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XTT(3’ -[1- GEREREBR) -3, .- ih]-— -FEE-6-HE) KRR KEY)
PR (v ¥ 2 e 4777 271 7 7 A, 1465015) LAE, & 5%
ZEABRAIIE SR, E 37°C THEF 1h, FRDERIIOCE YA ATV F
&K, £E 550) MIELE 490nm F 655nm KbAIRIGRE. LAIME] 50 % MFE KR E
G Lso R4 40 B I FH A3 1

Gl BITHE ¥ v &N 7CHE 490nm &b (KR D6 RS Wk 22 ZE 655nm &b AR 6 RE (T
FEE) K. LRERRRLEYLENARBIGBRIEEER 100%, Bl
5B R E RS BN R A RFREEH#THE, HEHME 50%K
MBI A DIIREE, 1EA Glso

EE 14 ETHAERRS | PAHNLAYNER. BRHLAY 138, 152,
165. 170+ 173 1 199 ) GI. {EH# A% 10 1 mol/L.

% 14
WEYFS GIs (umol/L)
1 1.0
7 0. 48
18 0. 62
41 0. 60
46 0. 57
57 0.53
69 0.23
82 0.18
99 0. 063
104 0.074
107 0. 061
134 0. 40

&Y (D B4eaY (A SATERE, TUMRFRMAZ, BEES
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HUESFHEHGNAOERRE. ENNELHERTULSHYRE AER.

WRARRPEZRFR, TLlAMAFHIEABHRAMLEY (1) HLEY
(IA) SRHATZAHE, BHESFENEEENHMBATHRITHERBSNREY.
XPEHEE 270, BT CURE A SIFIE T A FHERI ik, #iEERG ST RK—
FRe LR SRR TR HIE .

EAHBZRAZ, ERFRAEERNEENN, TUBHEOMR, SELSHK
LESMRER.

YEhaTA, WSS ImEER. EHFE.

YENER MEIFRIE A, TTUSBH IR, HRERE. FEE. RNEAEE.
TER . TERRRREE. FRPTIRYE/K L ALERERR . MATH AR, R ZERE. 5T HZEBK.
A3k, oM. RZZH. ZB%. B RFRFNELFIFIETUESHFHBE
RS B KA. BN, REKDATH. IALFE.

EATLEREMVERT, &YW (D) SBHLEY (TA) SREFHHLE, &
REBIBER, USOHRELOKNFTREY. AABRMNAHKRYE, ALK, B
FER. BE. NG KBRS R EREARTR, BN TFRA, BHE
ANEIRTE 0. 1~1000mg/kg, REELE 0.5~500mg/kg HITEE A, BH—KREHKE
A ieZ 42, SESH 1724 AENEEALLEKNESS Y. BRAEXEN
ML BNAHREERE LAEHEAHTZRS.

AL

LR RN BEES

THEY LR FARHERA.

7 et o 4 P O R SE Rk ('H NMR) R 7E 270MHz BX 300MHz FJ 2/,
RS PRI EFGARF, AR ARITRER. FAFSZERDN
prd, FHEEEANRE, m[br RABMERS.

LHER 1 (B D

T K3 Z K (4.00g, 33.3mmol) FMEEMMR (3.15g, 34. 6mmol) HFAET
FEE (30nL) ®. ZEHEHEP AR (0. 1nL), ZEEE FRIZIBE 15h. ERMN
WHMAK (30mL), WMEMHMLER. AK. —RABKRIENSES AT
%, BEXCE-"EHMR (5.64g, 88%).

'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.30 (s, 3H), 7.37-7.40 (m, 3H),
7.91-7.94 (m, 3H), 8.27 (br s, 1H), 10.21 (br s, 1H)
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TR 2: #in EFR B3 K% Z -8 268 (300ng, 0.889mmol)
BT KZER (1.0mL, 11mmol) H, FEIFIN# 1h, RIGABIZIBEHILA AT =
B. ERNEFMAZRFER Gul), SETHALR. BTBNESERES
FNERT, EHHh UETEHSR, TEREAIMLAY 1 (195ng, 72%).

1H NMR (270 MHz, CDCls) &(ppm) : 2.01 (s, 3H), 2.19 (s, 3H), 2.28 (s, 3H),
7.24-7.36 (br s, 5H), 11.63 (br s, 1H)
SEHER) 2 (e 2)

TH 1: 5%/ 1 (IR 1 B8, BXERE (54lmg, 3.92mmol) FIEER
R (382mg, 4.18mmol) R FIEAEI=-4A R EHMMR (759mg, 88%).

'H NMR (270 MHz, DMSO-ds) 8(ppm) : 1.01 (t, J = 7.4 Hz, 3H), 2.85 (br q J
= 7.4 Hz, 2H), 7.39 (m, 3H), 7.89 (m, 3H), 8.24 (br s, 1H), 10.30 (br s, 1E)

TH2: 5L 1 TR 2 F#E, A ERBIERFE=-2ELEFIR (559ng,
2. 70mmol) BELEY 2 (60Img, 76%).

IH NMR (270 MHz, DMSO-de) 5(ppm) : 1.02 (t, J = 7.1 Hz, 3H), 2.00 (s, 3K,
2.21 (s, 3H), 2.38 (dt, J = 7.1, 7.3 Hz, 1H), 2.85 (dt, J = 7.1, 7.3 Hz, 1H),
7.23-7.38 (m, 5H), 11.59 (br s, 1H)

SEHER) 3 (e 3)

TH1: 5% 10TF 1R, GETHCGERE)FH (649ng, 4. 00nmol)
MEEFBR (367Tmg, 4.03mmol) BFET & CGER) FE=ZE B EFIR (589mg, 63
%)

'H NMR (270 MHz, DMSO-d¢) §(ppm) : 0.99 (t, J = 7.3 Hz, 3H), 1.38-1.49 (m,
4H), 2.96-2.99 (m, 2H), 7.37-7.39 (m, 3H), 7.87-7.91 (m, 3H), 8.26 (br s, 1H),
10.36 (br s, 1H)

TH 2: 550 1 TR 2 AfE, B EESIKIE T GER) FR=-58E
BAR (200mg, 0.850mmol) BFMLAY) 3 (168ng, 62%).

'H NMR (270 MHz, CDCls) 8(ppm) : 0.96 (t, J = 7.3 Hz, 3H), 1.25-1.34 (m,
1H), 1.36-1.54 (m, 2H), 1.68-1.80 (m, 1H), 2.18 (s, 3H), 2.20-2.26 (m, 1H), 2.26
(s, 3H), 2.99-3.10 (m, 1H), 7.22-7.40 (m, 5H), 8.22 (br s, 1H)
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SEHG 4 e 4)
TR 1: 5L 1 OITRFEE BREECGE P8 (608ng, 4.10mmol)

FIREEMAR (364mg, 3.99mmol) BEIFRE CGFE) PRI=4a&FEMIR (613mg, 68

%)
1H NMR (270 MHz, DMSO-de) 8§(ppm) : 1.07 (d, J = 6.9 Hz, 6H), 2.82 (m, 1H),
7.28 (br d, J = 6.3 Hz, 2H), 7.51-7.60 (m, 3H), 7.78 (br s, 1H), 8.23 (br s, 1H),

8.43 (brs, 1H)
T2 5hfl 1 IF 2 AR, BEABINRREGER) FR-HmEE

HiAR (300mg, 1.36mmol) BEMULEY)4 (217mg, 52%).

‘H NMR (270 MHz, CDCls) 8(ppm) : 1.04 (d, J = 6.9 Hz, 3H), 1.13 (d, J = 6.9
Hz, 3H), 2.09 (s, 3H), 2.19 (s, 3H), 3.86 (m, 1H), 7.25-7.36 (m, 3H), 7.75 (br d,
d =7.3 Hz, 2H), 8.08 (br s, 1H)

LB 5 (k& 5)
S55if) 1 TR 1 IR 2 R, dRREGEE) FF (649mg, 4. 00mmol)

FEEFIR (367mg, 4.03mmol) BEULAY 5 (130mg, 10%).
'H NMR (270 MHz, CDCls) 8(ppm) : 0.60-0.98 (m, 4H), 1.84 (s, 3H), 2.34 (s,
3H), 2.45 (m, 1H), 7.20-7.35 (m, 3H), 7.54 (br d, J = 8.7 Hz, 2H), 9.40 (br s,
1H)

S 6 (LAY 6)
S5t 1 KR 1 TR 2 FF, BEEE (0.20g, 2.19mmol) MFFEE

BifR (400mg, 2.20mmol) BIMLEH 6 (150mg, 29%).
IH NMR (270 MHz, CDCl») §(ppm) : 1.89 (s, 3H), 2.32 (s, 3H), 7.25-7.52 (m,

10H), 9.13 (br s, 1H)

SSHEBI T (ALET)
TH 1. 55 1 IR | [, B 4-FEEEMR (1.00g, 9.51nmol)

AFECE (1.33mL, 11.4mmol) B EZM=4-FHEREERRK (1.51g, 77%).
TH 2. 5L 1 I 2 R, AEEBSINECNE=-4-FRIAERR

(1.00g, 9.51mmol) BELEY 7 (1.03g, 47%).
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IH NMR (270 MHz, DMSO-ds) 5(ppm) : 2.21 (s, 3H),,2.23 (s, 3H), 2.26 (s, 3H),
3.41(s, 3H), 7.28-7.36 (m, 5H)

SERES 8
7E 60% (ZALAN (110mg, 2. 70mmol) 7E N, N-— FE:FR B (1& omL) %

W B A\ ZE SE M 1 H 78 B 946 A4 1(50. Omg, 1. 80mmol), FFFE S il T HEH 30min.
75 MR I Z B (0. 220, 2.70mmol), HZEFIR FHiHE 12h. &R
AN 5% B EALER KR, Fi 2B ZBE RN . U E LBk BB B HLE LU S
AEARBHTE, RERLEH. HZRZE/ECk=1/1 BREGTREKRE
iR, BIWAY 8 (120mg, 22%) F{LAH 9 (330mg, 60%6).

wEY 8
'H NMR (270 MHz, CDCl3)5(ppm) : 1.19 (t, J = 7.0 Hz, 6H), 2.23 (s, 3H), 2.41
(s, 3H), 3.26 (g, J = 7.0 Hz, 4H), 7.21-7.45 (m, 5H)

Es¥ 9
IH NMR (270 MHz, CDCls) 6(ppm) : 1.36 (t, J = 7.2 Hz , 3H), 2.24 (s, 6H),
2.37 (s, 3H), 3.91 (q, J = 7.2 Hz, 2H), 7.22-7.41 (m, 5H)

LHE 9 (LAY 10 FLEY 1D
Sseis) 8 e, m7ELHEE] 1 BEMEY 1 (0.50g, 1.80mmol) FIEW

W (0. 26nL, 2.70mmol) BEMLAY 10 (0.15g, 26%) F4LEH) 11 (0.27e,
48%),

&% 10

'H NMR (270 MHz, CDCls) §(opm) : 0.89 (¢, J = 7.6 Hz, 6H), 1.61 (br q, J =

7.6 Hz, 4H), 2.27 (s, 3H), 2.40 (s, 8H), 3.14 (br t, J = 7.3 Hz, 4H), 7.21-7 47 (m,
5H)

e 11
'H NMR (270 MHz, CDCls) §(ppm) : 1.00 (t, J = 7.3 Hz, 3H), 1.74-1.82 (m,
2H), 2.28 (s, 6H), 2.36 (5, 3H), 3.75-3.86 (m, 2H), 7.21-7.44 (m, 5H)

SEHFI 10 (LAY 12 FEdr 13)
S i) 8 AR, eSS 1 PABIMKAY 1 (500mg, 1.80mmol) FITF
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H# (0.32mL, 2.70mmol) BIULESY 12 (120mg, 16%) FLEH 13 (0. 22g,
33%).
WEYT12

1IH NMR (270 MHz, CDCl3)8(ppm) : 2.24 (s, 3H), 2.46 (s, 3H), 4.43 (s, 4H),
7.14-7.49 (m, ¥5H)

wEY 13
1H NMR (270 MHz, CDCls) §(ppm) : 2.16 (s, 3H), 2.26 (s, 3H), 2.36

(s, 3H), 5.11 (br s, 2H), 7.22-7.38 (m, 10H)

SRR 11 (AW 14)

ZESCHIG 1 IR 1 PABNEZE-SFEEMRMR (10.0g, 51.8mmol) FIA
FKEERS (4.90mL, 51.9mmol) FIMELAE (8.40mL, 104mmol), FEEE THEH: 12h.
¥ RNBRERSGE, IAZEZEE. 2nol/L MESABIKBBHTHR. H
AR KRB WA EASKEREEREIE, REKRRATRIUE, Bk
ABEH. HZRZE/ECHE=1/1 BREFITERREERA, BILEY 14
(9.22g, 76%).

IH NMR (270 MHz, DMSO-de) 8(ppm) : 2.12 (s, 3H), 2.31 (s, 3H), 6.49 (br s,
2H), 7.21-7.41 (m, 5H)

SR 12 (L&Y 15)

FE N, N-ZF S FBERE (10. OmL) P¥EREAESHES] 7 PAESMLEY 7 (550mg,
1. 89mmol), BN 60% HyE A8 (0.23g, 5.75mmol), ZEEE T HEH 30min. ER
MW FIAK, BHZBZEETER. AUAFAEKBRKERIE, BXKR
B TR, BEREEN. HZRZE/Eoi=1/1 BREFITERREERL,
BELaM 15 (0.31g, 66% ).

'H NMR (270 MHz, CDCls) 8(opm) : 2.17 (s, 3H), 2.41 (s, 3H), 2.91 (br d, J =
5.0 Hz, 3H), 3.92 (br s, 1H), 7.25-7.47 (m, 5H)

SEHEB) 13 (L& 16)

7 60% B AL (50. Omg, 1. 20mmol) ZE N, N-"FAELFFBEEL (2. 0mL) HHI¥
WEIMATEL RS 11 B BE1LEY 14(100mg, 0. 41mmol ), ZEE i T HE#E 30min.
HERMNBEPIMAFEM (0.08mL, 1.24mmol), HAZE FH##H 12h. £RMNEF
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BN 5% KRR KB, FZRMZEERXI . FEREARKEBREERENIE, &
JGRTKE BT, EEBEN. ACROE/ECK=1/1 BREHITERR
faikiia, BIMLEY 16 (70.0mg, 67%).

IH NMR (270 MHz, CDCls) §(ppm) : 2.26 (s, 3H), 2.41 (s, 3H), 2.91 (s, 6H),
7.23-7.48 (m, 5H)

SEHEB] 14 (L&Y 17D
56 12 RER TRARALHES 16 PEBMLEY 19 (1.00g,
3.13mmol) BEMULEY) 17 (580mg, 71%).

''H NMR (270 MHz, CDCl3) 8(ppm) : 1.13 (t, J = 7.2 Hz, 3H), 2.39 (s, 3H), 2.61
(q, J = 7.2 Hz, 2H), 2.88 (d, J = 6.3 Hz, 3H), 4.02 (br d, J = 6.3 Hz, 1H),
7.22-7.38 (m, 5H)

RG] 15 (AbE 18)

FEAN (2.0nl) FHEMBELHS] 14 PRI EY 17 (100mg, 0. 38mmol),
IMASZBLE (0. 15mL, 2.1lmmol). PEEE (0. 15mL, 1.85mmol), ZEER THH:
2h. ERNMBHFMAZBRZEE. 2mol/L MEEPKEBRRGEHTHE. ABEA
FAEKBR . BAFAAKBREREIE, ERATKERATRUE, REE
HER. HZRZEBE/ECk=1/2 $RERTHEERGIERY, BIKEY 18
(0.07g, 58%).

IH NMR (270 MHz, CDCls) 8(ppm) : 1.12 (t, J = 7.6 Hz, 3H), 2.27 (s, 31D, 2.35
(s, 3H), 2.65 (q, J = 7.6 Hz, 2H), 3.45 (s, 3H), 7.23-7.42 (m, 5H)

LB 16 (L&Y 19)

LB T KT 1 PRAKEIE=4-FEHAT LR (2.00g, 9.66mmol)
FIATEAKAER (8.67mL, 67.6mmol), & 100°C TN#EH: 3h. ZERMH A
LRROBEE. 2mol/L MEFMMAKER, EZE THH 30min FHITHE. AEM
MBI RN EARKBRRERAIE, ERATKRRPTRUE, BEXR
HEF .. HZRZBE/ECkR=1/2 BREH#ITEER A BRL, BEMLEY 19
(1.39g, 45%).
'H NMR (270 MHz, CDCls) 8(ppm) : 1.12 (t, J = 7.3 Hz, 3H), 1.17 (t, J =175
Hz, 3H), 2.36 (s, 3H), 2.54 (q, J = 7.3 He, 2H), 2.66 (g, J = 7.5 Hz, 2H), 3.45 (s,
3H), 7.21-7.42 (m, 5H)
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SR 17 (Ab4 20)
5Ll 16 R, RESSHEF 7 I TF 1| FHARRNE Z=4-F EE T 1R
(2.00g, 9.66mmol) FIF/KTER (11.1mL, 67.8mmol) FFULEY 20 (1.55g,

46%).
1 NMR (270 MHz, CDCls) & (ppm) : 0.95 (t, J = 7.3 Hz, 3H), 0.98 (t, J = 7.4

Hz, 3H), 1.15-1.78 (m, 4H), 2.35 (s, 3H), 2.49 (t, J = 7.3 Hz, 9H), 261 (t, J =

7.4 Hz, 2H), 3.45 (s, 3H), 7.21-7.42 (m, 5H)

SEHEGY) 18 (L& 21)
55LE%) 16 FIFE, MEESLHES 7 AT 1 BRI XZE-4-PEETERR
(2.00g, 9.66mmol) FL/KFETHEE (11.2mL, 67.5mmol) BELEY 21 (1.43g,
43%),

1H NMR (270 MHz, CDCls) §(ppm) : 1.05-1.25 (m, 12H), 2.34 (s, 3H), 2.99 (q,
J =73 Hz, 1H), 3.25 (g, J = 7.5 Hz, 1H), 3.50 (s, 3H), 7.21-7.45 (m, 5H)

ST 19 (JLerd) 22)
TR 1: 5556 1 89T/ 1 [, BN (4. 8g, 40mmol ) FIEEH: IR (364mg,
3.99mmol) BIXKZK=4EEMR (215ng, 41%).

'H NMR (270 MHz, DMSO-ds) 6(ppm) : 1.89 (s, 3H), 1.91 (s, 3H), 7.51 (br s,
1H), 7.98 (br s, 1H), 9.90 (br s, 1H)

TH2: 5G] 1 81TF 2 A, BE LLESIOAN-452 25 R (150ng,
1. 14mmol) B 34L& 22 (151mg, 61% ).
1H NMR (270 MHz, CDCla) ﬁ(ppm) :1.98 (s, 6H), 2.19 (s, 3H), 2.20 (s, 3H),
9.06 (br s, 1H)
SERERI 20 (fbA¥) 23)

TH1: 5%Es 1 WIHF 1 B4R, B 2-C8 (401mg, 4.00mmol) FEER
BR (364mg, 3.99mmol) B3| 2-CEI-ZEEEMMR (671mg, 97%).

1H NMR (270 MHz, DMSO-ds) §(ppm) : 0.88 (t, J = 6.9 Hz, 3H), 1.23-1.31 (m,
2H), 1.41-1.50 (m, 2H), 1.88 (s, 3H), 2.17-2.23 (m, 2H), 7.44 (br s, 1H), 8.02
(br s, 1H), 9.88 (br s, 1H)
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IR 2: 5L 1 TR 2 A, hE LB 3R 2- CR=-28 8 258 (300ng,
1. 73mmol) REMLEY) 23 (255mg, 57%).

'H NMR (270 MHz, CDCls) 8(ppm) : 0.90 (t, J = 6.9 Hz, 3H), 1.23-1.38 (m,
3H), 1.52-1.56 (m, 1H), 1.84-2.18 (m, 1H), 1.97 (s, 3H), 2.18 (s, 3H), 2.19 (s,
3H), 2.44-2.55 (m, 1H), 8.68 (br s, 1H)

SEHEI 21 (AbE 24)
TR 1: S5iEs 1 KTF 1 FRE, BFERE (593mg, 4.00mmol) FIEE
Bk (367mg, 4.03mmol) REFEAR-AEEMM (788mg, 89%).

'H NMR (270 MHz, DMSO-ds) 8(ppm) : 1.92 (s, 3H), 2.52 (m, 2H), 2.84 (m,
2H), 7.14-7.30 (m, 5H), 7.43 (br s, 1H), 8.03 (br s, 1H), 9.94 (br s, 1H)

T/ 2: 5L 1 (IR 2 R, B EER BN FER =4 E6HR(300ng,
1. 36mmol) HEMLEY) 24 (382umg, 92%).
'H NMR (270 MHz, CDCls) 8(ppm) : 2.00 (s, 3H), 2.17 (s, 3H), 2.13 (dd, J =
2.3, 10.2 Hz, 1H), 2.19 (s, 3H), 2.59 (dd, J = 2.2, 10.2 Hz, 1H), 2.87 (br d, J =
- 12.2 Hz, 1H), 2.95 (br s, J = 11.8 Hz, 1H), 7.14-7.29 (m, 5H), 8.39 (br s, 1H)

STHEF) 22 (L& 25)
I/ 1: 5ZHEF 1 MIF 1 B, AEFEANE (610mg, 4.17mmol) FE
EHAR (371mg, 4.07mmol) BEW-FERNM=-FEEHMAR (730mg, 80%).

"1H NMR (300 MHz, CDCls) §(ppm) : 2.13 (s, 3H), 6.89 (d, J = 16.8 Hz, 1H),

7.10 (d, J = 16.8 Hz, 1H), 7.27-7.41 (m, 3H), 7.43-7.56 (m, 2H), 7.78 (br s, 1H),
8.26 (br s, 1H), 10.27 (br s, 1H)

TH 2: 5iEs 1 FITRF 2 @, AEEEINTFEAE-EEEMIR
(300mg, 0.889mmol) 7B EILAEH 25 (195mg, 72%).

