAL WHS Potof, #A FFE(0.7g, 80~950)S 533
.

I NMR(400MHz, CDCls): &=1.56(s, 3H), 1.62(s, 3H), 1.92~2.04(m, 2H), 2.26(q, J=3.7, 1H), 3.75~3.90(m,

2H), 3.94(td, J=3.9, 8.5, 1H), 5.23(d, J=15.6, 1H), 7.22~7.27(m, 1H), 7.33~7.39(m, 2H), 7.62(dd,
J=1.6, 7.6, 1H).

Az 353 1 (1S,28)-4-(3A-FEHmE AL A )-1-(2-F 2 23 d) F-e-1,2-t &

Ccl  OH
A OTBDMS
OH
(B)-3x-Fduv g (4-(2-F 229 ) FE-3-ddSA) A& (A2 347)S (B)-3x-F-EUuE (4-3dF-E-3-9
Jd2 AN A (A2 280) thAlo] AbgstE AL zﬂﬂlf‘fh—c Az 2869 71AE wie} AdAHom FAS W

S galo], ®A 3EFE(0.7g, 70~95%)S FE3T).

I NMR(400MHz, CDCls): &=1.19(s, 9H), 1.76~1.84(m, 1H), 1.90~1.98(m, 1H), 2.70(d, J=4.4, 1H), 2.86(d,

J=5.2, 1H), 3.84~3.90(m, 1H), 4.14~4.21(m, 1H), 4.35~4.41(m, 1H), 5.05(t, J=5.0, 1H), 7.23~7.39(m,
3H), 7.54(dd, J=1.6, 7.6, 1H).

Azl 354 1 (35,45)-3,4-T3| EEA4-(2-22 25 d) F-d I ol E

Cl  OH
2 O\n/t-Bu
OH o
(E)-4-(2-Z 229 9)FE-3-oddu o] E(AZd 348)F ((E)-3a-FEuHE(4-(2-F 229 d)F-E-3-9d
SANA (A2 347) DAl AFESE AL AQstarE Al Zd 3530 7]AE uvie} AAAH o7 FA3 WHS

Aol HA SH=(3.0g, 70~95%)= TSI
' NMR(400MHz, CDCly): §=1.19(s, OH), 1.76~1.84(m, 1), 1.90~1.98(m, 1), 2.70(d, J=4.4, 1), 2.86(d,

J=5.2, 1), 3.84~3.90(m, 1H), 4.14~4.21(m, 1H), 4.35~4.41(m, 1H), 5.05(t, J=5.0, 1H), 7.23~7.39(m,
3H), 7.54(dd, J=1.6, 7.6, 1H).
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[1589]

[1590]
[1591]

[1592]

[1593]

[1594]

[1595]

[1596]

[1597]

[1598]
[1599]

[1600]

S=50dl 10-1699145

Azl 355 1 3A-F-E(2-((45,55)-5-(2-F 22 d)-2,2-Tw&-1,3-t] & &-4-A) | EA]) v v & A 2

Cl O)\/

Cl/r\g\(OTBDMS

(15,29 -4-(3A-Fd e AL S A)-1-(2-F 22 ) Fe-1,2-t (A Zd 353)S (IR,2R)-4-(3x-F-€ ]
G2 A)-1-(2-F 228 d)FEe-1,2-T] (A 2 349) tlAle] A}&3t= AL AQdstas Axd 3510 7)A)
H wie} AAHow FAI WS Fsle], Al 3FE(0.7g, 70~95%)S FEEALT.

'H NMR(400MHz, CDCls): §=0.02(s, 3H), 0.07(s, 3H), 0.86(s, 9H), 1.50(s, 3H), 1.58(s, 3H), 1.82~1.99(m,

2H), 3.68~3.78(m, 2H), 3.95(dt, J=3.3, 8.7, 1H), 5.16(d, J=8.4, 1H), 7.21~7.27(m, 1H), 7.31~7.38(m,
2H), 7.60(dd, J=1.6, 7.6, 1H).

A zof 356 : 2-((45,55)-5-(2-F 22 d)-2,2-tvE-1,3-t] & TH-4-) o -2
ol QA/

3AR (2-((45,58)-5-(2-F R 2o d) -2, 2-0 W 21, 3-t & &-4-d) ol AN YA (A o] 355)& 32—+
E(2-((4R,5R)-5-(2-E 2 2¥d)-2,2-t v &-1,3-t] && -4~ E)oﬂ%mt}uﬂ%é% A zof 351) thAle] A}-g-3)
= AL AYstas Az 3520 AR vie} AR ow wUd3 WHS Psle], TA 3FEHE(0.3g, 80~95%)S

sk,

q

FM

I NMR(400MHz, CDCls): &=1.56(s, 3H), 1.62(s, 3H), 1.92~2.04(m, 2H), 2.26(q, J=3.7, 1H), 3.75~3.90(m,

2H), 3.94(td, J=3.9, 8.5, 1H), 5.23(d, J=15.6, 1H), 7.22~7.27(m, 1H), 7.33~7.39(m, 2H), 7.62(dd,
J=1.6, 7.6, 1H).

Az 357 @ 2-((4R,5R)-2,2-t]od-5-(2-Z 22 Hd)-1,3-t] &L d-4-d) o e L o] E

@) t-Bu
g
0]
(3R,4R)-3,4-T) 3| EE2A|-4-(2-F22Hd) e a2 o] E(AHZe| 35002 (3R,4R)-3,4-U]3| =EA]-4-7 D F- & 7
g o] E(AlZd 283) o] AMEste AL AlQstae Alxd 2900 7IAE wke} AdHoZ FAS WHS

glo], Al 33E(0.8g, 70~95%)S FE3T.

I NMR(400MHz, CDCl3): 6=1.15(s, 9H), 1.76(q, J=7.6, 2H), 1.84~1.90(m, 2H), 2.00~2.07(m, 2H), 3.85(dt,

J=3.7, 8.5, 1H), 4.14~4.27(m, 2H), 5.17(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.64(dd,
J=1.4, 7.8, 1H).
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[1601]

[1602]

[1603]

[1604]

[1605]

[1606]
[1607]

[1608]

[1609]

[1610]

[1611]

[1612]

[1613]

[1614]
[1615]

SEE45 10-1699145
Az 358 : 2-((4R,5R)-2,2-t]od-5-(2-Z 2 29 d)-1,3-t] & T-4-A) ol e+

o gt
@/!\i/\/

O _OH

2-((4R,5R)-2,2-t] e &-5-(2-F 2 23 d)-1,3-T] S & T-4-Y ) o D3 g o] E
olg-5-5d-1,3-1] & e-4-<)
| wrel AAH oz FAS WY

(Azd 357)% 2-((4R,5R)-2,2-1]

Aol E(Axe 200) thalel AHgRhE A ASstas Azl 20190 7]
S 33to], ®Al 31§E(0.6g, 80~95%)S 533}

' NMR(400MHz, CDC1y): 6=1.02(t, J=7.4, 3H), 1.08(t, J=7.4, 3H), 1.80(q, J=7.5, 2I), 1.86~1.91(m, 2H),

1.96~2.00(m, 2H), 2.37(q, J=3.7, 1H), 3.76~3.95(m, 3H), 5.23(d, J=8.4, 1H), 7.25~7.27(m, 1H),
7.32~7.39(m, 2H), 7.65(dd, J=1.8, 7.8, 1H).

A Ze] 359 1 2-((2R,3R)-3-(2-Z 22 d)-1,4-T] LALAT] 2 [4.4] = F-2-2) o & 1] il g o] E

NE2HE=S 3-3ElE il AFEstE AL AlYstas Azd 3570 749 vie} dAHow FA3 WY
< g3sle], TA 33E(0.8g, 60~85%)S FETH.

"H NMR(400MHz, CDCls): 6=1.17(s, 9H), 1.58~2.02(m, 10H), 3.86(ddd, J=3.8, 8.2, 8.2, 1H), 4.11~4.28(n,
2H), 5.13(d, J=8.0, 1H), 7.20~7.39(m, 3H), 7.58(dd, J=1.6, 8.0, 1H).

Az 360 : 2-((2R,3R)-3-(2-F 2 2Hd)-1,4-t)3ALAT] 2[4 4] = F-2-) o g2

o o)
Lo

2. _OH

2-((2R,3R)-3-(2-F22Hd)-1,4-T) A AT 2[4 4] = d-2-d) e g o] E(A|Fo] 359)E 2-((4R,5R)-2,2-
g g-5-(2-F 2279 d)-1,3-"USEd-4-d)d 2o o] E(Azo 357) talell AlEsle AS AYstas A
Zof 3580 7|AlE viel A oR FUS WHS dsto], TA $H3=(0.5g, 80~95%)S FS3FATE.

b NMR(400MHz, CDCl3): 6=1.72~1.90(m, 4H), 1.93~1.98(m, 6H), 2.28(q, J=3.7, 1H), 3.76~3.93(m, 3H),
5.18(d, J=8.0, 1H), 7.24~7.29(m, 1H), 7.32~7.38(m, 2H), 7.60(dd, J=1.8, 7.8, 1H).

A Ze] 361 @ 2-((2R,3R)-3-(2-Z 22 d)-1,4-T] LA~ 2 [4.5] g 7F-2-2 ) o & 3] kg o] E
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[1616]

[1617]

[1618]

[1619]

[1620]

[1621]

[1622]

[1623]

[1624]

[1625]

[1626]

[1627]

[1628]

SS50 10-1699145
WS skl EA S3HE(1.0g, 60~85%)S 53R
' NMR(400MHz, CDC1y): 6=1.15(s, 9H), 1.70~1.94(m, 10H), 2.06~2.09(m, 2H), 3.86(dt, J=3.5, 8.5, 1H),

4.16~4.26(m, 2H), 5.18(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.61(dd, J=1.4, 7.8, 1H).

Az 362 1 2-((2R,3R)-3-(2-F 227 d)-1,4-t)3A AT 2[4, 5] d|7H-2-2) ol g-&

Y
o

O _OH

2-((2R,3R)-3-(2-F 229 d)-1,4-t] A A9 2[4 5] u|7-2-d) D e o] E(A 2] 361)S 2-((2R,3R)-3-
(2-E2299)-1,4- YA 2[4 4] = -2-d) d I g o] E(A 2o 359) thAlel AHL@P—“— A& Aelstas
Az 3600 71A1E wpef AHHo 2 FUAS HE dste], ®Al 3H3HE(0.6g, 80~95%) S G533

2 =

ol

' NMR(400MHz, CDCls): 6=1.42~1.50(m, 2H). 1.63~1.77(m, 5H), 1.82~1.89(m, 5H), 2.41(q. J=3.9, 1H),
3.78~3.96(m, 3H), 5.25(d, J=8.4, 1H), 7.21~7.28(m, 1H), 7.32~7.38(m, 2H), 7.63(dd, J=1.4, 7.8, 1H).
Azl 363 1 2-((45,55)-2,2-to&d-5-(2-F 22 d)-1,3-t] & -4-A) o d e o] E

{s

Cl

0

é”o

O t-Bu
Y

0]

(35,48)-3,4-t)3| =EA-4-(2-Z22H ) Fd Lo E(AZd 354)F (3R,4R)-3,4-T] 3] =FA|-4-(2-F 22 Y
DHRgg o] E(A| %4 350) thale] AbgslE AL AYetaE A Fd 3570 71AE uiel AAZR o7 HA3F
WHRS aetel, FA 3HEE(0.7g, 70~95%)S FE55H3iTh.

'H NMR(400MHz, CDCly): 6=1.15(s, 9H), 1.76(q, J=7.6, 2H), 1.84~1.90(m, 2H), 2.00~2.07(m, 2H), 3.85(dt,

J=3.7, 8.5, 1H), 4.14~4.27(m, 2H), 5.17(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.64(dd,
J=1.4, 7.8, 1H).

A zof 364 : 2-((45,55)-2,2-t]NE-5-(2-F 22 d)-1,3-t] L& H-4-A) o &2

2-((48,58)-2, 2~ d-5-(2-F 2 23d)-1,3-H S&H-4-d) o e o] E(A z2e] 363)F 2-((4R,5R)-2,2-1]
dle-5-(2-F 22 d)-1,3-tgEd-4-d) el da e o] E(A el 357) tfilell AREshe 2& Alelshis A%
o 3589 71AH viel dAHow FAF WHS Psho], TA 3FE(0.5g, 80~95%) FEIIATE.

"“mL

b NMR(400MHz, CDCl3): &=1.02(t, J=7.4, 3H), 1.08(t, J=7.4, 3H), 1.80(q, J=7.5, 2H), 1.86~1.91(m, 2H),

1.96~2.00(m, 2H), 2.37(q, J=3.7, 1H), 3.76~3.95(m, 3H), 5.23(d, J=8.4, 1H), 7.25~7.27(m, 1H),
7.32~7.39(m, 2H), 7.65(dd, J=1.8, 7.8, 1H).
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[1629]

[1630]
[1631]

[1632]

[1633]

[1634]

[1635]

[1636]

[1637]

[1638]
[1639]

[1640]

[1641]

[1642]

[1643]

S=50dl 10-1699145

A Ze] 365 1 2-((25,35)-3-(2-F2 2 Hd)-1,4-T] LALAT] 2 [4.4] = F-2-2 ) o & 1]l g o] E

ANEFZ2H =S 3-dEE gl Abgste AL Adstus Axd 3630 Z1AE viel Adxor A W
S Palol, A 3H3HE(0.6g, 60~85%)S FE3FT).

'H NMR(400MHz, CDCls): 8=1.17(s, 9H), 1.58~2.02(m, 10H), 3.86(ddd, J=3.8, 8.2, 8.2, 1H), 4.11~4.28(n,
2H), 5.13(d, J=8.0, 1H), 7.20~7.39(m, 3H), 7.58(dd, J=1.6, 8.0, 1H).

A ze] 366 1 2-((25,35)-3-(2-F 22 d)-1,4-USALAT 2[4 4] = F-2-U) o &S

Cl Q’C

2-((25,39)-3-(2-F2 25 d)-1,4-C] LA AT 2[4 4] = F-2-) o D I kg o] E (A Z 4] 365)S 2-((4S,558)-2,2-
gold-5-(2-2229d)-1,3-tS&Ee-4-d)d g oL o E(A x2d 363) thilddl ALgste AES ALdstaes A
Zo 3640 71AR vieh AAAo R FAd WS Ashe], TA 34eHE(0.4g, 80~95%) & 5Lt

H NMR(400MHz, CDCls): 8=1.72~1.90(m, 4H), 1.93~1.98(m, 6H), 2.28(q, J=3.7, 1H), 3.76~3.93(m, 3H),
5.18(d, J=8.0, 1H), 7.24~7.29(m, 1H), 7.32~7.38(m, 2H), 7.60(dd, J=1.8, 7.8, 1H).

Az 367 1 2-((25,35)-3-(2-F 2 23d)-1,4-UFAI=T 2[4 5] HIZ-2-) o EF T o] E

NERA =S AR gl ALgss A4S Adsnt Azd 3660 7AE vl AdHon BAH
W e Aelel, mAl SEE0.7g, 60-85%) S +58%

'y NMR(400MHz, CDCls): &§=1.15(s, 9H), 1.70~1.94(m, 10H), 2.06~2.09(m, 2H), 3.86(dt, J=3.5, 8.5, 1H),
4.16~4.26(m, 2H), 5.18(d, J=8.4, 1H), 7.22~7.28(m, 1H), 7.32~7.38(m, 2H), 7.61(dd, J=1.4, 7.8, 1H).
Azl 368 1 2-((25,35)-3-(2-F 22 d)-1,4-TFALAT 2[4 5] " ZH-2-Y ) ol &F-=

Sluz-2-)oldudgo] E(A ]  367)E  2-((25,35)-3-
I (A Ze] 365) o] ALgat= AL A3
A 33 (0.4g, 80~95%) S 53}

(2-E22949)-1,4-tSA AT &2 [4.4] =

2-((28,35)-3-(2-2 2 2d)-1,4-t] S5
2
Az 3660 7]AF Hpel AAH o7 Eos)
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[1644]

[1645]

[1646]

[1647]

[1648]

[1649]

[1650]
[1651]

[1652]

[1653]

[1654]
[1655]

SS90l 10-1699145

I NMR(400MHz, CDCl3): 6=1.42~1.50(m, 2H), 1.63~1.77(m, 5H), 1.82~1.89(m, 5H), 2.41(q, J=3.9, 1H),
3.78~3.96(m, 3H), 5.25(d, J=8.4, 1H), 7.21~7.28(m, 1H), 7.32~7.38(m, 2H), 7.63(dd, J=1.4, 7.8, 1H).

Az 369 : (E)-1-(3-(MAFA) L2 2 -1-od)-2-S 224l

Cl

™

HEgslo| =27 59 (B)-3-(2-F229d) T2 Z-2-A-1-& (A% 1, 5.3g, 31.6mmol) &Nl AF3}o
Zglol=(NaH, mlulZed =9 60%, 0.91g, 37.7mmol) ¥ B.E3}¥a (Bromobenzyl, 4.12mL, 34.8mmol)E 0T
oA =AUE MU TE. vhs E3ES 18AIZF 5ot A2 4 wtslich, QR A 2ulE I (TLO) 22 A
Aede] g ARE g . HES ERES 0TAdA BERE WHSFTREATII YA oEolAHolER F&
st 58 dEolMEH I ER FE3ta 2 7155 B2 AFstn UA, FE3intads
(MgS0,) o2 AZxAI7IaL, 7% sl SIAHCE, v 4A sighEs A7k Aol o3 AAste] XA 3=
(4.94g, 70~90%)S A3k}

1H NMR(400MHz, CDCls) &67.57(dd, J=7.76, 2, 1H), 7.42-7.13(m, 3H), 7.05(d, J=16Hz, 1H), 6.37-6.30(m,
1H), 4.62(s, 2H), 4.26(dd, J=6, 1.6, 2H).

Az 370 ¢ (£)-2-(AASAHE)-3-(2-F 229 d) S A e

Cl

(@]

e dE 2ol =(110mb) o] 590 (B)-1-3-(MIE A ZR2 Z-1-od)-2-F 2 2 il 4l (A = ]
22mmol) §Mof 3-FZZH A ZAHT70~75%, 8g, 33mmol)S 0CAA A= H7bsidc). &
Ao Rttt gFeHARuEIR(TLC) o2 A FEH ] 4Agt ARE F2lst5iH. J% Z4ES 0C

A B2 BEERAZIL YA ofdebEll R $3SAT. 58 ddopIHelER Fada Yelssi,
T H1Ee B2 ARG WA, FEPARIE0S0) 02 XA, 8t selA FRAAL. A
s Aelsbd Ayl s gAste] HA ST (4.3g, 60-800) S A3

I NMR(400MHz, CDCl3) 67.42-7.24(m, 9H), 4.68(d, J=14.8, 2H), 4.18(d, J=2Hz, 1H), 3.96(dd, J=11.6,
2.81z, 1), 3.69-3.64(m, 1H), 3.14 (qt, J=2.4Hz, 1H).

Azd 371 @ (2)-3-(MAZA)-1-(2-F 229 d)-2-3]| = =A]
ZRAY)-1-3|E2A T2 H-2-2 oA H o E

[

I oMAHO|E & (+)-3-(HAZA])-1-(2-F

Cl  OH Cl  OAc
OBn =" “0Bn
OAc (1) & OH (2)
OFA EAH78mL) # (£)-2-(1 = X)W el)-3-(2- aiiiﬂg)&&ﬂ(x]& o 370, 4.3g, 15.6mmol)e] &N A&
SEFUO|EFO]E(CAN, 1.71g, 3.1mmol)E A=A H7ett. EFES 18AIZF 5t A-2olA wyksgitt.
SFeut g 2rlE I (TLC) o2 AlZHEZ 9] %xjﬂ 285 gt W EFES 0TolA 23t T899
o3 pl7=2 RESFHAIZIAL YAl dEolAH | ER FE31%T. %

_% [¢]
e TS =2 AFHst WA, Sk g (MgS0,) &2 2 7)an, 2 Sl A

shetes Ay Adel ofsl AAlste]  #EAl = (1)(1.2g, 23%), FA 3=(2)(1.
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[1656]

[1657]

[1658]

[1659]

[1660]

[1661]

[1662]

[1663]
[1664]

[1665]

[1666]

[1667]

[1668]

S==35 10-1699145
B39,

(l)lH NMR(400MHz, CDCls) &§7.55-7.22(m, 9H), 5.41(t, J=bHz, 1H), 5.33-5.29(m, 1H), 4.61-4.47(m, 2H),
3.70-3.63(m, 2H, -OH), 2.09(s, 3H).

(2)1H NMR(400MHz, CDCl3) &7.46-7.24(m, 9H), 6.31(d, J=5.6Hz, 1H), 4.55(d, J=9.6Hz, 2H), 4.24-4.22(m,
1H), 3.67-3.55(m, 2H), 2.52(d, J=5.2Hz, -OH), 2.10(s, 3H).
Az 372 (£)-3-(MAZAD-1-(2-F 22 ) L2 F-1,2-1] (] &)
Cl OH
OBn

OH

HERL(36mL) ZD E(4mL) T (£)-3-(HA2A])-1-(2-Z 22| d)-2-3|EFEA| 227 ol EHolE ¥ (£)-3-(HZ&
LAD-1-(2-FE22HE)-1-3 EZ2ANZ27-2-4  opAlHlo|E(A| X 371, 3g, 8.9mmol)e] {Mo] ERALZAF
(K,C03, 3.69g, 26.7mmol)= 0CAA H7138IATt. EFES 1.547F Bt 0ColA wwksldct. gkewggntE

IJA(TLO) o2 A FHEH o] dAdd ~Ang sy, wg EFES 0TdA B2 MSFaA 7| LA oo}
AECIER &3, 58 odolAEHelER F&E&ta EEgtt. &3 f75S B2 AFHS YA, F
FEabol a4 (MgS0,) o2 AZA7|aL, 2% shollA A Y. mAA 3ES AtA Ad] o) AT
o] ZA 3FE(2.4g, 80~95%)S AT},

I NMR(400MHz, CDCl;) 67.50(dd, J=7.6, 1.2Hz, 1H), 7.35-7.19(m, 8H), 5.28(t, J=4.8Hz, 1H), 4.46(d,
J=6Hz, 2H), 4.18-4.13(m, 1H), 3.55-3.42(m, 3H, -OH), 3.02(d, J=5.2Hz, -OH).

