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10- 52 BB OR (T &3, 20.0 g, 54.95mmol)i T DMF(480 mL)H, ¥KK
W ARWIRO °Cl, IIAN-IRACT —BE%(9.78 g, 54.95 mmol), Z= il & W2h,
BN 5E S 8N800 mLUK/K A, A IN HCI i35 pHAE £13-4. 7840 S FF ) g,
15 JK¥E, sOAERE 40 °CHtT, R ufiE (G5 W13) 24 g, 7% 98%.
HNMR(DMSO-d6): 8 0.87 (t, J = 7.2 Hz, 3H), 1.82-1.89 (m, 2H), 5.30 (s,
2H), 5.42 (s, 2H), 6.51 (s, 1H), 7.28 (s, 1H), 7.62 (d, J = 9.2 Hz, 1H), 8.22 (d,J =
9.2, 1H), 8.74 (s, 1H), 11.19 (s, 1H).
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10-F 3L M IR (1 A543, 500 mg, 1.37mmol)¥% T DMF(12 mL)H, VKK
HARNEOCH, IIAN-MU T B (309 mg, 1.37 mmol), E ikl T K W2h,
BN SR EE IR N20 mLyK /KA, F) O IN HCL 5 pHAE 83-4. 7820 #t 3k 5wk,

25 KYE, BOAERE 40°CHET, R O RER(ES15) 730 mg, U 97%.
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HNMR(DMSO-d6): & 0.87 (t, J = 7.2 Hz, 3H), 1.82-1.89 (m,2H), 5.31 (s,
2H), 5.42 (s, 2H), 6.53 (s, 1H), 7.28(s, 1H), 7.57(d, J = 8.8 Hz, 1H), 8.06(d, J =
9.2 Hz, 1H), 8.66 (s, 1H), 11.29 (s, 1H).
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10% A AP T 2 =, H4-Dkme EURme HEE A Sh e £h(23.5 ¢, 87.92
mmol )& T K N, I S W 5w (240 mL) B HE 48 441 4) 20 8, W] b 45 3k,
M 10%E EAL (175 mL), B U FE20F0, E 43 2, K2 H & %¢(120 mL)
U GIFAVLE, AMMEBIE s, AR T, JiE, ¥
Gk, TR, EEBANK, A

BAAW13 (24 g, 54.17 mmol)E T Vi, AIAMEEE (300 mL), 2812
FWMBHELW . WG, KERBFFEE NIRZ-10C ., 55 F 0L LT 19 4-TR e
BIRmE FEES (&7, 23.5g, 87.92mmol) W T —&WLE (S0mL) , #
B NAR T 0 2, 218 i N R NV, FEEI -5 CRU R . WnsstefE, R
IR = IR B2 /NI o R RN 58 e, A ZK (240 mL)HEFE 10 min, & FLE (240
mL) $EHL, 7K 2 00 AR S AN I TR (24 mL)WE i, TR & H B R EL (240 mL),
SHENE, ARMEL (300 mL)EE:, TKBRATIE T, k%
ZELRE, 3 2B A P2 o AR K AR AR = S B (5% N B2 )(75 mL) A £ ik
(220 mL)H E L, 9, WESE, HOBEVEE, 40CHSZ T, Bk
HW16)2933 g, W OEAK, 77H95%.

HNMR(DMSO-d6): & 0.88 (t, J = 9.0 Hz, 3H), 1.41-1.63 (m, 9H),1.81-1.92
(m, 4H), 2.91-2.97 (m, 1H), 3.10-3.16 (m, 1H), 4.05-4.08 (m, 1H), 4.31-4.35 (m,
1H), 5.33 (s, 2H), 5.43 (s, 2H), 6.56 (s, 1H), 7.35 (s, 1H), 7.82 (d,J =8.8 Hz, 1H),

8.22(d,J =8.8 Hz, 1H), 8.90 (s, 1H).
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BAAW15(730 mg,  54.17 mmol) & T R N i, IAMNE (10 mL), 2812
EWRPHEEE . WG, KRHEFEZNEZ-10C, B 3Lk 1 1 4-Ik 5e
FEIRIE H B S(366 mg, 1.37 mmol)ii T & (5 mL), HB AR}, 2%
TN RN, FEH WL -5°C BUR (EER M) . Whnse e, KON =
BEEE2/NI . 52 EE, IIAZK(20 mL)#EHE10 min, & H BE(20 mL)FEEL, /K
10 JZ AR 94(5 mL), 5 &SR S IFAPLZ, WA SALH1(30 mL)

