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Al 50 HE FHYHE Q)b A H o] E o] A%

e
&

26me] 1-mWe-2-9¥ 8 t== B2 ¥ =(1.09g, 9.9mmol)e] &Nl WE HE FolAH o] E(1.1ml, 12mmol) ¥ €A
Z-5(2.0g, 14.5mmoDS 718t o vH&ES 220l A 12A17Hs < iyt ‘J ol F-3lvh 895 g ofAH o E
HE R

5
[ T
= 3FL B2 A0, AZSSTHEE, NayS0,). 71 §9E SUAA 1266] 22k9] ool =349 41

N}

(o)
s}t o] ol Elo] B3t £ = HolE)E £S5

—

A 6: o8 3-2-ZF QAR ool E A X

E 0
o
A A

100mee] EtOHZ (2E)-3-(2-&F Q.29 d)Z 232 -2-414H10.0g, 9.9mmol) 2] &H el FAH0.2m0) S H7Fakgleh. vh&-
S 5ANNEA BFA F ALOE PG WSS A% 3319 1/4704 FUA7) 3 Bol Rk EFES of
Y opAHo ER F 58 F A£5(FF, NaySO,) HA3] FUAA o =8 28 5553 o) Wi Bl A AHg-atsict.

oA B:

o ~H 2 (A A)E 50m o] o gh-Eof &A1 7] AL, Hujke] gAY debES HUtsk vk WgES F(Parr) 438 vHE
710l Al Ao A 6A17Et AT W EFES H‘E}OlE & &d Aatar, & E st A A 9.8g9]
ZioRae oo E(ZAH #99) 8B doelo] R@s e 29 dole)hE F5aglth

i
i
H:l
&
i)
IE
G
OJ
Q.
L
i)
=)
_TL
ﬂ
)
5
LO
()
i
o

AAd 7 695 A] -8 - E -2-(H]
Poae
Meozs)\N/ N0
CHy
A A 6-3 A -8-H e -2-(F] oW E)I g = [2,3-d|I] 2] 7| D -7(8H)-2] A=

CHO 0.
N
O N
Je 00
MeS N r'd o
CH;

CH:,
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150mee] 1-wE-2-9 et =% 4-v ol -2-w e g 2.9 gl d -5-7H5 ~ & d| 8l o] =(10g, 54.6mmol) % H € |
LA A E| o] E(Y =] A], 11.4g, 68.6mmol) 2] 3 & ¥4t ZHE(14g, 101.4mmoD<S H7Fekaich, whg E3HES
120°C & 7Fdstar, 12417F &, 3719] # 5 Aol H o] E(33], 6.0g, 36.1mmol) 2 €4k ZH5(6.0g, 44mmol)S H 718+
o} 120C el A 641759 wgket £ 9bg-5-5 A2 0 2 W7halal &(300m)S H7Hskaith & 9-& 14135t nlRkslar
ol kit e aAE ELEU}EZF/Hﬁ](SiOZ, EtOAc/#)4F-50/50 WA EtOAc 100%) ¢ 5 &vl o] S-S A A g

A A Sgef Aapol = (A

lm

# M 1=30008 #5359

WA B: 6-9| A -8-wE-2-(dEA X DI = [2,3-d I T -7@RH)-2(AE D] A=
CO00 0
MeSJ\N/ N o - MeOZS/"\N/ N o
Cu, &,

A mo] = (5. O7g 17.8mmoD)E 100m¢ <] 93} Wjg dlol] gajA]7] L, 3-F =2 H M 22H77%, 5.9g, 24mmol)S H 718+
o} i?g— S Ao 12 WA 16A17Hs ¢ wnkstar, o 343k 3 ofghal U EHF 4=89(23], 75m), o]o] A 3} T ek v
EF T (Zﬁ 75m) o & A H e I ok, 7] &Ne A xea(d S, Na,SO,), kel S T A E 1L

AE A EU}EJEHJJ(&OZ, EtOAc/&4H-80/20)% 5, 8] S5 A A ZLe|A[7A 3.0g9] AE(HF 2 EH

M*1=332)8 53519t

AAL 8: 6-(2-FF 0 R A= AD-8-wE-2-(&H D)) w2 3-d|FnA-7(RIH)-(HFE 2)°] A=
F
(000
MeOzS/LN/ Iil [e]
CH,
SA A 6-Q-FF e w5 A)-8-wE-2-(ddE] 2)v]e]=[2.3-d ]| 2]u]Id-7(8H)-=2] A%

CHO ¥ it 1
N . O\)L ~ N o
)'\ P (0) — /m
I L~
MeS™ NN MeS” N o

50mee] 1-vEe-2-9E8vi=F 4-wdoln =-2-HEE 3 ud-5-Ft5 24 H|5Fo] =(4.8g, 26.2mmol) ¥ #HE 2-
ZZ 0 2 Z Aol Hl o] E(5.9g, 32mmol) o] E&Eof ExF ZHE(6.0g, 43.5mmol) S H7}3 ). whe £35S 120T
2 7t4gdsla, 12070 &, 2719 5 A oA H 0] E(2.0g, 10.8mmol) & &t ZHE(2.0g, 15mmol)S H7Fsleith. 120C
ol A 6417t wakgl § Mg 8-S Ao Whskal E(700m)S HIIeSITh &S 4557 ankstar o] 8k glt,
AdE BAE =(23], 100m0) 2 A= skaL, ol d oAl el o] E(100m)ell H7Fskar, 1413 g <t mukatgich. 7 v, A&

ofwhe] 93] #elsha AXAA 6,458 o] =(AF ~AEF M I=318, §4: 234 11X 236 0)F F5H 5.

A B: 6-Q2-FF2 m o= A)-8-vd-2-(d & )] = [2.3-d |9 T -7 - 2)] A|x

/OfI @ — S/OfI f:‘
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*guﬂrolz((sﬁg 20 5mmoD)E 50mee] {3k Mg le] &a)A17) 3, 3-F ZEAMEAHTT%, 9.9, 44.2mmoD)& H7}+35}3]

o ETES AeolA 12 WA 1687HES kg F oF4k EF 48023, 75m0), oo A E3k FEHE HEF &

A (33, T5n) o2 A A5, 1 T, 7] oS A23A(A T, NapS0,), S22 A A1S ol e =2} 9t
P

1A 7HEQ ke ar o] #3te] A E (A ~HEY MT1=350, §4: 158 WA 1627)S F5313it).

AAe 9: 6-B-FFwmH=5A)-8-wE-2-(&Hxd)u]e] = [2.3-d]Fr]D-7@I->(H = 3)°] A X

NN E
PP
Me0os” ~N° N7 Yo

[]
CH;

A A 6-(3-FF e m o mAD-8-wd-2-(dE] 9)v] e =[2.3-d ]| 2Ju]d-7(8H)-=2] A%

o)
CHO
2 o]
Nl/j( + = \)LO/ N 0 F
es/kN/ NH I Z /t z
! MeS N N 0
CH, !

)
CH,

5mee] 1-wWE-2-9ZFgt)=F 4-veoln w=-2-w e E] @ ¥ g] v -5-7}5 2 d] 3} o] =(0.55g, 26.2mmol) & WE 3-
ZF o 2 ZA oA o] E(0.61g, 3.3mmol)¥] &3HE9l g4t ZE(0.6g, 4.3mmol)S 718t} whs £35S 120T
2 71dstaL, 1287 3 F719] Ao A EH 0] E(0.3g, 1.5mmol) 2 ¥k Z-E(0.4g, 2.9mmoD)S #7138k T} 120C
ol 4 6A]7HE ot ket & Mk E-S Ao 7 WZhEal E(100ml)S H7Feth vk EFES o d oA H o] E(23],
75m) 2 FEekaL, AR E 7] &N =53], 50m) &= A H T F A s A THA G, MgS0,). &4 THAIA LA E +

FaL, o] & AAA(EtOAc/2hste] 1.0g9] Aatol = (R 2o Ex] M 1=317)8 $53Iith

4
ol

GA B 6-(3-ZFZ2H = A)-8-vw el -2-(HEAd TNy =2 3-d ]I Hu)H-7(RH) -2 3)o] A|ZF
———
SO — T
ca,

’éﬁ‘rO]E(l.OZg, 3.2mmol)E 25mle] A3} WE | gafr 7], 3-FR2HHAZA(T77%, 1.7g, 9.6mmol)S A7}
o £35S A 20 164 7ot ket A3} HE A (25m) o2 A3 & ol U EF =8 A(33], 50ml), ©]of
A Z3} ZEal L}E% 833, 50m) .= A H ket L v, 7] &N HdxskaL(9d 5, MgS0O,), TEAA

0.64g9) HEHF =FEF M 1=349)& F53151t},

Al 10: 6-(2.6-tZFe mHll=mA)-8-wEl-2-(add ¥z )9 e] = [2.3-d ]3] r]d-7(@H)->(H¥E 4)°] A%

J\/II

MeO5S

SAL A 6-2.6-HEF 2 5AD-8-md-2-(d &l o) &)= [2.3-d ]| ] H-TBI)-2] A%
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F
F 0
CHO
A
—~ + O ]

eS™ "N TNH [ MeS/LN/ N“Yo F

CH3 F éH

3

50mee] 1-vlE-2-v &g t)=F 4-veoln = -2- & E] 0 v] ] v| dl-5-7} 2~ g5} o] =(4.8g, 26.2mmol) Z HE
2,6-UEF L2 KA oA E| 0] E(2,6-U ZF L 29 =S AFE3le] A Ao 4049} o] Al F4, 5.9¢g, 32mmol)e] &3
Lo Bk Z-5(6.0g, 43.5mmol)S 78kt wkS- gﬁ%g 120C 2 7}d3ba, 12417 &, F7}9] #)5 A ol A gl o] E
(23], 2.0g, 10.8mmol) @ g4k ZH5(2.0g, 15mmol)S #7FsFi el 120°C ol A 641 7H5<t Whﬂ F RS ES Ao
WZheta E(70m0)S A 7Fskl ek, &S 30w 7 mtelal o 9tttk A e uAlE E(238), oY OVM o] E 9! of €]
232 A=At LS, 1A S ARAA 7.0g9) ATtol=(HdE ~MEY MT1=336, §4: 247 WA 250.7C)E FE
5=

Al B: 6-(2.6-tFFe 2o mA)-8-wE-2-(EHA ¥ D)J g = [2,3-d]F v d-7(8H) - 4)°] A=
F
P —_ore®
s/LN’ N"So F
CH,y CH,

A ool (7. Og 20.8mmol)E 50ml 2] 3} W e &a|A7) 3, 3-FZZHWMEAHT77%, 11.5g, 51.5mmol)S A 71519
oh E=S A2olA 16A12FEF wnkskar, o 33k 5 o} sk G EF $8-9(238], 75ml), o]ojA 23} FEA UEF
(33, 76m) 22 A A GATE 1 vk, f§7] &S AEEI(AF, Na,SO,), THAIATH A4H LA E o g 29} 3

MeOo S

A 1ARH5 ek sinke}al of whsle] 5,59 ME(AF ~HEY MT1=368, §4: 215.2 WA 216.4T)& $53 AT

A 11:6-24-1FF 2 ZA)-8-HE-2-(MEd ¥ DI E[2.3-d]|FHuH-7@H)->(HE 5)o] Al x
F
Seqe!
OQS/LN/I;I o) F
CH,
SA A 6-C4-t]EF 2 mAD-8-ME-2-(MEE )T E[2.3-d|IAHud-7(8H)-2] AlZ
F
NN CHO F 0\)?\ NN
. -
0 b
MeS™ "N "NH NG MeS” *N° N7 Y0 F
CH, &,

50mie] 1-WE-2-vEg =5 4-HEolr] --2- Uﬂaﬂ_‘?.fqE]‘]]€—5—7}%i°a]'3]3]-015(4.8g, 26.2mmol) 2 HE
2,4-T)ZZ 0 2 H 5 A|olAH 0| E(2,4-T] ZF 2 2o =S ALR3}o] A 404 ¢} o] A%, 5.4g, 29mmol)] &3
Eof gkal Z-5(6.0g, 43.5mmoD)S 3 78k o}, Wk-$- iﬂ%a 120C & 7F<g3ba, 1247 & 27}4 o = Aol A EH o] E
(2.5g, 13.4mmol) & B ZH5(2.5g, 18mmol)S A 713}t 120TC oA 64175 wyksl & W35S 2120 7 W7}
Shil =(100me)S H7Fekglth. & NS 4541t wukelar o #3iqich A E A E E(33)=E M A sk, o€ ol EH o E
(75me)oll H7Fatar, 1AZFEF WSl 71 ohs, A E oA 2E AA FElshal FRAIA 6.1g9] Aol =(dg A9 E

# M*1=336, §4:175.2 WA 176.9C)E $53+%)

SA B 6-A4-t]EF o EH=A)-8-wel-2-(Eedx D)y )% [2.3-d|Ar]I-7(8H)->(H¥E 5)9] A=
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00, -, 0000,

/32340]5(6.Og, 20 S5mmol)E 50mle] 93} Wedol &3jA| 7)1, 3-FEE2HMEZAHT77%, 9.3g, 41.5mmol)S FH 7}t
o E3ES Ao A 16A17HE o s, of3k Y EF —’F%O—ﬂ@?ﬂ 75mb), o]ojA x3t e UEF 789433,
75ml) o % "ﬂ’“ O}Oﬂﬂr I o, 7] B E A xS, Na,SO,), SEAI 2t A E LA & olH 29} 3 14]3bs

o wketal of hahe] AE(AH ~AEY MT1=368, 43 177.2 WA 178.5C) 533t}

A 12: 6-Q-F2 =2 HHA)-8-we-2-( ey DI = [2.3-d]H | I-7(8H)->(H ¥ 6)°] Alx

Cl
N7 o
A -
MeQO.S N I;l (o}
CH,

GALA: 6-Q-F 22 5 AD-8-rd-2-(d "] o)v] ] = [2.3-d | ] T -7(8I) 2] A%

a6 a 0 ¢
)Ni\/\I * ’O\)J\o/ Nl/\IXO\é
2 O .
MeS™ "N” "NH MeS)\N/ N o
: )
CH; CH,

80me el 1-HE-2-3 8 t]=35 4- uﬂE‘o}wu 2-vEE Qv gud-5-7H5 o d slo] =(5.5g, 30mmol) & WE 2-
22 5 A ol E 1E(2 SRR =S ARt AAld| 4o A ¢} o] A%, 7.0g, 35mmoD)¢] T =l A ZE
(9.0g, 65.2mmol)S H7Fetai e}, wke 16‘%3 120C & 7Fgstar, 12417F 3, 3719 #H = AokAH 0| E(23], 0.5g,

2.5mmol) ¥ X ZHE(23], 2.0g, 156mmol)S A 7slth 120TCo A 641 7H5<¢F kst & k- 58 A2 o 7 WY7ts)
I E(100me)S H7Fslelth. &S 453 wikslal of %3l Qlth. A | A E e, E(23]) 2 oAl H2(23])= Al

=(
Atsieh YR AT QAN A2AA 9.0g9] Artol=(9F 2 A=Y M =3308 S5

SA B:6-@-S 2w dl=mAD-8-wWe-2-(ed ¥ )2 = [2.3-d | ] -7@H) -~ 6)¢] A=

(o] o]
Q. O
NI j N N
X - J — M
MeS”™ "N T (o} MeO,S N ril )
CH3 CH,

A 3}o] =(8.9g, 26.7mmol)E 70me 2] A3} WA &3jA7]aL, 3-FZ2HWMEAHT77%, 13g, 58mmol)S 7138 T}
EFES 2o 164 3HEr wHkElar, o] 1}ek 5 o} ghak L}E% T8N (23], 75m), o]0l AE 3} FEHF UEF 789
(3], 75mp) 2.2 A H B Th 1 ok, F7] NS AXE (RS, Na,S0,), TEAIZATH A4E A& o 29} 3

18A17H5QF wukal L o] 3}3lo] 8.5g9 M E(AH ~2AEY MT1=366)< 5313t}

A 13: 6-U-FE=H=A)-8-ve-2-(edx Du = [2.3-d]I P d-7 @) ->(HFE 7)o Alx

NIRRT 0
A -
MeQ,S N N [o] 1

)
CH,

GALA: 6-(U-FE 2 5 AD-8-rd-2-(d "] Q)v] 2] = [2.3-d | ] T -7(8I) 2] A%
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CHO 1 0
N7 o N
L oy~ SO0
eS” TN R MeS” NT N0 a
CH, CH,

5mee] 1-vE-2-9 &2 t)=F 4~ UﬂETO}U]L 2-mEE v -5-7}5 2~ 2 d5lo] =(0.55g, 3.0mmol) & #E 4-
SEZIH A H O E(4-S E2H =S AR&sto] AAld 4049} o] Al x4, 0.66g, 3.3mmol)¢] EF =0 Bt 24
(0.5g, 3.6mmol)< A7}sF ). ¥k Ed%a 120CE 7FE38ta, 12417 &, F719] dH = Ao} A EH 0] E(0.3g, 1.5mmol)
2 e 245 (0.4g, 2.9mmol)& FH7FeFlth 120 Coll A 6A17HEQF wiket & wh-g-5-S& A2 02 W7hekal & (100ml)o
FAoh W EFES g ofMEl o] E(23], 75m)E FE3taL, A 7] &HS E(53], 50m) = Al A& F 12313
(a7, MgSO,). &4 TEAA A& 551l o] & A AR (EtOAc/3H)ke] 0.55g2] Aupol=(Hd = 2 EY

M 1=3349)% F53k9th

GA B:6-(d-S 2wl =mAD-8-we-2-(ed ¥ )2 = [2.3-d | ]I -7@H) - (¥ D] A%

00—, CT00

—————-

o~

MeS’LN "o cl Meozs)\N/ N"o cl
CH, CH,

A alo]=(1, 44g, 4.3mmol)E 50mee] 93 wdae) galA 7)1, 3-F2EFHMNEZANT7%, 2.2g, 12.8mmol)S A 7139
o EFES A2 4 16417 watslar, o 7st & o} 3kt ‘/}E% T&H(33], 75m), o]oiA 3 FEA YEF 5
LM(39], OmE)—O—E Al BT L vk, 7] &S A Zskal(9 4, MgS0O,), S EAIZIt A E LA E ol H =4} 3

Al 187 7 <k wnksl i of whale] 0.7g9) HERF 2 EY M 1=366)% F58HAth

216l 14: 8-S -2- (D EL©)-6- (o EL @ )3l e [ 2,3-d |9l 2] Pl E=7(BID - & (A sto] = 1)9] A%
CHO
Jﬁf O/SJ\ o — /L/II e
&u,

2ome e 1-vlE-2-9 2t =% 4-m "ot -2-wW e ¥ @ ] 2] v| d -5-7H5 2= 2] & o] =(549mg, 3mmol) Z = E (3]
JE] Q)olA E o] E(600mg, 3.3mmol)2] E3tEof g4k ZHE(750mg, 5.4mmol)& H 7ttt vhg £35S 120C=E 7}
dalar, 12412 &, A2 o2 Yztsla B0 S H7Hskdth 74 £35S o g ofME o E(7Tom) = FE31] 7] &
911]% Zl\‘l—;l‘6 al, o = (2§], SOmﬂ)E /11134'0]—_! Axs ]’o E]' U‘l‘, Na2804)' %‘UH = o ‘?——_}}\]ﬁ IAE ZI:'EFO]'J_’— O]% oﬂ Eﬂ

= 5 ke 9 1AIREE S kel k. Al o] 3ate] 0.67g9) Aalo]|=(d A EY MTI=316)F F53HA

AAle 15 6-[(4-=Fo oD e |-8-re-2-(dd ¥ )i w=[2.3-d]J ] P -7(8H)-2 (A ato]= 2)°] A%

CHO o S
N7 NN
T Ay LT
MeS™ N I;IH — MeS' N N 0 F
CH, F

)
CH,

25mee] 1-vg-2-1 &2 t=F 4-HB ol w-2-w e 3 g v -5-7H5 2~ L d 5} 0] =(0.55¢g, 3mmol) 2 #HE (4-
2702 e Q)P Ho E(U-BF 0 2E 2.5 AHgsho] Ao 5945k o] Al £E, 0.65¢, 3.3mmoe] EHE
o %4 7)Ao AT 1,3,4,6,7,8- 3 Abshe] = 2-2H-3] 2] W] (1, 2-a) 9 2] 1] ¥ FEA (L= A, 200m0) % 1 7H5HS]

o whg EFES 1200 FAST 12403 F, 402 Yt BE0me BT 4 EFRES A9 obA)
Ho|E(75n0) % FE3te] 7] §0S 555, ol & B(23), 50n0) 2 AH sk AEFATHES, NayS0,). 8wl 5%

A7 0.95g] Asol = (A ~AE M 1=330)8 F538Ath

A 16: 6-Q-FF=ulz)-8-ve-2-(Medx Due = [2.3-d]H P d-7( 8-> (HFE 8)9 Alx
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F

N
A -
MeO,S N N [e]

)
CHy

A A 6-C-FF 2l d)-8-vd-2-(d"lE] Q)9 ] = [2.3-d | T -T(8H) -] A%

NTRYT ™=
M
MeS' N }'1 [o}
CH,

i -
Mes)\N/ r;u—l @ ©

CHy
50mie] 1-WE-2-vZg =5 4-HEoln - -2-wEHE| 23] g nd-5-7} 5 A~ LY 5to] =(4.8g, 26.2mmol) 2 o€ 3-
C-EF22HI)Z 2ol o] E(5.7g, 29mmol) 2] &3&o 4t Z-F(6.0g, 43.5mmol)S #7183t vhs 23 ES
120C = 7k sar, 12A43F ‘%‘7}4 TR I o] E(1.5g, 7.6mmol) B ¥4F ZHE(3.0g, 22mmol)= H7Fekl v
120Col A 6A1ZESE ket & Qb 58 A2 o 2 W7hsla E(700m)S H7Fekith. €98 4551 wnkslal of 28}
Aot AAE 1AS E(33], 50m)E A F A, o e ol H o] E(75mg)ell H7Fslar, 1A 7Hs et wukslde). 1 ohe, A
2 72 B Baleta x| A 7.5g9 Aol=(dg ~HEY M =316, §4: 156 WA 159T)2 F53131t}.

