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Pd(PPhs) 4 HEZ7| 2 (Eodx23) 25 (0)
Rf AF A (dF Z2vtE )

rt A

THF HEZ =253

AAd 1: (3S,14R,165)-16-{(R)-1-3]| =EFA|-2-[1-(3-0]| A X 2H-H)-A| 2 X 2 Ho}u| = |- E&}-3,4,14-E
g g-1,4-tfo}R-A| S 2 A} 7H-2,5-1 2

a) (8)-N-[(1S,3R)-1-((9)-2-E22-1-3|=EFA|-9€)-3-HE-JE-6-d 2] -2-HEo}lr - 23] 2olr| = J=
2g2go|x

DCM 4 ml = {(S)-1-[(1S,3R)-1-((S)-2-FZ Z-1-3| =2 A| -0 & )-3-H&-F E—-o| 7} 2 u} 2 |-o]| & }-w &l -
Ttk tert-FE ol 2EHZ 814 mg (2.08 mmol)e] &dell, 0TNA Et:0 T 5 M HCl 6.3 ml (31.3 mmol)<

Arskgih. ERES reold 15 h B Wk F, FUAA, 24 HYES A8 29 Bueg F5e9

o, o|% F7be] Al glo] the @Al AgsIAL,

"H-NMR (400 MHz, d6-DMSO): 8.97 (br, 1H), 8.78 (or, 1H), 8.35 (d, 1H), 5.83-5.71 (m, 1H),
5.47 (d, 1H), 5.03-4.88 (m, 2H), 3.98-3.86 (m, 1H), 3.79-3.69 (m, 1H), 3.62-3.53 (m, 2H),
3.51-3.43 (m, 1H), 2.46 (s, 3H), 2.10-1.95 (m, 2H), 1.56-1.17 (m, 5H) ,1.38 (d, 3H), 0.85 (d,
3H).

b) WE-6-AE ()-1-[(18,3R)-1-(($)-2- 22 2-1-5| = Z |- @)-3-H LA =-6-0] 7h2uk 2. |-ol @)
g-obrl =

DCM 12 ml & E-6-<MAF 141 mg (1.1 mmol), HOBt - H,0 221 mg (1.1 mmol), EDC - HC1 230 mg (1.2 mmol) %

(S)-N-[(1S,3R)-1-((S)-2-F 2 2-1-3| EZA|-of| &) -3-HE-F E-6-o d | -2-W o] -T2y olu| = F| =2 F

Zglo]= 327 mg (1.0 mmol)<] W &ho] DIPEA 0.172 ml (1.0 mol) S H7begitk. EFES rtollA 17 h

ek anksloltk, Agow WA &, 0.5 M ag. HCl 10 mlE HA7bedch. FS wEsta, §71%5S LM

STEAEE 8 B EE AHE, SAUER FolA dxA7AL, %%A]Zﬁt}. 25
S al

AzntE a3 (A Z232H/Et0Ac 70/30)0] 93] BAS, TA A=

mﬁ
ACh
N
)
ru)é
o>
o
1o,

'H-NMR (400 MHz, d6-DMSO; F£ 8101444 ): 7.31 (d, 1H), 5.85-5.70 (m, 2H), 5.28 (d, 1H),
5.04-4.78 (m, 5H), 3.88-3.73 (M, 1H), 3.63-3.46 (m, 2H), 3.43-3.34 (m, 1H), 2.82 (s, 3H),
2.31 (t, 2H), 2.07-1.93 (m, 4H), 1.57-1.12 (m, 9H) ,1.18 (d, 3H), 0.79 (d, 3H).

