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5-{[1- (3,5~ =&ML mE-2-3L) WRAE 4L ] FH 4 0L} -8—98( -3, 4- &AM mbk—2 (1H) — i .
5-{[1-(3,5- &ML iE—2-J) —4- IR IE —4—J& ] H 4800k} —8-91 -3, 4- & Mk -2 (1H) -
5= {[ (3R*,4R*) —1- (4~ —2-F AR IE) —3-FRILWRNE -4 | H 48 2L ) -8-%8-3,4- A&
Whk—2 (1H) —P |
5-{[ (3R, 4S) -1- (4--2,6- —H AR HE) —3- -4 FRHLNRIE -4 JE ] HI 48 L) -89 -3, 4~
AWk -2 (1H) |
5-{[ (3S,4R) -1 (4-5-2,6- ~ AR HE) —3-F -4 FRHLNRIE -4 JE ] HH 48 L) -89 -3, 4~
AR -2 (1H) |
5-{[ (3R, 4R) -1 (4-5-2,6- "3 AR HE) —3-F -4 FRHLNRIE -4 JE ] HI 48 L) -89 -3, 4~
AWk -2 (1H) |
5-{[(3S,45) -1- (4--2,6- ~ AR HE) —3-F -4 FRHLNRIE -4 JE ] HH 48 L) -89 -3, 4~
TSR -2 (1H) |
(3R, 4R) —1- (4-5-2,6- g A 3E) —4-{[ 8- —2-5M-1,2,3,4- U MM -5-3E) 4
] JE ) —4- B FRURIE -3 FE A PR R
(3R,4R) —1- (4~ -2-F A HE) —4- {[ 8- —2-E48-1,2,3,4- VYA Mepk-5-%5) &L

I

=

11
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B} -A-FRILIRIE -3-F LR IR
5- ({[1- (- -2-F A HE) —4-FR IR E-4—Fk | FH Ik ) e ) —8—91—3, 4— A MM —2

(1H) P |
5—{2-[1- (4-&-2,6- "G ) 4- IR E-4-3E] 2 ) -84 -3, 4— — A k-2
<1H> i
“{R-4-(4-F-2-FKH) -1, 4- R B B F A AL -8-5-3, 4- S MMk -2
<1H> i

5—{[i-4- (4-F-2- R HE) — 1R O 3 ] AU ) -89 -3, 4~ S - 2<1H) —Fi |

5— {[ (1R*, 2R* , 4R%) —4— (4-50—2- 9K HL) -1, 2- LA O L ] 4R 3 ) -8-%-3,4-—
SR -2 (1H) — -

5- {[ (IR, 2R, 4S) ~4- (4~ —2- 5K KE) -1,2,4- =R FIHR O FE I -8-m-3,4-—
W bR —2 (1H) —ifd

11— (425K L) —4- {[ 8- —2-EAX-1,2,3, 4- DU S EMR-5-F) S FL ] F 3L} —4-
PRI, &

5-{[Jx—4- U-F-2-FARHE) - 1- R A- AL O] FE ) -8-%-3,4- A k-
2 (1H) i, B H £h

11— M2l -&0 , A3 ik R SR 1 E 109 T — TR AT iR AL S e R DL je 24 % |
IR 0=

12— T2 W TS5 A/ 8006 T 45 A2 0 0 24555, B3 0 BRI 225K 1 2 10 A — T ik
4GP al L 3 DA R 2525 B Rl sz I A

13 WAL R ZE 3R 1 2 10 HAE— TP IR 1 4k & P el 3 £R A2 A2 7 T2 W s A/ 86 97

LERZIR 2R I i

T
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SR &R B BT SaTF S5k A

BRARGUE
[0001] AP LA & 25D

BEEEA

[0002] A 450 (G58% 7 BiAF & sMycobacterium tuberculosis) & A B &1HT , IEIA
=032 — BN HR G . & FnAE N 43 B # (Mycobacterium africanum) 270 F #
(Mycobacterium bovis) =4 AT E (Mycobacterium caprae) - M 73 F A B
(Mycobacterium pinnipedii) M H R 43 F7 4T Mycobacterium microti) J& T 2RL N 45 1%
95 T 1A 45 R B R 9 ELRR AT N B AT 3507 1 1) 43 BT B

[0003] 6/ HEI 2 P& Wil 97 vk 20 s WA IR S8 25 42003 B V68 9T o BB 7 VR A 4 A B
W2 A FHFIAEF (rifampicin) < MM (isoniazid) MEEEEERE (pyrazinamide) & Z % T
fi (ethambutol) (BUEEHEEFR) 4P LG FIBIIAIT 5 ST T k4N H FRIART- B e Ml 2 P 25 770 1)
1BIT .

[0004] SR, 48 HZIT A TAES IR T E7R WK IRG T B 458 FH 259 1 BIAE
F AR 25 22 , 88 3 VR T BT

[0005] 4RI L2 Wn EIE H (RS RISCHR L & 2) , i, FIARF- B T 20 It B4
A (Flu syndrome) 25903 B0 HH PAS0A S gt il 11 5 Foh 25 W4 A 22 T 5 S A
R JE A #4542 (peripheral neuropathy) A5 R4 2H -G48 T 51 S ) 7™ 55
PRI s M T E B DRI A 2 [ 5 171 3 B PR 03 2K 5 i 5 R B A AT 5 ) \ I 4 448 171 32 ol
(R T 233 2 5 bk P 19k e EL A P U2 00  JR TR AR AH S PR R IR AR St o R A 38 — 4 2
WAt I SRR 25 700 B EIAE A AR A5l 38 R R AR ST S R PR R Pt s I fi a S ) P U
i WL ENE

[0006]  Fisk O, £ BT A R B (Rt iR 2284 [ f 22 0) 1 25 W04 2 vh ke &2
BIAT0% (5 22923 % , 525 451) H T BIE M CE AT AR e 2772 AR L RISCERS) .
[0007]  XF Tz 2 A BB A% o, 9 2 E PTG ME S R i, sk — B3 I, 1T
I8 A AR B VR TT S NI M

[0008] 5T T A ZH 21 (WHO) i 2 525 s ORIAR-T- 22 e R E B P 1) 2 P25 M %
(MDR-TB) /4% , B4E 7 tH B450,000 N & FET-170,000 A, H B af i 2 EHiZitt 45
T B TR R 1,500,000 N o CWIARHF 2 25 BT B T2 L2 P45 % % (XDR-TB) , 1%
SERZR E BN TH A A SR A B GRS R SCiik4) o

[0009] =3z —SZHIVIBE YL 3 4 M58 & I SR S5 A% 5 » RIS R 8 T TSI 485 4%
(active tuberculosis) FELFISCHRE) o A HBGLHTV K G5 4% 00 & S a1 , Forp —Fh g ]
NI 573 — P 1) A FRe 1T 245 A2 0 VT 45 o th e R IS e 46 4% 3 - 12201248, 29320, 000 A\ B8
THIVAHR B 5120 , B 48 2025 %6 R GLHTVIT U T 25 72 BH 45 1% 8 It i) ot 4 o [A] i Jk
YUHTV R 25 K205 1) FR b — R 20 3745 45 K3 A JEE (A XU (6 ) S ike)

[0010] S [ iy fias B} 1% 2 o Je 5 ] i 5 ) 5 Tt i oCo il SR 15 RIS R K J i 45 4% 0 » 45

13
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1290 R PR BRDIR S AR B WS AR TR R L2, I A v U, K Fee i 1) R A ST AR TR 97 (1)
AN

[0011]  HXT H B 5L, Pres 2 2557 00 B & MO0 2 (1) X 22 B 124 1 45 4% 0% v A 240
ARLL | (2) AT ONET AT B L | (3) B EIAE R IRLL | (4) X AR 46 % i i 4 (LTBI) A 24
(R HRLE

[0012] L Amxd A SEA BUw 1t 1) 40 6045 « 558 73 B 1 (Mycobacterium avium) A2
W F A Mycobacterium intracellulare) , H&E Aid ook MACKEIR (5441 A AN 43
BOAT B 2 & AR RE R B4 00 895 B s DA R H A IR 45 % 0 B M W (non-tuberculous
mycobacteria) , | Wl g% By 70 8 A (Mycobacterium kansasii) ¥ VEFAF H
(Mycobacterium marinum) «J2 7 F #F # (Mycobacterium simiae) B J5H 70 B A &
(Mycobacterium scrofulaceum) Hi[G/#i4TFE  (Mycobacterium szulgai) 584 K 4T
(Mycobacterium xenopi) % /K[ 10 H A 7 (Mycobacterium malmoense) W& I3 ¥4 41
(Mycobacterium haemophilum) {53z 0 #i 4T 5 (Mycobacterium ulcerans) - PG ER# 7 A AT
(Mycobacterium shimoidei) ABSR 7AiM B (Mycobacterium fortuitum) 20 K AT F
(Mycobacterium chelonae) £ Y543 A H (Mycobacterium smegmatis) M4 HiFF
(Mycobacterium aurum) .

[0013]  JliESMACHE R 0 B AL T M CARIAE T & T B A e hidE &R (clarithromycin) IX
ML R, e an R FE A A FHBE R R B R % 2 (kanamycin) o 53— X AR 0 B
FEREIRIE T B 006 & H -5 18 LA i 20 an R AE - 0 e T BE BE R R R
A8 EF 2R 5 30 4 B SR YR 97 26 770491 g v T A 2 (newquinolone) 2455 L3R N g 2Rt
BRI 7 S W T S B 1R 2470 S DU PR B R P 5

[0014] SR 0 4 5 X6 A 45 4% 25 AT 11 0 ¥ 7 5 305 368 41 R J 44 A BL 75 SR KB I 254036
J7, HAZG T B 5 MR T (refractory) , MA L FEILT: N T fE ot il , 75 220t
R EB R 250

[0015]  flan, & F) SCER 19 B 6-AE3E-1,2,3,4-DUE [2, 1-b]BKme 0t i Ak & 90 BB X Pt
Stz (H3TRv R AR) 15 22 B0 24 P 45 1% 008 o1 (1) A2 0 235 T 7 M R0 &6 A 0 — I G sh ) A 1Y
[ 11 AR ER 25 096 T 0R , TR L A AP as A% 25 77 =2 B X1

[0016] L RSCRR2FI3HL R 2, 3- A WKMEIE (2, 1-b]WEME AL S B NS5 % i . 2
UL S K3 B S | 3 2R 3 AT T 1R B 12

[0017] LR SCHR A 5 A 2 0K P S e A i L K e FEE R AL, 5 W mT A AR A S A%
BT 2590

[0018]  HFISCERSHLFR6, 7- —SBkMEIf[2,1-b] [1, 31MEBEL S W) B A XSG I M %
LM A5 %00 R L 5 3 TR 1

(00191 AR bk 228 SR R A & 0 5 A R A SRS AR AL,
[0020] 5| HF|FE

[0021]  &F| Sk

[0022] [FF|SCHEALIIWO 97/01562 (JP-A-11-508270)

[0023] [ L F k2] JP-A-2004-149527

[0024]  [&F|SCHR3] JP-A-2005-320316

14
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[0025]  [EH)SCHER4]IWO 2011/014776

[0026]  [&F|SCHR5IWO 2012/141338

[0027] R HISCHR

[0028] [HEEH|CHR1JA Clinician’s Guide To Tuberculosis,Michael D.Iseman
2000by Lippincott Williams&Wilkins,printed in the USA,ISBN 0-7817-1749-3
[0029] [dEEH k2] Kekkaku 2nd edition,Fumiyuki Kuze,Takahide Izumi,Ilgaku-
shoin 1992

[0030]  [dE&FISCHik3]Kekkaku Vol.74:77-82,1999

(00311  [JEEF|CRRk4]Global tuberculosis report 2013

[0032] [q4EEF|CHR5]The Internet Journal of Pulmonary Medicine 2008:Volume
10 Number 1

[0033]  [4E%FISCHik6] The Global Plan To Stop TB 2011-2015

LZRAR

[0034]  FEA ]

[0035] % B H 1 4@ BAG X B4 1% i 1R M 22 31 40 24 P 45 4% 05 B 10 00 e 3% vl 12
I B A KRB 55— B B 984 B A X P 45 1% 0 B B A0 = R i TE AL &
Y.

[0036]  fif i i) R 7 v

[0037] AUk BHITE AL K B NG IR ANBE 90 45 Ak B I ML A% 0w 1 2 P 45 %
T3 T S ARG AZ 0 B B 1) B A 0 7 235 B 3 1 LB P & 2 A & i A i) . 5 HL DA
RINRFHE T 58 A K B o

[0038]  fE—T71H, A KB EdE s (D) ML G 4ei g

[0039]  [fhE1]

0

[0040]

(1)

[0041]  H:AFRDN

[0042] (1) A

[0043]  (2) AT H AT —AEl AN AR TR BA [RIIR e 1) 2 i
[0044]  (3) fIRZh

[0045] R*JNy

[0046] (1) X%

15
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(00471 (2) W EAA — BN HH A BEAS R R e JE 1) 2 22
[0048]  (3) flKZihidk.
[0049]  (4) M2 S R FE Bk,
[0050]  (5) #&dE;
[0051] m MO 3HEEHL
[0052] 4tk A 4m Ay 28K 30 , R¥AT 18 b AS AHIF] 5
[0053]  X'4-CHe—+—0-+-N (R?) =\ ~S—~SO-5K~S0s-;
[0054] R°N
[0055] (1) A~
[0056]  (2) kS ket Bk
[0057]  (3) fIRZ b ot 25 s
[0058]  G' MR Z T bk
[0059] R%¥
[0060] (1) &~
[0061]  (2) ¥k,
[0062]  (3) i %«
[0063]  (4) AT H A — Ak Z N EREEMIC b L
[0064]  (5) FIE.
[0065]  (6) W ELAHALIE H R HI) — B A BRI ) 2 2
[0066]  (a) fR L hdt
[0067]  (b)—C (=0) -R®Hk
[0068]  (7) -0-R';
[0069] ROy
00701 (1) fi S A dtak, ‘
Eoom EZ; gﬁg—ﬁ\ﬂzﬂﬂ%ﬁIEE‘Z$Iﬁl’E&%E’\J1&&%&&%%ﬁ‘ﬁi25n%ﬁfﬁﬁ—/@2%/l\$ﬁ
[) B AN R R e i
[0072] R"H
(00731 (1) A
[0074]  (2) &3k,
[0075]  (3) fEK S b ot Bk B
[0076]  (4) fER LK bt ;
[0077] R*N
[0078] (1) W[ EA — B AN HH A BEA R R e JE 1) = 22
[0079] (2 M.
[0080]  (3) It
[0081]  (4) K Zbr it
[o082]  (5) & AR
[0083]  (6) -0-R%E{
[0084]  (7)-0-C(=0) -R’;

16
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[0085] R®¥Hy

[0086] (1) A~

[0087]  (2) {2kt

[0088]  (3) —PH (=0) OHEY

[0089]  (4) AT HLA — AN a2 AT BAN ARG e S8 R (1) 2
[0090] RN

[0091] (1) R Zhe it

[0092]  (2) —G*-COOH.

[0093]  (3) W[ B A — B AN HHIF] BEAS R e JE 1) = 22
[0094]  (4) {2 Je SR FE Bk,

[0095]  (5) AHLMEEE,

[0096]  G* ML bt

[0097]  nNOZESHIEEHL,

[0098]  H: 2% Ay Yn 28 56 £ I, %R R® R L G2 R] 41 st AN [7) H. w] 78 A8 [8 55 J5 1 -4 HL
s

[0099]  X*JYNEECH;

[0100]  H ARy 24 X* A CHIN , B A AHAT 28 40 Bk s SRR B BT 5 HAm R AN ] «
[0101]  FFAN

(01021 (1) W[ BA —A 2 UK M) 75 3, B

[0103]  (2) AT E A — A2 N HURIE I ZR 0 5

[0104]  fh2E(:

[0105]  [fk2z2]

[0106]

[0107]  FyB o R BB OV AP LL FARONL &) (D) .

[0108] ik B 2l B4R

[0109] A BAAL A4 (1) 45 50l B AT X 053 BT B (f9) T 285 4% v B i B Al 45 % o0 AT TR
J&) TR S 1, HAR B A X B0 2 EhU 2 A% e AR S

[0110] AR BAH G (1) T DRSS 2500 T B4 T WAL S IR 7 A T 85 0 52 70
FFF T B 1 i IER R R 28 B (R IR AL R, I DA AN AE AR M PR AR PN S s v

[0111] AR B AL A4 (1) A2 an B 020 B 4] 2o 4 = 1 P 2 1 B 3 =2 QB P i 1 2
S VBB TS R IS R MR B RE A5 KBS 2451 25 Y

[0112] AU B HR A& (1) X 40 i P a7 A2 B A 280 a0 a7 A T B W 4 B i N R I8 25 7%
B 75 % B 13036 o RIS oA AT LA LU A% Bt B 45 A% 245 77 S 58 P 3% T 1 12 o (8] b T30 0 P
RGN R 5, T B 4R ts TR 80T .

[0113] A B s A& (1) 7R 25 WA B IR A FD & P V15 & CYP3A Wi IR T e 1k
S 228 HAE PRI o R T BBz S ) 546 S 25 W BHIV 299 46 Rl i

[0114]  fbAk, AW (D) LRG3 B A BARE M, PRt n] Bz A & K 5 T AR
SERRIIRTT Lo

[0115] St ol iy 4 ik

17
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[0116]  VEAHUEHA A ST I 405 AoRIE IR

[0117]  “IRZbr k™ 1) S 60 B B 1264 ik Ji 1) BB B B e 2 , B RE il B 5, 491
[T NYAE - NSE- S~ J7E- S N I N G AT I N RS T R N
O3 Je 3-HH 3 4

[0118]  “fIRZIAEL" B SE9) B B 2286/ S 1 Jo 1 22 34 WUBE (1Y) L B B S B 4, St
SN, 253 (vinyl) (2853 (ethenyl) ) J1-PAMEIE - MG JE L 2-FR -1 - L 1- T
I 2 TR IE 3T IR 3R -2— TR 1 RE I 2 A I L 3 R I LA TR I
4P B3R - O 2k 3- U 2 5 2 .

[0119]  “fIRZ R BE” By S B & A 226/ S 1 S 1 234> — B () B B B S b B, J
B, 1P R 2P R V1T R R 2 TR L 3T L 1 B L 2 T B L 3T
FRFE A-TRIE IO 2-CUbRIE . 3-CUbR I AU I 5O kI

[0120]  “fRR e AL A SE I & B 1 264 B R 1 1) L B sl s i e S0, I B &5, ol
FRAR D | AU TR S L T AU L e T AU i T AR BT R R R R
BRSOV RO R 3 HIE R

[0121]  “{RIGAIE” B S & B 2 2 64 B SR 1 S 1 42 34 SOURE 1) L 4 S e 0 A 0
FALE BN, 258 (vinyloxy) (L 0%3E (ethenyloxy))  1-TAMEEIE . 2-TH I 3L
2-H - 1-TM I - TR 2- TR A L 3- TR 3- -2 TRmE . 1R
AL 2-TRE SR I 3T SR AT R A 3 T R L 1 - R L 3O R
PSRy =

[0122]  “fRREAIE” B SEFIE & B 2 264 BR SR 1 f2 1 22 34 = 4 1) L S e o A 2
FALE A, BRI - 2- PRI L 1 TR 2 TR 3T AR
1= PRI 2 AR 3R 2 . AT 1R L 2- S L 3- R AR
e A-CURE S K5ORS

[0123]  “{RRIEMhIE” A SE B & B 1 2 TANBR IR 1 0 B B8 sl ST B e e 2, SB35, il
FRBE L L 2 TR 2 PR 2 T T2 L 5 T M 2 G 2 L U T B A S e 2L

[0124] U LM T PR IL” A S 9 F0 & B 3 T/ANBR IR 1 S 128 34N U5 ) T Atk e, = e 0 ik
AL, B B, LM EREE (vinylecarbonyl) (L)@ JEHkHE (ethenylcarbonyl)) \1-H
IRIE PRI 2- T A S I 2 - 1 - R B . 1T @ Bt L 2- T s B i At 3T M 2t
PRIL 3 e —2- TSI BRIL L 1 TR FE BRI L 2- T SR R L3 IRUG R BRI LA TR BRI
A-FR B3-SR AL . 1O BRI \ 3- U B 2 S5 UM A e

[0125]  “fECZ b I B I i S 9 f0, & B 3B T/ANBR IR 1 S 1 28 34 =t ) T Atk el = e e i
PRI T B Er I, 2 BRI V1T PRI RIS L 2- PR R BRI L 1 T bR SR R L L 2 T B A
B3I SR 1R BRI L 2 TR IE BRI | 3- R FE PRI L A- ORISR IR L 1 -
BRFE 2 CUBRIEBRIL (3-CUbRIE B IL (4O bR IE B FE T 5- LR BRI

[0126]  “{ 2 helk AL (sl & B 1 B TR IR 710 B B al S e e 800, Ay,
B, H R AR 2L L 2 TSRS IR A2 L T B E T B R AR U T A
[l

[0127] AR e B L PRI (1) S A9 A0, 2 HAT 2 B TAN DR JE 111 B B Sl e o AR e, Je
B lan, AR IR IE | LR R TN RS R L R A R T R A BT R R
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B IR IEFRIE K VSR SRR

[0128]  “fIR e i be 2257 (1) SE 9 B0 B A 1 26 ik i 711 B B Bl S e e SE e 422, 2B

R L TR 7 o B AR 3 e SIS R0 o SN - DSBS e 2 1 o S G 200

B R IERR e I S O IE R e S

[0129] R g Joe 22 WV s o 5™ 1 S A8 75 LA 1 22 60 ik Jisl 1 1) L S % o O T e e 2
B E B FE T A T R L 2, 35 P T R A R I T S S A 2R I T R L TR P

B BT FHE PRI FL | 3 S R I e R WY T

[0130] I Jod S I I 1) S A9 60 2 L 1 22 6 B JER T 110) L A S e o L i O, M B

B N, R R 2 | 2 S TR L | T R R R | S U R R T A A BT A A

i R FE R I K O SE AR S

[0131]  “fIRZLIRE 5" (1) SE B & HAA 36Nk I T I IR e 228, e B0 &, i, FR P 25 L3R

BV YN

[0132]  “fIC L PR 4537 i S 615 B 3 6N JEL RN 3, AL, il , 2- 3R R 45

B3R REIE 2RO A 3R A I

[0133]  “fRBIAhiE L A S AL & LA 36 IR T HI P b 38 , S L5, B, 3R TR 44,

B RTINS R D A

[0134]  “MIRIA M AL S B & B 3R 6 MR IR T I3 28 , B, lan, 2-38 %

OE= B TR eI N =B A N R Y R R Ny = e

[0135]  “PRMIRZ be e It (1) SE 9 B0 2 B A B TR R T IO IR e 6 3R 3E , L5, i dn, 34

LES S NNE S SN VES Ve =S &9

[0136]  “fIRZL IR e A I PR AL I S 9 B0 & B 4B TN R 7 I M e S R et , L, 46l

U, IR IEFRIE IR T AR IR PR IE L I IR A SR BRI A A A

(01371 “D5 7 (K SE A & - OB = - IRy A e 2, Je A3, i, 2R Bt (2t (S
PEE2
[0138]  “D5 AL (S A0 35 - - B = - 3IR DT B e 2, Sty , i, A A 2k L 2R

RN Y E

(0139 “T5 JLFREL™ (1) S B B B - WL-BR =~ IR TS B R P s, S L, Mo, 2R L
S S NE S YRS

[0140]  “T54AEHIL” (1) SEI L & B 08K = -IR 5 A iR et , B35, il , R4
FEPRBL ZEA LR | AR R L SRR R

[0141]  “T5 e B W S0 & BAA 1 83k IR 1 H 48 - 0B = - FRR 55 e 2 2 BUAR
[ BRSBTS, B A, B, R TR R 2 ORI 2 B V12RO R o -2 AL H
5.

[0142]  “T5 b L 27 () SE B0 & B 1 B3Ik 7 B - -8 = - IRIR T B e 24
EAR I BB B B e S A B, i, R A2 1R L B B 2 R O R R 125
AR R 2-ZE LA L

[0143]  “DH et pRIE” LB & BA 28 ANRIE T HE - -8 =~ IR I5 & a2t
HAR I BB B e e B P S, S B B, i an , R AR A L 1 OR B R (2 DR L 2 B R
1-Z5 5L F L BRI Ko 025 3L F LB
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[0144]  “TF5fm LA L PR IE” (RS2 B0, & B 2 AN B T HE 8- X - B =-FOR 75 A ik
JE L HUAR ) BB B R e S R S, B, i, R IR AR R R L1 OR A SR R R 2K
CIEAFE PRI 1 -ZEH FE SR SRS L 228 F R A SR BRI IR R S SR S RO

[0145]  “ZRPREE” (1 S5 B0 & B i SR T~ 2 AM B 2= D 1A (W, 1854 1 E R 7 iR
T (AT T LR Je R T (T T AR A ) 1 44 51 D9 AN g Jist 1 L R B A o A B 3R
B IR (W1, WA = B TEAEXORTE ) 4302, Rl a6+

[0146]  (a) EL$51 24N ZUR 7B A B AN 13- 22 8-T0 (fLik5-8k6-J0) A2 R IR, i,
ML s 35k bt B 2 | IR e | ke b g S N SR A L g 22 | DY S e s | e s L IR L (A
Wk | =Mk DU | A R R R IR T b i P I R L K AR IGE | IR E | Wbk A i
WREEHE R IR Pl gt . 1,4- I Pide i

[0147]  (b) E$51 25 ER F B M A B A N7 -2 12- o & 24383, 51l G, S mph it
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[1466]  (HIED-5-3: (85) > (88))

[14671  wlff FH T 5 NEFERATAT 2 2515 WAL &9 (85) 15 24k &4 (88) , Bl , 1115
PRV TR, PEBR A sk I 4 e fRe AL R AR T S A 4 (85) 5 R R I i s HA Ok A e
SN, B8 J5 2K SR TR B YT AS 2L &4 (88) o 1% S N AT 7E 5 _E iR 5 T8D-1-12R40L ) 26 1
AT

[1468]  (HIED-5-4: (85) > (89))

[14691  wlff F H T 51 N FERATAT 2 25 L AL &4 (85) 15 24k &4 (89) , Bl , 7E15
PR AL S (85) 5 IR —ER N, TR e A (R'0) 2B) o AR R &Ml ROR
R e B T A T R (191 G B DR AN e 1) 5 B85 TR s e 7 , W T 4B (OR™?) s L
RPN RN R T BUR e 3L, B J5 2K g T b S mi i3 2146 54 (89) .

[1470] W] fs HOxone GEM IR 44)  F2 1 B HE4T 7K M S B

(14711 iR — W oM R e 18 FH = A XS T 64 (85) il N1 B 10 B /R M, LIt N1 &
BEE /R4 & A% FH IR — R, Dide AR A I 42 SR R A A AE T O

[1472] A S0 6 2, a0, B 4 8 S B A 2 46 B AL P28 V4 T i PR 3628 Vil 4
JBRIR RIS & B IR A Fh I VI & B IR A 3h 28 O IR NG VU & JB ok Je & @ b
A, AT DU 4 L 48 L rp B A A 9 Pl B 22 o A FH & AN T &4 (85) il
WL/ Y&, IR N1 25 IR E,

[1473]1 9% 4 R SeB LS, il an, sEAEAL B an 28R40 (T V&R (0D WY (=
FEIEE) AL (0) V= (RS FE IR 40 (0) o1, 1-X0 (2RI IE) — %k —&ULEE (1) W
(ZOREEE) - &R (TD) B (- GRUT 2289 ) 8 (0) ARG S [1,3- 0 (7 a2
RHE) 2RI -2 JE VL A (TT) MR B N B L1, 3- X0 (2 e A R R ) —2—- IR e g 5k T
FETHE (TT) 5 4R 4 A0 550450 i Ak B (1) K2 S8 AR (1) 5 BE AL 7 i = (= 2R 2R ) &AL %
(TTT) s B AR AR an Py (2R LB 48 (0) , ] DAIE 2 b et L A (1) A2 nT P PR R 22 Fobi
b JE AL RS AR T &4 (85) 1@ H 0,001 B3 EE /R M.

(14741 gbAh, G0FE EE AT IS INECAAR o AR S0 7, i, =R FE B . = GRUT 58) B2, 2" -
WO IRFEREH) -1, 1 -BRZE2- (SRR RS -2 4,6 - = 21,1 - BAR 4,5 -
R IEERE) -9, 9 — - H I — 2RI o LA FH A T10 &% (85) i N0.001 %
IR M.

[1475] & P 5 S0 S B0 2, B an, JR 2 L AR IS VRIS T IS L I S IR A S L TG 2R AT
B, R AT DA 4 bl 2848 FH FG o () A ART 7 Pl B 22

[1476]  Jz iR L H N—-80°C & 150°C o S M I ]38 N0 . 15200/ o

[1477]  GBIED-5-5: (89) + (91) —> (90) )
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(14781 {4, v A5 14 70 o AEBRAT A2 N AL &4 (89) 54b-&W) 91) I BT A5 2L &40
(90) o 1Z N A 7E 5 BRI P IRC-4-5RMUH 244 R HEAT

[1479]  J5ZD-6

[1480]  [fk257]

AP P
[1481] O/(N\Qz #7D-6-1 Om
|I?1O (R 510 (R
(92) (3)

[1482]  H A &£55 a0 BRI E o
[1483]  (CBIED-6-1:(92) —> (3))
[1484]  WIFALEY) (92) BEATATAR A0 B PR3P I BT 75 24540 (3)
[1485]  J7&D-7
[1486]  [fkh3X58]
0

R‘iﬁo/vl\l_eﬂ OR46
OH OH OH
H (95) N H 7
Ak -f- £ g& A
HzN (R2)m FID-7-1 O H (Rz)m FIRD-7-2 O H (R2)m
(93) (94) (3f)

[1488]  HLAR'FIRRP e dk s LGH FRom 88 L3 [ R A5 dn_Eid e 3L

[1489]  GBEED-7-1: (93) +(95) —> (94))

[1490] W] 7EVEMEEFIF 2B & (93) 5G9 (95) 1486 [ BT 3 BIAGEH (94) «1%
SN A AE 5 IR BRC-4-838 UK 251 T HEAT .

[14911  CGLIED-7-2: (94) —> (3f))

[1492]  fh2E3 (3) R itk &4, ilhn, ] FHRACFE AL A4 (94) TR 2L &) (3)
(14931 BRACSEBIE S, B, TEHLERISH an LR AR IR « AR M SRR ; M A WLERZE Bl i 2,
PR =9 LR S — 3 BTG , 0T DA > b 285 rp A An] R e B 22 P o I o FH =8 4K
TAAE (94) WH N E/RYERIT &,

[1494]  WI{E FHERAE I 50, BRI AE A 59 0 R i 1 3 7)o

(14951 TP 77 B SL G0 5, 9 an , Je 28 L A KR SIS VIR SIS K B SS VIASS VIR NE S IS S
AR, AT DUE 24 b 224 HLrb B A A 9 PR ale B 22 e

[1496]  fz i B 5 9-80°C 2 150°C o [ NI 8138 % 90 . 1Z 200/ o

[1497] W[l &M & LR S BB R SR 73k AT AT & R 125 1 1 4% A< &% IR
& (1) o A, A2 AT ARG R T7 V21 i 2% 5 22 SR B R (R ) S R 4640 o, T 28 j 7 Vs
A PR & PRSI 7, BUA SO e 1 228 45 S S ) 7 1R S S AR
RS ALRR 730, I AEAS U FRE H 12 0B 2 A FF ) 7 9% o H TR) 4 KRS 4R o ml T ) Tl 65
IS, AT R R AR A FH AL S 40
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[1498]  pbak, fil &b &9 (1) B, B L5 BRAMB rT L7 B AL ST R FIE A 2 A =
T HE— BRI TS AL, B A 25 Feloe Ab s 87 TR s I e e A Jse v TR A Jsz I8 B4 J2
I 10 A4 S Fa B AN S I AN S S 5 B A B S i e A T Al i A K BN TR
I EARR N SR S 3 iR e 8 I 7K B2 I8 s 7K i Sz R o

[1499] 475 2L, BIR& 0 RINE 6 ot e A TR M0 B e ik , il 72 31T 45 5 e B i A8 FAE:
o] 00738 AT R AP B OR A, AT 92K 08 OB 58 B 5 A58 AR ART 0 0 07 R M i PR 4 2
[1500] il &35 BRIP) % Hh A ) S s A6 W] HEUSERE B IR — AN 2P 3R, BROAT 7 IOB. 56 1%
J& 93 B B Al %A B o N, 242 A B R 53 B T AEAL , AT S SR A A T
1T 0 B AL L= ) ) R 190 Wit 0 IR AR B A, SRS A S B P ) i3k AT 7 388 Al A AR T 451
W AT JE AT BP0 SOV & 00 B8 S A 740

[1501]  AIEY 5T EY 5 R AENEW KA KIAAEY) (1) B8 T HALE Wb i i 57
SR (B an , IR G ] ST TRIE )

[1502] 4B 5 R 1A S e 2 ) e AR BR AL G400 (1) A9 2 T UART A ) ST AR e
W S S R o IS S A mT R ART L 60 0 0 T3 4 40 B o 4B , WA FH 7 38 ' 2 e i 7 v
(g4, 22 HH 465 i IR 6 22 AT 28 R EATT I LR AT 56 K YE AL & 0 70 B8 L A 14 4 e 4
Yo e Ah, AT AR R Y 1S E MR AR TR i & E AL A

[1503] IR DRI UG T B e A G W mT LA 24 1 1 i 0 = 4 FH « 12 36 1 S 451 6
TULTFBIRNA KA EY () £

[1504] %D IRAS AL G Py all B T8I 77 i i 858 2NN, T Al AR SR & i 7 155
WAz G W 7 3t - B, %P RS 2 AL S s B i B P2 SO SR U, ml g A
R O A TR %A ) T 75 i B T AUE P 5 1  — MR T 2

[1505] A KRELEY (D) B85 2% Bl e .

[1506]  AKBHALEY) (1) G — A2 A IME L AL &Y aT 5 252 Ll B2 R T
L o BR IR SE AL 5, 45 an , TEATLER 1 i 2R PR AL B ER L AR B BR , I B IR , A ML IR 51 G R Tk
B 0o B ORI O FR AT AR IR B A R W T IR R T M R SRR S LI

[1507]  AKANED (D) F, BN ZANREEB ST 525 % ErT 52 Y
FRER o BRI SE AL 7, 4, TEATLBR G Gn S SR A B SR SR R R L B R L
PR SV S B B 0, B A AL T P 3 e . — 2 B = W R = L O T
Jid = WG L T = R B L IR IR NN - R R 2 T AT |
nit e S NER, o

[1508] ARG (D) OEFHP A2 N ETFE— DR ARG RE - LS
W AL 2% SR T SEBA 25, i, 7 CH) Ak CH) L PCLMN &80,

[1509] B QFEA K AL &Y () R TSR BB 25057/ 0G0 .

[1510] = 24 il 550 0K A 2 B4 A4 (1) PRIBC A — R 2= 25T 7 T 3K, 3 A B AL &4
(1) Je 2% b mT 452 R 8 A 1] 46 o 8 A B 25 R 77 sl 77 491 i FH FRT SR L 2 K 51 &6 5
T BV TR A AR5 2R T 1 ) % T

(15111 B T-¥697 B T AT I 312 5 245 1) 550 1 25 MAS [8) 700 B i 50 1) — R SiE 45 5, 46
L | N | I 7NN S 27 N I 16 AN - AN | D o8 | NG T N R 2 @ S 82
0
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[1512]  ATAa] R AT 2 A8 R D9 T i) 2 B il 750 A5 I s, Je A0, 9, TR 750 491
DR LR TR < SRCPL N T A B PR TR IR L vl o R dn AT R R B AT B K 4
I PRI SRR 3l BV L S A VAV P B VL PR T S 2 4 3K U S Y SR 2 4 3 BTG
B R S L AR e I, PR R 9] AT R T R R A A SR T 2 MR B TR SN IR TR
BRI A L e LK L BB R T BRI 1 e SO R 40 A AR R S H ik B A ve b S LR A
SR 1) 7480 L RE A A L T AT (cacao butter) A Ak, WSO i3 451 i ik J 1 —
Jre S A R B » DR 7)) S sk B e Ay MR B 7 G e o « LR 0 e R R R AR AR
R R A v A A R R T R Ry S B 2 R

(15131 4nRG 2, o nRE B 5 AT C B A A VRS2 O B ) 8 25, B B B S B I e e s
VEARKE JEACHE RPN 2 R 5E -

(15141 ARy L84 n] |32 A5 AT Dy 48 AL 700 1 750 48 FH ) 80, B, il D 771
0 n 7 2 0 LRSSy T T I SR e S R, RS T B IR B A R
WEE I W B L8 5 L BRI ity 2 W S o

(15151 ] 2 a8 A w732 A FH A D i 4 A R0 A0 R 8048, Je 5, i, SR 24—
B P AT R R v RS R S S i H

(15161 il £ VS SRS D0 9 RS  FL R & UK 1 5 LRSS TS o AR AT 2 R R 771
AT A PR D T 4 VU LB B A P A BB B B0, i, oK T
LR HEAL S A R T R S B A e B I I N SR A 2R £ ot 25 7K LD 2R I8 T 7 R I » LRI, T s
B 165 24 1) 1) R0 475 AL 0% R ) R e 7 A 6 S5 SR, HL R R A R ) BT
FN R TR P ST A LA S ) 7 RS ) Ak L R T R 7 B HLA 24 7 i

(15171 AR WIAC G (1) 1 & B A LR 24 1l 0 v 35 A BR i EL ) L o A T2 Vi Bl A R 2
2= 245 il R 3 o il LS 1 R T0E & % AR LAY (1)

[1518] AR B [ 245 57U PR 25 24 4k e AT BR ) EL P Bk 12 PN [ 70U Y L A 4 e S bk
IR ARES B oAb A A T 45 37 15 243 6117510 o ) 2, B 500 FL 7 S YA BV LV SRR 771 %
U T 22 T AR T o VA SRS ) R B i 0 B A o e B K R BRI (AL T ek 2
T UnTE B, A SRR UL N L B L B BRI AR A 45 2 KRR AT e LR 2

(15191 I 24 1 371 (4 771 B w] B ke T 790 05 58 SB A S e B il 0 e B8 e Al 2% A T A
o AR W AR H AR TR E LS T0.012100mg, fLiZN0. 1 250mg, B E B 5 &
[1520] G AFE TSI AE S, UL+ 52 O 0T IR i) 77 & ] g 2 6 1 i Ath
(ERZWMIE S E 2l wb b il

(15211 AR I AW (1) R 0l T XEGUEE A% T B o0 BORT o 85 5 A% 0 1 i B Al 46 %
Iy BOFF s B B 8 DR B A DU iE X 51 2 BT PR 4 1A « AR A &4 (1)
AR TR ARSI S P R T2 0 ARG 248 32 B AL B 2 43 rh R 4 1 0 AT T R IR
WP VE I A R AL &9 (D) 31& F T 92 30R A/ B6 7 5 A% m I 24511 o

[1522] S S (1) A2t FH T8 A0 1 9] G4 22 B B A oy o 22 R A PR T ) 2 R
TE VBT T A MRS » DR ] RO RE S S0 45 24 10 24 T IR

[1523] A WAk &4 (1) X 2 P3 = A T A 20 ) e 26 E e 40 PR R RS A 1
FE 7% T 771k 56 RIS AR TS B A EE EAT 70485 % 24 ) s ) 3% T3 12 o DAY IR ] IR A1 45
R R TR RE S T R TT
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[1524] & TLCILA 29 B BTN, AR A& () R BURAE KR T iR 45

AL

[1525] AR BAAL-E (1) 7k 24 WAt il A LG40 1) 7% 14 S CYP3ARRHF &k B AIK AT RE 1 - EH

T 2578 BAF AR BR R, o] T 5 HAR VR 7RI 4G & - nT AR 46 HIE R 2557
B, B 2R BT AL 2 B DT 4 A% 0 24 0 VA R R B R RS P TR R A

M e 1 T 8 791) < it 2 2490 < P HIVZG W) 1A 47 5 JE (delamanid) < DUAEMK (bedaquiline) ,

8¢ H AT & HIPA-824 . JR 45 A (Sutezolid) »

[1526] s3]

[1527]  [SEf]

[1528]  DLF K5 BRSS9 SE A5 Kol 06 5 A 2 B VE A0 B o 1 S 52451 3 2 P B i A

BH , ELRTFE AR R BH 1) 96 | A A2 250X B s 441

[1529] "R A SZ ol () RE “= I R B L 10 CE L3S CR MR E BRI A A W R A

W b ZR AR AR R AE AU, Y TR E R %

[1530] i "HNMR (FR T A% M 4R 6 15) =5 3R 18 A3 PG 3% 45 BINMR (Bruker AVANCE 300

(300M Hz) .Bruker AVANCE 500 (500M Hz) .Bruker AVANCE TIT 400 (400M Hz) MBruker

AVANCE IIT 500 (500M Hz) FAE—H) o R AL i, 24Uk B OB, A FH 2 s TN

FErE AR .

[1531] {1

[1532]  (2B) -N- -8 -5 HIHL) -3- L H I N -2- IR Bk

[1533]  YKAHIF, T3-&F-4-5 % (10.35g) MEBE (6.41mL) AN, N-—H 3 2, Bt % (90mL)

VRSB S N (2E) —3- AR FE N -2 - JA R (10 9g) N, N- —HI1EE £ Pk iz (10mL) ¥ »

TR I TR B VD AE R B P HE Lho B S RO B K, i e A8 B e AR DivE P 42 i Ax

LAY (10.7g)

[1534]  'HNMR (CDC13) Sppm:1.38 (3H,t,J=7.1Hz) ,4.01 (2H,q,J=7.1Hz) , 5.39(1H,d,]J

=12.1Hz) ,6.58 (1H,dd,J=8.8Hz,2.9Hz) ,7.20 (1H,d,J=8.9Hz) , 7.52 (1H,brs) ,7.68

(1H,d,J=12.1Hz) ,8.13 (1H,brs) ,8.33 (1H,d,J=2.9Hz) .

[1535] S {5)2

[1536]  (2F) -3-Z 53 -N- Q-F-5-FE LIk 3L) -2 Mt i

[1537] KU HE I E Ko

[1538]  'HNMR (CDC1s) Sppm:1.38 (3H,t,J=7.0Hz) ,3.99 (2H,q,J=7.0Hz) , 5.36 (1H,d,]J

=12.1Hz) ,6.49-6.55 (1H,m) ,6.94 (1H,dd,J=9.0Hz,8.9Hz) ,7.22 (1H,brs),7.67 (1H,d,

J=12.1Hz) ,8.08 (1H,brs) ,8.23-8.29 (1H,m) .

[1539] 2453

[1540]  (2E) -N-(2,3- % -5 H IR ) -3- L HE N -2- Mt

[1541]  RUZHEHILMNE K.

[1542]  '"HNMR (CDC13) 8ppm:1.37 (3H,t,J=6.9Hz) ,3.78 (3H,s) ,3.97 (2H,q,] =6.9Hz) ,

5.35(1H,d,J=12.0Hz) ,6.38-6.46 (1H,m) ,7.13 (1H,s) ,7.66 (1H,d,J] =12.0Hz) ,7.82-

7.87 (1H,m) .

[1543]  Z#f5l4
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[1544]  (2E) -N- (2,4~ JR-3-%-5-F LK IL) -3- L AL -2- 1k

[1545]  RALZ G110 G o

[1546]  "HNMR (CDC13) Sppm:1.38 (3H,t,J=7.2Hz) ,3.93 (3H,s) ,4.00 (2H,q,] =7.2Hz),
5.36 (11,d,J=12.0Hz) ,7.47 (1H,s) ,7.67 (1H,d,J=12.0Hz) ,8.19 (1H,d,J=2.1Hz) .
[1547] &2 A45

[1548]  8-%—5—FokmEmk-2 (1H) — il

[1549]1  F-65°C, T ELER (270mL) H, B ES N (2E) —3- L S HE-N- Q- -5 FL R gE) -
2- WM (27 . 0g) W HI I (135mL) VAV, S8 5 ¥ I IR G185 CHEFE30mi no b S M I ¥
RIAKH, T g as B DTE Y iR bR AL A4 (19.2¢)

[1550]  'HNMR (DMSO-d6) 8ppm:6.46 (1H,d,J=9.8Hz) ,6.52 (1H,dd,J=8.8Hz, 3.7Hz),
7.21(1H,dd,J=10.9Hz,8.8Hz) ,8.02 (1H,dd,J=9.8Hz,1.6Hz) ,10.33 (1H,brs) ,11.60
(1H,brs) »

[1551] 2 {l6

[1552]  8-& -5—FrkmEmk—2 (1H) —HH

[1553]  SRALZFE 45511 G il o

[1554]  '"HNMR (DMSO-d6) 8ppm:6.47 (1H,d,J=9.7Hz) ,6.62 (1H,d,J=8.6Hz) , 7.42 (1H,
d,J=8.6Hz),8.05(1H,d,J=9.8Hz) ,10.68 (1H,s) ,10.75 (1H,brs) »

[1555] 2437

[1556]  7,8- 4 —5—FF S FEmEmk—2 (1H) —Ef

[1557]  F-70°CZ80°C, TR (17mL) H¥s N (2E) -N- (2, 3- =3 —5- ALK ) -3-4
AFEN-2- 1R (1.66g) , FFHiHE VIR B Y05min B BRI vkKF G, Tid e as -
W AR TTTE DTS2 (AR A& (1. 0g) «

[1558]  'HNMR (DMSO-d6) 8ppm:3.90 (3H,s) ,6.45(1H,d,J=9.9Hz) ,6.90 (1H, dd,J=
12.9Hz,6.0Hz) ,7.97 (1H,dd,J=9.9Hz,1.5Hz) ,12.00 (1H,s) -

[1559] 258

[1560]  6,8- " VR-T-9—5—F A LM Mk—-2 (1H) — i

[1561] AU GG o

[1562]  'HNMR (DMSO-d6) 8ppm:3.91 (3H,s) ,6.61 (1H,d,J=9.5Hz) ,8.02 (1H, d,J=
9.5Hz) ,10.96-11.10 (1H, brs) -

[1563] 2159

[1564]  7-%&(-5—H 4 FE-3,4- EEME-2 (1H) —FH

[1565]  FASHH T, 4 7-% -5 A IEmEmk-2 (1H) - (29.0g) & 10% 486 (10 g) [ Z,
iz (600mL) =V T 105 CHEFE2 . 5ho I JEATEW) T FFE A e EIR - LA /K Be i3 5k B8 W 31 I8 1
AP AL A (25.79) -

[1566]  'HNMR (CDC13) Sppm:2.56-2.62 (2H,m) ,2.89 (2H,t,J=7.5Hz) ,3.82(3H, s),6.15
(1H,dd,J=9.0Hz,2.1Hz) ,6.32 (1H,dd,J=10.8Hz,2.1Hz) ,7.92 (1H, brs) .

[1567] 24510

[1568]  7,8- % —5-FH& -3, 4- S Emk-2 (1H) R

[1569]  RALZFE 91 G i o
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[1570]  'HNMR (CDC1s) Sppm:2.58-2.64 (2H,m) ,2.90-2.96 (2H,m) ,3.79 (3H,s) , 6.37 (1H,
dd,J=12.0Hz,6.3Hz) ,7.51 (1H,brs) «

[15711 &% 11

[1572]  7-RFE-8-4 5233, 4 A2 (1H)

[1573] 47— -85 -5-F H -3, 4- A MEmk-2 (1H) -fi{d (0.90g) &48% HALA Tk
(18mL) VR S inFA Bl 20h T-id e #s EUSCERITTE YD, LL48 %6 IR AL S K P ik o 44 i 45 [
PR TV AR B BN/ K I R At , AR JE A% R USCERDTUE 45 df i B2 kA5 4L 54 (0. 68g) -
[1574]  'HNMR (DMSO-d6) Sppm:2.30-2.36 (2H,m) ,2.61-2.66 (2H,m) ,4.90 (2H, brs) ,5.90
(1H,d,J=7.5Hz) ,8.90 (1H,brs) ,9.60 (1H, brs) »

[1575] %4512

[1576]  7T-H-5—F23E-3,4- S MEmk—2 (1H) —FA

(15771 RAUAZSHE BTG B

[1578]  'HNMR (DMS0-d6) Sppm:2.37-2.42 (2H,m) ,2.71 (2H,t,J=7.5Hz) ,6.14 (1H,dd,]
=10.2Hz,2.4Hz) ,6.23 (1H,dd,J=10.8Hz,2.4Hz) ,9.01-11.2 (2H, m) .

[1579] %13

[1580] 7,8~ % -5 F25L-3,4- & Emk-2 (1H)

[1581]  RAUSHEFIL LT A Ko

[1582]  'HNMR (DMSO-d6) Sppm:2.39-2.44 (2H,m) ,2.71-2.77 (2H,m) ,6.37 (1H, dd,J=
12.3Hz,6.6Hz) ,9.86 (1H,brs) ,10.16 (11, s) -

[1583] & {514

[1584] 84 —5-FFL-7-H 3-3,4- S mk-2 (1H) —

[1585]  RALZFHEAIL LT A Ko

[1586]  'HNMR (DMSO-d6) Sppm:2.11 (3H,d,J=1.8Hz) ,2.36-2.44 2H,m) ,2.75 (2H,t,J=
7.2Hz) ,6.28 (1H,d,J=6.3Hz) ,9.25(1H,s) ,9.77 (1H,s) -

[1587]1  Z%15]15

[1588]  8-& 79 -5 F23E-3,4- —SMEmk-2 (1H) ~FH

[1589]  RAUZSHE BTG FL

[1590]  'HNMR (DMSO-d6) Sppm:2.41-2.50 (2H,m) ,2.72-2.82 (2H,m) ,6.47 (1H, d,J=
11.1Hz) ,9.48 (1H,brs) ,10.22 (1H, brs) »

[15911 %16

[1592] 7% -5— 28— H -3, 4- A MEmk-2 (1H) —FH

[1593]1  RAUZHEFIL LT A Ko

[1594]  "HNMR (DMSO-d6) 8ppm:1.99 (3H,d,J=1.8Hz) ,2.34-2.40 (2H,m) , 2.68-2.74 (2H,
m) ,6.27 (1H,d,J=11.4Hz) ,9.45(1H,s) ,9.69 (1H,s) .

[1595] & {17

[1596] 8- F&-T-F-5-F8FE-3,4- A MEMk—-2 (1H) —

[1597]  JKAHIF, T8 H-7-%-5-H A -3, 4- & Memk—2 (1H) —fH (150mg) [ — & H
ft. (5mL) S, BT IS ININ =3I — & H bt (2. 02mL) IV, F-44 [ BV B V) AE 2 iR 4
PR B (ImL) 022 [ ROV R, 2R J5 28 TR B 71« 22 HREJRE A 2T (LR & i) 4
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R R VS AR AL &4 (100mg)

[1598]  'HNMR (DMSO—d6) Sppm:0.96 (3H,t,J=7.5Hz) ,2.34-2.39 (2H,m) , 2.53-2.57 (2H,
m ,2.67-2.73 (2H,m) ,6.25 (1H,d,J=11.7Hz) ,9.50 (1H,s) ,9.71 (1H,s) »

[1599]1 {518

[1600] 6,8 %5253, 4- S Emk-2 (1H)

[1601]  F-5-F2J-3,4- & MEmk-2 (1H) - (0.50g) ()1, 2- — & &K (10mL) ¥, %
S BE — 9 TR 35 (2.270) , HRE S BVR G WDINFA Rl i A o W 4 S LV TR » K 7K n 22 5%
B, SR 5 G BR G2 HL . R K BRI HLZ , & oK BRIR AN T4, IR 5 28 TR IA 1)« 2 H
EREAREENT (CE BT/ R OHR) A5 B P i b B &4 (38mg) -

[1602]1  'HNMR (DMSO-d6) Sppm:2.44 (2H,t,J=8.0Hz) ,2.86 (2H,t,J=7.5Hz) , 7.10(1H,
t,J=10.7Hz) ,9.57 (1H,brs) ,9.97 (1H,brs) «

[1603] S {519

[1604]  8-5&(-5- (JUE —2H-WR Mg —2-JE 48 J) -3, 4- A k-2 (1H) i

[1605] W8-S 5443 ,4- AWM -2 (1H) -Ffd (2.00g) .3,4- A —-2H-WKME (2.55g) M
ML e o) FE R R £6 (0.51g) { S e (40mL) IV T Z i P i 47 o FH 3 /KB I N L
LR T, FF ARSI A HEE R E AL ENT (Dbt /4R LR 28405k B 1 32 At Aw
BALEY) (2. T4g) .

[1606]  'HNMR (CDC1s) Sppm:1.48-1.78 (3H,m) ,1.79-2.08 (3H,m) ,2.62 (2H,t,] =7.7Hz) ,
2.91-3.13 (2H,m) ,3.56-3.67 (1H,m) ,3.79-3.90 (1H,m) ,5.34-5.45 (1H, m) ,6.78 (1H,d,J
=9.0Hz) ,7.15(1H,d,J=9.0Hz) ,7.38 (1H,brs) -

[1607] 234520

[1608] 8- —5— (JUE —2H-WR M —2—-JE 48 J) -3, 4- A k-2 (1H) i

[16091  RALZFHEAFI 19T A Ko

[1610]1  'HNMR (CDC13) Sppm:1.57-1.75 (3H,m) ,1.82-1.93 (2H,m) ,1.93-2.03 (1H, m) ,2.64
(2H,t,J=7.THz) ,2.96-3.10 (2H,m) ,3.58-3.66 (1H,m) ,3.82-3.90 (1H, m) ,5.35(1H,t,]J
=3.3Hz) ,6.74 (1H,dd,J=9.1Hz,4.2Hz) ,6.89 (1H,t,J=9.6 Hz),7.90 (1H,brs) .

[1611] %1421

[1612]  7-JR-8—%—5—H S -3, 4- A MEmk-2 (1H) —FH

[1613]  F-8-F-5-H HHE-7-(4,4,5,5-PUHIE-1,3, 2- 5 ZMI 230 -2 28) -3, 4-—
Sk -2 (1H) -fH (29.8g) (K HEE /7K (3/1) (900mL) &, T INIRALAR (IT)  (62.1g) , Ik
SR A P IR 3h o KgAK N 28 S SR, S8 5 22 0K Ei At e 2% ESERITiE ) . T
FCETUTIE ) R 8 N .82 20185 (1000mL) , [B13E — Bt 8] J& , JERR AN TSP i - IR AR E R 1E 1L
ax PSR TTTE M AR AL & (21 . 49)

[1614]  "HNMR (CDC13) Sppm:2.59-2.67 (2H,m) ,2.90-2.95 (2H,m) ,3.81 (3H,s) , 6.67 (1H,
d,J=5.1Hz) ,7.71 (1H,brs) .

[1615] S {5|22

[1616]  7T-Z -85 —5—H -3, 4- A MEmk-2 (1H) —Hd

[1617]  HERSHE T G P E A (31.3mL) 7-JR-8— % —5-FF & L3, 4- A -2
(1H) - (21.4g) .2,2" X (- ZFEIEPIE) -1, 1" -F£25 (3.65g) AT B4 (19.5 ) f= (—F
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SV H I Y ) 4 (1. 79g) [ 2K (250mL) I N FA Rl 2h o 28 7k 3 sk 8 e B I B K
(150mL) A 6NEER (75mL) fi 22 8 VR K5 s N TR A0 F-80 C 158 #E: 30mi n o K S5 N7 ViR VA B &2
il BN EA KA A eSS ISR TTE YR AR Ak 54 (13.0g) -

[1618]  'HNMR (DMSO-d6) Sppm:2.36 (2H,t,J=7.5Hz) ,2.67 (2H,t,J=7.5Hz) , 3.66 (3H,
s),5.04 (2H,brs) ,6.05 (1H,d,J=6.9Hz) ,9.76 (1H,brs) .

[1619]  Z%15]23

[1620] 89 —5—F S JE-T-FF -3, 4- &Mk -2 (1H) —fid

[1621] RS GE N, B 7-1R-8-% -5-F & IL-3,4- A Emk-2 (1H) -7 (50mg) « FF L
g (16.4mg) 1,1 - B (R FEREEL) — k-~ &A04E (ID) — & W ke et (14.9mg) Ak
g =81 (TTmg) M1, 4- S bt (2mL) ¥ T-100°CHi ¥ 15h. T R MIFR R IN LR &
Wi, SERR TSP o LA K S SR BEBIETR , & TO/K IR ER AN 1158 , SR 5 28 B30 77 & I IR
FEEMT (& > & bt/ H B a4k 5k B8 0 (s @ik &4 (34mg) -

[1622]  'HNMR (CDC13) 8ppm:2.26 (3H,d,H=1.8Hz) ,2.55-2.65 (2H,m) ,2.93 (2H,t,J=
7.7Hz) ,3.79(3H,s) ,6.32 (1H,d,J=5.7Hz) ,8.14 (1H,brs) .

[1623]  Z:#15]24

[1624]  8-F-7T-F2 & -5-F -3, 4- S Emk-2 (1H) — i

[1625]  F8-%-5-HF & HE-7-(4,4,5,5-VUH 21,3, 2- AWM 30 b -2-28) -3,4-—
SR -2 (1H) — R (98mg) B L (TmL) W, IS hnF 2 iz sh iR £h (32.8mg) KA E AL
(24.4mg) , I¥ R BV G T A0°CHEFET2h Z8 T8 B R LA RIS G , THR B Y0 s in v
AEAEIKIET I8 G G IR LB A B0 - ALK BEEAA VLZ » & 0K RN 15 , 48
Ja 7RI 2 HEERE HE ENT (Q 5t/ O 1R L 18) 2i40 5k B8 M R bR AL &4 (20mg) o
[1626]  '"HNMR (DMSO-d6) 8ppm:2.36-2.41 (2H,m) ,2.68-2.73 (2H,m) ,3.69 (3H, s),6.20
(1H,d,J=6.6Hz) ,9.72 (1H,brs) ,9.90 (1H, brs) »

[1627] S {5|25

[1628] 8% —5-FH A E-7-(4,4,5,5-VUH 31,3, 2- 5 Ze W A3 I b —2-3%) -3, 4- =&
W k-2 (1H) —

[1629]  FERSAH N, ¥ 8- —5-F 3L -3, 4- A mk—2 (1H) i (50g) Al R 4515 %
fig (98g) \4,4’ - ——fU T 3-2,2 - Mgk (5.50g) M ——n-FAIERL (1,5 I3 %) 4K
(1) (6.79g) B VY Z WK (900mL) ¥V INFAEI 2 . bh A HI B =il 5 , W48 I B, I 4 i
HEREAEENT (D hE/ LR 1) A4 5% B Py e Az Bk &4 (44.5¢9) -

[1630]  'HNMR (CDC13) Sppm:1.35(12H,s) ,2.57-2.63 (2H,m) ,2.94-3.00 (2H,m) , 3.84 (3H,
s),6.79(1H,d,J=3.9Hz) ,7.50 (1H,brs) »

[16311  Z:%15]26

[1632]  7-Z %8 FE-8- -5 F 4 -3, 4- & mk-2 (1H) -l

[1633]  T-8—9—7-Fodk—5-F 4 JE-3, 4- A k-2 (1H) - (1. 1g) FIN, N—- Ik HH i i
(20mL) YA R 8 INBR R 41 (0. 864g) KM 2, %5% (0.505mL) , HKs [ VR & W0 7E S iR F £ 3h o
SN RABIA K, eI e g EUSCAR AR T i b b4k &4 (1. 05g) .

[1634]  'HNMR (DMS0-d6) Sppm:1.33 (3H,t,J=6.9Hz) ,2.40 (2H,t,J=7.5Hz) , 2.75(2H,
t,J=7.5Hz) ,3.77(3H,s) ,4.10 (2H,q,J=6.9Hz) ,6.43 (1H,d,J=6.9 Hz) ,10.00 (1H,
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brs) »

[1635] %427

[1636]  7-Z R FHE-8-H -5 FEH-3,4- AWM -2 (1H)

[1637]  RAUAZSHE BTG FL

[1638]  '"HNMR (DMSO-d6) Sppm:1.31 (3H,t,J=6.9Hz) ,2.37-2.42 (2H,m) , 2.70-2.74 (2H,
m) ,3.98 (2H,q,J=6.9Hz) ,6.20 (1H,d,J=6.9Hz) ,9.34 (1H,s) , 9.82(1H,brs) .

[1639]  Z%44]28

[1640]  8—yR-7-% 5~ -3, 4~ EMk-2 (1H)

[1641]  F7-%-5-H & F£-3,4- A MEmH-2 (1) - (10g) 1) 28R (600mL) IEHH , B s
TR (2. 76mL) , 2R J5 4 s VR A W AE I A 20mi n o B e SRR N K A, 7R AR ik
VTRV AR L&) (8.319)

[1642]  '"HNMR (DMSO-d6) 8ppm:2.42-2.53 (2H,m) ,2.76-2.86 (2H,m) ,3.81 (3H, s),6.82
(1H,d,J=11.1Hz) ,9.17 (1H,brs) »

[1643]  Z%43]29

[1644]  8-G~-T-%—5— 1 S HE-3, 4- S MERHK-2 (1H) A

[1645]  FEGE T T, Ky 8— -7 45— k-3, 4- — Mk —-2 (1H) —f (11.3g) S &AL
L4 () (8.56g) [IN-FJE-2-nt me i il (300mL) ¥R T-130 C A H:20n. ¥ H E = 5 44 %
IR A PIEING % EAL K E , fE JE AR DU TTTEY) - & R AT 2 AT (B PE AR IS 5
AN At A R AR AR &) (7. 318)

[1646]  '"HNMR (DMSO-d6) 8ppm:2.41-2.53 (2H,m) ,2.76-2.86 (2H,m) ,3.80 (3H, s),6.82
(1H,d,J=11.7Hz) ,9.60 (1H,brs) »

[1647] 274530

[1648]  7—38(—5—H1 4 k-8 H1 FE-3, 4- — Sk -2 (1H) i

[1649]  FER ST B8R -7T-9 -5 H & -3, - emk-2 (1H) - (1.23g) . H &)
iz (0.81g) BEIRHH (2.86g) M1, 1 X (ZoRAFRREIL) — ek — &bt (I1) & Fe ik
Y (0.73g) 1,4~ "SI (25mL) ¥R T-1 10 CHEFE Lho ¥ S NI RAA B 22 %0 KR4
SNG4 R E M BT (& e/ B EE) 284k o FVE i A B BT 43990 o, 3k 08 vk e $ it
Fr @ &) (410mg) o

[1650]  'HNMR (CDC13) Sppm:2.06 (3H,d,J=1.5Hz) ,2.54-2.60 (2H,m) , 2.87-2.93 (2H,m) ,
3.80(3H,s) ,6.34 (1H,d,J=11.4Hz) ,7.30-7.40 (1H,brs) .

[1651] {531

[1652] 745 & FEmMEmk—2— (1H) -1

[1653]  FESAE T, 86,8 5 -7-9-5-H S IEME Mk -2- (1H) ~#d (40.6g) & AL
(9.13g) J20% E A AL IR (4g) HIN, N-H & 2, Bk % (800mL) B V7R T-45 CHiFF2h 48 FHRE
P I PEANE Y B K R RN K FHONERER (57 1mL) HH AN 7R SE A% ISR DTTE M T
FEALPR AL A (18.2g) o

[1654]  "HNMR (DMSO—d6) 8ppm:3.92 (3H,s) ,6.37 (1H,d,J=10.0Hz) ,6.63-6.72 (2H,m) ,
7.96 (1H,d,J=10.0Hz) ,11.81 (1H,s) «

[1655] 23 {532
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[1656] 8- Jfi3k—T-9—5—FH & FE-3,4- S MEmk-2 (1H) —FH

[1657]  FERA U N, 8- 1R-7T-% -5 H S 5 -3, 4- &M mk-2 (1H) - (100mg) « 4,4,
5,5- VUM J-2- 20 HE-1,3, 3- A 8 A 0 e (112mg) BRER M (116mg) M PU (=K%
) 40 (42. 2mg) [A1, 4- S AR ke /7K (5/1) @mL) T 100 °C 45 Bt 7 o B S N IE A
HEER, WA, R A HEREREN (D h/ O O lR) 254k 5% B Y $E Athz S &4
(50mg) -

[1658]  'HNMR (CDC13) Sppm:2.55-2.61 (2H,m) ,2.86-2.92 (2H,m) ,3.82 (3H,s) , 5.56-5.65
(2H,m) ,6.36 (1H,d,J=12.0Hz) ,6.45-6.55 (1H,m) ,7.66 (1H,s) -

[1659] 21533

[1660] 8- F&-7-%—5—H & -3, 4- A W¥Emk-2 (1H) —Hfd

[1661]  FEEHE T, T-8- L - 75 -5 F 48 A3, 4- &g mh-2 (1H) R (200mg) (1]
LR (AmL) W RIS N0 % #2% (50mg) , FEAEE A TR R BR A YT E I 10min.
SRR B ok B e NV VR I A8 A B SR IS A R K I 2= P A8 5k B W, R AE I SR AR g
DUUEVD T3 AR AL 54 (150mg) -

[1662]1  'HNMR (CDC13) 8ppm:1.13 (3H,t,J=7.6Hz) ,2.51-2.60 (4H,m) , 2.87-2.92 (2H,
m ,3.79 (3H,s) ,6.34 (1H,d,J=11.6Hz) ,7.39 (1H,brs) .

[1663] & {534

[1664]  5- CGRFEIE) -7T-9 -3, 4- _S(WEmk-2 (1H) -1

[1665] 4 7-9-5-F2HE-3,4- A MEMk-2 (1H) —fid (500mg)  f FR # (496mg) S IR
(0.39mL) N, N-—H JE Bt (BmL) ¥R T S IEBEFE Lh B R MR A K, TR JE 2%
FUERTTIE , K S8 B — LBk i i B bR AL A 4 (T48mg)

[1666]  "HNMR (CDC13) Sppm:2.56-2.62 (2H,m) ,2.92-2.97 (2H,m) ,5.05 (2H,s) , 6.17 (1H,
dd,J=9.0Hz,2.1Hz) ,6.39 (1H,dd,J=10.8Hz,2.1Hz) ,7.30-7.45 (5H, m) ,7.99 (1H,s) »
[1667] 21535

[1668]  5- (LA IE) 8- 1R-T-5—3,4- S WEmk-2 (1H) -

[1669] AL {51281 A % -

[1670]  'HNMR (CDC1s3) 8ppm:2.55-2.61 (2H,m) ,2.95-3.00 (2H,m) ,5.04 (2H,s) , 6.49 (1H,
d,J=10.2Hz) ,7.30-7.45 (5H,m) ,7.44 (1H,s) .

[1671]1 271536

[1672]  5-[ (3,5~ - HIAEANHE) S L] -89 -3, 4- &Mk -2 (1H)

[1673]1  RAUZFHEAFI3AT A ko

[1674]1  'HNMR (DMSO-d6) Sppm:2.28 (6H,s) ,2.42-2.49 (2H,m) ,2.85-2.91 (2H, m) ,4.99
(2H,s) ,6.66 (1H,dd,J=9.0Hz,3.9Hz) ,6.95-7.04 (4H,m) ,10.01 (1H, s) .

[1675]  ZFA45137

[1676]  5-[ (3,5~ ~HIFEAIE) S IL] -85 -T2 FE -3, 4- S EM-2 (1H) —H

[1677]  fERAHE T, 85-1(3,5- - H RS IE) L] -8-%-3,4- A mk-2 (1H) -
(1.0g) MBS ASEENE (1.27g) \4,4° - ——fUT 2:-2,2° - nkng % (0.07g) Jr ——n-H 42
B, 5=FR=F ) — 4K (1) (0.09g) 1) P PRI (20mL) ¥R N # =1 10h o 1k e B R4 2
RGN EE (20mL) B J5 7% i1 Oxone ®  (2.46g) KI7K (20mL) ¥&W, K MR &Y T
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i 10min. T RNV K, FE B gs EU SR PTIE 4 b, A8 G K OB ) — 2 Tk

Ve Az B &4 (500mg) -

[1678]  'HNMR (DMSO-d6) Sppm:2.28 (6H,s) ,2.38-2.43 (2H,m) ,2.74-2.79 (2H, m) ,4.91
(2H,s) ,6.28 (1H,d,J=7.2Hz) ,6.96 (1H,s) ,7.02 (2H,s) ,9.72 (1H,s) , 9.91 (1H,s) .
[1679]1 271538

[1680]  5-[ (3,5 FFENIE) F L] -84 —7- (WA —2H-WRMg—2-FE 51 L) -3, 4- ANk

-2 (1H) -fif

[1681] 45— (3,5- = F AR AE) (k] -89~ 7T-F2 2L -3, 4- & mk-2 (1H) —fi (100mg)

3,4- A -20-WR I (ImL) f2 06 F 2R RS (10 9mg) (VR &40 T =I5 563 30min, 3 IV AIRR R

SANVKIE S TR G TR B 25 T A WLUZE A A R e & IR E A 24T (Q e/ 4R &
B) AL TR B P R AR AL &4 (106mg , 84 %) o

[1682]  'HNMR (DMSO-d6) Sppm:1.50-1.90 (6H,m) ,2.27 (6H,s) ,2.39-2.43 (2H, m) ,2.77-

2.82(2H,m) ,3.31-3.54 (1H,m) ,3.75-3.83 (1H,m) ,4.95 (2H,s) ,5.48 (1H, s) ,m 6.65 (1H,

d,J=6.7Hz) ,6.95(1H,s) ,7.03 (2H,s) ,10.00 (1H,s) -

[1683] 21539

[1684]  5- (FHEIL) -7T-9-8-(4,4,5,5-PUH 31,3, 2- S M 4238 b -2-2%) -3,4-—

S k-2 (1H) — i

[1685]  FEZUAUE T, 45— (R AR -8-1R-T-%—3,4- & MEmk-2 (1H) - (1.0g) LAY

FRATARELRS (1.45g) « LBERHM (0.84g) Je1, 17X (2RI — % ek- & 04 0 —&H

B 44 (0.12g) FIDMSO (10mL) ¥ T 110 CHEHE3. 5 ho ik R MIFRAH R =R, LR 4

I eIk 250X . F ER K Be A HLZ , @ TC/KBRBR BN 1, 28 5 2813 i 71l & R IR 8 A E AT
(/IR . BR) Ak 5% B8 Wi & AR B4k & 49) (850mg) «

[1686]  'HNMR (DMSO-d6) Sppm:1.31 (12H,s) ,2.41-2.50 (2H,m) ,2.78-2.84 (2H, m) ,5.18
(2H,s) ,6.65(1H,d,J=12.0Hz) ,7.33-7.46 (5H,m) ,9.19 (1H,s) .

[1687] %1540

[1688] 5 (PR4EJE) -T-9 -8 5E-3,4- A MEm-2 (1) -FR

[1689]  T/KA AN, fE5— (R -T-9-8-(4,4,5,5-PUH -1, 3, 2- U R Ml A 30 I

Fi-2-3) -3, 4- MK -2 (1H) ~ i (800mg) (1) FF I (6mL) U+ 78 I Oxone®  (1.86¢) [

7K (6mL) VIR S SRS e SR B EEbmin. T BN VTR R R Ik, 76 e g EU T

Y, K BEG . & EE R E M ENT (Qbt/ LR £ B8) 2tk Fr 15 80 45 & i 32 At br 8Lk &4
(300mg) »

[1690]  "HNMR (CD3sCN) 8ppm:2.46-2.52 (2H,m) ,2.87-2.93 (2H,m) ,5.04 (2H,s) , 6.49-6.56
(1H,m) ,6.32(1H,s) ,7.34-7.46 (5H,m) ,7.80 (1H,s) -

[1691]1 S fHl41

[1692]  5- (B4 L) -7-%-8- (U —2H-WR MR —2- 3L 48 3L) -3, 4- — S k-2 (1H) — i

[1693]1  RALZHE 45381 A k-

[1694]1  'HNMR (CDC13) 8ppm:1.5-2.0 (4H,m) ,2.45-2.55 (2H,m) ,2.80-2.90 (1H, m) ,2.95-

3.05(1H,m) ,3.45-3.55 (2H,m) ,4.00-4.10 (2H,m) ,4.90-4.92 (1H,m) , 5.00 (2H,s) ,6.39
(1H,d,J=12.3Hz) ,7.40-7.45 (5H,m) ,8.18 (1H,s) »
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[1695] &3 {5|42

[1696] 8- —5—F2Hk-1- (A-F AL -3, 4- A Emk-2 (1H) -l

[1697]1  EEAHEIT, T8 —1- U-HAIEFTE) 5-[ U-HEAIETR) Hit]-3,4-=5
Wbk -2 (1H) —l[ (2. 17g) 1 £ 18/ B8 .18 (1:1) (40mL) 5% T 7 120 % S AL A% (FH50 %
AKIRIE) (0.2¢) F T ZHIWMPFEL . 5hoixh Y8 S SR -1 I TR B i 7 7 T . e e ik ik B
YR AR B A4 (1.39g) -

[1698]1  'HNMR (CDC13) Sppm:2.61-2.69 (2H,m) ,2.81-2.88 (2H,m) ,3.74 (3H,s) , 5.21 (2H,
brs) ,5.31 (1H,s) ,6.43 (1H,dd,J=9.0Hz,3.5Hz) ,6.71-6.78 3H,m) , 7.09-7.14 2H,m) .
[1699]1 21543

[1700]  8—%—1— (4-FH A EE) -5 (WY S —2H-WR Mg —2- 48 58) -3, 4- A k-2 (1H)
[1701]  F0°C, fERHEE (18- % —5- (JUE -2H-WR M —2- LA J8) -3, 4- — A k-2 (1H) - f
(8.8g) N, N-— HI JL I % (100mL) ¥ H s hne0 % S Akl (1.46g) FF T IRliR 4 HE20min.
T =R IN4-H A IR RS (5.40mL) FH P FESh o T 5 B TR A A8 Il A S Ak e K I,
LR CBR A OZIR I - K R ERIK BRI A HLZ , & To /KB IR N T4, IR 5 7 TR 4L i 77 T 42 it
LA (12.7g) o

[1702]  'HNMR (CDC1s) Sppm:1.56-1.72 (3H,m) ,1.80-1.91 (2H,m) ,1.91-2.03 (1H, m) ,2.64
(2H,t,J=7.2Hz) ,2.82-2.98 (2H,m) ,3.57-3.63 (1H,m) ,3.74 (3H,s) , 3.80-3.88 (1H,m) ,
5.18(1H,d,J=15.3Hz) ,5.26 (11,d,J=15.3Hz) ,5.27-5.30 (1H,m) ,6.73-6.84 (4H,m) ,
7.10-7.15QH,m) »

[1703] = {5|44

[1704]  8-%(-1- (4-HEFEEE) -5 (WS -2H-WR Mg —2-F 48 5E) -3, 4- A k-2 (1H)
[1705]  RALZFHEAFIA3 T A Ko

[1706]  'HNMR (CDC13) Sppm:1.52-2.03 (6H,m) ,2.50-2.60 (2H,m) ,2.67-2.87 (2H, m) ,
3.54-3.65(1H,m) ,3.73 (3H,s) ,3.75-3.88 (1H,m) ,5.30-5.44 (3H,m) , 6.68-6.76 (2H,m) ,
6.82 (1H,d,J=9.0Hz) ,7.03-7.15(3H,m) »

[1707]  ZZ%45|45

[1708]  8-&-5-F&Hk-1- (4-HEAILFIL) -3, 4- A k-2 (1H) -

[1709]  F8-F-1- (4-H EH I IH) -5 (PUA-2H-WRI-2-FE 5 2E) -3, 4- &k -2 (1H) -
fifl (43.7g) 1 2.1 (450mL) R R o) B ORI R L e £6 (5. 47¢) F4 R BITR &9 T80 CHi
FELh RN IR VKK Y, F OGRS BRZEBUZIE I, & KB IRN TR A HLZ SR 5 2%
T v AT B AR L A (33 7hg, E ) o

[1710]  'HNMR (DMSO-d6) Sppm:2.42-2.54 (2H,m) ,2.62-2.72 (2H,m) ,3.67 (3H, s),5.26
(2H,brs) ,6.58 (1H,d,J=8.7Hz) ,6.76 (2H,d,J=8.7Hz) ,6.98-7.05 (3H, m) ,9.79 (1H,
brs) »

(17111 S f5l46

[1712]  5-[ (3,5- = HI BRI S Ik ] -89 1- (4-H LR E) -7 (WU & —2H-WR MR —2— 2 4
Ht) -3, 4- S Mk -2 (1H) —fH

(17131 RS HE A3 T A K

[1714]  'HNMR (CDC1s) Sppm:1.60-1.67 (4H,m) ,1.81-1.88 (2H,m) ,2.31 (6H,s) , 2.56-2.61
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(2H,m) ,2.80-2.85 (2H,m) ,3.54-3.59 (1H,m) ,3.74 (3H,s) ,3.84-3.92 (1H,m) ,4.87 (2H,
s),5.20(2H,s) ,5.28-5.30 (1H,m) ,6.60 (1H,d,J=6.3Hz) , 6.74-6.77 (2H,m) ,6.95-6.99
(3H,m) ,7.12 (2H,d,J=8.7Hz) .

[1715] {47

[1716] 2,8 G WEM—-5-iF

[1717]  F8-F -5 2 FE MM -2 (1H) —FR (13.0g) FIN,N- I FEFHEEZ (150mL) W, i%
WA EL R (14 .52mL) , FEKE S BIE G T-80 CHid:2h o Lh S NI VR4 H 2 = 0, I
UKok H, AR BE AR B SCERTTVE M) I P /KB o B B A9 45 B AE TR TR, 4 Te /K B R AN 1
W, SR 5 2 TR R T S (AR A5 (9.8g) «

[1718]  'HNMR (CDC13) 8ppm:6.97 (1H,d,J=8.3Hz) ,7.60 (1H,d,J=8.8Hz) , 7.79(1H,d,]J
=8.3Hz) ,8.57 (1H,d,J=8.8Hz) ,11.03 (1H,brs) «

[1719] 3% {5|48

[1720]  2-54—-8—FE MEMpk—H—Ji%

(17211 RS HEFIATTT A Ko

[1722]1  'HNMR (DMSO-d6) Sppm:6.88-6.94 (1H,m) ,7.45-7.52 (1H,m) ,7.56 (1H, d,J=
8.5Hz) ,8.47-8.55 (1H,m) ,10.74 (1H,brs) .

[1723] &3 {5|49

[1724]  2-&-8-%(-5— (VUE-2H-WK Mg —2— & 45 &) R ik

[1725] RIS HI191 5 K-

[1726]  '"HNMR (CDC13) 8ppm:1.60-1.83 (3H,m) ,1.93-2.15 (3H,m) ,3.64-3.69 (1H, m) ,
3.84-3.91 (1H,m) ,5.57 (1H,t,J=3.1Hz) ,7.13 (1H,dd,J=8.7Hz,3.7Hz) , 7.33(1H,dd,]J
=10.2Hz,8.7Hz) ,7.43 (1H,d,J=8.8Hz) ,8.53 (1H,dd,J=8.8 Hz,1.6Hz) .

[1727] 2214550

[1728] 845 —2— F1 S JE sk — 5%

[1729]  F2-5&-8-%-5- (JUS-2H-WR M —2— L 4 9L) Wbk (2.65¢) HIN, N—— FH 35 H gk iz
(25mL) A, I VN 0 A MR B9 ) (5. 6mL) , FF4 e BVR A4 T i B 10h o
BTN KA, F LR AN, IF I ZBR LR 2L . /K K /K Ve A HLZ , & TE K
FRANT 1, SR e 28 PR H 0 501 o K B BE 00 T FH B (25mL) , T Hp S InoNER R (2mL) FF44 ) B
REYT ZiRfHEsh. TRE #@EP/%?ML@%MM K (150mL) K 7K (150mL) , 4 ) B
BEYT iR 1h, £ I8 B TTE YR At br &4 (1.61g)

[1730]  'HNMR (CDC13) Sppm:4.11 (3H,s) ,5.38(1H,brs) ,6.60 (1H,dd,J=8.4Hz, 3.5Hz),
6.93(1H,d,J=9.1Hz) ,7.16 (1H,dd,J=10.6Hz,8.4Hz) ,8.34 (1H,dd,] =9.1Hz,1.7Hz) .
[1731]1 %451

[1732]  2,8-—&-5- (WU —2H-Wk g —2—Fk 5 k) Wbk

[1733]  ZRAUZSHE 191G FL

[1734]  'HNMR (CDC13) Sppm:1.72-1.81 (2H,m) ,1.93-2.14 (4H,m) ,3.63-3.68 (1H, m) ,
3.82-3.87 (1H,m) ,5.62 (1H,t,J=3.0Hz) ,7.15(1H,d,J=8.5Hz) ,7.43 (1H,d, J=8.7Hz),
7.72(1H,d,J=8.5Hz) ,8.56 (1H,d,J=8.7Hz) «

[1735] &3 {552
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[1736] 85 —2-H S JE sk — 5%

(17371 RAUZFHE G501 A K

[1738]  '"HNMR (CDC13) 8ppm:4.14 (3H,s) ,5.70 (1H,brs) ,6.65 (1H,d,J=8.2Hz) , 6.93 (1H,
d,J=9.0Hz) ,7.54 (1H,d,J=8.2Hz) ,8.37 (1H,d,J=9.0Hz) .

[1739] %1553

[1740] 89 —1- (4-H R HE) -5 [ (4-H AU ) 3] -3, 4- = & nph-2 (1H) -
[1741]1  fEGESHE T, T0°C, fE8- -5 3E-3, 4- — S MEmk—2 (1H) - (10.0g) HIN,N-
TF LR (100mL) VTR TR R INEAL SN 55 % ) (5. 14g) LB N IR AW TE RNR S RE
30min, 7T IR IR In4—F AR AR R A (16. 0ml) K VIR ST RIS #EL . 5h, AR5 T
R The T BOA T R IS IS A B K S8 5 FH TR O BR A BRI TR - K J Bk ¥
BANZ, & TR T, S8 Ja 2 MR ) i S iAn AL &4 (23 .2, € &) -

[1742]  'HNMR (CDC13) Sppm:2.56-2.63 (2H,m) ,2.82-2.89 (2H,m) ,3.74 (3H,s) , 3.82(3H,
s),4.92 (2H,s) ,5.22 (2H,brs) ,6.59 (1H,dd,J=9.1Hz,3.4Hz) , 6.73-6.78 (2H,m) ,6.82
(1H,dd,J=12.8Hz,9.1Hz) ,6.88-6.93 (2H,m) ,7.09-7.14 (2H,m) ,7.27-7.32 (2H,m) .
[1743] & {554

[1744]  7,8- 9 —1- (A-H S FER L) —5-[ (4-H R I A2 ] -3, 4- A k-2 (1H) -
Lz}

[1745]  RALZ G531 A k-

[1746]  'HNMR (CDC13) Sppm:2.57-2.63 (2H,m) ,2.79-2.85 (2H,m) ,3.75 (3H,s) , 3.82(3H,
s),4.88(2H,s) ,5.23 (2H,brs) ,6.51 (1H,dd,J=11.7Hz,6.1Hz) , 6.75-6.80 (2H,m) ,6.88-
6.93 2H,m) ,7.09-7.15 (2H,m) ,7.27-7.31 (2H,m) .

[1747] 271555

[1748]  7,8- % -5—Fak-1- A-HHEEERIH) -3,4- A MEmk-2 (1H) -FH

[1749]  RAUSFE 421G FL o

[1750]1  'HNMR (CDC13) Sppm:2.61-2.68 (2H,m) ,2.78-2.83 (2H,m) ,3.75(3H,s) , 5.22 (2H,
brs) ,5.40-6.20 (1H,broad signal) ,6.34-6.42 (1H,m) ,6.74-6.80 (2H,m) , 7.08-7.14
(2H,m) »

[1751]1 21556

[1752] 84 —5— [ (FH B:Mibedl) H 42813, 4- = k-2 (1H) I

[1753]  fEESAE T, T0°C, 7E8-F -5 2243, 4- A MEmk-2 (1H) -l (5.0g) Bk R
(5.72g) HIN,N-— H & I 5t i (50mL) ViR b, S8 s Jn S HH 2 P Rt (3.32mL) , I
MR GV T iR 36h. T S BLE R R I K , 7RI S8 a8 USSR TTIE W i F (i b i AL & )
(4.95¢g) .

[1754]1  'HNMR (CDC13) Sppm:2.26 (3H,s) ,2.60-2.25 (2H,m) ,3.02 (2H,t,J=7.7 Hz) ,5.15
(2H,s) ,6.54 (1H,dd,J=9.1Hz,4.0Hz) ,6.93 (1H,dd,J=9.7Hz,9.2 Hz) ,7.54 (1H,brs) »
[1755] 24557

[1756] 8- —1- (4-FEBE"RIE) —5- [ (H b ) H A 2L ] -3, 4- A k-2 (1H) —FH
(17571 RS H143T0 5 -

[1758]1  'HNMR (CDC13) ppm:2.22 (3H,s) ,2.61-2.67 (2H,m) ,2.86-2.92 (2H,m) , 3.74 (3H,
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s),5.10(2H,s) ,5.22 (2H,brs) ,6.59 (1H,dd,J=9.1Hz,3.5Hz) , 6.73-6.78 (2H,m) ,6.85
(1H,dd,J=12.7Hz,9.1Hz) ,7.10-7.15 (2H,m) »

[1759] 221558

[1760]  5- (G F &) -8-F—1- (4-F AR LR HE) -3, 4- A msmbk-2 (1H) —id

[1761]  fEVKAH T, T8-9—1- (4-H &) —5- [ (H I mik i) HAHE]-3,4- 4%
Wk—2 (LH) —F (5.48g) ) — S H 5t (100mL) ¥, B Vs B e & (1.22 mL) , 4 S MV IR
G A R FE Lho 28 TRV 7 T 32 hR Ak 54 (5. 3g, B &) -

[1762]  'HNMR (CDC13) Sppm:2.60-2.66 (2H,m) ,2.84-2.91 (2H,m) ,3.74 (3H,s) , 5.22 (2H,
brs) ,5.84 (2H,s) ,6.74-6.78 (2H,m) ,6.82 (1H,dd,J=9.2Hz,3.5Hz) , 6.90 (1H,dd,J=
12.4Hz,9.2Hz) ,7.09-7.14 (2H,m) .

[1763] 221559

[1764]  4- ({[8-%R—1- (4-HIA LK) —2-48-1,2, 3, 4- DU S M mbk—5- 3L ] 4 ) T JL) R
WE —1,4- RIR1-FUT ls4- L. M5

[1765]  #EESHEE T, T-70°C, EURIE-1,4- —IRIR 14T Fgd- 2 B8 (9.75g) 1 PY & kR
(90mL) ¥V, 183 s 0 — S TR = il (Ml / DU Uk / £ 2RV D (19 7mL) 44 S B R
EYEFEED L, B INs- (& AR -8-3 -1- U-FHEEFHE) -3,4- A Emk-2
(1H) —Bfd (5.3g) FIVYE LG (50mL) ¥, K S BVR G0 T—40 CHidE The T I BN i H a8
RS A B KA, L N R B E R, H AR L BE R /K K 2K ik B HLZ , & TEK
BRIR AN T8, SR8 5 28 TRV 71 - & R IR E AL AT (T be/ R W) 24K 5% B 4 T 2 A
&9 6.31¢) .

[1766]  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.1Hz) ,1.46 (9H,s) ,1.48-1.58 (2H, m) ,2.17-
2.24 (2H,m) ,2.57-2.63 (2H,m) ,2.76-2.83 (2H,m) ,2.83-3.15 (2H,m) , 3.74 (3H,s),3.79-
4.04 (4H,m) ,4.17 (2H,q,J=7.1Hz) ,5.21 (2H,brs) ,6.45 (1H, dd,J=9.1Hz,3.3Hz) ,6.73-
6.77 (2H,m) ,6.81 (1H,dd,J=12.8Hz,9.1Hz) , 7.09-7.14 (2H,m) .

[1767]1 2145160

[1768]  4- ({[8-%R—1- (4-HIA LK) —2-448-1,2, 3, 4-PU S M mpk—5- 3L ] 4 3} I JL) IR
WE —4-H R 215

[1769]1  T4- ({[8-FR—1— (4-F A JE L) —2- 48181, 2,3, 4- VU A e mph—5- 3L ] 40 ) /P L)
WRIE-1,4- —RIR1-FUT He4- L0 (6.31g) ) LR L5 (60mL) ¥ HH s INANER IR / 2. PR £, T
(60mL) , FFKs S MR G T = I fiHE 3ho Z MR VA 7 T AR A h IS N R 408 foK, A
AN KIS A S SRS, AR 5 F R B8 R /K K B /K ik B HLZ , & TC /KR IR
BN, SR JE AR A R T S AR AL &) (5.37g, B &) -

[1770]  'HNMR (CDC13) 8ppm:1.21 (3H,t,J=7.1Hz) ,1.51-1.59 (2H,m) ,1.87 (1H, brs) ,
2.19-2.27 (2H,m) ,2.57-2.63 (2H,m) ,2.74-2.84 (4H,m) ,2.96-3.03 (2H,m) , 3.74(3H,s),
3.90 (2H,s) ,4.17 (2H,q,J=7.1Hz) ,5.21 (2H,brs) ,6.45 (1H,dd,J= 9.1Hz,3.3Hz) ,6.73-
6.78 (2H,m) ,6.81 (1H,dd,J=12.8Hz,9.1Hz) ,7.09-7.15 (2H,m) .

(17711 %461

[1772]  8-&-5-[ (A mibedl) H 4] -3, 4- = S mph-2 (1H) I

[1773]1  RALZFHEA5I56 T A k-
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[1774]1  'HNMR (CDC1s) Sppm:2.26 (3H,s) ,2.62 (2H,t,J=7.7THz) ,3.01 (2H,t,J= 7.7Hz) ,
5.17 (2H,s) ,6.59 (1H,d,J=8.9Hz) ,7.19 (1H,d,J=8.9Hz) ,7.74 (1H, brs) .

[1775] &% {562

[1776]  8-&-1- (4-HE TR -5- [ (FEm bl F & L] -3, 4- & mk-2 (1H) -l
(17771 RS2 B143T0 5 -

[1778]1  'HNMR (CDC1s) Sppm:2.21 (3H,s) ,2.55 (2H,t,J=6.8Hz) ,2.77 (2H,t,J= 6.8Hz) ,
3.73(3H,s) ,5.12(2H,s) ,5.36 (2H,s) ,6.64 (1H,d,J=9.0Hz) ,6.70-6.73 (2H,m) ,7.05-
7.08 (2H,m) ,7.16 (1H,d,J=9.0Hz) .

[1779]1 215163

[1780]  8-&(-5- (B A IL) —1- 4-FEILEHL) -3, 4- A memk-2 (1H) —H

(17811 RAUZFH 51581 A k-

[1782]1  'HNMR (CDC13) 8ppm:2.55 (2H,t,J=6.8Hz) ,2.76 (2H,t,J=6.8Hz) , 3.73(3H,s),
5.37 (2H,s) ,5.85(2H,s) ,6.70-6.73 (2H,m) ,6.87 (1H,d,J=9.0Hz) , 7.04-7.07 (2H,m) ,
7.22(1H,d,J=9.0Hz) .

[1783] & {5l64

[1784]  4- ({[8-&-1- (4-HIA LK) —2-4 81,2, 3, 4-PU S M mpk—5- 3t ] 4 ) HI L) R
ME -1,4- "R 1-BUT Bs4-LBR

[1785]  ZRALZHE G591 A k-

[1786]  'HNMR (CDC1s) 8ppm:1.20 (3H,t,J=7.1Hz) ,1.46 (9H,s) ,1.52 (2H,br) , 2.19-2.22
(2H,m) ,2.52 (2H,t,J=6.8Hz) ,2.66-2.69 (2H,m) ,3.00 (2H,brs) ,3.73 (3H,s) ,3.92 (4H,
brs) ,4.16 (2H,q,J=7.1Hz) ,5.36 (2H,s) ,6.51 (1H,d,J=9.0 Hz) ,6.70-6.73 (2H,m) ,
7.04-7.07 (2H,m) ,7.12(1H,d,J=8.9Hz) »

[1787] 27 1{5l65

[1788]  4- ({[8-&-1- (4-HIZA LK) —2-4 81,2, 3, 4-PU S M mpk—5- 3L ] 4 ) HI L) R
WE —4-FER LT

[1789]  RAUZFHE 60T A k-

[1790]  'HNMR (CDC13) 8ppm:1.20 (3H,t,J=7.1Hz) ,1.64-1.69 (2H,m) , 2.25-2.28 (2H,m) ,
2.52(2H,t,]=6.7Hz) ,2.67-2.70 (2H,m) ,2.81-2.86 (2H,m) , 3.07-3.12 (2H,m) ,3.73 (3H,
s),3.93(2H,s) ,4.17(2H,q,J=7.1Hz) ,5.36 (2H,s) , 6.51 (1H,d,J=9.0Hz) ,6.70-6.73
(2H,m) ,7.04-7.07 (2H,m) ,7.12(1H,d,J=8.8 Hz) .

[17911  ZF%1{5l66

[1792]  1-(3,5-=&MbrE-2-45) —4- ({[8-%—1- U-H A IR H) -2-8HK-1,2,3,4- U
W IpR -5 ] 4 ) FF 28) Wk mE —4- R 2L T

[1793] 44— ({[8-FR—1- (4-FF AR L E) 248181, 2, 3, 4- VU A e mph—5- L ] 40 ) /P L)
WRIE-4-H R 2.l (5.37¢g) +2,3,5- =& MLNE (2.50g) MERIRHT (2.37g) HIN- FHFE-2-TL g ng
FiF (50mL) ¥ T-100°C 3R o T NI R H s I A B KT P e I TR &) FH &
BE PR ZEEL . K R ERK BE B A NLZ , & oK B ERAA T 158, 8 )5 28 TR 303 50 o &8 PR ek IR A
JEHT (Cht/ LR L B) SiA sk B P32 (s @ik &4 (3.17¢) «

[1794]1  'HNMR (CDC1s) 8ppm:1.23 (3H,t,J=7.1Hz) ,1.74-1.83 (2H,m) , 2.32-2.39 (2H,m) ,
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2.58-2.64 (2H,m) ,2.78-2.84 (2H,m) ,3.02-3.10 2H,m) , 3.60-3.68 (2H,m) ,3.74 (3H,s) ,
3.97(2H,s) ,4.18 (2H,q,J=7.1Hz) ,5.22 (2H, brs) ,6.47 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-
6.78 (2H,m) ,6.82 (1H,dd,J=12.8Hz, 9.1Hz) ,7.09-7.15(2H,m) ,7.59 (1H,d,J=2.3Hz) ,
8.11(1H,d,J=2.3Hz) «

[1795]1  ZF{5l67

[1796]  1-(3,5-—FMLnE-2-45) —4- ({[8-%—1- U-H A HE 5 2% K-1,2,3,4- 1A
W IpR -5k ] ARk} FH L) IR E—4-FH R £ B

(17971 RAUZFE 66T A k-

[1798]1  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.1Hz) ,1.72-1.80 H,m) , 2.31-2.37 (2H,m) ,
2.60 (2H,t,J=7.1Hz) ,2.80 (2H,t,J=7.1Hz) ,3.05-3.12 (2H, m),3.69-3.77 (2H,m) ,3.75
(3H,s),3.95(2H,s) ,4.16 (2H,q,J=7.1Hz) ,5.23 (2H, brs),6.45(1H,dd,J=9.1Hz,
3.3Hz) ,6.73-6.78 (2H,m) ,6.79 (1H,dd,J=12.7Hz, 9.1Hz) ,7.08-7.14 (3H,m) ,7.92 (1H,
d,J=2.5Hz) .

[1799]1 = 1{5l68

[1800]  4- ({[8-%R—1- (4-HIEBE"FHL) —2-50-1,2,3, 4- VYA Mk —5-JE ] S0 Bk} FH AR —1-
(5-9R—3—H JE ML IE—2—3%) WRIE -4-H R £ I8

(18011  FEZAAE T, K- ({[8-9—1- (4-H L IE) —2-518-1,2, 3, 4- DY Sk —5-
FE1EHL ) L) RIE-4-F 8 218 (2.69g) 2-5-5-F—3-F ALnkng (1g) = (Z KW A
fi) 40 (0) (0.105g) <2,2 X (- AFELBHRL) -1, 17 525 (0. 178g) ST B4 (1.10g) f H
7% (20mL) ¥R T 100 CHEFE T o 4 I I RARI AN K R, I H O R L BRI SR G4 -
K BENE & TKIRER N T4, R 5 22 WP A & MR E BN (/LR 4
B) AiAL TR B e AR AL G4 (1. 36g) -

[1802]  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.2Hz) ,1.77-1.82 (2H,m) ,2.28 (3H, s),2.34-
2.37 (2H,m) ,2.60-2.62 (2H,m) ,2.81-2.83 (2H,m) ,2.93-2.99 (2H,m) , 3.19-3.23 (2H,m) ,
3.74(3H,s) ,4.00(2H,s) ,4.18 (21,q,J=7.1Hz) ,5.22 (2H,s) , 6.48 (1H,dd,J=9.1Hz,
3.3Hz) ,6.74-6.77 (2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1 Hz) ,7.11-7.14 (2H,m) ,7.18 (1H,
dd,J=8.6Hz,2.9Hz) ,7.99 (1H,d,J=3.0 Hz) .

[1803] = 1{5l69

[1804]  1-(2,4- =& KK —4- ({[8-9-1- (4-H S L) —2-510-1,2, 3, 4- DY S e k-
5— JE ]} HD) WRAE-4-F R 4 B

[1805]  ZRALLZFH {51681 A k-

[1806]  'HNMR (CDC13) 8ppm:1.23 (3H,t,J=7.1Hz) ,1.80-1.85 (2H,m) , 2.37-2.39 (2H,m) ,
2.60-2.63 (2H,m) ,2.79-2.84 (4H,m) ,3.20-3.24 (2H,m) ,3.74 (3H,s) ,3.98(2H,s) ,4.18
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (1H,dd,J=9.1Hz, 3.3Hz),6.74-6.77 (2H,m) ,6.82
(1H,dd,J=12.7Hz,9.1Hz) ,6.94 (1H,d,J=8.6 Hz) ,7.11-7.13 (2H,m) ,7.17 (1H,dd, J=
8.6Hz,2.5Hz) ,7.36 (1H,d,J=2.5 Hz) .

[1807]1 2570

[1808]  1-(2,5- =& RS —4- ({[8-9-1- (4-H L) —2-510-1,2, 3, 4- DY S e k-
5— JE ]} HD) WRAE-4-F R 4 B
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[1809]  FEZAAEIF , K- ({[8-9—1- (4-H LW IE) —2-518-1,2, 3, 4- DY S ek —5-
FET AR ) L) WRIE-4-H 8 2,18 (300mg) 1,4- — & —-2-M2% (0.103mL) . = (W H KR
fii) — 48 (0) (11.7mg) +2,2 - (L ILREIL) -1, 17 -H6Z5 (19.85mg) M hkFR%E (415mg) (1) H
2K (6mL) VT 110 CHEFE R K S RO B IR, G BR L ER A B NVR G4 L
IKGFANZ , ZTKIREREA T, S8 5 28 TR A A & MR IR B AR Z T (D bt/ LR S TR)
aAp Bk B Ui SR AR AL A 4 (240mg)

[1810]  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.1Hz) ,1.80-1.86 (2H,m) , 2.38-2.40 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.85 (4H,m) ,3.24-3.28 (2H,m) ,3.74 (3H,s) ,3.98(2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (1H,dd,J=9.1Hz, 3.3Hz) ,6.74-6.77 (2H,m) ,6.83
(1H,dd,J=12.8Hz,9.1Hz) ,6.94 (1H,dd,J=8.5 Hz,2.4Hz) ,6.99 (1H,d,J=2.4Hz) ,7.11-
7.13(©H,m) ,7.26-7.27 (1H,m) .

[1811] 71

[1812]  4- ({[8-%—1- (4-FF 4 IE"EHE) 2-540-1,2,3, 4- U Mk -5-FE ] S HE ) FE L) —1-
[4- (AL R IRIE-4-H R 4.1

[1813]1  RAUZHEAFIT0M A ko

[1814]1  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.74-1.80 (2H,m) , 2.35-2.38 (2H,m) ,
2.60-2.62 (2H,m) ,2.80-2.82 (2H,m) ,2.92-2.98 (2H,m) , 3.48-3.52(2H,m) ,3.74 (3H,s) ,
3.95(2H,s) ,4.18 (2H,q,J=7.1Hz) ,5.22 (2H,s), 6.46 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-
6.77 2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1 Hz) ,6.88-6.91 (2H,m) ,7.09-7.13 (4H,m) .
[1815] S {572

[1816]  1-(2,4- =& -5-AHE) —4- ({[8-9—1- U-HHIELFH) -2-8HK-1,2,3,4- U
W IR —5— 3 ] 4 ) FH R DR e —4-FH IR £ 1

[1817]  RAUZFHEAFIT0T A Ko

[1818]  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.79-1.85(2H,m) , 2.38-2.40 (2H,m) ,
2.60-2.63 (2H,m) ,2.78-2.83 (4H,m) ,3.23-3.26 (2H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.74-6.77 (2H,m) ,6.81-
6.85(2H,m) ,7.12 (2H,d,J=8.6Hz) ,7.39 (1H,d, J=7.6Hz) .

[1819]1 =573

[1820]  1-(2,5- =& —4- ARHE) —4- ({[8-9—1- U-HHILFH) -2-8HK-1,2,3,4- U
WA IR —5— 3k ] 4 ) FH R DR e —4-FH IR £ 1

[1821]1  RAUZFHEAFITOM A Ko

[1822]1  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.1Hz) ,1.79-1.85 (2H,m) , 2.37-2.40 2H,m) ,
2.60-2.63 (2H,m) ,2.77-2.84 (4H,m) ,3.17-3.19 (2H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.75-6.77 (2H,m) ,6.83
(1H,dd,J=12.7Hz,9.1Hz) ,7.04 (1H,d,J=7.2 Hz) ,7.12(2H,d,J=8.6Hz) ,7.19 (1H,d, ]
=8.6Hz) »

[1823] %474

[1824]  4- ({[8-%(—1- (4-FF 4 IE"EHE) 2-540-1,2,3, 4- VU Mk -5-FE ] S HE ) FH L) —1-
(2,4,5- =G RHL) IRIE-4-F R 4 B
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[1825]  ZRAULZFHEAIT0T A ko

[1826]  'HNMR (CDC13) 8ppm:1.23 (3H,t,J=7.1Hz) ,1.79-1.85 (2H,m) , 2.37-2.40 (2H,m) ,
2.60-2.63 (2H,m) ,2.79-2.83 (4H,m) ,3.22-3.25 (2H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.2Hz),6.75-6.77 (2H,m) ,6.82
(1H,dd,J=12.8Hz,8.9Hz) ,7.07 (1H,s) ,7.12 (2H,d,J=8.6Hz) ,7.44 (1H,s) .

[1827]1 & A575

[1828]  4- ({[8—%(—1- (4-FF 4 IE"EHE) 2-540-1,2,3, 4- U Mk -5-FE ] S HE ) FH L) —1-
[5—9—2— (=5 F ) 2R L DR IE—4-FH R £ B

[1829]1  RAUZFHAIT0M A ko

[1830]  'HNMR (CDC13) 8ppm:1.24 (3H,t,J=7.1Hz) ,1.77-1.83 (2H,m) , 2.34-2.36 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.85 (4H,m) ,3.01-3.03 (2H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.21
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (1H,dd,J=9.1Hz, 3.3Hz) ,6.75-6.77 (2H,m) ,6.83
(IH,dd,J=12.7Hz,9.0Hz) ,6.87-6.91 (1H,m) , 6.99 (1H,dd,J=10.1Hz,2.3Hz) ,7.12 (2H,
d,J=8.6Hz) ,7.60 (1H,dd,]=8.7 Hz,6.4Hz) .

[1831]  Z%{|76

[1832]  1-(2,5- R HE) —4- ({[8-9-1- (4-H L) —2-510-1,2, 3, 4- DY S e -
5— JE]AEUAE) HD) WRAE-4-F R 4 B

[1833]1  RAUSFHAFIT0M A ko

[1834]  '"HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.79-1.84 (2H,m) , 2.37-2.40 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.88 (4H,m) ,3.32-3.35(2H,m) ,3.74 (3H,s) ,3.96 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.56-6.66 (2H,m) ,6.74-
6.77 2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1Hz) , 6.92-6.97 (1H,m) ,7.12(2H,d,J=8.6Hz) .

[1835]  ZEA5|77

[1836]  1-(4-&-2,6- AR HE) —4- ({[8-9—1- U-HH LRI -2-F8HK-1,2,3,4- U=
W IR —5— 3k ] 4 ) FH R DR e —4-FH IR £ 1

(18371  RAUZFH 51681 A k-

[1838]  '"HNMR (CDC13) 8ppm:1.23 (3H,t,J=7.1Hz) ,1.72-1.78 (2H,m) , 2.30-2.32 (2H,m) ,
2.60-2.63 (2H,m) ,2.80-2.83 (2H,m) ,3.13-3.19 (4H,m) ,3.74 (3H,s),3.96 (2H,s) ,4.20
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.75-6.77 (2H,m) ,6.80-
6.88 (3H,m) ,7.12 (2H,d,J=8.6Hz) .

[1839]  Z% {578

[1840]  4- ({[8-9R—1- (4-H A HE"FHL) —2-50-1,2,3, 4- VYA k-5 JE ] S0 Bk} FH AR —1-
(2,4,6- = AKE) IRIE-4-F R 4B

(18411  RAUSFHEAFITOM A Ko

[1842]  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.1Hz) ,1.73-1.79 @H,m) , 2.30-2.33 (2H,m) ,
2.60-2.63 (2H,m) ,2.80-2.83 (2H,m) ,3.08-3.20 (4H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.20
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (1H,dd,J=9.1Hz, 3.3Hz),6.61 (2H,t,J=8.9Hz) ,
6.74-6.77 (2H,m) ,6.82 (1H,dd,J=12.8Hz,9.1 Hz) ,7.12(2H,d,J=8.6Hz) .

[1843] 2579
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[1844]  1-(4-F-2,5- R HE) —4- ({[8-9—1- U-HHILFH) -2-8HK-1,2,3,4- U
W IpR -5 ] 4E 2 ) FFY 28) Wk mE —4- R 2L T

[1845]  FEZUAENF K- ({[8-9—1- (4-H LW IE) —2-518-1,2, 3, 4- DY S ek —5-
FE] AR L) L) WRIE-4-H RE 2016 (0.85g) 1-VR—4-5-2,5- & 7 (0.616g) . = (ZZE . H
FETNBR) — 48 (0) (0.033g) \9,9- —HI -4 5- X (A EEBEEL) — K IFIRM  (Xantphos)
(0.063g) St (1.177g) W HI 2K (12mL) IR T 110 CHIFE A A S BIER B K, I
2R R REBUZIE I . S /KRR B HLZ & T KB EREA T4 , SR 5 28 1B A 71« & HH R
REREJZHT (T / LR 1) 2iA0 Bk B8 M 3R AL bR R4 A4 (555mg)

[1846]  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.77-1.83 (2H,m) , 2.37-2.39 (2H,m) ,
2.60-2.63 (2H,m) ,2.80-2.87 (4H,m) ,3.29-3.32 (2H,m) ,3.74 (3H,s),3.95(2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.70-6.77 (3H,m) ,6.82
(1H,dd,J=12.7Hz,9.0Hz) ,7.06 (1H,dd,J= 11.6Hz,6.8Hz) ,7.12 (2H,d,J=8.6Hz) .
[1847] 2715180

[1848]  1- (4-F—2-9 K %E) —4- ({[8-9—1- U-H AL —2-F -1, 2,3, 4-PU S k-
5— JE ]} HD) WRAE-4-F R 4 B

[1849]  RAUZHEAITIM A ko

[1850]1  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.78-1.84 (2H,m) , 2.37-2.39 (2H,m) ,
2.60-2.63 (2H,m) ,2.80-2.87 (4H,m) ,3.27-3.29 (2H,m) ,3.74 (3H,s),3.96 (2H,s) ,4.18
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.3Hz) ,6.75-6.77 (2H,m) ,6.80-
6.88 (2H,m) ,7.02-7.06 (2H,m) ,7.12 (2H,d,J= 8.6Hz) .

[1851] & {581

[1852]  4- ({[8—%(—1- (4-FF 4 IE"E L) 2-540-1,2,3, 4- U Mk -5-FE ] S JE ) FE L) —1-
(2,4,5- = AKL) IRIE-4-F R 4B

[1853]  RAUZFHAFITIM A ko

[1854]  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.78-1.84 (2H,m) , 2.37-2.40 2H,m) ,
2.60-2.63 (2H,m) ,2.79-2.83 (4H,m) ,3.23-3.25 (2H,m) ,3.74 (3H,s),3.95(2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.2Hz) ,6.74-6.93 (5H,m) ,7.12
(2H,d,J=8.6Hz) »

[1855] 23 {582

[1856]  4— ({[8-%—1- (4-FF A JEHEIE) —2- 8 f0-1,2, 3, 4- VU S k-5 5L ] AR L) H ) -1-
[2-9—4— (o ) 2R L DR IE—4-FH R 2 B

(18571  RAUZFH AT A ko

[1858]  'HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.79-1.84 (2H,m) , 2.38-2.41 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.83 (2H,m) ,2.91-2.97 (2H,m) , 3.41-3.43 (2H,m) ,3.74 (3H,s) ,
3.96 (2H,s) ,4.19 (2H,q,J=7.1Hz) ,5.22 (2H,s), 6.47 (1H,dd,J=9.1Hz,3.2Hz) ,6.75-
6.77 (2H,m) ,6.82(1H,dd,J=12.7Hz,9.1 Hz) ,6.98 (1H,t,J=8.4Hz) ,7.12(2H,d,J=
8.6Hz) ,7.25-7.28 (1H,m) ,7.31 (1H, d,J=8.5Hz) .

[1859] 271583

[1860]  1-[2-F—-4- (= L) -3 ]-4- ({[8-9—1- (4-F AL Ih) —2-f-1,2,3,4-
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VU S Ebk—5—3 ] S 2 HH L) WRIE —4-H R £ 8

[1861]  RAUZFHAFITIM A Ko

[1862]  '"HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.81-1.87 (2H,m) , 2.40-2.42 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.91 (4H,m) ,3.33-3.35 (2H,m) ,3.74 (3H,s),3.99 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (11,dd,J=9.1Hz, 3.2Hz) ,6.74-6.77 (2H,m) ,6.83
(1H,dd,J=12.7Hz,9.1Hz) ,7.07 (11,t,]J=8.4 Hz) ,7.12(2H,d,J=8.6Hz) ,7.45-7.46
(1H,m) ,7.61 (1H,d,J=1.9Hz) .

[1863] 21584

[1864]  1-(2,4- 3R EE) —4- ({[8-%—1- 4-H BT HE) 2% K-1,2, 3, 4- DU S g -
5— JE ]} HD) WRAE-4-F R 4 B

[1865]  RALZFHAFITIM A ko

[1866]  '"HNMR (CDC13) Sppm:1.22 (3H,t,J=7.1Hz) ,1.79-1.85 (2H,m) , 2.37-2.40 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.85 (4H,m) ,3.22-3.24 (2H,m) ,3.74 (3H,s),3.96 (2H,s) ,4.18
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.4Hz) ,6.75-6.84 (6H,m) ,7.12
(2H,d,J=8.6Hz) .

[1867] 271585

[1868]  4— ({[8—%(—1- (4-F 4 IE"EHE) —2-510-1,2,3, 4- VU MM -5-FE ] S HE ) FH L) —1-
(- —4-H FE 2RI WRAE-4-F R 4 B

[1869]  RAUZFH AT A ko

[1870]  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.1Hz) ,1.79-1.85 (2H,m) ,2.28 (3H, s),2.37-
2.39(2H,m) ,2.60-2.63 (2H,m) ,2.81-2.85 (4H,m) ,3.26-3.28 (2H,m) , 3.74 (3H,s) ,3.96
(2H,s) ,4.18 (2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.47 (1H,dd,J= 9.1Hz,3.3Hz) ,6.75-6.77
(2H,m) ,6.80-6.86 (4H,m) ,7.12 (2H,d,J=8.5Hz) «

[1871]1  Z7%1586

[1872]  1-[4-&-2- (L) 3] -4- ({[8-9—1- (4-F AR Ah) —2-4fX-1,2,3,4-
VU S Ebk—5—3 ] S 2 HH L) DR e —4-H R £ 8

[1873]1  RAUSFHAFITIM A ko

[1874]  'HNMR (CDC13) 8ppm:1.23 (3H,t,J=7.1Hz) ,1.75-1.81 (2H,m) , 2.33-2.35(2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.86 (4H,m) ,2.95-2.97 (2H,m) ,3.74 (3H,s),3.97 (2H,s) ,4.20
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.48 (1H,dd,J=9.1Hz, 3.3Hz) ,6.75-6.77 (2H,m) ,6.82
(1H,dd,J=12.8Hz,9.0Hz) ,7.12 (2H,d,J=8.6 Hz) ,7.26-7.28 (1H,m) ,7.46 (1H,dd,J=
8.6Hz,2.4Hz) ,7.59 (1H,d,]=2.4 Hz) .

[1875] 2587

[1876]  1- (4-7R-2,5- R HE) —4- ({[8-9—1- U-H A LR H) -2-FHK-1,2,3,4- U
W IR —5— 3 ] 4E ) FH R DR E —4-FH IR £ 1

(18771 RAUZFHEAFITIM A K

[1878]  'HNMR (CDC1s) 8ppm:1.22 (3H,t,J=7.1Hz) ,1.77-1.83 (2H,m) , 2.36-2.39 (2H,m) ,
2.60-2.63 (2H,m) ,2.80-2.87 (4H,m) ,3.30-3.33 (2H,m) ,3.74 (3H,s),3.95(2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.22 (2H,s) ,6.46 (11,dd,J=9.1Hz, 3.2Hz),6.71 (1H,dd,J=10.2Hz,
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7.5Hz) ,6.74-6.77 (2H,m) ,6.82 (1H,dd,J= 12.7Hz,9.1Hz) ,7.12 (2H,d,J=8.6Hz) ,7.19
(1H,dd,J=11.4Hz,6.4Hz) .

[1879] 21588

[1880] 1-(27,4°-=&-2,5- IR -4-38) —4- ({ {89 —1- (U-H S L) —2-5 4R -
1,2,3,4-DYE k538 ] S 2 H %) WRE —4-H R £ 18

[1881]  FEZAAE T, T1- (4-9R-2,5- i R AL —4- ({[8-9—1- U-H A LTI —2-%
f-1,2,3,4-PUE MEmk-5-J ] A L FH L) DR PE —4-H1 iR 4. 15 (287mg) 2, 4- SRR
(108mg) f21, 17— (2R HE L) — Rk — & (T &P e et (17.7 mg) 1)1, 2-
TSR EE b (AmL) VR A S IN2MER BRAN KA (0.651mL) , F44 [ BV -A TR T B
20ho F I MBI KA, 3 FH O IR O BE A BRI R - SR BB VLE & oK EE T
B, FEZRRPIE A & HEE R E AL JZ T (T he/ LR L HR) Ai A0 5k B i 32 A /AL & )
(213mg) -

[1882]  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.1Hz) ,1.80-1.86 (2H,m) , 2.39-2.42 (2H,m) ,
2.61-2.64 (2H,m) ,2.81-2.84 (2H,m) ,2.90-2.95 (2H,m) , 3.40-3.43 (2H,m) ,3.74 (3H,s) ,
3.97 (2H,s) ,4.20 2H,q,J=7.1Hz) ,5.22 (2H,s), 6.48 (1H,dd,J=9.2Hz,3.2Hz) ,6.71
(1H,dd,J=12.7Hz,9.1Hz) ,6.75-6.77 (2H, m) ,6.83 (1H,dd,J=12.7Hz,9.1Hz) ,6.96 (1H,
dd,J=12.5Hz,6.7Hz) ,7.13 (21, d,J=8.5Hz) ,7.23 (1H,d,J=8.3Hz) ,7.30 (1H,dd,J=
8.3Hz,2.0Hz) ,7.49 (1H, d,J=2.1Hz) .