A B: 6-Q2-FFo =l a)-8-ve-2-(e Ay )] e] = [2.3-d | ]I -7 ->(H ¥ 8)°] A=

F
“@@O@ f\j(m
p P
MeS/L N r'\' [»}
CH, Cu,

Ato]=(7.4g, 23.5mmoD)E 50mee] ¥t W zle] &A1 7]aL, 3-F 22 HMEAH(T77%, 11.5g, 51mmol)S #7313
th Z25ES Ao 164 7Hs e mukelar, o] 33k 3 } Yok UrE% FEN(23], 75m0), o]olA 3} TEHAF YEF
&N (33, 75m) 2= A A FATE L vk, 7] NS A x2eI(HF, Na,SO,), SEAZTE AL E 1A 5 e =9 §

7] 1A 7 mtsl o of bato] ME(AZ A e M 1=348, §4: 153.8 WA 154.4C)& 58kt

AN 17: 6-(4-FF o =ulz)-8-vel-2-(Medy DI = [2.3-d]H | I-7( 8-> (HFE 9)°] A%

OQ O
/LN/ ) F

3

MeO2S

g-z

GALA: 6-Q-FFe 2 A)-8-rd-2-(d gl E]o)v]e] = [2.3-d]|H v T -7(8I) 2] A%

o)
Inag O
eS™ "N N MeSJ\N N“o F
Chy F CH,

50mee] 1-mE-2-v &2 t=g 4-vdobv] -2-md B L. v 2| v -5-7}5 2 v 8} o] =(4.8g, 26.2mmol) R ol €d 3-
(4-F 50 2ol )L 2o o) E(A A o 64 9} 2ol A2, 5.7g, 29mmoD @] E§HE ] T3 2F(6.0g, 43.5mmol)
S AUbskginh Wb SRES 120CE 7Fgatar, 12413 §, F71e] L2 ko o] E(1.5g, 7.6mmol) B ©4F ZH5(3.0g,
22mmol)< H7Fakglth 120Tell A 6AIZESE ke 5, ihbgaS A2 o= Yyzhska B(100m)S H7akalch &S
A58k wnkslar etk A uAE BQIDE A F g T Lelsha, AxAA 6.529] ”JMEW“

=AY M 1=316)5 5819

A B: 6-(4-FFo =l a)-8-ve-2-(e Ay D) e] = [2.3-d | ]I -7 ->(HFE 9)¢] A=
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o J I
eS)\N/ N Vo F MBOZS F
&, &y
A 3to] =(6.5g, 20.6mmol)E 50mee] A3t WLl &afA]7]aL, 3-F =22 HT7%, 10.1g, 45mmol)< 71813
o EFES Aol A 164753 wnkskar, o] gk & } AL PR E 89023, 75n0), 0|04 3 EEA EF &
NS A xska(d, Nay,S0y), SEAIZ T B4 € LAE ol =9} 3t

L33, 7om) o= Al Fstd Tt L oL f7] &
Al TAZFE < adkelal o] #hate] 6.7g9] AE(H
ez mADN-2-(MEdr )= [2,3-d ][I v I-7(8H)-=(AHE 10)¢]

F 2FER M =348)8 F53 AT

Ao 18: 8-Alo| SR 2 H-6-(2-FF

Al =

F
000
Meo,_s/l‘n/ i o

A A 8-Atol SR A-6-2-FF m | mA)-2-(HEE)Fe] = [2.3-d |3 n]I-7(8H)->°] A=

X ij;fb

Aol SR 2 Aulo|E = 4-(Alo|FR X 2P oln| 1w)-2-(HEE] Q) F g v d -5-FHg 2~ slo] = (A Al o] 2, 1.814g,
8.67mmol) ¥ HWE 2-ZF ¢ 2= Aol E|o] E(A A4 4, 1.756g, 9.53mmol)E Z0EA 2 3lo] A A4 8(ThA A)ol
71 HR S A gEhe] A 28T o] 2 S A WA Boll A AL-&3d )

AD-2-( I F )9 e e [2.3-d ]3] 2ud-7(8H)->(HE 1008 A%

A B 8-Alol S22 H-6-Q2-FF 2=

F F
00— 0000
MeS)\N/ g 0 MeOZS)\N/ i 0

A3to] =(3.02¢, 8.8mmol)E 50me] B Eglslol =z F et £3|A1 7], 0CE Y2sla, 58 AASA 52 5HHA
50me 9] &5 (4 =2A], 10.8g, 17.6mmol)& A 718ttt A7 9473 A7, BkE- %%‘%% Ao g 7Hestar 4
2 27)e) oz Bujstginh. #7)

Aot wakal it L ok 2(50m) 2 ol g olAlH o] E(75m) S H bk, we-E
~AEY M 1=376)S F53150 T

AZ3HAL(A, MgSO,), &lE SEAA 2.26g9] HE(HF =~ EH

ol
rulo

e D)-2-(edr DI =[2.3-d]¥P -7 @H)-=(3F 119

A o] 19: 6-(2-ZFQ 2w A])-8-(4-ZF

_88_



=53] 10-0639772

GALA: 6-Q-FF 2 5AD-8-4-FF o = d)-2-(d g E] )] = [2.3-d|H T -T(8IH)-°] A%

F
N \ c"° \)l\ - x\i’\/(\j:’\@
c _—
N/ MeS)\N/ N o

MeS :

F

EFerdd dvfo] == 4-[U-EF L2 d)ohr =] -2-(WE ¥ )T v d-5-7k= B et sto] = (A Al of 3, 1.22g,
4.6mmol) B W8 2-ZF 2 Zox A obAH o] E(A o] 4, 0.93g, 5.7mmoDE FLEAR ato] AA ¢ (A A)ell 7]

A %*F%}O% Az AT 018 ZA] ¥ Bol A A3 T

A B 6-Q-FF e wHllmA)-8-4-FF o R d)-2-(eH T D))= [2.3-d |3 rA-7(8H)-2(HE 11)9] A

= 1 -3

OO0

MeOsS
F

A 9}e]=(0.75g, 1.88mmoD)E 20me o] Bl E&}slo] =2 F el §8]A17]15, 0CRE W23taL, £58 o
20m09] BE SE(T A, 2.38g, 3.88mmoD S AT, WIS AN T, NS EFES A
Al Zbget ankekivt, 1 thg, = (100me) R ol opAl Bl o] E(100me) & H7Fehar, Nhg= & 270 9]

] 233(F 5, MeSOy), &ME THAA 0.77g9) HEHZF 24 E- M 1=414, §4:82.3 UIX 91.50)& +

F
S i
X -
MeS N N O

50—

F

Oll
i
)
o

R

i

ol

i
2
2

N

q

Qi

N

ofj

4
_O|L
@ o o
i

ALY 20: 2=oln e —6-(2-FF ®H = A)-8-wE -3 2] = [2.3-d | ]I -7(8IH) 2] A%

MQOZSC(I 7@ — AL @

1mee 1-Hd-2-gEg =3 A E 2(0.315g, 0.9mmol) ¥ & Eok(1,4-t] =24 0.5M, 2md, Immol) ] E3&ES 2
2 291718kl 80CollA 4 7bg et 7FEaH3ltt. vhg S92 & WashaL, Fetstel SEAI7] AL, AE ARvkE Y]
(SiOy, CH,Cl,/MeOH-99/1)E &3l ZAat3ith =S &ofe] S-S Sall EejstaL A2 A7 0. 33g9] ol (A ~

ANEH M 1=287, §7: 240.8 WA 242.6C)S FE315 T}

A 21: 6-ClAD-8-v|d-2-(F| Eg}alo] =w -gH-v] gh-4-opr| )y 2] = [2.3-d | efn I -7(8H)-=2] A%

):II\O — Aﬂ@

0

MeQ,S

0.2me] 1-WE-2-9Eg == A ¥ 1(0.20g, 0.6mmol) & 4-o}n] =-g Eg}sto]| = 2 3| H(FH]-E=~ -y
(Combi-Blocks-vendor), 0.183g, 1.81mmol)¢] £3+E-2S 80C oA 3A =<t 71E &t 98 38 Yrhsla, &
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of K11, o &l oA E| o] E(23], 50ml) & FZ3FA T} 7] €S B(53], 50m) = Al Hskar, A28t 4, MeSO )
GujE Z0 A7) 2 WSS A7k, o] of A A EH(IM, HCI/ELO, 1.593)3ke] 94t 98 $5311 o] & o3& %
& 14(0.166g, A ~MNEH M 1=353)2 A 22319t}

2A e 22: 6-(3-ZF 9 2| =A])-8-HE-2-(H Egsto]| 2 -2H-3 &-4-do}lr| )3 2 = [2.3-d | Y -7(8H)-

2ol Ax

XX Q. F N 0. F
Az »
Me0,S N Y;Y 0 e o HN N I;J [o]
ol

O

0.2me] 1-v]€-2-9] 2] t) =% A £ 3(0.20g, 0.57mmol) R 4-obm) 1=-e] Ee}ato] = 23 g(Fn) -E = ~-ul],
0.173g, 1.72mmoD)®] &S 80TelM 3AZHE < 7HA st e S-S B2shaL, Weh&(0.2 WA 0.5n0)& 3
Zhepitt. =& AAAT]AL o akE T eskelth. A Al E MEE(Gml) S AHE skl SRR HAl ol H =
Z AAHIM, 1,533 A7hsha, 15/ 7Hs¢E makate] 9t 91 5813, o2 1A|(0.129g, A% 2=

M*1=371) 2 A Fa)s9)

AN 23:6-(2.4-tZFQ 2] AD-8-HE-2-(H Eg}lslo]| =2 -2H-y] eh-4-LUoln )T g = [2 3-d ]9 v -7
(8H)-29°] A=

r,(mj . amj

(o)

0.3me] 1-wHE-2-vEgrj== A ¥ 5(0.20g, 0.54mmol) & 4-olv) - Ed}dlo| = 23 PH(FH] -EE -,
0.165g, 1.63mmol)¢] &35 % 80T ol A 3AIZFEet 71E3t Tt s EES W5, Bof a1, o e ofAlE| o] E(2
3], 50m) = FE3FA T F7 1 %ﬁ% E(53], 2om) = Al A akar, dxstATH S, MgS0,). &vilE SEAl

oo Al Al H| 25 FAHM, #F)S H7bsle] JAF A8 F535a, o] = 3= T 14(0.180g, AHF ~HEF
M*1=389) 2 A] tasmv‘r.

Ao 24: 6-2-FF =M A)-8-HEl-2-(HE&gslo] =2 -2H-d] gh-4-Holn| =) I 2] = [2,3-d |3 2] 1] T -7(8H) -
ol Az
F ¥
!
MeOzs)\N/ NTSo — HN/'\N/ N"So
CH, [5 CHJ
O

0.35g, 3.47mmol)¢] EF&-5 80TNA A&t 7HA skt vk =S WabstaL, =0l 2L, old opAlH o] E(2
3], 50m) & F=3HA T F7] 4& =53], 25m0) = Al etaL, Az AT (A4, MgSO4). %UH%— A 713, a4 4
ZulE 18 9 (Si0,, CH,Cl,/MeOH-95/5)8ke] A &S 55141, o

HZ2%Z 92 1M, 1.53%) S A7 star, 1A 7H50F aukslo] ¢

AEed M 1=369, §4: 198.4 WA 201.6C)Z A 23t}

0.3mee] 1-wWE-2-9 F g t]=% A& 8(0.35g, 1.0lmmol) ¥ 4-olv] =-H| Eg}slo] = 23| gh(FH]| -EF2~-wY,

s
3
_EL
=
i
fi
0
1.,
2
>
[\\]
©
©
0Q
,
)
>4
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AN 25: 6-[4-ZF 2 2HEE]|Q -2-[(4-3lo] =ZA|Alo] S 2 a M)olu] - | -8-wElg] & = [2 3-d]F 2|1 -7(8H)
-2 Ax

Ny S
)l\ > RS,
MeS™ N ril o F
CH4

Beoqes

CH,

2

0.3m¢¢] 1-wE-2-9 28 t)== Adalo]lt 2(0.333g, 1.0mmol) & EWA-4-olu]=r}o] F 2 AL(0.345g,

3.0mmol) 9] 3= 120CAA 244 7F2t 71 813 T} H}S St E S Wzsla, ol 21, 24 7 E¢F awkslg T A
A DAE oAFetar, E@23))E A5, AT AL ES eSS Gn)S AFEste] Eetad® K713, o HEF ¢
AHAM, 1.59 %)< A 7Feksith. f7] &0 & 7Hskstol ZH”\]?'] , olHl 2/ k&S H7Felglv) 241 s QF ks ar, o

Hata AxAA A2k 9GS F53813, o] 1A|(0.286g, AF 2FEY M =401, §5: 246.2 WA 247.5C)2A g
aheieh.

P

AAe] 26: 6-(4-FFmHFAD-2-[(4-3to] EF A Ao Fm A M)ofr] W | -8-mEu] 2] = [2.3-d]| 3] &n]A-7(8H) -
o] A=

NIRRT o
/"\’ —_—
MeS N I:J (e F
CH;

JXLC,

7

@

0.5mee] 1-WEe-2-9 =% 4-ZF L2 5A] Aol =(H Ao 89] ©hA A 32, 0.4g, 1.26mmol) 2 EWH -4~
obu) Afo] ZF 2 AMALL(0.7g, 6.0mmol) ] £33 120TC oA 244 7H5QF 71 8Fgith ke E3FE-S Y7tslal, Sof &
3, ol g opAl el o] E(238], 50ml) & FZE3F T fr7] &S £(53], 26m) = Al A 8k, AxeATHE S, MgSO,). &vlE
SLA71AL, AReE 289 (Si0,, CHyCly/MeOH-95/5)3te] B4 &S $53taL, ol & we-&(5m)& AHg-3sho] St

Az KA ANHEF AAHAM, 1.53 %) A 7FskaL, 1A7Hs 9 wilkste] Ak 48 573 5 o7 E T3 A
(0.286g, A&k ~AEZ MT1=385 §4: 253.2 WA 253.9C)ZA &5} t}.

a8,
lo
}4
ﬂ
ol
o
o
_O,

Ao 27: 6-2-ZF o mulA)-2-[(4-3lo]|=F A ol F 2 AN Aol |-8-HEl 2 = [2.3-d | 1] I -T(8H) -9

Al

F
jseqe
Z Z
M302SN1\‘10 —-—-—-—>lg_N_Nl;lo
CH, Q CH;
OH

0.35me] 1-HE-2-39 =2 t]== A E §8(0.348g, 1.0mmol) ¥ EdlA-4-olu] Aol 23 2HE-(0.35g, 3.0mmol) 2]
EES 80Tl A 303 7HE ekl e} wh&- i@“j& Wzbetar, WiekE(0.2 WA 0.5m)S wHslaA H7hslalt. A
2 AN, = B8 5. 2 AS e Gm)S AMESte ZEt a2 HAY. dHEF 9AHIM, 1.5%
&

7Fakar, 30459 wRkete] AAk d& —’F‘i a1, 012 wA|(0.233g, 2% ~HAEY M*1=383, §3: 229.5 WA

AAe] 28: 6-Q-FFmHHA)-2-[U-H|SA|Ato] FEEAM)olr| e | -8-mEu) ] = [2 3-d ]3] ]I -7(8) -9
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0, X O

A A 6-2-ZF 2 BH 5 AD-2-[(4-slo]=FAXfo]F 23 Aol |-8-wWE A %= [2.3-d[H ] T -7(8H) -2
Az

¥ F
00— ™0, 1000
, — (X
MeO,s” N N 7O l//N/L N7
N o
CH, H éH,

2me o] 1-vg-2-9 2| t]i=F A& 2(0.20g, 1.15mmol) B EdW~-4-oln|eAlo] S 23
=& 120Co A 17413t 78kt whe EdteS A2 o2 Wabshal, 7etstel 3
¥ (Si0,, CH,Cl,/MeOH-95/5)°l] olaff AAIetAth. BE &5 Tid £2& Boal ST
th. o] & FA] ©A Boll A AH&-a it

ul
7 0.208) AHES F5319)

A B: 6-Q2-FF mul|=mA)-2-[(4-wFA| Ao SRS Ao | -8-w ey 2] = [2.3-d ]I n I -7(8H)-=2] A%

T F
"0, 00 — O
'//E’LN, N"o U’I/ J:\/(I
CH; cn,

2me] HEGslo|E2F s A2 Al & A E (A2 o4 S22 7 o355 7129, 0.44g, 2.70mmol) 2
2k YEH(0.21g, 5.20mmol) 9] <82l I8 ud-7(8H)-= (A A, 0.20g, 0.52mmol) & #HE & 2 t}o]=(0. 065
ml, 1.04dmmoD)E A 7}sFH T 50Tl A 3L7E nwkek & F71e] & 213E 9 wE 2 2 tho] =(0.98m¢, 15.7mmol)=

Zbetan; S8 SF L7 S2aL, 253 whEE A SR 25719 7|3F o] ol EFES Ao WYsta, %HEL
A7)aL, AY F2ekE 18 9(Si0,, CH2C12/MeOH/NH OH-90/9/1)°ll <J3l] FAstdth =S t&" gFEgds e
aL, ggretell SEAIA 2 opnle 58t oS wieha (1 WA 2me)ell -8l 7] AL

o gl =
A7Vet Gk 2AE o 3E S E8dtar, U282 FFar, AFA| A 0.030g9] A4 (;gaok
135.0 WA 145.0C) 0.2 A =53}% T}

AN 29: 6-Q-ZF 2 25 AD-8-HE-2-{[1-(MEAd T DA d-4-A o} =T 2] = [2 3-d]Fgu] -7
(8H)-29°] A=

F
JoNseqs
N*N/ N o
B I
CH,4
1 L ) e ) S

dC}_m L D/.D_XO\Q

B Egslo| =2 F 2 600mlE2] 4-on =-1-Md 9 HFd(41.2g, 216.5mmol) I Eg]odo}lrl(51.3ml, 369mmol) 2]
0C g WA S 2EF 2] E(31ml, 217mmol)E W& &%=7} 5 WA 10CE FAgh= S22 30 A 455 2
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A7kegleh. F7F &, ukg ERES A27HA] hedtar, 124308 q atakgit. ghekatel Svfl 9 3y 2
A7 8T ool A, E(500me) B ol opAlEl o] E(1.20F H7batar, wb-& A& 27)9] A Apololl Fufjstitt. 715
3t TEA HEF 58-9(23], 150m0) 2.2 Al H taL, oo A2 AT A < B MegSO,). §v S S22 7 24 A
g F5elen, o8 A1 A=vE LY (SIO,, EtOAc/34E-30/70 4] EtOAc-100)E &3l g A|sko] w4 514 24

S o

X

ol (A ~HEZ M 324, §4:79.1 WA 79.6T) 27.8gS =319t}

oAl Byl A glse]d-4-7upro] E o] A%

A o1 (27.8g, 85.7mmol)S A2 A A3 wd@ 400meel] €314 7]aL, Q3 WE @ 50mSe -FRE-JEITER
EZEWO|E(25.4g, 178mmol)E F-7} 27| & F3l A 71sheitt %7}7} llur T e FES AL 3AHEO W
%"”% TN ZFEE wdkstH A 7+

wraoleh. Zhekatel 8 B A B4 AAS D, vEe 500nE H7hers)
AR5, ololA] AerhA WAL, SHE Bl e oIS A slo] 3
+1.

1235, §74:190.7 WA 192.2C) 26.3g& 53519t}

mlo
& -

A Cald 1-(rEE )y e e -4-d 7ol E ] Al

BN N °\/© 2 N \/@
\ir B e /S—N N\n/o
be) o]

o}

B39 9998 d(10g, 42.7mmol) & Egodolrl(12ml, 86.7mmol)= Ao A A3} vd A 500meel] &3fA| A}t G}
e 20mF 2l vet AxdE2eto]=(4.3ml, 55.5mmo)E F-7} Zuj7| & a8 Hrietdh A gd F, uks 25
& A2 A 3A 7o untsl i), 7hekskel S 2 3k B2 S A A ol € ol A H O] E(500m) E A4t &
H(0.5M, 350m0)S H7FaQlth. REE- M-S 271 9] A Alolo] FujAl 7] AL, 9 5& AAST F715S it 89
(0.5M, 23], 100ml) 2.2 ThA] Al FskaL, o]oj A 3} TEit YEF 4%%1(:@ 100me) o2 Al A 3}l T}, o] o] A,

W &
W2 2SR 2 MgSO,), 7hstel FWAIA wiek 4 Fohu] E(§4: 148.6 YA 152.8T) 9.2g2 F53H4th,

[€)

SA D 1-(rEd z ) g -4-opal o] Al

o S — 3w
- N N\l'ro i 2
(o]
o

713k 500me T vE St~ Hg AEolu]=(9.2g, 29.5mmoDE A2 A HEgsto]l =2 3FT 20
A ZATE. o] o] A, A e J*E‘rH(IO% 2 WA 3g)S #A7kstaL, jbE 8718 4 733D E S A 7T
A7) (balloon) & W& EehaZo] 31, 8L 1547H59F wukalglth(el o) Su)7} 371w 3, B e 2
47177k A1), A8k WD A100n)S g o] A7bshan, o] & Aleo] £ W= Ba ol 3slch 19
WA A B G oul(HEg A EY ML 179, §74:65.3 WA 65.7C) 4.63g<S =343t}

]

b
(@}

:.ji

]_

4 b 2o
N

i b

ofo -10 ‘W

&toll

OIN m> 1> o ML

2

GA E: 6-@-FF mol=mA)-8-vd-2-{[1-(IdHz DI ge]gd-4-dolr] =}y e] = [2.3-d ]3] v I -7(8H)-
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1-W9-2-5] 22 t)= 0.45m05 2] A 2(0.2¢, 0.57mmoDsh 1-(A &4 £:9)3) 92 9 -4-ok 1 (2 Al o] 299] W7 A ]
A ©7 D, 0.243g, 1.36mmoD®] £ S 3AZHEF S0T/A heatolrt. whg 8 S Wrhela, (0.2 VA

0.500% A7ketsirh A ES AANYI A, o 2E Fo) delsh, nAF AHLGa0H A BekAAR G o
(M, L5995 GAES A7ha Fo awrstel A4 92 590w, o8 1A (0.143g, 4F 2= ML

448) 2 A ] 5T

A 30: 6-Q-FF e 2Hll=mA)-8-(4-ZF o o d)-2-{[1-(HeH T D) e -4-U]otr e} e]®=[2.3-d]9]
A -7(8H) -9 A%

o}
[

YI 7@ Eh J:j\/I @

-5 5

F

1-vWE-2-9 2= 0.2m 59 AE 11(0.2g, 0.46mmol) ¥ 1-(He A x )y gl d-4-o}A (A Ao 299] ¢+A] A W
A @A D, 0.112g, 0.62mmol)¢] £&&S 1A17F5e 110C7HA] 78kttt vhe 328 Y7talar, o e ofA|H ol E
(40m)E H7FskAth. vbg-og &7, Axstan(da 2 MgS0,), T2AA 249 &S F53d. A=rtEy
I (Si0y, A28 TLC E ol E, EtOAc/4F-80/20)5 &3 AAIF Fol delstar, gststel SEAA e ofrle
3Tt o] A =S A3t v Aol &A1 7], Bl 2(1M, 0.4m0) % 2] G4kS 7}3E o] wubalgin), o3 2 Ax

& A ZA A A(0.13g, A ~ANEH ML 528 &4 223.4 YR 225C)S @l s o).

=
T
=
=

=

=

=
S

AAd 31 8-Ato|FRIZA-6-Q2-FF 2 A)-2-{[1-(AEHd D ejd-4-AU]olr =} 3]e] = [2.3-d] 7] &
) A-7(8H) -9 Az

A“,(AI@ . ’S‘CL J:II @

MeO,S

1-HEg-2-9 22 t]= 0.4m5 2] A 10(0.361g, 0.97mmol) 2} 1—(uﬂﬁwié)ﬂ:ﬂﬂ€ 4-o}ql (A Al & 299] ©A A
WA @A D, 0.262g, 1.47mmol) <] %§%~ 2A1ZH 5 110C7HA) 7FE&kgitt. vhg 2885 W2tkalar, of © oAl g o]
EUOm) F E0m)S H7Fselth vk EES 2719 T Abolof| EujAl7] AL, ’“H—% 7 713kl k. ool A, 7152
Azxsta(da 3% MgS0), TEAA 4] =S w580tk ARrE 29 (Si0,, A%-& TLC E8l ol E, EtOAc/
A2E-80/20) 5 AH&-3te] o] & A 5 delskar, 7hefatel 3 H‘Alﬁ fre] olvl S 53T o] AES st g
o 3712, dlE|Z(1M, 1.5FH)F2] FAHs 7}5& Sof wRkelITh A3 E AxE T nAZA FAF A4(0.27¢g, &
2 ey ML 474)S T ekl

AAo 32: 6-Q-F22H mAD-8-wE-2-{[1-(HedF¥DaFald-4-L]oln -} J 2] = [2.3-dF 0 H-7(8H) -
2o Ax

ATI@ — CLOfI@

MeO,S

1-vg-2-9 &gt 0.2m5 2] AE 6(0.2g, 0.55mmol) ¥ 1-(HEAd X )y o gl d-4-o} (A Ao 299] @A A YA
A D, 0.195g, 1.09mmol) 9] &3HE2 3A7H5<E 80T 7HA] 7kttt vhs &35S Wzhehar, wea(1m)S H7)s)
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Atk ARHES AAAYI T, 38 Fo Bssith. TAS WML G A Fehaaw SAG AHZAM, 153
PF G A7k Fol wurste] FAL AS FEHY O, ol F 1A (0.145¢, BF ~A =Y ML 465) 24 Bl

ik,

AA 33: 6-(4-FZ2H HAD-8-wE-2-{[1-(HedF¥DaHald-4-Loln -} F 2] = [2,3-dF ] H-7(8H) -
s |

0
O. P O.
N SN NIRRT
PR . o
m TL A .
N~ N o Cl NTON N“ o Ci
(':H3 CHj

1-vg-2-9Zg = 0.2m5 2] A= 7(0.17g, 0.46mmoD) @+ 1-(He A ¥ )y o gl -4 -0} (A Al o] 299] &+A] A W
2 GA D, 0.164g, 0.92mmol)2] £3ES A 759 80C7HA] 71 &tgith whe 328 Yzhslar, ek (1m)S &
7hekAth A ES A HAA71a(3Y), 35 B8 el ehsln M%’— WS- (5ml) 7} A ZetA~a 2 SAT dHE

(1M, 1.593)% 9] Q2+e 27t Fol wkato] G4k 9(0.2g, 2% ~AEY ML 4658 £5390 4.