¢) (E/Z)-(3S,14R,165)-16-((S)—2-E 2 2-1-3|=ZA|-9 € )-3,4, 14-EZ W E-1,4-T] o} R}-A| E 2 A A} H| 2-10-A
-2,5-2

DCM 88 ml & FE-6-<4F {(S)-1-[(1S,3R)-1-((S)-2-F 2 2-1-3| == A]-o| & )-3-H - E-g-o| I 7} Zn} &
dl-dg}-ve-olu|= 7.05 g (17.58 mmol)&] €A 1 h Well, DCM 1.76 ¢ F [1,3-7]2-(2,4,6-E W]
d)-2-ojntErded)-tE2 2 (i) -(EgA S 2 4-22~9) FeE] (282 (Grubbs) 11 F))
746 mg (0.88 mmol)o] FF{ &Hol| HIIsITE. EFES F7F 60 min T BFFAZIIL, FHHEHAEHZE 1.76
ml= A3k, F7F 30 min &< wRESEaL, 88 mle] FIE FHFA7|a, Art A Ao i, AZvtE 1
3] (DCM — DCM/MeOH 97/3)E F33te], %A 3gd=ES 34U %Eﬂi/ﬁ TE5 T

Rf (A ZF2&A/EtOAc 50/50): 0.15.
d) (3S,14R,165)-16-((S)-2-F 2 2-1-3|=FA|-41€)-3,4,14-Eg HE-1,4-o}R}-A| E 2 A} H|7}-2,5-1] &

EtOH 153 ml % (E/7)-(3S,14R,169)-16-((S)-2-F 2 2-1-3| =2 A]-o|&)-3,4, 14-E g v|&-1 4-T] o} A} -A| S 2 &
AP 2-10-¢1-2,5-6] 5.70 g (15.28 mmol)2] & N&, 10% Pd/EA 3.06 g9 EA st 4 971 319 rt
A 75 min Bt asklTh. SelE i3t AL, o T, AFEE 1A degh A e A
ulEgE  (DCM/MeOH 98/2) 2 23 Agzt A A9 ZZulEa#ds (AZF232/Et0Ac 50/50)0] 23]
Ak, BA FFES FA DEAZA FESUT.
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'H-NMR (400 MHz, d6-DMSO; %2 sidol4a ): 7.49 (t, 1H), 5.22 (1, 1H), 4.95 (q, 1H), 3.92-
3.80 (m, 1H), 3.59-3.54 (m, 1H), 3.52-3.34 (m, 2H), 2.85 (s, 3H), 2.46-2.38 (m, 2H), 2.12-
2.01 (m, 1H), 1.70-1.60 (m, 1H), 1.56-1.07 (m, 15H), 1.11 (d, 3H), 0.76 (d, 3H).

e) (3S,14R,165)-3,4,14-E& W E-16-(S)-SAlghd-1,4-T o} - A E 2 A 2H-2, 5-H &

THE 23 ml 3 (3S,14R,169)-16-((S)-2-F 2 2-1-3| =2 A]|-o 8 )-3,4, 14-EZ W E€-1 4-T] o} x-A| 2 A} | 7}~
2,5-T]& 4.38 g (11.68 mmol)e] &Moll, 0Tl 1 M NaOH =8 23 ml (23 mmol)E Z7}stdtt. EFES
0ColA 2 h &<t wwksta, wh-xsly AsitEy 89 230 mlZE 3|Xsta, DOMeRE FE33 . 33 /7]

q
| H
52 B2 AHSHL, PIIEF JolA AXA D, FUAA, EA HFES T4 0dzA 5

'H-NMR (400 MHz, d6-DMSO; & s|doldaA ):7.71 (d, 1H), 4.92 (q, 1H), 3.70-3.57 (m, TH),
2.85 (s, 3H), 2.80-2.77 (m, 1H), 2.67-2.62 (m, 1H), 2.60-2.51 (m, 2H), 2.12-2.02 (m, 1H),
1.70-1.10 (m, 17H), 1.08 (d, 3H), 0.74 (d, 3H).

f)  (3S,14R,165)-16-{(R)-1-3| =ZA]-2-[1-(3-°]| A 2H-Hd )- A FZZ 2 Holu| = |-9 & }-3,4, 14-EF W E-
1,4-TlokR-A 22 A2 2-2,5-0) &

1-(3-o| Az agd-Hd)-AZF2Z2Holyl (T4 824 Bl) 67 mg (0.38 mmol) = (3S,14R,165)-3,4,14-E g€
-16-(S)-&A gFd-1,4-t) o} A-A| F 2 AL 72 ,5-U] 2 34 mg (0.1 mmol)9] &MNE 80CoIA 4 h =<+ auyksh
ATk, olojA, EFES DM/MeOH (95/5)= s|Asta, A7l A oA EHE 9F AZntE 9
(DCM/MeOH 90/10)°ll <3l dA|ste], FA 3HES 74 LAZA F5313T.