Az 373 1 (£)-4-(MASAHE)-5-(2-F22Hd)-2, 2-tHE-1 3-t&

Cl O:%’/

kel
OBn

HadFzalol=(40ul) el He  (H)-3-(HASA)-1-(2-FEZH ) ZT2R-1 -t (A Fxd 372, 2.4g,
8.2mmol) &do] p-EFAMFEY F=Zelo]=(15.2g, 0.08mmol), L UHlEAZZ3(8.4nL, 9.84mmol)S 0T
A AR Grrele. E3ES 1547 Bk Aol wuketdith, gkewaRulEa(TLO) o2 AZHEH
o gt ARE FAFG}. g & WS EAI7] A A EHelAElo] ER &Y. FES
| EolAHl o] E . 3 §715S B2 AFE WA, Fegabel s (gso) o2 A
A71aL, st stell A SEAIZTE PAAl steES AegbA A o8] AAlstel ®Al steE(2.2g, 75~90%)

2 A4S

i

it
A
e
ﬂOL
w
M
k)
QL
s ©

I NMR(400MHz, CDCl;) &7.61(dd, J=7.4, 1.6Hz, 1H), 7.35-7.16(m, 8H), 5.63(d, J=6.8, 1H), 4.83-4.78(m,
1H). 4.26(d, J=12Hz, 2H), 3.14-3.06(m, 2H), 1.66(s, 3H), 1.53(s, 3H).

Az 374 1 5-(2-2E2¥H)-2,2-HME-1,3-1SET-4-L) & (SR & RS =)

Cl C):Sr"

[
OH

oEolAEo]E(33mL)ell /9 (F)-4-(NFASAHE)-5-(2-F 229 d)-2,2-tdE-1,3-1 & (A Fd 373,
2.2g, 6.6mmol) &do] iAol 10% PA/C(0.11g)E A2olA 78T, EFES 1A7F T AoM =4

- 122 -



[1669]

[1670]

[1671]

[1672]

[1673]

[1674]

[1675]
[1676]

[1677]

[1678]

[1679]

S=50dl 10-1699145

7h2=(Hy(g)) Bt Al aRbabgict. gkewta=ntE T (TLC) &2 Al#E2 o] 43

e AgtolE =g E3 ofntatn A 7t stelA @Azt mAA SRS Austa A o)
AAste] ®A 8H3E(1.5g, 80~95%)S AJA3HAT).

N
_?L
[
i
il
Lot
[}
p‘LA
2
v
-
oo
Flob

'H NMR(400MHz, CDCls) §7.61(dd, J=7.4, 1.6, 1H), 7.35-7.16(m, 8H), 5.63(d, J=6.8Hz, 1H), 4.83-4.78(m,
1H), 4.26(d, J=12, 2H), 3.14-3.06(m, 2H), 1.66(s, 3H), 1.53(s, 3H).
Az 375 ¢ (2R, 3R)-2-(MESA WY )-3-(2-F 2 Z9d) SA e

Cl

(@)

P EYEL-t] W SA M EH(ACN © DMM=3:1, v/v)(185mL) F9 (E)-1-(3-(HASA)ZRZ-1-0d)-2-F = =M
A(Az 369, 4.16g, 18.58mmol) E 1,2;4,5-t-0-o]AZ2ZHe|d-B-D-ogER-2,3-I 20| $-2-2,6- 2}
2(5.76g, 22.30mo01)e] Lol hEAI[0.2M AL F-obA EAHK.LO,-AO), %A pli=8.0; 4x10 Mag. o™
Aol g Egto H EAL tat A EDsto| =g o] E(EDTA)E¢ 1Lo] ¥MPAE 27.64gS 520 F ofA|EAS ¥
o] pH8 =4]1(185mL) % HlEZFEIr 1 gato] =244 o o] E(Bu,NISO,, 0.26g, 0.75mmol)S 718ttt &
3] T= Jz3t 39, 4><1074aq. EDTA(E 100mLel EDTA 14.9mg)ell <91 =<=(0Oxone)(15.76g, 25.64mmol)
g 9 E(100mL) ol 91 B (K005, 13.6g, 98.47mmol)e] &8-S AR 0TolA 3.541%k] A A
HEE B3 A7pshalvh. vhg EdES 14AZF 59 0ColA wRlegint, whg E3hes B2 vheF
AL uhA 011E‘°M]E11 OlER FE3ITH £35S cdoMHER FEstaL Y

AFEL WA, ek adl g (MgS0,) o2 A=A 71aL, ZSE stellA] AR 1

Al ofsl] AAste] A 34ehE(2.9g, 56%)& skt

0

I NMR(400MHz, CDCls) &3.14(qt, J=2.4Hz, 1H). 3.69-3.64(m, 1H), 3.96(dd, J=11.6, 2.8Hz, 1H), 4.18(d,
J=2Hz, 1H), 4.68(d, J=14.8, 2H), 7.42-7.24(m, 9H),

Az 376 1 (1S,2R)-3-(MIA2A])-1-(2-F22Hd)-1-3| E2A 22 3-2-U oA g o E

Cl OH
OBn
OAc
O EARGEmML) ZF (£)-2-(MNEASAHE)-3-(2-F 229 d) S A2

f\
é
&N
£
w
J
=
o
©
%
—
S
o
O
=]
E|
IS
Z
o,
01=°
=,

2k

FEFUO|E ol E(1.15g, 2.1lmol)E A2dA H7Ieitt. £F=S 18A3F &< é%é}oﬂ}ﬂ 31@}5}git}.
I 2rE I(TLC) 22 AJZHEZ 9 sg_}xj%} ARE Q. v EFES 01

pH7= WHEFEA7]aL WA o"opAHo]ER FEaT. 5 E

F7les B2 AFHstL A, —‘jr*’lk“ﬂ"}“]':’—lﬂE(MgSOUOi a

wa AT ARl o8 AAlstel A Shehe(1.2g, 34%)= skl
' NMR(400MHz, CDCI;) 62.10(s, 3H), 2.52(d, J=5.2Hz, -OH), 3.67-3.55(m, 2H), 4.24-4.22(m, 1H), 4.55(d,
J=9.6Hz, 2H), 6.31(d, J=5.6Hz, 1H), 7.46-7.24(m, 9H).

Az 377 1 (1S,2R)-3-(AAZA)-1-2-F 22| d) T2 9-1,2-H &

Cl  OH

OBn
OH
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[1680]

[1681]

[1682]

[1683]
[1684]

[1685]

[1686]

[1687]
[1688]

[1689]

HEhS(16.2mL) 2 E(1.8mL) 2 (1S,2R)-3-(Z&A)-1-(2-F 229 d)-1-3| =

Zo 376, 1.2g, 3.58mmol)¢] &No] ERXFZ-H(1.48g, 10.74mmol)S 0Col A %§7}61 .
oF 0CollA] Rk, gkt aZnlE 2 (TLO) 22 AlZHEd o st ARE FQls9it]).
TollA &2 WEFEAZIL WA CEHeAEHIER  FEIUT. F3E  cHoAHOIE
st e §715e B2 AFSE WA, T3kl gSo) o= AERA7 L, 7 &

2. PIAA setes AP ddel o AAlste] EA Bheh=(1.0g, 94%)& AT
'H NMR(400MHz, CDCIy) §3.02(d, J=5.2Hz, 1H), 3.55-3.42(m, 3H, -OH), 4.18-4.13(m, 1H), 4.46(d, J=6Hz,
2l), 5.28(t, J=4.8Hz, 1), 7.35-7.19(m, 8H), 7.50(dd, J=7.6, 1.2Hz, 1I).

Azl 378 1 (48, 5R)-4-(HMA A M ") -5-(2-F 2 2¥d)-2, 2-rE-1,3-H5&

(1S,2R)-3-(M A ZA)-1-(2-F 2R D) L2 -1, 2-t] (A Fel] 377)S (£)-3-(H1EZA])- 1—(2——;@;}11‘4_)2
Z3-1,2-v& Az 372) tildl A}&;}b AL A9jstaE Azd 3710 7] niel AdHow FAF M
e Astol, wA sH9H=(0.84g, 85%)S FEITH

FL

I NMR(400MHz, CDCls;) &1.53(s, 3H), 1.66(s, 3H), 3.14-3.06(m, 2H), 4.26(d, J=12Hz, 2H), 4.83-4.78(m,
1H), 5.63(d, J=6.8, 1H), 7.35-7.16(m, 8H), 7.61(dd, J=7.4, 1.6Hz, 1H).

A zof 379 1 ((4S,5R)-5-(2-F22¥d)-2,2-tHE-1,3-1 L& d-4-L ) v ek

(4S,5R)-4-(\l A S A v & )~
5-(2-22=2¥d)-2,2-tH
nlo} AAA o7 =3 W}t

pud

5-(2-FRRHd)-2,2-tHE-1 3-t] & (A x4 378)E  (£)-4-(HA2A M E)-
2-1,3-UE (A 373) dldlol ALg3tE A ALt Az 3720 7]AE
He 638}04, EA 3}HE(0.58g, 95%)S F5attt.

I NMR(400MHz, CDCl;) 61.66(s, 3H), 1.53(s, 3H), 3.14-3.06(m, 2H), 4.26(d, J=12, 2H), 4.83-4.78(m,

1H), 5.63(d, J=6.8Hz, 1H), 7.35-7.16(m, 8H), 7.61(dd, J=7.4, 1.6, 1H).
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s==4

¥ 1

EIHO|E ot 2| Al
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[ ARa=g Ra=] BasiFactl Hanll Fanll Racll Wan) fanl anl aod Rarll §autl Fan Bav| ol FaolHac) Has) aol Ran] Ras)

2 R==4 R==1 Ra=ilanil Wacll Raoll Racll Wac] facl Ranl Baod Randl §auil Fani Bavd Haull ool Hac) Hasy asl Ranl as)
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s==4

Ml M rnlEdloa Hdaoa|dloaldaoa|ldloa|lgoa(dla|ldlan|d oo dr|dloa| o lalk|lwe|~
Ml o r|Edlaoa ol Hdklaldaoa|ldlo|lgr(dlaoa|dlaoan|lr el drn|dloa| o lald|l«we|~
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just Jaut) fanl fanll Basfl Junt) Jaci Jan] Jao} Jaoy Juny Baut) fac] Rao}l funt) Runi) Jacy) Jau} Jeo}l Jout) Jau] Jau] JaufFao]) Jaut) fau] jaull JacRfao] Jao] Jau] Jaugfac]Bao]) Bacd fan] JaulRac]ast
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e T I =3 = e Eal Kt Rl i T et e et et Rt K Rl e et o =t el R R Rl I e e
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E:i.wewe _._._.__._._.__._._.__._._._E.EE.E _._._.__._._.__._._.__._._._EEEE _._._.__._._.__._._.__._._._m._.=._
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il n| dlrn|dle|dlru|ld|ln|d|lr|dlr|d|l|d|lr| Kl | dlr| dlrn|dlr|d|le|dlr|Zlw|dlo|d|n|xd|w
w il n| dlrn|dlr|dlnw|d|ln|d|lr|d|lrn|d|lr|d|lr| K|l K|l | dlon|dlr|dle|dlr|dle |||k ||
jsofj jaoli fanl ol fanll facl Jasl Jaoll ool Jaoll fa=§Jasl] fao}l anl ool fac) o] Juo) Jasi) jaol Jao) Jan] Raolfanj ooy fas) §ao) Juoll Jac)Jao) Jas] Jaoi Han)l faoll Jaoll Rao] §asi Jao} st
janlj jaui) janii fao)l Jaoli jan] JachRac] Jaol Raojfas] fanl Raol Jan Jao) jac) Jaof) Janl) Raol Rao) Jan) fan] Racf Raol Jan] Jao) Jac) Jaol) Jao) fan) Jan] Basji ey Jao) Raol) Jan) Jani) Jan) Jani
ol oo 0 = | = o o =2 | = _ =l 2| 2 | =
N =0 =1 =1 = Rt R Rl el ) ) = = Rl e Rl ) Y e O D =4 = R Rl Rt Rt B i e
& EE e B el R b S S e i =| 7| wr| =
= | | | | 2y | 2 | | | | T | M| | |
it i | rju | mu | | 5 A o f | | | = | = | | A mu| | | i
Oleo|luw|lele|lo|lal=]|<|<|T|<I< vlelele|=|=|<|<|<|< LY L P P vlo|le|l=|<|<|<| <X
S22 2|22 m|m S22 === <|<|=Z| 2= =2 |m[=
CIO|ICIC|I OO QC|IC|C|C|C|IC|IC|IC|IC|IC|IO|IC|IoICc|IC|IC|IC|IC|IC|ICICIC|Ic|ICc|IC|IoIc|Io|IoIoICc|ICe|e
IO O C| OO || C|C|C|IC|IC|IC|C|IC|C|IC|I oI ||| |IC|IQC|IC|ICc|ICc|ICc|IC|IoIc|Io|Io|IoICc ||
glelzlg|elele|elzlz|elzle|elele ele|e e elelelele e ele e 2| 2|2 2| 2| 2| 2| 2 2| 2
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[1694]

[1695]

[1696]
[1697]

[1698]

[1699]

[1700]

SS50dl 10-1699145

140 cl 1)1 Et | Et H H S S
141 cl 1)1 NEEEE H H R R
2| a 11 NEEE H H S S
143 cl 1)1 NEEC H H R R
44 | a 1] 1 NEECH H H S S
145 cl 1o Me Me H H R R
146 cl 10| Me Me H H S S
47 | 10 Et Et H H R R
148 cl 10 Et Et H H S S
149 Cl 10 ANEEHE H H R R
150 cl 10 NEELE H H S S
151 cl 10 NEECH H H R R
12| < 10 NEECH H H S S
153 a |ol1] Me Me H H R R
4] a |o]1| Me Me H H S S
155 a |ol1 Et Et H H R R
156 a o1 Et Et H H S S
157 ca |o]1 NEERE H H R R
158 ca |ol1 NEEE H H S S
159 ¢ |o]1 NEEE H H R R
160 a o1 NEE H H S S
161 a Jofo] Me | Me H H s R
*LIEEY

Al 1-1 :© ((4R,5R)-5-(2-F 229 d)-2,2-t]HE-1,3-t] & T-4-U) W Ayl v o] E

100ml ZF&}2=Fol, oPHNEYEZA(2.26ml, 43.2mmol)S H718taL, 0CE WZHsiivl. F22H¥d o]aAjoldo]
E(1.5ml, 17.3mmol), ¥ EF2HO0.65ml, 17.3mmol)S A 7}etar, Ao 6A12F S<F wnkalleh. N N-t]dE
ol Eokm =(13.2ml, 142.7mmol)ell 5<l ((4R,5R)—5—(2—aiiiﬂ‘é) 2,2-0ug-1,3-t &&ET-4-) H &-& (A
Zo| 6, 1.05g, 4.3mmol)& 0TColA 3] H7star, A2oA] 1A < wiksitt, g E3Es 52 it
SEEA7IAL,  odolAHER FESa,  ERE Aﬂﬁ} it 1SS T A A (MgSo) o2
AzxA71aL, oy 9 FFeelth, g4 SFES A Aol o AAste A sFE(1.

%)= A8

(e

' NMR(400MHz, CDCly) 61.57(s. 3H). 1.63(s, 3H), 4.11~4.10(m, 1H), 4.53~4.42(m, 2H), 4.88(s, 2H),
5.37(d, J=8.4, 1H), 7.28~7.56(m, 4H)
A 1-2 : ((4R,5R)-5-(2-Z 22 d)-2,2-t] W d-1,3-t] 2% &-4-U )W & A s} o] E

100mL  Fek2==d ((4R,5R)-5-(2-F R =25 d)-2,2-tmd-1,3-tSEe-4-d)meb& (A=) 6, 10.0g,
41.2mmol), EF< 50ml, Auv]= 7.92¢g(82.4mmol) ¥ I &Y 13.0g(165mmol) S Ao A &gy, &3E
o FFIIA T (H 2= 135C) kS 535S Aeow Wzhea v £9S 27 .5ml(82.4mmo

e 328 MU EFEN oz FEH3T. £5& EFA smlE AT, EFE] WEE 50ml 2
3bmlE H7Fsal YA oM EANS A3 HuMg o2 M pHe.0o2 4bAg3tste] mAl 81§E(9.9g 60~80%) 2
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[1701]

[1702]
[1703]

[1704]

[1705]

[1706]

[1707]

[1708]

[1709]

[1710]
[1711]

[1712]

[1713]

[1714]

[1715]

S=50dl 10-1699145

AAld 2 1 ((48,58)-5-(2-F 229 d)-2,2-t] W e-1,3-1] & e-4-)m e A o] E

Cl ()”J*”‘

OSO,NH,

ir‘o

((48,58)-5-(2-F =229 d)-2,2-tIWg-1,3-t]&ESd-4-A) ek (A 7, 27)S ((4R,5R)-5-(2-F= =3
9)-2,2-tvE-1,3-tSET-4-A) e (A 6) tiile] AMEste S ALstas AAld 10 71AE upe}
AddAoR AT WS Wske], #A 3HHE(2.30g, 50~80%)& 4253t
' NMR(400MHz, CDCly) 61.59(s, 3H). 1.65(s, 3H), 4.12~4.07(m, 1H), 4.54~4.42(m, 2H), 4.91(s, 2H),
5.37(d, J=8.8, 1H), 7.29~7.65(m, 4H)

Al 3 (5-(2-2 223 d)-2,2-T M E-1,3-T] & -4-A) P A she o] E(SS & RR
cl OA/

O
C,j/vosozwz

(5-(2-2R29d)-2,2-uvE-1, 3-t5&d-4-D)Me-E(A 2 8)& ((UR,5R)-5-(2-FR23d)-2,2-t) v~
1,3-v&&d-4-)wera(Azxe] 6) el Ak 2l& Astae AAld 1o 71AE viep dFAoR 5
Aok WS Aste], A e (1.74g, 50~80%)= T

=3=)

I NMR(400MHz, CDCls;) &1.57(s, 3H), 1.63(s, 3H), 4.11~4.10(m, 1H), 4.53~4.42(m, 2H), 4.83(s, 2H),
5.37(d, J=8.4, 1H) 7.28~7.65(m, 4H)

AA e 4 (5-(2-F2EHY)-2,2-tWE-1,3-t&ET4-A) e Al o] E(SR & RS £3HE)
cl OA/

O
WOS%NHZ

5-(2-22294d)-2,2-tuE-1,3-t & d-4-A) e (A 2o 374(SRERS ZFE))S ((4R,5R)-5-(2-F ==Y
d)-2, 2—E1uﬂ'a—1 FU&ETd4-DHEES (A zd 6) o AFEstE AS AQstas AAld 10 71A1E ake}
AAHR o7 T3l LHJO 530}0:1 u_zﬂ ﬂﬂLg(l.Sg, 50~80%)-S- 5’:'3'0}031;]_

' NMR(400MHz, CDCly) 61.59(s, 3H), 1.65(s, 3H), 4.11~4.10(m, 1H), 4.50~4.42(m, 2H), 4.85(s, 2H),
5.35(d, J=8.4, 1H) 7.28~7.65(m, 4H)

AAle] 5 ¢ ((4R,5R)-5-(2-E 22 ¥ d)-2-HE-1,3-tFET-4-d) e d v o] E
cl o/(

o)
G/'\J/\OS%NH 2

((4S,59)-5-(2-Fz=dd)-2-HE-1 3-tSEd-4-) e (A Z 61)S ((4R,5R)-5-(2-F 2 =¥d)-2,2-1]
WE-1,3-15Ed-4-Q) M e (A 2o 6) thale] ALgesE AL AQstars A 1o 7148 vl 2Azo
2 598 whHS JPate], FA E(2.8g, 55~75%)S FE55HITH.
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[1716]

[1717]

[1718]
[1719]

[1720]

[1721]

[1722]
[1723]

[1724]

[1725]

[1726]

[1727]

[1728]

SS90l 10-1699145

I NMR(400MHz, DMSO) 61.40(d, J=6.4, 3H), 4.22(dt, J=7.0, J=3.3, 1H), 4.7(d, J=3.2, 2H), 5.08(d,
J=7.0, 1H), 5.46(m, J=6.4, 1H), 7.26-7.40(m, 3H), 7.49(s, 2H), 7.61(dd, J=1.2, J=7.6, 1H).

Aol 6 1 ((45,58)-5-(2-F 223 d)-2-vE-1,3-t SEH-4-d)md s o] E

Cl O’/r/

>"0S0,NH,

il
J'I'O

((4R,5R)-5-(2-F= =¥ d)-2-E-1 3-t & T-4-) e (A Z) 63)S ((4R,5R)-5-(2-F 2 =¥ d)-2,2-1]
WE-1,3-t&Ea-4-A) e (A2 6) halo] AlgstE RS AlQstas Ao 10 7[AE mie} AHHo
2 Fd3 S sy, TA sEE(2.1g, 55~75%) S 53T

I NMR(400MHz, DMSO) 61.40(d, J=6.4, 3H), 4.22(dt, J=7.0, J=3.3, 1H), 4.7(d, J=3.2, 2H), 5.08(d,
J=7.0, 1H), 5.46(m, J=6.4, 1H), 7.26-7.40(m, 3H), 7.49(s, 2H), 7.61(dd, J=1.2, J=7.6, 1H).

AAlel 70 ((4R,5R)-5-(2-F229d)-2,2-Hd-1,3-H&Ed-4-d) e d o o] E

. ot

o)
OSO,NH;

((4¢R,5R)-5-(2-F 223 d)-2,2-t el &-1,3-t & d-4- D)l (Al xe]  65)  ((4R,5R)-5-(2-F 2= d)-
2,2-0M9-1,3-t &Ed-4- D) Mg (A el 6) thalel] AHgstE AS AlSlstas Alel 1o 718wk A

Axog 93 HS PFslo], TA 3E(1.5g, 50~80%)S S5+t

3e M

1
H NMR(400MHz, CDCl;) &1.59(s, 10H), 4.17(m, 3H), 4.98(d, J=8.4, 1H), 5.08(s, 2H), 6.59(t, J=8.4, 1H),
6.68(d, J=8.4, 1H), 7.04~7.56(m, 4H)

A 8 1 ((48,59)-5-(2-F=2=27d)-2, 2-t]dgd-1,3-T] & d-4-A) DT 0| E

%

((45,58)-5-(2-22=9d)-2,2-Hg-1,3-t]&ET-4-A)mghS (A e 67)S  ((4R,5R)-5-(2-2 2 =9d)-
2,2-tmg-1,3-HE5Ed-4-D)metS (A xe 6) tilol AMgshe AS AlQdstars AAld 1o 74| nkeh A
drow FAd IS Poto], FA shHE(1.2g, 50~80%)S 53k

b NMR(400MHz, CDCl3) &61.59(s, 10H), 4.17(m, 3H), 4.96(d, J=8.4, 1H), 5.08(s, 2H), 6.59(t, J=8.4, 1H),
6.68(d, J=8.4, 1H), 7.04~7.56(m, 4H)

- 131 -



[1729]

[1730]
[1731]

[1732]

[1733]

[1734]

[1735]

[1736]

[1737]

[1738]
[1739]

[1740]

[1741]

[1742]

[1743]

S=50ol 10-1699145

A 9 1 ((2R,3R)-3-(2-F 229 d)-1,4-3ALAT 2[4 4] = 1-2-9) v D A sl o] E

a o7l
©/'\V\OS°2NH2

((2R,3R)-3-(2-E 22 Hd)-1,4-H A=Y 2[4, 4] = -2-d) W &2 4R,5R)-5-(2-E2=27d)-
2,2-0918-1,3-0) S 0-4-) -2 (A 2] 6) thale] AHgake A Aslstme WA 1o AE sk 2
Axom BAT PAS Wokol, HAl HFB(2.2¢, 50-800) & FEHAT.