MeO,S

Ao 34: 2-(Ate|FR TR Folw ) -6-(2-FF e mHl = A)-8-mwHI]e]=[2.3-d ][9] v H-7T(SH)->°] A=

MeOgSJ\/j\/I\G — AJ\/\/(I@

2 B 78k AE 2(0.35¢g, 1.0mmoD ¢} Aol F 2 2ol (1ml, 14mmol)e] £ES 8A| 7HEer 60T 7HA] 71 8
Atk vbg ERHES WAskaL, FHketel A7) AL, A’ AR eE I (Si0,, FAHEtOAC-3/2)F &3l A A et
A

= MEZel st o H20M, 1.5693) 52 fiks H7bekar, whe-oS 305k awtsidint. o3& Saf il

et al, AFAIA 9 J AR@F ~AEY ML 327, §19:178.2 WA 179.6 )% 5383t

AAd 35 2-(Atol S Mg opr] ) -6-(U-ZF o mH = A)-8-wEu e = [2.3-d] I e]n P -7(8H)-2] A=

0, — QUGG
Meoesjl\w/ N Yo F NJ\N/ N Yo F
\ H )

CH, CH,

- e -2-5] B2t is 0.3n05 0] 4-Z 50 2054 AE A6 8 B2, vld 4-EF 0 2y A ol M Ho ES ud 2-
o mu Aot Elo] ER A8 ©A A 9w B, 0.4g, 1.26mmol)3} Apol 22 Aol (sh=2]], 0.146g,

mmol)®] EFEL 3AHEH B0TAA ettt e EFES WAL, eSS W et A TS
N7 3, o9 B delatdeh. wAE WG 3 Sekaaz ST dH2(0M, 1.599)5 ] A4S

A 71e Fofl ankale] 4k 93(0.165g, A =AM EH M™ 1 355)& 53819tk

AAld 36: 2-(Ato]l Sl F opr] ) -6-(3-FF 2 mH| = A)-8-wYd = [2.3-d]J 2] P -7(8H) - 2] A=

CH,3 CH,
A B 7)8H 1-HE-2-39 22 t)= 0.3m5 9 A 3(0.2g, 0.57mmol) ¥ Ale] &2 #H Elo}71(0.146g, 1.71mmol) <]
EFES AAZEERE 80T 7HA] 7HE AT HES £33 ES Wk, WEE(1m)S H et A ES A 713, o
W= 5&) ¢y dG e A E HegSGn) S S22 AT oA HZ(1M, 1.59F) T IAS A 71sk To u
grale] AAk 94(0.105¢, A& ~=FEY M 355)% +53t
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AAe] 37: 2-(FE o) -6-(2-FF 0 R H = A)-8-mE 3] ] = [2.3-d ]I n]I-7(8H) -] A%
F
o F
00 —
MeO,S' NZ N 0 NN )l\’
3

1-HE-2-9 =9 9+= 0.2 9 A2 2(0.05g, 0.143mmoD) &} H€o}71(0.017g, 0.17mmo
65C7HA 7+ttt s S3ES W2k, wWEE/E(90/10, 1m)S M7ksta, HAES

A slar, A3l Wd e 8 A 7] a1, 7Hekakel]l Z9AA olvl(0.019g, A&k ~HEZ V'L 343)% FE3A T

0531' I
1' o
e
il
o
—
[\
>,
)
offt
rO

A 38: 6-Q-FF e mHll=mA)-2-[(@2-slo] =S A EDotw] = |-8-mEd] 2] =[2.3-d [P -7(8H)-¢] A=

r F
R Y N
MeO. SJI\ @ N o) HO m
2 N ) \/\H N l:l o
CH, &,

o] A3 2(0.05g, 0.143mmol) ¢} 2-o}1] = &2-(0.015¢g, 0.2mmol) 8] EFES 124 752t 65 C77}
= e, SHs w8 FREEES AA ST HwE/E90/10, Int)< H7Fshar, A
2 M Asta, At WA gl 7] AL, 7Fstol S¢AIA oFNl(0.027g, A& 2~ ﬂEeg,

2Ad 39: 6-2-FF a2 H=mA-2-(o] AN Eolu ) -3-w ey = [2.3-d]F T -78H) -2 Ax
: F
N 0\© o)
| NS
el LU — (00
L, Y\H (I:Hz

o] A 2(0.05g, 0.143mmol) ¢} o] AF-Eo}w1(0.013g, 0.18mmol) ] E3HES 124752 65C 7}
= Wtetal, S SOl FREEES ARSI vwe/E(90/10, 1nd)S M 7bskaL, A3
2 M star, Gsl vE o] gaiA7]aL, 7Htskel] A A oFFl(0.038g, A& ~HEF

A 40: 6-Q-FF 2l A)-2-{[(1S)-1-(Etol=FAwe)-2-vd sz e A Jojn| =} -8-wWH ]2 =[2.3-d ]3] g
nA-7(8H) -9 Az

r F
SO00 — DK
' — 2LEXX
M Z I
e08" N "o E/LN/ o
CHy CH,

1-Wg-2-9 =g &= 0.1mF 9] AF 2(0.05g, 0.143mmol) ¢} (2S)-2-0o}r] =-3-m e B ek-1-2-(0.044g, 0.43mmol)
o] EFES A 7HEC 80T /A 7HE &Y. vk 3 E-S Wst o, o ek /5 (90/10, 1m)S F 7k, I AES ¥
Attt B ES B2 AASL, At wg o] &34 7], AZ2A(MgSO,)E 3l o #atar, zhetatel SLAIA ol

(0.047g, A% ==Y M1 373)& $531 0.

A 41: 2-[(2.3-t]sto]=FA TR )ofn| e | -6-(2-ZF 0 R H[=A)-8-rw el v] 2] = [2.3-d ]3] 2w I -7(8H) -9

Al
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F F
OO0 U0
|
o —— >~
MeOQSJ\N N"o HO/\K\E)\N N o
CH, HO CH,

1-Hg-2-9 28 )= 0. 1m=2 AZ 2(0.05g, 0.143mmol) ¢} 3-otn =22 3-1,2-1]-2(0.016g, 0.18mmol) ¢ =3
55 3AIZHES 65C7HA] 7hE kSl vhg EFES WSk a, Wee/2(90/10, 1ml)S HA7FSFAAIT A2 A4
A ekokt). wpehA], st TS B BE S E AAS L, E(1n) 2 o g olAH ol E(1m)E HUIskaL, A ES

o

= H
fr715 02 Fujetglet. 452 A7ieta o9 obAlEo| ES A%t (MgS0,), THAIA o}wl(0.034g, A ~AE
M1 361)& F53k3lth

A 42: 6-Q2-FF 2 mHl|=mAD-8-wE-2-[(2-v]Fed-]1-Hoeholu] = |Je] %= [2.3-d ]3] u]I-7(8H)=+>2] A]

=4
=

F F
0.
NIRRT Q“ \\0
i — X
MeO02S8™ N N” O )\/
\ N©ONT N o
CH, CH,

2EXE0.2m59 AE 2(0.05g, 0.143mmoD <} 2-F H g d-1-Lo|Ho}71(0.022g, 0.17mmol) 2] E3+=5 12243t
QF65T7H7] 7hdatglth. whg & =S W2tstal, S-S S8l &ulE A AT W'e/=(90/10, 1ml)S H7hshaL,
HES FATH AP ES B2 A e, A3t wddllel] &34 7]13, ZLA A oF(0.041g, A ~FEZ M™L:

98)& F5s3t

e oft iy

(e3

w

Ao 43: 2-[lol 2 ANy e)olu] e [-6-(2-ZF e 2 H 5 A)-8-wE I g =[2,3-d][I 1 D-7(BH) -] A=

F F
o O.
L0 - IO
|
MeOzSJ\N, ril o) E)\N/ r;: o
CHj, CH;

S2EIXE 0.200F9 A E 2(0.05g, 0.143mmol) ¢} Ale] F &2 8 2w el o}w(0.019g, 0.17mmol) &) EFE& 124 7H52t
65C7HA 7138kt s E8ES YZsta, 8% 58 |uE A Ao wWEE/E(90/10, 1nd) S # %

55 JAG T AN ES B2 AFHEta 43 de e &3iA7]a1, SEAIA o}wl(0.045g, A A=

i o

1%

Al 44: 2-[(AlolEm 2 A eDor] e |-6-2-FF 2 2= A)-8-H el ]e] = [2.3-d ]9 r] T -7 2] A%

F F
00 Ui
|
MeO,8 NP N0 NJ‘N/ N o
&, H )

CH,

FERIE 0.2m059 AE 2(0.05g, 0.143mmo) ¢} Ale] ZF 2 2 A u "ol (0.02¢g, 0.28mmol) e E3EL 1247+
o 65C7HA 7HE st th W EE S W2hsta, S2S S £ S Al AT HES/E(90/10, 1ml)S H7bshar,
AXNES FAeTE AP ES B2 AHsaL, 93t vd Aol £38]47] 32, Z2UAA o}71(0.03g, A% ~HAEZH M*L
341)S 53815tk

A 45: 6-Q-FF e mHll=mA)-2-[Q-wFAde)otr] =] -8-rE ] 2] = [2.3-d | n] A-7(8H) -] A%
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MQSCCE 7@ — 1 III ©

SEZXE 0.2m0F 2 AE 2(0.05g, 0.143mmol) &} 2-H EA| o € o}w1(0.02g, 0.27mmol) 2] &3&S 12A]7H5<E 65T
742 7kttt vhg EFEES WAsta, S §8 SulE AAS Y. WEE/E(90/10, 1md)S HIbeta, AES
S B2 A, g3 vddel] §aia7) 3, hekatel] FAIA o}w1(0.04g, A A EY ML

A 46: 2-{[3-(Hr|Fotr] )z 2 Jolrn e} -6-2-FF 2 Z =5 AD-8-md ] e] = [2.3-d ]3] 2]n] I -7(8H) -]

Meo?_sf\fl 7@ — 0 /O\/I @

22X E 0.2 AF 2(0.05g, 0.143mmoD ¢} N N-t] e > 2 3+-1 3-tJ9}71(0.018g, 0.18mmol) 2] T&E5 12
ARFESE 65T HASAh e EEES WAL, 282 F9 S AASA HE/E©0/10, 1S A7}
s, AAES DA AVES T2 AR, @6 o] SN %, SUAA oF0.045g, A% ~AEY

M* 1 372)& #5389t

AN 47: 6-Q-FF e mHll=mAD-8-WY-2-{[3-@C-F AT Fed-1-ehZ = |olu|=}Je]=[2.3-d]3]ud-7
(BI) -9 A=x

Meosz\l/I f:‘ & At ):TI @

FEZEE 0.2m05 2] A3E 2(0.05g, 0.143mmoD) 9} 1-(3-olr] =X 2 ) 3] 2| -2-2(0.024g, 0.17mmol) 9] 3=

12X 752 65 C7HA] 7L 8k tt. vbg- 2358 WZsta, S-S §3l &ulE A AR wWehe/E(90/10, 1ml) S
A7Veta, AAES G AHAES B2 A sta, 93 bdo falA] 7)1, S=4A]A o}71(0.033g, A AHE
H M 412)S 553

A 48 N-(2-{[6-2-FF ZFA5A)-8-H|F-T-54-78-t]to] =2 F 2] = [2.3-d|FHrg-2-% [o}n] = }of
oA Eotr =9 A %

F F
fo) H
OO0 Yo
e
MeO,S N7 ‘? o [} ﬁ)\N/ . o
CH; CHy

EE0.2m0F 9 AE 2(0.05g, 0.143mmol) &} N-(2-o}n] o &) o} A E o} =(0.024g, 0.18mmol) o] & 3-&
12A1 75 65C7HA] 71 E 8k}, Hbg 3+ 8S Wasta, s 53 & AASA Y. o eE/E(90/10, 1mfa)° =]
7Vetar, AAES JAEAT AHES B2 Ao, A3 wddo gafr7])ar, S¢A| A o}el(0.035g, A& A~ E

A 49: 6-Q-FF wHll=mA)-8-mE-2-[(2-F]e]H-3-HeDoln] = |9]e = [2.3-d ]I 2]n]I-7(8H) -2 A%
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N
F > | E
O
/
.
MeO, N ril 0 N)\N N 0
CH, H éHs

FEZEXE 0.2m03 2 A3E 2(0.05g, 0.143mmol) ¢} 2-3 W -3-L | & o}w1(0.021g, 0.17mmol) 2] &3
oF 65C7HA] 7 8lgitt. whe eS8 Wrtela, S B 82 A AT W e-L/5(90/10, 1mé
AAES A5G A ES B2 A e, 93t vgAo] &aA)7]a, SEAA o}1(0.039g, 2F ~FEZH M'L
392)& F583lth

S m°1'
rulo
—
[\
>,
)
ol

A Ao 50: o€ N-[6-2-ZF 2 ZH 5 A)-8-HE-7-54-7.8-t]sto| =9 =[2.3-d|H | d-2-U |-B-%et]

YolESY A=

F 0 F
o
e s ey o N
L 2 — A 2
MeO,8" “N” "N Yo NT N7 N7 o
) H ]
CH, CH;

AN FEEZEE 3mlF 9] g B-LeF ol E d4F 9(0.053g, 0.34mmol) 2] &l MP 7}H o] E =] (n] = 74
g EZ ol EAH AE 2R Y ol 2 USE HIAwE A A A7 ¥ o8 =(Argonaut Technologies Inc.), 0.45g)E 3
7}atgith. o] & 1A17HE e wukaar, olo] A A E 2(0.05g, 0.143mmol) S H7FstIth wh-e oS 655C7HA] L8] AL, 244
Heok keIt ol M, B ES WZtsla, qutE B A E AAGAY fulE SEA]7)a, ARE YY)
(Si0y, CH,C1,/MeOH-95/5)3}a1, o]o] A 2 A3t 128 A A o}71(0.027g, A ~AEY M1 387)& 5313
U},

A 51 6-Q-FF e mHll=mAD-2-[(B-HEAZwH)olr] = |-8-w T e] = [2.3-d]|3] v d-7(8H)->°] A%

me@ L rp@

SEEEE 1.5mF 4 AE 2(0.05g, 0.143mmol) 9} 3-H HA| 228 o}71(0.015¢g, 0.17mmol )4 3 ES 1247t
65C7kA 7kE 83t whg E¢E S Yasta, S2s S8 8rE Asdnh =49 kg & %L% = éf“ﬂ ARvEIL
¥ (A 2 (Supelco) (W] = P F 2] AIQIEFo] 2 4] o] A Z1vp & =2 A (Sigma Aldrich)) 3mé 5=, SiO,, CH,Cly/

=,
MeOH-95/5)& &&] Ak, o]oj A ZuA|7 o}wl(0.027g, 2% ~HAEY ML 359) F538131 0}

A 52: 6-U-FE2ZAHAD-2-{[(1S)-2-&}o]=FA -1 2-td 2 F ojn] v} -8-wWE e = [2.3-d]Frd
~7(8H)-=2°] A%

oL
NJ\N/ l;l o Cl
CH,
A A =28 (1S)-2-3tol =S A -1.2-t] €] X2y Ftulro]E o] A%

/ﬁ\o)< P . X\ﬁiok

OH

¥

OH
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A B7]5k HEZSo )| 22 F S 7059 HE N-t-F-EA 7R ) -L-g# Y ul o] E(10.0g, 49.3mmoD 2] 0TC &
o] A3l Ent v g (THFS 2 3.0M, 70mf, 210mmol)S 30 WA 4540 24 A7}, H71E 9853 3 ke &
FES A7t A 7heskar, 2A13s e kel glth. hdetel v 2 3] ERS Al A ST o]of A, E(500m) 2 o
g oA H o] E(1.205 H7Fskar, REgH S 2709 A Abolol Eufatltt. f715S A xata(da 9 MgSO,), %UH—E— =

HAA A& 5o, o] & A &ulE 189 (Si0,, CH,Cl,/MeOH-90/10)8}¢] NA| 2] HE ¥ o} gl (g 9
A M 204) 9.6g5 FEIA

A B: (38)-3-¢ln| = —2-w R EF-2-8 ] A%

E:
)v

" NH, HCl
o * OH

2 B 78k A3k wed 96mi= 2] 7hubH| 0] E(9.6g, 47.3mmol) ] 0T &N E|ZF L ZolA| EAH4m,
51.9mmol)& A7 alglth #H7kE s § g L%LE A7k A] 7h3kaL, 241 (e 9F ksl T, t-F ek (2 U]
3ml)S whg Mol H7hatar, ghetatel] &u/3 ] EAS A AT SEAIZIEA 733, 75m0)S 7HeE ol X%
QoA AZAA LA 2L ofHl S F53IQIT o] 24S Et AR &7 a1, ool A HERE(10me) B AAHI12M,
5 WA 7me)S wRESFAA F7FstQlth 304 §-, obwle] Ak flo] A= =AM FAHUL, o] & FFAG0Om) H Et,0(2

3], 150ml) = A Aslar, o]o]A] 7Hetsle] AZxSGTH A A~HE M*l 104, 87:128.1 WA 130.17C). F9]: o] o}wl
S EH5Aola, dElEet F7)/E B wEH

GAC6-(U-ZFE2AZAD-2-{[(1S)-2-3lo]==A -1 2-tdgd T g Z Jolu| -} -8-WE 9= [2 3-d]FA -7
(8H)-29°] A=

O.
N7 == ° = P‘ =
| —— X
MeOzS A N N0 c > “
CH,

l
OH CHj

Ao FRZXEE 3T (39)-3-olr| =-2-HEFE&-2-3 A 9(0.077g, 0.55mmol)2] & MP 7}H ol E
FA (2L E HAZZA A 3T o E B, 0.75g)S A7}t YT) o] 1A 759 ﬁﬂ*oﬁ olojA A 7(0.1g,
0.28mmol)< #7FsF3ith vk NS 60T 7HA] 2231, 244 7 QF a8i T, oo A, &35 %ﬂsh, a2 53
FAE AASA Y S E LA 7, A9 EED}EJEM(&OZ, CH,Clyste] 4o &S 533021, o] & A
2} A= ekE 1# 9 (Si0,, CH,CLy/#At-1/1 WA CH,Cl ,/MeOH-99/1 F+ul)3tgich. A4 e #£5& del et $o 7h9ts

o u]E ZwAA o}(0.032g, A ~HEH ML 380)S £5319] )

ALY 53: 6-(2,4-HEF L Z2HHAD-2-{[(1S)-2-35o|=FA| -1 2-tjHe 2 23 Joln] -} -8-HH I g = [2.3-d | ]
A -7(8H) -9 Az

F
(o]
moﬁ — 1 @
:
o 5
N F
Me0,8" ™ N EH 0 F X\ o
3

]

T
OH CH,

oA oM EUEY 3miE 2] (3S)-3-0}r| -2 & At

(=2, 0.7me, 5.2mmol)§ A7rskaltt. o1& 30 E—%OJ st el%v}zl yztatkar, ojej Al AdE 5(0.367g,
1.0mmoD & H7Fskieh. Whg-olg 24 3bg et fFatar, AL27bx] YAstiet. vee@m) 2 5415 bER #%ﬁ(zN
1LHX1 3m)& F7betal, EdES 30 Et &Rt whE oS SEA7|aL, ol E opAE 0] E(25m)E A 7FeH T
N1%& AZRA(RS, 33]) Foll Fatel] SHA7) o, ARvE L (SIO,, A1Z24 TLC ZH°1E, EtOAc/FAH-75/

F 93(0.24g, 1.77mmol) o] &of Aletalwea A
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25)ste] 249 A ES 5310 o] & A3t WE A1 WA 2ml)ol &A1 7], A HZ2AM, I&)F GiHs 718t
gt} 372 B3 uA S dElsta, AxRAA G dHZ ~FEG ML 391, §4:104.3 WA 107.5T) 0.16gS 5
atairh.

AAe] 54: 6-Q-FF =Ml A)-2-{[(1S)-2-3to| EFA| -1 2-t|w|d =g |oln| -} -3-m &= [2,3-d]|3 =]
~7(8H)-=°] A%

T\Iﬁ
MeOQS N

Ao ol EYEH 3ml32] (35)-3-0}n| =-2-w & H-ek-2-
El"éoﬂ“éo}‘j](o 7ml, 4mmol)S H7}3F ). o] & 30 OJ :@&%*‘6}1 AL A W 7hskar, ojoj A HE 8(0.4g,
1.15mmol)S A7}ttt WSS A 750t shFalar, AL 7% Wztatgd ). o 8 oA E| o] E(25m)S 718l aL, o]
SNE Az tH(9 4 33, MgSO,). rdatel TA 713, ARvtE 18] 9 (Si0,, AlZ-& TLC ¥ ] E, EtOAc/34t
-75/25)8k0] Aol AAES 55T} o] 2 93 feAl(1l WA 2m)el &A1 7], dHEAM, )T FAHS H
7Vetelth. o e B3 1A S wEsta, AFRAA A A@H ~AE" ML 371, §4:162.9 WA 170.5C) 0.25¢%
5353

\ /
/

< ¢4k ¢9(0.31g, 2.21mmoD)¢] & o] N,N-t]o] A3

Ao 55: 6-2-ZF 2 B H 5 A)-8-HWE-2-[(1-SA|EHEZso| =& -2H-F e I g-4-2)oln = |F = [2.3-d]
g end-7(8H) -2 A%

F
Ox NI e
A -
N~ N7 NTo
H |

F
o¥veqs

N)\N/ N "0

" I
S A HEGS|ER-4H-H e ] eh-4- A0 Al

& S
> -OH
o N

=2 HEglsto| R E] Q¥ @ -4- g(5g, 43mmol), oFA EAF YE & A43}E(29.26g, 215mmol) 2 3}9]

m> o
[\
(@]
iO

133
T =Z2obdl 94k 9(14.9g, 215mmol) o] FE E3HE S 64 7HE¢ 7Y SR v E3E-S W7kl ar, 7etEte
Lu/3 A 24 S AASAL FFRES JT(400mz>i 3|41 3}kaL, o 8 olAlH 0] E(33], 150m) & FE3} T} 7] &
NE AZxFI(HFF 2 MgSOy), TEAA WA A 24 Eloh= SAI(HFF ~FEF] M™: 131) 5.6g& F53kth

A B 4-olv| e Egslo| =R E o 9 o] Al X

Q SQ
X, -OH NH,

2 B 78k A2 A HEZ st =2 F2(1M, 76m, 76mmol)F o] A stdFu|FEF(1M, 76m£ 76mmol)4 £
dlof] HEgslo]| =2 F & 30m 2] Elol= 24](2g, 16mmol)= A 718t 7S 953 5 E3HE2 7A) ¢ 85

vi)
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of arka}ar, ojoj A Aol A 124]bg et ke ith, E(2.9m)S Aol M 3] 7FH(H 7L Foll #Akst U EH
N(15%, 2.9m0)S H7Fsklth. oo A, %7}4 =(8.7m0)& H7etaL, vkg EE S 3025 ¢k antetal, Aeto]E JHE
ol o Fstar, ol " ofAlEl o] E(200m) = Al skt o & Axstal(da R MgSO,), #ehstell S EAIA 4-o}n]

o o

wHEDSlo|E2E o u (A ~NEH ML 118) 1.62¢S F5319 )

GAC:6-2-ZFZ2 2o A)-8-mWE-2-(HEg3so| =& -2H-E]|F&-4-dolm )9 g = [2 3-d ]I ] -7(8H)
-2 Ax

- F
(00 — QG0
e
MeOsz\N/ N Yo N)\N/ N o
L, o

1-HE-29 28 0= 1nE9Y AE 2(1.0g, 2.9mmol) ¢} 4-o}v| -E| Egtslo] = 2 E] 9.3 &(0.67g, 5.8mmol) Y] Z3E
S 1A ZHEQE 80T Al A 7138t Wb-g SES WZhstal, ol E olAlEH o] E(100m)E H 7tskaL, §7] 95 2(33],
75me) = A A kAL, o]o] A AU THA S H MgSO,). rstell &uiE SdA17]aL A7l A 2ekE 189 (Si0,, EtOAc/

S 3H40/60)3ke] WA Dol A AL A A 2A BB 0.84g2 FESA

GAD: 6-2-ZF 2w A)-8-md-2-[(-ZA| = HEdslo] =g -2H-F] e ] e-4-)o}n| = |9 2] = [2.3-d] T ]
nA-7(8H) -9 Az

F F
S N0 Oxg e e Y
N - > A 2
N7 N SN o NN N N0
H ) H )

33} 2(0.84g, 2.2mmol)S T2 Z v e 80meol &3|A7] 3, 3-FZ 2 M2 H77%, 0.5g, 2.2mmol)S 305 23 3
3| o7 HrlslhH A 5C7HA Watg o) whsS 308 ol $asta, E¢ES oAl YEF =89 (10%, 100m) 2.
2 A3 Fof| A7 E3} TEAF YEF ?%fﬂgi A AT &Ne AxF(AF = Na,SO,), Hetatel SEAl
Ao A ES A9 A=vEY(SI0,, CH,Cl,/MeOH-95/5)0l 28] A A ste] HZ A sfo}wl & =533}, o] A4
2(0.49)E g oMol E/)EZZHWENL/1, 1)l £3NA 7] 3L, o El2(1M, 1.2m¢, 1.23H)ZF2] g2+S H 71kl o).
WA HErl S PA ek, o] 2 1585 wHlketith LA S o Fetar, o H 2 & AR s Gk (A ey M*TL
403, §7:188.8 A 189.7C) 385mge 53519 t}.

e 56: 2-[A.1-HSA | Eg}sto| =2 -2H-E] @ v gh-4-)ofn| = | -6-(2-FF L =¥ 5 A)-8-m " v ] =
[2.3-d]9]e]m]P-7(8H)-¢] A=

IO — 20,000

A BY7 &t tEF 22 e 5052 332(0.47g, 1.2mmo) ¥ 3-F 2 23 W 24H0.26g, 1.2mmol)e] &S 4
oA 2A1THEF nLREEFQA T, o] o A, Wh-G- oS o} A HEF &N (10%, 100m) 2.8 A 7] AL, o]oj A Ap7fE 23
TEHA UEF F84(100m) &= Al H sttt f77] §48 A xstal(d 5 2 Na,S0,), #tstel "HW?W A7 A2
nHE 212 9 (Si0,, CH,Cl »/MeOH- 97/3)—3—% F5AT o] & HEhE /v E = =M Th(5/95, 1
me)ol &A1 7] aL, ol | = (1M, 1.3m0)5 <] A4k

Fata, g2z AAgste] Gt G(Fe ~AEY ML 419, §5:186.2 WA 230.7C, A Mol A BERHow 8§
H AIR) 413mgS 5313l

°\\/o
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A 57 6-(2.4-t]ZF 2 2 H=A)-8-mEl-2-[(1-SA L HE} o] =2 -2H-E 2y g-4-¢D)o}r] e | T g =
[2.3-d]9]e]m] P -7(8H)-¢] A=

F
L
o
N/]\ N7 TN o F
H !