"H-NMR (400 MHz, d6-DMSOQ): 7.40 (d, 1H), 7.19-7.11 (m, 2H), 7.07-6.96 (m, 2H), 4.91 (q,

1H), 4.50 (d, 1H), 3.81-3.68 (m, 1H), 2.84 (s, 3H), 2.47-2.31 (m, 4H), 2.10-1.99 (m, 2H), 1.70-
1.60 (m,2H), 1.43-1.09 (m, 16H), 1.19 (d, 6H), 1.03 (d, 3H), 0.93-0.80 (m, 4H), 0.74 (d, 3H).

AAd la: (3S,14R,16S)-16-{(R)-1-3| =ZA]-2-[1-(4-0| AZ 2 P-¥ g =-2-U)-A| EE2Z 2 Y-o}u| = ]-o| & }-
3,4, 14-EFHd-1,4-t] o} A-A| S Z A Y 7+-2,5-T] &

FA sES A 19 @A el A 84 Bl thAl A 84 B3E ARESte] AAlel 1 Z)AlE At
ARG Ao Alxd = A

"H-NMR (400 MHz, d6-DMSO): 8.27 (d, 1H), 7.51 (br s, 1H), 7.47 (d, 1H), 7.00-6.96 (m, 1H),
4.95 (q, 1H), 4.68 (d, 1H), 3.84-3.74 (m, 1H), 3.39-3.33 (m, 1H), 2.89-2.85 (m, 1H), 2.84 (s,
3H), 2.58-2.53 (m, 2H), 2.47-2.32 (m, 2H), 2.10-2.01 (m, 1H), 1.71-1.61 (m,1H), 1.51-1.11
(m, 16H), 1.22 (d, 6H), 1.04 (d, 3H), 1.00-0.90 (m, 4H), 0.76 (d, 3H).

AAldl _1b:  (3S,14R,165)-16-{(R)-2-[1-(4~tert-F-B-FF=-2-U)-A| ERZZ 2 Ho}n| = |-1-3| EFA| - & }-
3,4, 14-EgWE-1,4-t)o}R-A| E 2 3 A} H|7H-2,5-T] &

FA SFES A 19 ©A DA A 24 Bl tlal A 824 B4E AMEste] Al 14 Z)AlE A}
o7 Az AUk

"H-NMR (400 MHz, d6-DMSOQ): 8.29 (d, 1H), 7.59 (s, 1H), 7.06 (d, 1H), 7.00-6.85 (m, 1H),

4.89-4.75 (m, 1H), 4.26-4.15 (m, 1H), 3.87-3.74 (m, 1H), 3.46-3.34 (m, 1H), 2.87 (s, 3H),

2.67-2.56 (M, 2H), 2.43-2.14 (m, 2H), 1.70-1.15 (m, 22H), 1.32 (s, 9H), 1.04-0.94 (m, 4H),

0.81 (d, 3H).

AAd Ie: (3S,14R,165)-16-{(R)-1-3| =2 A|-2-[1-(3-0]| AZ 2 ZA|-H Y )- A E2Z 2 H-o}u| = ]-o & }-
HE-1,4-t o} R} A F 2 A ZH-2, 5-T] 2

e
FA SHHES AAld 19 @A Dol 44 84 Bl Bl 4 24 BSE AREste] AAle] 1 7| At F
o
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"H-NMR (400 MHz, d6-DMSO): 7.41 (d, 1H), 7.17-7.11 (m, 1H), 6.84-6.80 (m, 1H), 6.76 (t,
1H), 6.70-6.66 (m, 1H), 4.92 (q, 1H), 4.63-4.55 (m, 1H), 4.49 (d, 1H), 3.81-3.68 (m, 1H),
3.28-3.24 (m, 1H), 2.85 (s, 3H), 2.46-2.34 (m, 4H), 2.10-2.00 (m, 1H), 1.73-1.11 (m, 17H),
1.25 (d, 6H), 1.05 (d, 3H), 0.91-0.78 (m, 4H), 0.75 (d, 3H).