2,
B
2
(@]
N
o

b NMR(400MHz, DMSO) &1.64~1.72(m, 4H), 1.85~19.8(m, 4H), 4.10~4.16(m, 2H), 4.17~4.25(m, 1H), 5.20(d,
J=7.2, 1), 7.34~7.62(m, 6H)

AAle] 10 : ((2S,3 S)-3-(2-F 229 9)-1,4-TSA AT 2[4 4] = d-2-d) e A aj o] E

g o
7 B
©/V\OS°2NH2

((25,39)-3-(2-F2=29d)-1,4-t)2A A0 2[4 4] = d-2-d)W e (A X9 71)S ((4R,5R)-5-(2-FE=2Hd)-
2,2-0e-1,3-t & d4-A) e (Ao 6) ol Algsl= RS AQstas AAld 19 7]a1E #pe} A

dHow FAdT U P, wAl e (2.1g, 50-80%) FEEIST

I NMR(400MHz, DMSO) &1.64~1.75(m, 4H), 1.85~19.9(m, 4H), 4.10~4.16(m, 2H), 4.17~4.25(m, 1H), 5.20(d,
J=7.2, 1), 7.34~7.62(m, 6H)

AAE 11 ((2R,3R)-3-(2-F2=23d)-1,4-U2AL2~T 2[4, 5] g 7F-2-) W& A Tl o] E

cl o;;
0
ij/'u/\osozl\m2
Az 73)& ((4R,5R)-5-(2-F 2 =Hd)-

(
2,2-9me-1,3-vSEd-4-d)ed2(Azd 6) thilol ARgsh= As Astars Al 1o 7]AE npep A
drow FAdI IS Poto], FA shHE(1.4g, 50~80%)S 53kt

b NMR(400MHz, DMSO) 61.51~1.67(m, 10H), 4.11~4.23(m, 3H), 4.98(d, J=8.0, 2H), 5.08(s, 1H), 6.59(t,
J=8.0, 1H), 6.68(d, J=8.0, 1H), 7.04~7.56(m, 4H)

AAle 12 0 ((25,35)-3-(2-F 229 d)-1,4-tSALAT 2[4, 5] " 7-2-Y ) W e A up o] E

.

> 0S0,NH,

EUO

((25,39)-3-(2-F=2299)-1,4-t A 2T 2[4, 5] 8| 2H-2-Y ) v &H-E
2,2-0wg-1,3-t] & &-4-A)He-&- (A %o 6) thilel] AF&3t

2,
B
2
-
N
o

( 4R ,5R)-5-(2-F 22 ¥d)-
RS Astas AAld 10] 71 wpet A
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[1744]

[1745]

[1746]

[1747]

[1748]

[1749]

[1750]
[1751]

[1752]

[1753]

[1754]

[1755]

[1756]

SS90l 10-1699145

)

AAow AT WS Ystol, A = (1.2g, 50~-80%)& F5T
' NMR(400MHz, DNSO) 61.51~1.67(m, 10H), 4.11~4.23(m, 3H), 4.98(d, J=8.0, 2H), 5.08(s, 1H), 6.59(t,
J=8.0, 1H), 6.68(d, J=8.0, 1H), 7.04-7.56(m, 4H)

Ao 13 @ ((4R,5R)-5-(2-F==H|d)-2-7d-1,3-T] & d-4-Y) & A gl o] E

((4R,5R)-5-(2-F=2¥d)-2-H<d-1,3-UZ<Ed-4-) e (A Zd 77)S ((4R,5R)-5-(2-F 2 =¥ d)-2,2-1
HE-1,3-g&&ed-4-d) e (A2 6) talell ALEste AS AQsias AAld 19 71A1E vpe} Adxo
2 T3k IS gste, %A 35HE(1.3g, 50~80%)= F535HIH.

' NMR(400MHz, DMSO) &4.25(dt, J=3.3, J=5.7, 1H), 4.55(d, J=5.7, 1H), 4.75(d, J=3.3, 2H), 5.59(m,
1), 6.72~7.75(m, 2H), 6.92~7.33(m, 5H), 7.29(m, 1H), 7.76(m, 1H)

Ao 14 @ ((4S,59)-5-(2-F22Hd)-2-7d-1,3-T] & T-4-2) g A gl o] E

cl o
: 0

OSO,NH32

((4S,59)-5-(2-Fz=2dd)-2-9dd-1,3-t S ET-4-) &S (A Z 79)S ((4R,5R)-5-(2-F 2 2¥d)-2,2-1]
We-1,3-t&Ee-4-Ad) ek (A2 6) thale] A&t RS AQstars AAd 1o 714 e} AAFH o
2 Tdd U dske], ®A S3HE(2.1g, 50-800) & 5SS

I NMR(400MHz, DMSO) 64.28(dt, J=3.3, J=5.7, 1H), 4.58(d, J=5.7, 1H), 4.75(d, J=3.3, 2H), 5.62(m,
1H), 6.72~7.75(m, 2H), 6.92~7.33(m, 5H), 7.29(m, 1H), 7.76(m, 1H)

Ao 15 1 ((4R,5R)-5-(2-2F 2 2¥d)-2,2-t) v d-1,3-H & T-4-d) W d sl o] E
F ()”¥/’J

(@)
@MOS%NHZ

((4R,5R)-5-(2-FF 229 d)-2,2-tIME-1,3-t] SET-4- D) (A xze 13)S ((4R,5R)-5-(2-F2=5d)-
2,2-0M9-1,3-t &Ed-4- D) Mg (A el 6) thalel] AHgstE 2S AlSlstas Aalel 1o 718 vk A

dHow FAdT P Potol, wAl 3FE(1.8g, 50-80%) F5EFSH

I NMR(400MHz, DMSO) &1.47(d, J=11.6, 6H), 3.35~3.94(m, 1H), 4.02~4.20(m, 1H), 4.23(d, J=2.0 1H),
5.07(d, J=8.4, 1H), 7.21~7.58(m, 4H)
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[1757]

[1758]

[1759]

[1760]

[1761]

[1762]

[1763]

[1764]

[1765]

[1766]

[1767]

[1768]

[1769]

[1770]
[1771]

S=50dl 10-1699145

A e 16 @ ((48,58)-5-(2-ZF ¢ 2 d)-2,2-t]We-1 3-t] & d-4-A ) v A ut o] E

)(

o

T
10

OSO,NH;

Q?

((48,58)-5-(2-FF & 29 )-2,2-t W 91, 3-0] S & 2h-4-9) s g & (A el 15)% ((4R,5R)-5-(2-F 223l d)-
2,2-0]M"-1,3- S & d-4- )RS (A2 6) Aol ALgshe A& ASsaE A6l 1] g ukst A
Ados FAE P Askol, EA SFR(1.2g, 50-809)S FEIHA,

b NMR(400MHz, DMSO) &1.47(d, J=11.6, 6H), 3.35~3.94(m, 1H), 4.02~4.20(m, 1H), 4.23(d, J=2.0 1H),
5.07(d, J=8.4, 1H), 7.21~7.58(m, 4H)

A 17 ¢ ((4R,5R)-5-(2-ZF o =¥ d)-2-1Ed-1,3-1] &L &—4-U ) v g A s}w o] E

E ()"T//

o)
@MOS%NHZ

((45,58)-5-(2-&F . 29d)-2-We-1,3-tSET4-A) v & (A = (4R,5R)-5-(2-EF=2 =27 d)-2,2-
Yo E-1 3-t & e-4-A) e (A x4 6) talel A&t AS AQstas A« 1o 7[AE nief HAH
o2 FAd3 WS Psto, ¥A sE(2.5g, 55~75%) S 5T

b NMR(400MHz, DMSO) &61.40(d, J=6.4, 3H), 4.7(d, J=3.2, 2H), 5.46(m, J=6.4, 1H), 4.22(dt, J=3.3,
J=7.0, 1H), 5.08(d, J=7.0, 1H), 7.26-7.40(m, 3H), 7.49(s, 2H), 7.61(dd, J=1.2, J=7.6, 1H).

Ao 18 : ((4S,59)-5-(2-ZF o 23 d)-2-1gd-1,3-1] &% &-4- ) v g A v}w o] E

OSO,NH,

%&x

(4R, 5R)-5-(2-F 7 Q.23 d)-2,2-T] W -1,3-0) S & eh4-) M H& (A 2el] 86)2 ((4R,5R)-5-(2-F 2= d)-
2,2-01918-1,3-0) S 0-4-) -2 (A 2] 6) thale] AHgakE A& Aslstue A 1o AE sk 2
Axom BAT PAS Wskol, HA HFB(Q.1g, 5756 & FEHAT.

1H NMR(400MHz, DMSO) 61.40(d, J=6.4, 3H), 4.7(d, J=3.2, 2H), 5.46(m, J=6.4, 1H), 4.22(dt, J=3.3,
J=7.0, 1H), 5.18(d, J=7.0, 1H), 7.26-7.40(m, 3H), 7.52(s, 2H), 7.61(dd, J=1.2, J=7.6, 1H).

AAE 19 ((4R,5R)-5-(2-ZF S =9 d)-2,2-t]oEd-1,3-T] &% e-4-d) W e A gy o] E

((4R,5R)-5-(2-ZF 2 2 ¥ d)-2,2-to&-1,3-t] 2&e-4-U) WS (A Fd 88)S ((4R,5R)-5-(2-FR=EHd)-
2,2-tme-1, 8-t SEd-4-) e (A el 6) tiAldl Agste Ae Alelstas AAlel 19 7]AE nkeh A
Axog A3 HS Psto], TA 3E(1.3g, 50~80%)S S5
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[1772]

[1773]

[1774]
[1775]

[1776]

[1777]

[1778]

[1779]

[1780]

[1781]

[1782]
[1783]

[1784]

SS90l 10-1699145

1
H NMR(400MHz, CDCl;) &1.59(s, 10H), 4.17(m, 3H), 4.98(d, J=8.4, 1H), 5.08(s, 2H), 6.59(t, J=8.4, 1H),
6.68(d, J=8.4, 1H), 7.04~7.56(m, 4H)

AAE 20 ¢ ((45,58)-5-(2-Z=F % 27d)-2,2-t]E-1,3-1] 2% ed-4-U) W e A o] E

4

OSO,NH;

T
o}

iqo

((48,59)-5-(2-Z2F 229 d)-2,2-to&-1,3-1 & e-4-) W EF-& (A 2o 90)S ((4R,5R)-5-(2-F=2=29|d)-
2,2-0vg-1,3-t & d-4-A) e (A 6) Al ALE3= RS ALstas AAld 1o 71Ad vpe} 2
AHow Fd3 WS Asle], BA 3FE(1.6g, 50~80%)S 533U

"H NMR(400MHz, CDCls) 61.59(s. 10H). 4.14(m, 3H), 4.98(d, J=8.4, 1H), 5.05(s, 2H), 6.59(t, J=8.4, 1H),
6.65(d, J=8.4, 1H), 7.04~7.60(m, 4H)

AAd 21 0 ((2R,3R)-3-(2-ZF 9 2H|d)-1,4-U)SALAT 2[4 4] = -2-) & A 5w o] E

E oo
0
@AVOSOzNHZ
B 92)

((2R,3R)-3-(2-FF 2239 d)-1,4-H A 2T 2[4, 4] = -2- ) v §H-8(
((4R,5R)-5-(2-F 229 d)-2,2-twE-1,3-tSEd4-D)m g (A xe 6) tale] AlgstE= AL AQsta
A 1o 1D vpet AFAH o FAst HS dste], EA 3HeE(1.5g, 50~80%)S 5 8FTE.

2

o

tlo
ol

I NMR(400MHz, DMSO) &1.64~1.72(m, 4H), 1.84~19.8(m, 4H), 4.10~4.16(m, 2H), 4.19-4.25(m, 1H), 5.25(d,
J=7.2, 1), 7.34~7.62(m, 6H)

Ao 22 1 ((28,39)-3-(2-ZF 9 2 d)-1,4-T| A} 20 2[4 4] = d-2-) w A mhw| o] E

o

(0]

- -

> 0S0O,NH,

T
lle]
2L

r o

((25,39)-3-(2-EF 229 d)-1,4-t SALAT 2[4, 4] = -2-U) W &8 (A 22 o) 94)
((4R,5R)-5-(2-F = =¥ d)-2,2-t)Hd-1,3-t] & T-4-A)W e (A x4 6) talo] ALgstE AS AQstis
A 10 71AE wpe} AEHog FU3 WS date], ®A 3HEHE(1.0g, 50~80%) S 53T

I NMR(400MHz, DMSO) &1.64~1.72(m, 4H), 1.85~19.8(m, 4H), 4.10~4.16(m, 2H), 4.17~4.25(m, 1H), 5.20(d,
J=7.2, 1), 7.34~7.62(m, 6H)
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[1785]

[1786]
[1787]

[1788]

[1789]

[1790]
[1791]

[1792]

[1793]

[1794]

[1795]

[1796]

[1797]

[1798]

S=50dl 10-1699145

AAd 23 0 ((2R,3R)-3-(2-ZF2 9 2H|d)-1,4-USALAT 2[4, 5] d|7+-2-2) & A 5w o] E

F o
0
@A\V\OSOZNHQ

((2R,3R)-3-(2-EF 27 d)-1,4-t] SALAT 2[4, 5] || 7H-2-) W &8 (A 2= o] 96)%
((4R,5R)-5-(2-F = =¥ d)-2,2-t)Hd-1,3-t] & T-4-A) e (A x4 6) talo] ALgstE AS AQstis
AAld 1o 71AE mie} AAH o7 FAI WHS 3ol ®A F3E(0.9g, 50~80%)S 53}

ik,

I NMR(400MHz, DMSO) 61.51~1.67(m, 10H), 4.11~4.23(m, 3H), 4.98(d, J=8.0, 2H), 5.08(s, 1H), 6.59(t,
J=8.0, 1H), 6.68(d, J=8.0, 1H), 7.04~7.56(m, 4H)

A 24 0 ((25,35)-3-(2-ZF 9. 2 Hd)-1,4-T) LA AT 2[4, 5] 8| 7-2-) H A gl o] E

£

> 0S0,NH,

%

'I'I
10

EJ[O

((25,39)-3-(2-FF 2 29d)-1,4-t| FA =T 2[4, 5] b 7H-2-A ) W & & (A x4 98)%
((4R,5R)-5-(2-F==¥d)-2,2-vyrd-1,3-t & H-4-)W et (A zZ2d 6) thalol] ALl AS Astie
Ao 1o 7121 upe} AdHo 2 FUg HE dste], ®Al 3H3HE(0.9g, 50~80%) 2 G533

I NMR(400MHz, DMSO) 61.51~1.67(m, 10H), 4.11~4.23(m, 3H), 4.98(d, J=8.0, 2H), 5.08(s, 1H), 6.59(t,
J=8.0, 1H), 6.68(d, J=8.0, 1H), 7.04~7.56(m, 4H)

Ao 25 @ ((4R,5R)-5-(2-ZF o 2| d)-2-9d-1,3-t] &L &—4-U ) v g A s}w o] E

E
0
Eir[\’/\osozwz

((4R,5R)-5-(2-EF Q29 d)-2-9d-1,3-"USET4-A) v e (A 1000 ((4R,5R)-5-(2-F =223 d)-
2,2-0u€e-1,3-t&ET-4-A) e (A3 6) djilel AlEsle AS AYstas AAld 1o 71A19 #pel A
AHor FU3 WHS o], TA 3FE(1.0g, 50~80%) 2 TS5},

AV
2}

b NMR(400MHz, DMSO) &4.25(dt, J=5.7, J=3.3, 1H), 4.59(d, J=5.7, 1H), 4.75(d, J=3.3, 2H), 5.59(m,
1), 6.72~7.75(m, 2H), 6.92~7.33(m, 5H), 7.25(m, 1H), 7.76(m, 1H)

Ao 26 @ ((4S,59)-5-(2-ZF o 23 d)-2-9d-1,3-t] &% &-4-U ) v g A vl o] E

F O

0
@N\OS%NHZ
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[1799]

[1800]

[1801]

[1802]
[1803]

[1804]

[1805]

[1806]
[1807]

[1808]

[1809]

[1810]
[1811]

[1812]

SS90l 10-1699145

((45,59)-5-(2-EF =29 d)-2-9Hd-1,3-t] &4 (A 2o 102)S (4R, 5R)-5-(2-F==dd)-
2,2-tu9-1,3-H & & d-4-d) a2 (A el 6) thalel ARgshe 2e Alelstas AAlel 1o 71 whep A

A-og 93 HS PFslo], TA 3E(0.8g, 50~80%)S S5

I NMR(400MHz, DMSO) 61.51~1.67(m, 10H), 4.11~4.23(m, 3H), 4.98(d, J=8.0, 2H), 5.08(s, 1H), 6.59(t,
J=8.0, 1H), 6.68(d, J=8.0, 1H), 7.04~7.56(m, 4H)

Al 27 ¢ ((4R,5R)-5-(2-8.2.=9d)-2, 2-H v E-1,3-H S& e-4-<d) v d v o]
| OA/

(@]
©/!W0502NH2

((4R,5R)-5-(2-2. 2. =¥d)-2,2-tvd-1,3- & H-4-D) et (A 2o 21)E ((4R,5R)-5-(2-F 2= H)-
2,2-0vg-1,3-tSEd-4-A) e (A 6) Al ALES= AL ALstas AAld 1o 71Ad vpe} 2
AA o7 U3 WHS gsle], TA 3}3HE(3.23g, 50~80%)S

4 1l
4
Q‘L

b NMR(400MHz, DMSO) &1.55(s, 3H), 1.47(s, 3H) 4.21~4.11(m, 3H), 5.10(d, J=7.6, 1H), 7.56~7.13(m,
3H), 7.60(s, 2H), 7.91(d, J=8.0, 1H)

Ao 28 : ((4S,55)-5-(2-2. 2 =94d)-2,2-t)H| -1 3-T] & e-4-A) v e A gl u o] E

> 0SO,NH,

%

((45,59)-5-(2-2. 2 =9d)-2 2-tuE-1,3-1 L& a-4-A)werS (A 2o 23)S&  ((4R,5R)-5-(2-F=Z=2Hd)-
2,2-gE-1,3-g&&d-4- e (A Zd 6) o] AL&sts AL AQstas Al 1o 714 e} A
dror TAd PHE Astel, A B=(1.0g, 50~80%)& 58U

I NMR(400MHz, DMSO) &1.53(s, 3H), 1.47(s, 3H), 4.21~4.11(m, 3H), 5.04(d, J=7.6, 1H), 7.56~7.13(m,
3H), 7.59(s, 2H), 7.91(d, J=8.0, 1H)

Aol 29 ¢ ((4R,5R)-5-(2-2 2 =3d)-2-md-1,3-t & d-4-d )P A o] E

| ()”1//

0
ij/'\wosozNHz

((4R,5R)-5-(2-2.2.=ud)-2-H&-1,3-t| S&ET-4-D) et (A Ze]  107)&  ((4R,5R)-5-(2-F 225 d)-
2,2-0M9-1,3-t &Ed-4- D) Mg (A el 6) thalel] AHgstE S AlSlstas Alel 1o 718wk A

Axog 93 HS PFslo], TA 3EE(1.7g, 50~80%)S S5

2}

I NMR(400MHz, DMSO) 61.40(d, J=6.4, 3H), 4.7(d, J=3.2, 2H), 5.46(m, J=6.4, 1H), 4.22(dt, J=3.3,
J=7.0, 1H), 5.10(d, J=7.0, 1H), 7.26-7.40(m, 3H), 7.49(s, 2H), 7.61(dd, J=1.2, J=7.6, 1H).
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[1813]

[1814]

[1815]

[1816]

[1817]

[1818]
[1819]

[1820]

[1821]

[1822]
[1823]

[1824]

[1825]

[1826]

[1827]

S50l 10-1699145

AAld 30 ((4S,59)-5-(2-2. 9 =9d)-2-w|E-1,3-1] &% g-4- ) WD M glu o] E

OSO,NH,

((4S,58)-5-(2-g.9. =5 d)-2-me€-1,3-UT] 2 & -4-U ) W &L (A %4 109) < ((4R,5R)-5-(2-ZF == d)-
2,2-tvEg-1,3-t5&ET4-d) (A 6) thile] AMEstE AS ALstas AAld 1 7)A€ upep 4
Ao FUg WHS Fste], EA IFE(1.8g, 50~80%) F53F3T).

2uh)

b NMR(400MHz, DMSO) &61.40(d, J=6.4, 3H), 4.7(d, J=3.2, 2H), 5.46(m, J=6.4, 1H), 4.22(dt, J=3.3,
J=7.0, 1H), 5.08(d, J=7.0, 1H), 7.30-7.40(m, 3H), 7.61(s, 2H), 7.65(dd, J=1.2, J=7.6, 1H).

AAd 31 ¢ ((4R,5R)-5-(2-8. 2 =#d)-2,2-T]o|&-1,3-T] & & e-4-Q ) v & A g} o] E

| (@] o
C[/I\MOSOM

((4R,5R)-5-(2-2. 2. =¥ d)-2,2-vE-1,3-t & ed-4-d)HerS (A 2o 111)S  ((4R,5R)-5-(2-FZ =¥ d)-
2, 2-twg-1,3-1&&e-4-A) - (A X 6) EHAJoﬂ ALEElE AS AQetne AN 10 71" ulel 2
Axog 93 HS Psto], TA 3EE(1.6g, 50~80%)S S5+

'H NMR(400MHz, CDCly) 60.90(t, J=8.0, 6H), 1.59(q, J=8.0 ,4H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H),
4.88(s, 2H), 5.17(d, J=7.0, 1H), 7.13~7.56(m, 4H)

AAlel 32 1 ((48,58)-5-(2-8.2.=91d)-2,2-H o d-1,3-H & S-4-d) e d oo E

4/

o

10

OSO,NH,

@?