'H NMR (300 MHz, DMSO-de) 6(ppm) : 2.13 (s, 3H), 2.15 (s, 3H), 2.23 (s, 3H),
6.62(d, J =12.2 Hz, 1H), 6.65(d, J
s, 1H)

= 12.2 Hz, 1H), 7.20-7.39 (m, 5H), 8.57 (br

LR 23 (LAY 26)
TR 1. 5L 1 8 TF | G4, B 5-F8 (569mg, 4.00mmol) FIEEE
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B (364mg, 3.99mmol) 183 5-FE=4AEEMI (553mg, 64%).
H NMR (270 MHz, DMSO-de) §(ppm) : 0.87 (t, J = 6.9 Hz, 6H), 1.20-1.53 (m,

8H), 2.17-2.22 (m, 2H), 2.31-2.37 (m, 2H), 7.40 (br s, 1H), 8.00 (br s, 1H),
10.03 (br s, 1H)

TR 2. 5ciisl 1 fTF 2 AR, B EEARN 5-ER=42 R (300mg,
1. 39mmol) BEILEY) 26 (245mg, 59%).
IH NMR (270 MHz, CDCls) 8(ppm) : 0.90 (t, J = 6.9 Hz, 6H), 1.18-1.37 (m,
6H), 1.55-1.63 (m, 2H), 1.77-1.88 (m, 2H), 2.18 (s, 3H), 2.19 (s, 3H), 2.45-2.56
(m, 2H), 8.90 (br s, 1H)

LREB 24 (LEW 2D
TH 1. SscHEBl 1 TR | AL, o -2EWRE (604mg, 4. 13mmol) FEE
BiflR (368mg, 4.04mmol) 3F] o -ZEHEI=EEMM (79Tmg, 88%).
H NMR (270 MHz, DMSO-ds) §(ppm) : 1.78-1.82 (m, 2H), 2.65-2.75 (m, 4H),
7.15-7.27 (m, 3H), 7.97 (br s, 1H), 8.20-8.40 (m, 2H), 10.10 (br s, 1H)

THK 2. 5%HEF 1 BIF 2 B, B E A A o -Z5N=48 R ERR
(300mg, 1.37mmol) ABLEY) 27 (324mg, 78%).

IH NMR (270 MHz, CDCls) §(ppm) : 1.89 (s, 3H), 2.09-2.22 (m, 2H), 2.28 (s,
3H), 2.36-2.41 (m, 1H), 2.80-2.86 (m, 2H), 2.97-3.08 (m, 1H), 7.01 (brd, J=
8.6 Hz, 1H), 7.08-7.18 (m, 2H), 7.40 (br d, J = 7.3 Hz, 1H), 9.24 (br s, 1H)

L] 25 (LEY) 28)
TR 1. S5scHafl 1 ®ITRF 1 REE, B -ZEiE (607Tmg, 4. 15mmol) FIEE
Bk (379mg, 4.16mmol) 1% B -ZEiHKI=EEMAR (684me, 75%).
TR 2. 556l 1 T 2 R, h EEEHK 6 - =2 EER
(334mg, 1.53mmol) BEULEY 28 (301mg, 65% ).
'H NMR (270 MHz, DMSO-de) 8(ppm) : 2.12 (s, 3H), 2.15-2.30 (m, 1H), 2.24
(s, 3HD, 3.05-3.09 (m, 2H), 3.14 (br d, J = 15.8 Hz, 1H), 3.23-3.41 (m, 1H), 4.38

(br 4, J = 15.8 Hz, 1H), 6.99-7.00 (m, 1H), 7.02-7.25 (m, 3H), 8.42 (br s, 1H)

SEHif) 26 (AeEH) 29)
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TH1: 56 1 LK L A, B 1-208 (1. 06g, 8.00mmol) FIEEM
AR (740mg, 8.12mmol) 7BEF 1-HiF=ZEAMM (1.548, 94%).
'H NMR (270 MHz, DMSO-de) §(ppm) : 2.85-2.89 (m, 2H), 3.03-3.08 (m, 2H),
7.28-7.38 (m, 3H), 7.87 (br d, J = 7.6 Hz, 1H), 7.92 (br s, 1H), 8.17 (br 5, 1H),
10.2 (br s, 1H)

TR 2: 5Lif | (TR 2 FFE, B EEB RN 1-EiF=4 &5 AR (300ng,
1. 46mmol) fREULEY 29 (184mg, 44%).

'H NMR (270 MHz, CDCls) 5(ppm) : 2.17 (s, 3H), 2.24 (s, 3H), 2.58-2.65 (m,

1H), 2.96-3.07 (m, 1H), 3.13-3.21 (m, 2H), 7.15-7.27 (m, 3H), 7.32-7.37 (m,
1H), 9.60 (br s, 1H)

SEHEGI 27 (L& 30)

TrF 1. Escifl 1 (TR 1 FfE, B2l (393mg, 4. 00mmol) FIEEGR
fR (364mg, 3.99mmol) BEHACHI=ZEEREMM (479mg, 70%).
"IH NMR (270 MHz, DMSO-de) §(ppm) : 1.55 (br s, 6H), 2.19-2.23 (m, 2H),
2.38 (br s, 2H), 7.50 (br s, 1H), 7.93 (br s, 1H), 10.13 (br s, 1H)

T 2. 5584 1 MTF 2 B, B EARIIMNACH=-2EEMER (200mg,
1. 17mmol) BELEY) 30 (214mg, 72%).

1H NMR (300 MHz, CDCls) 8(ppm) : 1.25-1.53 (m, 3H), 1.58-1.68 (m, 1H),

1.81-1.86 (m, 2H), 2.03-2.08 (m, 2H), 2.16 (s, 3H), 2.17 (s, 3H), 2.90-3.01 (m,
2H), 7.95 (br s, 1H)

SEHEG) 28 (A& 31)
S 1 (T 1 LR 2 FF, B 2-BFuKH R (452mg, 4. 10mmol) F1
HFEMR (37Tmg, 4. 14mmol) BEULEY 31 (214mg, 20% ).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.32-1.67 (m, 5H), 1.76-1.89 (m, 2H),

2.18 (s, 3H), 2.19 (br s, 1H), 2.21 (s, 3H), 2.26 (br s, 1H), 3.60 (br d, J=13.9
Hz, 1H), 8.20 (br s, 1H)

SEHEB 29 (L&Y 32)
5x@f 1 THF1IFIAF 2R B -EZ8 (344mg, 2. 02mmol) FIE
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FFAR (190mg, 2. 08mmol) BEFULEY) 32 (214mg, 32%).

IH NMR (270 MHz,CDCls) 6(ppm) : 2.06 (s, 3H), 2.07 (s, 3H), 2.33 (s, 3H),
7.45-7.65 (m, 4H), 7.89-7.99 (m, 3H), 11.50 (br s, 1H)

SEHEB] 30 (L& 33)
TH 1. 52iE 1 WIF 1A B2 -2EZE (342mg, 2. 10mmol) FAE
EERBR (189mg, 2.07mmol) B 2’ -FZLEI-FHEEMMR (448mg, 92%).

1IH NMR (270 MHz, DMSO-ds) §(ppm) : 2.42 (s, 3H), 7.53 (m, 2H), 7.86-8.05
(m, 4H), 8.28-8.34 (m, 3H), 10.28 (br s, 1H)

TR 2: SLHfl 1 IR 2 AR, B EEAIKN 2 -FZE-SEE0R
(250mg, 1.03mmol) BEMLAY) 33 (302mg, 90%).
iH NMR (270 MHz, DMSO-ds) 8(ppm) : 2.02 (s, 3H), 2.22 (s, 3H), 2.38 (s, 3H),
7.51-7.55 (m, 3H), 7.85-7.95 (m, 4H), 11.68 (br s, 1H)

LRG| 31 (A& 34)
TR 1. 5/ 1 8T/F 1 R, B 2-ZBtEmE (485mg, 4. 00mmol) 0
S EFAR (369mg, 4.05mmol) 183 1- C-nkiE) ZEI=-45 8 HH AR (694mg, 88%).

'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.38 (s, 3H), 7.37 (br t, J = 6.3 Hz,

1H), 7.78 (br t, J = 7.2 Hz, 1H), 8.13 (br s, 1H), 8.40 (br s, 1H), 841 (br d, J =
8.2 Hz, 1H), 8.56 (br d, J = 6.6 Hz, 1H), 10.31 (br s, 1H)

TR 2: S5%i6 1 KTHF2 R, BEEBEN 1--MreE) ZH-48 %
BifR (304mg, 1.56mmol) 7RF4L-A4) 34 (160mg, 37%).
'H NMR (270 MHz, CDCls) 8(ppm) : 2.09 (s, 3H), 2.26 (s, 3H), 2.42 (s, 3H),

7.17 (br t, J = 6.9 Hz, 1H), 7.38 (br d, J = 8.2 Hz, 1H), 7.68 (br t, J = 7.7 Hz,
1H), 8.44 (br s, 1H), 8.58 (br d, J = 6.3 Hz, 1H)
LR 32 (LA 35)

TK1: 5L/f 1 8T/F 1 R, B 3-ZBiEMRE (484mg, 4.00mmol) F
SRR (388mg, 4. 00mmol) B3 1- (3-mtie ) Z M=% & EH MR (722mg, 93%).
' 'H NMR (270 MHz, DMSO-ds) 5(ppm) : 2.32 (s, SH), 7.32-7.42 (m, 1H), 8.07

(br s, 1H), 8.29-8.34 (m, 2H), 8.54-8.57 (m, 1H), 9.09 (br s, 1H), 10.32 (br s,
1H)
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TR 2: Sl 1 TR 2 A, BEERIN 1-CG-HRE) ZH-HEE
Wik (205mg, 1:05mmol) BEMLAY 35 (213mg, 72%).
'H NMR (270 MHz, CDCls) 8(ppm) : 2.14 (s, 3H), 2.21 (s, 3H), 2.39 (s, 3H)

7.31 (br dd, J = 5.4, 7.9 Hz, 1H), 7.75 (br d, J=79Hz 1H), 852 brd, J =54
Hz, 1H), 8.72 (br s, 1HD, 8.08 (br s, 1H)

SEHEf] 33 (4LEH 36D
TH 1. SscE 1 (THF R, i 4-Z.BAEERE (507mg, 4. 19mmol) A

SEHAR (408mg, 4. 46mmol) B E 1- (4-MEEEE) A= E MR (122mg, 95°%6).
TR 2. S3cHB) 1 IR 2 AR, B EEAHK 1- (M) LA E

#iR (318mg, 1.64mmol) BEULEY) 36 (389mg, 85%).

'H NMR (270 MHz, CDCly) 6(ppm) : 2.16 (s, 3H), 2.25 (s, 3H), 2.35 (s, 31D,

730 (d, J = 6.3 Hz, 2H), 8.46 (br s, 1H), 8.60 (4, J = 6.3 Hz, 2H)

LB 34 (WLRY 3T
TR 1. SSeis | BTR | AR, fIZ BN (489mg, 4. 00mnol) FE

KHR (366mg, 4.00mmol) BE| 1-MHREZM=-SHEEMIBR (714ng, 92% )a
TR 2. Sl 1 TR 2 Bkt hEmesn 1-IREE ZH-SEE5K

(400mg, 2.05mmol) 7BZULAY) 37 (489mg, 85%).

1H NMR (270 MHz, CDCls) §(ppm) : 2.16 (s, 3H), 2.26 (s, 3H), 2.42 (s, 3H),
8.06 (br s, 1H), 8.46 (d, J = 2.7 Hz, 1H), 8.52 (dd, J = 1.7, 2.7 Hz, 1H), 8.71 (4,

J=1.7Hz, 1H)

LG 35 (LA 38)
TR 1. 5SHfl 1 T 1 B, & 2-ZBcEuteg (437mg, 4. 00mmol) FH

SUELHAR (374ng, 4. 09mmol) B 1- (2-MLAREE) ZKA=S REH IR (408mg, 55% Yo
TR 2. HEHEl | TR 2 REE, B EEEEN 1- (- LE-RmEE

SR (314mg, 1.72mmol) B EMLEY) 38 (504mg, 95%6).

IH NMR (270 MHz, CDCly) §ppm) : 2.12 (s, 3H), 2.21 (s, 3H), 2.38 (s, 3H),
2.55 (s, 3H), 6.17-6.22(m, 2H), 7.11 (br s, 1H), 8.13 (br s, 1H)

SEHEf) 36 (A& 39)
THE 1 S5t 1 TR 1R, & 2-ZBERM (444mg. 4 00mmol) FI
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S EHR (368mg, 4. 03mmol) BE] 1- (2-BRA§R) Z =43 E HMAR (441ng, 60%).
TH 2. 5% 1 BT 2 A, G EEmBRK 1- -k JF-48E
BiR (180mg, 0.982mmol) AELAY 39 (217mg, 83%).

1H NMR (270 MHz, CDCls) §(ppm) : 2.13 (s, 3H), 2.22 (s, 3H), 2.30 (s, 3H),
6.31 (m, 2H), 7.36 (br s, 1H), 8.43 (br s, 1H)

TG 37 (LAY 400

TR 1: 51 IF 1 RAE, B 2-ZBE%Y (521mg, 4. 13mmol)
FUEFIAR (376mg, 4. 11mmol) B3] 1- (2-HEMEE) ZKI=45 & XK (636mg, 78%).

TR 2 SEHfl 1 OIF 2 A, BEEEHKN 1-C-BRE) CH-H8E
FifR (498mg, 2.50mmol) fBEMLEY 40 (549mg, 78%).

'H NMR (300 MHz, CDCls) §(ppm) : 2.07 (s, 3H), 2.24 (s, 3H), 2.42 (s, 3H),

6.89 (brt, J=17.2 Hz, 1H), 7.06 (dd, J=6.9, 7.2 Hz 1H), 7.24 (brd, J = 6.9 Hz,
1H), 8.81 (br s, 1H)

SEHg 38 (A& 41)
5 8 FeE, HM7EEHE 37 F8 3 094LA4 40 (260mg, 0.918mmol) 17
k&Y 41 (148mg, 52%).

TH NMR (270 MHz, CDCls) 8(ppm) : 1.36 (t, J = 7.0 Hz, 3H), 2.25 (s, 3H), 2.30

(s, 3H), 2.43 (s, 3H), 3.92 (br q, J = 7.0 Hz, 2H), 6.91 (br t, J = 5.2 Hz, 1H),
7.06 (br d, J = 5.2 Hz, 1H), 7.24 (br d, J = 5.2 Hz, 1H)

SEHB) 39 (WbEH) 42)

TR 1. 55256 1 (9 TK 1 R, B 2- ZBt3-3-FF R BV (561mg, 4. 00mmol )
MEEBR (374mg, 4.09mmol) 733 1- G-FE-2-HEIEE) Z =4 K EH AR
(410mg, 48%).

TFK2: 55ciif 1 IR 2 A, B EEARK 1-G-FE-2-BRE) LK-
R EARAR (260mg, 1.22mmol) RELAEY 42 (335mg, 93%).

'H NMR (270 MHz, CDCls) §(ppm) : 2.02 (s, 3H), 2.19 (s, 3H), 2.24 (s, 3H),
2.38 (s, 3H) 6.78 (d, J = 5.0 Hz, 1H), 7.07 (d, J = 5.0 Hz, 1H), 9.37 (br s, 1H)

SERER) 40 (LB 43)
TR 1: ST 1 9TF 1 R, B 1-CGEF[b]Wyy-2-%) Z & (705ng,
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4. 00mmol) FIEEFAR (370mg, 4.05mmol) BF| 1- CGEIH [b1EW -2-) 2. M=%

HEBIR (990mg, 99%).

1H NMR (270 MHz, DMSO-ds) 6(ppm) : 2.40 (s, 3H), 7.36-7.41 (m, 2H), 7.45
(br s, 1H), 7.81-7.90 (m, 3H), 8.42 (br s, 1H), 10.56 (_br s, 1H)

TH2: 5LH6] 1 B TR 2 FfE, B A2 1- G (bl Eyr-2-%) Z 5
=4EEEMAR (500mg, 2.01lmmol) HEMLAEY 43 (599mg, 90%).

'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.04 (s, 3H), 2.17 (s, 3H), 2.38 (s, 3H),
7.31-7.40 (m, 3H), 7.79 (br d, J = 7.6 Hz, 1H), 7.89 (br d, J = 7.8 Hz, 1H),

11.75 (br s, 1H)

EHE% 41 (e 44)
TR 1: S55cHiE) 1 T 1 ERE, B 3-2BiEsEY (520mg, 4. 12mmol) F

S EBEIR (366mg, 4. 00mmol) 783 1- (3-HEMBE) ZE=45E EM AR (839mg, 98%).

-H NMR (270 MHz, DMSO-ds) §(ppm) : 2.27 (s, 3H), 7.52 (br d, J = 5.3 Hz,
1H), 7.83 (br d, J = 5.3 Hz, 1H), 7.95 (br s, 1H), 8.22 (br s, 1H), 10.08 (br s,

1H)
T/H2: S 1 MTH2 R, BLEEBIK 1-C-BRE) ZF-RBEE

iR (458mg, 2.30mmol) BEI{LAY) 44 (540mg, 83%).

'H NMR (270 MHz, DMSO-d¢) §(ppm) : 2.02 (s, 3H), 2.15 (s, 3H), 2.25 (s, 3H),
7.05 (br d, J = 6.0 Hz, 1H), 7.37 (br s, 1H), 7.47 (br d, J = 6.0 Hz, 1H)

T 42 ALEY 45)
IF1: 5HE 1 IR R, B 2-ZBtE%Em (379mng, 4. 15mmol) F

SEFR (366mg, 4. 00mmol ) 83 1- (2-BEME) Z =& R IR (711mg, 90% ).

'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.42 (s, 3H), 7.67 (br s, 1H), 7.79 (br
d, J = 4.3 Hz, 1H), 7.87 (br d, J = 4.3 Hz, 1H), 8.51 (br s, 1H), 10.65 (br s, 1H)

TR 2. S5Lilfl 1 WIF2 A, B EERAM 1-C-BRE) ZH-%8E

BiBR (374mg, 1.87mmol) R EMLAEHY) 45 (374mg, 45%).
‘H NMR (270 MHz, DMSO-de) 8(ppm) : 2.03 (s, 3H), 2.18 (s, 3H), 2.31 (s, 3H),

7.74-7.79 (m, 2H), 11.70 (br s, 1H)
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SEHEBY 43 (4hE 1 46)
536 | T 1 NI 2 B2 -FREEZE (627ng, 4. 67mmol)
FIFZERAR (374mg, 4.09mmol) BELEY) 46 (141mg, 10%).

'H NMR (270 MHz, CDCla) §(ppm) : 1.99 (br s, 1H), 2.21 (s, 3H), 2.33 (s, 3H),
2.38 (s, 3H), 7.15-7.20 (m, 3H), 7.38 (m, 1H), 8.90 (br s, 1H)

L) 44 (LEY 4T)

TH1: 5L 1 IT/F 1 EE B3 -FRXEZE (540ng, 4. 02mmol)
MEEGAR (369mg, 4. 04mmol ) 5% 3’ -FEEZF=-SEEMR (791ng, 89% ).

TH2: 56 1 IR 2 R, ALEREN S -FEEZF=-REER
iR (300mg, 1.36mmol) REMLEY) 47 (316mg, 79%).

'H NMR (270 MHz, CDCls) §(ppm) : 2.15 (s, 3H), 2.23 (s, 3H), 2.34 (s, 3H),
2.37 (s, 3H), 7.01-7.09 (m, 1H), 7.19-7.30 (m, 3H), 7.90 (br s, 1H)

LRI 45 (W51 48)
IR 5L 1MTF1ESE B4 -FEXZE (536mg, 3.99mmol)
FEREFIR (382mg, 4. 19mmol) BF| 4’ -FEEZFE-BEREFIR (76Tng, 93% ).

'H NMR (270 MHz, DMSO-dg) 8(ppm) : 2.27 (s, 3H), 2.32 (s, 3H), 7.18 (d, J =

7.9 Hz, 2H), 7.82 (d, J = 7.9 Hz, 2H), 7.88 (br s, 1H), 8.23 (br s, 1H), 10.15 (br
s, 1H)

TH2: 5%k 1 ATHF2 A, BEERIKN 4 -FEEZF-BELER
AR (200mg, 0.965mmol) BE|{L&4) 48 (224mg, 80%).

IH NMR (270 MHz, DMSO-ds) §(ppm) : 2.06 (s, 3H), 2.24 (s, 3H), 2.31 (s, 3H),
2.36 (s, 3H), 7.13 (d, J = 8.3 Hz, 2H), 7.31(d, J = 8.3 Hz, 2H), 8.40 (br s, 1H)

LBl 46 (L&Y 49)

IR 1. 5XH6 1 THF1ERE, B2 -Z8%XKE (649ng, 4. 00mmol)
FEEMBR (378mg, 4. 14mmol) B 2’ -ZEXRE=-SE LRI (672mg, 71%).

TH2: G 1 FITRF 2 R, A LEBEK 2 -ZEXNFE-48 8155
Bx (300mg, 1.27mmol) BEMLAH 49 (759mg, 88%).

64



02827984. 0 o B 5 ZE55/1000

1H NMR (270 MHz, CDCls) 6(ppm) : 1.13 (t, J = 6.9 Hz, 3H), 1.24 (t, J = 7.3
Hz, 3H), 1.96 (s, 3H), 2.20 (m, 1H), 2.24 (s, 3H), 2.71 (m, 2H), 3.14 (m, 1H),

7.13 (br t, J = 7.1 Hz, 1H), 7.21-7.26 (m, 2H), 7.51 (br d, J = 7.9 Hz, 1H), 8.87

(br s, 1H)
SLHER) 47 (LAY 50)

TR 1: 5cifl 1 (T | AR, 82 -FEEHRLN (60lng, 4 00mmol )
FUEEHIR (366ng, 4.00mmol) BF| 2’ -FEEXR ZE=HE Bk (891ng, 92
/O)OJ:F? 9. S%HEE 1 TR 2 AR, HEEESR Y -FRAERLE-GRE
= HR (50 Omg, 0.224mmol) BEMLEY) 50 (64.0mg, 93% ).