[1883] 21489

[1884]  1-(4’--2,2" ,5- =R -4-FE) —4- ({[8-9—1- (4-H AL L) —2-5 -1, 2,
3,4~ VUSR5 Jk ] AU} H ) RAE—4-FH R 4 B

[1885]  SRALIZF {51881 & o

[1886]  'HNMR (CDC13) Sppm:1.23 (3H,t,J=7.1Hz) ,1.80-1.86 (2H,m) , 2.39-2.41 (2H,m) ,
2.60-2.63 (2H,m) ,2.81-2.84 (2H,m) ,2.90-2.94 (2H,m) , 3.40-3.42 (2H,m) ,3.74 (3H,s) ,
3.97(2H,s) ,4.20(2H,q,J="7.1Hz) ,5.22 (2H,s), 6.48 (1H,dd,J=9.1Hz,3.3Hz) ,6.71-
6.77 (3H,m) ,6.83 (1H,dd,J=12.7Hz,9.1 Hz) ,7.03 (1H,dd,J=12.7Hz,6.7Hz) ,7.13 (21,
d,J=8.6Hz) ,7.17-7.21 2H,m) , 7.26-7.31 (1H,m) .

[1887]  ZxZ+{5]90

[1888]  4- ({[8-&-1- U-HIEIEAIE) 25 1M-1,2,3,4- DY mEmh-—5-JL ] 8 k) H JE) —1-
(2,4~ FORHL) WRIE-4-H R £ T

[1889]  SRAUZFEAFITIMMI & B

[1890]1  'HNMR (CDC13) Sppm:1.20 (3H,t,J=7.1Hz) ,1.79-1.85(2H,m) , 2.37-2.39 (2H,m) ,
2.51-2.54 (2H,m) ,2.69-2.72 (2H,m) ,2.79-2.84 2H,m) , 3.21-3.23 (2H,m) ,3.73 (3H,s) ,
4.00(2H,s) ,4.18 (2H,q,J=7.1Hz) ,5.37 (2H,s) , 6.54 (1H,d,J=8.9Hz) ,6.71-6.73 (2H,
m) ,6.95(1H,d,J=8.7Hz) ,7.05-7.07 2H, m) ,7.14 (1H,d,J=8.9Hz) ,7.18 (1H,dd,J=
8.7Hz,2.4Hz) ,7.36 (1H,d,J=2.4 Hz) .

[18911 25491

[1892]  1-(4-F—2-% AR —4- ({[8-F-1- U-H R E R I) 2-4-1,2,3,4- DY A k-
5— BE]AHE} FH L) WRnE-4-H IR 4 R
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[1893]1  RAUZFHAFITIM A ko

[1894]1  'HNMR (CDC13) Sppm:1.20 (3H,t,J=7.1Hz) ,1.78-1.84 (2H,m) , 2.36-2.39 (2H,m) ,
2.51-2.54 (2H,m) ,2.69-2.71 (2H,m) ,2.82-2.87 (2H,m) , 3.26-3.29 (2H,m) ,3.73 (3H,s) ,
3.98(2H,s) ,4.17 (2H,q,J=7.1Hz) ,5.37 (2H,s) , 6.54 (1H,d,J=9.0Hz) ,6.70-6.73 (2H,
m) ,6.84-6.88 (1H,m) ,7.02-7.07 (4H,m) , 7.13(1H,d,J=8.9Hz) .

[1895] 21592

[1896]  1- (4-F-2,6- " AHE) —4- ({[8-F-1- U-HHEIELEFH) -2-8HK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH R 2 B

(18971  RAUZHE AT A Ko

[1898]  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.1Hz) ,1.72-1.79 (2H,m) , 2.29-2.32 (2H,m) ,
2.51-2.54 (2H,m) ,2.69-2.71 (2H,m) ,3.13-3.21 (4H,m) ,3.73 (3H,s),3.99 (2H,s) ,4.19
(2H,q,J=7.1Hz) ,5.37 (2H,s) ,6.54 (1H,d,J=9.0Hz) , 6.70-6.73 (2H,m) ,6.84-6.89 (2H,
m) ,7.05-7.08 (2H,m) ,7.13 (11,d,J=8.9Hz) .

[1899]1 21593

[1900]  1-(3,5-=&MbmE-2-45) —4- ({[8-9—1- U-H A IR H) -2-8HK-1,2,3,4- U
W IpR -5k ] ARk} FH D) R PE—4-FH IR

[1901]  F1-(3,5- =& MtaE-2-35) —4- ({[8-9—1- (4-H L) —2-518-1,2,3,4-14
SR -5-FE ] 48 L ) FH3E) DR IE—4-H R 2106 (3. 17g) A FR R /DU &PRNE (1:1) (60mL) &
IS IISNE E AN /KIE I (10.3mL) , FHR S TR A4 T-60 CHEFE5 . 5ho 28 137 71 9 T 7% B
W VR 7K S SNER R S Js 8 5% BE W0 R 1 5 SR 5 TR R AR B W 7K S 3 7K e 5%
AHZE B IKBRRAAT 15, SR 5 28 R H i R m At br @ik &4 (3. 15g, E &) .

[1902]  'HNMR (CDC13) Sppm:1.75-1.84 (2H,m) ,2.34-2.43 (2H,m) ,2.58-2.66 (2H, m) ,
2.79-2.87 (2H,m) ,3.09-3.18 (2H,m) ,3.61-3.69 (2H,m) ,3.72 (3H,s) ,4.01 (2H, s),5.22
(2H,brs) ,6.50 (1H,dd,J=9.1Hz,3.2Hz) ,6.70-6.76 (2H,m) ,6.83 (1H, dd,J=12.7Hz,
9.1Hz) ,7.08-7.14 (2H,m) ,7.60 (1H,d,J=2.3Hz) ,8.11 (1H,d,] =2.3Hz) .

[1903] & {5194

[1904]  1-(3,5- gt mE-2-45) —4- ({[8-9—1- U-H A IR H) -2-FHK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH IR

[1905]  RALZFHEAFI93 T A ko

[1906]  'HNMR (CDC13) Sppm:1.71-1.80 (2H,m) ,2.33-2.40 (2H,m) ,2.60 (2H,t,] =7.0Hz) ,
2.81 (2H,t,J=7.0Hz) ,3.13-3.22 (2H,m) ,3.71 (3H,s) ,3.69-3.78 (2H, m) ,3.99 (2H,s) ,
5.22 (2H,brs) ,6.48 (1H,dd,J=9.0Hz,3.5Hz) ,6.70-6.74 (2H, m) ,6.81 (1H,dd,J=
13.0Hz,9.0Hz) ,7.08-7.14 (3H,m) ,7.93 (1H,d J=2.5Hz), 10.77 (1H,brs) .

[1907] 2715195

[1908]  4- ({[8—%(—1- (4-F 4 IE"E L) 2-540-1,2,3, 4- VU S MM -5-FE ] S HE ) FH L) —1-
(5-9R—3— 1 JE ML IE —2—3%) WRE —4-H R

[1909]  RAUZFEAFI93 T A ko

[19101  'HNMR (CDC13) 8ppm:1.70-2.00 (2H,br) ,2.31-2.47 (2H,m) ,2.59-2.62 (2H, m) ,
2.82-2.85(2H,m) ,3.10-3.47 (4H,br) ,3.73 (3H,s) ,4.02 (2H,s) ,5.22 (2H,s) , 6.51 (1H,
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dd,J=9.1Hz,3.2Hz) ,6.74-6.76 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1 Hz) ,7.12 (2H,d,]J=
8.6Hz) ,7.31-7.37 (1H,m) ,8.01 (1H,s) -

(19111 2145196

[1912]  1-(2,4- & #3H) —4- ({[8-F—1- 4-H A I ) —2-%-1,2, 3, 4-PU S -
5— L] HL) RIE-4-F R

[1913]1  RAUZFHEAFI93 T A ko

[1914]  '"HNMR (CDC13) Sppm:1.81-1.85 (2H,m) ,2.40-2.42 (2H,m) ,2.61-2.64 (2H, m) ,
2.82-2.91 (4H,m) ,3.22-3.25 (2H,m) ,3.72 (3H,s) ,4.01 (2H,s) ,5.22 (2H,s) , 6.50 (1H,dd,
J=9.1Hz,2.9Hz) ,6.73 (2H,d,J=8.7Hz) ,6.84 (1H,dd,J=12.6 Hz,9.1Hz) ,6.95-6.97
(1H,m) ,7.11(2H,d,J=8.4Hz) ,7.17-7.19 (1H,m) , 7.35-7.36 (1H,m) .

[1915]  ZFA45|97

[1916]  1-(2,5- =& KK —4- ({[8-9-1- (4-H L) —2-518-1,2, 3, 4- DY S e -
5— L] HL) RIE-4-H R

(19171 RAUZFEAFI93 T A k-

[1918]  'HNMR (CDC13) Sppm:1.81-1.86 (2H,m) ,2.40-2.43 (2H,m) ,2.61-2.64 (2H, m) ,
2.83-2.92 (4H,m) ,3.26-3.29 (2H,m) ,3.72 (3H,s) ,4.01 (2H,s) ,5.23 (2H,s) , 6.51 (11,dd,
J=9.1Hz,3.1Hz) ,6.74 (2H,d,J=8.6Hz) ,6.84 (1H,dd,J=12.6 Hz,9.1Hz) ,6.94 (1H,dd,]
=8.5Hz,2.4Hz) ,7.01 (1H,d,J=2.2Hz) ,7.12 (2H,d, J=8.6Hz),7.27 (1H,d,J=8.4Hz) .
[19191 21598

[1920]  4- ({[8-%—1- (4-H A BE"FHL) —2-50-1,2,3, 4- VYA ik —5—Jk ] S0 Bk} FH AR —1-
[4- (AL R IRIE-4-H R

[19211  RAUZFEAFI93 T A K

[1922]  'HNMR (CDC1s3) Sppm:1.70-1.85 (2H,br) ,2.39-2.42 (2H,m) ,2.61-2.64 (2H, m) ,
2.81-2.84 (2H,m) ,2.98-3.09 (2H,br) ,3.50-3.53 (2H,m) ,3.71 (3H,s) ,3.99 (2H, s),5.22
(2H,s) ,6.49 (1H,dd,J=9.1Hz,3.1Hz) ,6.71-6.74 (2H,m) ,6.84 (1H,dd, J=12.7Hz,
9.0Hz) ,6.87-6.94 (2H,m) ,7.07-7.14 (4H,m) .

[1923] 215199

[1924]  1-(2,4- =& -5-AHE) —4- ({[8-9—1- U-H AR -2-8HK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH IR

[1925]  ZRALZFHEAFI93 T A ko

[1926]  'HNMR (CDC13) Sppm:1.80-1.86 (2H,m) ,2.41-2.43 (2H,m) ,2.62-2.65 (2H, m) ,
2.83-2.89 (4H,m) ,3.25-3.27 (2H,m) ,3.73 (3H,s) ,4.01 (2H,s) ,5.22 (2H,s) , 6.50 (11,dd,
J=9.2Hz,3.3Hz) ,6.73-6.75 (2H,m) ,6.82-6.86 (2H,m) ,7.12 (2H,d, J=8.6Hz),7.39 (11,
d,J=7.6Hz) .

[1927]1  ZZ 4100

[1928]  1-(2,5- =& -4- AR HE) —4- ({[8-9—1- U-HHIELFH) -2-4HK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH IR

[1929]1  RAUZFHAFI93 T A k-

[1930]  'HNMR (CDC13) Sppm:1.79-1.85 (2H,m) ,2.41-2.44 (2H,m) ,2.62-2.65 (2H, m) ,
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2.83-2.90 (4H,m) ,3.19-3.21 (2H,m) ,3.72 (3H,s) ,4.01 (2H,s) ,5.23 (2H,s), 6.51 (1H,dd,
J=9.2Hz,3.1Hz) ,6.72-6.74 (2H,m) ,6.85 (1H,dd,J=12.6Hz,9.1 Hz) ,7.06 (1H,d,J=
7.2Hz) ,7.11(2H,d,J=8.6Hz) ,7.20 (1H,d,J=8.6Hz) .

(19311  Z=ZZH101

[1932]  4- ({[8-%f—1- (4-FF 4 JLEHE) —2-%810-1,2,3, 4- DU ek —5-JE ] 480 L} P L) —1-
(2,4,5- =S REL) IRIE-4-F R

[1933]1  RAUZFHAFI93 T A ko

[1934]  'HNMR (CDCl3) Sppm:1.79-1.84 (2H,m) ,2.41-2.44 (2H,m) ,2.62-2.65 (2H, m) ,
2.83-2.92 (4H,m) ,3.24-3.26 (2H,m) ,3.72 (3H,s) ,4.02 (2H,s) ,5.23 (2H,s) , 6.50-6.52
(1H,m) ,6.73 (2H,d,J=8.7Hz) ,6.84 (1H,dd,J=12.7Hz,9.1Hz) , 7.09-7.12 (3H,m) ,7.44
(1H,s) »

[1935] &% 41102

[1936]  4- ({[8-%f—1- (4-FF 4 JEEHE) —2-%810-1,2,3,4- DU ek —5-JE ] 480 L} P L) —1-
[5—9—2— (9 F ) 2R L R IE—4-FH R

(19371 RAUZFHEAFI93 T A k-

[1938]  'HNMR (CDCl3) Sppm:1.77-1.82 (2H,m) ,2.38-2.41 (2H,m) ,2.63-2.66 (2H, m) ,
2.83-2.86 (2H,m) ,2.89-2.94 (2H,m) ,3.03-3.05 (2H,m) ,3.72(3H,s) ,4.02 (2H, s),5.23
(2H,s) ,6.52(1H,dd,J=9.1Hz,3.2Hz) ,6.72-6.75 (2H,m) ,6.83-6.91 (2H, m),7.03 (1H,
dd,J=10.1Hz,2.3Hz) ,7.11 (2H,d,J=8.6Hz) ,7.60 (1H,dd,J= 8.8Hz,6.3Hz) .

[1939]  ZZ41103

[1940]  1-(2,5- 9K IE) —4- ({[8-F-1- 4-H AT IH) 2-FAM-1,2,3, 4- P k-
5— ]I HL) RIE-4-F R

(19411 RAUSFEAFI93 T A ko

[1942]  'HNMR (CDC13) Sppm:1.80-1.85 (2H,m) ,2.40-2.42 (2H,m) ,2.61-2.64 (2H, m) ,
2.82-2.85(2H,m) ,2.91-2.96 (2H,m) ,3.34-3.36 (2H,m) ,3.72(3H,s) ,4.00 (2H, s),5.22
(2H,s) ,6.50 (1H,dd,J=9.0Hz,3.0Hz) ,6.57-6.62 (1H,m) ,6.64-6.70 (1H, m) ,6.74 (2H,d,
J=8.5Hz) ,6.84 (1H,dd,J=12.6Hz,9.1Hz) ,6.92-6.98 (1H,m) , 7.11 (2H,d,J=8.5Hz) .
[1943] 24104

[1944]  1- (4-F-2,6- " ARHE) —4- ({[8-9—1- U-H A LR H) -2-8HK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH IR

[1945]  RAUZZEHI93 1M A Ao

[1946]  'HNMR (CDC13) Sppm:1.74-1.80 (2H,m) ,2.33-2.35 (2H,m) ,2.61-2.64 (2H, m) ,
2.82-2.85(2H,m) ,3.15-3.18 (2H,m) ,3.22-3.27 (2H,m) ,3.73 (3H,s) ,4.00 (2H, s),5.22
(2H,s) ,6.50 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.75 (2H,m) ,6.81-6.89 (3H, m) ,7.12 (2H,d,
J=8.6Hz) »

[1947] 241105

[1948]  4- ({[8-%f—1- (4-F 4 JEAEHL) —2-%810-1,2,3,4- DU ek —5-JE ] 4a0 L) P L) —1-
(2,4,6- = AKE) URIE-4-F R

[1949]  RAUZZEHI93 1M A A o

111



CN 106795117 B ﬁﬁ HH :I:; 100/355 1T

[1950]  '"HNMR (CDC13) 8ppm:1.75-1.80 (2H,m) ,2.33-2.36 (2H,m) ,2.61-2.64 (2H, m) ,
2.82-2.85(2H,m) ,3.10-3.13 (2H,m) ,3.22-3.27 (2H,m) ,3.73 (3H,s) ,4.01 (2H, s),5.22
(2H,s) ,6.50 (1H,dd,J=9.1Hz,3.3Hz) ,6.62 (2H,t,J=8.9Hz) ,6.72-6.75 (2H,m) ,6.84
(1H,dd,J=12.7Hz,9.1Hz) ,7.12 (2H,d,J=8.6Hz) »

(19511 =2 41106

[1952]  1- (4-&-2,5- R EE) —4- ({[8-9—1- U-H AR H) -2-8HK-1,2,3,4- U
W IpR -5k ] ARk} FH L) R PE—4-FH IR

[1953]1  RAUZFHEAFI93 T A ko

[1954]  'HNMR (CDC13) Sppm:1.77-1.83 (2H,m) ,2.40-2.43 (2H,m) ,2.62-2.65 (2H, m) ,
2.82-2.85(2H,m) ,2.90-2.95 (2H,m) ,3.31-3.34 (2H,m) ,3.72 (3H,s) ,3.99 (2H, s),5.23
(2H,s) ,6.50 (1H,dd,J=9.1Hz,3.2Hz) ,6.71-6.77 (3H,m) ,6.84 (1H,dd, J=12.7Hz,
9.1Hz) ,7.07 (1H,dd,J=11.6Hz,6.9Hz) ,7.11 (2H,d,J=8.6Hz) »

[1955] 25107

[1956]  1- (4-S—2-F K HL) —4- ({[8-9—1- U-HI A FEHEIE) —2-% 481, 2,3, 4-PU S e iph—
5— L] HL) RIE-4-F R

(19571 ZRAZFHEAFI93 T A ko

[1958]  'HNMR (CDC13) Sppm:1.78-1.84 (2H,m) ,2.40-2.43 (2H,m) ,2.62-2.65 (2H, m) ,
2.82-2.85(2H,m) ,2.90-2.94 (2H,m) ,3.29-3.31 (2H,m) ,3.72 (3H,s) ,4.00 (2H, s),5.22
(2H,s) ,6.50 (1H,dd, J=9.1Hz,3.2Hz) ,6.71-6.73 (2H,m) ,6.82-6.89 (2H, m) ,7.02-7.06
(2H,m) ,7.11 (2H,d,J=8.5Hz) .

[1959] =2 41108

[1960]  4- ({[8-%—1- (U-HI AL IE) 25 1-1,2,3,4- DY mEmh-—5-Jk ] 8L} H J) —1-
(2,4,5- = AR IRIE-4-F R

[1961] AU FEAFI93 T A k-

[1962]  '"HNMR (CDC1s3) Sppm:1.86-1.99 (2H,br) ,2.43-2.46 (2H,m) ,2.62-2.65 (2H, m) ,
2.82-2.84 (2H,m) ,2.96-3.12 (2H,br) ,3.31-3.34 (2H,m) ,3.72 (3H,s) ,4.01 (2H, s),5.23
(2H,s) ,6.52 (1H,dd,J=9.1Hz,3.1Hz) ,6.72-6.73 (2H,m) ,6.85 (1H,dd, J=12.6Hz,
9.1Hz) ,6.92-7.08 (2H,m) ,7.11 (2H,d, J=8.6Hz) .

[1963]  ZZ1109

[1964]  4- ({[8—%—1- (4-FF 4 IE"E L) —2-540-1,2,3, 4- VU Mk -5-FE ] S FE ) FE L) —1-
[2—9—4- (o ) 2R L R IE—4-FH R

[1965]1  RALZFHEAFI93 T A ko

[1966]  'HNMR (DMSO-d6) Sppm:1.72-1.78 (2H,m) ,2.19-2.21 (2H,m) ,2.57-2.60 (2H,m) ,
2.79-2.82(2H,m) ,2.92-2.96 (2H,m) ,3.38-3.41 (2H,m) ,3.68 (3H,s) , 4.03 (2H,s) ,5.09
(2H,s) ,6.73 (1H,dd,J=9.2Hz,3.4Hz) ,6.79-6.82 (2H,m) ,6.98 (1H,dd,J=13.1Hz,
9.1Hz) ,7.06 (2H,d,J=8.7Hz) ,7.21 (11, t,J=8.6Hz) , 7.44-7.46 (1H,m) ,7.53 (1H,dd,]J
=13.2Hz,1.8Hz) .

[1967]  Z=ZH110

[1968]  1-[2-F—-4- (L) -3 ] -4- ({[8-9—1- (4-H A LR L) —2-f-1,2,3,4-
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VU S Ebk—5—2 ] S 2k} H ) DRI —4—H iR

[1969]  ZRAUZFEAFI93T A k-

[1970]  'HNMR (CDC13) Sppm:1.84-1.89 (2H,m) ,2.43-2.46 (2H,m) ,2.63-2.65 (2H, m) ,
2.83-2.86 (2H,m) ,2.93-3.04 (2H,br) ,3.35-3.38 (2H,m) ,3.72 (3H,s) ,4.03 (2H, s),5.23
(2H,s) ,6.51 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.75 (2H,m) ,6.85 (1H,dd, J=12.6Hz,
9.0Hz) ,7.11-7.12 (3H,m) ,7.45-7.48 (1H,m) ,7.62 (1H,d,J=1.8 Hz) .

(19711  Z=ZEpH111

[1972]  1-(2,4-Z 9K —4- ({[8-9-1- (4-H S L I) —2-518-1,2, 3, 4- DY S e -
5— L] HL) RIE-4-F R

[1973]1  RAUZFH 93T A k-

[1974]  '"HNMR (CDC13) Sppm:2.40-2.84 (8H,m) ,3.48-3.74 (7TH,m) ,4.08 (2H,s) , 5.23 (2H,
s),6.52(1H,dd,J=9.2Hz,3.21Hz) ,6.73-6.75 (2H,m) ,6.84-6.99 (4H, m) ,7.11 (2H,d,J=
8.5Hz) .

[1975] ZZEfH112

[1976]  4- ({[8-%(—1- (4-FF 4 IETEHE) 2-510-1,2,3, 4- VU MM -5-FE ] S Jk ) FE L) —1-
(-9 —4-H HE IR IE) kg -4-H R

(19771 RAUZFHEAFI93 T A k-

[1978]1  'HNMR (CDC13) Sppm:1.74-1.97 (2H,br) ,2.29 (3H,s) ,2.40-2.44 (2H,m) , 2.61-
2.65 (2H,m) ,2.81-3.05 (4H,m) ,3.21-3.39 (2H,br) ,3.71 (3H,s) ,4.01 (2H,s) , 5.22 (2H,
s),6.50 (1H,dd,J=9.1Hz,3.2Hz) ,6.72-6.73 (2H,m) ,6.82-6.92 (41, m) ,7.11 (2H,d,J=
8.5Hz) .

(19791 Z=ZEH113

[1980]  1-[4-&-2- (= IE) -3 ] -4- ({[8-9—1- (4-H LR L) —2-f-1,2,3,4-
VU S EmbR—5—2 ] S 2k} H ) DRI —4—H iR

[1981]1  RAUSFHAFI93T A ko

[1982]  '"HNMR (CDC13) 8ppm:1.74-1.97 (2H,m) ,2.37-2.39 (2H,m) ,2.62-2.65 (2H, m) ,
2.83-2.86 (2H,m) ,2.89-2.99 (4H,m) ,3.72 (3H,s) ,4.01 (2H,s) ,5.23 (2H,s) , 6.51 (11,dd,
J=9.1Hz,3.3Hz) ,6.73-6.74 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1 Hz) ,7.12(2H,d,]J=
8.6Hz) ,7.29 (1H,d,J=8.6Hz) ,7.47 (11,dd,J=8.6Hz,2.5 Hz) ,7.60 (1H,d,J=2.5Hz) .
[1983] %114

[1984]  1-(27,4° =52, 5- IR -4-38) —4- ({ {89 —1- (U-H S L) —2- 540 -
1,2,3,4- VU emph-5-28 ] S 28 ) HH L) WRmE -4-FH R

[1985]  ZRALZFHEAFI93 T A ko

[1986]  'HNMR (CDC1s) Sppm:1.95-2.08 (2H,br) ,2.45-2.48 (2H,m) ,2.63-2.66 (2H, m) ,
2.83-2.86 (2H,m) ,3.10-3.24 (2H,br) ,3.48-3.50 (2H,m) ,3.72 (3H,s) ,4.03 (2H, s),5.23
(2H,s) ,6.52(1H,dd,J=9.1Hz,3.0Hz) ,6.73-6.74 (2H,m) ,6.85 (1H,dd, J=12.5Hz,
9.1Hz) ,6.99-7.08 (2H,m) ,7.12 (2H,d,J=8.6Hz) ,7.23 (1H,d,J= 8.3Hz) ,7.31 (1H,dd,J
=8.3Hz,2.1Hz) ,7.50 (1H,d,J=2.1Hz) »

[1987] %115
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[1988]  1-(4’-5-2,2" ,5- =R -4-F5) —4- ({[8-9—1- 4-H LTI —2-5H -1, 2,
3,4~ DUSMEmpR-5-Jk ] k) L) WRAE—4-F IR

[1989]  RAUZFHEAFI93 T A k-

[1990]  'HNMR (CDC13) Sppm:1.82-1.88 (2H,m) ,2.42-2.45 (2H,m) ,2.63-2.65 (2H, m) ,
2.83-2.86 (2H,m) ,2.99-3.04 (2H,m) ,3.42-3.45 (2H,m) ,3.72(3H,s) ,4.01 (2H, s),5.23
(2H,s) ,6.51 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.80 (3H,m) ,6.85 (1H,dd, J=12.7Hz,
9.1Hz) ,7.04 (1H,dd,J=12.7Hz,6.7Hz) ,7.12 (2H,d,J=8.6Hz) , 7.17-7.21 (2H,m) ,7.26~
7.32(1H,m) .

(19911  Z=ZEfH116

[1992]  4- ({[8-F-1- (4-HEFEFHL) -2-5H0-1,2,3,4- VYA k-5 JE ] U Bk} FH AR —1-
(2,4- ZFREL) WRiE-4-F R

[1993]1  RAUZFH 93T A ko

[1994]1  'HNMR (CDC13) Sppm:1.79-1.85 (2H,m) ,2.41-2.43 (2H,m) ,2.51-2.54 (2H, m) ,
2.70-2.73 (2H,m) ,2.87-2.91 (2H,m) ,3.23-3.25 (2H,m) ,3.70 (3H,s) ,4.03 (2H, s),5.39
(2H,s) ,6.57 (1H,d,J=9.0Hz) ,6.67-6.68 (2H m) ,6.96 (1H,d,J=8.6Hz) , 7.04-7.06 (2H,
m) ,7.15(H,d,J=8.9Hz) ,7.18 (1H,dd,J=8.7Hz,2.4Hz) ,7.36 (1H,d,J=2.4Hz) .

[1995] S 4|17

[1996]  1- (4-S—2-F K H) —-4- ({[8-F-1- U-H A FEHEIL) 24481, 2,3, 4-PU S e k-
5— L] HL) RIE-4-F R

(19971 RAUZFHAFI93 T A k-

[1998]  'HNMR (CDC13) Sppm:1.78-1.84 (2H,m) ,2.39-2.42 (2H,m) ,2.51-2.54 (2H, m) ,
2.70-2.72(2H,m) ,2.89-2.94 (2H,m) ,3.29-3.31 (2H,m) ,3.70 (3H,s) ,4.01 (2H, s),5.38
(2H,s) ,6.56 (1H,d,J=9.0Hz) ,6.67-6.69 (2H m) ,6.86-6.89 (1H,m) , 7.02-7.06 (4H,m) ,
7.15(1H,d,J=8.9Hz) .

[1999] S 4]118

[2000]  1-(4-&-2,6- W RHE) —4- ({[8-F-1- U-HHEIELFH) -2-4HK-1,2,3,4- U
PR -5k ] ARk} FH L) R PE—4-FH IR

[2001]  SRALZFHEAFI93 T A ko

[2002]  'HNMR (CDC13) Sppm:1.75-1.82 (2H,m) ,2.32-2.35 (2H,m) ,2.51-2.54 (2H, m) ,
2.70-2.72 (2H,m) ,3.14-3.28 (4H,m) ,3.72 (3H,s) ,4.03 (2H,s) ,5.38 (2H,s) , 6.56 (1H,d,]
=8.9Hz) ,6.70 (2H,d,J=8.6Hz) ,6.84-6.90 (2H,m) ,7.06 (2H,d,] =8.5Hz) ,7.14 (1H,d,]
=8.9Hz) .

[2003]  ZZ 4119

[2004]  1- (5-—3-H &t me —2- ) —4- {[ (8- —2-AX-1,2, 3, 4- DU Emh—5-3) 43 ]
2} DR IE —4- F R

[2005]  fp4- ({[8-9—1- (4-HEAILRIL) —2-K-1,2, 3, 4- DU S mEmk -5k ] S ) FE ) -
1- (54 -3 FF JEm g —2—-35) WRIE—4-FF R (1.33g) MR F i (0.527mL) 1Y =3 LR (10mL) V%
T T65 CHEFE3h WA [ BT, 22 HEE R E R AT (& bt/ LR £ 18) A0 5k B8 P 4
fEbr stk &4 (1.00g) o
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[2006]  'HNMR (DMS0-d6) Sppm:1.70-1.75 (2H,m) ,2.18-2.21 (2H,m) ,2.26 (3H, s) ,2.43-
2.46 (2H,m) ,2.80-2.89 (4H,m) ,3.17-3.20 (2H,m) ,4.03 (2H,s) ,6.62 (1H, dd,]J=9.1Hz,
3.8Hz) ,7.00-7.03 (1H,m) ,7.05-7.52 (1H,m) ,8.06-8.07 (1H,m) , 10.03 (1H,s) ,12.28-
13.00 (1H,br) »

[2007]  ZZfH1120

[2008]  1-(2,4- & #3E) —4-{[ 8-—2-%M-1,2,3,4- U S mph—5-J5) & 3L ] FP 3L} IR
Mg —4—H R

[2009]  SRAZZE 1 19T A Ko

[2010]  "HNMR (DMSO—d6) 8ppm:1.73-1.78 (2H,m) ,2.20-2.23 (2H,m) ,2.43-2.46 (2H,m) ,
2.78-2.83 (4H,m) ,3.15-3.17 (2H,m) ,4.05 (2H,s) ,6.62 (1H,dd,J=9.1 Hz,3.8Hz) ,7.00-
7.04 (1H,m) ,7.17(1H,d,J=8.8Hz) ,7.34 (1H,dd,J=8.7Hz, 2.5Hz) ,7.53 (1H,d,J=
2.5Hz) ,10.02 (1H,s) ,12.59-12.79 (1H,br) .

[2011]  Z=ZEpH121

[2012]  1-(2,5- =& HE) —4- {[ 8- —2-%MK-1,2,3,4-PU S nph—5-J%) A 2k | 1 2L} IR
g —4-F R

[2013] KAl H1119T 2

[2014]  'HNMR (DMS0-d6) Sppm:1.74-1.79 (2H,m) ,2.19-2.22 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.86 (4H,m) ,3.18-3.21 (2H,m) ,4.07 (2H,s) ,6.62 (1H,dd,J=9.1 Hz,3.7Hz) ,7.00-
7.04(1H,m) ,7.09 (1H,dd,J=8.5Hz,2.4Hz) ,7.17(1H,d J= 2.4Hz) ,7.43 (1H,d,J=
8.5Hz) ,10.03 (1H,s) ,12.54-12.81 (1H, br) .

[2015] =2 122

[2016]  4-{[ (8% —2-%84X-1,2,3, 4-PUS MEmh—5-JL) S ] H 3L} —1-[4- (=3 FF A 2E) &
FL]IRIE-4-F R

[2017] RS HI1 19T A Ko

[2018]  'HNMR (CDC13) Sppm:2.34-2.41 (2H,m) ,2.51-2.58 (4H,m) ,2.89-2.91 (2H, m) ,
3.46-3.51 (2H,m) ,3.72-3.75 (2H,m) ,3.86 (2H,s) ,6.53 (1H,dd,J=9.2Hz, 3.8Hz),6.90-
6.96 (1H,m) ,7.34-7.35(2H,m) ,7.57-7.59 (2H,m) ,8.57-8.63 (1H, br) .

[2019] =2 fH123

[2020]  1-(2,4- =& -5- % AEE) —4- {[ G- —2-%M-1,2,3,4-PU S MEmph-5-J%) S k] H
A} IRIE-4-H R

[2021] KAl 19T 2 R

[2022]  'HNMR (DMS0-d6) Sppm:1.73-1.78 (2H,m) ,2.20-2.22 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.85 (4H,m) ,3.19-3.23 (2H,m) ,4.05 (2H,s) ,6.62 (1H,dd,J=9.1 Hz,3.8Hz) ,7.00-
7.04 (1H,m) ,7.24 (1H,d,J=11.2Hz) ,7.71 (1H,d,J=7.8Hz), 10.03 (1H,s) ,12.60-12.81
(1H,br) -

[2023] %124

[2024]  4-{[ (8- -2-%4K-1,2,3, 4- DU SNk -5-5E) S FE ] H 2] —1-[5-9-2- (=9 H
i) REE]IRIE-4-F IR

[2025]  RAZZE 1191 A Ko

115



CN 106795117 B ﬁﬁ HH :I:; 104/355 17T

[2026]  'HNMR (DMS0-d6) Sppm:1.72-1.77 (2H,m) ,2.15-2.18 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.84 (4H,m) ,2.98-3.01 (2H,m) ,4.09 (2H,s) ,6.64 (1H,dd,J=9.1 Hz,3.7Hz) ,7.03
(1H,t,J=9.7Hz) ,7.12-7.16 (1H,m) ,7.38-7.41 (1H,m) ,7.73 (1H,dd,J=8.7Hz,6.4Hz) ,
10.03 (1H,s) ,12.58-12.73 (1H,br) .

[2027] ZZ125

[2028]  1-(2,5- 8 AdE) —4- {[ (8- —2-%84K-1,2,3,4- DU menph—5-55) S5 ] W &) IR
NE —4-FR

[2029] KAl A11 19T 2 %o

[2030]  'HNMR (DMS0-d6) Sppm:1.72-1.77 (2H,m) ,2.18-2.20 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.87 (4H,m) ,3.27-3.29 (2H,m) ,4.04 (2H,s) ,6.61 (1H,dd,J=9.1 Hz,3.7Hz) ,6.71-
6.76 (1H,m) ,6.86-6.90 (1H,m) ,7.02 (1H,t,J=9.7Hz), 7.12-7.17 (1H,m) ,10.03 (1H,s) ,
12.71 (1H,brs) .

[2031] =2 151126

[2032]  4-{[ (8% —2-%18-1,2,3,4- DU Memk—5-3&) S L] &L} -1- (2,4, 5- =& R H)
Wk IE —4— 1 2

[2033] RS 19T A Ko

[2034]  'HNMR (DMS0-d6) Sppm:1.73-1.79 (2H,m) ,2.18-2.22 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.87 (4H,m) ,3.18-3.20 (2H,m) ,4.06 (2H,s) ,6.62 (1H,dd,J=9.2 Hz,3.7Hz) ,7.02
(1H,t,J=9.7Hz) ,7.37 (1H,s) ,7.76 (1H,s) ,10.03 (1H,s) ,12.70 (1H,brs) .

[2035] &2 127

[2036]  1-(4-F-2,6- AR HE) —4-{[ B —2-F-1,2,3,4-PUS MEmk-5-3%) S 3L ] H
A} WRIE-4-F R

[2037]  RAUZFE 1191 A Ko

[2038]  'HNMR (DMS0-d6) Sppm:1.65-1.71 (2H,m) ,2.14-2.17 (2H,m) ,2.43-2.46 (2H,m) ,
2.79-2.82(2H,m) ,3.11-3.12 (4H,m) ,4.02 (2H,s) ,6.61 (1H,dd,J=9.1 Hz,3.7Hz) ,7.01
(1H,t,J=9.7Hz) ,7.25-7.31 (2H,m) ,10.03 (1H,s) ,12.70 (1H, brs) .

[2039] =2 1{5128

[2040]  4-{[ (8-#—2—%A4X-1,2,3,4-DUSMEmR-5-2) AL L) -1- (2,4, 6- =H R H)
Wk IE —4— 1 2

[2041] Bl H11 19T 2 -

[2042]  'HNMR (DMS0-d6) Sppm:1.65-1.71 (2H,m) ,2.14-2.17 (2H,m) ,2.43-2.46 (2H,m) ,
2.79-2.82 (2H,m) ,3.04-3.12 (4H,m) ,4.02 (2H,s) ,6.61 (1H,dd,J=9.1 Hz,3.7Hz) ,7.00-
7.03 (1H,m) ,7.13 (2H,t,J=9.3Hz) ,10.03 (1H,s) ,12.68 (1H, brs) .

[2043] ZZ129

[2044]  1-(2,5- =& -4 A HE) —4-{[ B —2-F-1,2,3,4- VU Emk—-5-3%) S 3L ] H
A} URIE-4-H R

[2045]  RAUZZE 1 19T A Ko

[2046]  'HNMR (DMS0-d6) Sppm:1.73-1.78 (2H,m) ,2.19-2.21 (2H,m) ,2.43-2.46 (2H,m) ,
2.79-2.83 (4H,m) ,3.11-3.14 (2H,m) ,4.06 (2H,s) ,6.62 (1H,dd,J=9.1 Hz,3.7Hz) ,7.02
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(1H,t,J=9.7Hz) ,7.35(1H,d,J=7.4Hz) ,7.66 (1H,d,J=9.1 Hz),10.04 (1H,s) ,12.69
(1H,brs) »

[2047]  Z=ZH1130

[2048]  1-(4-F-2,5- Z&RHE) -4-{[ B —2-F-1,2,3,4- VU MEmk—5-3%) S 3L ] H
A} WRIE-4-F R

[2049]  RAUZZE 1 19T A Ko

[2050]  'HNMR (DMS0-d6) Sppm:1.71-1.77 (2H,m) ,2.17-2.20 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.88 (4H,m) ,3.27-3.30 (2H,m) ,4.03 (2H,s) ,6.57-6.64 (1H,m) , 7.02 (1H,t,J=
9.7Hz) ,7.12(H,dd,J=11.3Hz,7.9Hz) ,7.50 (1H,dd,J=12.0 Hz,7.1Hz) ,10.04 (1H,s) ,
12.72 (1H,brs) .

[2051] ZZH131

[2052]  1-(4-S—2-9R ) —4-{[ 8- —2-%1X-1,2,3, 4- DU ngemh—5-4E) S Bk ] W 2k} IR
I —4—FA iR

[2053] KAl AH11 19T 2 -

[2054]  'HNMR (DMS0-d6) Sppm:1.72-1.77 (2H,m) ,2.18-2.21 (2H,m) ,2.43-2.46 (2H,m) ,
2.80-2.84 (4H,m) ,3.22-3.24 (2H,m) ,4.03 (2H,s) ,6.61 (1H,dd,J=9.1 Hz,3.8Hz) ,7.00-
7.03(1H,m) ,7.07 (1H,t,J=9.1Hz) ,7.16 (1H,dd,J=8.7Hz, 2.0Hz) ,7.32(1H,dd,J=
12.4Hz,2.4Hz) ,10.03 (1H,s) ,12.70 (1H,brs) .

[2055] 25133

[2056]  1-(3,5-gMtmE-2-4%) —4-{[ 8- —2-FX-1,2,3,4- DU MEmk—5-3%) S L ] H
A} URIE-4-FR

[2057]  RAUZZE 1191 A Ko

[2058]  'HNMR (CDC13) Sppm:1.67-1.75 (2H,m) ,2.12-1.19 (2H,m) ,2.42 (2H,t,] =7.5Hz) ,
2.78(2H,t,J=7.5Hz) ,3.02-3.10 (2H,m) ,3.62-3.69 (2H,m) ,4.02 (2H, s),6.59 (1H,dd,J
=9.0Hz,3.5Hz) ,6.99 (1H,t,]J=9.5Hz) ,7.75-7.81 (1H,m) , 8.09 (1H,d,J=2.5Hz) ,10.03
(1H,s) ,12.72 (1H,brs) «

[2059] &% |134

[2060]  5-{[1-(3,5-—FMLAE—2-3%) -4-F FIRFEIRNE —4-FE ] A ) -8-3-3,4- &A%
Wbk—2 (1H) — i

[2061]  F1-(3,5- ~&Mtrne—2-3%) —4- {[ (8- —2-%1-1,2,3, 4- DY S Mk —5-L) 3 ]
2} IR IE—4-FF IR (1.46g) 1, 4- 5 43 e (16mL) BVFl s in = 2 % 8% (0.456mL)
oS BB IR — 2Rl (0.705mL) , HK I NTR A P Nl 2h o 28 TR0 R 9T TR B A i
K PEBRANE D L A bR AL S (1.419) o

[2062]  'HNMR (CDC13) Sppm:1.86-2.02 (4H,m) ,2.62-2.69 (2H,m) ,3.06 (2H,t,] =7.7Hz) ,
3.17-3.26 (2H,m) ,3.71-3.78 (2H,m) ,3.95 (2H,s) ,6.44 (1H,dd,J=9.1 Hz,3.9Hz) ,6.93
(1H,t,J=9.4Hz) ,7.54 (1H,brs) ,7.62 (1H,d,J=2.3Hz) ,8.14 (1H,d,J=2.3Hz) .

[2063] =2 15135

[2064]  5-{[1- (3,5~ 3RMLAE—2-J%) —4-F FIRFEIRNE —4-FE ] A ) -8-3-3,4- &A%
Wbk—2 (1H) —
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[2065]  RALNZ 5] 134T A ko

[2066]  'HNMR (CDC13) Sppm:1.84-1.92 (2H,m) ,1.92-1.98 (2H,m) ,2.64 (2H,t,] =7.5Hz) ,
3.04 (2H,t,J=7.5Hz) ,3.20-3.28 (2H,m) ,3.82-3.88 (2H,m) ,3.93 (2H, s),6.42(1H,dd,]J
=9.0Hz,4.0Hz) ,6.91 (1H,t,J=9.5Hz) ,7.11-7.17 (1H,m) , 7.49 (1H,brs) ,7.95 (1H,d,]
=2.5Hz) »

[2067] ZZ%145136

[2068]  8-9—5—{[1- (5—9R—3— 1 LML IE-2—Hk) —4— 7 FURR FL R WE -4 ] HH 40k} -3, 4-—
k-2 (1H) — i

[2069] KA 513410 A ko

[2070]  "HNMR (CDC13) 8ppm:1.88-1.98 (4H,m) ,2.29 (3H,s) ,2.65-2.68 (2H,m) , 3.05-3.08
(2H,m) ,3.15-3.20 (2H,m) ,3.25-3.28 (2H,m) ,3.96 (2H,s) ,6.45(1H,dd, J=9.1Hz,
3.9Hz) ,6.93 (1H,t,J=9.4Hz) ,7.20 (1H,dd,J=8.5Hz,2.7Hz) ,7.51 (1H,brs),8.02 (1H,
d,J=2.9Hz) .

[2071] =2 H137

[2072]  5-{[1-(2,4- & F}) 4-FEFPRILIRIE -4 P AL -8-5-3,4- ~ Ak -2
(1H) — B

[2073]  RAZZE 134T0 A Ko

[2074]  'HNMR (CDC13) Sppm:1.93-2.00 (4H,m) ,2.64-2.68 (2H,m) ,2.99-3.08 (4H, m) ,
3.26-3.28 (2H,m) ,3.96 (2H,s) ,6.45 (1H,dd,J=9.1Hz,3.9Hz) ,6.93 (1H,t,] =9.4Hz) ,
7.03(1H,d,J=8.7Hz) ,7.22 (1H,dd,J=8.6Hz,2.4Hz) ,7.38 (1H,d,] =2.5Hz) ,7.53 (1H,
brs) »

[2075] =2 1{5138

[2076] 5-{[1- (2,5~ &G KH) 4-FE B ILIRIE-4-3L ) 4L -8-5-3,4- Sk -2
(1H) —F

[2077]  RAUZFE 134T0 A K

[2078]  'HNMR (CDC13) Sppm:1.88-2.00 (4H,m) ,2.65-2.68 (2H,m) ,3.00-3.08 (4H, m) ,
3.31-3.33(2H,m) ,3.96 (2H,s) ,6.45 (1H,dd,J=9.1Hz,3.8Hz) ,6.94 (1H,t,] =9.4Hz) ,
7.08(1H,d,J=2.3Hz) ,7.17-7.22 (11,m) ,7.28-7.30 (1H,m) ,7.69 (1H, brs) .

[2079] =2 139

[2080] 89 —5- ({4-FJLHE—1-[4- (o H L) R L IR mE -4-JL} H 4 0E) -3, 4- =&
W k-2 (1H) —

[2081]  RAUZZE 134T0 A Ko

[2082]  '"HNMR (CDC13) Sppm:1.98-2.08 (4H,m) ,2.61-2.66 (2H,m) ,2.94-2.98 (2H, m) ,
3.02-3.06 (2H,m) ,3.54-3.57 (2H,m) ,3.94 (2H,s) ,6.41-6.44 (1H,m) , 6.86-7.46 (5H,m) ,
7.56 (1H,brs) -

[2083] =2 {5140

[2084]  5-{[1-(2,4- 35— A L) 4-F FIRFEIRNE -4-FE ] A L) -8-3-3,4- &%
Wbk—2 (1H) — i

[2085]  ZRALLZH 41T & Bk
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[2086]  'HNMR (CDC13) Sppm:1.92-2.01 (4H,m) ,2.64-2.67 (2H,m) ,2.97-3.02 (2H, m) ,
3.04-3.07 (2H,m) ,3.29-3.31 (2H,m) ,3.96 (2H,s) ,6.45 (1H,dd,J=9.1Hz, 3.8Hz),6.89-
6.96 (2H,m) ,7.41 (1H,d,J=7.6Hz) ,7.56 (1H,brs) .

[2087] 215|141

[2088] 895 ({1-[5-9—2— (=9 H 2%) R JE ] -4- R JR AR e -4 - 2L} HAS) -3,4-—
k-2 (1H) — i

[2089]  SRALZZE 513410 A ko

[2090]  "HNMR (CDC13) 8ppm:1.92-1.95 (4H,m) ,2.64-2.67 (2H,m) ,3.05-3.08 (6H, m) ,3.96
(2H,s) ,6.45(1H,dd,J=9.1Hz,3.8Hz) ,6.92-6.96 (2H,m) ,7.11 (1H,dd, J=9.9Hz,
2.3Hz) ,7.51 (1H,brs) ,7.63 (1H,dd, J=8.8Hz,6.1Hz) .

[2091] =2 142

[2092]  (4-{[ (8- —2-%AX-1,2,3,4-PUSmaEmh—5-J&) AL ] H 2k} - 1- [5-3-2- (=5
) ORI IRIE-4-28) FE BT B

[2093] SRS AN 13410 & o A AT BEARE 1, 4- SR O b ia7)o

[2094]  'HNMR (CDC13) Sppm:1.42 (9H,s) ,1.92-1.98 (2H,m) ,2.22-2.24 (2H,m) , 2.63-2.66
(2H,m) ,2.93-3.06 (6H,m) ,4.13 (2H,s) ,4.46 (11, brs) ,6.51 (1H,dd,J= 9.1Hz,3.9Hz) ,
6.89-6.93 (2H,m) ,7.06 (1H,dd,J=10.1Hz,2.4Hz) ,7.54-7.63 (2H,m) .

[2095] S {5]143

[2096]  5-{[1-(2,5- 3 A HE) —4- R BIRFLIRIE -4 5L ] AL -8-9 -3, 4- &AMk -2
(1H) —F

[2097]  RAUZZE 134T0 A K

[2098]  'HNMR (CDC13) Sppm:1.92-2.00 (4H,m) ,2.65-2.68 (2H,m) ,3.02-3.07 (4H, m) ,
3.38-3.41(2H,m) ,3.95 (2H,s) ,6.45 (1H,dd,J=9.1Hz,3.8Hz) ,6.61-6.65 (1H,m) ,6.69-
6.73 (1H,m) ,6.92-7.00 (2H,m) ,7.50 (1H, brs) -

[2099] %144

[2100] 8% —5- {[4-RRIRIE-1- (2,4,5- =G AKHL) WRIE-4-FE ] AL -3, 4- A&k
-2 (1H) -ff

[2101] RS H]134 1A Ko

[2102]  '"HNMR (CDC13) 8ppm:1.92-2.01 (4H,m) ,2.63-2.68 (2H,m) ,2.97-3.07 (4H, m) ,
3.28-3.30(2H,m) ,3.96 (2H,s) ,6.45 (1H,dd,J=9.1Hz,3.7Hz) ,6.94 (1H,t,] =9.5Hz) ,
7.16 (11,s) ,7.47 (1H,s) ,7.50 (1H,brs) .

[2103]  ZZ{i]145

[2104]  5-{[1- (4-F-2,6- "5 ARHL) 4-FFIRFEIRNE -4-FE ] A L) -8-3-3,4- &A%
Wbk—2 (1H) —

[2105]  RAZZE 134T0 A

[2106]  'HNMR (CDC13) Sppm:1.85-1.93 (4H,m) ,2.64-2.67 (2H,m) ,3.04-3.07 (2H, m) ,
3.13-3.15(2H,m) ,3.40-3.45 (2H,m) ,3.93 (2H,s) ,6.44 (1H,dd,J=9.1Hz, 3.9Hz) ,6.88-
6.94 (2H,m) ,7.39 (1H,t,J=7.9Hz) ,7.54 (1H, brs) .

[2107] S {5146
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[(2108] 845~ [4- SRR E-1- (2,4, 6- =9 IE) IRNE 4251 1 4UIE) =3, 4 ek
-2 (1H) -FH

[2109]  RAUZZE 134T0 A K

[2110]  'HNMR (CDC13) Sppm:1.85-1.94 (4H,m) ,2.64-2.67 (2H,m) ,3.00-3.09 (4H, m) ,
3.40-3.45(2H,m) ,3.93 (2H,s) ,6.44 (1H,dd,J=9.1Hz,3.8Hz) ,6.63-6.66 (2H,m) ,6.93
(IH,t,J=9.4Hz) ,7.52 (1H,brs) »

(21111 24147

[2112] 5 {[1- (2,5~ “&-A- G ER) 4 EEREIR G -4- 35 ] AL 843, 4 — &%
Whk—2 (1H) —i

(21131 SRAUZSH BI13410 & K.

[2114]  THNMR (CDC15) Sppm: 1.92-2.00 (4H,m) ,2.65-2.68 (2H,m) ,2.98-3.03 (2H, m)
3.05-3.08 (2H,m) ,3.22-3.24 (2H,m) ,3.96 (2H,s) ,6.45 (1H,dd,J=9.1Hz, 3.9Hz) ,6.94
(IH,t,J=9.4Hz) ,7.13(1H,d,J=7.2Hz) ,7.22 (1H,d,J=8.5Hz) , 7.53 (1H,brs) .

[2115] S 14148

[2116) 5~ {[1- (4-50-2,5- RIIE) ~4- R FRIENRNE -4-2E ] ALK —8-9-3, 4- — i
Wbk —2 (1H) —i

(21171 RS 34 106 K

[2118]  'HNMR (CDC13) Sppm:1.90-2.00 (4H,m) ,2.64-2.68 (2H,m) ,3.02-3.07 (4H, m) ,
3.35-3.37 (2H,m) ,3.95(2H,s) ,6.44 (1H,dd,J=9.1Hz,3.9Hz) ,6.79 (1H,dd, J=10.5Hz,
7.6Hz) ,6.94 (1H,d,J=9.4Hz) ,7.09 (1H,dd,J=11.5Hz,6.9Hz) , 7.58 (1H,brs)

[2119] &2 41149

[2120] 5 {[1- (4-F-2- 9 R HE) —4- R FIRILIRIE -4 ] FH S 2L} -89 -3, 4- &AMk -
2 (1H) —FH

[2121]  RAUSH B 13410 & K

[2122]  'HNMR (CDC13) Sppm:1.91-2.00 (4H,m) ,2.64-2.68 (2H,m) ,3.02-3.07 (4H, m) ,
3.32-3.34 (2H,m) ,3.94 (2H,s) ,6.44 (1H,dd,J=9.1Hz,3.9Hz) ,6.92-6.95 (2H,m) ,7.05-
7.08 (2H,m) ,7.57 (1H,brs) -

[2123]  ZZ150

[2124] 8455 {[4-BE -1~ (2,4,5- = A IE) URIE—4- 3] FAEBE) —1- (4-FARBEE
1) -3, 4- A k-2 (1H)

[2125]  RAUZZE 134T0 A K

[2126]  '"HNMR (CDC13) Sppm:1.89-1.98 (4H,m) ,2.65-2.68 (2H,m) ,2.91-2.94 (2H, m) ,
2.98-3.03 (2H,m) ,3.27-3.29 (2H,m) ,3.74 (3H,s) ,3.90 (2H,s) ,5.24 (2H,s), 6.49 (1H,dd,
J=9.1Hz,3.3Hz) ,6.76-6.78 (2H,m) ,6.81-6.87 (2H,m) ,6.90-6.95 (1H,m) ,7.13(2H,d,J
=8.6Hz) .

[2127] &% 1151

[2128]  8-%-5- ({1-[2-%-4- (ZH I 3E) 0] -4 FURR REDR g —4- ) F AR ) —1- (4-
AR R L) -3, 4- A vEmk—2 (1H) -

[2129]  SRUZFEAFI 13410 & ko
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[2130]  '"HNMR (CDC13) 8ppm:1.90-1.99 (4H,m) ,2.65-2.68 (2H,m) ,2.91-2.94 (2H, m) ,
3.09-3.14 (2H,m) ,3.45-3.48 (2H,m) ,3.74 (3H,s) ,3.90 (2H,s) ,5.24 (2H,s) , 6.49 (1H,dd,
J=9.1Hz,3.3Hz) ,6.76-6.78 (2H,m) ,6.85 (1H,dd,J=12.6Hz,9.0 Hz) ,7.04 (1H,t,J=
8.5Hz) ,7.13(2H,d,J=8.6Hz) ,7.27-7.30 (1H,m) ,7.35(1H, d,J=8.7Hz) .

[2131] &2 {5152

[2132]  5- ({1-[2-F—4- (=3 5S) R0 ] -4 7 SRR AR R g -4 2k} FHAUJE) —8-9—1- (4-
PR I) -3, 4- A k-2 (1H) -

[2133] RS 34 106 Ko

[2134]  '"HNMR (CDC13) 8ppm:1.92-2.01 (4H,m) ,2.65-2.68 (2H,m) ,2.92-2.95 (2H, m) ,
3.05-3.10 (2H,m) ,3.37-3.40 (2H,m) ,3.74 (3H,s) ,3.92 (2H,s) ,5.24 (2H,s) , 6.50 (1H,dd,
J=9.1Hz,3.2Hz) ,6.76-6.78 (2H,m) ,6.85 (1H,dd,J=12.7Hz,9.0 Hz) ,7.13-7.16 (3H,m) ,
7.48-7.51 (1H,m) ,7.63 (1H,d,J=1.8Hz) .

[2135] &% 153

[2136]  5-{[1-(2,4- 9K KE) —4- R FIRFENRIE -4 ] FF AR ) -89 -1 - (4-H S LR
Ht) -3, 4- S Mk -2 (1H) —fH

[2137] RS 34 106 K

[2138]  '"HNMR (CDC13) 8ppm:1.90-1.95 (4H,m) ,2.65-2.68 (2H,m) ,2.92-2.94 (2H, m) ,
2.99-3.05 (2H,m) ,3.26-3.28 (2H,m) ,3.74 (3H,s) ,3.90 (2H,s) ,5.24 (2H,s) , 6.49 (1H,dd,
J=9.2Hz,3.2Hz) ,6.75-6.78 (2H,m) ,6.80-6.87 (3H,m) ,6.96-7.00 (1H,m),7.13 (2H,d,]J
=8.6Hz) »

[2139] &% fH|154

[2140]  8-9—5-{[1- (2-F—4-F EEREE) —4- R FURILWRIE -4 B ] F AU Bk ) - 1- (- 4 0
HoL) -3 4- S k-2 (1H) -

(21411 RS H]134 106 K

[2142]  'HNMR (CDC13) Sppm:1.93-1.96 (4H,m) ,2.65-2.68 (2H,m) ,2.92-2.95 (2H, m) ,
2.98-3.04 (2H,m) ,3.30-3.32 (2H,m) ,3.74 (3H,s) ,3.89 (2H,s) ,5.24 (2H,s) , 6.49 (1H,dd,
J=9.2Hz,3.3Hz) ,6.75-6.78 (2H,m) ,6.82-6.93 (4H,m) ,7.13 (2H,d, J=8.6Hz) »

[2143] 2715155

[2144]  5- ({1-[4-F-2- (= 5 R0 ] -4 7 SRR AR R g -4 2k} FHAUJE) —8-9—1- (4-
FHAA LR IE) -3, 4- &M mk-2 (1H) -l

[2145]  RAUZ ]34T A K

[2146]  '"HNMR (CDC13) Sppm:1.86-1.94 (4H,m) ,2.65-2.68 (2H,m) ,2.91-2.97 (4H, m) ,
3.04-3.09 (2H,m) ,3.74 (3H,s) ,3.90 (2H,s) ,5.24 (2H,s) ,6.49 (1H,dd,J=9.1 Hz,3.3Hz) ,
6.75-6.78 (2H,m) ,6.85 (1H,dd,J=12.7Hz,9.1Hz) ,7.13 (2H,d,J= 8.6Hz) ,7.38 (1H,d, ]
=8.6Hz) ,7.51 (1H,dd,J=8.5Hz,2.5Hz) ,7.61 (1H,d,J= 2.5Hz) »

[2147]  Z=Z%156

[2148]  5-{[1-(2",4"-=&-2,5- B R -4-58) —4- R F IR ILIRIE -4 ] FH A 2L -89
~1- (A-HEEFETEIE) -3, 4- - SEEnk-2 (1H) - JR

[2149] RS 34 1A K

pil
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[2150]  'HNMR (CDC13) Sppm:1.91-2.00 (4H,m) ,2.66-2.69 (2H,m) ,2.92-2.95 (2H, m) ,
3.08-3.13 (2H,m) ,3.45-3.48 (2H,m) ,3.75 (3H,s) ,3.91 (2H,s) ,5.24 (2H,s) , 6.50 (1H,dd,
J=9.1Hz,3.3Hz) ,6.76-6.79 (3H,m) ,6.85 (1H,dd,J=12.7Hz,9.1 Hz) ,6.98 (1H,dd,]J=
12.4Hz,6.8Hz) ,7.14 (2H,d,J=8.6Hz) ,7.24 (1H,d,J= 8.3Hz),7.31 (1H,dd,J=8.3Hz,
2.2Hz) ,7.50 (1H,d,J=2.1Hz) .

(21511 &2 157

[2152]  5-{[1-(4"-&(-2,2" ,5- =g R -4-3L) —-4-F FIR TR e -4-3% ] AU -89 -
1- (4-HEFEFIE) -3, 4- A mk-2 (1H) R

[2153]  RAUZZE 134T0 A Ko

[2154]  'HNMR (CDC13) Sppm:1.91-2.00 (4H,m) ,2.66-2.68 (2H,m) ,2.92-2.95 (2H, m) ,
3.07-3.12 (2H,m) ,3.45-3.47 (2H,m) ,3.75 (3H,s) ,3.91 (2H,s) ,5.24 (2H,s) , 6.50 (1H,dd,
J=9.2Hz,3.2Hz) ,6.76-6.87 (4H,m) ,7.03-7.07 (1H,m) ,7.14 (2H,d, J=8.6Hz) ,7.18-
7.22 (2H,m) ,7.28-7.32 (1H,m) «

[2155] 7515158

[2156]  8-F—5-{[1-(2,4- =S KK -4-RHIRFELIRIE -4 ] AL} -1- (4-H A 2

Ht) -3, 4- A Mk -2 (1H) —fH

[2157]  RAUZFE 134T0 6 K

[2158]  'HNMR (CDC13) 8ppm:1.91-1.96 (4H,m) ,2.57-2.59 (2H,m) ,2.81-2.83 (2H, m) ,
2.97-3.02 (2H,m) ,3.24-3.27 (2H,m) ,3.73 (3H,s) ,3.93 (2H,s) ,5.39 (2H,s) , 6.56 (1H,d,]
=8.9Hz) ,6.73 (2H,d,J=8.6Hz) ,7.03 (1H,d,J=8.6Hz) ,7.08 (2H, d,J=8.6Hz) ,7.16
(1H,d,J=8.9Hz) ,7.22 (1H,dd,J=8.6Hz,2.4Hz) ,7.38 (1H, d,J=2.5Hz) .

[2159] &2 15159

[2160]  8-5—5-{[1- (4-F—2-F R KE) —4-F BIRFLIRIE -4 FE ] AU Ak} - 1- U-H AR
Ht) -3, 4- S -2 (1H) —H

[2161] RS 134T0 A Ko

[2162]  'HNMR (CDC13) Sppm:1.90-1.97 (4H,m) ,2.57-2.59 (2H,m) ,2.80-2.83 (2H, m) ,
3.00-3.05(2H,m) ,3.31-3.34 (2H,m) ,3.73 (3H,s) ,3.92 (2H,s) ,5.39 (2H,s) , 6.55(1H,d,]
=9.0Hz) ,6.72-6.74 (2H,m) ,6.91-6.95(1H,m) ,7.05-7.08 (4H,m) , 7.16 (1H,d,J=
8.9Hz) .

[2163] =2 1160

[2164] 8- -5-{[1- 4-F-2,6- "5 AH) -4-REHEIRILIRIE -4 A -1- 4-H4H
FEASHD) -3 4- A k-2 (1H) —fi[

[2165]  RAUZ |1 34T A k-

[2166]  '"HNMR (CDC13) Sppm:1.83-1.91 (4H,m) ,2.56-2.59 (2H,m) ,2.80-2.83 (2H, m) ,
3.12-3.14 (2H,m) ,3.39-3.44 (2H,m) ,3.73 (3H,s) ,3.91 (2H,s) ,5.38 (2H,s), 6.55(1H,d,]
=9.0Hz) ,6.71-6.75(2H,m) ,6.86-6.92 (2H,m) ,7.06-7.09 (2H,m) , 7.15(1H,d,J=
8.9Hz) .

[2167] 275|161

[2168]  5-{[4-ZFE-1-(2,4,5- = A IHE) WRHE-4-FE ] H AU Ak} -89 —1- (4-F AL ) -
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3,4~ SR -2 (1H) - B

[2169] T84 -5—{[4-F BRI -1 (2,4, 5~ =R AIE) DRIE—4-3E] FF AL HE) —1- (4 A 0
L) -3, 4- A MM -2 (1H) -7 (364mg) RN 4R (4mL) JZ2NE R (3. 2mL) , K S SR &4
TEBRIHER T R SEBR A WIS AN KA TR [ S 5% B8 P st e , SR 5 F 4R 2
P A BUZ I - KB A NLE , & oK IR BRBE T8 , A TS 7 & i IR E AL Z T
(BT RE IS s A e/ LR G B) AR R B8 Ui R AL bR REAL A4 (305mg)

[2170]  '"HNMR (CDC13) 8ppm:1.65-1.68 (2H,m) ,1.90-1.95 (2H,m) ,2.64-2.67 (2H, m) ,
2.88-2.91 (2H,m) ,3.06-3.16 (4H,m) ,3.71 (2H,s) ,3.74 (3H,s) ,5.24 (2H,s) , 6.51 (1H,dd,
J=9.1Hz,3.3Hz) ,6.75-6.78 (2H,m) ,6.80—6.94 (3H,m) ,7.13 (2H,d, J=8.6Hz) »

(21711 =2 fH162

[2172]  5- ({4-FHE-1-[2-F-4- (R AR I ] RiE —4—FE} H AR -8-T—1- (4-H1 4
FEACH) -3 4- A EEmk-2 (1H) -

[2173] RIS EH161T0 2 K.

[2174]  'HNMR (CDC13) Sppm:1.68-1.71 (2H,m) ,1.93-1.98 (2H,m) ,2.65-2.67 (2H, m) ,
2.89-2.92 (2H,m) ,3.14-3.18 (2H,m) ,3.23-3.25 (2H,m) ,3.73-3.75 (5H,m) , 5.24 (2H,s) ,
6.52(1H,dd,J=9.1Hz,3.3Hz) ,6.75-6.78 (2H,m) ,6.84 (1H,dd, 12.7Hz,9.1Hz) ,7.13-
7.15(3H,m) ,7.45-7.48 (1H,m) ,7.61 (1H,d,J=1.8Hz) .

[2175] =2 41163

[2176]  5- ({4-FHE-1-[2-9—4- (R JR) R I ] R E —4—JE ) H AUHR) —8-Ti—1- (4-H1 4
FEACHD) -3 4- S EEmk-2 (1H) —fi[

[2177] RIS EH161T0 2 K.

[2178]  'HNMR (CDC13) Sppm:1.67-1.69 (2H,m) ,1.91-1.97 (2H,m) ,2.64-2.67 (2H, m) ,
2.88-2.91 (2H,m) ,3.19-3.24 (2H,m) ,3.30-3.33 (2H,m) ,3.72 (2H,s) ,3.74 (3H, s),5.24
(2H,s) ,6.51 (1H,dd,J=9.1Hz,3.3Hz) ,6.75-6.78 (2H,m) ,6.84 (1H,dd, 12.7Hz,9.1Hz) ,
7.03(1H,t,8.5Hz) ,7.14 (2H,d,J=8.6Hz) ,7.25-7.28 (1H,m) , 7.32(1H,d,J=8.5Hz) .
[2179] =164

[2180] 5 {[4-Z(JE-1-(2,4- R HL) WRIE 428 ] FH A 2L ) -8—9R—1— (4-H AU ) -3,
4- S -2 (1H) ~

[2181] RIS EHI161TME K.

[2182]  'HNMR (CDC13) Sppm:1.66-1.69 (2H,m) ,1.91-1.97 (2H,m) ,2.64-2.67 (2H, m) ,
2.88-2.91 (2H,m) ,3.06-3.15 (4H,m) ,3.72 (2H,s) ,3.74 (3H,s) ,5.24 (2H,s), 6.51 (1H,dd,
J=9.1Hz,3.3Hz) ,6.75-6.86 (5H,m) ,6.94-6.99 (1H,m) ,7.13 (2H,d, J=8.6Hz) »

[2183] =2 14165

[2184]  5-{[4-ZHE-1- Q- —4-H FR L) WRIE -4 ] H 0 28 ) -89 —1- (4-H | LR
) -3, 4- A k-2 (1H) - Ff{

[2185] RIS EH161TM 2 K.

[2186]  "HNMR (CDC13) 8ppm:1.67-1.70 (2H,m) ,1.93-1.98 (2H,m) ,2.28 (3H,s) , 2.64-2.67
(2H,m) ,2.88-2.91 (2H,m) ,3.05-3.19 (4H,m) ,3.73 (2H,s) ,3.74 (3H,s) , 5.23 (2H,s) ,6.52
(1H,dd,J=9.1Hz,3.4Hz) ,6.75-6.77 (2H,m) ,6.81-6.92 (4H, m) ,7.13 (2H,d,J=8.6Hz) -

+

pil
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[2187] =2 1{5166

[2188]  5- ({4-ZHE-1-[4-F-2- (R JR) R I ] RmE —4—FE} H AUHR) —8-Ti—1- (4-H1 4
FEACHD) -3 4- A EEmk-2 (1H) -

[2189] RIS EHI161THE K.

[2190]  '"HNMR (CDC13) 8ppm:1.61-1.64 (2H,m) ,1.88-1.93 (2H,m) ,2.64-2.67 (2H, m) ,
2.86-2.91 (4H,m) ,3.07-3.11 (2H,m) ,3.73 (2H,s) ,3.74 (3H,s) ,5.24 (2H,s) , 6.52(1H,dd,
J=9.1Hz,3.3Hz) ,6.75-6.77 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.2 Hz) ,7.13(2H,d,J=
8.6Hz) ,7.36 (1H,d,J=8.6Hz) ,7.47-7.49 (1H,m) ,7.60 (1H, d,J=2.5Hz) .

(21911  ZZZfH167

[2192]  5-{[4-FK-1- (2" ,4" - "5-2,5- “F A -4-) IRng—4- 5] P48 L) -85 1-
(4- FEFETESHD) -3, 4-— SEmh—2 (1H) - B

[2193] KU HI16 1A Ko

[2194]  'HNMR (CDC13) Sppm:1.67-1.70 (2H,m) ,1.93-1.98 (2H,m) ,2.65-2.68 (2H, m) ,
2.89-2.92 (2H,m) ,3.17-3.22 (2H,m) ,3.30-3.33 (2H,m) ,3.73 (2H,s) ,3.74 (3H, s),5.24
(2H,s) ,6.52 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.78 (3H,m) ,6.84 (1H,dd, J=12.7Hz,
9.0Hz) ,6.96 (1H,dd,J=12.5Hz,6.8Hz) ,7.14 (2H,d,J=8.6Hz) , 7.24(1H,d,J=8.3Hz) ,
7.30 (1H,dd, J=8.3Hz,2.1Hz) ,7.50 (1H,d,J=2.1 Hz) .

[2195] 215168

[2196]  5-{[4-&FE-1- (4" -F-2,2" ,5- = HBE I -4-3E) WRIE—4-3E ] 4838} -89 -1- (4~
AR R L) -3, 4- A k-2 (1H) -

[2197] RIS EH161T0 4 K.

[2198]  'HNMR (CDC13) 8ppm:1.67-1.70 (2H,m) ,1.92-1.98 (2H,m) ,2.65-2.68 (2H, m) ,
2.89-2.91 (2H,m) ,3.17-3.22 (2H,m) ,3.30-3.32 (2H,m) ,3.72 (2H,s) ,3.74 (3H, s),5.24
(2H,s) ,6.52 (1H,dd,J=9.1Hz,3.3Hz) ,6.76-6.86 (4H,m) ,7.04 (1H,dd, J=12.5Hz,
6.9Hz) ,7.14 (2H,d,J=8.6Hz) ,7.18-7.22 (2H,m) ,7.29-7.32 (1H, m) »

[2199] =2 41169

[2200] 5 {[4-ZJE-1- (2,4~ GORKL) WRIE-4-J: ] FH A 2L ) 8-S 1- (4-H AR AE) -3,
4= WK -2 (1H) —

[2201] RIS EHI161T0 S K.

[2202]  'HNMR (CDC13) Sppm:1.66-1.69 (2H,m) ,1.91-1.97 (2H,m) ,2.56-2.58 (2H, m) ,
2.77-2.79 (2H,m) ,3.06-3.14 (4H,m) ,3.74 (3H,s) ,3.76 (2H,s) ,5.38 (2H,s) , 6.58 (1H,d,]
=9.0Hz) ,6.71-6.73 (2H,m) ,7.01 (1H,d,J=8.6Hz) ,7.08 (2H,d,] =8.6Hz) ,7.15(1H,d,]
=8.9Hz) ,7.19(1H,dd,J=8.7Hz,2.4Hz) ,7.37(1H,d,] =2.4Hz) .

[2203] ZZEHI170

[2204]  5-{[4-FHE-1- (4-F-2- AR L) RIE-4-JL ] H A0 0t} -8-@(-1- (4-H A LR 30) -
3,4- S WEmk-2 (1H)

[2205] RIS EH161T0 4 K.

[2206]  '"HNMR (CDC13) 8ppm:1.65-1.68 (2H,m) ,1.90-1.96 (2H,m) ,2.55-2.58 (2H, m) ,
2.76-2.79 (2H,m) ,3.08-3.13 (2H,m) ,3.16-3.20 (2H,m) ,3.74 (3H,s) ,3.74 (2H, s),5.38
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(2H,s) ,6.58 (1H,d,J=9.0Hz) ,6.71-6.74 (2H,m) ,6.90-6.94 (1H,m) , 7.03-7.09 (4H,m) ,
7.15(1H,d,J=8.9Hz) .

[2207] ZZZH171

[2208]  5-{[4-ZHE-1- (4-F-2,6- R EE) DRIE-4-J6] AL 8- -1- U-H AT
Ht) -3, 4- S -2 (1H) —fH

[2209] RS HI16 11T A Ko

[2210]  'HNMR (CDC13) Sppm:1.60-1.63 (2H,m) ,1.84-1.90 (2H,m) ,2.55-2.58 (2H, m) ,
2.76-2.79 (2H,m) ,3.06-3.09 (2H,m) ,3.36-3.41 (2H,m) ,3.74 (3H,s) ,3.75(2H, s),5.38
(2H,s) ,6.58 (1H,d,J=9.0Hz) ,6.72-6.74 (2H,m) ,6.85-6.90 (2H,m) ,7.08 (2H,d,J=
8.6Hz) ,7.15(1H,d,J=8.9Hz) .

[2211]  ZZZpH172

[2212]  1- GRUT AR B I —4- ({[8-9—1- (4-H A A 3E) —2-5f0-1, 2, 3, 4- DY S e -
5— L] HL) RIE-4-F R

[2213] RS FHAFI93 T A K

[2214]  'HNMR (CDC1s) Sppm:1.42-1.47 (11H,m) ,2.11-2.13 (2H,m) ,2.53-2.56 (2H,m) ,
2.76-2.78 (2H,m) ,3.02 (2H,brs) ,3.69 (3H,s) ,3.84 (4H,brs) ,5.17 (2H,s), 6.41(1H,dd,]
=9.2Hz,2.7Hz) ,6.70-6.77 (3H,m) ,7.07 (2H,d,J=8.5Hz) .

[2215] S HI173

[2216]  4- ({[8-%—1- (4-FF S IETEHE) —2-540-1,2,3, 4- DU MMk -5-FE ] S Jk ) /L) —4-
T EREEIRE - 1-F IR AU T g

[2217] RS 34 106 K

[2218]  "HNMR (CDC13) Sppm:1.46 (9H,s) ,1.57-1.64 (2H,m) ,1.81-1.83 (2H,m) , 2.64-2.67
(2H,m) ,2.89-2.91 (2H,m) ,2.99-3.14 (2H,br) ,3.74 (3H,s) ,3.84 (2H,s) , 3.95-4.19 (2H,
br) ,5.23(2H,s) ,6.46 (1H,dd,J=9.1Hz,3.2Hz) ,6.75-6.78 (2H, m) ,6.84 (1H,dd,J=
12.6Hz,9.1Hz) ,7.13 (2H,d,J=8.6Hz) .

[2219] S H174

[2220]  5-[ (4-ZFENRAE-4-F5) FH AL ] -8-i—1— (4-H A R 3E) -3, 4- & k-2 (1H) -
il

[2221] 54— ({[8-9—1- U-H AL IL) —2-K-1,2, 3, 4- DU S mEmk -5 ] S k) FE ) -
4= R IR E - 1 FH R BT i (1. 18g) « 4R (10mL) A 2N#h PR (10mL) HIIREGY) T =i
FEL R o WG I NV VB K K IR BE Wb, FH S AR AN 7K A S S TR B W) e e , S8 I
H 218 L BEAEBUZ IS W H ER /KRB HL)Z , & TCK R BR BN T 1 o 28I VA 1), FF & IR
EREENT B s — & b/ FH ) 240k B8 Ui R A bR RRAL A4 (683mg) o

[2222]  'HNMR (CDC13) Sppm:1.50-1.53 (2H,m) ,1.69-1.77 (2H,m) ,2.63-2.66 (2H, m) ,
2.87-2.92 (4H,m) ,2.98-3.03 (2H,br) ,3.67 (2H,s) ,3.74 (3H,s) ,5.23 (2H,s) , 6.50 (1H,
dd,J=9.1Hz,3.3Hz) ,6.74-6.77 (2H,m) ,6.82 (1H,dd,J=12.8Hz,9.1 Hz) ,7.13 (2H,d,J=
8.5Hz) .

[2223] ZZZHI175

[2224]  5-{[4-FHE-1- Q-F-4-FARIL) DRIE-4-FL ] H A0 0L -8-9—1- (4-H S| L 38 -

+
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3, 4- A MEmk-2 (1H) - A

[2225]  RAUZFHEAGITIM A K

[2226]  '"HNMR (CDC13) 8ppm:1.67-1.69 (2H,m) ,1.92-1.98 (2H,m) ,2.64-2.67 (2H, m) ,
2.89-2.92(2H,m) ,3.02-3.10 (4H,m) ,3.74-3.74 (5H,m) ,5.24 (2H,s) ,6.52 (1H, dd,]J=
9.0Hz,3.3Hz) ,6.75-6.78 (2H,m) ,6.84 (1H,dd,J=12.6Hz,9.1Hz) , 6.92-6.96 (1H,m) ,
7.04-7.07 (1H,m) ,7.12-7.14 (3H,m) -

[2227] 25176

[2228]  1-(2,4- 5 R 3L) WRWE—4—FF iR 2. TS

[2229]  RAUZFHEAFITIM A Ko

[2230]  "HNMR (CDC13) 8ppm:1.28 (3H,t,J=7.1Hz) ,1.91-2.07 (4H,m) , 2.04-2.46 (1H,m) ,
2.66-2.71 (2H,m) ,3.30-3.33 2H,m) ,4.17 2H,q,J=7.1Hz) , 6.94(1H,d,J=8.7THz) ,7.17
(1H,dd,J=8.6Hz,2.5Hz) ,7.36 (1H,d,J=2.5 Hz) .

[2231]  ZFHA|177

[2232]  1-(4-S-2-3KHE) WRIE-4-F R £ 1R

[2233]  RAUZHEAFITIM A Ko

[2234]  "HNMR (CDC13) Sppm:1.28 (3H,t,J=7.1Hz) ,1.89-2.05 (4H,m) , 2.39-2.45(1H,m) ,
2.69-2.75(2H,m) ,3.36-3.39 (2H,m) ,4.16 (2H,q,J=7.1Hz) , 6.84-6.88 (1H,m) ,7.01-
7.05(2H,m) .

[2235] 7515178

[2236]  8—p—2—H S k—5-[ (H JEmi e Bk FH A0 ] e ik

[2237]  ZRALZFHE 51561 A k-

[2238]  'HNMR (CDC13) Sppm:2.29 (3H,s) ,4.11 (3H,s) ,5.29 (2H,s) ,6.71 (1H,dd, J=
8.6Hz,3.4Hz) ,6.94 (1H,d,J=9.1Hz) ,7.23-7.27 (1H,m) ,8.39 (1H,dd,J= 9.1Hz,1.7Hz) .
[2239]  Z%A45]179

[2240] 8-S —2-H 48 JE-5-[ (HH B:Mit e ) FH 2 ] bk

[2241]1  EAUZFHE 56T A K-

[2242]  'HNMR (CDC13) Sppm:2.29 (3H,s) ,4.14 (3H,s) ,5.30(2H,s) ,6.74 (1H,d,] =
8.5Hz) ,6.93 (1H,d,J=9.0Hz) ,7.64 (1H,d,J=8.4Hz) ,8.41 (1H,d,J=9.0 Hz) .

[2243] 2215180

[2244]  1-(2,4- =GR KL —4- {[ (89 —2— FH A JE M bk —5-J%) S ] FH R IR e —4-H iR &
Wi

[2245]  ZRALZFHEAFI59T A k-

[2246]  "HNMR (CDC13) Sppm:1.21 (3H,t,J=7.1Hz) ,1.89-1.94 (2H,m) , 2.48-2.50 (2H,m) ,
2.84-2.89 (2H,m) ,3.25-3.27 (2H,m) ,4.10 (3H,s) ,4.16 (2H,s) , 4.21(2H,q,J=7.1Hz),
6.58 (1H,dd,J=8.6Hz,3.3Hz) ,6.92 (1H,d,J=9.1Hz) , 6.97 (1H,d,J=8.6Hz) ,7.18-7.24
(2H,m) ,7.37 (1H,d,J=2.4Hz) ,8.32 (1H,d,] =9.1Hz) .

[2247] 2745181

[2248]  1- (4-S—2- 3R HE) —4- {[ (8- 92— HI A Bk ngemph—5—J%) Sk ) R IR E—-4-H1 IR &
[
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[2249]  RALZFHEAFI5IT A k-

[2250]  "HNMR (CDC13) 8ppm:1.20 (3H,t,J=7.1Hz) ,1.87-1.93 (2H,m) , 2.47-2.50 (2H,m) ,
2.87-2.93 (2H,m) ,3.30-3.34 (2H,m) ,4.10 (3H,s) ,4.14(2H,s), 4.21 (2H,q,J=7.1Hz),
6.58 (1H,dd,J=8.6Hz,3.3Hz) ,6.87-6.93 (2H,m) , 7.03-7.07 (2H,m) ,7.22 (1H,dd,J=
10.6Hz,8.6Hz) ,8.32 (1H,dd,J=9.0Hz,1.6 Hz) .

[2251] =2 1{5182

[2252]  4-{[ (8-F—2-FH S JL bk —5—3%) S L ] R AR} -1- (2, 4- &R ER) RE-4-H IR &
[

[2253]  RAUZFHAFITIM A Ko

[2254]  "HNMR (CDC13) 8ppm:1.20 (3H,t,J=7.1Hz) ,1.89-1.94 (2H,m) , 2.48-2.50 (2H,m) ,
2.84-2.89 (2H,m) ,3.25-3.27 (2H,m) ,4.13 (3H,s) ,4.17(2H,s), 4.21 (2H,q,J=7.1Hz) ,
6.64 (1H,d,J=8.5Hz) ,6.92 (1H,d,J=9.0Hz) ,6.97 (1H, d,J=8.7Hz) ,7.19 (1H,dd,J=
8.6Hz,2.5Hz) ,7.37 (1H,d,J=2.5Hz) ,7.61 (1H, d,J=8.4Hz),8.34 (1H,d,J=9.1Hz) .
[2255] 215183

[2256]  1- (4-S—2- AR HE) —4- {[ (8- -2 HI A Bk ngemph—5—J%) Sk ) B IR E—-4-H1 IR &
[

[2257]  RALZFHEAFITIT A K

[2258]  '"HNMR (CDC13) 8ppm:1.20 (3H,t,J=7.1Hz) ,1.87-1.93 (2H,m) , 2.47-2.50 (2H,m) ,
2.88-2.93 (2H,m) ,3.30-3.34 (2H,m) ,4.13 (3H,s) ,4.16 (2H,s) , 4.21 (2H,q,J=7.1Hz),
6.63 (1H,d,J=8.5Hz) ,6.87-6.93 (2H,m) ,7.03-7.07 (2H, m) ,7.61 (1H,d,J=8.4Hz) ,8.34
(1H,d,J=9.1Hz) .

[2259] 2715|184

[2260]  1-(2,4-=FRHE) —4— {[ (89 —2—F S JEngEmh—5— %) S8 Ok ] FH L} DR g —4 - HH iR
[2261]  RAUZFHAFI93 T A k-

[2262]  "HNMR (DMSO—d6) Sppm:1.80-1.86 (2H,m) ,2.29-2.32 (2H,m) ,2.88-2.86 (2H,m) ,
3.19-3.21 (2H,m) ,4.00 (3H,s) ,4.25(2H,s) ,6.90 (1H,dd,J=8.7Hz,3.3 Hz) ,7.11 (1H,d, ]
=9.1Hz) ,7.19(1H,d,J=8.7Hz) ,7.35(1H,dd,J=8.7Hz,2.5 Hz) ,7.44 (1H,dd,J=
10.9Hz,8.7Hz) ,7.54 (1H,d,J=2.5Hz) ,8.31 (1H,dd,J= 9.1Hz,1.5Hz) ,12.77 (1H,brs) .
[2263]  Z#45]185

[2264]  1- (4-F -2 R HE) —4— {[ (8—9—2—H A ke nph—5— k) S0k ] FH L} R —4-FH R
[2265]  ZRALZFHEAFI93 T A k-

[2266]  '"HNMR (CDC13) Sppm:1.89-1.95 (2H,m) ,2.47-2.50 (2H,m) ,2.90-2.94 (2H, m) ,
3.31-3.33 (2H,m) ,4.09 (3H,s) ,4.16 (2H,s) ,6.55 (1H,dd,J=8.6Hz,3.2Hz) , 6.78 (1H,d,]
=9.1Hz) ,7.84-6.87 (1H,m) ,7.03-7.06 (2H,m) ,7.20 (1H,dd,J= 10.5Hz,8.7Hz) ,8.22
(1H,d,J=9.1Hz) .

[2267] 215186

[2268]  4-{[ (8- —2—-F & JEngmh—5-2%) S L ] AL} -1- (2, 4- &R EL) IRIE-4-H IR
[2269]1  RALZFHEAFI93T A k-

[2270]  "HNMR (DMSO—d6) Sppm:1.81-1.86 (2H,m) ,2.29-2.32 (2H,m) ,2.82-2.86 (2H,m) ,
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3.19-3.21 (2H,m) ,4.04 (3H,s) ,4.28 (2H,s) ,6.98 (1H,dd,J=8.6Hz) , 7.12(1H,d,J=
9.0Hz) ,7.19(1H,d,J=8.7Hz) ,7.35(1H,dd,J=8.7Hz,2.5Hz) , 7.54 (1H,d,J=2.5Hz) ,
7.76 (1H,d,J=8.5Hz) ,8.34 (1H,d,J=9.0Hz) ,12.79 (1H,brs) .

[2271] =% fH187

[2272]  1- (4-F -2 R HE) —4- {[ (8-S -2 Al Ak —5—J%) S0 ] W k) WR g —4-H IR
[2273]  RALZFHEAFI93 T A k-

[2274]  "HNMR (DMSO—d6) 8ppm:1.80-1.85 (2H,m) ,2.28-2.30 (2H,m) ,2.84-2.88 (2H,m) ,
3.26-3.30 (2H,m) ,4.04 (3H,s) ,4.25(2H,s) ,6.97 (1H,d,J=8.6Hz) , 7.07-7.18 (3H,m) ,
7.33(1H,dd,J=12.4Hz,2.4Hz) ,7.76 (1H,d,J=8.5Hz) ,8.34 (1H,d,J=9.0Hz),12.80
(1H,brs) »

[2275] 2715188

[2276]  5-{[1-(2,4- =G RHL) —4- R EFIRILNRIE 43 ] H 40} -89 —2— HH Sa e ik
[2277]  RAUZZE 134T0 6 K

[2278]  'HNMR (CDC13) 8ppm:2.03-2.08 (4H,m) ,3.03-3.08 (2H,m) ,3.29-3.31 (2H, m) ,4.10
(2H,s) ,4.12 (3H,s) ,6.62 (1H,dd,J=8.6Hz,3.3Hz) ,6.97 (1H,d,J=9.1 Hz) ,7.05(1H,d,]
=8.6Hz) ,7.22-7.24 2H,m) ,7.39 (1H,d,J=2.5Hz) ,8.42 (1H, dd,J=9.1Hz,1.5Hz) .
[2279] 2715189

[2280]  5-{[1- (4-F-2-FAKE) —4— 7 UK FEWRIE —4—J ] FH 4Bk ) -89 —2— HH A e mae ik
[2281] RS 34 1A Ko

[2282]  "HNMR (CDC13) 8ppm:1.99-2.07 (4H,m) ,3.06-3.11 (2H,m) ,3.35-3.38 (2H, m) ,4.09
(2H,s) ,4.12(3H,s) ,6.61 (1H,dd,J=8.6Hz,3.3Hz) ,6.94-6.98 (2H,m) , 7.06-7.09 (2H,
m) ,7.22-7.26 (1H,m) ,8.41 (1H,dd,J=9.1Hz,1.6Hz) .

[2283] ZZ1190

[2284] 8- -5 {[1-(2,4-=FREL) —4- 7 SRR AR IE —4—Jk | PS80 k) —2— FH AR R ik
[2285]  RAZZE 513410 A ko

[2286]  'HNMR (CDC13) 8ppm:2.00-2.08 (4H,m) ,3.03-3.08 (2H,m) ,3.29-3.31 (2H, m) ,4.12
(2H,s) ,4.15(3H,s) ,6.67 (11,d,J=8.5Hz) ,6.97 (1H,d,J=9.0Hz) , 7.05(1H,d,J=
8.6Hz) ,7.23 (1H,dd,J=8.6Hz,2.4Hz) ,7.39 (1H,d,J=2.4Hz) , 7.64 (1H,d,J=8.4Hz) ,
8.44 (1H,d,J=9.0Hz) .

[2287] 211191

[2288]  8-& -5 {[1- (4-F 2% A L) 47 FUR FLNRIE 43 | F AR 3 ) -2 A Sk e ik
[2289]  SRAUZFH A7) 13410 & ko

[2290]  'HNMR (CDC13) 8ppm:1.99-2.07 (4H,m) ,3.06-3.11 (2H,m) ,3.35-3.38 (2H, m) ,4.10
(2H,s) ,4.15(3H,s) ,6.67 (1H,d,J=8.5Hz) ,6.94-6.98 (2H,m) ,7.06-7.09 (2H,m) ,7.64
(1H,d,J=8.4Hz) ,8.44 (1H,d,J=9.0Hz) .

(22911 =2 51192

[2292]  4-{[ (8- —2—-F S B nmh—5-2%) Ak ] AR} —1- (2, 4- &R HS) WRIE -4-fi%

[2293] RS FEAHFI1611 5 K -

[2294]  'HNMR (CDC13) Sppm:1.41 (2H,brs) ,1.76-1.78 (2H,m) ,2.02-2.08 (2H,m) , 3.10-
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3.18 (4H,m) ,3.94 (2H,s) ,4.15(3H,s) ,6.69 (1H,d,J=8.5Hz) ,6.94 (1H,d,] =9.0Hz),
7.04(1H,d,J=8.7Hz) ,7.20 (1H,dd,J=8.6Hz,2.4Hz) ,7.38 (1H,d,] =2.4Hz) ,7.63 (1H,
d,J=8.6Hz) ,8.42 (1H,d,J=9.0Hz) .

[2295] ZZ%1193

[2296]  1- (4-F-2-5 KAL) —4—{[ (8-F -2 S A k-5 k) S0 ] W Bk} WRIE—4- 1%
[2297] KA HI16 1T A Ko

[2298]  'HNMR (CDC13) Sppm:1.39 (2H,brs) ,1.75-1.77 (2H,m) ,2.02-2.07 (2H,m) , 3.14-
3.25(4H,m) ,3.92 (2H,s) ,4.15(3H,s) ,6.68 (1H,d,J=8.5Hz) ,6.93-6.96 (2H,m) ,7.04-
7.07 (2H,m) ,7.63 (1H,d,J=8.4Hz) ,8.41 (1H,d,J=9.0Hz) .

[2299] &2 H194

[2300]  1-(2,4-—&ORHE) —4— {[ (8—9R—2— HI A e bk —5—J) S Bk ] HH R} IR Mg -4 i

[2301] RS HI16 1A Ko

[2302]1  'HNMR (CDC13) Sppm:1.42 (2H,brs) ,1.75-1.78 (2H,m) ,2.02-2.08 (2H,m) , 3.09-
3.18 (4H,m) ,3.93 (2H,s) ,4.12 (3H,s) ,6.63 (1H,dd,J=8.6Hz,3.3Hz) ,6.94 (1H,d,J=
9.1Hz) ,7.03 (1H,d,J=8.6Hz) ,7.19-7.26 (2H,m) ,7.38 (1H,d,J=2.4 Hz) ,8.40 (1H,dd,]J
=9.0Hz) »

[2303] Z=Z11195

[2304]  1-(4-F 23R HE) —4- {[ (8—%p—2—FH Al Ak —5— k) S0 ] W Bk} WRIE —4- %
[2305]  KAUZFEA161TH 4

[2306]  'HNMR (CDC13) Sppm:1.39 (2H,brs) ,1.75-1.77 (2H,m) ,2.02-2.07 (2H,m) , 3.14-
3.25(4H,m) ,3.91 (2H,s) ,4.12 (3H,s) ,6.62 (1H,dd,J=8.6Hz,3.4Hz) , 6.93-6.96 (2H,m) ,
7.04-7.07 (2H,m) ,7.23 (1H,dd,J=10.6Hz,8.6Hz) ,8.39 (1H, dd,J=9.1Hz,1.5Hz) .
[2307]  Z=Z%141196

[2308] 8- (2,5~ &4 AHE) —1,4- " SH A -8-E AR [4.5] 2%

[23091 Tk ;e MR i N1-12-2, 5- — 54— (1.00g) HU T W4 (0.473g) .=
(2R B BE P ) — 4 (0.038g) 2,2 X (2R BEERL) -1, 17 -HkZE (0.077g) « 1,4- 5
He-8— M2 [4.5] 585 (0.590mL) f& HI K (3mL) « PR, SRJE T 130°C M S 1h. T
LT A ISR S SR G G BR £ B R O W FHER K BRI A WLE , & To /KB R AN T8
AW EN A HEREHEN (C 5/ L8R LH8) 254058 B v 52 4t br S84k & 9
(845mg) »

[2310]  'HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.05 (4H,t,J=5.5Hz) , 4.00(4H,s) ,
7.07(1H,d,J=7.5Hz) ,7.19 (1H,d,J=8.5Hz) .

[2311] =2 H197

[2312] 8- (4-F—2-FIKIE) —1,4- A A-8-RAUA[4.5] 2 ke

[2313] RS ]196 1A ko

[2314]1  'HNMR (CDC13) Sppm:1.88 (4H,t,J=5.5Hz) ,3.14 (4H,t,J=5.5Hz) , 4.00(4H,s) ,
6.88 (1H,t,J=9.0Hz) ,7.01-7.05 (2H,m) .

[2315]  ZZ%1{51]198

[2316] 8- (2,4~ & -5 AHE) —1,4- " SH A -8-E AU [4.5] 2%
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[2317] RS ]196 T A k-

[2318]  'HNMR (CDC13) Sppm:1.89 (4H,t,J=6.0Hz) ,3.09 (4H,t,J=6.0Hz) , 4.00 (4H,s) ,
6.84 (1H,d,J=10.5Hz) ,7.38 (1H,d,J=8.0Hz) «

[2319]  ZZ41199

[2320] 8- (4-5 2,6 G RIL) —1,4- | I4-8-F LA [4.5] Bkt

[2321] RS ]196 T A k-

[2322]  'HNMR (CDC13) 8ppm:1.83 (4H,t,J=5.5Hz) ,3.23 (4H,t,J=5.5Hz) , 3.99 (4H,s) ,
6.83-6.89 (2H,m) .

[2323]  ZZ41200

[2324] 8- 2-F-6-FAIL) —1,4- A I4-8-F A [4.5] B8kt

[2325]  SRAZZEA5]196 T A ko

[2326]  'HNMR (CDC13) Sppm:1.86 (4H,t,J=5.5Hz) ,3.24 (4H,t,J=5.5Hz) , 4.01 (4H,s) ,
6.91-6.95 (2H,m) ,7.13-7.16 (1H,m) .

[2327]  ZZfH1201

[2328] 8- (4-& 2,5~ FRIL) —1,4- | I4-8H LA [4.5] Bkt

[2329]  RAZZE 1961 A ko

[2330]  'HNMR (CDC1s) 8ppm:1.87 (4H,t,J=6.0Hz) ,3.15(4H,t,J=6.0Hz) , 4.00 (4H,s) ,
6.73 (1H,dd,J=10.5Hz,7.5Hz) ,7.06 (1H,dd,J=11.5Hz,7.0 Hz) .

[2331] 7151202

[2332] 8- (2-&—5-HHJEAIE) —1,4- A 48R4 [4.5] 28 )

[2333]  FERAHH T, T3-1R-4-S R (3.05g) AU T EEEN (1.49¢) « = (RN
Fi) 40 (0.118g) 2,2 - W (AR FEBERL) -1, 178425 (0. 241g) Jk1,4- 5 2 -8-Z ARIE
[4.5]1%¢%E (1.86mL) [RVE-S PRI 28 (24mL) , ¥ VRS T90°C-110°CHit$E18h.
TR BGER A I INK, R 5 F G BR R 2O W - - S K e A WLE , & T0K R IR #h T
B, FEZRRPEIE N & HIEE R E AL JZ T (T he/ LR L HR) Al A6 ER B i 32 A /AL & 4
(346mg) »

[2334]1  'HNMR (CDC13) 8ppm:1.93 (4H,t,J=5.5Hz) ,3.20 (4H,t,J=5.5Hz) , 4.02(4H,s) ,
7.50 (1H,d,J=8.5Hz) ,7.82 (1H,dd,J=8.5Hz,2.5Hz) ,7.91 (1H,d, J=2.5Hz) .

[2335]  ZZA451203

[2336] 8- (2,4~ @ -6-F FEIREL) -1,4- " -8R A [4.5] 24t

[2337]  RAUZFE 1961 A ko

[2338]  'HNMR (CDC1s) Sppm:1.78-1.86 (4H,m) ,2.31 (3H,s) ,2.93-2.97 (2H,m) , 3.41-3.46
(2H,m) ,3.99-4.02 (4H,m) ,7.05 (1H,d,J=2.5Hz) ,7.16 (1H,d,J=2.5 Hz) .

[2339] 2715|204

[2340] 8- [2-5(-5- (R EIL) K] -1,4- " FHA-8-F B [4.5] 284

[2341] RS ]196 T A k-

[2342]  'HNMR (CDC13) 8ppm:1.91 (4H,t,J=5.5Hz) ,3.13 (4H,t,J=5.5Hz) , 4.01 (4H,s) ,
6.82(1H,dd,J=9.0Hz,2.5Hz) ,6.89 (1H,d,J=2.5Hz) ,7.35 (1H,d, J=9.0Hz) .

[2343] &2 45205
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[2344] 8- (4-G-3-FFIEEIL) —1,4- A 48R4 HE [4.5] 28 )

[2345]  #EHSAE K, F5-R-2-8F 2K (2.19mL) U T EEAN (1.85g) = (2K AL
i) —40 (0.147g) 22,2 X (2R R -1, 17 -1£25 (0.300g) M1 ,4- 4 Z4—8-H 2L 12
[4.5]%%% (2. 31ml) KRS YR IINE 2E (24mL) , H¥ B IRA PN EI R 3ho 1k i SR &
MAHNEZR)E, TRNERFRIK, HOBR OB FHE KIS VLZ , & T /K R
NI, R IVE T & IR E AT ENT (C b/ LR L 1R) 24k 5% B3 Y0 S fHbs b &4
(4.28g) »

[2346]  'HNMR (CDC13) Sppm:1.83 (4H,t,J=5.5Hz) ,2.32 (3H,s) ,3.28 (4H,t,J= 5.5Hz) ,
3.99 (4H,s) ,6.70 (1H,dd,J=8.5Hz,3.0Hz) ,6.80 (1H,d,J=3.0Hz) , 7.17(1H,d,J=
8.5Hz) .

[2347] 7151206

[2348]  2-&(-5—(1,4- SR Z+—8-F J M2 [4.5] 28-8—Hk) FHIR £ fig

[2349]  fER A T, TH-IR-2-F K H R AW (2. 12mL) (BRER%E (12.2g) = (Z2R L H
FEAER) 48 (0.114g) 2,27 B (AR -1,17 5628 (0.233g)  M1,4- S A-8-F 4
24,5128 ¢ (1.79mL) FIVE S9N 2K (24mL) , 345 [ B VR A 0 Ik el 3 5hoo T SN ¥
WIS I AN S AL B K S8 5 F G G TR R BOZ IR W K BEREHLE & 0K iR
NI, R AR IVE T & IR E AT ENT (C b/ LR L 1R) 24k 5% B Wi $2 (e bs ik &4
(852mg) »

[2350]  'HNMR (CDC1s) Sppm:1.40 (3H,t,J=7.5Hz) ,1.83 (4H,t,J=5.5Hz) , 3.33 (4H,t,]J
=5.5Hz) ,3.99 (4H,s) ,4.39 (2H,q,J=7.5Hz) ,6.95 (1H,dd,J=8.5 Hz,3.5Hz) ,7.27 (1H,
d,J=8.5Hz) ,7.32(1H,d,J=3.5Hz) .

[2351] S 45207

[2352] 8- (4-Z A FE-2-F KK -1,4- -8R IR [4.5] B4

[2353] ¥ 1-JR-4-ZFHFHE-2-5 K (758mg) « = (2K H ZE ) 40 (31.7mg) « 2,4,
6’ - = FENEE-2- (AP -1, 1 -BK (X-PHOS) (39.6mg) AU T BERH (499mg) M 1,4~
TR -8R R IR [4.5] % 4% (0.50mL) IIAAE R A, B EHRR , S8 5 T AR s
HR (3. 8mL) FERHR -S4 T-100°CHiHE3ho T S BIAETR HH IS INIK , 2R J5 F B8 £ BB A U
W HERKBEEANZ , & LK IR ER A8 T, I 2S5 & i R E A =4 (T bt/ LR
1) AL TR B Ui R AL PR AL 54 (310mg) o

[2354]  'HNMR (CDC1s) Sppm:1.39 (3H,t,J=7.5Hz) ,1.89 (4H,t,J=5.5Hz) , 3.08 (4H,t,]J
=5.5Hz) ,3.97 (2H,q,J=7.5Hz) ,4.00 (4H,s) ,6.59 (1H,ddd,J= 9.0Hz,3.0Hz,1.0Hz) ,
6.63 (1H,dd,J=13.5Hz,3.0Hz) ,6.92 (1H,t,]=9.0 Hz) .

[2355] 224|208

[2356]  8-[2-F—4— (N-2-3&) ZKIE]-1,4- " 5H J+-8-H IR [4.5] B )5t

[2357]  F8-[4- (H-2-2%) FIEE]-1,4- 48 A &IE [4.5] %% (803mg) [FIN,N- —H
SR (6. 5mL) ¥V H IS INN- SIS FHEE V. i (451mg) , HH4 I BVR A W) T = iR fi #45h . T
AN N S8 5 H 488 B AEHOZ I W - SR K VRS AA HLE & oK BB T4 ,
HABREER A HEREFEN (S5 L8R L 8R) 410 5% 58 9 32 4 bs 81k & 9
(726mg) »
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[2358]  'HNMR (CDC13) Sppm:1.22 (6H,d,J=7.0Hz) ,1.90 (4H,t,J=5.5Hz) , 2.83 (1H,sep,
J=7.0Hz) ,3.09 (4H,t,J=5.5Hz) ,4.00 (4H,s) ,6.99 (1H,d,J=8.5 Hz) ,7.05(1H,dd,J=
8.5Hz,2.0Hz) ,7.22 (1H,d, J=2.0Hz) .

[2359] 2715209

[2360] 8- (- —4-THAEIEFRIE) —1,4- 48RRI [4.5] Z b

[2361]  SRAUZFEAFI20710 & ko

[2362]  '"HNMR (CDC13) Sppm:1.02 (3H,t,J=7.0Hz) ,1.74-1.81 (2H,m) ,1.89 (4H, t,J=
5.5Hz) ,3.08 (4H,t,J=5.5Hz) ,3.85(2H,t,J=6.5Hz) ,3.99 (4H,s) ,6.59 (1H,dd,J=
9.0Hz,3.0Hz) ,6.64 (1H,dd,J=13.5Hz,3.0Hz) ,6.92 (1H,t,J=9.0 Hz) .

[2363] %1210

[2364] 8- (-G —4-LFEHHL) —1,4- 5 -8R IR [4.5] 2 )t

[2365] KA 5112081 A ko

[2366]  '"HNMR (CDC13) 8ppm:1.21 (3H,t,J=7.5Hz) ,1.90 (4H,t,J=5.5Hz) , 2.57 (2H,q,]
=7.5Hz) ,3.09 (4H,t,J=5.5Hz) ,4.00 (4H,s) ,6.98 (1H,d,J=8.0 Hz) ,7.03 (1H,dd,J=
8.0Hz,2.0Hz) ,7.20 (1H,d, J=2.0Hz) »

[2367] Z%E 211

[2368] 8- (2-G-4-NFEIEIE-1,4- A -8-F B [4.5] 2%

[2369] KA 511208T A k-

[2370]  'HNMR (CDC13) Sppm:0.92 (3H,t,J=7.5Hz) ,1.60 (2H, sext,J=7.5Hz) , 1.90 (4H,
t,J=5.5Hz) ,2.50 (21, t,J=7.5Hz) ,3.09 (4H,t,J=5.5Hz) ,4.00 (4H, s),6.97 (1H,d,J=
8.0Hz) ,7.00(1H,dd,J=8.0Hz,2.0Hz) ,7.18 (1H,d,J=2.0 Hz) .

[2371]  Z=%EpH212

[2372] 8- (2,4~ &6 AHE) —1,4- " SH A -8-H AU [4.5] 2%

[2373]  RAZZE 5120810 A k-

[2374]  "HNMR (CDC13) Sppm:1.84 (4H,t,J=5.5Hz) ,3.21 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
6.98 (1H,dd,J=11.0Hz,2.0Hz) ,7.18 (1H,dd,J=2.0Hz,1.5Hz) »

[2375] %4213

[2376] 8- (4T HEIE—2-FIKIL) —1,4- L+ 8-HAUZE[4.5] Bkt

[2377]  SRAUZFEAFI20710 & ko

[2378]  '"HNMR (CDC13) 8ppm:0.96 (3H,t,J=7.5Hz) ,1.43-1.51 (2H,m) , 1.71-1.76 (2H,m) ,
1.89 (4H,t,J=5.5Hz) ,3.08 (4H,t,J=5.5Hz) ,3.89 (2H,t,J= 6.5Hz) ,4.00 (4H,s) ,6.59
(1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.64 (1H,dd,J= 13.5Hz,3.0Hz) ,6.92(1H,t,J=
9.0Hz) .

[2379] ZZ%1{5214

[2380]  8-[2-%—4- (A-2-FL5 L) KIE]-1,4- S 4+ 8-RAMR[4.5] 4%

[2381] RS FI207 T A Ko

[2382]  'HNMR (CDC1s) 8ppm:1.31 (6H,d,J=6.0Hz) ,1.89 (4H,t,J=5.5Hz) , 3.08(4H,t,]
=5.5Hz) ,3.99 (41,s) ,4.43 (1H,sep,J=6.0Hz) ,6.58 (1H,ddd,J= 9.0Hz,3.0Hz,1.0Hz) ,
6.62 (1H,dd,J=13.5Hz,3.0Hz) ,6.90 (1H,t,J=9.0 Hz) .
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[2383] ZZEA5215

[2384]  8-[2-F(-4- (A EES) KA -1,4- 8 4+-8- R pIB [4.5] B84

[2385]  SRALLZZEA51I208T A ko

[2386]  'HNMR (CDC13) 8ppm:1.90 (4H,t,J=5.5Hz) ,3.10 (4H,t,J=5.5Hz) , 4.01 (4H,s) ,
7.04 (1H,d,J=9.0Hz) ,7.07-7.09 (1H,m) ,7.26 (1H,d,J=2.5Hz) «

[2387] %1216

[2388]  8-[2-%R—4— (A H D) KA ] -1, 4- 5 4+ 8-R I8 [4. 5] B84

[2389]  RAUZFE 2071 A Ko

[2390]1  'HNMR (CDC13) 8ppm:1.89 (4H,t,J=5.5Hz) ,3.16 (4H,t,J=5.5Hz) , 4.00(4H,s) ,
6.92-6.97 (3H,m) .

(23911 S H217

[2392] 8- (2—9p—4—FHAAFEAHL) -1, 4- A -8R IR (4. 5] B4k

[2393] KA FI207 T A Ko

[2394]1  'HNMR (CDC13) 8ppm:1.89 (4H,t,J=5.5Hz) ,3.08 (4H,t,J=5.5Hz) , 3.76 (3H,s) ,
4.00 (4H,s) ,6.60 (1H,ddd,J=9.0Hz,2.5Hz,1.0Hz) ,6.65 (1H,dd, J=13.5Hz,2.5Hz)
6.93 (1H,t,J=9.0Hz) .

[2395] Z%145218

[2396]  8-[2,4- & -5- (R AL KE]-1,4- " FR-8- R RIE [4.5] 4t

[2397] KA 5120810 A k-

[2398]  '"HNMR (CDC13) Sppm:1.86-1.92 (4H,m) ,3.09-3.12 (4H,m) ,4.01 (4H,s) , 6.98 (1H,
d,J=1.0Hz) ,7.46 (1H,s) -

[2399]  ZZE41219

[2400] 8- [2-% -5~ (= E L) K] -1,4- -8 A B [4.5] 284t

[2401]  RAUZZE 20510 A o

[2402]1  'HNMR (CDC13) 8ppm:1.89 (4H,t,J=5.5Hz) ,3.19 (4H,t,J=5.5Hz) , 4.00(4H,s) ,
6.75-6.80 (2H,m) ,7.00 (1H,dd,J=12.0Hz,9.0Hz) .

[2403] %1220

[2404]  8-[4- (FHEL) —2- KL ] -1, 4- 8- AR5 [4. 5] %k

[2405]  RALZZE 5120510 A -

[2406]  'HNMR (CDC13) 8ppm:1.89 (4H,t,J=5.5Hz) ,3.08 (4H,t,J=5.5Hz) , 3.99 (4H,s) ,
5.00(2H,s) ,6.60 (1H,dd,J=9.0Hz,3.0Hz) ,6.72 (1H,dd,J=13.5 Hz,3.0Hz) ,6.92 (1H, t,
J=9.0Hz) ,7.31-7.34 (1H,m) ,7.37-7.42 (4H,m) »

[2407] S 221

[2408] 8- [2-%—4- Q-HEHEMELHIL) K] -1,4- " FH I8 F IR [4.5] %8¢

[2409]  RAUZZE 5120510 A o

[2410]  'HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.08 (4H,t,J=5.5Hz), 3.44 (3H,s),
3.71-3.73 (2H,m) ,3.99 (4H,s) ,4.05-4.07 (2H,m) ,6.63 (1H,ddd,J= 9.0Hz,3.0Hz,
1.0Hz) ,6.68 (1H,dd,J=13.5Hz,3.0Hz) ,6.91 (1H,t,J=9.0 Hz) »

[2411]  ZZZA222
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[2412] 8- (2-{R-5- LA A-fHFEREL) -1, 4- 5 -8R AR [4. 5] 234t

[2413]  SRAZFEAFI20710 & ko

[2414]  "HNMR (CDC13) 8ppm:1.49 (3H,t,J=7.5Hz) ,1.92 (4H,t,J=5.5Hz) , 3.22 (4H,t,]
=5.5Hz) ,4.02 (4H,s) ,4.15(2H,q,J="7.5Hz) ,6.61 (1H,s) ,8.18 (1H,s) .

[2415] %4223

[2416]  8-[4-5{-2-9R—-5— (R FH L) AL ] -1, 4- 8- 4R [4. 5] 280

[2417] AU A51208T0 A -

[2418]  '"HNMR (CDC13) Sppm:1.85-1.89 (4H,m) ,3.15-3.18 (4H,m) ,4.01 (4H,s) , 6.87 (1H,
d,J=9.0Hz) ,7.13(1H,d,J=11.5Hz) «

[2419] S A|224

[2420] 8- (4~ 58 FE-2,5- ORI 1,4 A A-8-F IR [4.5] B )t

[2421]  RAUZFE 120510 F o

[2422]  'HNMR (CDC13) 8ppm:1.42 (3H,t,J=7.0Hz) ,1.88 (4H,t,J=5.5Hz) , 3.07 (4H,t,]
=5.5Hz) ,3.99 (4H,s) ,4.04 (2H,q,J=7.0Hz) ,6.71 (1H,dd,J= 13.0Hz,7.5Hz) ,6.76 (11,
dd,J=13.0Hz,8.0Hz) »

[2423] %4225

[2424]  8-[4- (L | HL) —2-3 R L] -1, 4- 8- A8 [4. 5] 24

[2425]  RAZZE 5120510 A o

[2426]  "HNMR (CDC13) 8ppm:1.24 (3H,t,J=7.0Hz) ,1.89 (4H,t,J=5.5Hz) , 3.16 (4H,t,]
=5.5Hz) ,3.52 (2H,q,J="7.0Hz) ,4.00 (4H,s) ,4.41 (2H,s) ,6.93 (1H,t,J=8.0Hz) ,7.00-
7.05(2H,m) .

[2427] %4226

[2428] 8- (2,6- 9 —4-H S AEARHL) -1, 4- 58 28 -8B A4 (4. 5] & 4n

[2429]  RAUZZE 5120510 A o

[2430]  "HNMR (CDC13) Sppm:1.83 (4H,t,J=5.5Hz) ,3.18 (4H,t,J=5.5Hz) , 3.74(3H,s),
3.99 (4H,s) ,6.38-6.44 (2H,m) .

[2431]  Z=FEH227

[2432]  2-[4-(1,4-—%A 28R M8 [4.5] 28-8—3) -2, 5- A A L] -N,N-Z"H I 245
i

[2433]  RAUZZE 120510 A o

[2434]  'HNMR (CDC13) Sppm:1.88 (4H,t,J=5.5Hz) ,2.33 (6H,s) ,2.72 (2H,t,J= 6.0Hz) ,
3.08 (4H,t,J=5.5Hz) ,3.99 (4H,s) ,4.06 (2H,t,J=6.0Hz) ,6.72-6.78 (2H,m) »

[2435]  ZZ%45228

[2436] 8- (2— 9 —6-FF I IE) —1,4- A Ae-8-R 4 HZ [4.5] 28 )

[2437]  RAUZZEA]196 T A ko

[2438]  'HNMR (CDC1s) Sppm:1.82-1.84 (4H,m) ,2.32 (3H,s) ,3.14 (4H,brs) ,4.00 (4H,s) ,
6.81-6.88 (1H,m) ,6.93-6.98 (2H,m) .

[2439] %4229

[2440] 8- (4~ % 2-2,3,5,6-DUSARIE) -1, 4- 48B4 [4. 5] b
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[2441] SRS AF12051 & ko

[2442]  "HNMR (CDC13) 8ppm:1.39 (3H,t,J=7.0Hz) ,1.84 (4H,t,J=5.5Hz) , 3.26 (4H,t,]
=5.5Hz) ,4.00 (4H,s) ,4.19 (2H,q,J="7.0Hz) .

[2443]  ZZA45230

[2444] 8- {2-%—4-[2- C-HHARE LA CAR] KR -1,4- " H -8R 4R [4.5] %
Y

[2445]  RAUZ 5120510 A -

[2446]  "HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.08 (4H,t,J=5.5Hz) , 3.39(3H,s),
3.56-3.58 (2,m) ,3.70-3.72 (2H,m) ,3.83 (2H,t,J=5.0Hz) ,3.99 (4H,s) ,4.08 2H,t,]J=
5.0Hz) ,6.61 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.67 (1H,dd,J=13.5Hz,3.0Hz) ,6.91
(1H,t,J=9.0Hz) .

[2447] 25231

[2448] 8- (4-F-2-3—5-H AR HE) -1, 4- "5 8 -8R RIR [4. 5] S5 bt

[2449] SRS A512051M & ko

[2450]  'HNMR (CDC13) Sppm:1.88 (4H,t,J=5.5Hz) ,2.29 (3H,s) ,3.13 (4H,t,J= 5.5Hz) ,
4.00(4H,s) ,6.80 (1H,d,J=9.0Hz) ,7.02 (1H,d,J=12.0Hz) .