[o

((45,59)-5-(2-8.2.=94d)-2,2-We-1,3-1]&Ed-4-d)m e (Ao 113)S  ((4R,5R)-5-(2-F2=27|d)-
2,2-0vg-1,3-t & d-4-A) e (A 6) Al ALE3= RS ALstas AAld 1o 71Ad vpe} 2
AR o7 A3 WS o], A 3E(1.3g, 50~80%)S 53}

5o o
r“

'y NMR(400MHz, CDCl3;) §0.90(t, J=8.0, 6H), 1.59(g, J=8.0 ,4H), 3.96~4.21(m, 2H), 4.42(q, J=7.0, 1H),
4.88(s, 2H), 5.17(d, J=7.0, 1H), 7.12~7.57(m, 4H)
Ao 33 @ ((2R,3R)-3-(2-2. 2 =9H4d)-1,4-TSALAT 2[4, 4] = -2-Y) W e A up o] E

| o
)
©/!\V”0302NH2

((2R,3R)-3-(2-£. 0. =3d)-1,4-t) A A0 2[4 4] = -2-) W e (A Fe  115)S ((4R,5R)-5-(2-F 2 24
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[1828]

[1829]

[1830]
[1831]

[1832]

[1833]

[1834]

[1835]

[1836]

[1837]

[1838]
[1839]

[1840]

=50] 10-1699145

mn

d)-2,2-HrE-1,3-"EEd-4-D) S (A xe 6) thilel ARgehs Ae Alelstars A 1o 7)A€ Hhet
AAA o R FA WS Aste], FA 3FFHE(1.6g, 50~80%)S TSk

I NMR(400MHz, DMSO) &61.46~1.90(m, 8H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.838(s, 2H), 5.17(d,
J=7.0, 1), 7.13~7.56(m, 4H)

AAldl 34 1 ((25,39)-3-(2-8. 2 =9d)-1,4-U AT £ [4, 4] =\ d-2-) WD A gfe o] E

| o)
0
ij/\wOSOzNHZ

((28,39)-3-(2-2. 2 =9d)-1,4-t] &AL 20 2[4 4] = d-2-)H S (A o] 117)S  ((4R,5R)-5-(2-Z &2 =
D)-2,2-tiiE-1,3-t & H-4-d)mehE (A e 6) tiAlel] AbEsE AE AQstars AAld 1o 71AE vet
Aoz FoAs WHS st HA FE(1.2g, 50~80%)S FE=3H9iT).

I NMR(400MHz, DMSO) &1.46~1.92(m, 8H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.22(d,
J=7.0, 1H), 7.13~7.59(m, 4H)

AAd 35 ¢ ((2R,3R)-3-(2-8.9.=9d)-1,4-T| 2A}AT 2[4, 5] €1 7H-2-Y) d e A gl d o] E

| o’< |
0
@JW\OSOZNHZ

((2R,3R)-3-(2-£. 0. =3d)-1,4-t) A A0 2[4 5] H|7-2-) W e (A Fd  119)S  ((4R,5R)-5-(2-F 2 24
-2, 2-tue-1,3-t&Ed4-d) kS (A2 6) thalol] AFE3ts AS ALstas AAd 19 714" wvle}
dAH o A WS Y5k, EA E(0.9g, 50~80%)S F5IAUTH

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 4.02-4.31(m, 2H), 4.51(q, J=7.0, 1H), 4.97(s, 2H), 5.25(d,
J=7.0, 1H), 7.19~7.65(m, 4H)

AAld 36 ¢ ((25,39)-3-(2-2. 9 =9d)-1,4-T) SALAT] £ [4 5] H 7H-2-2) W g A | o] E

£

O

- -~

10

OSO,NH;

%

((25,35)—3—(2—0 =Hd)-1,4-tSA T 24, 5] U 7-2-) w gk (A 2] 121)S ((4R,5R)-5-(2-F =2 =9
9)-2,2-tvE-1,3-t5ES-4-A) e (Ao 6) tiile] A&t S ALstae Al 1 71AE upe}
Ao %%‘f‘z HFHS 3sle] | ®A 3}EE(0.9g, 50~80%) 2 53T},

b NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 4.02-4.31(m, 2H), 4.51(q, J=7.0, 1H), 4.97(s, 2H), 5.25(d,
J=7.0, 1), 7.19~7.6(m, 4H)

- 139 -



[1841]

[1842]

[1843]

[1844]

[1845]

[1846]

[1847]

[1848]

[1849]

[1850]

[1851]

[1852]

[1853]

[1854]
[1855]

S50l 10-1699145

AAld 37 ¢ ((4R,5R)-5-(2-L. 9 =9d)-2-9d-1,3-1] &&e-4- ) WD M g}u o] E

| O~
0
@J\VOS%NHE

((4R,5R)-5-(2-2. 2 =¥d)-2-#d-1,3-t] & T-4-L ) W &h&- (A 4 123)S  ((4R,5R)-5-(2-Z == d)-
2,2-tWE-1,3-0&&EHT-4-D (A Zd 6) dgle] ALgste RS AQstas Al 1o 71A% e} A
AX o Fds WHS Pdstod, ¥A FFE(1.1g, 50~80%)S 53131t

2}

b NMR(400MHz, DMSO) 63.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.92(s, 2H), 5.20(d, J=7.0, 1H), 5.97(s,
1H), 7.14~7.38(m, 9H)

2o 38 @ ((4S,59)-5-(2-8. 9 =9d)-2-7d-1,3-T] & &-4-2) & A g} o] E

| O

! @
©/\/\OS°2NH2

((4S,59)-5-(2-2. 2 =39 d)-2-9d-1,3-t] S & T-4-L ) W &F&- (A 4 125)&  ((4R,5R)-5-(2-F == d)-
2,2-tmE-1,3-0&&EHT-4-D (A Zd 6) tile] ALgste RS AQstas Al 1o 71A% vie} A
AR o7 A3 WS o], A 3E(0.9g, 50~80%)S FE53HAT).

2}

b NMR(400MHz, DMSO) 63.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.92(s, 2H), 5.20(d, J=7.0, 1H), 5.97(s,
1H), 7.14~7.38(m, 9H)

A Ao 39 @ ((4R,5R)-5-(2,4-T)ZF =227 d)-2 2-tiWE-1,3-T] L& d-4-A) w2 A gl o| E
cl OA/

0
/©/u/\oso2NH2
Cl

((4R,5R)-5-(2,4-t) S22 ¥ d)-2,2-t]
((4R,5R)-5-(2-F = =¥ d)-2,2-tIHE-1,3-1]
Al 1o 71AE wief AAHoZ FUS

ME
A

= W RS- (A 24 6) thale] AbgslE AL A9t
WS dale], A 318E(2.8g, 50~80%)S 58kt
'H NMR(400MHz, CDCl) 61.27(s. 6H), 3.90-4.15(m, 2H), 4.37(q, J=7.0, 1H), 4.79(s. 2H), 5.12(d, J=7.0,
M), 7.29~7.42(m, 2H), 7.79(s, 1H).
Ao 40 @ ((4S,58)-5-(2,4-T)F =227 d)-2 2-tiHE-1,3-T] L& a-4-A) D A gl o| E

Cl ?’)¥”

O
OSO;NH,

Cl

((4S,58)-5-(2,4-t) 222 d)-2,2-t] |

0
@
o
Jo
b

4= k2 (A o 3=



[1856]

[1857]

[1858]

[1859]

[1860]

[1861]

[1862]
[1863]

[1864]

[1865]

[1866]
[1867]

[1868]

Eh-4- g2 (A ze] 6) thalol Abgdhe=
@ﬂ@,gﬂﬁé%@5g5m%%%¢éa

O
;

((4R,5R)-5-(2-2 2= ¥d)-2,2-tHd-1,3-t] =
=

5
A 1o] A A vheh AAH o FAT Wy

to m>

'H NMR(400MHz, CDCl) 61.27(s. 6H), 3.90-4.15(m, 2H), 4.37(q, J=7.0, 1H), 4.79(s. 2H), 5.12(d, J=7.0,
1), 7.29~7.42(m, 2H), 7.79(s, 1H).
Ao 41 @ ((4R,5R)-5-(2,4-tZ 229 d)-2-WE-1,3-t & H-4-d) v dur o] E

Cl O/(

O
@J\V\ OSO,NH,
Cl

((4R,5R)-5-(2,4-YZF22¥d)-2-mE-1,3-tEHd-4-D) et (A2 127)S ((4R,5R)-5-(2-F2=Hd)-
2,2-0vEg-1,3-tSEd4-d) e (A 6) Al ALE3= AL ALstas AAld 1o 71Ad vpe} 2
AAo g U3 WHS dste], TA 3E(1.52, 50~80%)S F5aATH

'H NMR(400MHz, CDCls) 61.40(s, 3H), 3.81-4.08(m, 2H). 4.25(q, J=7.0, 1H), 4.81(s, 2H). 5.03(q, J=6.8 .
1H), 5.12(d, J=7.0, 1H), 7.21~7.27(m, 2H), 7.70(s, 1H).

A e 42 @ ((4S,59)-5-(2,4-t 2229 d)-2-HE-1,3-t & Hd-4-d) v dur o] E

Cl O/(

OSO,NH,

E’”O

Cl

((48,58)-5-(2, 4-v] 222 d)-2-md-1 8-t &&d-4- D) b2 (A 2] 129)& ((4R,5R)-5-(2-F==5d)-
2,2-tvld-1,3-H&E-4-)eE (A zd 6) Al Abgshs As Alelstie A« 19 7IA4E vhek A
AAOR AT WS Asted, mA S=E(1.1g, 50-80%0)= 573

[o

5o 0
+

'H NMR(400MHz, CDCl) 61.40(s. 3H), 3.81-4.08(m, 2H), 4.25(q, J=7.0, 1H), 4.81(s, 2H), 5.03(q, J=6.8,
1H), 5.12(d, J=7.0, 1H), 7.21~7.27(m, 2H), 7.70(s, 1H).
AA)d 43 @ ((4R,5R)-5-(2,4-T)F 2 29 d)-2 2-t]o|&-1,3-t] & &-4-A ) v A g o] E

Cl

((4R,5R)-5-(2,4-TF 22 d)-2,2-t ] &-1,3-T] SE-4- )W & (A 2] 131)& ((4R,5R)-5-(2-F 2 =¥
é%z2ﬂﬂ@kL&ﬂ%§%4°Uﬂ%%0k@ﬂ@tMﬂ]%%ﬂ%?ﬁ%ﬂﬂﬂl%éywﬂNﬂﬂﬂ%ﬂw}
dAA R S WHE Wk, #Al 3= (0.9g, 50~-80%)& TSI

i NMR(400MHz, CDCl3) 60.90(t, J=8.0 ,6H), 1.59(q, J=8.0 ,4H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1),

4.88(s, 2H), 5.17(d, J=7.0, 1H), 7.24~7.30(m, 2H), 7.73(s, 1H).
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[1869]

[1870]
[1871]

[1872]

[1873]

[1874]

[1875]

[1876]

[1877]

[1878]
[1879]

[1880]

[1881]

[1882]

S=50dl 10-1699145

AN 44 1 ((4S,55)-5-(2,4-T)F 2 29d)-2,2-T]o|gd-1,3-t] 2L T-4-d) v E A v}H o] E

j/

9

Cl

10

OSO,NH;

%

Cl

((45,58)-5-(2,4-t]F 229 d)-2,2-t] &-1,3-U]| & H4-) i e (A o] 133)S  ((4R,5R)-5-(2-F ==Y
9)-2,2-vue-1,3-t] &4 °‘)uﬂ%%(xﬂioﬂ 6) tilel] AM&3l= AS ALstas AAld 14 1A H ufe}
AR o7 FU3 WS Aysted, A 3FFE(0.8g, 50~80%) S F53FA .

"H NMR(400MHz, CDCls) 60.90(t, J=8.0 .6H), 1.59(q. J=8.0 .4H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H),
4.88(s, 2H), 5.17(d, J=7.0, 1H), 7.24~7.30(m, 2H), 7.73(s, 1H).

Ao 45 @ ((2R,3R)-3-(2,4-T)Z 22 d)-1,4-TSAAT 2[4, 4] = F-2-A) W A gt o] E

Cl O ;
O

OSO,NH,
Gl
((2R,3R)-3-(2,4-T) 222 d)-1,4-TSALA~T 2[4 4] e dh-2-) W e (A Zd 135)S  ((4R,5R)-5-(2-F==

dd)-2,2-t e 9-1,3-H & & d-4-d) 2 (A el 6) thalol AR8-she A& Alelstae Aale 1o 7A€ vt
of AAHow FAFG THE Aste], HAl SFE(0.8g, 50~80%) S FE53BIATEH

I NMR(400MHz, DMSO) &1.46~1.90(m, 8H), 3.79~4.05(m, 2H), 4.25(q, J=7.0, 1H), 4.80(s, 2H), 5.11(d,
J=7.0, 1H), 7.28~7.34(m, 2H), 7.76(s, 1H).

AA e 46 : ((25,35)-3-(2,4-T) 222 Fd)-1,4-T A2 2[4, 4] = d-2-A) WD A sl o] E

cl O

OSO,NH,

il
f'o

Cl

((25,35)-3-(2,4-H1 F 225 d)-1 4-t) A 20 2[4 4] e d-2- ) m e (A 2a] 137)&  ((4R,5R)-5-(2-F 2=
i d)-2,2-0 vl E-1, 8-t &) viek& (A Ze] 6) thalel A& RS Agshie Aald 10 714 ¥t
ot AdHow FUT YW Pste], wAl SFE(0.8g, 50~80%) & F53ITH

I NMR(400MHz, DMSO) &1.46~1.90(m, 8H), 3.79~4.05(m, 2H), 4.25(q, J=7.0, 1H), 4.80(s, 2H), 5.11(d,
J=7.0, 1H), 7.28~7.34(m, 2H), 7.76(s, 1H).

AAE 47 @ ((2R,3R)-3-(2,4-T)E2 24 d)-1,4-T A A 2 [4,5]d|ZH-2-) v & A 5} ]| o] E

Cl
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[1883]

[1884]

[1885]

[1886]
[1887]

[1888]

[1889]

[1890]
[1891]

[1892]

[1893]

[1894]
[1895]

[1896]

SS90l 10-1699145

((2R,3R)-3-(2,4-t)E 22 d)-1,4-t A2 2[4, 5] H|2-2-) W ek (A Fd  139)S ((4R,5R)-5-(2-F ==
Hd)-2,2-tWE-1,3-1&ET-4- ) (A ] 6) thalel] ALEstE S ALstas AAld 19 71AE uf
o} AAA o7 T3 WHS Pste], A 3FE(0.7g, 50~80%)S 53+t

32 qf

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 3.78-4.03(m, 2H), 4.22(q, J=7.0, 1H), 4.78(s, 2H), 5.07(d,
J=7.0, 1H), 7.26~7.32(m, 2H), 7.77(s, 1H).

A A 48 1 ((25,39)-3-(2,4-T) 224 d)-1,4-T2A AT 2 [4,5]dZH-2-) v & A 5} ]| o] E

Cl O
- 9
/Jii:T/“\¢/A\OSCbNH2
Cl

((25,35)-3-(2,4-t) 222 9d)-1,4-t| A2 2[4, 5] v 7-2-d) W e (A 2o 141)S  ((4R,5R)-5-(2-F ==&
Hd)-2,2-tWE-1,3-1&ET-4- D) (A 2 6) thalel] ALEst= AS ALstas AAld 19 7A€ uf
o} AAA o7 A3 WHS Pste], A 3TE(0.7g, 50~80%)S +53F ).

32 qf

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 3.78-4.03(m, 2H), 4.22(q, J=7.0, 1H), 4.78(s, 2H), 5.07(d,
J=7.0, 1H), 7.26~7.32(m, 2H), 7.77(s, 1H).

AAld 49 @ ((4R,5R)-5-(2,4-TE229d)-2-7d-1,3-1S&Ee-4-d) D dulrf o] E

Cl

((4R,5R)-5-(2,4-t)F 22 ¥ d)-2-Hd-1,3-t 5 Ed-4-A)Heh-S (A Zo 143)S ((4R,5R)-5-(2-F=2=2¥d)-
2,2-0€e-1,3-t&ET-4-A) e (A3d 6) djilel AlSsle AS AYstars AAld 1o 71A19 #pe} A
Ao FUg WHE Fgsto], EA IJFE(1.1g, 50~80%)2 533 T).

b NMR(400MHz, DMSO) 63.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.83(s, 2H), 5.17(d, J=7.0, 1H), 5.97(s,
1), 7.14~7.386(m, 8H)

Ao 50 : ((4S,59)-5-(2,4-tZ 229 d)-2-Hd-1,3-t <L H-4-A) v A ur o] E

Ccl O

T 0
,©/V\°502NH2
Cl

((4S,59)-5-(2,4-t)ZF 2 2#dd)-2-gd-1,3-t] & Td-4-A) e (A Fd  145)S ((4R,5R)-5-(2-F == d)-
2,2-tvE-1,3-t & d4-d) e (A2 6) il ALE3tE AL ALstus AAld 10 7]AE vkl 2

ARow AT S datol, EA SFHE(0.6g, 50~80%)S F53EAUTE

I NMR(400MHz, DMSO) 63.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.17(d, J=7.0, 1H), 5.97(s,
1H), 7.14~7.386(m, 8H)
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[1897]

[1898]
[1899]

[1900]

[1901]

[1902]

[1903]

[1904]

[1905]

[1906]

[1907]

[1908]

[1909]

[1910]

[1911]

SS90l 10-1699145

AAE 51 0 ((4R,5R)-5-(2,6-T)F 2 29d)-2,2-tHg-1,3-t] 2L d-4-d) v d A vjH o] E

Cl ()'/x"’

(0]
Cl

((4R,5R)-5-(2,6-H S22 d)-2,2-td-1,3-t 5&d-4-d) k& (A x= 4=
((4R,5R)-5-(2-F = =23d)-2,2-tuE-1,3-tEEdA4-D)m et (A x 6) thilol AH&sh= s Alestals
AAlel 1ol Z1AE nhel ddHow AT WS Asto], A SFhE(2.5g, 50-80%)& FEBHAT.

' NMR(400MHz. CDCls) §1.27(s. 6H). 3.96-4.21(m, 2H). 4.42(q. J=7.0. 1H). 4.88(S, 2H). 5.17(d, J=7.0,
1H), 7.45~7.58(m, 3H).
Ao 52 @ ((4S,58)-5-(2,6-T)F 225 d)-2 2-tjWE-1,3-T] L& d-4-) w2 A gl o| E

Cl O’)¥”

0
@j\‘/\osozNHz
cl

((45,55)-5-(2,6-t] 22 =29d)-2,2-tHd-1,3-t] & eh-4-) W eh-& (A 24 35)%
((4R,5R)-5-(2-F2 2 d)-2,2-tuE-1,3-1Ed-4-A) e (A 2o 6) il A& AL Adstues
Ao 10 71AE wpe} AFH o FUA UHS dgslo], #A sHHE(2.2g, 50~80%) S 53T

' NMR(400MHz. CDCls) §1.27(s. 6H). 3.96-4.21(m, 2H). 4.42(q. J=7.0. 1H). 4.88(s. 2H). 5.17(d, J=7.0,
1H), 7.45~7.58(m, 3H).
Ao 53 : ((4R,5R)-5-(2,6-t|Z22Hd)-2-HE-1,3-t <& H-4-d) v dur o] E

Cl C)”1//

O
Cl

((4R,5R)-5-(2,6-t) &2 =2¥d)-2-HE-1,3-tSEd-4-A)H e (A Zd 147)S ((4R,5R)-5-(2-F=2=2¥d)-
2,2-0€e-1,3-t&ET-4-A) e (A3 6) djilel AlSsle RS AYstas AAld 1o 71A19 #iel A
AHor FU3 WHS o], TA 3FFE(0.7g, 50~80%) S F53}A ).

[o

S

b NMR(400MHz, DMSO) §&1.40(s, 3H), 3.88~4.13(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.07(q, J=6.8 ,
1), 5.21(d, J=7.0, 1H), 5.97(s, 1H), 7.45~7.58(m, 3H).

Ao 54 ((4S,58)-5-(2,6-t 224 d)-2-HE-1,3-t <& H-4-d) v dur o] E

Cl ()”T//

7. IO
CE"\V\OSOMZ

cl
((4S,59)-5-(2,6-t) 222 d)-2-d&d-1,3-t]2&A-4-d) ek (A 24 149)S  ((4R,5R)-5-(2-F == d)-
2,2-gmE-1,3-t&&d-4-) e (A Zd 6) thilo] ALgstE AL AQstas A 19 71418 vie} A
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[1912]

[1913]

[1914]
[1915]

[1916]

[1917]

[1918]
[1919]

[1920]

[1921]

[1922]

[1923]

[1924]

S=5061 10-1699145
AA o wAd WS Pk, #Al 3= (0.9g, 50~-80%)& =S

i NMR(400MHz, DMSO) §&1.40(s, 3H), 3.88~4.13(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.07(q, J=6.8 ,
1), 5.21(d, J=7.0, 1H), 5.97(s, 1H), 7.45~7.58(m, 3H).

AAd 55 ¢ ((4R,5R)-5-(2,6-T)F 2 29d)-2,2-t]o|gd-1,3-t] 2L d-4-d) v E A vjH o] E

Cl

((4R,5R)-5-(2,6-T]ZF 22 Hd)-2,2-t]o|&-1,3-0 & T-4-A) - (A Zo] 151)S ((4R,5R)-5-(2-F 2 =4
@)-2,2-tvE-1,3-t & T-4-d) WS (A 2= 6) EH Aol AbgsHE AS A9t AAld 10 71AE uket
AAH o7 U3 S FPalo], A 3+5E(0.7g, 50~80%)S 53T}

'H NMR(400MHz, CDCls) 80.90(t, J=8.0 ,6H), 1.59(q, J=8.0, 4H), 3.86~4.11(m, 2H), 4.49(q, J=7.0, 1H),
4.88(s, 2H), 5.15(d, J=7.0, 1H), 7.45~7.58(m, 3H).