Yok, JooKOR BN 45 05 e, R R 2ol me , [ AR — & BE (7 5% T B )(2 mL)

MM (6 mL), "HELdh, ik, WK, HOBtE, 40CHEF 15, 7

PEPR A AR (LA PI1T) 909 mg, S HEIT%

HNMR(DMSO-d6): & 0.88 (t, / = 7.2 Hz, 3H), 1.41-1.66 (m,9H), 1.82-1.92
15 (m, 4H), 2.90-2.97 (m, 1H), 3.10-3.16 (m, 1H), 4.06-4.09 (m, 1H), 4.35-4.38 (m,
1H), 5.35 (s, 2H), 5.44 (s, 2H), 6.56 (s, 1H), 7.36 (s, 1H), 7.73-7.76(d, J = 8.8 Hz,
1H), 8.18-8.21 (d, / = 8.8 Hz, 1H), 8.83 (s, 1H).

R =
20 SEHEB 5
@ @
Qo t 7S, 0
N\H/O N ' 0 /\/B\o N\H/O
(@] = (@]
N \ Yy,
o 18
16 OH O OH O

A& P16 (2500 mg, 3.925 mmol), Pd,(dba); (359 mg, 0.392 mmol), PU %
WA =AU T BB (273 mg,0.942 mmol ) F1 KF (6829 mg, 117.739 mmol)'& T
250 mL—=H R MNIEH, BAHRPT, ZWTIAL4- "5/ (150 mL), HiFk
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BRSNS TR ERT . BEET, WADIPEA (1519 mg, 11.774 mmol), H,0
(7064 mg, 392.465 mmol), AT, DA A LA PR AR 97 15 18(6593 mg,
39.246 mmol), FFHIE, RIGTHEF60 °C, JMW2.5h. KMN5EH)E, &
H e 20 mL, FE@E TP, & HE 30 mLitE, BETHHR, HECEH
5 s HEE=50:1-15:D)fF E A bRk G%1) 2.2 g, 77 %88%.
HNMR(DMSO-d6): 6 0.89 (t, J = 7.5 Hz, 3H), 1.37-1.39 (m, 1H), 1.67-1.93
(m, 9H), 2.17-2.23 (m, 2H), 2.87-2.93 (m, 3H), 3.09-3.13 (m, 1H), 3.35-3.41 (m,
3H), 3.81(d, J/ = 6.0 Hz, 2H), 4.16-4.18 (m, 1H), 4.38-4.40 (m, 1H), 5.01-5.07 (m,
2H), 5.27 (s, 2H), 5.43 (s, 2H), 5.96-6.04 (m, 1H), 6.53 (s, 1H), 7.33 (s, 1H), 7.68
10 (d,J =9.0Hz 1H),8.08(d,J =9.0Hz 1H), 8.87 (s, IH), 10.72 (s, 1H).

O

Séﬁﬁm 6
Cedroe . & G“UT
© Nig \ ¥ B~ o
18

17
OH O OH O

B4 17 (100 mg, 0.146 mmol), Pd,(dba); (14 mg, 0.014 mmol), VY51l

15 B =BT EBE (8 mg, 0.015 mmol ) 1 KF(8 mg, 0.146 mmol), — /KA R4
(116 mg, 0.438 mmol), & 50 mL = 1 g M jiliH, ZARYP R, Zl N iAL4-

TE N6 mL), BEFER B H TR R T . FE WL R, I ADIPEA(30 mg, 0.233
mmol),H,0 (28.3 mg, 1.570 mmol), BiHE35T, AN A 2 00 e A i 1 18 (28