F
O\N\\o
|
NJ\N/N o F
H |

GA A 6-Q2A4A-HEF o ZH 5 A)-8-wd-2-(H Eg}elo] =2 -2H-F 2 3] g Aol ) =[2.3-d[FHrd-7
(BID) -9 A=

ffIf:L . CUO\/ICL

MeO,S

1-vg-2-9 &g v= 2m=9) AF 5(1.14g, 3.1mmol) ¢} 4-o}H| = H Eg}&lo]| = 2 E] @ :’4%(0.78g, 6.2mmol) o] &g
55 70CAA 15852t 7Fdskin). vhs 358 W2staL, o g olAlH o] E(100m)E H7Feksith. o] oA, 7] &
S B33, 75m0) = AHstaL, A2 v s B MgS0,). 8ME SA7]a, A7l F=ukE 289 (Si0,, CH,Cly/

EtOAc-90/10)3t] ©-A] Boll A AF&5 = 31315 (§-74: 230.7 WA 232.8, MS(M™H): 405) 0.9g%& 5359t}

GA B 6-(24-HEF 2o 5A)-8-wE-2-[(1-SA| & HEZ3o] =2 -2H-E| 3] g-4-)oln| = [I] ] =[2,3-
d19g e -7(8H) -2 A=

F F
QL0 — "OLCTe
—Z err———g
N)\N N" o F N/LN/ N, F
H f R I

23}%(0.9g, 2.2mmol) & U2 2| e 80m€°ﬂ :HAl 7)a1, 3-F 22 HMZEAHT77%, 0.5g, 2.2mmol)S 305 2= 3
TFo R HrtstAA 5T7HA] Bzt W zofmoﬂ A5, EFES oS YEF & A(10%, 100me)o
of 27k L3} TE YEF FE o :%Mf’ﬂv‘r FNg Ax3H (85 2 Na,S0,), 7Hekstel SdAlZTh A

=g 24 A=rEIH(SI0,, CH ,Cly,/MeOH-95/5)¢l] o] &l Al ste] dF A stolrl & 538150t o] HA=(0.35¢,

0.8mmoD)< vl EF 22t Imfol] &3jA17]aL, Bl 2(1M, 1.0m) 5 2] A2HS H7Fetdn). A S P AJstar, o] & 16%
ot ket Qith LA S o 2(10m) 2 34 8lar, o et o Hl 2= AAste] 4t (A ~FAEY ML 421, 4
201.8 WA 202.5C) 344ngS 538k t}

O, toh ook

A 58: 2-[(A 1-HSA T Egféto]=w-2H-E] @ Fgh-4-QD)ojn| = ]-6-(24-HEFe w3 -8-HmHd 2] =
[2.3-d |52 T-7(8ID)-2] A%

F F
Ox SN o\\ O
QL 00O, — 200X
o~
NTSNT N0 F NJ\N’ N F
H I H l
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A 978kl UF 22 e 50m % 2] F3H2(0.6g, 1.4mmol) ¥} 3-F 2 2 W Wl 24H0.48¢, 1.5mmoD 9] EgH&S 2
SO A 124125 9F aRkakgit. o]0l A, WhE- oS o} St G EH ?%fﬂ(m%, 100ml) 2.2 FYA| 7] L, o]0l A 27he- E
3} TEAF YEF(00m) o2 A HEATH #7] &0 A%53(A5F 2 Na,S0,), Atstel SHA71a, 49 A=2rE
e 9 (Si0,, CH,Cly/MeOH-95/5)E &3l AAstel HE 0.41g& F538%ch ol & He/t 222 reh(5/95, 1n)o]
A7 AL, o El2(1M, 1.1m0)F 9] FAbS H7bshar, 848 1585t wksgich 7hdstel S A 7] F-of o 5 2(10
m)E Hbeba, wnkste] A& S5 AES sl o v 22 Agste] dat A(EH A=Y M 437,
§74:251.7 WA 254.9C) 382mg S *% Bl

AN 59: 6-(2.6-tZFQ 2] HADN-2-{[1-(Flo]=Z A d EDNFE]l Jolu] -} -8-HE T &]| = [2 3-d]3 v Y -7(8H) -
2o Ax

F F
SN o] HO. e e N O
oo — XXX
MeOS" Ny 1'\' o F N NT NS0 F
CH, CH;

1-W€g-2-9 22 )= 0.5m% 9] ¥ 4(0.38g, Immol) ¢} 2-o}] =2 E-1-2(0.35g, 3.4mmol) ] &
1A s e wkalar, o] o) A A2 744 YZbskole), WekS/5(9/1, 1 IM 2m) S F7reka, 8-S 30
th o star, ol 2] oo B2 I AEL A3 A HE Fol AxA A Fe opvl S 533 ol‘j—
m)ell &) A7, o H 2(1M, )T <] ArkS H7bstar, wh-g- A8 3045t wdtalgleh. f7] s3t= —JA]?J %
olHZ/MErE(1 WA 2m)S H7tsle] HAES 5315 35 T8 1A & delsta, AFRAA Cé*& %3(24%1' Eat:)

Edg M 391, §4: 176.7 WA 177.77C) 0.28¢S 53151t}

ar{mm'

1

rXL
ﬂ

Aol 60: 6-(2.6-tEF 25 A)-2-[2-dto] =FA| -1 1 -t]w el &)otr| e |-8-m &I 2] = [2.3-d] 9] 2] "]
BH)-=9 A%

TIQ—* ,@fl’-@

Su,

MeOzs

1-de-2-9 8 v+= 04059 AE 4(0.38g, Immol) ¢} 2-olv| =-2-H & X & #-1-23(0.35¢g, 3.4mmol)2] &3E&E2
80T A 1AIZHE et adkalar, o]oj A A 2704 Yzhakoloh. WighE/=(9/1, 1 WA 2m0)S A 7Fstar, dEd-& 30252t
wnka Tk, of alar, o Bl 2ol o]o] B2 I HES 3] A HF Fol ARAA F olulE 5% o) & vEe
(1 WA 2n0)oll S| A7)z, el 2AM)ZF2] FAHe H7bstar, -89S 3085¢F writal . #7] 3dE S S0
ol ol E 2/ ere(1 WA 2m)S H7tete] AAES 538150 o35 T o] uA S welsta, AFRAA i A=
Fadely ML 377, 84 212.8 WA 213.5C) 0.212g < 5313t

AN 61:6-Q-ZF 25 AD-2-{[1-(Flo]=EA W EDAo| Z 2 HE Joln -} -8-WEl T 2] & [2 3-d]-F2u]d-7
(8H)-29°] A=

TI@ EYear

-HE-2-9Z 0= 0.4nF 9 A E 2(0.353g, I1mmol) &} (1-ofu] Aol F 2 A E )W EH2-(0.154¢g, 1.42mmol)e] &3t
< 1A1ZHE R 80CT7HA] 7FE skt Wbg £ =& W7Ztstar, o] A E(50m) 2 ol g oA o] E(50m)E # 7}sfaL,
S NS 2719 A Abolell EulEtadtt. 7155 Axstal(A 4, MgS0,), &vlE SEAA ARES 5513 eH, ol &

—

rx nﬂn
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A A2t (Si0,, CHyCly/MeOH-90/10)E &3 AAlstitt. A7 +8& o, 7etstel sFs8ko] fe] of
1S 535t ol & wigh&(1 WA 2mo)el dEskar, ol 6l 2(1M, )59 d1he H7hst
Fth 7] 2 SHA 2 Fof ol H2/meS(1 WA 2m)S B2t AHAES 535 o
wEsla, AxAA G4 d(dF A~ EY ML 385, ¢34 198.6 1A 200.3C) 0.

ol EI

il

A 62: 6-Q-FF e wmH=mAD-2-{[1-(Elo]|=FA|HeD)-3-(HEE] )z |ojn] e} -3-wWEl e ¥ [2.3-d]I] ]
H-7(8H)->9] A=

e O .. FoN s o O

1-Wg-2-9Zg &= 1.0mF 9 AF 2(1.04g, 2.94mmol) ¢} 2-o}r] =—-4-(W 2 E] & )5 E-1-2(1.0g, 9.7mmol) 2] 2
eSS 1A 80T 7HA] 71831l o). wbg &35S Wzhstar, W ehS/E(9/1, 5 WA 7Tm0) S 7FAA T A &L

A ekt whebA], 7Hekstel Zﬂgg B8 BE &ulE AASAL, 2(25m) F o8 olAH o] E(25m)E H 7Fsli T v
ey Nel 5 A}OMI HHH 1 TATE AASAT A" ofAH O E &4 Axsha (A % MgSO,), 7
A A= rkE 19 (Si0,, CH,Cl,/MeOH-95/5)8 &3 A, A+ 3
S 5T o] A E(0.2g)S HERS(1 WA 3ml)oll AEstar, o gl =
305k wukEAth f-7) 3tetE S FIAI 7 Fo o H| 2/ er-2-(1 WA 2
n)S H7tete] AHMES FE9 O HE B3 o] A S wElsta, ARAA G Q@ ~NEH ML 405, §4:
130.6 WA] 132.27C) 0.125¢gS 5

031 (ot

-—

¢

E&

m[o

A 63: 2-(M Aol ) -6-(4-FF 2 2o 5A)-8-w &y 2] = [2,3-d|H I v T -7(8F)-22] A%
OO0, - X0,
Meozs’":N:L/n;on F ©/\ *
CH,

1-ME-2-9 2= 0.5mF 9 6-U-ZF 29 5A)-8-me-2-(ad ¥ d)v 2] =[2,3-d ]9 & v d-7(8H) -
(ME 2-ZF 225 A oA H O EE WEH 4-ZF 2 2| A|olAH o] ER X830 2 A| 25 = A Ao 89 &7 A
2 oA B 3%, 0.35g, 1.0mmol)¥} ¥l &o}w1(0.33m¢, 3mmol) 2] =S 110Tol A 124 7H5F nlukalar, ojoja] A&
7hA] WZet ik, wlekE(2m0)S H7bekal, AEN S 3045t wukel it oy detar, Wehs 2 A ES 4] Al H g
ol AZAA el obHl g F53I3TE ol & ol e ofAlH o] E(1 WA 2ml)oll &3 A7), o8l 2 (1M, 1.5F ) ZF <] 4t
S A7stlnh e B3 nAS dElsta, A2AA A (@ ~NEH ML 377§ 203.2 WA 204C)
0.317g< F5313lth.

AA] 64: 2=l otr] 1) -6-(4-ZF 0 2wl Z)-8-wWd =] = [2.3-d]FrH-7(8H) -] A=

N /TI\ N
| >
P S
MeOgs)\N r'~1 o] F ﬁ N l;l [o] F
CH, CHy

2-3 22 t+= 0.3ml5 9] AE 9(0.36g, 1.03mmol) <} W&o} w1(0.35m¢, 3mmol) 2] TFE S 80T A 1A17Hs
31, o]o] A AL 7hA] Wztalglth o H 2 (2m)E H7belal, FE NS 3085 wwkEllth, o Feta, o gl 2R
% é%% ks A g 3o AXRAIA 78 oS 533l o] & WEE(1 WV] 2mp)ol 83 A|

& 7131, o el 2 (1M, 3}
)59 AARS HIFsE o sl SEAI 7] B0 of B 2/ EH-2-(1 WA 3ml) E nHkste] I HES 55T oI E
E3) o] A S dystarl, AxAA 92 J(@ ~dEY ML 375) 0.193gS 581t

A 65 6-Q-FF2HwAD-8-HE-2-[(A-ddxZH)olu| e [F&) = [2.3-d|HAnD-7(8H) -] A%
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F F
N e °\© N °\©
I i
o Sy N0 N —— E:£lfkf'v
CH, CHy
1-vWg-2-9 =g 0= 2m5 9 AE 2(0.1g, 0.286mmol) 2} a-ol &l Aol (0.088me, 0.573mmol)e] &5 1247+
S 120C7HA 7hEsginh. ¥hg SRES Wk, Ad AR v E 23 (SI0,, A/ oME-80/20)5 ﬁﬁ A3}
oA B3-S moqw 7Sl F53te] Rl ofil g 53 o] AAES vwh2(1 WA 3ml)oll &3 A]7]az, of
Z(M, 19T 9rks "7Estar, vbgdS 3085t wRkslgith, 35 F3) o] A& delsta, d e =22 A4 s
3, AZAA A ARG ~ANEH ML 405, 74 109.4 WX 111.3C) 0.084gS 5314},
A 66:6-(2-ZFQ w5 A)-8-wel-2-[(g]g]gl-2-A v eD)o}n ]9 = [2.3-d ]3] u P -7(8H)-=2¢] A%
F
Meosz\/j:I © —_— ):II \©

-2-dv|doldl (0.154g, 1.42mmoD) 9] &S 1 o}
3 &)= Al A oF WEhS/E(90/10, 1m)S A7 akar, A
% 0}0314 *M%% B2 AHsta, gt g g3 A 75, ZHA A o}wl(0.035g, Ak ~AEZ M* L 378)

% 94
FESHT

AAe 67: 6-Q-FFmH=A)-2-[(3-FHu|E)oln| = |-8-md T 2] ®=[2.3- 7 19]2]nH-7(8 F)->°] A=x

N eee O . Coro

0.2m¢9] SRXREF T AE 2(0.05¢, 0.143mmol) % 3-FH v Ho}w1(0.023g, 0.23mmoD) 9] EFH=S 12475t
65C= 7hdstglth. whe E5hE& 7tsta, Sl e ﬁﬂﬂe A Ak wleE/E(90/10, 1n0)& H7kshe] A d &

S At AAES B2 Agsta 43t v el &A1 7)ol SLA A oful & S5 TH0.042g, A AFEY
M*1=367).
A Ao 68: 8-HE-6-H 5A|-2-[Q2-HdA D)ol =92 [2.3- 1A H-7(8 H)-22] Ax

NN N 0
A, _ o
MeO,S” °N N o NN TN o
CH; CH,

0.5me 1-WEd-2-7 Z2t &= T2 A 1(0.33g, Immol) & H e o}w1(0.380m¢, 3mmol)e] EFES 12475t
110Col A mrkelar 220 72 Wztal o) wekS©2mn)S A7 sta AE NS 3085 Wikttt o st I A ES
kg2 FA A AAGstal Ax2=AIA 8 oS 5313 ol & #Ee-&(1 WA 2n0)ddl FEA7]aL ol H 252] ¢4t
(1M, 2m0)& A7Falsitt. o el o8 LA E FE|A 7] AFRAIA QA4 0.127gS F53ItHAF ~HEd

M*1=373, §4:211.8 W% 213C).

Al 69: 6-Q-F 22 =A)-8-mE-2-[2-FdoleDoln| =[] =[2.3- 419 P-7(8 H)=>9 A=
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a ci
N YO NP
/l/ /“\/
Me0,S” N~ N7 o M
CH,

CH,

0.4mf 2] 1-vE€-2-3] Zg|t]= 52 AE 6(0.365g, Immol) E FHWEo}l(0.4ml, 3.3mmol) 2] E3H&ES 1A 7HE<t
80T A nukatar Aoz Yzt o el 2(2 WA 3m)E H7Fet R AT A 5L FAE A ok, agm=z, 79t
Sloll A Skol]l o)) SujE Al ASE E(5ml) Z ol E olAlEH o] E(Gm)E 3 7138t vk

AL e A ol e obAlH| o] E 883 A (S, MgSO A 71 aL, S2AIA 3T

WAl 3m)E 71l Arbetod =S AR T AFstar F71e] oHER Al etal A XRAIA 8] ofvlS At A
7] 2AE W e (1 WX 3mh)ell EAI7]AL, A EH 252 AAAM, 33)S skl §EgS 305 9F wiksk it of 3}

sta olHl 22 st ARAA Fak @ 0.321gS FEFAFEZ A =G MT =407, §4: 210 WA 2110).

A 70: g 4-{[6-(24-HEF wH=mA)-8-HE-7-54-7 8-tslo|ewde]=[2.3- 19 ]nd-2-A o}
eyl -1-FHE A g ol E A%

F O/\ F
N ° O)\N NN c
l Z ,"\ Z
MeO,S”™ N 1;. o] F NN ril o F
CH; CH;

5me] 1-WE-2-3Zg|t]x= 2] AE 5(1.0g, 2.72mmol) ¥ o € 4-o}u| w=~1-3] 5| g g 7} ) o] E(0.93ml,
5.44mmol)¢] EFES 174175 80T oA wykalar AL o2 Wzhstodth &(200m)E H7bela deHS &4k
3kt o et viwte =2 AA A A AES AAS L AZA 7 f8] oblS A L9 A7) A E(0.100g,
0.216mmol)S WE-E(1 WA 2m)oll &3|A1 7131, o |25 2] |AHAM, 133) S H7Esksitl. A& of ol 23] 2]
A 7]aL, HER AL AxAA G4 ¢ 0.317gS F5e (A = 29 EY MT1=462, §%: 197.0 WA 204.0C).

A 71: 8-wgd-2-{[3-(4-vd I}zl -1-ehx 2 F |ojn| e} -6-Fl A F 2] = [2.3- 7 [Fu|D-7(8 /)-L°]

A =

ISR SO
- i &
MeO,S N !il [ ] l/\ N/\/\N =

CH, H

N N" O

1
/N\) CH,

0.5m e 1-HE-2-9Zg )= £ A F 1(0.33g, Immol) & 1-(3-opn =X 2g)-4-w &3] 9 2}7(0.51m¢, 3mmol) <]
EFES 12435 110TC oA wikstar Ao = W2t Wer&(2mn)E 3 7Fetal A S 3035 ksl
ok oy star wehe 2 HASH A HES AGstaL AXAIA F obilS ATk o] A& WEhE(1 WA 2ml)oll @EHA]F]
i, ol E 2 E 0] AAKIM, 2m0)S F 718tk LA ol abo) o &) GEl A7 o AFRAA A 0,183 SEFATHE
F 2o ey MY 1=409, €% 180.2 W] 182.27).

AN 72: 6-Q-F22H HAN-8-HE-2-{[3-4-vE gz -1-eHZzaHA]oln}3 2| E[2 3- 713 &m]d-7(8
H)-2° A%

0.4me 2] 1-vE-2-3 =g t)= 2] AE 6(0.38g, Immol) & 1-(3-o}r] =X 2 2) -4 - & 3] 7| 2} 7 (0.46ml, 2.9mmol)
G CToll A wwrala AL o5 Wzttt o " 2(200m) 2 A 7}skal A e oS 24 7HseF nuka)
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Gt ofatstal o H 22 A FHdE S Agstar A=A e ofilg Al ol A S wea(1 WA 2me)ell &34
713, ol el 252 dAHAM, #)S H7kekar whg &= 30%-E ot ety 7w S SEAI7| AL, ol H 2/m e
(1 WA 2me)= Hd7Fske] A ES AT A S o2l o8 FelA7]a dzxsto] vt 4 0.44gS 5 AHEHF =

ANEeH M 1=443, §4:233.9 U*] 235.5C).

AAe] 73: 2ot -6-4-FF o =Ml d)-8-veue] = [2.3- 7 19nH-7(8 /)->9] Al*x

N'm @\ Nm
| |
. D -
MeO28" N N0 F NJ\N N Yo F
) H )
CH,

CH,

0.4me o] 1-we- |
off A wukalar Al Wzre et wehS(2m) S H7betal AE S 3085 wtal it o ket o wieke 2 H A8}
A AAES A4 st ZAA e obFl S At o] 2 WigkE(1 A 2mo)ol] dEAI7] a1, Bl 259 AAAM, 7
S H7bsta W3S 305t wkslt. AE o Tl o) A7), A H 22 AAYst L ARAIA A4 4

= Al

srgh(AeEg ~AEed MY 1=361, §74: 243.1 WA 246.3C).

o
5
i

DA 74: 6-(4-FF o2 AD-2-[U-FFe = d)otn| = ]-8-wElde]=[2.3- 419 D-7(8 H)=-=>°] A=
COLC, — O
MeOZSJ\N/ ];1 o F ll’:i/l\N/ N [o} F
&, b,

0.5me] 1-WE-2-9Zgt)= $9 6-U4-ZF 28 HA)-8-md-2-(ma A x )y g = [2,3-4d] 9 & d-7(8 H)-=
(A A 8ol A e 2-ZFQ 2 HmA|OAH O] EE WY 4-ZFQ 2K A|olAH o] ER X 3hs-t A A YA B F=,
0.35g, Immol) ¥ 4-ZFF Q2 2o}dd(0.284ml, 3mmoD ] EFES 124175t 110T oA wnkatar Ao 2 Y7}ekgl
o Web@2n)E H7teka dE NS 30859 WSl o et Wigte = AA S A ES AA S ARAA =
Ao WP ES 55t 2 ARvE I (SI0,, CH,Cl,/MeOH-95/5)°l 93 AAstsich. Zdl &/7ES 23l
Astalell A EFAIA 8] oflS AUt oA S o e ofAlH o] E(1 WA 2ml)ol] FEAI 7141, o H 25 2] AAHM, 1.2
FeR)S Auletginh A S ool ofFf fElAl7] L AAA A4 9 0.101gS FEATHAEE 2 EY MY 1=381, &
H:242.3 WA 242.67C).

A 75:6-2.6-tF 22 H=A)-2-[U-FF e 2 Doln] = |-8-mdFe] = [2.3- 7 ]9&nT-7(8 /)=2°] A

2
=

a a
S O‘Q F N X0
MeOgSLN/ N o C \©\ /"\/j\/I
) NT NN o @
CH, H !

CH;

0.5m¢9] 1-H"-2-9 Z&]tli= F9 6-(2,6-v =2 H5A)-8-vd-2-(ME A2 )7 2 =[2,3-4]9) 2| D-7(8 H)-
LA 12-TA A WA B 2, (W 2-FF 235 oAl H o ES vE 2,6-T] S 223l A oAl Hl o] ER A g
3H), 0.35g, Immol) & 4-ZF 2 20} d#(0.284m, 3mmol) ] E3ES 12475 110TC oA nytsla A0 2 Wizt
sttt dlg-E(2n) S H7bekal derlS 305 ek wutagith. o Aeta Wiwhe = A A AdES AAsta iz
7 24 Y EE 583 2y A 2vE 189 (Si0,, CH,Cl,/MeOH-95/5)°l] o3 FAsAch 23 BHEs =3
atar Zetstol Al EFAA FE] obilS Ao o] A ol " obAlEl o] E(1 WA 2mi)ell AEAIZ] AL, Al H2F2] AAH(IM,
1.293)& A7betgiet. A& o ol oJ8f FrelAl7lal A=A 7 94 o 0.131gS S5 tHEF 29 =

M*1=430, §4: 248.2 W #] 249.1°C).