'H NMR (270 MHz, CDCls) 8(ppm) : 2.08 (s, 3H), 2.29 (s, 3H), 2.45 (s, 3H),
3.87 (s, 3H), 6.90 (br t, J = 7.3 Hz, 1H), 6.91 (br d, J = 7.3 Hz, 1H), 7.06 (br d,
J=173Hz, 1H), 7.27 (br t, J = 7.3 Hz, 1H), 8.31 (br s, 1H)

EHEfl 48 (AhEYI51)

TH 1 S%mE 1 GTF | RRE, B3 -FAEHKZM (60lng, 4.00mmol)
FEEFAR (377ng, 4.12mmol) BE)3’ -FREERZE=-HE B (713ng, 58
%o
!H NMR (270 MHz, DMSO-de) 8(ppm) : 2.29 (s, 3H), 3.80 (s, 3H), 6.96 (br d, J
= 7.9 Hz, 1H), 7.30 (br t, J = 7.9 Hz, 1H), 7.44 (br s, 1H), 7.46 (br d, J = 7.9

Hz, 1H), 7.94 (br s, 1H), 8.28 (br s, 1H), 10.18 (br s, 1H)

T2 5cHfl 1 IR 2 A, hEEfan3 -FRREECF-HEE
FiBR (500mg, 2. 24mmol) BEULAY 51 (419mg:_71%)o

'H NMR (270 MHz, CDCls) §(ppm) : 2.10 (s, 3H), 2.30 (s, 3H), 2.34 (s, 3H),

3.78 (s, 3H), 6.78 (br d, J = 7.9 Hz, 1H), 6.94 (br s, 1H), 7.01 (br d, J = 7.9 Hz,
1H), 7.25 (br t, J = 7.9 Hz, 1H), 9.48 (br s, 1H)

SCHEf) 49 (ALEY) 52)

TR 1. 5is 1 IR 1 AR, B4 -FREXLN (362ng, 2. 41mmol)
FEEFGR (225ng, 2.46mmol) RE 4° -FE X ZF=-HEEMMR (448ng, 83
%),

TH 2. Sciifl 1 I 2 AR, s EEARK 4 -FAEREXZN=-4EE
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HiBR (200mg, 0.896mmol) BENLEY) 52 (248mg, 90%6).

'H NMR (270 MHz, CDCl») &(ppm) : 2.06 (s, 3H), 2.24 (s, 3H), 2.35 (s, 3H),
3.78 (s, 3H), 6.84 (d, J = 8.6 Hz, 2H), 7.36 (d, J = 8.6 Hz, 2H), 8.56 (br s, 1H)
e 50 (&) 53)

TR 1. Sxiifl 1 IR 1R, B2’ -RELE (558mg, 4. 04mmol) FH
EEFR (385mg, 4.12mmol) 7BE] 2’ -FEZE=SEE R (704mg, 83%).

IH NMR (270 MHz, DMSO-d¢) §(ppm) : 2.29 (s, 3H), 7.19-7.28 (m, 2H),
7.40-7.48 (m, 1H), 7.74-7.80 (m, 2H), 8.30 (br s, 1H), 10.34 (br s, 1H)

T o, SHEEl | G T 2 AR, B EEREN 2 —EK LR
(200mg, 0.948mmol) BEMLEH 53 (199mg, 71%6).
'H NMR (270 MHz,CDCls) §(ppm) : 2.05 (s, 3H), 2.26 (s, 3H), 2.40 (s, 3H),
7.01-7.12 (m , 2H), 7.23-7.31 (m, 2H), 8.68 (br s, 1H)

SEHERI 51 (L&Y 54)
TR 1. 5ciif 1 WIT/F1RAE B3 -®ELE (553mg, 4. 00mmol) F1
SEFHR (372mg, 4.07mmol) 7% 3’ “FEZE-HEERR (T72ng, 92%).

'H NMR (270 MHz, DMSO-ds) 8(ppm) : 2.29 (s, 3H), 7.17-7.24 (m, 1H),
7.38-7.46 (m, 1H), 7.69 (br d, J = 8.9 Hz, 1H), 7.88 (br d, J = 11.2 Hz, 1H),
8.09 (br s, 1H), 8.31 (br s, 1H), 10.24 (br s, 1H)

TR 2. 55l 1 TR 2 A, A EmARIK 3 RN R EMR
(233mg, 1.10mmol) BEILEY) 54 (242ng, 74%).

'H NMR (270 MHz, CDCls) 8(ppm) : 2.08 (s, 3H), 2.26 (s, 3H), 2.35 (s, 3H),

6.92-6.99 (m, 1H), 7.07-7.13 (m, 1H), 7.18-7.22 (m, lH), 7.28-7.34 (m, 1H),
8.54 (br s, 1H)

LR 52 (ML) 55)

TR 1. SSipl 1 T/ 1 R, B4 -RELH (553mg, 4. 00mmol) F1
SERMR (376mg, 4. 11mmol) BE 4’ ~FOEZ B E AR (769mg, 91%).

TR 2. HscHfl | TR 2 AR, B EEARE 4 -FE OF=-mEERR

(208mg, 0.986mmol) BEMLEH 55 (251mg, 86%).
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'H NMR (270 MHz, CDCls) §(ppm) : 2.14 (s, 3H), 2.22 (s, 3H), 2.36 (s, 31),
6.98-7.05 (m, 2H), 7.38-7.44 (m, 2H), 8.09 (br s, 1H)

gl 53 (fbEY) 56)

TH1: S5sciEf 1 IR 1R, A2 -EEXZE (344mg, 2.23mmol) F1
HEMAR (194mg, 2. 12mmol) B 2’ -WEILNI-HEEMIR (362mg, 58% ).

T/ 2: S5if 1 IF2 AR, aLlEmBfan 2 -FELE-HREMR
(200mg, 1.14mmol) B F{LEY) 56 (347Tmg, 97%).

'H NMR (270 MHz, CDCls) 6(ppm) : 1.98 (s, 3H), 2.23 (s, 3H), 2.38 (s, 3H),
7.22-7.27 (m, 2H), 7.37-7.45 (m, 2H), 9.05 (br s, 1H)

SEHif 54 (k& 57)
S5siis) 8 FFE, FESSHES 53 PEIIELEY 56 (200mg, 1. 14mmol) 7§
F4bE4 57 (34Tmg, 97%).

'H NMR (270 MHz, CDCls) §(ppm) : 1.35 (t, J = 6.9 Hz, 3H), 2.25 (s, 3H), 2.30
(s, 3H), 2.40 (s, 3H), 3.91-3.93 (br s, 2H), 7.22-7.28 (m, 2H), 7.38-7.42 (m, 2H)

L] 55 (LAY 58)

IR SCHELMIFLFEE B3 -FFEZE (319mg, 2.06mmol) F
FEBEAR (188mg, 2.06mmol) 833’ -EEZN=-HHFEMMR (211mg, 45%).

TR 2: SKifl 1 TH 2 A, AEER/IK 3 -EE - EMR
(200mg, 1.14mmol) 34L& 58 (347mg, 97%).

H NMR (270 MHz, CDCls) §(ppm) : 2.01 (s, 3H), 2.19 (s, 3H), 2.25 (s, 3H),
7.29-7.41 (m, 4H), 11.68 (br s, 1H)

SEHB] 56 (LAY 59)

I/ 1: S5cmE L I/ FEE, B4 -JHEXZE (344ng, 2.23mmol)
FHEMMR (194mg, 2.06mmol) BE) 4’ -FEZEH-HEEMMR (362mg, 58%).

THR2: 5Xs 1 ITF2 R ALARIN 4 -AELF-HIERR
(164mg, 0.720mmol) BELAY 59 (193mg, 86%).

‘H NMR (270 MHz, CDCly) 8(ppm) : 2.11 (s, 3H), 2.23 (s, 3H), 2.24 (s, 3HD),
7.30(d, J = 8.6 Hz, 2H), 7.36 (d, J = 8.6 Hz, 2H), 8.34 (br s, 1H)
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SEHR 57 (LAY 60)
TH1: 5%KHE 1 609TF 1 B, B2 -H¥2ZK (415mg, 2.08mmol) F1
FEMAR (190mg, 2.08mmol) 783 2’ -REZKI=-FHEER (392mg, 69%).

'H NMR (270MHz, DMSO-ds) §(ppm) : 2.28 (s, 3H), 7.29-7.76 (m, 5H), 8.25
(br s, 1H), 10.35 (br s, 1H)

T2 S 1 IR 2 R, BEEBAHN 2 -KREZE=-SFEERR
(254mg, 0.933mmol) B F{LE%) 60 (328mg, 99%).

'H NMR (270 MHz, CDCls) 6(ppm) : 2.01 (s, 3H), 2.23 (s, 3H), 2.38 (s, 3H),
7.13 (br t, J = 7.6 Hz, 1H), 7.30 (br t, J = 7.6 Hz, 1H), 7.47 (br d, J = 7.6 Hz,
1H), 7.62 (br s, J = 7.6 Hz, 1H), 8.86 (br s, 1H)

L 58 4P 61)

TH1: 5cmlé 1 TF 1 A, B2 -BREFRZE (544mg, 4. 00mmol)
FEEBAR (377ng, 4. 12mmol) BF 2’ -BEFZF-HEEFR (649mg, 78%).
'H NMR (270 MHz, DMSO-ds) 6(ppm) : 2.31 (s, 3H), 6.85 (br t, J = 7.0 Hz,
1H), 6.88 (br d, J = 7.0 Hz, 1H), 7.25 (br t, J = 7.0 Hz, 1H), 7.50 (br s, 1H),

7.53 (br d, J = 7.0 Hz, 1H), 7.81 (br s, 1H), 8.10 (br s, 1H), 10.35 (br s, 1H)

TFh2: S5iE6 1 8MTHF2 A8, HLERIN 2 -BEFZEFE-HEER
Bk (233mg, 1.10mmol) REMLEY) 61 (322mg, 70%).
1H NMR (270 I\mz, DMSO-de) 5(ppm) : 2.04 (s, 3H), 2.06 (s, 3H), 2.23 (s, 3H),
2.24 (s, 3H), 7.12 (br d, J = 7.6 Hz, 1H), 7.23 (br t, J = 7.6 Hz, 1H), 7.35 (br t,
J =17.6 Hz, 1H), 7.39 (br d, J = 7.6 Hz, 1H), 10.20 (br s, 1H)

LG 59 (k&Y 62)

TH 1. ELmE) 1 QIF 1 EE, B3 -BREFZE (546mg, 4.01mmol)
FIFERIR (379mg, 4. 15mmol) 8% 3’ -REFXRZF=-4FEMIR (654mg, 78% ).

Thr2: 56 1 KT 2 A, B EEBREN 3 -BREXZE-HEER
Bk (262mg, 1.25mmol) 7REMLEY) 62 (351mg, 84%).
'H NMR (270 MHz, DMSO-ds) 5(ppm) : 1.96 (s, 3H), 2.27 (s, 3H), 2.28 (s, 3H),
2.34 (5, 38H), 7.07 (br d, J = 8.4 Hz, 1H), 7.15 (br s, 1H), 7.32 (br d, J = 8.4 Hz,

1H), 7.33 (br t, J = 8.4 Hz, 1H), 9.24 (br s, 1H)
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SEHB] 60 (L&) 63)
TH1: SLpl 1 IR G138 -BEFFRE (488mg, 4. 00mmol)
FEEAAR (378mg, 4. 15mmol) B F| 3’ -REFFR=-FEEMAR (732ng, 88% ).

IH NMR (270 MHz, DMSO-ds) 6(ppm). :6.80 (m, 1H), 7.13 (br s, 1H), 7.19 (m,

2H), 7.87 (br s, 1H), 7.96 (s, 1H), 8.14 (br s, 1H), 9.56 (br s, 1H), 11.35 (br s,
1H)

TH2: Sl 1 IR 2 A, B EEA2M 3 -REXAE=HEER
& (300mg, 1.43mmol) REMLEY) 63 (322mg, 70%).
'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.18 (s, 3H), 2.25 (s, 3H), 2.28 g(s, 3H),
6.86 (s, 1H), 7.04 (br d, J = 7.4 Hz, 1H), 7.05 (s, 1H), 7.19 (br d, J = 7.4 Hz,
1H), 7.31 (br t, J = 7.4 Hz, 1H), 8.16 (br s, 1H)

SEHB) 61 (LEY) 64)
TH1: SEmif] 1 MTF 1A, @4 -REXRZE (544ng, 4. 00mmol)
FIREMMR (387mg, 4. 25mmol) B3] 4° -BEF =48 EMIR (830mg, 99% ).

" 1H NMR (270 MHz, DMSO-de) 5(ppm) : 2.23 (s, 3H), 6.75 (d, J = 8.5 Hz, 2H),

7.76 (d, J = 8.5 Hz, 2H), 7.78 (br s, 1H), 8.14 (br s, 1H), 9.75 (s, 1H), 10.05 (s,
1H)

TF2; 5Lifl 1 ITF 2 A, B EABEN 4 -BEXZE=-4%EEH
Br (202mg, 0.965mmol) BEMLEY 64 (199mg, 61%) .

tH NMR (270 MHz, CDCly) 8(ppm) : 2.15 (s, 3H), 2.22 (s, 3H), 2.23 (s, 3H),
2.29 (s, 3H), 7.07 (br d, J = 8.6 Hz, 2H), 7.43 (br d, J = 8.6 Hz, 2H), 7.99 (br s,
1H)

SCiEfl 62 (JLE4) 65)

TH1: 5G] 1 BITHF 1 B, &2 -fEEFXZE (673mg, 4.08mmol)
FIE AR (365mg, 3. 99mmol) B H) 2’ -THEE ZN=-ZE LR (785mng, 81%).

'H NMR (270 MHz, DMSO-de) §(ppm) : 2.27 (s, 3H), 7.32 (br s, 1H), 7.60-7.68

(m, 1H), 7.72-7.79 (m, 2H), 7.96 (br d, J = 7.9 Hz, 1H), 8.31 (br s, 1H), 10.52
(br s, 1H)
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TR 2: 5 1 T/ 2 Ak, aLbmnaan 2 -WMERXZHE-HEER
R (431mg, 1.81mmol) 7B BM4LEY) 65 (548mg, 94%).
''H NMR (270 MHz, CDCls) §(ppm) : 2.04 (s, 3H), 2.07 (s, 3H), 2.23 (s, 3H),
| 7.49-7.71 (m, 4H), 11.73 (br s, 1H)

L) 63 (A& 66)
TR 1. 5 1 NITF 1 R, B3 -HEX2ZE (661nhg, 4.00mmol)

FIE AR (370mg, 4. 05mmol) B3 3’ -HEXZF=4AEEMAR (910mg, 75%).

'H NMR (270 MHz, DMSO-ds) 8(ppm) : 2.37 (s, 3H), 7.67 (br t, J = 7.9 Hz,
1H), 8.16 (br s, 1H), 8.23 (br d, J = 7.9 Hz, 1H), 8.40 (br s, 1H), 8.43 (br s, J =

7.9 Hz, 1H), 8.61 (br s, 1H), 10.40 (br s, 1H)

T2 5l 1 IR 2 A, BEERIN 3 -HERZE-SEER

R (506mg, 2.12mmol) RE|LEY 66 (409mg, 60%).

'H NMR (270 MHz, CDCly) §(ppm) : 2.15 (s, 3H), 2.25 (s, 3H), 2.40 (s, 3H),

7.53 (br t, J = 8.3 Hz, 1H), 7.73 (br d, J = 8.3 Hz, 1H), 8.15 (br d, J = 8.3 Hz,

1H), 8.30 (br s, 2H)

L) 64 (L&) 67)

TH1: 5T/ 1 LK1 R B4 -HERZE (350mg, 2. 12mmol)
FUE EHRAR (195mg, 2. 13mmol) B F) 4° -THER Z K=& EGR (475mg, 94%).

TR 2. 5ciig] 1 B 2 R, B EmBEN 4 -HEXZF=-FEERN
Bk (397mg, 1.67mmol) RBEMLAEY 67 (216mg, 40%).

'H NMR (270 MHz, CDCla) §(ppm) : 2.15 (s, 3H), 2.24 (s, 3H), 2.38 (s, 3H),
759 (d, J = 8.6 Hz, 2H), 8.20 (d, J = 8.6 Hz, 2H), 8.30 (br s, 1H)

LB 65 (JhEH) 68)
BLESCHIG) 58 A BIKILEY) 61 (118mg, 0.352mmol) ¥R T HEE (5mL)

o, IIABEERE (200mg, 1.48mmol), EZETHHE 10nin. B RIWITIE, BE
WAL . WREBRBT ZRZEE, REMAKA lnol/L HEHTHE. Al
FEALBAKRRIEERTHE, ATKRBRH TR, AERERHEA. KEINE
BMRYER TFE 3ul), MAZREER (10mL), @4 K4EHE, BET
REILEY) 68 (96.9mg, 94%).
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1H NMR (270 MHz, DMSO-de) §(ppm) : 1.98 (s, 3H), 2.23 (s, 3H), 2.35 (s, 3H),
6.72 (br t, J = 7.6 Hz, 1H), 6.83 (br d, J = 7.6 Hz, 1H), 6.88 (br d, J = 7.6 Hz,
1H), 7.10 (br t, J = 7.6 Hz, 1H), 9.95 (br s, 1H), 11.45 (br s, 1H)

SEHBY 66 (A4 69)

5Lk 66 FRE, ML 59 PRI EY 62 (140mg, 0. 417mmol)
BEILEY 69 (101mg, 82%).

IH NMR (270 MHz, DMSO-ds) §(pppm) : 2.01 (s, 3H), 2.18 (s, 3H), 2.23 (s, 3H),
6.66 (br t, J = 7.9 Hz, 1H), 6.69 (br s, 1H), 6.76 (br d,.J = 7.9 Hz, 1H), 7.13 (br
t,d =79 Hz, 1H), 9.46 (brs, 1H), 11.60 (br s, 1H)

SEREB 67 (A 70)
5] 65 FFE, mrESHiB) 61 HERIMLAY 64 (110mg, 0.328mmol)
BREY 70 (88mg, 91%).
'H NMR (270 MHz, CDCls) 8(ppm) : 2.00 (s, 3H), 2.16 (s, 3H), 2.23 (s, 3H),
6.71 (d, J = 8.6 Hz, 2H), 7.15 (d, J = 8.6 Hz, 2H), 9.48 (br s,. 1H), 11.6 (br s,
1H)

SEHiB 68 (AhEY T1)

THF1: 561 IF 1 REE B 3-ZEEEFIE (581mg, 4.00mmol) FI
EEHR (370mg, 4.05mmol) BF 3’ -MEFZM-BEERIR (863ng, 99%).

TH2: 5K 1 T 2 AR, b bEBIN 3 -MEXZF-BaLn
Bk (300mg, 1.34mmol) BEULEY 71 (274ng, 68%).

‘H NMR (270 MHz, CDCls) 6(ppm) : 2.08 (s, 3H), 2.26 (s, 3H), 2.36 (s, 3H),
7.46 (m, 1H), 7.56 (m, 1H), 7.68 (m, 1H), 7.71 (br s, 1H), 8.73 (br s, 1H)
L] 69 (4LEH 72)
T 1: 5EH6I L §T/F 1 A, h4-ZBHEFEH (290ng, 2. O0nmol) FIA
EHR (185mg, 2.02mol) BF 4’ -FEFZN-HEERR (430ng, 98%).

'H NMR (270 MHz, DMSO-de) 8(ppm) : 2.30 (s, 3H), 7.82 (d, J = 8.4 Hz, 2H),
8.12 (brs, 1H),8.14(d, J=8.4 Hz, 2H), 8.40 (br s, 1H), 10.51 (br s, 1H)

TFr2: 5561 0T 2 A8, o EEARKN 4 -REXZH-SBEER
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iR (380mg, 1.74mmol) BIEULEY) 72 (494mg, 94%6).

'H NMR (270 MHz, DMSO-ds) 8(ppm) : 2.01 (s, 3H), 2.18 (s, 3H), 2.31 (s, 3H),
7.54(d, J = 11.7 Hz, 2H), 7.81 (d, J = 11.7 Hz, 2H), 11.73 (br s, 1H)

SERE) 70 AL EY 73D

TR 1. 550l 1 B9 TAF 1 R, B3 -=HFEESH 2K (765mg, 4. 07mmol)
FEEFAR (370mg, 4.05mmol) %) 3’ -EHRBEFEZFE-HEERR (888mg,
63%).

TR S 1 T2 A aLEENn -EEAEECE-4ER
EFAR (300mg, 1. 15mmol) BEMLAY 73 (270mg, 68%).
IH NMR (270 MHz, CDCls) 8(ppm) : 2.01 (s, 3H), 2.27 (s, 3H), 2.37 (s, 3H),
7.43 (br t, J = 7.6 Hz, 1H), 7.52 (br d, J = 7.6 Hz, 1H), 7.63 (br d, J = 7.6 He,
1H), 7.65 (br s, 1H), 8.89 (br s, 1H)

TR 71 ALEY T4

TR 1. S5 TR R, B 2-ZBEXFR (381mg, 4. 17mmol)
FISERIR (381ng, 4. 17Tmmol) BF 2’ -RERKZE-MEALFIR (489mg, 52%).

TR 2. SHifl 1 I 2 A, B EEHEL 2 -REFZH-mEAEHM
B% (363mg, 1.53mmol) BENLEY) 74 (313mg, 64%).

IH NMR (270 MHz, CDCls) 6(ppm) : 2.04 (s, 3H), 2.29 (s, 3H), 2.38 (s, 3H),
3.20-3.30 (br s, 1H), 7.88-8.15 (m, 3H), 8.32-8.33 (br m, 1H)

L) 72 (LAY 75)

TR 1. Ssciifl 1 IR 1 B, @2 6" -—FRAEKLE (606ms,
3. 98mmol) FIEEFMR (374mg, 4.09mmol) BF| 2’ ,6’ -CHEREZF=HE
EBAR (74Tmg, 83%).