[2451] %232

[2452] 8- (4- AR =295 W AU R AE) -1, 4- 8- IR [4. 5] ¥4

[2453]  RAZZE 5120510 A o

[2454]  '"HNMR (CDC13) 8ppm:1.43 (3H,t,J=7.0Hz) ,1.90 (4H,t,J=5.5Hz) ,3.11 (4H,t,]
=5.5Hz) ,3.83 (3H,s) ,4.00 (4H,s) ,4.02 (2H,q,]J=7.0Hz) ,6.61 (1H,d,] =8.5Hz) ,6.65
(1H,d,J=13.5Hz) «

[2455] 715233

[2456] 8- (4~ IHE-2,6- G ARIE) —1,4- H -8B IR [4.5] )5t

[2457]  RAZZE 5120510 A -

[2458]  '"HNMR (CDC13) Sppm:1.38 (3H,t,J=7.0Hz) ,1.83 (4H,t,J=5.5Hz) , 3.17 (4H,t,]
=5.5Hz) ,3.94 (2H,q,J=7.0Hz) ,3.99 (4H,s) ,6.36-6.42 (2H,m) .

[2459] S 145234

[2460]  8-[2-%—4- Q-8 L HEE) FHE]-1,4- " -8R LR [4.5] 22 )t

[2461]  RAUZFE 5120510 A o

[2462]  "HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.09 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
4.12-4.19 (2H,m) ,4.67-4.78 (2H,m) ,6.63 (1H,ddd,J=9.0Hz,3.0 Hz,1.0Hz) ,6.68 (11,
dd,J=13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) .

[2463] =2 A45235

[2464]  2-[4- (1,4~ "SR -8-F IR [4.5] Z5-8-3E) -3 G R Ik | N, N~ H I 2 B
[2465] A2 5120510 A -

[2466]  'HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,2.32 (6H,s) ,2.70 (2H,t,J= 6.0Hz) ,
3.08(4H,t,J=5.5Hz) ,3.99 (4H,s) ,4.00 (2H,t,J=6.0Hz) ,6.62 (1H,dd, J=9.0Hz,
3.0Hz) ,6.67 (1H,dd,J=13.5Hz,3.0Hz) ,6.91 (1H,t,]=9.0Hz) »
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[2467] 2715236

[2468]  8-[2-9—4- (2,2, 2- =9 L5AHE) RIE]-1,4- A Q- 8-E I [4.5] 2 )t

[2469]  RAUZZE 5120510 A -

[2470]  "HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.10 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
4.29 (2H,q,J=8.0Hz) ,6.65 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) , 6.71 (1H,dd,J=13.0Hz,
3.0Hz) ,6.93 (1H,t,J=9.0Hz) .

(24711  ZZ 237

[2472] 8- (1-ZRFFRRMR -5—2E) -1, 4- " 48— AR [4.5] %k

[2473]  RAUZFE 5120510 A o

[2474]  "HNMR (CDC13) Sppm:1.90 (4H,t,J=5.5Hz) ,3.27 (4H,t,J=5.5Hz) , 4.01 (4H,s) ,
6.68 (1H,d,J=2.0Hz) ,7.02 (1H,dd,J=9.0Hz,2.0Hz) ,7.14 (1H,d, J=2.0Hz),7.38 (1H,
d,J=9.0Hz) ,7.56 (1H,d,J=2.0Hz) «

[2475] 2715238

[2476]  6-(1,4- A 48— I8 [4.5] Z8—8—4L) mE Iz

(24771 RAUZFE 51205106 Ko

[2478]  'HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.57 (4H,t,J=5.5Hz) , 4.02 (4H,s) ,
7.30 (1H,d,J=3.0Hz) ,7.55 (1H,dd,J=9.5Hz,3.0Hz) ,7.92 (1H,d, J=9.5Hz) ,8.58 (1H,
d,J=2.0Hz) ,8.68 (1H,d,J=2.0Hz) «

[2479] 2715239

[2480] 8- [4- (o H AU HE) -2 R k] -1, 4- A -8 B [4. 5] 2ot

[2481]  RAUZFE 512061 A k-

[2482]  "HNMR (CDC13) Sppm:1.89 (4H,t,J=5.5Hz) ,3.13 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
6.43 (1H,t,J="74.0Hz) ,6.78-6.88 (2H,m) ,6.94 (1H,t,J=9.0Hz) .

[2483] &% 1{41240

[2484]  8-[4- (CHF AL -2,6- R E]-1,4- 5 R -8- R ARIE [4.5] 4t

[2485]  RALLZ 5112061 A k-

[2486]  '"HNMR (CDC13) Sppm:1.83 (4H,t,J=5.5Hz) ,3.23 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
6.44 (1H,t,J="73.0Hz) ,6.64-6.70 (2H,m) -

[2487] S {5241

[2488] 8- [2-5(—4- (W IR EE) K] -1, 4- " -8 A M8 [4. 5] 24

[2489]  RAZZE 5120810 A k-

[2490]  "HNMR (CDC13) Sppm:1.90 (4H,t,J=5.5Hz) ,2.45 (3H,s) ,3.09 (4H,t,J= 5.5Hz) ,
4.00(4H,s) ,6.99 (1H,d,J=8.5Hz) ,7.12 (1H,dd,J=8.5Hz,2.0Hz) , 7.20(1H,d,J=
2.0Hz) »

[2491] S 242

[2492]  8-[4- (L HEBifi L) -2, 6- R -1, 4- 5 R -8-RAg [4.5] 24t

[2493]  SKAUZFHAF 1961 & ko

[2494]  'HNMR (CDC1s) 8ppm:1.31 (3H,t,J=7.5Hz) ,1.83 (4H,t,J=5.5Hz) , 2.89(2H,q,]
=7.5Hz) ,3.24 (4H,t,J=5.5Hz) ,3.99 (4H,s) ,6.77-6.83 (2H,m) .
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[2495] S 1{51243

[2496]  8-[2,6-—%—4-(2,2,2- =5 L) AREE]-1,4- "8 -8- R RIR [4.5] S bt
[2497]  SRAUZFE 4512051 & ko

[2498]  '"HNMR (CDC13) Sppm:1.83 (4H,t,J=5.5Hz) ,3.19 (4H,t,J=5.5Hz) , 4.00 (4H,s) ,
4.27(2H,q,J=8.0Hz) ,6.45-6.50 (2H,m) .

[2499]1  Z%1{5|244

[2500]  1-(2,5- 54— 5L WRIE-4-H

[2501]  F8-(2,5- & -4-F AH) -1,4- A I-8-E I8 [4.5] %45 (845mg) I P4 B
(20mL) ¥ H A8 INENER IR (10mL) , FF4 S BV A P N F RT3 3h o W 4 S SR, 48 FH A IR
FEZEAT (D5/ LR LR 28 ik B Yy bR ik 54 (556 mg) -

[2502]  '"HNMR (CDC13) 8ppm:2.64 (4H,t,J=6.0Hz) ,3.29 (4H,t,J=6.0Hz) , 7.08 (1H,d,]J
=7.0Hz) ,7.25(1H,d,J=8.5Hz) .

[2503]  ZZA1]245

[2504]  1-(2,4- & -5 HL) WK IE -4

[2505]  SRALUZ 45124410 & ko

[2506]  'HNMR (CDC1s3) 8ppm:2.65 (4H,t,J=6.0Hz) ,3.32 (4H,t,J=6.0Hz) , 6.86 (1H,d,]
=10.0Hz) ,7.44 (1H,d, J=7.5Hz) .

[2507]  ZZA441]246

[2508]  1- (4-5(-2,6- A HE) R g -4

[2509]  SRAUZFEA512441M0 & ko

[2510]  'HNMR (CDC13) Sppm:2.58 (4H,t,J=6.0Hz) ,3.46 (4H,t,J=6.0Hz) , 6.89-6.95
(2H,m) »

[2511]  ZZH|247

[2512]  1- Q-5 -6 A HL) WRIE -4

[2513] SRS A512441M0 & ko

[2514]  'HNMR (CDC13) Sppm:2.61 (4H,t,J=6.0Hz) ,3.46 (4H,dt,J=1.5Hz,6.0 Hz) ,6.92-
7.04 (2H,m) ,7.20-7.22 (1H,m) »

[2515]  ZZ 441248

[2516]  1-(4-5-2,5- A HE) R g -4

[2517] SRS A512441T0 & ko

[2518]  'HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.40 (4H,t,J=6.0Hz) , 6.77 (1H,dd,J
=10.5Hz,7.5Hz) ,7.12(1H,dd,J=11.5Hz,7.0Hz) .

[2519]  ZZA441]249

[2520]  1-[2-5(-5- (=9 AU3E) 2RI 1 Wik g —4 -l

[2521] RS 1244 106 K

[2522]  "HNMR (CDC13) 8ppm:2.66 (4H,t,J=6.0Hz) ,3.36 (4H,t,J=6.0Hz) , 6.89 (1H,d,]
=1.0Hz) ,6.90 (1H,dd,J=9.0Hz,1.0Hz) ,7.41 (1H,d,J=9.0 Hz) .

[2523]  ZZA1]250

[2524]  1- (2-& -5 HHIEAIE) WRIE —4—F
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[2525]  J-8- (2-S-5-AHIEIRIE) —1,4- "5 8 -8-FARIR [4.5] 5 bt (346mg) 1 VY Sk g
(4mL) VAV A8 NN ER IR (2mL) , F 4 I NVR A0 T Z iR FE 13h o W4 [ MV L, BN
AN IE I R A, SR 5 O BR R A BUZ IS W - R K BERA WLZ » & oK IR R B8 T 168, 5F
ZBHIE T & AR EHENT (Qkt/ LR L 18) 20k 8 Ynm He fhbr @itk &4 (229mg) -
[2526]  'HNMR (CDC1s3) 8ppm:2.69 (4H,t,J=6.0Hz) ,3.43 (4H,t,J=6.0Hz) , 7.57(1H,d,]
=9.0Hz) ,7.90 (1H,dd,J=9.0Hz,2.5Hz) ,7.92 (1H,d,J=2.5Hz) .

[2527] 245|251

[2528]  1- (4-5—3—H JEAIE) DRI —4—F

[2529]  F-8- (4-S-3-H LR HE) -1, 4- A -8R IR [4. 5] % bt (2. 26¢) Y DY Sk PR
(46mL) ¥ AR INGNER R (23mL) , HH [ RO &9 T B HE14h, 25 T 70°CHiHE3h. ik
95 [ NV TR, FHONE B AN /KIS TR R A0, SR J5 FH G IR SRR 22 BGZ I W - R 3R KR HLZ
2 TKBRBR AN T, FF AR . 2 AR R EALET (Q 5t/ LR LR A4 5% 88 P $2 44k
PR (1.58g) o

[2530]  'HNMR (CDC13) Sppm:2.35(3H,s) ,2.55 (4H,t,J=6.0Hz) ,3.56 (4H,t,J= 6.0Hz) ,
6.74 (1H,dd,J=8.5Hz,3.0Hz) ,6.83 (1H,d,J=3.0Hz) ,7.23 (1H,d,J= 8.5Hz)

[2531] 241|252

[2532]  2-%(-5- (4—%AARIRIE-1-25) K H R L P

[2533]  RAUZZE 5125010 A o

[2534]  '"HNMR (CDC13) 8ppm:1.41 (3H,t,J=7.0Hz) ,2.57 (4H,t,J=6.0Hz) , 3.61 (4H,t,]
=6.0Hz) ,4.41 (2H,q,J=7.0Hz) ,6.99 (1H,dd,J=9.0Hz,3.0Hz) , 7.33(1H,d,J=9.0Hz) ,
7.35(1H,d,J=3.0Hz) .

[2535]  ZZA41]253

[2536]  1-[2-%—4- (Fj-2-3&) ZK ] WR g -4

[2537]  SRAUZFEAFI2510M & ko

[2538]  'HNMR (CDC13) Sppm:1.23 (6H,d,J=7.0Hz) ,2.64 (4H,t,J=6.0Hz) , 2.86 (1H, sep,
J=7.0Hz),3.31(4H,t,J=6.0Hz) ,6.99 (1H,d,J=8.0Hz) ,7.09 (1H,dd,J=8.0Hz,
2.0Hz) ,7.27(1H,d,J=2.0Hz) .

[2539] 2451254

[2540]  1-(2,4- 56— FL IR EL) WRIE -4

[2541]  SRAUAZFEAFI2510M ko

[2542]  'HNMR (CDC13) Sppm:2.37 (3H,s) ,2.53-2.63 (4H,m) ,3.22-3.27 (2H,m) , 3.59-3.64
(2H,m) ,7.10-7.12 (1H,m) ,7.21 (1H,d,J=2.5Hz) »

[2543]  ZZA|255

[2544]  1- (4~ LA FE-2- R FE) DR e — 4Tl

[2545] RIS 45124410 & ko

[2546]  '"HNMR (CDC13) 8ppm:1.40 (3H,t,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.31 (4H,t,]
=6.0Hz) ,3.98 (2H,q,J=7.0Hz) ,6.62 (1H,ddd,J=9.0Hz,3.0Hz, 1.0Hz) ,6.67 (1H,dd,J
=13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) .

[2547] 241|256
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[2548]  1- (2-F—4— TN A FLE IR IL) R IE -4

[2549]  SRAUZFHEA5I2441M0 6 Fk o

[2550]  '"HNMR (CDC13) Sppm:1.03 (3H,t,J=7.5Hz) ,1.76-1.83 (2H,m) ,2.62 (4H, t,J=
6.0Hz) ,3.31 (4H,t,J=6.0Hz) ,3.87 (2H,t,J=6.5Hz) ,6.62 (1H,ddd,J= 8.5Hz,3.0Hz,
1.0Hz) ,6.68 (1H,dd,J=13.5Hz,3.0Hz) ,6.93 (1H,t,J=8.5 Hz) .

[2551]  Z7%1{5257

[2552]  1- (-5 —4— L FEAFE) WRIE —4-F

[2553]  ZRAUZSFH 2511 &

[2554]  '"HNMR (CDC13) 8ppm:1.22 (3H,t,J=7.5Hz) ,2.59 (2H,q,J=7.5Hz) , 2.64 (4H,t,]
=6.0Hz) ,3.31 (4H,t,J=6.0Hz) ,6.98 (1H,d,J=8.0Hz) ,7.06 (1H, dd,J=8.0Hz,2.0Hz) ,
7.25(1H,d,J=2.0Hz) .

[2555] 2715258

[2556]  1- (2-&—4- N FEAIE) WRIE —4—F

[2557]  ZRAUZFH 25110 & o

[2558]  '"HNMR (CDC13) Sppm:0.94 (3H,t,J=7.5Hz) ,1.62 (2H,sext,J=7.5Hz) , 2.52 (2H,
t,J=7.5Hz) ,2.64 (4H,t,J=6.0Hz) ,3.32(4H,t,J=6.0Hz) ,6.97 (1H, d,J=8.0Hz) ,7.03
(1H,dd,J=8.0Hz,2.0Hz) ,7.23 (1H,d,J=2.0Hz) «

[2559]  ZZA41]259

[2560]  1-(2,4- — 56— F A L) DR IE -4

[2561]  ZRAUZFHE 2511 &

[2562]  "HNMR (CDC13) 8ppm:2.60 (4H,t,J=6.0Hz) ,3.43 (4H,dt,J=1.0Hz,6.0 Hz) ,7.02
(1H,dd,J=11.0Hz,2.0Hz) ,7.24 (1H,t,J=2.0Hz) »

[2563]  ZZ1441260

[2564]  1-(4-TT %A L2 R 5E) WRWE —4 -

[2565]  RAZ 52441 A K-

[2566]  '"HNMR (CDC13) 8ppm:0.97 (3H,t,J=7.5Hz) ,1.44-1.52 (2H,m) , 1.72-1.78 (2H,m) ,
2.62(4H,t,J=6.0Hz) ,3.31 (4H,t,J=6.0Hz) ,3.90 (2H,t,J= 6.5Hz) ,6.62 (1H,ddd,J=
9.0Hz,2.5Hz,1.0Hz) ,6.67 (1H,dd,J=13.5Hz,2.5 Hz) ,6.93 (1H,t,J=9.0Hz) .

[2567] S 1{5261

[2568]  1-[2-9—4— (-2 FE5 L) R IL TR IE -4

[2569]  RAUZ 5124410 A Ko

[2570]  'HNMR (CDC13) Sppm:1.32 (6H,d,J=6.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.31 (4H,t,]J
=6.0Hz) ,4.45 (1H,sep,J=6.0Hz) ,6.61 (1H,ddd,J=9.0Hz,3.0 Hz,1.0Hz) ,6.66 (1H,dd,
J=13.5Hz,3.0Hz) ,6.92 (1H,t,J=9.0Hz) »

[2571] S {5]262

[2572]  1-[2-5-4- (9 ) 2RI D IR g —4 -

[2573]  SRAUZFEAFI2510M & ko

[2574]  '"HNMR (CDC13) 8ppm:2.65 (4H,t,J=6.0Hz) ,3.33 (4H,t,J=6.0Hz) , 7.06 (1H,d,]
=9.0Hz) ,7.12(1H,dd,J=9.0Hz,2.5Hz) ,7.32 (1H,d,J=2.5 Hz) »
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[2575] 245263

[2576]  1-[2,4-=5-5- (=9 ) 2RI 1R iE -4

[2577]  SRAUZFEAFI2510M0 & ko

[2578]  'HNMR (CDC1s) 8ppm:2.65 (4H,t,J=6.0Hz) ,3.34 (4H,t,J=6.0Hz) , 6.98(1H,d,]
=1.0Hz) ,7.53 (1H,s) .

[2579] 2715|264

[2580]  1-[2-9R—4— (=9 4U0E) 2R 2L 1 Wik g — 4l

[2581]  SRAUAZFEAFI2511M & ko

[2582]  'HNMR (CDC13) Sppm:2.63 (4H,t,J=6.0Hz) ,3.40 (4H,t,J=6.0Hz) , 6.96-7.02
(3H,m) »

[2583]  ZZ 441|265

[2584]  1- (-9 —4—H A FE IR IL) R IE 4l

[2585]  SRALUZ 45124410 & ko

[2586]  '"HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.31 (4H,t,J=6.0Hz) , 3.77(3H,s),
6.63 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.68 (1H,dd,J=13.5Hz, 3.0Hz) ,6.95(1H,t,J=
9.0Hz) »

[2587] 2441|266

[2588]  1-[4- (FREIE) —2-F AR FE ] WK g —4—Fife

[2589]  SRAUZFE 45124410 & ko

[2590]  '"HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.31 (4H,t,J=6.0Hz) , 5.02(2H,s) ,
6.70 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.76 (1H,dd,J=13.5Hz, 3.0Hz) ,6.93 (1H,t,J=
9.0Hz) ,7.32-7.36 (1H,m) ,7.37-7.43 (4H,m) .

[2591]  ZZH|267

[2592]  1-[2-9R—4— Q- W40k A 0E) R Bk TR g —4- i

[2593]  SRAUZFHAFI2441M0 & ko

[2594]  '"HNMR (CDC13) Sppm:2.61 (4H,t,J=6.0Hz) ,3.31 (4H,t,J=6.0Hz) , 3.45(3H,s),
3.73-3.74(2H,m) ,4.06-4.08 (2H,m) ,6.66 (1H,ddd,J=9.0Hz,2.5 Hz,1.0Hz) ,6.72 (1H,
dd,J=13.5Hz,2.5Hz) ,6.93 (11, t,J=9.0Hz) »

[2595]  ZZA451]268

[2596]  1-[4-5—2-%—5— (3R L) 2R IE 1 IR iE —4 -

[2597]  ZRAUZFH 25110 &

[2598]  'HNMR (CDC13) Sppm:2.63 (4H,t,J=6.0Hz) ,3.42 (4H,t,J=6.0Hz) , 6.91 (1H,dd,J
=8.0Hz,1.0Hz) ,7.20 (1H,d,J=11.5Hz) .

[2599]1 2715269

[2600]  1- (2—¥R-5- A FE—4-FHFE IR IL) WRIE -4

[2601]  F8- 2 IR-5-Z A I 4-THIEIEIL) -1,4- S I -8-F IR [4.5] 28 )¢ (2.70g) 1]
VUE R (54mL) AN IN2NER R (54mL) , FE¥g R BB AP T B FE64h, 285 T-70°CHi
6ho T S MR G S DN B (80mL) S SNEL R (40mL) , K [ MV -& 1) InFA Bl it 5h o e 48 [ W
W, BN E AL B KB R A, SR 5 R O BR A BRI W - I ER K BERAWLE , &K
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BRER AN T8 , H AR ISR & AR R E M ENT (Qhe/ LR LR fifhsk B8 Vi R At br AL
&) (662mg) o

[2602]  '"HNMR (CDC13) 8ppm:1.50 (3H,t,J=7.0Hz) ,2.69 (4H,t,J=6.0Hz) , 3.44 (4H,t,]
=6.0Hz) ,4.17 (2H,q,J=7.0Hz) ,6.63 (1H,s) ,8.21 (1H,s) .

[2603] ZZZA4270

[2604]  1- (4~ 532, 5 5K IE) WRIE —4-H

[2605]  SRALNZZE 51I244T A K-

[2606]  '"HNMR (CDC13) 8ppm:1.43 (3H,t,J=7.0Hz) ,2.61 (4H,t,J=6.0Hz) , 3.31 (4H,t,]
=6.0Hz) ,4.06 (2H,q,J=7.0Hz) ,6.75(1H,dd,J=13.0Hz,8.0Hz) , 6.76 (1H,dd,J=
12.5Hz,8.0Hz) .

[2607] ZZZH271

[2608]  1-[4- (£ 5B HL) -2 3 R 2 ] Wik g —4— il

[26091  F8-[4- (ZEIEHIE) 22— KL ] -1, 4- A 8- R [4.5] 58%% (1.192) I 2
Mg /7K (12-1. 2mL) IS B R (1.81g) , I3 I VR & P i el i 6h o T+ S SIS W H s
7K, FHSNZEEALAA/KIE IR AR -S4, 98 Ja F O 18 SRR 22 B W - K BESAHLZ
2 TKBRBR AN T, FE A MBI T . 2 AR R E AL ET (Q 5t/ LR LR A4 5% 88 P $2 44k
PR AL A4 (T56mg) o

[2610]  "HNMR (CDC13) 8ppm:1.25 (3H,t,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.40 (4H,t,]
=6.0Hz) ,3.54 (2H,q,J="7.0Hz) ,4.43 (2H,s) ,6.95 (1H,t,J=8.5 Hz) ,7.05 (1H,dd,J=
8.5Hz,2.0Hz) ,7.09 (1H,dd,J=13.0Hz,2.0Hz) «

[2611]  ZZZAH272

[2612]  1-(2,6- 44— S B R ) Wik g —4— i

[2613] RS 24416 K

[2614]  'HNMR (CDC1s3) Sppm:2.57 (4H,t,J=6.0Hz) ,3.40 (4H,t,J=6.0Hz) , 3.76 (3H,s) ,
6.42-6.48 (2H,m) .

[2615] &2 45273

[2616]  1-{4-[2- (ZHIEEIL) L] -2, 5- R IE ] IRIE -4

[2617] KA 244106 K-

[2618]  'HNMR (CDC13) Sppm:2.34 (6H,s) ,2.61 (4H,t,J=6.0Hz) ,2.74 (2H,t,J= 5.5Hz) ,
3.31(4H,t,J=6.0Hz) ,4.08 (2H,t,J=5.5Hz) ,6.74-6.81 (2H,m) -

[2619] S H|274

[2620]  1-(4-2. %8 %E-2,3,5,6- DY SR HL) WR g -4

[2621] KA FI251 1A Ko

[2622]  "HNMR (CDC13) 8ppm:1.41 (3H,t,J=7.0Hz) ,2.59 (4H,t,J=6.0Hz) , 3.48 (4H,t,]
=6.0Hz) ,4.23 (2H,q,J=7.0Hz) .

[2623] S A275

[2624]  1- (4-5—2- % —6-FF HL 2K L) MR i —4 -

[2625] 8- (2-#-6-H R EHL) —1,4- 4 4+-8-E Z12 [4.5] %8 %% (3. 46g) N, N- — I 3t
Ik B (28mL) VAW s IIN-SUBEFABE W % (2.57g) , K R MR &) T FIRMFETTh. T
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RIS K SR 5 O R R A BUZ IS - I ER K BEBRA WLE » & oK IR BR 88T 188, 5F
AEEIEA A HEREREEN (O 5/ L8R OHR) 4tk 5% B Y15 28— (-5 —6-H H: R
) -1, 4- -8RIk IR (4. 5] B bR A IR G4 (1.9¢) - TREWH I mPU &
AR (40mL) f2 2N £R1% (20L) , HoRs e BB G T i B+ 13h, 2R 5 T 70 CHiH6h . W 4
IR I NS B A BN K IS AL 28 5 F R L Be A BUZ W F S /KRB NLZE . &7
IKERER AN T 15 , FF 28 1B F R HEE IR E AL EMT (Dht/ TR LR 405k B 1 32 At Aw
GG (307mg) -

[2626]  '"HNMR (CDC13) Sppm:2.38 (3H,s) ,2.53-2.59 (4H,m) ,3.32-3.37 (4H,m) , 6.92 (1H,
dd,J=11.5Hz,2.0Hz) ,7.00-7.02 (1H,m) .

[2627] %276

[2628]  1-{2-%—4-[2- Q-H AR LHAR) LK KAL) IRE-4-FR

[2629]  SKAUZFH 724410 & ko

[2630]  '"HNMR (CDC13) Sppm:2.61 (4H,t,J=6.0Hz) ,3.31 (4H,t,J=6.0Hz) , 3.40(3H,s),
3.57-3.59 (2H,m) ,3.71-3.72 (2H,m) ,3.84 (2H,t,J=5.0Hz) ,4.10 (2H,t,J=5.0Hz) ,6.64
(1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.71 (1H,dd,J= 13.5Hz,3.0Hz) ,6.92 (1H,t,J=
9.0Hz) .

[2631] K277

[2632]  1- (4-5—2-%—5—H H IR IL) DRAE-4-F

[2633] KA 2511 H ko

[2634]  '"HNMR (CDC13) Sppm:2.31 (3H,s) ,2.62 (4H,t,J=6.0Hz) ,3.37 (4H,t,J= 6.0Hz) ,
6.82 (1H,d,J=9.0Hz) ,7.08 (1H,d,J=12.0Hz) .

[2635] %4278

[2636]  1- (4- ¢, %8 Ft—2— %5 —5— H AR I R 58 WR Mg — 4T

[2637] KA 2441 H Ko

[2638]  '"HNMR (CDC13) 8ppm:1.45 (3H,t,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.34 (4H,t,]
=6.0Hz) ,3.85(3H,s) ,4.04 (2H,q,J=7.0Hz) ,6.60 (11,d,J=8.5 Hz) ,6.69 (1H,d,]J=
13.0Hz) »

[2639]  Z#A45|279

[2640]  1-(4-Z %A FE-2,6- —HFEEE) WRIE—4—FH

[2641] SRS AF2441T0 G ko

[2642]  '"HNMR (CDC13) 8ppm:1.40 (3H,t,J=7.0Hz) ,2.57 (4H,t,J=6.0Hz) , 3.39 (4H,t,]
=6.0Hz) ,3.96 (2H,q,J=7.0Hz) ,6.40-6.46 (2H,m) «

[2643]  Z#451]280

[2644]  1-[2-90—4- Q-9 LA IE) A H] IR g -4

[2645]  RAUZ 51244106 K-

[2646]  '"HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.32 (4H,t,J=6.0Hz) , 4.14-4.21
(2H,m) ,4.68-4.79 (2H,m) ,6.66 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) , 6.72(1H,dd,J=
13.5Hz,3.0Hz) ,6.94 (1H,t,J=9.0Hz) .

[2647]  ZZ {5281

142



CN 106795117 B ﬁﬁ HH :I:; 131/355 1T

[2648]
[2649]
[2650]

1-{4-[2- (CHIF ) 4EIE]-2-F AL ) WRIE -4
KNS 12441 & o
'HNMR (CDC13) Sppm:2.33 (6H,s) ,2.62 (4H,t,J=6.0Hz) ,2.71 (2H,t,J= 5.5Hz) ,

3.31(4H,t,J=6.0Hz) ,4.01 (2H,t,J=5.5Hz) ,6.65 (1H,dd,J=9.0Hz, 3.0Hz),6.71 (1H,
dd,J=13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) .

[2651]
[2652]
[2653]
[2654]

27151282

1-[2-9—4- (2,2, 2- =5 LA 3E) KL TR IE 4

RANZ 2251110 A o

'HNMR (CDC13) 8ppm:2.62 (4H,t,J=6.0Hz) ,3.33 (4H,t,J=6.0Hz) , 4.31(2H,q,]J

=8.0Hz) ,6.68 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.75(1H,dd,J =13.0Hz,3.0Hz) ,6.96
(IH,t,J=9.0Hz) .

[2655]
[2656]
[2657]
[2658]

27151283

1 (P MRk —6-3) MR g —4— il

RANZZHI27 1105 Ko

'HNMR (CDC13) Sppm:2.64 (4H,t,J=6.0Hz) ,3.84 (4H,t,J=6.0Hz) , 7.36 (1H,d,]

=3.0Hz) ,7.57 (1H,dd,J=9.5Hz,3.0Hz) ,8.00 (1H,d,J=9.5Hz) , 8.63 (1H,d,J=2.0Hz) ,
8.72(1H,d,J=2.0Hz) .

[2659]
[2660]
[2661]
[2662]

27151284

1= (1= FF IR IR —5—22) R AE -4

RANZ 251110 A o

'HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.54 (4H,t,J=6.0Hz) , 6.70 (1H,dd,]

=2.5Hz,0.5Hz) ,7.05(1H,dd,J=9.0Hz,2.5Hz) ,7.17 (1H,dd,] =2.5Hz,0.5Hz) ,7.43
(1H,d,J=9.0Hz) ,7.60 (1H,d,J=2.5Hz) .

[2663] S {51285

[2664]  1-[4- (5 H U HE) —2- 9 2R 2 ] IR g —4 -l

[2665] AN 52441 A %o

[2666]  'HNMR (CDC13) Sppm:2.63 (4H,t,J=6.0Hz) ,3.37 (4H,t,J=6.0Hz) , 6.46 (1H,t,]
=73.5Hz) ,6.88(1H,dd,J=9.0Hz,2.5Hz) ,6.92 (1H,dd,J=12.5 Hz,2.5Hz) ,6.97 (1H,t,]
=9.0Hz) .

[2667] 2715286

[2668]  1-[4- (s L) -2, 6 %R 2 | ke —4-

[2669] KA 52441 A K-

[2670]  "HNMR (CDC13) 8ppm:2.59 (4H,t,J=6.0Hz) ,3.45 (4H,t,J=6.0Hz) , 6.47 (1H,t,]
=72.5Hz) ,6.70-6.76 (2H,m) »

[2671] %4287

[2672]  1-[2-5(-4- (W LM e ) 2RI ] iR iE —4 -

[2673]  ZRAUZSHEBFI27 1T & Lo

[2674]1  'HNMR (CDC13) Sppm:2.47 (3H,s) ,2.64 (4H,t,J=6.0Hz) ,3.31 (4H,t,J= 6.00Hz) ,

6.99 (1H,d,J=8.5Hz) ,7.15 (1H,dd,J=8.5Hz,2.0Hz) ,7.32 (1H,d,] =2.0Hz) .
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[2675] 215288

[2676]  1-[4- (L FEBRIEHS) -2, 6- KL ] R BE -4

[2677]  RAUZFEFI27 1T A Ko

[2678]1  'HNMR (CDC13) 8ppm:1.33 (3H,t,J=7.5Hz) ,2.58 (4H,t,J=6.0Hz) , 2.92(2H,q,]J
=7.5Hz) ,3.45 (4H,t,J=6.0Hz) ,6.80-6.86 (2H,m) .

[2679] =2 1{51]289

[2680] 1-[2,6- 44— (2,2,2- =% L) KR IE -4

[2681] KA 2511 H ko

[2682]  'HNMR (CDC13) 8ppm:2.58 (4H,t,J=6.0Hz) ,3.41 (4H,t,J=6.0Hz) , 4.30(2H,q,]J
=8.0Hz) ,6.49-6.55 (2H,m) .

[2683]  ZZ441290

[2684]  1-{R-4- A FE-2-F -5 hH3EIR

[2685]  F4-{R-5-F-2-THEEM (5. 14g) KOKERHH (6.02g) B £ MiF (100mL) &7 H s Hint
ZHE (2.29mL) , HR SONTR A YN RN 4h . T SOSE RIS K AR 5 F 2 BR s 2R HL
R . K BEEANLZ & /KBBR8, IF 2 WA 1) 2 IR E R 2T (B )/ &
Mg 1) 2Lk B8 P iR bR AL &4 (4. 73g) »

[2686]  'HNMR (CDC13) Sppm:1.50 (3H,t,J=7.0Hz) ,4.16 (2H,q,J=7.0Hz) , 6.86 (1H,d,]
=10.0Hz) ,8.14 (1H,d,J=7.0Hz) .

[2687]  ZZ45291

[2688]  4-yR-2 5— 4 A HE 2 Fh ik

[2689]  RALZZE 5129010 A k-

[2690]1  'HNMR (CDC13) Sppm:1.46 (3H,t,J=7.0Hz) ,4.07 (2H,q,J=7.0Hz) , 6.76 (1H,dd,J
=9.5Hz,7.0Hz) ,7.25 (1H,dd, J=10.5Hz,7.0Hz) .

(26911 =2 {41292

[2692]  1-JR-4— (LR FEEH 3E) —2-F 2K

[2693] T (4—JR-3-H A EE) I (2.19g) (KN, N-— HI 3 F iz (22mL) 3859 s In & 4k 4
(55% ) (0.282¢) , ¥ R SVR AW T WM. 5h AR 5 T H A d it 2 45t (1. 12mL)
FHRs S SR A Y T-60 CHiFEShe T I NIE W H IS 7K, S8 f5 F 8 B ZE UL W - BN
AN KIS BRI ANLZ & TR IR IR AT 1, H AR 7 & IR EH Z T (2
Wi/ LR ) SRR R M R AL bR REAL A4 (1. 28g) o

[2694]1  'HNMR (CDC13) Sppm:1.25 (3H,t,J=7.0Hz) ,3.54 (2H,q,J=7.0Hz) , 4.45(2H,s) ,
7.00 (1H,dd,J=8.0Hz,1.5Hz) ,7.13 (1H,dd,J=9.5Hz,1.5Hz) , 7.50 (1H,dd,J=8.0Hz,
7.0Hz) »

[2695] =2 1{51293

[2696]  2- (4-¥R-2,5- " H KAL) -N,N- I E 2 b

[2697]  F4-JR-2,5- 5l (4.44g) MBRIRER (9.69g) 1) £ (90mL) L35k s In i Ak 49y
(4.14g) M2~ -N,N-"H I L fEER IR EE (3.98g) , Hls NI G InFA[El i bh o T S NI TR
IR IR, SR 5 2R R REBUAZ IS W FHON S AL A /K VB TR A b K BRI B HLE , & T /K iR
FRANT 1, H A TPV 7 . & RIS E AL E T (LR £ T8/ H9 ) 240 5%k B i $ e Am il AL &
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Y (2.11g) .

[2698]  'HNMR (CDC13) Sppm:2.39 (6H,s) ,2.83 (2H,t,J=5.5Hz) ,4.13 (2H,t,J= 5.5Hz) ,
6.75-6.80 (1H,m) ,7.21-7.27 (1H,m) »

[2699]  ZZ% 145294

[2700]  1-{R-4-Z 58 FE-2-3 -5 H A IR

[2701] SRS A512901M & ik o

[2702]  'HNMR (CDC13) Sppm:1.47 (3H,t,J=7.0Hz) ,3.84 (3H,s) ,4.05(2H,q,] =7.0Hz),
6.70(1H,d,J=10.0Hz) ,6.96 (1H,d,J=6.5Hz) .

[2703] 715295

[2704]  4-JR-3,5- —F A HE 2 FE Tk

[2705]  SRALIZFE 4512901 & ik o

[2706]  'HNMR (CDC13) Sppm:1.41 (3H,t,J=7.0Hz) ,3.99 (2H,q,J=7.0Hz) , 6.50-6.54
(2H,m) »

[2707] 2141296

[2708]  4—JR-3,5- " H KK 2 FEA ik

[2709] SRS A512901 & ik o

[2710]  'HNMR (CDC13) Sppm:1.35 (3H,t,J=7.5Hz) ,2.96 (2H,q,J=7.5Hz) , 6.84-6.87
(2H,m) »

(27111  ZZAH]297

[2712]  4-JR-3,5- “HIKHE2,2,2- =G L FE Mk

[2713] SRS A512901 & ik o

[2714]  'HNMR (CDC13) Sppm:4.33 (2H,q,J=8.0Hz) ,6.59-6.62 (2H,m) .

[2715]  ZZ 451|298

[2716] 45 -2-% -5 Q- L EIRL) K%

[2717] SRS AF12921T0 & ko

[2718]  'HNMR (CDC13) Sppm:3.73 (2H,brs) ,4.15-4.23 (2H,m) ,4.69-4.81 (2H,m) , 6.41
(1H,d,J=8.0Hz) ,7.02 (1H,d,J=10.5Hz) .

[2719]  Z:F45299

[2720] 4-&-2-%-5-(2,2,2-=H LAIL) %

[2721] SRS A512901M & ik o

[2722]  'HNMR (CDC1s3) 8ppm:3.78 (2H,brs) ,4.32 (2H,q,J=8.0Hz) ,6.46 (1H,d, J=
8.0Hz) ,7.04 (1H,d,J=10.5Hz) .

[2723]  ZA451300

[2724] 4-5(-5-[2- (- HEE L) 283 2-F K I

[2725] SRS A5129210 & ko

[2726]  'HNMR (CDC13) Sppm:2.36 (6H,s) ,2.76 (2H,t,J=6.0Hz) ,3.72 (2H,brs) , 4.03 (2H,
t,J=6.0Hz) ,6.39(1H,d,J=8.0Hz) ,7.01 (1H,d,J=10.5Hz) .

[2727]  ZZ#45|301

[2728]  4-%-5-[ 4-S T EI]2-FF
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[2729]  RAUZFE 12921 F K-

[2730]  'HNMR (CDC13) Sppm:3.70 (2H,brs) ,5.02 (2H,s) ,6.37 (1H,d,J=8.0Hz) , 7.04 (1H,
d,J=10.5Hz) ,7.34-7.39 (4H,m) .

[2731] 7151302

[2732] 4-&-2-%-5- Q-FHEIL LA K%

[2733] KA A12921F K-

[2734]1  'HNMR (CDC13) 8ppm:3.47 (3H,s) ,3.72 (2H,brs) ,3.76 (2H,t,J=5.0Hz) , 4.09 (2H,
t,J=5.0Hz) ,6.42 (1H,d,J=8.0Hz) ,7.01 (1H,d,J=10.0Hz) «

[2735]  ZZ%45|303

[2736] 45295~ [2- (4-FRAAIL) LA KM

[2737] KA 129216 K-

[2738]  'HNMR (CDC1s) Sppm:3.73 (2H,brs) ,4.26-4.31 (4H,m) ,6.45 (1H,d,J= 8.0Hz) ,
6.90-6.92 (2H,m) ,6.96-7.01 (2H,m) ,7.02 (1H,d,J=10.0Hz) .

[2739]  Z#15|304

[2740]  4-S-2-%-5- N A%

[2741]  FERAHHE T, B 1-9R-2-F-4-5-5-MH2E K (1.40g) WU (=R £ £ (0)
(0.318g) RN (1.75g) e~ TR K FE 02 (0.945¢) (1, 4- Akt —/K (30-6mL) T
100°CHEFESh o T I NI R IR INK , SR 5 H 1. LB R BUZ IR W FE KRB HLZE . &8
IKBRER AN -1, FF 2RI 0 . &2 AR IR B AL Z AT (D e/ LR IR AliAk 7R B i 4321 (B) -
4= —2-9 -5 (I- 58 R AR RV, T408K (FH56 % 7KW i) (140mg) Wi n s
WEMR CBE (L4nl) WHFF ST N R BIR G T 2 i\ HE5h o e o 8
SR F O BE BRI, 28 1R I8 R I 71 . & HEE I E AR IZAT (Cbt/ LR 1R 4k
5 BR Wi B bR AL A (405mg) .

[2742]  'HNMR (CDC13) Sppm:0.95 (3H,t,J=7.0Hz) ,1.55-1.63 (2H,m) ,2.56 (2H, t,J=
7.5Hz) ,3.64 (2H,brs) ,6.61 (1H,d,J=9.5Hz) ,6.98 (1H,d,J=11.0Hz) .

[2743] 7151305

[2744] 1-E-2-LMmFE-5-F—4-hEFE R

[2745]  FER AT 1R -2-F-4- -5 2R (4. 14g) WU (=) 42 (0)
(0.941g) BRIREN (5.18g) J & I FE W A S EZ G (5. 95mL) {1, 4- A 4+ FF ke —7K (80—
16mL) ¥R T-100°CHiFE3ho T I B TR R IR INK , 28 5 IR O R A B R - FH EhK Bk
EHHZ , & T KB RN T, R EE R A R EH EN (Ckt/ o8 L) ditk ik i
Y bR AL A4 (3.20g) o

[2746]  'HNMR (CDC13) Sppm:5.57 (1H,d,J=11.0Hz) ,5.85 (1H,d,J=17.0Hz) , 7.00(1H,J
=17.0Hz,11.0Hz) ,7.35 (1H,dd,J=10.0Hz) ,8.28 (1H,d,J=8.0 Hz) .

(27471  Z%145|306

[2748]  4-E-5-LFE-2-F A%

[2749]  fE& AT, T80k (56 % KIEIE) (150mg) ) L EEBF RN 1-F-2-4
I HE -5 4T AR (1.49g) I SRRV, FE SV TR OV IR &) T = i 4 H5h o e
FE I P8 R N, F G BEVEER IS, R 2B IS 2 MR E AR EMT (Dbt / TR 4 1R)
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apfp sk B i SR AR A A4 (929mg)

[2750]  'HNMR (CDC13) Sppm:1.17 (3H,t,J=7.5Hz) ,2.62 (2H,q,J=7.5Hz), 3.65 (2H,
brs) ,6.63 (1H,d,J=9.5Hz) ,6.98 (1H,d, J=10.5Hz) .

[2751]1 2451307

[2752]  2- 2-F—4-9 -5 HHILARIL) L%

[2753] RS HAE T, T1-8-2- 282 -5-F-4- W (3.69¢) MY EENE (70 mL) ¥
TR I MBI e — DY S0k MR 2% S v TR (18, 3mL) , 3% e NIR &Y T IR FE10h. T e
VT AN IN10 % SR ALK A (0.925g) K30 % it AALEUK (2.26mL) , H6 [ B iR &4 T
FEIRPEFE 140 T S B S I AV AL B K W, S8 G F GBR L B R BZ S - F R 7K
A NLE , & T0KB RN T8, FE 2 B0 55 & R I E AL Z M (D e/ 4R 1) 4fifk
BB Wi S bR AL A (1.08g) -

[2754]  '"HNMR (CDC13) Sppm:1.51 (1H,t,J=5.0Hz) ,3.05(2H,t,J=6.5Hz) , 3.93-3.96
(2H,m) ,7.36 (1H,J=10.0Hz) ,8.08 (1H,d, J=8.0Hz) .

[2755]  ZZ%45|308

[2756]  5-2 %\ HE-2,4- R I&

[2757] KA 1292106 -

[2758]  'HNMR (CDC1s) Sppm:1.41 (3H,t,J=7.0Hz) ,3.54 (2H,brs) ,4.02 (2H,q, J=
7.0Hz) ,6.41 (1H,t,J=8.5Hz) ,6.80 (1H,t,J=10.5Hz) .

[2759]1  ZZ%145|309

[2760] 4~ -2-%-5-[2- - AREIL) L] H%

[2761]  RAUZZE 3061 A k-

[2762]  'HNMR (CDC13) Sppm:3.08 (2H,t,J=7.0Hz) ,3.70 (2H,brs) ,4.10 (2H,t,] =
7.0Hz) ,6.73 (1H,d,J=9.0Hz) ,6.83 (2H,dd,J=9.5Hz,4.0Hz) ,6.96 (2H,t,] =9.5Hz) ,
7.03 (1H,d,J=10.5Hz) .

[2763]  Z#45|310

[2764]  4-E-2-%-5- Q-FHIEE L) Fh

[2765]  RAUZ 512921 F -

[2766]  "HNMR (CDC13) Sppm:2.88 (2H,t,J=7.0Hz) ,3.36 (3H,s) ,3.56 (2H,t,J= 7.0Hz) ,
3.67 (2H,brs) ,6.68 (1H,d,J=9.5Hz) ,7.00 (1H,d,J=10.5Hz) »

[2767] 245311

[2768]  1-50-5-%—2-[2- (4G K5 IE) £ FE] 4R e oE

[2769] FERSHE T, T0C, E2- Q-F-4-F-5-HFHEFIL) 28 (507me) 4-
(259mg) S = FH % (666mg) [ — & FF ¢ (10mL) ER s IN2 . oM (B2 FRER — L g FH 2K
(1.26mL) W, B R MNVIESY T SR 20h . T RNV IER P A ININSE R, R 5 T 218 2.
BAE LI W - P AR PR S AN /K I VR S BRK BRI LR , & oK B ER AN T 1, T 2 T i
Ao & MR EAE ENT (Q 5t/ L1R £.158) 24k 5% B8 Wi 2 kAR @4k 54 (260mg) -

[2770]  "HNMR (CDC13) 8ppm:3.25 (2H,t,J=6.5Hz) ,4.18 (2H,t,J=6.5Hz) , 6.82(2H,dd,]
=9.0Hz,4.5Hz) ,6.97 (2H,dd,J=9.0Hz,8.5Hz) ,7.37 (1H,J= 10.0Hz) ,8.13 (1H,d,J=

7.5Hz) -
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[2771]  Z%45|312

[2772]  5-2)&kE-2,4- oK%

[2773]  FEZAAET  B5—1R-2,4- Z ORI (2.04g) « IR FEMIRAT AN EEBS (3.44 mL) .
FALER (1.81g) VUSRI =R T 28 (0.137g) K= ("R W FHENE) 48 (0.172¢) 1Y
SR /7K (4:1) (25mL) ¥ INF 1AL Oh . T [ MV VR H IS INOK S8 J5 L G BR £ B 2 U
W HERK B A NZ , & 0K IR ER A8 T, I 2 WIS 5 & i R E A =4 (T bt/ 4R
1) AEAL TR B M R AL bR AL A4 (1.09g) o

[2774]1  'HNMR (CDC13) Sppm:3.58 (2H,brs) ,5.29 (1H,d,J=11.5Hz) ,5.67 (1H,d, J=
17.5Hz) ,6.72-6.78 (2H,m) ,6.87 (1H,dd, J=9.5Hz,7.5Hz) .

[2775]  Z%45|313

[2776]  2,4-—4-5-[ (1E) —-A-1-JF—-1-F] H %

[2777] RS HI3 121 A Ko

[2778]  '"HNMR (CDC13) 8ppm:1.87 (3H,dd,J=6.5Hz,1.0Hz) ,3.54 (2H,brs) , 6.15(1H,dq,]J
=16.0Hz,6.5Hz) ,6.42 (1H,dd,J=16.0Hz,1.0Hz) ,6.72 (1H,t,J =10.5Hz) ,6.79 (1H,dd,
J=9.5Hz,7.5Hz) »

[2779]  Z=*%15|314

[2780]  5-2.3E-2,4- A%

[2781]1  fERAGH T, T10% 8% (BA50 % KIEiE) (110mg) s no—-2 03 —2,4- 5
R (1.09g) B LB (11mL) ¥R, FFAE SR ROV IR A YT = s f #5h o FIRERE Lt
VE IR VTR, Fl O BE BRI, T 28 TP IR S ] & i IR B AL Z A (S bt/ LR 4 18)
aAp sk B v SR bR AL A (692 mg) .

[2782]  'HNMR (CDC13) Sppm:1.17 (3H,t,J=7.5Hz) ,2.55(2H,q,J=7.5Hz), 3.51 (2H,
brs) ,6.59 (1H,dd,J=9.5Hz,7.5Hz) ,6.71 (1H,dd,J=11.0Hz,10.0 Hz) .

[2783] Z#45|315

[2784] 24— -5 F

[2785]  RAUZFE 3141 A Ko

[2786]  'HNMR (CDC13) Sppm:0.93 (3H,t,J=7.5Hz) ,1.58 (2H, sext,J=7.5Hz) , 2.49 (2H,
t,J=7.5Hz) ,3.49 (2H,brs) 6.57 (1H,dd,J=10.0Hz,7.5Hz) ,6.71 (1H, dd,J=11.0Hz,
9.5Hz) .

[2787] Z%145|316

[2788]  2- (5 FE-2-S—4-F|AFI) 21

[2789]  RAUZFE 53061 A k-

[2790]  'HNMR (CDC13) Sppm:1.43 (1H,brs) ,2.88 (2H,t,J=6.5Hz) ,3.70 (2H, brs),3.84
(2H,t,J=6.5Hz) ,6.69 (1H,d,J=9.5Hz) ,7.02 (1H,d,J=10.5Hz) .

[2791] 541317

[2792]  1-HJE-1- (2-fHHE R IE) —4- A AWRIE IR D)

[2793] T 1-FHJE—4-0RWE B (29. 1mL) i PR (300mL) ¥ ¥ H 8 2 —fif 5 - 2 S Ak )
(48.8g) , H T HIWMM LI MNIR G - 2h ) , 7R L UEAS EWSCEEUTIE Y, NN & £ BE BT
e pthRE L& (63.29) -
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[2794]  'HNMR (DMS0-d6) Sppm:2.52-2.60 (2H,m) ,2.81-2.96 (2H,m) ,3.22 (3H, s),3.63-
3.72(2H,m) ,3.73-3.89 (2H,m) ,5.11 (2H,s) ,7.80-7.95 (3H,m) ,8.18 (1, d,]J=7.2Hz) .
[2795] Z#45|318

[2796]  1- (4-F-5- L AH-2-FAHHE) WRIE -4-

(27971 AR5~ L A2 5N (2.60g) H) LBE—K (27-18mL) AN 1-FEE-1-
A -4 AR BE AL (3 . 90g) B R NIREYI T 100°CHiFE 1 4h. T e NI F us K,
RIGH TR CBEABOZIE T - HEK B A NLZ , & oK B ER A8 T-)5 , IF 2 MR HIE 5 . &
HERCE R AT (Q e/ LR 4.1 2i40 AR B Vi $e EAr A 54 (2. 42¢)

[2798]  '"HNMR (CDC13) 8ppm:1.45 (3H,t,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.39 (4H,t,]
=6.0Hz) ,4.06 (2H,q,J=7.0Hz) ,6.56 (1H,d,J=8.0Hz) ,7.11 (1H, d,J=11.5Hz) »

[2799] #4319

[2800]  1-[4-5—2-%-5- Q- LA L) F I ] IR nE -4

[2801]  RAUZFHE 3181 A ko

[2802]  "HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.39 (4H,t,J=6.0Hz) , 4.25(2H,dt,]
=28.0Hz,4.0Hz) ,4.77 (2H,dt,J=47.5Hz,4.0Hz) ,6.64 (1H,d,] =8.0Hz) ,7.12(1H,d,]J
=11.5Hz) »

[2803]  Z%15]320

[2804]  1-[4-5{-2-9R—-5— (-2 5 2E) R I ] MR WE —4— il

[2805]  RAZZE 3181 A ko

[2806]  '"HNMR (CDC13) 8ppm:1.35 (6H,d,J=6.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.38 (4H,t,]
=6.0Hz) ,4.43 (1H, sep,J=6.0Hz) ,6.59 (1H,d,J=8.0Hz) ,7.10 (1H,d,J=11.5Hz) .
[2807]  Z%15|321

[2808]  1-[4-50-2-%-5- (2,2,2- =5 LA HE) HEIHL R IE -4

[2809]  SRAUZFHAFI3181M & ko

[2810]  'HNMR (CDC13) 8ppm:2.63 (4H,t,J=6.0Hz) ,3.39 (4H,t,J=6.0Hz) , 4.37 (2H,q,]J
=8.0Hz) ,6.66 (1H,d,J=7.5Hz) ,7.14 (1H,d,J=11.5Hz) .

[2811] &% 5]322

[2812]  1-{4-5-5-[ (4-F L) EIE] -2-F IR I} DR IE -4

[2813] KA 3181 A ko

[2814]  'HNMR (CDC13) Sppm:2.60 (4H,t,J=6.0Hz) ,3.35(4H,t,J=6.0Hz) , 5.06 (2H,s) ,
6.55(1H,d,J=7.5Hz) ,7.13 (1H,d,J=11.5Hz) ,7.36-7.40 (4H, m).

[2815]  Z:515323

[2816]  1-[4-5—2-%-5- Q- AR LA L) FE]IRIE-4-FH

[2817] KA 3181 A ko

[2818]  '"HNMR (CDC13) Sppm:2.62 (4H,t,J=6.0Hz) ,3.39 (4H,t,J=6.0Hz) , 3.47(3H,s),
3.76-3.78 (2H,m) ,4.14-4.16 (2H,m) ,6.66 (1H,d,J="7.5Hz) ,7.10 (I1H,d,J=11.5Hz) .
[2819]1 &% A{5|324

[2820]  1-{4-5-2-%-5-[2- U-FAHREIL) LA F] A HE) RIE -4

[2821] SRS AFI3181M & ko
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[2822]

'HNMR (CDC13) 8ppm:2.62 (4H,t,J=6.0Hz) ,3.37 (4H,t,J=6.0Hz) , 4.30-4.35

(4H,m) ,6.66 (1H,d,J=7.5Hz) ,6.88-6.92 (2H,m) ,6.97-7.01 (2H,m) , 7.12(1H,d,J=

11.5Hz) .
[2823]
[2824]
[2825]
[2826]

2245|325
1- (4~ -2-9 -5~ TN A LA L) MR e 4

RIS BIB181M 5 o
'HNMR (CDC13) Sppm:1.07 (3H,t,J=7.5Hz) ,1.81-1.88 (2H,m) ,2.62 (4H, t,]J=

6.0Hz) ,3.39 (4H,t,J=6.0Hz) ,3.94 (2H,t,J=6.5Hz) ,6.55 (1H,d,J="7.5 Hz) ,7.10 (1H,

d,J=11.
[2827]
[2828]
[2829]
[2830]

5Hz) »

22151326

1- (5,6 J:MEnE—2—-2) Wk iE—4-H

FANZZE HI3181 A o

'HNMR (CDC13) Sppm:2.17 (3H,s) ,2.38 (3H,s) ,2.48 (4H,t,J=6.0Hz) , 3.87 (4H,t,

J=6.0Hz) ,6.52 (1H,d,J=8.5Hz) ,7.26 (1H,d,J=8.5Hz) .

[2831]
[2832]
[2833]
[2834]

S 327

1- (4529 -5 A L 2R IK) R i —4 il

FAUNS B3 181 Ko

'HNMR (CDC13) 8ppm:0.97 (3H,t,J=7.5Hz) ,1.57-1.65 2H,m) , 2.61-2.64 (2H,m) ,

2.62(4H,t,J=6.0Hz) ,3.38 (4H,t,J=6.0Hz) ,6.79 (1H,d,J= 9.0Hz) ,7.08 (1H,d,J=

12.0Hz) »
[2835]
[2836]
[2837]
[2838]

% 151328

1-[4-5-2-9 -5 (N—2-3%) R FE IR IE -4

FANZZE HI318T A o

'HNMR (CDC13) Sppm:1.22 (6H,d,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.33 (1H,sep,

J=7.0Hz) ,3.39 (4H,t,J=6.0Hz) ,6.86 (1H,d,J=9.5Hz) ,7.07 (1H,d,J=12.0Hz) .

[2839]
[2840]
[2841]
[2842]

11329

1- (2,4~ % -5 FF HE 2R ) DR g — 4Pl

FALZZE HI318T A o

'HNMR (CDC13) 8ppm:2.22 (3H,s) ,2.62 (4H,t,J=6.0Hz) ,3.33 (4H,t,J= 6.0Hz) ,

6.77-6.81 (2H,m) .

[2843]
[2844]
[2845]
[2846]
=7.5Hz)
[2847]
[2848]
[2849]
[2850]

ZZ# 11330

1- (4-5-5- L -2 A 3E) WR g -4

FAASE 13181 A F

'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.5Hz) ,2.62 (4H,t,J=6.0Hz) , 2.68 (2H,q,]J
,3.38(4H,t,J=6.0Hz) ,6.82 (1H,d,J=9.0Hz) ,7.08 (1H, d,J=11.5Hz) .
2151331

1- (450295 H AU I R ) R Mg — 4l

FAASE 13181 A F

'HNMR (CDC13) Sppm:2.63 (4H,t,J=6.0Hz) ,3.41 (4H,t,J=6.0Hz) , 3.88(3H,s),
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6.55 (1H,d,J=8.0Hz) ,7.12 (1H,d,J=11.5Hz) .

[2851] &332

[2852]  1-(2,2,6- =491, 3— 2K 58 2830 M —5-3) Wk BE -4l

[2853]  RAUZFHE 3181 A ko

[2854]  'HNMR (CDC13) Sppm:2.63 (4H,t,J=6.0Hz) ,3.32 (4H,t,J=6.0Hz) , 6.80(1H,d,]J
=7.0Hz) ,6.90 (1H,d,J=10.5Hz) .

[2855]  Z:515333

[2856] 1- (5-Z A E-2,4- K EE) WRIE—4—F

[2857]  SRAUZFHEAFI3181M & ko

[2858]  'HNMR (CDC1s) Sppm:1.42 (3H,t,J=7.0Hz) ,2.62 (4H,t,J=6.0Hz) , 3.34 (4H,t,]J
=6.0Hz) ,4.08 (2H,q,J=7.0Hz) ,6.63 (1H,t,J=8.0Hz) ,6.88 (1H, t,J=11.0Hz) .

[2859] %5334

[2860]  1-(2,4- — % —5-FF A L IF L) MR i —4— P

[2861]  RAUZZE 3181 A ko

[2862]  'HNMR (CDC1s) Sppm:2.63 (4H,t,J=6.0Hz) ,3.35 (4H,t,J=6.0Hz) , 3.87 (3H,s),
6.63 (1H,t,J=8.0Hz) ,6.89 (1H,t,J=11.5Hz) .

[2863] 25151335

[2864]  1-{4-F-2-%-5-[2- (4-FAEEE) L FE ] H R WRNE -4

[2865]  RAZ 3181 A ko

[2866]  'HNMR (CDC1s) Sppm:2.61 (4H,t,J=6.0Hz) ,3.14 (2H,t,J=6.5Hz) , 3.38 (4H,t,]J
=6.0Hz) ,4.12(2H,t,J=6.5Hz) ,6.79-6.84 (1H,m) ,6.91-6.98 (4H, m) ,7.11 (1H,d,J=
11.5Hz) .

[2867]  Z515336

[2868]  1- (5-Z. 32,4 Fi K HL) WRIE -4

[2869]  RAUZ 3181 A ko

[2870]  'HNMR (CDC1s) Sppm:1.21 (3H,t,J=7.5Hz) ,2.62 (2H,q,J=7.5Hz) , 2.62 (4H,t,]J
=6.0Hz) ,3.34(4H,t,J=6.0Hz) ,6.79 (1H,dd,J=11.5Hz,9.5Hz) , 6.81(1H,dd,J=
9.5Hz,8.0Hz) »

[2871] 5451337

[2872]  1-(2,4- —F—5—TH LK IL) R IE—4-

[2873]  RAUZFE 3181 A ko

[2874]  'HNMR (CDC1s3) 8ppm:0.94 (3H,t,J=7.5Hz) ,1.60 (2H,sext,J=7.5Hz) , 2.55 (2H,
t,J=7.5Hz) ,2.62 (4H,t,J=6.0Hz) ,3.33 (4H,t,J=6.0Hz) ,6.76-6.82 (2H,m) .

[2875]  Z515338

[2876]  1-[4-5—2-%—5- (2-F &I L F) FREE IR IE -4

[2877]  RAUZFE 3181 A ko

[2878]  'HNMR (CDC1s) Sppm:2.62 (4H,t,J=6.0Hz) ,2.94 (2H,t,J=7.0Hz) , 3.36 (3H,s),
3.39(4H,t,J=6.0Hz) ,3.58 (2H,t,J=7.0Hz) ,6.88 (1H,d,J=9.0 Hz) ,7.09 (1H,d,J=
12.0Hz) »
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[2879]  Z#15339

[2880]  1- (2-1R-4-5—6-F KAL) R IE -4

[2881] RS 3181 A ko

[2882]  'HNMR (CDC13) Sppm:2.61 (4H,brs) ,3.34-3.51 (4H,m) ,7.07 (1H,dd,J= 11.2Hz,
2.4Hz) ,7.43 (1H,t,2.0Hz) .

[2883] &340

[2884] 6-(3,5— & MtrE—2-3%) - 1- 44—6-B M2 [2.5] E 4%

[2885] 41— (3,5- & MLIE-2-2&) WRIE-4-M (3.0g) « = HF AL TN (2.69g) Ml T 4
1B (1.37g) BI1, 2- —H Ak 40 (60mL) ¥R P12 The T OIS H IS K, S8 5 1R
LA RUZIE W K S KA HLZ , & TR TR BN T4 , SR 5 Z8 1B 5 7 - & H RE AR
EMENT (Q5/ O LR 24k 5R B8 e Az Bk &4 (1.01g) -

[2886]  '"HNMR (CDC13) Sppm:1.62-1.69 (2H,m) ,1.96-2.04 (2H,m) ,2.73 (2H,s) , 3.38-3.46
(2H,m) ,3.50-3.58 2H,m) ,7.60 (1H,d,J=2.2Hz) ,8.12(1H,d,J=2.2 Hz) »

[2887]  Z%15|341

[2888]  6-(2,4- —& A -1-A4-6-F M2 [2.5] Fhi

[2889] - — H ELflAL VA (550mg) (1) — FH L EAK, (6. 8mL) ¥ H s N Ak 4 (55 % Jh )
(109mg) , H¥ [ MR AT IR FE30min. T NI AR E N1 - (2, 4- & 2K 3E) URnE -
4-F (555mg) Yy — FH B WP AR (3mL) VA7, K S SR -G T B FE2 . Sho FEVKA T, T M
WIS, SR G 1R B ZEHUZ I W T F /K S /K BEB A HLZ » & e /KR BR B8 T
i, IF 2R RV T 2 R AL EAT (O bt/ LR L T8) b 5% B8 W i e A Am ik &4 (442
mg)0

[2890]1  'HNMR (CDC13) Sppm:1.60-1.64 (2H,m) ,2.06-2.11 (2H,m) ,2.73 (2H,s) , 3.08-3.13
(2H,m) ,3.15-3.20 (2H,m) ,7.00 (1H,d,J=8.5Hz) ,7.19 (1H,dd,J=8.5 Hz,2.5Hz) ,7.38
(1H,d,J=2.5Hz) .

[2891]  ZH45342

[2892]  6- (2,5 —& A -1-A4-6-F M2 [2.5] Fhi

[2893]  SKAUZFHEAFI3411M & ko

[2894]  'HNMR (CDC13) Sppm:1.61-1.67 (2H,m) ,2.04-2.10 (2H,m) ,2.73 (2H,s) , 3.10-3.16
(2H,m) ,3.18-3.22 (2H,m) ,6.95 (1H,dd,J=8.5Hz,2.5Hz) ,7.03 (1H,d, J=2.5Hz) ,7.28
(1H,d,J=8.5Hz) .

[2895] 715343

[2896] 6~ (2,5~ &~ 4-F R ~1- S -6-R AR [2.5] Fhe

[2897] KA 34T A Ko

[2898]  '"HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,2.05-2.11 (2H,m) ,2.73 (2H,s) , 3.06-3.16
(4H,m) ,7.09 (1H,d,J=7.0Hz) ,7.21 (1H,d,J=8.5Hz) .

[2899]  Z:%15|344

[2900]  6- -5 4-F 4K -1-H-6-R IR [2.5] ke

[2901]  SRAUZFEAFI3411M0 & ko

[2902]  "HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,2.06-2.11 (2H,m) ,2.73 (2H,s) , 3.05-3.16
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(4H,m) ,6.94 (1H,ddd, J=8.5Hz,8.0Hz,3.0Hz) ,7.04 (1H,dd,J=8.5 Hz,5.5Hz) ,7.14 (1H,
dd,J=8.0Hz,3.0Hz) .

[2903] 2515345

[2904] 6 fJE-1-4AR-6-RRIR[2.5] ¢ ki

[2905]  SRAUZFHAFI3410M0 & ko

[2906]  'HNMR (CDC13) 8ppm:1.61-1.66 (2H,m) ,1.95-2.00 (2H,m) ,2.72 (2H,s) , 3.32-3.37
(2H,m) ,3.40-3.44 (2H,m) ,6.86 (1H,t,J=7.0Hz) ,6.97 (2H,d,J=8.0 Hz) ,7.27 (2H,dd, ]
=8.0Hz,7.0Hz) .

[2907]  Z%15346

[2908]  N,N- " Hi3E-4- (14 446 B A2 [2. 5] % -6-3) ZE

[2909]  SRAUZFEAFI3411M0 & ko

[2910]  'HNMR (CDC13) 8ppm:1.64-1.68 (2H,m) ,1.95-2.00 (2H,m) ,2.70 (2H,s) , 2.87 (6H,
s),3.16-3.24 (4H,m) ,6.74 (2H,d,J=9.5Hz) ,6.95 (2H,d,J=9.5Hz) .

[2911] =5 45347

[2912] 6~ 3-FKIL) 15 4+-6- 28 [2.5]

[2913]  SRAZFEAFI3411M0 & ko

[2914]  'HNMR (CDC13) 8ppm:1.58-1.62 (2H,m) ,1.94-1.99 (2H,m) ,2.72 (2H,s) , 3.32-3.37
(2H,m) ,3.42-3.47 (2H,m) ,6.79-6.83 (2H,m) ,6.91 (1H,t,J=2.0Hz) , 7.16 (1H,t,J=
8.5Hz) »

[2915]  Z515348

[2916] 6~ (e -3-4%) ~1-% A -6- B A8 [2. 5] ¥4

[2917]  SRAUSFEAFI3411M0E ko

[2918]  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,1.98-2.04 (2H,m) ,2.74 (2H,s), 3.35-3.40
(2H,m) ,3.45-3.50 (2H,m) ,7.17 (1H,dd,J=8.5Hz,4.5Hz) ,7.23 (1H, ddd,J=8.5Hz,
3.0Hz,1.5Hz) ,8.10 (1H,dd,J=4.5Hz,1.5Hz) ,8.35 (1H,d,J= 3.0Hz) .

[2919]1 &3 {5349

[2920]  6- (MEMy—3-3%) -1 -4 A4 —6-F 4B [2. 5] ¥k

[2921]  SRUZFEAFI3411M0 & ko

[2922]  'HNMR (CDC13) 8ppm:1.62-1.67 (2H,m) ,1.95-2.00 (2H,m) ,2.72 (2H,s) , 3.23-3.33
(4H,m) ,6.22-6.24 (1H,m) ,6.88-6.90 (1H,m) ,7.23-7.26 (1H,m) .

[2923] & {5350

[2924] 6~ (4G -2-FKIL) ~ 15246 IE[2.5] F e

[2925]  RAUZ G341 A Ko

[2926]  'HNMR (CDC13) 8ppm:1.61-1.65 (2H,m) ,2.03-2.09 (2H,m) ,2.73 (2H,s) , 3.14-3.18
(2H,m) ,3.21-3.25 (2H,m) ,6.89-6.23 (1H,m) ,7.03-7.07 (2H,m) .

[2927]  Z2%45351

[2928] 6~ (2,4~ &5~ FAIE) - 1A -6~ IR [2.5] F He

[2929]  SRAUZFHAFI3410M0 & ko

[2930]  "HNMR (CDC13) 8ppm:1.59-1.64 (2H,m) ,2.07-2.12 (2H,m) ,2.74 (2H,s) , 3.08-3.13

153



CN 106795117 B ﬁﬁ HH :I:; 142/355 7T

(2H,m) ,3.17-3.21 (2H,m) ,6.86 (1H,d,J=10.5Hz) ,7.40 (1H,d,J=7.5 Hz) .

[2931]
[2932]
[2933]
[2934]

2715352

6-(2,3- U RHL) - 1-HA-6- AR [2. 5] e

FAASH 34110 A B

'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.08-2.13 (2H,m) ,2.74 (2H,s) , 3.11-3.16

(2H,m) ,3.18-3.22 (2H,m) ,6.99 (1H,dd,J=7.0Hz,2.5Hz) ,7.13-7.17 (2H,m) .

[2935]
[2936]
[2937]
[2938]

2% 15353

6- (4-5-2,6- " H AL -1-FAI-6-RLUA[2.5] Fhi

FAASE 34110 A B

'HNMR (CDC13) Sppm: 1.60-1.65 (2H,m) ,1.92-1.97 (2H,m) ,2.71 (2H,s) , 3.19-3.23

(2H,m) ,3.34-3.39 (2H,m) ,6.85-6.91 (2H,m) -

[2939]
[2940]
[2941]
[2942]

2715354

6-[4-F-2- (=5 3 R ] -1-H A4 6-R AR [2.5] 4%

FANZZE B340 A Ko

'"HNMR (CDC13) 8ppm:1.53-1.57 (2H,m) ,2.05-2.10 (2H,m) ,2.72 (2H,s) , 2.96-3.01

(2H,m) ,3.05-3.09 (2H,m) ,7.33 (1H,d,J=8.5Hz) ,7.48 (1H,dd,J=8.5 Hz,2.5Hz) ,7.61
(1H,d,J=2.5Hz) .

[2943]
[2944]
[2945]
[2946]

2715355

6- (3,4- U RHL) -1 A-6-FRMB [2. 5] F e

FANZZEHI341T0 A Ko

'HNMR (CDC13) 8ppm:1.57-1.61 (2H,m) ,1.95-2.00 (2H,m) ,2.73 (2H,s) , 3.30-3.35

(2H,m) ,3.40-3.45 (2H,m) ,6.78 (1H,dd,J=9.0Hz,3.0Hz) ,7.00 (1H,d, J=3.0Hz),7.27
(I1H,d,J=9.0Hz) .

[2947]
[2948]
[2949]
[2950]

15356

6— (A-F—2-F B RIE) -1 -5 e -6-Z ARB [2. 5] F 4t

FANZZE B340 A o

'HNMR (CDC13) 8ppm:1.62-1.68 (2H,m) ,1.96-2.01 (2H,m) ,2.30 (3H,s) , 2.72(2H,

s),2.94-2.99 (2H,m) ,3.01-3.06 (2H,m) ,6.97 (1H,d,J=8.0Hz) ,7.12 (1H,dd,J=8.0Hz,
2.5Hz) ,7.16 (1H,d,J=2.5Hz) .

[2951] 545357

[2952]  6-[2- (=4 4A3E) ] -1 A -6-R B [2.5] ¥k

[2953]  SRAUZFEAFI3410M0 & ko

[2954]  "HNMR (CDC13) Sppm:1.60-1.64 (2H,m) ,2.02-2.07 (2H,m) ,2.72 (2H,s) , 3.14-3.24
(4H,m) ,6.99 (1H,ddd, J=8.0Hz,7.5Hz,1.5Hz) ,7.06 (1H,dd,J=8.0 Hz,1.5Hz) ,7.19-
7.26 (2H,m) .

[2955]  Z:515358

[2956]  6- (2-5-6-F A — 1A J-6-F AR [2.5] Fht

[2957]  SRAUZFEAFI3410M0 & ko

[2958]  'HNMR (CDC13) Sppm:1.67 (2H,brs) ,1.94 (2H,brs) ,2.71 (2H,s), 3.19-3.26 (2H,
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m) ,3.36-3.41 (2H,m) ,6.92-6.99 (2H,m) ,7.14-7.19 (1H,m)

[2959]  Z:515359

[2960]  6- (4-5-2,5- A HE) 1A A-6-FRIE [2. 5] ¥ ki

[2961]  SRAUZFEAFI3411M0 G ko

[2962]  'HNMR (CDC13) Sppm:1.60-1.64 (2H,m) ,2.03-2.09 (2H,m) ,2.74 (2H,s) , 3.14-3.19
(2H,m) ,3.23-3.27 (2H,m) ,6.76 (1H,dd,J=11.0Hz,8.0Hz) ,7.08 (1H, dd,J=11.5Hz,
7.0Hz) .

[2963]  ZZ5451360

[2964] 6~ (2-IR-4-FUKRH) - 1- S 44-6-AAIE[2.5] 3 ht

[2965]  SRAUZFHAFI3411M0 & ko

[2966]  "HNMR (CDC13) 8ppm:1.60-1.64 (2H,m) ,2.07-2.12 (2H,m) ,2.73 (2H,s) , 3.07-3.12
(2H,m) ,3.14-3.18 (2H,m) ,7.00 (1H,d,J=8.5Hz) ,7.24 (1H,dd,J=8.5 Hz,2.5Hz) ,7.57
(1H,d,J=2.5Hz) .

[2967]  Z2%45361

[2968]  6-(2,4,6- =G AHE) ~1-HL+6-R M8 [2.5] ¥ ki

[2969]  SRAUZFEAFI3411M0 & ko

[2970]  "HNMR (CDC13) 8ppm:1.63-1.68 (2H,m) ,1.92-1.97 (2H,m) ,2.71 (2H,s) , 3.16-3.20
(2H,m) ,3.41-3.46 (2H,m) ,7.27-7.30 (2H,m) .

[2971]  Z%51451362

[2972]  6-(2,6- @R HL) 1A 46— 18 (2. 5] ¥ )

[2973] R34 A Ko

[2974]  "HNMR (CDC13) 8ppm:1.66-1.71 (2H,m) ,1.92-1.97 (2H,m) ,2.71 (2H,s) , 3.20-3.25
(2H,m) ,3.43-3.48 (2H,m) ,6.97 (1H,t,J=8.0Hz) ,7.25-7.29 (2H,m) .

[2975] 515363

[2976]  6- (4-F—-3-H | FARHL) - 1A 8 -6-E AR [2.5] Fhe

(29771 RAUZFE 34T A Ko

[2978]  '"HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,1.97-2.02 (2H,m) ,2.73 (2H,s) , 3.29-3.34
(2H,m) ,3.38-3.43 (2H,m) ,3.89 (3H,s) ,6.50 (1H,dd,J=9.0Hz,3.0 Hz) ,6.54 (1H,d,J=
3.0Hz) ,7.21 (1H,d,J=9.0Hz) .

[2979]  Z%1{5|364

[2980]  6- (3-ZFAFEIRIL) -1 —6-E AR [2. 5] ¢ )t

[2981]  SRAZFEAFI3411M & ko

[2982]  'HNMR (CDC13) Sppm:1.41 (3H,t,J=7.0Hz) ,1.59-1.64 (2H,m) , 1.93-1.99 (2H,m) ,
2.71(21,s),3.32-3.37 (2H,m) ,3.40-3.45 (2H,m) ,4.02 (2H,q, J=7.0Hz) ,6.41 (1H,dd,]J
=8.0Hz,2.5Hz) ,6.51 (1H,t,J=2.5Hz) ,6.57 (1H,dd, J=8.0Hz,2.5Hz) ,7.16 (1H,t,J=
8.0Hz) .

[2983] %5365

[2984]  6- (4-ZFAFEIRIL) - 1A —6-E AR [2. 5] ¢ )t

[2985]  SRAUZFHAFI3410M & ko
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[2986]  '"HNMR (CDC13) 8ppm:1.39 (3H,t,J=7.0Hz) ,1.64-1.68 (2H,m) , 1.96-2.02 (2H,m) ,
2.72(2H,s) ,3.17-3.29 (4H,m) ,3.99 (2H,q,J=7.0Hz) ,6.84 (2H,d,J=9.0Hz) ,6.94 (2H,
d,J=9.0Hz) .

[2987] 27515366

[2988]  6-[3- (N-2-3) RFL] -1 6-F AR [2. 5] F )t

[2989] KA 34T A Ko

[2990]  "HNMR (CDC13) 8ppm:1.25 (6H,d,J=7.0Hz) ,1.63-1.68 (2H,m) , 1.95-2.01 (2H,m) ,
2.72 (2H,s) ,2.86 (1H,sep,J=7.0Hz) ,3.30-3.34 (2H,m) , 3.35-3.43 (2H,m) ,6.76 (1H,dd,
J=7.5Hz,1.0Hz) ,6.79 (1H,dd,J=7.5Hz,2.5 Hz) ,6.85(1H,dd,J=2.5Hz,1.0Hz) ,7.20
(1H,t,J=7.5Hz) «

[2991]  Z541367

[2992]  6-[4- (N-2-3) ZRFL] -1 - 6-F AR [2. 5] F )t

[2993] KA HI341TI A Ko

[2994]  "HNMR (CDC13) 8ppm:1.23 (6H,d,J=7.0Hz) ,1.62-1.67 (2H,m) , 1.94-2.00 (2H,m) ,
2.71(2H,s) ,2.84 (1H,sep,J=7.0Hz) ,3.26-3.38 (4H,m) ,6.92 (2H,d,J=8.5Hz) ,7.13
(2H,d,J=8.5Hz) «

[2995]  Z515368

[2996]  6-(3,5- S MtIE-4-4L) -1-5H 4+ 6-R 4R [2.5] F 4

[2997] KA HI341TI A Ko

[2998]  '"HNMR (CDC13) 8ppm:1.61-1.66 (2H,m) ,2.00-2.06 (2H,m) ,2.74 (2H,s) , 3.35-3.40
(2H,m) ,3.54-3.59 (2H,m) ,8.35 (2H,s) »

[2999]1 27151369

[3000]  4- (1-%Z—6-BARME[2.5] F—-6-3L) F i

[3001] RS 341 A ko

[3002]  'HNMR (CDC13) Sppm:1.54-1.59 (2H,m) ,1.95-2.01 (2H,m) ,2.74 (2H,s) , 3.46-3.51
(2H,m) ,3.63-3.68 (2H,m) ,6.89 (2H,d,J=9.0Hz) ,7.50 (2H,d,J=9.0 Hz) .

[3003]  ZH 15370

[3004]  3- (I-%Z+—6-RRIR[2.5] F—-6-55) ¥

[3005]  SRAUZZE 341 T A ko

[3006]  'HNMR (CDC13) Sppm:1.58-1.63 (2H,m) ,1.97-2.02 (2H,m) ,2.74 (2H,s) , 3.35-3.40
(2H,m) ,3.48-3.52 (2H,m) ,7.09 (1H,dd,J=7.5Hz,1.0Hz) ,7.14-7.16 (2H,m),7.32 (1H,
dd,J=9.0Hz,7.5Hz) .

[3007]  ZZE45|371

[3008]  6- (4-ZREAFEIREL) —1-AF-6-F AR [2.5] Fht

[3009]  SRAUZFHEAFI3411M & ko

[3010]  'HNMR (CDC13) Sppm:1.64-1.68 (2H,m) ,1.98-2.03 (2H,m) ,2.73 (2H,s), 3.26-3.31
(2H,m) ,3.34-3.38 (2H,m) ,6.94-6.97 (6H,m) ,7.04 (1H,t,J=7.5Hz) , 7.28-7.31(2H,m) .
[3011]  ZH4372

[3012]  6- (BEZE-2-3%) 1S 44 -6-E B [2. 5] ¢4
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[3013]  SRAUZFEAFI3411M & ko

[3014]  'HNMR (CDC13) Sppm:1.39-1.44 (2H,m) ,1.67-1.73 (2H,m) ,2.61 (2H,s) , 2.90-3.02
(4H,m) ,7.08 (2H,t,J=7.5Hz) ,7.25-7.31 (3H,m) ,7.40 (2H,t,J=7.5 Hz) ,7.64-7.66 (2H,
m) o

[3015] 54373

[3016]  6-[2-5(-5- (o H ) R ] -1 -6-F M5 [2. 5] 4

[3017] RS HI341 T A ko

[3018]  "HNMR (CDC13) 8ppm:1.62-1.67 (2H,m) ,2.07-2.12 (2H,m) ,2.74 (2H,s) , 3.12-3.17
(2H,m) ,3.21-3.25(2H,m) ,6.85 (1H,ddd,J=8.5Hz,2.5Hz,1.0Hz) , 6.90 (1H,d,J=
2.5Hz) ,7.37(1H,d,J=8.5Hz) .

[3019]  Z545|374

[3020]  6-[2- (N-2-3&) ZRFL] -1 - 6-F AR [2. 5] ¥ )t

[3021]  SRAUZFHAFI3411M & ko

[3022]  'HNMR (CDC13) Sppm:1.23 (6H,d,J=7.0Hz) ,1.68 (2H,brs) ,1.98 (2H, brs) ,2.72
(2H,s) ,2.93-2.98 (2H,m) ,3.04-3.09 (2H,m) ,3.52 (1H,sep J=7.0Hz), 7.08-7.18 (3H,
m ,7.24-7.28 (1H,m) .

[3023]  ZH4375

[3024]  6- (- -5 fiHFEIRIL) 1A - 6-F AR [2. 5] F )t

[3025]  SRAUZFHE 3411 A ko

[3026]  '"HNMR (CDC13) 8ppm:1.66-1.70 (2H,m) ,2.09-2.14 (2H,m) ,2.76 (2H,s) , 3.18-3.31
(4H,m) ,7.52 (1H,d,J=8.5Hz) ,7.84 (1H,dd,J=8.5Hz,2.5Hz) ,7.92 (1H,d,J=2.5Hz) .
[3027] %1376

[3028]  6- (2-Z. 3 FKHL) —1-H 42-6-F AR [2.5] ¥kt

[3029] = FA FERIALE AR, (1. 48g) A H JEPAK (10mL) VA3 FR A IR T WE4h (0. 65g) , FF
PR BB A YT iR 30min. T NI IS N1 - (2- £ 2R 5L WRIE 4B (1.24g) 1)
TR (4mL) VR K SR A YT SIS  bho T R BLATR R I INK, 2R 5 H LR
CERZERUZIE W - FHEKBEBRAVLE , & T /KBR RN T, IF 28 1R BV 7 . & R R 1 2
M (Cke/ LR ) 2liAb sk R it 200 RN AR ik 547 (880mg)

[3030]  'HNMR (CDC13) Sppm:1.26 (3H,t,J=7.5Hz) ,1.65-1.69 (2H,m) , 1.96-1.99 (2H,m) ,
2.72(2H,s) ,2.73 (2H,q,J=7.5Hz) ,2.96-3.00 (2H,m) , 3.05-3.10 (2H,m) ,7.02-7.19 (3H,
m ,7.21-7.28 (1H,m) .

[3031]  ZH4377

[3032]  6-[3- (&) K] -1-H A2 6-F AR [2. 5] ¥ )it

[3033]  SRAUZFHAFI3411M & ko

[3034]  'HNMR (CDC13) Sppm:1.60-1.65 (2H,m) ,1.97-2.02 (2H,m) ,2.74 (2H,s) , 3.36-3.41
(2H,m) ,3.47-3.52 (2H,m) ,7.08 (11,d,J=8.0Hz) ,7.10 (1H,dd,J=8.0 Hz,2.5Hz) ,7.15
(1H,d,J=2.5Hz) ,7.35(1H,t,]J=8.0Hz) .

[3035]  ZH378

[3036]  6- (4-F—3-FEERIL) - 1-H A -6-R& A% [2. 5] F )i

157



CN 106795117 B ﬁﬁ HH :I:; 146/355 T

[3037]  RAUZFHE 341 A ko

[3038]  'HNMR (CDC13) Sppm:1.59-1.64 (2H,m) ,1.94-2.00 (2H,m) ,2.33 (3H,s) , 2.72(2H,
s),3.27-3.32(2H,m) ,3.36-3.40 (2H,m) ,6.73 (1H,dd,J=9.0Hz,3.0 Hz) ,6.82(1H,d,J=
3.0Hz) ,7.19(1H,d,J=9.0Hz) .

[3039]  Z54379

[3040]  4- (1-%A 4 -6-& AR [2.5] 3E-6-3L) K H IR L. g

[3041] KA 34T A Ko

[3042]  'HNMR (CDC13) Sppm:1.37 (3H,t,J=7.0Hz) ,1.56-1.60 (2H,m) , 1.95-2.00 (2H,m) ,
2.74(2H,s) ,3.46-3.51 (2H,m) ,3.62-3.66 (2H,m) ,4.33 (2H,q, J=7.0Hz) ,6.90 (2H,d,J=
9.0Hz) ,6.93 (2H,d,J=9.0Hz) .

[3043]  Z515380

[3044]  2-F-5- (14 AR-6-F IR [2.5] F-6-3%) KHIR LA

[3045]  SRAUZ 3411 A ko

[3046]  'HNMR (CDC13) Sppm:1.41 (3H,t,J=7.0Hz) ,1.59-1.63 (2H,m) , 1.96-2.01 (2H,m) ,
2.73 (2H,s) ,3.32-3.37 (2H,m) ,3.43-3.47 (2H,m) ,4.40 (2H,q, J=7.0Hz) ,6.98 (1H,dd,J
=9.0Hz,3.0Hz) ,7.29 (1H,d,J=9.0Hz) ,7.34 (1H,d, J=3.0Hz) .

[3047]  Z%15|381

[3048]  6- (2-G—4-FEERIL) - 1-H A -6-RARME[2.5] F )i

[3049]  RAUZ 341 A ko

[3050]  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.05-2.10 (2H,m) ,2.28 (3H,s) , 2.72(2H,
s),3.07-3.17 (4H,m) ,6.98 (11,d, J=8.5Hz) ,7.02 (1H,dd, J=8.5Hz, 1.5Hz),7.20 (1H,d,
J=1.5Hz) .

[3051]  ZH#15382

[3052]  6- (4-FHRLIRIEL) —1-SH J4—6-F SR [2.5] ¥ ke

[3053]  RAUZFE 3411 A ko

[3054]1  'HNMR (CDC13) Sppm:1.62-1.67 (2H,m) ,1.95-2.00 (2H,m) ,2.28 (3H,s) , 2.72 (2H,
s),3.26-3.31(2H,m) ,3.33-3.37 (2H,m) ,6.89 (2H,d,J=8.5Hz) ,7.08 (2H,d,J=8.5Hz) .
[3055] 2715383

[3056]  6- (4-F—2-fiHFERIL) 1A 6-F AR (2. 5] F )t

[3057]  RAUZ 3411 A ko

[3058]  '"HNMR (CDC13) 8ppm:1.53-1.57 (2H,m) ,2.10-2.15 (2H,m) ,2.74 (2H,s) , 3.17-3.23
(4H,m) ,7.14 (1H,d,J=8.5Hz) ,7.45 (1H,dd,J=8.5Hz,2.5Hz) ,7.80 (1H,d,J=2.5Hz) .
[3059]  Z%14|384

[3060]  6-[2-§ -4~ (H-2-3&) K] -1-AA-6-F AR [2.5] kit

[3061] KA 34T A Ko

[3062]1  'HNMR (CDC13) Sppm:1.22 (6H,d,J=7.0Hz) ,1.62-1.65 (2H,m) , 2.05-2.10 (2H,m) ,
2.72(2H,s) ,2.84 (1H,sep,J=7.0Hz) ,3.09-3.16 (4H,m) ,7.00 (1H,d,J=8.5Hz) ,7.07
(1H,dd,J=8.5Hz,2.0Hz) ,7.24 (1H,d,J=2.0Hz) .

[3063] 2715385
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[3064]  6- (4-IH-2-JR AL - 1A J+—6-F M2 [2.5] ¥ )t

[3065]  RAUZ G341 T A ko

[3066]  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.03-2.08 (2H,m) ,2.73 (2H,s) , 3.14-3.19
(2H,m) ,3.21-3.25 (2H,m) ,6.86 (1H,t,J=9.0Hz) ,7.17-7.21 (2H,m) »

[3067] 2715386

[3068] 6~ (4-Z AL -2- 5K L) - 1- S I -6-R AR [2. 5] Fhe

[3069] KA 34T A ko

[3070]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=7.0Hz) ,1.63-1.67 (2H,m) , 2.02-2.07 (2H,m) ,
2.72(2H,s) ,3.08-3.17 (4H,m) ,3.97 (2H,q,J=7.0Hz) ,6.61 (1H,ddd,J=9.0Hz,3.0Hz,
1.0Hz) ,6.65 (1H,dd,J=13.5Hz,3.0Hz) ,6.94 (1H, t,J=9.0Hz) .

[3071]  ZH#15387

[3072]  6- Q-9 —4- TN FEARAL) -1 -8 8 -6-E AR [2.5] F 4

[3073]  RAUZFHE 341 A ko

[3074]  'HNMR (CDC13) Sppm:1.02 (3H,t,J=7.5Hz) ,1.63-1.67 @H,m) , 1.75-1.82 (2H,m) ,
2.02-2.07 (2H,m) ,2.72 (2H,s) ,3.09-3.17 (4H,m) ,3.86 (2H,t,] =6.5Hz) ,6.61 (1H,ddd,J
=9.0Hz,2.5Hz,1.0Hz) ,6.65 (1H,dd,J=13.5Hz,2.5 Hz) ,6.94 (1H,t,J=9.0Hz) .

[3075]  Z#15388

[3076]  6- (2,4~ & —6-FFLIKIL) -1 Q4 6-F IR [2.5] ¥ )

[3077]1  RAUZFE 341 T A o

[3078]  'HNMR (CDC13) Sppm:1.43-1.46 (1H,m) ,1.67-1.71 (1H,m) ,1.85-1.90 (1H, m) ,
2.05-2.11 (1H,m) ,2.33(1.5H,s),2.34(1.5H,s) ,2.70 (1H,s) ,2.72 (1H,s) , 2.90-2.94
(1H,m) ,3.10-3.15 (1H,m) ,3.34-3.39 (1H,m) ,3.58-3.63 (1H,m) , 7.06-7.09 (1H,m) ,7.17-
7.19(1H,m) .

[3079] 27515389

[3080]  6- (&4~ FEIRIHL) —1-A I —6-F IR [2.5] b

[3081] RS I3 A ko

[3082]  'HNMR (CDC13) 8ppm:1.21 (3H,t,J=7.5Hz) ,1.62-1.66 (2H,m) , 2.05-2.10 (2H,m) ,
2.58 2H,q,J="7.5Hz) ,2.72 (21,s) ,3.09-3.17 (4H,m) ,7.00 (1H,d,]J=8.5Hz),7.05 (1H,
dd,J=8.5Hz,2.0Hz) ,7.22 (1H,d,J=2.0Hz) .

[3083] &390

[3084]  6- (-G —4-TNZEIKIL) - 1-AA+-6-F AR [2.5] ¢kt

[3085]  SRAUZ 3411 A ko

[3086]  'HNMR (CDC13) Sppm:0.93 (3H,t,J=7.5Hz) ,1.57-1.65 (4H,m) , 2.05-2.10 (2H,m) ,
2.51(2H,t,J=7.5Hz) ,2.72 (2H,s) ,3.09-3.20 (4H,m) ,6.99 (1H,d,J=8.0Hz) ,7.02 (1H,
dd,J=8.0Hz,2.0Hz) ,7.20 (1H,d,J=2.0Hz) .

[3087]  Z%15]391

[3088]  6-(2,4- =56 AKE) — 1A I -6-E AR [2.5] F 4

[3089]  RAUZFHE 3411 A ko

[3090]  'HNMR (CDC13) Sppm:1.65 (2H,brs) ,1.95 (2H,brs) ,2.71 (2H,s), 3.15-3.22 (2H,
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m) ,3.33-3.38 @H,m) ,6.99 (1H,dd,J=11.5Hz,2.5Hz) ,7.20 (1H, dd,J=2.5Hz,2.0Hz) .
[3091]1 &% 15]392

[3092] 6~ (2-5-4,6- 5 KK -1-HJ-6-8 248 [2.5] Fhx

[3093]  SRAUZFHAFI3411M & ko

[3094]1  'HNMR (CDC13) Sppm:1.64 (2H,brs) ,1.95 (2H,brs) ,2.71 (2H,s) , 3.12-3.18 (2H,
m) ,3.30-3.38 (2H,m) ,6.74 (1H,ddd,J=11.5Hz,8.5Hz,3.0Hz) , 6.96 (1H,ddd,]=8.0Hz,
3.0Hz,2.0Hz) .

[3095]  Z515393

[3096]  6- (4- T S E—2-FH R —1-AF-6-B 44 [2.5] Fht

(30971  RAUZFE 341 A ko

[3098]  'HNMR (CDCls) Sppm:0.97 (3H,t,J=7.5Hz) ,1.44-1.51 (2H,m) , 1.63-1.67 (2H,m) ,
1.71-1.77 (2H,m) ,2.02-2.07 (2H,m) ,2.72 (2H,s) ,3.07-3.16 (4H,m),3.90 (2H,t,J=
6.5Hz) ,6.61 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.65 (1H,dd,J=13.5Hz,3.0Hz) ,6.94
(1H,t,J=9.0Hz) .

[3099]1 &% 145|394

[3100]  6-[2-%—4- (N-2- 3400 ] -1-A4-6-% 2402 [2.5] 4t

[3101]  SRAZFEAFI3411M & ko

[3102]1  'HNMR (CDC13) Sppm:1.31 (6H,d,J=6.0Hz) ,1.62-1.67 (2H,m) , 2.02-2.07 (2H,m) ,
2.72(2H,s) ,3.07-3.18 (4H,m) ,4.44 (1H,sep,J=6.0Hz) ,6.61 (1H,ddd,J=8.5Hz,3.0Hz,
1.0Hz) ,6.64 (1H,dd,J=13.5Hz,3.0Hz) ,6.93 (1H, dd,J=9.5Hz,8.5Hz) .

[3103]  Z5395

[3104]  6-[2-5(—4- (o AR R ] -1 -6-F M8 [2. 5] 4

[3105]  SRAUZ 3411 A ko

[3106]  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.08-2.13 (2H,m) ,2.74 (2H,s) , 3.10-3.15
(2H,m) ,3.18-3.22 (2H,m) ,7.07 (1H,d,J=8.5Hz) ,7.11 (1H,dd,J=8.5 Hz,2.5Hz) ,7.28
(1H,d,J=2.5Hz) «

[3107] 7151396

[3108]  6-[2,4- & -5 (= HH L) AL - 16— IR [2. 5] hi

[3109] RS I3 A Ko

[31101  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.07-2.12 (2H,m) ,2.74 (2H,s) , 3.10-3.15
(2H,m) ,3.18-3.23 (2H,m) ,7.00 (1H,d,J=1.0Hz) ,7.48 (1H,s) .

[3111]  ZFHE41397

[3112]  6- Q-9 —4-H | EERHL) - 1A 28 -6-E AR [2. 5] Fhe

[3113]  SKAZFEAFI3411M0 & ko

[3114]  'HNMR (CDC13) 8ppm:1.63-1.67 (2H,m) ,2.03-2.08 (2H,m) ,2.72 (2H,s) , 3.07-3.17
(4H,m) ,3.77 (3H,s) ,6.62 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.66 (1H,dd,J=13.5Hz,
3.0Hz) ,6.96 (1H,t,J=9.0Hz) .

[31158] 75151398

[3116]  6-(2,4,6- =5 ) - 1-HJ+-6-F 2 [2.5] Lt
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[3117]  F-0°C, 7£ = FH BL AL A (4. 89g) Y — FE JL K (50mL) ¥ ¥ Hh 8 Il T B 4
(1.93mL) , 34 R RVRA W T = IEBHE30min. T R SIES YR IEEER N1 (2,4, 6- =5 K
55 WRIE -4 (4.85g) ) — FH LA (10mL) ¥V, K S BOR-A T I A FE2h o T I NI
ISR, SR 5 R O BE A BUZ IR - K & 3K e A HLE , & oK T8, 2R )
PRI & HEERE AL ET (B 5t/ LR 1R) 2iAb ik Vs fithr @itk &4 (4. 3g) -
[3118]  'HNMR (CDC13) 8ppm:1.60-1.68 (2H,m) ,1.89-1.99 (2H,m) ,2.71 (2H,s) , 3.13-3.23
(2H,m) ,3.30-3.38 (2H,m) ,6.58-6.68 (2H,m) -

[3119]  Z54399

[3120]  6-[2-9R—4— (o AUE) R L] -1 -6-& iR [2. 5] ¢4

[3121]1 RS HI341TI A Ko

[3122]  'HNMR (CDC13) Sppm:1.61-1.66 (2H,m) ,2.05-2.10 (2H,m) ,2.74 (2H,s) , 3.15-3.20
(2H,m) ,3.23-3.27 (2H,m) ,6.94-7.00 (3H,m) .

[3123] 7151400

[3124]  6-[4- (FHIL) —2-F R ] - 1A -6-F M5 [2. 5] 4

[3125]  RAUZ 341 A Ko

[3126]  "HNMR (CDC13) 8ppm:1.62-1.67 (2H,m) ,2.02-2.07 (2H,m) ,2.72 (2H,s) , 3.07-3.17
(4H,m) ,5.01 (2H,s) ,6.69 (1H,ddd,J=9.0Hz,3.0Hz,1.0Hz) ,6.73 (1H,dd,J=13.5Hz,
3.0Hz) ,6.94 (1H,t,J=9.0Hz) ,7.31-7.35(1H,m) ,7.36-7.43 (4H,m) .

[3127] 75401

[3128]  6-[2-%—4- C-HH L L HIL) KIE]-1-H 4-6-F &R [2.5] F )t

[3129] RS 34T A Ko

[3130]  "HNMR (CDC13) 8ppm:1.62-1.67 (2H,m) ,2.02-2.07 (2H,m) ,2.72 (2H,s) , 3.07-3.18
(4H,m) ,3.45 (3H,s) ,3.72-3.74 (2H,m) ,4.05-4.07 (2H,m) ,6.65 (1H, ddd,J=9.0Hz,
3.0Hz,1.0Hz) ,6.69 (1H,dd,J=13.5Hz,3.0Hz) ,6.94 (1H,t,J= 9.0Hz) .

[3131]  Z7%151402

[3132]  6-[4-F-2-%-5- (AL RE]-1-HL-6-FRIE[2.5] F 4t

[3133] R34 A ko

[3134]  'HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.03-2.09 (2H,m) ,2.74 (2H,s) , 3.16-3.21
(2H,m) ,3.24-3.28 (2H,m) ,6.90 (1H,dd,J=8.0Hz,1.0Hz) ,7.15(1H,d, J=11.5Hz) .
[3135] &2 1{51403

[3136]  6- (2—¥R-5- A -4 IR IL) - 1S 4-6-E AR (2. 5] ¥ )t

[3137] RS 34T A ko

[3138]  'HNMR (CDC13) 8ppm:1.50 (3H,t,J=7.0Hz) ,1.58-1.63 (2H,m) , 2.14-2.20 2H,m) ,
2.76 (2H,s) ,3.17-3.22 (2H,m) ,3.34-3.38 (2H,m) ,4.17 (2H,q, J=7.0Hz),6.63 (1H,s) ,
8.19(1H,s) .

[3139] &% |404

[3140]  6- (4-Z 58 H-2,5- H AR -1 -6-R IR [2.5] ke

[3141]1 RS FEHI341TI A Ko

[3142]1  'HNMR (CDC13) Sppm:1.42 (3H,t,J=7.0Hz) ,1.62-1.66 (2H,m) , 2.02-2.07 (2H,m) ,
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2.72(2H,s) ,3.06-3.17 (4H,m) ,4.04 (2H,q,J=7.0Hz) ,6.73 (1H,dd,J=13.0Hz,7.5Hz) ,
6.79 (1H,dd, J=13.0Hz,8.0Hz) .

[3143] %%{§J4o5

[3144]  6-[4- (L EIEF ) 2-F R ] -1-H4-6-F LR [2.5] ¥ ki

[3145]  RAUZ 341 T A ko

[3146]  'HNMR (CDC13) Sppm:1.24 (3H,t,J=7.0Hz) ,1.63-1.67 (2H,m) , 2.03-2.08 (2H,m) ,
2.73(2H,s) ,3.15-3.20 (2H,m) ,3.22-3.26 (2H,m) ,3.53 (2H,q, J=7.0Hz) ,4.42 (2H,s),
6.93-6.98 (1H,m) ,7.02-7.07 (2H,m) .

[3147] 27151406

[3148] 6-(2,6- G —4-H A FEIKIE) -1-H I—6-F B [2.5] F ki

[3149]  SKAUZFHEAFI3411M0 & ko

[3150]  'HNMR (CDC13) Sppm:1.63—-1.68 (2H,m) ,1.89-1.94 (2H,m) ,2.70 (2H,s) , 3.12-3.19
(2H,m) ,3.29-3.34 (2H,m) ,3.75 (3H,s) ,6.39-6.45 (2H,m) .

[3151] é%%{ﬁjz}(ﬁ

[3152]  2-[2,5- 94— (I-A-6-F AR5 [2. 5] ¢ —6-3%) KA L] N N-ZH L 4 ki
[3153]  RAUZ 341 T A ko

[3154]  'HNMR (CDC1s) Sppm:1.61-1.66 (2H,m) ,2.01-2.07 (2H,m) ,2.34 (6H,s) , 2.72(2H,
s),2.73(2H,t,J=6.0Hz) ,3.06-3.18 (4H,m) ,4.07 (2H,t,J=6.0Hz) , 6.75(1H,dd,J=
13.0Hz,8.0Hz) ,6.78 (1H,dd,J=12.5Hz,8.0Hz) .

[3155] &2 {41408

[3156] 6-(4-Z %A HE-2,3,5,6- VUG R IE) —1- 4-6-& FM2 [2.5] 4%

[3157]1  RAUZFE 341 T A Ko

[3158]  'HNMR (CDC13) Sppm:1.40 (3H,t,J=7.0Hz) ,1.60-1.65 (2H,m) , 1.94-1.99 (2H,m) ,
2.72(2H,s) ,3.21-3.26 (2H,m) ,3.37-3.42 (2H,m) ,4.21 (2H,q, J=7.0Hz) ,6.73 (1H,dd,J
=13.0Hz,7.5Hz) ,6.79 (1H,dd, J=13.0Hz,8.0 Hz) .

[3159] &2 41409

[3160]  6- (4-5(-5- 2 A IE-2-F A HL) -1 -1 e-6- A B [2.5] &4t

[3161] KU FI3A1TI A Ko

[3162]  '"HNMR (CDC13) 8ppm:1.45 (3H,t,J=7.0Hz) ,1.60-1.64 (2H,m) , 2.05-2.10 (2H,m) ,
2.73 (2H,s) ,3.14-3.18 (2H,m) ,3.22-3.26 (2H,m) ,4.06 (2H,q, J=7.0Hz) ,6.57 (1H,d,J=
8.0Hz) ,7.07 (1H,d,J=11.5Hz) .

[3163] =410

[3164]  6-{2-—4-[2- Q-HEARELEE) LA RE] -1-A4-6- B 48 [2.5] Fhe
[3165]  RAUZ 3411 A ko

[3166]  '"HNMR (CDC13) Sppm:1.62-1.67 (2H,m) ,2.02-2.07 (2H,m) ,2.72 (2H,s) , 3.07-3.17
(4H,m) ,3.39 (3H,s) ,3.57-3.59 (2H,m) ,3.70-3.72 (2H,m) ,3.83-3.85 (2H,m) ,4.08-4.10
(2H,m) ,6.63 (1H,dd,J=9.0Hz,3.0Hz) ,6.68 (1H,dd,J= 13.5Hz,3.0Hz) ,6.93 (1H,t,J=
9.0Hz) .

[3167] =411
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[3168] 6~ (4-5(-2-%-6-FF HLIEIL) -1 -SH I -6- R I [2.5] ¥ bt

[3169]  SKAUZFHAFI3411M & ko

[3170]  'HNMR (CDC13) Sppm:1.80 (4H,brs) ,2.32 (3H,s) ,2.71 (2H,s) ,3.08 (2H, brs) ,3.24
(2H,brs) ,6.89 (1H,dd,J=11.5Hz,2.0Hz) ,6.96-6.98 (1H,m) -

[3171] =% K412

[3172] 6~ (4-5-2-%i -5 HE L) —1 -4 k-6~ BURIR [2. 5] ¥ Je

[3173]  SKAUZFHEAFI3411M0 & ko

[3174]  'HNMR (CDC13) Sppm:1.60-1.65 (2H,m) ,2.02-2.08 (2H,m) ,2.30 (3H,s) , 2.73 (2H,
s),3.13-3.17 (2H,m) ,3.20-3.24 (2H,m) ,6.82 (1H,d,J=9.5Hz) ,7.04 (1H,d,J=12.0Hz) .
[3175] &% 413

[3176]  6- (4-Z S H—2- -5 F AU ) -1 -6 R [2. 5] ¢ e

[3177]  SRAUZFH 734110 & ko

[3178]  'HNMR (CDC13) 8ppm:1.44 (3H,t,J=7.0Hz) ,1.62-1.67 (2H,m) , 2.03-2.08 (2H,m) ,
2.73(2H,s) ,3.09-3.20 (4H,m) ,3.85 (3H,s) ,4.03 (2H,q,J= 7.0Hz) ,6.62 (1H,d,J=
8.0Hz) ,6.67 (1H,d,J=13.0Hz) .

[3179] &% 15414

[3180]  6-[2-9—4- Q- L AHE) HREE]-1-H A -6-F IR [2.5] ¢ b

[3181] KA I3 A ko

[3182]  'HNMR (CDC13) 8ppm:1.62-1.67 (2H,m) ,2.03-2.08 (2H,m) ,2.72 (2H,s) , 3.08-3.18
(4H,m) ,4.16 (2H,dt,J=28.0Hz,4.0Hz) ,4.73 (2H,dt,J=47.5Hz,4.0 Hz) ,6.65 (1H,dd,J
=9.0Hz,2.5Hz) ,6.70 (1H,dd,J=13.5Hz,2.5Hz) ,6.95 (1H, t,J=9.0Hz) .

[3183] = 15415

[3184] 6~ (4-Z 4 HE-2,6- R EE) 1A -6-FARIR[2.5] ¥ Je

[3185]  SRAUZ 3411 A ko

[3186]1  'HNMR (CDC13) 8ppm:1.39 (3H,t,J=7.0Hz) ,1.63-1.68 (2H,m) , 1.88-1.94 (2H,m) ,
2.70 (2H,s) ,3.12-3.18 (2H,m) ,3.28-3.33 (2H,m) ,3.95 (2H,q, J=7.0Hz) ,6.38-6.43 (2H,
m o

[3187] %1416

[3188]  2-[3-9Al—4- (146~ A4 [2.5] -6~ 3) HAEIE] N N-Z S 2 e i

[3189]  SKAUZFHEAFI3411M & ko

[3190]  'HNMR (CDC13) Sppm:1.62-1.67 (2H,m) ,2.02-2.07 (2H,m) ,2.33 (6H,s) , 2.68-2.72
(2H,m) ,2.72 (2H,s) ,3.07-3.17 (4H,m) ,3.99-4.02 (2H,m) ,6.64 (1H, ddd,J=9.0Hz,
3.0Hz,1.0Hz) ,6.68 (1H,dd,J=13.5Hz,3.0Hz) ,6.94 (1H,t,J= 9.0Hz) .

(31911 S K417

[3192]  6- (1-ZEFFMENY—5—3E) —1 -4 24 -6- B IR [2. 5] ¥ 4%

[3193] KA 34T A Ko

[3194]  'HNMR (CDC13) 8ppm:1.67-1.71 (2H,m) ,2.01-2.07 (2H,m) ,2.74 (2H,s) , 3.33-3.38
(2H,m) ,3.42-3.46 (2H,m) ,7.12 (1H,dd,J=9.0Hz,2.5Hz) ,7.23 (1H,d, J=5.0Hz) ,7.35
(1H,d,J=2.5Hz) ,7.41(1H,d,J=5.0Hz) ,7.74 (1H,d,J=9.0 Hz) .
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[3195] %5418

[3196]  6-[2-%—4- (2,2, 2- =8 L) K] -1 -6-R MR [2.5] ke

[3197]  SRAUZFHEAFI3411M0 & ko

[3198]  '"HNMR (CDC13) Sppm:1.63-1.66 (2H,m) ,2.04-2.09 (2H,m) ,2.73 (2H,s) , 3.10-3.20
(4H,m) ,4.30 (2H,q,J=8.0Hz) ,6.67 (1H,ddd,J=9.0Hz,2.5Hz,1.0 Hz) ,6.72 (1H,dd,J=
13.0Hz,2.5Hz) ,6.96 (1H,t,J=9.0Hz) .

[3199] =2 419

[3200]  6- (148 J-6-F AR [2. 5] F:—6-3L) NN

[3201]  SRAUAZFHEAFI3411M & ko

[3202]  "HNMR (CDC13) 8ppm:1.64-1.68 (2H,m) ,2.03-2.08 (2H,m) ,2.77 (2H,s) , 3.54-3.59
(2H,m) ,3.69-3.74 (2H,m) ,7.33 (1H,d,J=2.5Hz) ,7.56 (1H,dd,J=9.5 Hz,2.5Hz) ,7.94
(1H,d,J=9.5Hz) ,8.60 (1H,d,J=2.0Hz) ,8.69 (1H,d,J=2.0 Hz) .

[3203] =2 141420

[3204] 6 (1A FEWRME—5-3L) —1—4A 24 —6-F AR [2.5] ¥ ki

[3205]  SRAUZFHAFI3411M & ko

[3206]  'HNMR (CDC13) Sppm:1.67-1.71 (2H,m) ,2.00-2.06 (2H,m) ,2.73 (2H,s) , 3.26-3.36
(4H,m) ,6.69 (1H,d,J=2.0Hz) ,7.03 (1H,dd,J=9.0Hz,2.5Hz) ,7.16 (1H,d,J=2.5Hz) ,
7.40 (1H,d,J=9.0Hz) ,7.57 (1H,d,J=2.0Hz) .

[3207] &% 421

[3208]  6-[4- (—H H EAEL) —2-F K] - 1-FH A 6-F IR [2. 5] 4t

[3209]  RAUZFHE 341 A ko

[3210]  "HNMR (CDC13) 8ppm:1.62-1.66 (2H,m) ,2.04-2.09 (2H,m) ,2.73 (2H,s) , 3.13-3.18
(2H,m) ,3.20-3.24 (2H,m) ,6.44 (1H,t,J=73.5Hz) ,6.86 (1H,dd,J= 9.0Hz,3.0Hz) ,6.89
(1H,dd,J=13.5Hz,3.0Hz) ,6.97 (1H, t,J=9.0Hz) »

(32111 &2 422

[3212]  6- (148246~ A48 [2.5] F—6-3EL) Mk

[3213]  SKUAZFHEAFI3411M & ko

[3214]  'HNMR (CDC13) Sppm:1.66-1.71 (2H,m) ,2.03-2.08 (2H,m) ,2.76 (2H,s) , 3.43-3.48
(2H,m) ,3.57-3.61 (2H,m) ,7.07-7.09 (1H,m) ,7.30-7.32 (1H,m) , 7.51-7.53 (1H,m) ,7.94~
8.00 (2H,m) ,8.69-8.73 (1H,m) -

[3215] %423

[3216]  6- (5-5-3-FMLIE—2-3%) - 1-A 4 -6-F IR [2.5] F ke

[3217] SRS AF13981M & ik o

[3218]  'HNMR (CDC13) 8ppm:1.56-1.65 (2H,m) ,1.91-2.01 (2H,m) ,2.73 (2H,s) , 3.52-3.59
(2H,m) ,3.70-3.77 (2H,m) ,7.27 (1H,dd, J=12.2Hz,2.2Hz) ,7.95-7.99 (1H,m) .

[3219] &% fp|424

[3220]  6- (2,4~ %K) —1-SA 4 -6-F AR [2.5] 4

[3221]  KAUZFHEAFI3411M & ko

[3222]  'HNMR (CDC13) 8ppm:1.61-1.66 (2H,m) ,2.04-2.09 (2H,m) ,2.73 (2H,s) , 3.11-3.21
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(4H,m) ,6.78-6.84 (2H,m) ,6.93-6.98 (1H,m) -

[3223] 215425

[3224]  6-[4-F—2-9 -5 Q- L AR AR ] -1-A4-6-E IR [2.5] F Lt

[3225]  RAUZFHE 341 A ko

[3226]  "HNMR (CDC13) 8ppm:1.60-1.64 (2H,m) ,2.04-2.10 (2H,m) ,2.73 (2H,s) , 3.14-3.19
(2H,m) ,3.22-3.27 (2H,m) ,4.25 (2H,dt,J=28.0Hz,4.5Hz) ,4.76 (2H, dt,J=47.5Hz,
4.5Hz) ,6.64 (1H,d,J=8.0Hz) ,7.08 (1H,d,J=11.5Hz) .

(32271 3151426

[3228]  6-[4-5-2-F 5~ (2,2,2- = LAFE) HIE]-1-H A -6-F MR [2.5] -4

[3229] RS 34T A Ko

[3230]  "HNMR (CDC13) 8ppm:1.60-1.64 (2H,m) ,2.04-2.09 (2H,m) ,2.74 (2H,s) , 3.14-3.19
(2H,m) ,3.22-3.27 (2H,m) ,4.36 (2H,q,J=8.5Hz) ,6.67 (1H,d,J=8.0 Hz) ,7.09 (1H,d,]J=
11.5Hz) »

(32311 &2 H427

[3232]  6-[4-&-2-%-5- (N-2- 3L 3L) K] -1-H J-6-%E 248 [2.5] Ehx

[3233] R34 A ko

[3234]  'HNMR (CDC13) Sppm:1.35 (6H,d,J=6.5Hz) ,1.60-1.64 (2H,m) , 2.04-2.09 (2H,m) ,
2.73(2H,s),3.13-3.18 (2H,m) ,3.21-3.25(2H,m) ,4.43 (1H, sep,J=6.5Hz) ,6.61 (1H,d,]J
=8.0Hz) ,7.06 (1H,d,J=12.0Hz) .

[3235] S {5|428

[3236]  6-{4-5-5-[ U-EFHL) HIL] -2 AKIE) - 1A Q- 6-F IR [2.5] F )t

[3237]  RAUZFHE 341 A ko

[3238]  '"HNMR (CDC13) Sppm:1.57-1.62 (2H,m) ,2.03-2.09 (2H,m) ,2.73 (2H,s) , 3.09-3.14
(2H,m) ,3.18-3.22 (2H,m) ,5.06 (2H,s) ,6.57 (1H,d,J=7.5Hz) ,7.09 (1H,d,J=11.5Hz) ,
7.36 (2H,d,J=8.5Hz) ,7.39 (2H,d,J=8.5Hz) «

[3239] 2% 1429

[3240]  6-[4-F—2-9 -5 C-HHIE L AR KIL]-1-AQ-6-F IR [2.5] F )

[3241]1 KU HI3ALTI A Ko

[3242]  "HNMR (CDC13) Sppm:1.61-1.64 (2H,m) ,2.04-2.09 (2H,m) ,2.73 (2H,s) , 3.13-3.18
(2H,m) ,3.22-3.26 (2H,m) ,3.47 (3H,s) ,3.77 (2H,t,J=5.0Hz) ,4.14 (2H,t,J=5.0Hz) ,
6.66 (1H,d,J=8.0Hz) ,7.06 (1H,d,J=11.5Hz) .

