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wrgel AAjel QlelA, 7] dlElzare] N-SAfol= shetE 2 &) Bt (1), (2), (3), B (= x4
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© (4)

o714, R1, R2, R3, R4, R5, R6, R7, RS, R9 % RI0S 747} Zgdow 42 wi o7, ofd, @zalshe,
Bagy), 3 Ak, Ak EE ol FREAY & Jom, AaAAT AFE Ak A AT Tat Hof
= shbe wXEE Feleln,

e

e oAl RI-RI02 A 37| 2A B4 1~20, wbEeiAls &45 1-69 <47 (alkyl group), BT
1~20, wlhEAeAl= ©ag 1-69 EFA7|(alkoxy group), ©AS 2~20, vlHASHAIE BAF 2~7 EFA7LE
B (carbalkoxy)”], A4 2~20, vIHAEAE BAF 2~129 S (alkyl) 7R (carbamoyl)”], EAS

6~142] o}&7|(aryl), F227] D BAaF 2129 &2 olujx-7|(alkylamino group)Z2F-E] MA@ E = sl} o)A+
o A%7], & & 1~6719 AFVE 7 4 Urt.

AukAl (1) == (2)9] RI~10 X372 A7) 8425 1-69 &7 (alkylgroup)Q]l AS-ol&= €S 59 oer),

R =
old”7], n-Z2(propyl)7], ol&aZ=EF(isopropyl)”], n-F&7], o]&FE(isobutyl) 7], sec-FE7], tert-
2el7], n-We(pentyl)”], ololiME (isopentyl)”], sec-HE(pentyl)”7], tert-ZE(pentyl)”], AL

(neopentyl) 7], n-37]4 (hexyl)”7], ©]A&]7]2 (isohexyl)”], sec—3l7]4 (hexyl)7], tert-&l7]A (hexyl)”], Ul
LF7EY] 55 € & doew, wWEr] e tert-F¥€7] Tol uEZ s,

Adukal (1) == (2)9 R1-10 AS7EA x5 1-69] LFA7)(alkoxy group)E o2 EWH | EA](be
methoxy) 7], ©ll&A]|7](ethoxy group), n-EZEZA]7](propoxy group), ©|&Z=EFA|(isopropoxy) 7], n—F5A|
(butoxy) 7], 1S0 H-E A (butoxy) 71, sec—F-5A] (butoxy) 7], tert-5-%A] (butoxy) 7],
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n-3AE 2] (pentyloxy) 7], ol&sMEEA7], sec-AE A (pentyloxy) 7], tert-HEZA] (pentyloxy)”7], el
YEA7], n-dl 7] A 22 7] Al (hexyloxy) 7], oA 7IA 22 71A17], sec-3 7] A 22 7] A (hexyloxy) 7], tert-3]7]
A2 7] A (hexyloxy) 7], HIREHAZIANELTIAY] 5& & 4 dor, HEA7Y], Wd%A o] vz,

ARk (1) T (2)9] RIV10 X7 2A &Aas 2~7 SFAI7FER D (carbalkoxy) 7= TFAH L2 & EW
wEA] 72 B d (methoxycarbonyl) 7], ol EA|ZFE2 R d (ethoxycarbonyl)”], n-ZZZA|FI2H 7], o] AXZEA
(isopropoxy) ZF2Rd7](carbonyl group), n-H-FA|ZF2Hd(butoxycarbonyl)”], IS0 HFEHA7IE2HY
(butoxycarbonyl) 7], sec-5-EA]7F2 X d(butoxycarbonyl) 71, tert-F%HA|7F2xH d(butoxycarbonyl) 7], n-
AL SAZIER Y], ol2dESA] 7F2R Y], sec-AESAZFIERE Y], tert-MESA7FER Y], vl edds
Al ZHERYY], p-d7|A 27| At ER Y], o] &S| 2o AFFERY Y], sec-d 7| A 27N TR R L Y],
tert-&7IAN 27X FFER D 7], UQFAIVIANZL NIRRT & & F oM, tert-FHAIFIERE7]50]
Rl A R