'H NMR (270 MHz, DMSO-ds) §(ppm) : 2.09 (s, 3H), 3.77 (s, 6H), 6.80 (d, J =

8.2 Hz, 2H), 7.44 (t, J = 8.2 Hz, 1H), 7.83 (br s, 1H), 8.04 (br s, 1H), 8.31 (br s,
1H)

TR 2. Sl T2 A GrEAIK?2 6 -—HEAERIE-
R AR (363mg, 1.61lmmol) BIMLAY 75 (441mg, 89%).
1H NMR (270 MHz, CDCls) 8(ppm) : 2.02 (s, 3H), 2.21 (s, 3HD, 2.51 (s, 3H),

3.78 (s, 6H), 6.53 (d, J = 8.5 Hz, 2H), 7.15 (t, J = 8.5 Hz, 1H), 8.70 (br s, 1H)
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ST 73 (L&) 76)
TR 510 TF1 AR B3’ ,5 -—BE%ZE(613mg,4. 03mmol )

FOEEBIR (376mg, 4. 1lmmol) 83 3’ |5’ -—REXZR=-HEEBR (707ng,
78% ).

1H NMR (270 MHz, DMSO-ds) §(ppm) : 2.20 (s, 3H), 6.25 (br s, 1H), 6.69 (br
s, 2H), 7.64 (br s, 1H), 8.26 (br s, 1H), 9.29 (br s, 2H), 10.19 (br s, 1H)

TR2: 53F 1 IR 2 R, B EEBRK 3 ,5 ~-—REXZE-4%
HETR (622mg, 2.76mmol) BEMLEY) 76 (591mg, 69%).

H NMR (270 MHz, CDCls) §(ppm) : 2.01 (s, 3H), 2.17 (s, 3H), 2.18 (s, 3H),
6.10 (br s, 1H), 6.16 (br s, 2H), 9.27 (br s, 2H), 11.59 (br s, 1H)
SERf 74 LAY 1T

THF1: 5K 1 THFLREE B3 4 -—BREXZE(606mg, 3. 98mmol )

FEERAR (374mg, 4. 09mmol) B3] 3" ,4’ -:ﬁgiam%ﬁ%ﬁﬁiﬂ& (74Tmg,
83%),

1IH NMR (270 MHz, DMSO-ds) §(ppm) : 2.20 (s, 3H), 6.72 (br d, J = 8.3 Hz,
1H), 7.18 (br d, J = 8.3 Hz, 1H), 7.29 (br s, 1H), 7.65 (br s, 1H), 8.18 (br s, 2H),
9.09 (br s, 2H), 10.09 (br s, 1H)

TH2: 561 MITF2 R, A LRG3 4 -ZREXZH-%
HEFAR (363mg, 1.61mmol) BIMULEY) 77 (441ng, 89%).
'H NMR (270 MHz, CDCls) §(ppm) : 2.01 (s, 3H), 2.06 (s, 3H), 2.20 (s, 3H),

6.62 (br t, J = 7.6 Hz, 1H), 6.66 (br d, J = 8.2 Hz, 1H), 6.71 (br s, 1H), 8.93 (s,
1H), 8.97 (s, 1H), 11.56 (br s, 1H)

SEHEG) 75 (ALY 78)
THRI:5LHEFA 18T/ IR B2 ,4 -—HEXZEI(598ng, 4. 04mmol )

FIEZHAR (366mg, 4.00mmol) % 2° , 4" -ZHERZK-FHEERMIR (110ng,
12%).

ITH2: 5Lipl 1 IF2 R BLEBIN2 4 -—HEXOKF-%
AP (100mg, 0.452mmol) BEMULEY) 78 (107Tmg, 77%).
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H NMR (270 MHz, CDCls) 8(ppm) : 2.16 (s, 3H), 2.21 (s, 3H), 2.35 (s, 3H),
6.92 (d, J = 7.9 Hz, 1H), 7.07 (d, J = 7.9 Hz, 1H), 8.22 (br s, 1H)

SEHE) 16 (ALEYT19)
T/ 1: fEKEM (1.00mL, 20.6mmol) HIZAE (5.00mL) %R IMAFHE

BSHETEEE (2.00mL, 20.4mmol), ZE 60°C TFHiH: 30min. ZERNWHIMIAN—Z B
(50mL), T8 HT A E 4K TR I8 A Bk, B3] 4-IRREEEMAR (1. 22g,
46%).

IH NMR (270 MHz, DMSO-ds) §(ppm) : 4.11 (t, J = 5.3 Hz, 2H), 4.47 (br s,
2H), 5.03 (d, J = 12.3 Hz, 1H), 5.08 (d, J = 19.1 Hz, 1H), 5.86 (m, 1H), 7.88 (br
s, 1H), 8.70 (br s, 1H)

TH2: 5%l 10TF 1R 32K (1.09nL, 9.34mmol) F1_ETHE
R &-HAEEEBR (1.22g, 9.31mmol) BEEZK=4-KREREERR
(1.74g, 80%).
IH NMR (270 MHz, DMSO-ds) §(ppm) : 2.31 (s, 3H), 4.25 (t, J = 5.8 Hz, 2H),
5.10 (d, J = 10.5 Hz, 1H), 5.18 (d, J = 17.5 Hz, 1H), 5.91 (m, 1H), 7.37-7.42 (m,

3H), 7.91-7.94 (m, 2H), 8.61 (t, J = 6.0 Hz, 1H), 10.3 (br s, 1H)

TH 3: ¥ LEBRINEZEF-1-GRNEHETEMR (30mg, 0. 11mmol) ¥EAE
T& 45 (0.5nL), INAZBEE (0.17ml, 2.32mmol). AHEBE (0. 190mL, 2. 31mmol),
EZEER THH 5he £ RMBFMA 2mol/L FIEEMKEHE, FHZBRIEER.
REMEAEKERNENEARKERERAIE, RARRAT KRR TR, &
HEFl. HORZER/IECk=1/2 BB ITHERGILRAe, BILEY 79

(25mg, 89%).

'H NMR (270 MHz, CDCls) §(ppm) : 2.26 (s, 3H), 2.27 (s, 3H), 2.36 (s, 3H),
4.47-4.53 (m, 2H), 5.24 (4, J = 17.3 Hz, 1H), 5.29 (d, J = 10.5 Hz, 1H), 5.91 (m,
1H), 7.20-7.45 (m, 5H)

FAB-MS (m/z) : 318 (M++1)

SERIBI 77 (LA 80 F 81)
TH1: 53H6] 76 K1 1R 3 FIFE, BESHS 76 I 2 PR EINELE
=4- IR EEEEMAR (694mg, 2.97mmol). BT BEE (0.63mL, 5.97mmol) Fal
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B (0.43mL, 5.26mmol) BEMLAY 80 (42mg, 5%).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.10 (d, J = 6.8 Hz, 3H), 1.13 (d, = 6.9
Hz, 3H), 2.39 (s, 3H), 3.25 (quin., J = 7.0 Hz, 1H), 3.84-4.00 (m, 3H), 5.19 (d, J
=10.2 Hz, 1H), 5.26 (d, J = 17.2 Hz, 1H), 5.93 (m, 1H), 7.20-7.49 (m, 5H)

TR 2: S5cHl 15 AR, B EEABINAY 80 (623mg, 2.05mmol)\ &
@4 (0.59ml, 8.30mmol) FIMEEE (0.77mL, 8.28mmol) BELEY 81 (527mg,
74%).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.10 (d, J = 6.9 Hz, 3H), 1.12 d, J = 6.9
Hz, 3H), 2.27 (s, 3H), 2.34 (5, 35, 3.21 (quin., J = 6.9 Hz, 1H), 451 (or s, 21,
5.25 (d, J = 17.2 Hz, 1H), 5.30 (d, J = 10.7 Hz, 1H), 5.93 (m, 1H), 7.20-7.42 (m,
5H)

AP-MS (m/z) : 346 (M*++1)

L) 78 (hEY) 82)
S 76 (T RERRE, BZESIES | 1 TRF | hEAKELE-SHEEGR

(306mg, 1.59mmol). 4R BEES 0. 40mL, 3.21mmol) FAtthE (O.26mL, 3. 22mmol)
BELEY 82 (269mg, 47%).

'H NMR (270 MHz, CDCL) 6(ppm) : 1.29 (s, 9H), 1.30 (s, 9HD, 2.35 (s, 3H)
7.20-7.46 (m, 5H), 7.90 (m, 1H)
AP-MS (m/z) : 360 (M+1)

L] 79 (AhE4) 83 F184)
T/ 1. 5scitif 12 F#E, hi7e St 18 18 EH4L-&4 21(1. 00g, 2. 88mmol )

2344 83 (537mg, 67% ),

'H NMR (270 MHz, CDCls) 8(ppm) : 1.12 (d, J = 6.9 Hz, 3H), 1.14 (d, J = 6.9
Hz, 3H), 2.39 (s, 3H), 2.91 (d, J = 4.9 Hz, 3H), 3.30 (m, 1H), 3.90 (br, 1H),
7.20-7.43 (m, 5H)

TR 2. 5scHe® 15 Rk, B EEBRMLEY 83 (636mg, 1.93mmol). &
B4 (0.28mL, 3.87mmol) FIMKEE (0.32mL, 3.90mmol) 7BEMLAY) 84 (233mg,

38%).
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'H NMR (270 MHz, CDCls) §(ppm) : 1.12 (d, J = 6.9 Hz, 3H), 1.14 d J=69
Hz, 3H), 2.28 (s, 3H), 2.34 (s, 3H), 3.28 (quin., J = 6.9 Hz, 1H), 3.46 (br s, 3H),

7.20-7.43 (m, 6H)
FAB-MS (m/z) : 320 (M++1)

TCEMT (CieHauN:0:S): L@ (%) C: 60.16; H: 6.63; N: 13.15, HEE
(%): C: 60.27; H: 6.73; N: 13.20.

L% 80 (4kEY) 85)
TR 1: 536 1 MIF 2 FM, BIESSHS 1 BIF 1 HRINERLE-=

ZEETR (517mg, 2.68mmol) FL/KFATE (2.220L, 13.4mmol) BEULEY
85 (176mg, 20% ).

'H NMR (270 MHz, CDCls) §(ppm) : 1.09 (d, J = 2.6 Hz, 3H), 1.12(d, J =26
Hz, 3H), 1.21 (d, J = 2.6 Hz, 3H), 1.23 (d, J = 2.6 Hz, 3H), 2.37 (s, 3H), 2.50
(quin., J = 6.9 Hz, 1H), 3.20 (quin., J = 6.9 Hz, 1H), 7.20-7.48 (m, 5H), 7.98

(br s, 1H)
AP-MS (m/z) : 334 (M*+1)

TEENHT (CiHeaNo0,S): SCHIME (%) C: 61.23; H: 6.95; N: 12.60. 8 E

(%): C: 61.22; H: 6.93; N: 12.63.

L) 81 (dhEY) 864 87)
T/ 1. 5%HEp 11 Ff, BELES 1 NITF 1 PRANEZR-48 20

Jik (1. 01g, 5. 22mmol) /K5 T B (1. 73mL, 10. 4mmol ) FIALEE (0. 84mL, 10. 4mmol)

B2k &Y 86 (588mg, 43%).

" 1H NMR (270 MHz, CDCls) §(ppm) : 1.09 (4, J = 6.9 Hz, 3H), 1.11 (d, J = 6.9
Hz, 3H), 2.40 (s, 3H), 3.21 (quin., J = 6.9 Hz, 1H), 4.12 (br s, 2H), 7.20-7.40

(m, 5H)
TR 2: 5HEf) 15 [, B EEBREIKNILEY 86 (256mg, 0.97mmol) FE
JKBEEE (0. 46mL, 4.88mmol) BFMLAEY) 87 (47Tmg, 16% ).
‘H NMR (270 MHz, CDCls) 8(ppm) : 1.19 (4, J = 6.9 Hz, 3H), 1.20 (d, J = 6.9
Hz, 3H), 2.25 (5, 3H), 2.38 (5, 3H), 2.47 (quin., J = 6.9 Hz, 1H), 7.20-7.50 (m,
5H)
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LR 82 (L&) 88)
Hseiif) 15 FfE, BESSHES 11 P BEFEY 14 (502mg, 2. 14mmol) I
KB TE (1.77nL, 10. Tmmol) BEMLEY) 88 (53mg, 8% ).

'1H NMR (270 MHz, CDCls) 8(ppm) : 1.20 (d, J = 6.9 Hz, 3H), 1.22 (d, J = 6.9
Hz, 3H), 2.24 (s, 3H), 2.38 (s, 3H), 2.48 (quin., J = 6.9 Hz, 1H), 7.20-7.46 (m,
5H), 8.08 (br s, 1H)

AP-MS (m/z) : 306 (M++1)

SEHE%] 83 (&Y 89)

S53LEE) 15 B, BESEES 11 FARKALEY 14 (303ng, 1.2%mmol).
RGeS (0.32mL, 2.59mmol) FOMELRE (0. 21mL, 2.60mmol) BEMEY) 89
(274mg, 64% ).

H NMR (270 MHz, CDCls) 8(ppm) : 1.50-1.95 (m, 8H), 2.24 (s, 3H), 2.38 (s,
3H), 2.65 (quin., J = 7.9 Hz, 1H), 7.20-7.45 (m, 5H), 8.04 (br s, 1H)
AP-MS (m/z) : 330 (M*-1)

TCEMT (CHaN:0:S * 0. 4H,0): LFUME (%) C: 60.30; H: 6.49; N: 12.41.
WEME (%): C: 60.45; H: 6.49; N: 12.05.

LHEF 84 (L&Y 90 F19D)

TR 1. 5l 11 [, BESHE 1 HTF 1 FEIKRZE-SEER
B (507mg, 2.V63mmol )\ FIK 7 &8 (1. 05mL, 5. 30mmol ) FAAAE (0. 43mL, 5. 26mmol )
BIMLEY 90 (123mg, 13%).

'H NMR (270 MHz, CDCls) §(ppm) : 0.82-1.00 (m, 6H), 2.12 (quin., J = 6.6
Hz, 1H), 2.38 (s, 3H), 2.45 (d, J = 7.7 Hz, 2H), 4.34 (br, 2H), 7.20-7.48 (m, 5H)

TFF2: S5i®) 16 A, B EEBRM044LE% 90 (105mg, 0.38mmol). 7
TEEE (0.08mL, 0.76mmol) FAREEE (0. 06mL, 0.80mmol) BF{L4E4) 91 (128mg,

98%).
"1H NMR (270 MHz, CDCls) 8(ppm) : 0.92 (d, J = 6.6 Hz, 1H), 0.93 (d, J = 6.6

Hz, 1H), 1.18 (d, J = 3.3 Hz, 1H), 1.21 (d, J = 3.3 Hz, 1H), 2.13 (quin., J = 6.6
Hz, 1H), 2.38 (s, 3H), 2.39-2.56 (m, 4H), 7.20-7.48 (m, 5H), 8.15 (br s, 1H)
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LHi) 85 (LEY) 92)

TRK 1: Z£XZ8K (4.00nL, 34.3mmol) HIZME (15ml) W IMAKE B
(6.67mL, 138mmol), [EIFIN# 4h. ¥ RNEAHEMAK, HIBIEREE.
AEMEAPKEREEFEIEUG, AT KRR THE RLEH. ACRCE
/IE B 5E=1/2 KRB TR R A iER 4, BIEXZE=IF (5.39g, ~100%).

TH NMR (300 MHz, CDCI3) §(ppm) : 2.00 (s, 3H), 5.34 (br s, 2H), 7.22-7.60
(m, 5H)
13C NMR (300 MHz, CDCls) §(ppm) : 11.3, 125.1, 127.7, 127.9, 139.1, 146.7

TF 2: RSB (3.40g, 44.6mmol) HITAE (20mL) BWPMAZEER,
(2.80mL, 37.1mmol), 7E 70°C F#i# 10min. ZERMNWEFIMAL LHEHBIKEZL
Bi=f% (5.36g, 40.0mmol), [EIFEIIH 20min. ZERNBAHGE, IMAMAEILE
KW, FEMAER. FABNFAPKEREREIE, RERATKRBRHTEHt
HHER. FZRIE/EOR=1/2 BREHTRERAEES, BRXLI=1-
LEREAEERR (148mg, 2%).

'H NMR (300 MHz, DMSO-de) §(ppm) : 2.15 (s, 3H), 2.28 (s, 3H), 7.47-7.51
(m, 3H), 7.56-7.59 (m, 2H), 11.6 (br s, 1H), 13.6 (br s, 1H)

TFr3: 5l 76 MR 3 A, f EERINELNE=-4- ZBEHEER
R (30mg, 0.13mmol). 4%/RBtE (32uL, 0.26mmol) FIALEE (20u L, 0.26mmol)
BEMLEY 92 (36mg, 88%).
IH NMR (300 MHz, CDCls) &(ppm) : 1.27 (s, 9H), 2.25 (s, 3H), 2.38 (s, 3H),
7.23-7.46 (m, 5H), 8.13 (br s, 1H)
13C NMR (300 MHz, CDCly) §(ppm) : 24.0, 27.2, 39.4, 80.5, 125.1, 128.0,
128.6, 143.0, 143.1, 169.0, 176.7
AP-MS (m/z) : 318 (M++1)

SCHER) 86 (ALE 93)
E5zisl 1 KT 2 R, BESHES 11 PE3K4EY 14, (201mg,
0. 853mmol) F4RBES (0.21mL, 1.71mmol) BF4L44 93 (123mg, 45%).
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'H NMR (270 MHz, CDCly) &(ppm) : 1.26 (s, 9H), 2.24 (s, 3H), 2.38 (s, 3H)
7.20-7.51 (m, 5H), 8.10 (br s, 1H)
AP-MS (m/2) : 319 (M*+1)
sSERif) 87 (LAY 94)
TR 1 SEHE 1 IR FIRE, HiZE7RA (382mg, 4.18mmol) FIEER
§R (541mg, 3.92mmol) BIEREFE=-ZEERR (75908, 88% ).
TR 2. 5aHR 76 B TFF 3 FIFE, i b A S 2 T K= 4R R B IR (256me,
1. 24nmol ). 5 IEE® (597ul, 4. 84mmol) FIMLEE (391ul, 4.84mmol) B3k

&4 94 (270mg, 58%).

IH NMR (270 MHz,CDCls) 8(ppm) : 1.15 (dd, J = 7.1,'7.3 Hz, 3H), 1.29 (s,
9H), 1.34 (s, 9H), 2.29 (qd, J = 7.3, 14.6 Hz, 1H), 3.10 (qd, J = 7.1, 14.6 Hz,
1H), 7.21-7.40 (m, 5H), 8.31 (br s, 1H)

AP-MS (m/z) : 377 (M*+1)

SEHEf) 88 (4L EY 95)
T/ 1. % 2-REFZMERE (6. 108, 35. smmol) VAT — & A k¢ (60mL),

A= 2.0 (7. 568, 74. 9mmol). 5 A RA S0F) 0°C, ARJE AN\ FRABESE (2. 84nl,
36. 5mmol ), 7EFRAAE TH# Smin, BAZE TR 2h. ERBBHFMAK,
1mol/L fEERe, FARATER. AT KREMTRENEUSE, RIEHEBBER. %
R E s (Gul) F, ERBUE LS, B 9- (F A BERREE) B LM
(4.58g, 57%).
TR 2. Sciigl 1 WIF 1 A&, h FEARI 2- (PEBE) R LM
(4.58g, 20.2mol) FEAEFR (1.84g, 20. 2umol) F2 2- (B R LW
R IR (3.08g, 51%).
TR 3. 5scHEsl 76 I 3 AR, h F A 2- (FERBRE) & L8=
g EAERUR (1.31g, 4.36mmol). FFIBEE (2. 108 17. 4mmol) FRmLmE (1.38g,
17. 4mmol) BFMLEY 95 (1.81g, 91%).
'H NMR (270 MHz, CDCls) 5(ppm) : 1.30 (s, 9H), 1.36 (s, 9H), 2.97 (s, 3H),
3.98 (dd, J = 5.3, 13.8 Hz, 1H), 4.64 (dd, J = 8.5, 13.8 Hz, 1H), 5.10 (br dd, J = °
| 5.3, 8.5 Hz, 1H), 7.25-7.39 (m, 5H), 7.93 (br s, 1H)
AP-MS (m/z) : 453 (M*1)

st 89 (ALE 96)
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TH1: 56 1 OTIF 1 R BESHG 88 RN 2- (FREBKRE)
A K (209 mg, 0.98mmol)) 1 4-FEEEMAR (106mg, 1.00mmol) 78F) 2- (H
TABLRGEL) 22 2 M9=48 - EEEMR (122mg).
TR 2. 5Cif 76 KK 3 A, H EERIE 2- (FEBERE) X 28-
45 4-FEEEFR (122mg, 0.41mmol). 4FREEE (128uL, 1.04mmol) FNRERE
(80uL, 1.04mmol) BEULEHY 96 (68mg, 15%).

IH NMR (300 MHz, DMSO-d¢) §(ppm) : 1.27 (s, 3H), 1.28 (s, 3H), 2.95 (s, 3H),
3.53 (s, 3H), 3.94 (dd, J = 13.9, 6.4 Hz, 1H), 4.27 (dd, J = 13.9, 7.9 Hz, 1H),
7.11 (t, J = 7.2 Hz, 1H), 7.21-7.38 (m, 5H)

AP-MS (m/z) : 467 (M*1)

RG] 90 (k&Y 97)

TH1: 5Lt 88 K T/F 1 Ak, M 2-E R Z KR £5(714mg, 4. 16mmol ).
=ZJ#& (1.45mL, 10.4mmol) FIZFEBEE (0.434mL, 4.58mmol) 83| 2- (ZHEBE
FEH) % 2.8 (36Tmg, 39%). |

TH 2. 5LiE 1 WLF 1 A, A LEBIK 2- (ZHEREBHRE) X228

(367mg, 1.61mmol) FMEEMAR (147mg, 1.61mmol) BH| 2- (ZHEELEE) XL

Fi=g5 R ERMAR (327mg, 43%).

TH 3: Si# 1 MITHF 2 AR, B 2-(EBEE) X ZFR-HEEHR

(99mg, 0.330mmol). 4FRBESE (1621 L, 1.32mmol) FAkAE (130u L, 1.58mmol)

BEML-EY 97 (39mg, 25%).