[3243] 2% 15430

[3244]  2-[2-F( -4~ -5~ (1-FAA-6-F IR [2.5] F-6-58) ARAEIE]-N N- B 2 e f&

[3245] F4-5-5-[2- (-G 28] 2-8 K (4.46g) [ 2. BE-/K (45-30mL) ¥4
TR AR N1 2 - 1 - F JE A5 AR IE B (5.45¢) , R R SEA T 100°CHiFE23h,
TR BRI INK 8K JE H 48R R R UZ A W F /K TR A HLZ , & T0 /KR BR B8 T
f, I ARV NN A 2] 1- (4--5- Q- (T RRE L) L8R —2-5 2K 5L WRIE—4-Hd (B 4
AW T = F AL TR (4.22g) [ — H TP (55mL) ¥ W s A4 (55 % )
(0.84g) , FE¥s [ MR AT iR B FE30min o T FFp 8 I BT 15 B 16 A 0 — FF £ IE AR (8mL)
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W, R R BIR AT I HE2 . 5he T R NIEI R I K, 8 J5 O 1R L Be A B %
W HERK B A NZ , & J0K IR ER N T8 , I 28 M8 305 50 . &8 e e I A 24 (NHEE S &
Wit/ LR ) SRR B YR bR AL A4 (2. 10g)

[3246]  'HNMR (CDC1s) Sppm:1.60-1.64 (2H,m) ,2.04-2.09 (2H,m) ,2.36 (6H,s) , 2.73 (2H,
s),2.77(2H,t,J=6.0Hz) ,3.13-3.18 (2H,m) ,3.22-3.26 (2H,m) ,4.08 (2H,t,J=6.0Hz) ,
6.61 (1H,d,J=8.0Hz) ,7.06 (1H,d,J=11.5Hz) «

[3247] 275|431

[3248]  6- {4~ -2-H—5-[2- U-FRAIL) L] FKIE) 158 A 6-F AR [2.5] ¥ )
[3249] KA 34T A Ko

[3250]  "HNMR (CDC13) 8ppm:1.59-1.63 (2H,m) ,2.04-2.09 (2H,m) ,2.73 (2H,s) , 3.13-3.17
(2H,m) ,3.21-3.25 (2H,m) ,4.29-4.31 (2H,m) ,4.33-4.35 (2H,m) ,6.67 (1H,d,J=7.5Hz) ,
6.90 (2H,dd,J=9.0Hz,2.5Hz) ,6.99 (2H,t,J=9.0Hz) ,7.08 (1H,d,J=11.5Hz) .

[3251] 715432

[3252]  6- (4-S—2-9—5- N HE R IE) - 148 Ak -6-F R [2. 5] ¢ )t

[3253]  RAUZFHE 341 A ko

[3254]  'HNMR (CDC13) Sppm:1.06 (3H,t,J=7.5Hz) ,1.60-1.64 (2H,m) , 1.81-1.88 (2H,m) ,
2.05-2.10 (2H,m) ,2.73 (2H,s) ,3.14-3.19 (2H,m) ,3.22-3.26 (2H,m) ,3.94 2H,t,J=
6.5Hz) ,6.57 (1H,d,J=7.5Hz) ,7.07 (1H,d,J=11.5 Hz) »

[3255] 715433

[3256]  6-[4-S—2-% -5 (N—2-3&) R ]-1-A 4 6-F A4 [2.5] Fhe

[3257]  RAUZFHE 341 A ko

[3258]  '"HNMR (CDC13) 8ppm:1.22 (6H,d,J=6.5Hz) ,1.62-1.66 (2H,m) , 2.03-2.08 (2H,m) ,
2.73(2H,s) ,3.16-3.26 (4H,m) ,3.32 (1H,sep,J=6.5Hz) ,6.88 (1H,d,J=9.5Hz) ,7.04
(1H,d,J=11.5Hz) .

[3259] = 1{5|434

[3260] 6~ (4-5H—2-% -5 IL) ~1-FAA+-6-F AR [2.5] kit

[3261]  RAUZFE 34T A Ko

[3262]  'HNMR (CDC13) Sppm:0.96 (3H,t,J=7.5Hz) ,1.56-1.65 (4H,m) , 2.03-2.08 (2H,m) ,
2.62 (2H,t,J=7.5Hz) ,2.73 (2H,s) ,3.13-3.18 H,m) , 3.20-3.25(2H,m) ,6.80 (1H,d,]J=
9.5Hz) ,7.04(1H,d,J=12.0Hz) .

[3263] 2715435

[3264]  6-[4- (“H AR -2,6- A -1-HI-6-B 2 [2.5] F

[3265]  RAUZ 341 A ko

[3266]  '"HNMR (CDC13) Sppm:1.61-1.66 (2H,m) ,1.92-1.97 (2H,m) ,2.71 (2H,s), 3.17-3.24
(2H,m) ,3.34-3.39 (2H,m) ,6.45 (1H,t,J=73.5Hz) ,6.66-6.72 2H, m) »

[3267] =2 1{51436

[3268]  6- (5,6~ FFEMLIE-2-3%) — 158 24— 6-F IR [2. 5] ¥ )t

[3269]  RAUZFHE 34T A ko

[3270]  'HNMR (CDC1s3) Sppm:1.54-1.92 (2H,m) ,1.85-1.93 (2H,m) ,2.15(3H,s) , 2.37 (3H,
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s),2.72(2H,s) ,3.55-3.62 (2H,m) ,3.76-3.84 (2H,m) ,6.45 (1H,d,J= 8.5Hz) ,7.21 (1H,d,
J=8.5Hz) .

(32711 &2 1437

[3272]  6- (2,4~ 3 -5-FJEIRIE) 14 A2 -6 4K [2. 5] ¥ )t

[3273] KA 341 T A Ko

[3274]  '"HNMR (CDC13) Sppm:1.61-1.66 (2H,m) ,2.03-2.08 (2H,m) ,2.21 (3H,s) , 2.72(2H,
s),3.10-3.19 (4H,m) ,6.76 (1H,dd,J=12.0Hz,9.5Hz) ,6.80 (1H,t,J= 8.5Hz) .

[3275] =2 1{51438

[3276]  6- (4-F—2- 95— H A HERHL) -1 - A-6-F M8 [2. 5] F e

[3277] KA 34T A Ko

[3278]  '"HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,2.05-2.11 (2H,m) ,2.74 (2H,s) , 3.15-3.20
(2H,m) ,3.24-3.28 (2H,m) ,3.87 (3H,s) ,6.57 (1H,d,J=8.0Hz) ,7.08 (1H,d,J=11.5Hz) .
[3279]1  Z7%151439

[3280]  6- (4-F-5- L HE-2-FAREE) —1 - —6-E IR [2.5] ¥ ki

[3281] KA 34T A ko

[3282]  "HNMR (CDC13) 8ppm:1.20 (3H,t,J=7.5Hz) ,1.61-1.66 (2H,m) , 2.03-2.08 (2H,m) ,
2.68(2H,q,J=7.5Hz) ,2.73 (2H,s) ,3.14-3.19(2H,m) , 3.21-3.25(2H,m) ,6.83 (1H,d,J=
9.0Hz) ,7.04 (1H,d,J=12.0Hz) .

[3283] &% 151440

[3284]  6-(2,2,6- =91, 3K I M5 45) -1 - -6-E IR [2.5] ¢ hi
[3285]  RAUZFHE 34T A ko

[3286]  "HNMR (CDC13) Sppm:1.61-1.65 (2H,m) ,2.05-2.10 (2H,m) ,2.73 (2H,s) , 3.09-3.18
(4H,m) ,6.80 (1H,d,J=7.0Hz) ,6.86 (11,d,J=10.0Hz) .

[3287] &% {5441

[3288]  6-[2-5—4- (W IEmR e L) R ] -1 - A -6-F M8 [2. 5] 4

[3289]  SRAUZFHAFI3411M & ko

[3290]  'HNMR (CDC1s3) Sppm:1.59-1.64 (2H,m) ,2.04-2.10 (2H,m) ,2.46 (3H,s) , 2.73 (2H,
s),3.09-3.18 (4H,m) ,6.99-7.01 (1H,m) ,7.12-7.15(1H,m) ,7.26-7.30 (1H,m) .

32911 =2 {5442

[3292] 6~ (5-Z5AF-2,4- " F AR -1 -6-R R [2.5] ki

[3293] KA 34T A ko

[3294]  'HNMR (CDC13) 8ppm:1.42 (3H,t,J=7.0Hz) ,1.60-1.64 (2H,m) , 2.04-2.09 (2H,m) ,
2.73(2H,s) ,3.10-3.15(2H,m) ,3.16-3.21 (2H,m) ,4.07 (2H,q, J=7.0Hz) ,6.65 (1H,t,]J=
9.0Hz) ,6.85(1H,t,J=11.5Hz) .

[3295] &% {51443

[3296]  6-(2,4- 95— H S| FEARHL) -1 -4 86— AR (2. 5] F4x

[3297] KA 34T A ko

[3298]  "HNMR (CDC13) 8ppm:1.61-1.65 (2H,m) ,2.05-2.10 (2H,m) ,2.73 (2H,s) , 3.12-3.16
(2H,m) ,3.18-3.22 (2H,m) ,3.87 (3H,s) ,6.65 (1H,t,J=8.5Hz) ,6.86 (1H,t,J=11.5Hz) »
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(32991  H:HA5l|444

[3300] 6- (4-JR-2,6- "G AK) —1-F J+-6-B M2 [2.5] F 4t

[3301]  RAUZFE 53981 A k-

[3302]  "HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,1.91-1.97 (2H,m) ,2.71 (2H,s) , 3.19-3.23
(2H,m) ,3.35-3.39 (2H,m) ,7.00-7.05 (2H,m) -

[3303] = 15445

[3304]  6- (5-2.FE-2,4- IR —1-FE J+-6-F IR [2.5] ¥ )t

[3305]  RAUZFHE 3411 A ko

[3306]  'HNMR (CDC13) Sppm:1.20 (3H,t,J=7.5Hz) ,1.62-1.66 (2H,m) , 2.03-2.08 (2H,m) ,
2.60(2H,q,J=7.5Hz) ,2.73 (2H,s) ,3.11-3.20 (4H,m) ,6.76 (1H,dd,J=12.0Hz,10.0Hz) ,
6.82 (1H,t,J=9.0Hz) .

[3307] =2 1{5446

[3308]  6-{4-F-2-%-5-[2- (4-UREARL) LH] I -1-HA4+-6-F ;B [2.5] i
[3309] RS 3411 A ko

[3310]  'HNMR (CDC13) Sppm:1.60-1.64 (2H,m) ,2.03-2.08 (2H,m) ,2.73 (2H,s), 3.11-3.18
(2H,m) ,3.13 (2H,t,J=7.0Hz) ,3.21-3.25(2H,m) ,4.12 (2H,t,J=7.0 Hz) ,6.80-6.84 (2H,
m) ,6.92 (1H,d,J=9.0Hz) ,6.96 (2H,t,J=8.5Hz) ,7.07 (11, d,]J=12.0Hz) »

[3311] S A45447

[3312]  6- (2,4~ H-5-TAFEIKIL) — 1S Q- 6-F LR [2.5] ¥ )

[3313] KU I3 T A ko

[3314]  'HNMR (CDC13) Sppm:0.94 (3H,t,J=7.5Hz) ,1.55-1.66 (4H,m) , 2.03-2.08 (2H,m) ,
2.55(H,t,J=7.5Hz) ,2.73 (2H,s) ,3.11-3.19 (4H,m) ,6.76 (1H,dd,J=11.5Hz,9.5Hz) ,
6.79 (1H,dd,J=9.0Hz,8.0Hz) .

[3315] &2 1{51448

[3316]  6-[4- (L E:Wikidh) —2,6- —HE AL -1-A4-6-F 2 [2.5] ¢kt

[3317] KA I3 T A o

[3318]  'HNMR (CDC13) Sppm:1.31 (3H,t,J=7.5Hz) ,1.62-1.66 (2H,m) , 1.90-1.96 (2H,m) ,
2.70 (2H,s) ,2.90 (2H,q,J=7.5Hz) ,3.19-3.25 (2H,m) , 3.34-3.38 (2H,m) ,6.78-6.84 (2H,
m) o

[3319] &2 1451449

[3320]  6-[2,6-9—4-(2,2,2- =9 LA R ] -1 4-6-E AR [2.5] ¥ )t

[3321]  RAUZFHE 53981 A k-

[3322]  "HNMR (CDC13) 8ppm:1.62-1.66 (2H,m) ,1.91-1.96 (2H,m) ,2.71 (2H,s) , 3.14-3.18
(2H,m) ,3.31-3.35 (2H,m) ,4.28 (2H,q,J=8.0Hz) ,6.46-6.52 (2H,m) «

[3323] &2 141450

[3324]  6-[4-F—2-%-5- Q-HAR LK) FRE]-1-HI+-6-RRIR[2.5] FHt

[3325]  RAUZFHE 341 A ko

[3326]  'HNMR (CDC1s) Sppm:1.61-1.65 (2H,m) ,2.02-2.08 (2H,m) ,2.73 (2H,s) , 2.94 (2H,
t,J=7.0Hz) ,3.14-3.19 (2H,m) ,3.21-3.25 (2H,m) ,3.36 (3H,s) ,3.58 (2H,t,J=7.0Hz) ,
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6.88 (1H,d,J=9.5Hz) ,7.05(1H,d,J=12.0Hz) «

[3327] &% 15451

[3328]  6-(2,2- %1, 3 IF A RIMIRIE-5-55) -1 R —6- B RIR (2. 5] F bt

[3329]  RAZFE 53981 A k-

[3330]  "HNMR (CDC13) 8ppm:1.60-1.65 (2H,m) ,1.98-2.03 (2H,m) ,2.73 (2H,s) , 3.22-3.27
(2H,m) ,3.29-3.34 (2H,m) ,6.62 (1H,dd,J=8.5Hz,2.0Hz) ,6.74 (1H,d, J=2.0Hz) ,6.93
(1H,d,J=8.5Hz) «

[3331] & 15452

[3332]  6- 2-¥R-4-F-6-F A —1-FA -6 RMER[2.5] )

[3333]  RAUZFE 53981 A k-

[3334]  '"HNMR (DMSO-d6) 8ppm:0.86-2.41 (4H,m) ,2.71 (2H,s) ,3.03 (2H,m) , 3.27-3.44
(2H,m) ,7.04 (1H,dd,J=11.3Hz,2.4Hz) ,7.39 (1H,t,J=2.0Hz) »

[3335] 15453

[3336]  4—{[ (8—J—2-%AAC-1,2,3,4- VU S Memh—5—J5) 48 3L ] H 3 ) —4— ¥R LR ng — 1 - FH g AL
THs

[3337] &S R 8- -5-F -3, 4- — S MEmk—2 (1H) —fi (1.0g) \1-4A 24—6- & el
[2.5] F%e-6-H BT g (1.30g) KWl — 8 (0.234g) BN, N- - H L FEE iz /2- Al (1:1)
(10mL) ¥R T 70 CHi#E48h . T R MIFW I 7K, G IR LB MU SR A « FK & 2k
IKEEEANZ , BT KERIR AT, SR 5 2R TRV 7« F = S BEGe 5k B Ay 2 b A &
¥ (1.15g) .

[3338]  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.56-1.78 (4H,m) ,1.99-2.08 (1H,m) , 2.64 (2H,
t,J=7.7THz) ,2.99 @H,t,J="7.7Hz) ,3.12-3.30 (2H,m) ,3.79 (2H,s) , 3.82-4.10(2H,m) ,
6.46 (1H,dd,J=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.4Hz) ,7.56 (1H,brs) .

[3339] &% f|454

[3340] 8- —5- [ (4—FRIENRE-4-FE) FH A I ] -3, 4- A mk-2 (1H) -

[3341]1  RAUZFHEAFI60T A k-

[3342]  'HNMR (CDC13) Sppm:1.44-1.73 (5H,m) ,2.02 (1H,brs) ,2.61-2.68 (2H,m) , 2.87-
2.94 (2H,m) ,2.97-3.09 (4H,m) ,3.79 (2H,s) ,6.47 (1H,dd,J=9.1Hz,4.0 Hz) ,6.91 (1H,t,]J
=9.4Hz) ,7.59 (1H,brs) -

[3343] 715|455

[3344]  4- ({[8-9—1- (4-H BT L) —2-50-1,2,3, 4- VYA Mk —5-Jk ] S0 Bk} FH AR —4-
FoARIRIE - 1-F IR T Fis

[3345]  RAUZ 4531 A ko

[3346]  'HNMR (CDC1s) Sppm:1.47 (9H,s) ,1.58-1.67 (2H,m) ,1.67-1.74 (2H,m) , 1.99 (1H,
brs) ,2.61-2.67 (2H,m) ,2.83-2.89 (2H,m) ,3.11-3.30 (2H,m) ,3.74 (3H, s),3.75(2H,s) ,
3.79-4.05 (2H,m) ,5.23 (2H,brs) ,6.50 (1H,dd, J=9.1Hz,3.3Hz) , 6.74-6.78 (2H,m) ,6.83
(1H,dd,J=12.6Hz,9.1Hz) ,7.10-7.15 (2H,m) .

[3347] S A{5|456

[3348] 895 [ (4-FRJENRIE-4-JE) F AL ] -1- (U-H SRR E) -3, 4- A k-2 (1H) -
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i 25 i £

[3349]  T+4- ({[8-9R—1- (4-F S FE-FHE) —2-%4K-1,2, 3, 4- DU S mbk -5k ] S Bk} HH ) -
4-FEFEURIE - 1-F FRALUT g (6.35¢) W LR 4B (60mL) ¥ s InaN 1R/ 2. 1R £ T
(60mL) , FK I MR &4 T iR i FE4h o 28R BEIE 7], - G BR LR/ L W45 i ik BE 0 # 1k
bRt &4 (5.15g)

[3350]  'HNMR (DMSO—d6) 8ppm:1.64-1.73 (2H,m) ,1.85-1.94 (2H,m) ,2.57-2.66 (2H,m) ,
2.86-2.94 (2H,m) ,3.04-3.13 (2H,m) ,3.13-3.21 (2H,m) ,3.68 (3H,s) , 3.75(2H,s) ,5.10
(2H,brs) ,5.14 (1H,s) ,6.69 (1H,dd,J=9.2Hz,3.3Hz) , 6.78-6.83 (2H,m) ,6.98 (1H,dd, ]
=13.1Hz,9.2Hz) ,7.04-7.09 (2H,m) ,8.45-8.71 (2H,m) »

[3351] & {5457

[3352] 895 [ (4—FRJENRIE-4-JE) AL ] -1- (4-H SRR 3E) -3, 4- & k-2 (1H) -
L]

[3353]  F-8-%i—5-[ (4-FRdLWRmE-4-3%) F AR ] -1- (A-H A BRI -3, 4- S k-2
(1H) —BH EL R &5 (1.10g) B9 LR £ g =R W H s TN 7K S SNE A A 7KV R T 488 s 2 5 BE 40
FCABAE 5 2R 5 28R B2 BUZ I - AN S K BE BB NLZ , & T0 /KR ER BN T8 , 7 7%
TV 7 e AR AL &4 (1.03g)

[3354]  'HNMR (CDC13) Sppm:1.64-1.74 (4H,m) ,1.95 (2H,brs) ,2.62-2.67 (2H,m) , 2.84-
2.93 (4H,m) ,3.00-3.07 (2H,m) ,3.74 (3H,s) ,3.75 (2H,s) ,5.23 (2H,s) ,6.51 (1H,dd,J=
9.0Hz,2.5Hz) ,6.76 (2H,d,J=8.0Hz) ,6.83 (1H,dd,J=12.5Hz,9.0 Hz) ,7.12(2H,d,J=
8.0Hz) .

[3355] &% {5458

[3356]  4-{[ (8- —2-%fR-1,2,3,4- VU MEmk-—5—J&) 83k ] H 2} —4— 2 JEMR e — 1 - HH B RL
T

[3357]  RAUZ G453 1A k-

[3358]  'HNMR (CDC1s) Sppm:1.47 (9H,s) ,1.58-1.70 (2H,m) ,1.70-1.76 (2H,m) , 1.97 (1H,
brs),2.59-2.67 (2H,m) ,2.99 (2H,t,J=7.7Hz) ,3.12-3.30 (2H,m) ,3.81 (2H,s) ,3.82-
4.10 (2H,m) ,6.52 (1H,d,J=8.9Hz) ,7.18 (1H,d,J=8.9Hz) ,7.74 (1H,brs) .

[3359] S {4|459

[3360]  8-F-5-[ (4-FRHENRAE-4-FE) FH A I ] -3, 4- k-2 (1H) -

[3361]  RAUZFH 60T A ko

[3362]  '"HNMR (CDC13) 8ppm:1.55-2.20 (6H,m) ,2.62 (2H,t,J=7.7Hz) , 2.84-2.96 (2H,m) ,
2.96-3.11 (4H,m) ,3.81 (2H,s) ,6.53 (1H,d,J=8.9Hz) ,7.18 (1H,d,J=8.9Hz) ,7.78 (1H,
brs) »

[3363]  ZZ14|460

[3364] 8- —1— (4- AR EE) 24881, 2, 3, 4 DY S M bk —5— 35 = 460 PP It e s

[3365]  F8-%—5-F2%E-1- (4-HEIEFRIH) -3,4- F k-2 (1H) - (10g) 19 & H 4
(100mL) &2 V7 8 AL BE (4.03mL) , TUKA E1F , 7ETR A 470 A & 0 8 I — 3 Y Joe 1t R I
(6.70mL) 2R f5 K S VR A I AE R A FE4Ah o T ONIH ES K, = SO e A DU T -
K B KB GANZ , & TCKBRR AT, SR8 Ja 28 TR0 71 . 2 AR IR B AL E T (B 4i/ &
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Mg 1) 2Lk B8 M iR bR AL &4 (12.8g) »

[3366]  '"HNMR (CDC13) Sppm:2.68-2.73 (2H,m) ,2.93-2.98 (2H,m) ,3.75 (3H,s) , 5.23 (2H,
brs) ,6.75-6.79 (2H,m) ,6.92-7.00 (2H,m) ,7.07-7.12 (2H,m) .

[3367] =2 A{5461

[3368]  5-FFE-8-%—1- (U-F ALK IE) -3, 4- A k-2 (1H)

[3369] @AM T, #8-9—1- (4-H LR IE) 25 40-1,2, 3, 4- DU e mph—5- 2% — 5 HH
MRS EE (17.5g) W EAV iz (9.44mL) o () -2,2 X (R FERER) -1, 17 B2
(1.89g) B4 (11) (0.453g) M BRER4H (13.16g) MY 2 (170mL) AN B 12h. ik
PRGN AR ER G, T RSEE PRIk (80g) , i I8 MIREY) . FHK & £R7K
Ve IEI , 2 JC /KB RN T, SR 5 2 U BtV 71) o 4 5 B A3 1 DU &0k g (170mL) , 13
INIDINZEER (80mL) VRS T R 1h, TH AR ININE ALK (80mL) fuK , 44
Ja TR G IR A BUZ IR - S KA NLZ , & KRR AT, SR 5 28 1R A 7). &2
RERRE A E T (BRI s S bt/ 48R . 18) 2lifk sk B8 P st b s &4 (9.74¢g)
[3370]  'HNMR (CDC13) Sppm:2.60-2.70 (4H,m) ,3.44 (2H,brs) ,3.74 (3H,s) ,5.20 (2H,
brs) ,6.36 (1H,dd,J=8.8Hz,3.8Hz) ,6.70-6.78 (3H,m) ,7.10-7.14 (2H,m) .

[3371]  Z751{5l462

[3372]  N-[8-9R—1- (4-H L IE) -2-%4K-1,2, 3, 4- DS mph-5- 5 ] L B

[3373] T4 PRHEF (Tml) His hn5-2a -89 —1— (4-FH A 2E) -3, 4- &Mk -2 (1H) -
il (782mg) , H¥s R BB S T = WP HE 15min. T R MNIER PRI — 2Bk, 463 e 2% B lcE
DUREVDTI 3 AR AL 54 (T60mg) -

[3374]  'HNMR (DMSO-d6) 8ppm:2.02 (3H,s) ,2.47-2.62 (2H,m) ,2.66-2.78 (2H, m) ,3.68
(3H,s) ,5.08 (2H,brs) ,6.73-6.85 (2H,m) ,6.95-7.13 (4H,m) ,9.55 (1H, brs) .

[3375] S +{5|463

[3376]  8—%(-1- (4-H AR FETEL) 24 8-1,2, 3, 4- VY S M bk —5— 35 = 46 PP et fis

[3377]1 KA 4601 A k-

[3378]  '"HNMR (DMSO-d6) 8ppm:2.58-2.68 (2H,m) ,2.81-2.89 (2H,m) ,3.66 (3H, s),5.27
(2H,brs) ,6.70-6.79 (2H,m) ,6.98-7.08 (2H,m) ,7.22 (1H,d,J=9.0Hz) , 7.46 (1H,d,]J=
9.0Hz) .

[3379] =% {l464

[3380]  5-FHIE-8-F-1- U-FAEREFI) -3,4- A k-2 (1H)

[3381] KU 46 1T A ko

[3382]  'HNMR (CDCl3) Sppm:2.47-2.63 (4H,m) ,3.58 (2H,brs) ,3.73 (3H,s) ,5.34 (2H,
brs) ,6.41 (1H,d,J=8.7Hz) ,6.67-6.76 (2H,m) ,7.01 (1H,d,J=8.7Hz) , 7.03-7.10 (2H,
m) o

[3383]  Z:{5]465

[3384]  N-[8-%5(-1- (4-FHARJEHEIE) —2-4f0-1,2,3, 4-PU S mbh—5-3E ] 2, ok i

[3385]  RAUZFHE 4621 A ko

[3386]  'HNMR (DMSO-d6) Sppm:2.02 (3H,brs) ,2.42-2.54 (2H,m) ,2.58-2.67 (2H, m) ,3.67
(3H,s) ,5.25(2H,s) ,6.71-6.79 (2H,m) ,6.96-7.04 (2H,m) ,7.15(1H,d,J] =8.9Hz) ,7.23
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(1H,d,J=8.9Hz) ,9.58 (1H,brs) -

[3387] =2 1{51466

[3388] SR FHAMPRT,8- i —1- (4-FEETHE) —2-FMR-1,2,3, 4- VU S Emk-5- 24 g
[3389]  RAUZFE 4601 A k-

[3390]1  'HNMR (CDC13) ppm:2.68-2.73 (2H,m) ,2.89-2.97 (2H,m) ,3.76 (3H,s) , 5.24 (2H,
brs) ,6.76-6.81 (2H,m) ,6.86 (1H,dd,J=9.3Hz,6.1Hz) ,7.07-7.12 (2H, m) .

[3391]  ZHf5l467

[3392] 5% H-7,8- 91— (A-FHEAILIL) -3, 4- Ak -2 (1H) -

[3393] KA 46 1T A ko

[3394]  'HNMR (CDC13) Sppm:2.55-2.63 (2H,m) ,2.63-2.71 (2H,m) ,3.51 (2H,brs), 3.75
(3H,s) ,5.21 (2H,brs) ,6.24 (1H,dd,J=11.3Hz,6.4Hz) ,6.71-6.81 (2H,m) , 7.07-7.16
(2H,m) »

[3395]  Z7%15l468

[3396]  N-[7,8- 4 —1- (4-H LI 28 40-1,2, 3, 4- UMMk 53 ] LBk i%

[3397]1 KA 4621 A K

[3398]  'HNMR (CDC13) Sppm:2.18 (3H,s) ,2.58-2.68 (2H,m) ,2.68-2.76 (2H,m) , 3.74 (3H,
s),5.22(2H,s) ,6.71-6.80 (2H,m) ,6.90 (1H,brs) ,7.07-7.14 (2H,m) , 7.17(1H,dd,J=
11.0Hz,6.9Hz) .

[3399]  Z7%15469

[3400]  2,2,2- =% ~N-[8-F—1- 4-F S FLKFE) 25 18-1,2,3, 4- DU S MR -5-3E] 2. ik
i

[3401]  F5-ZFHE-8-H—1—- (4-F L) -3, 4- S MEmi-2 (1H) —Fi (0.7g) i) & H 4%
(TmL) ¥V, B ES I =9 LB (0.389mL) , ¥ I MIR-G P T = iR A HE 1. 5ho 28 B
A, = 5 RG50S (AR AL 54 (0.879)

[3402]  'HNMR (CDC13) Sppm:2.63-2.70 (2H,m) ,2.70-2.76 (2H,m) ,3.73 (3H,s) , 5.23 (2H,
brs) ,6.73-6.78 (2H,m) ,6.97 (1H,dd,J=12.3Hz,8.9Hz) ,7.08-7.12 (2H, m) ,7.15(1H,dd,
J=8.9Hz,4.1Hz) ,7.69 (1H,brs) .

[3403] =470

[3404]  8-9p—1- (4-FH AL -5 (&L -3, 4- k-2 (1H) -

[3405]  GEASAH T, KA EIR, 72,2, 2- =5 -N-[8-%-1- (4-H & FILHIE) 248/ -1,
2,3, 4-PU S Emk—5-3E] Z B % (0.87g) AIN—FF L —2—nth & g i (SmL) 39 4, ¥ InE AL 40
(55% JhH) (0.105g) K s MR -& P 7E RGP 1 5min, T H A Z R U Il %52 (0. 273mL) o
¥R ARG T P 15h T S SR R s N A S B KIS, SR 5 G IR TR A< Y
IR - K S ERKBEB A WLE & T KRR AN 18 , SR Ja 28 TR v 71 o K i BR s T W I/
PUER (1:1) (16 mL) , TR MR A P Es InsNE A BRI (1. 32mL) IR GV T %
TR FE2h 2RI IE ], TR B W I I AN &AL B K VBT, SR 5 R 2 BE REBUZ 5 W o
K BB NZ , & TCKBRR N T, SR8 Ja 28 M0 1 . &2 AR IR B AL Z T (B 4/ &
Mg 1) 24k Bk B8 M R bR AL &4 (0.60g) -

[3406]  'HNMR (CDC13) Sppm:2.58-2.63 (2H,m) ,2.63-2.68 (2H,m) ,2.82 (3H,brs) , 3.33
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(1H,brs) ,3.73(3H,s) ,5.21 (2H,brs) ,6.32 (1H,dd,J=9.0Hz,3.4Hz) , 6.72-6.77 (2H,m) ,
6.83 (1H,dd,J=12.9Hz,9.0Hz) ,7.09-7.14 (2H,m) -

[3407] =471

[3408]  5-[{[1-(2,4- =S REL) —4-FoRENRAE 428 ] 3L} (F28) (& ] 8- 1- U-H &
FEAHD) -3 4- S EEmk-2 (1H) —fif

[3409]  F-8-%—1- (4-H S L) —5- (= HE) -3, 4- =S mh-2 (1H) - (0.61g) 1 4R
(3mL) I N IN6- (2, 4- —&OREL) -1-5 24 -6- & AE [2.5] 4t (3.00g) LR (3mL) ¥
T R SR A ) T-60 CHiiH 1 3h o 28 1R 3 551 5 T 5 B8 40 Hh s i b ANk R S A /K VR
RIG H CBR CERABOZIE W - /K SRR BRI A VLE , LT K B ER AN T8 , 2R o 2 i i
Al & MR EAEENT (Qk /LBR 4 18) 2i4b bk B8 Vi 2 Az 4k 54 (0.53g) -

[3410]  'HNMR (CDC1s) Sppm:1.42-1.50 (2H,m) ,1.60-1.69 (2H,m) ,2.51 (1H,s) , 2.60-2.67
(2H,m) ,2.69 (3H,s) ,2.87-2.95 (2H,m) ,2.95-3.00 (2H,m) ,3.00-3.06 (2H,m) ,3.07 (2H,
s),3.69(3H,s),5.21 (2H,brs) ,6.71-6.76 (2H,m) ,6.84-6.95 (2H, m) ,6.97 (1H,d,J=
8.6Hz) ,7.03-7.13 (2H,m) ,7.17 (1H,dd,J=8.6Hz,2.5Hz) , 7.34(1H,d,J=2.5Hz) .

(34111 S A472

[3412]  5-({[1-(2,4- =& -5- T ARKL) —4-FRREWR e —4 -3 ] B L) =0 0E) —8-T—1- (4-H1 4
FEACHD) -3 4- A EEmk-2 (1H) —fi[

[3413]  KAZHEAFIATLIIN & ko

[3414]  '"HNMR (DMSO-d6) 8ppm:1.71 (4H,brs) ,2.58-2.61 (2H,m) ,2.69-2.72 (2H, m) ,
2.90-3.10 (6H,m) ,3.68 (3H,s) ,4.50-4.60 (1H,m) ,4.69 (1H,s) ,5.08 (2H,brs) , 6.41 (1H,
dd,J=9.0Hz,3.6Hz) ,6.78-6.89 (3H,m) ,7.06 (2H,d,J=8.7Hz) ,7.25 (1H,d,J=11.1Hz),
7.70 (1H,d,J=7.8Hz) .

[3415] &7 5473

[3416]  5-({[1- (4-F-2,5-H L) 4P RNk IE -4 2% ) AL} 2 08) -8-%-1- U-H &
FEAHD) -3 4- A EEmk-2 (1H) —fi[

[3417] KU FEAFIATIIN & ko

[3418]  'HNMR (CDC1s) Sppm:1.68 (1H,s) ,1.75-2.00 (4H,m) ,2.68 (4H,s) , 2.95-3.15 (4H,
m) ,3.15-3.30 (2H,m) ,3.55-3.70 (1H,brs) ,3.74 (3H,s) ,5.22 (2H, brs) ,6.40 (1H,dd,J=
9.0Hz,3.6Hz) ,6.71-6.87 (4H,m) ,7.03-7.18 (3H,m) .

[3419] S A|474

[3420]  5-({[1-(4-F-2,6- & RHL) —4-F RNk -4 2L ) AL} & 08) -8-%-1- U-H &
FEACHD) -3 4- A k-2 (1H) -

[3421]  KAZHEAFIATIIN G ko

[3422]  'HNMR (CDC13) Sppm:1.65-1.95 (5H,m) ,2.68 (4H,s) ,3.00-3.15 (4H,m) , 3.28-3.44
(2H,m) ,3.60-3.71 (1H,brs) ,3.74 (3H,s) ,5.21 (2H,brs) ,6.40 (1H,dd,] =9.0Hz,3.6Hz) ,
6.71-6.94 (5H,m) ,7.13 (2H,d,J=8.4Hz) .

[3423] &7 A5|475

[3424]  5-({[1-(2,4- =& -6-T AR KL) —4-FRFLWRIE -4 -3 ] B L) &0 08) —8-Ti—1- (4-H1 4
FEAHD) -3 4- A k-2 (1H) -
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[3425]  SRAUZFEAFIATLIN & ko

[3426]  'HNMR (CDC13) Sppm:1.68-1.94 (5H,m) ,2.68 (4H,s) ,2.95-3.15 (4H,m) , 3.30-3.45
(2H,m) ,3.60-3.70 (1H,brs) ,3.74 (3H,s) ,5.21 (2H,brs) ,6.40 (1H,dd,] =9.0Hz,3.6Hz) ,
6.72-6.88 (3H,m) ,6.96-7.02 (1H,m) ,7.10-7.21 (3H,m) »

[3427] 25476

[3428]  5-({[1-(2-&-4,6- & RH) —4-F2 RNk -4- 3L ) AL} 2 08) -8-%-1- U-H &
FEACHD) -3 4- A k-2 (1H) -

[3429]  KAUZSHEAFIATIIN & ko

[3430]  '"HNMR (DMSO-d6) 8ppm:1.70-1.94 (5H,m) ,2.68 (4H,m) ,2.93-3.04 (2H, m) ,3.11
(2H,brs) ,3.29-3.43 (2H,m) ,3.60-3.72 (1H,brs) ,3.74 (3H,s) ,5.21 (2H, brs) ,6.41 (1H,
dd,J=9.0Hz,3.6Hz) ,6.69-6.88 (4H,m) ,6.91-7.00 (1H,m) , 7.08-7.17 (2H,m) »

[3431]  ZFHAFIATT

[3432]  5-[ ({1-[2-%(-4- (o AL KAL) -4-FR FLIRIE -4 L} HH ) 2L ] -89 1-
(4- WAEFETEHRL) -3, 4- A k-2 (11) -

[3433]  KAZHEAIATLIIN ko

[3434]  '"HNMR (CDC13) Sppm:1.80-1.96 (4H,m) ,2.68 (4H,s) ,2.98-3.19 (7H,m) , 3.73 (3H,
s),5.21 (2H,s) ,6.40 (11,dd,J=9.0Hz,3.6Hz) ,6.73-6.86 (3H,m) , 7.04-7.11 (5H,m) .
[3435] %5478

[3436]  5- ({[1- (4~ FAFE-2-F RIL) ~4-FRFENRAE -4 2L ) B AL} & 08) -8-%-1- U-H &
FEASHD) -3 4- A k-2 (1H) -

[3437]  KUZHEAFIATLIN G ko

[3438]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=6.9Hz) ,1.75-1.99 (5H,m) , 2.60-2.75 (4H,m) ,
2.92-3.20 (6H,m) ,3.60-3.80 (4H,m) ,3.97 (2H,q,J=6.9Hz) , 5.21 (2H,brs) ,6.36-6.43
(1H,m) ,6.57-6.68 (2H,m) ,6.70-6.87 (3H,m) ,6.89-6.99 (1H,m) ,7.08-7.17 (2H,m) »
[3439] &2 A4479

[3440]  5- ({[1- (- -4-LFFIH) —4-FR RNk e -4- 2 | L) &) -8-3-1- (4-H
) -3, 4- A MM -2 (1H) -

[3441] KA FIATLTT A Ko

[3442]  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.8Hz) ,1.68-2.00 (5H,m) ,2.58 (2H, q,H=
7.8Hz) ,2.68 (4H,brs) ,2.94-3.07 (2H,m) ,3.08-3.12 (4H,m) ,3.62-3.89 (4H, m) ,5.21 (2H,
brs) ,6.41 (1H,dd,J=9.0Hz,3.6Hz) ,6.70-6.88 (3H,m) ,6.96-7.25 (5H,m) .

[3443] 2715480

[3444]  8-9—5-[ ({1-[2-9—4— (N—-2- L5 JE) I ] -4 SR FLIRIE —4—Jk} I JE) (2] -1-
(4- WAEFETEHRL) -3, 4- A k-2 (11) -

[3445]  SKAUZSFEAFIATLIN G ko

[3446]  'HNMR (CDC13) Sppm:1.30 (6H,d,J=6Hz) ,1.75-1.98 (4H,m) ,2.25-2.50 (1H,brs),
2.55-2.75 (4H,m) ,2.90-3.18 (6H,m) ,3.50-3.80 (4H,m) ,4.36-4.50 (1H, m) ,5.19 (2H,
brs) ,6.37 (1H,dd,J=9.0Hz,3.6Hz) ,6.54-6.98 (6H,m) ,7.04-7.16 (2H,m) .

[3447] 275|481

e

pi
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[3448]  5- ({[1- (- -4-NEFIHL) —4-FRRENRIE-4-JE ] L) &) 8- - 1- (U-F | 2
HoL) -3 4- S k-2 (1H) -

[3449]  KUZSFEAFIATLIN ko

[3450]  'HNMR (CDC13) 8ppm:0.92 (3H,t,J=7.4Hz) ,1.60 (2H,sex,J=7.4Hz) , 1.77-1.99
(4H,m) ,2.22 (1H,brs) ,2.50 (2H,t,J=7.4Hz) ,2.58-2.73 (4H,m) , 2.92-3.20 (6H,m) ,
3.60-3.80 (4H,m) ,5.20 (2H,brs) ,6.39 (1H,dd,J=9.0Hz,3.6 Hz) ,6.67-6.88 (3H,m) ,
6.94-7.05 (2H,m) ,7.06-7.15 (2H,m) ,7.16-7.20 (1H,m) »

[3451] &2 151482

[3452]  8-%(-5- ({[4-F22E-1-(2,4,6- =H AL DRNE-4-2E ] AL} & L) -1- - EHEF
H) -3, 4- Sk -2 (1H)

[3453]  KAUZFEAFIATIIN & ko

[3454]  'HNMR (CDC13) Sppm:1.74-1.92 (4H,m) ,2.60-2.76 (4H,m) ,2.98-3.05 (4H, m) ,
3.31-3.42 (2H,m) ,3.65-3.80 (1H,m) ,3.73 (3H,s) ,5.16-5.28 (2H,m) ,6.40 (11, dd,]J=
9.0Hz,3.6Hz) ,6.58-6.67 (2H,m) ,6.72-6.78 (2H,m) ,6.82 (1H,dd,J= 12.8Hz,9.0Hz) ,
7.10-7.16 2H,m) »

[3455] 7515483

[3456]  8-5—5- ({[1- U-F-2-J AR HL) —4-FRFLWRIE —4-JE ] F L) =0 0E) —1- U-H AR
Hk) -3, 4- S -2 (1H) —H

[3457]  FN-[8-%(—-1- (4-FAFEHEIL) —2-10-1,2,3, 4- U A mh-5-5£] 2 Wk (200
mg) J6- (4-F 2T FIE) —1-H A 6-F LR [2. 5] 3t (202mg) FIN, N-— FF FL A it fige /21
B (1:1) @mL) ¥R IMBEER =8 (59. 2mg) , HK R MR G190 CHiHE18h. T R BV A
YRR I AL (11 . 2mg) » HRE SR A T-90 CHii b 18h o K e B ¥ iR AR AN K H , 3
LR TR B MR B - FHE KR ANLZ , & T0K IR IR AN T8 , R 5 28 TR A 71l - &8
HEREAEENT (D )k LR L1 A4 5% B8 i e Az Bk &4 (279mg) -

[3458]  'HNMR (CDC13) Sppm:1.74-1.93 (4H,m) ,2.33 (1H,brs) ,2.53 (4H,brs) , 2.97-3.25
(6H,m) ,3.68 (3H,s) ,3.92 (1H,brs) ,5.31 (2H,brs) ,6.43 (1H,d,J=8.7 Hz) ,6.63-6.72
(2H,m) ,6.83-6.93 (1H,m) ,6.98-7.11 (5H,m) .

[3459]  ZZ 145|484

[3460]  8-%(—5- ({[1- (4-F-2,6- “FAKL) —4-JRRLIRmE -4 J ] L) & 0) -1- (U-H &
FeARHL) -3, 4- A k-2 (1H)

[3461] KA 4831 A k-

[3462]  'HNMR (CDC1s) Sppm:1.70-1.89 (4H,m) ,2.32 (1H,brs) ,2.54 (4H,m) , 3.00-3.16
(4H,m) ,3.30-3.44 (2H,m) ,3.69 (3H,s) ,3.96 (1H,brs) ,5.32 (2H,brs) , 6.43 (1H,d,]J=
8.7Hz) ,6.65-6.72 (2H,m) ,6.81-6.93 (2H,m) ,7.01-7.13 (3H,m) -

[3463] 2715485

[3464]  8-%—5- ({[1- (2,4~ =& -5-FAK) 4-JRRLIRmE-4-JL ] L) & 20) -1- (U-H &
FEASHD) -3 4- A EEmk-2 (1H) —fi[

[3465] TN-[8-%—1- (4-FAFEHEIL) —2-5f0-1,2,3,4- U S mEmh-5-5£] 2 Wk (200
mg) M 6- (2,4~ Z& -5 AL 1A H-6-E AR [2. 5] 4% (200mg) AN, N—-— H & H g fri /
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O-THEZ (1:1) (mL) VAW IR INBEER =4 (59.2mg) , FF¥ I RV &4 T-90 CHtHE 16h o 6 )
IR K, I H O GERZEBUR BER G - 3 KBRS A VLUZE , & ICKBRBR AN T, 2R
JEAMBEBEAN . EREREHEEN (S /LR 1) a5 L5k 8 9w $E b 8k &9
(324mg) »

[3466]  '"HNMR (CDC13) Sppm:1.76-1.94 (4H,m) ,2.30 (1H,brs) ,2.53 (4H,brs) , 2.92-3.20
(6H,m) ,3.68(3H,s) ,3.92 (1H,brs) ,5.32 (2H,s) ,6.44 (1H,d,J=9.0 Hz) ,6.66-6.70 (2H,
m) ,6.85(1H,d,J=10.5Hz) ,7.00-7.13 (3H,m) ,7.37 (1H,d,] =7.8Hz) .

[3467] 2141486

[3468]  8-F—5- ({[1- (4-Z A FE-2-F KRR —4-FRHLIRNE—4-FE ] ) = 28) -1- U-H &
FEACHD) -3 4- S EEmk-2 (1H) -

[3469]  RAUZFE G483 A k-

[3470]  'HNMR (DMSO-d6) Sppm:1.29 (3H,t,J=6.9Hz) ,1.60-1.78 (4H,m) , 2.55-2.65 (2H,
m ,2.89-2.98 (4H,m) ,3.04 2H,d,J=5.7Hz) ,3.17-3.23 (2H,m) , 3.67 (3H,s),3.96 (21
[3471]  ,q,J=6.9Hz) ,4.50 (1H,brs) ,4.72-4.75 (1H,m) ,5.23 (2H,brs) ,6.50 (1H,d, J=
8.7Hz) ,6.62-6.71 (2H,m) ,6.72-6.79 (2H,m) ,6.94-7.08 (4H,m) .

(34721 2151487

[3473]  8-F-5- ({[4-F22E-1-(2,4,6- =5 A IE) WRIE-4-JL ] HJL} 20 0k) —1- (4-F AR
Ht) -3, 4- S -2 (1H) —H

[3474] KA 4831 A k-

[3475]  'HNMR (CDC13) Sppm:1.71-1.89 (4H,m) ,2.38 (1H,brs) ,2.54 (4H,brs) , 2.93-3.06
(2H,m) ,3.11 (2H,brs) ,3.30-3.44 (2H,m) ,3.69 (3H,s) ,3.97 (1H,brs), 5.32(2H,s) ,6.43
(1H,d,J=9.0Hz) ,6.55-6.72 (4H,m) ,7.01-7.12 (3H,m) .

[3476] 215488

[3477]  8-%-5- ({[1- (4-F-2,5- AR IE) —4- R FLIRIE—4-J& ] L} & 08) -1- (4-H14
FEACHD) -3 4- A EEmk-2 (1H) -

[3478]  RAUZ 54851 A k-

[3479]1  'HNMR (CDC1s3) Sppm:1.72-1.92 (4H,m) ,2.10 (1H,brs) ,2.54 (4H,brs) , 2.98-3.28
(6H,m) ,3.70 (3H,s) ,3.90 (1H,brs) ,5.32 (2H,brs) ,6.44 (1H,d,J=8.7 Hz) ,6.66-6.80
(3H,m) ,7.01-7.12 (4H,m) »

[3480] =2 151489

[3481]  5- ({[1- (4-F-2-% AIHE) ~4-FRFENRIE -4 ] AL} & 08) -7, 8- 25 -1- U-H &
FERIL) -3, 4- AR -2 (1H) -

[3482]  RAZFE 54851 A k-

[3483]  'HNMR (CDC13) Sppm:1.77-1.86 (2H,m) ,1.86-1.97 (2H,m) ,2.56-2.72 (4H, m) ,
2.98-3.10 (2H,m) ,3.15-3.26 (2H,m) ,3.75(3H,s) ,3.77-3.83 (1H,m) ,5.22 (1H, brs) ,6.27
(1H,dd,J=12.4Hz,6.3Hz) ,6.71-6.81 (2H,m) ,6.87-6.95 (1H,m) , 7.01-7.08 (2H,m) ,
7.09-7.17 (2H,m) .

[3484] 27151490

[3485]  5- ({[1- (4-{R-2-% AKIL) —4-FRFENRIE -4 2L ] AL} () -7, 8- % -1- U-H &
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FEACHD) -3 4- A EEmk-2 (1H) -

[3486]  RAZFE5|485T A k-

[3487]  'HNMR (CDC13) Sppm:1.74-1.95(4H,m) ,2.57-2.74 (4H,m) ,2.97-3.09 (4H, m) ,
3.16-3.26 (2H,m) ,3.75(3H,s) ,3.77-3.83 (1H,m) ,5.22 (2H,brs) ,6.27 (1H,dd, J=
12.4Hz,6.3Hz) ,6.73-6.79 (2H,m) ,6.86 (1H,t,J=8.6Hz) ,7.09-7.16 2H,m) , 7.17-7.22
(2H,m) »

[3488]  Z7E {5491

[3489]  5-{[1- (- RHE) —4-FRHLNRIE—4-JE ] HH A8 0k} -89 —1- (- LR L) -3,4- =
k-2 (1H) — i

[3490]  ZRAUZFHAFITOTI A ko

[3491]1  'HNMR (CDC13) Sppm:1.85-1.88 (2H,m) ,1.93-1.99 (2H,m) ,2.06 (1H,brs) , 2.65-
2.68 (2H,m) ,2.89-2.92 (2H,m) ,3.07-3.12 (2H,m) ,3.21-3.23 (2H,m) ,3.74 (3H,s),3.83
(2H,s) ,5.24 (2H,brs) ,6.54 (1H,dd,J=9.0,3.0Hz) ,6.76 (2H,d,J=8.5Hz) ,6.85 (1H,dd, J
=12.5H,9.0Hz) ,6.97 (1H,dt,J=1.5Hz,8.0Hz) ,7.10 (1H,dd,J=8.0Hz,1.5Hz) ,7.13
(2H,d,J=8.5Hz) ,7.23 (1H,dt,J=1.5Hz,8.0 Hz) ,7.37 (1H,dd,J=8.0Hz,1.5Hz) «

[3492] 7151492

[3493]  5-{[1- (4-F-2- AR L) ~4-FR FLWRIE —4-FL ] HH A0 0t} -89 —1- (4-H | L 3) -
7- (MY -2H-WR I -2 S k) -3, 4- A M npk -2 (1H) i

[3494] A AURE M5 (3,5~ HI AT H A ] -85 -1- U-HHEEFNE) -7- (UA -
2H-WR M —2—JE 5 k) -3, 4- &k -2 (1H) —fd (630mg) xR £ (335mg) 210 % #LH% (300mg)
[r)2- P (15m1) ¥R T B Lho i Y8 s SO T TR Hh s N & A AL Al (445mg) N, N-
TR LR (15mL) f6- (-G -2- AR AE) —1-FA 24 -6-R AR [2. 5] ke (740me) , SR 5K
ZIERTT0CHEFEL9 . 5he T IR NIEIR R A IN7K S8 f5 F G FR O B A BRI W - T SR /K e %
BHZ , TR T, S8 5 28 1R A A & IR IR A ET (T bt/ LR 4 18) 4tk h%
BV AR AL 54 (370mg) -

[3495]  'HNMR (CDC13) 8ppm:1.60-1.70 (4H,m) ,1.80-2.00 (6H) ,2.60-2.65 (2H, m) ,2.79-
2.84 (2H,m) ,3.04-3.13 (2H,m) ,3.20-3.24 (3H,m) ,3.52-3.62 (1H,m) , 3.70-3.90 (6H,m) ,
5.21(2H,s) ,5.33 (1H,s) ,6.51 (1H,d,J=6.0Hz) ,6.74-6.79 (2H, m) ,6.88-6.95 (1H,m) ,
7.01-7.07 2H,m) ,7.11-7.15(2H,m) .

[3496] =2 1{41493

[3497]  1-(4-5-2,6- —H REE) -4 {[ (8- —2-F S JE M bk —5-3%) A 2 ] 2L ) DR g -4 i
[3498]  RAUZZE 4531 A k-

[3499]  'HNMR (CDC1s) Sppm:1.86-1.93 (2H,m) ,1.93-2.02 (2H,m) ,2.10 (1H,s) , 3.07-3.15
(2H,m) ,3.47-3.56 (2H,m) ,4.00 (2H,s) ,4.12 (3H,s) ,6.65 (1H,dd,J= 8.7Hz,3.4Hz) ,
6.85-6.93 (2H,m) ,6.95 (1H,d,J=9.1Hz) ,7.24 (1H,dd,J=10.6 Hz,8.7Hz),8.37 (1H,dd,]J
=9.1Hz,1.6Hz) .

[3500] 2715|494

[3501]  1-(4-F-2-3 KAL) —4— {[ 8%k —2—FH Al Ak —5— k) S0k ] W Bk} WR g -4
[3502]  RAUZ 4531 A ko

4
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[3503]  'HNMR (CDC13) Sppm:1.92-1.98 (2H,m) ,1.98-2.06 (2H,m) ,2.08 (1H,s), 3.11-3.19
(2H,m) ,3.23-3.31(2H,m) ,4.00 (2H,s) ,4.12(3H,s) ,6.65 (1H,dd,J= 8.6Hz,3.4Hz) ,
6.92-6.98 (2H,m) ,7.03-7.09 (2H,m) ,7.24 (1H,dd,J=10.5Hz, 8.6Hz),8.37 (1H,dd,J=
9.1Hz,1.6Hz) .

[3504] 715495

[3505]  4-{[ (8-%—2-FAMK-1,2,3,4-DUSMEmh-5-28) A& ] H 2L} -3, 6- —&ntmE-1 (2H) -
AT B

[3506] 8- —5—F43E-3,4- A EMR-2 (1H) —FH (4.66g) \4- (G FHL) -3,6- ~&tne -1
(2H) -F R T T8 (5.95g) KAk FR A (3.55g) HIN-H J-2-ntk s iig i (100mL) ¥4 % T80 °C #iit
Faho T R BLETR A AR 7K (400mL) K& R £ 18 (100mL)  F$Zim il T =i HE20min. 78
e et RIS TTIE S, Ot AR BT P2 (it br AL &4 (8.48g) »

[3507]1  'HNMR (DMSO-d6) Sppm:1.41 (9H,s) ,2.08-2.15 (2H,m) ,2.42-2.48 (2H, m) ,2.82-
2.89 (2H,m) ,3.40-3.48 (2H,m) ,3.81-3.91 (2H) ,4.41-4.47 2H,m) , 5.65-5.82 (1H,m) ,
6.60 (1H,dd,J=9.1Hz,3.8Hz) ,7.00 (1H,t,J=9.2Hz) ,10.01 (1H,brs) .

[3508]  Z{4|496

[3509]  4-{[ (8-&—2-FAM-1,2,3,4-VUSMEmh-5-2%) A& ] H 2L} -3, 6- —&ntmE-1 (2H) -
AT B

[3510]  F-4-{[ (8-F—2-%fR-1,2,3,4- DU MEmk-5-J&) Sk ] FH AL} —4-F BERE - 1-F IR
FUT g (13.7) )25 (180mL) VAV PR N, N, N N’ =P F 3 -1, 3— 58 P ¢ (31. 8mlL) J%
HGEREA L & (7. 74mL) , FEFZIE T = PRI 4 K S SRR N K b, FRAE I DB A Bk
LV AHEREREN (&P e/ LR L B5) 21k 5% 56 P im 32 4t br 8 AL & 9
(10.7g) -

[3511]  'HNMR (CDCls) Sppm:1.48 (9H,s) ,2.14-2.24 (2H,m) ,2.59-2.64 (2H,m) , 2.97-3.02
(2H,m) ,3.52-3.59 (2H,m) ,3.92-3.98 (2H) ,4.42-4.48 (2H,m) ,5.76-5.84 (1H,m) ,6.51
(1H,d,J=9.0Hz) ,7.16 (1H,d,J=9.0Hz) ,7.75 (1H,brs) -

[3512] &2 {51497

[3513]  4-{[ B-&-7T-H2-EM-1,2,3,4-DUSMEmh-5-3&) A& H &) -3, 6- —&kne -
1 (2H) -F AU T B

[3514]  RAUZ 4951 A

[3515]  'HNMR (CDCls) Sppm:1.48 (9H,s) ,2.15-2.22 (2H,m) ,2.60-2.63 (2H,m) , 2.93-2.97
(2H,m) ,3.55-3.57 (2H,m) ,3.93-3.99 (2H,m) ,4.40 (2H,brs) ,5.72-5.84 (1H,m) ,6.43 (1H,
d,J=10.9Hz) ,7.75 (11,brs) .

[3516] S {4]498

[3517]  4-{[ (7,8 % —2-%AX-1,2,3,4- DU MEmk-5-3%) AL ] AL} -3, 6- —&tiE -1
(2H) -FE U T Wi

[3518]  RAUZFE|495T A ko

[3519]  'HNMR (CDC1s) Sppm:1.48 (9H,s) ,2.13-2.24 (2H,m) ,2.60-2.64 (2H,m) , 2.93-2.96
(2H,m) ,3.52-3.60 (2H,m) ,3.92-3.99 (2H,m) ,4.37 (2H,brs) ,5.71-5.87 (1H,m) ,6.37 (1H,
dd,J=12.0Hz,6.3Hz) ,7.58 (1H,brs) .
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[3520] 27151499

[3521]  (3S*,4S%) —4-{[ (8-F—2-A1%-1,2,3,4- DU MEMh-5-35) 3L H 2L} -3, 4- —Fp 3
Wk e —1—FH BT i

[3522]  FT4-{[ (8- —2-%AM-1,2,3,4-DUS(mEmk—5-J%) S L] F AL} -3, 6- & mkng -1
(2H) —F AU T g (0.38g) FRITA A (3mL) —7K (1mL) ¥y ¥ b4 . 8M N— H BLnd ik -N-& 4k
(0.42mL) KW Je 4% DY ALK (0. 01mL) ZKIE, FHH R NIRA W T iR FE6 K o 28 T
VT, R 8B BT AR 5 it i $2 A AL 54 (0. 36g) «

[3523]  'HNMR (DMSO-d6) Sppm:1.40 (9H,s) ,1.54-1.73 (2H,m) ,2.44 (2H,t,J= 7.6Hz) ,
2.74-3.09 (4H,m) ,3.46-3.55 (1H,m) ,3.62 (1H,d,J=8.8Hz) ,3.66-3.85 (2H,m),3.98 (1H,
d,J=8.8Hz) ,4.58 (1H,brs) ,4.92-5.01 (1H,m) ,6.54 (1H,dd,] =9.1Hz,3.8Hz) ,7.01 (1H,
t,J=9.4Hz) ,10.01 (1H,brs) .

[3524]  ZZ+5]500

[3525]  (3R,4R) —4- {[ (8- —2-%1L-1,2,3,4-PUSmEmk-5-35) 3L ] &L} -3, 4- 5 3
Wk e —1—F BT i

[3526]  T-4-{[ (8- —2-%AM-1,2,3,4-DUS(mEmk—5-J%) S L] L) -3, 6- & mkng -1
(2H) —FH R AT i (0.753g) M AD-Mix—beta (2.8g) B A ER (25mL) B35 H Ik (15mL) , $¢
NRE )T IS AEVKA FITR T S S R 8 I A ARt R A 7K I W, I 1%
R FE10min AR J5 FH B8 G R AR BOZ AW, K BEEENLE , & ToK BB B T4, JF 2%
TR 2 MR E A ENT (C& b/ LR 418 2R R Y, H £ 1 P 45 i T A br it
&) (347 mg, #iF99%ee)

[3527]  'HNMR (CDC1s) 8ppm:1.47 (9H,s) ,1.69-1.75 (1H,m) ,1.83-1.86 (1H,m) , 2.36-2.37
(1H,m) ,2.51-2.60 (1H,m) ,2.64 (2H,t,J=7.7Hz) ,2.91-3.00 (3H,m) , 3.01-3.20 (1H,m),
3.68-4.17 (5H,m) ,6.49 (1H,dd,J=9.1Hz,3.9Hz) ,6.93 (1H,t, J=9.4Hz) ,7.51 (1H,brs) .
[3528] &#145]501

[3529]1  (3S,4S) —4-{[ (8—% —2-FAX-1,2,3,4-VUS mEmk—-5-3L) F L 5L} -3, 4-—fp 3k
Wik BE —1—F BT i

[3530]  ff4-{[ (8- —2-%M-1,2,3,4-DUS(mEmk—5-J%) S L] F AL} -3, 6- & mkng -1
(2H) - & AT Tig (200mg) J2AD-Mix—alpha (743mg) (IR ER/ /K= (2:1) (10mL) W T =iE
P FEE R, CAZRALZ 25 5150011 J5 4 25 AL 38 s NI VR TT $2 HEAR /AL A4 (131mg 90 % ee) o
[3531]1  'HNMR (CDC1s) 8ppm:1.47 (9H,s) ,1.69-1.75 (1H,m) ,1.83-1.86 (1H,m) , 2.26-2.39
(1H,m) ,2.52-2.60 (1H,m) ,2.64 (2H,t,J=7.6Hz) ,2.91-3.20 (4H,m) , 3.71-4.19 (5H,m) ,
6.49 (1H,dd,J=9.1Hz,3.9Hz) ,6.93 (1H,t,J=9.4Hz) ,7.50 (1H,brs) .

[3532]  Z#43|502

[3533]  (3R,4R) -4- {[ (8-& —2-%4L-1,2,3,4-PUSmEmk-5-35) 3L ] &L} -3, 4- 5 3
Wk e —1—F BT i

[3534]  FAUZ 55001 & i o

[3535]  'HNMR (CDC1s) 8ppm:1.47 (9H,s) ,1.71-1.77 (1H,m) ,1.83-1.86 (1H,m) , 2.37-2.69
(4H,m) ,2.87-3.02 (3H,m) ,3.03-3.20 (1H,m) ,3.69-4.17 (5H,m) ,6.55 (1H,d,J=8.9Hz) ,
7.19(1H,t,J=8.9Hz) ,7.76 (1H,brs) .
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[3536] 215503

[3537]  (3S,4S) -4 {[ (8-&—2-%f%-1,2,3,4- VUM Mh-5-3%) S 3L ] AL} -3, 4- —Fp 3t

Wk IE — 1 FH AT IR

[3538]  RAUZFE 5011 A ko

[3539]  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.71-1.77 (1H,m) ,1.83-1.86 (1H,m) , 2.36-2.68

(4H,m) ,2.86-3.02 (3H,m) ,3.03-3.20 (1H,m) ,3.67-4.19 (5H,m) ,6.55 (1H,d,J=9.0Hz) ,

7.18 (1H,t,J=8.9Hz) ,7.74 (1H,brs) »

[3540] %%1&]504

[3541]  (3R*,4R") —4-{[ B-&-7T-F—2-FAX-1,2,3,4-DUS(Memh-5-2&) AL ] AL} -3,4-

:ié%ﬂ)ﬁﬂﬁ—l—EﬁﬁaﬂT@a

[3542] T4-{[ 8-&-T-#—2-F4%-1,2,3,4-VUA Enmk-5-4) & IE ) -3, 6- Ak ne

-1 (2H) -FH R T Bis (250mg) H PUEMRIR /7K (3:1) (4mL) ¥ ¥+ s hn VU A AL 4K (Osmium

Oxide) \Immobilized Catalyst I (& &:7%) (110mg) MN- F JE0mk-N-4 14

(0.254mL) , FE¥s I MR ST Z R BRI AR UK E T, OBV W s 0 AT B R

BRI VERR AP, F O R CBRZEBUETR - SR K BRI MLZ , & ToK IR REE T4, F
AWPEA A B EREEEN (& T bt/ LR L BR) 44k 5 88 v 32 4 br &AL & )

(249mg)o

[3543]  '"HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.71-1.77 (1H,m) ,1.83-1.85 (1H,m) , 2.20-2.57

(2H,m) ,2.62 (2H,t,J=7.7Hz) ,2.88-3.01 (3H,m) ,3.02-3.19 (1H,m) , 3.69-4.17 (5H,m) ,

6.47 (1H,d,J=10.6Hz) ,7.75 (1H,brs) .

[3544]  ZFA5|505

[3545] (3R, 4R) —4—{[ (8-&-7T-#—2-FM-1,2,3,4- VYA MEmk—5—%5) L] L) -3,4-—

FoARIRIE - 1-F IRAUT B

[3546]  RAZZE 5001 A ko

[3547]  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.71-1.77 (1H,m) ,1.83-1.85 (1H,m) , 2.20-2.57

(2H,m) ,2.60-2.63 (2H,m) ,2.88-3.01 (3H,m) ,3.02-3.19 (1H,m) , 3.69-4.17 (5H,m) ,6.47

(1H,d,J=10.6Hz) ,7.75 (1H,brs) »

[3548] 215506

[3549] (3R, 4R) -4—{[ (7,8-—H—2-%1X-1,2,3,4-PUS e mph—5—3k) AL L) -3,4-—

FR AR E - 1-F R T B

[3550]  SRALLZZEA5]5001 A ko

[3551]1  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.70-1.76 (1H,m) ,1.82-1.85 (1H,m) , 2.28-2.69

(4H,m) ,2.85-3.21 (4H,m) ,3.68-4.20 (5H,m) ,6.41 (1H,dd,J=11.8Hz, 6.3Hz),7.61 (1H,

brs) »

[3552]  ZFA45|507

[3553]  (3R*,4R*) -4-{[ (7,8- & 2-Fft-1,2,3,4-VUE MEmh-5-3) & L] P AL} -3 ,4-—

FoARIRIE-1-F IR T Fis

[3554]  RALLZZE 55041 A ko

[3555]  '"HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.70-1.77 (1H,m) ,1.82-1.85 (1H,m) , 2.28-2.79
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(4H,m) ,2.83-3.21 (4H,m) ,3.68-4.20 (5H,m) ,6.41 (1H,dd,J=11.8Hz, 6.3Hz),7.71 (1H,
brs) »

[3556] & 14508

[3557]  5-{[ (3S",4S") -3,4- ¥R JEMRnE —4-FE ] F 4L} -84 -3, 4- k-2 (1) -fi £k
iR &

[3558]  SRALLZFEA5|4561T A k-

[3559]  'HNMR (DMSO-d6) Sppm:1.71-1.80 (1H,m) ,1.95-2.07 (1H,m) ,2.47 (2H, t,J=
8.0Hz) ,2.83-3.16 (6H,m) ,3.66 (1H,d,J=8.8Hz) ,3.85-3.95 (1H,m) ,4.04 (1H,d,J=
8.8Hz) ,5.07 (1H,brs) ,5.34-5.44 (1H,m) ,6.56 (1H,dd,J=9.1Hz,3.8 Hz) ,7.02 (1H,t,]J=
9.5Hz) ,8.63-8.83 (2H,m) ,10.04 (1H, brs) .

[3560] 715509

[3561]1  5-{[ (3R,4R) -3,4- ¥R JENRIE -4 & ] H 40 ) -89 -3, 4~ & mk-2 (1H) —Fil £L
iR &

[3562]  RALLZZE5|456 1T A k-

[3563]  'HNMR (DMSO—d6) Sppm:1.74-1.77 (1H,m) ,1.99-2.05 (1H,m) ,2.45-2.48 (2H,m) ,
2.85-3.12 (6H,m) ,3.66 (1H,d,J=8.8Hz) ,3.90-3.93 (1H,m) ,4.04 (1H,d, J=8.8Hz),
4.97-5.22 (1H,m) ,5.28-5.51 (1H,m) ,6.56 (1H,dd,J=9.1Hz,3.7Hz) , 7.03 (1H,t,J=
9.7Hz) ,8.73-8.96 (2H,m) ,10.06 (1H, brs) -

[3564] 215510

[3565]  5-{[ (3R,4R) -3,4~ —FRILNRNE—4-FE ] FF 4 FE ) -8 —3, 4— S HEMk-2 (1H) —
[3566]  RALLZFHAFI60T A k-

[3567]1  'HNMR (DMSO-d6) 8ppm:1.49-1.55 (1H,m) ,1.62-1.72 (1H,m) ,1.80-2.10 (1H,
broad signal),2.43-2.49 (2H,m) ,2.54-2.62 (2H,m) ,2.62-2.75 (2H,m) , 2.82-2.95 (2H,
m) ,3.47-3.54 (1H,m) ,3.54 (1H,d,J=8.7Hz) ,3.96 (1H,d,J=8.7 Hz) ,4.20 (1H,s) ,4.50
(1H,d,J=6.5Hz) ,6.54 (1H,dd,J=9.2Hz,3.8Hz) ,7.00 (1H,t,J=9.7Hz),10.02 (1H,
brs) »

[3568] 2511

[3569]1  5-{[(3S,4S) -3,4- R FHENRIE -4 K& ] H A JE ) -89 —3, -~ S M mk—2 (1H) - 1
g &

[3570]  SRALLZZE5|456 1A k-

[3571]  'HNMR (DMSO—d6) 8ppm:1.74-1.77 (1H,m) ,1.99-2.05 (1H,m) ,2.45-2.48 (2H,m) ,
2.85-3.12 (6H,m) ,3.66 (1H,d,J=8.8Hz) ,3.90-3.93 (1H,m) ,4.04 (1H,d, J=8.8Hz),
4.41-5.77 (2H,m) ,6.56 (1H,dd,J=9.1Hz,3.6Hz) ,7.02 (1H,t,J= 9.7Hz) ,8.76-9.00 (2H,
m) ,10.05 (1H,brs) -

[3572] #4512

[3573]  4— ({[8-%f—1- (4-F 4 JEAEHE) —2-%810-1,2,3,4- DU bk —5-JE ] 4e0 L} P EE) -3,
6- —ZnkrE-1 CH) -FER T Iis

[3574] KA 4951 A ko

[3575]  '"HNMR (CDC13) Sppm:1.47 (9H,s) ,2.13-2.23 (2H,m) ,2.59-2.67 (2H,m) , 2.83-2.92
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(2H,m) ,3.49-3.60 (2H,m) ,3.74 (3H,s) ,3.89-3.99 (2H,m) ,4.32-4.39 (2H,m) ,5.22 (2H,
brs) ,5.70-5.80 (1H,m) ,6.49 (1H,dd,J=9.1Hz,3.4Hz) , 6.71-6.78 (2H,m) ,6.81 (1H,dd,J
=12.7Hz,9.1Hz) ,7.09-7.16 (2H,m) .

[3576] 715513

[3577]1  (3S%,4S%) —4- ({[8-#-1- (4-HFHEEFTE) -2-A-1,2,3,4-IU A Emk-5-F£ ] 5
F} L) -3, 4- R AR e - 1 - AT I

[3578]  RAUZFHH|499TH A k-

[3579]1  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.64-1.75(1H,m) ,1.78-1.87 (1H,m) , 2.26-2.35
(1H,m) ,2.48-2.56 (1H,m) ,2.61-2.68 (2H,m) ,2.76-3.00 (3H,m) , 3.01-3.18 (1H,m) ,3.74
(3H,s) ,3.75-3.83 (1H,m) ,3.84-3.98 (3H,m) ,3.99-4.16 (1H,m) ,5.16-5.30 (2H,m) ,6.52
(1H,dd,J=9.1Hz,3.4Hz) ,6.72-6.79 (2H,m) , 6.84 (1H,dd,J=12.6Hz,9.2Hz) ,7.09-7.16
(2H,m) »

[3580] {5514

[3581] (3R, 4R) —4- ({[8-9—1—- U-H S IHEFI) —2-%-1,2, 3, 4-PU S M mph—5-J& ] S 2L }
FJE) -3, 4- —F FEIR e - 1-FH IR T i

[3582]  RANZZEAH|5001 A ko

[3583]  '"HNMR (CDC13) Sppm:1.47 (9H,s) ,1.67-1.73 (1H,m) ,1.81-1.84 (1H,m) , 2.38-2.39
(1H,m) ,2.51-2.68 (3H,m) ,2.78-3.18 (4H,m) ,3.71-3.82 (4H,m) , 3.85-4.18 (4H,m) ,5.18-
5.27 (2H,m) ,6.53 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.77 (2H,m) ,6.84 (1H,dd,J=12.6Hz,
9.1Hz) ,7.12 (2H,d,J=8.6Hz) .

[3584] {515

[3585]  (3S,4S) —4- ({[8-9R—1- (4-FEH AR IE) —2-5K-1,2, 3, 4-DU S Ik —5-Jk ] S 2k }
FJE) -3, 4- —F FEIR e - 1-FH IR T i

[3586]  RAUZFE 5011 A ko

[3587]  'HNMR (CDC13) Sppm:1.46 (9H,s) ,1.67-1.74 (1H,m) ,1.81-1.84 (1H,m) , 2.35-2.68
(4H,m) ,2.78-3.19 (4H,m) ,3.71-4.18 (8H,m) ,5.18-5.27 (2H,m) ,6.53 (1H,dd,J=9.1Hz,
3.3Hz) ,6.74-6.77 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1Hz) , 7.12(2H,d,J=8.6Hz) »
[3588] ZH {516

[3589] (3R, 4R) —4- ({[8-&—1- U-H I —2-%-1,2,3, 4-PU S M mph—5-J& ] S 2L }
FJE) -3, 4- —F FEIR e - 1-FH IR T i

[3590]  ZRALZFHEAFIA3TI A ko

[3591]1  'HNMR (CDC1s) Sppm:1.46 (9H,s) ,1.68-1.74 (1H,m) ,1.81-1.84 (1H,m) , 2.29 (1H,
d,J=6.2Hz) ,2.46-2.78 (5H,m) ,2.84-3.19 (2H,m) ,3.65-4.17 (8H,m) , 5.34-5.41 (2H,m) ,
6.59 (1H,d,J=9.0Hz) ,6.71-6.74 (2H,m) ,7.07 (2H,d,J=8.6 Hz) ,7.15(1H,d,J=8.9Hz) .
[3592] S Ail517

[3593]1  (3S,4S) —4- ({[8-&—1- U-H AL —2-%-1,2, 3, 4-PU S M mh—5-J& ] S 2L }
FJE) -3, 4- —F FEIR e - 1-FH IR T i

[3594]  ZRAUZFHEAFIA3 T A ko

[3595]  'HNMR (CDC1s) Sppm:1.46 (9H,s) ,1.67-1.74 (1H,m) ,1.81-1.84 (1H,m) , 2.27 (1H,
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d,J=6.2Hz) ,2.46-2.78 (5H,m) ,2.84-3.19 (2H,m) ,3.65-4.17 (8H,m) , 5.34-5.41 (2H,m) ,
6.59 (1H,d,J=9.0Hz) ,6.71-6.74 (2H,m) ,7.05-7.08 (2H,m) , 7.15(1H,d,]J=8.9Hz) .
[3596] Z*45|518

[3597]1 (3R, 4R) —4- ({[8-F-7-9—1- U-H I IH) —2-%-1,2, 3, 4- DU e mph-5-2 ]
ASE) L) -3, 4- SRR e - 1 - F R AT B

[3598]  RAUZFHEAFIA3TI A ko

[3599]1  'HNMR (CDC13) Sppm:1.46 (9H,s) ,1.69-1.75 (1H,m) ,1.81-1.84 (1H,m) , 2.19-2.74
(6H,m) ,2.84-3.21 (2H,m) ,3.63-4.19 (8H,m) ,5.35-5.42 (2H,m) ,6.53 (1H,d,J=10.5Hz) ,
6.72-6.75(2H,m) ,7.06 (2H,d,J=8.6Hz) .

[3600] 15519

[3601]1  (3R*,4R*) —4- ({[8-F-7T-%-1- (4-HFHEEFTE) -2-A1-1,2,3,4-TU A EMk-5-
F] EEE L) -3, 4- R IEIRIE-1-H B AU T R

[3602]  ZRAUZFHEAFIA3 T A ko

[3603]  '"HNMR (CDC13) Sppm:1.46 (9H,s) ,1.68-1.75(1H,m) ,1.81-1.83 (1H,m) , 2.18-2.24
(1H,m) ,2.40-2.73 (5H,m) ,2.84-3.21 (2H,m) ,3.63-4.19 (8H,m) , 5.35-5.42 (2H,m) ,6.53
(1H,d,J=10.5Hz) ,6.72-6.75 (2H,m) ,7.05-7.07 (2H, m) .

[3604]  Z:515520

[3605]  (3R,4R) —4- ({[7,8- 91— (4-F & HEFIL) —2-8M-1,2, 3, 4- DU A k-5 ]
ASE L) -3, 4- R R RE - - F IR AU T i

[3606]  SRAUZFHAFI43 1M & o

[3607]  "HNMR (CDC13) 8ppm:1.46 (9H,s) ,1.68-1.74 (1H,m) ,1.80-1.83 (1H,m) , 2.21-2.70
(4H,m) ,2.73-2.86 (2H,m) ,2.86-3.22 (2H,m) ,3.63-4.19 (8H,m) , 5.19-5.27 (2H,m) ,6.46
(1H,dd,J=11.4Hz,5.9Hz) ,6.76-6.79 (2H,m) ,7.12 (2H, d,]J=8.6Hz) .

[3608]  Z:2% {5521

[3609]  (3R*,4R™) —4- ({[7,8- %~ 1- (4-F S BT H) —2-FA-1,2,3, 4- VY S nph-5-%]
ASE) L) -3, 4- SRR e - 1-F R AT BiE

[3610]  RAUZFHAFIA3 T A ko

[3611]1  'HNMR (CDC13) Sppm:1.46 (9H,s) ,1.68-1.74 (1H,m) ,1.80-1.83 (1H,m) , 2.21-2.70
(4H,m) ,2.73-2.86 (2H,m) ,2.86-3.22 (2H,m) ,3.63-4.19 (8H,m) , 5.19-5.27 (2H,m) ,6.46
(1H,dd,J=11.5Hz,5.9Hz) ,6.76-6.79 (2H,m) ,7.12 (2H, d,]J=8.6Hz) .

[3612] {5522

[3613]  5-{[(3S",4S") 3,4~ —FRHENRIE-4-J&] A 2L} -85 1- 4-F TR -3,4- =
SER-2 (1H) —F 582 5

[3614]  RAUZ 4561 A k-

[3615]  'HNMR (DMS0-d6) Sppm:1.70-1.80 (1H,m) ,1.95-2.07 (1H,m) ,2.56-2.65 (2H,m) ,
2.81-3.16 (6H,m) ,3.65 (1H,d,J=8.8Hz) ,3.68 (3H,s) ,3.86-3.95 (1H, m) ,4.02(1H,d,J=
8.8Hz) ,5.00-5.20 (3H,m) ,5.40 (1H,brs) ,6.67 (1H,dd,J=9.2 Hz,3.4Hz) ,6.77-6.84 (2H,
m ,6.99 (1H,dd,J=13.1Hz,9.1Hz) ,7.04-7.11 (2H, m) ,8.91 (2H,brs) .

[3616]  ZH4523

il
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[3617]1  5-{[(3S",4S") 3,4~ —FRHENRME -4 2] A 2L} -85 1- 4-F AT -3,4- =
k-2 (1H) — i

[3618]  RAUZHE AT A Ko

[3619]1  'HNMR (CDC13) 8ppm:1.66-1.76 (1H,m) ,1.78-1.87 (1H,m) ,1.96-2.44 (2H, br) ,
2.59-2.68 (2H,m) ,2.75-3.02 (6H,m) ,3.73 (3H,s) ,3.74-3.80 (1H,m) , 3.85-3.93 (2H,m) ,
5.15-5.30 (2H,m) ,6.52 (1H,dd,J=9.1Hz,3.4Hz) ,6.72-6.78 (2H,m) ,6.83 (1H,dd,J=
12.7Hz,9.1Hz) ,7.08-7.16 (2H,m) .

[3620] &% {5|524

[3621]1  5-{[ (3R,4R) -3, 4~ R FENRIE -4—FE ] F 4 FL ) -8 —1— (4-FF S L) -3, 4-—
k-2 (1H) — i

[3622] - (3R, 4R) -4 ({[8-9—1- (4-H HFEFI) —2-510-1,2, 3, 4-IU A MR -5-2E ] 4
B} L) -3, 4- R FEIRME-1-FERELUT B (2.89¢) AU A& H B¢ (10mL) I I I =4 2
g (10mL) , F4 [ MR GV T i P 3he T RN A 6N S A ALK, 28 )5 H
LR CBERER LI - F /KRB NUZ , & To/K IR R BT 45 , 28 1 b 75 77 T $2 (i A Ak &
) (1.84g) .

[3623]1  'HNMR (CDC13) Sppm:1.69-1.78 (1H,m) ,1.82-1.86 (1H,m) ,2.62-2.65 (2H, m) ,
2.80-3.02 (6H,m) ,3.71-3.95 (6H,m) ,5.17-5.26 (2H,m) ,6.53 (1H,dd,J=9.1 Hz,3.2Hz) ,
6.74-6.76 (2H,m) ,6.83 (1H,dd,J=12.6Hz,9.0Hz) ,7.12 2H,d,J= 8.5Hz) .

[3624] 2715525

[3625]  5-{[(3S,4S) -3,4~ R FLNRME-4—FE ] F 4 FL ) -8 —1— (4-FF S L% 3E) -3,4-—
S k-2 (1H) — i

[3626]  RAUZFEA5|524TH A k-

[3627]1  'HNMR (CDC13) Sppm:1.73-1.78 (1H,m) ,1.82-1.86 (1H,m) ,2.56-2.66 (2H, m) ,
2.79-3.06 (6H,m) ,3.71-3.92 (6H,m) ,5.17-5.26 (2H,m) ,6.52 (1H,dd,J=9.2 Hz,3.3Hz) ,
6.74-6.76 (2H,m) ,6.83 (1H,dd,J=12.7Hz,9.1Hz) ,7.11 2H,d,J= 8.5Hz) .

[3628] 2715526

[3629]  5-{[ (3S",4S") —1-(2,4- & RHL) -3,4- SR ILIRNE-4-FL ] FH A L) -8-%(-1- (4-
AR R L) -3, 4- A k-2 (1H)

[3630] G A4EE T, T5- ([ (3S*,4S%) —3, 4~ R BENRmE —4 -3 ] 4 0} 89— 1- (- &
FLAREL) -3, 4- A MK -2 (1H) A ER R #h (0.37g) \1-¥1-2,4- 5K (0.20g) = L%
(0.27mL) KABUT BEHA (0. 18g) fYH A (3mL) FEWRHR N2, 27 - XU (R FE A -1, 17 Tk R
(15mg) ¢ = (2R F L I ) — 48 (0) (Tmg) , FEKE I MRG0T 100°C i e dE i 4. T
SSDER IS INK S SR Ja G PR S BR A BOZIE T - K & SRR BEBAA WLZ & T /KRR AN T
i SR G 2RI . & IR E AR EAT (Q e/ G IR 4 1R) 2l A0 AR B 0 4 L br AL & 4
(40mg) »

[3631]1  'HNMR (CDC13) Sppm:1.94-2.00 (2H,m) ,2.44-2.51 (1H,m) ,2.61-2.71 (3H, m) ,
2.80-2.96 (3H,m) ,2.97-3.14 (2H,m) ,3.24-3.33 (1H,m) ,3.74 (3H,s) ,3.94 (1H, d,J=
9.2Hz) ,4.00-4.08 (2H,m) ,5.15-5.34 (2H,m) ,6.56 (1H,dd,J=9.2Hz,3.4 Hz) ,6.67-6.80
(2H,m) ,6.85(1H,dd,J=12.6Hz,9.1Hz) ,7.00 (1H,d,J=8.6Hz) , 7.09-7.16 (2H,m) ,7.20
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(1H,dd,J=8.6Hz,2.4Hz) ,7.38 (1H,d,J=2.4Hz) .

[3632] S {5527

[3633]  5-{[(3S",4S") —1- (4-F 2-F K IL) -3,4- FFEWRNIE-4-FE ] F A L) -8-3-1- (4-
FHAR LA 3E) -3, 4- &bk —2 (1H) -

[3634]  RAUZFHEAFITOM A ko

[3635]  'HNMR (CDC13) Sppm:1.93-2.00 (2H,m) ,2.42-2.50 (1H,m) ,2.58-2.70 (3H, m),
2.79-2.97 (3H,m) ,3.00-3.10 (1H,m) ,3.12-3.22 (1H,m) ,3.30-3.39 (1H,m) , 3.74(3H,s) ,
3.94(1H,d,J=9.1Hz) ,3.97-4.07 (2H,m) ,5.14-5.32 (2H,m) ,6.56 (1H,dd,J=9.1Hz,
3.3Hz) ,6.73-6.79 (2H,m) ,6.81-6.95 (2H,m) ,7.02-7.09 (2H, m) ,7.10-7.16 (2H,m) »

[3636] S {]528

[3637]  2-[ (3R,4R) —4- ({[8-%—1- (4-H A E T3 —2-F10-1,2, 3, 4- DY A Emk-5-2& ] 5
B} HEL) -3, 4- R AR NE -1 24 ] -5tk g - 3- HH T

[3638]  fg2-G—5-MnmtmE-3-FH 5 (0.675¢) .5 {[ (3R, 4R) -3, 4- R ILNRIE -4 ] 4
F) -8 1- (A-H A BT -3, 4- A k-2 (1H) -l (1g) K BREREH (0.642g) HIN-HI -
2-ME & BE B (20mL) ¥ T 100 CHiFEa 54 o 8 e R RABI K, - R £ B8 2 B B R
G K KK ENZ , &I KIRER 8185, IF 220 S A 2 M R E AL JZH (D
Wit/ LR ) AiAR R B P R bR AL &4 (678mg) o

[3639]1  'HNMR (CDC13) Sppm:1.85-1.92 (1H,m) ,1.96-2.00 (1H,m) ,2.62-2.65 (2H, m),
2.77-2.87 (2H,m) ,2.89-3.04 (2H,m) ,3.26-3.30 (1H,m) ,3.43-3.48 (1H,m) , 3.74 (3H,s) ,
3.90-4.00 (3H,m) ,4.15-4.20 (1H,m) ,4.25-4.29 (1H,m) ,5.18-5.27 (2H,m) ,6.53 (1H,dd,J
=9.1Hz,3.3Hz) ,6.74-6.77 (2H,m) ,6.84 (1H,dd,J= 12.7Hz,9.1Hz) ,7.12(2H,d,J=
8.5Hz) ,7.98 (1H,d,J=2.4Hz) ,8.46 (1H,d,J= 2.3Hz) .

[3640] S {]529

[3641]1  2-[(3S,4S) -4 ({[8-9—1- (4-F LTI 25 f-1,2, 3, 4- DU k52 ] 4
B} HEL) -3, 4- R AR E 124 ] -5tk g - 3- HH i

[3642] KA 55281 A k-

[3643]  'HNMR (CDC13) Sppm:1.85-1.91 (1H,m) ,1.95-1.99 (1H,m) ,2.62-2.65 (2H, m),
2.77-2.87 (2H,m) ,2.89-3.04 (2H,m) ,3.26-3.30 (1H,m) ,3.42-3.48 (1H,m) , 3.74 (3H,s) ,
3.90-4.00 (3H,m) ,4.15-4.20 (1H,m) ,4.25-4.29 (1H,m) ,5.18-5.27 (2H,m) ,6.53 (1H,dd,J
=9.1Hz,3.3Hz) ,6.74-6.77 (2H,m) ,6.84 (1H,dd,J= 12.6Hz,9.1Hz) ,7.12(2H,d,J=
8.5Hz) ,7.98 (1H,d,J=2.3Hz) ,8.46 (1H,d,J= 2.3Hz) .

[3644] 245|530

[3645]  (3S*,4S%) =3 {[FUT 2 (CH ) wE2E 1 A28 ) —4- ({[8-%-1- U-HEAEFH) 2-F
fR-1,2,3,4- DY MEMR-5-J8 ] S 2L} A L) —4- R LR g - 1-FH R BT I

[3646]  F-0°C,1F (3S*,4S%) —4- ({[8-%—1- (4-H A FL L HL) —2-518-1,2, 3, 4- VU k-
5— LA L) -3, 4- R IEIRIE - 1-H RRBUCT 18 (5.31g) AN, N-Z FE LI Bt % (10 mL)
SRR AN IR (2. 72¢) Mo T H: TR RS RERE (3.01g) , K R MR AW T RIR R
o T IR A AR K, SR G F TR SR A BUOZIE T « FH7K S 2MAT IR PRV VR S BhK e A
HUE , & T K RN T, AR G 28 08 E 7 & IR E A BT (Ot / 2B 2 18) 4k ik B
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W b Ei 54 (5.5¢)

[3647]  'HNMR (CDC13) Sppm:—0.15 (3H,s) ,0.08 (3H,s) ,0.83 (9H,s) ,1.48 (9H,s) , 1.67-
1.75(1H,m) ,1.82-1.99 (1H,m) ,2.42-2.68 (3H,m) ,2.70-3.18 (4H,m) ,3.55 (1H,d,J=
8.6Hz) ,3.73(3H,s) ,3.77-4.15(4H,m) ,5.14-5.32 (2H,m) ,6.45 (11, dd,]J=9.2Hz,
3.3Hz) ,6.71-6.78 (2H,m) ,6.82 (1H,dd,J=12.7Hz,9.0Hz) , 7.08-7.15 (2H,m) .

[3648]  Z:2% 15531

[3649]  (3R,4R) —3— { [T 2& (AL i S 28 ) —4- ({[8-%—1- (U-HH LRI —2-4
fX-1,2,3,4- DY A k538 ] S 28 HH JE) —4-FR JLIRIE - 1-FH R T I8

[3650]  RALLZZE 55301 A ko

[3651]  'HNMR (CDC13) Sppm:—0.14 (3H,s) ,0.08 (3H,s) ,0.83 (9H,s) ,1.48 (9H,s) , 1.67-
1.76 (1H,m) ,1.82-2.00 (1H,m) ,2.42-2.68 (3H,m) ,2.70-3.18 (4H,m) ,3.55 (1H,d,J=
8.5Hz) ,3.73(3H,s) ,3.78-4.16 (4H,m) ,5.16-5.29 (2H,m) ,6.45 (1H, dd,J=9.2Hz,
3.3Hz) ,6.71-6.78 (2H,m) ,6.82 (1H,dd,J=12.6Hz,9.0Hz) , 7.07-7.15 (2H,m) .

[3652]  ZH15|532

[3653]  (3S,4S) —3— { [T & (CHEL) ml ] S 28 —4- ({[8-%—1- U-H AR -2-4
R -1,2,3,4-DU Sk -5 2 ] S 0L ) Y 0) —4- R R WRmE — 1 - FH R T g

[3654]  RAZZEH|530T A ko

[3655]  '"HNMR (CDC13) Sppm:—0.14 (3H,s) ,0.08 (3H,s) ,0.83 (9H,s) ,1.48(9H,s) , 1.67-
1.76 (1H,m) ,1.81-1.99 (1H,m) ,2.42-2.69 (3H,m) ,2.70-3.18 (4H,m) ,3.55 (1H,d,J=
8.5Hz) ,3.73(3H,s) ,3.77-4.16 (4H,m) ,5.14-5.31 (2H,m) ,6.45 (11, dd,]J=9.2Hz,
3.3Hz) ,6.71-6.78 (2H,m) ,6.82 (1H,dd,J=12.6Hz,9.0Hz) , 7.07-7.16 (2H,m) .

[3656] 2715533

[3657] (3R, 4R) —3— { [T 2& (CH AL el ] S 28 ) -4 ({[8-F—1- (U-HEH R -2-4
fX-1,2,3,4- DY A k-5 3 ] S 28 HH JE) —4- R JLIRIE—1-FH IR T I8

[3658]  RAZ 55301 A ko

[3659]1  '"HNMR (CDC13) 8ppm:—0.18 (3H,s) ,0.07 (3H,brs) ,0.83 (9H,s) ,1.47 (9H, s),1.69-
1.72(1H,m) ,1.80-1.98 (1H,m) ,2.42-3.15 (7H,m) ,3.56 (1H,d,J=8.5 Hz) ,3.72 (3H,s) ,
3.77-4.17 (4H,m) ,5.32 (1H,d,J=15.3Hz) ,5.43 (1H,d,J=15.2 Hz) ,6.52 (1H,d,J=
9.0Hz) ,6.68-6.71 (2H,m) ,7.05 (2H,d,J=8.6Hz) ,7.14 (1H, d,J=8.9Hz) .

[3660]  Z:%|534

[3661]1  (3S,4S) —3— { [T & (CHEL) mE ] S 28 ) -4 ({[8-F—1- U-H AR -2-4
X -1,2,3, 4-DUEmEmk-5-JE ] S 2k} HHJE) —4—F2 IR e — 1 - FH RGBT il

[3662]  RAZZE 55301 A ko

[3663]  "HNMR (CDC13) 8ppm:—0.18 (3H,s) ,0.07 (3H,brs) ,0.83 (9H,s) ,1.47 (9H, s),1.69-
1.72(1H,m) ,1.80-1.98 (1H,m) ,2.42-3.15 (7H,m) ,3.56 (1H,d,J=8.5 Hz) ,3.72 (3H,s) ,
3.77-4.17 (4H,m) ,5.32 (1H,d,J=14.7Hz) ,5.43 (1H,d,J=15.2 Hz) ,6.52 (1H,d,J=
9.0Hz) ,6.68-6.71 (2H,m) ,7.05 (2H,d,J=8.7Hz) ,7.14 (1H, d,J=8.9Hz) .

[3664] 215535

[3665] (3R, 4R) —3— { [T 2 (ZHAR) bk ) ) —4- ({[8-& 79— 1- U-F AL D) -

H
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2-%M0-1,2,3, 4- DU SR -5k ] SRR | T BE) —4- SR BRRIE - 1-FH R AL T I
[3666]  SRALUZFEAFI5301M & ko
[3667]  'HNMR (CDC13) Sppm:—0.17 (3H,s) ,0.07 (3H,brs) ,0.84 (9H,s) ,1.47 (9H, s),1.70-
1.73(1H,m) ,1.78-1.97 (1H,m) ,2.42-3.18 (7H,m) ,3.54 (1H,d,J=8.5 Hz) ,3.73 (3H,s) ,
3.76-4.16 (4H,m) ,5.32(1H,d,J=15.1Hz) ,5.44 (1H,d,J=15.2 Hz) ,6.45(1H,d,J=
10.5Hz) ,6.71 (2H,d,J=8.6Hz) ,7.04 (2H,d,J=8.6Hz) .
[3668] 214|536
[3669]  (3R*,4R™) —3— { [T & (- H 2%) At /) -4 ({[8-&-7-%F-1- U-HF HHEF
5 —2-%40-1,2,3, 4- DU Sk —5—J ] S0 R} ) —4— 2 R IE - 1 - FH R AU T IR
[3670]  SRAUZFEAFI5301M & ik o
[3671]  'HNMR (CDC13) Sppm:—0.17 (3H,s) ,0.07 (3H,brs) ,0.84 (9H,s) ,1.47 (9H, s),1.70-
1.73(H,m) ,1.77-1.95(1H,m) ,2.42-3.18 (7H,m) ,3.54 (1H,d,J=8.4 Hz) ,3.73 (3H,s) ,
3.76-4.16 (4H,m) ,5.32(1H,d,J=15.8Hz) ,5.44 (1H,d,J=15.1 Hz) ,6.45(1H,d,J=
10.4Hz) ,6.71 (2H,d,J=8.7Hz) ,7.04 (2H,d,J=8.6Hz) »
[3672] 245|537
[3673]  (3R,4R) —3—{[BUT & (ZHI 5E) ik ] U0k} —4- ({[7, 8- -1- (4-H L3 -
- AM-1,2,3,4- DU SRR -5-JE ] S Bk | R ) 4R BRIk g - 1- R AL T iR
[3674]  SKAUZFHAFI5301M & ko
[3675]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.09 (3H,brs) ,0.84 (9H,s) ,1.48 (9H, s) ,1.70-
1.73(H,m) ,1.77-1.97 (1H,m) ,2.38-3.20 (7H,m) ,3.51 (1H,d,J=8.4 Hz) ,3.71-4.16 (7H,
m) ,5.23 (2H,brs) ,6.38 (1H,dd,J=11.5Hz,5.8Hz) , 6.74-6.77 (2H,m) ,7.11 (2H,d,J=
8.6Hz) »
[3676] {5538
[36771  (3R,4R) -3 { [T & (W Jk) bk ] AR} —4- ({[7,8- 91— U-HI AR ) -
- FM-1,2,3,4- DU SRR -5 JE ] S B | A O 4R Rk g - 1- R R AL T iR
[3678]  SRAUZFHAFI5301M & ko
[3679]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.09 (3H,brs) ,0.84 (9H,s) ,1.48 (9H, s),1.70-
1.73(1H,m) ,1.77-1.97 (11,m) ,2.41-3.18 (7H,m) ,3.51 (1H,d,J=8.4 Hz) ,3.71-4.16 (7H,
m) ,5.23 (2H,brs) ,6.38 (1H,dd,J=11.5Hz,5.9Hz) , 6.74-6.77 (2H,m) ,7.11 (2H,d,J=
8.6Hz) .
[3680]  ZxZ{4|539
[3681]1  5— ({ (3R*,4R") —3— { [FU T H& (o F5E) R dk ] A0t —4- [ (= 2R E) AR IR mE —
4-JE} L) -89 —1- (4-H AR LR 2E) -3, 4- &bk -2 (1H) i
[3682]  ZKIHA IR, T (3S%,48™) —3— { [T 5 (= F 3 R AR ] S 0k ) —4- ({[8-98-1- (4-HH
AR —2-FAR-1,2,3, 4- DU S k-5 Jk ] SOk FE L) —4- PR FRR e - 1 - R BT IS
(1.82g) 52,6~ HMLng (1.31mL) B =5 bt (ImL) WV B0 VS I = 980 PR IR = 1Y Rk
MR (2.04mL) L b R BVRE YT S IBEFEA/NS o T 5N R IS 0 AR R SN K I LA
TR EEBGZIE I A HLZ DL ERIK B DLIGKBRBR BN T4, SR J5 28 TR I 5 T S A by it
WE . AE VAT B — B AR T~ — P 3R,
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[3683]  'HNMR (CDC13) Sppm:—0.12 (3H,s) ,0.03 (3H,s) ,0.14 (9H,s) ,0.83 (9H,s) , 1.68-
1.88(2H,m) ,2.58-2.66 (2H,m) ,2.77-3.04 (6H,m) ,3.70 (1H,d,J=8.2Hz) , 3.73(3H,s),
3.77-3.83 (1H,m) ,3.97 (1H,d,J=8.2Hz) ,5.16-5.30 (2H,m) ,6.40 (1H,d,J=9.0Hz,
3.2Hz) ,6.71-6.78 (2H,m) ,6.83 (1H,dd,J=12.6Hz,9.0Hz) , 7.08-7.15(2H,m) »

[3684] 2715540

[3685]  5-({(3R,4R) -3~ { [T & (L) wEdE 1 AL ) —4- [ (ZH B AE L) AR RIE -4
B} L) -89 -1 (4-H A R AE) -3, 4- A mEmk-2 (1H)

[3686]  RANZZE 55391 A k-

[3687]1  'HNMR (CDC13) Sppm:—0.12 (3H,s) ,0.02 (3H,s) ,0.13 (9H,s) ,0.83 (9H,s) , 1.68-
1.88(2H,m) ,2.58-2.66 (2H,m) ,2.77-3.02 (6H,m) ,3.69 (1H,d,J=8.2Hz) , 3.73(3H,s),
3.74-3.80 (1H,m) ,3.97 (1H,d,J=8.2Hz) ,5.16-5.29 (2H,m) ,6.41 (1H,d,J=9.0Hz,
3.2Hz) ,6.71-6.78 (2H,m) ,6.83 (1H,dd,J=12.6Hz,9.0Hz) , 7.08-7.15(2H,m) »

[3688] = fii|541

[3689]  5-({(3S,48) -3 { [T % (- H L) wEdE 1 AL —4-[ (ZH AR AR RIE-4-
He} L) -89 -1 (4-H A R AE) -3, 4- A k-2 (1H) i

[3690]  RALNZZE 515391 A k-

[36911  'HNMR (CDC13) Sppm:—0.12 (3H,s) ,0.02 (3H,s) ,0.13 (9H,s) ,0.82 (9H,s) , 1.68-
1.86 (2H,m) ,2.59-2.66 (2H,m) ,2.76-3.01 (6H,m) ,3.69 (1H,d,J=8.2Hz) , 3.73(3H,s),
3.74-3.80 (1H,m) ,3.97 (1H,d,J=8.2Hz) ,5.16-5.29 (2H,m) ,6.41 (1H,d,J=9.0Hz,
3.2Hz) ,6.71-6.78 (2H,m) ,6.83 (1H,dd,J=12.6Hz,9.0Hz) , 7.08-7.16 (2H,m) »

[3692] =& {5542

[3693] 5 ({(3R,4R) -3 { [T 2 (CH L) wEE ] S 28 ) —4-[ (L FF 2R RESE) S 28 | R e -4
B} AL -8--1- U-H A AR AR -3, 4- A mEmk-2 (1H) i

[3694]  RAUZFE 55391 A k-

[3695]  'HNMR (CDC13) Sppm:—0.14 (3H,s) ,0.00 (3H,s) ,0.12(9H,s) ,0.83 (9H,s) , 1.69-
1.78 (2H,m) ,2.54 (2H,t,J=6.7THz) ,2.69-2.97 (6H,m) ,3.69-3.71 (5H,m) , 3.98(1H,d,J=
8.2Hz) ,5.34 (1H,d,J=15.3Hz) ,5.41 (1H,d,J=15.2Hz) ,6.48 (1H,d,]J=8.9Hz) ,6.68-
6.71 (2H,m) ,7.04-7.07 (2H,m) ,7.15 (1H,d,J=8.9Hz) .

[3696] 2715543

[3697]  5-({(3S,48) -3 { [T % (- H L) wEdE 1 AL —4-[ (ZH R RERL) AR RIE-4-
B} AL -8--1- U-H A AR L) -3, 4- A mEmk-2 (1H)

[3698]  RAUZZEA5|539T A k-

[36991  'HNMR (CDC13) Sppm:—0.14 (3H,s) ,0.02 (3H,s) ,0.13 (9H,s) ,0.83 (9H,s) , 1.75-
1.78 (1H,m) ,1.86-1.94 (1H,m) ,2.52-2.55 (2H,m) ,2.67-3.04 (6H,m) , 3.54-3.56 (1H,m) ,
3.72(3H,s),3.83-3.85(1H,m) ,3.90-3.99 (2H,m) ,5.34-5.41 (2H,m) ,6.46 (1H,d,J=
9.0Hz) ,6.68-6.70 (2H,m) ,7.04-7.07 (2H,m) ,7.13-7.15 (1H,m) »

[3700] Z*{5|544

[37011  5-({(3R,4R) -3~ { [T & (- H L) wEdE 1 AL ) —4- [ (ZH B mE L) AR RIE -4
e} AL 8-S -7 - 1- U-H SRR -3, 4- & mEmk-2 (1H) -
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[3702]  RAUZ 55391 G i o

[3703]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.03 (3H,s) ,0.15 (9H,s) ,0.84 (9H,s) , 1.77-
1.80 (1H,m) ,1.92-1.98 (1H,m) ,2.52-2.56 (2H,m) ,2.65-2.78 (2H,m) , 2.97-3.09 (4H m) ,
3.15-3.56 (1H,m) ,3.69-3.72 (4H,m) ,3.87-3.90 (1H,m) ,3.97 (1H,d,J=8.1Hz) ,5.35 (1H,
d,J=15.1Hz) ,5.42 (1H,d,J=15.1Hz) ,6.37 (1H,d, J=10.4Hz) ,6.70 (2H,d,J=8.6Hz) ,
7.04 (2H,d,J=8.6Hz) .

[3704]  Z71{5|545

[3705]  5- ({ (3R*,4R") -3~ { [T F& (- H IE) FEFE ] 438 ) —4- [ (= H FERESL) S AL JIRmE —
4-JE} HAEER) 8-S T 1 - (A-F AL D) -3, 4- = & mh-2 (1H) -

[3706]  FRAUZ 55391 & ik o

[3707]1  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.01 (3H,s) ,0.13 (9H,s) ,0.84 (9H,s) , 1.67-
1.77 1H,m) ,2.52-2.55 (2H,m) ,2.64-2.81 (4H,m) ,2.86-2.96 (2H,m) , 3.66-3.72 (5H,m) ,
3.95(1H,d,J=8.1Hz) ,5.34 (1H,d,J=15.2Hz) ,5.42 (1H,d,] =15.2Hz) ,6.40 (1H,d,J=
10.6Hz) ,6.69-6.72 (2H,m) ,7.03-7.06 (2H,m) .

[3708] Z*1|546

[37091  5- ({ (3R, 4R) =3~ {[HUT F& (- H F&) wl:FE ] S FE) —4-[ (= H JE Ak L) 4803 1 ke —4-
e AL -7, 8- -1 (- H AR R) -3, 4- A k-2 (1H)

[3710]  RAUZS 55391 & ik -

[3711]1  'HNMR (CDC13) Sppm:—0.11 (3H,s) ,0.06 (3H,s) ,0.17 (9H,s) ,0.84 (9H,s) , 1.83-
1.86 (1H,m) ,2.08-2.15 (2H,m) ,2.58-2.68 (2H,m) ,2.82-2.84 (2H,m) , 3.05-3.25 (4H,m) ,
3.69 (1H,d,J=8.1Hz) ,3.75(3H,s) ,3.97 (1H,d,J=8.1Hz) , 4.04 (1H,dd,J=10.7Hz,
4.8Hz) ,5.23 (2H,s) ,6.29 (1H,dd,J=11.4Hz,5.8Hz) , 6.74-6.77 (2H,m) ,7.11 (2H,d,J=
8.6Hz) .

[3712] 755547

[3713]1  5- ({ (3R™,4R™) -3~ {[FUT F& (= H 3E) EFE ] 43 ) —4- [ (= H FERESE) S AL JIRmE —
4-JE AR -7, 8- -1 (- AU D) -3, 4- = & mph-2 (1H) —ffd

[3714]  RAUZ 55391 G i o

[3715]  'HNMR (CDC13) Sppm:—0.11 (3H,s) ,0.03 (3H,s) ,0.14 (9H,s) ,0.83 (9H,s) , 1.81-
1.87 (2H,m) ,2.58-2.67 (2H,m) ,2.82-3.02 (6H,m) ,3.65 (1H,d,J=8.0Hz) , 3.74(3H,s)
3.77-3.80 (1H,m) ,3.94 (1H,d,J=8.0Hz) ,5.23 (2H,s) ,6.32 (1H,dd, J=11.6Hz,5.7Hz) ,
6.75-6.77 (2H,m) ,7.11 (2H,d,J=8.6Hz) .

[3716] 7515548

[3717] 5 {[ (3R*,4R") -3~ { [T & (- H 3k) FEJL ] 43 ) —4—- R LR g -4 I ] F 40t ) -8
-1 A-FPE IR IE) -3, 4- A -2 (1H) —Hid

[3718]  F50°C, it #15— ({ (BR*,4R™) —3— { B T 2 (CH &) Rl S 2t ) —4- [ (LA SD)
AR IE-4-JE ) AL 8- 1 - (A-H AL ) -3, 4- A mk-2 (1H) - (1.74 ¢) 5
BRBREF (1.95g) 1) H B (45mL) ¥ 18/ o /K T B > PA 2 BR L Be ZEBUZ I W - B HLZ
PLIK 5 Eh /K e, CATC/K BRER BN T4 , SR J5 28 TP VA 77 o 5k B 0 R R IR B AT IE AT (B 2/
LR 1) difb e fiAs i &9 (1.17 g »
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[37191  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.03 (3H,s) ,0.82 (9H,s) ,1.71-1.79 (1H,m),
1.84-1.95(H,m) ,2.46-2.70 (3H,m) ,2.74-3.02 (6H,m) ,3.54 (1H,d,J= 8.5Hz) ,3.73 (3H,
s),3.82(1H,d,J=8.5Hz) ,3.87-3.94 (1H,m) ,5.22 (2H,brs) , 6.47 (1H,d,J=9.0Hz,
3.3Hz) ,6.71-6.78 (2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1 Hz) ,7.08-7.15 (2H,m) .

[3720] 715549

[3721]  5-{[ (3R,4R) —3— { [T 2& (= H 2&) RE 2L ] S8 28 ) -4 SR Bk me -4 ] HH A & ) 8-
-1 (A-FAR IR IE) -3, 4- A2 (1H) i

[3722]  RAUZFEA5|548T A k-

[3723]  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.03 (3H,s) ,0.82 (9H,s) ,1.71-1.79 (1H,m),
1.84-1.95(H,m) ,2.44-2.70 (3H,m) ,2.74-3.02 (6H,m) ,3.54 (1H,d,J= 8.5Hz) ,3.73 (3H,
s),3.83(1H,d,J=8.5Hz) ,3.87-3.95 (1H,m) ,5.22 (2H,brs) , 6.47 (1H,d,J=9.1Hz,
3.3Hz) ,6.71-6.78 (2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1 Hz) ,7.08-7.15 (2H,m) .

[3724] 2715550

[3725]  5-{[(3S,4S) -3- { BT & (- H %) REE 2L ) —4-FR JRmRmE -4 2 ] AR AL | -85
~1- (4-HEFETEIE) -3, 4- - SEEnk-2 (1H) - JR

[3726] KA 55481 A k-

[3727]  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.03 (3H,s) ,0.82 (9H,s) ,1.71-1.79 (1H,m),
1.85-1.95(1H,m) ,2.42-2.70 (3H,m) ,2.74-3.02 (6H,m) ,3.54 (1H,d,J= 8.5Hz) ,3.73 (3H,
s),3.83(1H,d,J=8.5Hz) ,3.88-3.95 (1H,m) ,5.22 (2H,brs) , 6.47 (1H,d,J=9.1Hz,
3.3Hz) ,6.72-6.79 (2H,m) ,6.82 (1H,dd,J=12.7Hz,9.1 Hz) ,7.08-7.16 (2H,m) .

[3728] ZZ#{45|551

[3729]  5-{[ (3R,4R) —3— { [T 2& (= H 2&) RE 2L ] 8 28 ) -4 SR Bk me -4 ] H A & ) 8-
F-1- U-FEFENRIL) -3, 4- F -2 (1H) -FH

[3730]  SRANZZE5|548TH A k-

[3731]  'HNMR (CDC13) Sppm:—0.19 (3H,s) ,0.02 (3H,s) ,0.82 (9H,s) ,1.73-1.76 (1H,m),
1.85-1.90 (1H,m) ,2.52-2.55 (3H,m) ,2.63-2.85 (4H,m) ,2.91-2.98 (21, m) ,3.55(1H,d,]J
=8.5Hz) ,3.72 (3H,s) ,3.84 (1H,d,J=8.5Hz) ,3.88 (1H,dd,J= 10.3Hz,5.2Hz) ,5.33 (1H,
d,J=15.1Hz) ,5.43 (1H,d,J=15.1Hz) ,6.54 (1H,d,] =8.9Hz) ,6.68-6.71 (2H,m) ,7.06
(2H,d,J=8.6Hz) ,7.14 (1H,d,J=8.9Hz) .

[3732] 715552

[3733]1  5-{[(3S,4S) -3-{ /BT & (- H %) RERE AL ) 4P MR mE -4 2 ] AL ) 8-
—1- (4-HEEFETEIE) -3, 4- - SEEnk-2 (1H) - JR

[3734]  RAUZ 55481 A ko

[3735]  'HNMR (CDC13) 8ppm:—0.19 (3H,s) ,0.02 (3H,s) ,0.82(9H,s) ,1.72-1.76 (1H,m) ,
1.85-1.92 (1H,m) ,2.52-2.55 (3H,m) ,2.63-2.85 (4H,m) ,2.91-2.98 (21, m) ,3.55(1H,d,]J
=8.5Hz) ,3.72 (3H,s) ,3.84 (1H,d,J=8.5Hz) ,3.88 (1H,dd,J= 10.3Hz,5.3Hz) ,5.33 (1H,
d,J=15.1Hz) ,5.43 (1H,d,J=15.1Hz) ,6.54 (1H,d,J =9.0Hz) ,6.68-6.71 (2H,m) ,7.04-
7.07 (2H,m) ,7.14(1H,d,J=8.9Hz) »

[3736] 2715553
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[3737]  5-{[ (3R, 4R) —3— { [T 2& (= H 2&) RE2E ] S8 28 ) -4 FR JRmikme -4 ] HH A & ) 8-
AT A-H A -3, 4- AR -2 (1H) -FH

[3738] KA 55481 A ko

[3739]  'HNMR (CDC13) Sppm:—0.18 (3H,s) ,0.03 (3H,s) ,0.83 (9H,s) ,1.74-1.77 (1H,m),
1.83-1.89 (1H,m) ,2.53-2.55 (3H,m) ,2.63-2.69 (1H,m) ,2.76-2.82 (3H, m) ,2.92-2.98
(2H,m) ,3.53 (1H,d,J=8.4Hz) ,3.72 (3H,s) ,3.81 (11,d,J=8.4 Hz),3.87 (1H,dd,J=
10.3Hz,5.2Hz) ,5.33 (1H,d,J=15.2Hz) ,5.44 (1H,d,J= 15.2Hz) ,6.47 (1H,d,J=
10.6Hz) ,6.69-6.72 (2H,m) ,7.03-7.06 (2H,m) .

[3740] &% {5|554

[37411 5= {[ (3R*,4R") =3~ { [T 2& (- FAL) HEJE S 28 ) —4-FR JE IR e -4 | FH 4 ) -8
A5 -1 - EERTRR) -3, 4- A k-2 (1H)

[3742] KA 55481 A k-

[3743]  'HNMR (CDC13) Sppm:—0.18 (3H,s) ,0.03 (3H,s) ,0.83 (9H,s) ,1.74-1.77 (1H,m),
1.83-1.89 (1H,m) ,2.52-2.55 (3H,m) ,2.63-2.69 (1H,m) ,2.76-2.82 (3H, m) ,2.92-2.98
(2H,m) ,3.53 (1H,d,J=8.4Hz) ,3.72 (3H,s) ,3.80 (1H,d,J=8.4 Hz) ,3.86 (1H,dd,J=
10.3Hz,5.2Hz) ,5.33 (1H,d,J=15.3Hz) ,5.44 (1H,d,J= 15.4Hz) ,6.47 (1H,d,J=
10.6Hz) ,6.69-6.72 (2H,m) ,7.03-7.06 (2H,m) .