AA4 1d: (35,14R,169)-16-{(R)-2-[1-(5-EEE-H Y =-3-4)-A| S2 X2 Ho}n| = |-1-3]| =FA| - & }-

3,4,14-E 2| W Y-1,4-Tob-A| S 2 A -2, 5-0) &
wA SgEe AN 19 WA Dol T4 2k Bl oAl T4 84 B6S AHSetel AAdl 10 A8 2% &
A o AT F At

"H-NMR (400 MHz, d6-DMSO; 2 570|444 ): 8.49-8.44 (m, 2H), 7.93-7.89 (m, 1H), 7.43 (d,
1H), 4.92 (g, 1H), 4.55 (d, 1H), 3.81-3.77 (m, 1H), 3.29-3.24 (m, 1H), 2.85 (s, 3H), 2.64-2.52

(m, 2H), 2.45-2.30 (m, 2H), 2.11-2.03 (m, 1H), 1.71-1.60 (m, 1H), 1.51-1.09 (m, 16H), 1.05

(d, 3H), 1.03-0.94 (m, 4H), 0.75 (d, 3H).

AAo] le: (3S,14R,169)-16-{(R)-2-[1-(6-tert-FE-H 1| =4-U)-A| EZ X 2 Yo} = |-1-3]| =EFA| - & }-

3,4, 14-EgWE-1,4-t)o}R-A| E 2 3 A} H|7H-2,5-T] 2

AAle 19 GAl felA 4 84 Bl thAl 4 84 BTES ARgstel AAje 1o Z1AlE A}

H-NMR (400 MHz, d6-DMSO): 8.88-8.85 (m, 1H), 7.84-7.82 (m, 1H), 7.49 (d, 1H), 4.95 (q,
1H), 4.76 (d, 1H), 3.84-3.76 (m, 1H), 3.41-3.35 (m, 1H), 2.84 (s, 3H), 2.59-2.53 (m, 2H), 2.48-
2.37 (m, 2H), 2.10-2.00 (m, 1H), 1.69-1.61 (M, TH), 1.47-1.06 (M, 20H), 1.32 (s, OH), 1.04 (d,
3H), 0.76 (d, 3H).

AN 20 (58,88,10R)-8-{(R)-1-3| =FA|-2-[1-(3-0| £ Z 2 F-¥|d)-A S22 Holu| ]~ &}-4,5,10-E 3]
A E-1-SA-4, 7-T ob A=A S 2 E A 73, 6-T &

HA SRS AN 19 A bl FE-G-elt thil FE-3-ol dEA-opHERE AFgle] AAlel] 1o 7]
AP A FAE o Axdd 5 .

'H-NMR (400 MHz, d6-DMSO): 7.49 (d, 1H), 7.18 (, 1H), 7.13 (br s, 1H), 7.06-7.00 (m, 2H),
4.79 (q, TH), 4.52 (d, 1H), 4.34 (d, 1H), 3.87-3.78 (m, 1H), 3.74 (d, 1H), 3.58-3.49 (m, 1H),
3.41-3.34 (m, 1H), 2.85 (s, 3H), 2.48-2.31 (m, 4H), 1.61-1.48 (m, 2H), 1.45-1.07 (m, 12H),
1.20 (d, 6H), 1.05 (d, 3H), 0.95-0.78 (m, 4H), 0.76 (d, 3H).