IH NMR (270 MHz, CDCls) §(ppm) : 1.26 (s, 9H), 1.28 (t, J = 7.8 Hz, 3H), 1.29
(s, 9H), 3.09 (m, 2H), 3.97 (dd, J = 5.1, 13.5 Hz, 1H), 4.60 (dd, J = 8.1, 13.5
Hz, 1H), 4.99 (br dd, J =5.1, 8.1 Hz, 1H), 7.25-7.38 (br s, 5H), 7.93 (br s, 1H)

LHEF) 91 (LAY 98)

Tl 5XWE 1 IF 1 RE, B 2-FEEXLE (288ng, 1.92mmol)
MEFEGIR (179mg, 1. 96mmol) B F| 2-FEER Z Fi-48 R AR (367mg, 62%).

TH2: 5L 1 LF2 A dEEBIN -FEREXEZF-FEER
R (128mg, 0. 573mmol) . 4L (2111 L, 1. 72mmol ) FIMLAE (1521 L, 1. 88mmol )
BE4ESY 98 (132mg, 59% ).
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1H NMR (270 MHz, CDCls) &§(ppm) : 1.28 (s, 9H), 1.32 (s, 9H), 3.51 (s, 3H),
4.36 (d, J = 9.6 Hz, 1H), 4.48 (d, J = 9.6 Hz, 1H), 7.24-7.38 (m, 5H), 7.88 (s,

1H)
AP-MS (m/z) : 392 (M+*+1)

SEHEB 92 (A& 99)

TH 1. BB (0.476g, 5.00mmol) ¥R T N, N-—FEFBE (10nL),
BN 60% I ALEN (0. 275g, 5.00mmol), ZE/KWHITHEEE 20min. 7&K MW N
A 3-FEAE (843mg, 5.00mol), ZEKAHTHEE 1h, BESETHF: 15h. 7
RMNEBHIMAK, AZBRZEXER. AEMEAHKEBRREREIE, £RATKER
RO TRLUE, BERBEN. HEV/FEE=20/1 ¥RE#ITHRRGITR,
23 3- (FEABEERE) XN B (240mg, 21%).

TR 2: 5%F 1 T/ 1 R, BEEAIE - (FEBRE) XHE
(388mg, 1.71mmol) FIEEMAR (156mg, 1.71mmol) 783 3- (FAEEBLEE) XA/
Fi=48 EEFAR (219mg, 45% ),

TR 3: 5%H6 1 MITF2 R, BLEEEK - (FRHEEBRE) XRE=4
FAEBTAR (200mg, 0.696mmol). HFIUBEE (3421 L, 2.78mmol) FIMLEE (2191 L,
2.78mmol) B ELEY 99 (218mg, 86%).

IH NMR (300 MHz, CDCls) 8(ppm) : 1.30 (s, 9H), 1.34 (s, 9H), 2.56-2.65 (m,
1H), 2.94 (s, 3H), 3.21-3.44 (m, 2H), 3.58-3.70 (m, 1H), 4.45 (br s, 1H),
7.28-7.37 (m, 5H), 7.97 (br s, 1H)

AP-MS (m/z) : 467 (M™-1)

L] 93 (LAY 100)

5t 76 K TRF 3 R, RESSHEG 92 KT 2 HEFIK 3- (FEBEE)
FAF-HEERR (173mg, 0.604mmol). BT EEH (3161 L, 3.02mmol) FIAME
(292u L, 3.62mmol) BEIHRMEY. B RILEYBET FEE (10mL), fH
ABKERS (1.00g, 7.24mmol), RIZUBEH 1h. RETIERNE, HiduEmkgs L
Ja, MAEY . KF0 1. Omol/L WIELER, A ETHATER. AEMEHHKEBRYE
BEIE, ALKBRATER mERLEN. $REGIFHEGIE (&MH/H

BE=20/1) #HATHEH|, BE4LEY 100 (111lmg, 41%).
1H NMR (270 MHz, DMSO-dg) §(ppm) : 0.99-1.07 (m, 12H), 2.55-2.66 (m, 2H),

2.80-3.00 (m, 1H), 2.89 (s, 3H), 3.05-3.17 (m, 1H), 3.24-3.38 (m, 2H), 7.15 (br
t, J =5.9 Hz, 1H), 7.24-7.39 (m, 5H), 11.6 (br s, 1H)
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SCHif] 94 (k&% 101)
TR 1 5KF 88 BT 1 [EkE, d 2-BER ZKI2hMREE(5. 47g,31. 9mmol ).

=Z# (11.1mL, 80.0mmol) ME/K=FM LB (4.96mL, 35. 1mmol) 78Z| 2- (=%

ZEEREH) X ZH (4.38g, 59%).
THF2: 5/ 1 WTHF | A8, A EHBIN 2- SR OBHEE) XL

(3.00g, 13.0mmol) FIEEMIR (1.18g, 13.0mmol) B F 2- CHRLEBLEKRE) X

ZE=FA A EARAR -
TF3: 53kmt] 76 ML 3 FR, B ELEAN 2- CSROBEE) X L=

FEREFR. 55 REEE (50mmol, 6. 16mL) FIMLAE (60. Ommol, 4.85ml) BEM4LE
101 (1.72g, 28% ).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.27 (s, 9H), 1.38 (s, 9H), 3.95 (dd, J =
3.0, 13.5 Hz, 1H), 4.89 (dd, J = 3.7, 13.5 Hz, 1H), 7.15 (br d, J = 7.3 Hz, 2H),
7.30-7.40 (m, 3H), 7.92 (br s, 1H), 8.27 (br s, 1H)
AP-MS (m/z) : 471 (M™-1)
%] 95 (A 102)
5aeiEs) 76 M1 T 3 R, BHEESEHER) 88 I LFF 2 h R RIN 2- (FFHABEEE)
FZ =4 F 2R (100mg, 0.333mmol). FTEES (140uL, 1.33mmol) FIRHRE
(1081 L, 1.33mmol) FEMLAY 102 (64. 6mg, 39%).
'H NMR (270 MHz, CDCls) &(ppm) : 1.17 (d, J = 6.9 Hz, 3H), 1.19 (d, J = 6.9
Hz, 8H), 1.25 (d, J = 6.9 Hz, 6H), 1.29 (d, J = 6.9 Hz, 6H), 3.05 (s, 3H),
3.10-3.30 (m, 3H), 4.01 (dd, J = 4.8, 14.2 Hz, 1H), 4.74 (dd, J = 7.8, 14.2 Hz,
1H), 5.37 (br s, 1H), 7.26-7.40 (m, 5H)

SEMERY 96 (4L&4 103)
K ZESCHEM 95 A RIS 102 (40. Omg, 0. 0805mmol ) ¥EAR T FFEE (10mL)

. ZELEW BB (1.00g, 7.24mmol), BIZUBEHE 1h. TEWENE, &
RNIHEHRGE, REIMAEN . lmol/L MERRAIK, AEHGER. AEDELRHK
BRBERENE, KRR TR REZHER, kREhosBHEARE (K
i/ EE=20/1) HATHEH, BELEY 103 (24. 2mg, 84%).
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1H NMR (270 MHz, CDCls) &(ppm) : 1.13 (d, J = 6.9 Hz, 3H), 1.18 (d, J = 6.9
Hz, 3H), 1.21 (d, J = 6.9 Hz, 3H), 1.23 (d, J = 6.9 Hz, 3H), 2.50 (m, 1H), 2.90
(s, 3H), 3.27 (m, 1H), 3.98 (dd, J = 5.0, 13.9 Hz, 1H), 4.60 (dd, J = 8.2, 13.9
Hz, 1H), 5.35 (br dd, J = 5.0, 8.2 Hz, 1H), 7.26-7.40 (m, 5H), 8.02 (br s, 1H)

it 97 (L&Y 104)

TR 1. 55cifl 1 9T 1 R, B 3- (CREEE) XARI(910mg, 4. 26mmol)
FIEEFR (387mg, 4.25mmol) B3 3-(ZHERE) FNF-4E2EMMR (491ng,
46%).

TR 2. 5Hifl 76 (TR 3 A, @ LEARN 3-(CHEER) XAE-
FEEFR (210mg, 0.839mmol). #FRBEA (496u L, 3.78mmol) FILAE (326
pL, 3.78mmol) BEMLAEY 104 (116mg, 33% ).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.29 (s, 9H), 1.31 (s, 9H), 2.23-2.29 (m,
1H), 2.26 (br s, 3H), 2.27 (br s, 3H), 2.46 (ddd, J = 8.8, 4.3, 11.3 Hz, 1H), 2.87
(m, 1H), 3.31 (m, 1H), 7.20-7.36 (m, 5H), 7.90 (br s, 1H)

SEHEf) 98 (AL B 105)

TR 1. 5560 1 81157 2 R, B 3-FE R BRERWE (8. 13g, 42. 3omol)
FUEERAR (3.86g, 42 3mol) 83 3-FAMBERAM=-GEERR (10.6g,
94%).

TR 2. 5L 76 (I 3 FfE, h EERIK -FAFREXNI-SK
EHHR (7. 762, 29. 2mmol ) 4§ [LEEE (14. 4nL, 117mmol ) FIAkRE (11. 3uL, 140mmol)
BIULEY 105 (9.70g, T7%).

'H NMR (270 MHz, CDCls) 8§(ppm) : 1.29 (s, 9H), 1.32 (s, 9H), 2.37 (m, 1H),
2.67 (m, 1H), 2.79 (m, 1H), 3.42 (m, 1H), 3.70 (s, 3H), 7.22-7.40 (m, 5H), 7.89
(br s, 1H)

LHiE 99 (b AY) 106)

WA (2.7g, 67Tmmol) BEAET/K (23ul) #, REMAFA (30nl) &
FipiEe . ZE MR INAZESSHEE 98 A BRI A 105 (9. 65g, 22.3mmol),
FEZB T HEE 5ho ZERPEEP A 1mol/L H#RER (20mL). 7K (30mL), I HitT
HEEREER. AARN-RARBARAING S RERETE, BELEY
106 (8.92g, 96% ).
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1H NMR (270 MHz, CDCls) 6(ppm) : 1.30 (s, 9H), 1.33 (s, 9H), 2.00-2.51 (br s,
1H), 2.44 (m, 1H), 2.66 (m, 1H), 2.88 (m, 1H), 3.44 (m, 1H), 7.23-7.40 (m, 5H),

7.92 (br s, 1H)

L] 100 (4LE&H 107)

WAL 99 BRIMLEY 106 (1.21g, 2.88mmol) ¥#HIE 0°C, IIAERE:
® (5mL), £ 0°C TREL 1h. MRMEPRERLER, BRBELSTHR. &R
B IAVYERRRE, 7 0°C FHELUR, A 4mol/L HIE - B (5nL, 20mmol ),
HEERTHI 3h. ERMNBEFIA Imol/L HILhEE (20mL) Fzk (30mL), &)
BATRER . REMEASKBEREREIE, B KRRYTE. BUERD R,
AERFINBRPMA SR HER, SEHBIFHBNARSES. AKX RRERLER
RAMGRUE, BETHR, BIHEY 107 (8.92¢, 96%).

'H NMR (270 MHz, DMSO-ds) 6(ppm) : 1.17 (s, 9H), 1.28 (s, 9H), 1.81-2.03
(m, 1H), 2.15-2.30 (m, 1H), 2.49-2.75 (m, 1H), 2.95-3.20 (m, 1H), 6.80 (br s,

1H), 7.20-7.41 (m, 5H), 10.93 (br s, 2H)

SEHERY) 101 (4L&% 108)

535 100 FFE, BZELHES) 99 F AL A 106(0. 104g, 0. 248mmol ),
B (5mL). FREREERER (0. 017g, 0. 245mmol ) = Z.B& (0. 062g, 0. 614mmol)
HE4 A9 108 (65mg, 60%).

APCI-MS (m/z): 433 (M'-1)

RG] 102 (bEY 109)

5sciif 100 FEE, B7ELHF) 99 FEEIMILEY 106 (1. 20g, 2. 86mmol ),
FRER (5mL) F 4mol/L f) k- FREZYA K (10mL, 40mmol) 78-Z4kA 4 109 (1. 08g,
87%).

AP-MS (m/z): 431 (M™-1)

LG 103 (thEY110)

T/ 1: 5cHfl 1 TF 1 AR, 6 3-(CHFEFEERE) 78 (4. 00g,
18. Tmmol) FIEEEMAR (1.70g, 18.7mmol) B3| 3-(C HEFEBE) XHF=4
KERMR (3.67g, 19%).

TF2: H53Mf) 76 I 3 A, A LEEAIN - CHERERE) XH
=48 & ZEHAR (2. 00g, 7. 99mmol ). 4 RBES (3. 94mL, 32. Ommol ) FORHLIE (3. 11nL,
38. 4mmol) EMLAEY 110 (1. 64g, 49%).

AP-MS (m/z): 447 (M'+1)
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THif) 104 (LAY 111)

Esoitf) 100 FHE, BHELHES 99 R A RIKLEY 106 (51. 8mg, 0. 124mmol )+
LS (0.5mL). ZMEBE (7.58mg, 0.248mmol) FI=Z.J& (18.8mg, 0.186mmol)
BEULEY) 111 (480mg, 84% ).

IH NMR (270 MHz, CDCls) 8(ppm) : 1.29 (s, 9H), 1.33 (s, 9H), 2.16-2.25 (m,

1H), 2.65-2.79 (m, 2H), 3.33-3.44 (m, 3H), 3.72 (m, 2H), 6.18 (br s, 1H),
7.22-7.35 (m, 6H), 8.01 (br s, 1H)

LG 105 (A 112)

55eiif 100 RIFE, H7ELHER 99 B S AHEY) 106(51. 8mg, 0. 124mmol )+
BEEEE 0.5mL). IETE& (18.14mg, 0.248mmol) F=Z & (18. 8mg, 0. 186mmol)
BEEY 112 (400mg, 68%).

'H NMR (300 MHz, CDCls) 8(ppm) : 0.92 (t, J = 7.1 Hz, 3H), 1.25-1.60 (m,
4H), 1.29 (s, 9H), 1.33 (s, 9H), 2.16 (m, 1H), 2.69 (m, 2H), 3.25 (m, 2H), 3.67
(m, 1H), 5.62 (br s, 1H), 7.23-7.34 (m, 5H), 7.94 (br s, 1H)

SHif) 106 (4LEH 113)

52 100 FIHE, BEESLHER] 99 A R H4L&4) 106 (51. 8mg, 0. 124mmol).
BEER (0.5mL). FFOHE (24.6mg, 0.248mmol) FI=Z M (18.8mg, 0.186mmol)
B 2&% 113 (50mg, 81%).

'H NMR (270 MHz, CDCls) §(ppm) : 1.05-1.50 (m, 6H), 1.28 (s, 9H), 1.33 (s,
9H), 1.65-1.80 (m, 2H), 1.85-1.95 (m, 2H), 2.14 (m, 1H), 2.65 (m, 2H), 3.37 (m,
1H), 3.38 (m, 1H), 5.50 (br s, 1H), 7.10-7.38 (m, 5H), 7.93 (br s, 1H)

SEREBI 107 (kB 114)

TR 1 55EHEF 1 F1 TR | R, B 4-FRE FBEZE T K(0. 588g, 2. 85mmol)
MEEMIR (0. 260g, 2. 85mmol ) B3 4-FE FBEET F-4 & EHMAR (0. 700g,
88%).,

TR 2: 556 76 MIF 3 [, A -EAIN -PEAFRBERETFH-8%
AR FRBES (0. 549mL, 4. 45mmol) FAMLRE (0.431mL, 5.34mmol) BEMLE
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Y5114 (318mg, 64%).

» 9H), 1.32 (s, 9H), 1.51- 1.60 (m,

1H), 2.10-2.30 (m, 2H), 2.44 (m, 2H), 3.03-3.17 (m, 1H), 3.68 (s, 3H), 7.20-7.38

(m, 5H), 7.95 (by s, 1H)

SEHf 108 (L&Y 115)

it 99 [FFE, B 107 REBIBMLEY 114 (254mg, 0. 567mmol ).
SEA (70.0mg, 1.75mmol). 7K (2uL) FZE (4nL) BRLEY 115 (234mg,
95% ),

'H NMR (270 MHz, CDCla) §(ppm) : 1.29 (s, 9H), 1.32 (s, 9H), 1.65-1.75 (m,

1H), 2.10-2.35 (m, 2H), 2.50 (m, 2H), 3.10-3.20 (m, 1H), 7.23-7.35 (m, 6H),
7.92 (br s, 1H)

LHEF] 109 (b &Y 116)

L 5L 100 F4E, AEsEif] 108 S8 B KL &4 115(50. Omg, 0. 115mmol )+
BEEE (0.5mL) F140% R BE-HEB R (5uL) B3M4LaY 116 (0.028g, 55%).
'H NMR (270 MHz, CDCl) S(pprm) : 1.29 (s, 9H), 1.32 (s, 9HD, 1.50-1.65 (m,

1H), 2.21-2.35 (m, 4H), 2.80 (d, J = 4.8 Hz, 3H), 3.13 (m, 1H), 5.71 (br s, 1H),
7.20-7.35 (m, 5H), 7.97 (br 5, 1H)

SEHEG] 110 (dbEW 117)

53EH) 100 A, hZELiEd] 108 A BIAL-EY 115(51. 5mg, 0. 119mmol ).
EEEA (0.5mL) F 4mol/L HIE - FEEW (5uL) BEULEY 117 (0. 024g, 47%).

AP-MS(m/z) :431 (M'-1)

SERpl 111 (h&Y 118)

H3eiEl 76 80 TR 3 FRE, i SCHIf) 88 B TR 2 R B BN 2- (FEEREAR R
KB =EEFMR (1.00g, 3.49mmol). FTLKBSEE (6591 L, 6.98mmol) FIBHEE

(5651 L, 6.98mmol) BEULAY 118 (302mg, 26%).

'H NMR (270 MHz, CDCls) 5(ppm) : 2.29 (s, 3H), 299 (s, 3H), 4.04 d, J =
14.0 Hz, 1H), 4.55 (d, J = 14.0 Hz, 1H), 7.30-7.41 (m, 5H)
AP-MS (m/z) : 329 (M*+1)

R 112 hE% 119)
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WL HE 111 DBRAAH 118 (10.6ng. 0.0323mmol ) VAT T RN

(80mL) F, FEBLIFMKFIMAZFEREEMLE (7.9mg, 0.0646mmol ) MEHE (7.8
pL, 0.0969mmol), ##1F| 0°C. FEMIFWPIMAFFBES (201 L, 0.162mmol),
7E 0°C FHtdk smin, BAERE THH 4h. ERNEBE R MAK. 1nol/L B, HZ
MZEER. ALKRRATEEIE, REEZLER. AoEEEAE (RMh/
HEE=12/1) ¥Hi5kE, BE4EY 119 (5.3mg, 40%).

1 R ’

H-NMR (270 MHz, CDCla) 8(pm) : 1.27 (s, 9H), 2.32 (s, 3H), 2.95 (s, 3H),
3.98 (dd, J = 5.2, 14.0 Hz, 1H), 4.60 (dd, J = 8.1, 13.9 Hz, 1H), 5.40 (m, 1H),
7.29-7.40 (m, 5H), 8.11 (br s, 1H)

LR 113 (LAY 120)

BAESCHER 88 ML 2 F 1B EIR 2- (FHABEE) X ZN=48 R E5 AR (300mg,
1. 05mmol) ¥EAZ T UYE kMg (18mL) 1, A 4-—HEFEMAE (641mg, 5. 25mmol )
FOgRRBES (0. 13mL, 1. lmmol), EZFR THH. AE4HIE 1h LUSH 2h IS
BN RBES (0.065mL, 0.53mmol), BILHiHE 3.6h. ZERMNEPIMAK, H
ZMZESREE, FMAELAKEREREIEE, AEKRR TR, MEX
HEH, AoEEEAE (FU/FR=20/1) KERE, B34EY 120 (88ng,
KR 22% ),

'H NMR (270 MHz, CDCls) 6(ppm) : 1.34 (s, 9H), 2.96 (s, 3H), 4.06 (dd, J =

6.2, 13.7 Hz, 1H), 4.19 (br s, 2H), 4.58 (dd, J = 7.0, 13.7 Hz, 1H), 5.20 (t, J =
6.4 Hz, 1H), 7.27-7.55 (m, 5H)

AP-MS (m/z) : 371 (M++1)

SR 114 (bEY) 121)

# 6-R OB (469mg, 2.41mmol) WA T —FH L (15ml) #, MAEBE
(0.28mL, 3.2mmol), ZEZBETHH 2h. ARMWTHERLEN, BEIKR
BERBT W5 (150L) P, IMAZELHE 113 PHBLEY 120 (297ng,
0.802mmol ). RAE (0.20mL, 2.4mmol), BB FHEE 1h. X W H IR 48 L
Ja, IAK, AZBZEBERER. ARAFAHKEREEEIEUE, A KRE
PR, BERLER, AoEEREE (R0 Fr=30/1) KHRE, B3ks
) 121 (315mg, WFE 72%).
'H NMR (270 MHz, CDCls) 8(ppm) : 1.32 (s, 9H), 1.50 (m, 2H), 1.67 (m, 2H),

1.86 (q, J = 6.7 Hz, 2H), 2.34 (t, J = 7.3 Hz, 2H), 2.98 (s, 3H), 3.40 (t, J = 6.6
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Hz, 2H), 3.99 (dd, J = 5.2, 13.6 Hz, 1H), 4.63 (dd, J = 8.2, 13.6 Hz, 1H), 5.24
(dd, J = 5.5, 7.9 Hz, 1H), 7.26-7.38 (m, 5H), 8.40 (br s, 1H)
AP-MS (m/z) : 547 (M*+1)

SRR 115 (HhBY) 122)

e 114 AT A 121 (315mg, O. 575mmol) ¥WART N,N-—H &
FEEE (9.5mL) 1, IRASES (187mg, 2.88mmol), £ 80°C F#i$E 2h. R
R IAK, FZRTEER, AR S ALK R IRE SR A HUZ LIS, FITOKEL
TR, RERHER, AoEEEReaR (Big/ZBTls=1/2) HKHZRE, #
Fkad 122 (211mg, WE 72%).