dukA (1) v (2)9 RI-10 A37]2A &g 2~129] & (alkyl) 7HEE Y (carbamoyl) 7|2A1E FHtE Y
(carbamoyl)(—CONH2)7]¢] 442 Y A (hydrogen atom) 2707} B4 1-6, ulEAsAE 8424 1-39 42
(alkyl group)Z X3E AL 5 F 9o FAHOZE & 54 NN-vEo A E(methylethyl) 7HlEd
(carbamoyl) 7], N N-"|€-n-Z =23 (methylpropyl)7}}= Y (carbamoyl) 7], N, N-HW|€oliAzzd Jnlndd
(carbamoyl) 7], N N-w|€-n-%2& 78} A (carbamoyl) 7], N, N-w€-tert-%& 7H}2 A (carbamoyl) 7], N,N-
W e -n-3| 7| A| 27282 A (hexylcarbamoyl) 7], N,N-HE&A|Z 282 (methylcyclohexyl) 7R (carbamoyl)
7], N,N-tiHd (dimethyl) 792 (carbamoyl) 7], N,N-tjol|€(diethyl) 7o} (carbamoyl) 7], N,N-A| A=
2HINEFEZHEAY] & & F don, NN-To st dr] Fo] npgrzlsirt.

=

Ak (1) = (2)9 R1-10 AZ7]|2A] gt 6~149 ol 7| (aryl)2A= & EW #Hd7](phenyl group),
W2 & 7] (naphthyl group), SFEZHAEY] 55 & 4 A

duka (1) Es (2)9 RIM10 AZVIZA &ag 2~129 &2 oflv]=7](alkylamino group) Z2A= o} 7]
(amino group)(—NH2)2] =AY AF(hydrogen atom) 2707} a4 1-6, ¥lEA A= ©4AS 1-39] &2 7](alkyl
group) Z X 3HE AL & F 9o FAYoEZE oE £ N N-vEdEo}lr] 7] (methylethylamino), N,N-w&-
n-ZZFo}lu 7| (propylamino), N,N-WEoe]A™2®  ofu|:7](amino  group), N,N-m|E-n-}-elo}u]x7]
(butylamino), N,N-vl€-tert-f"o}1|=7](butylamino), N N-w€-n-3]|7]A|Zo}n]=7], NN-wEASZE 2
(methylcyclohexyl) ©}]%=7](amino group), N,N-WEo]|€lo}n]=7](methylethylamino), N,N-TJA]EZE o}u] 7]
(amino group), N,N-tj#|€o}n| 7] S(dimethylamino function)S 5 < tt.

el lolA, 7] & oo a FFE2 o] U4k 5 E xdE 5 U

R11 R12

o\B><B,o

/ \

O O

(5)
o714, R11 =& RI12 HSYHo R FolaAL 5Ud =2 T8 ©@ad 1-20, udsdle gi4 1-89 &4
7]o]t}.
g7 dnkal (5)eA R11, ¥ R129] & 1-89] 44 A3, 7P = T3, vgAsAE g2 1-3,
B vk sl gAF 19 AS & F v FAHeREE oOF 59 wdr], d497], n-2Z =23 (propyl) 7],
o] =X 23 (isopropyl) 7], n-%-27], o]A¥d(isobutyl) 7], sec-5-97], tert-%27], n-HMe(pentyl)”], of
ol2#dE (isopentyl)7],  sec-HE(pentyl)7],  tert-WH(pentyl)”7], Ul (neopentyl)”],2-HEd>E

(methylbutyl) 7], 1-ol€3Z 2 7] n-3]7] 2 (hexyl) 7], ©]A&&|7]A (isohexyl)7], sec—3&l7]2 (hexyl)7], tert-3l
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712 (hexyl) 7], vl 8]|7147],2-Hg A&
(dimethylbutyl) 7], 1~ €52 7] 2-o &5
(pentyl)”], AlZ23 A (cyclohexyl)”] &