Ao 56 @ ((4S,58)-5-(2,6-U|Z 229 d)-2 2-t]&-1,3-t] & T-4-U )W vl o] E

4R,5R)-5-(2-F = 29
AAld 1o 7]AE wleh

~

((4S,55)-5-(2,6-t)ZF 22 9d)-2,2-t]o| &-1,3-1 L& T-4-I) e (A xd 153)S (
9)-2,2-tue-1,3-t & - 4-D) vt (A 2 6) Al ALg3h=
AAHo g Fd3t WS dste], FA 3H3E(1.52, 50-80%)S 53 Ht.

50
o
2,
o
o
K

iy
(23

'H MVR(400MHz, CDCl;) §0.90(t, J=8.0 ,6H), 1.59(q, J=8.0, 4H), 3.86~4.11(m, 2H), 4.49(q, J=7.0, 1H),
4.88(s, 2H), 5.15(d, J=7.0, 1H), 7.45~7.58(m, 3H).
AAe 57 ¢ ((2R,3R)-3-(2,6-T)Z 22 d)-1,4-TSAAT 2[4, 4] = d-2-A) W A gl o] E

cl O i
0]
Cl

((2R,3R)-3-(2,6-UZ 22 d)-1,4-U2ALAT 2[4 4] = d-2-) e (A Z2d  155)S ((4R,5R)-5-(2-E ==
Hd)-2,2-vuE-1,3-t]SET-4-D)H et (A 2 6) tialo| *}ﬁo}—‘e e AQslale AAld 19 7]AE 6}
o A oR FAT S Astel, HA Shhe(1.2g, 50-80%) = TSI

I NMR(400MHz, DMSO) &61.46~1.90(m, 8H), 3.98~4.24(m, 2H), 4.45(q, J=7.0, 1H), 4.83(s, 2H), 5.20(d,
J=7.0, 1), 7.45~7.58(m, 3H).
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[1925]

[1926]

[1927]

[1928]

[1929]

[1930]
[1931]

[1932]

[1933]

[1934]

[1935]

[1936]

SS90l 10-1699145

AAd 58 ¢ ((25,39)-3-(2 6-TF 229 Y)-1,4-T] 2A 20 2[4, 4] = F-2-9) W g A g o] E

Cl O
: 0
Cl

((25,39)-3-(2,6-t) ZF 229 d)-1,4-T) AL AT 2[4 4] = d-2-d) W ek (A 2o 157)E ((4R,5R)-5-(2-F 2=
Hd)-2,2-tWE-1,3-1&ET-4- D) (A 6) thalel] ALEst= AS ALstas AAld 19 7A€ uf
oF AAHog FAd WHS Yslo, ¥A 33HE(1.4g, 50~80%)S F-53}

I NMR(400MHz, DMSO) &1.46~1.90(m, 8H), 3.98~4.24(m, 2H), 4.45(q, J=7.0, 1H), 4.88(s, 2H), 5.20(d,
J=7.0, 1H), 7.45~7.58(m, 3H).

AAd 59 @ ((2R,3R)-3-(2,6-TE2 24 d)-1,4-tJ AL~ 2[4,5]dZH-2-) v & A 5} ]| o] E

((2R,3R)-3-(2,6-t)Z 22 Hd)-1,4-t] A2 2[4, 5] g Z-2-) W eh-2 (A Fd  159)S ((4R,5R)-5-(2-F ==&
Hd)-2,2-tE-1,3-1SET4-A) S (A 6) tialel AMEste S ALstas AAld 14 71AE uf
o AdAHoR U WHE dste], EA sFE(1.1g, 50~80%)S G535t

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.17(d,
J=7.0, 1), 7.45~7.58(m, 3H).

AAe 60 : ((25,35)-3-(2,6-0)ZF 22 d)-1,4-T] AL~ 2[4, 5] H|7H-2-9) W A gt o] E

((45,59)-5-(2,6-t] 2229 d)-1,4-T] SAF2I 2[4, 4] ] -2-) w2 (A 2o 161)2  ((4R,5R)-5-(2-F ==&
Ad)-2,2-HvE-1,3-H S E 4= M eha (Alzd] 6) talel ARgshe & Alelstale Al 1o 71AE vp
o Aoz FUdF PSS Psto], wA F4E(1.1g, 50-80%)& F53t

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 3.96-4.21(m, 2H), 4.42(q, J=7.0, 1H), 4.88(s, 2H), 5.17(d,
J=7.0, 1), 7.45~7.58(m, 3H).
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[1937]

[1938]
[1939]

[1940]

[1941]

[1942]

[1943]

[1944]

[1945]

[1946]

[1947]

[1948]

[1949]

[1950]
[1951]

SS90l 10-1699145

2AAd 61 @ ((4R,5R)-5-(2,6-t]F 2 2Hd)-2-9d-1,3-t) & T-4-A) W@ d o] E

a o7l
(@]
Cl

((4R,5R)-5-(2,6-t|ZF 22 Hd)-2-Hd-1,3-t] & T-4-A) e (A Zd 163)S ((4R,5R)-5-(2-FREHH)-
2,2-0WE-1,3-t & d-4- MM EE (A xd 6) thalo] ALgsts AL AQstars A 1o 71A4E vkeh A
A-og 93 HS PFslo], TA 3E(1.3g, 50~80%)S S5}

I NMR(400MHz, DMSO) &62.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dd, J=7.0, J=7.0, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 7.36~7.38(m, 5H), 7.57~7.58(m, 3H).

Aol 62 1 ((45,55)-5-(2,6-HE229d)-2-9d-1,3-t] SE-4-d) D s o] E

Cl O

E O
Cl

((4S,59)-5-(2,6-t|ZF 2 2Hd)-2-#d-1,3-t] & Td-4- ) e (A Fd  165)S ((4R,5R)-5-(2-FREHH)-
2,2-0E-1,3-g&&d-4- e (A Zd 6) thlel] ALgste RS AQstars Al 1o 714 e} A
Axog 93 HS PFsto], TA 3E(1.0g, 50~80%)S S5+t

I NMR(400MHz, DMSO) &62.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dd, J=7.0, J=7.0, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 7.36~7.38(m, 5H), 7.57~7.58(m, 3H).

AAlell 63 1 ((4R,5R)-5-(2-otn| v d)-2, 2-T) v e -1,3-H & S-4-d) e d v o] E

NH, OA/

o)
OSO,NH;

((4R,5R)-5-(2-o}m] =9 d)-2, 2-H w & -1, 3-T] & e-4-A)mghS (A el 47)S  ((4R,5R)-5-(2-2 2 =9d)-
2,2-tmg-1,3-HE5Ed-4-DH)metS (A xe 6) tilol AMgshs AS AlQdstars AAld 1o 7]A4d nkeh A
drow FAdI WS Poto], FA shHE(5.3g, 50~80%)S 5T

b NMR(400MHz, DMSO) 61.27(s, 6H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.73~7.13(m, 4H).

AAE 64 ¢ ((4S,58)-5-(2-om| = d)-2,2-T] W E-1,3-0] & & e-4-9 ) v & A g} o] E

NH, OA/

3
=" “0SO0,NH,

((4S,59)-5-(2-opv| =5 d)-2, 2-t] & -1, 8-t S&ET-4-) Wb (A xe]  51)=  ((4R,5R)-5-(2-F 227 d)-
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[1952]

[1953]

[1954]

[1955]

[1956]

[1957]

[1958]
[1959]

[1960]

[1961]

[1962]

[1963]

[1964]

S=50dl 10-1699145

2,2-0) W81, 3-0) S &4 RS (A 2a] 6) thalo] AgalE AL Aejatni AAd 1o AR weh A
Axow BAF PG Astol, WAl STE(8.22, 50-806)S S,

o

I NMR(400MHz, DMSO) 61.27(s, 6H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.73~7.13(m, 4H).

Al 65 @ ((4R,5R)-5-(2-o}m] =5 d)-2, 2-t] W &-1,3-1] & H-4-U) e Ao E YEFY

OSO,NH Na

ZH4(55m1) 9} ((4R,5R)-5-(2-o}n| v d)-2 2-t i &-1,3-t] & & e-4-d )W A u o] E(A Ao 63, 5.5g)7}F
H ogdlo 129 5 gME 23m)S #H7bstar vA 74gsiglt. 308 F, ol =FES é:l%gi
a1, 7Sk Sl A wEETE. cl"olAElo] E(16.5m)oll =<9 mAA AAHES A-2A
1238 A7retqleh. A#g AAEs, Ao AHstal, A stellA HxA A 3A sh3HE(4.7g, 65~ 85%)
O

I NMR(400MHz, DMSO) &1.42(s, 3H), 1.46(s, 3H), 3.79~3.81(m, 2H), 3.99~4.00(m, 1H), 4.94(d, J=8.4,
1H), 6.59~7.16(m, 4H).

Al 66 : ((45,55)-5-(2-oln] = d)-2,2-t) W d-1,3-t] & H-4-d) e duol E YEFY

NH, o*

&)
> ~0S0,NH Na

((4S,58)-5-(2-o}r) =3 d)-2, 2-t) W & -1, 3-T] & @-4-) e A g o] E(A A4 64)S ((4R,5R)-5-(2-0}1] =
Hd)-2,2-tWd-1,3-1) & T4 %l)uﬂ'a*uruﬂ OJE(HAH 63) e AF%}L AL ALslas QA4 6590
ZIAE vie} AAdHow FAS WHS st FA 3= (4.23g, 65~85%) S 55T

'H NWR(400MHz, DNSO) &1.42(s, 3H), 1.46(s, 3H), 3.79~3.81(m, 2H), 3.99~4.00(m, 1H), 4.94(d, J=8.4,
1), 6.59~7.16(m, 4H).
A 67 ¢ ((4R,5R)-5-(2-obv] o d)-2-mE-1,3-1 & e-4-<d) i A s} o] E

NH, o/(

0
OSO,NH,

((4R,5R)-5-(2-o}m| sl d)-2, 2-T W &-1,3-0) S @-4-A) W F-S(A 2ol 206)S  ((4R,5R)-5-(2-F 2= d)-
2,2-ti9-1, 8-t SEe-4-) g (Rl zel 6) dilel AHgshs 2e Alelstas Al 16 Z1ae wke}
dHow g UMS Aete], wA SgE(1.2g, 50-80%) = Sk

I NMR(400MHz, DMSO): &§1.40(d, J=6.8, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(q, J=7.0, 1H), 5.07(q,
J=7.0, M), 5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.73~7.13(m, 4H).
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S=53 10-1699145
[1965] A Ao 68 : ((4S,55)-5-(2-o}m| =Hd)-2-m|El-1, 3-T] <& d-4-4 ) v g A T u o] E
NH, Q%
7 0
=" “~0SO,NH,
[1966]
[1967] ((4S,55)-5-(2-o}m =¥ d)-2, 2-t] & -1,3-T) FETH-4-A) W e (A Zo| 207)S ((4R,5R)-5-(2-F=Z=2Hd)-
2,2-gmE-1,3-t&&d-4-) e (A Zd 6) thilo] AlgstE AL AQstas A 19 71418 vke} A
Adow 93 WS Pato], A 3FE(0.7g, 50~80%)S S5}
[1968] "H NMR(400MHz, DMSO): 61.40(d, J=6.8, 3H), 2.0(s. 2H), 3.96~4.21(m. 2H). 4.42(q, J=7.0, 1H), 5.07(q.
J=7.0, 1H), 5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.73~7.13(m, 4H).
[1969] Ao 69 : ((4R,5R)-5-(2-o}m=Hd)-2 2-t]o| &-1,3-U] & H-4-L) e A ajro| E
NH o/g/
"y
OSO,NH,
[1970]
[1971] ((4R,5R)-5-(2-o}r] =¥ d)-2,2-t] o & -1,3-T & H-4-d) W ebS (A 2o 208)S ((4R,5R)-5-(2-F 2= H)-
2,2-gmE-1,3-t&&d-4-) e (A Zd 6) thilo] AL&stE AL AQstas A 19 71418 vie} A
Adog 93 WS Palo], FA FTE(1.1g, 50~80%)S FE5A ).
[1972] ' NMR(400MHz, CDCly) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1), 5.17(d, J=7.0, 1), 6.27(s, 2H), 6.71~7.14(m, 4H).
[1973]

AAE 70 : ((4S,58)-5-(2-om| = d)-2,2-T] o & -1,3-0] & & g-4-Q ) v & A 5} o] E

NH, o/g)/

OSO,NH,
[1974]
[1975] ((4S,55)-5-(2-o}m =5 d)-2,2-t]o &-1,3-T FEH-4-A) W e (A Z| 209)S ((4R,5R)-5-(2-F =223 d)-
2,2-0u€e-1,3-t&ET4-A) e (A3 6) diilel AlSsls RS AYstars AAld 1o 71A19 #pe; A
AH oz U WS gslo], ®A 3MFE(1.1g, 50~80%) = F53F
[1976] 'y NMR(400MHz, CDCls) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.71~7.14(m, 4H).
[1977] 2N d 71 ¢ ((2R,3R)-3-(2-o}m) =8 d )-1,4-T) &AL AV E [4, 4] = d-2-) v el A gh| o] E
NH, o/O
OSO,NH,
[1978]
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[1979]

[1980]

[1981]

[1982]

[1983]

[1984]

[1985]

[1986]
[1987]

[1988]

[1989]

[1990]
[1991]

[1992]

SS50dl 10-1699145

d)-2,2-t)e-1,3-t &% 4 ) eke (A Fe] 6) thalol]l AFE-3 }L ﬁé A ol etar= *‘f\]oﬂ 1ol 712% wpst
Aoz Tos WHS st HA IFE(1.2g, 50~80%)S FE=3H9T).

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.70~7.11(m, 4H).

AR 72 0 ((25,35)-3-(2-0ob =1 d)-1,4-T) AL AT 2[4 4] = d-2-Y) W e A gl o] E

NH, o"

o
> ~0S0O,NH,

((28,38)-3-(2-oFm =3 d)-1,4-T] LA 2T 2[4, 4] = F-2-) W e (A Zo]  211)S  ((4R,5R)-5-(2-F = =5
d)-2,2-tWd-1,3-t & d-4-D)m - (A 2 6) o] ALgsteE AL AQstus AAd 1o 719 v}
AAARoZ Zods WS dsle], ¥A 33E(1.0g, 50~80%)S FE319T).

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 6.27(s, 2H), 6.70~7.11(m, 4H).

AAld 73 0 ((2R,3R)-3-(2-o}r| =3 d )-1,4-UFAI=T 2[4, 5] H1Z-2-¢) W& A djr o] E
NH, o"O
OSO,NH,

((2R,3R)-3-(2-o}u| =dd)-1,4-C] SALAY 2[4 5] d|7-2-) w &S (A 2] 212)& ((4R,5R)-5-(2-F ==Y
9)-2,2-tWe-1,3-t & d-4-d)H ek (A e 6) dialol] AMEstE AE ALstas AAld 19 71AE vk}
AAH o A WS Y5k, EA E(0.6g, 50~80%)S F5IAUTH

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.43(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 6.25(s, 2H), 6.71~7.12(m, 4H).

A 74 0 ((25,39)-3-(2-otH]) =Y )-1,4-T] A AT 2[4 5] H|Z-2-D) W e A g} o] E
NH, o’O
> 0SO,NH,

((25,39)-3-(2-o}r) =3 d)-1,4-t) SA 20 2[4 5] H|7-2-) W ehS- (A o] 213)S  ((4R,5R)-5-(2-F 229
9)-2,2-tHE-1,3-tSET-4-A) e (Ao 6) tiilel] A&t S ALstas Al 1 71AH upe}
AAH o7 FAd3 WS Falo], FA 31eHE(0.6g, 50~80%) S 53T

tlo

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.43(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 6.25(s, 2H), 6.71~7.12(m, 4H).
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[1993]

[1994]
[1995]

[1996]

[1997]

[1998]
[1999]

[2000]

[2001]

[2002]

[2003]

[2004]

[2005]

[2006]
[2007]

S50l 10-1699145

AAd 75 ¢ ((4R,5R)-5-(2-otu] 3| d)-2-5d-1,3-1] &% g-4- ) WD M g}l u o] E
NH, o’ol
OSO,NH,

((4R,5R)-5-(2-otu] =¥ d ) -2-9 d -1, 3-U] & e-4-L ) i &2 (A 24 214)& ((4R,5R)-5-(2-F 22 ¥d)-
2,2-tvEg-1,3-t5&ET-4-d) (A 6) thile] AMEstE AS ALstas AAld 1 7)A€ upek 4
X o7 s WS slo], ®A 3HFE(0.7g, 50~80%)S F53FH.

b NMR(400MHz, DMSO) &§2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 6.27(s, 2H), 6.73~6.74(m, 2H), 7.11~7.13(m, 2H), 7.36~7.38(m, 5H).

AAd 76 ((4S,59)-5-(2-0}u] =3 d) -2~ d-1,3-U] &L e-4- ) WP A g}lu o] E

t,o A

NH, O

OSO,NH;

((4S,58)-5-(2-olr] =¥ d)-2-9d-1,3-H & H—4-) v ek (A % ((4R,5R)-5-(2-ZF==Hd)-
2,2-tWE-1,3-0&&EHT-4-D (A Zd 6) tgle] ALgste RS AQstas Al 1o 71A% vie} A
AAo g U3 WHS Fste], TA 3}E(0.7g, 50~80%)2 S5 Tt.

215)

tlo

o]
3

2}

b NMR(400MHz, DMSO) §2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 6.27(s, 2H), 6.73~6.74(m, 2H), 7.11~7.13(m, 2H), 7.36~7.38(m, 5H).

AAE 77 ¢ ((4R,5R)-5-(2-Uo| EZmd)-2, 2-t] W& -1, 3-T] &% e-4-) W e A gy o] E

NO, OAO/

OSO,NH,

((4R,5R)-5-(2-ho] E 2 d)-2, 2t W -1, 3-0] - 2h-4-9)) s gk & (Al el 46)% ((4R,5R)-5-(2-F 223l d)-
2,2-098-1,3-0) S & A-4- D) WS (A o] 6) thale] AHgSHE A Alstas e 1o 748 vk A
Axow BAT WHE dstel, EA HYE(1.3g, 50-800)S FEHA

>}L ~

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 78 1 ((4S,58)-5-(2-tto| ER Y )-2 2-T W E-1,3-T] L& e-4-) w2 A Tl o] E

NO; QA/

o
>~ “~0S0O,NH,

((45,59)-5-(2-o|ER2HE)-2, 2-tmE-1,3-1 & e-4-A) W EF-& (A 2o 50)& ((4R,5R)-5-(2-F2=29|d)-
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[2008]

[2009]

[2010]
[2011]

[2012]

[2013]

[2014]
[2015]

[2016]

[2017]

[2018]
[2019]

[2020]

SS50dl 10-1699145

2,2-0) W81, 3-0) S &4 RS (A 2a] 6) thalo] AgalE AL Aejatni AAd 1o AR weh A
Axow BAF UG Astol, WAl STE(3.22, 50-806)S S,

[e}
' NMR(400MHz, DMSO) &1.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
A 79 @ ((4R,5R)-5-(2-L}o] EZH Y )-2-1|E-1, 3-1] &L &-4- ) v g A s} w o] E

NO, 04

o)
OSO,NH;

((4R,5R)-5-(2-L}ol E uﬂ )-2-vE-1,3-tEd-4-d)m e (Azd  167)&  ((4R,5R)-5-(2-F=2=ZHYd)-
2,2-tWd-1,3-1 & d-4-A) & (A xzd 6) thalo] ARgeteE A A9stas AAd 10 7149 upel A
AA o7 2o vt g lo], XAl 3FE(1.2g, 50~80%)S FE3T.

=2 m9

I NMR(400MHz, DMSO): &§1.40(d, J=6.8, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(q, J=7.0, 1H), 5.07(q,
J=7.0, M), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Aol 80 1 ((4S,55)-5-(2-vol Exdd)-2-HE-1,3-HEET-4-d) w2 d sl o] E

NOO/(
2E O

OSO,NH,

((4S,58)-5-(2-L}o| E uﬂ )-2-vE-1,3-t & d-4-d) e (A2 169)&  ((4R,5R)-5-(2-F=2=ZHYd)-
2,2-tWd-1,3-1 & d-4-A) & (Azd 6) thalo] ARgeteE A A9stas AAd 10 7149 npel A
Axoz 9T W 3 Fato], A se=(1.1g, 50~-80%) < 533Ut

2 1o

I NMR(400MHz, DMSO): &§1.40(d, J=6.8, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(q, J=7.0, 1H), 5.07(q,
J=7.0, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAld 81 ((4R,5R)-5-(2-Ye|ER 3 d)-2,2-t]E-1,3-1 & & Td-4-L) e A dr o] E

NO, o’g/

0
OSO,NH,

~

(4R,5R)-5-(2-E =2 =

((4R,5R)-5-(2-Hpel Exd)-2, 2-Hol| &1, 3-t & d-4-d) (A =z 17DS
9)-2,2-t]mg-1,3-t] & -4- °‘)uﬂ%% Az 6) tlalel AMgstE A& ALstaris AAld 160 71AE vke}
Ao AT UM Aste], BA FE=(1.4g, 50-800) = TSI

b NMR(400MHz, CDCls) &§0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,

J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2021]

[2022]

[2023]

[2024]

[2025]

[2026]

[2027]

[2028]

[2029]

[2030]
[2031]

[2032]

[2033]

[2034]
[2035]

SS90l 10-1699145

Ao 82 : ((4S,58)-5-(2-L}o|EZHd)-2,2-T]o| €l-1,3-T] & & e-4-A ) W& 5} o] E
NO, g%
S OSO,NH»

((45,58)-5-(2-Jo|E&2HH)-2,2-t] o &-1, —ﬂ%i%—zl—%‘)uﬂ% (Axd  173)&  ((4R,5R)-5-(2-F 2 =29
-2, 2-tue-1,3-t & 4-A) w2 (A2 6) thale] A&l AS ALstas AAld 1o 714" vpe}
AdHo R Fds S dsto], ®Al shHE(1.4g, 50~80%) = F-533tt.