A 76: 6-(4-=Fe mulH)-2-[(4-FF o mod)olr ] -8-wWEy =23~ 79 I-7(8 H)-=2] Ax
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NT= Xy F N Ny ™=
X — A 2
Me0,S”" N N o F NT N TN o F
CHj, cH,

0.4me] 1-vWe-2-9Zg )= 9] & 9(0.36g, Immol) ¥ 4-ZF 2 2oldH(0.8md, 7.2mmol) &) EFE3 1247
FoF110TCo A wtstar Aoz YZhehdoh we-2(2m)E 715t A8 S 30859 autstgit), o 9slal vt

2 A JAAES ARSI AZAA 229 YA ES 5310 o] A S weh-2(1 WA 2ml)oll EEA]7] L, o H
239 AAM, HEH)S H7bshal vHES 1A wRkelglth A& oo o3& FElAl71aL ol Hl 22 M gsla A

1
ZAA G2 9 0.207gS FEFATH ~HAEH M 1=379, §4: 246 WA 250C).

(o3

oo
o |

A 77: 2-{[4-(2-3te|=E A E) I [olr] e} -8-wWH-6-F| HA| 92| = [2.3- 7 1A nT-7@8 H)->2] A=
MQOESC(I 0 ,(II S
&,

0.5m¢e] 1-vWE-2-3 &2 )= 52 AE 1(0.331g, Immol) ¥ 2-(4- o}uuiﬂé)oﬂ $(0.411g, 3mmol) 2] £g=&
127759 110Col A awkalar Ao 2 Wzl ve22m)E H7Msta 89S 305 nnkelslt. o 935t
o e E A A AES AL A2AA fe O}‘ﬂg FEEA o] AS HES(1 WA 2me)o AEA 7] AL, o
H 239 9AH1M, 1.5m)< # 31 9SS 30 E 9 WSl ek A S o ol o) A7) aL AERAIA FAak &

+

7}s}
0.127gS FE3 (A= ~AEZ M*1=389).

AA o 78: 6-Q-FZ2H HAD-2-({4-[2-(H &olu] )| EA] |H Y tolm] ) -8-r &2 = [2.3- 71720 H-7(8
H)-2°l Ax

a a
0.
00 — "M 00
r—————— 1 '
=
MeO28" “N” N7 Yo B N/LN/ N” o
) H )
CH; Cn,

0.5mle] 1-WE-2-32g )= ZFo] HE 6(0.4g, 1.1mmol) L 4-(2-t]d g o}n] o] EA])o}d & (0.8g, 3.8mmol) 9] &

FES 124759 110C oA wtalar Ao 2 Wz, vehe/E(9/1, 1 WA 2m)S H7Feta A8 NS 3085

oF Wk TE o yala B2 AA A A AES AA oh AZAA 2Ao AL 450}1 fga 3@}5;@@

(SiO,, CH,Cl,/MeOH-95/5)°l 93] A3t 29 E7E& 29shar sl
-2 (1 WA 2me)oll FEFA 7] L, o Hl 252 Oﬂ*P(lM, 1.299)S

ZHLAML of el 2/ ek-2(1 A 2m/é) A7bete] AAES AJe} DA E o ol 2] 3

0.16g% 53t th (A ~NEH MY 1=494, §4: 255.5 U X] 261.4

30%-5<F wakakei ok, °7]EE
FEAZIAL A=A A At o

AN 79: 2-({4-[2-( Elolu] o EA [HHolr] w)-6-(4-ZFQ 2 AD-8-HE 32| =[2.3- 719 gvd-7
B H)=-2o Ax

o
X0, — T OOt
P i
Me0,8" “N” N7 o F E NJ\N/ N7 Y0 F
) H )
CHs &u,

0.5mee] 1-WE-2-9Zg = F9 6-U-SF 22 5A)-8-mEd-2-(MEd A ¥ )y 2| =[2,3-d] ¥ 2| v -7(8 H) -
(AAd 8-A A A B #%, 0.35g, Immol) 2@ 4-(2-t]o| Ho}u] o EA])o}d & (0.625g, 3mmol)e] E3FHES 124
7ok 110Col A mukatar A2 o0 2 Wzhatg o) WehS(2mn)S 7 aeka dEolS 3085 wyksloitt. of walar w
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’ 1 h=4 L PN .
AF 9 0.085¢S FEGUH(A S ~AEH MT1=478, 7 245.2 WA 246.1C)
A Ao 80: 6-(2-ZFQ 2 H:mA)-2-[(3-3lo| ==X d-2-olu - |-8-WE T = [2.3- 713 HI-7(8 H)-
29 A X
¥ F
O.
000 - cxeYe

MeO,S™ N N (o) \l /"\ P> N

s o <':u,

\e]

-9 2= F9 AZ 2(0.05¢, 0.143mmol) ¥ 2-o}n =3 2] ¥ -3-2(0.047¢, 0.43mmol)e] &=
2 7FEAAY WS E5-ES WSk, W' /E(90/10, 1ml)S H7Fsta I AdES AT A

0.1meo] 1-wE-
3 80

AEs B2 AgstaL st mE el &3 7]aL 1 24 (MgSO,)E Fall o st SEAA obvl& 4533 tH0.040g,
&%

o,

@)

AA 81: 6-Q-FF e wmHl=mA)-8-mE-2-[(5-r&y]e)d-2-Do}m = | = [2.3- 719 T-7(8 H)->9]

Ao 2mie] EREEE T 5-vEIEd-

2)-2-okul Q141 91(0.025g, 0.17mmoDe] Eoo] S-2hh ul5 o ah =
(0.16g, 0.86mmol)S H7}&} e} o] RS 143

o}n N
o

Bl o
T

ol

ol

b kLT o gk F tstel A SR 1nte] FREEE F
A 2(0.05g, 0.143mmol it ol H713h3 W3 65C2 F 24NE S wilESih, LS W25t S kol
AOH Qo2 A AT HEFL/E(90/10, 1nt)S A7beke] A AR BA ST A B vehe/E 2 A ea o5
A EY M 1=378).

W] e A]7]aL LA A ofrl S 5383 HH0.034g, A%

A 82: 2-(AE )-6-(4-FTF Za g A)I=[2.3- 19 efud-7-o}rl o] A%

SA A 4-(EFe wimADoEUELS] A%

NC\

SamopAlEY B2 14nt, 29mm01) 10me 2] DMF 9] 4-Z5 2. 23=(0.3g, 27mmol) R K,CO4(4.85g, 35mmol)
Aetole] A7hetI) WSS 152175 60T R 7hatiaL, SH2S WaAstn B2 84470 5 o] d ofalglo] E-3]
$(1:1, 150nt, 38)= 3 %o}"ﬂ‘* 7] §og qeka B(200m, 282 Ak AxEAHASR, MeSO,). 4 S
etstel A Al As] A E 4.1gS 53 TH

M

>'£]:o

o

O

A B: 2-(IHE] 9)-6-(4-FF ZH =5 ADI ] -[2.3- 719 r]d-T-o}x1 ] A=

H

NC

N o NN Y
o * )'\/ /"\//

icalcaat TN o0 A0

F
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30mee] YudEFolu| = Fo] YEH (G AoA] AlxH, 1.83g, 12mmol), o} =3 g vd 2dslo] =(2.4
10mmol) B K,CO4(7.0g, 50mmol) ¢] &3&E& 44| 7&%% 20°C 9] 9. HjxoA] 7tEsA Y. £ 22 17

3245131 o € ofAE o E(125m0, 33)) & 23t} 7] LS zalala B(120ml, 33) 2 A4
MgSO A 71l A7tz S48 &2 23S a3l A ZAH. &vlE Fdetoll A A7 st =49 =42
“1# 9 (Si0,, MeOH/CH,CL,, 80/20 WA 95/5)°l <]&l] FA|ste] A E 1.3gS F+5AHAZF ~HAEF M+1=379, &
:186.2 WA 192.2°C).

S

&g abel wet WA El @ V) (EE tgahE Al = i A E)S 3484 RINHL ] ofwl o & X $kato] RS 2 RY7}

57 el SO} 112) SHHE S 5351t $719] 1Usk ob s, A sh U ohust 9l 913 R % RO} 2
ulry =

A 83: 6-(Q24-HEF e m=xAD-2-(HHE 2)-9]w=[2.3- 7 19]rH-7(8 H)->°] A=

HCOZEt 1) Nl /\//LCHO
-

2) Mn0O2

LO

N/XCHO MeO
P

s

eI N

T At 4-oprlie-2-ulHE] @ el u|d-5-7}H Shef|sto] = o] A&

F'
Meoars
~
ph/\S/|\N N Yo

Hold o 2% 9 743} 2lF ¢F 1 5(185m, 185mmoD2] 1M &N 500m 2] F HEZ S| =2 F 3 52| 4-0}
-l E @ v 2 n| D -5-7FH5 A ¥ o] E(46g,159mmol) ¢] &-4-5 0Tl A 1.5A1Z el AA A 7}Fstith whg 3=
L7 AAF /1A U 0CE A WZE L Tme] &, 7mle] 2M ke Y EE o0 I 14pp0] B2 2}
ofste] AN AHH @GNS ofpstal D FFES 2 x 300me] ol g oAl o] E= Al st 3iet. 45 €
5% A7 45.7g0) 4-obu] -2 AE 2 3 2] W] W5 Rhe S wA mA A S5ET,

o L\|D
r

800mee] A5} B Fo AEHR A7) 4-opv] we-2- M AT 2.5 &) v A-5-v TS (45.79)9] AL S B W3} P B
wH(87g)2 Al stelth, kg B 18AFHES Wksha Aetol £ =g Fa) ol aAl AT e FREE mA P
3 v e 8 g g0 wuete] QST 23 BHES HAA WA RARA 4-obum-2- 1A E 232

W ¥ -5-7h% 2ot aho] = 25g % S5k,

TA B 6-A4-t]EF o mH=A)-2-(NAH )32 = [2.3- 71927 H-7(8 /)->2] A%

NMPGOm) 2] 4-opn)=-2-A A E] @ ¥ g n| g -5-7}8 A~ 2 H|8Fo] =(19.5g, 80mmol) @ "W E 2, 4-T]ZF 0 2 7|54
oA H| 0] E(25.6g, 119mmol)¢] E3E-o etk Z-5(16.5g, 119mmol)S 7189 th. £ES 80 WA 90TAA 29 %
oF 7tEsta Ao 2 Yzkshglth W2k 47(1000g) & H7Fshal 1A|HEr aiksigl), A& 938t & 9 JHE=Z

AT ARAA Aol = 278 FESATHA S ~MNEY MT1=398, §4: 240 WA 244C).

P 1-39-HE-3-[6-Q4-"EF 2 5A)-2-(J Eg}stol =2 gh-4-Yoln| ) -T2 = [2.3- 4 ]I &]v]

A A 1-39-49-3-[6-Q4-HEFe | xA)-2-wdHsd -9 =[2.3- 419 qrd-7-A [-o}] A=
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F F
SONSE oGS
R
o P 2 <
s7ONT ONT A, F \s’kN N~ NH F

otal e HN

A2 A bmee] 1-wE-2-3] &2 t]i= 59 ofyl Mle(H A 1 82l 7|4 vpo} fAFSE W2 o whEh A2 ¥)(0.32g,

1.0mmol) &N 4243} HEH(60%, 0.04g, 1.0mmoD)S H7ItAth EFES AL A 147H5¢ Pﬂt&fs},,iv‘r. t—5-
go] Aokl E(0.01g, 0.11me, 1.0mmoD)E 3¢l 2 A 7tstdvh. a4 898 2A17F o] -5t kA 7] £ 50md
o] 1M HClel] 311 o &l o}AJE| o] E(23], 50m) = %3}t %3 g o g olAH o] E &S B (33], 75ml) = Aﬂﬂ shar
Az(F, MgSOPAI AT &l E SEA7|L AR ES TS R2dE 59 10% old oA H ol ER §Fat= A7t A

o
wo] 29 Amntz 1o o3 AAste] vlebs Asho]= 0.164g% S5

A B 1-39-29-3-[6-Q2A4-tFF 2o =A)-2-retdyrd-vla|v-[23- 7|9 r|d-7-d ] -7} A=
F
DO @ SO0
s X SOJ2\N/ NZ NH F
HN HN/gO

S

O 229 e (60m) T2 Auto]=(0.164g, 0.4mmol) ] & 5°coﬂA1 HEl-Z2 2 22HH Y 77%, 0.19g,
0.88mmol)S ?<47}o}°ﬂt‘r =S 16A1RFs ¢ Aol WREAIZ §- 10% 4 NaHSOgol #0771 &4E 10%

’d NaHCO5 = Al et Ax(F5, MgSOPAZTE &ullE SEAIA AE 0.176gS 583t A 2~ Ex

==

M*1=452).

GAC:1-37 FE-3-[6-Q4-TEF o= 5A)-2-(H Eetelo| =z aed-4-Hdolr| )T = [2.3- 7|5 =v -
7=A]-eote] A=

Jooo, L ocre,
o 0w

0

oml e 1-ME-2-g &g )= F9o AE(0.17g, 0.4mmol) & 4-o}n =-g Eg}slo] = 2 3] 2H0.24g, 2.3mmol) &H&
]7}5"} 80T A 7FE A AT, ‘ﬂ% EFES Wsta, o Ra g ofMEH o] E(23], 50m) = FESFATEH 7] &
= =53], 50m0) = AA S AZX(F, MgSOPAZ T Aol A &l & SEA7]|aL 244 A=ntE LIEHIQ(SiOZ,

CH,Cly/el & obAEl ] 2-50/50)l o] &)l Alste] nlebs 4% 0.123gS F5sIGth(E = 2~ =Y M™ =473, 3
195 W= 201°C).

A

o 85:N-[6-(2.4-1)ZFQ ZH5A)-2-(HEz}slo| =2y eh-4-Holu|)-v] g = [2.3- 4 ]9 g-7-2 -1

AA
g Folm =0 Al

A A N=[6-(24-0]ZF 0 o= A)-2-veldapd -] [2 3~ 7 ]9 erd-7-d|-wetdFolm =9 A%
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£ F
o)
e _r
S N
\S N N NH, F S N N t}IH
SO,CH,

ot2l e

5CoA HEZ 2 10m 52 o} Mle(H Al o 829 71 A H v} fAFgE B2l o 2 A 2%)(0.32g, 1.0mmol)2] & &l

of Egud &Fr]5 A HEFAF2 2M, 0.5m, 1.0mmoD)& A7} th =4 8-S 9] %o A 305 <t wyts)
ot} WlEbAd EAF L5E(0.174g, 1.0mmol)S H7eta 848 3757198ttt vhs W= TLCE 4338 ;11 HkS- o
&S B3 ES

€]
AN HA F7ke] AR EAL BpEo] 2 H A F 3.69%F ] FrES HUbeta 541 s <k RS,
T4 1M HCIGE0m) ol S-3L ol & op Al e o] E (23], 50m0) & 38kl vk s 12(9, M 5

i)
ol
>
5,
m
w
=
1
O
w
©
N

28 A% 2 2rhE 199 (Si0,, CH,Cl ,/MeOH-97/3)% Al 5ke] A Eo}n] =4 gho] =(
0.164gS +5313

A B:N=-[6-(2.4-HZFQ 2 -H=A)-2-(H Eg}to| =2 -y gh-4 - oju| o) -9 2] = [2.3-d | I 2 u] P -7- |- gk
}4_‘3‘—_‘1—_0:1] =

et~  OCCO,

so CH, so CH,

(o)

OF 229 20mz9 dZofu|=-A5lo]=(0.164g, 0.4mmol) o] &M Hel-F2 2 HHZ2H0.2g, 0.9mmol)S A
Zverith, Whg E= S Aol A 15413t aRbskal 10% /3 NaHS0, 0. % Al & ek A3 (d 5 3 MgS0,)sk At

o w, NaHCO, 0.2 A % 8}A] ehofof gt} &L 7] Wik goltt. §vil& AtAl A skl 1-vd-2-3 & t+= 1.0ml

T o] Ao =-4E(0.4mmol) B 4-obv| =B Egteto] == 9 H0.5g)S 12415 100T = 7FE gk 5, &mj & a3l
Fatell A SEA7IAL S ES A AReE 28 9(Si02, CH,Cly/MeOH-97/3) & Akl 54 BAE(RF =~ EH

M+H=452, §%: 199 WA 204T) 90mgS 533t}

A 86: 6-(24-UEF 2 5ADN-2-{[(1S)-2-FF 0= -] 2-tHe>x 2 |oln =} -8-wE I = [2.3-d]I g
M H-78H) -] A%

NI DAST : N O iG_F
Teeata o AT

=78TColl A sl vEA(5ml)5 2] AAe 5394 =549 3}5HE(F-2] 2471, 0.28g)°] DAST(Z=2] %], 0.14m)E H 7}s}
Atk S EES AAF] Aoz F2AZL o] & st v Fol st 715 Eelsta X3 4 g
AYUEFOoR AHsta AAxsta 55t 229 AP ES 555t A28 TLCAHE I, 45% EtOAc/AAHE
g3te] =43 A E(0.16g)2 553519t o] = dlEl2F 9 1M HCIZ zmoM AAk Fo 7 A3A|A RO3310297-

001(AeF ~AEZ M"1=393, §4: 196 WA 197.2C)< $53}9 )

A 87: 6-(2.4-HZF e m-d 5 A)-2-{[(15)-2-8}o] =FA| -] 2-t]We T = |o}u| =} -8-0] &
[2.3-d |5 &]r]T-7(8ID-2] A%

!

e =)

TA A 6-(23-t]ZF Z-H=mAD-8-olAaxzeH-2-Fduetdrd-gH-T ] [2 3-d[Ird-7-=2] A%
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F
o —F
Sy SR o at
/\”/k P
):II e g N N o
S E

24 DMFGm)ZE9] A7) Aato]=(2.2g, 5.5mmol), §4F Z-5(0.84g, 6.1mmol) & 2-2 2 == 2 7(0.58m!, 5.8mmol)
S A2 A s wRkel itk A A Bl E st 2o dulo|=E 53818t o] & THF(50ml)l &3 A 7] 3L
0 WX 5CoAH B2(50m)e L&(AEY; 8g)0 2 a3t} o), TFEL A3 Aoz 571 2712 5

A ZHESE ksl Sith 4 A E dste] 2o HAES 53

A B: 6-(24-t] ZFQ & -H =5 A)-2-{[(S)-2-3}o] =ZFA| -] 2-t]Wg 2 F |oju| e }-8-o]| AT R A L [2, 3-
d19]e e -7(8H) -2 A=

F
F i —
><\N s NS °‘© )
NTRYTS ° ) © : N/“\N/ N ]
A —— oy Y
Ph % N N (o]
o]

olAZ 7Y AFL(10m)F 2 A7] AE(0.93g, 2.05mmol), (3S)-3-o}r] =-2-m & Fet-2-2 A4 9(0.54g, 4mmol)
2 Egodoldl(1ml)S 1041 7HEt 73kl 74 A& Fadste] 24 A =S F53th A4 a=vED
A9 (A2 7H, 35% WA 45% EtOAc/3 b ate] =38 A =(0.386g)= T533th ol & 229] 1M HCIZ A g
dlo] at Jom BN o] £ xR dAERIE AZ 3ol R03310294-001(0.29g) (A% = EF M" =419,
&7 200 WA 202C)S 5381t}

O

2
o

AN 88: 6-(2.4-TZF 2 2 mAD-8-HE-2-(HEZslo]| = 2 -2H-v]e&h-4-Yoln )F g = [2 3-d 19 -7
(8H)-29°] A=

SA A 6-FRR-4-vdoln| - RIS A%

N~ Xx—CO,Et N~ Xx—CO,Et
| MeNH2 |
o NF C 1 N\F NHMe

4,6-0222-3-YAEAF o & of| 28| Z2(2# 2 (Specs), 7.37g, 33.5mmoD)E 0 WA 5CAA oA EYEH(GOm)Z 2

9]

774 ME obl(40%, 14.5m0) 3} aLHEEE 5 Ao A 6A17HE < awteoitt. E3tE S 53kl EtOAcE H7Fskltt.
715E A3z AFsta Axsta SEAA 54 AP E(7.12¢; 83 61.4 WA 63.1C)= =533

GA B 6-FEZ-4-vgoln -y gd-3-FtH Ay Fto| = 9] A F

I —_
o NP TNHMe 2)Mno2 o 7 NHMe
THF(100me)Z 2] A7) ol 2" 2(7.1g, 33.2mmol)°l| -78 C oA LAH(THFZ¢] 1.0 M, 70m0)E A A 3] A 7}3ha 3A 7k
ok Nkt 225 -10TC & AA3] &2]3L TLCE 218t A3} o ~H| 27} Au]H RS et MeOH/EtOAC
(7} 5m) = Z7Vske] e LAHE sHsla £35S Ao 72 2 A A E(50m) 2 EtOAc(500m)E # 71staL
Aglol E sl =2 of 73}t o A8 2]t dxsth 249 AN ES A9 AZvtE a9 (A7, 40 WA

75% EtOAc/E)4Y, 01014 5% MeOH/CH,Cl,) 2 F7}2 AAlste] 1] 3.3g(d % ~:Ex M*1=173.1, 3 168.8 1}
%] 169.6 C)& 535} }.
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55 438(3.22)% A3 W A(800m)F 2] MnO,(16.2g) 9k 220 A 217 ¢t wwkalolch, E§HES Aelo]E b
= o] 3}3kal EtOAc® Al A agith. o HE w5 ate] dulsto]=(2.8g, §4: 77.2 WA 80.8 V)& 533

In

SAC 7T-2R2-3-Q4-HEFew-dmA)-1wY-1H-[1.6 [UYZE]Hd-2-2°] A=

| e >
o N NHMe /J;
MeO

F54 drste] =(1.8g)5 NMP(20m)F 2] wE 2,4-1ZF 23 mA oAl Hl o] E(4.1g) B §HF Z4HE(4.12) 3 70T
24F <t 7FE i EtOAc(ZOOmE)% H7vskal (B8)E AlFskal xstal sHete] 2 AdEs 531l

Ao 7 Astate] WA wA| (A A EY M =323, §4: 168 WA 170.5C) 3.07¢S F531th

oo

SGA D: 6-(2.4-UZF 2 2w AD-8-HE-2-(H Eg}slo| =2 -2H-T &F-4-Holn=)F g =[2, 3-d]I 2] Hd-7(8H)-
s |

(o]
4
o

H A E(2.06g, 6.4mmol)S 4-o}r] =B Egtalo] = 23] @H(3.4g, 33.6mmol) 3} &7 15
3} B3RS AL o7 Wzksta EtOAc(200m) B 94(50me) et ksl ol 71
At ? H xAo) AHES AW FA2rE 28940 WA 60% EtOAc/SAh ko] 114 1.65gS 53813 Th. o]

F2F 5me)ell &A1 7)1 3 o}l 2% <] 1M HCl 4.5me = X8| stolct. S A AT AdH 14 S o] AX

NIO S

=3 %I%ETH AAA ] WA 1A (A ~HEY MT=388.2, §3: 237.5 WA 239CC) 1.3gS =583tk

AAef 89: 8o} =-6-(2.4-HEF e m-H=A)-2-(HEd}sto| Er -y et-4-Ao}n| ) -8H-9] 2] = [2,3-d [ 9] ] 1]