71,3-dg =g 7], 1,2-t)W g3 (dimethylbutyl) 7], 2,2-tjHE 3
I, ANE2ZZF(cyclopropyl)”], AE2 HFe7], AE=2
[e)

g
7 g
5 5 vk 3 FolAE, W9, d9r7k udA s,

ool QlojA, A7) whg2 7] (Base) x7AstelA o] Fold 4= Qltt.

o el Aol delA, A7l d7le ¢ (Li, Na, K& E3ehe ¢4 971 R @ ¢2)E AH8E
AT

2 o] AAle] glojA, YEFEIFAIE(sodium alkoxide) ZA1E &4 ©AaF 1-6, v As Al &4 14
ol AL & F o] FAHorE YEFWEA=(sodiun methoxide), YEF(sodium) tert-F-SA|= Fo] ujgh
R

g gEd 4g dEAERAE S BAaT 16, v s g4 149 s & 5 o] FAHL
2+& ZHE(potassium) tert-F-EA =7} nleh= 3o}

g Bhd gE gEAERAE S Bag 16, v sHAE g4 149 s & 5 o] FAH L
2 g% 4WESAle]=(Methoxide), Bl EF(lithium) tert-%-SA=(butoxide)s ol BFeH2 5tch

e
e
ol
o
o
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T em, nf
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FEA, dE 5ol "USAh e duE Ad &0, £ O 3 §uE AREshE Zlo] nig At
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Basex= &Zeldd (Li, Na, K)& 2Fstes 4541 €71 (R @+ &7) E=e dZ2edLi, Na, K, Cs)S Egste=

718w wkgol obg@dE FA @ BE #7] SvlE AHSE ¢ 9lon nu wiEAsHAE WAl 2ol
2t (

THF) % 2 %A (dioxane, ether A9)E AM&sl= 3lo] £owH,

W SEE 80 TO WS SRS AE bSsel, MIAsls 0T A8shs Aol Erh,

S W AZES TR 1AIRE ol golW AT Fio] dolAM, wPASAL 3647k S AME A§ s
2 o] %t}
gge] £

2 Iy oA N-ElEHE 18 SFES Holagdo] glolk Auyoz dAsd ¢ v #eto] JHAIFH AT
5

% - =
R, AdEA s Thsstel s A0 wME AduH R 24T 5 qn.

gg2 Hxsh7] fe PAH g
olet, AAE FalA B Wye TAAoR &wTh s AA dE 2 29e @4a] 9% Aol o
v, B g oA 9% sl

/\1;\]01] 1
AAR FHE Z88 vlroA 4 pL vlo](vial)dl HAEH M2Aol= (29 mg, 0.20 mmol, la), HWHEA] UYE
F (22 mg, 0.40 mmol), ©o]EA3 e 2l (110 mg, 0.4 mmol, 2a)E H7}s}9itt. o] wlo]de PIFE/AlgZo®
FRE FAow FAE A FYB whxoA AW, 80 T x7eA 3AIZEt k() 7oA ¥ %%%1
g3pelrt. o]F whg E3RES AgfolE FEA AFGEE)AIZ F 20 mLo] ofNEAAER A H &S] °lF
dxzAAA FHFAZE. dgeA] g Fe ol FASHEHRIS A AT HE oS 20mL H}O]"“’ﬂ ‘%Kii
st

7z

o, AP EF(NaB0y . 4H,0, 93 mg, 0.6 mmol)¥ THF/EF (6.0 nL, 1:1)E H713 5, Aol 3x7F
A A FetgNe 5.0 mLe A4(EIK, &mmezbbﬁhogiﬁﬂML Ol EAFIE (10 nL x
%@.ﬂé-%%ﬁ° bl adlgS o8 BERAIN F odFeda, #AgEAdA w3
St Ayt A @ 32 ﬁizﬂﬂ%-%ﬂ<%ﬂ,@ﬂﬂﬂ(%ﬂﬁ<éﬁ,n@WRLﬂWE&
5:1) =g g Ao =43 AAE 2-vE A= (3a)S 24 mg (85% +=55) T3t