[3744] 2715555

[3745]  5-{[ (3R,4R) -3~ { [T Ik (- HI L) REFE ) —4-FR IRk e —4 -2 ] FH 40} -7, 8-
TR 1 (-SRI -3, 4- AR -2 (1H) ~ R

[3746]  SRALIZFE (515481 & ik o

[3747]1  'HNMR (CDC13) 8ppm:—0.15(3H,s) ,0.04 (3H,s) ,0.83 (9H,s) ,1.73-1.76 (1H,m) ,
1.83-1.89 (1H,m) ,2.53-2.67 (3H,m) ,2.76-2.98 (6H,m) ,3.50 (11,d,J= 8.4Hz) ,3.74 (3H,
s),3.78(1H,d,J=8.5Hz) ,3.88 (1H,dd,J=10.3Hz,5.3Hz) , 5.23 (2H,s) ,6.40 (1H,dd,J=
11.6Hz,5.9Hz) ,6.74-6.77 (2H,m) ,7.11 (2H,d,J= 8.6Hz) »

[3748] 2715556

(37491  5-{[ (3R*,4R") =3~ { [T 2& (- HAk) HEJE ) S 28 ) —4-FR JEIR e -4 ] AR ) -7,
8- —1- (U-H AR -3, 4- S Emk-2 (1H) -l

[3750]  SRALNZE 51]548TH A k-

[3751]1  'HNMR (CDC13) 8ppm:—0.15(3H,s) ,0.04 (3H,s) ,0.83 (9H,s) ,1.73-1.77 (1H,m) ,
1.83-1.89 (1H,m) ,2.53-2.67 (3H,m) ,2.76-2.98 (6H,m) ,3.50 (11,d,J= 8.5Hz) ,3.74 (3H,
s),3.78(1H,d,J=8.4Hz) ,3.88 (1H,dd,J=10.3Hz,5.2Hz) , 5.23 (2H,s) ,6.40 (1H,dd,J=
11.6Hz,5.9Hz) ,6.74-6.77 (2H,m) ,7.11 (2H,d,J= 8.6Hz) »

[3752] &% 1{5]557

[3753]  5-{[ (3R,4R) -3~ { [T & (- H ) pEFE ] A ) - 1- - -2- 5 IE) ~4-F2 FL IR IE
—A4-JE ] H AR -8 1 (A-F AR 3 -3, 4- & nph-2 (1H) —

[3754]  RAUZFHEAITOT A ko

[3755]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.83-1.91 (IH,m),
2.10-2.22 (1H,m) ,2.50-2.54 (1H,m) ,2.57-2.70 (2H,m) ,2.80-2.96 (3H, m),3.02-3.19

191



CN 106795117 B ﬁﬁ HH :I:; 180/355 1T

(2H,m) ,3.26-3.34 (1H,m) ,3.63 (1H,d,J=8.5Hz) ,3.73 (3H,s) , 3.85(1H,d,J=8.5Hz) ,
4.12-4.18 (1H,m) ,5.23 (2H,brs) ,6.48 (1H,dd,J=9.2Hz, 3.3Hz) ,6.72-6.78 (2H,m) ,
6.79-6.94 (2H,m) ,7.03-7.09 (2H,m) ,7.10-7.16 (2H, m) »

[3756] 2715558

[3757]  5-{[(3S,4S) -3~ { [T & (- H ) kR AL -1- - -2- 5K ) ~4-F2 FEIRIE
—A4-JE ] H AR 8- 1 (A-F AR 3 -3, 4- & nph-2 (1H) —ffd

[3758]  RAUZFHAFITOTI A ko

[3759]1  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.82-1.91 (1H,m),
2.10-2.22 (1H,m) ,2.50-2.56 (1H,m) ,2.57-2.71 (2H,m) ,2.79-2.96 (3H, m),3.02-3.19
(2H,m) ,3.26-3.34 (1H,m) ,3.63 (1H,d,J=8.5Hz) ,3.73 (3H,s) , 3.85(1H,d,J=8.5Hz) ,
4.12-4.18 (1H,m) ,5.23 (2H,brs) ,6.48 (1H,dd,J=9.2Hz, 3.3Hz) ,6.71-6.78 (2H,m) ,
6.79-6.94 (2H,m) ,7.02-7.09 (2H,m) ,7.10-7.16 (2H, m) »

[3760] 715559

[3761]1  5-{[ (BR*,4R") -3- {[BUT 2& (- H ) hE2E 1 28 ) 4- 01— (2,2,6- =%-1,3-K
I IR A -5 2E) WRIE -4 28 ) A28 ) -8-3—1- (U-FA LR L) -3, 4- Ak -2
(1H) — B

[3762]  RAUZFHAFITOT A ko

[3763]  'HNMR (CDC13) 8ppm:—0.13 (3H,s) ,0.06 (3H,s) ,0.83 (9H,s) ,1.85-1.88 (1H,m) ,
2.13-2.20 (1H,m) ,2.52 (1H,d,J=2.5Hz) ,2.59-2.69 (2H,m) ,2.80-2.96 (3H,m) ,3.03-
3.06 (2H,m) ,3.17-3.20 (1H,m) ,3.63 (1H,d,J=8.5Hz) ,3.73(3H, s),3.85(1H,d,J=
8.5Hz) ,4.12-4.16 (1H,m) ,5.23 (2H,s) ,6.48 (1H,dd,J=9.0 Hz,3.0Hz) ,6.74 (2H,d,J=
8.5Hz) ,6.79 (1H,d,J=7.0Hz) ,6.83 (1H,dd,J= 12.5Hz,9.0Hz) ,6.87 (1H,d,J=10.0Hz) ,
7.11(2H,d,J=8.5Hz) .

[3764] 2715560

[3765]  5-{[ (3R,4R) —3— {[AU T Z& (- HI L) wEFE | | AL} —-4-F2E-1-(2,2,6- =9 ~-1,3- K
I IR A -5 WRIE -4 28 ) A28 ) -8-3—1- (U-FA LR L) -3, 4- Ak -2
(1H) —

[3766]  FALZFHEAFITOTI A k-

[3767]1  'HNMR (CDC13) 8ppm:—0.13 (3H,s) ,0.06 (3H,s) ,0.84 (9H,s) ,1.85-1.89 (1H,m) ,
2.13-2.20 (1H,m) ,2.51 (1H,d,J=2.3Hz) ,2.59-2.69 (2H,m) ,2.81-2.95 (3H,m) ,3.03-
3.06 (2H,m) ,3.18 (1H,dd,J=10.8Hz,5.2Hz) ,3.63 (1H,d,J=8.6 Hz),3.73(3H,s) ,3.85
(1H,d,J=8.6Hz) ,4.12-4.16 (1H,m) ,5.23 (2H,m) ,6.48 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-
6.76 (2H,m) ,6.79 (1H,d,J=7.0Hz) ,6.82-6.88 (2H,m),7.12 (2H,d,J=8.6Hz) »

[3768] 235|561

[3769]  5-{[ (3R,4R) -3~ { [T & (- H ) rEFE ] A ) -1- Q-F 45K IH) ~4-F2FEIRNE
—A-JE ] H AR 8- 1 (A-F AR ) -3, 4- &bk -2 (1H) —

[3770]  RAUZFHAITOTI A k-

[3771]1  'HNMR (CDC13) 8ppm:—0.16 (3H,s) ,0.05 (3H,s) ,0.83 (9H,s) ,1.85-1.88 (1H,m) ,
2.13-2.19(1H,m) ,2.55-2.59 (3H,m) ,2.68-2.89 (3H,m) ,2.99-3.22 (3H, m) ,3.66 (1H,d,J
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=8.5Hz) ,3.72 (3H,s) ,3.86 (1H,d,J=8.5Hz) ,4.17 (1H,dd,J= 10.3Hz,5.3Hz) ,5.33 (1H,
d,J=15.1Hz) ,5.44 (1H,d,J=15.1Hz) ,6.56 (11,d,] =9.0Hz) ,6.70 (2H,d,J=8.6Hz) ,
6.93-6.97 (1H,m) ,7.02-708 (3H,m) ,7.13-7.16 (2H,m) »

[3772]1 715562

[3773]  5-{[(3S,4S) -3- {[M T 2& (= H L) fibdE 1 0L -1- Q-F-4-% K %) 472 2RIk
WE—4-J ] H AR ) -8 1— (A-H AR ) -3, 4- & k-2 (1H) —

[3774]  RAUZFHEAFIT0T A ko

[3775]  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.05 (3H,s) ,0.83 (9H,s) ,1.85-1.88 (I1H,m),
2.14-2.20 (1H,m) ,2.55-2.59 (3H,m) ,2.68-2.89 (3H,m) ,2.99-3.22 (3H, m),3.66 (11,d,]
=8.6Hz) ,3.72(3H,s) ,3.86 (11,d,J=8.6Hz) ,4.17 (1H,dd,J= 10.2Hz,5.2Hz) ,5.33 (1H,
d,J=15.0Hz) ,5.44 (1H,d,J=15.0Hz) ,6.56 (11,d,] =9.0Hz) ,6.70 (2H,d,J=8.6Hz) ,
6.93-6.97 (1H,m) ,7.02-7.08 (3H,m) ,7.13-7.16 (2H,m) .

[3776] 2715563

(37771 5-{[ (3R, 4R) -3— { /BT Z& (- HIJE) REE T | 28 ) - 1- Q-F-4-5 K5 —4- IR
—A4-JE ] AL 8-S TR 1- (A-F AR 3L -3, 4- & k-2 (1H) -l

[3778]  RAUZFHEAITOM A ko

[37791  'HNMR (CDC13) Sppm:—0.15 (3H,s) ,0.06 (3H,s) ,0.84 (9H,s) ,1.86-1.88 (I1H,m),
2.11-2.17(AH,m) ,2.55-2.59 (3H,m) ,2.63-2.85 (3H,m) ,2.99-3.22 (3H, m),3.63 (1H,d,]
=8.5Hz) ,3.72(3H,s) ,3.83 (1H,d,J=8.5Hz) ,4.14 (1H,dd,J= 10.2Hz,5.2Hz) ,5.33 (1H,
d,J=15.2Hz) ,5.45(1H,d,J=15.2Hz) ,6.49 (1H,d,] =10.5Hz) ,6.70-6.72 (2H,m) ,6.93-
6.97 (1H,m) ,7.02-7.07 (3H,m) ,7.15(1H,dd, J=8.3Hz,2.9Hz) .

[3780] =7 1{5|564

[37811  5-{[ (3R*,4R") -3- { [T 2& (- HAL) REE ] A28 - 1- Q-S-4-F R R -4-FR 2R
WE—4-J ] H AR} 8- T-9— 1 - (4-F AL 3 -3, 4- &k -2 (1H) -l

[3782]  RAUZFHAITOMI A ko

[3783]  'HNMR (CDC13) Sppm:—0.15(3H,s) ,0.06 (3H,s) ,0.84 (9H,s) ,1.86-1.88 (I1H,m),
2.11-2.18 (1H,m) ,2.55-2.84 (6H,m) ,2.99-3.22 (3H,m) ,3.63 (1H,d,J= 8.4Hz) ,3.72 (3H,
s),3.83(1H,d,J=8.5Hz) ,4.14 (1H,dd,J=10.2Hz,5.3Hz) , 5.33 (1H,d,J=14.9Hz) ,5.45
(1H,d,J=14.6Hz) ,6.49 (1H,d,J=10.5Hz) , 6.70-6.72 (2H,m) ,6.93-6.97 (1H,m) ,7.02-
7.07 (3H,m) ,7.15(1H,dd, J=8.3Hz, 2.9Hz) .

[3784] 2715565

[3785]  5-{[ (3R,4R) —3—{[B T & (ZH &) rEFL ] A2} -1- (4-F-2, 5~ &R L) 4120t
WRBE—4-J% ] FH AL -8—3p—1— (4-F A 3E) -3, 4- & k-2 (1H) -

[3786]  RAUZFHAFITOMI A ko

[3787]  'HNMR (CDC1s) 8ppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
2.12-2.18 (1H,m) ,2.51 (1H,d,J=2.3Hz) ,2.59-2.69 (2H,m) ,2.81-2.93 (3H,m) ,3.03-
3.33(3H,m) ,3.62(1H,d,J=8.6Hz) ,3.73 (3H,s) ,3.85(11,d,J= 8.6Hz) ,4.13 (11,dd,J=
10.4Hz,5.2Hz) ,5.23 (2H,brs) ,6.48 (1H,dd,J=9.1Hz, 3.2Hz) ,6.73-6.77 (3H,m) ,6.84
(1H,dd,J=12.7Hz,9.1Hz) ,7.07-7.12 (3H,m) .
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[3788] 2715566

[3789]  5-{[ (3R,4R) -3— { [T 2& (CHEL) ML ] S| 28} -1- (2, 4- &R 5L —4- 2 LR IE
—A-JE ] H AR 8- 1 - (A-F AR 3) -3, 4- & nph-2 (1H) —

[3790]  RAUZFHEAFITOT A ko

[3791]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.83 (9H,s) ,1.86-1.89 (I1H,m),
2.14-2.20 (1H,m) ,2.58 (1H,d,J=2.4Hz) ,2.61-2.70 (2H,m) ,2.76 (1H,t, J=10.7Hz) ,
2.84-2.97 (2H,m) ,3.05-3.12 (2H,m) ,3.25-3.28 (1H,m) ,3.64 (1H,d, J=8.6Hz) ,3.73 (3H,
s),3.85(1H,d,J=8.6Hz) ,4.17 (1H,dd,J=10.3Hz,5.3 Hz) ,5.17-5.28 (2H,m) ,6.47 (1H,
dd,J=9.1Hz,3.3Hz) ,6.73-6.76 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1Hz) ,6.99 (1H,d,]J=
8.7Hz) ,7.12(2H,d,J=8.5Hz) , 7.20(1H,dd,J=8.6Hz,2.5Hz) ,7.39 (1H,d,J=2.5Hz) .
[3792]1  Z7%1{5l567

[3793]  5-{[ (3R, 4R) —3—{[B T & (ZH &) rEAL ] A2} -1- (2, 4- =& -5-5 R ) 42k
WRBE—4-J5 ] FH AL -8—3p—1— (4-FH A L 3E) -3, 4- & k-2 (1H) -l

[3794]  RAUZFHEAITOTI A ko

[3795]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.83 (9H,s) ,1.86-1.90 (I1H,m),
2.14-2.20 (1H,m) ,2.57 (1H,d,J=2.4Hz) ,2.63-2.66 (2H,m) ,2.75 (1H,t, J=10.7Hz) ,
2.83-2.96 (2H,m) ,3.06-3.08 (2H,m) ,3.28 (1H,dd,J=11.1Hz,5.2 Hz) ,3.64 (1H,d,]J=
8.6Hz) ,3.73(3H,s) ,3.85(1H,d,J=8.6Hz) ,4.17 (1H,dd,J =10.3Hz,5.3Hz) ,5.19-5.27
(2H,m) ,6.48 (1H,dd,J=9.1Hz,3.1Hz) ,6.73-6.76 (2H,m) ,6.82-6.87 (2H,m) ,7.12 (21,d,
J=8.5Hz) ,7.42(1H,d,J=7.6Hz) .

[3796]  ZZ% 15568

[37971  5-{[ (3R, 4R) —3—{ [T & (CH &) rEHL ] A2} -1- (2, 5- & 4508 42k
W BE—4-J5 ] FH AL -8—9p—1— (4-FH A 3L -3, 4- & mk—2 (1H) -

[3798]  RAUZFHAFITOTM A ko

[3799]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.83 (9H,s) ,1.86-1.89 (I1H,m),
2.14-2.20 (1H,m) ,2.56 (1H,d,J=2.3Hz) ,2.62-2.66 (2H,m) ,2.75 (1H,t, J=10.6Hz) ,
2.83-3.11 (4H,m) ,3.18-3.21 (1H,m) ,3.64 (1H,d,J=8.5Hz) ,3.73 (3H,s),3.85(1H,d,]J=
8.6Hz) ,4.16 (1H,dd,J=10.3Hz,5.3Hz) ,5.19-5.27 (2H, m) ,6.49 (1H,dd,J=9.1Hz,
3.2Hz) ,6.73-6.76 (2H,m) ,6.84 (1H,dd,J=12.7Hz, 9.1Hz) ,7.08 (1H,d,J=7.1Hz) ,7.12
(2H,d,J=8.6Hz) ,7.21 (1H,d,J=4.4Hz) .

[3800]  Z7%13]569

(38011  5-{[ (3R,4R) -3- { /BT & (- H &) REFE 1 AL ) - 1- (- -2-F R 3E) —4-Fa
WRBE—4-J% ] FH AL -8—9p—1— (4-F S L 3E) -3, 4- & mk—2 (1H) -l

[3802]  ZRAUZFHAFITOMI A ko

[3803]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.06 (3H,s) ,0.83(9H,s) ,1.40 (3H,t, J=
7.0Hz) ,1.84-1.88 (1H,m) ,2.12-2.21 (1H,m) ,2.53-3.23 (9H,m) ,3.63 (1H,d,] =8.8Hz) ,
3.73(3H,s),3.85(1H,d,J=8.3Hz) ,3.98 (2H,q,J=7.1Hz) ,4.16 (1H, dd,J=10.0Hz,
5.2Hz) ,5.23 (2H,brs) ,6.47-6.50 (1H,m) ,6.61-6.67 (2H,m) , 6.74-6.76 (2H,m) ,6.81-
6.94 (2H,m) ,7.11-7.13 (2H,m) »
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[3804]  ZZH 5570

[3805]  5-{[ (3R,4R) -3- {[/B T Z& (- HIJE) rEE T | 28 -1- Q-F-4-5 KR —4- IR
—A-JE ] AR -7, 8- - 1 (A-FAE R D) -3, 4- &k -2 (1H) —

[3806]  RAUZFHEAFITOTMI A ko

[3807]  'HNMR (CDC1s) 8ppm:—0.11 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
2.12-2.17 (1H,m) ,2.58-2.93 (6H,m) ,2.99-3.23 (3H,m) ,3.60 (1H,d,J= 8.5Hz) ,3.74 (3H,
s),3.81 (1H,d,J=8.5Hz) ,4.15(1H,dd,J=10.3Hz,5.3Hz) , 5.24 (2H,brs) ,6.41 (1H,dd,]J
=11.5Hz,5.9Hz) ,6.75-6.78 (2H,m) ,6.94-6.97 (1H, m) ,7.03 (1H,dd,J=8.9Hz,5.5Hz) ,
7.11-7.16 (3H,m) .

[3808] =571

[3809]1  5-{[ (3R*,4R™) —3- { [T 2& (- H AL REE ] A28 ) - 1- Q-S-4-F KRR -4-FR 2R
M4 ] 42 -7, 8- - 1 (- A S B R L) -3, 4- -2 (1H) — e

[3810]  RAUZFHAITOM A ko

[3811]  'HNMR (CDC1s) 8ppm:—0.11 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
2.11-2.18 (1H,m) ,2.58-2.92 (6H,m) ,2.99-3.23 (3H,m) ,3.60 (1H,d,J= 8.5Hz) ,3.74 (3H,
s),3.81 (1H,d,J=8.5Hz) ,4.15 (1H,dd,J=10.3Hz,5.3Hz) , 5.24 (2H,brs) ,6.41 (1H,dd,]J
=11.6Hz,5.9Hz) ,6.75-6.78 (2H,m) ,6.94-6.97 (1H, m) ,7.03 (1H,dd,J=9.0Hz,5.5Hz) ,
7.11-7.16 (3H,m) .

[3812]  ZH{5572

[3813]  5-{[ (3R,4R) -3— {[UT 2& (CHEL) mE L ] S| 28 -1- (2, 4- &R L) —4- SR LR IE
—A-JE ] AR 8- 1 - (A-F AR ) -3, 4- = &k -2 (1H) —

[3814]  RAUZFHEAFITOM A ko

[3815]  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.05 (3H,s) ,0.83 (9H,s) ,1.85-1.88 (I1H,m),
2.13-2.19 (1H,m) ,2.54-2.58 (3H,m) ,2.69-2.86 (3H,m) ,3.02-3.12 (2H, m) ,3.24-3.27
(1H,m) ,3.65(1H,d,J=8.6Hz) ,3.72 (3H,s) ,3.86 (1H,d,J=8.5 Hz) ,4.14-4.18 (1H,m) ,
5.33(1H,d,J=15.1Hz) ,5.44 (1H,d,J=14.8Hz) ,6.55 (1H,d,J=8.9Hz) ,6.68-6.71 (2H,
m) ,6.99 (1H,d,J=8.7Hz) ,7.07 (2H,d,J=8.6 Hz) ,7.15(1H,d,J=9.0Hz) ,7.20 (1H,dd,J
=8.7Hz,2.4Hz) ,7.38 (11,d,J=2.4 Hz) .

[3816] ZH1{5573

[3817]  5-{[ (3R, 4R) —3—{ [T & (CH &) rEFL ] A28} -1- (2, 5- & 4508 R 42k
WRBE—4-J5 ] AL -8-F-1- (4-H AL IE) -3, 4- A k-2 (1H) -l

[3818]  RAUZFHAFITOM A ko

[3819]1  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.05 (3H,s) ,0.83 (9H,s) ,1.85-1.88 (I1H,m),
2.12-2.19 (1H,m) ,2.55-2.57 (3H,m) ,2.67-2.86 (3H,m) ,2.98-3.20 (3H, m) ,3.65(1H,d,]J
=8.6Hz) ,3.72(3H,s) ,3.86 (1H,d,J=8.6Hz) ,4.14-4.17 (1H, m) ,5.33 (1H,d,J=
15.2Hz) ,5.44 (1H,d,J=15.2Hz) ,6.55 (1H,d,J=9.0Hz) , 6.68-6.71 (2H,m) ,7.06-7.09
(3H,m) ,7.16 (1H,d,J=8.9Hz) ,7.22(1H,d,J=8.5 Hz) »

[3820] & A{5|574

[3821]  5-{[ (3R, 4R) —3—{[B T & (CH &) rEIL ] A28} -1- (2,4- =& 550K 452k
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WRBE-4-JE ] AL -8-5-1- (4-H S 3L -3, 4- A mk-2 (1H) -l

[3822]  ZRAUZFHAFITOMI A ko

[3823]  'HNMR (CDC13) Sppm:—0.16 (3H,s) ,0.06 (3H,s) ,0.83 (9H,s) ,1.86-1.89 (I1H,m),
2.13-2.17 (1H,m) ,2.54-2.57 (3H,m) ,2.67-2.86 (3H,m) ,3.05-3.07 (2H, m),3.26-3.29
(1H,m) ,3.65(1H,d,J=8.6Hz) ,3.72(3H,s) ,3.86 (1H,d,J=8.6 Hz) ,4.14-4.17 (1H,m) ,
5.33(1H,d,J=15.1Hz) ,5.44 (1H,d,J=15.1Hz) ,6.55 (1H,d,J=9.0Hz) ,6.68-6.71 (2H,
m) ,6.86 (1H,d,J=10.5Hz) ,7.05-7.08 (2H,m) , 7.16 (1H,d,J=8.9Hz) ,7.41 (1H,d,J=
7.6Hz) »

[3824] %5575

[3825]  5-{[ (3R,4R) -3- { /BT & (- HIJ) rEE T | 28 - 1- Q-F-4-5 R —4- IR
—A4-JE ] H AR 8- 1 - (A-F AR 3) -3, 4- & nph-2 (1H) —d

[3826]  RAUZFHAFITOMI A ko

[3827]  'HNMR (CDC13) 8ppm:—0.12 (3H,s) ,0.07 (3H,s) ,0.83 (9H,s) ,1.86-1.89 (1H,m) ,
2.14-2.21 (1H,m) ,2.58 (1H,d,J=2.2Hz) ,2.59-2.69 (2H,m) ,2.76 (1H,t, J=10.6Hz) ,
2.84-3.13 (4H,m) ,3.18-3.25 (1H,m) ,3.65 (1H,d,J=8.6Hz) ,3.73 (3H,s),3.86 (1H,d,]J=
8.6Hz) ,4.18 (1H,dd,J=10.3Hz,5.3Hz) ,5.19-5.27 (2H, m) ,6.49 (1H,dd,J=9.1Hz,
3.2Hz) ,6.73-6.76 (2H,m) ,6.84 (1H,dd,J=12.6Hz, 9.0Hz) ,6.93-6.97 (1H,m) ,7.04 (1H,
dd,J=8.8Hz,5.4Hz) ,7.11-7.16 (3H,m) »

[3828] ZH {5576

[3829]  5-{[ (3R,4R) —3—{[B T & (CH &) rEAL ] A28} -1- (4-F-2, 5~ &R L) 4120t
WRBE-4-JE ] AL -8-5-1- (4-H S 3L -3, 4- A mk-2 (1H) -l

[3830]  RAUZFHAITOM A ko

[3831]  'HNMR (CDC13) 8ppm:—0.17 (3H,s) ,0.06 (3H,s) ,0.84 (9H,s) ,1.85-1.87 (1H,m) ,
2.12-2.17 (1H,m) ,2.51-2.85 (6H,m) ,3.03-3.17 (2H,m) ,3.29-3.32 (1H, m),3.63 (1H,d,]
=8.5Hz) ,3.72(3H,s) ,3.86 (1H,d,J=8.6Hz) ,4.10-4.13 (1H, m) ,5.33 (1H,d,J=
15.2Hz) ,5.44 (1H,d,J=14.8Hz) ,6.55 (1H,d,J=9.0Hz) , 6.54-6.56 (2H,m) ,6.74 (1H,dd,
J=10.5Hz,7.6Hz) ,7.05-7.10 (3H,m) ,7.15(1H, d,J=8.7Hz) .

[3832] & AHI577

[3833]  5-{[ (3R,4R) —3—{[B T & (CH &) rEHL ] A2 -1- (4-F-2, 5~ &R L) 4-f2 0t
WRAE-4-2E] AL -7, 8- 8- 1- U-H NI -3, 4- A Mmkk-2 (1H) -l

[3834]  RAUZFHEAFITOM A ko

[3835]  'HNMR (CDC1s) Sppm:—0.12 (3H,s) ,0.08 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
2.08-2.15(1H,m) ,2.51 (1H,d,J=2.3Hz) ,2.58-2.69 (2H,m) ,2.78-2.89 (3H,m) ,3.03-
3.33(3H,m) ,3.58 (1H,d,J=8.5Hz) ,3.74 (3H,s) ,3.81 (1H,d,J=8.5Hz) ,4.10-4.14 (1H,
m) ,5.23 (2H,brs) ,6.41 (1H,dd,J=11.5Hz,6.0Hz) , 6.73-6.77 (3H,m) ,7.07-7.12 (3H,m) .
[3836]  ZE {578

[3837]  5-{[ (3R,4R) -3- { [N T 2& (= H 2%) AE2E ) S 2L} - 1- (4-E R &L) —4-Fa FE R g -4
] HAEEE) 8- 1- (- AR S -3, 4- &M nk-2 (1H) -

[3838]  RAUZFHAITOM A ko
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[3839]  'HNMR (CDC1s) 8ppm:—0.14 (3H,s) ,0.10(3H,s) ,0.85(9H,s) ,1.81-1.85 (1H,m),
2.09-2.15(1H,m) ,2.53-2.64 (3H,m) ,2.72-2.83 (2H,m) ,2.89-2.93 (1H, m),3.07-3.13
(1H,m) ,3.39-3.48 (2H,m) ,3.60 (11,d,J=8.6Hz) ,3.73 (3H,s) , 3.83(1H,d,J=8.6Hz) ,
4.07-4.10 (1H,m) ,5.22 (2H,brs) ,6.46 (1H,dd,J=9.1Hz, 3.3Hz) ,6.73-6.75 (2H,m) ,
6.81-6.87 (3H,m) ,7.11 (2H,d,J=8.5Hz) ,7.20-7.24 (2H,m) .

[3840]  ZH 5579

[3841]  5-({ (3R,4R) -3— { /BT & (- HI ) REJE 1 | 28 —1-[2-%-4- (= A 28) RAE ] -
4-FRFENRE -4-FE} FHAAIE) -89 —1- (4-H | R ) -3, 4- & mEmk—2 (1H) —

[3842]  RAUZFHEAITOM A ko

[3843]  'HNMR (CDC13) 8ppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.86-1.89 (1H,m) ,
2.13-2.19 (1H,m) ,2.53 (1H,d,J=2.3Hz) ,2.61-2.66 (2H,m) ,2.84-2.91 (3H,m) ,3.06-
3.32(3H,m) ,3.63(1H,d,J=8.6Hz) ,3.73 (3H,s) ,3.86 (1H,d,J=8.6Hz) ,4.15(1H,dd,J=
10.4Hz,5.3Hz) ,5.23 (2H,brs) ,6.48 (1H,dd,J=9.1Hz, 3.2Hz) ,6.75(2H,d,J=8.6Hz) ,
6.84 (1H,dd,J=12.6Hz,9.1Hz) ,6.96-7.00 (3H, m) ,7.12 (2H,d,J=8.6Hz) .

[3844] 2715580

[3845]  5-{[ (3R,4R) —3- {[AN T 2& (CH 3E) AE2E ) 3L} - 1- (2% L) —4-Fa FE R g -4
] HAEEE) 8- 1- (-H AR D) -3, 4- &2 (1H) -

[3846]  FKAUZFHAITOM A ko

[3847]  'HNMR (CDC1s) 8ppm:—0.12 (3H,s) ,0.08 (3H,s) ,0.84 (9H,s) ,1.86-1.89 (1H,m) ,
2.15-2.20 (1H,m) ,2.55(1H,d,J=2.3Hz) ,2.59-2.69 (2H,m) ,2.83-2.95 (3H,m) ,3.06-
3.38(3H,m) ,3.63 (1H,d,J=8.6Hz) ,3.73(3H,s) ,3.86 (1H,d,J= 8.5Hz) ,4.17 (1H,dd,J=
10.4Hz,5.3Hz) ,5.23 (2H,brs) ,6.49 (1H,dd,J=9.1Hz, 3.3Hz) ,6.73-6.76 (2H,m) ,6.83
(1H,dd,J=12.7Hz,9.1Hz) ,6.93-7.09 (4H,m) , 7.12 (2H,d,]J=8.6Hz) .

[3848] 2 {5581

[3849]  5-{[ (3R,4R) —3- { [N T 2& (CH 3%) AE2E ) 3L} - 1- (- K &) —4-Fa BRIk g -4
] HAEEE) 8- 1- (- -3, 4- &M npk-2 (1H) -

[3850]  SRALLZFHAFITOTMI A ko

[3851]  'HNMR (CDC13) 8ppm:—0.12 (3H,s) ,0.07 (3H,s) ,0.83 (9H,s) ,1.87-1.90 (1H,m),
2.16-2.22 (1H,m) ,2.60 (1H,d,J=2.4Hz) ,2.63-2.67 (2H,m) ,2.79 (1H,t, J=10.7Hz) ,
2.85-2.98 (2H,m) ,3.10-3.13 (2H,m) ,3.32-3.35(1H,m) ,3.65 (1H,d, J=8.6Hz),3.73 (3H,
s),3.86(1H,d,J=8.6Hz) ,4.20 (1H,dd,J=10.3Hz,5.3 Hz) ,5.19-5.27 (2H,m) ,6.49 (1H,
dd,J=9.1Hz,3.3Hz) ,6.73-6.76 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1Hz) ,6.99 (1H,dt,J
=1.4Hz,7.6Hz) ,7.08 (1H,dd,J= 8.0Hz,1.4Hz) ,7.12(2H,d,J=8.7THz) ,7.22-7.25 (1H,
m ,7.38(1H,dd,J=7.9 Hz,1.5Hz) .

[3852] & 15582

[3853]  5-{[ (3R,4R) -3— { [T & (- H &) R 1 AL -1- (2, 4- 5 KR -4- AR
—A4-JE ] H AR 8- 1 (A-F AR 3) -3, 4- &k -2 (1H) —ffd

[3854]  RAUZFHAFITOMI A ko

[3855]  'HNMR (CDC1s) 8ppm:—0.13 (3H,s) ,0.07 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
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2.13-2.20 (1H,m) ,2.53 (1H,d,J=2.3Hz) ,2.59-3.25 (8H,m) ,3.63 (1H,d, J=8.5Hz),3.73
(3H,s) ,3.85(1H,d,J=8.6Hz) ,4.14-4.17 (1H,m) ,5.23 (2H,brs) , 6.49 (1H,dd,J=9.1Hz,
3.3Hz) ,6.73-6.76 (2H,m) ,6.79-6.86 (3H,m) ,6.94-6.97 (1H,m),7.12(2H,d,J=8.6Hz) .
[3856] 2713583

[3857]  5-{[ (3R,4R) —3—{ [T FE (- H &) L] A IE) -1- (2,6 R IL) —4-F2FENRIE
—A4-JE ] H AR 8- 1 (A-F AR 3 -3, 4- & nph-2 (1H) —ffd

[3858]  RALLZFHAFITOTMI A ko

[3859]  'HNMR (CDC13) Sppm:—0.14 (3H,s) ,0.05 (3H,s) ,0.83 (9H,s) ,1.78-1.81 (1H,m),
2.08-2.15(1H,m) ,2.58 (1H,d,J=2.3Hz) ,2.59-2.70 (2H,m) ,2.84-3.05 (3H,m) ,3.14 (1H,
dd,11.7Hz,5.3Hz) ,3.25-3.29 (1H,m) ,3.46-3.50 (1H,m) ,3.62 (1H,d,J=8.5Hz),3.73
(3H,s),3.86 (1H,d,J=8.5Hz) ,4.10 (1H,dd,J=10.3Hz, 5.5Hz) ,5.23 (2H,brs) ,6.49 (1H,
dd,J=9.1Hz,3.3Hz) ,6.73-6.76 (2H,m) , 6.81-6.94 (4H,m) ,7.12 (2H,d,J=8.6Hz) .
[3860]  Z:%14|584

(38611  5-{[ (3R, 4R) —3— {[FUT 3 () wE I | AL ) —4-F2 0L - 1-ZR JER e -4 -2 ] F 41
) -8-F—1- (- LT -3, 4- A mk-2 (1H) il

[3862]  RAUZFHAFITOMI A ko

[3863]1  'HNMR (DMSO-d6) 8ppm:—0.17 (3H,s) ,0.05 (3H,s) ,0.80 (9H,s) , 1.67-1.70 (1H,
m) ,1.93-1.99 (1H,m) ,2.50-3.00 (6H,m) ,3.40-3.50 (2H,m) ,3.61 (1H,d,J=8.7Hz) ,3.67
(3H,s),3.91-3.95(2H,m) ,4.43 (1H,s) ,5.02-5.16 (2H,m) , 6.60 (1H,dd,J=9.2Hz,
3.3Hz) ,6.76-6.79 (3H,m) ,6.92-704 GH,m) ,7.22-7.25 (2H,m) .

[3864] 715585

[3865]  5-({(3R,4R) —3—{[FUT & (" HI ) A dk ] S L) -4 2 -1-[4- (U A2 2R
FEIWRAE -4} H A 0E) -89~ 1— (4-FH AU R ) -3, 4 & nge k-2 (1H) — i

[3866]  FRAUZFHAFITOTMI A ko

[3867]1  'HNMR (DMSO-d6) 8ppm:—0.17 (3H,s) ,0.06 (3H,s) ,0.80 (9H,s) , 1.68-1.70 (1H,
m) ,1.93-1.99 (1H,m) ,2.45-3.03 (6H,m) ,3.40-3.51 (2H,m) ,3.61 (1H,d,J=8.7Hz) ,3.67
(3H,s),3.91-3.94 (2H,m) ,4.48 (1H,s) ,5.02-5.16 (2H,m) , 6.60 (1H,dd,J=9.2Hz,
3.3Hz) ,6.76-6.78 (2H,m) ,6.92-7.04 (5H,m) ,7.21 (2H,d, J=8.9Hz) .

[3868] #1586

[3869]  5-({ (3R, 4R) -3~ {[FUT 3 (- HI ) wEIE 1 A L) —1-[4- (P E ) K] -4
FEWRIE-4-FE} FARCHR) —8-98(—1— (4-H AU AE) -3, 4- & memk—2 (1) - i

[3870]  RAUZFHAFITOTMI A ko

[3871]1  'HNMR (DMSO-d6) 8ppm:—0.17 (3H,s) ,0.05 (3H,s) ,0.80 (9H,s) , 1.67-1.70 (1H,
m) ,1.93-1.98 (1H,m) ,2.50-3.00 (6H,m) ,3.41-3.51 (2H,m) ,3.61 (1H,d,J=8.7Hz) ,3.67
(3H,s),3.91-3.95(2H,m) ,4.44 (1H,s) ,5.01-5.17 (2H,m) , 6.60 (1H,dd,J=9.4Hz,
3.1Hz) ,6.78 (2H,d,J=8.7Hz) ,6.91-7.07 (7H,m) .

[3872] 715587

[3873]  5-{[ (3R*,4R") -3- {[{fUT 2& (- HAE) REE ] A28 ) - 1- (4-S-2-HOR &) —4-FR LR
M4 ] 42 -7, 8- - 1 (- A S B R L) -3, 4- -2 (1H) — i
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[3874]  RAUZFHAFITOMI A ko

[3875]  'HNMR (CDC13) 8ppm:—0.12 (3H,s) ,0.08 (3H,s) ,0.84 (9H,s) ,1.82-1.89 (1H,m) ,
2.08-2.18 (1H,m) ,2.53 (1H,d,J=2.5Hz) ,2.58-2.69 (2H,m) ,2.78-2.91 (3H,m) ,3.02-
3.10(AH,m) ,3.11-3.17 (1H,m) ,3.26-3.32 (1H,m) ,3.58 (1H,d,J= 8.5Hz) ,3.74 (3H,s) ,
3.80(1H,d,J=8.5Hz) ,4.09-4.15(1H,m) ,5.24 (2H,brs) , 6.39 (1H,dd,J=12.0Hz,
6.0Hz) ,6.74-6.79 (2H,m) ,6.87-6.92 (1H,m) ,7.04-7.09 (2H,m) ,7.09-7.14 (2H,m) .

[3876]  Z515|588

(38771  5-{[ (3R, 4R) -3- { /BT & (- HIJ) rEE T | 28 ) - 1- U-F2- 5 R %) —4- R IR
—A4-JE ] AL 8-S - TR 1- (-F AR L) -3, 4- & k-2 (1H) -l

[3878]  RAUZFHEAITOMI A ko

[3879]1  'HNMR (CDC13) 8ppm:—0.16 (3H,s) ,0.06 (3H,s) ,0.84 (9H,s) ,1.85-1.88 (1H,m) ,
2.09-2.16 (1H,m) ,2.53-2.57 (3H,m) ,2.63-2.86 (3H,m) ,3.03-3.30 (3H, m),3.61(1H,d,]
=8.5Hz) ,3.72(3H,s) ,3.83(1H,d,J=8.5Hz) ,4.09-4.13 (1H, m) ,5.33 (1H,d,J=
15.2Hz) ,5.45(1H,d,J=15.2Hz) ,6.48 (1H,d,J=10.5Hz) , 6.69-6.72 (2H,m) ,6.87-6.91
(1H,m) ,7.04-7.08 (4H,m) .

[3880]  Z:514589

(38811  5-{[ (3R,4R) -3— {[/B T ZE (- HIJ) rEE T | 28 ) - 1- U-F2- 5 R %) —4- R IR
—A4-JE ] H AR 8- 1 - (A-F AR ) -3, 4- S nph-2 (1H) —

[3882]  RAUZFHAITOM A ko

[3883]  HNMR (CDC13) 8ppm:—0.17 (3H,s) ,0.04 (3H,s) ,0.84 (9H,s) ,1.82-1.89 (1H,m) ,
2.10-2.20 (1H,m) ,2.51-2.58 (3H,m) ,2.65-2.64 (1H,m) ,2.78-2.87 (2H, m),3.03-3.09
(1H,m) ,3.11-3.18 (1H,m) ,3.25-3.31 (1H,m) ,3.63 (1H,d,J=8.5 Hz) ,3.72(3H,s) ,3.85
(1H,d,J=8.5Hz) ,4.10-4.16 (1H,m) ,5.32 (1H,d,J=15.0 Hz) ,5.43 (1H,d,J=15.0Hz) ,
6.54 (1H,d,J=9.0Hz) ,6.68-6.72 (2H,m) ,6.88 (1H,t,J=9.0Hz) ,7.03-7.09 (4H,m) ,7.14
(1H,d,J=9.0Hz) .

[3884]  Z:H 15590

[3885]  5-{[ (3R,4R) -3— { [T & (- HI &) AL ] A L) -1- U-F-2-3-5-H AL KAL) -
4-FRFENRE -4-FE ] FH AL ) -8R —1— (4-H | R ) -3, 4- & mk—2 (1H) —

[3886]  RAUZFHAFITOMI A ko

[3887]  'HNMR (CDC1s) Sppm:—0.12 (3H,s) ,0.072 (3H,s) ,0.84 (9H,s) ,1.86-1.90 (1H,m) ,
2.12-2.20 (1H,m) ,2.52 (1H,d,J=2.3Hz) ,2.58-2.70 (2H,m) ,2.82-2.96 (3H,m) ,3.07-
3.19(2H,m) ,3.31-3.36 (1H,m) ,3.63 (1H,d,J=8.6Hz) ,3.73(3H, s),3.85(1H,d,J=
8.6Hz) ,3.87 (3H,s) ,4.12-4.17 (1H,m) ,5.23 (2H,s) ,6.48 (1H, dd,J=9.2Hz,3.2Hz) ,6.55
(1H,d,J=7.7THz) ,6.74 (2H,d,J=8.6Hz) ,6.84 (1H, dd,J=12.6Hz,9.2Hz) ,7.08 (1H,d,]
=11.6Hz) ,7.12(2H,d,J=8.6Hz) .

[3888]  Z:E {5591

[3889]  5-{[ (3R,4R) -3— {[MU T & (- HI &) R ] A ) —1- U-F-2-F -5-H K R) -4
FRILNRIE 43 ] 40 -89 1- (A-F AL 3E) -3, 4- & k-2 (1H) -l

[3890]  RAUZFHAFITOTM A ko
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[3891]  'HNMR (CDC1s) Sppm:—0.13 (3H,s) ,0.072 (3H,s) ,0.84 (9H,s) ,1.84-1.88 (1H,m),
2.11-2.20 (1H,m) ,2.30 (3H,s) ,2.53 (1H,d,J=2.4Hz) ,2.59-2.70 (2H, m) ,2.80-2.96 (3H,
m) ,3.03-3.09 (1H,m) ,3.12-3.17 (1H,m) ,3.27-3.32 (1H,m) , 3.62(1H,d,J=8.6Hz),3.73
(3H,s) ,3.85(1H,d,J=8.6Hz) ,4.12-4.17 (1H,m) , 5.23 (2H,s) ,6.48 (1H,dd,J=9.2Hz,
3.2Hz) ,6.74 (2H,d,J=8.8Hz) ,6.81 (1H,d, J=8.8Hz),6.83 (1H,dd,J=12.8Hz,9.2Hz) ,
7.05(H,d,J=11.8Hz) ,7.12(2H, d,J=8.8Hz) .

[3892]  ZH1592

[3893]  5-{[1-(4-&-2,6- L AH) -1,2,3,6- VIS MnE—4-FEL] FH &I} 8- -3,4- A
W npR-2 (1H)

[3894]  HAURE LLUKAHI T, T5- {[1- 4-F-2,6- R IE) -4-FaHERme-4-3E] H%H
JE} -89 —-3, 4~ A MEMk-2 (1H) ~ B (44 1mg) VUSRI (SmL) ¥A ¥R » I8 AR 785 Hr 4 5
(Burgess reagent) (597mg) , W R MR GW) T IR HFE16. 5/N0T , B T60 CHEFE2 /T
WK T S N, CAS JE 2R SR DT Ve Ay i bR A 54 (380mg) « bk & AT it — b 4lifk,
BT~ — 2%,

[3895]  'HNMR (CDC13) Sppm:2.29-2.34 (2H,m) ,2.63 (2H,t,J=8.0Hz) ,3.02 (2H, t,J=
8.0Hz) ,3.32-3.35(2H,m) ,3.72 (2H,brs) ,4.43 (2H,s) ,5.85 (1H,brs) ,6.48 (1H,dd,J=
9.1Hz,4.0Hz) ,6.87-6.93 (3H,m) ,7.49 (1H,brs) »

[3896] S +]593

[3897]  8-%-5-{[1-(4-&-2,6- & IKI) -1,2,3,6-PUEAMIE-4-3E] FEIE) -3,4- &
W npR-2 (1H)

[3898]  RAUZ 559210 G ik o

[38991  'HNMR (CDC1s) Sppm:2.23-2.32 (2H,m) ,2.60-2.66 (2H,m) ,3.02 (2H,t,] =8.1Hz)
3.32-3.35(2H,m) ,3.72 (2H, brs) ,4.46 (2H,s) ,5.85 (1H,brs) ,6.54 (1H, d,J=8.9Hz) ,
6.87-6.92 (2H,m) ,7.16-7.19 (1H,m) ,7.74 (1H,brs) »

[3900]  Z:%|594

[3901]  5-{[1- (4-5-2,6- ~F AIH) -1,2,3,6-VUSE ML IE-4-K=] 4L} -7, 8- —%.-3,4-
S ER-2 (1H) - FH

[3902]  FRAUZ 559210 & ik o

[3903]  'HNMR (CDC13) Sppm:2.28-2.32 (2H,m) ,2.60-2.65 (2H,m) ,2.95-2.99 (2H, m),
3.33-3.35(2H,m) ,3.73 (2H,brs) ,4.41 (2H,s) ,5.86 (1H,brs) ,6.40 (1H,dd,J= 12.1Hz,
6.3Hz) ,6.86-6.93 (2H,m) ,7.67 (1H,brs) .

[3904] S {]595

[3905] 5 {[1- (4—JR-2-F KL —1,2,3,6- VUM me—4-FE ] 43 ) -85 -3, 4— SNk
-2 (1H) -~

[3906]  F5-{[1- (4-¥-2-FH K -4-FRFENRIE -4 ] AR ) -8-38-3, 4~ &Mk -2
(1H) —F (8g) HIN—H F—2-At & iE B (60mL) ¥R -, IS N, N, N N =P 3 -1, 3- (L N
Fe (13.59mL) , A5 T VKA E T, 3B s i FE B i S (5. 30mL) o b e TR &4 T 2 i 1
167N o T S B R 8 7K 55 B0 T 22 FR R Ik, DA I JE S I ER UTiE ) AR ER LUK 5 — R 18
Pk e o S b itk 59 (7. 27g) o
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[3907]1  'HNMR (CDC13) 8ppm:2.33-2.37 (2H,m) ,2.61-2.65 (2H,m) ,3.00-3.05 (2H, m) ,3.29
(2H,t,J=5.6Hz) ,3.65 (2H,brs) ,4.44 (2H,s) ,5.88 (1H,brs) ,6.47 (1H, dd,J=9.1Hz,
3.9Hz) ,6.83 (1H,t,J=9.1Hz) ,6.90 (1H,t,J=9.4Hz) ,7.16-7.22 (2H,m) ,7.49 (1H,brs) .
[3908] 715596

[3909]1 5 {[1- (4—JR-2-F KL —1,2,3,6- VUM me—4-FE ] 483 ) -850 -3, 4— SNk
—2 (1H) —d

[3910]  RAUZFHE 5921 A k-

[3911]1  'HNMR (DMSO-d6) Sppm:2.25 (2H,brs) ,2.44-2.48 (2H,m) ,2.86-2.90 (2H, m) ,
3.20-3.22 (2H,m) ,3.57-3.60 (2H,m) ,4.52 (2H,s) ,5.91 (1H,brs) ,6.72 (1H,d, J=9.0Hz) ,
6.98-7.02 (1H,m) ,7.23-7.30 (2H,m) ,7.42-7.45 (1H,m) ,9.37 (1H, brs) .

[3912] 41597

[3913] 5 {[1- (4-¥R-2-FAHE) -1,2,3,6- VU ML mE-4-JE ] A28} -7,8- -3, 4- =&
W npR—2 (1H)

[3914] KA 5921 A k-

[3915]1  'HNMR (DMSO-d6) Sppm:2.25 (2H, brs) ,2.42-2.47 (2H,m) ,2.81-2.85 (2H, m) ,3.21
(2H,t,J=5.6Hz) ,3.59 (2H,brs) ,4.49 (2H,s) ,5.92 (1H,brs) ,6.79 (1H, dd,J=12.8Hz,
6.3Hz) ,7.00 (1H,t,J=9.1Hz) ,7.27-7.30 (1H,m) ,7.43 (1H,dd,J] =12.2Hz,2.3Hz) ,10.31
(1H,brs) »

[3916]  ZH15598

[3917]1  8-&-5-{[1- 4-&-2,6- % A&H) -1,2,3,6-VUE ML mE-4-FE ] FH A& FE) -7-5-3,
4— TEEH-2 (1H) -FfH

[3918]  RAUZ 5951 A ko

[3919]1  'HNMR (DMSO-d6) Sppm:2.23 (2H,brs) ,2.45-2.49 (2H,m) ,2.83-2.87 (2H, m) ,
3.25-3.29 (2H,m) ,3.64 (2H,brs) ,4.53 (2H,s) ,5.89 (1H,brs) ,6.87 (1H,d,J=11.6Hz) ,
7.23-7.33 (2H,m) ,9.70 (1H, brs) -

[3920]  Z515599

[3921]1  5-{[1- (4-JR-2-%K3HL) -1,2,3,6-VUE ML nE -4 A ) -8-&-7-%-3,4-—
k-2 (1H) — i

[3922]  RAUZ 5951 A ko

[3923]1  'HNMR (DMSO-d6) Sppm:2.25 (2H, brs) ,2.45-2.49 (2H,m) ,2.82-2.86 (2H, m) ,3.21
(2H,t,J=5.6Hz) ,3.59 (2H,brs) ,4.54 (2H,s) ,5.93 (1H,brs) ,6.87 (1H,d, J=11.6Hz) ,
7.00(1H,t,J=9.1Hz) ,7.27-7.30 (1H,m) ,7.43 (11,dd,J=12.3Hz, 2.3Hz),9.69 (1H,
brs) »

[3924]  Z5151600

[3925]1  5-{[1-(2-&—4,6- 4 AH) -1,2,3,6-VUEMnE—4-IL] FH &I} 8- -3,4- A
W npR-2 (1H)

[3926]  RAUZZE 5951 A ko

[3927]1  'HNMR (CDC1s) 8ppm:2.32 (2H,brs) ,2.62-2.66 (2H,m) ,3.03 (2H,t,J= 8.1Hz) ,
3.27-3.29 (2H,m) ,3.66 (2H,brs) ,4.45 (2H,s) ,5.86 (1H,brs) ,6.49 (1H, dd,J=9.1Hz,
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4.0Hz) ,6.73-6.78 (1H,m) ,6.89-6.98 (2H,m) ,7.52 (1H,brs) .

[3928]  ZZ%145|601

(39291 5-{[1- (4-¥-2,6- ~HiAKH) ~1,2,3, 6- UL -4 ] AR K 8913, 4-—
W npR-2 (1H)

[3930]  RAUZZE 55951 A ko

[3931]1  'HNMR (CDC13) Sppm:2.31 (2H,brs) ,2.61-2.65 (2H,m) ,3.02 (2H,t,J= 7.7Hz) ,
3.32-3.35(2H,m) ,3.72 (2H,brs) ,4.43 (2H,s) ,5.85 (1H,brs) ,6.48 (1H, dd,J=9.1Hz,
4.0Hz) ,6.91 (1H,t,J=9.3Hz) ,7.01-7.06 (2H,m) ,7.51 (1H,brs) .

[3932]  Z%1602

[3933]  8-—5-{[1-(2,4,6- =4 AHE) -1,2,3,6-PUSntrE—4-IL] FH 4L} -3, 4- A%
Wbk —2 (1H) —d

[3934]  RAUZ 5951 A ko

[3935]  'HNMR (CDC13) Sppm:2.28-2.35 (2H,m) ,2.60-2.66 (2H,m) ,3.03 (2H,t,] =7.7Hz) ,
3.31(2H,t,J=5.5Hz) ,3.65-3.3.70 (2H,m) ,4.44 (2H,brs) ,5.83-5.88 (1H,m) ,6.49 (1H,
dd,J=9.1Hz,4.0Hz) ,6.60-6.69 (2H,m) ,6.90 (1H,t,J=9.5 Hz) ,7.49 (1H,brs) .

[3936]  Z%151603

[3937]  5-{[1-(2,4-—&-6-% ) -1,2,3,6-VUE ML BE—4- 5] 4 L) -8--3,4- 4
W npR-2 (1H)

[3938]  RAUZ 5951 A ko

[3939]1  'HNMR (CDC13) Sppm:2.32 (2H,brs) ,2.62-2.65 (2H,m) ,3.03 (2H,t,J= 7.7Hz) ,
3.29-3.32 (2H,m) ,3.69 (2H, brs) ,4.44 (2H,s) ,5.86 (1H,brs) ,6.49 (1H, dd,J=9.3Hz,
3.9Hz) ,6.91 (1H,t,J=9.3Hz) ,7.00 (1H,dd,J=11.3Hz,2.4Hz) , 7.20-7.21 (1H,m) ,7.52
(1H,brs) »

[3940]  Z7%1{5l604

[3941]  5-({1-[2,6- %4~ (2,2,2- =LA KIH]-1,2,3,6-TUENMEmE-4-FE} 4R
F) -89 —3, 4- S EMk-2 (1H) —d

[3942]  RAUZ 5951 A ko

[3943]  'HNMR (CDC13) Sppm:2.30-2.34 (2H,m) ,2.62-2.65 (2H,m) ,3.02 (2H,t,] =7.7Hz) ,
3.28-3.31 (2H,m) ,3.66 (2H,brs) ,4.29 (2H,q,J=8.0Hz) ,4.43 (2H,s) , 5.85 (1H,brs) ,
6.47-6.54 (3H,m) ,6.91 (1H,t,J=9.5Hz) ,7.52 (1H, brs) «

[3944]  Z:25151605

[3945] 5 ({1-[4- (ZHHFHEL) -2,6- AR ]-1,2,3,6- DU Mg -4} &) -8-
-3, 4- A ENR-2 (1H)

[3946]  RAUZFEH|595T A ko

[3947]  'HNMR (CDC13) Sppm:2.30-2.35 (2H,m) ,2.62-2.65 (2H,m) ,3.02 (2H,t,] =7.7Hz) ,
3.31-3.34 (2H,m) ,3.71 (2H,brs) ,4.44 (2H,s) ,5.86 (1H,brs) ,6.46 (1H, t,J=73.2Hz) ,
6.48 (1H,dd,J=9.1Hz,3.9Hz) ,6.68-6.73 (2H,m) ,6.91 (1H,t,J= 9.5Hz) ,7.57 (1H,brs)
[3948]  Z%1606

[3949] 5-{[1-4-ZHHE-2,6- —FFHI) -1,2,3,6-TUE M mE-4-JE ] 48} -8-F-3,4-
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TSR -2 (1H)

[3950]  SRALLZZE 55951 A ko

[3951]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=6.8Hz) ,2.30-2.34 (2H,m) , 2.60-2.65 (2H,m) ,
3.02(2H,t,J=7.7Hz) ,3.26-3.29 (2H,m) ,3.64 (2H,brs) ,3.96 (2H,q,]J=6.8Hz) ,4.43
(2H,s) ,5.85 (1H,brs) ,6.39-6.46 (2H,m) ,6.49 (1H,dd,] =9.1Hz,4.0Hz) ,6.90 (1H,t,]J=
9.5Hz) ,7.56 (1H,brs) -

[3952]  Z#4|607

[3953] 5 {[1- (4-F-2-FAHE) -1,2,3,6- VU ML mE-4-JE ] 438} -7,8- 2 9-3,4- =&
W npR-2 (1H)

[3954]  RAUZFEH|595T A ko

[3955]  'HNMR (CDC13) Sppm:2.31-2.38 (2H,m) ,2.61 (2H,t,J=7.6Hz) ,2.95(2H, t,]J=
7.6Hz) ,3.28 (2H,t,J=5.6Hz) ,3.63-3.68 (2H,m) ,4.45 (2H,s) ,5.90 (1H, brs) ,6.38 (1H,
dd,J=11.7Hz,6.3Hz) ,6.87 (1H,t,J=8.9Hz) ,7.02-7.09 (2H,m) , 7.57 (1H,brs) .

[3956]  Z#15|608

[3957]1  8-%-5-{[1- U-E—2-F A -1,2,3,6-VU SNt rE—4-FE] AR JE) -3, 4- — Sk
—2 (1H) —d

[3958]  RALZZEG|595T A ko

[3959]1  'HNMR (CDC13) Sppm:2.32-2.39 (2H,m) ,2.58 (2H,t,J=7.5Hz) ,3.00 2H, t,]J=
7.5Hz) ,3.28 (2H,t,J=5.5Hz) ,3.66 (2H,s) ,4.47 (2H,s) ,5.90 (1H,s) ,6.54 (1H,d,J=
9.0Hz) ,6.86-6.91 (1H,m) ,7.02-7.10 (2H,m) ,7.16 (1H,d,J=9.0Hz) , 7.79 (1H,s) .

[3960]  Z%11609

[3961]  5-{[1- (4-JR-2,6- "5 K %) -1,2,3,6-PUSntiE-—4-JL ] H 4 0t} -8-4-3,4-— 4
W npR-2 (1H)

[3962]  RAUZZE 55951 A k-

[3963]1  'HNMR (CDC13) Sppm:2.31 (2H,brs) ,2.60-2.64 (2H,m) ,3.02 (2H,t,J= 7.7THz) ,
3.32-3.35(2H,m) ,3.72 (2H,brs) ,4.46 (2H,s) ,5.85 (1H,brs) ,6.54 (1H,d, J=8.9Hz) ,
7.01-7.06 (2H,m) ,7.17 (1H,d,J=8.9Hz) ,7.73 (1H,brs) .

[3964]  Z54610

[3965]  5-{[1- (2-JR-4-S-6-FFH) -1,2,3,6- DY S Mt rE-4-FE] 4 L) -8-%-3,4-—
k-2 (1H) — i

[3966] AN 5|595T A k-

[3967]1  'HNMR (DMSO-d6) Sppm:2.15-2.37 (2H,m) ,2.42-2.49 (2H,m) ,2.88 2H, t,J=7,
6Hz) ,3.17-3.29 (2H,m) ,3.59 (2H,brs) ,4.48 (2H,s) ,5.89 (1H,brs) ,6.63 (1H,dd,J=
9.1Hz,3.8Hz) ,7.02 (1H,t,]J=9.7Hz) ,7.52(1H,dd,J=11.8Hz,2.4 Hz) ,7.62-7.69 (1H,
m) ,10.03 (1H,brs) -

[3968]  ZE 45611

[3969]1  5-{[1- (4-5-2,5- "% %) -1,2,3,6-PUSntiE—4-JL ] 4 0L} -89 -3, 4-— 4
W npR-2 (1H)

[3970]  RAUZ 5921 A k-
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[3971]1  'HNMR (CDC13) Sppm:2.29-2.40 (2H,m) ,2.46-2.72 (2H,m) ,3.01 (2H,t,] =7.6Hz) ,
3.30 (2H,t,J=5.7Hz) ,3.60-3.72 (2H,m) ,4.44 (2H,brs) ,5.82-5.92 (1H, m) ,6.47 (1H,dd,
J=9.1Hz,4.0Hz) ,6.67-6.76 (1H,m) ,6.91 (1H,t,J=9.4Hz) , 7.08(1H,dd,J=11.7Hz,
6.9Hz) ,7.52 (1H,brs) -

[3972] #1612

[3973]  5-{[1- (4—E-2-H KF) -1,2,3,6- VUM me—4-FE ] 4L ) -85 -3, 4— SNk
—2 (1H) —d

[3974] KA 5921 A k-

[3975]  'HNMR (CDC13) Sppm:2.32-2.38 (2H,m) ,2.61-2.67 (2H,m) ,3.00-3.05 (2H, m),
3.28-3.30 (2H,m) ,3.65 (2H,brs) ,4.44 (2H,s) ,5.89 (1H,brs) ,6.47 (1H,dd,J= 9.1Hz,
3.9Hz) ,6.86-6.93 (2H,m) ,7.03-7.09 (2H,m) ,7.52 (1H, brs) «

[3976] 715613

[3977]  4—{[FUT H: (C W 3E) Rl ) -1- 4-&-2,6- | EI) 1,2, 3, 6-P0 &tk g
[3978] T RS -78°C, TAHERER T (potassium hexamethyldisilazide)
(2.05g) VUSRI (10mL) 90, B N1 - (4-5-2, 6- A 3E) WRIE-4-F  (2.00g) HI1Y
SR (10mL) 598, FiFE I NATR B 430 70 Bh o B R IR T 28 — H k3L 5 (1. 35g) &= M
BEYH, TEIRBAZIES Y. 5/0 o T R SR I IS ke 5 7K L= . A HLZ P
K5 ERIK P, UATC/K SR RN T-I5e , 28 1R v 77 i F2 (A Ak 54 (2.89g) o

[3979]  'HNMR (CDC13) Sppm:0.17 (6H,s) ,0.93 (9H,s) ,2.20-2.24 (2H,m) , 3.29-3.32 (2H,
m) ,3.64-3.66 (2H,m) ,4.87-4.89 (1H,m) ,6.84-6.89 (2H,m) .

[3980] = 1{il614

[3981]  1- (4-R-2-3 R EE) —4- {[BUT JE (ZH ) rEdE ] | AR} -1, 2, 3, 6- DU &Mk i

[3982]  DAVKA IR, T1- (4—JR-2-F KL DRIE-4-H (20g) 1 2 (60mL) ¥R, ¥ in =
CHERE (12.81mL) AT Fe RS (12, 74g) H5RULEN (12.67g) B/ SAE R, [HIR K
PR B AN oA [ R N 5, T AR I b, DURE#E T g8, JE LK 5 6
IRk A HLZ L TC /K SRR A5 , 2808 v 7 i FE AR itk 54 (28.8g) -

[3983]  'HNMR (CDC13) 8ppm:0.16 (6H,s) ,0.93 (9H,s) ,2.03-2.09 (2H,m) ,3.11 (2H,t,]J=
5.7Hz) ,3.43 (2H,dd,J=5.7Hz,2.5Hz) ,4.73-4.76 (1H,m) ,6.65 (1H,t, J=8.9Hz) ,6.97-
7.05 (2H,m) «

[3984] %1615

[3985]  A- {[FUT 2% (CH L) Rl ] S L) - 1- (- -2-% K D) -1, 2, 3, 6- DU St i

[3986] KA 6 14T A ko

[3987]1  'HNMR (CDC13) 8ppm:0.16 (6H,s) ,0.93 (9H,s) ,2.19-2.26 (2H,m) ,3.28 (2H,t,]J=
5.7Hz) ,3.60 (2H,dd,J=5.7Hz,2.5Hz) ,4.89-4.92 (1H,m) ,6.88 (1H,t, J=8.9Hz) ,6.99-
7.06 (2H,m) »

[3988] S {il616

[3989]  1-(4-¥R-2,6- 3R AR —4- (BT 2% (ZH I8 rEdt ] | k) -1, 2,3, 6- DU ANk i
[3990]  RAUZFE 6 14T A ko

[3991]1  'HNMR (CDC13) 8ppm:0.17 (6H,s) ,0.93 (9H,s) ,2.18-2.24 (2H,m) , 3.27-3.33 (2H,
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m) ,3.62-3.68 (2H,m) ,4.86-4.89 (1H,m) ,6.98-7.04 (2H,m) »

[3992] S {617

[3993]1  (IR,6R) —3- (4—JR-2-F K HL) -6 { [F ] I (ZF ) rERL] E ) -7-5
XA [4.1.0] ke

[3994]  F-RRERHH (9.44¢g) FI32mLI4x 107'MZ —f& Y 218 Ak K I Hh , I - (4R~
2R ARIE) —4- { BT 8 (S H ) Sk ] 508 -1,2, 3, 6-DUEILE (8.8g) MIZME/1-TAEE/
FAOR (1:1:2) (95mL) ¥ LAUK¥ Z7R , B I s IR I8 A fie b 550 (1. 765¢) J5, TIWIR2°C, &
TR IN30 % i A E KA (9.31ml)  J&, TAHEIR L , $iHE I SR S 12/ o T SOV
HH I E b 5 7K BLAEE =) A HL)Z BAK S 357K 5 0 8% BR AN TR 35% » LA TS K B R BN T 152 , 251
AR MR AR &L 54 (8.79) -

[3995]  'HNMR (CDC13) Sppm:0.14 (3H,s) ,0.18 (3H,s) ,0.90 (9H,s) ,2.19-2.25 (1H,m) ,
2.29-2.36 (1H,m) ,2.81-2.89 (1H,m) ,3.08-3.14 (1H,m) ,3.17 (1H,d,J= 13.7Hz) ,3.37
(1H,d,J=4.5Hz) ,3.56-3.63 (1H,m) ,6.72 (1H,t,J=9.0Hz) , 7.13-7.19 (2H,m) .

[3996] % +{il618

[3997]  (IR,6R) —6- { [T & (CHIE) il dE ] S ) -3- (4-5-2,6- 5K IE) —7- 23—
BAWIA[4.1.0] Pkt

[3998] KA HI6 17T A ko

[3999]1  'HNMR (CDC13) Sppm:0.14 (3H,s) ,0.18 (3H,s) ,0.90 (9H,s) ,2.13-2.19 (1H,m) ,
2.23-2.31 (1H,m) ,2.91-2.97 (1H,m) ,3.07-3.14 (1H,m) ,3.33-3.40 (2H, m) ,3.51 (1H,dd,
13.7Hz,4.0Hz) ,6.83-6.90 (2H,m) .

[4000] 151619

[4001]  (IR*,6R*) —3- (4-¥1-2,6- g 2 3L) —6- ([T F (L H ) REFL ] 3L ) -T-A 24 -3
BAWIA[4.1.0] Pt

[4002]  0°C, T 1- (4-¥-2,6- =g KL —4- {[BCT 3k (S R) Ak ) ) -1, 2,3, 6- DU A
mtnE (7.0g) 51,1, 1- =35 (0.93mL) 1 ZJE/H K/ 1-TAEE (1:2:1) (84 mL) WA, M
BRIRH (7.18g) 5 & &P 418 — 4k (3.9mg) (7K (26 mL) ¥ WiR3Z5°C, T R MR &
Yy, iZ R N30 % it EAL EUKIETR (7.07 mL) , HIB ST MR EEHEEI . 5/ o T [ M.
TR I 2R 5 IMERE AR R B /K I VR LA ZE B o A B2 BAK A5 R 7K B, LA 7K Bt R 4
I8, SR 5 2 B v A T S AR AL 54 (6.58¢) -

[4003]  'HNMR (CDC13) 8ppm:0.14 (3H,s) ,0.17 (3H,s) ,0.90 (9H,s) ,2.12-2.19 (1H,m) ,
2.22-2.30 (1H,m) ,2.91-2.98 (1H,m) ,3.06-3.14 (1H,m) ,3.34 (1H,d,J= 4.1Hz) ,3.37 (1H,
d,J=14.1Hz) ,3.53(1H,dd,J=14.1Hz,4.1Hz) ,6.97-7.03 (2H,m) .

[4004]  Z:2515620

[4005]  (1R,6R) —3— (4-¥-2,6- 9 E) —6- { (AU T Jk (CH L) REJL ] S 08 -7 443
BAWIA[4.1.0] Gt

[4006] KA 61T A Ko

[4007]  'HNMR (CDC13) 8ppm:0.14 (3H,s) ,0.18 (3H,s) ,0.90 (9H,s) ,2.14-2.18 (1H,m) ,
2.23-2.29 (1H,m) ,2.92-2.97 (1H,m) ,3.07-3.13 (1H,m) ,3.35 (1H,d,J= 4.0Hz) ,3.37 (1H,
d,J=14.0Hz) ,3.53 (1H,dd,J=14.0Hz,4.0Hz) ,6.98-7.03 (2H,m) »

_3_
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[4008] 2 {5621

[4009]1  (1R,6R) —6—{ AT & (- HFE) gL ] S 3L ) -3 (4-E—2- 5 AR E) -7
XA [4.1.0] ke

[4010] RS HI6 17T A Ko

[4011]  'HNMR (CDC1s3) Sppm:0.14 (3H,s) ,0.18 (3H,s) ,0.90 (9H,s) ,2.20-2.24 (1H,m) ,
2.29-2.34 (1H,m) ,2.82-2.88 (1H,m) ,3.07-3.11 (1H,m) ,3.17 (1H,d,J= 14.0Hz) ,3.37
(1H,d,J=4.3),3.57-3.62 (1H,m) ,6.79 (1H,t,J=9.2Hz) , 6.99-7.04 (2H,m) »

[4012]  Z51622

[4013]  (IR*,6R*) —6- { [T 2 () RESE VA28 ) -3- (4-F-2,6- —HUREE) -T-H 4¢3~
BAWIA[4.1.0] Pl

[4014] KA FI6 19T A Ko

[4015]  'HNMR (CDC1s3) Sppm:0.14 (3H,s) ,0.18 (3H,s) ,0.90 (9H,s) ,2.12-2.19 (1H,m) ,
2.22-2.31 (1H,m) ,2.90-2.97 (1H,m) ,3.06-3.15 (1H,m) ,3.33-3.40 (2H, m),3.53 (1H,dd,]J
=14.0Hz,3.2Hz) ,6.83-6.90 (2H,m) »

[4016] 2715623

[4017]  (3R,4R) —6- (4-F 2,6~ AKREL) — 1A+ 6- A7 [2.5] F-4-1F

[4018] - = FHBLMAL AR (3. 44g) ) = H LA (37mL) BV, ¥ AU T B 4
(1.50g) , Wb BB &Y T ZimBHE305r 8, TR EWh o BR) -1- 4-F-2,6-=
SAIE) 3R FENRIE -4 (3.72g,81.7%ee) B H VA (37mL) ¥, b R VR AW T
FARIEFE L0 B 7K T RS, UL IR £ Ba 2 U W - A L DL 3R K B, LG /K B IR
BN 2SRRI ) AR B R R IR AR JE ATV (D bt/ LR 4 18) 44k FF UL 2 B P45 i
AR AL A (1.49g,98% ee)

[4019]  'HNMR (CDC1s) 8ppm:1.76 (1H,dt,J=14.0Hz,4.0Hz) ,2.05 (1H,d,J= 11.0Hz) ,
2.09 (1H,ddd, J=14.0Hz,9.5Hz,4.5Hz) ,2.69 (11,d, J=4.5Hz) ,3.06 (1H,d,J=4.5Hz),
3.06-3.10 (1H,m) ,3.13-3.18 (1H,m) ,3.26-3.32 (1H,m) , 3.39-3.44 (1H,m) ,3.85 (1H,ddd,
J=11.0Hz,8.5Hz,4.5Hz) ,6.87-6.92 (2H,m) »

[4020] 215|624

[4021]  (3R*,4R") —6- (4~ 2,6~ —F AR IL) - 1-A L+ 6-FARIE[2.5] F-4-[iF

[4022]  RAUZ 16231 A k-

[4023]  'HNMR (CDC13) 8ppm:1.76 (1H,dt,J=14.0Hz,4.0Hz) ,2.05 (1H,d,J= 11.0Hz) ,
2.09 (1H,ddd, J=14.0Hz,9.5Hz,4.5Hz) ,2.69 (11,d, J=4.5Hz) ,3.06 (1H,d,J=4.5Hz),
3.06-3.10 (1H,m) ,3.13-3.18 (1H,m) ,3.26-3.32 (1H,m) , 3.39-3.44 (1H,m) ,3.85 (1H,ddd,
J=11.0Hz,8.5Hz,4.5Hz) ,6.87-6.92 (2H,m) »

[4024] 25151625

[4025]  (3R*,4R) —6- (4-F—2-F A& L) ~1-AL+-6-FARIE[2.5] F-4-[iF

[4026]  0°C, 6/ HH[A], T-1- (4-F—2- AR 3L ke —4-HH (3.00g) 5DL-ifzfE (0.455g)
[N, N= HH I R B iz (20mL) By v, s I AR B8 (1. 41g) AN, N- HI L It i (40mL)
VR, T AR E , 3R S SR B 0 1/ K S SRS M AN SR B KIS R, DL LR g
REEZ I NV G A HLE L ER K BESR , A IC /K R BR B T4 , 28 18 4l v 77 o (S 2R B v T F

S
S
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% (30mL) 1, T VAR TP R INBR R (11) (0.631g) , MIB & T0CHERE2/NE o T [ B i
IIMERLIK, UL 2R O BE R BRI - A HLZ LTS K BRBR N T4, T L 38 T o8 s in—
FH LA (30mL) , R4 ZIR &), 13 81— (4-E -2~ R IE) —3— FRILNRNE 4 (a—F2 LR 1L
) ) BRI R T = R PR (3,19 @) Y — H JE A (30mL) Ay H , s
BT EEAN (1.39¢) , bR PR AT R FE300 Bl T IR &Y, IS Ina— 2 2 Btk &
YIH) — W LAV T, LIRS T S I RE30 8 o sk T S iV, PA 2018 2 Bs R B v
A VLZ LR K BB, UG /KBRBR A T 168, 28 TR0 ) 7 B R i IR B A R (2
Wt/ (R T8 A T UL R 2T/ O bt P 45 i T S AR L 54 (647Tmg) -

[4027]1  'HNMR (CDC13) Sppm:1.74 (1H,dt,J=14.0Hz,3.5Hz) ,1.97 (1H,d,J= 11.0Hz)
2.21(1H,ddd,J=14.0Hz,10.5Hz,4.5Hz) ,2.72 (1H,d,J=4.5Hz) , 2.80 (1H,dd,J=
11.0Hz,9.0Hz) ,2.99-3.04 (1H,m) ,3.10 (1H,d,J=4.5Hz) , 3.24-3.29 (1H,m) ,3.47-3.52
(1H,m) ,3.96 (1H,ddd,J=11.0Hz,9.0Hz,4.5Hz) , 6.91 (1H,t,J=9.0Hz) ,7.04-7.08 (2H,
m) o

[4028] 2715626

[4029]  (3R*,4R") —6- (4—{R-2-FAKE) —1 - F4+-6-R IR [2.5] F-4-JiF

[4030]  RAUZ 516251 G ik -

[4031]  'HNMR (CDC13) Sppm:1.74 (1H,dt,J=14.0Hz,3.5Hz) ,1.96 (1H,d,J= 11.0Hz)
2.21(1H,ddd,J=14.0Hz,11.0Hz,4.5Hz) ,2.72 (1H,d,J=4.5Hz) , 2.80 (1H,dd,J=
11.0Hz,9.0Hz) ,2.98-3.04 (1H,m) ,3.10 (1H,d,J=4.5Hz) , 3.24-3.29 (1H,m) ,3.48-3.52
(1H,m) ,3.96 (1H,ddd,J=11.0Hz,9.0Hz,4.5Hz) , 6.85 (1H,t,J=9.0Hz) ,7.18-7.20 (2H,
m) o

[4032] 75151627

[4033]  (3R,4R) —6- (4-JR-2-F AKIE) ~1-FH -6-FA4NE[2. 5] F-4-JF

[4034]  0°C, F1- (4-JR-2-F %) —4- ([RUT 2 (CRER) iERE ) A AL} -1, 2,3, 6- DU At
(34.2g) B LI~ F S H ot (240-240mL) ¥R, S IN240mL & vl (F-4x 10 M2 &y
LR —ANER KR R 0 . OSMPY BIER AT /K& W07k ISR 52 IR BR A Ak ik 7] (6. 86g) 5
FREVY T 342 (0.910g) KI5, T 27N AR, 28 B AN ARSI =k » I3 7 inF-300mL
4x 107'MZ DU 2.1 — 4R 3h K I 1 i) Oxone ® (56.8g) AR SHRIRER (53.7g) HI/K
(300 mL) ¥V, 2 T O CHFLZIR A W2/ o F SOV AR 8 i LUK J1 ) 2 e 5 LUK
HI K LR 9 . A5 HLZ DL R K e, A TE /K BRI BN T4 , 2R UL 77 o 1 7% B W v - Y
SR -7K (175-140mL) 5, 8 IN5NZEER (35mL)  FiZ W, IR &9 T S IR Rk 1/ o ok
TR, LA LR C B 2% R MR - A HLZ LA ER K B LG /K IR B N 458, ik g . T
JER AN 0 = H AR (160mL) , IR 4 M, 49 21 (R) —1- (4-JR-2- 5 R ) —3—F2 R g -
4= (a— FREEEAAL A 10— H RV Ttk = (16.2g) 1) —FH ZLWPAK, (160 mL) &
FFRR S IS IIBUT BEEN (7.08g) » M MR &9 T ZiR #3043 % . TiZ IR &9 I a2
B AP B A RS, B R A T =R 155080 Ik T RN, L 4R 2.
B 2 B IS - A HLZE LUK 5 3K Weiss , LIS /K IR BR BN 108 , 280 4st v 7)o 5% BF 0 0 P ek i
EREENE (Ckt/ORR AR ifk, LA AR C g/ C b F 45 i i $2 (i hs AL &4 (3. 27¢,
99%ee) »
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[4035]  '"HNMR (CDC13) 8ppm:1.74 (1H,dt,J=14.0Hz,3.5Hz) ,1.96 (1H,d,J=11.0Hz) ,2.21
(1H,ddd,J=14.0Hz,11.0Hz,4.5Hz) ,2.72 (1H,d,J=4.5Hz) , 2.80 (1H,dd,J=11.0Hz,
9.0Hz) ,2.98-3.04 (1H,m) ,3.10 (1H,d,J=4.5Hz) , 3.24-3.29 (1H,m) ,3.48-3.52 (1H,m) ,
3.96 (1H,ddd,J=11.0Hz,9.0Hz,4.5Hz) , 6.85(1H,t,J=9.0Hz) ,7.18-7.20 (2H,m) »
[4036] 2% {5]628

[4037]  (3R*,4R) —6- (4—JR-2,6- —F A& IHL) - 1-AL+-6-FARIE[2.5] F-4-1iF

[4038]  RAUZZE 6251 A k-

[4039]  'HNMR (CDC13) Sppm:1.76 (1H,dt,J=14.0Hz,4.0Hz) ,2.05 (1H,d,J= 11.0Hz) ,
2.09 (1H,ddd,J=14.0Hz,10.0Hz,4.5Hz) ,2.69 (1H,d,J=4.5Hz) , 3.06 (1H,d,J=4.5Hz) ,
3.06-3.10 (1H,m) ,3.14-3.19 (1H,m) ,3.26-3.32 (1H,m) , 3.40-3.44 (1H,m) ,3.85 (1H,ddd,
J=11.0Hz,8.5Hz,4.5Hz) ,7.02-7.07 (2H,m) .

[4040]  ZZ1511629

[4041]  (3R,4R) —6- (4—¥-2,6- A HE) - 148 Z8—6-E AR (2. 5] -4

[4042] KA 6271 A K-

[4043]  '"HNMR (CDC13) Sppm:1.76 (1H,dt,J=14.0Hz,4.0Hz) ,2.05 (1H,d,J= 11.0Hz) ,
2.09 (1H,ddd,J=14.0Hz,10.0Hz,4.5Hz) ,2.69 (1H,d,J=4.5Hz) , 3.06 (1H,d,J=4.5Hz) ,
3.06-3.10 (1H,m) ,3.14-3.19 (1H,m) ,3.26-3.32 (1H,m) , 3.40-3.44 (1H,m) ,3.85 (1H,ddd,
J=11.0Hz,8.5Hz,4.5Hz) ,7.02-7.07 (2H,m) .

[4044]  ZZE5451630

[4045]  (3R,4R) —6- (4-5—2- T AR IE) —1-H - 6-F IR [2.5] 4%

[4046] KA 6271 A k-

[4047]  'HNMR (CDC1s3) Sppm:1.74 (1H,dt,J=14.0Hz,3.5Hz) ,1.97 (1H,d,J= 11.0Hz) ,
2.21(1H,ddd,J=14.0Hz,10.5Hz,4.5Hz) ,2.72 (1H,d,J=4.5Hz) , 2.80 (1H,dd,J=
11.0Hz,9.0Hz) ,2.99-3.04 (1H,m) ,3.10 (1H,d,J=4.5Hz) , 3.24-3.29 (1H,m) ,3.47-3.52
(1H,m) ,3.96 (1H,ddd,J=11.0Hz,9.0Hz,4.5Hz) , 6.91 (1H,t,J=9.0Hz) ,7.04-7.08 (2H,
m) o

[4048] 25631

[4049]  (3R*,4R™) ~6- (4-Fi K IE) ~1-5A L+ 6-F R [2.5] 4%

[4050]  SRALLZ 516251 A k-

[4051]  'HNMR (CDC1s) 8ppm:1.74 (1H,dt,J=14.0Hz,4.0Hz) ,1.94 (1H,d,J= 11.0Hz) ,
2.17(1H,ddd,J=14.0Hz,10.5Hz,4.5Hz) ,2.71 (1H,d,J=4.5Hz) , 2.83(1H,dd,J=
11.5Hz,9.0Hz) ,3.04-3.09 (1H,m) ,3.09 (1H,d,J=4.5Hz) , 3.34-3.38 (1H,m),3.60-3.63
(1H,m) ,3.96 (1H,ddd,J=11.0Hz,9.5Hz,4.5Hz) , 6.91-7.00 (4H,m) .

[4052] 2715632

[4053]  (3R,4R) —6— (4—# AIE) —1 -4 4 -6-F L2 [2.5] F—4-TF

[4054]  F--20°C,6.5/NM JHIA], T-1- (4-9A 2k) WRIE -4 (10.3g) 55 (S) —5- (ML Ag g -2-
5E) —1H-PUME (0.371g) FIN,N- FH BE H Bt iz (100mL) =P, s I i A% (5. 71g) HIN,
N== R L B e (100mL) VA9, T AH RN FE , F e S NTR B 0 1 /INF o 4 S BEVRARI N A UK ¥ 2
AN E AL B KB, UL G IR R A BUZ R NAR 54 - A HLIZ B ER K B , DA JC /KB R AN
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TG, ARV o AE TR B v T FE EE (100mL) H, AR AR R AR (11) (2.55g) %AW, MR
HETOCHERE2/NT o T S H I IR K, B 2R B ZEBOZ A T - A HLZ LA TE /KB R Y
FHE, PO T i — B AR (1oomL) , IR 45 1% IB-&9, 153 R) —-1- 4-#F
B -3 FEWRIE -4 (a—F2 L EAL &1 1 — W L ARV . Tk =1 (12.9g) 1) — 5
MEAR (100mL) B VZHH , I I T B4 (5. 64g) , WiFE LIRS LN . TR AW IS na-¥2
S AP B R, R NVR AT SRR 150 B K T IR B, L 4R 2.
B8 ZE HOZ W A AL LA SR /K BEs , LTC /KB B BN T 15 » Z8 T4 i 771 o B B 40 0] PR ek B A A
JENTIE (Q e/ LR LB) 4tk , UL TR £ 1R/ O e - 45 b o 32 Ak An i fk 54 (1.01g,>99 %
ee) o

[4055]  'HNMR (CDC13) Sppm:1.74 (1H,dt,J=14.0Hz,4.0Hz) ,1.94 (1H,d,J= 11.0Hz),
2.17 (1H,ddd,J=14.0Hz,10.5Hz,4.5Hz) ,2.71 (1H,d,J=4.5Hz) , 2.83(1H,dd,J=
11.5Hz,9.0Hz) ,3.04-3.09 (1H,m) ,3.09 (1H,d,J=4.5Hz) , 3.34-3.38 (1H,m) ,3.60-3.63
(1H,m) ,3.96 (1H,ddd,J=11.0Hz,9.5Hz,4.5Hz) , 6.91-7.00 (4H,m) .

[4056] 275151633

[4057]1  (1S*,6S") —6—{[ (8—%—2-FAX-1,2,3,4- DY MEmh—5-3L) S L] FF L) -7-% 43—
RN [4.1.0] BEki-3-FHER AU T e

[4058]  T-4-{[ (8- —2-%AM-1,2,3,4-DUS(mEmk—-5-J%) S L] AL} -3, 6- & mkng -1
(2H) —H BT 1 (3.06g) ST (30mL) I, s IN75 % (R St R IR (2.81g) , TEIR
P [ SR G Wi B I 8 2R AN VAW UG IR AR DB, i FE R EE IR AT 2T (Db /
L8 2T ATt br Sk &4 (2.8g)

[4059]  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.96-2.06 (1H,m) ,2.07-2.20 (1H,m) , 2.59-2.67
(2H,m) ,2.96-3.03 (2H,m) ,3.06-3.22 (1H,m) ,3.25-3.37 (1H,m) , 3.51-3.80 (2H,m) ,3.82~
4.16 (3H,m) ,6.42 (1H,dd,J=9.1Hz,3.9Hz) ,6.90 (1H,t, J=9.3Hz) ,7.59 (1H,brs) .
[4060]  Z:Z% 145|634

[4061]  (1S%,6S%) —6- ({[8-%-1- (4-HHEEFTE) 2-A-1,2,3,4-IU A EMk-5-F£ ] 5
)OI -T-E A3 E AR [4. 1. 0] Bk -3- I ERBUT Big

[4062]  SRAUZ 5163310 G ik o

[4063]  'HNMR (CDC13) 8ppm:1.46 (9H,s) ,1.94-2.04 (1H,m) ,2.06-2.18 (1H,m) , 2.58-2.68
(2H,m) ,2.81-2.91 (2H,m) ,3.06-3.20 (1H,m) ,3.24-3.39 (1H,m) , 3.51-3.79 (2H,m) ,3.74
(3H,s) ,3.82-4.18 (3H,m) ,5.17-5.27 (2H,m) ,6.47 (1H,dd, J=9.1Hz,3.3Hz) ,6.72-6.78
(2H,m) ,6.82 (1H,dd, J=12.7Hz,9.1Hz) , 7.08-7.15 (2H,m) .

[4064] 2245|635

[4065]  (3R*,4S*) —4-{[ (8-F—2-A1%-1,2,3,4- DU MEmh—5-25) 3L H 3L} -3, 4- —F0 3
WRIE-1-F R BT I

[4066] T (1S%,6S") —6- ({[8-%~1- (4-FHEAEFIH) 2-FM-1,2,3,4- VA EM -5 ] 4
B FER) TSR R -3 R [4. 1. 0] Pelie—3-F R AT i (9. 3g) BIZR K (0.4mL) AW
L I AN N =5 £ B2 (40mL) , T-60 °C it £ s SR G4 37N, Z8 IR I 77 . Tk B
NI BE (40mL) 5 = 2,30 (7.6mL) , b 5 s 0 Bkl — 8T g (4. 6mL) , Sb R ROR AT
FIRPE R B T R BRSNS NEEAC BRI, I SR A F-60 C it #1578 . 4
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SIVRE W B B E G, OL iR SRR DT, R ARERE AR ETE (C& R b/ LR 4
Iis) b e dths Btk 54 (2. 0g) -

[4067]  'HNMR (DMS0-d6) Sppm:1.32-1.39 (1H,m) ,1.39 (9H,s) ,1.66-1.79 (1H, m) ,2.40-
2.48 (2H,m) ,2.86-3.00 (2H,m) ,3.38-3.43 (1H,m) ,3.52-3.82 (5H,m) , 3.86-3.94 (1H,m) ,
4.82 (1H,brs) ,4.86-4.96 (1H,m) ,6.54 (1H,dd,J=9.1Hz,3.8 Hz) ,6.98 (1H,t,J=9.2Hz) ,
9,98 (1H, brs) »

[4068] 2715636

[4069]  (3R*,4S™) —4- ({[8-%-1- (4-HFHEFTE) -2-AM-1,2,3,4-IU A Emk-5-F£ ] 5
Feh L) -3, 4- R BRIRE - 1-H R T TS

[4070]  ZRALZFHEAFIA3 T A ko

[4071]  'HNMR (CDC1s) 8ppm:1.47 (9H,s) ,1.50-1.57 (1H,m) ,1.83-1.92 (1H,m) , 2.38(1H,
brs) ,2.65(2H,t,J=7.1Hz) ,2.80-2.91 (2H,m) ,3.12-3.24 (1H,m) , 3.34-3.51 (1H,m) ,
3.71-3.79 (2H,m) ,3.74 (3H,s) ,3.86-4.09 (3H,m) ,5.23 (2H, brs) ,6.55 (1H,dd,J=9.2Hz,
3.4Hz) ,6.74-6.78 (2H,m) ,6.83 (1H,dd,J=12.3Hz, 9.2Hz),7.10-7.14 (2H,m) »

[4072] 275637

[4073]  (3R*,4S%) -3 {[FUT 2 (CH ) wEZE 1 A28 ) —4- ({[8-%-1- U-HEAEEFH) 2-F
fR-1,2,3,4- DY MEmR-5-28 ] S 28} A L) —4- R LR g - 1-FH R BT I

[4074]  RAUZFEAH|530T A ko

[4075]  "HNMR (CDC13) 8ppm:—0.15 (3H,s) ,0.09-0.17 (3H,m) ,0.76-0.86 (9H,m) , 1.46 (9H,
s),1.47-1.55(1H,m) ,1.86-1.97 (1H,m) ,2.28 (1H,brs) ,2.57-2.70 (2H, m) ,2.82-2.90
(2H,m) ,3.07-3.39 (2H,m) ,3.62-3.72 (2H,m) ,3.73 (3H,s), 3.79-3.92(1H,m) ,3.93-4.08
(2H,m) ,5.23 (2H,brs) ,6.46 (1H,dd,J=9.1Hz,3.4 Hz) ,6.72-6.78 (2H,m) ,6.84 (1H,dd, J
=12.6Hz,9.2Hz) ,7.09-7.14 (2H,m) .

[4076] 215|638

(40771 5= ({ (3R*,4S™) =3~ { [T 2& (- H 3%) HEJE | 28 ) —4- [ (AR RESL) S L JIRIE -
4-JL} HAEHR) 89— 1 (4-H UL ) -3, 4- & mph-2 (1H) —ffd

[4078]  RAUZFE 5391 A k-

[4079]  'HNMR (CDC13) Sppm:—0.17 (3H,s) ,0.04 (3H,s) ,0.05 (9H,s) ,0.81 (9H,s) , 1.39-
1.45@1H,m) ,1.69-1.77 (1H,m) ,2.62 (2H,t.J=7.0Hz) ,2.65-2.71 (IH,m) , 2.79-2.98 (4H,
m ,3.12-3.17 (1H,m) ,3.61-3.66 (2H,m) ,3.73 (3H,s) ,3.91 (1H,d, J=9.4Hz) ,5.12-5.32
(2H,m) ,6.41 (1H,dd,J=9.2Hz,3.3Hz) ,6.71-6.76 (2H,m) , 6.82 (1H,dd,J=12.6Hz,
9.2Hz) ,7.08-7.13 (2H,m) -

[4080] 15639

[4081]  5-{[ (3R*,4S™) =3- { [T 2& (- HAL) FEE ] A28 -1 (-S-2-HOR &) —4-FR LR
WE—4-J ] H AR} -89~ 1— (A-H AR ) -3, 4- &bk -2 (1H) —fd

[4082]  RAUZFHEAFITOM A Ko

[4083]  'HNMR (CDC13) 8ppm:—0.11 (3H,s) ,0.02 (3H,s) ,0.78 (9H,s) ,1.60-1.68 (1H,m) ,
2.19-2.27 (1H,m) ,2.30 (1H,brs) ,2.59-2.70 (2H,m) ,2.83-2.92 (2H,m) , 3.11-3.27 (3H,
m) ,3.32-3.37 (1H,m) ,3.73 (3H,s) ,3.77-3.81 (1H,m) ,3.82-3.86 (1H,m) ,4.03-4.09 (1H,
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m) ,5.23 (2H,brs) ,6.49 (1H,dd, J=9.2Hz,3.3Hz) , 6.73-6.78 (2H,m) ,6.81-6.90 (2H,m) ,
6.98-7.05(2H,m) ,7.09-7.16 (2H,m) .

[4084]  ZZ451640

[4085]  5-{[ (3R*,4S™) -3— { [T 2& (- H L) fESE | 28 -1- (2, 4- &R L) —4- 72 LRI
—A-JE ] H AR 8- 1 (A-F AR 3 -3, 4- &bk -2 (1H) —

[4086]  RALZFHAFITOTM A ko

[4087]  'HNMR (CDC13) Sppm:—0.06 (3H,s) ,0.01 (3H,s) ,0.81 (9H,s) ,1.64-1.71 (1H,m),
2.26-2.32 (2H,m) ,2.61-2.72 (2H,m) ,2.87-2.92 (2H,m) ,2.93-2.99 (1H, m),3.03-3.10
(1H,m) ,3.13-3.19 (1H,m) ,3.40-3.46 (1H,m) ,3.76 (3H,s) ,3.89 (1H, d,J=9.0Hz) ,3.92-
3.95(1H,m) ,4.10 (1H,d,=9.0Hz) ,5.26 (2H,brs) ,6.53 (1H, dd,J=9.2Hz,3.2Hz) ,6.75-
6.80 (2H,m) ,6.87 (1H,dd,J=12.7Hz,9.1Hz) ,6.97 (1H,d,J=8.7Hz) ,7.12-7.16 (2H,m) ,
7.19(1H,dd,J=8.7Hz,2.5Hz) ,7.37 (11, d,J=2.5Hz) »

[4088] 2 {641

[4089]  5-{[ (3R*,4S™) -3- {[UT 2L (- H ) rER ] ) -1- U-5F-2,5- ZH KRR 4-7&
FENRIE —4—J ] F AR Jk ) -89 —1— (4-H AU R ) -3, 4- & mk—2 (1H) — i

[4090]  ZRALZFHEAFITOT A ko

[4091]  'HNMR (CDC13) Sppm:—0.13 (3H,s) ,0.01 (3H,s) ,0.75(9H,s) ,1.59-1.64 (1H,m),
2.16-2.24 (1H,m) ,2.30 (1H,s) ,2.59-2.70 (2H,m) ,2.83-2.89 (2H,m) , 3.17-3.31 (3H,m) ,
3.36 (1H,dd,J=12.7Hz,2.2Hz) ,3.73 (3H,s) ,3.75(1H,d,J= 8.9Hz) ,3.79-3.83 (1H,m) ,
4.04 (1H,d,J=8.9Hz) ,5.23 (2, brs) ,6.48 (1H,dd,] =9.1Hz,3.3Hz) ,6.71 (1H,dd,J=
10.9Hz,7.7Hz) ,6.73-6.77 (2H,m) ,6.85 (1H, dd,J=12.7Hz,9.1Hz) ,7.03 (1H,dd,]J=
11.9Hz,7.0Hz) ,7.09-7.14 (2H,m) .

[4092]  ZZ{5l642

[4093] 8- —1- (4-FEFERIL) —5- [ (A mESL) 4pdt ] -3, 4- A mkk-2 (1H) —H
[4094]  HAURE N, T =5 IR 8- -1 (4-H A IE) —2- 51,2, 3, 4- DY A k-
5L fiE (433mg) « = F JERESE 28 (0. 166mL) « &AL (=258 48 (IT)  (70mg) 5 Atk 4
(I) (38mg) FIN—FH J—2—mL g g i (3mL) ¥V, WS N = £ 2% (0. 697mL) , thiR 54 1-50°C
T HE L8 /NI o e B BN INER R H 5 DL S e A< B I T - A HLJZ LA K 5 3h /K e, BA
ToIKBRER FAT-15e , SR 5 78 TR0 77 7k B8 R R B AT IEATT I (58 / LR . TR) Al AT 4
bRk &9 (222mg) .

[4095]  'HNMR (CDC1s3) Sppm:0.25 (9H,s) ,2.66-2.69 (2H,m) ,3.03-3.06 (2H,m) , 3.74 (3H,
s),5.22 (2H,brs) ,6.73-6.79 (2H,m) ,6.80-6.85 (1H,m) ,7.08-7.12 (3H, m) »

[4096] 2715643

[4097]  5-Z I8~ 1- (4-H L) -3, 4- A MEmk-2 (1H) —FH

[4098]  F-8-%—1- (4-H L FTHE) 5[ (= H JREIL) 4Pt ] -3, 4- A k-2 (1H) -l
(220mg) PIVUE R (2mL) A IS IR0 P T 2k (IMPY SRR ) (0.692mL) , HLIR &
YT Z B VN KT B, DL AR R A BUZ S W A HLZE CAK S #hK 5%, B
IKIRBR BN T-15% , SR 5 28 BB 7 77 SR B ORI IR+ 2T (B e/ 1R 4. 18) 2ith i B it
bRtk &4 (16mg)
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[4099]  'HNMR (CDC13) Sppm:2.66-2.70 (2H,m) ,3.06-3.09 (2H,m) ,3.24 (1H,s) , 3.74 (3H,
s),5.22 (2H,brs) ,6.74-6.76 (2H,m) ,6.83-6.88 (1H,m) ,7.09-7.15 (3H, m) .

[4100] S5 {5644

[4101]  5-{[1- (4-F-2,6- " F RHL) —4-FRRENRIE-4-2E ] 2k} -85 —1- (4-H EH LR
Ht) -3, 4- "M -2 (1H) —fH

[4102]  F-60°C, F5- L RFIE-8-F—1- (4-FHEHIEFIHE) -3, 4- A MEMk-2 (1H) ~fH (166
mg) HIVY PRI (2mL) ¥, IR I IE T 2488 (1. eM edw ) (0.351 mL) , TAHENGRFE,
PR SR G /NG IR G BN I - (4-8-2,6- 5 AR FE) IRIE-4-H8H (120mg)
(KDY S I (LmL) VAW, e R NTR-A ) T-60 C Rt RE2/ N, 3235 T S IE PR 18/ . T I Wi
TR I A S A KIS, UL TR O BE A BRI TR - A HLJZ LK 5 SR 7K B3, LUK BRI
BT SR R 2 TR BE VA TR TR B R AR IR A RV (ke / IR L BiR) ik SR AL bR /AL
“4 (110mg) -

[4103]  'HNMR (CDC13) Sppm:1.97-2.04 (2H,m) ,2.08-2.12 (3H,m) ,2.67-2.71 (2H, m) ,
3.04-3.07 (2H,m) ,3.21-3.31 (4H,m) ,3.74 (3H,s) ,5.23 (2H,brs) ,6.72-6.77 (2H,m) ,
6.84-6.89 (3H,m) ,7.08-7.12 (3H,m) -

[4104]  Z51{5l645

[4105]  5-{2-[1- (4-F-2,6- "9 ARKL) —4-FRHLIRIE-4-FE] £, 58} -89 —1- U-H AT
Ht) -3, 4- S k-2 (1H) —fH

[4106]  F-5-{[1- (4-F-2,6- " ARKL) —4-FRILIRIE-4-FE ] LAt} -89 —1- (4-H 4 0k
AIE) -3, 4- AR -2 (1)~ (0. 105g) () 2B (2mL) WA , IS INER IR -2 — j 82 &9 (R
3.56%%6.5%) (50mg) , A HME T, T ERBFE R MIREGY) 1/ URE#EE T 8RR (4055,
WA PETR TS AR AL 54 (99mg) .

[4107]  'HNMR (CDC13) Sppm:1.64-1.69 (4H,m) ,1.77-1.85 (2H,m) ,2.63-2.70 (4H, m) ,
2.82-2.85(2H,m) ,3.02-3.06 (2H,m) ,3.33-3.38 (2H,m) ,3.74 (3H,s) ,5.21 (2H, s) ,6.74-
6.77 (2H,m) ,6.81-6.90 (4H,m) ,7.12 (2H,d,J=8.5Hz) .

[4108] 27151646

[4109]  — HEERACUK I IRO- [8-9—1— (4-H S LTI —2-5%K-1,2,3, 4-PU A i -5-
K1

[4110] @SS CALUKA R, T8 -5-F3-1- U-F A ILNI) -3, 4- A mgmk -2 (1) -
il (5.0g) N, N—— FF & F 3 fie (50mL) 3, A In &4k 4l (55 % tiHh) (0.796g) , 1t [ MR
G T ZIRPFEAS B T SR AP, 1B U In — F R AR F B AR & (3. 28g) N, N-
THA IR i (BmL) YV, LEIR S T60° CHERE2 . /NI o B S SR RN VA E AL B K I
TR GV IS INC T, BidE BTSSR LA S8 2R SE DTIE M i 32 AR @4k 54 (6. 40g) -
[4111]  'HNMR (CDC1s3) Sppm:2.63-2.68 (2H,m) ,2.68-2.73 (2H,m) ,3.34 (3H,s) , 3.45 (3H,
s),3.74(3H,s) ,5.22 (2H,brs) ,6.67 (1H,dd,J=9.0Hz,3.9Hz) , 6.74-6.79 (2H,m) ,6.91
(1H,dd,J=12.4Hz,9.0Hz) ,7.09-7.15 (2H,m) »

[4112] &% fl647

[4113] R EBAUKH RS- [8-9—1- (4-H A LRI —2-FAK-1,2,3,4-PU A B mH-5-
K Mg

pidl
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[4114] GG T8 = R AE F IR0- [8-—1- U-H A IR ) —2-%8 M -1,2,3,
4-P0 SR -5-3E g (3. 0g) () 2K LMk (15mL) BiF il T-200° CHEFE 5K o F I By A s I
O, BFE IR B 5, 005 2 Br H VW 5k B8 R R I E A Z 0T (C e/ SR 1)
apfp i giAr B &4 (1. 15g) -

[4115]  'HNMR (CDC13) 8ppm:2.63-2.70 (2H,m) ,2.93-3.06 (5H,m) ,3.10 (3H,brs) , 3.74
(3H,s) ,5.20 (2H,brs) ,6.75-6.79 (2H,m) ,6.90 (1H,dd,J=12.6Hz,8.6Hz) , 7.10-7.14
(2H,m) ,7.16 (1H,dd,J=8.6Hz,4.7Hz) .

[4116] 2715648

[4117] 89 —1- (4-H | FERIL) 5B e k-3, 4- S mEmk—2 (1H) i

[4118] G T, T R REGAANE RS- (8- -1- U-H A IR ) —2-8M -1,2,3,
4-PU A R -5-FE 1 g (1. 15g) B EE /7K (1:1) (20mL) B V79 4, ¥ NSNS A AN 7K V8 T
(2.96mL) , [ N s SR B4 3 /NI o 4 S RSN VKK H, LENER R 3 H: 52 558 14 , DLik
LRI TTVE YD i P A5 A i T & b b, DLTGOK R RN T8 , SR I 728 TR 4stias 7l vk B
YILL e/ — S R g i e AR AL &4 (0.839)

[4119]  'HNMR (CDC13) Sppm:2.63-2.70 (2H,m) ,2.90-2.97 (2H,m) ,3.24 (1H,s) , 3.74 (3H,
s),5.21 (2H,brs) ,6.73-6.77 (2H,m) ,6.80 (1H,dd,J=12.7Hz,8.7Hz) , 6.98 (1H,dd,J=
8.7Hz,4.4Hz) ,7.07-7.12 (2H,m) »

[4120] 22 {5l649

[4121] 5= ({{1- (4-F-2- 5 R EL) 4R HNRIE -4-FE ] 1 28} e 28) -8-%-1- (4-H
HoL) -3 4- S k-2 (1H) -l

[4122]  RAUZFE G453 1A K

[4123]  "HNMR (CDC13) Sppm:1.67-1.81 (4H,m) ,1.99 (1H,s) ,2.63-2.69 (2H,m) , 2.97-3.04
(4H,m) ,3.06-3.11 (2H,m) ,3.11-3.17 (2H,m) ,3.71 (3H,s) ,5.21 (2H, brs) ,6.72-6.76 (2H,
m) ,6.84-6.91 (2H,m) ,7.01-7.06 (2H,m) ,7.07-7.12 (2H,m) , 7.16 (1H,dd,J=8.7Hz,
4 .5Hz) .

[4124] 71451650

[4125]  5- ({[1- (4-S -2 A IL) 4 F2 F— 1A IR IE —4— L ] HH 2} fs i ) —8— 913, 4
TSR -2 (1H)

[4126]  F5- ({[1- -5 -2-FAE) —4-FRIEIRE -4-JE ] FF L) iRt doe 2) —8-%-3,4- &A%
Wk—2 (LH) — i (0.25g) &7 (10mL) &3, i hnlA) SO AR IR (£725% 7K) (0.419g) ,
IR NAIR G T R FET . 5/ o 28 TPV 7R, 5% B ) DL AR IR S VK IR S O TIR . T
Ve, LLOTR O R4 infb e i br itk 547 (0.25g) .

[4127]  'HNMR (DMS0-d6) Sppm:1.73-1.85 (2H,m) ,2.51-2.60 (2H,m) ,2.63-2.75 (2H,m) ,
2.76-2.86 (2H,m) ,3.30-3.45 (2H,m) ,3.57 (2H,s) ,4.10-4.21 (2H,m) , 4.70-5.50 (1H, &
5%95),7.37(1H,t,J=9.4Hz) ,7.48 (1H,dd,J=8.9Hz,2.2 Hz) ,7.58 (1H,dd,J=8.9Hz,
5.1Hz) ,7.64 (1H,dd,J=12.4Hz,2.2Hz) ,8.71 (1H, t,J=9.2Hz) ,10.41 (1H,brs) »

[4128]  Z:2% 45651

[4129]  (3R*,4R") —4—{[ (8—F—2-%AX-1,2,3,4- U S MEMK—5-3&) SHFL | H S} 423 -3
(FF R 2 WRIE - 1-F IR AT Bis

5

pil
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[4130]1  F (1S*,6S5%) —6-{[ (8—H—2-%&1X-1,2,3,4- VU S MEmk—5—Jik) S L] H 3} -7-% 44—
3= FIBIA[4.1.0] FHke—3-FEREUT G (0.39¢) H, ¥S I F I (30mL) H 140 % B JE /1%,
(=] 0 IR A S TR B 06 /1N o 28 U8 st I N2V 71 T (A AL & 0 WA B A TR i — P 44k
BT~ — 2%,

[4131]  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.49-1.82 (4H,m) ,2.42 (3H,s) , 2.47-2.57 (1H,
m) ,2.64 (2H,t,J=7.9Hz) ,2.99 (2H,t,J=7.9Hz) ,3.13-3.52 (2H, m),3.62-4.02 (3H,m) ,
4.06-4.18 (1H,m) ,6.52 (1H,dd,J=9.1Hz,4.0Hz) ,6.91 (1H,t,J=9.3Hz) ,7.66 (1H,brs) .
[4132]  Z54652

[4133]  8-%(-5—{[ (3R*,4R") ~4—F2 53— (F B AL) WRmE —4- 2L ] AR 2L} -3, 4- Sk -
2 (1H) - — g #h

[4134]  RAUZ 4561 A K-

[4135]  'HNMR (DMSO-d6) Sppm:1.81-1.93 (1H,m) ,2.30-2.40 (1H,m) ,2.42-2.49 (2H,m) ,
2.70 (3H,brs) ,2.89-2.98 (2H,m) ,3.10-3.30 (3H,m) ,3.46-3.55 (1H,m) , 3.56-3.68 (11,
m) ,4.09-4.25(3H,m) ,6.63-6.72 (1H,m) ,7.03-7.12 (1H,m) ,8.91 (1H,brs),9.51 (1H,
brs) ,9.59 (1H,brs) ,9.83 (1H,brs) ,10.05 (1H, brs) »

[4136] 2715653

[4137]  (3R*,4R") -3-% HE—4-{[ (8- —2-5AX-1,2,3, 4-PU S Mk —5—J) 4 Jk ] Ak} —4-
FRILRIE-1-F R T e

[4138]  RAUZ 6511 A ko

[4139]1  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.49-1.74 (3H,m) ,1.79-1.91 (1H,m) , 2.26-2.42
(1H,m) ,2.64 (2H,t,J=7.9Hz) ,2.93-3.06 (3H,m) ,3.18-3.34 (1H,m) , 3.47-3.79 (2H,m) ,
3.80-3.98 (2H,m) ,4.09-4.19 (1H,m) ,6.51 (11,dd,J=9.1Hz, 4.0Hz) ,6.92 (1H,t,]J=
9.4Hz) ,7.57 (1H,brs) -

[4140] 2755|654

[4141]  5-{[ (3R*,4R*) -3 & JE-4- ¥R JE0R g -4 3L ] H 48 ) -8-%-3, 4- &Mk -2 (1H) -
Fii — R R &

[4142]  RAUZFE 4561 A K-

[4143]  'HNMR (DMSO-d6) Sppm:1.79-1.89 (1H,m) ,2.29-2.39 (1H,m) ,2.41-2.49 (2H,m) ,
2.87-2.98 (2H,m) ,3.09-3.29 (2H,m) ,3.30-3.62 (3H,m) ,3.90-3.90 (1H, m) ,4.01-4.07
(1H,m) ,4.11-4.18 (1H,m) ,6.60-6.80 (1H,m) ,7.01-7.11 (1H,m) , 8.72(3H,brs) ,9.47 (1H,
brs) ,9.69 (1H,brs) ,10.04 (1H,brs) »

[4144] 2251451655

[4145]  (3S*,4S") —4-{[ (8- —2-%X-1,2,3, 4- DU emh—5-3L) 8 FE ] FH 3k ) —4— 2 JE -3
LR e — 1 - FF R T T

[4146]  GFA5HETF0C,F (1S%,65%) -6-{[ G- —2-FA-1,2,3,4- VU mEmk-5-5) &
] FAR} TS 8- 3-EAWIA (4. 1. 0] Bk -3-H BT fis (0.5¢) S AL (1) - = LA
B 59 (dimethylsulfide complex) (0.026g) VUMM (10mL) EIF T , & 7 N
FACH 8 QMUY AR ) (1. 27mL) , [FI I #A SR G 43 . 5/ o T s SR R s il
MEAEL KB, UL LR LB ZEBUZ IS A HLZ LA K 5 SRk BEEs , LLICKBRER AN 1% , 28
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J& 25T ) o TR B R R R AR BT (C e/ 4R LR 2life i $e b Sl ik &4
(0.25g) »

[4147]  'HNMR (CDC13) Sppm:0.99 (3H,d,J=7.1Hz) ,1.47 (9H,s) ,1.50-1.57 (1H, m) ,1.77-
1.86 (1H,m) ,1.86-2.01 (1H,m) ,2.17 (1H,brs) ,2.65 (2H,t,J=7.7Hz) , 2.95-3.03 (2H,m) ,
3.14-3.42 (1H,m) ,3.45-3.53 (1H,m) ,3.59-3.66 (1H,m) , 3.68-4.02 (3H,m) ,6.47 (1H,dd,J
=9.1Hz,3.9Hz) ,6.92 (1H,t,J=9.5Hz) ,7.51 (1H,brs) .

[4148]  Z15|656

[4149]  8-%—5-{[ (3S",4S") ~4-FR 23— F FLNR g —4— 5L ] FH A 2L ) -3, 4- A k-2 (1H) -
P

[4150]  ZRALZFEAFI60T A k-

[4151]  'HNMR (CDC1s) Sppm:1.05 (3H,d,J=7.2Hz) ,1.48-1.56 (1H,m) , 1.56-1.70 (1H, %
W (=5) ,1.83-1.96 (2H,m) ,2.20 (1H,brs) ,2.60 (1H,dd,J= 12.7Hz,5.6Hz) ,2.63-2.67
(2H,m) ,2.79-2.86 (1H,m) ,3.00 (2H,t,J=7.7Hz), 3.03-3.10 (1H,m) ,3.21 (1H,dd,J=
12.7Hz,3.8Hz) ,3.84-3.93 (2H,m) ,6.48 (1H, dd,J=9.1Hz,3.9Hz) ,6.92 (1H,t,J=
9.4Hz) ,7.57 (1H,brs) -

[4152]  Z7E{5l657

[4153]  (3S™,4R") —4- ({[8-#-1- (4-HFHEFTE) 2-FA-1,2, 3, 4-IU A Mk -5-F£ ] 5
B} L) —4-FR -3 H AR SRR e - 1- R T T

[4154]  F (1S%,6S") —6— ({[8-%—1- (4-H &AL -2-54K-1,2, 3, 4- DU S k-5 2 ] 51
B} HIL) TS -3 NIA [4.1. 0] Bk -3-H R A T g (0.4g) I I (5mL) 2IFWH,
IS0 Y OMA BE ¥ 9R) (1.56mL) , MR MR F60 CHePE 32/ o F e Mtk HH s il 2
fig (0.45mL) , 28BS TH B Y oK, UL AR B2 HUZIE TR - A WLZ LAK 5 7K Bk
s LATC/K IR R AN 1158 , S8 5 28 TR BV 771 o e WA 0 R R IS AE JE v (T e/ G R i) 4
e gt br i 54 (0.29g)

[4155]  '"HNMR (CDC13) Sppm:1.42-1.52 (10H,m) ,1.77-1.86 (1H,m) ,2.32 (1H, brs) ,2.60-
2.68 (2H,m) ,2.79-2.89 (2H,m) ,3.03-3.27 (3H,m) ,3.33 (3H, brs) , 3.69-4.07 (3H,m) ,3.74
(3H,s) ,4.08-4.32 (1H,m) ,5.16-5.28 (2H,m) ,6.55 (1H,dd, J=9.1Hz,3.4Hz) ,6.73-6.78
(2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1Hz) , 7.10-7.15(2H,m) .

[4156] 2715658

[4157]  8-%—5-{[ (3S",4R") ~4-J2 B3 H S JL R IE — 42 ] AL ) —1- (4-HR AR ) -
3, 4- A MEmk-2 (1H) - A

[4158]  RALZFE 60T A k-

[4159]  'HNMR (CDC13) 8ppm:1.44-1.51 (1H,m) ,1.51-1.70 (1H, 5EW&{=5) , 1.70-1.79 (11,
m) ,2.27 (1H,brs) ,2.62-2.67 (2H,m) ,2.82-2.90 (3H,m) ,2.94-3.02 (1H,m) ,3.02-3.09
(2H,m) ,3.09-3.14 (1H,m) ,3.31 (3H,s) ,3.73 (1H,d,J=9.0 Hz),3.74 (3H,s) ,4.03 (1H,d, ]
=9.0Hz) ,5.17-5.28 (2H,m) ,6.56 (1H,dd,J=9.1 Hz,3.4Hz) ,6.74-6.78 (2H,m) ,6.84 (1H,
dd,J=12.7Hz,9.1Hz) ,7.10-7.15 (2H, m) »

[4160] 27151659

[4161]  5-{[ (3S*,4R") -1~ (3,5~ &Mk me —2- &) —4-F2 3 -3~ H A SE R e —4 -k ] H 42 ) -
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8- —1- (4-H A L) -3, 4- A Enk-2 (1H) -FH

[4162]  RALZFEAFI66T A k-

[4163]  'HNMR (CDC13) Sppm:1.62-1.68 (1H,m) ,2.16-2.25 (1H,m) ,2.37 (1H,s) , 2.62-2.69
(2H,m) ,2.85-2.91 (2H,m) ,3.28 (3H,s) ,3.31-3.40 (2H,m) ,3.42-3.48 (1H,m),3.60-3.67
(1H,m) ,3.74 (3H,s) ,3.85(1H,d,J=9.1Hz) ,3.89-3.97 (11, m) ,4.10(1H,d,J=9.1Hz) ,
5.16-5.28 (2H,m) ,6.57 (11,dd,J=9.1Hz,3.4Hz) , 6.73-6.78 (2H,m) ,6.84 (1H,dd,J=
12.7Hz,9.1Hz) ,7.10-7.16 (2H,m) ,7.58 (1H, d,J=2.3Hz) ,8.10 (1H,d,J=2.3Hz) .

[4164] 27151660

[4165]  (3R*,4S") -3-FFE-4- ({[8-%—1- 4-FFEIETH) 2-F1-1,2,3, 4- DY S HEmk-5-
]S L) 4R FE0R e - 1 - H R T I

[4166] @S5 H T, T ABAFEE (acetonecyanohydrin) (0.342mL) B PUEMCIE  (4mL) ¥
WA, I INEAGEE (0.028g) , W BIVR &Y T =B HE 2/ 58, TR S i i
(1S%,6S%) —6- ({[8-#—1- (4-F S FFTHE) —2-FAM-1,2,3,4- VIS EM-5-24] 55 ) AL -
TSR -3- R RN [4.1.0] BE—3-H BRAUT 1E (0. 6g) , MR INFA S RIRE T/ o & %
R A R =R G, THNIK, UL AR OB R BRI - A HLZ LK S $hK B3, BLJEK
B ER AT 4, SR 5 28 IR 4L 71 o Wk B8 W0 R FRE RS AE ATV (O e/ 4R 4. 18) 2iAk T e s
&9 (0.53g) -

[4167]  'HNMR (CDC1s3) 8ppm:1.50 (9H,s) ,1.62-1.70 (1H,m) ,1.86-1.95(1H,m) , 2.50 (1H,
s),2.62-2.69 (2H,m) ,2.77-3.03 (3H,m) ,3.03-3.31 (1H,m) ,3.31-3.60 (1H,m) ,3.74 (3H,
s),3.90 (1H,d,J=9.4Hz) ,3.93-4.49 (3H,m) ,5.14-5.31 (2H, m) ,6.56 (1H,dd,J=9.1Hz,
3.3Hz) ,6.74-6.79 (2H,m) ,6.87 (1H,dd,J=12.5Hz, 9.1Hz),7.10-7.15(2H,m) »

[4168]  Z% 145|661

[4169]  (3R*,4S") —4- ({[8-%-1- (4-HFHETE) -2-F-1,2,3,4-IU A Emk-5-F£ ] 5
H} ) 4R EIRE-3-F i

[4170]  RALZFE 60T A K-

[4171]  'HNMR (CDC13) Sppm:1.54-1.68 (2H,m) ,1.79-1.88 (1H,m) ,2.42 (1H,brs) , 2.66
(2H,t,J=7.0Hz) ,2.79-2.92 (3H,m) ,2.95-3.02 (1H,m) ,3.02-3.11 (1H,m) , 3.17 (1H,dd,]J
=13.1Hz,2.2Hz) ,3.34 (11,dd,J=13.1Hz,3.1Hz) ,3.74 (3H,s) , 3.88(1H,d,J=9.4Hz) ,
4.10(1H,d,J=9.4Hz) ,5.17-5.29 (2H,m) ,6.57 (1H,dd,J] =9.1Hz,3.3Hz) ,6.74-6.79 (2H,
m) ,6.86 (1H,dd,J=12.6Hz,9.1Hz) ,7.09-7.16 (2H,m) .