AAld _2a: (5S,85,10R)-8-{(R)-2-[1-(3-tert-F-E-vd)- A FZ =2 Ho}u| = ]-1-3| =2 A|-9 & }-4,5,10-E g
A E-1-SA-4, 7-T ob A=A S 2 E A 73, 6-T &

BA FFES A 29 ©@A DA A 84 Bl Al A 84 B2E ARSSFe] AAld 20 ZIAlE AR F
AbgE Wkl o2 Al ze 4= 9l

"H-NMR (400 MHz, d6-DMSO): 7.47 (d, 1H), 7.30 (s, 1H), 7.17-7.13 (m, 2H), 7.00-6.96 (m,
1H), 4.77 (q, 1H), 4.52 (d, 1H), 4.32 (d, 1H), 3.84-3.76 (m, 1H), 3.72 (d, 1H), 3.55-3.49 (m,
1H), 3.39-3.33 (m, 1H), 3.29-3.26 (m, 1H), 2.84 (s, 3H), 2.47-2.31 (m, 2H), 1.59-1.46 (m, 2H),
1.42-1.07 (m, 12H), 1.27 (s, 9H), 1.03 (d, 3H), 0.94-0.80 (m, 4H), 0.74 (d, 3H).

AAd  2b: (5,85, 10R)-8-{(R)-1-3| =ZA]-2-[1-(4-0]| AZ 2 Y-y =-2-U)-A| EE2Z 2 Y-o}u| = ]-o| & }-
4,5,10-EZHE-1-§A}-4, -t o}R-A F 2 AA ] 21-3,6-1] &

EA GBS QA6 29 WA DAA FA 82 Bl A T4 82 B3 ARgstel A4 200 /A At
A g oR AEE S AT
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"H-NMR (400 MHz, d6-DMSO): 8.27 (d, 1H), 7.55 (d, 1H), 7.51 (s, 1H), 7.00-6.97 (m, 1H),
4.80 (q, 1H), 4.69 (d, 1H), 4.34 (d, 1H), 4.11-4.06 (m, 1H), 3.89-3.81 (m, 1H), 3.74 (d, 1H),
3.58-3.51 (m, 1H), 3.41-3.34 (m, 2H), 2.91-2.86 (m, 1H), 2.85 (s, 3H), 2.59-2.53 (m, 1H),
2.48-2.43 (m, 1H), 1.61-1.48 (m, 2H), 1.46-1.08 (m, 11H), 1.22 (d, 6H), 1.05 (d, 3H), 1.00-
0.85 (m, 4H), 0.77 (d, 3H).

AAl 3: (85,11S,13R)-11-{(R)-1-3| =5 A|-2-[1-(3-o| AZEF-HJ)-A| 2 ZZ o1 =] -4 & }-7,8,13-E

Y E-1-5A-7, 10-H oFR-A 22 A | -6, 9-1 2

FA SFEL, 4 84 Ale] BoeN-rld-(L)-¢kehdste] whgo e Aol 19 @A b)ol ZIAE At £
At Ao R £57bed AEE AAG 19 WAl a)dlA 28 2ARA ARESta, AAld 19 @Al b)elA
PE6-4F Al FE-3-clits ARSSted, AAle] 1o ZIAE A fAbd e s Az 5 gl

'H-NMR (400 MHz, d6-DMSO; F& #3444 ): 7.66 (d, 1H), 7.17 (t, 1H), 7.13 (br s, 1H),
7.10-6.99 (m, 2H), 4.59 (1, 1H), 4.47-4.42 (m, 1H), 3.74-3.66 (M, 1H), 3.26-3.16 (m, 2H), 2.86
(s, 3H), 2.49-2.30 (m, 2H), 2.11-1.99 (m, 1H), 1.76-1.04 (m, 18H), 1.19 (d, 6H), 0.93-0.80 (m,
4H), 0.74 (t, 3H).