H NMR (500 MHz, CDCly) & 8.05 - 8.03 (d, J = 8.4 Hz, 1H), 8.03 - 8.01 (d, J = 8.4 Hz, 1), 7.78 -
7.76 (d, J=8.1Hz, W), 7.70 - 7.66 (m, 1H), 7.49 - 7.46 (t, J = 8.0 Hz, 1H), 7.29 - 7.27 (d, J =
8.4 Hz, 1), 2.75 (s, 3H); C NMR (126 MHz, CDCly) & 159.1, 148.0, 136.3, 129.5, 128.8, 127.6, 126.6,
125.8, 122.1, 25.6.

S

\

N Me

ARl 1-1

ol
ol
rlr
=
o
2
fo
ol
ol
=
rlr
off
e
ol
ol
X
i1

st7] WA (1-Doll wepA, A 104 vbg 2Xkof &l B 475 W7

1
Aleton, das i 10 UEhhI



[0050]

[0051]

[0052]

[0053]

[0054]

[0055]

SS90l 10-1819824

X

base N

\

3 I N
pinB Bpin
@'}‘ solvent, 80 °C N~ "Me
o0 3h
1a 2a 3a

(1-1)

entry F7 8 0j BhERE (°C) g £58 (%)°
1 KO#Bu toluene 80 43
2 NaO#Bu toluene 80 68
3 LIOBu toluene 80 42
4 KOMe toluene 80 <1
B NaOMe toluene 80 87(859
6 LiOMe toluene 80 2
7 CsF toluene 120 40
8 NaOMe THF 80 80
9 NaOMe dioxane 80 79
10 NaOMe toluene 50 69
11 - toluene 80 <1

WHSE7: 1a (0.2 mol), Za (2.0 FH), A7) (2.0 FH), v (2.0 nl)E 80 T A 3AZHE WY
1

. H-NR FE5ES 1,1,2,2-A 80 g oS 7|F2EA LR BelE AR 589,

fru
>
oo
prh
pats
dlo

A Fol2o] FHZaE N-FAtol=d] 3
g18h7] Q3 -4 A= N-SAtel=, o% 4ES
T, 4 AAER AT AAR 2-vEFA =R e FEECR FA4ES #F &
1). o]F gt 7|15 el~E3% Ay (Table 1, entries 2-7), WIEA] YEF (Table
1, entry 5)°] 7FF F2 F5ES EAd. THFY 1,4-US2k 22 b2 §lx SRISgARE 7] &0

58] tha Skl (Table 1, entries 8-9). %5 50 °|3t® W& A9 F5E°] ast
o] XaPHL Tz AL}t (Table 1 entry 10). AT A7|E H7lekA| &8 Ade wk&
(Table 1 entry 11).

~—

A 9Rg 23S ARESte] Be TR dElRaie] N-SAtol=e wdst vhgS AgeEith. -
=A AL3b-3e)e] AluEe] BT WEHs vgoA e F5EES ES&B} 3%%@1 o] 84
rﬁ_ [h]F = N-2Abo) =(30) & 85%9] 555 Bt 2, 49 Ay o=

3g, 31) M= wHEe # AFGFH . é%*a 1(31), olmte]=71(3j, 3r) id okd| s}
71(31), Ei% AFTL7](3s, 3t), BEH o7 (3r), EA7I(Ev)7F AFE v N-FAlol= g FL S
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S5ES B 3-9ddyd N-SAtol=(8n) o] By, 2-mE-5-dld v e dat 2-mE-3-sd g do] 1:19] H]
E2 F 36% FAAHAT. o] g2 V]ES] AASHTE obd oo aFmd N-oFAto|=(30), 27t FAAE €]
el AFAR ol 2ol= HAF 2, 2-vtely g N-SAko]=(3n), 1,10-HFEZ(3q) oAM= &Fgh
AAE.