mg, 0.160 mmol), i FEHI5), RIGTHRE60°C, K N2.5h. KMN5EHER, &

20 WikE1omL, fEdE:HabdE, EUFH ST EE10mLYEs, e, AEEf(CR
gt HEE=50:1-15:D)F F O A (tbGY1) 35 mg, 7= % 40%. A% 2 [F] 5K

515
S 7
O“\G Br
N\(n)/o t N ¢ U BFRK 90°C. 5h
Ny Z
16 ° 19
25 OH O OH O

#ALE5 P16 (1000 mg, 1.57 mmol).fL& %19 (2320 mg, 15.7 mmol),

Pd,(dba); (140 mg, 0.16 mmol), PYFEMIER =BT B (110 mg, 0.24 mmol )
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KF(2731 mg, 47.1 mmol), & 1100 mL=11 NI, BAEP N, S| FIA
S EE (60 mL), ¢ #: . I ADIPEA(608 mg, 4.71 mmol), H,0O(700 mg, 39 mmol),
BEPETHE 290°C, N5She RMNMSEREE, i &M EE 100 mL, EEE by,
TR 100 mL PeE, T, HES(CEF R HEE=50:1-15:D)E R A
[E A 750 mg, 77H80%. A% HE H ] L 515 .

0] PR H BUT 4R AL & P16 sl S 175134 401

(1) Z(WARFEED 4. AL . =BT SEBER1,4- 5N

(2) (M RENED A, BT BB KA R R 1,4- NI
(3) (M RHEEPAMR) A =RUT REBE. ORIRPIAN 1,4- NI

(4) (AR EEAED A =BT BB, KRG BIR AT . s AI,4- 5

NI

(5) (W REEAED) B =RUT LR RN AL AL 1,4

NI

(6) = (W NEEAED) B =RUT R, RN AL, AL 1,4-

NI

[l

(7) (S REENED A BT BB, <O mALENL,4-ZE N
(8) (WP WAELINER) L. —=RUT M. = OE . AT DY S
(9) VU(=ZR AR . =80T AR, s AL AT 1,4- 8 /S Bh

(10) WSPRAL. —BUT HEWE. AL A 1,4- 50N s

(11) ZR (R, U7 BB, mAL R 1,4- 5N

(12) =W RE A A =0T H B = OE . AL PR

(13) (W RAESPI M) 48 = RUT HelBE . — RN Sl Fl A B0 A
(14) =(C R ED A, =RUT B, RN LR

(15) DY(=2REEMRAE . = RUT BB, — N S e

(16) R (=R = BUT W — R NAE SN I RE

(17) (=W REEWNED A, =285, — RN Ol AL A 2 T I
(18) = (WP RHESPAMR) 40 DYsiliie =& ) K. RN REN

(19) (W RIENED 8, —RUT BB, RN OE. #ALsr. KR

o B s

(20) (WP RIEINED A, SRUT AR RN SR mALER . KR
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T
Q1) “HR (SRR, ST, RO KRIE TR
(22) =(C AR A AT IR RN L. FAERIE T

s

5
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BALEW (5g) W1 & H B (F5%7 A , HEFEREE Z 108K L
o WIAME EH R RN B, FEpH=3~5. K NIRTF & ZR 30040, B
R B, Wnsese, BN, R iis. ok, JEUFH QmEGE S
FE35C N HA T, 13458 g (a4,

¥ B BRI (11 mL) 7K, A2 %, Rl R (88 mL) AN,
HAREULAT &R, -10CHT Wb, RH 38, WEIYEE, M1, 153048 glilfk,
[l AR TR (10 mL) 7K, [FISE F# (85 mL) AR, HARFFET , -10C
Prond i, HRDE,  BECRE AR AEERASYIH ( 35g)

HNMR(DMSO-d6): & 0.88 (t, J = 7.6 Hz, 3H), 1.40-1.43 (m, 1H), 1.70-1.93
(m, 9H), 2.18-2.25 (m, 2H), 2.93-2.99 (m, 3H), 3.12-3.16 (m, 1H), 3.35-3.42 (m,
3H), 3.80-3.81(d, J = 5.6 Hz, 2H), 4.15-4.18 (m, 1H), 4.37-4.40 (m, 1H), 5.00-5.06
(m, 2H), 5.27 (s, 2H), 5.43 (s, 2H), 5.96-6.03 (m, 1H), 6.55 (s, 1H), 7.33 (s, 1H),
7.66-7.68 (d, J =9.0 Hz, 1H), 8.07-8.09 (d, J = 9.0 Hz, 1H), 8.87 (s, 1H), 10.62
(s, 1H)
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B GT AE 0 225 0FE o BEARER AR, AR B T AR I BRI A 25,
AU ARN B3] UREAS B WA 24 P e s sz 2, X 2886 i JE R R A |
TR DT BURIEE SR 5 P B 19 9
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