AAd 4 (3S,65,8R)-6-{(R)-2-[1-(3-tert-FE-¥d)-A|FZ 2 Yol = ]-1-3| =EA]-o| & }-3,8-T | &~
1,1-t] & 2-13t} 6 ~E| o}-5-0}x}-A| Z 2 A | -4~

3}

s

Feo AXd 19 v a) 2 b)S F3stA &L, (25,3S,5R)-3-0}1| -1-F & F-5-1 g -t=-8-2ll-
SRl =o] (9)-3-(a-b-d-1-EEH)-2-vE-Z 2y 2itve] phgoaRe AAd 19 ¢
7
f

=3
2

b
o
[
t

AR A3 fAE PR FEASE AES A 19 B ool 0 BARA AAgeta, 24
A Dol P4 8k BL A P 24 B2E ARgSe], Aald o] Z1AE A3 AR wAom A

AT

N2 Z
% = o
2Ny
o [ =

k1
=

b

"H-NMR (400 MHz, d6-DMSO): 7.77 (d, 1H), 7.33 (s, 1H), 7.18-7.15 (m, 1H), 7.02-6.98 (m,
1H), 4.59 (d, 1H), 3.77-3.68 (m, 1H), 3.29-3.09 (M, 2H), 3.05-2.98 (m, 1H), 2.90-2.77 (m,
2H), 2.47-2.32 (M, 2H), 1.64-1.54 (m, 2H), 1.45-1.11 (m, 18H), 1.28 (s, 9H), 1.07 (d, 3H),
0.92-0.80 (m, 4H), 0.75 (d, 3H).

TA 84 Al: (25,3S,5R)-8-¢H L A|-3-o}H| =-1-F 2 2-5-1H-L2E-2-& 2 F2 o=

IA FFEL (25,4R)-2-tert-F-EAFFE R Yol e —4-HEl-L E-7-<l A WE] o A2 2RE Zwsle], FX
ALgE Wbl o2 &17] 9k feaoll whel Az = gl

o
o
o|F Age 1o ERS (ozonolysis), AAHA Lud]

s =9 13} G2z 9, Boc Ha7]e Ay, ofn]
719] AdEF YUY BHoV|29] A-RE, 1x &F9 gPHRulo|mR o] o3, AdEFUY Bov|e 4
o, R oolu]yx 7)) Boc HEV|29 A-RIEE Fele Ay, (25,4R)-7-LHESA-2-tert-F-FHA TR R Hop] -

4-v -t e o AHZEVF F5F.

'H-NMR (400 MHz, d6-DMSO): 7.79 (br s, 3H), 5.95-5.80 (m, 2H), 5.24-
5.18 (m, 1H), 5.13-5.09 (m, 1H), 3.92-3.88 (m, 3H), 3.86-3.62 (m, 1H), 3.57-3.52 (m, 1H),
3.35 (1, 2H), 3.29-3.23 (m, 1H), 1.60-1.44 (m, 4H), 1.31-1.16 (m, 3H), 0.84 (d, 3H)

) BAES FEAE 34, FRessons] B9 % B K519 Ae o8 FhE ABAA, EA
SgEe FEadt

'H-NMR (400 MHz, d6-DMSO): 7.21 (d, 1H), 5.91-5.81 (m, 1H), 5.25-5.18 (m, 1H), 5.13-5.09
(m, 1H), 4.05-3.97 (m, 1H), 3.91-3.88 (m, 2H), 3.61 (s, 3H), 3.34 (t, 2H), 1.66-1.42 (m, 4H),
1.40-1.12 (m, 3H), 1.38 (s, 9H), 0.83 (d, 3H).

TA 84 Bl: 1-(3-0AZ2d-yd)-A ==X 2Ho}vYl

a) 3-olAXZ2g-HIZUEYH

1-dg-2-9ZgE 1 § F -HEF-3-0]4X

I

294 200 g (954 mmol)2] &Mell, A H$17] st At
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<224>

<225>

<226>

<227>

<228>

<229>

<230>
<231>

<232>

<233>

<234>

<235>

<236>

<237>

<238>

<239>

<240>

ZIHSd 10-2009-0041387

sloldd 114 g (954 mmol) E Pd(PPhs), 28.7 g (24.8 mmol)E H7}8tAY. ZEFEES 125CE 7[¥g3dta, o] &
A 150 min &t wEkeE 0 rt2 YA 71a, stolER2 43 A (Hyflo Super Gel)S &3l o Fshgltt.