LY WhEe] FEE 5 molZ AA 5 Bl Fumd N-SAelEE o EAlgle] ai Hkg-3hgleh. Vsl
2 agggteele] mEsl whgo] offa, wkemdt A=) el A v ofER s, & whe2 vd
s} WS dabzel fv1Helal kg Lee AAsksl

>
>,
£
o

2-(5-v g A 2-4-<01-1-¥)H 2 (3aa)

AA2 SHE 2H2 gdxo A 4 pL vlold(vial)ol I MAO|= (19 mg, 0.20 mmol), WIEA] UYEF
(32 mg, 0.60 mmol), 1,1-¢Zol&EA 33E (140 mg, 0.4 mmol, 2d)E H7}3t9t}. o] vlo|de PIFE/ A&
oz FHE F4oz BAg A ZElr ubzdA AU, 80 C A 3A7HESE W) 74 ukeS
Agatdrt. o]F wkg EFES Aelo|E e o)A 0%#(0&)/\171 9 20 mLo] obAEAtE R A H AL, o
S kA FEHA Hiv} weElA] gk @ 1,1-9Zol B4 3EES AAGY] s oS 20ml Hio)
obof] &7 oW, FHEAIEF(NaBO;. 40,0, 93 mg, 0.6 mmol)Z} THF/ZH4 (6.0 mL, 1:1)E #7138t 5, A2
A 3AIZHEeE mEkA T, o] F E3Fgole 5.0 nle] P (HiK, Brine)E H7ME Wk FEAZ L, OWE*
oE”(10 mL x 3)E §715S FZ39]

i

o1F FEUS PAvEIUFE o83 A=A § olHeR L, Y
£ FEARD. 0 EFRS Ak A B AmctEadns 4 el X*ZWO% a0, rd
AL AEAE = 10:1) kA oA Aol 25 44E 2-(G-uENA4-d-1-9) 7 ¥ (3a2) & 15 ng

(42% F5%) T8t

'HNR (500 MHz, CDCly) & 8.52 - 8.51 (d, J = 4.4 Hz, 1), 7.59 - 7.56 (td, J = 7.6, 1.9 Hz, 1), 7.14
- 7.13(d, J=7.8Hz, 1), 7.10 = 7.07 (m, 1), 5.17 - 5.13 (m, 1), 2.79 - 2.76 (m, 2H), 2.06 - 2.02
(¢, J = 7.4 Hz, 20), 1.79 - 1.74 (m, 21), 1.68 (s, 3i), 1.58 (s, 3 C MR (126 MHz, CDCly) &

162.5, 149.3, 136.4, 132.0, 124.3, 122.9, 121.0, 38.1, 30.2, 27.8, 25.9, 17.9; HRMS (EI) calc'd for
CollN (M) 175.1361, found 175.1359.

~

/

|
N \Me

Me

AAld 2-1
7] e (2-Del Wb, AA 204 slEzAbel Y ShihEa ol¥a shitEel 24U/ WANE A%
Adstne FUsA AAsRom, A%E E 20 ehpsih,
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SS90l 10-1819824

2
R1'—\ R NaOMe X
+

R —
N pinB~ ~Bpin toluene, 80 °C 2 R?

[0064]

[0065] Whe27: 1 (0.2 mmol), 2 (2.0 B), NaOMe (2.0-3.0 Z2), BT (2.0 nL)< 80 C 27e|A 3A7HES

o}, wgel B AR $EF. ZE ok A= S ES 5.0 mol TR WSS A9

o=
)
xQ
tlo
=2

~ d o
of 24 FEE9. 2 71 3.09F ALLE. AR BAAY 1:1 vF FFRoAAA EFER BAY,
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[0071] (% 21"

=

N~ "Me

=

3a, 85% (81%!°))

~

N~ "Me

X = Cl, 3d, 70%
X = Br, 3e, 73%

3!

N™ "Me
3t, 38%

[0072]

Me
m
P
N~ "Me

3b, 80%

\
o
NMe

3f, 85%!

O/\

P
ﬁ
»

N” “Me
3i, 68%!