A A 8ot -2-wl A9 I-6-(2.4-U] ZFQ 2o A)-8H-F g = [2.3-d[InId-7-=°] A=

F
N\ \o +©\o\\/o\
X P —
©/\s N N0 F @

F
OO0
Az
S N l}l e} F
©/\ N

DMF(120m0)%¢] Aol = (o] o] A Zof e = Ao 83 F%)(2.67g, 6.72mmol)¢] & Aol 0ColA nwald 60%
NaH(375mg, 1.4t3)E 3 Hol| A71stvh A E EFES 0CollA 3085 wutalqith o]oj A, gujd Exvd-
O-3fo] == o}l (31 [Tet. Let., vol. 23, No. 37, 3835-3836, 1982] #%)(2.34g, 1.5% %)< 3+ ol A7kt
oF 1B3% E3t=o] uf$ W3HA Wate] wute] ojg il TLC ¥4 A3} & &3 NH A ufol =7} Anjg Ao eyt
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T, §E3-Eof o' o}A|El o] E(650me) H &(250m0)S H7Fstal wuletal 58 FElslGlth oY oA E ol ESS =
owmmmafﬂiﬂﬂﬂﬁoﬂUxmmm§4£ﬂ03ﬂﬂ&%4 1S 32 nlay|go® Axstal o 38}
sESAT 1Sl A PP st e FAN R A sto]|=EA & Ayl =(2.683g, (M+H) =413, &3

]793421wz3c)§%¥%&ﬁﬂ:

w

A B: 8-olu] - -6-(2.4-t]ZFQ Z-HmAD)-2-(H Eg}slo| =& -y eh-4-oln] ) -8H-v] | = [2. 3-d|F] 2] v -
=20 Az

“— )\/IIG
@Axﬂﬁ@ O

A3o] =(820mg, 1. 99mmol) ¥ 4-olv] e Eg}sto] =2 3] H(500mg, 2.5 eq)oll NMP(0.8ml)= 713t A F &3
gaﬁﬂ&mﬁlwcﬂﬁzuuﬁﬁFﬂ%&@ﬂ11@izm&d A = Ato] =71 4vjE A o= YERRLTE o
g ol A Elo] E(175ml) 2 Z(50m)S H7tsta & Bujdk 3 B3kttt S S dlE ofAlH o] E(100m) & F7HE
FZ3Lal T3l o' oA H o] EES E(2X200m) = Al & o}oﬂlﬂr HEHo®E F75S G4(1X150m) = Al &3k 5 o &
S EI )| EFS St mf v F o2 Hxetal of Betal w53t 2 o] A E 882megs 5T HER 2 ET o

6% MEHEE $elA7 A£G E ARHE TN S FAste] Ao F2A BEA F okl (dme) S F5 30,
o #¥) obnl g I FE R AE(15n00] 591 F, wakshaA eld ol 2(0.17nk, 1.5 1M HCIE 7Fsieh,
5B WYL F, 50T A v AA ARG 221 Fsel A 56TAA 24AET Aol FAA BURA B

2 WA E(43mg, M+ ) =390)2 FE3A T}

A 90: 6-(24-YEFFZ-FmA)-8-o|Ax 2 Holn - -2-(H Egsto| =2 I gh-4-Uo}r] )-8H-F] & = [2.3-
dlvlgrg-7-2

A A 2- Al H o -6-(2.4-T] EF 0 B -F 5 A])-8-o| A wFolu| 8- e = [2.3-d]| T eud-T-2

foeq st vaqel
SRR

o

W BF2-(70m) 2 o} M EAH16me)F 2] dlo]=8kA| = A 3ko] =(300mg, 0.73mmoDl oFAE(0.16ml), o]ojA Y E

LR Zdo|= awh%%mglzﬂﬁffﬂﬂ&@q-%Hﬂéﬁ@ﬂzé%ﬂﬁzwﬂi QF WSS o HhE =
=S 23 Tt HEFIOOm) ol F-2 -, 1“/‘ OFME o] E(2X100m) 2= FZ313 T oY oM H 0 E FE58&
(1X50m) = Al H st & Sk vlad|F o2 Axetal of3slal 5538t 249 A E 323mgS 530t Aiks9]
30% olE olAlEo] ER Se|A ) A xg vt g zntE gy 2 GAste] 24 313E(64mg, M+ H)"=455)S =53}
Sl

Al o}

%1—

wﬁmm

GA B 2-HAASI-6-(24-t]ZF 0w -F|5AD)-8-o| A ZHoln - -8H-F = [2.3-d[HYMID-7T-=°] A=
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THF(IOml)5 <] N-o] A2
(130mg, 1.5F )] gH5 4
& TLC &4 23}, ubgo] ¢
(2X25m) & =712 A H s x

553 Yol N-oj &

QL

ol EFA = Aol =(64mg, 0.141mmoDol] 0Tl A ¥k H E(10ml) 59 34
St 7 gaE Y EFES 0T WA Ao shrt wikslsit) o] &
H AT} ol & olAEH o] E(75ml) X E(25ml)S H7Fe & Elslal S sk B
TAX75m) 2 HEH o2 MU F715S A vtavlF o R Axshar of star
1

2 slo] = kA = A ZAbo] = (74mg, (M+ H)'=47D)E 53131t

N
-

A C:6-(24-HZF 2 -H=A)-8-o|AZ 2 Holn--2-(HE&g o]l =g -y gh-4-Holn +)-8H-T| & =[2, 3-d]
el el -7-£o] Az

F
F
0 N N\\0
N7 — L
)I\/II +ﬁj N/kNI"\JO ~F
57N N Yo F o
i |
ol " T O

A ZA}o]l=(74mg, 0.157mmol), 4-o}u] =8| Eg}slo] = 23] #H(80mg, 53 H) E NMP(O.lml)E &3l 308%5<oF vtk
StHA 80C=E 7FE 3tk TLC &4 A3, vh-go] A=A Ao = W7elgitt. o " ofAlEH o] E(35m) R E(25m)
S A7Ee 3 Bajsta & etk f15S 2(2X25m), 2 HFH o2 AF(1X25m)E Al F 3t olojA, dlEl
oA E| o] EFS At w1 0 2 7 Fekal of kil wF3SGlth g etel A Pt 2o AN E Tomgs 75

shlth. Ak 75% A E ol Bl ER & A7) Alxg v AR utE I 2 HASte] fE] ol o= A 54 53

E(39mg)S 53tk o] g oS tlF 2 2 ek(5me)ol FH ki, wukehd tlol g o gl 2359 1M HCI(0.14ml, 1.2
TS A7t A E EFES 5EE e wukEglth. ojojA], &ulE 50T oA A AT ax1F3edlA] 56T

of| Al 24X 7H 5 AZxato] M Bk w A A 3135 (39mg, (M+ H)"=432)S 5319t

O

A 91: 6-Q24-HFF 2 -HHAD-8-[N-H&-(N-3-wd-FEe)-olu & |-2-(HEes}o| =2 -] gh-4-Yo}n]
X)-8H-v]2] = [2.3-d|3eud-7T-29] A=x

A A 2-AHHSI-6-(24-HEF 2 -HHA)-8-N-o| AP Holm - -8H-F 2] = [23-d|F=nPd-7-29] A=

F F
OO~ JCOX
P I
S/kN N” 0 F )\N/ o “E
N

o Sass

W EFE(200me) E oFH EAFSE ] dlol =akx]| = A uto] =(1g, 2.52mmol) 9] EgEol o] AR E] 2 u|Ete] =(0.3ml, 1.3F
&), o]oj ] YEF Aol 2ol =glo]| =(159mg, 1FH)E A7t A EFES A2 A 3.5A1 < gt
SEGITE. o]of A, ol & ol Al El o] E(500m) & F 7Fatar ¢zt 714 o] | w7hA] 23} Feik HEF(5X200m) = A A 3f
Ak HFAH o2 A4-(1X150m) 2 Al Fstal f7]58 4k vl o2 AF26tal o 98tal F538kaL Hgslo] A
A 2A A AAE(1.0832)S 53T AMF Y 15% o€ oAlHo|ER &l 7] A7t Ax &4 G 2nED
] = A ko] WA nA A BA YA E(487mg, M+ H) =469, §4:132.1 HA] 133.97)& =533}

GAB: 2-H AN Y-6-(24-T]ZFQ Z - ZA)-8-(N-0]| A2 FE-N-w g -o}ln)-8H-9] ] = [2.3-d|F n -
s I |
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@h*ﬂfi—» @ADCIO

0CAA WEE(10.5m)F N-o]2F-d slo] =gtA] & A 3}to] =(100mg, 0.213mmol) ol oA EAH3m), ©]o1X 37% &
Hdslo] =(A)(25u, 1.6F %), o]0l YEF AlolmR Zalo]=gto] =(20mg, 1.49%) S H7tedit. A E &8 &
S 0T WA Ao a5k wnkaldet, o] &Y TLC ¥4 A3}, Wau = Ednte] AEHAY WS ES X35 5
ERF U EF(150m)0l H-2 5 o g o} A OIE(3X75mE)E FZ3tqt). &3k ol g ofAH o] EZS A (1X50m) & A
sk & Ak vlavlg o s HAxstal o 3stal 5 5ekele) o] 249 %@g ANk 2] 20% 8 oA H | ER &2 A1Z]

[e}
Azg = F2ule a2 JAste] WA By g g 2ZA 22 832 (96mg, M+ H)"=483)S 553514t}

GAC:2-HAXNTI-6-(24-HZZQ Z-HZA)-8-(N-0] A2 FE-N-wg-o}ln+)-8H-9 ] = [2.3-d|F n -
s I |

F F
N xr° N ~r°
i — ®
S N [e] F lS N l}l (o] F
NG

s

e

0T A THFIOm)Z 2] A 3to] =(96mg, 0.199mmol)ell W ¥HEHAA] & (10ml)Z < %¢(185mg 1.59E)e] gNS A7}
St H7E gEE A E EFES 0T WA Aol A e wk wikslglt). o] &9 TLC 4] 23} Jhg-o] g4 s

Atk ol € obMEl o] E(75m)E H7FeFal =(4X30m), R FHFA o2 A-(1X30mh) = Al H st 7715S Ak vk

HFOo® Axsla o8t FEHate] WA vty A w2 24 81gHE(95mg, (M+H)"=499)& #5383t}

o
=

SA D 6-Q24-"EF e m-H=A)-8-[N-H&-(N-3-wd -He)-olr = ]|-2-(HEe}slo| =2 -] gh-4-Ho}r| 1r)-
8H-9]2]%=[2,3-d] Jlﬁl e -7-20] A%

.*XI@ xﬂ@
T e oPe

E_

—o]|AFd N-HE slo] =g} x| = A ZALo] =(95mg, 0.191mmol), 4-o}v] = H Egsto]| =29 &H(97mg, 5 ) L
NMP(O.Iml) & &3}star wRksHAl 80T oﬂ*ﬂ 30&Fot 7kt TLC 23}, BE &3 dZE Aol =) 4n] ¥t} 4
202 Y7tslal o e ofAlH o] E(35ml) F & (25ml)S H7FskSlth. Eulslal S5 el &, 2(2X25ml), o]oj A A
(1X26m0) = A A At §715& b vt o s Axsta o 9sha w53k Py ekt AabEe] 40% o g obA
HOlER §2lA7 AZg 3 22vE 192 JAste] §2) obvl 02 4 A48 (82me) 5T 2] obn)
(82mg) S v 22 ek(5me)ol] 3 & tlol e o8 2(0.2m¢, 1.2%93) 5] 1M HCIS A7e9. AR E £S5

B L9 %, 50COIA B0 % HebAASAT ATl A 56T 24X Wk 12 ste] Hua e 1A

335 (60mg, (M+ H)"=460)< F5319 ).

e 92: 6-(2.4-HZFe = -dHAD)-8-N.N-tjWdolr=-2-(HEgsto| =r -y gh-4-o}n| ) -8H-T] 2] '=
[2.3-d]dr]d-7T-2°] A%
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A A 2- il F o d -6-(2,4-T] ZF 0 2 -F 5 A)-8-N.N-t]W&oln = -8H-9] 2| = [2.3-d|Hud-7-22] A=

stel =] 2 Adutke] =(1.5g, 3.64mmol) S #EHE(200mt) Bt obA EAHE0m0) ol 37 F, 37(7 z%—i A5l =(424)(0.5
me, 4%, olo] -] HEF Ao B 23lo] Zeto] =(458mg, 2eq)E 73l th A EFES A2elA o}%% A,
Sholth. ol = A S Ao Brt i she] F7hR 37% E5 A EISHol =(-4)(0.5me, 43 —3— % 7hskaL v “% A
Zoll A ek v awbe ik A, TLC A3t whe-o] hA S AT ol d opAlH o] E(300me) R 3} T4 UrE (150
me)< H7behaL sk glch. ofo A, S& welshal ot 71*3 o & wj7px] F7he] 23} %EMJ UrE (3X150me) &%
AF el #EA 02 A(1X150n0) 2 Al Hshal 7] 5& Fik vhadle o2 A xstar of ek il 55 shal 33 o)
249 W= (1.93g)s 53T kg o] 15% Y O}H]EHO]EE SN R At A 44 AR ey A

Aste] g s A ZA HA G E(740mg, M+ H)" =441, §4: 63.0 WA 66.0C)S F53-3th.

\’ﬂl

l

A B: 2-wl A9 -6-(2.4-HFF Q0 Z-H| = A)=8-N.N-t]s|Fdo}r]=-8H-v] 2] = [2.3-d | I g m]H-7-2°] A%

F

0CollA THF(30m) 2] Aulo]=(725mg, 1.65mmoD9l] Z(20m)F 2] %<£(1.01g, 1939 &dS A 715t A7)
Ade¥ T AAE EFES 0T WA A20A 6A17J%°F WHFEFGITE o] o] A, o &l oA E| o] E(100m)E H7}8ka &
(3X50mp), o)A A4=(1X50m) = A H At} #7158 2t vty o= AR o 9sla 553t g sle] 2
A WA | 2 24 85 (727mg, (M+H) =457, §74:80.5 WA 89.91V)<& 5514t}

9 C:6-Q2A4-"EF e m-H=A)-8-NN-tJuelojr=-2-(f Ed}eto] = m-d]gh-4-do}m ) -8H-9] &] %= [2.3-
dlvlgrg-7-29] A%

¥ F
N
N X 0 O
[ — N
)\ P + |
S N N (0] F /k P
I t 0 N N N o] F
PN A
PN

(o)

A ZAFo] =(308mg, 0.675mmol), 4-011 = ¥ Eg}slo] = 2 3] e(205mg, 3eq) 2 NMP(O. 3mfa)‘“— ZgetaL 80Tl A aL
wkatd A 3085t 7HE o}‘ﬂv} TLC 24 734 Rkg-o] A A T) ol & oA E| o] E(35me) B E(25me)S H7FehaL vl
il TS v‘i—as}fﬂﬂr 7155 E2X25m0), R, AFH R AFAX25m0) 2 Al F skl ek, 01]‘5‘ obAl el o] ESS Ak n}
avlF o R Azt Hstal wHekal Fgste]l 240 AAHE(GTImg)S 5T atE e 70% o8 ol E ] E
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2 S Axg v A2vtETY I 2 GASte f7] ofvl o2 A A E(185me)S 55T o] 78 ofvls
aiiuﬂ‘%@ow&)oﬂ Ha & e gEE(1.2%9%, 0.5m)F 9 1M HCIS H7tslgith AA® £35S 585k wyl
sk & 50CANA &ulE A AT 2L F3toll A 56 Toll A 24415 QF Axste] A Bd2 A 1A s}

(195mg, (M+H)*=418, €4 126.4 WA 131.0C)& 5359}

AN ] 93: 6-(2.4-T Z 20 &g opv] 1) -2-(2-Lo] == A1 1-T] v &l ~o Elo}n] o) -8 vl &l -8H-F ] £ [2,3-d]
selu)g-7-&o] A%

GAA: (24-HEF0 Z-dd)-Ipak Wi o ~H| =] A%

0

2,4-0FF 2= obd(5.06me, 49.6mmol)& 10% NaOH &4 (76m0)ol @ ATt W&ol A Wzhala g S22 E 2w o]
E(7.85m¢, 55mmoDE H7Fatalth. 2413 a2t ankgk &, A ES o] Fshar S4dd) wnkela A 2SI tHE5 9.49).

A B: [l SA 7t -2 4-t]FF 0 2 -dd)-ofu| = |-o} | EA} WEl o ~F =29 A=

_0._0

CBZ »3% o}d#(7.89g 30mmol)<S 1-mE-2-3] Z 2| t]:=(NMP)ol| E8jA]7]aL Lol 0TCE Y&t} o] &

o] 43t HEF(1.3g, 60% 2.4 ¥4 32 5mmol)S #H7}alar, o] & 30%-5<F wukel Tt o] gl WE EEEO}
A E 2] E(3.0m¢, 3lmmol)E A 7}l N%gi A 713l 1241 3FE-oF adkal ol ), ol H7Eskal o g olA e o] E
FEota B2 53] Al st H2E vt sta S aEe gt AAES AY A 2R (80: 20 Ak OHE‘
ol E|o] E)Z AA|sle] A E(F5%: 8.29)S 5334}

]az
QF
2

dAC@aA-tEFew-Ad)-8-re-2-meldad-7-& -7 8-tslo|=r -9 = [2.3-d]|IFHrd-6-3)-F}
A R o ~E =0 A%

-

0.0
/\io | |
S _N._ _N
OO LT 00
N .= H —
F s NN
o | !
F
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NMP % CBZ .39 o}d#(3.5g, 10. 5mmol)
H7bekal 120 Tl A 12478 74483l o), i
=%k == 53] Al & skal 1 x(MgS0,)skaL

shelth(s:

s A4 A=vtEI2v(

2k 1.9g (M+ H)"=469).

A D: Q4A-HEFLE-FD)-(8-Hed-2-wdHFxI-7-54 -7 8-t]sto|EE -3 2| &

[2.

=2 E
o =11

3] 10-0639772

(1.69g, 10mmol)¢] &N e-xl Z-H(2.0g, 14.5mmol) <
2 Y7stal Eo H7sksitt. ol g ol M H ol ER S

75:25 EtOAc: &A= A A

3-dldejnd-6-9)-7}

BLAF W) o e e o] A%

cBZ ICBZ F
| N
N SN
N XY —— ON[
P NGNS S0 F
SN N Y0 F i |
| lo]

CH,Cl,(100m0) 5 2] A 3}o] =(8.5g, 18mmol) 2] & o]l we-3F 2 23 Ml £4+9.0g, °F 75%, 39mmol)& 7L 22
o A 12A17H5¢F A wksl it vhg EFE-S NaS0, 10% &N o2 Al A g §, NaHCO, 10% &N o2 33] A #sta 11z
(MgS0,)8k7 R Az 249 A ES o e o 8| 2(100m0) 9} 12175 kel s ol gk a1 A2 ArHE5 3
7.9¢g).
GAE Q4-t)ZF o 2-Hd)-[2-(2-38lo] =2 A -] 1-t]HEl-o|EHolu)-8-HEl-7-2 A~ -7 8-T]glo]| =& - & &
[2.3-d]19] &Y -6-L]-F}9A il 4 o ~E|=0] A %
F
F
Ne F
[N b
L A
; /
7 | N~ N7 N o
I
OH
AZ(0. 5g ImmoDS 2-o}n| =-2-H & -1- iij&r%(o 5g, 5.5mmol) @ NMP 0.5m¢ 2} &3}aL o] £H-E 80T A 14
Heet 71Aeg . A2 o 5 Wzksal MeOHCm) 2 =(4ml)S H 7 sk 1A e < alwkslar o] 3tshe] A=A A A
E(FE%: 450mg, M+ H)* 51008 £53519 )
GA F:6-(Q.4-t]ZF 0 v - doln)-2-(2-3fo] == A -] ] -t] W El -0 Elo}m] o) -8-m| ¥l -8H -y 2] = [ 2.3 9] &]
ng-7-29 A%

il W
COLC, - 0000

o M A s
o X A~ o . o -

CBZ B39 o}¥1(450mg, 0.8mmol)& EtOH(20me)ol)
Fastegitt 1241305 Adetol ER ofstafal Sz 2830t o]

[¢)
2 24353 20359 kekal 29 F WA 7] 31 Et,0/MeOHS| E3-8 3 24 7H5¢h

ol

L z] O

E4 & MeOHol| dE35ta

O =
= T4

2 140mg, &4 216 WA 217.9C, MS(M+H)* 376)
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AAld 94: 6-[(24-tEF o = -Hd)-rE-oln = ]-8-wE-2-(HEe}sto| =2 -F gh-4-Ho}r| 1) -8H-T] 2| =
[2.3-d|A&r]d-7-2°] A%

A A [(24-HZFF R - d)-vd-ofn| e [opA EAY v E o] ~H = 0] A%

il \N/\H/O\

£ F

NMPZF9] 2, 4-t]ZF 2 2 -N-"Eold & (o}n}7} % 2] X Aw)Z(Avacado Research Chemical), &= 38l o] 4k
(1.43g, 10mmol) % K,CO4] &l wE B2 KolA e o] E(0.945m¢, 10mmoDE Z7Fatal 4o A 2441 7¢
Hhakgich Wk EPES Bl HUbekaL ol g ofAlEl o] E(33], 50m) & FE3H3L fr7] FEES B2 63 AlFsta 1z
(MgS0patar SEAA S A=A PP E(F5F 2.09)S S5

2
5

SA B: 6-[(24-H=F0 2 - d)-r &l -ofr] | -8-m &l -2-w| & Hd o -8H-d] ] = [2.3-d | 2r] P -7T-2 2] A=

0.
S. N. N
/T\ ~ F o N\\N
+ E— ]
NA N ~ A~
s~ "N "N o ~F
0 F

NMP 10m¢=2] 4-wgoln]| =-2-w & E] o J g n)d-5-7} &L o) s)o ]E(915mg, 5mmol) old ¥ (l.lg, 5.1mmol) ¥
K2C03(1.5g, 10.8mmol) ¢ E3E3 120Co A 713Gt 124 7F q S Lo 2 YWzsta E 100mE A

7hakolch AE EFES EtOAc(33], 100m) & FE313L 7715 B2 63 AlF sk 112(MgS0,)3har T3 EA A
3

ot A E HAFE o H 2(50m) 9 1A s nlnkalar of 23] 314
St

B
=
olo
rlot
g
m{n

HUN{U

AR E(FEFH: 1.07g, MS(M+ H)" 349)& &

A C:6-[RA-TEF e Z-F)-mE-oln - |-8-wE-2-wedyd-8H- = [23-d]AnI-7-2°] A=

Lf |
L SOQS!
\ )\ F \g I N/ N o ~p
1l
| P
Ate]=(1.0g, 2.8mmoD)E T EZ 2 v e 25meel] |3 A7), o] &N 3-F 22 HWMEZAHT77%, 1.4g, 6.2mmol)S 3

VBRI o] B91L Lo 4 GAITHEE WULE F, okt UEF S801(23], 10n) 9 3 FEL FEF £33,
10n0)2.% Al Z 8tk o]o] A, 7] & AEMgS0,)shi FHAA A AALE S5tk of AAFE o 8 = (25m0)

S ket ofshatan Axste] A A HEGEF 870me, MSO+ ' 38D)& F53ieh,

¢

FE

B D 6-[(24-T]Z 20 2w ) el -opu] ) -g-w] e -2 (F| =g} elo] =2 -] gh-4-9ofn] ) -8H-9] e £ [2.3-d]
el -7-£o] Az
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| | F
SO, — OO
\ﬁ)\N/ T o F N)\N/ rlu o F
o

A #(0.4g, 1.05mmol), 4-o}v =~ Eg}sle] = 23] H0.35g, 3.47mmol) ¥ NMP 0.3mlE 80Tl A 1A 7Hg<t 71 8}
otk Ao Wzskal MeOH 1.0ml 2 & 2.0m0E HA7heba ALo A 1A1ZHEF wkslarl o 3haba B2 A H 38t 7
zsto] LA M A& 53U o] B4 &S MeOHl @& 38t §4H1.0M/Et,0 13%) o2 A statal 1431
b wnkalgith 7] &l e FAI7) 3 AR MeOH/EL,0 EFE 3 1A17HE 3 ksl of fhate] G4k 4o 2] A4

E(55%: 0.358g, 4 197 ] 198.5C, MS(M+ H)* 402)< 535t}

Aol 95: 6-(2.4-tEF e 23 -8-oE-2-(H Eetsto| =2 -2H-F| @-4-dopr| x)d] 2 = [2.3-d ]I Hr|H -7
BH)-=9 A=

AL A: " 4-odolre-2-rEE e v ejud-5-FHE A g o] E Q] A x

)¢ )¢
. — O
/Cl /N/\
0 o 07 o

HEg o= 2 F & 250m =2 o 4-F22-2-vdE| e -5-T g nd 722 ol E 25g(107mmol)¢] &Nl 47ml
(337mmol) 2 70% € ol &H(668mmol) 43mE H7HEATH EFES A4 4A17HE < a RS TE S EA]
248 g opAH o] E/E ] Ejt=ol &alA17]a 10% NaHCO, &< 0. & 23] A& akar 11 x(MgS0, skl 580 %

gto] LA =AM A= (557 24.1g)& TS,

A B: 4-olElotr] = -2-w el E] @ vl e|u| el -5-He}-8-0] A %

T /

Y — U

ZLN/\ 7N

0”7 o O—H

H Eg}sto] =2 FH(250m) 2] ol E 4-ogolr]-2-1 e E] ¢ -y 2 u]d 7} 5 A g 0] E(24.1g, 100mmol) 2] &8 1

oA 0CE JZatge). o] fMo) =43} 2]l F ¢F1)H(4.3g, 113mmol)S 1A 7hel] AA AR A~ A H7tst

3, A7 9 1A, B(4.3m0)S A48 e 3 NaOH(4.3ml, 15%) €9, 2 ojoj x| 712 & 13mES H7)e}
Q ol
o

A ZbgRt ankek vt A E A eNS ofatetal of 3 V)5 H ESbeto] B2 FE 100me= 23] Al H s3]t o
deTA AT FALE Et,0 150me9F wukslar o 78k a1l Az o453 10.1g).

i

o R g

1
Eas

GA Cr4-odotn-2-wEE] e ey d-5-JtH A o] EL] A=
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T T

|\1 SN N” N
-_— I

O—H H 0

229 e 1000mF <] 4-oolr =-2-H e E] 23] v d -5-m e-2(19.1g,, 96mmol) &] &N ol o]4ts} wl1u] ¢
87¢8 HA7tslgth AAE AR LE 204 759 wntslm AglolER o a9t FAE g EF 22 e 100mE 23] A
23}l §Fek o] o W A H NG 7herZ=ulA] A wA A A E(FEE: 12.80)S 5514

A D: 6-(24-t] ZFQ m o= A)-8-od-2-wHE] )T | [2.3-d]FenHd-7(8H)-2] A=

7~ ~ E

X F 0]

uxf) ——»mefl
\S s

’1%\‘ F

NMP 50m¢% 9] 4-ol dopr| = -2-m g E] @ 3] g n)d -5-7H5 2~ g d st o] =(5.0g, 25.5mmol) % #H35A] ofAlH I 0] E(6.0g,
29.7mmol) ¢] &0l K,CO4(6.0g, 43.4mmol)& H7FetaL 120TCol A 7FE sttt 2A13H%-, o 2H = 1.5g& F7F=

Aok Foz 2%17&%0} 7hdetsart. of AHelA ol 22 1.5 % K,C0, 2.068 F712 whg-Eol H7Heha 2412
F, UGBS A0 YA, B EFES BE00n0)e] H7FSED 24 HESH wukalgic, ol st oY o ¢l 22

A Hsta AxsAHEE=: 8.7g, 41 122 U= 127.9°C, MS(M+ H)* 350).