[4172]  Z%15|662

[4173]  (3R*,4S") -1- (3,5~ & MLmE-2-4%) —4- ({[8-%-1- U-HFHELFE) 2-8MK -1,
2,3, 4- DYk —5— 2 ] S 2 HH OE) —4- 3R JLIRIE-3-F I

[4174]  RAUZFE G661 A K-

[4175]  'HNMR (CDC1s3) Sppm:1.79-1.85 (1H,m) ,2.19-2.26 (1H,m) ,2.48 (1H,s) , 2.68 (2H,
t,J=7.1Hz) ,2.82-2.94 (2H,m) ,3.09-3.12 (1H,m) ,3.25-3.33 (1H,m) , 3.52 (1H,dd,J=
12.9Hz,2.8Hz) ,3.65-3.72 (1H,m) ,3.74 (3H,s) ,3.91-3.97 (11, m),3.98(1H,d,]J=
9.4Hz) ,4.20 (11,d,J=9.4Hz) ,5.16-5.30 (2H,m) ,6.60 (1H, dd,J=9.1Hz,3.3Hz) ,6.74-
6.80 (2H,m) ,6.88 (1H,dd,J=12.5Hz,9.1Hz) , 7.10-7.15(2H,m) ,7.65(1H,d,J=2.3Hz) ,
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8.15(1H,d,J=2.3Hz) »

[4176] 27151663

[4177]  (3R*,4S") -3~ 4~ ({[8-F~1- (4-H S FEFIE) -2-FA-1,2, 3, 4- DY S e k-5
F] EEE) L) 4R BRRE - 1-F AU T fiE

[4178]  F (1S%,6S") —6— ({[8-%—1- (U-H &) -2-54K-1,2, 3, 4- DU S k52 ] 51
He} L) TS 28-3R WA [4. 1. 0] B —3-F IR AU T ik (0.51g) H, ¥ i = s A — &Y
TR 2.0g, T8) , R MIREW T 120°CHiFE2 K /KT R, PA LR L BE A HUZ 3
W ANZ LUK S KB, LAIG/KBRER AT 15, S8 J5 28 1R #0877 Bk B 0 R R SR 4 2
Wi (Qke/ LR L BR) 2k i3 s @ik 54 (0. 36g) -

[4179]  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.57-1.62 (1H,m) ,1.78-1.91 (1H,m) , 2.42-2.48
(1H,m) ,2.61-2.69 (2H,m) ,2.79-2.93 (2H,m) ,3.03-3.49 (2H,m) ,3.75 (3H,m),3.75-3.79
(1H,m) ,3.90-4.06 (2H,m) ,4.21-4.79 (2H,m) ,5.16-5.29 (2H, m) ,6.54 (1H,dd,J=9.0Hz,
3.3Hz) ,6.72-6.79 (2H,m) ,6.85 (1H,dd,J=12.6Hz. 9.1Hz) ,7.05-7.16 (2H,m) .

[4180] &% {664

[4181]  8-%—5-{[ (3R*,4S") —3- i —4-FRIENRIE 428 ] F A ) -1 - (4-F A B 5) -3, 4~
TSR -2 (1H) —H £R R £R

[4182]  RAUZ 4561 A k-

[4183]  'HNMR (DMS0-d6) Sppm:1.72-1.80 (1H,m) ,1.83-1.92 (1H,m) ,2.56-2.65 (2H,m) ,
2.81-3.02 (2H,m) ,3.06-3.20 (2H,m) ,3.44-3.56 (1H,m) ,3.68 (3H,s) , 3.81-3.90 (1H,m) ,
3.92-4.00 (1H,m) ,4.77-4.83 (1H,m) ,4.88-4.94 (1H,m) , 5.05-5.16 (2H,m) ,5.81 (1H,
brs) ,6.72 (11,dd,J=9.2Hz,3.4Hz) ,6.77-6.85 (2H, m) ,6.99 (1H,dd,J=9.1Hz,4.2Hz) ,
7.03-7.11 (2H,m) ,8.66 (1H,brs) ,9.27 (1H, brs) .

[4184]  Z15|665

[4185]  5-{[ (3R*,4S") —1- (3,5~ & MLNE—2-3&) —3-F—4-FE Rk g —4-FL ] H 42 3 ) -84
~1- (4-HEFETEIE) -3, 4- - SEEnk-2 (1H) -

[4186]  RALZFHAFI66 T A k-

[4187]  'HNMR (CDC13) Sppm:1.68-1.77 (1H,m) ,2.17-2.28 (1H,m) ,2.48-2.58 (1H, m) ,
2.61-2.70 (2H,m) ,2.81-2.94 (2H,m) ,3.21-3.31 (1H,m) ,3.44-3.61 (1H,m) , 3.74 (3H,s) ,
3.75-3.86 (2H,m) ,4.02-4.13 (2H,m) ,4.56-4.72 (1H,m) ,5.16-5.30 (2H,m) ,6.56 (1H,dd,J
=9.1Hz,3.4Hz) ,6.72-6.80 (2H,m) ,6.85 (1H,dd,J= 12.6Hz.9.1Hz) ,7.09-7.16 (2H,m) ,
7.60 (1H,d,J=2.3Hz) ,8.10 (1H,d,J=2.3 Hz) »

[4188] & 15|666

[4189] S Ak4-[ (LM sE AL FHE]-1- (4-H AU ) —3—FH SR g 85

[4190]  F100°C, #iidk L FR (3-H JEML e -4-3%) FIfiE (20.4g) H54-FHIEFHF (15.6mL)
(1) 2. i (120mL) {8/ N o & [ MR VA #1222 3, LIS JE 2RISR UTIE M0 9 DL 4 1R £ B e 5k
M HEAR LA (23 1g)

[4191]  "HNMR (DMSO-d6) 8ppm:2.20 (3H,s) ,2.43 (3H,s) ,3.75(3H,s) ,5.36 (2H, s),5.73
(2H,s) ,6.96-7.02 (2H,m) ,7.52-7.58 (2H,m) ,8.01 (1H,d,J=8.0Hz) ,9.08 (I1H,d,J=
8.0Hz) ,9.16 (1H,s) »
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[4192]  Z7%1{5l667

[4193]  ZFR[1- (4-HEFETEHR) -5-F 3-1,2,3, 6-TU S e -4-E] H fig

[4194]  F-20°C, FT&E4-[ (LBEAER) H 2] -1- (4-FE AL -3-H kg iy (23.1

g) I FHEE (200mL) ¥R, I DAL 4 (8.86g) , T AHTENIREE , 4 3k S SV & 43053 B o N

IKT SR, 4o M VR A Wi 0, 28R ia ), TR IR i N IR LB, 108 = B AN IS

i1 B HLZ LK 5 EhK sk, LLIC/KBRBR AN T8 , SR J5 2 TR 711 o 5k B 0 R A I AT )2

Wi (Q e/ LR W) Ak i3 e hr diik 54 (6.8g)

[4195]  'HNMR (CDC13) 8ppm:1.66 (3H,s) ,2.05(3H,s) ,2.13-2.22 (2H,m) ,2.53 (2H,t,J=

7.2Hz) ,2.84-2.90 (2H,m) ,3.49-3.54 (2H,m) ,3.81 (3H,s) ,4.57-4.61 (2H,m) ,6.83-6.89
(2H,m) ,7.22-7.29 (2H,m) .

[4196] 2715668

[4197]  4- (RILHIRL) -5-F -3, 6- A Mtne—-1 CH) -F AT B8

[4198] T ZWR[1- 4-FARFE L) -5-F13E-1,2,3, 6-PU Stk e -4-3L ] F g (0.33g) ) —

A B QomL) W IS A R 2-S 40 (0.19mL) , R MR G T-50 CHi 15 /N o 28

TPV, TR B s I BE (10mL) , Bb R IR S T 70 CHeFE2/ING o S 5848 I » 251

PRV, A AR R M0 T HEE (10mL) Ao TURIE R I = 238 1% (0. 48ml) 5 kg — 4T

Mg (0.39mL) , R MR GV T i T RN A A INeNE S ALK (10mL) , i b

IR SR A /N, T3 A IN2MAT AR PR /KW, UL IR B ZE HOZ I W - A WL ZE LUK 5

EhAKBETR, LG /KB R AT, IR 5 28 B 7)o Bk B W0 R AR IR B AL JE T (T ke / SR &
B) Atk e f AR ik &4 (0.20g) -

[4199]1  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.50-1.65 (2H,m) ,1.71 (3H,s) , 2.20-2.30 (2H,

m) ,3.45-3.55 (2H,m) ,4.16 (2H,brs) .

[4200] 2715669

[4201]  4- (GUH3E) -5-HH -3, 6- A nkmE-1 (2H) - R AL T i

[4202]  F-0°C, T4- RILH L) -5-F -3, 6- A MriE-1 QH) - AT g (3.572) &
i (50mL) W I N = . &1 (3.06mL) 5 H kehi Bk & (1. 46ml) , B SR T % i

FEE R KT R B, B 4R O BR A BUZ IS W - A HLZE LLK 5 3K B, LLIG/K R IR N T

J s IR a2 TR ) o Bk BE R A IR AT JE ATV (T bt/ R U B) Ak T 32 (bR R AL 5 4
(2.53g) »

[4203]  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.74 (3H,s) ,2.15-2.28 (2H,m) , 3.45-3.55 (2H,

m) ,3.73-3.86 (2H,m) ,4.07-4.12 (2H,m) »

[4204] 271451670

[4205]  4- ({[8-%—1- (4-HI AL IE) 25 A-1,2,3,4- DS mEmh—5-Jk ] 45 k) HH J) —5-

FRJE-3,6- —&tkmE-1 CH) -H ER U T g

[4206]  RAUZFEG|495T A ko

[4207]  'HNMR (CDC13) Sppm:1.47 (9H,s) ,1.69 (3H,brs) ,2.16-2.26 (2H,m) , 2.58-2.66
(2H,m) ,2.81-2.89 (2H,m) ,2.44-2.54 (2H,m) ,3.74 (3H,s) ,3.76-3.84 (2H,m) ,4.42-4.47
(2H,m) ,5.18-5.26 (2H,m) ,6.51 (1H,dd,J=9.1Hz,3.4Hz) , 6.73-6.78 (2H,m) ,6.82 (1H,

dd,J=12.8Hz,9.1Hz) ,7.09-7.16 (2H,m) .
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[4208] 25671

[4209]  (1S%,6S%) —6- ({[8-#-1- (4-HEHEETE) 2-AM-1,2,3,4-IU A EMk-5-F£ ] 5
e} OHIE) -1 TS R -3 R WA (4. 1. 0] BRbe—3-F IR T I

[4210] RS 16331 A ko

[4211]  "HNMR (CDC13) Sppm:1.37 (3H,s) ,1.46 (9H,s) ,2.02-2.20 (2H,m) , 2.60-2.69 (2H,
m) ,2.81-2.95(2H,m) ,3.14-3.47 (2H,m) ,3.48-3.76 (2H,m) ,3.74 (3H,s) ,3.93-4.08 (2H,
m) ,5.17-5.29 (2H,brs) ,6.50 (1H,dd,J=9.1Hz,3.3Hz) , 6.73-6.79 (2H,m) ,6.82 (1H,dd,J
=12.4Hz,9.1Hz) ,7.09-7.16 (2H,m) .

[4212]  ZF{5l672

[4213]  (3S%,4S%) —4- ({[8-%-1- (4-HFHEFTE) 2-AM-1,2,3,4-IU A EMk-5-F£ ] 5
Fe) HIE) -3,4- 5 -3 FHRRIRE - 1-F R AU T 8

[4214] KA 4991 A K-

[4215]  "HNMR (CDC13) Sppm:1.47 (9H,s) ,1.64 (3H,s) ,1.66-1.75(1H,m) , 1.77-1.85(1H,
m) ,2.58-2.71 (2H,m) ,2.73-2.92 (3H,m) ,2.93-3.00 (1H,m) , 3.02-3.26 (2H,m) ,3.65-3.84
(2H,m) ,3.74 (3H,s) ,3.96-4.09 (1H,m) ,4.13-4.18 (1H,m) ,5.12-5.33 (2H,m) ,6.55 (1H,
dd,J=9.1Hz,3.4Hz) ,6.73-6.80 (2H,m) , 6.85(1H,dd,J=12.6Hz,9.1Hz) ,7.09-7.16 (2H,
m) o

[4216] 2151673

[4217]  5-{[ (3S*,4S") 3,4~ ¥ k-3 F RLORIE -4 2 ] A 2L ) -8-F-1- (U-HF S HEF
Hk) -3, 4- S k-2 (1H) i 55 R 25

[4218] KA 4561 A K-

[4219]  'HNMR (DMSO-d6) 8ppm:1.22 (3H,s) ,1.93-2.08 (2H,m) ,2.55-2.65 (2H, m) ,2.77-
3.12(6H,m) ,3.38-3.50 (2H,m) ,3.68 (3H,s) ,3.78-3.85(1H,m) , 4.11-4.19 (1H,m) ,5.10
(2H,brs) ,6.77 (1H,dd,J=9.4Hz,3.3Hz) ,6.78-6.86 (2H, m) ,6.99 (1H,dd,J=13.1Hz,
9.1Hz) ,7.04-7.12 (2H,m) ,8.81 (1H,brs) ,8.95 (1H, brs) .

[4220]  Z%45|674

[4221]  5-{[ (3S*,4S") -1- (3,5~ & MtmE-2-3%) -3,4- —F -3 JERIE -4- L ] FH 4%
-8 1- U-H EH LRI -3, 4- A MEmk-2 (1H) -FH

[4222]  ZRALZFHEAFI66T A k-

[4223]  "HNMR (CDC13) 8ppm:1.37 (3H,s) ,1.86-1.96 (1H,m) ,2.02-2.12 (1H,m) , 2.61-2.69
(2H,m) ,2.84-2.93 (2H,m) ,3.05 (1H,brs) ,3.31-3.51 (4H,m) ,3.60-3.74 (1H,m),3.75 (3H,
s),3.93(1H,d,J=9.4Hz) ,4.14(1H,d,J=9.4Hz) ,5.14-5.32 (2H,m) ,6.58 (1H,dd,J=
9.2Hz,3.4Hz) ,6.73-6.80 (2H,m) ,6.86 (1H,dd,J= 12.6Hz,9.1Hz) ,7.09-7.17 (2H,m) ,
7.63(1H,d,J=2.3Hz) ,8.12(1H,d,J=2.3 Hz) .

[4224] 25675

[4225]  5-{[ (3S",4S") —1- (42— KHEL) -3,4- —Fo L -3-HFLIR g —4-FL | 4 L) -8
B -1- A-HEEETEI) -3, 4- A -2 (1H) -

[4226]  BSGAE N, T5-{[ (35%,4S) -3, 4- —#2 HL-3-F RLOR g —4- 3L ] B 4 3 ) -8 1-
(A-FEAFER ) -3, 4- A mk-2 (1H) -E iR £ (0. 36g) 1-1R-4-F-2-% K (0.19g) .=

il
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CFENE (0. 16mL) SHRERHE (0.72g) [ H 4% (6mL) ¥V, s N2, 2 -3 (R BB 3E) -1,17 -
BEZE (41mg) 52 (I FEEPIEH) 4R (0) (20mg) , b BV &40F100°CHtHE 8 ik F
S UA B8 £ B FE ORI W A ALZ BAK 5 EhK B, LG K IR BR A4 T4, SR J5 28 TR
VT % B )R FRE IR B AL 20T (e / 1R 4 Ti8) itk i $E tHhs itk 54 (42mg)

[4227]  'HNMR (CDC13) 8ppm:1.45 (3H,s) ,1.89-2.05 (2H,m) ,2.59-2.72 (2H,m) , 2.79-3.08
(6H,m) ,3.09-3.15(2H,m) ,3.74 (3H,s) ,3.89 (1H,d,J=9.2Hz) ,4.17 (1H,d,J=9.2Hz) ,
5.14-5.32 (2H,m) ,6.58 (1H,dd,J=9.1Hz,3.4Hz) ,6.73-6.80 (2H,m) ,6.82-6.93 (2H,m) ,
7.01-7.08 (2H,m) ,7.09-7.17 (2H,m) .

[4228] 7151676

[4229]  1- Q-F-4-9ARHE) -394, 4- = A LR E

[4230]  SRAZZE 5120510 A o

[4231]  'HNMR (CDC13) Sppm:1.91-1.98 (1H,m) ,2.10-2.18 (1H,m) ,2.80-2.88 (1H, m) ,
3.06-3.22 (2H,m) ,3.30 (3H,s) ,3.34 (3H,s) ,3.39-3.49 (1H,m) ,4.57-4.71 (1H, m) ,6.90-
6.95 (1H,m) ,7.02 (1H,dd, J=8.9Hz,5.5Hz) ,7.12 (1H,dd,J=8.3Hz, 2.9Hz) .

[4232]  Z5Al677

[4233]  1- -S4 A IE) -3 FURIE -4

[4234]  SRAUZFEAFI2510M0 G ko

[4235]  'HNMR (CDC13) Sppm:2.58-2.66 (1H,m) ,2.81-2.91 (1H,m) ,3.03-3.16 (2H, m) ,
3.49-3.56 (1H,m) ,3.85-3.92 (1H,m) ,5.18 (1H,ddd,J=48.0Hz,10.3Hz,6.9 Hz) ,6.95-
7.01 (1H,m) ,7.05(1H,dd,J=8.9Hz,5.4Hz) ,7.19 (1H,dd,J=8.2Hz, 2.9Hz) .

[4236] 151678

[4237]  1- (4-F-2-F K 3) -3-F—4,4- — FFH IR

[4238]  RAZFE 5120510 A o

[4239]1  'HNMR (CDC13) Sppm:1.92-1.98 (1H,m) ,2.06-2.15 (1H,m) ,2.86-2.93 (1H, m) ,
3.11-3.26 (2H,m) ,3.28 (3H,s) ,3.33 (3H,s) ,3.55-3.63 (1H,m) ,4.56-4.69 (1H, m) ,6.84-
6.90 (1H,m) ,7.00-7.07 (2H,m) .

[4240]  Z751{51679

[4241]  1- (4-F-2-F KAL) -3 IR IE —4—

[4242]  SRAUZFEAFI2510M & ko

[4243]  'HNMR (CDC13) Sppm:2.61-2.68 (1H,m) ,2.77-2.86 (1H,m) ,3.09-3.22 (2H, m) ,
3.60-3.67 (1H,m) ,3.93-4.01 (1H,m) ,5.05-5.20 (1H,m) ,6.90-6.95 (1H,m) , 7.06-7.14
(2H,m) »

[4244]  Z25451680

[4245]  (3R*,4S") —6- (4-F—2-FAKE) —4-F-1-FH - 6-FFIE[2.5] F )t

[4246] ST, T = EBYL IR (2.00g) H9 —H JEVHR (20mL) W, WAL T i
4 (0.834g) , ML MR &Y T B HE3050 Bl o TR AW Es Il — (- -2 5 A E) —3-9i
Wik g —4- (2.03g) B —H ZE AN (10mL) ¥, T iR IR S /NI o IioK T ROV
IV A 1R LB A A HLZ BAK 5 EhK B, LG /K IR ER 84T 4, SR J5 78 TR 403 711) o %
YA HEREEENE (E%/ 0 O TR8) 264k, MEEHEIX 7 (lower polarity
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fractions) RAFFRELEY (1.03g) -

[4247]  'HNMR (CDC13) Sppm:1.64-1.71 (1H,m) ,2.26-2.35 (1H,m) ,2.80 (1H,dd, J=4.6Hz,
1.9Hz) ,3.00 (1H,d,J=4.6Hz) ,3.16-3.29 (2H,m) ,3.31-3.50 (2H,m) , 4.32(1H,ddd,]J=
48.0Hz,5.1Hz,3.1Hz) ,6.88-6.94 (1H,m) ,7.03-7.10 (2H,m) .

[4248] 215|681

[4249]  (3R*,4R") —6- (4-F 2T AKE) ~4-F-1-FH - 6-FFIE[2.5] )t

[4250]  MZZ5 516801 Ey Al 14 [X 73 3R 4545 @Ak 54 (0. 48g) -

[4251]  'HNMR (CDC1s3) Sppm:1.90-2.03 (2H,m) ,2.78 (1H,dd,J=4.6Hz,3.4Hz) , 3.03 (1H,
d,J=4.6Hz) ,3.16-3.28 (2H,m) ,3.32-3.47 (2H,m) ,4.65 (1H,ddd,J= 48.0Hz,7.3Hz,
3.9Hz) ,6.89-6.94 (1H,m) ,7.04-7.10 (2H,m) .

[4252]  Z%15|682

[4253]  (3R*,4S") —6- - -4-FAEE) 4G 1-FH - 6-FFIE[2.5] F )t

[4254]  RAZFE 15168056811 K M. [ 4lid , MK M X 7315 B bR RRAL 540 -

[4255]  'HNMR (CDC13) Sppm:1.74-1.83 (1H,m) ,2.16-2.26 (1H,m) ,2.78 (1H,dd, J=4.THz,
2.1Hz) ,3.03(1H,d,J=4.7Hz) ,3.08-3.19 (2H,m) ,3.24-3.43 (2H,m) , 4.41 (1H,ddd,]J=
48 .5Hz,5.7Hz,3.4Hz) ,6.93-6.98 (1H,m) ,7.04 (1H,dd,J= 8.9Hz,5.5Hz) ,7.15(11,dd, ]
=8.3Hz,2.9Hz) .

[4256] 2715683

[4257]  (3R*,4R") —6- - - 4-FAE) 4 -1-FH - 6-FFIE[2.5] ¥ )t

[4258]  RAZFE 15168056811 ) M. [ 4liAk , i il M X 4375 B bR RRAL 540

[4259]  'HNMR (CDC13) Sppm:1.80-1.90 (1H,m) ,2.02-2.13 (1H,m) ,2.78 (1H,dd, J=4.8Hz,
2.6Hz) ,3.07 (1H,d,J=4.8Hz) ,3.08-3.17 (2H,m) ,3.18-3.27 (1H,m) , 3.37-3.46 (1H,m) ,
4.75(1H,ddd,J=47.9Hz,8.3Hz,4.1Hz) ,6.93-6.99 (1H,m) , 7.05 (1H,dd,J=8.9Hz,
5.5Hz) ,7.15(1H,dd,J=8.3Hz,2.91z) .

[4260] 215|684

[4261]  1-(4-5-2,6- ZH ORI —4-[ (CH D) & ]-1,2,3, 6- DU e

[4262] GHEAFHE T, T70CHH:1- 4-5-2,6- AR H) IRIE-4-1H (1g) & =F k4%
(1.55mL) 5 = 7 /% (2. 84mL) [FIN,N-— H L H [t i (5mL) 53 1578, 28088 15 7)o T 5%
BRIk, L G R SR A BOZIE T - A HLZ LUK BEES , LG /KBRBR N 1% , SR Ja 28 el i
AT AR AL &4 (1.28g) -

[4263]  'HNMR (CDC13) Sppm:0.21 (9H,s) ,2.18-2.25 (2H,m) ,3.27-3.34 (2H,m) , 3.62-3.68
(2H,m) ,4.86-4.90 (1H,m) ,6.83-6.91 (2H,m) .

[4264] 2715685

[4265]  1-(4-5-2,6- @A) -3-FE IR E-4-FH

[4266] @S LLUKA R, T1- -5 -2,6- oK) —4-[ (= H RRER) | HE]-1,2,3,
6-PU S MEIE (1.28g) M) 4 NE (15ml) W, Wil - 2 -4-9-1,4- &80
(diazoniabicyclo] [2.2.2] X (WU MIER L) (1.57¢) , BbIR &Y T AHIFIE FE B FE 1/
W, 5 T =B L. 5/ o T 5 B H s I AR R S BN 7K I, LA TR G R A B I
WA VLZ VLR K BB, UG /K BRI B 1158, 28 TR ) 7k B A i IR A R (2
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Wi/ IR ) Aifb e Az Bk &4 (0.76g) -

[4267]  'HNMR (CDC13) Sppm:2.55-2.65 (1H,m) ,2.74-2.84 (1H,m) ,3.38-3.50 (3H, m) ,
3.78-3.86 (1H,m) ,5.08 (1H,ddd,J=48.3Hz,10.1Hz,6.8Hz) ,6.90-6.99 (2H, m) .

[4268] 27151686

[4269]  (3R*,4S™) —6- (4-F-2,6- —FAKIL) -4-F-1-AL+-6- & ARIE[2.5] ¥kt

[4270]  RAZFE 5168056811 K M. [ 4liAk , MK M X 7315 B bR -5 40 -

[4271]  'HNMR (CDCls) Sppm:1.64-1.72 (1H,m) ,2.18-2.26 (1H,m) ,2.77 (1H,dd, J=4.7Hz,
2.0Hz) ,2.99 (1H,d,J=4.7Hz) ,3.20-3.28 (1H,m) ,3.30-3.44 (2H,m) , 3.52-3.63 (1H,m) ,
4.29 (1H,ddd,J=48.5Hz,5.6Hz,3.2Hz) ,6.86-6.93 (2H,m) .

[4272] 7151687

[4273]  (3R*,4R™) —6- (4-F-2,6- —FAKIL) ~4-F-1-A4+-6-F AR [2.5] ¥kt

[4274] A2 5168056811 S M. [ 44k , i il M X 4315 B bR RRAL 540

[4275]  'HNMR (CDC13) Sppm:1.82-1.90 (1H,m) ,1.97-2.05 (1H,m) ,2.76 (1H,dd, J=4.THz,
3.7Hz) ,3.00 (1H,d,J=4.7Hz) ,3.15-3.22 (1H,m) ,3.34-3.54 (3H,m) , 4.56 (1H,ddd,J=
48.3Hz,6.9Hz,3.9Hz) ,6.86-6.94 (2H,m) .

[4276] 275151688

[4277]  (3R) -1- (4-5—2,6- A L) —3-FRUIRIE -4

[4278] @SS HE . T-20°C, TN-S KM MW (2.0g) SHREREN (1.01g) (1) DY &Pk R
(10mL) =V, I IN9- K -9- 2 HE-9-BiA A ETHE (9-epi-DHQDA) (0.413g) \ =L
iz (0.218g) 57K (0.023mL) ) VU &M (15mL) ¥, Bt RE IR S 1050 8. TR AR 3N
1- (4-5-2,6- R 5L) WRIE-4-1 (3. 12g) , T AR, i HE [ IR G416 /M), 43236 T
L0 CHEHE24 /N o K T RN S LA SR O BB 2 BUZ I - A WLZE LAK 5 K Bk, LG 7K
B ER BN 152, R 5 Z8 TR BV 77 o Bk B 0 R R R A B AT v (e / 4R 4. 18) Alifb T $2 it
PR &4 (1.26g) .

[4279]  'HNMR (CDC13) Sppm:2.57-2.65 (1H,m) ,2.75-2.84 (1H,m) ,3.38-3.50 (3H, m) ,
3.78-3.86 (1H,m) ,5.00-5.16 (1H,m) ,6.92-6.98 (2H,m) .

[4280]  ZZ% 15689

[4281]  (3S)-1- (4-&—2,6- A L) —3—-FUIRIE -4

[4282] IS % BI68SHIFL T , LLO-F£-9-& - 9-Mi S ~E LT (9-epi-DHQA) Jyii
13, SRAF PR AL S o

[4283]  'HNMR (CDC13) Sppm:2.57-2.65 (1H,m) ,2.75-2.84 (1H,m) ,3.38-3.50 (3H, m) ,
3.78-3.86 (1H,m) ,5.00-5.16 (1H,m) ,6.92-6.98 (2H,m) .

[4284] 271451690

[4285]  (3S,4R) —6- (-2, 6~ ZJAIE) —4-9—1-SA 26— AR [2.5] F 4

[4286] DL (3R) -1- (4-5-2,6- F A IL) -3-FIRNE-4-Mf (1.20g) BEAT RS H41680 5
68111 e I J2 4lidk, o 75 F AR X 40 1 4 i DA 0B / 7K 7545 i SR kAR AL & 4 (0. 47 g,
97%ee) »

[4287]  'HNMR (CDCls) Sppm:1.64-1.72 (1H,m) ,2.18-2.26 (1H,m) ,2.77 (1H,dd, J=4.7Hz,
2.0Hz) ,2.99 (1H,d,J=4.7Hz) ,3.20-3.28 (1H,m) ,3.30-3.44 (2H,m) , 3.52-3.63 (1H,m) ,
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4.29 (1H,ddd,J=48.5Hz,5.6Hz,3.2Hz) ,6.86-6.93 (2H,m) -

[4288]  Z2%45|691

[4289]  (3R,4R) —6- (4-F-2,6- AR —4-H 1A L6-BA4NE [2.5] Fht

[4290] 15 H 22451690 /= bl P4 [X 73 B9 4 5 LA O b 545 i T 2 (AR b 54 (0. 24 ¢,91%
ee) o

[4291]  'HNMR (CDC1s) Sppm:1.82-1.90 (1H,m) ,1.97-2.05 (1H,m) ,2.76 (1H,dd, J=4.7Hz,
3.7Hz) ,3.00 (1H,d,J=4.7Hz) ,3.15-3.22 (1H,m) ,3.34-3.54 (3H,m) , 4.56 (1H,ddd,J=
48.3Hz,6.9Hz,3.9Hz) ,6.86-6.94 (2H,m) .

[4292]  Z#151692

[4293]  (3R,4S) —6- (4-F-2,6- " AIL) 4-F-1-HJ-6-E ;IR [2.5] Fhi

[4294] DL (3S) —1- (4--2,6- A HE) —3-FIRIE -4 (1.19g) FATHRALZH 680 5
68111 e I J2 4lidk, o 15 F AR M X 43 1 4 i DA <0 B/ 7K 7545 i i SR AR AL & 4 (0. 43¢,
96%ee) o

[4295]  'HNMR (CDCls) Sppm:1.64-1.72 (1H,m) ,2.18-2.26 (1H,m) ,2.77 (1H,dd, J=4.7THz,
2.0Hz) ,2.99 (1H,d,J=4.7Hz) ,3.20-3.28 (1H,m) ,3.30-3.44 (2H,m) , 3.52-3.63 (1H,m) ,
4.29 (1H,ddd,J=48.5Hz,5.6Hz,3.2Hz) ,6.86-6.93 (2H,m) -

[4296] 7151693

(42971 (3S,4S) —6- (4-F—2,6- ZFAIE) —4-— 1A 2 -6-E AR [2.5] F 4

[4298] 15 S 51692 =t 1 X 4 () B LA B /7K B3 4w R AR A &4 (0.22¢,
86%ee) o

[4299]  'HNMR (CDC13) Sppm:1.82-1.90 (1H,m) ,1.97-2.05 (1H,m) ,2.76 (1H,dd, J=4.THz,
3.7Hz) ,3.00 (1H,d,J=4.7Hz) ,3.15-3.22 (1H,m) ,3.34-3.54 (3H,m) , 4.56 (1H,ddd,J=
48.3Hz,6.9Hz,3.9Hz) ,6.86-6.94 (2H,m) .

[4300]  ZZ1{51694

[4301]  (3R*,4R") —4- ({[HUT 2 (CH 2 R AL ) S 2L ) FH ) iR i -3 i

[4302]  F (3R*,4R") —1-"F 24— ({[RUT 2 (S HBL) Rl 2 ) S 2L ) ) IR g -3 (11 6g)
() 2.1 (100mL) 7, A 20 % S A AL AR (1. 16g, 10wt %) , S F, F50°CHiRE =
MRS W2 /N o A S VR A HVE S IR T, DARE T - SRR S R AL AR, 25 T V) s 7 T 4
AR AL S (8.66g) o

[4303]  'HNMR (CDC13) Sppm:0.09 (3H,s) ,0.10 (3H,s) ,0.91 (9H,s) ,1.00-1.13 (1H,m) ,
1.45-1.72 (3H,m) ,2.42 (1H,dd,J=11.7Hz,10.0Hz) ,2.56 (1H,dt,J=2.8Hz,12.3Hz) ,
2.97-3.04 (1H,m) ,3.17-3.24 (1H,m) ,3.50-3.58 (1H,m) ,3.62 (1H,t,J=9.6Hz) ,3.69-
3.77 (1H,m) ,3.94-4.30 (1H,m) .

[4304] 27151695

[4305]  (3R*,4R") —4- ({[HUT & (HFE) fEdE ) AL O —1- (2,4~ &R L) WRIE -3~
Mgt

[4306]  RALZFHAFI68T A k-

[4307]  'HNMR (CDC13) 8ppm:0.11 (3H,s) ,0.12 (3H,s) ,0.92 (9H,s) ,1.35-1.48 (1H,m) ,
1.59-1.76 (2H,m) ,2.50 (1H,dd,J=10.8Hz,9.8Hz) ,2.59 (1H,dt,J=2.6 Hz,11.8Hz)
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3.26-3.35(1H,m) ,3.43-3.51 (1H,m) ,3.71 (1H,t,J=9.6Hz) , 3.79-3.90 (2H,m) ,4.16-
4.20(1H,m) ,6.96 (1H,d,J=8.6Hz) ,7.18 (1H,dd,J=8.6 Hz,2.3Hz) ,7.35(1H,d,J=
2.3Hz) »

[4308] 27151696

[4309]  (3R*,4R*) -1- (2,4~ — & RFL) —4- GRILH IL) DR ie -3 -

[4310]  F (3R*,4R") —4- ({[FUT 2& (U H2E) BRI ) 28 ) H ) —1- (2, 4- &K 20 IRIE -
3-1% (1.67g) VUSRI (12mL) VB, 5 0 IR DY T 36 ) DU S0k Rg (5. ImL) 9597, it
R NRE YT E IR AR ISR fE, TR YK, UL 4R L ER A BUZ R - A
BLIE LK 5 EhK e, LAJC /K BR BR BN T 152 , 2R 5 78 TR 40 V45 771 o 9k B 40 R R Rk i 38 A J2 AT v
(De/ LR . liR) Atk e fbs @it &4 (1.11g) -

[4311]  'HNMR (CDC1s) Sppm:1.40-1.54 (1H,m) ,1.66-1.79 (2H,m) ,2.36-2.34 (1H, m) ,2.53
(1H,dd,J=10.8Hz,9.7Hz) ,2.62 (1H,dt,J=2.5Hz,11.7Hz) ,3.12-3.19 (1H,m) ,3.26-
3.34(1H,m) ,3.42-3.49 (1H,m) ,3.75-3.93 (3H,m) ,6.96 (1H,d,J= 8.6Hz) ,7.18 (1H,dd,]J
=8.6Hz,2.5Hz) ,7.36 (1H,d,J=2.5Hz) .

[4312]  Z%451697

[4313]  4-FA FLIRAHRES [ (3R™,4R™) —1- (2,4~ EREL) —3- ¥R FER e —4-FL ] H /g

[4314]  0°C, T (3R*,4R") -1- (2,4~ & A HL) —4- FRAEH L) IRng-3-1% (1. 11g) I =& H
fi (12mL) VW, AR o B 2R iR 5 (0. 84g) 5N N, N N’ - I -1 ,3- & RNk
(0.94mL) , e R MR AT i B FEA/N o KT [ S, BA 2R e A BOZ I - A WL
PLK 5 Eh /KB, LLIC /K BRBR AN 158 , S8 5 28 TR0 771 o Bk BE ) R AR IR 8 A IR AT i (e /
LR TR dife e s @ik &9 (1.0g) -

[4315]  'HNMR (CDC1s) Sppm:1.60-1.77 (2H,m) ,1.81-1.87 (1H,m) ,2.05-2.10 (1H, m) ,2.46
(3H,m) ,2.48-2.64 (2H,m) ,3.21-3.29 (1H,m) ,3.40-3.48 (1H,m) , 3.71-3.81 (1H,m) ,4.14-
4.20 (1H,m) ,4.23-4.30 (1H,m) ,6.92 (1H,d,J=8.6Hz) , 7.17 (1H,dd,J=8.6Hz,2.4Hz) ,
7.35(1H,d,J=2.4Hz) ,7.36-7.40 (2H,m) , 7.80-7.85(2H,m) »

[4316] 75151698

[4317] (3R, 4R™) —4- ({[BUT 2 (L) Sk 408 ) HORE) —1- (4-&-2- R 3) IR e -3
Mgt

[4318]  RAUZFEAFI68T A k-

[4319]  'HNMR (CDC13) 8ppm:0.11 (3H,s) ,0.12 (3H,s) ,0.92(9H,s) ,1.33-1.45 (1H,m) ,
1.58-1.75(2H,m) ,2.52 (1H,t,J=10.5Hz) ,2.63 (1H,dt,J=2.5Hz,12.0 Hz) ,3.34-3.41
(1H,m) ,3.49-3.56 (1H,m) ,3.69 (1H,t,J=9.7Hz) ,3.78-3.87 (2H, m) ,4.17-4.20 (1H,m) ,
6.83-6.91 (1H,m) ,7.00-7.07 (2H,m) .

[4320] 27151699

[4321] (3R, 4R") —1- (4-F-2-J R L) —4— (R I ) DR mE -3 i

[4322]  RAUZFE 16961 A k-

[4323]  'HNMR (CDC1s) Sppm:1.37-1.51 (1H,m) ,1.65-1.77 (2H,m) ,2.18-2.29 (1H, m) ,2.55
(1H,t,J=10.5Hz) ,2.65 (1H,dt,J=2.6Hz,12.0Hz) ,3.05-3.08 (1H,m) , 3.33-3.40 (1H,
m) ,3.48-3.56 (1H,m) ,3.73-3.91 (3H,m) ,6.84-6.91 (1H,m) , 7.05-7.08 (2H,m) .
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[4324]1 24700

[4325]  4-HJEZEREPR [ (3R™,4R®) —1- (4-S—2- TR A L) —3-F2 FLWR i —4-J ] H fig

[4326]  SAUZZHH1697 1M 5 o

[4327]1  'HNMR (CDC13) 8ppm:1.57-1.75 (2H,m) ,1.78-1.85 (1H,m) ,2.06-2.11 (1H, m) ,2.46
(3H,m) ,2.47-2.66 (2H,m) ,3.28-3.36 (1H,m) ,3.47-3.53 (1H,m) , 3.69-3.79 (1H,m) ,4.13~
4.19(1H,m) ,4.24-4.30 (1H,m) ,6.80-6.87 (1H,m) , 7.00-7.07 (2H,m) ,7.34-7.39 (2H,m) ,
7.78-7.84 2H,m) »

[4328]  Z245|701

[4329]  (3R*,4R") —4- ({[HUT & (CHFE) hEFE ] A5 ) —1- (4-5-2,5- R HE) IR
g -3

[4330]  ZRALZE 68T A k-

[4331]1  'HNMR (CDC13) 8ppm:0.11 (3H,s) ,0.12 (3H,s) ,0.92 (9H,s) ,1.31-1.44 (1H,m) ,
1.58-1.75(2H,m) ,2.50 (1H,t,J=10.6Hz) ,2.64 (1H,dt,J=2.5Hz,12.0 Hz) ,3.35-3.43
(1H,m) ,3.52-3.59 (1H,m) ,3.68 (1H,t,J=9.6Hz) ,3.77-3.85 (2H, m) ,4.16-4.19 (1H,m) ,
6.73 (1H,dd,J=10.7Hz,7.6Hz) ,7.05 (1H,dd,J=11.6Hz, 6.9Hz) .

[4332]  ZZE 4702

[4333]  (3R*,4R") ~1- (4-5-2,5- "5 AIE) —4- FRIEF IL) DR iE -3 -

[4334]  RAUZ 16961 A k-

[4335]  'HNMR (CDC1s) Sppm:1.37-1.50 (1H,m) ,1.66-1.78 (2H,m) ,2.15-2.24 (1H, m) ,2.53
(1H,t,J=10.5Hz) ,2.65 (1H,dt,J=2.6Hz,12.1Hz) ,3.16-3.23 (1H,m) , 3.35-3.43 (1H,
m) ,3.51-3.59 (1H,m) ,3.73-3.90 (3H,m) ,6.73 (1H,dd,J=10.6Hz, 7.6Hz),7.06 (1H,d,J=
11.6Hz,6.9Hz) .

[4336]  Z54703

[4337]  4-FRILZERERER [ (3R™, 4R —1- 4-5-2,5- @KL -3- ¥R FLR g -4-FL ] F fig

[4338]  SRAUZFHEAFI69TIM & ko

[4339]  'HNMR (CDC13) 8ppm:1.59-1.75 (2H,m) ,1.78-1.86 (1H,m) ,2.04-2.08 (1H, m) ,2.46
(3H,m) ,2.47-2.64 (2H,m) ,3.31-3.39 (1H,m) ,3.50-3.57 (1H,m) , 3.69-3.78 (1H,m) ,4.11-
4.18 (1H,m) ,4.26-4.32 (1H,m) ,6.70 (1H,dd,J=10.6Hz, 7.6Hz),7.06 (1H,dd,J=11.5Hz,
6.8Hz) ,7.33-7.40 (2H,m) ,7.78-7.84 (2H,m) .

[4340]  Z7{5|704

(43411  4-{[ @8- —2-FAX-1,2,3,4- DU MEmk—5—JE) S 2E ] H 2L WRnE - 1-H BB T Bie
[4342]  SRALUZFE 514951 & ko

[4343]  'HNMR (CDC13) 8ppm:1.23-1.35 (2H,m) ,1.47 (9H,s) ,1.75-1.83 (2H,m) , 1.90-2.03
(1H,m) ,2.59-2.66 (2H,m) ,2.69-2.83 (2H,m) ,2.98 (2H,t,J=7.7Hz) , 3.78 (2H,d,J=
6.3Hz) ,4.05-4.28 (2H,m) ,6.43 (1H,dd,J=9.1Hz,4.0Hz) ,6.90 (1H,t,J=9.5Hz) ,7.51
(1H,brs) »

[4344] 225451705

[4345] 8- —5— (NRKME—-4-3& A 3E) -3, 4- A mk-2 (1H) R

[4346]  FRAUZZEHI60 T A A -
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[4347]  'HNMR (CDC13) Sppm:1.24-1.36 (2H,m) ,1.49-1.77 (1H, #I&(5S) , 1.77-1.84 (2H,
m) ,1.87-1.99 (1H,m) ,2.58-2.70 (4H,m) ,2.99 (2H,t,J=7.7Hz) , 3.09-3.17 (2H,m) ,3.77
(2H,d,J=6.3Hz) ,6.43 (1H,dd,J=9.1Hz,3.9Hz) ,6.89 (1H,t,J=9.5Hz) ,7.53 (1H,brs) .
[4348] 25706

[4349]  (35",4S8") —4— {[ 8- —2-%1X-1,2, 3, 4- DU S Nk—5—2L) S0 ] 2k} -3 REmR g
-1-F AT ER

[4350]  SRAZZEG|495T A ko

[4351]  'HNMR (CDCls) Sppm:1.42-1.46 (1H,m) ,1.47 (9H,s) ,1.77-1.85(1H,m), 1.86-1.95
(1H,m) ,2.41-2.52 (1H,m) ,2.53-2.83 (4H,m) ,2.89-3.03 (2H,m) , 3.57-3.67 (1H,m) ,4.00-
4.42 (4H,m) ,6.49 (1H,dd,J=9.1Hz,3.9Hz) ,6.91 (1H,t, J=9.4Hz),7.59 (1H,brs) .
[4352] %%15]707

[4353]  8-%(—5—{[ (3S",4S") —3-FRHLNRNE —4- 2L ] H 4 2L} -3, 4- S k-2 (1H) il h g 1
[4354]  RAUZ G456 1A K-

[4355]  'HNMR (DMSO-d6) Sppm:1.68-1.79 (1H,m) ,1.83-1.91 (1H,m) ,1.92-1.99 (1H,m) ,
2.42-2.49 (2H,m) ,2.58-2.69 (1H,m) ,2.81-2.94 (3H,m) ,3.19-3.30 (2H, m) ,3.42-3.46
(1H,m) ,3.72-3.80 (1H,m) ,4.00-4.07 (2H,m) ,6.60 (1H,dd,J=9.2 Hz,3.8Hz) ,7.03 (1H,t,
J=9.4Hz) ,8.83-8.95 (1H,m) ,8.97-9.08 (1H,m) ,10.04 (1H,brs) .

[4356] 215708

[4357]  4-FHZEORH R (3R™,4S%) —1- (3, 5- & MkmE-2-4%) —4- {[ (8- -2-A1%-1,2,3,4-
VU SR —5—3) A2k ] FA Ok DR g —3—J i

[4358]  F5-{[ (3S",4S™) —1- (3,5~ & MtnE-2-2%) -3- R ANk IE -4 ] A L) -8-%-3,
4— TEWEDR-2 (1H) —8F (1.0g) K VY &R (20mL) iR, I In4-EFE R R (0.49¢) .=
FHEE (0.89g) SRR W — 28 (1.55mL) , R RVREY T 3 i Bt bk 1 . 2803V
A, 5% B PR R IR AR JE ATV (B ki/ LR 18 2L I+ B M IR AR JE AT (B e/
LR CTR) P ot ftbr ik 54 (1.0g) »

[4359]  'HNMR (CDC13) Sppm:1.85-1.92 (1H,m) ,2.12-2.22 (1H,m) ,2.41-2.50 (1H, m) ,2.61
(2H,d,J=7.7Hz) ,2.92-3.03 (2H,m) ,3.05-3.12 (1H,m) ,3.13-3.18 (1H, m),3.91-3.96
(2H,m) ,4.00-4.07 (1H,m) ,4.32-4.39 (1H,m) ,5.53-5.56 (1H,m) , 6.39 (1H,dd,J=9.1Hz,
3.9Hz) ,6.84 (1H,t,J=9.5Hz) ,7.46 (1H,d,J=2.3Hz) , 7.59(1H,brs),8.04-8.08 (3H,m) ,
8.22-8.26 (2H,m) »

[4360] %%15]709

[4361]  (3R*,4R™) —4- ({[8-%-1- (4-HFHEEFTE) -2-FM-1,2, 3, 4-IU A Mk -5-J£ ] 5
kb L) -3-F IR IE - 1-F R T B

[4362]  RAUZ 4951 A o

[4363]  'HNMR (CDC1s) Sppm:1.36-1.45 (1H,m) ,1.46 (9H,s) ,1.74-1.93 (2H,m) , 2.36-2.48
(1H,m) ,2.50-2.92 (6H,m) ,3.55-3.66 (1H,m) ,3.74 (3H,s) ,3.96-4.39 (4H,m),5.15-5.31
(2H,m) ,6.53 (1H,dd,J=9.2Hz,3.4Hz) ,6.73-6.79 (2H,m) , 6.83 (1H,dd,J=12.7Hz,
9.2Hz) ,7.09-7.16 (2H,m) -

[4364] 45710
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[4365]  8-%i-5- {[ (3R*,4R*) —3- ¥ JLWRIE-4-FL ] AR JE) —1- U-HI AR L3 30) -3, 4- — (&
Wbk—2 (1H) —i £5 B8 5

[4366] A 5|456 1T A k-

[4367]  'HNMR (DMS0-d6) Sppm:1.66-1.98 (3H,m) ,2.55-2.69 (3H,m) ,2.79-2.93 (3H,m) ,
3.18-3.28(2H,m) ,3.68 (3H,s) ,3.70-3.81 (1H,m) ,3.97-4.03 (2H,m) , 5.04-5.16 (2H,m) ,
5.45-5.55(1H,m) ,6.71 (11,dd,J=9.2Hz,3.3Hz) ,6.78-6.84 (2H,m) ,6.98 (1H,dd,J=
13.1Hz,9.1Hz) ,7.03-7.10 (2H,m) ,8.86-9.26 (2H,m) »

[4368] 45711

[4369]  5-{[ (3R*,4R") —1- (2,4~ & R EL) -3 R FLIRNE -4 5] A L) -8-%-1- U-H &
FEACHD) -3 4- S k-2 (1H) —fi[

[4370]  SRAUZFEAF5261M G ko

[4371]  '"HNMR (CDC13) 8ppm:1.65-1.78 (1H,m) ,1.87-1.98 (2H,m) ,2.41-2.45(1H, m) ,
2.54-2.73 (4H,m) ,2.79-2.95 (2H,m) ,3.28-3.36 (1H,m) ,3.47-3.54 (1H,m) , 3.74 (3H,s) ,
3.86-3.95 (1H,m) ,4.01-4.16 (2H,m) ,5.15-5.32 (2H,m) ,6.56 (1H,dd, J=9.2Hz,3.4H) ,
6.73-6.80 (2H,m) ,6.85 (1H,dd,J=12.7Hz,9.1Hz) ,6.94 (1H, d,J=8.6Hz) ,7.10-7.16
(2H,m) ,7.19 (1H,dd,J=8.6Hz,2.4Hz) ,7.37 (1H,d,J= 2.4Hz) .

[4372] 45712

[4373]  5-{[ (BR*,4R") ~1- (4-F—2-F AR IE) -3-FRILWRIE —4-FE | A L) -89 1- (4-F 4,
FEACHD) -3 4- S EEmk-2 (1H) -

[4374]  KAUZFE 55261 G ko

[4375]  'HNMR (CDC13) Sppm:1.65-1.77 (1H,m) ,1.85-1.96 (2H,m) ,2.31-2.35 (1H, m) ,
2.55-2.75 (4H,m) ,2.81-2.93 (2H,m) ,3.36-3.43 (1H,m) ,3.53-3.60 (1H,m) , 3.74 (3H,s) ,
3.84-3.94 (1H,m) ,4.02-4.12 (2H,m) ,5.18-5.30 (2H,m) ,6.56 (1H,dd, J=9.1Hz,3.4H),
6.73-6.79 (2H,m) ,6.80-6.92 (2H,m) ,7.02-7.09 (2H,m) , 7.10-7.16 (2H,m) .

[4376] 25713

[4377]  5-{[ (3R",4R") —1- (4-5(-2, 5~ R IL) —3-FR IR mE -4 JE ] A A2} -8 -1- (4~
PR LT 0E) -3, 4— — S mh—2 (1H) -

[4378]  RAUZFEA5]526 T A ko

[4379]  'HNMR (CDC13) 8ppm:1.55-1.76 (2H,m) ,1.86-1.95 (1H,m) ,2.41-2.49 (1H, m) ,
2.56-2.73 (3H,m) ,2.80-2.89 (2H,m) ,3.33-3.39 (1H,m) ,3.46-3.62 (2H,m) , 3.68 (3H,s) ,
3.96-4.04 (1H,m) ,4.06-4.13 (1H,m) ,5.04-5.16 (3H,m) ,6.70 (1H,dd, J=9.2Hz,3.4H),
6.77-6.84 (2H,m) ,6.98 (1H,dd, J=13.2Hz,9.1Hz) ,7.02-7.13 (3H,m) ,7.50 (1H,dd,J=
12.1Hz,7.1Hz) .

[4380] {5714

[4381]  5-{[1-(3,5-&MLHE-2—3E) —4-FH A JL IR ME -4 FL ] HH A 2L} -89 —1- (4-H 40k
HoH) -3 4- S k-2 (1H) -

[4382] @S W LLUKA T, F5-{[1- (3,5- &ML mE—2-3) —4-F2 FLnRng—4- 5] B 4
B} 8- 1- (U-H AL L) -3, 4- = S Memk-2 (1H) —f (0.35g) SR L% (0.078mL) [N,
N-— R L B iz (TmL) VWD, TR INEALAN (55 % b)) (0.030g) , T HHENE it RE /) W IR &

pi
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W2/ o KT B LA TR R AR, A HLZ LK 5 ER 7K e, LS KR RN T
J s R a2 TR ) o Bk BE R A IR AT 2 ATV (Cbe/ R 1) 24k T 32 (bR R AL 5 4
(0.33g) -
[4383]  'HNMR (CDC13) Sppm:1.80-1.89 (2H,m) ,1.98-2.04 (2H,m) ,2.61-2.68 (2H, m) ,
2.87-2.94 (2H,m) ,3.16-3.26 (2H,m) ,3.32(3H,s) ,3.54-3.61 (2H,m) ,3.74 (3H, s),3.87
(2H,s) ,5.23 (2H,brs) ,6.52 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.79 (2H,m) , 6.83 (1H,dd,]J
=12.7Hz,9.1Hz) ,7.10-7.17 (2H,m) ,7.59 (1H,d,J=2.3Hz) ,8.12 (1H,d,J=2.3Hz) .
[4384]  ZH45|715
[4385]  8-9R—5—{[4- Rk HIL) WRIE-4—Jk ] H AU Bk —1- (- AR ) -3, 4- A ik
~2 (1H) —d
[4386] -70°C. .MM T, T4- ({[8-9—1- U-HHAIEFTIH) -2-8MK-1,2,3,4-PUA %
Whk—5-3 ] AU Ak} HH ) WRIE-1,4- =R IR 1-FUT H4- 4 B (1.50g) B PY SRR (15 mL) ¥
L SBS I0 = 4 EE A B (UMDY SRR ) (6. 05mL) , 3t S M VR & 49/ [R s 4
HEgHRE =R 5, TIREGYHRINEK, UL AR LB ERZER . A IZIK S 3
IKBE, LAIG /K BRER BN T8 , S8 Ja 28 TR i 71l Bk B A AR I E AR 2T (e / G TR &
B) 2k, 15 204 ({[8— J—1- U-FEAIETH) —2-5MK-1,2,3, 4- DY S mph—5- 2 ] U 5k
H) —4- GRIEHIE) WRE-1-F IR 1-8UT i (BEAL G4 A TSR S BN G R .1 (4ml)
W, TR SR IR INANER R / .12 .16 (4ml) o T IR FEZIR A W2/ 5, 2R HA 77 o
5% B i N7k, DLESE AN KIS AT S NTR S Y OABE , UL = S R A BRI R - A
BUZ CLK 5 3K B, LG /KBRER 441152, SR 5 2 TR0 571 , Bk B8 W 1) FH ek Jid 8 A S A v
(PR Jie - — U ot/ R ) 4k 42 Az ik &40 (0. 15g) «
[4387]  'HNMR (CDC13) Sppm:1.54-1.63 (4H,m) ,1.63-1.74 (2H,m) ,2.61-2.67 (2H, m) ,
2.81-2.91 (6H,m) ,3.71 (2H,s) ,3.74 (3H,s) ,3.84 (2H,s) ,5.23 (2H,brs) ,6.55 (1H,dd,]J=
9.1Hz,3.3Hz) ,6.74-6.78 (2H,m) ,6.83 (1H,dd,J=12.7Hz,9.1Hz) , 7.11-7.15(2H,m) .
[4388] %4716
[4389]  5-{[1- (3,5~ ~GNMLIE-2-2%) ~4- GBI L) IRne -4 ] A2 -8-%-1- 4-H
SASEREED) -3, 4- A k-2 (1H) -
[4390]  ZRALZFHEAFI66 T A k-
[4391]  'HNMR (CDC13) Sppm:1.65-1.73 (1H,m) ,1.75-1.82 (4H,m) ,2.60-2.68 (2H, m) ,
2.82-2.89 (2H,m) ,3.28-3.35(4H,s) ,3.74 (3H,s) ,3.77 (2H,brs) ,3.91 (2H,s) , 5.23 (2H,
brs) ,6.56 (1H,dd,J=9.1Hz,3.4Hz) ,6.74-6.79 (2H,m) ,6.84 (1H,dd,J =12.7Hz,9.1Hz) ,
7.11-7.16 (2H,m) ,7.60 (1H,d,J=2.3Hz) ,8.11 (1H,d,J=2.3 Hz) .
[4392]  ZHAIT17
[4393]  [1-(3,5-=&mtrE-2-3) —4- ({[8-9—1- U-H S LI —2-%K-1,2,3,4- VI
IR —5— JE] 42 H ) Wik e —4 -k ] Jlc HH IR Y 16
[4394]  T1-(3,5-—&MtAE-2-35) —4- ({[8-9—1- (4-H L) —2-518-1,2,3,4-14
SR 53 ] S L) F 3E) DRI —4-FF R (0.86g) A1, 4— %% (SmL) ¥, Ms I = 2. 36 fi%
(0.214mL) 58 W R FLBEIBERS (0.331mL) , MR FEILIR G2 /NN o 28 PP 7], TR B
VIR R I B (20mL) , [RIF IR S RV G 157NN o ZE TR BV 7], B ¥R R R R Jis 8 A
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JENTIE (B LR L.1R) ditb i ftbr Btk 54 (0.82¢) -

[4395]  'HNMR (CDC13) Sppm:1.91-2.00 (2H,m) ,2.22-2.30 (2H,m) ,2.61-2.67 (2H, m) ,

2.83-2.89 (2H,m) ,3.09-3.17 (2H,m) ,3.56-3.60 (2H,m) ,3.61 (3H,s) ,3.74 (3H, s),4.08
(2H,s) ,4.64 (1H,s) ,5.22 (2H,brs) ,6.53 (1H,dd,J=9.1Hz,3.3Hz) , 6.74-6.79 (2H,m) ,

6.82 (1H,dd,J=12.7Hz,9.1Hz) ,7.10-7.16 (2H,m) ,7.61 (1H, d,J=2.3Hz) ,8.12(1H,d,]J

=2.3Hz) »

[4396] 45718

[4397]  [1- (3,5~ &MEmE-2-24) —4- ({[8-%—1- U-H AL -2-HK-1,2,3,4- U

bR —5— k] Ak} H ) WIR Mg —4— 28 ] HH i R IR HH

[4398]  DAyK& T, T [1- (3, 5- &M mE-2-28) —4- ({[8-%—1- (U-F AT -2-FM -

1,2,3,4-PUSMEnph—5-3E ] S8 2L} FF L) MR e -4 ] e R IR FR I8 (0. ) AN, N——— F 356 Y i i
(3mL) VA, s IO ¢ (0.061mL) , B WS I A4 (55 % i) (0.032g) , th S MR &4

T ERBEFEANE T RN IS B KT UL AR L TR EE RO IR W A HLE LK

ERAKPEEk, CLIE /K BRER AT , 28 5 28 TRV 71 o R B WO R FHRE IR A E TV (O bt/ LR &

fig) afifh e fEAr 54 (0.31g)

[4399]  'HNMR (CDC13) 8ppm:2.08-2.18 (2H,m) ,2.60-2.68 (4H,m) ,2.81-2.87 (2H, m) ,3.07
(3H,s) ,3.18-3.26 (2H,m) ,3.44-3.51 (2H,m) ,3.64 (3H,s) ,3.74 (3H,s) , 4.18(2H,s) ,5.22
(2H,brs) ,6.51 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.79 (2H,m) , 6.82(1H,dd,J=12.7Hz,

9.1Hz) ,7.10-7.16 (2H,m) ,7.60 (1H,d,J=2.3Hz) ,8.12 (1H,d,J=2.3Hz) .

[4400]  Z545719

[4401]  [1- (3,5~ =& MtmE-2-3) —4- {[ B-#—2-FMK-1,2,3,4- VU Sk -5-255) A L] H

SV WRAE —4-3 ] F R R R R T

[4402] AU 1191 G -

[4403]  'HNMR (CDC13) 8ppm:2.10-2.19 (2H,m) ,2.61-2.71 (4H,m) ,2.97 (2H,t,] =7.7Hz) ,

3.10 (3H,s) ,3.18-3.27 (2H,m) ,3.46-3.53 (2H,m) ,3.66 (3H,s) ,4.23 (2H,s) ,6.46 (1H,dd,

J=9.1Hz,4.0Hz) ,6.90 (1H,t,J=9.5Hz) ,7.48 (1H,brs) , 7.61 (1H,d,J=2.3Hz) ,8.12
(1H,d,J=2.3Hz)

[4404]  Z25145720

[4405]  5-{[4- (B 3E) —1- (3,5~ &ML e —2-3%) ke —4-3E ] 438} 89— 1- (4-F %4

FEACH) -3 4- A k-2 (1H) -

[4406] G5 LLUKA T, T5- {[1- (3,5- &Mt ng —2-55) —4- 3 FLuR g -4- 3] F4R

e} -8-g—1- (4-H A LR IE) -3, 4- A k-2 (1H) —F (0.694g) AN, N— H J H [ fi
(TmL) ¥, s I L8l (55 % JlH) (0.059g) , BLIR &Y T = IBEFE304r 8. LUK HI T,

T SR PR IO = H L R R B FR i (0. 32¢) , IWIE-A Y T AH R R BE R BE 3004, 65 T

FIRAEFE L8NS o T S MR S I A A KA, UL SR S BR 22 BRI - A HLZ LK 5 3

IR, LTC KR B BT 15% , S8 5 28 VBB ¥ 771 e B8 0 R FRE RS S0 A AT V2 (C e/ 1R 2
8) aifbim bR @ik &4 (0.30g) -

[4407]  'HNMR (CDC13) Sppm:1.78-1.87 (2H,m) ,2.06-2.13 (2H,m) ,2.61-2.68 (2H, m)

2.88-2.94 (2H,m) ,3.11-3.19 (2H,m) ,3.53-3.61 (2H,m) ,3.74 (3H,s) ,3.95 (2H, s),4.95
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(2H,s) ,5.23 (2H, brs) ,6.56 (1H,dd, J=9.1Hz,3.3Hz) ,6.73-6.78 (2H,m) , 6.83(1H,dd,J
=12.8Hz,9.1Hz) ,7.10-7.16 (2H,m) ,7.59 (1H,d,J=2.3Hz) ,8.12 (1H,d,J=2.3Hz) .
[4408]  Z%45|721

[4409] 54 —2-[4- ({[8-9—1- (U-H S L) —2-% -1, 2,3, 4-PU S mph—5- 2 ] S 2L }
H L) —4—JR LR e — 125 ] i

[4410]  T-8-9—5-[ (4-FRJENRIE-4-3%) F AL ] -1- (- AL L) -3, 4- & ek -2
(1H) B L& 21 (1.0g) 7K (LOmL) ¥ H , IS INBNESAAL AN/ IE TR (1 mL) A5 ) S5k B 4 &2
Bt DA S e A OZ IR A HLZ DA K B, LAIG/K B B AN T4, S8 J5 28 PR i 51 T
BRI N2, 5- RN (0.463g) JHREREF (0.460g) 5N-H 32—t i g il (5mL) , Vi
BT 100°CHiFE24 /NI o T s SR IS IS A A KV, UL LR G BR 22 O T . B HLZ
PL/K 5 37K ek , LI /K BR R Bl T4, S8 J5 28 B 37 vk B 0 R FHEE R B A 2 v (2
b/ LR ) difb T Az Bk &4 (0.83g) «

[4411]  'HNMR (CDC13) Sppm:1.87-2.01 (4H,m) ,2.02 (1H,s) ,2.63-2.69 (2H,m) , 2.86-2.92
(2H,m) ,3.16-3.25 (2H,m) ,3.28-3.34 (2H,m) ,3.74 (31,s) ,3.82 (2H,s) , 5.24 (2H,brs) ,
6.53 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.79 (2H,m) ,6.85 (1H,dd,] =12.7Hz,9.1Hz) ,7.06
(1H,dd,J=9.1Hz,4.6Hz) ,7.11-7.16 (2H,m) ,7.20-7.25 (1H,m),7.28 (1H,dd,J=7.8Hz,
3.0Hz) »

[4412] 45722

[4413] 54 —2-[4- ({[8-9—1- U-H S LI —2-% -1, 2,3, 4-PU S mph—5- 2 ] S 2L }
L) —4—FR SRR e — 1 - T ik g -3 FR i

[4414] RS FEHIT21TH A Ko

[4415]  'HNMR (CDC13) Sppm:1.82-1.91 (4H,m) ,2.05 (1H,s) ,2.63-2.69 (2H,m) , 2.84-2.91
(2H,m) ,3.42-3.51 (2H,m) ,3.74 (3H,s) ,3.80 (2H,s) ,3.99-4.07 (2H,m) , 5.23 (2H,brs) ,
6.51 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.78 (2H,m) ,6.84 (1H,dd,J] =12.7Hz,9.1Hz) ,7.10-
7.15 (2H,m) ,7.54 (1H,dd,J=7.3Hz,3.1Hz) ,8.24 (1H, d,J=3.1Hz) .

[4416] 45723

(44171 2-[4- (AR —4- ({ (8- —1- (U-H AR —2- -1, 2,3, 4- DU A M k-5
] AR HIE) WRIE - 1-58 ] 59 R i

[4418]  SRAAZFEAFIT201M & ko

[4419]  'HNMR (CDC13) Sppm:1.84-1.94 (2H,m) ,2.13-2.20 (2H,m) ,2.62-2.68 (2H, m) ,
2.88-2.95(2H,m) ,3.02-3.10 (2H,m) ,3.24-3.30 (2H,m) ,3.74 (3H,s) ,3.96 (2H, s) ,4.95
(2H,s) ,5.24 (2H,brs) ,6.56 (1H,dd,J=9.1Hz,3.4Hz) ,6.74-6.79 (2H,m) , 6.84 (1H,dd,J
=12.7Hz,9.1Hz) ,7.03 (1H,dd,J=9.1Hz,4.6Hz) ,7.11-7.16 (2H, m) ,7.19-7.24 (1H,m) ,
7.28 (1H,dd,J=7.8Hz,3.0Hz) «

[4420]  Z%45|724

[4421]  2-[4- (SR —4- ({ (8- —1- (U-H AR —2-8M-1,2, 3, 4- DU A M —5-
] AR L) WRIE - 1-4E ] -5-g it iE-3-F g

[4422] KA 720106 Ko

[4423]  'HNMR (CDC13) Sppm:1.74-1.84 (2H,m) ,2.09-2.17 (2H,m) ,2.61-2.67 (2H, m) ,

230



CN 106795117 B ﬁﬁ HH :I:; 219/355 L

2.86-2.93 (2H,m) ,3.28-3.38 (2H,m) ,3.74 (3H,s) ,3.94 (2H,s) ,3.94-4.01 (2H, m) ,4.97
(2H,s) ,5.23 (2H,brs) ,6.54 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.79 (2H, m) ,6.83 (1H,dd,]J
=12.7Hz,9.1Hz) ,7.10-7.16 (2H,m) ,7.53 (1H,dd,J=7.3Hz, 3.1Hz),8.24 (1H,d,J=
3.1Hz) »

[4424]  Z:2545|725

[4425]  4-F(HE-4- ({[8-9—1- 4-H LRI -2-5K-1,2,3,4-PU ek —5—Jk ] A 2t }
A JS) WRIE - 1-F ER AL T B

[4426]  ZALZFHEAFI5IT A ko

[4427]  'HNMR (CDC13) 8ppm:1.47 (9H,s) ,1.55-1.63 (2H,m) ,2.04-2.09 (2H,m) , 2.63-2.69
(2H,m) ,2.86-2.94 (2H,m) ,3.00-3.20 (2H,m) ,3.74 (3H,s) ,3.90 (2H,s) , 4.05-4.40 (2H,
m) ,5.23 (2H,brs) ,6.45 (1H,dd,J=9.1Hz,3.3Hz) ,6.74-6.79 (2H, m) ,6.84 (1H,dd,J=
12.6Hz,9.1Hz) ,7.10-7.15 (2H,m) »

[4428]  Z515|726

[4429]  4-{[ 8- —2-%M-1,2,3,4- VU Mk -5-3%) S 2L ] HH 22} WRmE -4-H i

[4430]  T4-FHE-4- ({[8-9—1- (- H IR H) —2-54 01,2, 3, 4- DY E M mk-5-2E ] %
Fe} OFIL) IREE-1-FIRAUT B (0.92¢) 5 HE (0.382mL) VRS W, I8 I =9 L 1R
(10mL) , MVRA Y T-65 R T0CHiHE2/ N, SR J5 28 1BV 7 . T AR W i In 1R .18 , LAt
TER RIS EDTIE D) o 8 T 15 B4R BT 7K (20 mL) H, 3 9 I8 SN S AL B8 7K 73 TR
(0.35mL) , LAI 2RI SEAN I P it A T 2 1R AL 54 (0. 46g) -

[4431]  'HNMR (CDC13) Sppm:1.55-1.69 (3H,m) ,2.06-2.12 (2H,m) ,2.65 (2H,t,] =7.7Hz) ,
2.99-3.08 (4H,m) ,3.11-3.18 (2H,m) ,3.94 (2H,s) ,6.42 (1H,dd,J=9.1 Hz,3.9Hz) ,6.92
(I1H,t,J=9.4Hz) ,7.51 (1H,brs) .

[4432] 545|727

[4433]  5-{[1-(2,4- "G RHE) —4- GFRILHI L) WRAE—4-JL ] HH AU 0k ) -89 —1- (4-F R
Ht) -3, 4- S M -2 (1H) —fH

[4434]  DLOKAETR, T1-(2,4- &8 HE) —4- ({[8-9-1- U-H LT —2-54 40 -1,2,
3, 4-PUS MR —5-J ] S 2 ) WRPE—4- IR (397mg) FY DU SRR (8mL) &I+, =
L e (0.104mL) , #2365 BT A NG R £ 156 (0.068mL) , i £ s SR A 40 L/ o 1ok 988 25 B
TUE , TR h A IS AL 8 (7T7mg) 197K (3mL) ¥, ILVE TR T S IR B RE LN o oK F s b
s LA IR R ZEBUZ IR T - A WL L 3R K B, DLIG K IR R BE T8 , 28 TR 5 77 T F2 it A
AL (304mg) o

[4435]  'HNMR (CDC13) Sppm:1.70 (1H,t,J=5.6Hz) ,1.77-1.86 (4H,m) , 2.63-2.66 (2H,m) ,
2.84-2.87 (2H,m) ,3.01 (4H,t,J=5.5Hz) ,3.74 (3H,s) ,3.77 (2H,d,J=5.5Hz) ,3.91 (2H,
s),5.23 (2H,brs) ,6.57 (1H,dd,9.2Hz,3.2Hz) ,6.77 (2H,d,8.7Hz) ,6.85 (1H,dd,J=
12.7Hz,9.1Hz) ,6.96 (1H,d,J=8.6Hz) ,7.13 (2H,d,J=8.6Hz) ,7.18 (1H,dd,J=8.6Hz,
2.5Hz) ,7.36 (1H,d,J=2.5Hz) .

[4436]  Z5145|728

[4437]  (3S%,4S%) —4- ({[8-%-1- (4-HFHEEFTE) -2-FM-1,2,3,4-IU A Mk -5-F£ ] 5
e} HIL) —4-F B -3-F AR IE - 1-F IR AU T e

pidl
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[4438]  F (3S%,4S") —4- ({[8-%—1- U-H &AL -2-54K-1,2, 3, 4- DU S k-5 2 ] 51
Fe) L) -3, 4- R FEURIE - 1-FF R AT G (1. 06g) Y VU AU (10mL) ¥, I AU T B2
9 (0.23g) , TEIRHZIB A Y3050 . T HHFERE , TGP I I 42 (0. 15mL) 5
N—H -2 ML i g B (2mL) , e A T S i P - 28 TR 37, 5k BR W R R I A 2 A
% (Ot G R aitb e Az Bk &4 (0.40g) o

[4439]  'HNMR (CDC13) Sppm:1.48 (9H,s) ,1.68-1.76 (1H,m) ,1.77-1.89 (1H,m) , 2.36-2.42
(1H,m) ,2.60-2.68 (2H,m) ,2.78-3.02 (3H,m) ,3.08-3.19 (1H,m) , 3.33-3.40 (1H,m) ,3.38
(3H,m) ,3.64-3.71 (1H,m) ,3.74 (3H,s) ,3.78-3.90 (1H,m) , 3.91-3.96 (1H,m) ,4.16-4.40
(1H,m) ,5.16-5.28 (2H,m) ,6.52 (1H,dd,J=9.1Hz, 3.4Hz),6.73-6.79 (2H,m) ,6.83 (1H,
dd,J=12.7Hz,9.0Hz) ,7.09-7.16 (2H,m) .

[4440] 2755729

[4441]  8-%—5-{[ (3S",4S") ~4-J2 B 3-H S JE R IE —4 -2 ] F AL ) —1- (4-HR AR ) -
3, 4- & MEmpk-2 (1H) - R R £R

[4442]  RAUZFEAG|456 1A K-

[4443]  'HNMR (DMS0-d6) Sppm:1.71-1.79 (1H,m) ,1.93-2.06 (1H,m) ,2.59-2.60 (2H,m) ,
2.83-3.06 (4H,m) ,3.09-3.19 (1H,m) ,3.25 (3H,s) ,3.56-3.61 (1H,m) , 3.68 (3H,s) ,3.70-
3.76 (1H,m) ,3.99-4.20 (2H,m) ,5.04-5.15 (2H,m) ,5.22 (1H, brs),6.70 (1H,dd,J=9.2Hz,
3.4Hz) ,6.77-6.84 (2H,m) ,7.00 (1H,dd,J=13.0Hz, 9.1Hz) ,7.04-7.10 (2H,m) ,8.76 (1H,
brs) ,8.93 (1H, brs) »

[4444]  Z2545|730

[4445]  5-{[(3S%,4S") —1- (3,5~ G ML mE-2-2) —4-F2 53— F A JE R mE —4 -2 ] FR A0 L) -
8- -1 U-FEEFETEHL) -3, 4- A2 (1H) —

[4446]  FALZFEAFI66 T A k-

[4447]  'HNMR (CDC13) Sppm:1.81-1.87 (1H,m) ,2.03-2.12 (1H,m) ,2.42-2.46 (1H, m) ,
2.61-2.68 (2H,m) ,2.81-2.94 (2H,m) ,2.98-3.05 (1H,m) ,3.15-3.23 (1H,m) , 3.39(3H,s),
3.62-3.69 (2H,m) ,3.72-3.77 (1H,m) ,3.74 (3H,s) ,3.91-4.02 2H,m) , 5.18-5.28 (2H,m) ,
6.55(1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.79 (2H,m) ,6.84 (1H, dd,J=12.8Hz,9.0Hz) ,7.10-
7.17 (2H,m) ,7.62 (1H,d,J=2.3Hz) ,8.13 (1H,d,] =2.3Hz) .

[4448] 45731

[4449]  1-(4-5-2,6- @A) 4 L FEWRIE

[4450]  0°C, T¥R4k & 2k = 2R Bk (1.81g) I DU Sk AR (12mL) ¥, B s Nk T R4
(1.6MO L) (3.05mL) , Bt bE R RIVRA 105 8. TR SR IINI- 4-5-2,6- 5K
5 WRIE-4-M (1) ¥ VUSRI (4mL) Y3, WVR AT iR BRI o F s B s v
MEAEL KB, UL LR LB ZEBUZIE W A HLZ LK 5 EhoK eSS, LLIC/KBRER AN 1% , 24
J& 25T ) TR R R R AR E AT (C e/ 4R LR 2hife T $e gt b Sk &4
(852mg) »

[4451]  'HNMR (CDC13) Sppm:1.61 (3H,d,J=6.9Hz) ,2.26-2.36 (4H,m) , 3.09-3.21 (4H,m) ,
5.25-5.30 (1H,m) ,6.82-6.89 (2H,m) »

[4452] 7545732
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[4453]  1- (-5 2,6 G oREL) —4-[1-F2HE L FE IR g 4%

[4454]  RAUZFEAI504T0 A ko

[4455]  'HNMR (CDC13) Sppm:1.22 (3H,d,J=6.6Hz) ,1.57-1.62 (1H,m) , 1.67-1.81 (3H,m) ,
1.86-1.89 (2H,m) ,3.06 (2H,d,J=11.8Hz) ,3.36-3.44 (2H,m) , 3.60-3.66 (1H,m) ,6.83-
6.90 (2H,m) .

[4456]  Z45|733

[4457]  A-FREZERERR 1-[1- (4-5(-2,6- R L) —4- R LR g -4-34] 2. fig

[4458]  RAUZ 69T A k-

[4459]  'HNMR (CDC13) Sppm:1.26 (3H,d,J=6.4Hz) ,1.50-1.57 (1H,m) , 1.62-1.67 (4H,m) ,
2.46 (3H,s) ,2.95-3.03 (2H,m) ,3.31-3.39 (2H,m) ,4.51 (1H,q, J=6.4Hz) ,6.82-6.89 (2H,
m) ,7.36 (2H,d,J=8.0Hz) ,7.81 (2H,d,J=8.0Hz) .

[4460] 2745|734

[4461]  (3R*,5R") —1- (4-5 2,6 g L) -3, 5~ - FRFLNRIE 4

[4462]  0°C,5/NiFHATE], T1- (4-5-2,6- G A HE) URNE-4-H (5.00g) S5DL-H & R
(0.703g) AN, N- HI L HI Bt fi (50mL) B V7, I N AHE 2R (2.18 @) N, N- F L HA 5k
fii (50mL) VTR, VR & 0T MR IE 40 k2 /NI o K s S VAR N A KA 0K ol A S Ak i K s
W, UL O IR A BOZ R NAR S - A HLZ BA R KB, UG /KB RN T4 , 28 TR 4 571
fEFR BT HEE (50 mL) H, T°0°C, TR R A IR 4 (11) (0.975g) , MIB-A Y T4
I) 8 P B 2/NI o T S RO IS N2 K, DL LR R AL BGZ AT - A HLZE DA TC /KR B Bl T
J  ZENRBEVE R Bk B R FHRE R AL JE ATV (e / 4R 4 B8) Aifb i s hs AL &4 . bk
WEMA T — DAL T~ — 5%,

[4463]  'HNMR (CDC13) Sppm:3.26-3.30 (2H,m) ,3.59-3.63 (2H,m) ,4.57-4.59 (2H, m) ,
6.95-7.00 (2H,m) .

[4464]  Z:545|735

[4465]  (4R*,8R") —6- (4-F-2,6- U REL) —~1-AA-6-FRIB[2.5] Fhi-4,8-

[4466]  AUZ 6231 A ko

[4467]  'HNMR (CDC13) Sppm:2.01 (1H,d,J=10.5Hz) ,2.74 (1H,d,J=8.0Hz) , 2.94 (1H,d,]J
=4.5Hz) ,3.06 (1H,d,J=4.5Hz) ,3.08-3.16 (2H,m) ,3.38-3.43 (1H, m) ,3.50-3.52 (1H,
m) ,3.65-3.70 (1H,m) ,4.12-4.17 (1H,m) ,6.90-6.98 2H,m) -

[4468]  Z515|736

[4469] 8- (4G —2- 5 AFL) —1,4- 5 M2 [4.5]) 28— fiF

[4470] GG TR T-30C, T4-S-2- 98— 1-BICR (1.01mL) B PYSRRAR (20ml) &,
TRV IN2MERAY, S TR BB () DU S0 (4. 29mL) VA, T--30 % -20 CHi kIt IR & 155) 4, 4
ET EIRPEE2/N —5°C, T RN PR N1, 4- A 8 (4. 5] 258 (1.479) , T iR $iE
PR NIR G VD K S SRR N M AL B KB TR, L G IR LR AU R MR & - A
HLZ A 3R K P, ULTC /K BR RN T4 » SR 5 Z8 T v 711) o 5k BE 0 R FRARE I A9 A JE T2 (e /
LR OTR) it s @i &4 (1.16g) .

[4471]1  'HNMR (CDC1s3) Sppm:1.63-1.74(2H,m,) ,1.80-1.91 (2H,m) ,1.97 (1H,d,] =
4.2Hz) ,2.04-2.16 (2H,m) ,2.26-2.39 (2H,m) ,3.99 (4H,t,J=2.3Hz) ,7.07 (1H, dd,J=
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12.0Hz,2.1Hz) ,7.12 (1H,dd,J=8.5Hz,2.2Hz) ,7.48 (1H,t,]=8.7Hz) .

[4472] 245737

[4473]  4- (4-E2-FFE) —4-[ U-FE IR FHL]I O

[4474]  GAHE CLUKAHIT , T8 (- -2-9 R L) -1, 4- A 408 [4. 5] % -8-IF
(6.51g) HIN,N-—HI L HI Bt iz (65mL) ¥, s N A (50% i) (2.18g) , ILIR-G T
FEIF IR PP 43073 8 TR AW IS INa—S—4-F ALK (6. 16 mL) , BbIEW T B HE3
NI K S RPN KA, B AR G BE ZE BRI W A ALZ A 3R /K% LLIG /K IR ER AT 15
IR G 2RI o B B8 W R PR 8 A JE AT v Al T 4 1 2 1 8- (4- -2 R k) —8-
[ (4-F AR IE) ST -1, 4- S Z4 08 (4. 5] 28)5% (9. 06g) o i Z M iA T VY W (130mL)
H, TV VR R S DISNER R (33mL) , T = IR AW R IR G5 /NI o 44 BBV 3N ik IR A 7K T
W, DGR O BR A HOZIE I - A HLZ DA Eh /KB, UG /KB RN T4, S8 5 78 T4 771 o Bk
YR ARE S K 2T (B e/ 1R 1)) Aifk i b L &9 (7.64g)

[4475]  '"HNMR (CDC13) Sppm:2.21-2.42 (4H,m) ,2.55-2.66 (2H,m) ,2.76-2.90 (2H, m) ,3.81
(3H,s) ,4.23 (2H,s) ,6.85-6.93 (2H,m) ,7.13 (1H,dd,J=11.7Hz,2.1Hz) , 7.17 (1H,m) ,
7.22-7.29 (2H,m) ,7.40 (1H,t,J=8.5Hz) »

[4476]  Z5145|738

[4477]  6- (A5 -2- 5 R -6-[ - AT A ] -1-A 4R [2.5] e

[4478] KA FI623 1A k-

[4479]  'HNMR (CDC13) Sppm:1.15-1.23 (2H,m) ,2.15-2.26 (2H,m) ,2.29-2.38 (2H, m) ,
2.38-2.50 (2H,m) ,2.71 (2H,s) ,3.81 (3H,s) ,4.12 (2H,s) ,6.84-6.93 (2H,m) , 7.05-7.13
(1H,dd,J=11.7Hz,2.1Hz) ,7.13-7.18 (1H,dd,J=8.4Hz,2.1Hz) , 7.22-7.30 (2H,m) ,7.38
(1H,t,J=8.5Hz) »

[4480] 27515739

[4481]  4-G-2-5-1- {1-[ U-H AR AE) U0 ] —4- T H L3R O 2 ) O

[4482] GRS T, TIRACH 3E =Z5 585 (5.59¢) VUSRI (42mL) BF 0, I s T
B8 (1.55g) , SR AT EEMFE VNS . FIRAW R 4- - -2 H) -4-[ (4-HF
ASETRRL) EAE IR (4.36g) MIVUE LR (10mL) &3, MR BREY) T =\ B 7
B R RABEIN KA, LR R R BGZ AT - A HLZE AR K P35 , DL KRR T4, S8 J5
NPV B A L I A E TR (St 4 1R 4 Tg) 24k 1 £ it br B4k & 4
(3.90g) -

[4483]  'HNMR (CDC13) Sppm:1.86-2.00 (2H,m) ,2.17-2.27 (2H,m) ,2.30-2.40 (2H, m) ,
2.52-2.64 (2H,m) ,3.80 (3H,s) ,4.16 (2H,s) ,4.65-4.71 (2H,m) ,6.83-6.90 (2H, m) ,7.08
(1H,dd,J=11.8Hz,2.1Hz) ,7.10-7.16 (1H,m) ,7.21-7.28 (2H,m) ,7.36 (1H,t,J=8.5Hz) .
[4484]  Z2545|740

[4485]  4- (4-F—2-F KL —1- GRILH ) —4-[ U-HE L) JHE IO E

[4486]  FA-S-2-5-1-{1-[ 4-FF AT EHE]-4- T HEA D) 2K (0.30g) TR/
/K (6mL/1.5mL) JETR T, % INN-FE LS5k (0. 24¢) 58 ALK B E AL FIT (F&E:7%)
(0.030g,8.31uM) , It NIRGY) T iR S HE I o 1 98 KRR AW, A 98T . T 5B
HnK , LA TR O BR A HOZIE T - A HLZ DA 3R KB, DAIC /KR BREA T4 , S8 J5 2 TR 4L 71 o
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B B PR FRE R AR E AT (O e/ R U T8) Alifb i $e A ik 54 (0. 28g)

[4487]  'HNMR (CDC13) Sppm:1.51-1.68 (2H,m) ,1.69-1.86 (2H,m) ,1.86-2.30 (6H, m) ,3.49
(0.6H,d,J=5.1Hz) ,3.63 (1.4H,d,J=5.4Hz) ,3.80 (3H,s) ,4.09(0.6H, s),4.14 (1.4H,
s),6.83(2H,m) ,7.09 (1H,dd,J=11.9Hz,2.1Hz) ,7.13 (1H,dd,] =8.4Hz,2.1Hz) ,7.17-
7.28 (2H,m) ,7.32-7.42 (1H,m) .

[4488] S {5|741

[4489]  A-F L IRAEER (i-4- (4-F-2- % R E) -1 H-4- [ -HFEETRE) A1 F A
5} H g

[4490]  RAUZSHEAFI697 1 G ik o

[4491]  'HNMR (CDC13) 8ppm:1.61-1.71 (2H,m) ,1.80-2.00 (4H,m) ,2.11 (1H,s), 2.12-2.23
(2H,m) ,2.45 (3H,s) ,3.80 (3H,s) ,4.04 (2H,s) ,4.10 (2H,s) ,6.82-6.89 (2H,m) ,7.05-7.15
(2H,m) ,7.18-7.22 (2H,m) ,7.31 (1H,t,J=8.5Hz) ,7.36 (2H,d, J=8.0Hz) ,7.76-7.84 (2H,
m) o

[4492]  ZH%45|742

[4493]  (3s,65) —6— (4~ —2- 5 R EL) —6-[ (- AT FIE]-1-H 8 [2.5] 4t
[4494] TR, PiFEA-F HEOREETR (IT-4- (4-F-2-3 R 2E) - 152 A -4-[ (4-H A R D)
AR EE) HIER (1.09g) H51,8- &AM [5.4.0] 1+ 4% (0.36mL) 1) L PR L Bis (11mL)
VB W [ RERABI N K BA SR & B A BV TR - A HILJZ DA 2R 7K B, LA /K Bt BR 4
TJak R 5 7R RV 7 o Bk BE MR AR IR AR B AT (O bt/ G BR . Ti8) b T it br i ik &
) (0.68g) .

[4495]  'HNMR (CDC13) 8ppm:1.21-1.34 (2H,m) ,2.07-2.19 (2H,m) ,2.32-2.47 (4H, m) ,2.67
(2H,s) ,3.81 (3H,s) ,4.16 (2H,s) ,6.83-6.92 (2H,m) ,7.11 (1H,dd,J= 11.8Hz,2.1Hz)
7.13-7.20 (1H,m) ,7.22-7.30 (2H,m) ,7.40 (1H,t,J=8.5Hz) .

[4496]  Z545|743

[4497] 8- (4-F-2-F AHE) -1,4- " SE B [4.5] %-T-H5

[4498]  G/SAE T, THiRMEEES- -G —2-AEIE) -1, 4- 4 Z M8 [4. 5] Z5-8-1% (0. 30
g) SEEA (P A FE BRI FL i 2E) = 28 (0.50g) M VY S MEIR (6mL) VA 1/NSF o 5 ROV W
BINKH, P TR L BE R BUZIE T - A HLZ DL 3R KB 5% , DL K BRBR T 18 , SR J5 28 T p v
) o 5 B R R RS R 2T (S e/ 2R 2 8) Ak i $e At Ar Bifk &4 (0. 25g) .

[4499]  'HNMR (CDC13) Sppm:1.90 (2H,t,J=6.5Hz) ,2.44-2.49 (2H,m) , 2.57-2.63 (2H,m) ,
3.99-4.05 (4H,m) ,5.83-5.87 (1H,m) ,7.03-7.09 (2H,m) ,7.19 (1H,t,J=8.4Hz) .

[4500] ZF1{5|744

[4501] 8- (4-5H—2-% 4K —1,4- S B [4.5] 28 )¢

[4502] @SS E T, F8- (- -2-FAKH) —1,4- A FMR[4.5]28-7-1% (1.182) M 2.
g (12mL) ¥, s i A6 4 (60mg) , S AUAE R, T2 iR B HE S B IR A YT /NN o I 8 2
BR ANV I IR G 8T - 5% B8 VDR FHRE IR AL E MV (O bt/ 4R . T8) ahifb T it br iifh &
) (0.60g) .

[4503]  'HNMR (CDC13) Sppm:1.63-1.92 (8H,m) ,2.82-2.94 (1H,m) ,3.98 (4H,s) , 7.04 (1H,
dd,J=10.1Hz,2.1Hz) ,7.07 (1H,dd,J=8.3Hz,2.0Hz) ,7.19 (1H,t,] =8.2Hz) .

pidl
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[4504] 451|745

[4505]  4- (4-S—2-F A 3E) BA LB

[4506] T =i, MEFES- (4-E-2-F A IE) -1,4- ~ MR [4.5] %8 )¢ (2.95g) 55N #Hh#g
(15mL) B VY E R (59mL) ¥R 57NN, SR i3 (1A NG /N o A i ISR, 15 B8 40 v s ik
R KIS, UL R O BR A B W A W2 B ER KB » LG /KRR B 1158 , S8 i 28 Tl
TR TR B R R IR R 2T (e / 2R . T8) itk 2 i hr itk &4 (1.95¢) .

[4507]  'HNMR (CDC13) Sppm:1.81-2.02 (2H,m) ,2.13-2.27 (2H,m) ,2.45-2.60 (4H, m) ,
3.26-3.39 (1H,m) ,7.02-7.20 (3H,m) -

[4508] S {5|746

[4509]  4-S-2-%-1- - HEIF O IE) %

[4510]  SRAUZFE 7391 A K-

[4511]1  'HNMR (CDC13) Sppm:1.44-1.59 (2H,m) ,1.83-1.99 (2H,m) ,2.09-2.24 (2H, m) ,
2.38-2.47 (2H,m) ,2.94-3.05 (1H,m) ,4.68 (2H,t,J=1.7Hz) ,7.03 (1H,dd,J= 10.1Hz,
2.1Hz) ,7.06 (1H,dd,J=8.3Hz,2.1Hz) ,7.12 (1H,t,J=8.1Hz) .

[4512] 75451747

[4513]  4- (4-F—2-9REL) —1- GBS MOl

[4514] RS HITA0M A Ko

[4515]  'HNMR (CDC13) Sppm:1.40-1.65 (4H,m) ,1.68-1.78 (0.5H,m) ,1.78-1.91 (2.5H,m) ,
1.91-1.99 (1.5H,m) ,1.99-2.11 (1.5H,m) ,2.76-2.99 (1H,m) ,3.48(0.5H, d,J=5.9Hz) ,
3.70(1.5H,d,J=5.9Hz) ,7.00-7.25 (3H,m) -

[4516] 7515748

[4517] AR L 2RRETR [Ii-4— (A-S-2-F R 5E) -1 - B O R F g

[4518]  DLUKAEIT, T4- (A-F-2- R HE) —1- GREH L) SO BE (1.96¢) I & H i
(20mL) Y, A ) B 2R AR A (1. T4e) 5N, NN N’ DU -1, 3— P % (2.52mL) , it
VBT AE FR B4 HE 3/ o T S B H oK, BL & e A BOZ I W - A HLZ BL G K
FRANT-18 , IR 5 28 BB vA 1) Bk B ORI A IR E AT IR ATV (e / LR L) SiAn T R A bR i
&4 (0.45¢) .

[4519]  'HNMR (CDC13) Sppm:1.39-1.52 (2H,m) ,1.63-1.73 (2H,m) ,1.75-1.92 (5H, m) ,2.46
(3H,s),2.71-2.87 (1H,m) ,3.87 (2H,s) ,7.02 (1H,dd,J=10.1Hz,2.1Hz) , 7.07 (1H,dd,J=
8.4Hz,1.9Hz) ,7.18 (1H,t,J=8.2Hz) ,7.37 (2H,d,J=8.1Hz) , 7.77-7.85(2H,m) »

[4520] S 45749

[4521]  A-FA LG [ R—4- (45023 2R 3E) -1 - FL 3R L L ] F g

[4522]  DLUKAET, T4- (A-F-2- R HE) —1- GREH L) SO BE (1.96g) 1 =& H i
(20mL) Y, A ) B 2R AR A (1. 74g) 5NN N N D 3E-1,3- 7§ —f% (2.52mL) , T
FEIFIIRBE , T4k S SOVR A 3/ o T [ R H naK , LA =& e 2 OZ I - A HLZ BA e K
TR BN T8, S8 J5 28 IR BV 77 5k B R FRE SRS A IE AT (e / LR 4. TiR) Ak 3 it bn
BALE) (1.97g) »

[4523]  'HNMR (CDC13) Sppm:1.29-1.44 (2H,m) ,1.51-1.68 (2H,m) ,1.71-1.85 (2H, m) ,
1.88-2.02 (2H,m) ,2.17 (1H,s) ,2.46 (3H,s) ,2.72-2.83 (1H,m) ,4.12 (2H,s) , 6.96-7.11
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(3H,m) ,7.38 (2H,d,J=8.0Hz) ,7.79-7.89 (2H,m) .

[4524]  Z7545750

[4525]  (3r,6r) —6- (-G -2-F A %) -1 B [2.5] k¢

[4526] KA FEHITA2T A Ko

[4527]  'HNMR (CDCl1s) Sppm:1.33-1.48 (2H,m) ,1.62-1.77 (2H,m) ,1.94-2.15 (4H, m) ,2.66
(2H,s) ,2.85-2.97 (1H,m) ,7.03 (1H,dd,J=10.1Hz,2.1Hz) ,7.07 (1H, dd,J=8.4Hz,
1.9Hz) ,7.16 (1H,t,J=8.1Hz) »

[4528]  Z%1{5|751

[4529]  (3s,6s) —6- (4—5—2-9 A IL) — 1A M2 [ 2. 5] ¥ )5t

[4530]  RAUZFEHITA2TH A Ko

[4531]  'HNMR (CDC1s) Sppm:1.32-1.43 (2H,m) ,1.77-1.95 (4H,m) ,2.01-2.16 2H, m) ,2.71
(2H,s) ,2.88-3.00 (1H,m) ,7.05 (1H,dd,J=10.1Hz,2.1Hz) ,7.10 (1H, dd,J=8.4Hz,
2.3Hz) ,7.21 (1H,t,J=8.2Hz) .

[4532] 2715752

[4533] 5 {[Jii-4- (4-F-2-FH K - 1-FBEF O] FEH A -8-F-1- U-HFEHHEFH) -
3, 4- A k-2 (1H) - A

[4534]  RAUZ 4531 A K

[4535]  'HNMR (CDC13) Sppm:1.56-1.66 (2H,m) ,1.70-1.79 (2H,m) ,1.85-1.99 (5H, m) ,
2.62-2.70 (2H,m) ,2.81-2.93 (3H,m) ,3.74 (3H,s) ,3.77 (2H,s) ,5.24 (2H,brs) , 6.52 (1H,
dd,J=7.3Hz,3.4Hz) ,6.73-6.79 (2H,m) ,6.84 (1H,dd,J=12.7Hz,9.1 Hz) ,7.05 (1H,dd,J
=10.1Hz,2.1Hz) ,7.10(1H,dd,J=8.5Hz,1.9Hz) ,7.12-7.15 (2H,m) ,7.23 (1H,t,J=
8.0Hz) .

[4536] 215753

[4537]  5-{[4- (4-S-2- 9 R I) O -1-Jh-1 -] AL -89 —1- (4-H A LR L) -3,
4— TEEH-2 (1H) -Ff{

[4538]  RAZZE 55951 A ko

[4539]1  'HNMR (CDC13) Sppm:1.76-1.90 (1H,m) ,1.90-2.00 (1H,m) ,2.10-2.31 (3H, m) ,
2.31-2.41 (1H,m) ,2.60-2.69 (2H,m) ,2.83-2.97 (2H,m) ,3.05-3.19 (1H,m) , 3.73(3H,s) ,
4.35(2H,s) ,5.23 (2H,brs) ,5.82-5.90 (1H,m) ,6.52 (1H,dd,J=9.1 Hz,3.4Hz) ,6.71-6.79
(2H,m) ,6.82 (1H,dd,J=12.8Hz,9.1Hz) ,7.00-7.11 (2H, m) ,7.10-7.18 (3H,m) -

[4540]  Z7% {5754

[4541]  5-{[ (1R*,2R",4R") ~4- (4-S-2- 9 R HE) -1, 2- R IR L ] I AU ) -8 -1
(4- FEFETHEL) -3, 4 AEmk-2 (1H) -

[4542]  RAUZFEHITA0M A Ko

[4543]  'HNMR (CDC1s) Sppm:1.62-1.74 (2H,m) ,1.77-1.93 (2H,m) ,1.93-2.08 (2H, m) ,2.20
(1H,d,J=5.8Hz) ,2.48 (1H,d,J=0.7Hz) ,2.61-2.71 (2H,m) ,2.81-3.00 (3H,m) ,3.74 (3H,
s),3.88-3.93 (1H,m) ,3.94 (2H,s) ,5.14-5.34 (2H,m) ,6.56 (1H, dd,J=9.1Hz,3.4Hz) ,
6.73-6.79 (2H,m) ,6.85 (1H,dd,J=12.7Hz,9.1Hz) ,7.06 (1H,dd,J=10.1Hz,2.1Hz) ,
7.09-7.16 (3H,m) ,7.21 (1H,t,J=8.1Hz) .

H
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[4544] 45755

[4545]  5-{[ (1R*,2R*,4S%) —4- (4~ -2-F AR H) -1, 2- BN OB HHE L -85 -1-
(4- WAEFETEHL) -3, 4- A k-2 (11) -

[4546]  SRAUZFEAFIT401M & ko

[4547]  'HNMR (CDC13) Sppm:1.58-1.67 (1H,m) ,1.78-1.94 (3H,m) ,1.98-2.15 (2H, m) ,
2.56-2.69 (4H,m) ,2.83-2.92 (2H,m) ,3.31-3.42 (1H,m) ,3.74 (3H,s) ,4.04 (2H, s) ,4.08
(1H,brs) ,5.24 (2H,brs) ,6.56 (1H,dd, J=9.1Hz,3.4Hz) ,6.73-6.80 (2H, m) ,6.86 (1H,dd,
J=12.6Hz,9.1Hz) ,7.00-7.09 (2H,m) ,7.09-7.17 (3H,m) »

[4548] 25756

[4549] 5 ({4- (4-F-2-9 R HE) —4- [ U-H AL AR RO - 11128 H AR 8-
-3, 4- A k-2 (1H) — iR

[4550]  SRALLZ 55951 A ko

[4551]  'HNMR (CDC13) Sppm:1.86-2.01 (1H,m) ,2.25-2.44 (3H,m) ,2.54-2.62 (2H, m) ,
2.63-2.82 (2H,m) ,2.96 (2H,t,J=7.7Hz) ,3.79 (3H,s) ,4.17 (2H,s) ,4.39 (2H, brs),5,78
(1H,brs) ,6.42 (1H,dd,J=9.1Hz,4.0Hz) ,6.77-6.94 (3H,m) ,7.05-7.15 (2H,m) ,7.15-
7.20 (2H,m) ,7.29 (1H,t,J=8.6Hz) ,7.51 (1H,brs) »

[4552] 245|757

[4553]  5- ({ (1R*,2R") ~4- (4-F—2-F AR IE) —1,2- R H-4-[ U-HEIEFTR) H&E]-HD
F} AR IE) -89 -3, 4- A Mk -2 (1H) — i

[4554]  RAUZZEHITA0M A Ko

[4555]  '"HNMR (CDC13) Sppm:1.77-2.46 (6H,m) ,2.48-2.69 (4H,m) ,2.78-2.95 (2H,m) ,3.81
(3H,s),3.93(1H,d,J=8.9Hz) ,4.00 (1H,d,J=8.9Hz) ,4.10 (2H, s) ,4.19-4.33 (1H,m) ,
6.49 (1H,dd,J=9.0Hz,3.9Hz) ,6.80-6.95 (3H,m) , 7.09-7.24 (4H,m) ,7.33-7.42 (1H,m) ,
7.51 (1H,brs) .

[4556] 2715758

[4557]  (1R*,2R*,5S™) —5— (4-&-2-F A& 3E) —2- {[ (8-F—2-5AM-1,2,3,4- VY S MMk -5
F) EEE] I 2R -5 [ (- SRR AL AR S

[4558]  F5- ({ (IR",2R") —4- (-5 —2-FAREE) -1, 2- =R 3 -4-[ (A-HFE TR A HE] N
O} FHARE) -8-9R -3, 4- &Mtk —2 (1H) — i (1.39g) HIMLRE (14ml) S, IS IN L BRI
(0.28mL) , 52 SR A4 F50°C 260 °CHEPEA /N 3 [ REBUBI N K, B 2R 2 s 2 HLi%
WA HLIZ DL ER /K B, UG /KB RN T4, SR 5 28 TR 771 o ik BR W0 R A ek I8 A = AT
7 (CR R/ R CGER) ditb i fiAz Bk &4 (0.67g) -

[4559]  'HNMR (CDC13) Sppm:1.70-1.80 (1H,m) ,2.07 (3H,s) ,2.14-2.22 (2H,m) , 2.23-2.25
(1H,m) ,2.27-2.37 (1H,m) ,2.38-2.52 (3H,m) ,2.58 (1H,dd, J=12.9Hz, 4.3Hz),2.72-2.91
(2H,m) ,3.73-3.88 (5H,m) ,4.06 (1H,d,J=10.3Hz) ,4.39 (1H, d,J=10.3Hz) ,5.49 (1H,dd,
J=11.6Hz,4.4Hz) ,6.41 (1H,dd,J=9.1Hz,3.9 Hz) ,6.81-6.92 (3H,m) ,7.12 (1H,dd,J=
11.6Hz,2.0Hz) ,7.15(1H,dd,J=8.4Hz, 2.1Hz) ,7.27-7.32 (2H,m) ,7.38 (1H,t,J=
8.4Hz) ,7.54 (1H,brs) »

[4560] 215759
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[4561]  (1R*,2R*,5R*) —5— (4-&~2-F A& 3E) —2- {[ (8-F—2-5AM-1,2,3,4- VY S MMk -5
£ EEIH ) - A5 [ -HEETTR) S 2RO

[4562]  F5- ({ (AR*,2R") —4- (-5 —2- A AE) -1, 2- R 3 -4-[ (A-HFE TR A HE]
LR} FHAEE) -8-90 -3, 4- &Mk —2 (1H) - (1.39g) HIMLRE (14ml) W, IS IN 4 BRI
(0.28mL) , 2 NV AT 50-60 C Bt Rk 4 /N s S R BN K DL 2R 2, TS RE HY 1% ¥
A HLZ UL ER /KB  LAIG /KB BR 8T 15 , SR 5 28 1R B V45 77« 5k B 40 ) PR e 78 A 2 AT v
(A& B/ O 2 T8) it s thas @54 (0.29g) »

[4563]  'HNMR (CDC13) Sppm:1.50-1.64 (1H,m) ,1.81-1.92 (1H,m) ,2.08 (3H,s) , 2.15-2.34
(3H,m) ,2.48-2.73 (5H,m) ,2.84-2.94 (1H,m) ,3.73 (2H,s) ,3.78 (3H,s) , 4.04 (1H,d,J=
10.4Hz) ,4.19(1H,d,J=10, .4Hz) ,5.10 (1H,dd,J=12.0Hz,4.4 Hz) ,6.34 (1H,dd,J=
9.1Hz,3.9Hz) ,6.79 (3H,m) ,7.08-7.15(2H,m) ,7.17 (1H, dd,J=11.9Hz,2.1Hz) ,7.24 (1H,
dd,J=8.5Hz,2.1Hz) ,7.48 (1H,brs) ,7.71 (1H, t,J=8.5Hz) .

[4564] 25760

[4565]  4- (4-F—2-F REE) —4-F L R —H Iy

[4566]  [BIINF#A4-SH-2-F AR 2 (10.00g) N ER H g (53. 1mL) 5 A A AL 3 =
Fe4 (Triton B) (2.68mL) 19 M (200mL) 8/ o W 4 s LR T3k B3 M VR IN2NER R
B DA — AR EL, FoA HLZ LK SR BR B /K A R 0, LA /K R BR AN T4, 2R 5 28 1w
AT AR A (20.2 @) .

[4567]1  'HNMR (CDC13) Sppm:2.10-2.23 (2H,m) ,2.29-2.43 (2H,m) ,2.46-2.66 (4H, m) ,3.62
(6M,s) ,7.06-7.30 (2H,m) ,7.50 (1H,t,J=8.5Hz) .

[4568] 215|761

[4569] 5 (4-F—2- 9 AR HE) -5-FIE 2 A IR IR H s

[4570] G AUSELT0°C, T4- (4-F-2- R k) 45 PR R —H ik (20.15g) HI1,2-
THE I 2 (202mL) I, R INEALAN (50% JhH) (8.49g) , IRA W T AR LR B kS
OEP BE T IR0 80, AR5 BRI T /NI o B S ST RN A AN &AL S K I i
PL 2R £ TR A B R MR G ) « A HLZ L ER K ek 5 DL IC /K B BR A1 T » S8 J5 28 VBB V45 711
5 BRI R IE A 2TV (D bt/ O IR £ 18 Ak R AL bR B 54 (14.04g) -

[4571]1  'HNMR (CDC13) Sppm:2.23-2.54 (3H,m) ,2.66-2.89 (2H,m) ,3.01-3.17 (1H, m) ,3.79
(3H,s) ,7.15-7.26 (2H,m) ,7.38-7.50 (1H,m) ,12.25 (1H,s) -

[4572]  Z%A45|762

[4573]  1- (-5 -2- 5K L) ~4-MEAR B F G

[4574]  F-5- (4-F-2-F AR L) 5B -2 A O e R IR Y I (14 04.g) ) — I L AR
(112mL) V¥R, TRINE AL SN (14.04g) 57K (18mL) , I [ B VRA 40T+ 140°C 2150 °C i £1:8/)N
I o DOZK T BV , A &R & BR ZE BUZIE R - A ALz LA R 7K B8 DL /K BRI N 158, SR J5 2%
TRV 7 o B R VDR I IE AT JE2 A (Tbe/ SR L li) 2l A 32 s @Ak &4 (10. 2g) »
[4575]  'HNMR (CDC13) Sppm:2.34-2.45 (2H,m) ,2.51-2.65 (4H,m) ,2.84-2.98 (2H, m) ,
7.18-7.25(2H,m) ,7.48 (1H, t,J=8.5Hz) .

[4576] 215763

[4577]  (3r,6r) —6- (4-F—2- 3 AR HE) 1A RIR[2. 5] Fhi-6-H i
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[4578] KA 6231 A k-

[4579]  'HNMR (CDC1s) Sppm:1.35-1.49 (2H,m) ,2.23-2.34 (4H,m) ,2.45-2.60 (2H, m) ,2.78
(2H,s) ,7.13-7.24 (2H,m) ,7.41 (1H,t,]=8.6Hz) .

[4580] &% {|764

[4581] 8- (4-5—2-F IK3E) 8- FHEFE-1,4- S 02 [4.5] 28 )¢

[4582] @A T0C, T8 (-2 AL —1,4- 5 4% [4.5] 28-8-1% (2.00g) 1]
N, N-2 R R R G fi (20mL) W, s I A8 (50 %6 3l ) (0.670g) , T-AH IR E , it /e )37
TRAE Y3050 8h . B35 TR &9 R S I AR J5¢ (0. 868mL) , IV VR T~ Z IR I RE LN o 4 S MLV
FINIKH, L ATR L B R BUZ AT - A HLE LA SR K BE SR, LI /K IR BR A T4, S8 I 28 1R 0
7o BR B WA R R AR JE AT (C bt/ 2R L TR) 4l i # fthr itk &4 (1.98g) «

[4583]  "HNMR (CDC13) 8ppm:1.60-1.70 (2H,m) ,1.93-2.05 (2H,m) ,2.05-2.21 (4H, m) ,3.07
(3H,s) ,3.88-4.04 (4H,m) ,7.00-7.09 (1H,dd,J=11.8Hz,2.2Hz) ,7.11 (1H,m) ,7.31 (1H,
t,J=8.5Hz) .

[4584]  ZFA5|765

[4585]  4- (4-F—2-F KL —4-HEH AN

[4586]  RAUZ | TASTI A Ko

[4587]  '"HNMR (CDC13) Sppm:2.20-2.39 (4H,m) ,2.42-2.55 (2H,m) ,2.70-2.84 (2H, m) ,3.19
(3H,s) ,7.11 (1H,dd,J=11.8Hz,2.1Hz) ,7.15-7.20 (1H,m) ,7.34 (1H,t, J=8.5Hz) »
[4588] 514766

[4589]  4-G-2-%-1- (1-F R4 H DI K

[4590]  RAUZZE | T39TM A k-

[4591]  '"HNMR (CDC13) Sppm:1.83-1.99 (2H,m) ,2.12-2.28 (4H,m) ,2.41-2.56 (2H, m) ,3.11
(3H,s) ,4.68 (2H,t,J=1.7Hz) ,7.06 (1H,dd,J=11.8Hz,2.1Hz) , 7.09-7.15(1H,m) ,7.30
(1H,t,J=8.5Hz) »

[4592]  ZFEA5|767

[4593] 4 (4-F—2- 9 ARHE) —1- RIS —4-H A Ol

[4594]  SRAUZFEAFIT401M & ko

[4595]  'HNMR (CDC1s) Sppm:1.46-1.64 (1H,m) ,1.67-2.25 (9H,m) ,3.05 (1H,s), 3.10 (2H,
s),3.51(0.6H,d,J=5.2Hz) ,3.63 (1.4H,d,J=5.6Hz) ,7.00-7.17 (2H, m) ,7.28-7.36 (1H,
m) o

[4596] =25 1{5]768

[4597] 4R L IEREREG [ [0 —4— (4-E-2-F A HE) -1 - —4- WA L3R O 3L ] W g

[4598] F4-(4-F-2-FAKE) -1- REFE) 4-FEENR D (1.48g) 19 & H &
(15mL) Y& AN, NN N DY -1, 3-8 % (1.704mL) 5% 2R & (1. 17g) , Ik
RGP T ZBIRBFE LN o T BRI K, L& 2 BUZ IR - A HLZ L
IKIRER BN T 152, AR 5 28 BB 7 77 TR B ORI IR A 2 ATV (B e/ TR 4.8 2itb i B it
PR &4 (0.53g) -

[4599]1  "HNMR (CDC13) Sppm:1.49-1.62 (2H,m) ,1.65-1.78 (2H,m) ,1.80 (1H,s), 1.97-2.03
(2H,m) ,2.09-2.22 (2H,m) ,2.46 (3H,s) ,3.00 (3H,s) ,3.89 (2H,s) ,7.06 (1H,dd,J=
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11.8Hz,2.1Hz) ,7.09-7.15 (1H,m) ,7.28 (1H,t,J=7.9Hz) ,7.37 (2H, d,J=8.0Hz) ,7.77-
7.85(2H,m) »

[4600] 27515769

[4601]  4-FHEIORMIR [I-4- (4-F 23R 2k) -1 Bk -4-F A R O A ) H R

[4602] F4-(4-F-2-FAKEE) -1- REFE) 4-FEENR I (1.48g) 19 & H &
(15mL) R IS IIN NN N =P 31, 3- P i (1. 704mL) 500 H 2R Ak & (1. 173g)
IR SR AT Z R e LN o T RO A A8 nER 7K, L = & e A BRI W A HLZ B
ToIKBRER BN T-15e , SR J5 78 TR0 77 7k B8 DR R B AT IE AT (2 5t/ LR . TR) Al AT 4
fhr @ &Y (1.41g) &

[4603]  'HNMR (CDC13) 8ppm:1.60-1.69 (2H,m) ,1.73-1.93 (4H,m) ,1.98-2.08 (2H, m) ,2.11
(1H,s) ,2.45(3H,s) ,3.06 (3H,s) ,4.04 (2H,s) ,7.06 (1H,dd,J=12.2Hz, 2.2Hz),7.12(1H,
dd,J=8.5Hz,2.2Hz) ,7.25 (1H,t,J=8.5Hz) ,7.33-7.40 (H, m) ,7.76-7.85 (2H,m) -
[4604] 7545|770

[4605]  (3r,6r) —6- (4~ —2- % ARIHEL) -6-FH A I 1-A 44 [2.5] F 4t

[4606]  SRAUZFEAFIT421M G ko

[4607]  'HNMR (CDC13) Sppm:1.11-1.22 (2H,m) ,2.09-2.26 (4H,m) ,2.31-2.43 (2H, m) ,2.72
(2H,s) ,3.09 (3H,s) ,7.09 (1H,dd,J=11.8Hz,2.1Hz) ,7.13 (1H,dd,J= 8.5Hz,2.2Hz) ,
7.31(1H,t,J=8.5Hz) .

[4608]  ZEA5|771

[4609]  (3s,6s) —6- (4~ -2- % ARHEL) -6-FH A I 1-A 44 [2.5] Fht

[4610]  SRAUZFEAFIT421M0 & ko

[4611]  'HNMR (CDC1s) Sppm:1.12-1.30 (2H,m) ,1.97-2.13 (2H,m) ,2.18-2.35 (4H, m) ,2.66
(2H,s) ,3.12(3H,s) ,7.08 (1H,dd,J=11.8Hz,2.1Hz) ,7.14 (1H,dd,J= 8.5Hz,2.1Hz) ,
7.34(1H,t,J=8.5Hz) »

[4612]  Z5A5|772

[4613] 8- (4-5-2,6- 3R HL) —1,4- 5 M8 [4. 5] %5 -8 i

[4614]  RAUZ | T36T A ko

[4615]  'HNMR (CDC13) Sppm:1.61-1.70 (2H,m) ,2.08-2.14 (4H,m) ,2.29-2.43 (2H, m) ,2.53
(1H,t,J=5.5Hz) ,3.93-4.01 (4H,m) ,6.86-6.95 (2H,m) .

[4616]  ZHAH|T73

[4617]  4- (4-50-2,6- ~FAEL) -4-F2 R O

[4618] KA HITASTI A Ko

[4619]  'HNMR (CDC13) Sppm:2.27-2.40 (2H,m) ,2.40-2.55 (4H,m) ,2.86-2.98 (3H, m) ,
6.94-7.00 (2H,m) .

[4620]  Z2545|774

[4621]  1-(4-5-2,6- ZH REE) —4- 0 H A LB

[4622]  RAUZ T39I A k-

[4623]1  'HNMR (CDC13) Sppm:2.02-2.25 (6H,m) ,2.54-2.70 (3H,m) ,4.68 (2H,t,] =1.7Hz) ,
6.81-6.96 (2H,m) .
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[4624]  HFAF|T75

[4625]  1- (4-50-2,6- " E KL 4- (FFRILH L) o bi-1,4-

[4626]  SRAUZ AT T401M & ko

[4627]  'HNMR (DMSO-d6) 8ppm:1.22-1.31(0.5H,m) ,1.40-1.52 (1.5H,m), 1.56-1.72
(1.5H,m) ,1.75-1.96 (2.5H,m) ,2.01-2.11 (1.5H,m) ,2.17-2.33(0.5H,m) , 3.15(0.5H,d,J
=5.6Hz) ,3.28(1.5H,d,J=5.9Hz) ,3.86 (0.25H,s) ,4.06 (0.75H, s),4.38(0.75H,t,J=
5.9Hz) ,4.47(0.25H,t,J=5.6Hz) ,5.00(0.25H,s) ,5.20 (0.75H,s),7.15-7.29 (2H,m) -
[4628] %%15]776

[4629]  A-H LZERER [ ;e —4- (A-5-2,6- KL —1,4- 3R H O B F g

[4630]  T1-(4-%(-2,6- R EE) —4- G H 3L R k-1, 4- =% (1.59g) I Z & H i
(32mL) YV, AN, N, N N =Y F -1, 3-P % (1. 81mL) 50 2R IR & (1. 24¢) , Ik
REY) T BIRBFES /NS o T B H oK, BL & A BOZ I A HLZ BL I K i
FRANT-I5 , SR J5 28 TR BV 7 Bk B8 0 R R B AT AT (e / LR 4. Tig) Alifb i 3 i An @t
&Y (0.72¢) -

[4631]  'HNMR (CDC1s) Sppm:1.52-1.63 (2H,m) ,1.79 (1H,s) ,1.81-1.92 (2H,m) , 1.92-2.00
(2H,m) ,2.22-2.32 (1H,m) ,2.35-2.50 (5H,m) ,3.88 (2H,s) ,6.84-6.97 (2H,m) ,7.37 (2H,d,
J=8.0Hz) ,7.81 (2H,m) .