I\
0 NZ “Me

O

h

3, 41%

\
Me
30, 42%!"

cl
| =S
Et,N
2 N7 “Me
o)

3r, 20%
O.__O'Bu

%
l / ’
N

3s, 38%

‘Me
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MeO

=
Z
N~ "Me
3¢, 76%
Ph
=

L.

N~ Me

39, 67%
O __NEt;

=
N” “Me
3), 67%!

Ph x

| Me

~

N

3m, 42%!

N

~N
L,

N~ "Me

3p, 32%

/\/(\1
w
TBSO N~ "Me

3s, 18%

RS
I

o
N~ "Me
3v, 35%



[0073]

[0075]

[0077]
[0078]

[0079]

S=50l 10-1819824

N AN | IS
NG Me N7 Ph N7 OTBS

3w, 62% 3X, 68% 3y, 77%
% Ph
~ 0) |
o © Me Z Me
32, 71% 3aa, 71% 3ab, 75%
Ph b
X | y
B | 7 Ph SN S
N/ ph Me
3ac, 70% 3ad, 56% 3ae, 42%
B N D
M
N/ o N/ e
Me
3af, 47% 3ag’ 50%

oA FHAstE g 2SS ARSE TS W99 1,1-01543 dARIS 39Fe] HEA YEET WS 318
stk = HAEY N-ZAo]=7) 1,1-0]543 oHABw)H 1,1-0]5 43 Z2IdAA(3x)H} WS S
FEFS BYS o). ES IBS-HE 38 43L& (3y), Hid ddso]=(3z), <3 aa) 7} dstek 1,1-
ol g astdAR GA £ FE5ER WSl IHHAUTH. 4-HdIFY N-FSAle| =g} whdk IEd N-SAlol=
oM E= &3} wkgo] 2 dolwkrh. (3ab-3af) mIAIT o R F&W N-LAlo|=o] F Jj9 uﬂ%ﬂﬂ %3ty o] &
23t ARNS A 23F 43l WA X ofo] Az =AY 7F 2 X 3EH ATt (3ag)

A 3

9-0-vE-2'-fE A (5a)

AAR Z2HE ZFHH vb2oA 4 L "vlo](vial)ol 9-0-wlEFAd M2AFoe]= (91 mg, 0.20 mmol | & A

|
YEEF (32 mg, 0.60 mmol), °]&A3tmE¢l (160 mg, 0.6 mmol, 2a)E FH7}&ltk. o] Hlo]d& PTFE/*E]%
o YR 407 By A Fejr wbaolA AU, 80 C 2AA 6ATHECH Wuk(HE) 7] oA wFeS
Ak, o] F v EdES AvpolE HHA ARG A7 F 20 mLo] ol EAtNER AFHE}GIAL, o
E Az sEHEAAY. dgEA] 2 Je 1, 1-d o5 A FFES AASHY] e oS 20mL ule
ool R ow, FEAUEEF(NaBOs - 4H,0, 93 mg, 0.6 mmol)3} THF/ZF<F (6.0 nL, 1:1)Z H7}3 5, A9
Al 3AZFERE ARIAIZT, o] % EHE NS 5.0 nLo (K, Brine)E H7F WS FRAIZAIL, oMAEAE
AE(10 ol x 3)E 71T FEUT. o]F FENE it adlgs ol &8 AxAIZ H ofFeqla, 7St
29X FHEAZAG. g £ A @ ARetEadgas S8 e, AAE (&89 23, o4
st gl RS = 40:1) =) A AEHe] 5 AAE 9-0-WE-2 -HEFd (5a)S 60 mg (85% T5E)
T3t



[0080]

[0081]
[0083]

[0084]

[0085]
[0086]

[0087]

[0088]

S=50l 10-1819824

' NMR (500 MHz, CDCls) ? 7.93 - 7.91 (d, J = 9.2 Hz, 1H), 7.40 (s, 1H), 7.33 - 7.31 (dd, J = 9.2, 2.7

Hz, 1H), 7.29 (s, 1H), 5.68 - 5.61 (m, 1H), 5.41 (s, 1H), 4.97 - 4.92 (m, 2H), 3.98 (s, 3H), 3.65 (s,
1H), 3.34 (s, 3H), 3.24 - 3.13 (dt, J = 29.2, 10.4 Hz, 2H), 2.87 - 2.77 (m, 2H), 2.69 (s, 3H), 2.41