"H NMR(400MHz, CDCls) 60.90(t, J=8.0, 6H), 1.59(q, J=8.0. 4H), 2.0(s, 2H), 3.96~4.21(m, 2H). 4.42(dt,
J=7.02, J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

2o 83 @ ((2R,3R)-3-(2-Uto|ERHY)-1,4-T| A A0 2[4 4] = d-2-A) W e A g o] E

NO, o; |

0
OSO,NH,

((2R,3R)-3-(2-He| EE2HY)-1,4-t] AT 2[4 4] = h-2-) ek (A xd]  175)S  ((4R,5R)-5-(2-Z 2 =7
d)-2,2-vmd-1,3-t&ES-4-d) vl ehS (A x4 6) tiilo] Abgats S Al9fstaie Al 1o 71A¢ Hhet
Ao R A WS Psto], ®A sHFHE(1.6g, 50~80%)S 53}

I NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 84 ¢ ((25,35)-3-(2-Uo|ER Y )-1,4-T) LA AT 2[4, 4] = 1-2-) w D A sh e o] E

NO, O~
2% 0

=

OSO,NH,

((25,39)-3-(2-Uo| E2¥H)-1,4-U SALAY 2[4 4] = -2-) &S (A 2o 177)S  ((4R,5R)-5-(2-F =2 =Y
d)-2,2-tWd-1,3-t & d-4-D)m - (A2 6) o] ALgstE AL AQstus AAd 1o 719 v}
AAH o7 U3 S JPato], FA 3+gE(1.5g, 50~80%)S 53T}

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAd 85 : ((2R,3R)-3-(2-Uo|EZHY)-1,4-U A AT 2 [4,5]8|7H-2-) v D A s} o] E

NO, o; |

o)
OSO,NH,

((2R,3R)-3-(2-to| ERHY)-1,4-t) &AL A~ 2[4, 5] e 7H-2-) W EH-& (A ZFe]  179)S  ((4R,5R)-5-(2-F 2 24
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[2036]

[2037]

[2038]
[2039]

[2040]

[2041]

[2042]
[2043]

[2044]

[2045]

[2046]
[2047]

[2048]

SS90l 10-1699145

d

—

HuE-1,3-t5Ed-4-d) e (Axe 6) thilol AHEsh= AS Alelstars AAld 1o 71214 nps}
=

)-2,2-
Mo ST PHe W], BAl HET(1.0g, 50-800) & FEATH

m>~

I NMR(400MHz, DMSO) §&1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAd 86 ¢ ((25,39)-3-(2-Uo|EZEd)-1,4-T) A A9 2[4, 5] 8] 7H-2-) v D A sh e o] E

NO, o;

o
>~ “OSO,NH,

((25,39)-3-(2-Yo| E2 ¥ H)-1,4-t] SALAT 2[4 5] b 7-2-) e (A 2] 181)S ((4R,5R)-5-(2-F ==Y
d)-2,2-tWd-1,3-t & d-4-D) w2 (A2 6) o] ALgsteE AL AQstus AAd 1o 719 v}
AdA R FAF WS Poto], FA 5H=(0.8g, 50-80%) = 5

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAlel 87 1 ((4R,5R)-5-(2-Hol ERE)-2-9d-1,3-HSEd-4-d) v v o] E

NO, O~

0
OSO,NH,

((4R,5R)-5-(2-Uo|ERdd)-2-d-1,3-t] &L H4-A) et (A Zd  183)S  ((4R,5R)-5-(2-F2=2dd)-
2,2-tWd-1,3-1 & d-4-A) & (Axzd 6) thalo] ARgeteE A A9stas AAd 10 7149 npel A
dror TAd PHE Astel, A 3=(0.9g, 50~80%)& 58U

I NMR(400MHz, DMSO) 62.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 6.73~6.74(m, 2H), 7.11~7.13(m, 2H), 7.36~7.38(m, 5H).

ANl 88 1 ((4S,55)-5-(2-Ho|ERH Y )-2-9d-1,3-t] & T-4-L)w D A vl e o] E

((45,59)-5-(2-Yol EZHd)-2-Hd-1,3-t S ET4-A) v & (A 2o 185)S ((4R,5R)-5-(2-22=2¥H)-2 2~
g e-1,3-t & e-4-A) ek (A 24 6) thale] A& AL Ao Ard 1o 74 nie} A2
o2 Tdst S dgste], xA 3HE(0.7g, 50~80%)S FE5ITH

I NMR(400MHz, DMSO) 62.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H),
5.79(s, 1H), 6.73~6.74(m, 2H), 7.11~7.13(m, 2H), 7.36~7.38(m, 5H).
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[2049]

[2050]

[2051]

[2052]

[2053]

[2054]

[2055]

[2056]

[2057]

[2058]
[2059]

[2060]

SS90l 10-1699145

Al 89 1 ((4R,5R)-5-(2-Yo|ERH Y )-2-24-1,3-t & d-4-A ) W ul o] E

o)
NO, 04;/

OSO,NH,

o dolAElo] E(50mL) ol =<1 ((4R,5R)-5-(2-Ho]EZH|d)-2,2-tHE-1,3-t] & & H-4-A ) v e A vl o] E (A A]
d 77, 5.2g, 16mmol) 8o 3x=2 I2H(24.6mL, 80.0mmol)S ALA H7}stFrk, EIES 5A17F Fot
WHHEGITE, dojzl EFES odolAlHo|ER 3|AMslal, X3 FTEREHS
(MgS0p o= A=A 7|31, oJzste], ¢ stollA 53ttt HEZSto] =2 F2H(35ml) oA wike v A A
B8 Al stErdroe|nthE(CDI, 2.91g, 17.9mmol)o] H7}sgth. EI}ES A7 &5

o =S ]g@ﬂﬂ]Eﬁ-dH}ﬂ,%E-ﬂaﬂﬂ,%#%&@lﬂﬁmﬁmﬁﬁid¢qﬂi,@ﬂé
i, 7k shellA FEsIIh. u A AHES A Ay azeteEadde] & AAS ®A SsHE
(2.6g, 60~80%)= AA3lTt.

OPO

=

2 ox

'H NMR(400MHz, CDCls) 62.0(s, 2H), 4.08~4.33(m, 2H), 4.72(dt, J=7.02, J=3.27. 1H), 5.47(d, J=7.0, 1H),
7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
Al 90 : ((45,55)-5-(2-Yo|ERHY)-2-24-1,3-t & & d-4-A ) w D ul o] E

@]
NO, 94
= 0

OSO,NH,

((45,59)-5-(2-Jo|ERHE)-2,2-tHE-1,3-1) & d-4-) e ofrfo]| E(A A4 78)& ((4R,5R)-5-(2-1} 9]
Ezdd)-2,2-tud-1,3-t]&&e-4-d) v d g o] E(H Ao 77) tlalel] AMEsle AL AQstas AAld
890l 7]AlE wie} AAHow FA WHS Yslof, A FE(0.9g, 50~80%) S FE3FA .

32 o

'H NMR(400MHz, CDCls) 62.0(s. 2H), 4.08~4.33(m, 2H), 4.72(dt, J=7.02, J=3.27. 1H), 5.47(d, J=7.0, 1H),
7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
AAd 91 ((4R,5R)-5-(2-wWE#Hd)-2,2-t)He-1,3-t] &L T-4-A)Hd A jH o] E

CHs OAO/

OSO,NH,

((4R,5R)-5-(2-M e #Hd)-2,2-t)me-1,3-1] & e-4-9 ) v Az (4R,5R)-5-(2-F =& Hd)-2,2-
YuE-1,3-tSEd-4-A)HetS (A2 6) thalo] AFE-3} S AlQlstare Al 19 71" vie} A
o2 FU3 e dgalo, #A 3H3HE(0.8g, 50~80%) = 53T

e
L
-

b NMR(400MHz, CDCls) &1.38(s, 3H), 1.40(s, 3H), 2.24(s, 3H), 4.29(d, J=3.3, 2H), 4.74(dt, J=7.0,

J=3.3, 1H), 5.06(d, J=7.0, 1H), 5.52(s, 2H), 7.13~7.29(m, 4H)
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[2061]

SEE45 10-1699145
Ao 92 1 ((4S,55)-5-(2-Hd#d)-2 2-t]wE-1,3-1]

CHj OA/

2 2
=T =

H-4-9)m g A g o] E

T O
>~ “0SO,NH,
[2062]
[2063] ((45,59)-5-(2-vWe s d)-2,2-t) v &-1,3-0] & T-4-d) &S (A 2] 59)& ((4R,5R)-5-(2-F == d)-2,2-
OuE-1,3-tSE&Ed-4-d) e (A 6) talol AMEstE A AQstas Al 1o 7|AE nkel 244
o2 FAE WS dsto], EA FE(0.8g, 50~80%)S F5HAUTEH
[2064] 'H NMR(400MHz, CDCl,) §1.38(Cs, 3H), 1.40(s, 3H), 2.24(s, 3H), 4.29(d, J=3.3, 2H), 4.74(dt, J=7.0,
J=3.3, 1H), 5.06(d, J=7.0, 1H), 5.52(s, 2H), 7.13~7.29(m, 4H)
[2065] A 93 ((4R,5R)-5-(2-HE o d)-2-H&-1,3-T] & T4-) DT o] E
CHs o/
OSO,NH,
[2066]
[2067]

((4R,5R)-5-(2-vE& ¥ d)-2-w&d-1,3-t]
WE-1,3-t &

12 T

SET-4-A) S (A 2
d-)rebe Az 6) thalel ARgdhs A A9lstas AAel 1o 714 nhep Ao
2 FAY WS Yopol, #A setE(1.4g, 50~80%)S F5ITH

187)=

((4R,5R)-5-(2-F 2 =¥ d)-2,2-¢
[2068]

I NMR(400MHz, CDCls) &1.40(d, J=6.4, 3H), 2.24(s, 3H), 4.27(dt, J=7.0, J=3.3, 1H), 4.70(d, J=3.3,
2H), 5.13(d, J=7.0, 1H), 5.40(q, J=6.4, 1H), 5.52(s, 2H), 7.13~7.29(m, 4H)
[2069]

AAAE 94 ¢ ((4S,58)-5-(2-HEHd)-2-wE-1,3-1]

FIE N

o Z&2k-4-) v el d g o] E
CHs c_)/(
> OSO,NH,

[2070]

[2071] ((45,59)-5-(2-v g d)-2-vE-1,3-T & H-4- ) et (A xd 189)S ((4R,5R)-5-(2-FZ =¥ d)-2,2-1
Hd-1,3-t & d-4-A) e (Axd 6) thilol Algste AL ALstas DA 1o 7]AE vle} Ao
2 eds S Wete], ®A ke (1.2g, 50-800)& FHIIRALE.

[2072]

I NMR(400MHz, CDCls) &1.40(d, J=6.4, 3H), 2.24(s, 3H), 4.27(dt, J=7.0, J=3.3, 1H), 4.70(d, J=3.3,
2H), 5.13(d, J=7.0, 1H), 5.40(q, J=6.4, 1H), 5.52(s, 2H), 7.13~7.29(m, 4H)
[2073]

AAJe] 95 @ ((4R,5R)-5-(2-#E¥|d)-2,2-d-1,3-t] &

Ed-4-d) g Aol E
CHs o’</

o
OSO,NH,
[2074]

[2075]

24

1=

((4R,5R)-5-(2-v € Hd)-2,2-t]ol| &-1,3-1] T-4-A) | ErS (A X 191)S  ((4R,5R)-5-(2-F=Z=HY)-
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[2076]

[2077]

[2078]
[2079]

[2080]

[2081]

[2082]
[2083]

[2084]

[2085]

[2086]
[2087]

[2088]

SS90l 10-1699145

2,2-9me-1,3-v5Ed-4-d)v

AHo UG WHS Aatol,

Az 6) thAlel AHEsh=s As AlQlstars AAld 1o 7]AE vk A
Al 33 (1.3g, 50~80%)S F53FTE.

o

' NMR(400MHz, CDCly) §1.05(t, J=6.8, 3H), 1.15(t, J=6.8, 3H), 1.77~1.85(m, 4H), 2.24(s, 3H), 4.35(d,
J=3.3, 2H), 4.75(dt, J=7.0, J=3.3, 1H), 5.10(d, J=7.0, 1H), 5.52(s, 2H), 7.18~7.30(m, 4H)
AAE 96 ¢ ((4S,55)-5-(2-WEHd)-2 2-t]o| &-1,3-t] &L &-4-A) v A a0 E

CH O'j;’)/
3% o

OSO,NH,

A~

((4S,59)-5-(2-HEdHd)-2,2-t]o|&-1,3-1] & T-4-A) | eh-2 (A Zof]  193)S  ((4R,5R)-5-(2-F == d)-
2,2-0WE-1,3-g&&ET-4-D)e- (A zxd 6) diilol] ALgste RS AQstas Al 1o 7[AE vpe} A

A-og 93 HS PFslo], TA 3E(1.4g, 50~80%)S 533t

vy

3g M

I NMR(400MHz, CDCl;) &1.05(t, J=6.8, 3H), 1.15(t, J=6.8, 3H), 1.77~1.85(m, 4H), 2.24(s, 3H), 4.35(d,
J=3.3, 2H), 4.75(dt, J=7.0, J=3.3, 1H), 5.10(d, J=7.0, 1H), 5.52(s, 2H), 7.18~7.30(m, 4H)

AAle 97 ¢ ((2R,3R)-3-(2-H 23 d)-1,4-tSAET 2[4 4] = d-2-) W2 d g o] E

CH o/‘
Y o

OSO,NH,

((2R,3R)-3-(2-WEHL)-1,4-YZFALAT 2[4, 4] = d-2-) W ebS (A 2o 195)S ((4R,5R)-5-(2-F =2 =¥ )-
2,2-tvE-1,3-t5&ET4-d) (A 6) thile] AMEsE AS AYstas AAld 10 7)A€ upep 4
AH o FUg WHES Fgste], EA IJFE(1.1g, 50~80%)2 533 T).
'H NMR(400MHz, CDCls) 61.60~1.70(m, 4H). 1.74~1.99(m, 4H), 2.24(s, 3H). 4.75(d, J=3.267, 2H), 4.36(dt,
J=7.1, J=3.3, 1H), 5.13(d, J=7.0, 1H), 5.52(s, 2H), 7.13~7.30(m, 4H)

Ao 98 1 ((25,39)-3-(2-HdHd)-1,4-T) A 20 2[4 4] = d-2-d) W e A g o] E

CHs o’

(¢
>~ “0SO,NH,

((25,39)-3-(2-HE A d)-1,4-C) SAL AT 2[4, 4] = H-2-L) W eh& | 197)S ((4R,5R)-5-(2-F == d)-
2,2-0vWE€-1,3-1S&Ed-4- B (A 6) il ALEstE AS ALstas AAld 19 7)A€ vpep 4
AA o7 9% WHS Pstol, FA 3HEE(1.4g, 50~80%)S TS5+t

T

3
N
B

I NMR(400MHz, CDCls) 61.60~1.70(m, 4H), 1.74~1.99(m, 4H), 2.24(s, 3H), 4.75(d, J=3.267, 2H), 4.36(dt,

J=7.1, J=3.3, 1H), 5.13(d, J=7.0, 1H), 5.52(s, 2H), 7.13~7.30(m, 4H)

- 157 -



EE255 10-1699145
[2089] Ao 99 : ((2R,3R)-3-(2-H @ d)-1,4-t)2 A28 2[4, 5] d|ZF-2- ) v & A up o] E
CH,4 0;0
OSO,NH,
[2090]
[2091] ((2R,3R)-3-(2-WEHd)-1,4-TIFA I 2[4, 5] d]F-2-) W e (A Zo]  199)S  ((4R,5R)-5-(2-F22Hd)-
2,2-0vEg-1,3-tSEd-4-d) e (A 6) Al ALE3= AL ALstas AAld 1o 71Ad vpe} 2
AAo g U3 WHS dste], TA 3E(1.0g, 50~80%)S FE5aATH
[2092] " MMR(400MHz, CDCls) &1.40~1.49(m, 2H), 1.53~1.60(m, 4H), 1.61~2.09(m, 4H), 2.24(s, 3H), 4.23(d,
J=3.3, 2H), 4.75(dt, J=7.0, J=3.3, 1H), 5.10(d, J=7.0, 1H), 5.62(s, 2H), 7.13~7.30(m, 4H)
[2093] AAld 100 : ((25,39)-3-(2-wEHE)-1,4-tFALAT 2[4, 5] 6| 2F-2-) v d sl o] E
CHj g’g
>~ “0S0,NH,
[2094]
[2095] ((25,35)-3-(2-"g#d)-1,4-t) 2A AT 2[4, 5] 6| 7F-2-) vl ek (A o] 201)S  ((4R,5R)-5-(2-F2=2#d)-
2,2-0vEg-1,3-t & d-4-A) e (A 6) Al ALE3= AL ALstas AAld 1o 71Ad vpe} 2
AHow Fd3 WS Asle], BA 3FE(1.3g, 50~80%)S 533
[2096]

b NMR(400MHz, CDCl;) &1.40~1.49(m, 2H), 1.53~1.60(m, 4H), 1.61~2.09(m, 4H), 2.24(s, 3H), 4.23(d,

J=3.3, 2H), 4.75(dt, J=7.0, J=3.3, 1H), 5.10(d, J=7.0, 1H), 5.62(s, 2H), 7.13~7.30(m, 4H)
[2097] A A d 101 :

((4R,5R)-5-(2-wW e #d)-2-9d-1,3-t) &L eh-4-Ad ) v e A upr o] E

CH; O]

0
OSO,NH,
[2098]
[2099] ((4R,5R)-5-(2-ME ¥ d)-2-79d-1,3-t & H4-D) e (A Zd 203)S ((4R,5R)-5-(2-F2=¥d)-2,2-t]
Hd-1,3-1&&d-4-A) L (Axd 6) hilol Abgsle AL ALstas DAl 1o 7]1AE vle} AdHo
2 Fd3 S s, TA 8EE(1.1g, 50~80%) S 533t
[2100]

I NMR(400MHz, CDCls) &2.24(s, 3H), 4.35(d, J=3.3, 2H), 4.64(d, J=5.7, 1H), 4.75(dt, J=5.7, J=3.3,

1), 5.59(m, 1H), 5.78(s, 2H), 7.13~7.29(m, 4H), 7.33(ddt, J=7.7, J=7.5, J=1.5, 1H), 7.40~7.75(m, 4H)
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[2101]

[2102]
[2103]

[2104]

[2105]

[2106]
[2107]

[2108]

[2109]

[2110]

[2111]

[2112]

SS90l 10-1699145

A 102 : ((4S,55)-5-(2-WEHd)-2-Hd-1,3-t] & TF-4-A ) v u}v o] E

OSO,NH,

((45,59)-5-(2-vEud)-2-wd-1,3-t & H-4- ) ebS (A x4 205)S ((4R,5R)-5-(2-FZ =¥ d)-2,2-Y
WEl-1,3-t&Ea-4-A) e (A2 6) thalo] AlgstE RS AlQstas Ao 10 7[AE nie} AHHo
2 593 S Pate], FA 3HE(0.6g, 50~80%)S 5T

'H NMR(400MHz, CDCly) §2.24(s, 3H), 4.35(d, J=3.3, 2H), 4.64(d, J=5.7, 1H), 4.75(dt, J=5.7, J=3.3,
1H), 5.59(m, 1H), 5.78(s, 2H), 7.13~7.29(m, 4H), 7.33(ddt, J=7.7, J=7.5, J=1.5, 1H), 7.40~7.75(m, 4H)

AAle] 103 ¢ ((4R,5R)-5-(2-mEotr = d)-2,2-HmE-1,3-t] & e-4-d ) v D v D H v} o] E

“NH o)r/

0
OSO,NHCH;

o F&-(10mL) 3}  ((4R,5R)-5-(2-o}m =g d)-2,2-t) | &-1, 3-t] &L &-4-L ) g A ujuo] E(A A4 63, 0.68g,
2.25mmol) % WIZEZ0}Z(0.27¢, 2.25mmol)o] mul® LMo FEAWI=(E =9 10wth, 0.62mL,
2.25mmol) @ FAFEAVEF(NaBH,, 0.085g, 2.25mmol)S 0ColA M3 HArtelgitt. dojxl E£3ES e
olAHO|ER FAslal, B2 AH3ta, FEabul vl (MgS0,) o2 AFAF] L

sttt mAEA ARES HAYsbd 249 2etEad e o) AHAste] 3A 3FE(0.3g, 30~50%)S A4St
At

'H NMR(400MHz, CDCls) &1.40(s, 6H), 2.62(s, 3H), 2.96(s, 3H), 4.25(dt, J=7.0, J=3.3, 1H), 4.75(d,
J=3.3, 2H), 4.84(d, J=7.0, 1H), 6.99~7.20(m, 4H)

AAlell 104 1 ((4S,58)-5-(2-m & o] s d)-2, 2-H v E-1,3-H & t-4-d) v v D A g o] E

S A/
NH(:)

)

OSO,NHCH,

((4S,58)-5-(2-o}m| =5 d)-2 2-t] W e-1,3-T] && &—4-) WD A T o] E (A A] 4
Hd)-2,2-tE-1,3-t & T-4-d) e AT H o] E(AH Ao 63) thilel] AL&3=
off 71AlH niel AdHoz T S dste], Al sH3HE(0.5g, 50~80%)S T

64)Z ((4R,5R)-5-(2-o}n| =
AL AstnE= A9 103

=5l

mlo

I NMR(400MHz, CDCls;) &1.40(s, 6H), 2.62(s, 3H), 2.96(s, 3H), 4.25(dt, J=7.0, J=3.3, 1H), 4.75(d,
J=3.3, 2H), 4.84(d, J=7.0, 1H), 6.99~7.20(m, 4H)
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[2113]

[2114]

[2115]

[2116]

[2117]

[2118]

[2119]

[2120]

[2121]

[2122]
[2123]

[2124]

[2125]

[2126]
[2127]

SS90l 10-1699145

A 105 ¢ ((4R,5R)-5-¥d-2,2-t] & -1,3-t] & &-4-U) e Ayl v o] E
-

O

((4R,5R)-5-¥d-2,2-t W &-1,3- & H-4- )Wt (A Fd 219)S ((4R,5R)-5-(2-F22¥|d)-2,2-tWE-
1,3-U&Ed-4-A) e (Alxd 6) diilel AlSsle AS AYstas AAld 1o 71A1E nie} AdAo=2 &
A3t WS ko], FA 3E(3.52, 50~80%) S5t

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAld 106 : ((4S,58)-5-#H9-2,2-T)H€-1,3-T] &&ek-4-A)H e A o] E

ot

: 0

©/\V\OSOQNH2

((4S,59)-5-39-2,2-tH&-1,3-t) & S-4-)w e (A x| 222)& ((4R,5R)-5-(2-F2=2Hd)-2,2-tHE-
1,3-USEd-4-A) e (A 6) alo] ALES= RS ALfstars AAld 16 714 vpe} AAHoz &5
A3 WS fyste], FA 3FEE(4.7g, 50~80%) S5,

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A Ao 107 :© ((4R,5R)-5-¥d-2,2-t]o|&-1,3-U] & H-4-d) e A o] E

o)
©/’W\OSOZNH2

((4R,5R)-5-¥d-2,2-t]ol &-1,3-U] & T-4-) e (A o] 224)S ((4R,5R)-5-(2-F 229 d)-2,2-t]vE-
1,3-t&&d-4- DM e (A xd 6) thilol AlgstE AL AQstars AAd 1o 71A4E wvlel HAFo=w F
A WS Poto], FA E(0.8g, 50~80%)S F5aHT

I NMR(400MHz, CDCl;) &0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAlell 108 ¢ ((4S,58)-5-9d-2,2-Hell&-1,3-H & d-4-d) v v o] E

@MosozNHz

((48,59)-5-9d-2,2-t]o &-1,3-0] &&
L3-"s&Ed4-d)vga (A 6) il

10
o)

WekS (A e 226)S ((4R,5R)-5-(2-F22¥|d)-2,2-tWE-
of AlgetE A AlQstars Al 10 74" nie} AAHoR F



[2128]

[2129]

[2130]
[2131]

[2132]

[2133]

[2134]

[2135]

[2136]

[2137]

[2138]
[2139]

[2140]

S=53 10-1699145
A3k WS dPste], FA 3EE(4.3g, 50~80%) 2 53Tt

'H MR(400MHz, CDCly) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
AAle] 109 : ((2R,3R)-3-319-1,4-T ALY 2[4, 4] = -2-d) W A gl o] E

o~
o)
©/,\'/\0302NH2

((2R,3R)-3-3d-1,4-t] A AT 2[4 4] = d-2-A) v &S (A 2o 228)8 ((4R,5R)-5-(2-E=229|d)-2,2-t]
E-1,3-0S &4 et (A 6) il AFEstE AS AQstas AAld 1o 7|AE vpef AdHoz
=3 S gsto], TA 3H3E(0.4g, 50~80%)S FE35ITH

I NMR(400MHz, DMSO) 61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAldl 110+ ((25,39)-3-#Hd-1,4-T] SA AT 2[4, 4] = d-2-d) w A g o] E

3

o

©/\%0502NH2

((25,39)-3-#d-1,4-t KA AT 2[4, 4] = d-2-) wl & (A 2o 230)S  ((4R,5R)-5-(2-EE=¥d)-2,2-T]
9-1,3-t & T-4-) et (A2 6) tiilol] AME3t= AE ALstas AAld 1d] 7]A1E npef AFdHo=
TUS WS b, A FFE(0.2g, 50~80%) S FEIFAT.