=
ool ¥ W BOAcE M. #7152 B, 1N ag. 0Ol D A5R AR, FAUEF Felq AzA
A, wHEAAYG.  AR2S AW azelEads) Qa/H 136 ol& AAstel, A SEES
#5390,

"H-NMR (400 MHz, CDCls): 7.57 (s, 1H), 7.53-7.48 (m, 2H), 7.43 (t, 1H), 3.01-2.92 (m, 1H),
1.29 (d, 6H).

b) 1-(3-°|AZZF-Hd)-AEZZ=Z o7l

Et,0 670 ml % 3-°lAZ2I-WIZUEH 42 g (286 mmol)2] &N, of= £97] oA EEFE(IV)-o]AZ
ZEAE 90.4 g (315 mmol)S H7F8IATE. EFES -T0CE WYZhAl7]ar, o€ wldlg HEvlol= (Et.0 &

3 M) 210 ml (630 mmol)& 60 min wlell H7Felgivh. E3dES 10CE 7b23kal, o 2%EolA] BFy#Et.0 (48%)
169 g (573 mmol)<S FH7Falgith. 1 h &<F uRkek & &3HES 1 N aq. HCl 400 ml= 7417%}/\1 7], 2 N NaOH
FENG AFESI] pH 1002 V|4 sA 7oL, dlo]E2 3 AL Fd ot f75S FVER A
oA Ax:AI7IaL, FFARAY. FFES, DM/MeOH (19/1)E Agste A™ iiU}E:LEHuM] o3 AAFhe],

A SRS S5

)

'H-NMR (400 MHz, CDCly): 7.32-7.28 (t, 1H), 7.23 (s, 1H), 7.19-7.10 (m, 2H), 3.01-2.90 (m,
1H), 1.96 (s, 2H), 1.33 (d, 6H), 1.12-1.09 (m, 2H), 1.09-1.02 (m, 2H).

T 84 B2 WA BT, AEH R AR A Aapek fARgE A es Alxd e dedhe UE
d& F8l, 7 2 Blol dial ZiAlE A FARRE By es Axd & Al

TA 84 B2: 1-(3-tert-FE-¥d)-A|EZZ=Ho}Yl

'H-NMR (400 MHz, d6-DMSO): 7.40-7.37 (m, 1H), 7.28-7.26 (m, 2H), 7.16-7.12 (m, 1H),
1.35 (s, 9H), 1.10-1.06 (m, 2H), 1.02-0.98 (m, 2H).

TA 84 B3: 1-(4-0]AZX2Y-¥I=-2-U)-A|EE2Z2Ho}ql

"H-NMR (400 MHz, d6-DMSO): 8.23 (d, 1H), 7.61 (d, 1H), 6.95 (dd, 1H), 2.19-2.80 (m, 1H),
1.21 (d, 6H), 1.17 (g, 2H), 0.91 (q, 2H).

T4 824 B4 1-(4-tert-FE-HI=-2-Y)-AEZ==2Ho}¥l

"H-NMR (400 MHz, d6-DMSO): 8.26 (d, 1H), 7.77 (d, 1H), 7.08 (dd, 1H), 1.29 (s, 9H), 1.21-
1.16 (M, 2H), 0.95-0.91 (m, 2H).

TA 84 B5: 1-(3-o|AZEZA-HH)-A|EEZEZo}Tl

"H-NMR (400 MHz, d6-DMSQ): 7.11 (, 2H), 6.86 (i, 1H), 6.73-6.71 (m, 1H), 6.66-6.63 (m,
1H), 4.62-4.53 (m, 1H), 2.24 (br s, 2H), 1.24 (d, 6H), 0.93-0.89 (m, 2H), 0.87-0.84 (m, 2H).

TA 84 B6: 1-(5-ERZE-¥=-3-U)-AlEEZXZHolql
"H-NMR (400 MHz, d6-DMSO): 8.42 (t, 2H), 7.94 (t, 1H), 1.01 (d, 4H).

T4 824 B7: 1-(6-tert-¥E-HFr|=4-d)-AEF2=Z2 ol
Rf (DCM/MeOH/NH; 90/9/1): 0.45.
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