(s, 1H), 1.89 (s, 3H), 1.64 (s, 1H), 1.52 - 1.48 (m, 1H); 13C NMR (126 MHz, CDCl;) ? 157.8, 155.8,

144.5, 140.2, 131.0, 125.4, 122.0, 119.3, 115.5, 101.3, 80.6, 59.9, 57.2, 56.6, 56.2, 43.5, 39.0,
27.6, 26.6, 25.3, 20.9

MeO

ARl 3-1

at7] WA (3-1oll whebA, AAld 3 oA wkE-ES WMAste] AAIESIT.

+ O-.g~>g-C NaOMe
e | ) o 0o toluene, 80 °C, 6 h MeO | A R
_N_ N
>0
MeO MeO
4 2 5a,R=H, 85%
(3.0 equiv) 5b. R = Me. 50%
(3-1)

.
olo
1o
=
il
i
o[
tlo
Ao
rO
o,
N
o
ol
o
b
[N
E&
2
o
o
)
03(:‘4,
o,
ats
i)
)
ML
a)
B~
1o
&
Er
)
o
b
[N
fru
o
i,
4
s
e



10-1819824

s==s5

il

[e)

ARl Fa7F 93% X3

op

ol st Edl, HWEA “E

=
=

=, [D]-1a

N=E-Afe]

1}

o)
L

HEAT, 1,1-0] % 2ol B2

z}rﬂ]—

2-WEF=d 3a7t

o1 %

[0089]

2 ol AstdEl, HEA|

AFAF 2-v e T

she

Hlgo] ojwr W3}

S8l F9ol4 He Wgo]l NR 2FEA oM

€]
=

3ax=

o] Gyt AR QR wHHA Ga Bxb oA g

A=)
RUn

Hhgo] Ay EEA 2zt

0
o

<A

olo

7hs]ofof ur
sloll 2~ (1005 ¥

=]
=

17} HE=A]

q
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ol % 4]

]
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htel 7F
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3

H71

= =
HEo

=
=

S A

s

ki3

T
a-

[u

b

5]

fol Ao Wshrh A=l Aot

i

= AEA

3ol ¥

A

"

]

A

[0091]

A BAS AA o-E423 ©

o gole] AAHE

Aol

sg8 -2

Al B=

Eds

o]%

o},

]

o)

7+ B7F A

Nfo
o}
ojn

4

o]

EBETEN

L) ¥, NaOBPino] A|AEWA F3HA D7} AT,

ElE =S

ki3

71l <

e

272 A8

o)
=

KN
=

steAQ

L
o
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e
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e
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A M= 2 A )

ey

®
(M)
< 0]
X— @
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£
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o
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S
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O
c O
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o
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=z
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m
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2.\ &
= cmﬁm,
7 26
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)
I
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S=50dl 10-1819824

(A) Deuterium-labeling Experiments
NaOMe

h (2.0 equiv)
@N/ me Bpin toluene 80 °C
|
o0

(2.0 equw)

[D]-1a, 98% D R = H, [D]-3a, 93%

R = Me, [D]-4a, 93% D

B) Crossover experiment

©\/1 L .

~
NaOMe N
[D}- 1a 98% 2a (2.0equiv) ~ [D}-3a, 92% D
Ph (2_0 equiv) toluene, 80 °C Ph
N 3h N
| "No H/D scrambling" |
~ P H
@I\ll @f}l

) 'H and "'B-NMR experiment of 1a with 2a

©ﬁ I\
7 > |
(2 0 equw) [Dg]toluene N/ Me

80°C, 12 h

(D) "H and "'B-NMR experiment of 1a with 10

+ MeO-Bpin ©\/j
C(j [Dg]toluene 7 OMe
|

(2 0 equ[v) 80 OC. 12 h OBpln
1a " 11, <1%

[0094]
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