210

b NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAle] 111 @ ((2R,3R)-3-319-1,4-t ALY 2[4, 5] €| ZH-2-d) v A sl o] E

o" |
0
O/,\’/\osog\u-i2

((2R,3R)-3-3d-1,4-t] SA A 2[4, 5] W 7H-2-L) vl &S (A 2o 232)8 ((4R,5R)-5-(2-EZ229|d)-2,2-t]
g-1,3-0S434-D)m g2 (A 2 6) thale] AlgssE AL AQstars Al 1o 71AE vle HAzo=m
AT WS Feto], A eE(0.6g, 50~80%) S TS

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2141]

[2142]

[2143]

[2144]

[2145]

[2146]

[2147]

[2148]

[2149]

[2150]

[2151]

[2152]

[2153]

[2154]

[2155]

SS90l 10-1699145

AAld 112 ¢ ((2S,359)-3-99-1,4-T] SA =T 2[4, 5] v 2E-2-L) v A sfv o] E

Q0
o

> 0S0,NH,

%

—~

((25,359)-3-#9d-1,4-t) SAL= 2[4 5] d|ZH-2-L) W -2 (A e 234)S  ((4R,5R)-5-(2-F==2Hd)-2,2-tH
g-1,3-U&Ed-4-d) et (Azd 6) tiile] Algsls AL ALt Al 1o 7AW npsp Mo
TS WS dPsto], ®;Al sH3HE(0.3g, 50~80%) = 53T

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A e 113 : 2-((4S,55)-5-H -2, 2-t] W €-1,3-t] S&H-4-A ) o e A ur o] E
ﬁ{o

(@]
WOS%NHZ

2-((4S,58)-5-"14-2 2-tyue-1,3-t] &L d-4-A) o e (A 2o 241)E ((4R,5R)-5-(2-F 2 2¥|d)-2,2-t
El-1,3-0SET-4-A) et (A Fd 6) Al AFEEE AL ALstue AAd 1o 7[R Biel AAH o7
FAde IHS ste], XA 35HE(4.2g, 50~80%)S F53HSIH.

~~

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 114 : 2-((4R,5R)-5-H -2, 2-t]u€l-1,3-t] & H-4-A) o e ur o] E

OSO,NH,

.1\0{
.‘\O

2-((4R,5R)-5-w&-2 2-T)vel-1,3-t] & Th-4-A) A e (A 2o 244)8 ((4R,5R)-5-(2-FZ229|d)-2,2-t]|
E-1,3-gSEe-4-A) et (A zxd 6) Al AFRSE AL ALt A 1o 7|AE BRe} AAF o7

TS WS Psto], wA 8HHE(4.2g, 50~80%) S 55T

I NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A 115 : 2-((4S,55)-5-# -2, 2-t]o| &l-1,3-t]S&-4-A ) o A u} o] E

Jo
©/\‘)V\OS°2NHQ

2-((4S8,58)-5-¥14d-2 2-t]ol| &-1,3-1] & &
E-1,3-gSET-4-d) eSS (A x4 6) tial

2 4R ,5R)-5-(2-F 2 2 ¥ d)-2,2-t]H]
off AbgstE AS AQstae AAld 1o 7IAE viel AEdHo=

w
"
e
s
U
o
2
BN
2
[\
B~
-
tlo



[2156]

[2157]

[2158]

[2159]

[2160]

[2161]

[2162]

[2163]

[2164]

[2165]

[2166]

[2167]

[2168]

S=50dl 10-1699145
A S Foko], A 3eE(0.3g, 50-80%) = TSI

i NMR(400MHz, CDCls) &§0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Al 116 : 2-((4R,5R)-5-¥l1&-2,2-t]o| €-1,3-T] & e-4-d ) H A vl v| o] E

A

O
a\

;

OSO,NH,

2-((4R,5R)-5-W1&-2 2-t]o&-1,3-t] & TH4-) A B (A Fo] 250)= ((4R,5R)-5-(2-F=Z=2Hd)-2,2-t]
€-1,3-UEd-4-A) e (A2 6) il ALE3ts AL AlQstas Ao 10 7|AE ule} 2@ Hoz
FAde HS dste, XA 33HE(0.52, 50~80%)S 53T

'H MVR(400MHz, CDCly) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AA e 117 © 2-((2S,35)-3-HMZA-1,4-T] ALY 2[4 4] = -2-A) o D A g o] E

; (@]
(@]
©/W0302NH2

2-((25,38)-3-W1d-1,4-t AT 2[4, 4] = b-2-) o &h-& (A Zd] 252)S  ((4R,5R)-5-(2-F=Z=Hd)-2,2-1]
WEl-1,3-t&Ea-4-A) e (A2 6) thrlo] AlgstE RS AlQstas Ao 10 7[AE nie} AHHo
2 593 WS Pate], FA 3HE(0.5g, 50~80%)S 5T

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAlell 118 ¢ 2-((2R,3R)-3-Wl & -1,4-T) SAA ) 2[4, 4] 2 d-2-< ) o D v o] E

%,

=

@NosozNHg

2-((2R,3R)-5-W1d-1,4-tJSALAT 2[4 4] = d-2-Y) o &h-& (A Zd]  254)S  ((4R,5R)-5-(2-F=Z=Hd)-2,2-1]
We-1,3-t&Ee-4-Ad) ek (A2 6) thale] A&t RS AQstars AAd 1o 74 e} AAF o
2 593 WS Pate], FA 3HE(0.6g, 50~80%)S FE5ATH.

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2169]

[2170]

[2171]

[2172]

[2173]

[2174]

[2175]

[2176]

[2177]

[2178]

[2179]

[2180]

[2181]

[2182]

[2183]

SS90l 10-1699145

AAld 1190 2-((25,39)-3-M2 -1, 4-0 A 2T 2[4, 5] €| ZH-2- ) of| & A T} | o] E

o O
G/WOS%NHQ

2-((25,39)-3-112-1,4-t] A AT 2[4, 5] d|ZF-2-A) o &F (A o] 256)&  ((4R,5R)-5-(2-F 2= d)-2,2-1]
HE-1,3-g&&ed-4-d) g (A2 6) talel ALEst= AS AQsias AAld 19 71AE vpe} Adxo
2 Fde AHe dgste, ®A 3HHE(0.5g, 50~80%) S 4-531S

~

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Al 120 : 2-((2R,3R)-3-HZF-1,4-t] At Au] 2[4, 5] d|2F-2-A ) o D A w} | o] E

-

Q =

©/‘/\/\0502NH2

2-((2R,3R)-3-14-1,4-t) A 3 2 [4,5] | 2h-2-9D) o e & (A el 258) & ((4R,5R)-5-(2-F 223 d)-2,2-1]
ME-1,3-08 % d-4- D) MaS (A2 6) halel Agsts Ae Asdsas el 1] A4 uhst Ao
2 U PAS Psol, HA SATE.2e, 50-800) & S5,

2}

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 121 ¢ ((4S,59)-5-w14-2 2-T)H| -1, 3-1] &L &-4- ) v g A v} w o] E
ﬁ(O

@/&)\/OSOENHQ

((4S,59)-5-#1d-2, 2-tjHg-1,3-t) & d-4-)w e (A 2o 262)S ((4R,5R)-5-(2-F2=2Hd)-2,2-tHE-
1,3-USEd-4-A) e (A 6) halo] ALES= RS ALstars AAld 16 71Ad vie} AAHo=z &5
A3 WS ste], FA 3FEE(1.5g, 50~80%)S S5 Tt.

' NMR(400MHz, DMSO) §1.27(s. 6H). 1.40(s, 3H), 2.0(s, 2H). 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
AAld 122+ ((4R,5R)-5-#14d-2 2-T)H El-1,3-T] &&ek-4-A) H e A oo E

o

=

[::]//\é/f\V,OSCbNHE

((4R,5R)-5-#14-2 2-t]wd-1,3-t]| §&&-4-)m-& (A xo] 27DE ((4R,5R)-5-(2-S 2 =3|d)-2,2-t] &~
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[2184]

[2185]

[2186]

[2187]

[2188]

[2189]

[2190]

[2191]

[2192]

[2193]

[2194]
[2195]

[2196]

S=53 10-1699145
1,3-USEd-4-A) e (A 6) halo] ALES= RS ALstars AAld 16 7|4 vie} AAHo=z &5
435k WS ssto], TA 3HEE(2.0g, 50~80%)S FE531Th.
" NMR(400MHz, DMSO) §1.27(s. 6H). 1.40(s, 3H), 2.0(s, 2H). 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AN 123 ((4S,59)-5-dl A -2 2-Tt]o|&-1,3-t] &&e-4-A ) v A a0 E

\)O
©/8)VOSOZNH2

((48,58)-5-#18-2, 2-C] ol &-1,3-1] S & @—4-o) MRk (A el 264) ((4R,5R)-5-(2-F 22 d)-2,2-t] W g
13- 8% @-4-) e (e 6) Aol Agshe Ae Asdstns dAdl 1 1A vst AdHow
A RS Bsol, FA SATE©0.3g, 50-800) & S5,

1H NMR(400MHz, CDCl3) &0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 124 : ((4R,5R)-5-¥lld-2 2-t]o|€-1,3-t]&E&H-4-d) e Ao E

=

al

@_AQ/\/OSOENHZ

((4R,5R)-5-MA-2,2-t] ol &-1,3-T] & & -4~ ) W &+ & (A
13-t &Ed-4-) e (Al 6) ol A&sh= A
g WS Aste], #A 3= (0.5g, 50-80%) & 53t

BN

d 273)% ((4R,5R)-5-(2-F=2Hd)-2,2-t]He-
AQstar= AAld 1o 71AE vie} AHdHo= 5

o

52
ne

b NMR(400MHz, CDCls) &§0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 125 0 ((2S,35)-3-W12-1,4-t] ALY 2[4, 4] = -2-d) W A gl o] E

o @]
@/ﬂ)\JOSOHNHZ

((25,39)-3-w1A-1,4-U) GA 0] 2[4, 4] = h-2-2) v g8 (
8-1,3-0 & e4-) M e&(Alxd 6) thaldl A}ﬁ—a—}—t—
LT WS dato], ®A (0.6, 50~80%)S F5

A Zod 266)S ((4R,BR)-5-(2-F 227 d)-2,2-t]v|
AL AQstas AAld 1o 71A18 ule} AdH o=
=

b NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2197]

[2198]

[2199]

[2200]

[2201]

[2202]

[2203]

[2204]

[2205]

[2206]
[2207]

[2208]

[2209]

[2210]
[2211]

S=50ol 10-1699145

Ao 126 : ((2R,3R)-3-W1&-1, 4-t] ALY 2[4, 4] = -2-d) W A up o] E

2,

g/g/‘\,oso?_wz

((2R,3R)-3-W12-1,4-t At AT 2[4 4] = -2-A) W e (A 2o 275)& ((4R,5R)-5-(2-F 2 2¥|d)-2,2-11
El-1,3-gSET-4-A) et (A Fd 6) Aol AFEE AL ALstue A 1o 7R BRel AAH o7

=
L WS Aoto], A 3E(0.9g, 50-80%) = TS

BN

b NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 1270 ((2S,39)-3-M14A-1,4-T SAL2 T 2[4, 5] | 7H-2-) W@ T o] E

':‘ (@)
@r/\(a‘)\/OSOQNHQ

((25,39)-3-w12-1,4-t] &AL 2[4, 5] 6| ZH-2-L) vl eH-2- (Al 2o 268)8 ((4R,5R)-5-(2-F 2 2¥|d)-2,2-t
2-1,3-UE&AA4-d) v et (Axd 6) talel ALgstE RS AQstas Al 1o 7AE vief HAHo=
TS WS dsto], ®mAl SHHE(0.7g, 50~80%) S G533

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 128 © ((2R,3R)-3-W1&-1,4-T] SA} 2T 2 [4,5]d|7H-2-U) W& sl o] E

<

=

=

((2R,3R)-3-Wl&-1,4-t] SAL AT 2[4, 5] W 7H-2-A) Wl &S (A 2o 277)8 ((4R,5R)-5-(2-E=229|d)-2,2-t]
E-1,3-gSEe-4-A) et (A zd 6) Al AFRSE AL ALt A 1o 7|AE BRe} AAF o7

AT WS Fotol, HA shh=(1.2g, 50~80%)& TSI

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 129 ¢ 2-((4R,5R)-5-Hd-2,2-t]H|&€l-1,3-T] 2 & -4- ) D A g} o] E

ot

0
(j/‘\y/-\,osozr\n-z2

2-((4R,5R)-5-#d-2,2-t) v &l-1,3-t] & h-4-A ) B (A 2] 285)S ((4R,5R)-5-(2-FZ2=29|d)-2,2-t]|
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[2212]

[2213]

[2214]

[2215]

[2216]

[2217]

[2218]
[2219]

[2220]

[2221]

[2222]
[2223]

[2224]

SS50dl 10-1699145

g-1,3-vEEd-4-d)meE (A xd 6) tiilol ARgsh= S AlQdstars AAld 1o 74| nkeh AEA o
L WS doto], A = (1.2g, 50-80%) = TSI

I NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A Ao 130 : 2-((4S,559)-5-9d-2,2-t]W€-1 3-t] §&H-4- ) o e d T o] E
cg)or
©A_:/\,0302NH2

2-((45,58)-5-#d-2,2-t] | &-1,3-U] & T-4-) o &h-& (A o] 289)S ((4R,5R)-5-(2-FZ=Hd)-2,2-t|
g-1,3-T] & d-4-d) H ek (A xd 6) tialel] AlRslE AL AlLstans Al 1o 71E upep AdHow
TUS WS Aysted, A FFE(0.3g, 50~80%) S FE3FAT.

tlo

2}

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 131 : 2-((4R,5R)-5-¥d-2,2-t]o| &-1,3-t] & e-4-A ) o D A ur o] E

@AV\,OSOQNHz

2-((4R,5R)-5-9d-2,2-t]o &-1, 3-T] & Td-4-L) o &2 (A Fo] 291)= ((4R,5R)-5-(2-F==2Hd)-2,2-t]v
E-1,3-tSEd4-A) eSS (A Zd 6) Al ALgsts AS AQstus A 10 7]A4F ule} AdHo g
A3 WS slo], ®Al 3HEHE(0.7g, 50~80%) S 53T

'H NMR(400MHz, CDCly) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAlel 132 1 2-((45,55)-5-9d-2,2-t o & -1,3-T & T-4-d) o A g o] E

OSO,NH,

%ggi(\

2-((45,58)-5-#d-2,2-t]o &-1,3-t] & TH4-) A e (A Fo] 297)S ((4R,5R)-5-(2-F=Z=2Hd)-2,2-t]
g-1,3-g&ET-4-d) et (A xd 6) il AMEste AE AQstas Al 1o 7|AE vpef AddHoR
TS WS dPste], ®Al sH3HE(0.6g, 50~80%) = G533

b NMR(400MHz, CDCls) &§0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,

J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2225]

[2226]

[2227]

[2228]

[2229]

[2230]

[2231]

[2232]

[2233]

[2234]

[2235]

[2236]

[2237]

[2238]
[2239]

SS90l 10-1699145

Al 133 ¢ 2-((2R,3R)-3-Hd-1,4-H AL AT 2[4 4] = F-2-L) o D A v} H o] E

9 O
@/X\WosozNHz

2-((2R,3R)-3-¥9d-1,4-0) A A0 2[4, 4] . b-2-2 ) ol &b (A o]l 293)S  ((4R,5R)-5-(2-F22¥d)-2,2-1]
HE-1,3-tS&Ed-4-D) M (Axe 6) thilell AHgshs 2 AlSlstas Aale 1ol 7jAE whep Ao
2 5 WS skl EA ShE(0.52, 50~80%) TS5

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 134 1 2-((2S,39)-3-9d-1,4-T| SAF 2T 2[4, 4] = d-2-d ) A g o] E

2-((25,35)-3-3ld-1,4-T) A2 2[4 4] ed-2-d) ml b2 (Al el 299)5  ((4R,5R)-5-(2-2 2 =3d)-2,2-H
-1, 3-H & EdA-d) a2 (A3 6) Bl ARgsHs AS Alelstas A 19 7R whep AEH o
2 oA WS dsted, FA 3%E(0.5g, 50~80%) & TSI

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 135 :© 2-((2R,3R)-3-Fd-1,4-5] A} 25 2 [4,5] 6| 7H-2-2) | D A s} v o] E

T @]
©/k’/\/0802NH2

2-((2R,3R)-3-Hd-1,4-T] LA} 23 2[4, 5] 8| 7F-2-L) o BF& (A 2o 295)S ((4R,5R)-5-(2-F 227 d)-2,2-1]
He-1,3-t]&&e-4-d) et (A2 6) el ALgste RS AQstaas Al 1o 7[AE wvle} Ao
2 Y WHE sk, EA s3E(0.6g, 50~80%)S 53kl

2}

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A 136 1 2-((25,39)-3-3d-1,4-t] AL AT 2[4, 5] | 7H-2-L) o D A v} o] E

0

(j/\;o/\/osoﬁhm;2

2-((2S,39)-3-9d-1,4-t) LA ~T) 2[4, 5] d| 7H-2- ) o EF&- (A 24 301)S ((4R,5R)-5-(2-F =229 d)-2,2-1]
WEl-1,3-tSEd-4-A) e (A2 6) thalo] Al 6}L AL ALetaE Arel 1o 7[AH e} AAH o

e
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[2240]

[2241]

[2242]

[2243]

[2244]

[2245]

[2246]

[2247]

[2248]

[2249]

[2250]
[2251]

[2252]

S=53 10-1699145
2 Y RS dste], EA 3E(0.7g, 50~80%)S 53kl

i NMR(400MHz, DMSO) §&1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 137 : 2-((4S,58)-5-(2-F =2 2 )-2 2-THE-1 3-T] & & -4-d) o & A g o] E
cl ﬁ{o

(@]
@WOS%NHQ

2-((45,59)-5-(2-F==2d4)-2, 2-tJyd-1,3-t]= %%—4—%)011%30115011 308)S  ((4R,5R)-5-(2-F ==
d)-2,2-tvE-1,3-t5&e-4-) o &2 (A = AL AQstas AAld 19 71A"E ake}

] B
AR oR SAR YU Astol, BA HFE

(2.

N)
3
%

ol
?
[0)¢]
(]
=
N~—
o
-
.|

ol
ol
38
o)

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A Ao 138 : 2-((4R,5R)-5-(2-F 22 d)-2,2-t]We-1,3-t] & & e-4- ) o u}v| o] E

Cl ﬁ{O

0 =
< OSO,NH,

2-((4R,5R)-5-(2-EF=2 =2 d4)-2,2-t] v &l - Z* S ((4R,5R)-5-(2-E ==
g)-2,2-tjwg-1,3-t] & T-4- %‘)uﬂ%% Z e RS AYstars AAld 190 714" bk}
AR o 7 FUA3 WS dslo], #A sHHE(2.4g, 50~80%) S 53Tt

I
o
do
b
e
o
1o,
s

oo
il
5

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A Ao 139 : 2-((4S,58)-5-(2-F =22 )-2 2-T]o| &l-1 3-T] L & eh-4- ) o A B} o] E

N

o)
OSO,NH,

2-((45,59)-5-(2-F 22 d)-2,2-t]d gd-1,3-t] & T-4-A) ol &S (Axd  314)S  ((4R,5R)-5-(2-E &2 =23
@)-2,2-tvE-1,3-tSET-4-d) S (Ao 6) tiale] ALEst= S ALstas AAld 19 71AE upe}
AAARoR Fd WS dgstod, A 35=(0.7g, 50~80%)S FE3FATt.