IH NMR (270 MHz, CDCls) §(ppm) : 1.2 (s, 9H), 1.42 (m, 2H), 1.55-1.74 (m,

4H), 2.35 (¢, J = 7.3 Hz, 2H), 2.97 s, 3H), 3.28 (t, J = 6.7 Hz, 2H), 4.13 (dd, J

= 7.2 14.3 Hz, 1H), 4.63 (dd, J = 8.3, 13.5 Hz, 1H), 5.21 (dd, J = 5.2, 8.0 Hz,
1H), 7.26-7.38 (m, 5H), 8.37 (s, 1H)
AP-MS (m/z) : 510 (M*+1)

SLHif] 116 (a4 123)
W7 SR 115 B FILAY 122 (23. 6ig, 0. 0463mmol) YRR T U0 SRk

(1.omL) &, PRASZEEERE (36.4mg, 0.139mmol), HEEETHH 25nin. R
R, B 28R CERAEAL, RSB KBRS EHLE, BB RTKE
MR, BRI, AoBERE AR (fi/ FIRE/8=5/0. 8/0. 2) ¥ HIFRE,
BEEW 123 (7. 1mg, WHE 32%)-

1H-NMR (270 MHz, CDCls) 5(ppm) : 1.31 (s, 9H), 1.47 (m, 2H), 1.57 (m, 2H),
1.70 (m, 2H), 2.39 (m, 2H), 2.82 (m, 2H), 2.97 (s, 3H), 3.95 (d, J = 13.7 Hz,
11D, 4.14 (br s, 3H), 4.65 (d, J = 13.5 Hz, 1H), 7.24-7.35 (m, 5H)

AP-MS (m/z) : 484 (M*+1)

SCHB) 117 (L EY) 124)

WEScHEB] 116 FARNKEAY 123 (5. Omg, 0.010mmol) BT _H PR
(0. 4nL) 7, AL (0. 0025mL, 0.031mmol). ZBEH (0. 0015mL, O. 021mmol ),
EEETHE 0.8h. ERMEFMAK, HZRIEER, AR RAL IR
WEENE, REATKERHTER. RERHEN, Hou#EEail (Ea/H

B=20/1) KHRE, BRWAY 124 3.9ng, KET2%).
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1H NMR (270 MHz, CDCls) §(ppm) : 1.32 (s, 9H), 1.37 (m, 2H), 1.53 (m, 2H),
1.69 (m, 2H), 1.98 (s, 3H), 2.39 (t, J = 7.4 Hz, 2H), 2.97 (s, 3H), 3.24 (m, 2H),
3.98 (dd, J = 5.2, 13.6 Hz, 1H), 4.64 (dd, J = 8.2, 13.5 Hz, 1H), 5.22 (dd, J =
5.4, 8.2 Hz, 1H), 5.68 (m, 1H), 7.24-7.38 (m, 5H), 9.08 (s, 1H)

FAB-MS (m/z) : 526 (M*+1)

EHEB] 118 (L&Y 125)

TH1: 5%/ 1 MIF1EE B3 -BREXZE (279mg, 2. 05mmol)
M 4-ZEREMR (242mg, 2.03mmol) 3% 3’ -BEXZF=4-Z EBHEEBRR
(342mg, 70%).

TR 2: 5KHES 1 BT 2 A, AEERREN 3 -BEXZF=-4-2544%
FAEHAR (200mg, 0.843mmol). JL/KBEER (260mg, 2.53mmol) FOALRE (108uL,
1. 34mmol) BEMLEY) 125 (90mg, 60%).

'H NMR (270 MHz, CDCls) 8(ppm) : 2.02 (s, 3H), 2.20 (s, 3H), 2.28 (s, 3H),
2.30 (t, J = 8.4 Hz, 3H), 2.36 (s, 3H), 3.30-3.47 (br s, 2H), 7.20-7.40 (m, 5H)
SCHEB 119 (4bE4 126)

55 65 R, BESLHEG) 118 PEFIK4LEY 125 (187mg, 0.515mmol ).
FRZ (10mL) FIBKERER (1.00g, 7.24mmol) BF{LEH 126 (8lmg, 49%).

'H NMR (270 MHz, DMSO-de) §(ppm) : 2.01 (s, 3H), 2.18 (s, 3H), 2.23 (s, 3H),

229, J=8.4 Hz, 3H), 3.40 (br s, 2H), 6.65-6.80 (m, 3H), 7.13 (m, IH), 11.6
(brs, 1H)

SEHER 120 (LAY 127)
KL 66 HBEIMLEY 69 (50.5mg, 0.172mmol) WM F & B4
(0.5mL). FEHBEBFIWMA=ZHE (17. 4ng, 0.172mmol). HF B ZHEE (13.61L,
0.172mmol), A=\ FHH 12h. ERMBHMA Imol/L MIEEER. K, FHITHHK.
RBRMEAMKBREEEIE, AL KHRRHTR. RERZLEN, AHEGL
(5 / 58 /7K=90/10/1) K#i%#E, BEULEY 127 (53. 3mg, 85%).
‘H NMR (270 MHz, CDCl3) 8(ppm) : 1.21 (t, J = 7.0 Hz, 3H), 2.09 (s, 3H), 2.22
(s, 3H), 2.35 (s, 3H), 3.31 (m, 2H), 5.03 (br s, 1H), 7.06 (br d, J = 8.4 Hz, 1H),
7.24-7.35 (m, 3H), 8.41 (br s, 1H)
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SEMEG 121 (k&% 128)
53] 76 TR 3 FFE, hEESHG] 59 IR 1 FHB38 37 -BEXZ

Hi=-4a & AR (398mg, 1. 90mmol ). 7 T BEH (1. 56mL, 7. 60mmol ) FIALAE (721mg,
9. 12mmol) BELAY 128 (500mg, 63%).

'H NMR (270 MHz, CDCls) §(ppm) : 1.09 (d, J = 6.8 Hz, 3H), 1.10(d, J = 6.8

Hz, 3H), 1.21 (d, J = 6.8 Hz, 3H), 1.22 (d, J = 6.8 Hz, 3H), 1.29 (d, J = 7.3 Hz,

6H), 2.34 (s, 3H), 2.51 (m, 1H), 2.78 (m, 1H), 3.18 (m, 1H), 7.00 (br d,J=173
Hz, 1H), 7.13 (br s, 1H), 7.25-7.33 (m, 2H), 7.93 (br s, 1H)
SCHifsl 122 (LAY 129)
EsLmif 65 R, HESKRES 121 PR BIRILEY 128 (420mg, 1. 00mmol)
FIBKERAY (1.00g, 7.24mmol) BF4LAH) 129 (298mg, 85%).
'H NMR (270 MHz, CDCls) 8(ppm) : 1.11 (d, J = 7.0 Hz, 3H), 1.12 (d, J = 7.0
Hz, 3H), 1.22 (d, J = 7.0 Hz, 3H), 1.23 (d, J = 7.0 Hz, 3H), 2.23 (s, 3H), 2.51
(m, 1H), 3.20 (m, 1H), 5.60 (br s, 1H), 6.63 (br d, J = 7.3 Hz, 1H), 6.85 (br s,
1H), 6.94 (br d, J = 7.9 Hz, 1H), 7.15 (br t, J = 7.9 Hz, 1H), 8.00 (br s, 1H)

SEHif) 123 (4LE4 130)
5L 76 ¢T3 FAE, BEELHIG 53 KT 1 33 2° -HEZE-=

AR EEBAR (253mg, 1. 11mmol ). #FJLEER (5461 L, 4. 44mmol) FARLAE (3891 L,
4. 80mmol) 8 E4LE4) 130 (389mg, 88% ).

1H NMR (270 MHz, CDCls) 8(ppm) : 1.29 (s, 9H), 1.30 (s, 9H), 2.35 (s, 3H),
7.20-7.27 (m, 2H), 7.35-7.43 (m, 2H), 7.95 (br s, 1H)
LB 124 (LAY 131)
5B 76 B9 TR 3 A, BAELHES 53 WIF 1 hRRK 2 -FE K-
ZEEBAR (400mg, 1.89mmol). T HER (594 1L, 5.67mmol) FIRLEE (538mg,

6. 80mmol) BE|{LE%) 131 (389mg, 86%).
‘H NMR (270 MHz, CDCLs) 8(ppm) : 1.10 (d, J = 6.6 Hz, 8H), 1.12 (d, J = 6.6

Hz, 3H), 123, J=6.9 Hz, 2H), 1.25(d, J = 6.9 Hz, 3H), 2.39 (s, 3H), 2.52
(m, 1H), 3.18 (m, 1H), 7.22-7.28 (m, 2H), 7.37-7.45 (m, 2H), 7.96 (br s, 1H)
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L) 125 (4L A% 132)

I 1. 56 1 (TKF 1 FfE, B 1-(6-E-2-EEE) ZE (630mg,
3. 07mmol) FIEEHMR (281mg, 3.07mmol ) BF] 1- G-R-2-HEIAE) Z =4 & &
BRiBR (7.33mg, 86%),

T2 5xiel 1 MTF 2 A, A LERIK 1-(6-iR-2-ERt) Z.5-=
AR (2. 11mg, 0.758mmol) FI/KEEER (10mL) B EMLEH 132 (158mg,
58%).

" 1H NMR (270 MHz, CDCly) 8(ppm) : 2.15 (s, 3H), 2.19 (s, 3H), 2.36 (s, 3H),
6.84 (br s, 1H), 6.86 (br s, 1H), 8.29 (br s, 1H)

L) 126 (L&) 133)

I 1: 56 1 MIF 1 FfE B 1-Q-R-2-EEE) ZE (108mg,
0.388mmol ) FNEEAAR (36.5mg, 0.399mmol) BF) 1-(3-R-2-HEMEIR) 7. F=2
HEBK.

TH 2: S 1 WL 2 A, B EEAIEN 1-G-R-2-HEE) L=
AR EFRFTKEERE (10mL) BEMLAEY 133 (139mg, 99% ).

IH NMR (270 MHz, CDCls) §(ppm) : 2.04 (s, 3H), 2.14 (s, 3H), 2.23 (s, 3H),
2.41 (s, 3H), 6.96 (br s, 1H), 7.17 (br s, 1H), 9.08 (br s, 1H)

LR 127 (4B 134)

IR 1. 5xms 1 IITF 1 AR, & 1-G-F-2-BIBE) 2K (137mg,
0.853mmol) FNEAEMAR (78mg, 0.853mmol) BF 1-(3-F-2-FEEE) ZF=44
R

TH 2: 5Lis 1 MR 2 A, B EmBREN 1-G-F-2-\lit) Z8-=
ZE S E R AT KESER (10mL) B314LAY 134 (158ng, 58% ).

'H NMR (270 MHz, CDCls) 8(ppm) : 2.14 (s, 3H), 2.21 (s, 3H), 2.43 (s, 3H),
6.89 (d, J=5.3 Hz, 1H), 7.18 (d, J = 5.3 Hz, 1H), 8.28 (br s, 1H)

ST 128 (&9 135)

THF 1: 5%6 1 BITF 1 AN, B 1-C-F-2-H|@E) 28 (92. 9ng,
0.578mmol) FIEEAMBR (52.9mg, 0.578mmol) BZF| 1-(3-H-2-HEMEL) 7. Fi=45
HEMMR (96. Img, 71%).

T 2. H5£Hf) 76 MIF 3 A, B AR 1-C-F-2-ERE) 5=
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HEEFBR (86.9mg, 0.372mmol). 4FBEH (138uLl, 1.12mmol) FIALEE (108
ul, 1.34mmol) AZEHLEY 134 (90mg, 60%6).

'H NMR (270 MHz, CDCls) §(ppm) : 1.33 (s, 9H), 1.35 (s, 9H), 2.43 (s, 3H),
6.90 (d, J = 6.3 Hz, 1H), 7.20 (d, J = 6.3 Hz, 1H), 7.97 (br s, 1H)

SEHEG 129 (A& 136)

BAESHER) 11 ABIKLEY 14 (41mg, 0.17mmol) ¥MT LA (0. 5nL)
t, IATEEEE A TS €0.114mg, 0.522mmol). DMAP (43mg, 0.35mmol), ZEZE
BT 1h,. ERNBFMAK, BZRBRIEER. AEMEAPKERERSE
VB, REHLTKRBMATHR RERLEN. A9BEE 6% (E/F8=20/1)
Kk, BIMLEY 136 (24mg, 41%).

IH NMR (270 MHz, CDCls) 5(ppm) : 1.47 (s, 9H), 2.21 (s, 3H), 2.40 (s, SH),
7.14-7.48 (m, 6H)
AP-MS (m/z): 334 (M™-1)
SEREB] 130 LAY 137D
WAETRER 11 DEBIMAEY 14 (T4ng, 0.31mmol) ¥AET N, N-_ R
B2 (2mL), B 60% BOEALAY (50mg, 1.3mmol). —FHZEEEFEES (0. 116mL,
1. 26mmol), FEZWTHHEE 1h, ZERMEFMAK, HZMIBEER. ARmEL
PKERLEEREIE, BT KRBRMATE, RERBEN. borEHEEE (R
/FREE=40/1, R ZRCE/ETKE=3/1) Kk, /RIANLEY 137 (44mg, 46
9% ).

IH NMR (270 MHz, CDCl») §(ppm) : 2.23 (s, 3H), 2.37 (s, 3H), 3.00 (s, 6H),
7.20-7.45 (m, 5H)
AP-MS (m/z): 307 (M*+1)

SEREG 131 LAY 138)

TR 1. BEAS (11D (130mg, 0.583mmol) BT ZHE (5.4nL) F, A
KA R T RSB AU T BE (0.093mL, 0.78mmol), ZEHEHE 10min S5, MAAFESEHEH) 11
B34 &4 14 (180mg, 0.486mmol), @K EBAEEE, B 1h.
ERMEPIAK, AZRZEFER. ARNEAMKERERENENE, AE
KBEBMA TR, MERHER. SR Ea LR (ZRZE/ECk=1/18) RE,
183 3-ZBtE-5-1R-2- FH-2-3 -1, 3, .- MK (145mg, 84%).
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TH 2: BELHEHBIN 3-ZBi-5-R-2-FE-2-3K-1, 3, 4- T — ik
(50mg, -0. 17mmol ) ¥R F —F B 4% (0. 5mL) &, IIAIEEE (0. 033mL, 0. 33mmol),

FEZR THH 20min. FERNEFMAIKEE (0. 165mL, 1.67mmol), &‘ffﬁfﬁlﬁ/ﬁ
FHik 5.5h. ERNBEFMAK, AHZBREER. HEAELHKEREEER

BHE, REATKRRH TR, BEADEN. B BEEAIE () Bk
&, BEMLEY) 138 (12mg, 24%).
'H NMR (270 MHz, CDCls) &(ppm) : 1.60 (m, 6H), 2.25 (s, 3H), 2.40 (s, 3H),
3.24 (m, 4H), 7.20-7.39 (m, 3H), 7.45 (m, 2H)
AP-MS (m/z) : 304 (M*++1)

SEHif) 132 (4 A9 139)

5seiEfl 131 IR 2 AR, BAESSHS) 131 BT 1 SB35 -2 B -5
R-2-FAEE-2-2% -1, 3, 4-E — Bk (61mg, 0.20mmol) F 4-EHFORME (0. 483nmL,

4. 08mmol) HEMLEY) 139 (38mg, 59% ),

'H NMR (270 MHz, CDCls) 5(ppm) : 0.96 (d, J = 6.4 Hz, 3H), 1.25 (m, 2H),
1.44-1.71 (m, 3H), 2.25 (s, 3H), 2.40 (s, 3H), 2.88 (m, 2H), 3.61 (m, 2H),
7.20-7.49 (m, 3H), 7.46 (m, 2H)

AP-MS (m/z) : 318 (M*+1)

L) 133 (Ah&H) 140)
BEESLHER] 111 PEBIK4E4 118 (50mg, 0. 15mmol ) ¥R F — & H 42 (2mL)

&, fnARERE (0.03ImL, 0.38mmol). EEEF (0.053mL, 0.38mmol), EZRTH
$ 2. 5ho 76 R DA RERE (0. 012mL, 0. 15mmol ) 1 S EES (0. 021mL, 0. 15mmol ),
FEREBETHE lh. ERNBEFIMAK, HZBZEXR. AHRMEILPKE
REBRFEVER, HEKERHTE, BREELEN. doEEEeiE (F6h/F
Bi=15/1) M4, BEMLAY 140 (52ng, 80%).

‘H NMR (270 MHz, CDCls) 8(ppm) : 0.90 (t, J = 6.6 Hz, 3H), 1.22-1.41 (m,

4H), 1.64 (m, 2H), 2.31 (s, 3H),232(t, =175 Hz, 2H), 2.96 (s, 3H), 3.98 (dd,

J=54,139 Hz, 1H), 4.60 (dd, J = 8.1, 13.9 Hz, 1H), 5.38 (dd, J=5.4, 8.1 Hz,
1H), 7.20-7.44 (m, 5H), 8.02 (s, 1H)
AP-MS (m/z) : 427 (M++ 1)

g 134 ke 141)
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Ssiip] 133 FlRE, RELSHS) 111 P 389464% 118 (100mg, 0. 305mmol )«
MLBE (0. 062mL, 0. 78mmol ) 1 5 BE 4 (0. 075mL, 0. 78mmol ) 7B B4k &4 141 (22mg,

18%).

'H NMR (270 MHz, CDCls) 8(ppm) : 1.91 (dd, J = 1.7, 7.0 Hz, 3H), 2.32 (s,
3H), 2.97 (s, 3H), 3.99 (dd, J = 5.6, 13.9 Hz, 1H), 4.61 (dd, J = 7.6, 13.9 Hz,
1H), 5.51 (dd, J = 5.6, 7.6 Hz, 1H), 5.86 (dd, J = 1.7, 15.2 Hz, 1H), 7.03 (dd, J
= 7.0, 15.2 Hz, 1H), 7.22-7.41 (m, 5H), 8.49 (s, 1H)

AP-MS (m/z) : 397 (M*+1)

LRI 135 (A& 142)
53] 133 [FIFE, BZEEHES] 111 PR BKAEY 118 (50mg, 0. 15mmol).

;e (0. 062mL, O.76mmol) FIERPGEFHELS (0.070mL, 0.76mmol) BE{LEY
142 (42mg, 70%).

'H NMR (270 MHz, CD30OD) §(ppm) : 0.87-0.98 (m, 4H), 1.77 (m, 1H), 2.28 (s,
3H), 3.01 (s, 3H), 3.97(d, J = 14.0 Hz, 1H), 4.55 (d, J = 14.0 Hz, 1H), 7.22-7.42
(m, 5H)

AP-MS (m/z) : 397 (M*+1)

S 136 (L& 143)
5seil 133 FIFE, BEESLHES) 111 FEFE4LEY 118 (80mg, 0.24mmol ).
mtEBE (0. 069mL, 0. 85mmol) F1 2-ZBrEE R T B (0.12mL, 0.85mmol) 7BFL

&) 143 (24mg, 22%).

‘H NMR (270 MHz, CDCl:) (ppm) : 1.65 (s, 3H), 1.67 (s, 3H), 2.15 (s, 3H),
2.32 (s, 3H), 2.97 (s, 3H), 3.99 (dd, J = 5.5, 14.0 Hz, 1H), 4.61(dd, J=8.1, 14.0
Hz, 1H), 5.39 (dd, J = 5.5, 8.1 Hz, 1H), 7.29-7 46 (m, 5H), 8.53 (s, 1H)

AP-MS (m/z) : 457 (M*+1)

LR 137 (LEY) 144)

HEESEHIM] 136 HRFIRML A 143 (21ng, 0.045mmol) ¥EAETFHAE (1. 6ul)
K (0.8nL) EHBFEFIF, MAZEME (11ng, 0.45mmol), ZEZR TFHIH
3.5h, FERNBHMAK, FHZRZEBEER. ARHEAHKEREREILES,
KRR T4, BIERNER. Ao RERAE (FH/F8E=9/1) HHRE,
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BEMEY 144 (11mg, 56%).

'H NMR (270 MHz, CDCls) &(ppm) : 1.44 (s, 3H), 1.48 (s, 3H), 2.32 (s, 3H),
2.85 (br s, 1H), 2.97 (s, 3H), 3.98 (dd, J = 5.6, 13.9 Hz, 1H), 4.63 (dd, J = 7.8,
13.9 Hz, 1H), 5.53 (dd, J = 5.6, 7.8 Hz, 1H), 7.25-7.42 (m, 5H), 9.36 (s, 1H)
AP-MS (m/z) : 415 (M*+1)

EHEBY 138 (LAY 145)

H3eep) 133 FIFE, LS 111 PRBIFKLEY 118 (50mg, 0. 15mmol).
mEBE (0.031mL, O.38mmol) FIHEZE ZBE&E (0.035nmL, 0.38mmol) BEMLAEY
145 (bH3mg, 86% ),

1H NMR (270 MHz, CDCls) §(ppm) : 2.32 (s, 3H), 2.96 (s, 3H), 3.49 (s, 3H),
4.00 (s, 2H), 4.00 (dd, J = 5.8, 13.9 Hz, 1H), 4.61 (dd, J = 7.8, 13.9 Hz, 1H),
5.46 (dd, J = 5.8, 7.8 Hz, 1H), 7.25-7.44 (m, 5H), 8.94 (s, 1H)

AP-MS (m/z) : 401 (M*+1)

SERER) 139 (LA 146)

5seief) 133 FFE, AL 111 B 2IK4LE%) 118(100mg, 0. 305mmol )+
Bz (0, 062mL, 0. 76mmol ) FNE Z.BES (0. 061mL, 0. 76mmol )78 F4k. &4 146(105mg,
85% ).,

IH NMR (270 MHz, CDCls) 8(ppm) : 2.34 (s, 3H), 2.97 (s, 3H), 4.02 (dd, J =
5.6, 14.0 Hz, 1H), 4.11(d, J = 15.9 Hz, 1H), 4.18 (d, J = 15.9 Hz, 1H), 4.62 (dd,
J =178, 14.0 Hz, 1H), 5.28 (dd, J = 5.6, 7.8 Hz, 1H), 7.22-7.43 (m, 5H), 8.87 (s,
1H)

AP-MS (m/z) : 405 (M*+1)

THF) 140 (L EY) 147)

WAESLHES] 139 h B TS 146 (50mg, 0.12mmol) ¥E#ETHEE (ImL)
t, HA 50% i — FERGK ¥ (0.033nL), ZEZRTHHE 1h. BFIIAN 50% ) —F
fE/K AW (0. 033mL), ZEFHFNBE THEE 1. 5h. ERNBEFIMAK, AZBRLE
. ARASAPKBREERFEIEE, BKMBRATHR, RERLEN. A
SEEEAIE (FH/WE=1/1) BHRE, B3LEY 147 (20mg, 39%)
'H NMR (270 MHz, CDCls) 8(ppm) : 2.34 (s, 3H), 2.38 (s, 6H), 2.96 (s, 3H),

3.06 (d, J = 17.3 Hz, 1H), 3.10 (d, J = 17.3 Hz, 1H), 4.00 (d, J = 13.9 Hz, 1H),
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4.61(d, J = 13.9 Hz; 1H), 5.36 (br, 1H), 7.25-7.41 (m, 5H)
AP-MS (m/z) : 414 (M*+1)

SEHf 141 (k&4 148)
5seief) 133 FFE, h7esciEd] 111 PR3 3846E%) 118(297mg, 0. 903mmol ).