[4632]  ZHEA|TTT

[4633]  4-FIHEIORMHIR [-4- (4-F-2,6- AR EE) -1, 4- "R A L] g

[4634]  T1- (4-F(-2,6- R EE) —4- G H 3L R k-1, 4- =/ (1.59g) I — & H i
(32mL) YV, AN, N, N N =Y F -1, 3- P % (1. 81mL) 50} 2R IR & (1. 24¢g) , Ik
REY) T BIBFES /NS o T B H K, BL & A BOZ I A HLZ BL G K i
FRAENT-I5 , SR J5 28 TR B0 7 Bk B8 0 R R B AE AT (e / 1R 4. Tig) Alifb i 3 b An @t
&4 (1.35¢) .

[4635]  'HNMR (CDC13) Sppm:1.62-1.74 (2H,m) ,1.94-2.04 (6H,m) ,2.14 (1H,s) , 2.45 (3H,
s),2.51 (1H,t,J=4.9Hz) ,4.06 (2H,s) ,6.83-6.97 (2H,m) ,7.36 (2H,d,] =8.0Hz) ,7.76-
7.86 (2H,m) »

[4636] %%15]778

(46371  (3r,6r) —6- 4-5-2,6- —FmAIL) - 1-AIHE[2.5] F-6-F

[4638] KA HITA2T A Ko

[4639]  'HNMR (CDC13) Sppm:1.14-1.22 (1.6H,m) ,1.22-1.28 (0.4H,m) ,2.11-2.19 (1.6H,
m ,2.23-2.33(0.4H,m) ,2.35-2.55 (4H,m) ,2.57-2.64 (1H,m) ,2.67 (0.4H, s),2.72(1.6H,
s),6.85-6.99 (2H,m) »

[4640] %%15]779

[4641]  (3s,6s) —6— (4-5-2,6- _F AL - 1-FH 32 [2.5] -6

[4642] KA FEFITA2TI A Ko

[4643]  'HNMR (CDC13) Sppm:1.17-1.32 (2H,m) ,2.16-2.34 (4H,m) ,2.40-2.53 (2H, m) ,2.61
(1H,t,J=5.5Hz) ,2.66 (2H,s) ,6.87-6.99 (2H,m) .

[4644]  Z:2545|780
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[4645]  1-(4-50-2,6- R HE) -3 [ ORI AL AL IRE -4

[4646] FHAHE T, T1-(4-F-2,6- A& H) IRIE-4-F (3.00g) 5DL-H &R
(0.070g) Yy = F L AR (8mL) B VE H , IS IV AH FE 2K (0.436g) {9 — HH L IEAK, (8mL) ¥
IR ARG T R FE L. 57N o8 S SR BN BL UKV E0 B v A S A e KIS i, DL TR
CPERZERUZ X NIRE Y - A WL LA R KB, UG /K B BR AT 158, 28 1 #0771 . 7 R 0 )
R EAEETE (Ch/ IR Ll difb e Az Bk &4 (807mg) -

[4647]  'HNMR (CDC13) Sppm:2.57-2.59 (1H,m) ,2.77-2.83 (1H,m) ,3.43-3.47 (2H, m) ,
3.49-3.54 (1H,m) ,3.81-3.85 (1H,m) ,4.63-4.67 (1H,m) ,6.91-6.98 (5H,m) , 7.24-7.27
(2H,m) ,7.76 (1H, brs) »

[4648] 2745|781

[4649]  1-(4-5-2,6- _H AL -3-F2 IR E — 4

[4650]  0°C, T 1- (4-5-2,6- 3R HE) —3- [ CRILEHL) F AL WRIE—4-F (807mg) H H i
(8mL) ¥, VN INBR IR (TT) (110mg) , it [ BVR A W4/} o T I S H s IR 7K, BL 2
R R ZEBUZIE I - A NL)Z LA ER KPR 5% » LATC K B R BN T 5% , 2818 3 771 i B 0 ) ek st
EAEENTE (Ch/ OR 418 aifb T HE b ik &4 (342mg) -

[4651]  'HNMR (CDC13) Sppm:2.56-2.60 (1H,m) ,2.84-2.90 (1H,m) ,3.09-3.14 (1H, m) ,
3.37-3.43 (1H,m) ,3.49-3.54 (1H,m) ,3.63 (1H,d,J=4.0Hz) ,3.76-3.81 (1H, m) ,4.38-
4.43 (1H,m) ,6.91-6.96 (2H,m) »

[4652]  Z#15|782

[4653]  (3R) -1- (4-5-2,6- _H A KE) —3-FL FENR ng -4

[4654]  T1- (4-5-2,6- 5 EE) IRNE-4-H{ (2.00g) 5L-FRZ 2 (0.187g) [lIN,N- —H
HE P iz (SmL) BV, IR ML AN 2K (0.581g) AN, N— - F 35 FE Ik e (SmL) ¥, b e
BEYT FIBEFE LN R s SRR N BAUKA S L AL B /KB TR R, BA 4R TR AE Y
ZIR IR E ) - A HL)Z CA R KB, BLIG /KB R A T A, 28 TR 4 711 o 13 5k R Wi T HH B
(16mL) #, F0°C, T AT AR I I R E (11) (0.260g) , it P LR & W4/ Nk o T I MR
IS INER 7K, UL IR IR A BOZ TR - A HLZE BAER K B, LTS /KB RN T 1 , 28 TR LI 771 o
5 BR MR R IE A 2T (D bt/ 1R 4. 18) Aiifkim 3R AL bR R A 4 (545mg)

[4655]  'HNMR (CDC13) Sppm:2.56-2.60 (1H,m) ,2.84-2.90 (1H,m) ,3.09-3.14 (1H, m) ,
3.37-3.43 (1H,m) ,3.49-3.54 (1H,m) ,3.63 (1H,d,J=3.5Hz) ,3.76-3.81 (1H, m) ,4.38-
4.43 (1H,m) ,6.91-6.96 (2H,m) »

[4656] 27515783

[4657]  (3R) —1- (4-F -2 R IE) —3— 2 IR IE —4— 1

[4658]  F-40°C, T1- (4-F-2- % AL IRIE-4-FH (3.00g) 5 (S) -5 (Mg iE—2-2&) ~1H-
U (0.183g) HIN,N-— F BE FH I i (20mL) RV HP 3BT AN N3/ 4P A 25 2% (1. 41g) N, N-
T EE R (40mL) YW . T30 CHEHEIR S W4/ Nt 5 5 3B S DDA B 1/ A2 0, B
ISR A 1 27N o K S RV BN DA UK YA AR M AN A B K VA TR T, DL 2R Z B AR L%
SR AW A HLZE B3R K B %, DL G 7K B R AN T 58 » 78 1R 4 5 771 o 3 e B8 ¥ T FH I
(30mL) 1, F-0°C, I mim R A (11) (0.631g) T, TiP: IR S92/ N o T IR B H R
IER7K, M UL 4 1R O R A B A HLZ DA Eh /K ek, LLIG K IR BR BT )5 , 28 TR v 77 o o B
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YRR R ENTIE (B / LR LB8) ditb i 4iAs 8tk 54 (1. 25¢) .

[4659]  'HNMR (CDC1s) 8ppm:2.59-2.63 (1H,m) ,2.81 (1H,t,J=11.0Hz) , 2.85-2.92 (1H,
m) ,3.04-3.09 (1H,m) ,3.62 (1H,d,J=3.5Hz) ,3.71-3.76 (1H,m) , 3.95-3.99 (1H,m) ,4.43-
4.47 (1H,m) ,6.91 (1H,t,J=9.0Hz) ,7.07 (1H,ddd,J= 9.0Hz,2.5Hz,1.0Hz) ,7.10 (1H,dd,
J=11.5Hz,2.5Hz) .

[4660]  Z:251{5|784

[4661]  (3S) —1- (4-F 2,6~ H AL —3-FEFLIRIE 4

[4662]1  F-0°C, 10/NEHIE],, F1- (4-5-2,6- & A 3E) URIE-4-F (31.6g) 5D- &
(4.44g) PN, N-— H1 B FI B % (300mL) &V Hh , i Vs I P A R 25 (14.06g) N, N-— H1 &
FH 1 (300mL) VA7 o K s SEVRARI N BAOKA ET I AL B KA DL IR G R A B R
FEVREH) « AL UL 3R /KBS LAIG/K IR ER 84T 158 , 28 TR F v 771 o A 5k BE s T~ HH B (300mL)
H, T0°C, IS INBRER 4 (11) (6. 16g) TIZE W, P HE IR G2/ Nk o T OB s In#h K
VA &R B2 BV TR - A HILJZE DA ER 7K B, LG /K B BR A 158 , 28 1R 0 771 B B 0 M
HERE M ENTE (QkE/ LR L18) it g ftAs @ik 54 (11.5¢) .

[4663]  'HNMR (CDC13) Sppm:2.56-2.60 (1H,m) ,2.84-2.90 (1H,m) ,3.09-3.14 (1H, m) ,
3.37-3.43 (1H,m) ,3.49-3.54 (1H,m) ,3.63 (1H,d,J=3.5Hz) ,3.76-3.81 (1H, m) ,4.38-
4.43 (1H,m) ,6.91-6.96 (2H,m) »

[4664] 2715785

[4665]  (3S) —1- (4-—2-F R IEE) -3 SR ILIRAE -4

[4666] AN 5| T84T A ko

[4667]  'HNMR (CDC1s) 8ppm:2.59-2.63 (1H,m) ,2.81 (1H,t,J=11.0Hz) , 2.85-2.92 (1H,
m) ,3.04-3.09 (1H,m) ,3.62 (1H,d,J=3.5Hz) ,3.71-3.76 (1H,m) , 3.95-3.99 (1H,m) ,4.43-
4.47 (1H,m) ,6.91 (1H,t,J=9.0Hz) ,7.07 (1H,ddd,J= 9.0Hz,2.5Hz,1.0Hz) ,7.10 (1H,dd,
J=11.5Hz,2.5Hz) .

[4668] 2715786

[4669]  (3R) —1- (4—¥R-2-F K IE) -3 R FLWRIE -4

[4670] T (IR, 6R) —3— (4—JR—-2-F AR 3L) -6 { [FUT 5 (- 3E) ] A ) -7-H 24 -3-A
F IR [4.1.0] Bk (0.28g) B PUEMKIH /7K (15:1) (3mL) ¥, IS Xt B 28R — K &4
(13.2mg) , Wb R NVR AT B FE 1/ o 7K T [ S, BA 20 FR L BE A BOZ I - A WL
PLER K W% LATC/K B RN T , 28 1Ry 5 o S A AL &4 (0. 3g) »

[4671]  'HNMR (CDC13) 8ppm:2.59-2.65 (1H,m) ,2.79 (1H,t,J=11.1Hz) , 2.84-2.93 (1H,
m) ,3.04 (1H,dt,J=12.2Hz,9.4Hz) ,3.61 (1H,d,J=3.8Hz) , 3.73-3.78 (1H,m) ,3.95-4.01
(1H,m) ,4.41-4.48 (1H,m) ,6.84 (11, t,J=8.8Hz) , 7.13-7.27 (2H,m) .

[4672] 245787

[4673]  1- (4-¥-2,6- ZH RIE) -3-F RN E — 4

[4674]  F (IR*,6R") —3— (4—¥R-2,6- _HREL) —6- {[BUT 25 (CH L) fERE ] S ) -T-H 4%
3-EAIA[4.1.0] Bkt (6.58g) B — & H bt (65mL) W H , WS JISNZRIER  (15.65mL) , %
ARG T iR 3073 T I B H oK, L =& e A B0 TR - A HLZ LK 5 R K
ek, LA /K B BR AN T4, S8 J5 Z8 TR 711« ke BE W R AR IR P AE ATV (S e/ L BR £ T8)
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apfp e ptAr AL &4 (3.90g) -

[4675]  'HNMR (CDC13) Sppm:2.55-2.61 (1H,m) ,2.82-2.91 (1H,m) ,3.07-3.14 (1H, m) ,
3.35-3.43 (1H,m) ,3.48-3.56 (1H,m) ,3.61-3.66 (1H,m) ,3.75-3.83 (1H,m) , 4.37-4.44
(1H,m) ,7.04-7.11 2H,m) »

[4676]  ZxZ {5788

[4677]  (3R) ~1- (4-5—2,6- 3 A L) —3-[ (4-H E LK) A R mE -4

[4678] 0CF,T2,2,2- =& LFiBE W Z4-H 2 LR (1.58g) T e (9.4mL) W,
N (3R) —1- (4-F-2,6- —F AR L) —3-F2FENRIE -4-HH (976mg) I — & H bt (4. TmL) W, 24
Ja FIREYH RN =AM - — 2B E 59 (0.014mL) , FiEPE I NR &Y 147N o [ MR
DA B Lk 8 R DA bt/ e (2/1)  Bedkk, B35 DL A PR S AN 7K I R e 6 A L
JZ s ATG /KR B AN T 158 , 28 TR 4siia 71 o & B8 W0 R AR IR E M AT (D bt/ IR 418 44k
FEALFR AL 5 (663 mg) .

[4679]  'HNMR (CDC13) Sppm:2.53-2.57 (1H,m) ,2.68-2.75 (1H,m) ,3.31-3.45 (3H, m) ,
3.60-3.64 (1H,m) ,3.80 (3H,s) ,4.12-4.15 (1H,m) ,4.50 (1H,d,J=11.5Hz) , 4.78(1H,d,]
=11.5Hz) ,6.88 (2H,d,J=8.5Hz) ,6.88-6.94 (2H,m) ,7.30 (2H,d,] =8.5Hz) .

[4680] 27515789

[4681]  1-(4-5-2,6- —FRFL) —3-[ (4-F LR IE) S8 2L | R e — 4

[4682] AN A5 788 A ko

[4683]  'HNMR (CDC13) 8ppm:2.53-2.57 (1H,m) ,2.68-2.75 (1H,m) ,3.31-3.45 (3H, m) ,
3.60-3.64 (1H,m) ,3.80 (3H,s) ,4.12-4.15 (1H,m) ,4.50 (1H,d,J=11.5Hz) , 4.78(1H,d,]
=11.5Hz) ,6.88 (2H,d,J=8.5Hz) ,6.88-6.94 (2H,m) ,7.30 (2H,d,] =8.5Hz) .

[4684]  ZZH 5790

[4685]  (3S) -1- (4-5—2,6- 3 ARIE) —3-[ (4-H L) AL | RmE -4

[4686]  ALNZZ 51| 788 A ko

[4687]  'HNMR (CDC13) Sppm:2.53-2.57 (1H,m) ,2.68-2.75 (1H,m) ,3.31-3.45 (3H, m) ,
3.60-3.64 (1H,m) ,3.80 (3H,s) ,4.12-4.15 (1H,m) ,4.50 (1H,d,J=11.5Hz) , 4.78(1H,d,]
=11.5Hz) ,6.88 (2H,d,J=8.5Hz) ,6.88-6.94 (2H,m) ,7.30 (2H,d,] =8.5Hz) .

[4688] 245|791

[4689]  (3S) —1—- (4~F—2-F K FL) —3-[ (4-F A FEHIE) S L IR g —4— 1R

[4690]  RALNZ 251|788 A ko

[4691]  'HNMR (CDC13) Sppm:2.56-2.60 (1H,m) ,2.69-2.75 (1H,m) ,3.02-3.13 (2H, m) ,
3.57-3.62 (1H,m) ,3.70-3.79 (1H,m) ,3.80 (3H,s) ,4.14-4.18 (1H,m) ,4.51 (1H, d,J=
11.5Hz) ,4.80 (1H,d,J=11.5Hz) ,6.84 (1H,t,J=9.0Hz) ,6.88 (2H,d,J= 8.5Hz) ,7.03
(1H,ddd,J=9.0Hz,2.5Hz,1.0Hz) ,7.07 (1H,dd,J=11.5Hz,2.5 Hz) ,7.30 (2H,d,J=
8.5Hz) .

[4692] %%15]792

[4693]  (3S,4R) —6- (4-5-2,6- _FAIE) -4-[ U-HE L) EIHE]-1-F L-6-% 412
[2.5] ¢kt

[4694]  AZ 151398 A ko
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[4695]  'HNMR (CDC1s) Sppm:1.84-1.94 (2H,m) ,2.65 (1H,d,J=5.0Hz) ,3.04 (1H,d,J=

5.0Hz) ,3.16-3.23 (2H,m) ,3.27-3.32 (1H,m) ,3.40-3.43 (1H,m) , 3.49-3.51 (1H,m),3.79

(3H,s) ,4.50 (1H,d,J=11.5Hz) ,4.58 (1H,d,J=11.5Hz) , 6.86 (2H,d,J=8.5Hz) ,6.85-

6.90 (2H,m) ,7.23 (2H,d, J=8.5Hz) .

[4696] %%15]793

[4697]  (3S™,4R*) —6- (4-5-2,6- " F K KL —4- [ (A-FE 4 L 3) S 0] -1-

[2.5] ¢kt

[4698]  RALNZ 1513981 A ko

[4699]  'HNMR (CDC1s) Sppm:1.84-1.94 (2H,m) ,2.65 (1H,d,J=5.0Hz) ,3.04 (1H,d,J=

5.0Hz) ,3.16-3.23 (2H,m) ,3.27-3.32 (1H,m) ,3.40-3.43 (1H,m) , 3.49-3.51 (1H,m),3.79

(3H,s) ,4.50 (1H,d,J=11.5Hz) ,4.58 (1H,d,J=11.5Hz) , 6.86 (2H,d,J=8.5Hz) ,6.85-

6.90 (2H,m) ,7.23 (2H,d, J=8.5Hz) .

[4700]  ZF145|794

[4701]  (3R,4S) —6- (4-F—2,6- "9 AIE) —4-[ (4-H R AR AL ] - 1A -6 B AR08

[2.5] ¢

[4702]  RAZZE 53401 A ko

[4703]  'HNMR (CDC1s) Sppm:1.84-1.94 (2H,m) ,2.65 (1H,d,J=5.0Hz) ,3.04 (1H,d,J=

5.0Hz) ,3.16-3.23 (2H,m) ,3.27-3.32 (1H,m) ,3.40-3.43 (1H,m) , 3.49-3.51 (1H,m),3.79

(3H,s) ,4.50 (1H,d,J=11.5Hz) ,4.58 (1H,d,J=11.5Hz) , 6.86 (2H,d,J=8.5Hz) ,6.85-

6.90 (2H,m) ,7.23 (2H,d, J=8.5Hz) .

[4704] 2755795

[4705] (3R, 4S) —6— (4-F-2- 9 AIE) —4-[ (A-H AL AL ] - 1-H A -6-E 44 [2.5]

L

[4706] A5 3401 A ko

[4707]  'HNMR (CDC13) Sppm:1.84-1.89 (1H,m) ,1.98-2.02 (1H,m) ,2.68 (1H,d,J] =5.0Hz) ,

3.00(1H,d,J=5.0Hz) ,3.03-3.08 (1H,m) ,3.10-3.14 (1H,m) ,3.24-3.34 (2H,m) ,3.47-

3.49 (1H,m) ,3.80(3H,s) ,4.54 (1H,d,J=11.5Hz) ,4.60 (1H,d,J= 11.5Hz) ,6.84-6.91

(3H,m) ,7.00-7.07 (2H,m) ,7.24 (2H,d,J=8.5Hz) .

[4708] %%15]796

[4709]  (3R*,4S%) —6- (4—JR-2,6- " H R HE) —4- [ (4-HI AR L HE) St -1-

[2.5] ¢kt

[4710] =R, bk - (4-3-2, 6- 5N AS) —3- B HEURIE-4-T (2g) 2,2, 2- =R LB

RAMRA-H ATl (5.16g) 5 =R BRI (I11) (0.191g) HYH 2K (25mL) ¥ 16. 5/ o1

JEEBRAEY G » 2880 R, BR B YA AR E AR E AT (& b)) 4ife, 15 380 1- (4-

R-2,6- R KE) —B—ﬁﬁﬂ)m%—él—ﬂﬂ 51-(4-1R-2,6- ZH R -3-[ -H A IR A
FEVIRIE - 4- B IR A9 . T = AL AR (0.898g) 1 LI (7. 5ml) By, s

IOAUT AN (0.392¢) , IR AW T IR FE3000 %1, T H AR INAT IR VR &40 — FF 2L AR

(7.5mL) ¥ R MR G T S VN o T SRS YIINK, UL IR O BB E UL

W ANZ LUK S KB, LAIC/KBRER AT 158, S8 J5 28 1R #0877 Bk B 0 R R SR8 1 2

Ju

H 46— 4R IE

fﬂT
*,ET

H 6

Z4—6-Z 2

fﬂT
*,ET
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Wik (Cbe/ 18 . T8) it e fbs @b &4 (0. 44g) -

[4711]  'HNMR (CDC13) Sppm:1.81-1.94 (2H,m) ,2.65 (1H,d,J=5.2Hz) ,3.03 (1H,d,J=
5.2Hz) ,3.15-3.24 (2H,m) ,3.26-3.33 (1H,m) ,3.39-3.45 (1H,m) ,3.50 (1H,dd,J=7.6Hz,
4.0Hz) ,3.80 (3H,s) ,4.50 (1H,d,J=11.5Hz) ,4.58 (1H,d,J= 11.5Hz) ,6.83-6.88 (2H,m) ,
6.98-7.05 (2H,m) ,7.21-7.25 (2H,m) .

(47121 2451797

[4713]  5-({(3R,4S) -1- (4-F-2,6- " A HE) -4-F2F-3-[ U-F AL HL) AL ] IRAE -
4— FE) I 8- -3, 4- — SMEmk-2 (1H) -

[4714] KA G453 1A K

[4715]  'HNMR (CDC13) 8ppm:1.62-1.65 (1H,m) ,2.15-2.21 (1H,m) ,2.41 (1H,brs) , 2.59
(2H,t,J=7.5Hz) ,2.74-2.80 (1H,m) ,2.87-2.93 (1H,m) ,3.08-3.12 (1H,m) , 3.33-3.36
(1H,m) ,3.47-3.55 (3H,m) ,3.73 (3H,s) ,3.79 (1H,d,J=9.0Hz) ,4.15 (1H,d,J=9.0Hz)
4.33(1H,d,J=11.5Hz) ,4.62 (1H,d,J=11.5Hz) ,6.44 (1H, dd,J=9.0Hz,4.0Hz) ,6.70
(2H,d,J=8.5Hz) ,6.86-6.91 (2H,m) ,6.92 (1H,t,J= 9.0Hz) ,7.11 (2H,d,J=8.5Hz) ,7.75
(1H,brs) »

[4716] 215798

[4717] 5= ({ (3R*,4S™) ~1- (4-F-2,6- IR IE) ~4-F22E-3- [ (4-F G LR L) H AL IRk
—4-JE) L) 8- -3, 4- — SMEmk—2 (1H) -

[4718] KA 4531 A K

[4719]  'HNMR (CDC13) 8ppm:1.62-1.65 (1H,m) ,2.15-2.21 (1H,m) ,2.35 (1H,brs) , 2.59
(2H,t,J=7.5Hz) ,2.74-2.80 (1H,m) ,2.87-2.93 (1H,m) ,3.08-3.12 (1H,m) , 3.33-3.36
(1H,m) ,3.47-3.55 (3H,m) ,3.73 (3H,s) ,3.79 (1H,d,J=9.0Hz) ,4.15 (1H,d,J=9.0Hz)
4.33(1H,d,J=11.5Hz) ,4.62 (1H,d,J=11.5Hz) ,6.44 (1H, dd,J=9.0Hz,4.0Hz) ,6.70
(2H,d,J=8.5Hz) ,6.86-6.91 (2H,m) ,6.92 (1H,t,J= 9.0Hz) ,7.11 (2H,d,J=8.5Hz) ,7.60
(1H,brs) »

[4720] %%15]799

[4721]  5-({(3S,4R) —1- (4-5-2,6- 5 K IL) ~4-F I3[ (4-FFEIL TR FIL IR e -
4— FE} HEIE) -8-5-3, 4~ A2 (1H) —d

[4722]  RAUZFE 4531 A K

[4723]  'HNMR (CDC13) 8ppm:1.62-1.65 (1H,m) ,2.15-2.21 (1H,m) ,2.45 (1H,brs) , 2.59
(2H,t,J=7.5Hz) ,2.74-2.80 (1H,m) ,2.87-2.93 (1H,m) ,3.08-3.12 (1H,m) , 3.33-3.36
(1H,m) ,3.47-3.55 (3H,m) ,3.73 (3H,s) ,3.79 (1H,d,J=9.0Hz) ,4.15 (1H,d,J=9.0Hz) ,
4.33(1H,d,J=11.5Hz) ,4.62 (1H,d,J=11.5Hz) ,6.44 (1H, dd,J=9.0Hz,4.0Hz) ,6.70
(2H,d,J=8.5Hz) ,6.86-6.91 (2H,m) ,6.92 (1H,t,J= 9.0Hz) ,7.11 (2H,d,J=8.5Hz) ,7.82
(1H,brs) »

[4724] 751451800

[4725]1  5-({(3S,4R) —1- (4-G—2- A L) —4-FHE-3-[ (4-FFE I IE) SEIL IR g —4—3)
AR L) -8 -3, 4— A k-2 (1H)

[4726]  RAUZFE|A53 1A K-
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[4727]  'HNMR (CDC13) Sppm:1.68-1.72 (1H,m) ,2.17-2.23 (1H,m) ,2.37 (1H,brs) , 2.59
(2H,t,J=7.5Hz) ,2.71-2.77 (1H,m) ,2.85-2.91 (1H,m) ,3.10-3.17 (2H,m) , 3.22-3.27
(1H,m) ,3.50-3.52 (1H,m) ,3.52-3.63 (1H,m) ,3.73 (3H,s) ,3.76 (1H,d, J=9.0Hz) ,4.16
(1H,d,J=9.0Hz) ,4.39 (1H,d,J=11.5Hz) ,4.70 (1H,d,J=11.5 Hz) ,6.43 (1H,dd, J=
9.0Hz,4.0Hz) ,6.69 (2H,d,J=8.5Hz) ,6.90-6.94 (2H,m) , 7.02-7.08 (2H,m) ,7.11 (2H,d,J
=8.5Hz) ,7.67 (1H,brs) -

[4728] 2745|801

[4729] 5= ({(3S™,4R") ~1- (4—{R-2,6- K IE) ~4-F2 -3 [ (4-F G LT H AL ]Ik
—4-FE} H A L) -8-%-3, 4- &Mk -2 (1H) — i

[4730]  RAUZFE 4531 A K

[4731]  '"HNMR (CDC13) 8ppm:1.59-1.67 (1H,m) ,2.13-2.22 (1H,m) ,2.34 (1H,s) , 2.60 (2H,
t,J=7.7Hz) ,2.73-2.81 (1H,m) ,2.85-2.94 (1H,m) ,3.07-3.14 (1H,m) , 3.31-3.38 (1H,m) ,
3.44-3.56 (3H,m) ,3.74 (3H,s) ,3.78 (1H,d,J=8.9Hz) ,4.15 (1H,d,J=8.9Hz) ,4.33 (1H,
d,J=11.7Hz) ,4.61 (1H,d,J=11.7Hz) ,6.44 (1H, dd,J=9.1Hz,4.0Hz) ,6.68-6.73 (2H,
m ,6.92 (1H,t,J=9.5Hz) ,6.99-7.07 (2H, m) ,7.09-7.13 (2H,m) ,7.55 (11, brs) .

[4732] 2715802

[4733]  5- (G HH L) -85 —2— H S L ik

[4734] AL A5I58TH A ko

[4735]  'HNMR (CDC1s) 8ppm:4.11 (3H,s) ,6.03 (2H,s) ,6.96 (1H,d,J=9.1Hz) , 7.01 (1H,
dd,J=8.7Hz,3.5Hz) ,7.30 (1H,dd, J=10.3Hz,8.7Hz) ,8.32 (1H,dd,] =9.1Hz,1.6Hz) .
[4736] 2715803

[4737]  8-F-5— (U L) —2—FH A L nd ik

[4738]  ZRALZHEA5I58T A k-

[4739]1  'HNMR (CDC13) Sppm:4.14 (3H,s) ,6.04 (2H,s) ,6.96 (1H,d,J=9.1Hz) , 7.03 (1H,d,
J=8.5Hz) ,7.70 (1H,d,J=8.5Hz) ,8.35 (1H,d,J=9.1Hz) .

[4740] 27151804

(47411 4 {[ (8-S —2—-F A JEnmR—5-J%) S8 Ik ] FH R} RIE -1, 4- R IR 1-BUT L lR4- 4 18
[4742]  ZRALZFEAGI5IT A k-

[4743]  '"HNMR (CDC13) Sppm:1.19 (3H,t,J=7.1Hz) ,1.47 (9H,s) ,1.57-1.64 (2H, m) ,2.30-
2.33(2H,m) ,2.94-3.16 (2H,br) ,3.85-4.06 (2H,br) ,4.10 (2H,brs) ,4.13 (3H,s) ,4.20
(2H,q,J=7.1Hz) ,6.61 (1H,d,J=8.4Hz) ,6.91 (1H,d,J=8.9Hz) , 7.60 (1H,d,J=8.4Hz) ,
8.30 (1H,d,J=8.9Hz) »

[4744] 2145|805

[4745]  4-{[ (8—G—2—H S I MMk —5-3) S 2L | H k) IR e —4 - R £ 1

[4746]  FALZFEAFI60T A k-

[4747]  'HNMR (CDC13) Sppm:1.19 (3H,t,J=7.2Hz) ,1.65-1.70 2H,m) , 2.33-2.36 (2H,m) ,
2.82-2.88 (2H,m) ,3.05-3.08 (2H,m) ,4.10 (2H,s) ,4.13(3H,s), 4.19(2H,q,J=7.1Hz),
6.62 (1H,d,J=8.6Hz) ,6.91 (1H,d,J=9.0Hz) ,7.60 (11, d,J=8.4Hz),8.33 (1H,d,J=
9.0Hz) .
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[4748] 2715806

[4749]  2,4- " JR-3-F-5-F AL I

[4750]  DLUKAHIT , T4-3-3-9 -5 AR [z (456mg) 1) 2. (BmL) R , s IIN-#R
BEHIME W [ (369mg) , MbVR A4 T M IR I FE 4 4 3 70 B o IioK T+ I MR » Lk JiE 2R i £R Ui e
W, LLKBEES , 15 2IFR A4 54 (530mg) -

[4751]  'HNMR (CDC1s) Sppm:3.83 (3H,s) ,4.26 (2H,brs) ,6.15(1H,d,J=1.8Hz) »

[4752] 251807

[4753] 5-1R-2,2,6- =41, 3K A4

[4754]  0°C,T2,2,6- =91, 3-2KF [0 Z A Z 3 K& -5 (5.38g) M 4N (90mL) ¥
W S IR AT 16 (5. 02mL) , MRS T M RR LR FE 157 Bl . TR &4 s I Ak 4
(IT) (9.43g) , LR BIREY T ZIERBEFES /D o T RS IRkt 5 4R L1, 48 A
T Y T DAEBR UTTE SRV A WL DL 3R /K B, DLTG KR BR BN T 18 , 28 TR 5 571 - 5k B 400 )
HRERE R ETE (Dht /4R 408 2t fbs @itk &4 (4.89) -

[4755]  "HNMR (CDC13) Sppm:6.95 (1H,d,J=7.0Hz) ,7.27 (1H,d,J=5.5Hz) «

[4756] 2715808

[4757]  1- (A-¥-2-5 R E) —4- (BT & (2R fiE R ] | 2k} 1,2, 3, 6- U &t e

[4758]  RAUZ 16131 A ko

[4759]  'HNMR (CDC1s) Sppm:1.04 (9H,s) ,2.21-2.25 (2H,m) ,3.23-3.25 (2H,m) , 3.42-3.43
(2H,m) ,4.64-4.69 (1H,m) ,6.62 (1H,t,J=9.0Hz) ,7.07 (1H,ddd,J= 9.0Hz,2.0Hz,
1.0Hz) ,7.14(1H,dd,J=12.0Hz,2.0Hz) ,7.37-7.40 (4H,m) , 7.43-7.46 2H,m) ,7.71-7.73
(4H,m) -

[4760] 2715809

[4761]  5-{[1- (3,5~ FMLAE-2-3L) —4-FR MR IE -4 2 ] FH 4 ) 83— 1- (4-H LR
Ht) -3, 4- S -2 (1H) —fH

[4762]  RALZFEAFI66 T A k-

[4763]  'HNMR (CDC1s) Sppm:1.80-1.95 (4H,m) ,2.01 (1H,s) ,2.62-2.69 (2H,m) , 2.85-2.92
(2H,m) ,3.23-3.34 (2H,m) ,3.59-3.67 (2H,m) ,3.74 (3H,s) ,3.81 (2H,s) , 5.23 (2H,brs) ,
6.53 (1H,dd,J=9.1Hz,3.3Hz) ,6.73-6.79 (2H,m) ,6.84 (1H,dd,] =12.7Hz,9.1Hz) ,7.10-
7.16 (2H,m) ,7.60 (1H,d,J=2.3Hz) ,8.12(1H,d,J=2.3 Hz) .

[4764]  S251

[4765]  5-{[4-ZJE-1- (3,5~ ML IE-2—J&) WRIE-4—J8& ] FH A 0L} -89 -3, 4- MMk -
2 (1H) -f

[4766] - {[1-(3,5- Z&MLAE-2-3) —4— F FR FEIRIE -4 & ] AU ) -8-9m-3,4- =&
IRk -2 (1H) —H (0. 44g) B L FR (4mL) &3, i Nk ER . (3mL) , 1 [ iV 70 T80 CHik
FE2/NIT o 2R IRIA A TR V)R IR I S ALK AT DO JE SIS A S T iE W) - A8 B
73 A T =& e, DUINS AR TR 5 SRk BRI 8 W, A HLIE LG /KBR R AN 1
ff o AR TR HRLA TR T L B BR R A IR A E ATV (AR & > S R/ LR &
Hig) 24k, B A5 7= M LA £ T B 25 it o LI JE AR SR i b 1, R (60°C) TS ik Ar @Ak & 4
(0.32¢) .

pidl
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[4767] m.p.173°CHE174°C

[4768]  'HNMR (CDC13) Sppm:1.38 (2H,brs) ,1.62-1.71 (2H,m) ,1.88-1.98 (2H,m) , 2.65
(2H,t,J=8.0Hz)) ,3.02(2H,t,J=8.0Hz) ,3.24-3.36 (2H,m) ,3.49-3.60 (2H, m) ,3.78
(2H,s) ,6.47 (1H,dd,J=9.1Hz,4.0Hz) ,6.91 (1H,t,J=9.4Hz) ,7.52 (1H,brs),7.60 (1H,
d,J=2.3Hz),8.12(1H,d,J=2.3Hz) »

[4769]1  Szf5)2

[4770]  2- (4-FE-4-{[ 8-# —2-FA-1,2,3,4- VU MEmph-5-2&) S JE ] FF 28 ) IiRmE - 1-
) 55T

[4771]  HINZER (2mL) 56NEEAR (12mL) FN-[1- 2-FF-4-FoKHL) —4-{[ (8- HH-2-%
fR-1,2,3,4-PU S MMk -5-38) S0 JE ] F 3 ) DR -4-2 ] Z. W% (68 . Omg) , [BI 3L In# VR A4
367N o A I SR A VA EN 2 R T S YN IN3INE A AN KV VAT S SV S A , DA 2R 2. T
WO A WLZE LI /KBRBR AN 1%, SR 5 28 TRt 1) o ik B8 W0 oR) e IR B A = A (&
S b/ ) 4tk BT iR ARl C b/ 1R LB 45 i, 15 20 bR AL &9 (30mg) «

[4772] m.p.223.9C%225.1C

[4773]  '"HNMR (CDC13) Sppm:1.20-1.70 (2H,brs) ,1.68-1.75(2H,m) ,1.95-2.04 (2H,m) ,
2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.20-3.30 (4H) ,3.77 (2H, s),6.45(1H,dd,
J=9.0Hz,4.0Hz) ,6.90 (1H,t,J=9.5Hz) ,7.05 (1H,dd,J=9.0 Hz,4.5Hz) ,7.19-7.25 (1H,
m) ,7.25-7.31 (1H,m) ,7.50 (1H,brs) «

[4774]  s245)3

[4775]  5-{[4-ZJE-1- (2,5~ R HL) WRIE 42 ] FH A 2L —8—9R—-3, 4- & MEmk-2 (1H) -
]

[4776] AL & ko

[4777]1  'HNMR (DMSO-d6) Sppm:1.51-1.54 (2H,m) ,1.79-1.84 (2H,m) ,2.46 (2H, t,J=
7.7Hz) ,2.90 (2H,t,J=7.7Hz) ,3.11-3.14 (4H,m) ,3.71 (2H,s) ,6.57 (1H,dd, J=9.1Hz,
3.6Hz) ,6.69-6.74 (1H,m) ,6.88 (1H,ddd,J=10.7Hz,7.4Hz,3.2Hz) , 7.01 (1H,t,J=
9.7Hz) ,7.13 (1H,ddd,J=12.6Hz,8.9Hz,5.4Hz) ,10.02 (1H,s) «

[4778] =44

[4779] 5 {[4-&H-1-(2,4,5- =5 K &) RIE-4-3E] AR ) -8-8-3,4- &AMk -2
(1H) —F

[4780]  SEABLSLAILTM & ko

[4781]  'HNMR (DMSO-d6) Sppm:1.53-1.58 (4H,m) ,1.79-1.85(2H,m) ,2.47 (2H, t,J=
7.6Hz) ,2.92 (2H,t,J=7.6Hz) ,3.04-3.14 (4H,m) ,3.74 (2H,s) ,6.58 (1H,dd, J=9.1Hz,
3.8Hz) ,7.02(1H,t,J=9.7Hz) ,7.37 (1H,s) ,7.75(1H,s) ,10.02 (1H,s) -

[4782]  szfl5

[4783] 5 {[4-ZFE-1- (4-F-2,6- "R KL) DRIE 428 ] FH A 0L} -8-9-3, 4- & MEmk -
2 (1H) -f

[4784] AL & ko

[4785]  'HNMR (DMSO-d6) Sppm:1.47-1.65 (4H,m) ,1.73-1.79 (2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.91 (2H,t,J=7.7Hz) ,2.95-2.97 (2H,m) ,3.38-3.47 (2H,m) ,3.71 (2H,s) ,6.58
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(1H,dd,J=9.1Hz,3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.22-7.30 (2H, m),10.01 (1H,s) «
[4786] 524516

[4787]  5-{[4-ZHk-1-(2,4,5- = H AR IHL) DRIE -4 ] 4 JE ] -89 -3, 4- A Mk -2
(1H) —

[4788]  T-65°C, #tHE5—{[4-FE-1- (2,4, 5~ =FAER) WRnE-4-FL ] A L) 8% -1- (4-
HHAR R J) -3, 4- &M mk—2 (1H) —i (305mg) 5 2K H1 Tk (0. 123mL) Y =% £ R (3mL) VK 1
NI o AR S TR T 5 BE AR R BN A AL KA TR UL SR e AR ORI W A HLZ BA
To/K IR R BT 1 . 25 IRV 7 J5 , Bk B WA AR R A AT v (& e/ R ) 2lifb . Fn 5
FERIUL LB d A, DO JE AR SR DTIE WD, Dol R T 4R T 52 AR @k 54 (195mg) -

[4789]  'HNMR (DMSO-d6) Sppm:1.40-1.62 (4H,m) ,1.78-1.84 (2H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.91 (2H,t,J=7.6Hz) ,3.04-3.12 (4H,m) ,3.72 (2H,s) ,6.57 (1H,dd, J=9.1Hz,
3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.16 (1H,dt,J=12.7Hz,8.4Hz) ,7.45 (1H,dt,J=7.7Hz,
11.4Hz) ,10.02 (1H,s) -

[4790]  s245(7

(47911 5- ({4-ZFE-1-[2-9—4- (o AR R AR IR mE —4-Jk ) 4D —8-9-3,4- &%
Wbk—2 (1H) —i

[4792]  SEABSLAHI61M & ko

[4793]  'HNMR (DMSO-d6) Sppm:1.52-1.57 (4H,m) ,1.80-1.86 (2H,m) ,2.45 (2H, t,J=
7.6Hz) ,2.89 (2H,t,J=7.6Hz) ,3.22-3.29 (4H,m) ,3.72 (2H,s) ,6.57 (1H,dd, J=9.1Hz,
3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.22 (1H,t,J=8.7Hz) ,7.45(1H,d,] =8.6Hz) ,7.51 (1H,
dd,J=13.3Hz,1.7Hz) ,10.02 (1H,s) .

[4794]  S24518

[4795]  5- ({4-ZFE-1-[2-F—4- (o AR R AR IR mE —4-JE ) 4D —8-9-3,4- &%
Wbk—2 (1H) — i

[4796]  FEABLSLAI61M & ko

[4797]  'HNMR (DMSO-d6) 8ppm:1.56-1.58 (4H,m) ,1.81-1.87 (2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.92 (2H,t,J=7.6Hz) ,3.17-3.21 (4H,m) ,3.74 (2H,s) ,6.59 (1H,dd, J=9.1Hz,
3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.34 (1H,d,J=8.5Hz) ,7.63 (1H,dd, J=8.6Hz,1.8Hz),
7.75(1H,d,J=1.9Hz) ,10.02 (1H,s) -

[4798] =419

(47991  5-{[4-FFHE-1-(2,4-ZFORHEL) WRHE-4-FL ] H 402 -89l bh—2 (1H) B

[4800]  [mym#wdt1-(2,4- = FAE) —4- {[ (8—9—2—FH S I ndEmk—5—J) S 28 ] F 6} ke —
4-1% (144mg) I IMEALE/ LB (AmL) VTR 6 /NS o W AR s B, T 5% BE W Hh s In & A A K
R, UL G IR O BRAE BRI - A HL)Z LA ER /K B DL G /KB R B 5% , 28 TRt i 771 Bk B 4
P2 st i, DAk 28 S AR U 0 , o i SR bR AL 5 4 (40mg) o

[4801]  'HNMR (DMSO—d6) Sppm:1.61-1.64 (2H,m) ,1.80-1.85(2H,m) ,3.01-3.04 (2H,m) ,
3.09-3.14 (2H,m) ,3.86 (2H,s) ,6.52 (1H,d,J=9.8Hz) ,6.68 (1H,dd,J= 8.9Hz,3.3Hz) ,
7.22(1H,d,J=8.7Hz) ,7.32-7.37 (2H,m) ,7.53 (1H,d,J=2.5 Hz) ,8.22 (1H,dd,J=9.8Hz,
1.5Hz) -
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[4802]  =f[10

[4803] 5-{[4-EK-1- (27,4 -—5-2,5- "B R -4-3L) DRmg -4 5] 4 3L -8 %3,
4- S ER-2 (1H) ~

[4804]  JEABLSLAI61M & ko

[4805]  'HNMR (DMSO-d6) Sppm:1.53-1.56 (4H,m) ,1.81-1.87 (2H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.91 (2H,t,J=7.6Hz) ,3.18-3.26 (4H,m) ,3.73 (2H,s) ,6.58 (1H,dd, J=9.1Hz,
3.8Hz) ,6.98-7.04 (2H,m) ,7.19 (1H,dd,J=13.0Hz,7.0Hz) ,7.44 (1H, d,J=8.3Hz) ,7.52
(1H,dd,J=8.3Hz,2.1Hz) ,7.76 (11,d,J=2.1Hz) ,10.02 (1H, s).

[4806] i{ﬁﬂll

[4807]  5-{[4-&HE-1- (4" -&-2,2  ,5- =LA -4-3E) DRE—4-FL ] 48 28} -8-9-3, 4~
AR -2 (1H) —

[4808]  FEABLSLAI61M & ko

[4809]  'HNMR (DMSO-d6) Sppm:1.56-1.58 (2H,m) ,1.82-1.88 (2H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.91 (2H,t,J=7.6Hz) ,3.22-3.27 (4H,m) ,3.76 (2H,s) ,6.59 (1H,dd, J=9.1Hz,
3.7Hz) ,7.00-7.04 (2H,m) ,7.27 (1H,dd,J=13.1Hz,7.0Hz) ,7.40 (1H, dd,J=8.3Hz,
2.0Hz) ,7.49 (1H,t,J=8.2Hz) ,7.57 (11,dd,J=10.0Hz,2.0Hz) , 10.02 (1H,s) »

[4810] i{ﬁﬂlz

[4811] 5 {[4-Z - 1- (A-F-2-F AR IL) WRIE—4-F& ] FH A 0L | -8—Fp e mbk—2 (1H) — i

[4812]  SEABLSLAI9TM & ko

[4813]  'HNMR (DMS0-d6) Sppm:1.78-1.87 (2H,m) ,1.91-1.96 (2H,m) ,3.08-3.11 (2H,m) ,
3.19-3.23 (2H,m) ,4.07 (2H,s) ,6.53 (1H,d,J=9.8Hz) ,6.73 (1H,dd,J= 9.0Hz,3.3Hz) ,
7.10(1H,t,J=9.1Hz) ,7.19 (1H,dd,J=8.6Hz,2.0Hz) , 7.31-7.38 (2H,m) ,8.36 (1H,d,J=
9.8Hz) .

[4814]  szf13

[4815]  5—{[4-FHE-1-(2,4- 5 R H) WRmE-4-3E] A 3L} -8-5(-3,4- A &2 (1H) -
L]

[4816]  JEABLSLAI61M & ko

[4817]  'HNMR (DMSO-d6) Sppm:1.54-1.56 (4H,m) ,1.79-1.84 (2H,m) ,2.48 (2H, t,J=
7.6Hz) ,2.93 (2H,J=7.6Hz) ,3.00-3.03 (2H,m) ,3.07-3.11 (2H,m) ,3.77 (2H, s),6.69 (1H,
d,J=9.0Hz) ,7.20 (1H,d,J=8.7Hz) ,7.24 (1H,d,J=8.9Hz) ,7.35 (1H,dd,J=8.6Hz,
2.5Hz) ,7.52(1H,d,J=2.5Hz) ,9.36 (1H,s) .

[4818] =14

[4819] 5 {[4-ZH-1- (4-F-2-F K EL) WRmE -4-JE ] A L) -8-5(-3, 4- A -2
(1H) - i

[4820]  SABLSLAI6TM & ko

[4821]  '"HNMR (DMSO-d6) 8ppm:1.52-1.55 (4H,m) ,1.79-1.84 (2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.91 (2H,t,J=7.6Hz) ,3.08-3.15 (4H,m) ,3.75 (2H,s) ,6.68 (1H,d, J=9.0Hz),
7.09 (1H,t,J=9.1Hz) ,7.17 (1H,dd,J=8.7Hz,2.2Hz) ,7.24 (1H,d, J=8.9Hz) ,7.30 (1H,
dd,J=12.5Hz,2.4Hz) ,9.36 (1H,s) .
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[4822]  szf]15

[4823] 5 {[4-ZJE-1- (4-F-2,6- o R HL) DRIE-4-J& ] FH A 0L} -8--3, 4- &Mk -
2 (1H) -f

[4824]  JEABLSLAHI61M & ko

[4825]  'HNMR (DMSO-d6) Sppm:1.48-1.53 (4H,m) ,1.73-1.78 (2H,m) ,2.48 (2H, t,J=
7.3Hz) ,2.91-2.97 (4H,m) ,3.40-3.45 (2H,m) ,3.74 (2H,s) ,6.68 (1H,d,J= 9.0Hz) ,7.23-
7.28 (3H,m) ,9.36 (1H,s) -

[4826] i{ﬁﬂl(;

[4827] 5 {[4-FFE-1-(2,4- R HL) WRHE-4-FL ] 42 -8 - S nph—2 (1H) —ff

[4828]  JEABLSLAI9TM & ko

[4829]  'HNMR (DMSO—d6) Sppm:1.62-1.65 (2H,m) ,1.79-1.85(2H,m) ,3.02-3.14 (4H,m) ,
3.90(2H,s) ,6.55 (1H,d,J=9.8Hz) ,6.80 (11,d,J=8.9Hz) ,7.22 (1H,d, J=8.8Hz),7.36
(1H,dd,J=8.7Hz,2.5Hz) ,7.53 (1H,d,J=2.5Hz) ,7.58 (1H,d, J=8.7Hz),8.28 (1H,d,J=
9.8Hz) .

[4830] i{ﬁﬂl?

[4831] 5 {[4-Z - 1- (4-F—2-F AR L) WRIE-4-F& ] FH A 0L | -8-S k-2 (1H) — i

[4832] AL & ko

[4833]  'HNMR (DMS0-d6) Sppm:1.60-1.62 (2H,m) ,1.79-1.85 (2H,m) ,3.10-3.17 (4H,m) ,
3.88(2H,s) ,6.54 (1H,d,J=9.7Hz) ,6.79 (11,d,J=8.8Hz) ,7.10 (1H,t, J=9.1Hz),7.18
(1H,dd,J=8.7Hz,2.2Hz) ,7.31 (1H,dd,J=12.5Hz,2.4Hz) , 7.58 (1H,d,J=8.7Hz) ,8.25
(1H,d,J=9.8Hz) .

[4834] i{ﬁﬂl&;

[4835] 5 {[4-%(JE-1- (3,5~ ML IE-2—J&) RIE—4—J8& ] FH S 0L} -8-9 -3, 4- &AMk -
2 (1H) -f

[4836] AL & ko

[4837]  (4FE)m.p.160.9°C-163.1°C

[4838]  'HNMR (DMSO-d6) Sppm:1.43-1.50 (2H,m) ,1.57 (2H,brs) ,1.71-1.82 (2H, m) ,2.43
(2H,t,J=7.5Hz) ,2.84 (2H,t,J=7.5Hz) ,3.27-3.37 (2H,m) ,3.53-3.61 (2H,m) ,3.69 (2H,
s),6.54(1H,dd,J=9.0Hz,4.0Hz) ,6.98 (1H,t,J=9.8Hz) , 7.71-7.78 (1H,m) ,8.08 (1H,d,
J=2.5Hz) ,10.01 (1H,s) -

[4839]  =Zf[19

[4840] 5-{[4-EJE-1- G-F-3-H It nE-—2-35) RnE-4-JL P AE ) -8-5-3,4- — &
Wbk—2 (1H) —f

[4841] SIS & ko

[4842]  'HNMR (CDC1s) Sppm:1.46 (2H,brs) ,1.68-1.72 (2H,m) ,1.90-1.96 (2H,m) , 2.30
(3H,s) ,2.65(2H,t,J=7.7Hz) ,3.03 (2H,t,J=7.7Hz) ,3.10-3.19 (4H,m) , 3.82(2H,s) ,
6.48 (1H,dd,J=9.1Hz,3.9Hz) ,6.92 (11,t,]J=9.5Hz) ,7.19-7.21 (1H,m),7.65 (1H,brs) ,
8.01 (1H,d,J=2.9Hz) «

[4843]  s44120
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[4844]  5-{[4-FH-1-(2,4- & R H) WRIE-4-3E] A L) -85 -3, 4- A& mk-2 (1H) -
L]

[4845] AL & ko

[4846]  'HNMR (CDC1s) Sppm:1.34 (2H,brs) ,1.68-1.70 (2H,m) ,1.94-1.99 (2H,m) , 2.65
(2H,t,J=7.7Hz) ,3.02-3.15(6H,m) ,3.78 (2H,s) ,6.47 (1H,dd,J=9.1Hz, 3.9Hz) ,6.92
(1H,t,J=9.4Hz) ,7.02 (1H,d,J=8.7Hz) ,7.19 (1H,dd,J=8.6Hz, 2.4Hz) ,7.37 (1H,d,J=
2.4Hz) ,7.55 (1H,brs) -

[4847]  sEzf21

[4848] 55— {[4-FHE-1- (2,5~ & R HL) WRME—4-3E] A L) -8-%-3, 4- — A& mk—2 (1H) -
L]

[4849] AL & ko

[4850]  'HNMR (CDC13) Sppm:1.68-1.71 (2H,m) ,1.94-2.00 (2H,m) ,2.67 (2H,dd, J=7.1Hz,
8.3Hz) ,3.03 (2H,t,J=7.7Hz) ,3.08-3.19 (4H,m) ,3.78 (2H,s) ,6.47 (1H,dd,J=9.1Hz,
3.9Hz) ,6.91 (1H,d,J=9.6Hz) ,6.95 (1H,dd,J=8.5Hz,2.5 Hz) ,7.07 (1H,d,J=2.4Hz) ,
7.28 (11,d,J=8.5Hz) ,7.61 (1H,brs) .

[4851]  sp1]22

[4852]  5- ({4-ZE-1-[4- (o H AL KRB IRIE-4-J8 F A L) -89 -3, 4- A Mk
-2 (1H) -fif

[4853] AL & ko

[4854]  'HNMR (CDC13) Sppm:1.66-1.69 (2H,m) ,1.89-1.95 (2H,m) ,2.64 (2H,t,] =7.7Hz) ,
3.01 (2H,t,J=7.7Hz) ,3.19-3.24 (2H,m) ,3.39-3.43 (2H,m) ,3.76 (2H, s),6.46 (1H,dd,]J
=9.1Hz,3.9Hz) ,6.89-6.95 (3H,m) ,7.11 2H,d,J=9.1Hz) , 7.55(1H,brs) .

[4855]  s44123

[4856] 5 {[4-ZJE-1- (2,4~ &5 AKE) URIE-4-J8& ] FH A 0L} -8-9 -3, 4- &AMk -
2 (1H) -f

[4857] AL & ko

[4858]  'HNMR (DMSO-d6) Sppm:1.54-1.56 (4H,m) ,1.79-1.85(2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.92 (2H,t,J=7.6Hz) ,3.04-3.13 (4H,m) ,3.74 (2H,s) ,6.58 (1H,dd, J=9.1Hz,
3.8Hz) ,7.02(1H,t,J=9.7Hz) ,7.24(1H,d,J=11.3Hz) ,7.70 (1H,d, J=7.9Hz),10.02
(1H,s) »

[4859]  szf424

[4860] 5 ({4-ZJE-1-[5-9—2— (o F AR) R AR IR mE —4-Jk ) FAD) —8-9-3,4- &%
Wbk—2 (1H) — i

[4861] AL & ko

[4862]  'HNMR (DMSO-d6) Sppm:1.51-1.54 (2H,m) ,1.63 (2H,brs) ,1.77-1.83 (2H, m) ,2.47
(2H,t,J=7.7Hz) ,2.81-2.83 (2H,m) ,2.92 (2H,t,J=7.6Hz) ,3.12 (2H,t, J=10.0Hz) ,
3.75(2H,s) ,6.60 (1H,dd,J=9.1Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) , 7.13(1H,dt,J=
2.4Hz,8.3Hz) ,7.44 (1H,dd,J=10.8Hz,2.3Hz) ,7.72 (1H,dd,]J =8.8Hz,6.4Hz) ,10.02
(1H,s) »
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[4863] =425

[4864] 5-{[4-&EI}-1-(2,4,6- =5 AR IRNE-4-FE AL -8-5-3,4- ~ &AMk -2
(1H) — B

[4865] AL & ko

[4866]  'HNMR (DMSO-d6) Sppm:1.48-1.50 (4H,m) ,1.73-1.79 (2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.87-2.93 (4H,m) ,3.38-3.43 (2H,m) ,3.71 (2H,s) ,6.58 (1H,dd,J= 9.1Hz,
3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.11 (2H,t,J=9.4Hz) ,10.01 (1H,s) «

[4867] 5215126

[4868]  5-{[4-ZJE-1-(2,5- “@—4-HNEE) WRIE-4-FE ] FH A L) -8-3-3, 4- A MMk -
2 (1H) -f

[4869] -5 {[1- (2,5~ =& -4-F AR HL) —4- R HRFEIRNE -4 ] 40 -8-98(-3,4- =&
k-2 (1H) B (144mg) f) £ B8 (4mL) ¥ S IN2NER IR (1. 5mL) , M ROVR AT % i i
FE3/NIT o ZE IR IRA T TR YR S A S AN KIS, UL SR e R BOZIE W A HLZE L
ARGV, LUTC /KR RN T4, 78 TR 77 o i BR W R A I A 2 A v (A i - —&UH
Yi—> AWt/ LR L8 difk, BT R bl & W b/ LB A5 5 DA JE S AR 1% A
KA (60°C)  TH HiAr A G (60mg) o

[4870]  'HNMR (DMSO-d6) Sppm:1.53—-1.56 (4H,m) ,1.79-1.84 (2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.92 (2H,t,J=7.6Hz) ,2.97-3.11 (4H,m) ,3.74 (2H,s) ,6.58 (1H,dd, J=9.1Hz,
3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.36 (1H,d,J=7.4Hz) ,7.65 (1H,d,] =9.1Hz),10.01 (1H,
S) o

[4871]1  s25|27

[4872] 5 {[4-ZJE-1- (4-F-2,5- o R L) RIE 428 ] FH A 08} -89 -3, 4- &AMk -
2 (1H) -f

[4873]  JEABASLA12671 A o

[4874]  'HNMR (DMSO-d6) Sppm:1.50—-1.55 (4H,m) ,1.78-1.84 (2H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.90 (2H,t,J=7.6Hz) ,3.15-3.16 (4H,m) ,3.71 (2H,s) ,6.56 (1H,dd, J=9.1Hz,
3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.11 (1H,dd,J=11.4Hz,7.9Hz) ,7.48 (1H,dd,J=12.2Hz,
7.1Hz) ,10.01 (1H,s) «

[4875]  sL441]28

[4876] 5 {[4-ZH-1- (4-F-2-F K EL) WRmE —4-JE ] B A L) -8-%-3, 4- A e -2
(1H) - i

[4877]  JRABNSLA5I2671 A o

[4878]  'HNMR (DMSO-d6) Sppm:1.51-1.54 (4H,m) ,1.79-1.84 (2H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.90 (2H,t,J=7.6Hz) ,3.08-3.14 (4H,m) ,3.71 (2H,s) ,6.57 (1H,dd, J=9.1Hz,
3.7Hz) ,7.01 (1H,t,J=9.7Hz) ,7.09 (1H,t,J=9.1Hz) ,7.17 (1H,dd,] =8.8Hz,2.2Hz) ,
7.30 (1H,dd,J=12.5Hz,2.4Hz) ,10.01 (1H,s) »

[4879] =429

[4880]  5-{[4-Z&-1- (2-F—4-FREL) WRmE —4-JE ] B A L) -8- -3, 4- A& -2
(1H) - i
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[4881]  JEABLSLAI61M & ko

[4882]  'HNMR (DMSO-d6) 8ppm:1.54-1.56 (4H,m) ,1.79-1.85(2H,m) ,2.47 (2H, t,J=
7.6Hz) ,2.92-2.97 (4H,m) ,3.05-3.08 (2H,m) ,3.74 (2H,s) ,6.59 (1H,dd,J= 9.1Hz,
3.8Hz) ,7.02 (1H,t,J=9.7Hz) ,7.17 (1H,dt,J=2.9Hz,8.5Hz) ,7.24 (1H, dd,J=9.0Hz,
5.7Hz) ,7.38 (1H,dd,J=8.6Hz,3.0Hz) ,10.02 (1H,s) «

[4883] i{ﬁﬂgo

[4884] 5 {[4-FHE-1-(2,4- —H AFH) WRIE-4-3E] A L) -8-%-3,4- A &mk-2 (1H) -
L]

[4885]  JEABLSLAI61M & ko

[4886]  'HNMR (DMSO-d6) Sppm:1.52-1.54 (4H,m) ,1.79-1.85(2H,m) ,2.46 (2H, t,J=
7.7Hz) ,2.91 (2H,t,J=7.6Hz) ,3.01-3.11 (4H,m) ,3.72 (2H,s) ,6.57 (1H,dd, J=9.1Hz,
3.8Hz) ,6.96-7.03 (2H,m) ,7.09-7.19 (2H,m) ,10.01 (1H,s) -

[4887]  sf531

[4888]  5-{[4-Z 21— (2% —4-H IR IRAE-4-24 ] H 4L -85 -3, 4- &AMk -2
(1H) — B

[4889]  JEABLSLAHI6TM & ko

[4890]  'HNMR (DMSO-d6) Sppm:1.52-1.53 (4H,m) ,1.79-1.84 (2H,m) ,2.23 (3H, s),2.46
(2H,t,J=7.7Hz) ,2.91 (2H,t,J=7.6Hz) ,3.02-3.09 (4H,m) ,3.71 (2H,s) , 6.57 (1H,dd,J
=9.1Hz,3.7Hz) ,6.89-7.03 (4H,m) ,10.01 (1H,s) «

[4891]  s44132

[4892]  5- ({4-ZFE-1-[4-F—2- (AR AR IR IE —4-JE ) D) —8-9-3,4- &%
Wbk—2 (1H) — i

[4893]  JEABLSLAHI61M & ko

[4894]  'HNMR (DMSO-d6) Sppm:1.51-1.59 (4H,m) ,1.76-1.82(2H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.75-2.77 2H,m) ,2.92 (2H,t,J=7.6Hz) ,3.10-3.15(2H,m) ,3.74 (2H,s) ,6.59
(1H,dd,J=9.0Hz,3.7Hz) ,7.02 (1H,t,J=9.7Hz) ,7.64 (1H,d,J= 8.6Hz) ,7.68 (1H,d,]J=
2.4Hz) ,7.72 (1H,dd,J=8.6Hz,2.4Hz) ,10.02 (1H,s) .

[4895] i{ﬁﬂ%

[4896]  5-{[1- (3,5~ S MLAE—2-3L) ~4-FRJLNRAE -4-JL ] FE 4 28} -85 -3,4- &Mk -
2 (1H) -f

[4897]  FT100°C, i +8-9—5-[ (4-FRFHLIRAE-4-3%) F AR HE] -3, 4- =AM mk-2 (1H) —ff
(0.25g) 2,3,5- =& MLmE (0.186g) HHKEREH (0.176g) HIN-F JE -2k A& gl (NMP) (3mL) ¥
L2/ o IR INSE A B KIS = O T2, L JE SR U SR AN PR T UE ) » T A5 1] 44 )
R E R Z M (& e —> & b/ D) 440 FF DL G/ 7K B4 o LI B 2RI B2 0T
VED, T (60°C) THe Az @ik &4 (0.29¢) -

[4898] m.p.176°C#178°C

[4899]  'HNMR (CDC1s) Sppm:1.82-1.97 (4H,m) ,2.05 (1H,s) ,2.62-2.69 (2H,m) , 3.02 (2H,
t,J=8.0Hz) ,3.24-3.35(2H,m) ,3.61-3.68 (2H,m) ,3.86 (2H,s) ,6.48 (1H,dd,J=9.1Hz,
3.9Hz) ,6.92 (1H,t,J=9.4Hz) ,7.52 (1H,brs) ,7.60 (1H,d,] =2.3Hz) ,8.13 (1H,d,J=
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2.3Hz) »

[4900] i{ﬁﬂgz}

[4901] 5% —2- (4—{[ (8-F—2-MX-1,2,3,4- VU MEbk—5—5) 480 E ] FF L) —4— 2 FLMR g —
1= 2 MEmE-3-F i

[4902]  SEABSLAI33T A o

[4903]  'HNMR (CDC1s) Sppm:1.83-1.93 (4H,m) ,2.07 (1H,s) ,2.65 (2H,t,J=7.7 Hz),3.01
(2H,t,J=7.7Hz) ,3.41-3.3.52 (2H,m) ,3.85 (2H,s) ,4.00-4.08 (2H,m) , 6.48 (1H,dd,J=
9.1Hz,3.9Hz) ,6.92 (1H,t,J=9.4Hz) ,7.50 (1H,brs) ,7.54 (1H, dd,J=7.3Hz,3.1Hz) ,
8.25(1H,d,J=3.1Hz) .

[4904] 5‘?%35

[4905] 5 {[1- (2,5~ %MLnE -3-2%) —4-FRJENRIE -4 | AR 2L ) -8-98-3, 4- & &Emk -
2 (1H) i

[4906] T =i, i HE8— 95— [ (4-FRHEMRE-4-3E) H A L] -3, 4- A k-2 (1H) —ff
(0.2g) +2,3,5-=FMLAE (0.078mL) SRR HH (0. 141g) HUN-FF FE-2-ME & gl (\WMP) (3mL) %
L2/, 3235 T-60 CHHE8 /NI o T I VR H s IS AG B AT W, LA I i 2R W B ANV 1R T
VE o MEHH PR FHEE AT E Mk (& bt/ O FR 4 1R) 44k, 350 2 ik (2R
Rt/ R O Tg) 3t — D aifh 43 BRI X 20 0 7= P DL — 2 BB 35 15 B b AL & 9
(60mg) -

[4907]  'HNMR (CDC13) Sppm:1.86-1.98 (4H,m) ,2.05 (1H,s) ,2.64-2.69 (2H,m) , 3.02 (2H,
t,J=7.7Hz) ,3.12-3.21 (2H,m) ,3.35-3.42 (2H,m) ,3.86 (2H,s) ,6.48 (1H,dd,J=9.1Hz,
3.9Hz) ,6.93 (1H,t,J=9.5Hz) ,7.02-7.08 (1H,m) ,7.52-7.58 (2H,m) »

[4908] 5‘?%36

(49091  5-{[1- (3,5~ %MLnE —2-2%) —4-FRJEWRIE -4 | AR 2L ) -8-98-3, 4- &k -
2 (1H) i

[4910] 1§ 7 SB35 @Ak I X 43 (1 =4 LA — B Be s 19 2 bR itk 54 (68mg)

[4911]  'HNMR (CDC13) Sppm:1.79-1.93 (4H,m) ,2.04 (1H,s) ,2.62-2.69 (2H,m) , 3.02 (2H,
t,J=7.7THz) ,3.30-3.39 (2H,m) ,3.71-3.79 (2H,m) ,3.84 (2H,s) ,6.47 (1H,dd,J=9.1Hz,
4.0Hz) ,6.92 (1H,t,J=9.5Hz) ,7.09-7.15 (1H,m) ,7.52 (1H, s),7.94 (1H,d,J=2.5Hz) .
[4912] 5‘?%37

[4913] 5% —2- (4—{[ (8-&—2-FMX-1,2,3,4- VU Mehk—5—E) 480 E ] A L) —4— 2 FLIR g -
1- 3% “FHE

[4914]  SEABNSLAI331 A o

[4915]  (4WE/ 80 m.p.206.0°C%206.9°C

[4916]  'HNMR (DMSO-d6) Sppm:1.69-1.76 (2H,m) ,1.83-1.92 (2H,m) ,2.46 2H, t,J=
7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,3.08-3.17 (2H,m) ,3.18-3.25 (2H,m) ,3.81 (2H,s) ,4.76
(1H,s) ,6.59 (1H,dd,J=9.0Hz,3.5Hz) ,6.99 (1H,t,J=9.8Hz) ,7.24 (1H,dd,J=9.3Hz,
4.8Hz) ,7.47 (1H,dt,J=3.0Hz,8.8Hz) ,7.69 (1H,dd,J=8.5 Hz,3.0Hz) ,10.02 (1H,s) .
[4917]  S245)38

[4918]  8-%(—5— {[4-FRd&-1- (MEMk-2-28) WRIE -4 2L ] FE 4R 2L} -3, 4- k-2 (1H) -1
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[4919]  SEABNSLAI331 A o

[4920]  (Z.WE/ PR B8 m.p.198°CE199°C

[4921]  'HNMR (CDC1s) 8ppm:1.79-1.90 (4H,m) ,2.09 (1H,s) ,2.60-2.65 (2H,m) , 2.98 (2H,
t,J=7.7THz) ,3.47-3.55(2H,m) ,3.82 (2H,s) ,4.33-4.41 (2H,m) ,6.45 (1H,dd,J=9.1Hz,
3.9Hz) ,6.91 (1H,t,J=9.4Hz) ,7.04 (1H,d,J=9.2Hz) , 7.20-7.25(1H,m) ,7.50-7.56 (2H,
m) ,7.60 (1H,dd,J=8.0Hz,1.2Hz) ,7.69 (1H,d, J=8.1Hz),7.89 (1H,d,J=9.1Hz) .

[4922] 524539

[4923] 8% -5- {[4-¥% 31— (FmEmph—1-3E) WRiE-4-3L ] 4 3L} -3, 4- — A -2 (1H) -
i)

[4924]  SEABSLAI331 A o

[4925]  (LWE/ PR T8 m.p.198°CE199°C

[4926]  'HNMR (CDC13) Sppm:1.92-1.99 (2H,m) ,2.05-2.14 (3H,m) ,2.64-2.69 (2H, m) ,3.05
(2H,t,J=7.7Hz) ,3.44-3.51 (2H,m) ,3.64-3.71 (2H,m) ,3.93 (2H,s), 6.52(1H,dd,]J=
9.1Hz,4.0Hz) ,6.94 (1H,t,J=9.4Hz) ,7.23-7.27 (IH, 5 FE 5 Hi%k) ,7.49-7.54 (1H,
m) ,7.55(1H,brs) ,7.59-7.64 (1H,m) ,7.76 (1H,d,J= 8.1Hz) ,8.08 (1H,d,J=8.5Hz) ,8.15
(1H,d,J=5.8Hz) .

[4927] =240

[4928]  1-%3&-5-{[1- (3,5~ & MLNE-2-3%) 4R FENRNE -4 I ] 48 3L} -8-9R-3,4-
S k-2 (1H) —f

[4929] @ AHEIT, T5-{[1- (3,5~ &MtHE-2-3%) ~4- 2 FEIRIE —4-JL ] H 400} -89 -
3, 4= A Emk-2 (1H) —R (0.5g) PN, N-— FI S I e (BmL) B yF 3, s InE Ak 4n (55 % v
H1) (0.050g) , T =R P IZIB S50 51.0°C, IR AW me-[ (a2 mElE R ] -1,
3,5- = HIFEIK (0.293g) , HHIFNELBE T, B FE I NVR G W 1/ o IN7K T I N, DA Y8 U £
DUUEWD, M IR E R JE M (& Wb/ LR L FR-> & W e/ W) 4k, UL OB/ LR
CPRTEE i o LIRSS AR TTED) , T (60°C) T #& A @k &4 (0. 3g) -

[4930] (LR MBS/ L) m.p. 187 CE189°C

[4931]  'HNMR (CDC1s) Sppm:1.81-1.96 (4H,m) ,2.02 (1H,s) ,2.66-2.71 (2H,m) , 2.91-2.97
(2H,m) ,3.26-3.34 (2H,m) ,3.61-3.68 (2H,m) ,3.86 (2H,s) ,5.00 (2H,d, J=2.3Hz) ,6.61
(1H,dd,J=9.1Hz,3.4Hz) ,6.98 (1H,dd,J=12.1Hz,9.1Hz) , 7.60 (1H,d,J=2.3Hz) ,8.12
(1H,d,J=2.3Hz) .

[4932]  szfl41

[4933]  5-{[1-(2,5- A HHL) 4 ILNRIE 4L ] AR IE) -8-F-3, 4— S MEmk—2 (1H) -
i)

[4934] Tk e B I N8 -9 —5— [ (4-FR MR IE -4 %) FH A JE] -3, 4- Ak -2
(1H) —f (384mg) 1-7R-2,5- &K (295mg) U T BEHH (151mg) <5 (R F: A ) — 48 (0)
(11.96mg) 2,2 =X (- ZRFEEHRL) —1,17 —HKZ% (BINAP) (24.39 mg) 5HIZK (3mL) , B EHZE
SRIET130°C , LAfkdsk RS /NS o K T RN S LA PR G R A BUZ IR, HA HLZ A
ERIKBEES , LAIC /K BRI AN T8 , 28 TR 33 771 o 5% B )R A IR B A IR AT (e / 4R 1)
AL FELLRIRE/ TR O TR P45 S TSR (A Ak 54 (7. Bmg) -
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[4935] (4R PR/ ) m.p.191.5°C

[4936]  '"HNMR (CDC1s3) Sppm:1.87-1.90 (2H,m) ,1.93-1.99 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.07-3.12 (2H,m) ,3.22-3.24 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.95 (1H,dd,J=8.5Hz,
2.5Hz) ,7.07 (1H,d,J=2.5Hz) ,7.28 (1H,d,J=8.5Hz) ,7.54 (1H,brs) .

[4937]  sZ45]42

[4938]  5-{[1-(2,4- "G RHE) 4-FR ILWRIE -4 ] FH S 2L} —8—9R—-3, 4- & MEmk-2 (1H) -
]

[4939]  @ASHE K, T70°CHi#E8-:-5-FFE-3,4- A MEm-2 (1H) - (355mg) « 6- (2,
4= T EORIE) —1-E L6 R AR [2. 5] ki (442me) SRR =40 (72.Tmg) N, N-HI JEH
P fi - 2— A (1:1) (3.6mL) ¥ R22/NNF o IN7K T RN, BA O BR L BR A BOZIE T, HA HLZ
PLER 7KW, CATC /K BR BR N T 45 , 28R PR IS 7 FR B W UL 1R L WE - 25 i » LI D 2R U B U
VER, TR bR AL S (42Tmg) S

[4940] (LR ZEE) m.p.209.1°C

[4941]  'HNMR (DMSO-d6) Sppm:1.69-1.71 (2H,m) ,1.84-1.89 (2H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,2.99-3.08 (4H,m) ,3.80 (2H,s) ,4.74 (1H, brs),6.60 (1H,
dd,J=9.0Hz,3.5Hz) ,7.01 (1H,t,J=9.0Hz) ,7.21 (1H,d,J=8.5 Hz) ,7.35(11,dd,J=
8.5Hz,2.5Hz) ,7.52 (1H,d,J=2.5Hz) ,10.01 (1H,brs) .

[4942] 5‘?%43

[4943] 5 {[1- -5 RIHL) 4-FRHLNRAE-4—FE ] AL} -8—9R( -3, 4- &Mk —2 (1H) -
[4944]  FEABLSLHI61M ko

[4945]  '"HNMR (CDC1s3) Sppm:1.88-1.90 (2H,m) ,1.95-2.01 (2H,m) ,2.05 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) ,3.22-3.25 (2H, m) ,3.88 (2H,
s),6.50 (1H,dd,J=9.0Hz,3.5Hz) ,6.93 (1H,t,]=9.0Hz) ,6.98 (1H,t,J=8.0Hz) ,7.11
(1H,d,J=8.0Hz) ,7.23 (1H,t,J=8.0Hz) ,7.37 (11,d,] =8.0Hz) ,7.56 (1H,brs) .

[4946] =244

[4947]  5-{[1- (2,5~ &~ 4-HREL) —4-FRBENRIE -4-J5 ] FH AR AL ) -8-%(-3, 4- Sk -
2 (1H) -f

[4948] AL AI42170 A o

[4949] (4R BR/ ) m.p.207.9°C

[4950]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.92-1.98 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.06-3.09 (2H,m) ,3.13-3.15 (2H, m) ,3.87 (2H,
s),6.49 (11,dd,J=9.5Hz,4.0Hz) ,6.93 (1H,t,J=9.5Hz) ,7.12 (1H,d,J=7.5Hz) ,7.21
(1H,d,J=9.0Hz) ,7.54 (1H,brs) .

[4951]  sz]45

[4952]  5-{[1- (2-F-4-F K KE) —4-FRFLNR Mg —4-J ] HH A L} -89 -3, 4- A MMk -2
(1H) - i

[4953]  JEABASLAI4 21 A o

[4954] (4R TR/ HEE) m.p.208°C
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[4955]  'HNMR (CDC13) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.04 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.07-3.09 (2H,m) ,3.13-3.15(2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.5Hz,4.0Hz) ,6.91-6.97 (2H,m) ,7.07 (1H,dd, J=9.0Hz,5.5Hz) ,
7.14 (1H,dd,J=8.0Hz,2.5Hz) ,7.56 (1H,brs) «

[4956]  SE{5]46

[4957] 89 —5— [ (4—FRFE-1-IRFLIRIE-4-FL) H 4] -3, 4- = S mph-2 (1H) I

[4958]  SKALLSZARA2TT & FK »

[4959] (L& PR/ HES) m.p.177.0°C£177.4°C

[4960]  'HNMR (CDC13) Sppm:1.84-1.94 (4H,m) ,2.05 (1H,brs) ,2.65(2H,t,J= 7.5Hz) ,
3.01(2H,t,J=7.5Hz) ,3.19-3.24 (2H,m) ,3.49-3.53 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,]J
=9.0Hz,4.0Hz) ,6.85-6.89 (1H,m) ,6.92 (1H,t,J=9.0Hz) , 6.98-6.99 (2H,m) ,7.25-7.29
(2H,m) ,7.58 (1H,brs) .

[4961] =247

[4962]  8-9R—5— ({4-Fadk—1-[4- (o AR R IE ] IRIE -4k} HARUE) -3, 4- Ak
—2 (1H) —d

[4963]  SKASZAA2TT & FY »

[4964]  (ZBR M6/ HEE) m.p.200.7°C

[4965]  'HNMR (CDC13) Sppm:1.85-1.93 (4H,m) ,2.06 (1H,brs) ,2.65 (2H,t,J= 8.0Hz) ,
3.01 (2H,t,J=8.0Hz) ,3.19-3.24 (2H,m) ,3.46-3.49 (2H,m) ,3.84 (2H,s), 6.47 (1H,dd,]J
=9.0Hz,4.0Hz) ,6.92 (1H,dd,J=9.0Hz,1.0Hz) ,6.94 (2H,d,J= 9.0Hz) ,7.12 (2H,d,J=
9.0Hz) ,7.60 (1H,brs) -

[4966] =548

[4967] 84 —5— ({4-Fadk-1-[4- (AR R R IE -4 55} FRADE) -3, 4- &k -2
(1H) —F

[4968]  SKALLSZAFA2TT & FK »

[4969] (4R TR/ HES m.p.216.1°C

[4970]  'HNMR (CDC13) Sppm:1.85-1.87 (4H,m) ,2.09 (1H,brs) ,2.65 (2H,t,J= 7.5Hz),
3.00(2H,t,J="7.5Hz) ,3.29-3.35(2H,m) ,3.63-3.66 (2H,m) ,3.83 (2H,s), 6.47 (1H,dd,]J
=9.0Hz,4.0Hz) ,6.92 (1H,dd,J=9.0Hz,1.0Hz) ,6.97 2H,d,J= 9.0Hz) ,7.48 2H,d,]J=
9.0Hz) ,7.56 (1H,brs) -

[4971] =249

[4972] 5 {[1- (4-E IKIE) ~4-FRIENRIE -4 FE ] 43 ) -8—~9r( -3, 4~ AWMk —2 (1H) — il
[4973]  ZRALLSLAI42110 5 o

[4974]  'HNMR (CDC13) Sppm:1.84-1.92 (4H,m) ,2.05 (1H,brs) ,2.65 (2H,t,J= 7.5Hz) ,
3.01(2H,t,J=7.5Hz) ,3.17-3.22 (2H,m) ,3.45-3.47 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,]J
=9.0Hz,4.0Hz) ,6.89 (2H,d,J=9.0Hz) ,6.92 (1H,dd,J=9.0Hz, 1.0Hz) ,7.21 (2H,d,J=
9.0Hz) ,7.57 (1H,brs) -

[4975]  s241]50

[4976]  5-{[1- (3-FARIL) 4 FRHLNRBE—4—FE ] FH A 0L} -8—9R( -3, 4- &Mk —2 (1H) -
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(49771 SBALSZBIA2T A R o

[4978] (L& B m.p.169°C&E170°C

[4979]1  'HNMR (CDC1s) 8ppm:1.83-1.91 (4H,m) ,2.05 (1H,brs) ,2.65 (2H,t,J= 7.5Hz) ,
3.00(2H,t,J=7.5Hz) ,3.21-3.27 (2H,m) ,3.50-3.53 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,]
=9.0Hz,4.0Hz) ,6.79-6.84 (2H,m) ,6.90-6.93 (2H,m) ,7.17 (1H,t, J=8.5Hz) ,7.56 (11,
brs) »

[4980]  szf|51

[4981] 8- —5— {[4—F2HE-1- (ML RE-3-Jk) WRIE-4-J ] H 480k} -3, 4- & mEmk—2 (1H)
[4982]  ZRALLSZ 42T A Ak o

[4983] (ZBRZME/HEE) m.p.178.2°C%178.8°C

[4984]  'HNMR (CDC13) Sppm:1.88-1.91 (4H,m) ,2.11 (1H,brs) ,2.65(2H,t,J= 8.0Hz) ,
3.01(2H,t,J=8.0Hz) ,3.24-3.29 (2H,m) ,3.52-3.56 (2H,m) ,3.85 (2H,s), 6.47 (1H,dd,]
=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.16-7.18 (1H,m) , 7.23-7.25(1H,m) ,7.56 (11,
brs) ,8.09-8.10 (1H,m) ,8.36-8.37 (1H,m) .

[4985]  sLf552

[4986]  5-{[1- (4-F-2- K KL) —4-FRFLNR g —4-J ] HH A Bk} -89 -3, 4- A MMk -2
(1H) - i

(49871  SRALLSZBI42T A R o

[4988] (HfE/ & H %) m.p.190.6°C&E190.7°C

[4989]1  'HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.92-1.98 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.23-3.26 (2H, m) ,3.85 (2H,
s),6.48 (1H,dd,J=9.5Hz,4.0Hz) ,6.91-6.95 (2H,m) ,7.05-7.07 (2H,m) ,7.56 (1H,brs) «
[4990]  sz4553

(49911 5-{[1-(2,4- =& -5-H REL) —4-FRBENRmE —4-J5 ] FH A AL ) -8-%(-3, 4- Sk -
2 (1H) —PH

[4992]  SEABNSLHI4 217 A o

[4993] (LB 4BR/ M) m.p.198.7°C%198.9C

[4994]  'HNMR (CDC1s3) Sppm:1.87-1.90 (2H,m) ,1.92-1.98 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.06-3.09 (2H,m) ,3.20-3.22 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.89 (1H,d,J=10.5Hz) ,6.93 (1H,t,J=9.0Hz) ,7.40
(1H,d,J=7.5Hz) ,7.52 (1H,brs) «

[4995] =254

[4996]  5-{[1- (2,3~ A HIL) 4 ILNRIE 4L ] A IL) -8-F-3, 4- A MEmk—2 (1H) -
il

(49971 SRALLSZBI42T A R o

[4998] (LR P8/ FHEE) m.p.228.7°C

[4999]  'HNMR (CDC13) Sppm:1.88-1.90 (2H,m) ,1.94-2.00 (2H,m) ,2.04 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) ,3.20-3.23 (2H, m) ,3.88 (2H,
s),6.50 (1H,dd,J=9.0Hz,4.0Hz) ,6.94 (1H,t,J=9.0Hz) , 7.01-7.03 (1H,m) ,7.16-7.17
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(2H,m) ,7.53 (1H,brs) »

[5000]  =z431|55

[5001]  5-{[1- (4-5-2,6- 5 REL) ~4-FRBEURIE -4 25 ] FH A 2L ) -8-5(-3, 4- S npk -2
(1H) — B

[5002]  SRALLSZBI42T A A% o

[5003] (L& MR/ M) m.p.225.5°C%225.6°C

[5004]  'HNMR (DMSO-d6) Sppm:1.63-1.65 (2H,m) ,1.78-1.81 (2H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.92 (2H,t,J=7.5Hz) ,2.96-2.99 (2H,m) ,3.35-3.40 (2H,m) ,3.77 (2H,s) ,4.81
(1H,brs) ,6.59 (1H,dd,J=9.0Hz,4.0Hz) ,7.02 (1H,dd,J=9.0Hz, 1.0Hz),7.23-7.29 (2H,
m) ,10.03 (1H,brs) »

[5005]  =2441|56

[5006]  5-({1-[4-&-2- (ZHH L) K] 4-FIENRNE-4-FE) HAERL) -8-#-3,4- 5%
Wbk—2 (1H) —

[5007]1  RALLSZBI42T A A% o

[5008]  (ZB& MR/ M) m.p.211.3°C#211.5C

[5009]  'HNMR (CDC13) Sppm:1.82-1.85 (2H,m) ,1.88-1.94 (2H,m) ,2.03 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,2.89-2.91 (2H,m) ,3.02 (2H,t,J="7.5Hz) ,3.11-3.14 (2H, m) ,3.86 (2H,
s),6.49 (1H,dd,J=9.5Hz,4.0Hz) ,6.93 (1H,t,J=9.5Hz) ,7.37 (1H,d,J=8.5Hz) ,7.49
(1H,dd,J=8.5Hz,2.5Hz) ,7.56 (1H,brs) ,7.61 (1H,d,] =2.5Hz) .

[5010]  =z3|57

(50111  5-{[1-(3,4- & RIE) 4-FR ILWRIE -4 ] FH S 2L} —8-9R—-3, 4- & MEmk-2 (1H) -
i
[5012]  SEABASLH421 A o

[5013] (- —HETHF)m.p.230.9°CE231.2°C

[5014]  'HNMR (DMSO-d6) Sppm:1.60-1.62 (2H,m) ,1.77-1.81 (2H,m) ,2.43 (2H, t,J=
7.5Hz) ,2.82 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.47-3.68 (2H,m) ,3.75 (2H,s) ,4.89
(1H,brs) ,6.57 (1H,dd,J=9.0Hz,4.0Hz) ,6.96 (1H,dd,J=9.0Hz, 2.5Hz),7.01 (1H,dd,]J
=9.0Hz,1.0Hz) ,7.14 (1H,d,J=2.5Hz) ,7.38 (1H,d,J= 9.0Hz) ,10.02 (1H,brs) .

[5015]  =z431|58

[5016]  8—p—5— {[4—F&HE—1— (MEWy—3—Jk) WRIE 42k ] H 480k} -3, 4- & mEmk—2 (1H) — i
(50171  RALLSZ 42T 2 % o

[5018]  (ZBRZME/HEE) m.p.200.4°C%200.5C

[5019]  'HNMR (CDC1s3) Sppm:1.84-1.87 (2H,m) ,1.90-1.95 (2H,m) ,2.03 (1H,brs) , 2.65
(2H,t,J=7.5Hz) ,3.01 (2H,t,J="7.5Hz) ,3.12-3.17 (2H,m) ,3.37-3.40 (2H, m) ,3.84 (2H,
s),6.25(1H,dd,J=3.0Hz,1.5Hz) ,6.47 (1H,dd,J=9.5Hz,4.0Hz) , 6.90 (1H,dd,5.0Hz,
1.5Hz) ,6.92 (1H,t,J=9.5Hz) ,7.24 (1H,dd,J=5.0Hz,3.0 Hz) ,7.57 (1H,brs) .

[5020]  =z31|59

[5021]  5-{[1- (4-G—2-H B 3EL) —4-FR RNk mE -4 28 ] FH AU ) -8 %3, 4- & ek -2
(1H) —F

=i}
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[5022]  SRALLSZBI42T A R o

[5023] (LR PR/ M) m.p.214°C&#215C

[5024]  'HNMR (CDC1s) Sppm:1.86-1.94 (4H,m) ,2.02 (1H,brs) ,2.28 (3H,s) ,2.66 (2H,t,]
=7.5Hz) ,2.90-2.93 (2H,m) ,3.03 (2H,t,J=7.5Hz) ,3.01-3.07 (2H,m) , 3.87 (2H,s) ,6.49
(1H,dd,J=9.5Hz,4.0Hz) ,6.93 (11, t,J=9.5Hz) ,7.00 (1H,d, J=8.5Hz),7.13(1H,dd,]
=8.5Hz,2.5Hz) ,7.16 (1H,d,J=2.5Hz) ,7.53 (1H, brs) .

[5025]  =2441|60

[5026]  8-9R—5- ({4-Fadk-1-[2- (9 AR R JURE —4 -k} HHARUE) -3, 4- A ik
-2 (1H) -FH

(50271  RALLSZBI42T A R o

[5028] (4% BR/C ) m.p.168°C

[5029]  'HNMR (CDC1s3) Sppm:1.85-1.88 (2H,m) ,1.90-1.96 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.10-3.15 (2H,m) ,3.23-3.25 (2H, m) ,3.86 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.99 (1H,dt,J=1.5Hz,
8.0Hz) ,7.08 (1H,dd,J=8.0Hz,1.5Hz) ,7.19-7.24 (2H,m) , 7.55 (1H,brs) .

[5030]  =zf361

[5031]  5-{[1- (2-F-6- K KL) —4-FRFLNR Mg —4-J ] HH S k) -89 -3, 4- A MMk -2
(1H) - i

[5032]  SRALLSZBI42T A R o

[5033] (LR MR/ m.p.212°C&E213°C

[5034]  'HNMR (CDC13) Sppm:1.82-1.84 (2H,m) ,1.90-1.96 (2H,m) ,2.06 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.09 (2H,m) ,3.47-3.52 (2H, m) ,3.88 (2H,
s),6.50 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) , 6.95-6.97 (2H,m) ,7.16-7.18
(1H,m) ,7.53 (1H,brs) .

[5035]  =231|62

[5036]  5-{[1-(4-5 2,5~ " ARHL) —4-FRJLNRNE -4 2L ] FE A28} -85 -3, 4- &Mk -
2 (1H) —PH

[5037]  RALLSZBI42T A R o

[5038] (ZBRZME/HEE) m.p.185.1°C%185.2°C

[5039]  '"HNMR (CDC1s) Sppm:1.86-1.89 (2H,m) ,1.90-1.96 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.09-3.14 (2H,m) ,3.26-3.28 (2H, m) ,3.85 (2H,
s),6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.79 (1H,dd,J=10.5Hz,7.5 Hz) ,6.93 (1H,t,]J=
9.0Hz) ,7.08 (1H,dd,J=11.5Hz,7.0Hz) ,7.54 (1H,brs) «

[5040] i1§ﬂ63

[5041]  5-{[1- (2-R-4-F K KE) -4-FRFLNRE -4 - ] HH S 0k} -89 -3, 4- A MMk -2
(1H) - i

[5042]  SRABLSLAI4 21 A o

[5043]  (ZBRZBR/ W B m.p.204.9°C

[5044]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.04 (1H,brs) , 2.66
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(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.05-3.10 (2H,m) ,3.15-3.17 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.03 (1H,d,J=8.5Hz),7.25
(1H,dd,J=8.5Hz,2.5Hz) ,7.55 (1H,brs) ,7.57 (1H,d,] =2.5Hz) .

[5045]  ={5]64

[5046]  5—{[1- (4-E-3-H AL IL) 42 RE0RmE—4-FE AR 3L ) -8-%-3, 4- &k -
2 (1H) — P

[5047]1  RALLSZBI42T0 A R o

[5048] (4R TE/HEE) m.p.222.6°CA2222.7°C

[5049]  'HNMR (DMSO-d6) Sppm:1.61-1.63 (2H,m) ,1.79-1.85(2H,m) ,2.43 (2H, t,J=
7.5Hz) ,2.85(2H,t,J=7.5Hz) ,3.07-3.12 (2H,m) ,3.51-3.53 (2H,m) ,3.75 (2H,s),3.82
(3H,s) ,4.74 (1H,brs) ,6.52 (1H,dd, J=8.5Hz,2.5Hz) ,6.57 (1H,dd, J=9.0Hz,4.0Hz) ,
6.66 (1H,d,J=2.5Hz) ,7.00 (1H,t,]J=9.0Hz) ,7.16 (1H,d,] =8.5Hz),10.01 (1H,brs) .
[5050]  =45]65

[5051]  5-{[1-(2,6- G ARHE) 4-FRILWRIE -4 ] FH S 2L} —8-9R—3, 4- & MEmk-2 (1H) -
fi
[5052]  ZRALLSZIA2TH 4 Ak o

[5053]  (ZBRZ.MiE/WEE) m.p.203.6°C %203.8°C"HNMR (CDC13) Sppm:1.81-1.83 (2H,m) ,
1.93-1.99 (2H,m) ,2.06 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,2.97-3.02 (2H, m),3.04 (2H,t,J
=7.5Hz) ,3.63-3.68 (2H,m) ,3.89 (2H,s) ,6.50 (1H,dd,J=9.0 Hz,4.0Hz) ,6.93 (1H,t,J=
9.0Hz) ,6.97 (1H,t,J=8.0Hz) ,7.24 (1H,d,J=8.0 Hz) ,7.30 (1H,d,J=8.0Hz) ,7.53 (1H,
brs) »

[5054]  ={5]66

[5055] 5 {[1- (3-SR AL IE) —4—FR ILNRIE -4 Jk ] FH A 2k} —8—9R—-3, 4- &M mk-2 (1H) -
i
[5056]  ZRALLSZAIA2TH 4 K o

[5057] (4R BE/ bt m.p.128.1°C

[5058]  '"HNMR (CDC13) Sppm:1.41 (3H,t,J=7.0Hz) ,1.82-1.84 (2H,m) , 1.86-1.92 (2H,m) ,
2.01 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,3.01 (2H,t,J=7.5Hz) , 3.19-3.24 (2H,m) ,3.50-
3.52(2H,m) ,3.83 (2H,s) ,4.02 (2H,q,J=7.0Hz) ,6.41 (1H,dd,J=8.0Hz,2.0Hz) ,6.47
(1H,dd,J=9.0Hz,4.0Hz) ,6.52 (1H,t,J=2.0 Hz) ,6.58 (1H,dd,J=8.0Hz,2.0Hz) ,6.92
(1H,dd,J=9.0Hz,1.0Hz) ,7.16 (1H,t, J=8.0Hz) ,7.51 (1H,brs) .

[5059]  =f5|67

[5060]  5-{[1- (4-LAAFEAREE) ~4-FRFEWRIE -4 JE ] HT 42} -8—96-3, 4- &M nph-2 (1H) -
i
[5061]  ZRALLSZ 42T 4 Ak o

[5062] (L& BR/ M) m.p.198.8°C4199.1°C

[5063]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=7.0Hz) ,1.85-1.88 (2H,m) , 1.90-1.96 (2H,m) ,
2.02 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.08-3.14 (2H,m) ,3.31-
3.34(2H,m) ,3.85(2H,s) ,3.99 (2H,q,J=7.0Hz) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.84
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(2H,d,J=9.0Hz) ,6.92 (1H,t,J=9.0Hz) ,6.96 (2H,d,J=9.0Hz) ,7.57 (1H,brs) .

[5064] §WU68

[5065] 8- —5—{[4-FEHE—-1-(2,4,6- =G AIL) URME-4-FE ] FH 4L} -3, 4- &Mk -2
(1H) — B

[5066]  ZRALLSZBIA2T A R o

[5067]  (ZBRZME/HEE) m.p.239.4°C%239.8°C

[5068]  '"HNMR (CDC1s) Sppm:1.80-1.83 (2H,m) ,1.90-1.96 (2H,m) ,2.06 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,2.93-2.96 (2H,m) ,3.03 (2H,t,J="7.5Hz) ,3.61-3.66 (2H, m) ,3.87 (2H,
s),6.50 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.26 (1H,s),7.32(1H,s),7.56
(1H,brs) »

[5069] =269

[5070]  8-%—5- ({4-F23E-1-[3- (N-2-3%) ZREEURAE-4-2L ) ) -3, 4- &k -2
(1H) — B

[5071] BN A4 21 A o

[5072] (4R ME/ 4t m.p.131.1°C&131.3°C

[5073]  'HNMR (CDC13) Sppm:1.25 (6H,d,J=7.0Hz) ,1.85-1.87 (2H,m) , 1.89-1.95(2H,m) ,
2.01 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,2.86 (1H,sep,J=7.0 Hz) ,3.01 (2H,t,J=7.5Hz) ,
3.18-3.23 (2H,m) ,3.48-3.51 (2H,m) ,3.85(2H,s) , 6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.75
(1H,dd,J=8.0Hz,1.0Hz) ,6.81 (1H,dd, 8.0Hz,2.0Hz) ,6.86 (1H,dd,J=2.0Hz,1.0Hz) ,
6.92 (1H,t,J=9.0Hz) ,7.20 (1H, t,J=8.0Hz) ,7.52 (1H,brs) »

[5074] i{ﬁﬂm

[5075]  8-9—5- ({4-Fadk-1-[4- (N-2-3%) R FL R IE-4-FL} HH A0 0E) -3, 4- ek -2
(1H) — i

[5076]  SEABSLAI4 21 A o

[5077]  (ZBRZME/HEE) m.p.194.9°C%195.0C

[5078]  '"HNMR (CDC13) 8ppm:1.23 (6H,d,J=7.0Hz) ,1.84-1.87 (2H,m) , 1.88-1.94 (2H,m) ,
2.00(1H,brs) ,2.65(2H,t,J=7.5Hz) ,2.85(1H,sep,J=7.0 Hz) ,3.02(2H,t,J=7.5Hz) ,
3.14-3.20 (2H,m) ,3.43-3.47 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,J=9.0Hz,4.0Hz) ,6.92
(1H,t,J=9.0Hz) ,6.93 (2H,d,J=8.5Hz) , 7.14 (2H,d,J=8.5Hz),7.52 (1H,brs) .

[5079] 5‘?%71

[5080]  5-{[1- (3,5~ &NLNE-4-25) ~4-FR LR IE —4- 25 ] FH AR 2L ) -8-5(-3, 4- S Ipk -2
(1H) —

[5081]  JEABASLAI4 217 A o

[5082] (B2 BR/ W) m.p.225.8°C%225.9C

[5083]  'HNMR (CDC13) Sppm:1.84-1.86 (2H,m) ,1.91-1.97 (2H,m) ,2.07 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.23-3.25 (2H,m) ,3.67-3.72 (2H, m) ,3.88 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.51 (1H,brs),8.34 (2H,s) .
[5084]  s41|72

[5085]  4- (4—{[ (8% —2-%FAX-1,2,3,4- DU Mempk—5-3L) 4 L ] FE 3k} —4-F2 JhmR g —1-32%)
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I

[5086]  ZRALLSZAIA2TH A K o

[5087] (PR .M/ FEE) m.p.216°C

[5088]  'HNMR (CDC13) Sppm:1.78-1.84 (2H,m) ,1.86-1.88 (2H,m) ,2.12 (1H,brs), 2.65
(2H,t,J=7.5Hz) ,3.00 (2H,t,J=7.5Hz) ,3.35-3.40 (2H,m) ,3.69-3.72 (2H, m) ,3.83 (2H,
s),6.46 (1H,dd,J=9.0Hz,4.0Hz) ,6.90 (2H,d,J=9.5Hz) ,6.92 (1H,t,J=9.0Hz) ,7.50
(2H,d,J=9.5Hz) ,7.57 (1H,brs) »

[5089] <4173

[5090]  3- (4-{[ (8-F—2-%A4X-1,2,3,4-PUS Membk—5—J8) & k] Y k) —4- R R g - 1-35%)
SN

[5091]  ZRALLSZ 42T 4 Ak o

[5092] (LB PR/ HE) m.p. 175°CEL77C

[5093]  'HNMR (CDC13) Sppm:1.85-1.88 (4H,m) ,2.07 (1H,brs) ,2.66 (2H,t,J= 7.5Hz),
3.01(2H,t,J=7.5Hz) ,3.25-3.30 (2H,m) ,3.54-3.56 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,]
=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.08-7.10 (1H,m) , 7.15-7.17 (2H,m) ,7.31-7.34
(1H,m) ,7.55 (1H,brs) -

[6094]  =z4|74

[5095]  8-%—5— {[4-F22E-1- (4-REFLIRKIL) IRng-4-JL ) A 2L -3, 4- &k -2 (1H) -
A
[5096]  ZRALLSZ AT 4 K o

[5097] (L& PR/ M) m.p.186.9°C#187.2°C

[5098]  'HNMR (CDC1s) Sppm:1.87-1.96 (4H,m) ,2.02 (1H,brs) ,2.66 (2H,t,J= 7.5Hz) ,
3.02(2H,t,J=7.5Hz) ,3.15-3.21 (2H,m) ,3.41-3.44 (2H,m) ,3.86 (2H,s) , 6.48 (1H,dd,]
=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.95-6.98 (6H,m) ,7.04 (1H,t,J=7.5Hz) ,7.28~
7.31(2H,m) ,7.53 (1H,brs) »

[5099] =475

[5100]  5- ({1-[2-&-5- (A IL) RE] 4P RIRE-4- 28} AR -8-%-3,4- =&
W k-2 (1H) —

[5101] KAl I42TH 4 Rk »

[5102] (ZBRZME/HEE) m.p.190.4°C%190.5C

[5103]  'HNMR (CDC13) Sppm:1.88-1.91 (2H,m) ,1.94-2.00 (2H,m) ,2.04 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) ,3.24-3.26 (2H, m) ,3.88 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.85 (1H,dd,J=8.5Hz,1.0Hz) , 6.94 (1H,t,]J=
9.0Hz) ,6.94 (1H,d,J=1.0Hz) ,7.37 (1H,d, J=8.5Hz) ,7.52 (1H, brs) .

[5104]  sE4576

[5105]  8-9—5- ({4-Fdk-1-[2- (N-2-2%) ZRBL ] RIE-4-JL} HH A 0E) -3, 4- ek -2
(1H) —f

[5106]  SRALLSLHI421T & o

[5107] (LB 4BR/ M) m.p.163.0°C#163.3°C
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[5108]  '"HNMR (CDC1s) Sppm:1.22 (6H,d,J=7.0Hz) ,1.86-1.95 (4H,m) ,2.03 (1H,brs),
2.66 (2H,t,J=7.5Hz) ,2.86-2.89 (2H,m) ,3.04 (2H,t,J=7.5Hz) , 3.10-3.13 (2H,m) ,3.48
(1H,sep,J=7.0Hz) ,3.89 (2H,s) ,6.50 (1H,dd,J=9.0Hz, 4.0Hz) ,6.94 (1H,t,J=9.0Hz) ,
7.09-7.12(1H,m) ,7.15-7.19 (2H,m) ,7.26-7.28 (1H,m),7.51 (1H,brs) .

[5109] =77

[5110]  5-{[1- (2-F-5-FH R KL) —4-FRFLNR g —4-J ] HH S k) -89 -3, 4- A MMk -2
(1H) - i

[5111]  RALLSLHIA2TF 2 K

[5112] (LR ZHE) m.p.204.8°C%205.4°C

[5113]  'HNMR (CDC1s) Sppm:1.91-1.94 (2H,m) ,1.95-2.01 (2H,m) ,2.06 (1H,brs) , 2.67
(2H,t,J=7.5Hz) ,3.04 (2H,t,J="7.5Hz) ,3.17-3.23 (2H,m) ,3.29-3.31 (2H, m) ,3.89 (2H,
s),6.50(1H,dd,J=9.0Hz,4.0Hz) ,6.94 (1H,t,J=9.0Hz) ,7.52 (1H,d,J=9.0Hz) ,7.53
(1H,brs) ,7.84 (1H,dd,J=9.0Hz,2.5Hz) ,7.95(1H,d,] =2.5Hz) .

[5114] =278

[5115] 5 {[1- (2- L HEIR L) —4- R FENRmE —4— 28 ] H 48U 0k} -89 -3, 4- & v mk—2 (1H) —i
[5116] KA1 & K

[5117] (LR PR/ EE) m.p.178.6°C#179.3°C

[5118]  'HNMR (CDC1s) Sppm:1.25 (3H,t,J=7.5Hz) ,1.86-1.95 (4H,m) ,2.05 (1H, brs),
2.66 (2H,t,J=7.5Hz) ,2.71 (2H,q,J=7.5Hz) ,2.91-2.93 (2H,m) ,3.04 (2H, t,]J=7.5Hz),
3.07-3.12 (2H,m) ,3.88 (2H,s) ,6.50 (1H,dd,J=9.0Hz,4.0Hz) , 6.93 (1H,t,J=9.0Hz) ,
7.05-7.13(1H,m) ,7.13-7.18 (2H,m) ,7.23-7.25 (1H,m) , 7.61 (1H,brs) .

(51191 =279

[5120]  8—4—5— ({4-Fdk-1-[3- (o I AR) R AR R mE -4 5} FRAADE) -3, 4- &k -2
(1H) —

[5121] SRS H421 A o

[5122] (4R MR/ 4t m.p.159.4°C%159.5C

[5123]  "HNMR (CDC13) 8ppm:1.87-1.90 (4H,m) ,2.06 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,3.00
(2H,t,J=7.5Hz) ,3.25-3.31 (2H,m) ,3.55-3.58 (2H,m) ,3.84 (2H,s) , 6.47 (1H,dd,J=
9.0Hz,4.0Hz) ,6.92 (1H,t,J=9.0Hz) ,7.07 (1H,d,J=8.0Hz) , 7.11 (1H,d,J=8.0Hz) ,
7.16 (1H,s) ,7.35(1H,t,J=8.0Hz) ,7.57 (1H,brs) .

[5124] i{ﬁﬂSO

[5125]  5-{[1- (4-G-3-H JLR3L) —4-FR R mE -4 28 ] FE 4 ) 8% -3, 4- & ek -2
(1H) —

[5126] AL 217 A o

[56127] (PR ZWE/HEE) m.p.216.1°CH216.3C

[5128]  'HNMR (DMSO-d6) Sppm:1.59-1.61 (2H,m) ,1.77-1.83 (2H,m) ,2.26 (3H, s),2.42
(2H,t,J=7.5Hz) ,2.83 (2H,t,J="7.5Hz) ,3.04-3.09 (2H,m) ,3.47-3.49 (2H,m) ,3.74 (2H,
s),4.72 (1H,brs) ,6.56 (1H,dd,J=9.0Hz,3.5Hz) ,6.80 (1H,dd, J=9.0Hz,2.5Hz) ,6.94
(1H,d,J=2.5Hz) ,7.00 (1H,t,J=9.0Hz) ,7.17 (1H,d,] =9.0Hz) ,10.01 (1H,brs) .
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[6129]  szf581

[5130]  2-%(-5- (4—{[ (8-#—2-MX-1,2,3,4- VU MEbk—5—5) 480 E ] FF L) —4— 2 FEIR g -
1- ) KRR B

[5131]  KASZ421T & B

[5132] (LR B8 m.p.148°C

[5133]  '"HNMR (CDC1s3) Sppm:1.41 (3H,t,J=7.0Hz) ,1.86-1.88 (4H,m) ,2.04 (1H, brs),
2.65(2H,t,J=7.5Hz) ,3.01 (2H,t,J=7.5Hz) ,3.21-3.27 (2H,m) ,3.50-3.52 (2H,m) ,3.84
(2H,s) ,4.40 (2H,q,J=7.0Hz) ,6.47 (1H,dd,J=9.0Hz,4.0Hz) , 6.92(1H,t,J=9.0Hz) ,
6.99 (1H,dd,J=9.0Hz,3.0Hz) ,7.29 (1H,d,J=9.0Hz) , 7.32(1H,d,J=3.0Hz) ,7.53 (1H,
brs) »

[5134]  s2441I82

[5135]  5-{[1- (2-@(—4-H R HE) 4R BRIk g —4—J8 ] FH AU ) 8- 9R -3, 4- Mk 2
(1H) —F

[5136]  ZRALLSZ 42T 4 Ak o

[5137]  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.94-2.00 (2H,m) ,2.03 (1H,brs), 2.28
(3H,s) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.04-3.09 (2H,m) , 3.17-3.19 (2H,
m ,3.87 (2H,s) ,6.49 (1H,dd,J=9.0Hz,3.5Hz) ,6.93 (1H,t,J= 9.0Hz) ,7.01 (1H,d,J=
8.5Hz) ,7.03 (1H,dd,J=8.5Hz,1.5Hz) ,7.20 (1H,d,J= 1.5Hz) ,7.54 (1H,brs) .

[5138]  sLf583

[5139] 845 {[4-F&R3E-1- (4-F B IRA) WRiE -4-2& ) A ) -3, 4- A mk—2 (1H) — i
[5140]  SRALASEHI421M0 5 o

[5141] (PR ZBE/FEE) m.p.181°C

[5142]  'HNMR (CDC13) Sppm:1.84-1.87 (2H,m) ,1.89-1.95 (2H,m) ,2.00 (1H,brs), 2.28
(3H,s) ,2.65 (2H,t,J=7.5Hz) ,3.01 (2H,t,J=7.5Hz) ,3.13-3.19 (2H,m) , 3.42-3.45 (2H,
m ,3.84 (2H,s) ,6.47 (1H,dd,J=9.0Hz,4.0Hz) ,6.90 (1H,d,J= 8.5Hz) ,6.92 2H,t,J=
9.0Hz) ,7.08 (2H,d,J=8.5Hz) ,7.51 (1H,brs) -

[5143] 54584

[5144]  5-{[1- (4-F-2-FH K KL) —4-FR FLNR g —4-J ] HH A L ) -89 -3, 4- A MMk -2
(1H) - i

[5145]  SRALLSEHI4211 & o

[5146]  (HFE/ & H%i)m.p.188°CE189°C

[5147]  '"HNMR (CDC1s3) Sppm:1.84-1.86 (2H,m) ,1.91-1.97 (2H,m) ,2.02 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.12 (2H,m) ,3.23-3.28 (2H, m) ,3.86 (2H,
s),6.48 (1H,dd,J=9.0Hz,3.5Hz) ,6.93 (1H,t,]=9.0Hz) ,7.15 (1H,d,J=8.5Hz) ,7.45
(1H,dd,J=8.5Hz,2.5Hz) ,7.51 (1H,brs) ,7.80 (1H,d,] =2.5Hz) .

[5148]  sE4585

[5149]  5-{[1- (4- LA FE-2- AR IL) —4-FR IR NG -4-JL ] B A 28} -85 -3, 4- &Mk -
2 (1H) —d

[5150]  KALLSZAF421T & B o
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[5151] (4R TR/ HE) m.p.196.0°CA2196.1°C

[5152]  'HNMR (CDC13) Sppm:1.40 (3H,t,J=7.0Hz) ,1.86-1.88 (2H,m) , 1.93-1.99 (2H,m) ,
2.00 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) , 3.04-3.10(2H,m) ,3.15-
3.17 (2H,m) ,3.85(2H,s) ,3.98 (2H,q,J=7.0Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.61-
6.67 (2H,m) ,6.91-6.99 (2H,m) ,7.52 (1H, brs) -

[5153]  ={5|86

[5154]  8-9—5— {[1- -9 —4- N IEARIL) 4-FR FLWRIE -4 ] AL -3, 4- &k -
2 (1H) -f

[5155]  2RALLSZIA2TF & K

[5156] (ZWEZME)m.p.185.1°C&185.9C

[5157]  '"HNMR (CDC13) 8ppm:1.40 (3H,t,J=7.5Hz) ,1.75-1.82 (2H,m) , 1.86-1.88 (2H,m) ,
1.93-1.99 (2H,m) ,2.00 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.04-
3.10 (2H,m) ,3.15-3.17 (2H,m) ,3.85 (2H,s) ,3.85-3.88 (2H,m) ,6.49 (1H,dd,J=9.0Hz,
4.0Hz) ,6.62-6.67 (2H,m) ,6.91-6.99 (2H,m) , 7.52 (1H,brs) .

[5158]  ={5|87

[5159]  5-{[1- (4-¥R-2- K JE) —4-FR FLNR g —4 -2 ] A k) -89 -3, 4- A MMk —2
(1H) - i

[5160] BSR4 21 A o

[5161]  (ZLBRZWE/HEE) m.p.204.8°C%205.0C

[5162]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.92-1.97 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.09-3.14 (2H,m) ,3.24-3.26 (2H, m) ,3.85 (2H,
s),6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.87-6.95 (2H,m) ,7.18-7.20 (2H,m),7.57 (1H,brs) .
[5163]  ={588

[5164]  5-({1-[2-F-4- (H-2-3&) JRFL ] -4-F2 Rk g -4-FL ) A L) -8-%(-3,4- &%
Wbk —2 (1H) ~ i

[5165]  SEABSLAI4 21 A o

[5166] (ZBEZ W) m.p.176.5°CE176.9°C

[5167]  '"HNMR (CDC13) 8ppm:1.23 (6H,d,J=6.5Hz) ,1.86-1.89 (2H,m) , 1.94-2.00 (2H,m) ,
2.02 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,2.84 (1H,sep,J=6.5 Hz) ,3.03 (2H,t,J=7.5Hz) ,
3.05-3.10 (2H,m) ,3.18-3.21 (2H,m) ,3.87 (2H,s) , 6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93
(1H,t,J=9.0Hz) ,7.04 (1H,d,J=8.5Hz) , 7.09 (1H,dd,J=8.5Hz,2.0Hz) ,7.24 (1H,d,J=
2.0Hz) ,7.51 (1H,brs) .

[5168]  =45|89

[5169]1  5-{[1-(2,4- =& —-6-H HIRHL) —4- SR FLIRIE -4 FE ] HH AU 0L ) -89 —3 , 4- A Mk
-2 (1H) -ff

[5170]  2RALLSZBIA2TF & K

(51711  (ZBRZWE/HEE) m.p.251.6°CE251.9°C

[5172]  'HNMR (CDC13) Sppm:1.82-1.86 (3.2H,m) ,1.94-2.00 (0.8H,m) ,2.02 (0.6H, brs),
2.15(0.4H,brs) ,2.31 (1.8H,s) ,2.35(1.2H,s) ,2.65 (2H,t,J="7.5Hz) , 2.72-2.74(1.2H,
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m ,3.03 (2H,t,J=7.5Hz),3.07-3.10(0.8H,m) ,3.28-3.33(0.8H, m) ,3.75-3.80 (1.2H,
m) ,3.85(1.2H,s),3.93(0.8H,s) ,6.48-6.52 (1H,m) ,6.91-6.95 (1H,m),7.05(0.4H,d,J=
2.5Hz) ,7.10(0.6H,d,J=2.5Hz) ,7.17(0.6H,d,J=2.5 Hz) ,7.21(0.4H,d,J=2.5Hz) ,
7.58 (1H,brs) .

[5173]  =24190

[6174]  5-{[1- (-5 -4-THIEAIL) —4-Fr R0k g -4-FE ] FF A ) -84 -3, 4- & Emk -2
(1H) — B

[5175]  SRALLSZ 42T A 5 o

[5176] (4R TR/ HEE) m.p.197.5°CA2197.6°C

[5177]1  'HNMR (CDC13) Sppm:0.93 (3H,t,J=7.5Hz) ,1.59-1.64 (2H,m) , 1.86-1.89 (2H,m) ,
1.94-2.00 (2H,m) ,2.04 (1H,brs) ,2.51 (2H,t,J=7.5Hz) ,2.66 (2H,t,J=7.5Hz),3.03
(2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) ,3.18-3.20 (2H,m) , 3.87 (2H,s) ,6.49 (1H,dd,]J=
9.0Hz,3.5Hz) ,6.93 (1H,t,J=9.0Hz) ,7.01-7.05 (2H,m) ,7.20 (1H,s) ,7.57 (1H,brs) .
[5178] =291

[5179]  5-{[1- (- -4-LFFIH) —4-FR RNk mE -4 28 ] FH 4 ) -8 -3, 4- & ek -2
(1H) —

[5180]  JEABASLFI421 A o

[5181]1 (ZBEZTWE)m.p.167.8°CE168.0°C

[5182]  '"HNMR (CDC13) 8ppm:1.22 (3H,t,J=7.5Hz) ,1.87-1.89 (2H,m) , 1.94-2.00 (2H,m) ,
2.03 (1H,brs) ,2.58 (2H,q,J=7.5Hz) ,2.66 (2H,t,J=7.5Hz), 3.03 (2H,t,J=7.5Hz) ,
3.05-3.10 (2H,m) ,3.18-3.20 (2H,m) ,3.87 (2H,s) ,6.49 (1H,dd,J=9.0Hz,3.5Hz) ,6.93
(1H,t,J=9.0Hz) ,7.03 (1H,d,J=8.0Hz) ,7.06 (1H,dd,J=8.0Hz,2.0Hz) ,7.22 (1H,d,J=
2.0Hz) ,7.54 (1H,brs) .