I NMR(400MHz, CDCl;) &0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,

J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2253]

[2254]

[2255]

[2256]

[2257]

[2258]

[2259]

[2260]

[2261]

[2262]

[2263]

[2264]

[2265]

[2266]
[2267]

SS90l 10-1699145

AAd 140 : 2-((4R,5R)-5-(2-F= =Wl & )-2,2-t]oE-1,3-T] &% e-4-d ) o A T o] E

gC

Cl

Q =
(j/V\/\OSOzNH2

2-((4R,5R)-5-(2-F 22w A )-2 2-t]o&-1,3-t] & e-4-A) &L (A Fe]  317)S  ((4R,5R)-5-(2-F 2 =4
-2, 2-tue-1,3-t & dA4-d) ek (A2 6) thalo] AFE3ts AS ALstas AAd 19 714" nvle}
AAARoR Fde WS dgstod, A 35=(0.5g, 50~80%)S T3,

A

I NMR(400MHz, CDCl;) &0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 141 : 2-((2S,39)-3-(2-ZZ 2 M A )-1,4-T] A} 20 2[4, 4] = d-2- ) o D A s o] E

Cl 1 Q
(0]
@M/\Osozwm

2-((25,39)-3-(2-F 22w A )-1,4-t) &AL A9 2[4, 4] = F-2-D) o -2 (A Z o] 319)S  ((4R,5R)-5-(2-F 2 24
@)-2,2-tve-1,3-tSET-4-d) S (Ao 6) tiale] ALEsts S ALstas Al 190 71AE upe}
AAR o7 £J3F HOLHJ < g o}-O% u_zﬂ :Qj,al—‘j(o 5g, 50~ 80%)-& 4\__‘;'5}21;}'

_Q
E’_
L
i

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 142 : 2-((2R,3R)-3-(2-ZZ 2 A)-1,4-T] A} 20 2[4, 4] = d-2- ) o D A s o] E

el " 0
Q=
©/\/\AOS%NH2

2-((2R,3R)-3-(2-F 22 d)-1,4-t| A AT E 4, 4] = F-2-) o ek (A Z o] 321) S ((4R,5R)-5-(2-E &2 =273
9)-2,2-tWe-1,3-t & d-4-d)H ek (A e 6) dialol] AFEstE AE ALstas AAle 19 71AE vk}
AEHOR T WUS Psbo], wA 39=(0.6g, 50-80%)& TS

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AA e 143: 2-((2S,38)-3-(2-F2 2 A )-1,4-t) LA 2T 2 [4,5] 4| 7H-2-) o & A 1} | o] E

Ci l:'O

o)
OSO,NH,

2-((2S,39)-3-(2-F 22w A )-1,4-t)2A} A0 2[4 5] 7-2-L) o &F-2 (A =4 323)  ((4R,5R)-5-(2-F 2= 5
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[2268]

[2269]

[2270]

[2271]

[2272]

[2273]

[2274]

[2275]

[2276]

[2277]

[2278]
[2279]

[2280]

SS50dl 10-1699145

d)-2,2-HrE-1,3-"EEd-4-D) S (A xe 6) thilel ARgehs Ae Alelstars A 1o 7)A€ Hhet
AAA o R FA WS Aste], FA 3}3HE(0.3g, 50~80%)S TSI

I NMR(400MHz, DMSO) §&1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 144 : 2-((2R,3R)-3-(2-F = =Wl d)-1,4-U) A =9 2[4, 5] 6] 7-2-) | D A 5w o] E

cl f 0
Q =
@N/\/\OS%NHZ

2-((2R,3R)-3-(2-F 22 A)-1,4-t &AL 2=F 2[4, 5]t gH-2-A ) & & (A =] 325)& ((4R,5R)-5-(2-2 229
9)-2,2-tvE-1,3-tSET-4-A) e (A 6) tiile] A&t S ALstas Al 1 71AH upe}
AdAoR AT WS Fste], A 3= (0.6g, 50~80%)& 53U

I NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAld 145 © ((48,58)-5-(2-F =22 A)-2 2-t v E-1,3-0] &&-4-) WD M glu o] E
cl ﬁ(o

@NO)\,OSOENH2

((45,59)-5-(2-F=2=293)-2 2-tvE-1,3-1Ea-4-A)m e (A 2o 329)% ((4R,5R)-5-(2-F=Z=2H|d)-
2,2-0WE-1,3-t & d-4- M EE (A xd 6) thilo] ALgsts AL AQstars A 1o 71AE vieh A
dror $Ad PHE Asto], Al 3= (0.4g, 50~80%)& 5T

I NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A e 146 1 ((4R,5R)-5-(2-F2=dA)-2 2-t] v E-1,3-t] & d-4-A) W g ATt o] E
Cl \J(o

©/QW"VOSOENH2

((4R,5R)-5-(2-F 22w d)-2 2-tIHe-1,3-t] &L &-4-A) Wt (A ZFo 338)S ((4R,5R)-5-(2-F=2=2¥d)-
2,2-tvE-1,3-t & d-4-d) e (A2 6) il ALE3= AL ALstus AAld 10 7]AE vl 2
Aoz Fds HHS B, FA IJFE(1.4g, 50~80%)S FE53+3Tt.

I NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2281]

[2282]
[2283]

[2284]

[2285]

[2286]

[2287]

[2288]

[2289]

[2290]
[2291]

[2292]

[2293]

[2294]

SS90l 10-1699145

A Ao 147 : ((4S,58)-5-(2-F 222 )-2,2-t] &-1,3-t] & &-4- )W & A s} o] E

"

3 OSO,NH,

((48,59)-5-(2-F=2=2W3)-2,2-tdg-1,3-1&Ea-4-A)w e (A 2o 331)S ((4R,5R)-5-(2-F=Z=2Hd)-
2,2-0WE-1,3-t & d-4- M-S (A xd 6) thAlo] ALgsteE AL AQstars A 1o 71AE vkeh A
dHow FAdT U P, wA 3= (0.2¢, 50-80%) F5FSH

'H MVR(400MHz, CDCly) §0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 148 : ((4R,5R)-5-(2-ZF2 2w )-2, 2-t]o&-1,3-U] 2 & &-4-U )W & A vl v o] E

cl \2
@NNOSOENHQ

((4R,5R)-5-(2-F = =W d)-2,2-tdd-1,3-T] & T-4-A) e (A Zd 340)S ((4R,5R)-5-(2-FR=EHd)-
2,2-gE-1,3-4g&&d-4- e (A Zd 6) tle] ALgste RS AQstars Al 1o 714 e} A

AHow AT S datol, EA SFE(0.3g, 50~80%)S F53EAUTE

o

i\

I NMR(400MHz, CDCls) 60.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

A 149 ¢ ((25,39)-3-(2-Z 22 A)-1 4-T]ALAT 2[4, 4] = d-2-d) d| D A g o] E

Cl ; 0
@/“OA/OSOQNHQ

((28,35)-3-(2-F22WA)-1,4-USA 20 2[4, 4] = d-2-) w ek & (A 2] 333)S  ((4R,5R)-5-(2-F ==
9)-2,2-tue-1,3-t & dA4-d) kS (A 2z 6) thalol] AFE3te AS ALstas AAd 19 71AE nvle}
AAR o7 FU3 PSS dste], A 3FE(0.3g, 50~80%) S FE53A .

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 150 ¢ ((2R,3R)-3-(2-Z 22 A)-1 4-T]2AtAT 2[4, 4] = d-2-d) d| & A g} o] E

cl F:
0%
©/\:_/\/0302NH2
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[2295]

[2296]

[2297]

[2298]
[2299]

[2300]

[2301]

[2302]
[2303]

[2304]

[2305]

[2306]
[2307]

[2308]

SS90l 10-1699145

((2R,3R)-3-(2-F 22w A )-1,4-USAI2T 2[4, 4] = -2-) v ek (A 2o 342)S  ((4R,5R)-5-(2-2 229
9)-2,2-tue-1,3-t & dA4-Ad) ek (A2 6) thalol] AFE3te AS ALstas AAd 19 714" nle}
AAARoR Zods WS dsle], A 33E(0.3g, 50~80%)S FE3T).

I NMR(400MHz, DMSO) &1.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAd 1510 ((25,35)-3-(2-ZF 22 d)-1,4-T)2ALA0 2[4, 5] H17H-2-Y) d e A ghd o] E

((25,39)-3-(2-F22Wd)-1,4-t) A A0 2[4, 5] H7F-2-d) W et (A % 335)S  ((4R,5R)-5-(2-F ==
9)-2,2-tvE-1,3-tSET-4-A) S (A 6) tiile] A&t S ALstas Al 19 71AE upe}
AAHo g Fd3t WS dste], FA 3H3E(0.4g, 50-80%)S 53t .

b NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAle] 152 @ ((2R,3R)-3-(2-F&2=2W4)-1,4-t] AL A0 2[4, 5] 2H-2-L) e A aj o] E

Cl ; 0
@/\O:/\/OSOQNHQ

((2R,3R)-3-(2-Z 22w A )-1,4-T) A AT 2[4, 5] U] 7-2- ) w| EF-L- (A o] 344)S  ((4R,5R)-5-(2-F = =7
-2, 2-tue-1,3-tEEdA4-d) et (A2 6) thalol] AFE3te AS ALstas AAd 19 71AE nle}
AR o7 FUI PSS dsto], A 3FE(0.4g, 50~80%) FE53F .

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 153 1 2-((4R,5R)-5-(2-E 2= 3'd)-2,2-tmE-1,3-t] S&ET-4-A ) D v} o] E

2-((4R,5R)-5-(2-F =2 &2¥d)-2,2-t)ug-1,3-t] & T4-A) ol &S (Axd  352)S  ((4R,5R)-5-(2-E &2 =273
@)-2,2-tve-1,3-t&ET-4-d) WS (A 2= 6) EHAJoﬂ AREEE AE AlYstaes Al 19 Z1AE vk}
AEHOR T YRS Psbo], FA 39=(0.3g, 50-80%)& TS

I NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2309]

[2310]

[2311]

[2312]

[2313]

[2314]

[2315]

[2316]

[2317]

[2318]
[2319]

[2320]

[2321]

[2322]
[2323]

SS90l 10-1699145

AAE 154 ¢ 2-((4S,58)-5-(2-F =22 3d)-2,2-t] v Ed-1,3-T] &% e-4-d) o A T o] E

2-((45,58)-5-(2-F2 239 d)-2,2-tHE-1,3-t) & T-4-d) o & (A | 356)
g)-2 2-tme-1,3-t] L& e-4-A)m et (A 6) Al
AAdARow U3 WS ste], A 3FE(0.2g, 50~80%) S T3,

((4R,5R)-5-(2-S =27
lel 1o Z17= viet

>~
>
oo
_OL
fr
Y
tlo
2
to
Q‘L
ko
rlr
it

M

b NMR(400MHz, DMSO) 61.27(s, 6H), 1.40(s, 3H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02,
J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAd 155 : 2-((4R,5R)-5-(2-F == 3d)-2,2-t] o Ed-1,3-T] &% e-4-d ) o A T o] E

2-((4R,5R)-5-(2-F =2 &2¥d)-2,2-t]d"d-1,3-t & T4-A) ol &S (A xd  358)S ((4R,5R)-5-(2-E =2 =23
@)-2 2-tHE-1,3-t&ET-4-) e (A 2o 6) diAle AbgstE RS ALstas AAld 19 7]AE uke}

AdAoR FUF WS Psted, mA 3FE(0.5g, 50~80%) & F5A

I NMR(400MHz, CDCl;) &0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Aol 156 1 2-((4S5,59)-5-(2-2 2 23d)-2,2-Hol &-1,3-t & d-4-A ) o D vprf o] E

cl Q’g/
i:’j/\"/\/OSOQNHQ

2-((4S8,59)-5-(2-ZF 227 d)-2,2-td&-1,3-1) & T-4-L) o er-& (A 2] 364)& ((4R,5R)-5-(2-FE =27
9)-2,2-tvE-1,3-tSES-4-D) e (A 6) tiilel] A&t S ALstae AAld 14 71AE upe}

=z o
AAHor AT WHS Aste], FA sheh=(0.5g, 50~80%) = 53Tt

b NMR(400MHz, CDCls) &§0.90(t, J=8.0, 6H), 1.59(q, J=8.0, 4H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAe 157 @ 2-((2R,3R)-3-(2-F22Hd)-1,4-T| AL AT 2[4 4] = d-2-U) o & A Il w| o] E

2-((2R,3R)-3-(2-F22Hd)-1,4-t|ZA AT E[4 4] = F-2-L) o ek (A Z o] 360)S ((4R,5R)-5-(2-E &2 =3
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[2324]

[2325]

[2326]

[2327]

[2328]

[2329]

[2330]
[2331]

[2332]

[2333]

[2334]
[2335]

[2336]

=50] 10-1699145

mn

d

—

HuE-1,3-t5Ed-4-d) e (Axe 6) thilol AHEsh= AS Alelstars AAld 1o 71214 nps}
=

)-2,2-
Mo FAT PHe Bstel, BA HUL(0.4g, 50-800) & FEHATH

m>~

I NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 158 @ 2-((25,39)-3-(2-F22Hd)-1,4-T| AL AT 2[4, 4] = d-2-A) | & A Il w| o] E

e

o OSO,NH;

2-((2R,3R)-3-(2-F22Hd)-1,4-T) A AT 2[4, 4] = F-2-A) B (A 2ol 366)S  ((4R,5R)-5-(2-SF 2 27
9)-2,2-tvE-1,3-tSES-4-A) S (Ao 6) tiile] A&t S ALstas Al 1 71AH upe}

€l
= A
AAgoR FAF P Wskol, EA 0.3z, 50-806)& FE3AH

I NMR(400MHz, DMSO) &61.46~1.56(m, 6H), 1.65~1.90(m, 2H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt,
J=7.02, J=3.27, 1H), 5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

Ao 159 @ 2-((2R,3R)-3-(2-F22Hd)-1,4-T| AL AT 2 [4,5]d7H-2-Y) o & A Il w| o] E

2-((2R,3R)-3-(2-F 2299 )-1,4-t] SA AT 2[4, 5] d|ZF-2-A) AN - (A 2] 362)S ((4R,5R)-5-(2-2 229
d)-2, 2—E1uﬂ'a—1 U&ETdA4-DHEE (A 6) o AFEsE AS AQstas AAld 10 71A1E uke}
ARAoR FAdF YRS sk, EA 33HE(0.3g, 50-80%)& 53}

I NMR(400MHz, DMSO) 61.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).

AAE 160 : 2-((25,39)-3-(2-Z =22 79)-1,4-U A 29 2 [4,5] 8| 7H-2-) | D A i} o] E

a o7l
Ej/:\r/\,osozwm2

2-((25,39)-3-(2-Fz2Hd)-1,4-t) A 2T 2 [4,5] 0| 7F-2-L) o B (A 2ol 368)S  ((4R,5R)-5-(2-EF 2 27
9)-2,2-tHE-1,3-tSES-4-A) e (A 6) tiile] A&t S ALstae Al 1 71AE upe}
AdHo R Fds S dsto], ®Al sHHE(0.4g, 50~80%) = G533,

I NMR(400MHz, DMSO) &1.33~1.72(m, 10H), 2.0(s, 2H), 3.96~4.21(m, 2H), 4.42(dt, J=7.02, J=3.27, 1H),
5.17(d, J=7.0, 1H), 7.62~7.64(m, 2H), 7.77~7.90(m, 2H).
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[2337]

[2338]
[2339]

[2340]

[2341]

[2342]

[2343]

[2344]

[2345]

[2346]

[2347]

[2348]

S50l 10-1699145

AAld 161 : ((4R,58)-5-(2-F 225 d)-2,2-t]we-1,3-1 & & H-4-A) v e vy o] E

((4R,59)-5-(2-F = =¥ d)-2,2-t)Hd-1,3-t] & T-4-d) e (A Zd 379)S ((4R,5R)-5-(2-F=EHd)-
2,2-0WE€-1,3-1&&Ed-4-d) B (A ] 6) thalel] ALEstE S A9t AAld 1o Ao 109 4
Axow FAd3 WHS dlste], FA 3FE(0.58g, 50~80%)S F53FAT).

'H NMR(400MHz, CDCly) 61.53(s, 3H), 1.66(s, 3H), 3.14-3.06(m, 2H), 4.26(d, J=12, 2H), 4.83-4.78(nm,

1H), 5.63(d, J=6.8Hz, 1H), 7.35-7.16(m, 8H), 7.61(dd, J=7.4, 1.6, 1H).

AEE #8A, 3 #9-2=(ICR)E ORIENT BIO INC (=)ol Al T4k, 3 &-E 6ulg]E 4~-5U3F A-SAIH
o whg2o] B4 l 7F 19g WA] 26g 239 W] &3l 5E8S A AFESTE. AdEAY] & ozt
o 3t ekg] §3+= REFREE Al¥ (Rotarod test) ot Alg, 2 2H(Wire hang) Ao 2 Hrlelgeh. 2 E

upg-2= Al AR 1AZE Holl Al # 4o HSAAY. BE A IdEEY oa HUbe v 5AE B
gk Fojof 93] H7FEATH(10ul/g, bw).
¥ 11 oFHo 93 T& olgk FAe =A

gt & AREE o (grip strength) AP AAFES] dvtel= 44 & + (A uekd 42wt

¥l 9-auka(Ugo Basile, Modeld47106, olgejoh)Atell A AZHE 7171& AR&3HITE. Al stg=9 Fof d3
Fofl date] 7 waHE HUlsIGlth. BE AlE SRHES AIEshr] 164, 304, 1AIRE, 9 2AIZE e B4 &
sk (104/g, bw), oF=e] Ea7E Hol]l AZHEE 15, 303 == 603) A %E &% 50%(EDS0) #& -3t
At AEE mg-27t dnElE BdE JEE stal, 2 aEE BAA FA e FlE =44 HeE AHY
P& 71580, ojd 71719 & afoR Yehint. BEE mrkg-zo] 33]9 AY 7]Q§ Folsta, 1 5
I VNE A"EN 2 Haks AlE 2R ARSI ARY Ade shr]e] £ 20 e & A
e FaFd(Nevins et al.(1993) Quantitative grip strength assessment as a means of evaluating
muscle relaxation in mice. Psychopharmacol. 110: 92-96)°l 7]A1¥ Wl wte} 4333},

Mg 2: ofolo] wjdE] 7] (Wire hang)ell 9%k

.

ol o) =4

x5
m =0l 271¢] 7]% Atole] ujgt 30cm o] <]
&)

Dol Aol Zes e of 40c 4 sololg A}
gl AW AAetdrh, BE AW BAL AW 15%, 30%, LA, 2 243 Aol BPOoR Fojstol
(10ut/g, bv), °FEe] E37h Al AzHlA] FE FE 506(EDSO)AkS THGTE 47kl vk 27e] gt

A% Aol Selol@ Wi b, el Fol A A} U ol ALE LA 15
Wk, Zhzbe] whe-zo] 2% kACw 53|19 VIS Fal, Ha VE E AgEA, 2 ddgs A 2=
AP%O}‘}iD}. ozl AR Aas sl & 20 UEhid. B A3 Faid(Jacqueline N. Crawley(1999)
Behavioral phenotyping of transgenic % knockout mice: experimental design and evaluation of general

health, sensory functions, motor abilities, % specific behavioral tests. Brain Res. 835: 18-26)¢°] 7]

A el weh Sasich.

A 30 T2 MY RERE Aol AFAEE o8 oF olek 24 =4

RE weaE A dell dAsHA 29 16314 sk ZE=(rod)olA 523 wE FAAZCE ol 5&e] ARt
T Az 223 22 Sfol HFEA Kdhs vheAe AFNA xﬂﬂﬂ?‘ﬂ} RE APEES TA F 45607
FAE A skt FEE Folshy] A4 I O 2 2PoR e REA 1E T FHE A7
= ol REoA "olA= v AN ALY, BE A sHghE Al 155, 30, 1A%
2L 22 ol B Folstel(10ut/g, bw), k=9l 37k Al AZHEE 155, 302 H= 60)00A frias
&= 50% (EDSO)#be asitt. whef AJdedo] AlfER A7EA] ZE] dol glow 10202 75383t 3
7Fe #E A AR, A 102 ASsslth. A7) Al Ao sbv]e] & 20 yehigig. & Ad2
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[2349]

[2350]

[2351]

[2352]

[2353]

S=50dl 10-1699145

AE3 (Yasuda et al.(2005) Antipyretic, analgesic and muscle relaxant activities of Pueraria
isoflavonoids and their metabolites from Pueraria lobata Ohwi - a traditional Chinese drug. Biol.
Pharm. Bull. 28: 1224-1228)¢] 71A1® =y wtet $=as19ich.

A ANES FadEFHAA (meantsem) & YEFHATE. #7+e] 2folo] )3t TAIEE A ANOVAR ¥A35ka o
S 0.

o
Al QY EAH (Dunnett's test) He 2324 A ¥ (Bonferroni test)S o83 A3, pakel 0.05
ujgkolw ke Apelrt Ao R fojde] ki skl

A7) Al 1 U 3N HAE sdanholE saRe) of o9 B4 27 AR &y ® 20 ek
ATk, E 2004, vehicle onlyst Waate] 5068 2§ o9k BAL WolFi ST D09 HEE e
o}

x 2
HEYZHOHolE et E0| 25 oot #dol 58 A1t

No ora Qto|of # 7t 1 2EtZE
1 211.9 (0.5h) 9.7 (0.5h) 108.2 (0.5h)
2 211.4 (0.5h) 81.4 (0.5h) 73.6 (0.5h)
3 205.0 (0.25h) 116.2 (1h) 99.2 (0.5h)
4 200 (56.5%) 100 (41.3%) 100 (76.6%)
6 200 (44.8%) 100 (70.0%) 100 (50.4%)
8 200 (59.6%)
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S=546 10-1699145

10 200 (91.2%)
12 200 (57.7%)
15 140(22.7%)
16 161.1 (0.5h) 99.1(0.5h)
27 377.8 (0.5h)
28 261.1 (0.5h) 100(66.8%) 102.4(0.5h)
40 200 (79.3%)
52 200 (28.2%)
66 200 (69.5%)
70 200 (78.6%)
72 200 (87.0%)
74 200 (88.1%)
76 200 (78.5%)
90 200 (43.8%)
92 200 (46.2%)
104 200 (71.3%)
106 200 (62.8%)
108 200 (66.8%)
110 200 (62.9%)
112 200 (33.2%)
114 200 (75.4%)
116 200 (81.6%)
118 200 (83.7%)
120 200 (80.5%)
122 200 (61.6%)
124 200 (81.0%)
126 200 (76.7%)
128 200 (81.4%)
130 200 (91.4%)
132 200 (25.7%)
134 200 (90.1%)
136 200 (80.8%)
138 200 (70.1%)
140 200 (73.4%)
142 200 (66.8%)
144 200 (62.0%)
146 200 (79.2%)
148 200 (70.2%)
150 200 (89.8%)
[2354]
152 200 (77.2%)
154 200 (70.4%)
156 200 (73.2%)
158 200 (74.2%)
160 200 (86.8%)
%= 2! 2} vehicle only(100%) 2 HI ot 0f o=, 9+0/0f 80, L ol dots 2H2E
[2355] HA HMBAZC es
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