MEAE (0.183mL, 2.26mmol) A 4- (L HEEE) TERHBE (0.312nL, 2.26mmol) 78
BLAY) 148 (304mg, 74% ).
'H NMR (270 MHz, CDCls) §(ppm) : 2.00 (m, 2H), 2.32-2.56 (m, 4H), 2.34 (s,
3H), 2.99 (s, 3H), 3.71 (s, 3H), 4.01 (dd, J = 5.4, 13.9 Hz, 1H), 4.63 (dd, J = 7.9,
13.9 Hz, 1H), 5.45 (m, 1H), 7.21-7.49 (m, 5H), 8.54 (s, 1H)

AP-MS (m/z) : 457 (M++1)

SEREG] 142 (L&) 149)
5y 137 FRE, B—KEEE 48 (206mg, 4.91mmol ) REHRAESTHESR 141

hAE| LAY 148 (262mg, 0.573mmol) LAE, ZERMMFIMAVKF 0.5mol/L
R B, PR 07 A0 PR RS AR RN S U BEAT R B S REUBIR S LA S, FIREREAC (a1l (&
Ui/ EE=43/7) ¥R, BELEY 149 (222ng, 88%).

1H NMR (270 MHz, CDsOD) 8(ppm) : 1.89 (m, 2H), 2.28 (s, 3H), 2.33 (t, J =
7.3 Hz, 2H), 2.43 (t, J = 7.5 Hz, 2H), 3.01 (s, 3H), 3.99 (d, J = 14.0 Hz, 1H),

456 (d, J = 14.0 Hz, 1H), 7.20-7.45 (m, 5H)
AP-MS (m/z) : 441 (M™-1)

Sl 143 (LAY 150)
WAESCHERY 142 PESIRAAY 149 (83mg, 0. 19mmol) HMET 1, 2-"H Lk
(3.2mL) &, MATHEE (#4 =7) & (3.20L), 7E 60°C FHEPE 2.5h. &K
MR ERGELE, AoEEERIE (F/FEE=20/1) ¥ElkE, BEey
150 (61mg, 76% ).
'H NMR (270 MHz, CDCls) 8(ppm) : 2.09 (m, 2H), 2.29 (s, 3H), 2.80 (¢, J = 6.5

Hz, 4H), 3.05 (s, 3H), 3.95 (dd, J = 3.7, 13.9 Hz, 1H), 4.82 (dd, J = 9.6, 13.9 Hz,

1H), 5.70 (dd, J = 3.7, 9.6 Hz, 1H), 7.29-7.47 (m, 3H), 7.58 (m, 2H)
AP-MS (m/z) : 425 (M*+1)

SERE 144 (L& 151)
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S| 133 FRE, BmZESHES 111 B34 118(100mg, 0. 305mmol ).
AtkrE (0.062mL, O.76mmol) F1 4—yR& T BE$ (0.088mL, 0.76mmol) B EI{LEY 151

(113mg, 78%).

'H NMR (270 MHz, CDCLs) 8(ppm) : 2.20 (m, 2H), 2.31 (s, 3H), 2.55 (¢, J = 6.9
Hz, 2H), 2.96 (s, 3H), 3.47 (t, J = 6.2 Hz, 2H), 3.99 (dd, J = 5.5, 13.9 Hz, 1H),
4.61 (dd, J = 7.9, 13.9 Hz, 1H), 5.37 (dd, J = 5.5, 7.9 Hz, 1H), 7.23-7.42 (m,
5H), 8.18 (s, 1H)
AP-MS (m/z) : 476 M™-1)

L% 145 (AL &) 162)

B LESCHER 144 PEFEILEY 151 (T0mg, 0. 15mmol) ¥FART N, N-—HIEH
BER: (1.80L), SN 60% A8 (Img, 0.2mmol), ZEFIR FHFE 2h. ZERIK
FinAK, FAZBZEEER. ARREASKEREEENELE, BIKmRM
Fie, BERBBEN. AOBHECEIE (R FE=9/1) BHRE, #34LEY
152 (51mg, 88%).

'H NMR (270 MHz, CDCls) §(ppm) : 2.20 (m, 2H), 2.35 (s, 3H), 2.57 (m, 2H),
2.95 (s, 3H), 3.93 (m, 2H), 3.99 (dd, J = 5.5, 13.9 Hz, 1H), 4.61 (dd, J = 8.1,

13.9 Hz, 1H), 5.33 (dd, J = 5.5, 8.1 Hz, 1H), 7.25-7.44 (m, 5H)

AP-MS (mn/z) : 397 (M*+1)
%] 146 (S A 153)
5 iif) 133 FIFE, mZELHF 111 FE3M4E4EY 118(100mg, 0. 305mmol ).
mEaE (0.087mL, 1.1mmol) F15-¥RRBES (0.143mL, 1.07mmol) FEMLEY) 153
(120mg, 80% ).
1H NMR (270 MHz, CDCls) §(ppm) : 1.75-1.98 (m, 4H), 2.31 (s, 3H), 2.36 (t, J
= 7.0 Hz, 2H), 2.96 (s, 3H), 3.40 (t, J = 6.2 Hz, 2H), 3.99 (dd, J = 5.5, 13.9 Hz,
1H), 4.61 (dd, J = 7.9, 13.9 Hz, 1H), 5.40 (dd, J = 5.5, 7.9 Hz, 1H), 7.23-7.42
(m, 5H), 8.22 (s, 1H)
AP-MS (m/z) : 491, 493 (M*+1)
MG 147 (LA 154)

53] 145 FIRE, BAESHES] 146 B34S 153 (60mg, 0.12mmol)
1 60% FIE4L8 (Tmg, 0.2mmol) FNBEMLAY 154 (36mg, 72%).
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'H NMR (270 MHz, CDCls) 8(ppm) : 1.81-2.02 (m, 4H), 2.36 (s, 3H), 2.54 (m,
2H), 2.94 (s, 3H), 3.85 (m, 2H), 3.95 (dd, J = 4.8, 13.8 Hz, 1H), 4.58 (dd, J =

8.4, 13.8 Hz, 1H), 5.41 dd, J = 4.8, 8.4 Hz, 1H), 7.25-7.41 (m, 5H)
AP-MS (m/z) : 411 (M++1)

LHas] 148 (LB 155)
SHEE) 133 [, BfEEHEsl 111 RIS 118 (99ng, 0.30mmol).

atkse (0. 061mL, 0. 75mmol) F1 6-RSEBES (0. 115mL, 0. 754mmol) B EIL &Y 155

(122mg, 80%).
'H NMR (270 MHz, CDCls) §(ppm) : 1.40-1.77 (m, 41D, 1.87 (m, 2H), 2.31 (s,

3H), 2.35 (t, J = 7.4 Hz, 2H), 2.96 (s, 3H), 3.40 (t, J = 6.6 Hz, 2H), 3.99 (dd, J
= 5.4, 14.0 Hz, 1H), 4.60 (dd, J = 7.9, 14.0 Hz, 1H), 5.36 (dd, J = 5.4, 7.9 He,
1H), 7.20-7.43 (m, 5H), 8.06 (s, 1H)

AP-MS (m/z) : 505, 507 (M*+1)

SEHEB 149 (L&) 156)
55Cif) 145 FFE, BREAELHES) 148 FB 24L& 155 (63mg, 0. 12mmol)

I 60% BYZALS (Tng, 0.2mmol) BEMLEH) 156 (17mg, 32%).
'H NMR (270 MHz, DMSO-de) 8(ppm) : 1.55-1.78 (m, 6H), 2.19 (s, 3H), 2.68
(m, 2H), 2.95 (s, 3H), 3.87 (dd, J = 7.9, 13.7 Hz, 1H), 4.12 (m, 2H), 4.29 (dd, J
=5.6, 13.7 Hz, 1H), 7.20-7.41 (m, 6H)

AP-MS (m/z) : 425 (M*+1)

LR 150 AbBW 157)

WAL RG] 92 FEBMLEY 99 (1.50g, 3.2lumol) ¥MET FE (30mL)
F, 7 50°C FE@Muin ABIE LSS (1. 21g, 32. Ommol), ZEFIFEEE T HiE: 1. 5h.
FERNBFIWAK, ALBZEZER. ARASASKBRREIER, ALK
MR TR, BMERBEN. ARgReil (E/F8=20/1) FHERE, B3k

&4 157 (0.26g, 21%).
''H NMR (270 MHz, CDCly) §(ppm) : 1.31 (s, 9H), 2.62 (m, 1H), 2.94 (s, 3H),

3.22 (m, 1H), 3.41 (m, 1H), 3.61 (m, 1H), 4.21 (s, 2H), 4.79 (m, 1H), 7.19-7.38
(m, 5H)
AP-MS (m/z): 385 (M*+1)
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L] 151 (L& 158)
5 133 FRE,  HESSHEB] 150 B BIKLEY) 157 (97mg, 0. 25mmol).

AEBE (0. 051mL, 0.63mmol) F1 4-y& TEES (0.073mL, 0.63mmol) 73 ELEY) 158
(114mg, 85%)-
1I{ NMR (270 MHz, CDCls) §(ppm) : 1.32 (s, 9H), 2.22 (m, 2H), 2.58 (t, J = 7.4

Hz, 2H), 2.65 (m, 1H), 2.97 (s, 3H), 3.27 (m, 1H), 3.39 (m, 1H), 3.49 (t, J = 6.2
Hz, 2H), 3.62 (m, 1H), 4.45 (br t, 1H), 7.21-7.39 (m, 5H), 8.00 (s, 1H)
AP-MS (m/z) : 533, 535 (M*+1)

SCHEf) 152 (LA 159)
55 145 FIFE, BZESSHEG] 151 B354 158 (110mg, 0. 206mmol )

1 60% BZE AL (12mg, 0.31mmol) REILAY) 159 (64mg, 68%).

'H NMR (270 MHz, CDCls) 5(ppm) : 1.34 (s, 9H), 2.23 (m, 2H), 2.56 (m, 2H),
2.61 (m, 1H), 2.97 (s, 3H), 3.27 (m, 1H), 3.40 (m, 1H), 3.63 (m, 1H), 3.98 (m,
2H), 4.01 (br t, J = 3.5 Hz, 1H), 7.20-7.37 (m, 5H)

AP-MS (m/z): 453 (M*++1)

SEHEf 153 (b&4 160)
BIESLHER 112 PEBFALEY 119 (2Ing, 0.052mmol) BMETHE (InL)

FIPUEMER (lnl) BPRFERT, A 2, 4-= @-FREERE) -1, 3-HR-2, 4-
T (CERE) 282, 4- =54 (Lawesson RF]) (43mg, 0.11mmol), 7ZE 90°C
THEE 5h. FIAME MR 6 1 CRL0H/ F RE=20/1) K& RN, BEMLE Y 160(15ng,

67 % )a
'H NMR (270 MHz, CDCls) 6(ppm) : 1.30 (s, 9H), 2.76 (s, 3H), 3.08 (s, 31D,

4.08 (dd, J = 7.3, 13.8 Hz, 1H), 5.03 (t, J = 7.3 Hz, 1H), 5.54 (dd, J = 7.3, 13.8

Hz, 1H), 7.26-7.42 (m, 5H), 8.16 (s, 1H)
AP-MS (m/z): 429 (M+*+1)

SEHEf) 154 (4h&4) 161)
55 100 [FFE, ZESEHS 99 A RIKMLEY) 106 (0. 165g, 0. 393mmol ).

ERER (2mL). 2- (FAEE ) .87 (295mg, 3. 93mmol ) F1=Zj& (476mg, 4. 72mmol)
BF4r44 161 (T0mg, 37%).
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AP-MS (m/z): 475 (M™ - 1)

SEHf) 155 (bBY 162)

Hsiifl 100 RIHE, BIZELRES 99 HR2IKLEY 106 (0. 165¢, 0. 393mmol )+
HERE (2ml) M- ZBERE (413mg, 3.93mmol) AFMLEHY 162 (135mg, 68%).

AP-MS(m/z): 507 (M'+1)

EHER 156 (b4 163 L5 164)

53R 100 FIFE, B7ESCHEG) 99 F133IM1LEY 106 (0. 099g, 0. 237mmol ).
B (1. 25mL) #0 3-& A1, 2-A — 8 (92u L, 1. 19mmol ) B FML &) 163(6. 2ng,
5%) FikL&4 164 (36. Img, 31%).

&Y 163

AP-MS (m/z) : 493 (M'+1)

HEY 164

AP-MS (m/z) : 493 (M+1)

LM 157 (4h&Y) 165)

5523 100 4, RAESE MBI 108 AR A 1156€0. 102g, 0. 236mmol ).
BEEE (1.25mL) 1 2-EHE 28 (144mg, 2.36mmol) 7BF)4L44 165 (37mg, 33
%)

AP-MS (m/z) : 477 (M+1)

SEHEG 158 (ALY 166)

B 7E LB 98 R FIAI 4L A 105€0. 200g, 0. 461mmol ) ¥ AR T U 2k ( 2mL )
§1, f£ 0°C FANAZALEL (30mg, 0.791mmol), EEBTHH 2h. ERMHEF
MAZK, ZTEMA 0% REEMAPKBFBRLLE, TEWEAEY, BERGTIEE.
RAnBHEEEE (F4/FE=9/1) HHlReE, BIMEY 166 (64.0mg, 34%).
'H NMR (270 MHz, CDCls) § (ppm) : 1.29 (s, 9H), 1.32 (s, 9H), 1.65 (m, 1H),

2.08 (m, 1H), 2.33 (m, 1H), 3.16 (m, 1H), 3.78 (m, 2H), 7.21-7.38 (m, 5H), 7.95
(brs, 1H)

AP-MS (m/z) : 404 (M™-1)

SERE) 159 (&4 167)

W LESLHEB] 158 FEBIKILAY) 166 (0. 0448g, 0. 110mmol) #AET N,N-—H
HFFBERL (0. 5mL)H, 7 0°C T —i4fi# — 1AM EEBRBEF(51. 1mg, 0. 442mmol ),
£ 0°C T4 20min. FERNBHIMAKBBALE, THEHTH K &E, FITRET
1. Ao BEEEW (R0 F =30/ BHIE 2 E &, BEHLEY 167 (30. 2ng,
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57% ).
'H NMR (270 MHz, CDCls) &(ppm) : 1.29 (s, 9H), 1.33 (s, 9ED, 1.89 (m, 1H),
2.14 (m, 1H), 2.38 (m, 1H), 3.32 (m, 1H), 4.28 (m, 1H), 4.43 (m, 1FD, 5.08 (br s,
1H), 7.29 (m, 5H), 7.93 (br s, 1H)
AP-MS (m/z) : 483 (M™-1)

L% 160 (fhAY) 168 FL 59 169)

TK1: % -85 2HiEmi: (4.56g, 26. 6mmol ) AT & H bt (250mL)
B, IIAZZBE (9.30mL, 66.7mmol), ZEEE FHHE 10min. B RMHEAHE 0°C
LA, IIAEF BB (A 9P%, 3.60mL, 36.3mmol), 7EFIFEEE T HFE 1h.
TE RPN 2mol/L MR, SR, ARMEABKERERERTIEU
5, ATKRERA T8, WIERHEN . ERETMAZZE, SEEFHEALSE,
FHRE ) 2- (F A EEBRE) 28 (5.00g, 76%).

'H NMR (300 MHz, DMSO-ds) § (ppm) : 4.67 (s, 2H), 4.94 (s, 2H), 7.54 t, J=

8.1 Hz, 2H), 7.67 (t, J = 7.5 Hz, 1H), 7.97 (d, J = 8.1 Hz, 2H), 8.01 (br s, 1H)
AP-MS (m/z) : 247 (M*)

TR 2: #in EATRB RN 2- (@R ERBRE) X 28K (1.00g, 4.05mmol)
AR B (1.03g, 8.07mmol) ¥WAET FARE (60mL) . FEMEETMA
WELEE (1.00mL), 7E 60°C T#HiHE 2h. WMBRNW, EREPMAZELE. &
KRR Z BB BUR B HEAT 2. FRAEABKERSRAVUZE S, AEKH
BT, WEREEN. BRREEE (ZBRZE/ECk=1/1 M 2/1) B
#, 83 2- (FHEEBEE) XZH-22EMMR (0.51g, 40%).

'H NMR (300 MHz, DMSO-ds) § (ppm) : 4.17 (s, 2H), 4.93 (s, 2H), 7.37-7.42

(m, 3H), 7.52-7.56 (m, 2H), 8.13 (br s, 1H), 8.48 (br, 2H), 8.85 (br s, 1H)
AP-MS (m/z) : 319 (MY

TR 3: ¥ EFrRB RN 2- (A EHEBRE) X R-FAZMAR (7. 48,
23. 4mmol ) ¥ A% T & 45 (250mL) P, ANAMKAE (11. 4mL, 141mmol )\ 4¢ PLBESK (8. 70mL,
70. 6mmol), 7EEE TH P 30min. 7R HIMAT/KEER (4. 40mL, 46. 6mmol),
HAZETHE 15h. ERNBEPMA 2mol/L KR, FAEGRER. AEMNEK
BUKBBEREVUELS, ATKRBRATHR, BERLEN. AEgREE (2
BB/ ECk=1/1 M 2/1) ¥ERE, BILEY 168 (3.568, 25%) FLEY)
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169 (1.77g, 14%).
&) 168
1
HANMR (300 MHz, DMSO-ds) §(ppm) : 1.16 (s, 9H), 2.23 (s, 3H), 4.00 (dd, J =
113, 8.0 Hz, 1H), 447 (dd, J = 11.3, 2.5 Hz, 11, 491 (d, J = 12.0 Hz, 1H)

4.97(d, J = 12.0 Hz, 1H), 7.28-7.39 (m, 5H), 8.10 (br s, 1H), 11.2 (br s, 1H)
AP-MS (m/z) : 446 (M*)

&Y 169
1H NMR (300 MHz, DMSO-de) §(ppm) : 2.01 (s, 3H), 2.18 (s, 3H), 3.95 (d, J =

14.3 Hz, 1H), 4.45 (d, J = 14.3 Hz, 1H), 4.91 (4, J = 12.0 Hz, 1H), 4.97 d J=
12.0 Hz, 11D, 7.25-7.39 (m, 5H), 8.08 (br s, 1H), 11.6 (br s, 1H)

AP-MS (m/z) : 404 (M*)

] 161 (M et 170 T &9 171

TR 1: & 2-EERZFHME (1.00 5 g5mmol ) Wi T —E A% (50nL)
. ASZHEE (2.500L, 17.9mol) FEZETBLF 10nin. # R HIZ] 0°C
=, IMASZBEEE (0.920L, 8.80mmol), 7 FREEE T 15min, FERMH
A 2mol/L HIEER, F .88 ZERAEL ARRELSIRBREER NEZE,
KR TR, WER AR »@ﬁiiﬁmwuamaaﬁumaﬁmmﬂmuqﬂ
TGS, B3 2- (CRETBER) % 7,84 (0.42g, 32%).
i NMR (300 MHz, CDCls) 5(ppm) : 4.54 (4, J = 4.5 Hz, 2H), 5.42 (br s, 1H),
594 (d, J = 9.9 Hz, 1H), 6.28 (d, J = 16.5 Hz, 1H), 6.53 (br dd, J = 16.2, 9.9 Hz,
1H), 7.52 (t, = 7.5 Hz, 31, 7.65 (t, J = 7.8 Hz, 1H), 7.93 (t, J = 5.1 Hz, 1H)
AP-MS (m/z) : 225 (M*)

TR 2: B L EREN 9—(Z 4% ETEBE L) R LM (0. 328, 1. 42mmol) ¥
SUEHIBREE L €0.27g, 2. 13mmol) W T FE (20mL) Fo 5 WY B
$HE (2 1), EEETHH . YRYE R LW E&iﬁ*bu)\aﬁaﬁsmﬂwﬁ@
Sk EBOEAT . ﬁ’c@%ﬂﬁ%%ﬁ%?&%ﬁﬁﬂ%%ﬁ, B TR TR
. FIRERAE (ZBZE/ETHE1/D MRS, B3 2-(ZI%
) LR EERR (0. 25g, 58% ).
1H NMR (300 MHz, CDCly) 8(ppm) : 4.10 (s, 2H), 5.97 (d, J = 9.9 Hz, 1H),

6.25 (d, J = 16.8 Hz, 1H), 6.54 (dd, J = 16.8, 9.9 Hz, 1H), 7.24-7.27 (m, 2H),
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7.42 (br s, 1H), 7.52-7.53 (m, 3H), 7.81 (br s, 1H), 8.70 (m, 1H)
AP-MS (m/z) : 297 (M*)

TR 3: BELEAIN - (ZREMBEE) X ZH-FEEmMR (0. 25¢,
0. 83mmol ) %A% T 75 M (10mL) =, JRAMEAE C0. 34mL, 4. 17mmol ) 45 RBER (0. 31mL,
2.50mmol), 7EER FHi+E 30min. ZERMNBEHIMATKEER (0. 16nL, 1. 66mmol ),
HESE TR K. IRFBRNW, EREBFMAZEZEEF 2nol/L KJHRH#IT
AW FAAEARKBRKEENIEZE, ARKRRATR, WERLER.
FAREKEE (ZBZE/ECi=1/1) Bk, B34kE% 170 (0. 18g, 52%)
FALE4 171 €0.10g, 26%).
&Y 170
IH NMR (300 MHz, CDCls) 8(ppm) : 1.27 (s, 9H), 2.31 (s, 3H), 3.87 (dd, J =
13.4, 5.0 Hz, 1H), 4.45 (dd, J = 13.4, 7.9 Hz, 1H), 5.57 (br s, 1H), 592 (d, J =
9.9 Hz, 1H), 6.25 (d, J = 16.5 Hz, 1H), 6.49 (dd, J = 16.5, 9.9 Hz, 1H),
7.27-7.34 (m, 5H), 8.22 (br s, 1H)
AP-MS (m/z) : 424 (M*)

EY 171
1IH NMR (300 MHz, CDCls) §(ppm) : 1.29 (s, 9H), 1.33 (s, 9H), 3.85 (dd, J =

13.5, 4.8 Hz, 1H), 4.49 (dd, J = 13.5, 8.1 Hz, 1H), 5.29 (br s, 1H), 5.93 (br d, J
=9.9 Hz, 1H), 6.27 (br d, J = 16.5 Hz, 1H), 6.53 (br dd, J = 16.4, 9.6 Hz, 1H),
7.27-7.34 (m, 5H), 8.06 (br s, 1H)

AP-MS (m/z) : 466 (M*)

LHig) 162 LAY 172)

WIEEHEG) 161 T 3 PAREIFLEY 170 (0.05g, 0.11mmol) BT Z
B (3mL) =, AN ARZEkK (0. 10mL), 7F 80°C THi#: 2h. WA RN LG, FEEEE
R (F4/FEE=10/1) BHlk#E, BEMLEY 172 (0.04g, 77%).