HAE: 6-Q4-"EFemmA)-8-od-2-(MIH ¥ I)v] ] =[2.3-d]J ]I -7(8H)-2>°] A%

Aylo]=(8.7g, 24.9mmoD)E tFZ 2 e 100meel &)X 7] 3-F 229 W EAHT77%, 11.5g, 50mmol)S 7138
U}, o] £35S Ao 8AIIHE et Wkt & ofgal EF §9(239], 75ml), o]o) A 38} A T YEF(B3], 75
me) &= A H AT olo] A, f7] &HE A E(MgSO skl A AT A E LA E o H = oF 1A 7HE<F ulykafal o

Fste] WA pARZA AEGFEES 6.9g, 40 128 U1A 129.1C, MS(M+ H)* 381)% 553814t}

) r°l'

A B 6-(2.4-H 5 FQ 235 A])-8-o D -2-(H Ectsto| = = -2H-9] gh-4-d opr] o) 9] 2]l [2.3-d | 9] 2] v] -7 (8H)
e 1|

SO0, — QN@Q;IZ@.F
S

A E(6.0g, 15.7mmol) & 4-o}v] =-H Eg}s}o EEYL] @(5.0g, 49.5mmoD ] E3E3 NMP 6.0m¢E 80Tl A 7+ 3t
ATk NS Ao WZ5kal MeOH 12m0 2 & 24mbE A 7bskal 1A 7Hg <t agkagich, o] fehol s o sl B2
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AlF skl Azl vk A ARS MeOH(60m0) ol @ Eatar 4H1.OM/EL,O 193)<= H7FshaL o] &3 14132t
agkstal FHA I Z T aLA] ZHARE MeOH/EL,0 853 1A17HgF mubalal of #sfal of ¥ 22 Al & 8FaL 1 238kl th

(52 5.9¢g, §4:199.1 WA 205.9C, MS(M+ H)* 403).

AAef 96: 6-(2.4-HEFQ w5 A)-8-0|d-2-(3-cto] = A -H Eg}etol = m T gh-4-lojm )9 e = [2.3-d ]
A -7(8H) -9 A%

F F
o} N7 XY X o
N XY | _
CH SO/“\N/ N (e F i N )N ° F
3 2 /’ gj\\o

(o]

1-Mg-2-9Zg )=o) HEMA R BalA = Ao 95 #%)(0.50g, 1.31mmol) 2 Ed2-4-o}n]-3-3} o] =5
Al-E| Egteto] =2 3] #(0.23g, 1.97mmol) (A Zof &34 = 3 [(a) Marquis, Robert W et al J. Med. Chem. (2001),
44 (5), 725-736; (b) Gribble, Andrew D et al PCT Int. Appl. (1998), 74 pp; (c) Mochalin, V. B et al Zh. Org. Khim.
(1971), 7(4), 825-8] F2)e] &5 100TAA 1241752 7k shalrt. wh-g E3E& W7sha o opaElo| &
(16m)E H7bstaL o] #7] &5 =(33], 16m) X A+= ‘ﬂ"q 5, Ax=MgSO s & AT A7 A4

A 2wl E 22 3 (CH,Cly/ Ml gh-&- 97/3)3ke] B E 120mg($3: 174.9-176.3C, MS(M+ H)=419)& 5331t}

A6 97: 6-(2.4-T1Z 2 6 23] % A)-2-(3-8to] =2 A -] -l v]el - Y eloln] )-8 v el -8H-] 2| £[2,3-d]s]¢]
n g -7-fol Az

A A:4-stol = EA-4-vje-Fek-2-2 S o] A=

J Y O

£ 90mF 9] 4-3to] =5 Al -4-m & -2-2 g2 (10. Og, 85.7mmol) % 3t == eolnl 44k 91(22.17g, 343mmoD) ] =7
s Aol A3 ﬂl ﬂ*ifs}‘}iv} o el 117kl A A FEAE HEF(26.8¢, 343mmoD)& A A43] 37183l
obAlE 2] E(35], 100moD) 2 F=3FaL A=(MgSO,)shal AT HAA A=A Ad=

Ay
I,
8,
.4;
_EZ
=
}‘I

l\ZJ
é
uﬂ
ré
aul
N
flio
o,
-2
N

L A(11. 22, 85mmol)E o EFE 150meel] &8 A1 7)1, 7)o 50% &+ YA /E 9] &elg 20mS A 783 50psiol A 3}
(Parr) a28t7]0 Yot 64179 Hbg 2 5& Adefol| ER o #etal A A QU ZA ofI(F5%: 9.99)S 53

St

T C:6-(2.4-t] FFQ & s A)-2-(3-3to] =5 A -1 .3-t| W&l -F-Eloju] ) -8-m Bl -8H-T] g = [2, 3-d] 7] &]¥]
H-7-2 Az
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F
o
N N

3P @ — X f:L
- N F N7 N N

I | J |

o} H
A EZ(1. Og, 2.7mmol), 4-o}v]| =-2-3}o| == A]-2-1 & A EH].Og, 8.5mmol) ¥ NMP 1.0m¢ 2] &35 % 80Tl A 24]
HE 2t 714l Whg EES Wbt al Eoll H7Eshal ol Y oA H 0] E(38], 75ml) 2 FE3+aL E(63], 75ml) = Al F
atal Ax(MgSO skl SAI AT AAE A| A=vkE 289 (Si0,, CH,Cl o/MeOH-95/5) & g A|8to] =3k A4
ES 539 o] AAFE MeOHol| & &S oﬂ*]'(Et O/HCI, 1.OM, 193 e =2 AA 3lstar 3025 wwtsl & =4t
A H T} o] HALE WErg /o H 2 EFE oA 1A17Hs e nnkelar of 9atar AZxzste] WA u | 2A A E (5

818mg, §4:158.9 WA 161C, Ms(M+ H)" 405)& 453815t}
wak A7) Aapel wet ¢hA BY ol &8-S v Coll AFEs7] Aol Eafsle] 817 EEES Axsth

6-(2,4-HEF=-35A])-2-(3-38l| =5 A -1(5),3-H | & -F & o} 1) -8-m &l - 8H-¥] 2] =[2,3-d |9 g n| -7~

Q2 =
-, XN

(@)

-(2,4-HEF e 2-95A)-2-(3-3Fo] =5 -1(R),3-t W & - o 1) 8- & - 8H-¥] 2] =[2,3-d | ¥ | m| -7~

o

2] 98: 6-(2.4-HEF 2 2 H 5 AD-8-HH-2-(3-3}o| EFA-H Eg}sto| =2 Tl gh-4-Yoln| ) F 2] = [2,3-d | I
] -7(8H) -9 A%

F
Ny
OO — 6(1
A
CH;80;” “N” N0 F
CH,

1-Wg-2-9 &)= 2m5 9] A& 5(0.70g, 1.4mmol) ¥ Ed2-4-o}n| 1= -3-3}o] = E A | Eg}s}o] = 2 3] £(0.33g,
2.85mmol) (A 20l #3) A= £33 [(a) Marquis, Robert W et al J. Med. Chem. (2001), 44 (5), 725-736; (b) Gribble,
Andrew D et al PCT Int. Appl. (1998), 74 pp; (c) Mochalin, V. B et al Zh. Org. Khim. (1971), 7 (4), 825-8] #%)9]
Sd=S 100ToAA 12735 7FE a3l nh. o] Whg Z3ES Waatar ol g oAl H o] E(20m)E H 7Faklth. o] o] A,
o] 7] &5 &(33], 30m) = Al A3k A E(MgSO et &l & SEA 7] 3L w5 2 wlE 12 3 (CH,Cl,/
EtOAc-95/5)3e] A% 0.25¢S 5390tk 94H1.0M/ELO, 1.293) < A71ete] 92 5380, o] o #stm

zato] B WA E 185mg(§4: 226.4-227.7C, MS(M+ H)=405)< =319t}

A 99: 6-Q-FF e 2 H|=mA)-2-[(5-slo] =S A9 e} E-3-)olr] e |-8-vd o] 2] = [2.3-d | P P -7(8H) -2
o] A=

F
o HO i
T . “II@
—> HN I
P .
Me02$ N ?Tl 0 N/ ﬁ)\N/ r?l o s

H, H,

_’76_



=53] 10-0639772

DMF(1.0m¢)% <& 2(0.05g, 0.142mmol), 3-°}7] =-5-3}o| ==-A] 3] 2}%(0.017g, 0.0172mmol) 8] &2 4243t
2 65CE 7FEstal gl SUHES YAAA IFES 53 AR EIHI 2 AASIAHFR23 A EA(SF
+

%&3) LC-Si SPE 7 X, 6ml(1g)-(CH,C1, WA 4% MeOH/CH,Cl,) % MS/HPLC-(0.0013g, A% =¥ E5 M =
369)).

Al 100: 6-2-FF 2o AD)-2-[(Id-2-A-weDo}u| = |-8-w e a2 =[2.3-d [ ] HA-7(8H)-=9] A=

F \ N F
— |
s
MeOZS/kN l}l (o) HJ\N/ l;l o =
CH, CH,

DMF(1m¢)s “d<= 2(0.05g, 0. 142mmol) 9 4-(opm = e)F 2 9(0.019g, 0.0172mmol) 9] =3=S 184753 65T
= 7tdealnh ¥ vhg £ =S 47 2me o] HyO B EtOAc® 3|4 staL 270 8] & Alele & H } At EtOAcE

MgS0,(0.5g)e] ¥ &= st A7 a5 SRS (T543E) LC-Si SPE 75, 6m(1g)(CH,C1, WA 2%

MeOH/CH,Cl,) @ MS/HPLC(0.0068g, & 2=y M* 1= 378)=2 G A&}

AA 101: 2-{[A.5- " -1H-de}tE-4-)v|d Jo}r e} -6-(2-FF e w5 A)-8-mdde]=[2.3-d ]3]
—7(8H)-=°] A%

E F
N XY © N XYY o
)I\ “ /“\ =
Me0,§” "N~ N0 — Y NN o
CH, = CH,

(1,5-"mg-1H-92}Z-4-¢)wd obvl HCI'H,0(0.031g, 0.172mmol)E 1M KOH/MeOH(0.0172mt) 2k ¥F-3-A] 7] aL

5-
Zu A F T}, olHlS DMF(1m0)ZF 9 AE 2(0.05g, 0.142mmol) ¢} 65T ol A 184 7H59r £335tglt) W2ty whe &3 &
S 747 2mee] Hy0 2 EtOAc® 3|4 3tar 271 9] A Abelol] w33t} EtOAcE MgS0,(0.5¢)9] &2 o7t &
1=

DA 750 A EFES R SRS A(EFHHE) LC-Si SPE 71, 6m(1g)(CH,C1, WA 2% MeOH/CH,Cl,) 2.2
d

F2ulE 28935k TH0.005g, A ~FEZH M* 1= 395).

A 102: 2-{[(1.3-t]H &l -1H-9]&}L-4-)ud o} e} -6-Q-FF 2 wHll=x A -8-wd vl [2.3-d ]3] r] ]
~7(8H)-=°] A%

F
F
LRSS sea e
N7 XY |
>~
)]\/II N = N)\N/ N 0
N N 0] \ __ H |
| N CH,
CH, /

(1,3-"me-1H-92tE-4-)w g opnl 1.8HCI'1.5H,0(0.037g, 0.172mmoDE 1M KOH/MeOH(0.0172m¢) &} ¥hH-5-A]

3 ZHA AT £-8 obWS DMF(1m)ZF 2] AE 2(0.05¢g, 0.142mmol) 2} 65Tl A 1847+ 5¢F £3t&t i), Wzhg vk
=S 47 2] HyO B EtOAcE 3|48k 270 9] 7 Alel el sttt 7] -5 MgS0,(0.5¢)9] FH== o
shal 3

THAAT Y L3 ES FEI SR IU(THFHE) LC-Si SPE FH, 6m(1g)(CH,C1, WA 2% MeOH/

MeQ,S

,Cly) & AR vkE 129 39 th(0.0266g, A& = E- M* = 395).
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AA A 103: 6-2-ZF2 2 5 A)-2-{[(3-HEl-o] EAL=Z-F5-au El |oln| -} -8-HEl T 2] =[2 3-d]F v -7
(8H)-29°] A=

F
0]
N X N\\
A —
.
eOSNT;IO
CH,

N’O

(3-ml & -o] &ALE-5-)H " elvl HCI(0.026g, 0.172mmol)< 1M KOH/MeOH(0.0172me) o} ¥H-g-A] 7] 31 Z 3k Al Zi T},
2] oFvl& DMF(1m0) <] A& 2(0.05g, 0.142mmol) ¢} 65T ol A 1841352t £33}l . %7‘54 e e 47
2mee] HyO % EtOAc® 34 3taL 2709 4 Abelol 21 a3tk EtOAcE SEAI7]| L AP E S3E8S ¢33 A2

(‘5-5743%) LC-Si SPE F 1, 6ml(1g)(CH,C1, WA 2% MeOH/CH,Cl,) 0. & = &rbE 18 3] 8t tH0.0094g, 2 % 2
=3 MY =382).

AN 104: 2-{[1-(Blol=E AW EDALo] ZF 2 & 2 oln -} -6-(2-m el d 2)-8-WEy] &) = [2.3-d]F ] D -7(8H)
-2 Ax

|
AN NS X
m — MJ
=
Me0,8” "N~ “N” 0 NN N0
CH, HO CH,

I} FAPEE P o 2 A% 3H)(0.05g, 0.146mmol) & (1-o}w] :=Ato] 2 3 A H eFS-(0.038g,
84

RHEST65CE MGtk WA E WS EFES SR F MeOH(I)E A 7Hehgieh.
TS FASU(FF3E) LC-Si SPE 72, 6m(1g)(CH,C1, WA 4% MeOH/CH,Cl,) 3
I~

ANEeH M= 393)2 GA|519 ).

2 Ao 105: 2-{[1-(Elol=F Al v e o] S22 g Jolr] =} 62—l 2)-8-w e 3] 2] = [2.3-d |3 2] v| T -7(8H) -
=9 Az
N XY N RN
| — ) | | ]
MeOZS)\N/ N~ o u/l\N/ N O 7
CH, HO CH,

83} Ak Wb o= A %3H)(0.05¢g, 0.146mmol) 2 (1-opv] Afo] S = 3w eh-2-(0. 033g,
1

SAIHECE 65T 2 71835kt W4 d vhs 23ES 9447 3 MeOH(Im)E A 718 o
S 3 FAFACEFYE) LC-Si SPE F1, 6m(1g)(CH,C1, WA 4% MeOH/CH,CL,) 2
O~

AEeH M= 3792 GA519 ).

AAef 106: 6-"A-2-{[1-(Slo]|=FA v EDAto] S =g [oln| =} -8-w 9] 2] =[2.3-d [J] VP -7(8H) - ¢] A=

T N X AN
/m - m/
= ~
MeO,S N |}l @] ” N l}l (@)
CH, HO CH,
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CHCl,(1m)5 A&
O.291mmol)4 35S

S-S 18A17HE¢t 65 kS S8R5 = A 7] & MeOH(1m0) S H7betgdoh A E AAES
227 o}z SAlg SAFA(SENN) LC—Si SPE &1, 6ml(1g)(CH,C1, WA 4% MeOH/CH,Cl,) ¥ MS/HPLC

Py

.05¢g, 0.152mmol) ¥ (1-o}r] =Abo] Z 23 ") e-2(0.033g,
&gt (1-opn mAbe]l 22 )M eEe-(0.020g)S F7F= H7tsta &

i)
do
>
>
2
ol
L
o
fru
é
uoﬁ'
= v
[

oo

3Z
R
o
=
5T

8
1821752t 65
2 7143

(0.0345g, A% ~AEZ M* 1= 365)2 AA|54

g

AL 107: N-[6-(24-UZF 2 H = AD-8-WEH-7-F4-4a,7.8 8a-HEZso| =2 -9 2| = [2.3d]F M| HT-2-
A1 -N-(el E 2lao] =2l gh-4-)ol M Eolu] =] A%

=

F F
@) N o (o} N X o
A — M
Z p
E N ril (o] F N N I}I @] F
CH, OJ\ CH,

3

P EAL F4E(1.42g, 1.02m¢, 13.9mmoD s 6-(2,4-T & F L= H 5 A])-8-wE -2-(H Edtalo] =2 -2H-9] &-4-
opr| =) ¥ 2] = [2,3-d] ¥ g v P -7(8H) (A Al o] 23)(1.0g, 2.57mmol) 2 (N,N-t]o] 2 Z 2 Z | go}wl(0.498g, 0.67
mf¢, 3.86mmol)¢] E3E-S 2A17HEt 123 A] 127 CE 7HEetaith 38 E4& 60T SIAIA g FFes
538k 67 WA 70CoAA obAl=E@m)ZFol S AR 53 WA 55T 9] 255 FAshaA A gdo] ik(5m) S
A7berdvh, =2 1843l 24 =9 2= Yol 489 LAS o gstar 1:29] obAl =38 4H(3ml) o= 33]
A Z3A T Al A E A S AAGEm) Tl FEA 7] AL 4555 ¢t SRkl 7tdEd. 9 222 YA 3 LeEEE

o 3}ala LA S ko2 Al F et K Fske] AR TH0.903g, A AFEY M 1=431, §73: 185.3 WA 186.97).

AAe 108: " 4-{[6-Q2-FF ZH =5 A)-8-w&-7-& 4 -7 8-t]sto| =gy [2.3-d]|Hrd-2-A[o}r =}
Aol -1-7Hr Aol E Al X

~\\©_q Q~“\11<©

MeO, S

1-¥€e-2-9 8 t=06m)F AE 2(1.0g, 2.86mmol) % ol & 4-op]| =-1-3] 7| & A 754 8 0] E(0.98ml, 5.73mmol)
o] TFEL 120TANA 24 7H5oF wksl & Z(200m0)Foll a1 220l A 1A 7HsoF ankst A ch, of 93k & Az A1 A
G oS FE T o] AAE9] AX(0.050g, 0.113mmol)E HEFE(1 WA 2m)Fo) &a| A7) 1 o€ 252 a3}
T2 M, 193) S "71skth A E o ete] dedt § ol H 22 Al Fsla AFA|A shol =22 eo|= A(F4:
171.2 W#] 183.5C)2.2 A 54 A4 E(0.038g)S TS5t

AAe] 109: 6-(2-ZF 25 A)-8-md-2-{[((-HldHdF D)y ejd-4- |ojn| =} T 2] = [2.3-d]Fr]d-7
(BI) -9 A=x

SALA: 6-Q-FF 2 F5A)-8-md-2-(4d-v]He]do}r])F] 2] = [2.3-d[F2]u]|I-7(BH)->2] A=

o F F
)\O\ N'Tiofj i@ N'ﬂoﬁ
—————

N/kN, N Y0 NJ\N/ NN N
H ) H [
CH, CH,

=2 aGm)s oE 4-{[6-QC-2F 29 HA])-8-HE -
dJolu ) dH g d-1-7}5 A & 0] E(0.500g, 1.13mmol) ¥ &

7-22-7,8-Hslol =2y [2,3-d] ¥ v d-2-
g rﬂ%eﬂ(o 32ml, 2.27mmol) ¢ £Fq=S 3H

_’79_



=53] 10-0639772

SHATH 4X 7 3 9 o R EFHEAE(0.32m, 2.27mmol)& F7FE HUeta v ES A Lo A 3 F< ke, wk
SES WMo R sA45a FUA7] AL FFES YEF vEAS]=(0.5M, 9.1ml) 5ol &3lA17] a2 ASEA AT A
DA E YEFE2E e o R AFHstal FFst HRAIA E4 8 28 ofbv w2l 9 (540mg) S 5353t

GA B: 6-2-ZF 2 2o A)-8-wel-2-{[A-dlFEd ¥y d-4-d ol =} F 2= [2.3-d]|F & v -7(8)-
2o Ax

o
s )
0 iI~N N =%
SN
LS00 — OPO 00T
N R B )

H )
CH, CH,

22 et(4mn) 3 obr =3 H 2 9(0.125¢g, 0.338mmol), §4F HEE(0.072g, 0.677mmol) & WAL X d & =2 2}o]
=(0.052m¢, 0.406mmoD e} =5 H2oA 4dFt wutsgint. whg Eqt=& 24 A=vkE 29 (Si0,, CH,Cly/
MeOH/NH30H-95/4/1) & A A ek 27 82 detal Hetstel] w5ste] w2 obil& 533t o] 2 ol
(0.040g, 0.078mmol)& o & o}AlE| o] E(1 WA 2ml)5 ol &3 A 7] 3L ol Hl 252 Ast52A4HM, 19%)S #7183l
o} st 1A S Gt T o|HER A Hetn AFRAA sholE2F 2ol AFH: 130.0 WA 135.0C)0 2 A =
2 AANE(0.0322)S 5T

Al 110: 6=2-oFZA-4-FF @ 2o A -8-w&-2-{[(-HHHF D) e]d-4-A]olr =} I ®=[2.3-d]5]
Hr)Ad-7@M) -9 A =x

SALA: 6-Q2-oEA-4-FF ZH 5 A)-8-wd-2-(4d-v]He]do}r])F]e] = [2.3-d [ 2w I-7(BH)->9] A=

o/\ F 0/\\
o
ORI —- S,
N)\N/ N7 Yo E N/LN/ N7 Yo F
H | H 1
CH, CH,

o ek&(20m)F e 4-{[6-(2,4-UEFLE2H 5A])-8-HE-7-&4-7,8-1slo| =29 2| =[2,3-d] ¥ 2 v -2-<
ol =}y A gl P -1-7FE A go] E(A A o 70, 1.0g, 2.16mmol) ¥ $:4F38} ZH5(2.43g, 43.2mmoD 9] EES 174
oF 3h73F & 2(0.5m0)S H7Fstal 7dstel vkg B & S| 7] 7] Aol 204135t F7F= /5 A& &
S E(100m)Foll galAl 7)o WE-o A WZEA 7] & 18k HCIS: 2 7bete] AHAd3tat et AHd 808 S 2 2Heho
7223 &3 & A3l yEFo R 7 dlely EFREY e o R 23] AFE35% . &2 o7 RE o {7

=S

gota Ak vl o2 Azsta Agstel AxAA obvl v daYe S5 ATHM 1= 414.1).

e oft —

=
s
=

T

Y

GA B: 6-2-Al5A-4-FF 2 25 AD-8-HwE-2-{[A-AFHF DA elgd-4-]olm =} I =[2.3-d I 2| 7]
H-7(8H)->9] A=

' 99
0.

=0

=

-
A/
A/
[o]

o]

o
o8 seqe
N/’\N/ N Yo S
H ]
cH

A7) FF g de] 48(0.150g, 0.387mmol)E, B2 YEH(0.082g, 0.774mmol) & a-EFQd ¥ d == 2Fo] =(0.085
o &3} 7

me, 0.465mmol) 5 E 3ot H I RZE2MT2nl)T ol aA171aL Aol M 1741 3bg et awke v}, whg 2gas 2
A 2wl E 18 7(Si0,, CH,Cl,/MeOH-95/5)2 AAIstth. 727 85 fatar 7hdatell w53te] fral obul & +53191

t}. o] £-g] o}71(0.076g, 0.140mmol)S W EFS-(1 WA 2m)Fd] €3)A 7] el 2F9] P35 22HM, 198)S A7}
3k & 7heksloll SHA T ol H 22 Al A she] 1A S T3 F o 3slal R -FEtel| ARA|A Sto|EmEF R EolE A(F
A:134.6 WA 187.3C)9 54 AAHE(0.031g)S 53130t
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Al 111:6-Q2-md-4-FFQ 2o xA)-8-md-2-{[(-ldHd ¥ D) eld-4- ol =} 3] e = [2.3-d] 7] &
) A-7(8) -9 Az

SALA: 6-C2-mF-4-FF0 2o A)-8-v|d-2-v|dE )d]e]=[2.3-d ]3] u]Id-7(BH)->2] A=
o CH,
N/Ykﬁ CH, \)?L X 0\©
| 0 07— |
MeSJ\N/ N + '@/ MeSJ\/N:(II\IO ~F
CH, CH,

1-Hg-2-9 22 t]=(80m) 5 4-w ol =-2-WHE] S I 2| 1| W -5-7} 5 2~ A d|slo] = (A Al o] 1o 4] 7] A ¥ Al v
H)(7.3g, 39.6mmol) ¥ HE 2-d-4-ZF0 2| KA oA H o] E(2-ZF L 2= Al 2-HE-4-ZF 0 2 ES
Apg-3Fe] Ao 4o 71 A vpe} o] Al %38 (11.8g, 59.4mmol)e] EFE-o] ¥4t ZH5(11.0g, 79.3mmol)S H 718kl

th 9ke E3HE S 120C & 7HEstar 39 o #HisAlobA 0] E(15.0g, 75.7mmol)E 7} th 120T ol A 184137HE
S Ao W7t (108 HUlekSith A8 A 2411t wnksk 5 oY oA H O ER 23] F
55 B2 33 9 23 AR AFeta Ak rl o R Axsta JEstd SUAAY. 24 1
A(10.19)E ol olH 2 & o d ofM o] ER M &3t & 2 -F3lol] AFXAA £543 A 3}0]=(2.3g)S 53 tHAHF

»~AEY M= 332).

e

Al B: 6-(2-w€gl-4 T2 2 ¥ =A)-8-mEl-2-(dHx DI e] = [2.3-d]3]n]I-7(8H)->9] A=

CH, CH,
o 0
NTRY X Ni NN
| -
MeS/l\N/ N o F MeOZS/'\N N o F
CH, CH,

h=}
O eSS A2l 2R qE aRkgk 5 ob gt W EH 84 (10%, 100m0)Foll Zrar Aol A 24| 71E ¢k arkg 5
Hulstleh. #7] 55 vh-323} SEA HEF 58N (100m) 0.2 33] Al & skl St vhadlg o= %6kl Azt
AdE AAE el 2= 1A ek anbstar o ato] HES 5383l

A C: 6-@-mEl-4-FF 0 wH|=mA)-8-mE-2-(4-F A e]doln] )] = [2.3-d ]I P H -7 -°] A%

) P %
0. 0.

0 N HN N

CLOEI@————» DL CCCCL
N N’ liX [¢] F g N l;l (o] F
H &u, CH,

g o g FhEA g o] E(A A 700 71 A E vl 2 Wi o w2 GA Boll 7] AlE AE E olE 4-o}n| -1 -] g

A IR AY | ERZRE AZ2FHE ol =2 I 2ol E A(F A 184.0 WA 210.3TC) 2 A @&kl e}, o &2(60ml)F
o &l 7hub| o] E(1.03g, 2.26mmol) 2 4243} Z-E(4.81g, 85.7mmol) ] EES 3Y 59 3HF-51aL W Faholl FRAA
o, AHES 54 A5 @2M)Z a7 tER 2o g 23] 228 & QoA Wztela 1A ks U

EFo g AdZegsidn. e 294 IAdEs nEhla vee 2 fEE2veo s st e yEFoZ A
Zshar 7Fstel SEAA 54 192 d(0.550g)S 531t

SGAD: 6-2-mel-4-ZF 0 2umAD-8-wE-2-{[A-HAA T Dy Feld-4-d]olr] =}y =[2 3-d]9] v -
7(8H)--9] Az
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=0

Oo=wn

CH, o s
0 N N
N
L O —O QHICL
> N~ N7 N7 o F
N N N (o] F H )
H éH, CH,

gz 29 e@Cm)F 39290
(0.050m¢, 0.391mmol) 9] &3=
1
H

=) H 3 O =L
stle. 2 282§ 49

.125¢g, 0.326mmol), €4 Y EF(0.069g, 0.652mmol) E HIAEd ¥ Y F2 o=
S Aol A 5YE et wwkatal 2yl 3 2nkE 28 9)(Si0,, CH,Cl,/MeOH-95/5) & A A

ahol w3 st} 2l o 5585 o] f2l obyl(0.185g, 0.353mmoD S o E opAl

ol E(1 WA 2m)Fol &A1 7] 2L o Bl 239 A3t AAH1IM, 133)S H7tskodtt. o gate] 142 o3k 5 of g
22 M Hstal AFste] ARAA el =2 F 2o = 9(0.156g)S 53 THE4: 115.2 WA 122.97C).

A 112:6-(24-0FFQ 2= A)-8-wel-2-(NL & dxd)-1.3-topn e qieh vl el = [2,3-d] g e]wd -7
BI)-29f A=

OA A 6-(24-U]ZF 0 ZmA)-8-E-2-(NL -Gt A& A)-1.3-t]olu=seh g =2 3-d] A &r 5l -7
(8H)-29°] A=

. F
X NS
oﬁN'/II N/lN/N ) F
“? N til o] F h |

N

A

o)

[*}

O

A ¥ 5(0.47g, 6.4mmol)E 4 THEF | &34 7] 3L N =(F} il A2 A])-1,3-t] o}n] .= FA EH(F 3 [Org. Prep. and

Proceed. Int., 30(3), 339-348, 19981 #%)(1.52g, 6.4mmol)S A7}t A &sle] 23Tl 359 ksl 2%
stell FFAIA 24 048 5 E R 2T 3lA171a 23} T YEF o2 A FHsta A d42 AlF st
MgSO, = A xath AAatetal F5AA 24 2 d& F53tL tE2eveso 29 e §55t= HAe7ta A=

ntE ¥ 2 GA G 6-(2,4-0FF L2 5 A)-8-H E-2-(N! -Gl A & A)-1,3-t]o}n] = eh) ] 2] . [ 2,3-d ]

d 2w d-7(8H)-2 (A% 2B M" = 524)& F539

9A B 6-(24-T]Z2Q 2| =A)-8-WE-2-(N L -meld vy d)-1 3-t]olngen g w2 3-d]3 2 v ¥ -7(8H) -
29 A X

F
N \O
/"\/ §
N N 'i‘ o F N \O
N
CH3 —— I/
N N r|4 ] F
A o, 0
o} o] ‘5:
@ B

6-(2,4-t)ZF 0 2= A])-8-w & -2-(N' -7} il A2 A])-1,3-t] opw] el € 3 2] %= [ 2,3-d ] 7] ] »| - 7(8H) -
(0.65g, 1.2mmol)2] THF €0l 10% Pd-C(0.13g)E A 7}3}al 422 72|80l 23Col A 4417+ 5o mukalgdt), o 95}
3 AFste] EHAIH T AFES UEE2WE(10m) T ol £3]A 7131 -10C = Y¥7tsha 92 d(5m, 62mmol) 2 gk
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Ayxd S22 =(0.070m¢, 0.86mmol) & 718t w3t gith, A F3lel 5FA17]|32 YEZ2 v eE9] 1% vWeE=
LZ3 = A7 AR e 2 AAEY 6-(2,4-UZFQ 29 =A])-8-w e -2-(NI-w & ¥ d)-1,3-t]o} 1| 1=
#Aehd 2l =[2,3-d]19] 2 v d-7(8H)-(0.121g)S 5353l F5= ol el 2% o] &A1 A sol=2FZetol= do=z A

Arh(Aeg ~ANEH M 1=468, §4: 178.6 WX 181.27).

¢
ol
il

AL 113: 4-ofn]=-2-wElE] @ v]ejr] g -5-7}H obdslo] =9 A%

s SH -

)
ch\ HCOchs NCI/\OK HzN NHZ N/‘%N CH3| N/’%N
o~ . Kt Euo o o™~ NétOO?-IHa H%NH;; K2CO, %NHZ
cio  OMIE  Gvo
! u " W

33-tolZA-2-y=2Hx2I e UEY Z+g ID] A=

L= THF(10)F 3,3-toEAZa23-1EZ(], 283.80g, 1.98mol) 2 HWE Z 2w o] E(148.80g, 2.48mol)] wyF g-of
o, 10T A THF((2.2¢, 2.2mol))% 2] 1.0M ZF t-F-EALo| =5 HV18H T, 4585 d7FeliA 55 10 XA
15Ce WA= FAT H7ks = A e S8 & T4 A2olA 2*11* oF ksl Th, oo A, ALH400ml)S H
7}etal 205 F7FE Algete] agksllth EejElE o et o #uks 1/1¢] A THFZ Ml & shar 13 2ol A
60°CoN A aFuF AzsH T 1S 3z Buko] 582 302.5g(73.0%) 0] ATt ! H-NMR(CD50D)& &4 8t= 7% 119}

DRI

4-oprie-2-Adupd e g -5-7p 8 ohdjsto] =D ] A%

]%%(90m€)*& E] 9 $-#0192.8¢g, 1.22mol) 9] &8 8] 2 g5slol| 718l AdstA wwtsleln). o] el 25% Ut
F WEA o]l =/m eF2(85.5mf, 0.37mol) ¥ o EF-&(285ml)= 3,3-t o EA-2-T 229 oUEY Z4F A I

(222.20g, 1.06mol)¢] AEoS 1085kl 24 MA BHAo g 3F 2A(TEAE, 29 £218 S 50C=E 714
AA F7Vehe Ft T A £NS FET 5 AhH S FAsHA HFselth SRR ] dlgh&(150m) S H 7beke] auks
SR AF%e Sejge e o w | & ﬂﬂo}ﬁ AR 712 SR3lelth. £3HES Yasta 344 5
7|2 A AxE= Z‘ﬂwﬁv‘r AFES 2(940m)F ol &3l A Z Tt 30% oAl EAH280m)S 3 713sle] &9 o = HLE]
ZARES AAANIN L T AR ZYE 24 F8 o3 272 o Hete] whElskgith. of ks E(800ml) = Al Z] 5
ATt 305 20T Ealete] A F Pzhsta st 21 oo A 60Tl Al s AxAIZ] & 9he )
A A2 AP E(118.9g, 72.3%)S 53 THESEA Q] Al W2 47 #47F D askA &8 Y5 3h. HPLC

ol o8 =% 98.67%F 533tk TH-NMR(DMSO-dg)< B4 8k 12 M9 A& 3ich

H‘ m.{g

HJ

q-otrie-2-vg el o v ejn|d-5-7tH Srej|sto] =(AV) ] A=

oA E(1.50% 4-ot] =-2-A gpd -7 v -5-7}H ¢d| 3fo] = 111(100.00g, 644.4mmol) % 325H+] €4t ZH&
(178.10g, 1.29mol) ] & & ¢ = er(128.10g, 902.2mmol)S 23} A WztalH A 2056 A= 2 7}381¢ ). 1@
58 FY Ao A FrEer wukslglth. TLCE B418 A3 1llo] o 1 3] ol 9lo] B He] @ ¢ EuﬂEHBmIa) 7}
2 H7bskar N A& sk ankeeltth. thA]l TLCE & HM & Ay}, k7o) MI0] Fo} 9lo] 7] 2.2 uﬂE}(Smm =
HVelal 24 75 bR Al&ete] wukal ittt HPLCE #4138 A7 95.9% S-4 28} A E 2 3.7% 3 (110
2 EZAQsA T s EEES 32 %%713 Ao A2EZ TIAHL B(10)S FFEl M7t YA =S os)
o] 34 akal E(200m) = A H et A ES A S8 A 60T A 3t AZx3Hth 582 103.37g(94.8%) 0]
ATh HPLC® #2418 A3} 95.8% IV 2 4.2% 1o & ZA)38t5]t).

A 114

A= ] ShghE S WkekeE 783 p38 MAP 71ubAl Al a4 & oA @
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p38 MAP 7]UAl A& &4S =& [Ahn, et al., J. Biol. Chem., 266, 4220-4227, 1991]
WS L8351 p38 7| Aol 9] y-E 2 o] E 9] y-33P-ATPRRE nlo]alld 7]k
Gl A (MBP) 29 o] 58S 3oz A4 AL

A2 p38 MAP 71 WAl A =3 24atste e o], ZEtol(E. Coli)oll A SEK-1 ¥ MEKKZ 3§ ZHdd $Gdd
[Khokhlatchev, et al., J. Biol. Chem., 272, 11057-11062, 1997] =), U#A Z#S AFgsto] 21344 A 20}
= A

Q14kskEl p38 MAP 7|VhAlE 71ubAl b5 H(20mM 3-(N-R 2 &) ) Z 2 P4 E2F pH 7.2, 26mM B-2 2 Al & 2]
ol E, bmM ol gl =g Z-H|=(B-ob] =o' o H| 2)-N,N,N'N'-H EgtopA E4, ImM Y EF o-HiHH o] E, 1mM
HE e ol Bl 40mM 3t mkdlE) o= s skgit. Al :&}@%% DMSOFll 831471 71}, B= DMSO(H27)
s X*ﬂz%h NEE 30TAAM 10883 &2 Al stgieh. MBP 2 y-P-ATPE &3 712 e L& H7hsto]
71l WES-S AMAIITh 30Tl A 2085 F7hE Fe A e F 0.75% 2 A71510] 182 AL, o] o]

A, EATAER S ”‘(Ul WA 2 W EEE o] W] Zok(Millipore)) S AHEdte] 78l y-P-ATPR -
g ¢14tsl¥ MBPE &t A3 A7 = U EIZ S gl dl 2 9] s A = (Packard) S AHE-EFo] %S S48
.

AN 115

B A d= THP1 Al ZEo A LPS—- %% TNF-a A4k AAE Frlets Al ad] 248 o A )

TNF-o %&£ A8t 2 i 9 33tE 9o 82 23 [Blifeld, et al., Transplantation, 51, 498-503, 19911 7] Al
H HHS o WA BH S AFESE] S A FH STk

(a) TNE A3t o] e

w2 [15% 2Ejo} @3 2 0.02mM 2-H A Ed &8 2 38H= RPMI(P] = Wl W= AldE 22W 1 A9 1=
(Bibco)-BRL) 1%l THP-1 M 22 2.5x100 Al ¥/mle] s =2 A7 5 96 U Zeo| E(ZH7te] do 0.2m02] 23
Mol = sGTE A1E 3F3HE S DMSOF &3 A171 & 25 DMSO %7 5%5 =5 oA 2 84510t} 25u02] Al g
& E+= DMSOE E¥ate mi A (xS 2H2He] Lol H7tstglvh. A5 37T oA 305t 32 A & ak3ltt.
LPS(M) = v 58] 7= MRJIEF o] 2~ &A1 9] A|71vk(Sigma))E 0.5 w/mle] HF == dof| H7}3taL AL E 2AI7HE<t F
7he g Agetginh. @ A 713k Fm ARl A, 8H7] 7] A E vhel 22 AP AHELISA) w45 o] &-3Fo] wj kel
A NG 3] 48lal EA 8k TNF-a2 48 SA stk

§b2 oﬂEx Ak B A

i [Reimund, J. M., et al., GUT. Vol. 39(5), 684-689, 19961l 71 A1¥ 2719 &-TNF-a A (2TNF-H12 %
2TNF-H34)Z A1§-5ke] Eo 4 =2} (trapping) Al Ak &40l o8] £ A)5H= 217k TNF-a9] F& Z4shgich.

;‘L.E]/\E]{ 96-4 =4 ] =294 50/1@-4 PBS(10 ﬂﬁ/mﬁ)—a—A ?S]—xﬂ 9TNF-H12% 3] 23}31 &3k Qtﬂoﬂfﬂ 4°C0ﬂ7\1 3
&2 Akl ~eﬂ o] EZ PBSE Al ¥ e & PBSZEY] 5% ©A-Ax 42 AL 4] 14 7HE 9 2}ehsl a1 PBSZE 9]
0.1% BSA(A3H dXu)Z A2 8+4 o),

2%% TNF-a(W] = vldl &8 UMOHiali 2A9] R & D Al =¥ 2(Systems))©] B &9 0 2 5E TNF %7
B AT BAgA EFE9 5= 10ng/mMoE A3 B 53] 9] L 21 A< 34 H(6 half log serial
dilution) 2. & 3} %t}

25151 *47] W1 239 i oA T2 )2 EANE 25,09) VT 3} e A 2TNF-H3LS] 241
(0.1% BSAE Z33H= PBSF) 2 ug/ul)7h £33k 5 7tzbe] o] H7/18heh A28 285k AgahiA Ao A 2
A 7ot g2 A3 & PBS%E 2] 0.1% BSAZ 33] A& 3t 0.416 ug/ml 2] Ji—if\]lﬂrﬂ] Z~EREoln|d 4 PBSF 9]
0.1% BSAS EF8HE 50ue] 3184 Chal—2 E 8] E o] €l (u] = 2] L]0} of 22, AZ ehA] 231 o] 2ho]uf =
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(Zymed)) €8S Zhzhe] dof| H7taldith Al E Ao ] 1A17Hse 712 &2 A3 § 2] 0.1% BSAE 43] A%
3FA T 50u2] O-Hd@t]olwl &N(0.2M A EHlE &= (pH 4.5)F2] 1 /ml O- Jﬂé{ ol 2 0.03% #H4k3}

TAa)E Zhzte] Aol Hrtstal A8 5 Ao A Aol 305 <t -2 A3t 1 175 Fo dees 24H7
450nm % 650nmell Al #=% ATt TNF-a 58 450nmell 4 9] 3t Y xE AL8-H 5 BHEAANY = D ETEEEH S
A= Ao

_‘:&

o

e

o 383

fr

Al shghE e A AojdHn

ol

ICs #42 450nm FF ol A] 4-

A 116

d

2 AN o = vk A (FEE HE)AA LPS-F 28 TNF-a ko] A& Hrlsts AW £2498 oAl gk
TNF-a #&S A6t 2 2o 53t o) 5820 B3 [Zanetti, et. al., J. Immunol., 148, 1890, 19921 & [Sekut,
et. al., J. Lab. Clin. Med., 124, 813, 1994 ]l 7] A ¥ #H-S 2z AP A ] Wi S AL&35to] S4 5 QLo

A= 18 WA 21g9] oA BALB/c v~ (7= Ay LYol E8 A~ A9 Z-= g8 (Charles River))+= 1574 5¢t
ol A3 A Z e 8 vhel 9 mhe-2E Jﬂ st w2 247 0.9% A3t HEH, 0.5% YEF /HAIHE-2EE 2, 0.4%
ZYAEW]E 80 E 0.9% WA &4F(CMC H]3] Z(vehicle) S X338t 574 08| F, =& U3 & d5(x=a)Td €
gAY &7 A Y e R AT FoE AT 308 F 20p08] LPS(W| = v]FE]F A1 EFo] 2~ Ao Al amhE
npg-2of Huhg) 98kt 1L5AIZE F uk9-~5 CO, Yo S AN 7|3 Ag 7hr] 2 Al E A 2~ (cardiodentesis) &
T3t 9S8 15,600<g= 5"‘?‘1E A FEete] Fhe A S AR FHE 7] A AL 224 93|
TNF-o& &4 % “HW}Z] —20CoANA WEAIZ F A Z=HGAFE] f <ol

oo A SFEL a7 11 2 24 AAETE F 1D 29 3FFEL ok 0.1 WA 5000nME] MY o)A p38 7]
Aol B IC,, &% WA 1000nMo|H, s A = Aol FH -0 7| upA] 2 Elo] 241 7)Ao
o

1
1311 38 71 Ao Sl3jol 1 e11ol el 54 st B ICy ARE B AFHAR, 7] oA 10.01'9] B
Sl(vho] 22 %)t 10nMo] A4S

oL
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[F 1al

£y I AAjel | 1C50
AHEY

182.1-183.8 0.014
>10
0.163
0.175
0.083
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[¥ 1b]
BREx ES =l ALAlof 1C50
AHEY
200.9 to 0.074
201.6
197-197.4

Q 0.321
\

210.4-231.5 0.149
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[F 1c]
ERVEEY EXE] ey Aol | IC50
AHER
1-11 ﬁ 235-253 0.121
L
1-12 ,O 230.7-232.8 57 0.008
WA
o
1-13 " 224.2-225 0.145
e
N AT
. OF CH
1-14 J\ﬁ@» 253.2-253.9] M+1=385| 26 0.003
(5 &
6H =
1-15 N 253.8-254.7 0.393
I-L\)l\N/ N 1+3
H |
; cH
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[F 1d]
A TE 83 =4 AAl 1C50
ABEH
-16 M+1=387

1-17 : N 0\[::Lm M+1=387
7 e]

1-18 @\ N'n°© M+1=353 21 0.232
K
*y cH

I-19 M+1=465 33 0.224

1-20 N/TI:jEf\[:j/’ M+1=371 22
AL
Cy cH

1-21 183-181 | M+1=370 0.024

1-22 208-211 | M+1=389 23 0.010
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[F 1e]
[ 8H ES= AlAlofl | 1C50
AHEH
1-23 it M+1=430 0.011

I-24 M+1=465| 32 0.006

1-25 M+1=448| 29 0.001

1-26 H,%EU /I;[ M+1=448 0.028
4 N
jesqe
é"st:»-c F
1-27 " M+1=371 0.003
T,
L.
1-28 &t‘\/ﬁo\ o M+1=448 0.01
F N
J'\.r]:In ©\F
Syom
1-29 N,c;ﬁ\lo\ “ o 1 M+1=466 0.001
B
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[X 1f]
2ATE xS =2 AlAlof IC50
AHEY

I-30 O\ ,'!/IIC’\@ M+1=337 0.039
NJ\N/ ) (]
o,
cH

I-31 M+1=371 0.129

1-32 7 © M+1=371 0.119
|
QL.
* CH

1-33 M+1=355 0.018

1-34 fIIO\CL‘ M+1=355 35 0.080
QLEA
s CH

1-35 i M+1=373 0.002
QL0
\ [o} F
o CcH
1-36 XX M+1=355 36 0.958
|
o, F
CcH
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[ 1g]
[ = S5 = AlAlo] IC50
AHEY
1-37 »gc"ﬁ‘/o:u °"“ M+1=389 52 3.93
™ &y
1-38 | we I M+1=403 0.621
2 NI\ N
T S0
r° o4
HE
-39 £ M+1=375 1.07
r CC00
OY\N N o
0 o,
HC
1-40 o o £ M+1=380 80 10.77
2 Ny
L
oH,
1-41 [ooe M+1=373 40 0.220
N
K
&y oy
1-42 m 245.2-246.1| M+1=478 79 0.254
S,
1-43 FE O\Q‘ 203.2-204 | M+1=377 63 0.356
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