IH NMR (300 MHz, CDCls) 6§(ppm) : 1.27 (s, 9H), 2.33 (s, 3H), 2.42-2.45 (m,
4H), 2.78 (dquin, J = 16.5, 6.0 Hz, 2H), 3.19 (t, J = 6.6 Hz, 2H), 3.65-3.68 (m,

4H), 4.04 (dd, J = 14.1, 4.8 Hz, 1H), 4.55 (dd, J = 14.1, 7.5 Hz, 1H), 5.73 (br s,
1H), 7.30-7.38 (m, 5H), 8.05 (br s, 1H)
AP-MS (m/z) : 511 (M*)
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SCHEBI 163 (JLE&% 173)
5] 162 R, BAELHR 161 1T 3 FHBEN4LEY 170 (0. 05g,
0. 11mmol) 1 70% B ZH&/KHE# (0. 10mL) BF{LAY 173 (0. 03g, 66%).

'H NMR (300 MHz, CDCls) 8(ppm) : 1.10 (¢, J = 6.9 Hz, 3H), 1.27 (s, 9H), 2.32
(s, 3H), 2.65 (quin, J = 7.2 Hz, 2H), 3.05-3.09 (m, 2H), 3.18-3.20 (m, 2H), 4.00
(d, J = 13.5 Hz, 1H), 4.55 (d, J = 13.8 Hz, 1H), 7.30-7.37 (m, 5H), 8.07 (br s,
1H)
AP-MS (m/z) : 470 (M*+1)

SEHEI 164 (HLEY) 174)

S 162 FFE, BELHES 161 MITRF 3 PE LA 170 (0. 05g,
0. 11mmol) 1 2mol/L B — FF i i) PR B ¥ X (0. 10mL) B EHLA4) 174 (0. 03g, 67%).
'H NMR (300 MHz, CDCly) §(ppm) : 1.26 (s, 9H), 2.24 (s, 6H), 2.31 (s, 3H),
2.71-2.81 (m, 2H), 3.12-3.19 (m, 2H), 4.00 (d, J = 13.5 Hz, 1H), 456 (d, J =
13.5 Hz, 1H), 6.00 (br s, 1H), 7.31-7.36 (m, 5H), 8.06 (br s, 1H)
AP-MS (m/z) : 469 (M)

SEHIf 165 (L& 175)
5L 162 FEE, B7EELHS 161 KIF 3 B 3M4EY 170 (0. 05g,

0.1lmmol) F12-FHIZ 8 (0.10mL) BEMLEY 175 (0.03g, 52%).
'H NMR (300 MHz, CDCls) §(ppm) : 1.26 (s, 9H), 2.35 (s, 3H), 2.65-2.78 (m,

2H), 3.08-3.30 (m, 4H), 3.64 (t, J = 5.1 Hz, 2H), 3.98 (d, J = 13.5 Hz, 1H), 4.54

(d, J = 13.5 Hz, 1H), 7.26-7.38 (m, 5H), 8.25 (br s, 1H)
AP-MS (m/z) : 485 (M*)

L% 166 (L&Y 176)

SLHp) 162 [FIFE, BESCHES 161 BT 3 FABKLEY 171 (0. 058,
0. 1lmmol) 1 70% /9 Z /KW (0. 10mL) BEILAY) 176 (0.01g, 26%).
H NMR (300 MHz, CDCly) 8(ppm) : 1.18 (m, 3H), 1.28 (s, 9H), 1.34 (s, 9H),.

2.63 (quin, J = 7.0 Hz, 2H), 2.73 (br q, J = 6.3 Hz, 1H), 2.84 (br q, J = 6.2 Hz,

1H), 3.18 (br t, J = 6.6 Hz, 2H), 4.02 (d, J = 13.2 Hz, 1H), 4.58 (d, J = 13.2 Hz,
1H), 5.85 (br s, 1H), 7.27-7.35 (m, 5H), 8.02 (br s, 1H)

AP-MS (m/z) : 512 (M*++1)
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SCHEG 167 (4bEH) 177)
SR 162 [FIRE, BESHEE 161 TR 3 A BMILEY 171 (0. 058,

0. 11mmol ) K0 2mol /L B — FA B Iy FABE¥E ¥R (0. 10mL) 18 24654 177 (0. 02g, 39%).
1H NMR (300 MHz, CDCls) §(ppm) : 1.28 (s, 9H), 1.34 (s, 9H), 2.25 (s, 6H),

2.73 (br q, J = 6.3 Hz, 1H), 2.84 (br q, J = 6.2 Hz, 1H), 3.18 (br t, J = 6.6 Hz,

2H), 4.02 (d, J = 13.2 Hz, 1H), 4.58 (d, J = 13.2 Hz, 1H), 5.85 (br s, 1H),
7.27-7.35 (m, 5H), 8.02 (br s, 1H)

AP-MS (m/z) : 512 (M*+1)
LRI 168 (LB 178)

SseiEE) 11 FiE, BESHF S KB THF 1 FRAKNPEHEBEXAN-K
HBAR (0. 144g, 0.543mmol). Jo/KBEER (77w L, 0.814mmol) FImfmE (79ulL,
0.977mmol )- B L&Y 178 (64. Omg, 38%).

IH NMR (270 MHz,CDCls) §(ppm) : 2.13 (s, 3H), 2.20-2.70 (m, 4H), 3.61 (s,

3H), 6.52 (br s, 2H), 7.20-7.35 (m, 5H)

SEHERY 169 (A& 179)

S 15 FAE, ARG 168 B/ IMALAY 178 (0.0200g,
0. 0650mmol ) HF/REESE (161 L, 0.130mmol) FimksE (15umL, 0.182mmol) 83|
&%) 179 (24. Omg, 94%).

'H NMR (270 MHz, CDCls) 6(ppm) : 1.30 (s, 9H), 2.10 (s, 3H), 2.17-2.75 (m,
4H), 3.57 (s, 3H), 7.18-7.32 (m, 5H), 8.02 (br s, 1H)
AP-MS (m/z) : 390 (M™-1)

SEREB 170 (4L&%) 180)

B ZESL ) 93 PHB KM EY 100 (304mg, 0.0690mmol) FI-t/K&E fbé
(257mg, O.690mmol) YAMRE-THHEE (800mL) F, BXKALBIMABEALS (522me,
13. 8mmol), FEE R FHHE 20min. HERYSE R, A 1mol/L KIEEE (100mL),
FEWXR. BLT/KBRERYTREIE, BEZREN . AEgRkeil (E64/W

Ei/Z. B8 Z.BE/1FE C4%=9/1/1/1) ¥#iI%#&, BF4LA4 180 (217mg, 85%).
1H NMR (270 MHz, CDCls) 8(ppm) : 1.14 (t, J = 7.0 Hz, 6H), 2.68 (m, 1H),

2.98 (s, 3H), 3.27 (m, 2H), 3.44 (m, 1H), 3.63 (m, 1H), 4.18 (br s, 2H), 4.51 (br

s, 1H), 7.30 (m, 5H)

AP-MS (m/z) : 371 (M*+1)

EHE) 171 (k&Y 181)

Bt 15 FIFE, EETf] 170 P B 3|#4LE4 180 (100mg, 0. 270mmol).
AtLBE (65.4uL, 0.810mmol) FI4FEEH (83.4uL, 0.676mmol) BELEY) 18]
(87.3g, 71%).,

AP-MS (m/z) : 455 (M'+1)
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LR 172 (LAY 182)

WA SLHIB 170 B EIFLEY 180 (60. 6mg, 0.170mmol) HARF =& ke
B, BIARERE (63.2u L, 0.788mmol) Fl5-RKBES (23.0uL, 0.172mmol), 7
SR THEE 5he ZERMNBTIA Imol/L HE:E8, FEGER. FALKRBHTE
BIE, BIERLER. BHREEET —FEMER (0. 3nL), IMABEERS (58. Tng),
£ 100°C FHEH Smin, ERMEPIAK (20mL) F Imol/L AIELES (20mL), 7
REMERE, AT KRB TREIE, BEZLEN. AoBmEEail (E
/PIEE/ LR B/ IE C8=9/1/1/1) ¥HI5#E, B 182 (42.5mg, 45%).

AP-MS (m/z): 453 (M'+1)

LB 173 (A& 183)

WAESEHIB) 170 FPA R A4LE&4 180 (100mg, 0.270mmol) FIMEEE (31.5mL,
0.389mmol) WMT —EHH (2mL) 1, F 0°C FMA 4-RTEE (37.5uL,
0.324mmol), ZEEIR THiFE 5ho ERMNIEFIN 1mol/L MR, HEHERE,
HIEKBERHTHRENE, BEEDER . EREFMAFE (20nL) FpKERH

(1.0g), FEZER T EIZUBERE 20min, 78 R HAAKA Imol/L AR, RHE
HERUE, BIKBRATRENE WERLEH. FArRERE (Eo/ [/
LB/ IECHE=9/1/1/1) FEHIERE, B34LE4 183 (27.6mg, 37%).
'H NMR (270 MHz, CDCls) &(ppm) : 1.15 (d, J = 6.6 Hz, 6H), 2.22 (m, 2H),
2.55-2.67 (m, 3H), 2.94 (s, 3H), 3.31-3.47 (m, 3H), 3.61 (m, 1H), 3.91-3.98 (m,
2H), 5.0 (br s, 1H), 7.20-7.35 (m, 5H)

AP-MS (m/2) : 437 M™-1)

SERER] 174 (LS 184)
5] 173 FRE, FARERE (88.0u L, 1.09mmol) F15-18/REESE (121uL,

0.908mmol) ALIEFESLHER] 170 F11R BIRIMLAY 180 (84. Img, 0.227mmol) LUJF,
FIFEEABRERA (1.0g) HATHHE, BRMLEY 184 (89. lmg, 81%).

AP-MS (m/z): 485 (M'+1)

LR 175 (A& 185)

55l 92 TR 3 MM, & 3- (FEABHARE) XAM-SEEMMR (14. 4g
47.9mmol). AEEE (16. TmL, 192mmol) FOMLAE (18.6mL, 230mmol) BELEY
185 (16.7g, 85%).,

'H NMR (270 MHz, CDCls) 8(ppm) : 1.12 (t, J = 7.5 Hz, 3H), 1.19 (¢, J = 7.3

Hz, 3H), 2.37 (m, 2H), 2.63 (m, 3H), 2.96 (s, 3H), 3.35 (m, 2H), 3.58 (m, 1H),
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455 (br s, 1H), 7.20-7.35 (m, 5H), 8.01 (br s, 1H)

L% 176 (LAY 186)
Hspiae) 170 @A, RELKES 175 HB 21659 185 (16. 7g, 40. 5mmol ).

EKREEAE (15. 1g, 40.5mmol) FIFRE AL (12.8g, 338mol) 1HEILEY) 186
(11.7g, 81%).
'H NMR (270 MHz, CDCls) § (ppm) : 1.13 (t, J = 8.7 Hz, 3H), 2.61-2.71 (m,
3H), 2.97 (s, 3H), 3.27-3.47 (m, 2H), 3.60-3.67 (m, 1H), 4.21 (br s, 2H), 4.65

(br s, 1H), 7.26-7.36 (m, 5H)

SEREf) 177 (4hEY) 187)
5555 15 [FRE, AESHEE] 176 BB 3 K464 186(96. Omg, 0. 269mmol ).

MERE (65.41 L, 0.810mmol) F4FLBES (83.4uL, 0.676mmol) AELEY) 187
(90. 3mg, 76%).
'H NMR (270 MHz, CDCls) 8(ppm) : 1.13 (¢, J = 6.0 Hz, 3H), 1.28 (5, 9H), 2.66
(m, 3H), 2.97 (s, 3H), 3.35 (m, 2H), 3.61 (m, 1H), 4.58 (br s, 1H), 7.32 (m, 5H),

8.08 (br s, 1H)
AP-MS (m/z) : 441 (M*+1)
SEHE) 178 (4L-&%) 188)
5 172 [FeE, BAESEHES 176 R BIHA4 186 (100mg, 0..221mmol).
mepE (85u L, 1.05mmol). 4-yRT BES (110uL, 0.949mmol) FIEXEEHR (1.0g)

BRLEY) 188 (42.5mg, 45%).

'H NMR (270 MHz, CDCla) 8(ppm) : 1.14 (t, J = 7.5 Hz, 3H), 2.19 (m, 2H),
2.50-2.81 (m, 5H), 2.96 (s, 3H), 3.35 (m, 2H), 3.59 (m, 1H), 3.93 (m, 2H), 4.52
(br s, 1H), 7.20-7.34 (m, 5H)

AP-MS (m/z) : 424 (M-1)

SEREM 179 (4hE%) 189)
55eif] 172 [k, BAESSHES) 176 P53 #4649 186(60. 6mg, 0. 170mmol )+

AtRE (63.2pL, 0.788mmol). 5~yRXBER (1101 L, 0.949mmol) FABKERHF (1.0g)
B3)4E5% 189 (27.6mg, 37%).
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1H NMR (270 MHz, CDCls) §(ppm) : 1.14 (t, J = 7.5 Hz, 3H), 1.79-1.99 (m,
4H), 2.54-2.75 (m, 5H), 2.96 (s. 3H), 3.19-3.27 (m, 2H), 3.57-3.68 (m, 1H),
3.83-3.95 (m, 2H), 4.36 (br s, 1H), 7.20-7.37 (m, 5H)

AP-MS (m/z) : 439 (M*+1)

LG 180 (fhAEY) 190)
Bz 170 FRE, BrELRES] 98 rh 78 8 4L &4 105 (1.01g, 2.33mmol)

FOREALS (2. 20g, 58.2nmol) fHEILEY) 190 (86. 5me, 0. 248mmol ).

1H NMR (270 MHz, CDCls) §(ppm) : 1.30 (s, 9H), 2.37-2.46 (m, 1H), 2.63-2.86
(m, 2H), 3.41-3.51 (m, 1H), 3.71 (s, 3H), 4.09 (br s, 2H), 7.22-7.43 (m, 5H)

sCHEfl 181 (LEH 191)
e 133 RFE, mEEREs] 180 48 3| f 4L &9) 190 (86. 5mg, 0. 248mmol)

F4-BTEeE (57ul, 0.495mmol) BF4L 4 191 (89.5mg, 29%).

AP-MS (m/z): 496 (M" - 1)

SCHER) 182 (LB 192)
e Se g 181 FEBIAIMLEY) 191 (89. 5mg, 0. 18mmol) ¥AET N, N-—FiZ

FEE (2.0mL) &, N 60% M (14ng, 0. 350mmol), FEEIE THH 1h.
75 R R I AR B FIK, I 2B LBREETN . = IR E LB K B R A LU L,
&, RRTKRMmATER, BERHEN. RREREREk (Z® B/ ECE=2/1)
KEEmRe, BELEY 192 (30.2mg, 40%).

'\ NMR (270 MHz, CDCls) 8(ppm) : 1.36 (s, OHD, 2.17-2.42 (m, 3H), 2.53-2.84
(s, 1H), 3.72 (s, 3H), 3.97 (m, 2H), 7.22-7.39 (m, 5H)

(m, 4H), 3.38-3.50

sCiaf) 183 (L& 193)
55eHE 99 FIRE, mTELHER) 182 h AR LAY 192 (30. 2mg, 0. 723mmol)

MELLH (8. Tmg, 0.217mmol) BR4EY 193 (21, Tmg, T4%).
AP-MS (m/z): 402 (M"-1)

i) 184 (WEY 194)
L seHEf) 100 [FI#E, FREESEHEG] 183 785 {4k &4 193(21. Tng, 0. 054mmol )+

L (0. 25mL) F 2-E(FEZEF (16uL, 26. 9mmol) BF4LE4 194 (7. 3mg, 30

% )D
1H NMR (270 MHz, CDCls) §(ppm) : 1.34 (s, 9H), 2.17-2.28 (m, 3H), 2.54-2.82

(m, 2H), 3.34-3.46(m, 31D, 3.72 (dd, J = 4.0, 6.0 Hz, 2H), 3.96 (br q, J = 7.0 Hz,
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2H), 7.32-7.34 (m, 5H)

SEHEf) 185 (ALA#) 195)

TR 1. 5£ks 1 (9TF 1 @, B 2-ZBEE-1-5F (4. 1g, 21. 6mmol)
ME R ELBR EE (3. 0g, 23. Tmmol ) 18 B 2- ZBRE A - 1 - Ehild=4a E EH AR (3. 23¢,
57% ).

TR 2: 556 1 MITF 2 A, B EEBEN - LBEE-1-ehf=-4E 4
FifR (335.5mg, 1.27mmol). MLAE (13mL) FIT/AKEERS (136uL, 1.53mmol) 783
- E-5-E AR (1, 3, 4 M2, 17 -Bi]-2" -H LEEHS (187. 4mg, 48% ).

TH 3: BRAELEBIK -CBE--FHEIE[1,3,4- B _MH-2,1" -
Bil-2’ -HZE8AE (163.8mg) BT —H Fh (2.0mL) &, MIAMEE (5201 L,
6. 44mmol) F4% KBS (6611nL, 5.36mmol), ZEEE TFHHE 24h. RSN
NKFE, AEOER. AEASAIKBBREEEIENE, HKmRT
1, REZLER. AEEREE (/2B TE=3/2) ¥H5kE, B21EAIE
SRR ARVE A4 &4 195 (118. Omg, 57%).

AP-MS (m/z): 390 (M'+1)

L] 186 (4LAH 196)

W TESE I 185 8 BIMIAL-E4 195 (90. 3mg, 0.233mmol) FHET 10% HIE -
W (4.8nL) &, EXETHE 6h. ERERNKLLE, FEAEGIE (&
i/ LB ZBE=3/2) ¥R, BITEAIETBREREDFNEY 196 (16. 6mg,
20%).

FAB-MS (m/z): 348 (M+1)

L) 187 (AL-&% 197)

TR 1: 5Eiit) 1 ITF 1 R, 6 4-2BE - 1-26% (2. 51g, 13. 2mmol)
FMEEFAREEBRE (1.85g, 14.5mmol) 83| 4-ZBrEE-1-HiF=SEEH R
(2.78g, 80%).

TR 2. 5LmE 11 RS, B LEEIEN 4-JBEE-1-N=45 K £ R

(364. 5mg, 1. 38mmol). JL7KKEER (123 1 L, 1. 38mmol ) FIAAE (1121 L, 1. 38mmol)
BEULEY 197 (193.9mg, 39%).

1H NMR (300 MHz, CDCls) §(ppm) : 2.18 (s, 3H), 2.30 (s, 3H), 2.59-2.68 (m,

1H), 2.76-2.86 (m, 1H), 3.09-3.30 (m, 2H), 4.17 (br s, 2H), 6.99 (dd, J="7.7, 1.5

Hz, 1H), 7.31 (m, 2H)
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SCHEfe) 188 (4L&% 198)
SscHf) 15 FAE, BZESSHf) 187 HA2IH{LAY) 197(108. 8mg, 0. 356mmol )+
BT (346 1 L, 4. 28mmol ) F4F JLBEE (439 u L, 3. 56mmol) 83|45 198 (136mg,

98%).

1H NMR (270 MHz, CDCls) §(ppm) : 1.34 (s, 9H), 2.18 (s, 3H), 2.29 (s, 3H),
2.56-2.63 (m, 1H), 2.79-2.92 (m, 1H), 3.08-:3.22 (m, 2H), 6.98-7.03 (m, 1H),
7.28-7.31 (m, 2H), 8.08 (br s, 1H)

sEHE) 189 (L&Y 199)
55 186 [FFE, BI7ESEHEfG) 188 1B EIAML &) 198(83. Img, 0. 214mmol)

A1 10% A PRI (4. 2nl) BELEY 199 (70.Ong, 94%).

IH NMR (300 MHz, CDCls) 6(ppm) : 1.34 (s, 9H), 2.21 (s, 3H), 2.58-2.67 (m,
1H), 2.81-2.91 (m, 1H), 3.07-3.27 (m, 2H), 5.25 (br s, 1H), 6.62 (d, J= 7.7 Hz,
1H), 6.94 (d, J= 7.7 Hz, 1H), 7.10 (t, J= 7.7 Hz, 1H), 7.99 (br s, 1H)

SEHEB) 190 (BERD
FE S8 5 10 75 1518 B a0 T 4 R A

Aa=x//B 5mg

FLbE 60mg

ML Xk 30mg

BLIGEE 2mg

TERE MR &% Img

EmER HE
£e B A BT et

337 8 2 o B4R £ OB — PRBORR AT A0 % LT 25 P 86 7T DU F 6 T A R O
B, WnTLEUE. EUE. OPAUE. B, W, WM. R, MBRENE.
AERENE AR R A I . RR . AT R, TEEE
FERE. SRALEVE Z MAOAT A Bk L AT 2 B A 0 RS BV UM R -
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