[5183]  =45]92

[5184]  5-{[1- (4~ T HAIE-2-ARIL) —4-FRIENRNE -4-JL ] B4 28} -85 -3, 4- &Mk -
2 (1H) —Hi

[5185]  ZRALLSZIA2TH 4 K

[5186] (ZBRZME/HEE) m.p.193.2°C%193.5C

[5187]1  'HNMR (CDC13) 8ppm:0.97 (3H,t,J=7.5Hz) ,1.44-1.50 (2H,m) , 1.72-1.77 H,m) ,
1.86-1.88(2H,m) ,1.93-1.99 (2H,m) ,2.02 (1H,brs) ,2.66 (2H,t, J=7.5Hz) ,3.03 (2H,t,]
=7.5Hz) ,3.04-3.10 (2H,m) ,3.15-3.17 (2H,m) ,3.85 (2H, s),3.90 (2H,t,J=6.5Hz) ,6.49
(1H,dd,J=9.0Hz,4.0Hz) ,6.61-6.67 (2H,m) , 6.91-6.98 (2H,m) ,7.57 (1H,brs) .

[5188]  =41|93

[5189] 8% —5- ({1-[2-F—4- (N-2-FL 5 IE) I 4R LR IE -4} AR AE) -3,4-—
S k-2 (1H) -

[5190]  ZRALLSZ 42T 4 Ak »

51911  (ZBRZWE/HEE) m.p.191.9°C%192.2°C

[5192]  'HNMR (CDC13) Sppm:1.32 (6H,d,J=6.0Hz) ,1.86-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
2.01 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) , 3.04-3.10(2H,m) ,3.15-
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3.18(2H,m) ,3.85(2H,s) ,4.44 (1H,sep,J=6.0Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.60-
6.66 (2H,m) ,6.91-6.96 (2H,m) ,7.54 (1H,brs) -

[5193]  =Z4194

[5194]  5-{[1-(2,4- & -6-5 AR —4-FRIENRIE -4 ] A L) -8--3, 4~ & &Emk -
2 (1H) -fR

[5195]  SRABLSL 421 A o

[5196] (4R TR/ HEE) m.p.238.8°CA239.1°C

[5197]  'HNMR (CDC1ls) Sppm:1.81-1.84 (2H,m) ,1.88-1.94 (2H,m) ,2.06 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.01-3.04 (2H,m) ,3.02 (2H, t,J=7.5Hz) ,3.45-3.50 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.00 (1H,dd,J=11.5Hz,
2.0Hz) ,7.20 (1H,dd,J=2.0Hz,0.5Hz) ,7.56 (1H,brs) .

[5198]  =245]95

[5199]  5-{[1- (-5 4,6~ _HARK) —4-FRHEIRNE -4 ] A L) -8-%(-3,4- &Mk -
2 (1H) -f

[5200]  EABASLAI4217 A o

[5201] (4R BE/HEE) m.p.239.3°CA239.6C

[5202]  'HNMR (CDC13) Sppm:1.81-1.84 (2H,m) ,1.88-1.94 (2H,m) ,2.05 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,2.97-3.01 (2H,m) ,3.03 (2H,t,J=7.5Hz) ,3.44-3.49 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.75 (1H,ddd,J=11.5Hz,8.5 Hz,3.0Hz) ,6.93 (1H,t,]
=9.0Hz) ,6.96 (1H,ddd,J=8.5Hz,5.0Hz,3.0Hz) , 7.55 (1H,brs) .

[5203]  =45]96

[5204] 5 ({1-[2-F -4~ (T ERL) K& -4-FRHIRIE-4-2E ) FHAER) -8-%-3,4- =&
W npR-2 (1H)

[5205]  SABLSLAfI421 A o

[5206] (4R BE/ ki) m.p.181.8°CA2181.9°C

[5207]  '"HNMR (CDC13) Sppm:1.88-1.90 (2H,m) ,1.93-1.99 (2H,m) ,2.05 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) ,3.19-3.21 (2H, m) ,3.87 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) , 7.03-7.13 (2H,m) ,7.28 (1H,
s),7.58 (1H,brs) »

[5208]  =45]97

[5209]  5- ({1-[2,4- =55 (=9 H AU 0E) R Jk ] 4R JLRIE -4 28} FH 48 0E) —8-9R-3, 4
A EIR -2 (1H) —

[5210]  2RALLSZHBIA2TF & K

52111  (ZBRZWE/HEE) m.p.254.8°C%254.9C

[5212]  'HNMR (DMSO-d6) Sppm:1.69-1.71 (2H,m) ,1.84-1.90 (2H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.92 (2H,t,J="7.5Hz) ,3.02-3.07 (2H,m) ,3.12-3.15 (2H,m) ,3.80 (2H,s) ,4.76
(1H,brs) ,6.59 (1H,dd,J=9.5Hz,4.0Hz) ,7.01 (1H,t,J=9.5Hz) , 7.26 (1H,s),7.84 (1H,
s),10.02 (1H,brs) .

[5213]  =45]98
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[5214]  8-9—5— ({1-[2-9—4— (9 L) R ] —4-FR FLNRE -4 2 A JE) -3, 4- =&
WEbk—2 (1H) —

[5215]  SRALLSZ 42T A % o

[5216] (LR MR/t m.p.174.2°CE174.3°C

[5217]  'HNMR (CDC13) 8ppm:1.87-1.90 (2H,m) ,1.92-1.98 (2H,m) ,2.02 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.11-3.16 (2H,m) ,3.25-3.27 (2H, m) ,3.86 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.91-7.02 (4H,m) ,7.53 (1H, brs) .

[5218]  =24199

[5219] 8- -5 {[1- Q% —4-HF EILIKIL) 42 FLIRNE -4 ) I AEFE) -3, 4- Sk -
2 (1H) —Hi

[5220]  SRALLSZBI42T A R o

(562211  (ZBRZWE/HEE) m.p.201.3°C%201.9C

[5222]1  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.00 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.04-3.10 (2H,m) ,3.15-3.18 (2H, m) ,3.77 (3H,
s),3.85(2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.62-6.68 (2H,m) , 6.91-7.00 (2H,m) ,
7.53 (1H,brs) .

[5223]  s2451100

[5224] 8- —5—{[4-FEHE-1-(2,4,6- = F ARIL) URME-4-FE ] FH AL} -3, 4- &Mk -2
(1H) —

[5225]  RALLSZBI42T A 5 o

[5226]  'HNMR (CDC13) Sppm:1.79-1.85 (2H,m) ,1.86-1.94 (2H,m) ,2.07 (1H,brs) , 2.66
(2H,t,J=8.0Hz) ,2.99-3.06 (4H,m) ,3.42-3.50 (2H,m) ,3.85 (2H,s) ,6.49 (1H,dd,]J=
9.1Hz,3.9Hz) ,6.59-6.67 (2H,m) ,6.93 (1H,t,J=9.4Hz) ,7.64 (1H, brs) .

[6227]1  =Z41101

[5228]  8-F-5-{[1- (4-F-2-F A HL) - 4-FBIHEIRIE-4-2E | FE ) -3, 4- A MEmk-2
(1H) - B

(52291  BALLSZBI4A2T A R o

[5230] (4R CBE/HES) m.p.222.9°CA223.0C

[5231]1  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.92-1.98 (2H,m) ,2.00 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.24-3.26 (2H, m) ,3.88 (2H,
s),6.55(1H,d,J=9.0Hz) ,6.94 (1H,t,J=9.0Hz) ,7.05-7.07 (2H, m) ,7.20 (1H,d,J=
9.0Hz) ,7.75 (1H,brs) -

[56232]  =Z41102

[5233]  8-%(-5-{[1- (4~ -2,6- “HFIKIL) 42 FLIRNE-4-FE ) I AEHE) -3, 4- Mk -
2 (1H) —Hi

[5234]  SEABASLAI4217 A o

[6235] (ZBRZME/HEE) m.p.181.0°C%181.2°C

[5236]  'HNMR (CDC13) Sppm:1.81-1.83 (2H,m) ,1.86-1.92 (2H,m) ,1.99 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.07-3.09 (2H,m) ,3.45-3.49 (2H, m) ,3.87 (2H,
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s),6.55(1H,d,J=9.0Hz) ,6.85-6.91 (2H,m) ,7.19 (1H,d,J=9.0 Hz) ,7.74 (1H,brs) .
[6237]  =21]103

[5238] 55— ({1-[4- (-4 L) 2 G FEIL] —4- R IL0R g —4-3) 4 3E) -8-%(-3,4- &%
Whk—2 (1H) i

[5239]  KALLSZAA421T & B o

[5240] (PR ZME/FEE) m.p.193°C

[5241]  'HNMR (CDC13) Sppm:1.86-1.88 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.05-3.10 (2H,m) ,3.15-3.17 (2H, m) ,3.85 (2H,
s),5.01(2H,s) ,6.49(1H,dd,J=9.0Hz,4.0Hz) ,6.69-6.75 (2H,m) , 6.91-6.99 (2H,m) ,
7.31-7.43 (5H,m) ,7.54 (1H,brs) -

[5242] =104

[5243] 8- -5- ({1-[2-%—4- Q-WEFELEIL) FI] -4 FRng-4-3L) 4 IE) -3, 4-
A k-2 (1H) -

[5244]  ZRALLSZBIA2TH A AR -

[5245] (4R B8 m.p.174°C

[5246]  'HNMR (CDC13) Sppm:1.86-1.88 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.04-3.10 (2H,m) ,3.15-3.18 (2H, m) ,3.45 (3H,
s),3.72-3.74 (2H,m) ,3.85(2H,s) ,4.06-4.08 (2H,m) ,6.49 (1H,dd,] =9.0Hz,4.0Hz) ,
6.65-6.71 (2H,m) ,6.91-6.98 (2H,m) ,7.56 (1H,brs) -

[5247]  =24]105

[5248]  5- ({1-[4-&-2-%-5- (R AR K] -4- R IEIRNE-4-3E) FEH L) -8-9-3,
4~ A2 (1H)

[5249]  ZRALLSZIA2TH 4 AR -

[5250] (4% BR/ %) m.p.208°C

[5251]1  'HNMR (CDC1s) Sppm:1.87-1.97 (4H,m) ,2.04 (1H,brs) ,2.66 (2H,t,J= 7.5Hz) ,
3.02(2H,t,J=7.5Hz) ,3.12-3.17 (2H,m) ,3.27-3.29 (2H,m) ,3.86 (2H,s) , 6.48 (1H,dd,]
=9.0Hz,4.0Hz) ,6.91-6.95 (2H,m) ,7.15 (1H,d,J=11.5Hz) ,7.55 (1H,brs) .

[6252]  =241]106

[5253]  5-{[1- (4~ 3-2,5- " HIKI) -4-FIL0RNE-4-FL ) A L) -8-%(-3,4- &%
Whk—2 (1H) i

[5254]  ZRALLSEAI42110 & o

[5255] (4R ME/ ki) m.p.174.1°CE174.5°C

[5256]  '"HNMR (CDC13) Sppm:1.43 (3H,t,J=7.0Hz) ,1.86-1.88 (2H,m) , 1.92-1.98 (2H,m) ,
2.01 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz), 3.03-3.09 (2H,m) ,3.14~
3.19(2H,m) ,3.85(2H,s) ,4.05(2H,q,J=7.0Hz) ,6.48 (1H,dd,J=9.5Hz,3.5Hz) ,6.73
(1H,dd,J=13.0Hz,8.0Hz) ,6.82 (1H,dd,J= 13.0Hz,8.0Hz) ,6.93 (1H,t,J=9.5Hz) ,7.56
(1H,brs) »

[6257]  =2f]107

[5258]  5-{[1- (2-¥R-5-Z EIE-4-HARRL) - 4-FRFEIR g —4-FE ) A 28 ) -8-5-3,4- &
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W k-2 (1H) —

(52591  RALLSZBIA2TH & K

[5260]  'HNMR (DMSO-d6) Sppm:1.36 (3H,t,J=7.0Hz) ,1.71-1.73 (2H,m) , 1.87-1.92 (2H,
m) ,2.47 (2H,t,J=7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,3.14-3.18 (2H, m) ,3.29-3.37 (2H,m) ,
3.82(2H,s) ,4.27 (2H,q,J=7.0Hz) ,4.80 (1H,brs) ,6.60 (1H,dd,J=9.0Hz,4.0Hz) ,6.87
(1H,s) ,7.01 (1H,t,J=9.0Hz) ,8.14 (1H,s) , 10.02 (1H,brs) »

[5261]  =46]108

[5262]  5-{[1- (4~ —2- 5 REL) ~4-FRBLRIE -4 JE ] AR AL} -7, 8- (-3, 4- Sk -
2 (1H) -f

[5263]  JEABLSLAI4 217 A o

[5264]  '"HNMR (DMSO—d6) Sppm:1.65-1.70 (2H,m) ,1.79-1.87 (2H,m) ,2.44-2.50 (2H,m) ,
2.88(2H,t,J=7.2Hz),2.98-3.22 (4H,m) ,3.79 (2H,s) ,4.77 (1H,s) ,6.75 (1H,dd,]J=
12.9Hz,6.3Hz) ,7.07-7.20 (2H,m) ,7.32 (1H,dd,J=12.6Hz,2.4Hz) , 10.31 (1H,s) .

[5265]  sZ411109

[5266]  5-({1-[4- (A I IE) —2- AR Ik ] -4 R LR e 438} H 4 38) -8-91(-3,4- &
W k-2 (1H) —

[5267]  2RALLSZHIA2TH & K

[5268] (LR MR/ ft)m.p.154.2°C&154.5°C

[5269]1  'HNMR (CDC13) Sppm:1.24 (3H,t,J=7.0Hz) ,1.86-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
2.06 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) , 3.09-3.14 (2H,m) ,3.26-
3.28(2H,m) ,3.53 (2H,q,J=7.0Hz) ,3.85 (2H,s) ,4.42 (2H,s) ,6.49 (1H,dd,J=9.0Hz,
4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.99-7.07 (3H, m) ,7.63 (1H,brs) .

[5270] =110

(52711  5-{[1-(2,6- 34— H IR IL) -4 FLIRE -4 JE ] A ) -8-3-3, 4- &A%
Wbk—2 (1H) — i

[5272]  SRABNSLH421 A o

[5273] (LR PR/ EE) m.p.195.7°C%196.4°C

[5274]  'HNMR (CDC13) Sppm:1.81-1.83 (2H,m) ,1.87-1.93 (2H,m) ,2.02 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,2.98-3.01 (2H,m) ,3.03 (2H,t,J="7.5Hz) ,3.41-3.45 (2H, m) ,3.75 (3H,
s),3.85(2H,s) ,6.40-6.46 (2H,m) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) , 6.93 (1H,t,]J=
9.0Hz) ,7.51 (1H,brs) -

[5275]  sEfl111

[5276]  5-{[1- (4-F-2-5 FIL) -4 FLWRnE —4- 5] 4 3L} -3, 4- — S mEmk-2 (1H) — i
[5277]  2RALLSZHIA2TH & K

[5278]  (HEE/ LR 4T m.p.231.6°CA232.9°C

[5279]1  'HNMR (DMSO-d6) Sppm:1.68-1.75 (2H,m) ,1.84-1.93 (2H,m) ,1.41 (2H, t,J=
7.7Hz) ,2.87 (2H,t,J=7.7Hz) ,3.00-3.70 (2H,m) ,3.08-3.15 (2H,m) ,3.75 (2H,s) ,4.06
(1H,s) ,6.41-6.46 (2H,m) ,6.84-6.89 (1H,m) ,6.91-6.99 (3H,m) ,9.54 (1H,s) .

[5280]  =sEfl112
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(52811  7-{[1- (4-G—2-5 K IL) -4 FLWRmE -4 3] A 3L} -3, 4- — & eEmk-2 (1H) — i
[5282]  RALLSZBIA2T A R o

[5283]  (HEE/LBR T8 m.p.207.8°C%208.7°C

[5284]  'HNMR (DMSO-d6) Sppm:1.60-1.67 (2H,m) ,1.79-1.88 (2H,m) ,2.40 (2H, t,J=
7.5Hz) ,2.77 (2H,t,J=7.5Hz) ,2.98-3.05 (2H,m) ,3.09-3.15 (2H,m) ,3.73 (2H,s) ,4.73
(1H,s) ,6.47 (1H,d,J=2.5Hz) ,6.50 (1H,dd,J=8.5Hz,2.5Hz) , 7.04-7.12(2H,m) ,7.16
(1H,dd,J=9.0,2.0Hz) ,7.29 (1H,dd,J=12.5Hz,2.5Hz) , 10.01 (1H,s) .

[5285]  sEfff113

[5286] 89 —5— ({1-[2-9p—4— GRILH IL) IR I ] -4 FR FRNR g —4-Jk} L) -3, 4- &%
Whk—2 (1H)

[5287]  F-5- ({1-[4- (CEHAIEH L) 25 K 3 ] -4 2 FRIR g -4k} HH AU S) -89 -3,4-—
SR -2 (1H) ~fd (591mg) B VU & WL (THF) (12mL) ¥, IS INNER IR (6mL) , It e MR &
MTT0CH L6/ B, T RN I IR S R 208 P iR &4, UL jEas i £
DUVED) - BT 15 [ 74 UL 4 BR £ W6 15 465 v o LA O 8 2R USCER Ve W, 1 I8 i 2 AL Ak L4k & 4
(165mg) -

[5288] (ZWEZME) m.p.202.4°C%202.6°C

[5289]  'HNMR (DMSO-d6) Sppm:1.66-1.68 (2H,m) ,1.84-1.90 (2H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.92 (2H,t,J=7.5Hz) ,2.99-3.03 (2H,m) ,3.11-3.14 (2H,m) ,3.78 (2H,s) ,4.41
(2H,d,J=5.5Hz) ,4.69 (1H,brs) ,5.15(1H,t,J=5.5Hz) ,6.58 (1H, dd,J=9.0Hz,4.0Hz) ,
6.99-7.04 (4H,m) ,10.02 (1H, brs) .

[5290]  =zfi114

[5291]1  8-F-5-{[1- 4-Z 5 HE-2,5- AR L) 4R FENR g —4-JE ] A ) -3, 4- A%
Ik —2 (1H) —F

[5292]  RABNSLAI421 A o

[5293] (4R PR/ i) m.p.169.0°C%169.2°C

[5294]  'HNMR (CDC13) Sppm:1.43 (3H,t,J=7.0Hz) ,1.86-1.88 (2H,m) , 1.92-1.99 (2H,m) ,
1.99 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.04-3.09 (2H,m) ,3.16-
3.18(2H,m) ,3.87 (2H,s) ,4.05 (2H,q,J=7.0Hz) ,6.55 (1H,d,J=9.0Hz),6.73 (1H,dd,J=
13.0Hz,8.0Hz) ,6.82 (1H,dd,J=13.0Hz, 8.0Hz),7.19(1H,d,J=9.0Hz) ,7.75 (1H,brs) .
[5295]  sEZfl115

[5296] 8% —5- ({1-[2-%—4— (= H A 0E) R AL ] 4R FRWR e —4- 55} FR A0 -3, 4- =&
bk -2 (1H) — il

[5297]  SRABNSLH4 211 A o

[5298] (L& MR/ i) m.p.149.7°C#149.9°C

[52991  '"HNMR (CDC13) Sppm:1.87-1.90 (2H,m) ,1.93-1.98 (2H,m) ,1.99 (1H,brs) , 2.65
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.11-3.16 (2H,m) ,3.25-3.28 (2H, m) ,3.88 (2H,
s),6.55(1H,d,J=9.0Hz) ,6.95-7.02 (3H,m) ,7.20 (1H,d,J=9.0 Hz) ,7.75(1H,brs) .
[5300]  =Z4i[116

[5301] 8- {[1- (4-F—2-5 K IL) 42 LR g —4- 3] 4 3L} -3, 4- — S meEmk-2 (1H) — i
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[5302]  RALLSZHBIA2TH & K

[5303]  '"HNMR (DMSO—d6) 8ppm:1.67-1.77 (2H,m) ,1.77-1.85(2H,m) ,2.42-2.52 (2H,m) ,
2.86 (2H,t,J=7.3Hz) ,3.00-3.09 (2H,m) ,3.11-3.19 (2H,m) ,3.80 (2H,s) , 5.18 (1H,brs) ,
6.75-6.85 (2H,m) ,6.85-6.91 (1H,m) ,7.09 (1H,t,J=9.3Hz) , 7.16-7.20 (1H,m) ,7.28-
7.35(1H,m) ,9.71 (1H,brs) .

[5304]  sZf6117

[6305]  8-F-5-{[1- (4-F-2,5- 5 AR IL) 4-FRBEWRIE 4L ] AL -3, 4- &k -
2 (1H) -f

[5306]  JEABASLAI4 21 A o

[6307] (ZBEZ M) m.p.190.3°CE190.4°C

[5308]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.91-1.97 (2H,m) ,1.99 (1H,brs) , 2.65
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.09-3.14 (2H,m) ,3.26-3.29 (2H, m) ,3.87 (2H,
s),6.54(1H,d,J=9.0Hz) ,6.79 (1H,dd,J=11.0Hz,7.5Hz) ,7.08 (1H,dd,J=12.0Hz,
7.0Hz) ,7.20 (1H,d,J=9.0Hz) ,7.75 (1H,brs) «

[5309]  sZf6118

[5310]  8-F-5-{[1-(2,6- 3 —4-H AR IL) -4 FLNR g -4-JE ] A ) -3, 4- A%
Wbk—2 (1H) —f

[5311]  SEABASLH4 21 A o

[5312] (ZBEZBE)m.p.171.1°C&E171.3°C

[5313]  'HNMR (CDC13) Sppm:1.80-1.83 (2H,m) ,1.87-1.93 (2H,m) ,2.00 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,2.98-3.02 (2H,m) ,3.02 (2H,t,J=7.5Hz) ,3.41-3.45 (2H, m) ,3.75 (3H,
s),3.88(2H,s) ,6.43 (2H,d,J=11.0Hz) ,6.55 (1H,d,J=9.0Hz) , 7.19(1H,d,J=9.0Hz) ,
7.74 (1H,brs) »

[5314]  sZf6[119

[5315]  6-{[1- (4-F—2-5 K IL) 4 FLIRmE -4 3] 4 3L} -3, 4- — S meEmk-2 (1H) — i
[5316]  RALLSZHBIA2TH & K

[6317]  (HEE/ LR B8 m.p.219.1°CE220.0°C

[5318]  'HNMR (DMSO—d6) Sppm:1.60-1.66 (2H,m) ,1.81-1.89 (2H,m) ,2.37-2.42 (2H,m) ,
2.82(2H,t,J=7.5Hz) ,2.98-3.05 (2H,m) ,3.09-3.15 (2H,m) ,3.74 (2H,s) , 4.68 (1H,s) ,
6.72-6.78 (2H,m) ,6.80-6.83 (1H,m) ,7.07 (1H,t,J=9.0Hz) ,7.15 (1H,dd,J=9.0Hz,
2.0Hz) ,7.29 (1H,dd,J=12.5Hz,2.5Hz) ,9.92 (11, s) .

[5319]  s24120

[5320]  5-{[1-(4-& % HE-2,3,5,6-PUGRARIL) —4-F2 TRk e —4-JL ] HH AU ) -89 -3, 4-—
k-2 (1H) — i

[5321] B4 21 A o

[5322] (4R TE/HEE) m.p.208.9°CA209.3C

[5323]  '"HNMR (CDC13) 8ppm:1.40 (3H,t,J=7.0Hz) ,1.82-1.84 (2H,m) , 1.86-1.92 (2H,m) ,
2.03 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.09-3.12(2H,m) ,3.49-
3.53(2H,m) ,3.85(2H,s) ,4.21 (2H,q,J=7.0Hz) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.93
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(1H,t,J=9.0Hz) ,7.54 (1H,brs) .

[6324]  szfil121

[5325]  8-@-5-{[1- (4-Z % H-2,3,5,6- VUG AR 4-Fo R0k mE—4-JE ] 4 &) -3,4-
S k-2 (1H) —

[5326]  JEABASLAI4 211 A o

[6327] (LR TE) m.p.174.4°C-174.5C

[5328]  '"HNMR (CDC13) 8ppm:1.40 (3H,t,J=7.0Hz) ,1.82-1.84 (2H,m) , 1.87-1.93 (2H,m) ,
2.01 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.09-3.12(2H,m) ,3.49-
3.53(2H,m) ,3.87 (2H,s) ,4.21 (2H,q,J=7.0Hz) ,6.55 (1H,d,J=9.0Hz) ,7.20 (1H,d,J=
9.0Hz) ,7.75 (1H,brs) -

[6329]  =Z41]122

[6330]  5-{[1- (4-F-5- LA IHE-2- AR -4-FF IR e —4-FL ] A L) -8-9-3,4- — &
W k-2 (1H) —

[5331]  2RALLSZBIA2TF & K

[5332] (4R MR/ M) m.p.239.8°C%239.9C

[5333]  'HNMR (CDC13) Sppm:1.45 (3H,t,J=7.0Hz) ,1.87-1.89 (2H,m) , 1.92-1.98 (2H,m) ,
2.02 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.09-3.14 (2H,m) ,3.25-
3.27(2H,m) ,3.86 (2H,s) ,4.07 (2H,q,J=7.0Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.61
(1H,d,J=8.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.06 (1H,d,J=11.5Hz),7.54 (1H,brs) .

[5334]  s4123

[5335] 8% -5-[ (1-{2-H-4-[2- C-H AR LHE) L HEE] R -4-F2HIRNE-4-2L) H
AE]-3,4- A k-2 (1H) -

[5336]  RALLSZHBIA2TH 2 K

[5337] (4R PR/ i) m.p.128.7°CA#130.7°C

[5338]  '"HNMR (CDC1s3) Sppm:1.86-1.88 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.04-3.10 (2H,m) ,3.15-3.17 (2H, m) ,3.40 (3H,
s),3.57-3.59 (2H,m) ,3.71-3.72 (2H,m) ,3.83-3.85 (2H,m) ,3.85 (2H, s) ,4.08-4.10 (2H,
m) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.64-6.70 (2H,m) , 6.91-6.98 (2H,m) ,7.53 (1H,brs) .
[56339]1  sff124

[5340]  8-F-5-{[1- U-F-5-L A FE2-ARK) —4-FRILIRIE-4-FL ] A L -3, 4- =&
W k-2 (1H) —

[5341] SRS 21 A o

[6342] (4BRZME/HEE) m.p.228.1°C%229.0°C

[5343]  'HNMR (CDC13) Sppm:1.45 (3H,t,J=7.0Hz) ,1.86-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
1.99 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.09-3.14 (2H,m) ,3.25-
3.27 (2H,m) ,3.88 (2H,s) ,4.07 (2H,q,J=7.0Hz) ,6.55 (1H,d,J=9.0Hz) ,6.60 (1H,d,J=
8.0Hz) ,7.07 (1H,d,J=11.5Hz) ,7.20 (1H,d, J=9.0Hz) ,7.75 (1H,brs) .

[5344]  s24125

[6345] 5 {[1- (4-5 2% -5 FF HLIKFL) 42 FENR g —4-FL ] AR 3% ) -8-%(-3,4- &%
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Whk—2 (1H)

[5346]  SRALLSLHI421M & o

[5347] (& HF ) m.p.208.6°CE208.8C

[5348]  'HNMR (CDC13) Sppm:1.86-1.88 (2H,m) ,1.92-1.98 (2H,m) ,2.01 (1H,brs), 2.31
(3H,s) ,2.66 2H,t,J=7.5Hz) ,3.02(2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) , 3.23-3.25 (2H,
m) ,3.85(2H,s) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.85(1H,d,J= 9.0Hz) ,6.93 (1H,t,J=
9.0Hz) ,7.04 (1H,d,J=12.0Hz) ,7.55(1H, brs) .

[5349]  sz4|126

[6350] 8-& -5 {[1- (4-F2-F 5 FF IR 4-FFLIRIE-4-FE ) F L) -3,4- A
Whk—2 (1H)

[5351]  SKALSZA421T0 & B »

[6352] (& H4/HFEH)m.p.212.2°CE213.1C

[5353]  'HNMR (CDC13) Sppm:1.86-1.88 (2H,m) ,1.92-1.98 (2H,m) ,1.98 (1H,brs), 2.31
(3H,s) ,2.65(@QH,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) , 3.23-3.25 (2H,
m) ,3.87(2H,s) ,6.55(1H,d,J=9.0Hz) ,6.85(1H,d,J=9.0Hz) , 7.04(1H,d,]J=12.0),
7.19(1H,d,J=9.0Hz) ,7.75 (1H,brs) -

[6354]  =3|127

[5355]  5-{[1- (4-5-2-F—6-H JE R L) —4- PR FLWR nE—4- L ] AR ) -8-9R -3, 4- — 4%
Whk—2 (1H) — i

[5356]  SKALLSZAA2TT & B »

[5357] (LR BR/HEE) m.p.258.8°C£259.0°C

[5358]  'HNMR (CDC13) Sppm:1.81-1.88 (4H,m) ,2.06 (1H,brs) ,2.29 (3H,s) ,2.66 (2H,t,]
=7.5Hz) ,2.86-2.87 (2H,m) ,3.03 (2H,t,J="7.5Hz) ,3.36-3.47 (2H,m) , 3.88 (2H,s) ,6.50
(1H,dd,J=9.0Hz,4.0Hz) ,6.90 (1H,dd,J=11.5Hz,2.5Hz) , 6.93 (1H,t,J=9.0Hz) ,6.97
(1H,d,J=2.5Hz) ,7.53 (1H,brs) -

[6359]  =41|128

[5360]  5-{[1- (4- LS HE-2-G—5-H S LR IL) —4-FR LR g -4-JE ] FH S 2 -89 -3, 4-
TSR -2 (1H)

[5361]  SKASZAA2TT & B »

[6362] (ZFRZME)m.p.190.8°C&E191.1°C

[5363]  '"HNMR (CDC13) Sppm:1.44 (3H,t,J=7.0Hz) ,1.86-1.89 (2H,m) , 1.94-1.99 (2H,m) ,
2.01 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz), 3.08-3.13 (2H,m) ,3.17-
3.19(2H,m) ,3.85(3H,s),3.86 (2H,s) ,4.03 (2H,q,J= 7.0Hz) ,6.49 (1H,dd,J=9.0Hz,
4.0Mz) ,6.65(1H,d,J=7.5Hz) ,6.67 (1H,d,J= 13.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.52 (11,
brs) »

[6364]  =z31]129

[5365]  5-{[1- (4-F-2,6- 3N HE) —4-FRHLNRIE —4—J& ] FH 4 2k ) -8l bk —2 (1H) —ifd
[5366]  [mlymhn#l— (4-F-2,6- R HE) —4- {[ (89 —2—H U S M nph—5—J) AUk ] H 2t}
WRAE—4-F% (0. 34g) B INSFALE/ O BE (14mL) R/ o & R BIR-GYA R =il 5, 708
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RV, TR YRR In G lE-7K, DL JE S8 SR ANV PR ITVE ) » P A1 44 DL 2018 / 7K 75 45
il o AL JE SRR TTIE Y , T (60°C AT T tAr 81k 54 (0. 27¢) -

[5367] m.p.297°C

[5368]  'HNMR (DMS0-d6) Sppm:1.67-1.75 (2H,m) ,1.75-1.85 (2H,m) ,2.95-3.04 (2H,m) ,
3.35-3.44 (2H,m) ,3.90 (2H,s) ,4.86 (1H,s) ,6.54 (11,d,J=9.8Hz) ,6.68 (1H,dd,J=
9.0Hz,3.4Hz) ,7.23-7.31 (2H,m) ,7.33 (1H,dd,J=10.8Hz,9.0Hz) , 8.23 (1H,dd,J=
9.8Hz,1.5Hz) ,11.73 (1H,s) .

[5369]  =41130

[6370] 5 {[1- (4—JR-2-9 R HE) —4-FRFLNRIE—4-J ) HH 80k} -7, 8- -3, 4- Ak -
2 (1H) -f

[5371]  RALLSZHIA2TF & K

[5372]  "HNMR (DMSO—d6) 8ppm:1.63-1.67 (2H,m) ,1.77-1.84 (2H,m) ,2.42-2.49 (2H,m) ,
2.86 (2H,t,J=7.8Hz) ,2.96-3.03 (2H,m) ,3.10-3.14 (2H,m) ,3.78 (2H,s) , 4.75(1H,s) ,
6.75(1H,dd,J=12.9Hz,6.3Hz) ,6.99-7.05 (1H,m) ,7.25-7.29 (11, m) ,7.40 (1H,m) ,10.30
(1H,s) »

[6373] =131

[5374]  5-{[1-(2,4- = -5- % AKE) -4 HERIE -4 A 2L} -7,8- 25 -3, 4- &%
Wbk—2 (1H) —i

[5375]  2RALLSZBIA2TH & K

[5376]  'HNMR (DMS0-d6) Sppm:1.66-1.71 (2H,m) ,1.78-1.82 (2H,m) ,2.42-2.49 (2H,m) ,
2.88-2.92 (2H,m) ,2.96-3.12 (4H,m) ,3.80 (2H,s) ,4.78 (1H,s) ,6.76 (1H, dd,J=12.6Hz,
6.3Hz) ,7.25(1H,d,J=11.4Hz) ,7.71 (1H,d,J=6.9Hz) ,10.32 (1H,s) .

(63771  sEf]132

[5378]  5-{[1- (4~ LA IE-2-F A IE) ~4- R FENRIE -4-FE | AR ) -7,8- 93,4~ —5&
Wbk—2 (1H) — i

(53791 KA1 & K

[5380]  'HNMR (DMSO-d6) Sppm:1.28 (3H,t,J=7.2Hz) ,1.63-1.67 (2H,m), 1.76-1.83 (2H,
m ,2.42-2.49 (2H,m) ,2.84-2.98 (6H,m) ,3.78 (2H,s) ,3.96 (2H,q, J=7.2Hz) ,4.62 (1H,
s),6.65-6.77 (3H,m) ,6.96-7.03 (1H,m) ,10.21 (1H,s) .

(53811  =46]133

[5382]  8-9R—5—{[1- -9 —4-FRFEIRIL) —4-FR FLWRIE —4-JL ] HH 400k} -3, 4- ek -2
(1H) —

[5383] A AAE N, F=RIEMFES- ({1-[4- (FHREHR) 2-FORH ] -4-FRIR g -4-3E)
FHAA L) —8—%-3, 4- — A MEmk—2 (1H) —F (5. 14g) 510% 40 5% (577K) (1g) i 2. B (100mL) ¥
TL .S/ o DU 5 el 8 2B ANV 5, 2 VR S8 VR KTV 77 o Bk BR M UL R R/ FR Bt
v TR SR AR L 54 (590mg) -

[5384]  'HNMR (DMSO-d6) 8ppm:1.62-1.65 (2H,m) ,1.80-1.86 (2H,m) ,2.45 (2H, t,J=
7.5Hz) ,2.91 (2H,t,J=7.5Hz) ,2.92-2.94 (4H,m) ,3.75 (2H,s) ,4.62 (1H, brs) ,6.49-6.53
(2H,m) ,6.57 (1H,dd,J=9.0Hz,3.5Hz) ,6.89-6.93 (1H,m) ,6.99 (1H,t,J=9.0Hz) ,9.36

279



CN 106795117 B ﬁﬁ HH :I:; 268/355 1L

(1H,brs) ,10.00 (1H,brs) .

[5385]  sf4i134

[5386]  4—{[1- (4-F—2- %K) ~4-FRFENRIE -4 ] F 2L ) vk —2 (1H) i

[5387]  SEABNSLAI4217 A o

[5388]  'HNMR (DMSO-d6) Sppm:1.73-1.82 (2H,m) ,1.82-1.92 (2H,m) ,3.02-3.20 (4H,m) ,
3.96 (2H,s) ,4.92 (1H,brs) ,7.08-7.14 (2H,m) ,7.16-7.21 (2H,m) , 7.26-7.30 (1H,m) ,
7.30-7.34 (1H,m) ,7.49-7.54 (1H,m) ,7.93-7.97 (1H,m) ,11.35 (1H,brs) .

[5389]  sE4135

[5390]  5-{[1- (4~ HE-2,6- AR L) 4R JENRIE -4-JE ] A ) -8-3-3, 4- &%
Whk—2 (1H) —

[5391]  RALLSZHIA2TH 2 K

[6392] (B2 M) m.p.207.9°CE208.8°C

[5393]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=7.0Hz) ,1.80-1.83 (2H,m) , 1.87-1.93 (2H,m) ,
2.02 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,2.98-3.03 (2H,m) ,3.03 (2H,t,J=7.5Hz) ,3.41-
3.45(2H,m) ,3.85 (2H,s) ,3.95(2H,q,J=7.0Hz) , 6.38-6.44 (2H,m) ,6.49 (1H,dd,J=
9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.52 (1H,brs) »

[5394] 52441136

[5395]  8-%—5— ({1-[2-9—4- Q-9 £ IL) R AL ] -4 SR FLWR e —4- K5} A 0E) -3, 4- =&
W npR-2 (1H)

[5396] AL 421 A o

[5397] (4B 4BR/ i) m.p.186.5°CA186.7C

[5398]1  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.11 (2H,m) ,3.16-3.18 (2H, m) ,3.85 (2H,
s),4.13-4.20 (2H,m) ,4.68-4.79 (2H,m) ,6.49 (1H,dd,J=9.0Hz, 4.0Hz) ,6.65-6.71 (2H,
m) ,6.93 (1H,t,J=9.0Hz) ,6.98 (1H,t,J=9.0Hz) ,7.55 (1H,brs) .

[5399] =137

[5400]  8-%-5-{[1- (4- L 3HHE-2,6- —H AR HL) —4-FRFRIRIE -4 B ) AR} -3, 4- &A%
Wbk—2 (1H) —

[5401]  SEABASLAI4217 A o

[5402] (42 PR/ 4t m.p.180.6°CA181.0C

[5403]  'HNMR (CDC13) Sppm:1.39 (3H,t,J=7.0Hz) ,1.80-1.83 (2H,m), 1.87-1.93 (2H,m) ,
2.00 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,2.97-3.01 (2H,m) ,3.02 (2H,t,J=7.5Hz) ,3.41-
3.45(2H,m) ,3.87 (2H,s) ,3.95(2H,q,J=7.0Hz) , 6.38-6.44 (2H,m) ,6.55 (1H,d,J=
9.0Hz) ,7.19 (1H,d,J=9.0Hz) ,7.74 (1H,brs) .

[5404] 5241138

[5405] 5 {[1- (4-5—2- %K) ~4-FRFENRIE -4 ] F 2L ) vk —2 (1H) i

[5406] ARSI 21 A o

[5407]  (HEE/LBR T8 m.p.275.7°C&277.0°C

[5408]  'HNMR (DMSO-d6) Sppm:1.73-1.79 (2H,m) ,1.82-1.91 (2H,m) ,3.02-3.10 (2H,m)
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3.13-3.21(2H,m) ,3.92 (2H,s) ,4.87 (1H,s) ,6.44 (11,d,J=9.5Hz) ,6.71 (1H,d,J=
8.5Hz) ,6.87 (1H,d,J=8.5Hz) ,7.10 (1H,t,J=8.5Hz) ,7.17 (11,dd,] =8.5Hz,2.0Hz) ,
7.31(1H,dd,J=12.5Hz,2.0Hz) ,7.39 (1H,t,J=8.5Hz) ,8.20 (1H,d,J=10.0Hz) ,11.72
(1H,s) »

[54091  =46]139

[5410]  8-F(-5-{[1- (3,5~ &MLNE—2-3%) -4-FR BLWRIE 4L ] FH AL -3, 4- &Mk -
2 (1H) -f

(54111 SRALLSE 33110 & o

[5412]  (412/7/K)m.p.218°C

[5413]  '"HNMR (CDC13) Sppm:1.82-1.89 (2H,m) ,1.89-1.97 (2H,m) ,2.02 (1H,brs) , 2.61-
2.67 (2H,m) ,3.02 (2H,t,J=7.7Hz) ,3.26-3.35(2H,m) ,3.61-3.68 (2H,m) , 3.88 (2H,s) ,
6.54 (1H,d,J=8.9Hz) ,7.19 (1H,d,J=8.9Hz) ,7.60 (1H,d,J=2.3 Hz) ,7.75(1H,brs) ,
8.13(1H,d,J=2.3Hz) .

[5414]  s2]140

[5415] 5 {[1- (4-S—2- % REE) —4-FRJENRNE —4- 3L ] 450 2L ) -8—Falmemk—2 (1H) — il

[5416] AL 1291 & B o

54171  (41/7/K)m.p.255°CE256°C

[5418]  'HNMR (DMSO—d6) Sppm:1.71-1.80 (2H,m) ,1.80-1.91 (2H,m) ,3.01-3.10 (2H,m) ,
3.12-3.20(2H,m) ,3.91 (2H,s) ,4.87 (1H,s) ,6.54 (1H,d,J=9.8Hz) ,6.67 (1H,dd,J=
9.0Hz,3.4Hz) ,7.11 (1H,t,J=9.1Hz) ,7.18 (1H,dd,J=8.6Hz,2.1 Hz) ,7.29-7.36 (2H,m) ,
8.22(1H,dd,J=1.5Hz,9.8Hz) ,11.73 (1H,s) .

[5419]  =zf|141

[5420]  5-{[1- (1-ZRFMEMy —5-3L) —4-FR MR IE -4 2 ] FH 4 ) -8-% -3, 4- & ek -2
(1H) —F

[5421]  SEABASLHI4217 A o

[5422] (W& CBe/HEE/ & F ) m.p.209.5°C4210.2°C

[5423]  'HNMR (CDC13) Sppm:1.88-1.91 (2H,m) ,1.94-2.00 (2H,m) ,2.04 (1H,brs), 2.65
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.22-3.27 (2H,m) ,3.50-3.53 (2H, m) ,3.86 (2H,
s),6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.13 (I1H,dd,J=8.5Hz,
2.5Hz) ,7.23(11,d,J=5.5Hz) ,7.36 (1H,d,J=2.5Hz) ,7.41 (1H,d,J=5.5Hz) ,7.54 (1H,
brs),7.74(1H,d,J=8.5Hz) .

[56424]  =z|142

[5425]  5-{[1- (1-ZRFFMEMy —5—3L) —4-FR MR IE —4-JE ] FE 4 ) -8-&0 -3, 4- & ek -2
(1H) —F

[5426] AL 21 A o

[5427] (LR CTE/ & F ) m.p.193.8CE194.5C

[5428]  'HNMR (CDC13) Sppm:1.88-1.91 (2H,m) ,1.95-2.00 (2H,m) ,2.00 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.01 (2H,t,J=7.5Hz) ,3.22-3.27 (2H,m) ,3.51-3.53 (2H, m) ,3.88 (2H,
s),6.54 (1H,d,J=9.0Hz) ,7.13(1H,dd,J=8.5Hz,2.5Hz) ,7.19 (1H,d,J=9.0Hz) ,7.24
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(1H,d,J=5.5Hz) ,7.36 (1H,d,J=2.5Hz) ,7.41 (1H,d,] =5.5Hz) ,7.74 (1H,d,]J=8.5Hz) ,
7.75(1H,brs) .

[5429]  s4143

[5430]  8-%—5- ({1-[2-F—4- (2,2, 2- =H L EIE) I | -4 R FENRIE-4-FE ) A FE) -3,
4— TEMEHR-2 (1H) -FfH

(54311 FEABASLAHI4217F o

[5432]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.00 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.06-3.11 (2H,m) ,3.18-3.20 (2H, m) ,3.86 (2H,
s),4.28-4.33 (2H,m) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.66-6.69 (1H,m),6.73 (1H,dd,J=
13.0Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.99 (1H,t,J= 9.0Hz) ,7.51 (1H,brs) .

[5433]  sf4i144

[5434] 89 —5— {[4—F2HE-1- (MEmphe—I%) WRiE -4 %k ] FH A 0L} -3, 4- & mk—2 (1H) -
[5435]  RALLSZHIA2TH & K

[5436]  'HNMR (CDC13) Sppm:1.92-1.94 (4H,m) ,2.13 (1H,brs) ,2.64 (2H,t,J= 7.5Hz) ,
3.01(2H,t,J=7.5Hz) ,3.41-3.47 (2H,m) ,3.79-3.81 (2H,m) ,3.86 (2H,s) , 6.47 (1H,dd,]
=9.0Hz,4.0Hz) ,6.92 (1H,t,J=9.0Hz) ,7.34 (1H,d,J=2.5Hz) , 7.53 (1H,brs) ,7.57 (1H,
dd,J=9.5Hz,2.5Hz) ,7.94 (1H,d,J=9.5Hz) ,8.60 (1H, d,J=2.0Hz) ,8.69 (1H,d,J=
2.0Hz) »

(54371  s2|145

[5438]  7-%JE-5-{[1- (4-F-2-F A I) -4-FLILIRME-4-FE | A I} -8-%-3,4- &A%
Wbk—2 (1H) —H £5 R

[6439]  F70°CE80°C, FL7T- R I -85 F£IE-3,4- A MEmk—2 (1H) —fld (310mg) « 6-
(A-F-2-FARHE) -1 -6-FARIR [2.5] )t (T64mg) HE AL (63 . 2mg) [N, N-—H
BRI /2- P (1:1) (4mL) 3053 B o & I MR- A R =R 5, THRE VI K
5 R G, Ui JE SR AT UTTE D) o AT T A5 ARV T £ B2 /6NSR IR o DLVE PR Al A 2E
TR 18 B R ANV T, 78 TR D VR B 7R R BE WD UL SRS DR T g T R A AR
B A W) (120mg) -

[5440]  'HNMR (DMSO-d6) Sppm:1.61-1.66 (2H,m) ,1.82-1.91 (2H,m) ,2.39 (2H, t,J=
6.9Hz) ,2.78 (2H,t,J=6.9Hz) ,2.99-3.16 (4H,m) ,3.67 (2H,s) ,4.16-4.22 (4H,brs) ,6.19
(1H,d,J=6.3Hz) ,7.06-7.18 (2H,m) ,7.30 (1H,dd,J=12.6Hz,2.4 Hz) ,9.84 (1H,s) «
[5441] 54146

[5442]  5-{[1- (1-ZRFFMRM—5-3%) —4-FR MR IE -4 28 ] FH 4 ) -8 -3, 4- & ek -2
(1H) —

[5443]  SEABASLAI4217 A o

[5444] (2R LTE/ A F ) m.p.215.7CE216.0C

[5445]  'HNMR (DMSO-d6) Sppm:1.65-1.68 (2H,m) ,1.85-1.91 (2H,m) ,2.42 2H, t,J=
7.5Hz) ,2.87 (2H,t,J=7.5Hz) ,3.04-3.08 (2H,m) ,3.37-3.39 (2H,m) ,3.77 (2H,s) ,4.69
(1H,brs) ,6.58 (1H,dd,J=9.0Hz,3.5Hz) ,6.82 (1H,d,J=2.0Hz) , 7.00(1H,t,J=9.0Hz),
7.03(1H,dd,J=9.0Hz,2.0Hz) ,7.15(1H,d,J=2.0Hz) , 7.42(1H,d,J=9.0Hz) ,7.87 (1H,
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d,J=2.0Hz) ,10.01 (1H,brs) .

[5446]  sEf)147

[5447]  5- ({1-[4- (9 RIR) —2- R JE ] -4 FR LR E -4 -2 HH A0 0R) -89 -3, 4- =&
W npR-2 (1H)

[5448]  FEABSLAI4217 A o

(54491 (4R 4TE/ & HF ) m.p.201.6°CE202.0°C

[5450]1  'HNMR (CDC13) Sppm:1.87-1.90 (2H,m) ,1.93-1.98 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.22-3.25 (2H, m) ,3.86 (2H,
s),6.45 (1H,t,J=73.8Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) , 6.86-6.90 (2H,m) ,6.93 (1H,
t,J=9.0Hz) ,6.99 (1H,t,J=9.0Hz) ,7.51 (1H,brs) .

[5451]  s21]148

[5452]  5-[ (1-{4-[ (4-F 4L E AL ] 2 AL ) -4 R IE -4 Jk) FHAA 2 ] -8-91-3, 4
TSR -2 (1H)

[5453]  FASE T, TR HES-—M-5- {[1- Q-4 FRIL) 4-Fr R RmE-4-%&] H
SAAE) -3, 4- A Mk -2 (1H) — B (182mg) AR HH (124mg) H4-F R EIRAA) (120mg) N, N-
TRIE R (2. TmL) BIF RSN, T 60 CHEREL . 5/ T R MR TP IR K 5 2R 2
B, LAk v 2R SR DTTE D) » BT AR AR DA 218 £ TR T 485 i o DAk i 2R I EE TTTE W), T I i $ it
PR AL A4 (126mg) o

[5454]  (ZBRZ.F8) m.p.200.0°C%E200.1°C

[5455]  'HNMR (CDC13) Sppm:1.86—1.88 (2H,m) ,1.93-1.99 (2H,m) ,1.99 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) ,3.16-3.18 (2H, m) ,3.85 (2H,
s),4.98 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.66-6.69 (1H,m) , 6.71 (1H,dd,J=
13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.99 (1H,t,J=9.0Hz) , 7.33-7.37 (4H,m) ,7.49
(1H,brs) »

[5456]  s41149

[5457] 8-S -5-{[4-FH-1-(2,4,6- =F A IHL) RIE-4-FL] AR ) -3, 4- —E ¥k -2
(1H) —

[5458]  RALLSZFIA2TH 2 K

[5459] (L& MR/t m.p.175.6'C2176.1°C

[5460]  'HNMR (CDC1s) Sppm:1.81-1.83 (2H,m) ,1.87-1.93 (2H,m) ,1.99 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.00-3.04 (2H,m) ,3.02 (2H,t,J=7.5Hz) ,3.44-3.48 (2H, m) ,3.87 (2H,
s),6.55(1H,d,J=9.0Hz) ,6.60-6.66 (2H,m) ,7.19 (1H,d,J=9.0 Hz) ,7.74 (1H,brs) .
[5461]  sZ1]150

[5462] 8- —5-[ (1-{2-F—4-[ 4-F &)
TSR -2 (1H) —f

[5463] AL 1481M & Bl o

[5464]1  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.00 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.06-3.10 (2H,m) ,3.16-3.18 (2H, m) ,3.85 (2H,
s),4.97 (2H,s) ,6.49 (1H,dd,J=9.5Hz,4.0Hz) ,6.67-6.70 (1H,m) , 6.72 (1H,dd,J=

B ] IR B} AR LR IE -4-Jk) H 43 ] -3, 4~

pidl
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13.5Hz,2.5H2) ,6.93 (1H,t,J=9.5Hz) ,6.97 (1H,t,J=9.5Hz) , 7.07 (2H,t,J=8.5Hz)
7.39(2H,dd,J=8.5Hz,5.5Hz) ,7.52 (1H,brs) .

[5465]  s|151

[5466]  8-5(—5- ({1-[3-F—-5- (=3 H 2L mbme -2—Jk ] -4 2 FRIR g -4k} FAUE) -3, 4
AR -2 (1H) —

[5467]  FEABNSLAI331 A o

[5468] (L& MR/ i) m.p.193.0°C#194.7°C

[5469]1  'HNMR (DMSO-d6) Sppm:1.66-1.72 (2H,m) ,1.80-1.88 (2H,m) ,2.44 (2H, t,J=
7.5Hz) ,2.88 (2H,t,J=7.5Hz) ,3.27-3.34 (2H,m) ,3.78-3.90 (2H,m) ,3.82 (2H,s) ,4.85
(1H,s) ,6.68 (1H,d,J=9.0Hz) ,7.22 (1H,d,J=9.0Hz) ,8.15 (1H,d, J=2.0Hz) ,8.43-8.46
(1H,m) ,9.36 (1H,s) «

[5470]  sEZ]152

(54711 89 —5— {[1- (-9 —4— {[4- (o H L) ROk ] U 0k ) L) —4- 2 JL R g -4 ]
AL} -3, 4- A k-2 (1H) -

[5472]  2KALl 24511487 2 ik o

[5473] (LR PR/ m.p.199.9°C%200.5C

[5474]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,1.99 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.04-3.11 (2H,m) ,3.16-3.18 (2H, m) ,3.85 (2H,
s),5.01(2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.68-6.70 (1H,m) , 6.73 (1H,dd,J=
13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.98 (1H,t,J=9.0Hz) , 7.24 (2H,d,J=8.5Hz)
7.45(2H,d,J=8.5Hz) ,7.49 (1H,brs) .

[5475]  sE2]153

[5476]  8-G—5-{[1- (5-F-3-F ML e -2 %) ~4-FR LR e —4- 3L ] B A ) -3, 4- A ik
-2 (1H) -FH

[5477]  SEABNSLAI331 A o

[5478] (ZBEZWE)m.p.174.4°CE175.8°C

[5479]1  'HNMR (DMSO-d6) Sppm:1.60-1.67 (2H,m) ,1.75-1.85(2H,m) ,2.43 (2H, t,J=
7.5Hz) ,2.85 (2H,t,J=7.5Hz) ,3.22-3.31 (2H,m) ,3.73-3.82 (2H,m) ,3.78 (2H,s) ,4.82
(1H,s) ,6.66 (1H,d,J=8.5Hz) ,7.21 (1H,d,J=8.5Hz) ,7.77 (1H,dd, J=12.5Hz,2.0Hz) ,
8.07 (1H,d,J=2.0Hz) ,9.35 (1H,s) «

[5480]  sf3i|154

[5481] 8% -5 {[1- 2-F—4- {[4- (R 3) TR H ) KR 4 RIRE-4-5 ] H &
e} -3, 4- A k-2 (1H) -

[5482] AL 1481T & ko

[5483] (LR MR/t m.p.207.4°C%210.3°C

[5484]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.00 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.05-3.11 (2H,m) ,3.16-3.18 (2H, m) ,3.85 (2H,
s),5.08(2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.67-6.70 (1H,m) , 6.73 (1H,dd,J=
13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.98 (1H,t,J=9.0Hz) , 7.53 (1H,brs) ,7.53 (2H,
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d,J=8.0Hz) ,7.65(2H,d,J=8.0Hz) «

[5485]  s41155

[5486]  5-[ (1-{4-[(2,4- =& FHE) EAE] 2-FOR B ) —4-FR IR g —4-J%) H1 42 ] -8
-3, 4- A MEmk-2 (1H) -

(54871 KAl 524511487 2 ik o

[5488] (L& MR/ i) m.p.175.9°CE177.1°C

[5489]1  'HNMR (CDC1s) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.00 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.06-3.11 (2H,m) ,3.16-3.19 (2H, m) ,3.85 (2H,
s),5.07 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.68-6.70 (1H,m), 6.74 (1H,dd,]J=
13.5Hz,3.0Hz) ,6.93 (1H,t,J=9.0Hz) ,6.98 (1H,t,J=9.0Hz) , 7.28 (1H,dd,J=8.5Hz,
2.0Hz) ,7.42(1H,d,J=2.0Hz) ,7.47 (1H,d,J=8.5Hz) , 7.52(1H,brs) .

[5490]  sZ41]156

(54911 89 —5— {[4—F2HE—1- (HEMpR—6-%) WRIE 42k ] H 480 k) -3, 4- & mEmk—2 (1H) — i
[5492]  2RALLSZBIA2TH A K

[5493]  'HNMR (CDC13) 8ppm:1.91-1.99 (4H,m) ,2.05 (1H,brs) ,2.65 (2H,t,J= 7.5Hz) ,
3.02 (2H,t,J=7.5Hz) ,3.31-3.36 (2H,m) ,3.67-3.69 (2H,m) ,3.87 (2H,s) , 6.48 (1H,dd,]J
=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.09 (1H,d,J=2.5Hz) , 7.31(1H,dd,J=8.5Hz,
4.5Hz) ,7.52-7.54 (2H,m) ,7.97-8.00 (2H,m) ,8.71-8.72 (1H,m) .

[5494]  sZf|157

[5495]  5-{[1-(2,4- 9 R HE) —4-FR ILWRIE -4 ] FH S 0L} —8—9R—-3, 4- & MEmk-2 (1H) -
i
[5496] KA1 A K

[5497] (4R BE/Cbi) m.p.201.7°CA201.9°C

[5498]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.02 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.07-3.12 (2H,m) ,3.18-3.20 (2H, m) ,3.86 (2H,
s),6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.79-6.84 (2H,m) ,6.93 (1H,t,] =9.0Hz) ,6.96-7.01
(1H,m) ,7.57 (1H,brs) .

[5499]  =4]158

[5500] 8- -5 {[1-(2,4- "3 AR L) —4-FR IR NE -4-JE ) A 2L -3, 4- Ak -2 (1H) -
fi
[5501]  2RALLSZHBIA2TH & K

[5502] (22 BR/HEE) m.p.200.0°C%200.3°C

[5503]  'HNMR (DMSO-d6) Sppm:1.67-1.69 (2H,m) ,1.83-1.89 (2H,m) ,2.48 (2H, t,J=
7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,2.97-3.03 (2H,m) ,3.06-3.08 (2H,m) ,3.81 (2H,s) ,4.73
(1H,brs) ,6.69 (1H,d,J=9.0Hz) ,6.98-7.00 (1H,m) ,7.09-7.19 (2H, m) ,7.23 (1H,d,J=
9.0Hz) ,9.36 (1H,brs) -

[5504]  s41159

[6505]  5- ({1-[3-%(-5— (o FJE) MbnE -2 2 ] -4 3R BLWR g -4 -2 FH 4 0E) -89 -3, 4
A K2 (1H) —

pe=n|

=i}
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[5506]  SEABNSLAAI331 A o

[6507] (ZBEZ M) m.p.172.5°C&E172.7C

[5508]  'HNMR (DMSO-d6) Sppm:1.64-1.71 (2H,m) ,1.80-1.99 (2H,m) ,2.43 (2H, t,J=
7.5Hz) ,2.86 (2H,t,J=7.5Hz) ,3.25-3.34 (2H,m) ,3.78 (2H,s) ,3.80-3.87 (2H,m) ,4.00
(1H,s) ,6.57 (1H,dd,J=9.5Hz,4.0Hz) ,6.98 (1H,t,J=9.9Hz) , 8.15(1H,d,]J=2.5Hz),
8.54(1H,d,J=1.0Hz) ,10.01 (1H,s) -

[55091  =46]160

[5510]  5- ({1-[4-&-2-%-5- (2-
4- A MER-2 (1H) - A

(55111  SRALLSZA5|42T & % o
[5512]  'HNMR (DMSO-d6) Sppm:1.66-1.68 (2H,m) ,1.83-1.89 (2H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.91 (2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) ,3.18-3.20 (2H,m) ,3.78 (2H,s) ,4.30-
4.38(2H,m) ,4.68-4.80 (2H,m) ,4.74 (1H,brs) ,6.58 (1H,dd,J=9.5 Hz,4.0Hz) ,6.80 (11,
d,J=8.0Hz) ,7.01 (1H,t,]J=9.5Hz) ,7.31 (1H,d,J=12.5 Hz) ,10.02 (1H,brs) »

[5513]  =f6]161

[6514]  8-F-5- ({1-[4-&-2-%-5- C-F L EFL) K] -4-FFL0Rme-4-FE ) ) -3,
4— A2 (1H) -FfH

[5515]  SRALLSZ 42T 2 R o

[5516] (L& BR/ W) m.p.223.0°C%223.3C

[5517]  'HNMR (DMSO-d6) Sppm:1.66-1.69 (2H,m) ,1.83-1.89 (2H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) ,3.18-3.20 (2H,m) ,3.82 (2H,s) ,4.30-
4.38(2H,m) ,4.68-4.80 (2H,m) ,4.76 (1H,brs) ,6.69 (1H,d,J=9.0 Hz) ,6.80 (1H,d,]J=
8.0Hz) ,7.24 (1H,d,J=9.0Hz) ,7.31 (1H,d,J=12.0Hz) , 9.36 (1H,brs) .

[5518]  s441162

[6519]  5-{[1- (4-S-2- AR IL) ~4-FR FLWRIE -4 JL ] HH A0 0k} -89 - 7-H B3, 4- &A%
Whk—2 (1H) —

[5520]  SRALLSZBI42T0 A R o

[5521]  'HNMR (DMSO-d6) Sppm:1.60-1.72 (2H,m) ,1.78-1.93 (2H,m) ,2.19(3H, d,J=
1.8Hz) ,2.43 (2H,t,]J=7.6Hz) ,2.86 (2H,t,J=7.6Hz) ,2.97-3.20 (4H,m) , 3.76 (2H,s),
4.66 (1H,s) ,6.50 (1H,d,J=5.7Hz) ,7.06-7.18 (2H,m) ,7.26-7.31 (1H,m) ,9.89 (1H,s) .
[5522]  sf6]163

[6523]  5-{[1- (4-F-2-F R JL) —4-F FEWRIE —4— 5= ] FH AL} -T- S -8-9-3,4- =&
W k-2 (1H) —

[5524]  SRABLSLAI421 A o

[5525]  "HNMR (DMSO-d6) 8ppm:1.32 (3H,t,J=7.0Hz) ,1.61-1.73 (2H,m) , 1.78-1.92 (2H,
m ,2.39-2.47 (2H,m) ,2.79-2.88 (2H,m) ,2.98-3.20 (4H,m) ,3.80 (2H,s) ,4.10(2H,q,J=
7.0Hz) ,4.67 (1H,s) ,6.42 (1H,d,J=6.6Hz) ,7.06-7.18 (2H,m) ,7.27-7.32(1H,m) ,9.93
(1H,s) »

[5526]  sf4i164

LAHE) I ] -A-FRRRE -4 -FE ) AR ) -8-9i-3,

2
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[5527]  5- ({1-[4-&—2-%-5— (H-2-FL5 L) R ] -4-FR RNk e -4 ) A ) -8-%8-3,
4— TEMEHR-2 (1H) -FfH

[5528] AR Af421 A o

[5529] (4RO TE/HEE) m.p.216.7°C&217.0°C

[5530]  'HNMR (CDC13) Sppm:1.36 (6H,d,J=6.0Hz) ,1.87-1.89 (2H,m) , 1.92-1.98 (2H,m) ,
2.02 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.08-3.13 (2H,m) ,3.24-
3.26 (2H,m) ,3.85 (2H,s) ,4.43 (1H,sep,J=6.0Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.64
(1H,d,J=8.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.06 (1H,d,J=11.5Hz),7.53 (1H,brs) .

[6531]1  sEZ4165

[6532]  5-[ (1-{4--5-[ (4-FFHE) 2L ] 2- R KL} -4 HERIE -4 2%) FH AR ] 8-
-3, 4- A MEmk-2 (1H) —fH

[5533]  JEABASLH4 21 A o

[5534] (LR MR/ 4t m.p.205.1°CZ205.7°C

[5535]  '"HNMR (CDC1s3) Sppm:1.85-1.88 (2H,m) ,1.89-1.95 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.06-3.11 (2H,m) ,3.20-3.22 (2H, m) ,3.84 (2H,
s),5.06(2H,s) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.60 (1H,d,J=8.0 Hz) ,6.93 (1H,t,J=
9.0Hz) ,7.09 (1H,d,J=11.5Hz) ,7.36 (2H,d,J=8.5Hz) , 7.39(2H,d,J=8.5Hz) ,7.52 (1H,
brs) »

[5536]  SEf6]166

[6537]  8-&-5- ({1-[4-&-2-% -5 (2L IL) KL | 42 FLMRE —4-FE ) H 4 FE) -3,
4— A2 (1H) -FfH

[5538]  RALLSZIA2TH A K

[5539] (4R 4BR/ i) m.p.173.3°C2173.5C

[5540]  'HNMR (CDC13) Sppm:1.36 (6H,d,J=6.0Hz) ,1.86-1.89 (2H,m) , 1.92-1.99 (2H,m) ,
1.99 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.07-3.13 (2H,m) ,3.24-
3.26 (2H,m) ,3.88 (2H,s) ,4.43 (1H,sep,J=6.0Hz) ,6.55 (1H,d,J=9.0Hz) ,6.64 (1H,d,]J
=8.0Hz) ,7.06 (1H,d,J=12.0Hz) ,7.20 (1H,d, J=9.0Hz) ,7.75 (1H,brs) .

[5541]  sZfl167

[5542] 5 ({1-[4-&-2-9-5-(2,2,2- = LAHL) HKIE | -4-F2FENRE-4-3E ) A L) -8~
-3, 4- A mEnk-2 (1H) -

[5543]  RALLSZHBIA2TH A K

[5544] (42 MR/ 4t m.p.200.6°C%201.0°C

[5545]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.91-1.97 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.10-3.15 (2H,m) ,3.25-3.27 (2H, m) ,3.85 (2H,
s),4.34-4.39 (2H,m) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.70 (1H,d,] =8.0Hz) ,6.93 (1H,t,
J=9.0Hz) ,7.09 (1H,d,J=12.0Hz) ,7.55 (1H,brs) -

[5546]  SEf6]168

[5547]  7T-G-5-{[1- (4~ -2-F KHL) —4-FRRENRIE -4 28 ] FH AU ) -8-% -3, 4- & ek
-2 (1H) -fif
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[5548]  RALLSZHFIA2TH A K

[5549]  'HNMR (DMSO-d6) Sppm:1.60-1.90 (4H,m) ,2.41-2.55(2H,m) ,2.93 (2H, t,J=
7.7Hz) ,2.98-3.20 (4H,m) ,3.82 (2H,s) ,4.70 (1H,s) ,6.80 (1H,d,J=5.7Hz) , 7.05-7.20
(2H,m) ,7.29 (1H,dd,J=12.6Hz,2.4Hz) ,10.19 (1H,s) .

[5550]  sE4411169

[5551]  5-{[1- (5-5—3-FMLAE-2-3%) —4-JR FLIR e —4—JE ] FE AR 28 ) —8-98-3, 4- &k
-2 (1H) -ff

[5552]  RALLSZBIA2TH & K

[5553]  'HNMR (DMSO-d6) Sppm:1.59-1.66 (1H,m) ,1.75-1.85(1H,m) ,2.43 (2H, t,J=
7.8Hz) ,2.85(2H,t,J=7.8Hz) ,3.23-3.31 (2H,m) ,3.34 (2H,s) ,3.73-3.81 (4H,m) ,4.80
(1H,brs) ,6.56 (1H,dd,J=9.2Hz,3.5Hz) ,6.99 (1H,t,J=9.6Hz) , 7.76-7.81 (1H,m) ,
8.05-8.08 (1H,m) ,10.01 (1H,brs) »

[56554]  sZ[170

[5555]  5-{[1- (3,5~ G ~1-% 1k (oxido) MEIE-2-3%) —4-FRFENR e -4 3 ] H S 2 ) -85
-3, 4- A MEmk-2 (1H) -

[6556]  F-5-{[1-(3,5- ML IE-2-3E) —4-FR IR e —4-JE ] HH 400k ) 891 -3, 4- Mk
—2 (1H) i (403mg) B 5 (30mL) ¥ , I Al FUL AR R (75%)  (660mg) , R M Vi
EUT ZIRBEFE3R o T IS A8 IR ER S AN K IR, UL & e 2 O W - A HLZ BA
TC/KBR PRI , ZS TR 0 W B L — U e/ R I P it » DA DRSS SR TUE WD, Dl
TrEm AR B &) (120 mg) »

[6557] m.p.141.0°C%£141.7C

[5558]  'HNMR (DMSO—d6) Sppm:1.70-1.79 (2H,m) ,1.80-1.95 (2H,m) ,2.40-2.57 (2H,m) ,
2.83-2.95(2H,m) ,3.05-3.20 (3H,m) ,3.74 (2H,s) ,4.82 (2H,s) ,6.50-6.63 (1H,m) ,6.92-
7.01(1H,m) ,8.16 (1H,s) ,8.22 (1H,s) ,10.01 (1H,s) -

[55591  sf6171

[5560]  5- ({1-[4-F-2-F -5 Q-H AR L HIE) RIL]-4-FRE0RIE -4-3E ) L) -85
-3, 4- A MEmk-2 (1H) -

(55611  RALLSZFIA2TH 2 K

[5562] (& BR/C4i)m.p.170.6°C%170.8°C

[5563]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.91-1.97 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.24-3.27 (2H, m) ,3.47 (3H,
s),3.76-3.78 (2H,m) ,3.85(2H,s) ,4.13-4.14 (2H,m) ,6.48 (1H,dd,] =9.0Hz,4.0Hz) ,
6.68 (1H,d,J=7.5Hz) ,6.93 (1H,t,J=9.0Hz) ,7.06 (1H,d,J= 12.0Hz) ,7.54 (1H,brs) .
[5564]  S{6172

[5565]  5-[ (1-{4-F-5-[2- (" H HEEH L) LH ] -2-H R} 452 R IRmE -4-0%) 4
F]-8-9-3, 4- S EMk-2 (1H) —d

[5566]  RALLSZHFIA2TH A K

[5567] (L& MR/ i) m.p.162.9°CE164.1°C

[5568]  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.92-1.97 (2H,m) ,2.02 (1H,brs), 2.37

pidl
pidl
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(6H,s) ,2.66 (2H,t,J=7.5Hz) ,2.77 (2H,t,J=6.0Hz) ,3.03 (2H,t,J=7.5 Hz) ,3.09-3.14
(2H,m) ,3.24-3.27 (2H,m) ,3.85 (2H,s) ,4.09 (2H,t,J=6.0Hz) , 6.49 (1H,dd,J=9.0Hz,
4.0Hz) ,6.64 (1H,d,J=8.0Hz) ,6.93 (1H,t,J=9.0Hz) , 7.06 (1H,d,J=11.5Hz) ,7.51 (1H,
brs) »

[6569]  s[173

[5570]  5-{[1- (4-&-2- -5~ TN AIEARIL) 4R FENRIE 4L ] 43 ) -8--3,4- &
bk -2 (1H) — il

(55711 SRALLSZBI42T 2 % o

[5572] (4R MR/ 4t) m.p.200.7°C%201.4°C

[5573]1  'HNMR (CDC13) Sppm:1.07 (3H,t,J=7.0Hz) ,1.81-1.89 (4H,m) , 1.92-1.98 (2H,m) ,
2.03 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.09-3.14 (2H,m) ,3.25-
3.27 (2H,m) ,3.86 (2H,s) ,3.95 (2H,t,J=6.5Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.60
(1H,d,J=8.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.07 (1H,d,J=12.0Hz) ,7.56 (1H,brs) .

[5574]  sEf6174

[6575]  5-[ (1-{4-F—-2-9-5-[2- (4-F AR AH) QI REL) -4-FR FLURIE -4-J%) HI 4
F]-8-%-3, 4- A W¥Emk-2 (1H)

[5576]  ZRALLSZBIA2T A R o

[5577]  (ZBR MR/ 48) m.p.159.2°C%160.0°C

[5578]  'HNMR (CDC1s) Sppm:1.86-1.88 (2H,m) ,1.91-1.97 (2H,m) ,2.02 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.08-3.13 (2H,m) ,3.23-3.25 (2H, m) ,3.85 (2H,
s),4.30-4.36 (4H,m) ,6.48 (1H,dd,J=9.0Hz,3.5Hz) ,6.70 (1H,d,] =8.0Hz) ,6.90-6.95
(3H,m) ,6.97-7.01 (2H,m) ,7.08 (1H,d,J=11.5Hz) ,7.53 (I1H,brs) .

(65791  sEf|175

[6580]  8-&(-5- ({1-[4-&—2-%-5- 2-FEILLEHFE) FKEL ] -4-FFR e -4- 5} FH 4
) -3, 4- & k-2 (1H) —HH

(55811  ZKALLSZA5|42T & % o

[5582] (L& MR/ i) m.p.143.5°CA145.1°C

[5583]1  'HNMR (CDC13) Sppm:1.86—-1.89 (2H,m) ,1.92-1.98 (2H,m) ,1.98 (1H,brs) , 2.65
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,3.25-3.27 (2H, m) ,3.48 (3H,
s),3.76-3.78 (2H,m) ,3.87 (2H,s) ,4.13-4.15(2H,m) ,6.55 (1H,d,] =9.0Hz) ,6.68 (1H,d,
J=7.5Hz) ,7.06 (1H,d,J=11.5Hz) ,7.20 (1H,d,J=9.0 Hz) ,7.75(1H,brs) .

[5584]  s4|176

[5585]  8-#—5—[ (1- {2-9-4-[2- (4-F AR AH) QI REL) —4-FR FEURIE -4 -J%) HI 4
H]-3,4- =S k-2 (1H) -

[5586] AN, T =R HES -5 {[1- Q-4 FR AR IL) 4R FEIRE-4-JE] H
AHE) -3, 4- AR -2 (1H) -FF (185mg) JERER T (126mg) < 1- 2-JR L E ) -4- &HA
(110mg) AL 4H (7T5mg) HIN,N-— H L FH Bkl (1. 9mL) B3 /N, 235 T-60° CHiFE 10/
I o TN K, BA SR £, 18 / R B A O R, A HLZ DA 3 /KB %, LG /K B IR B T
J SR 5 ZE R ) TR B DR A IR A IR AR (& e/ ) 44k, B8 7= BA 4 1%

il
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LIRS i o LA SR BRI SR TTIE W) , T H Az Ak &4 (99mg) -

[5587] m.p.199.3°C%199.5C

[5588]  '"HNMR (CDC1s) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,1.99 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.06-3.11 (2H,m) ,3.16-3.19 (2H, m) ,3.86 (2H,
s),4.26 (41,s) ,6.49 (1H,dd,J=9.0Hz,3.5Hz) ,6.67-6.69 (1H,m), 6.72(1H,dd,]J=
13.5Hz,3.0Hz) ,6.88-6.90 (2H,m) ,6.93 (1H,t,J=9.0Hz) , 6.96-7.00 (3H,m) ,7.49 (1H,
brs) »

[5589]  sEf|177

[5590]  5-{[1-(4-8—2,5- "% ARHE) ~4- SR HLWRIE-4-JE ) A L) -7, 8- -3, 4- 5
Wbk—2 (1H) —

(55911 AR H421 A o

[5592]  '"HNMR (DMSO—d6) Sppm:1.64-1.69 (2H,m) ,1.78-1.82 (2H,m) ,2.43-2.49 (2H,m) ,
2.84-2.89 (2H,m) ,3.05-3.11 (2H,m) ,3.18-3.22 (2H,m) ,3.79 (2H,s) , 4.75(1H,s) ,6.74
(1H,dd,J=12.6Hz,6.3Hz) ,7.11 (1H,dd,J=11.1Hz,7.5Hz) , 7.46 (1H,dd,J=12.0Hz,
6.9Hz) ,10.24 (1H,s) -

[6593]  sEf[178

[5594] 5 {[1- (4-&-2,6- % ARHL) ~4-FRFLIRIE-4-JE ) A L) -7, 8- -3, 4- &
Wbk—2 (1H) —

[5595] AL 421 A o

[5596]  '"HNMR (DMSO—d6) Sppm:1.61-1.65 (2H,m) ,1.72-1.78 (2H,m) ,2.43-2.49 (2H,m) ,
2.85-2.90 (2H,m) ,2.94-2.99 (2H,m) ,3.18-3.25 (2H,m) ,3.78 (2H,s) , 4.70 (1H,s) ,6.74
(1H,dd,J=12.6Hz,6.3Hz) ,7.25(2H,dd, J=15Hz,5.4Hz) , 10.24 (1H,s) .

(65971  =Z41179

[6598] 5 {[1- (4-5 2% -5- TN IKEL) 42 FENR g —4-FL ] A %) -8-%(-3,4- &%
Wbk—2 (1H) —

(55991  SRABNSLH421 A o

[5600] (ZFRZME)m.p.196.5°C%196.6°C

[5601]  'HNMR (CDC13) Sppm:0.97 (3H,t,J=7.5Hz) ,1.58-1.66 (2H,m) , 1.86-1.89 (2H,m) ,
1.92-1.98 (2H,m) ,2.00 (1H,brs) ,2.61-2.67 (4H,m) ,3.02 (2H,t, J=7.5Hz),3.08-3.13
(2H,m) ,3.23-3.25(2H,m) ,3.85(2H,s) ,6.49 (1H,dd,J= 9.0Hz,4.0Hz) ,6.83 (1H,d,J=
9.5Hz) ,6.93 (1H,t,J=9.0Hz) ,7.04 (1H,d,J= 11.5Hz) ,7.50 (1H,brs) .

[5602]  =46]180

[5603] 5 ({I-[4-F-2-9-5— (N-2-3) R ] -4 TR e -4-JL} H AU ) 8- -3,4-—
k-2 (1H) — i

[5604]  RALLSZHBIA2TH A K

[5605]  (Z.W& 2. Be/ W W/ & F k) m.p.225.3°CE225.7C

[5606]  '"HNMR (CDC13) 8ppm:1.22 (6H,d,J=7.0Hz) ,1.87-1.90 (2H,m) , 1.92-1.98 (2H,m) ,
2.04 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) , 3.10-3.16 (2H,m) ,3.24-
3.26 (2H,m) ,3.33 (1H,sep,J=7.0Hz) ,3.86 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.90

290



CN 106795117 B ﬁﬁ HH :I:; 279/355 L

(1H,d,J=9.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.04 (1H,d,J=12.0Hz) ,7.55 (1H,brs) .

[5607]  =z31]181

[5608]  5- ({1-[4- (ZHH & HE) -2, 6- AR KL | -4 FEIRIE -4 2k} FHAAJE) -8-91-3, 4
TS pR-2 (1H)

[5609] KA SZHFIA2TH A K o

[5610] (LB 4BR/ i) m.p.172.6°CE172.7C

[5611]  'HNMR (CDC13) Sppm:1.81-1.84 (2H,m) ,1.86-1.92 (2H,m) ,2.02 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.04-3.07 (2H,m) ,3.45-3.50 (2H, m) ,3.85 (2H,
s),6.45(1H,t,J="73.0Hz) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) , 6.66-6.72 (2H,m) ,6.93 (1H,
t,J=9.0Hz) ,7.52 (1H,brs) »

[5612]  =z441]182

[5613]  5-{[1-(2,4- 95— HI JL IR HL) —4- R IR e —4-JL ] H A0 0k ) -89k -3, 4- A Mk
-2 (1H) -fif

[5614]  RALLSZHIA2TH & K

[5615]  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.92-1.98 (2H,m) ,2.01 (1H,brs), 2.22
(3H,s) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.06-3.10 (2H,m) , 3.17-3.19 (2H,
m) ,3.85(2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.76 (1H,dd,J= 12.0Hz,9.5Hz) ,6.82
(1H,t,J=9.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.54 (11, brs) .

[5616] 5231183

[5617]1  8-F-5-{[1-(2,4- 35— H B R HL) —4- SR IR g —4-JE ] HH AU 0k ) -3, 4- ik
-2 (1H) -ff

[5618]  RALLSZHFIA2TH 2 K

[5619] (ZFRZM8) m.p.195.0°C&195.2°C

[5620]  '"HNMR (CDC1s3) Sppm:1.86-1.88 (2H,m) ,1.93-1.99 (2H,m) ,1.98 (1H,brs) , 2.22
(3H,s) ,2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.06-3.11 (2H,m) , 3.17-3.19 (2H,
m) ,3.87 (2H,s) ,6.55(1H,d,J=9.0Hz) ,6.76 (1H,dd,J=12.0Hz, 9.5Hz) ,6.82 (1H,t,J=
9.0Hz) ,7.19(1H,d,J=9.0Hz) ,7.75 (1H, brs) .

[5621] =184

[6622] 8- -5- ({1-[4- (“HHFHEI) 2,6 _H AR -4- B IIRIE -4} AR -3,4-
AR -2 (1H) i

[5623]  JEABASLAI4 21 A o

[5624] (L& PR/ i) m.p.143.6°CE143.7C

[5625]  'HNMR (CDC13) Sppm:1.81-1.84 (2H,m) ,1.87-1.93 (2H,m) ,2.01 (1H,brs), 2.64
(2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) ,3.05-3.07 (2H,m) ,3.45-3.49 (2H, m) ,3.87 (2H,
s),6.45(1H,t,J=73.0Hz) ,6.55(1H,d,J=9.0Hz) ,6.66-6.72 (2H, m),,7.19(1H,d,J=
9.0Hz) ,7.75 (1H,brs) -

[5626]  s441185

[5627]  5-{[1- (4~ -2-F-5-H ALK -4-FFEIRNE —4-FE ) A 2L -8-5-3,4- &
W k-2 (1H) —
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[5628] A4 21 A o

[5629] (LR HE) m.p.232.4°CE232.5C

[5630]  '"HNMR (CDC1s) Sppm:1.87-1.90 (2H,m) ,1.93-1.99 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.02(2H,t,J="7.5Hz) ,3.11-3.16 (2H,m) ,3.26-3.29 (2H, m) ,3.86 (2H,
s),3.88(3H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.60 (1H,d,J=7.5 Hz) ,6.93 (1H,t,J=
9.0Hz) ,7.08 (1H,d,J=11.5Hz) ,7.54 (1H,brs) «

[5631]1  sf6]186

[5632]  5-{[1- (5,6 HI JENLIE-2-3E) —4-FRFENRIE -4 JL ] HH 400k ) 891 -3, 4- ik
-2 (1H) -fif

[5633]  JEABASLA4 21 A o

[5634] (LR TR/ HEE) m.p.197.9°CA199.6°C

[5635]  'HNMR (DMSO-d6) Sppm:1.52-1.60 (2H,m) ,1.63-1.71 (2H,m) ,2.08 (3H, s),2.25
(3H,s) ,2.38(2H,t,J=7.5Hz) ,2.79 (2H,t,J=7.5Hz) ,3.07-3.15 (2H,m) , 3.72 (2H,s),
3.92-4.00 (2H,m) ,4.70 (1H,s) ,6.51-6.57 (2H,m) ,6.96 (1H,t,J=9.8 Hz) ,7.22(1H,d,]J=
8.5Hz) ,9.99 (1H,s) .

[5636]  SE4187

[5637]  8-& -5 {[1- (5,6~ HI Jnbmg-2-2&) —4- R L0k e -4 28 ] 4 ) -3, 4- Ak
-2 (1H) -fif

[5638] AL A4 21 A o

[5639] (L& MR/ i) m.p.169.6°CE171.0°C

[5640]  'HNMR (DMSO-d6) Sppm:1.53-1.60 (2H,m) ,1.63-1.71 (2H,m) ,2.08 (3H, s),2.25
(3H,s) ,2.40 (2H,t,J=7.5Hz) ,2.81 (2H,t,J=7.5Hz) ,3.08-3.16 (2H,m) , 3.76 (2H,s) ,
3.92-3.98 (2H,m) ,4.73 (1H,s) ,6.55 (1H,d,J=8.5Hz) ,6.64 (1H,d,] =8.5Hz) ,7.19 (1H,
d,J=8.5Hz) ,7.22 (1H,d,J=8.5Hz) ,9.34 (11, s) -

[5641]  sf6]188

[5642]  8-5-5-{[1- 3-F-5-L A FEMNE —2-3L) —4-FR JLWRIE-4-FL ] A 2L -3, 4- =&
W k-2 (1H) —

[5643]  FEABNSLAI331 A o

[5644] (42 PR/ i) m.p.169.0°C%170.4°C

[5645]  'HNMR (DMSO—d6) Sppm:1.30 (3H,t,J=7.0Hz) ,1.62-1.68 (2H,m), 1.77-1.86 (2H,
m) ,2.46 (2H,t,J=7.5Hz) ,2.91 (2H,t,J=7.5Hz) ,3.05-3.13 (2H, m) ,3.23-3.37 (2H,m) ,
3.80(2H,s) ,4.03 (2H,q,J=7.0Hz) ,4.69 (1H,s) ,6.67 (1H, d,J=9.0Hz) ,7.21 (1H,d,]J=
9.0Hz) ,7.51 (1H,d,J=2.5Hz) ,7.96 (1H,d,J=2.5 Hz) ,9.34 (1H,s) .

[5646]  SZf6]189

[5647]1  5-{[1- (4-F-5- L FE-2-F A I) —4-FLILIRME-4-FE | A JE ) 8- -3,4- &A%
Wbk—2 (1H) — i

[5648] AL 21 A o

[5649] (ZBRLME/ A F ) m.p.201.3°CE202.4°C

[5650]1  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.5Hz) ,1.86-1.89 (2H,m) , 1.92-1.98 (2H,m) ,
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2.03 (1H,brs) ,2.64-2.71 (4H,m) ,3.03 (2H,t,J=7.5Hz) , 3.09-3.14 (2H,m) ,3.24-3.26
(2H,m) ,3.86 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0 Hz) ,6.85(1H,d,J=9.0Hz) ,6.93 (1H,t,]
=9.0Hz) ,7.04 (1H,d,J=12.0Hz) , 7.56 (1H,brs) »

(56511  sEZ411190

[5652]  8-5—5-{[1- (4~ —2-9—5—H LR IL) —4-FR LR mE-4-FL ) A 2L -3, 4- =&
W k-2 (1H) —

[5653]  RALLSZHBIA2TH 2 K

[5654] (LR TR/ HEE) m.p.228.7°CA228.9°C

[5655]  'HNMR (DMSO-d6) Sppm:1.67-1.70 (2H,m) ,1.83-1.89 (2H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.93 (2H,t,J=7.5Hz) ,3.06-3.11 (2H,m) ,3.18-3.21 (2H,m) ,3.82 (2H,s),3.85
(3H,s) ,4.76 (1H,brs) ,6.69 (1H,d,J=9.0Hz) ,6.75 (1H,d,J=8.0 Hz) ,7.24 (1H,d,J=
9.0Hz) ,7.20 (1H,d,J=12.0Hz) ,9.36 (1H,brs) «

[5656]  sEf]191

[5657]  5-{[1- (3-R(-5- LA LML IE -2 F%) —4-FR MR IE —4—FE ] H AU L) -8-9-3, 4- =&
W k-2 (1H) —

[5658]  FEABSLAAI331 A o

[5659] (L& MR/ ) m.p.187.9°C%190.2°C

[5660]  '"HNMR (DMSO-d6) Sppm:1.30 (3H,t,J=7.0Hz) ,1.62-1.68 (2H,m) , 1.80-1.88 (2H,
m) ,2.44 (2H,t,J=7.5Hz) ,2.90 (2H,t,J=7.5Hz) ,3.06-3.14 (2H, m) ,3.25-3.33 (2H,m) ,
3.77(2H,s) ,4.04 (2H,q,J=7.0Hz) ,4.67 (1H,s) ,6.57 (1H, dd,J=9.0Hz,4.0Hz) ,6.98
(1H,t,J=9.5Hz) ,7.52 (1H,d,J=2.5Hz) ,7.98 (1H, d,J=2.5Hz),10.01 (1H,s) .

[5661]  sZ41192

[5662]  5-{[1- (5—{R-3-HMLIE—2-3L) —4-FR MR IE -4 2 ] FH 4 ) -8 % -3, 4- & ek
-2 (1H) -ff

[5663]  FEABNSLAI331 A o

[5664]  (ZBRZME/HEE) m.p.197.4°C%203.9C

[5665]  'HNMR (DMSO-d6) Sppm:1.66-1.73 (2H,m) ,1.82-1.90 (2H,m) ,2.45 (2H, t,J=
7.5Hz) ,2.91 (2H,t,J=7.5Hz) ,3.04-3.11 (2H,m) ,3.13-3.20 (2H,m) ,3.80 (2H,s) ,4.77
(1H,s) ,6.58 (1H,dd,J=9.0Hz,4.0Hz) ,6.98 (1H,t,J=9.5Hz) ,7.78 (1H,d,J=2.0Hz) ,
8.16 (1H,d,J=2.0Hz) ,10.02 (1H,s) -

[5666]  ={6]193

[5667]  5-{[1- (5—{R-3- %ML IE—2-3%) —4-FRJENRIE -4 2 ] FH 4 ) -8-&0 -3, 4- & ek
-2 (1H) -ff

[5668]  FSABNSLAFI331T A o

[5669]  (ZBRZME/HEE) m.p.231.2°C%233.5C

[5670]  'HNMR (DMSO-d6) Sppm:1.67-1.74 (2H,m) ,1.81-1.90 (2H,m) ,2.43 (2H, t,J=
7.5Hz) ,2.92 (2H,t,J=7.5Hz) ,3.04-3.11 (2H,m) ,3.15-3.21 (2H,m) ,3.84 (2H,s) ,4.79
(1H,s) ,6.65(1H,d,J=9.0Hz) ,7.23 (1H,d,J=9.0Hz) ,7.77 (1H,d,] =2.2Hz) ,8.16 (1H,
d,J=2.2Hz) ,9.37 (1H,s) .

293



CN 106795117 B ﬁﬁ HH :I:; 282/355 L

(56711  =24194

[5672]  5-{[1- (4-F-2- 9 K KE) —4-FRFLNR g —4-J ] HH S 0k ) - 7-91 -3, 4- A k-2
(1H) - i

[5673]  ZRALLSZFIA2TH A Ak o

[5674]  'HNMR (DMSO-d6) Sppm:1.60-1.74 (2H,m) ,1.75-1.92 (2H,m) ,2.43 (2H, t,J=
7.7Hz) ,2.82 (2H,t,J=7.7Hz) ,2.96-3.20 (4H,m) ,3.81 (2H,s) ,4.74 (1H,s) , 6.29 (1H,dd,
J=9.9Hz,2.1Hz) ,6.52 (1H,dd,J=9.9Hz,2.1Hz) ,7.05-7.19 (2H, m) ,7.31 (1H,dd,J=
12.6Hz,2.1Hz) ,10.11 (1H,s) -

[5675]  sEZ41195

[5676]  8-5—5-{[1- U-F-2-F KL —4-FRIEIRNE -4 | AL -7-%(-3, 4- A&k
-2 (1H) -

(56771  ZRALLSZBI42T A % o

[5678]  'HNMR (DMSO-d6) Sppm:1.61-1.89 (4H,m) ,2.42-2.53 (2H,m) ,2.89 (2H, t,J=
7.4Hz) ,2.96-3.20 (4H,m) ,3.84 (2H,s) ,4.78 (1H,s) ,6.84 (1H,d,J=11.4 Hz) ,7.04-7.20
(2H,m) ,7.31 (1H,dd,J=12.5Hz,2.3Hz) ,9.68 (1H, brs) .

(56791  sZ41196

[5680]  5-{[1-(4-5-2,6- 5 KEL) —4-FRBENRIE -4-J5 ] FH AR L) - 753, 4- Sk -
2 (1H) —Hi

[5681]1  ZRALLSZ 42T 4 Ak o

[5682]  '"HNMR (DMSO-d6) Sppm:1.58-1.87 (4H,m) ,2.43 (2H,t,J=7.9Hz) ,2.83 (2H,t,]J=
7.9Hz) ,2.92-3.03 (2H,m) ,3.28-3.46 (2H,m) ,3.80 (2H,s) ,4.73 (1H,s) , 6.29 (1H,dd,J=
9.9Hz,2.4Hz) ,6.52 (1H,dd,J=9.9Hz,2.4Hz) ,7.20-7.33 (2H, m) ,10.11 (1H,brs) .

[5683]  s4197

[5684] 8-S —5-{[4-¥H-1-(2,2,6- =% —1,3-FH ZHIFF IR -5-L) NRIE-4-FK ] H
AL} -3, 4- A k-2 (1H) -

[5685]  ZRALLSZAFIA2TH A K o

[5686] (ZFRZME)m.p.213.4°C-213.5°C HNMR (CDC13) Sppm:1.87-1.89 (2H, m) ,1.93-
1.99 (2H,m) ,1.99 (1H,brs) ,2.65 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5 Hz) ,3.06-3.12
(2H,m) ,3.15-3.17 (2H,m) ,3.88 (2H,s) ,6.55 (1H,d,J=8.5Hz) , 6.83 (1H,d,]J=7.0Hz) ,
6.86 (1H,d,J=10.0Hz) ,7.20 (1H,d,J=8.5Hz) ,7.75 (1H,brs) .

[5687]  s41198

[5688]  5-{[1- (5-FMtAE-2-3%) ~4-FRFLMRAE -4 JE ] A L} 8- -3, 4- & k-2
(1H) - i

(56891  FEABNSLAFI331 A o

[5690]  (ZWEZ M) m.p.192.0°CE192.3°C

[5691]  'HNMR (DMSO-d6) Sppm:1.55-1.62 (2H,m) ,1.65-1.74 (2H,m) ,2.40 (2H, t,J=
7.5Hz) ,2.80 (2H,t,J=7.5Hz) ,3.17-3.27 (2H,m) ,3.74 (2H,s) ,4.00-4.07 (2H,m) ,4.80
(1H,s) ,6.54 (1H,dd,J=9.0Hz,3.5Hz) ,6.89 (1H,d,J=9.0Hz) , 6.97 (1H,t,J=9.8Hz) ,
7.55(1H,dd,J=9.0Hz,2.0Hz) ,8.09 (1H,d,J=3.0Hz) , 10.01 (1H,s) .
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[5692]  =Z41199

[5693]1  8-F-5- ({1-[2-F -4 (P IR LT L) KA ] —4-FR FLNRIE—4- 2 A JE) -3, 4- =&
bk -2 (1H) — i

[5694] AL 421 A o

[5695] (B2 M) m.p.160.7°CE160.9°C

[5696]  'HNMR (CDC13) Sppm:1.86-1.89 (2H,m) ,1.94-2.00 (2H,m) ,2.01 (1H,brs) , 2.46
(3H,s) ,2.65 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) , 3.18-3.20 (2H,
m) ,3.89 (2H,s) ,6.55(1H,d,J=9.0Hz) ,7.03 (1H,d,J=8.5Hz) , 7.15(1H,dd,J=8.5Hz,
2.0Hz) ,7.20 (1H,d,J=9.0Hz) ,7.30 (1H,d,J=2.0Hz) , 7.75(1H,brs) .

[56971  =241200

[5698]  5-{[1- (5-F-1-AfbMtrE—2-3L) —4-FR FEWRIE -4-FE ] HH S L} -89 -3, 4- &A%
Whk—2 (1H) —

[5699]  F5-{[1- (5-FMLAE—2-3%) —4-FRJENRIE —4- 2 ] FH 4 ) -8 %3, 4- & ek -2
(1H) — i (183mg) 17 (33mL) ¥V, ¥ nfa] & S R R (75%)  (156mg) , b MR &
T FIRBHE20/ N o T 5 B IS IR BR BN 7K I T LA 2R U= o A B2 DA TG K B R T
fi, ZR ARV R, BRI UL TR L WP 45, DA Y BRI AR UTUE ) , Bl 48 i 2 L b Ak
&) (55mg) o

[5700] m.p.189.0°C#189.5C

[5701]  'HNMR (DMS0-d6) Sppm:1.56-1.67 (2H,m) ,2.40-2.60 (2H,m) ,2.57-2.67 (2H,m) ,
2.73-2.84 (2H,m) ,2.94 (2H,t,J=7.5Hz) ,3.84 (2H,s) ,4.20-4.30 (2H,m) , 5.01 (1H,s) ,
6.56-6.66 (1H,m) ,6.97-7.06 (1H,m) ,8.16-8.25 (1H,m) ,8.51-8.59 (1H,m),8.61 (1H,s)
10.04 (1H,s) »

[5702]  s21]201

[5703]  8-F-5-{[1- (4-F-2,6- " AIHL) ~4-FR LR IE -4 FE ] AU -7T-9-3,4- =&
W k-2 (1H) —

[5704]  RALLSZBIA2TH & K

[5705]  'HNMR (DMSO-d6) Sppm:1.68-1.85 (4H,m) ,2.42-2.54 (2H,m) ,2.82-3.04 (4H,m) ,
3.28-3.42 (2H,m) ,3.83 (2H,s) ,4.76 (1H,s) ,6.84 (1H,d,J=11.7Hz) , 7.20-7.33 (2H,m) ,
9.67 (1H, brs) .

[5706]  SEZf6]202

[5707] 8- —5-{[4-FH-1-(2,2,6-=F—1,3- %I AN IGE-5-H5) WRng-4-JE ]
AL} -3, 4- A k-2 (1H) -

[5708] KA1 A K

[5709] (L& BR/ ) m.p.226.6°C%226.7°C

[5710]  '"HNMR (CDC1s) Sppm:1.87-1.89 (2H,m) ,1.92-1.98 (2H,m) ,2.03 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.06-3.12 (2H,m) ,3.15-3.17 (2H, m) ,3.85 (2H,
s),6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.84 (1H,d,J=7.0Hz) ,6.86 (1H,d,J=10.0Hz) ,6.93
(1H,t,J=9.0Hz) ,7.55 (1H,brs) .

[5711]  sZ46]203
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[5712]  5- ({1-[2-&-4- (FFEEmbedh) KL ] -4 PR R e -4 2 ) A 8) -8-%-3,4- =&
W k-2 (1H) —

[5713]  SEABNsLf4 21 A o

[5714] (LR ZHE) m.p.207.4°CE207.6°C

[5715]  'HNMR (CDC13) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.02 (1H,brs) , 2.46
(3H,s) ,2.66 (2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.10 (2H,m) , 3.18-3.20 (2H,
m) ,3.87 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (11, t,J= 9.0Hz) ,7.04 (1H,d,J=
8.5Hz) ,7.15(1H,dd,J=8.5Hz,2.5Hz) ,7.30 (1H,d,J= 2.5Hz) ,7.52 (1H,brs) »

[5716]  SZ46]204

[5717] 8- -5 {[1- (5- L 38 HE-2,4- R HL) —4-FRFRIRIE 4B ) A Bk} -3, 4- &
Wbk—2 (1H) —

[5718]  JEABNSLA4 21 A o

(57191 (LR W) m.p.182.1°C&182.4°C

[5720]  "HNMR (CDC13) 8ppm:1.42 (3H,t,J=7.0Hz) ,1.86-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
2.00 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,3.02 (2H,t,J=7.5Hz) , 3.06-3.12(2H,m) ,3.18-
3.20 (2H,m) ,3.88 (2H,s) ,4.08 (2H,q,7.0Hz) ,6.55 (1H, d,J=9.0Hz) ,6.68 (1H,t,]=
8.5Hz) ,6.85 (1H,t,J=11.0Hz) ,7.20 (1H,d,J=9.0 Hz) ,7.76 (1H,brs) .

(57211 5241205

[5722]  8-F-5-{[1-(2,4- 3 -5-H ALK IL) -4 FLNR g —4-JE ] A ) -3, 4- &%
Wbk—2 (1H) —f

[5723] AR H421 A o

[6724] (PR ZHE) m.p.191.4°C&E191.7C

[5725]  'HNMR (CDC13) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.08-3.13 (2H,m) ,3.19-3.22 (2H, m) ,3.87 (3H,
s),3.88(2H,s) ,6.55(1H,d,J=9.0Hz) ,6.68 (1H,t,J=8.5Hz) ,6.86 (1H,t,J=11.0Hz),
7.20 (1H,d,J=9.0Hz) ,7.76 (1H,brs) »

[5726]  s46]206

[5727]  5-{[1-(2,4- & -5-F K IL) ~4-FRILIRIE 43 | AR} 79 -8-F -3 ,4-—
-2 (1H) — i

[5728]  SEABASLH421 A o

[5729]  'HNMR (DMSO-d6) Sppm:1.68-1.72 (2H,m) ,1.75-1.90 (2H,m) ,2.03 (3H, s),2.40
(2H,t,J=7.2Hz) ,2.83 (2H,t,]J=7.2Hz) ,2.96-3.11 (4H,m) ,3.79 (2H,s) , 4.72(1H,s) ,
6.54 (1H,d,J=12.0Hz) ,7.23 (1H,d,J=11.4Hz) ,7.68 (1H,d,J= 7.8Hz) ,9.54 (1H,s) .
[5730]  =Z1207

(57311  5-{[1- (4-JR-2- R IL) ~4-FR FLWRIE —4—JL ] HH A8 0k} -7 -9 8- B3, 4- &A%
Wbk—2 (1H) —

[5732]  2RALLSZBIA2TH & K

[5733]  'HNMR (DMSO-d6) Sppm:1.63-1.71 (2H,m) ,1.75-1.86 (2H,m) ,2.03 (3H, s),2.39
(2H,t,J=7.2Hz) ,2.81 (2H,t,]J=7.2Hz) ,3.01-3.20 (4H,m) ,3.77 (2H,s) , 4.70(1H,s) ,
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6.54 (1H,d,J=12.0Hz) ,6.99-7.05 (1H,m) ,7.25-7.29 (1H,m) , 7.36-7.41 (1H,m) ,9.53
(1H,s) »

[5734] 52451208

[6735]  5-{[1- (4~ -2,6- _FARE) ~4-FRREIRNE -4-FE ) A 2L ) -7-3-8-H J&-3,4-—
k-2 (1H) — i

[5736]  JEABASLAI4 21 A o

[5737]1  'HNMR (DMSO-d6) Sppm:1.60-1.72 (2H,m) ,1.74-1.81 (2H,m) ,1.99 (3H, s) ,2.41
(2H,t,J=7.2Hz) ,2.83 (2H,t,J=7.2Hz) ,2.90-2.98 (2H,m) ,3.25-3.45 (2H,m) ,3.77 (2H,
s),4.69(1H,s) ,6.54 (1H,d,J=12.0Hz) ,7.25 (2H,d,J=9.0 Hz) ,9.54 (1H,s) .

[5738] 52431209

[57391  5- ({1-[4- (L) -2, 6- R ] -4- S FEIRE —4- 5} L) -7, 8-
-3, 4- A MEmk-2 (1H) —fH

[5740]  2RALLSZHIA2TH & K

[5741]  'HNMR (DMSO-d6) 8ppm:1.59-1.65 (2H,m) ,1.71-1.79 (2H,m) ,2.42-2.48 (2H,m) ,
2.84-2.93 (4H,m) ,3.30-3.38 (2H,m) ,3.77 (2H,s) ,4.70 (1H,s) ,6.74 (1H, dd,J=12.9Hz,
6.3Hz) ,6.95-7.05 (2H,m) ,7.22 (1H,s) ,10.27 (1H,s) -

[5742]  sZf]210

[6743]  5-{[1- 4~ IH-2,6- H KL 4-FIENRNE—4-FE ] HERE) -7,8- 53,4
k-2 (1H) — i

[5744] KA SZHIA2TH & K

[5745]  "HNMR (DMSO-d6) Sppm:1.29 (3H,t,J=7.2Hz) ,1.59-1.64 (2H,m) , 1.72-1.79 (2H,
m) ,2.44-2.48 (2H,m) ,2.79-2.91 (4H,m) ,3.32-3.36 (2H,m) ,3.78 (2H,s) ,3.98 2H,q,J=
7.2Hz) ,4.66 (1H,s) ,6.65 (2H,d,J=11.4Hz) ,6.75 (11, dd,J=12.9Hz,6.3Hz) ,10.28 (1H,
S) o

[5746]  sf5]211

[5747] 8- -5-{[1- (4-F-2,5- " AIL) ~4-FRFLIRIE —4—FE ] AU -7T-9-3, 4- =&
W k-2 (1H) —

[5748] KA SZBIA2TH A K

[5749]1  'HNMR (DMSO—d6) 8ppm:1.61-1.73 (2H,m) ,1.74-1.89 (2H,m) ,2.41-2.53 (2H,m) ,
2.82-2.94 (2H,m) ,2.97-3.12 (2H,m) ,3.13-3.27 (2H,m) ,3.84 (2H,s) , 4.80 (1H,s) ,6.83
(1H,d,J=11.4Hz) ,7.12(1H,dd,J=11.4Hz,7.8Hz) ,7.48 (1H, dd,J=12.0Hz,7.2Hz) ,
9.66 (1H, brs) »

[5750]  sEf|212

(57511  8-%-5-{[1-(2,4- =& -5 A L) ~4-FR IR IE —4—FE ] AU -7T-9-3, 4- =&
W k-2 (1H) —

[5752]  SRABLSLH421m A o

[5753]  'HNMR (DMS0-d6) Sppm:1.63-1.90 (4H,m) ,2.42-2.53 (2H,m) ,2.83-2.95 (2H,m) ,
2.96-3.18 (4H,m) ,3.86 (2H,s) ,4.79 (1H,s) ,6.84 (11,d,J=11.7Hz) , 7.25(1H,d,J=
13.8Hz) ,7.70 (1H,d, J=7.8Hz) ,9.66 (1H,brs) .
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[5754]  sZf]213

[6755]  5-{[1- (4—JR-2— 9 IL) —4—FR FLIRIE —4—Jk ] A0 0k} -8 7913, 4- — A&k
-2 (1H) -fif

[5756] AL A4 21 A o

[5757]1  'HNMR (DMSO-d6) Sppm:1.61-1.90 (4H,m) ,2.41-2.58 (2H,m) ,2.83-2.94 (2H,m) ,
2.97-3.21 (4H,m) ,3.84 (2H,s) ,4.77(1H,s) ,6.84 (1H,d,J=11.4Hz) , 6.99-7.10 (1H,m) ,
7.25-7.34 (1H,m) ,7.35-7.46 (1H,m) ,9.65 (1H,brs) .

[5758]  szf214

[6759]  8-F-T-F-5-{[4-FH-1-(2,4,6-=FIKEL) WRNE 43 ] A JE) -3, 4- ANk
-2 (1H) -fif

[5760]  SEABLSL 421 A o

[5761]1  'HNMR (DMSO-d6) Sppm:1.58-1.84 (4H,m) ,2.43-2.54 (2H,m) ,2.82-2.98 (4H,m) ,
3.25-3.40 (2H,m) ,3.83 (2H,s) ,4.73 (1H,s) ,6.84 (1H,d,J=11.7Hz) , 7.03-7.20 (2H,m) ,
9.66 (1H, brs) »

[5762]  szf|215

[5763]  7,8- 45— ({1-[2-%—4- (2,2,2-=F LA ) FR]-4-FREIRngE-4-F) 4
Ht) -3, 4- "Mk -2 (1H) —fH

[5764] AL AI4217 A o

[5765]1  'HNMR (DMSO—d6) Sppm:1.64-1.69 (2H,m) ,1.79-1.83 (2H,m) ,2.42-2.48 (2H,m) ,
2.85-2.91 (2H,m) ,2.96-3.02 (4H,m) ,3.79 (2H,s) ,4.66-4.76 (3H,m) , 6.72-6.84 (2H,m) ,
6.94-7.19 (2H,m) ,10.28 (1H,s) »

[5766]  sZf]216

(57671  5-{[1- (4--2- 9 AR IL) ~4-FR FLURIE —4-JL ] HH 400k} -7, 8- 9 -1 -F k-3 ,4-—
k-2 (1H) — i

[5768]  F-5-{[1- (4~ -2-F KK —4-FR RNk e -4 ] A8} -7, 8- -3, 4- A ik
=2 (1H) —i (135mg) N, N—— FF 5 FH i Jie— DU S0k R (12 1) (2mL) ¥, AR INEA6 N (60 %6 v
H) (15mg) , M MR E YT EIBFE303 8, B8 TR &Y i i &2 (0. 024mL) , 28 )5
T =R T AR K T RN, UL R £ BE 2 OZ IS T, HoA WLZ DG /K R BR A 1158 , 28
Ja 2N BIE ] o BR EE R R IR B AR E AT (BRI s Ce/ LR 4 TR) 24k i $e it Ax itk
&) (44mg) o

[5769]  'HNMR (FFfiE-d4) Sppm:1.76-1.81 (2H,m) ,1.92-2.02 (2H,m) ,2.52-2.57 (2H,m) ,
2.89-2.94 (2H,m) ,3.04-3.12 (2H,m) ,3.17-3.22 (3H,m) ,3.39 (3H,s) , 4.07 (2H,s) ,6.77
(1H,dd,J=12.3Hz,6.3Hz) ,7.01-7.11 (3H,m) »

[5770]  sEf|217

[5771]1  8-&-5- ({1-[2-%-4- (2,2,2- =5 L EIE) REE | -4-FRH0RIE -4-2E ) H 4 AL -3,
4— A2 (1H) -FfH

[5772]  2RALLSZBIA2TH & K

[5773] (LR PR/ i) m.p.148.6°CA#148.7°C

[5774]  '"HNMR (CDC1s3) Sppm:1.87-1.89 (2H,m) ,1.93-1.99 (2H,m) ,1.98 (1H,brs) , 2.65
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(2H,t,J=7.5Hz) ,3.03 (2H,t,J="7.5Hz) ,3.06-3.11 (2H,m) ,3.18-3.20 (2H, m) ,3.88 (2H,
s),4.28-4.33 (2H,m) ,6.55 (1H,d,J=9.0Hz) ,6.66-6.69 (1H,m) , 6.73 (1H,dd,J=13.0Hz,
3.0Hz) ,6.99 (1H,t,J=9.0Hz) ,7.20 (1H,t,J=9.0Hz) , 7.75(1H,brs) .

[5775] =218

[5776]  5-{[1- (4-¥R-2-F K KL) —4-FR FLNR g —4-J ] HH A L} -8 -3, 4- A MMk -2
(1H) - i

(57771 SRS HI4217 A o

[5778] (L PR/ M) m.p.223.1°C%223.2°C HNMR (DMS0O-d6) Sppm: 1.65-1.67 (2H,
m) ,1.81-1.86 (2H,m) ,2.46 (2H,t,J=7.5Hz) ,2.91 (2H,t,J=7.5 Hz) ,2.99-3.04 (2H,m) ,
3.12-3.14 (2H,m) ,3.79 (2H,s) ,4.76 (1H,brs) ,6.67 (1H,d, J=9.0Hz) ,7.03 (1H,t,J=
8.5Hz) ,7.22(1H,d,J=9.0Hz) ,7.27 (1H,dd,J=8.5 Hz,2.0Hz) ,7.39 (1H,dd,J=12.0Hz,
2.0Hz) ,9.35 (1H,brs) .

(57791 =219

[5780]  5-{[1- (4—¥R-2,6- "3 ARL) —4-FRJLIRNE -4 2L ] B4 28} -85 -3, 4- &Mk -
2 (1H) -f

(57811  RALLSZHBIA2TH & K

[5782] (4R CBE/HED) m.p.217.7°CE217.9C

[5783]  'HNMR (CDC13) Sppm:1.80-1.83 (2H,m) ,1.85-1.91 (2H,m) ,2.02 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.08-3.10 (2H,m) ,3.45-3.49 (2H, m) ,3.85 (2H,
s),6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.93 (1H,t,J=9.0Hz) , 7.00-7.05(2H,m) ,7.53 (1H,
brs) »

[5784]  sZ41220

[5785]  5-{[1- (4-¥-2,6- "3 ARHL) —4-FRJLNRNE -4 24 ] 4 28} -85 -3, 4- &Mk -
2 (1H) -f

[5786]  RALLSZBIA2TH & K

[5787] (4R TR/ HEE) m.p.195.3°CA195.4°C

[5788]  'HNMR (CDC13) Sppm:1.80-1.83 (2H,m) ,1.86-1.92 (2H,m) ,2.00 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.08-3.10 (2H,m) ,3.45-3.49 (2H, m) ,3.87 (2H,
s),6.55(1H,d,J=9.0Hz) ,7.00-7.05 (2H,m) ,7.19(1H,d,J=9.0 Hz) ,7.75 (11, brs) .
[5789]  szf|221

[5790]  5-[ (1-{4-F-2-%-5-[2- (4-|ARAIL) L H] ORI} —4-FR HLNR g —4-55) F Ak -
8—F—3,4- S EMR-2 (1H) -

(57911  2RALLSZHIA2TH & K

[5792] (4B 4BR/ i) m.p.156.0°C%156.1°C

[5793]  'HNMR (CDC13) Sppm:1.86-1.88 (2H,m) ,1.91-1.97 (2H,m) ,2.01 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,3.02 (2H,t,J="7.5Hz) ,3.08-3.15 (4H,m) ,3.24-3.26 (2H, m) ,3.85 (2H,
s),4.11-4.14 (2H,m) ,6.48 (1H,dd,J=9.0Hz,4.0Hz) ,6.81-6.83 (2H,m) ,6.91-6.97 (4H,
m) ,7.08(1H,d,J=12.0Hz) ,7.52 (1H,brs) «

[5794]  sz]222
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[5795]  5-{[1- (5~ 3E-2,4- G R HL) —4-FR IR IE -4 FE ] HH A0k ) 891 -3, 4- ik
-2 (1H) -ff

[5796] AL A4 21 A o

(67971 (4B ZTE)m.p.186.7°CE186.8°C

[5798]1  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.5Hz) ,1.87-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
2.01 (1H,brs) ,2.61 (2H,q,J=7.5Hz) ,2.66 (2H,t,J=7.5Hz), 3.03 (2H,t,J=7.5Hz) ,
3.07-3.12 (2H,m) ,3.18-3.20 (2H,m) ,3.86 (2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.76
(1H,dd,J=12.0Hz,9.5Hz) ,6.84 (1H,dd,J= 9.0Hz,8.0Hz) ,6.93 (1H,t,J=9.0Hz) ,7.54
(1H,brs) »

(57991  sz41]223

[5800]  5-{[1-(2,4- 95— N IE IR HL) —4-FR IR IE —4-JL ] HH A0k ) 891 -3, 4- Mk
-2 (1H) -fif

[5801]  JEABASLAI4 21 A o

[5802] (ZBRZME/HEE) m.p.184.7°C%184.8°C

[5803]  'HNMR (CDC13) Sppm:0.95 (3H,t,J=7.0Hz) ,1.56-1.64 (2H,m) , 1.86-1.89 (2H,m) ,
1.93-1.99 (2H,m) ,2.02 (1H,brs) ,2.55(2H,t,J=7.5Hz) ,2.66 (2H,t,J=7.5Hz),3.03
(2H,t,J=7.5Hz) ,3.06-3.12 (2H,m) ,3.17-3.20 (2H,m) , 3.86 (2H,s) ,6.49 (1H,dd,J=
9.0Hz,4.0Hz) ,6.76 (1H,dd,J=12.0Hz,9.5Hz) , 6.82(1H,dd,J=9.5Hz,8.0Hz) ,6.93 (1H,
t,J=9.0Hz) ,7.55 (1H,brs) »

[5804]  s41224

[5805]  8-G -5 {[1-(2,4- 95— NI R HL) —4- SR IR IE—4-JE ] HH AU 0k} -3, 4- ik
-2 (1H) -fif

[5806]  RALLSZHFIA2TH A K

[5807] (L& MR/t m.p.156.9°C#157.0°C

[5808]1  'HNMR (CDC13) Sppm:0.94 (3H,t,J=7.0Hz) ,1.54-1.64 (2H,m) , 1.86-1.89 (2H,m) ,
1.93-1.99 (2H,m) ,1.98 (1H,brs) ,2.55(2H,t,J=7.5Hz) ,2.65 (2H,t,J=7.5Hz),3.03
(2H,t,J=7.5Hz) ,3.06-3.12 (2H,m) ,3.17-3.20 (2H,m) , 3.88(2H,s) ,6.55(1H,d,J=
9.0Hz) ,6.76 (1H,dd,J=11.5Hz,9.5Hz) ,6.81 (1H, dd,J=9.5Hz,8.0Hz) ,7.20 (1H,d,J=
9.0Hz) ,7.75 (1H,brs) -

[5809]  sEf6]225

[5810]  8-F-5-{[1- (5~ 3-2,4- R KL) —4-FRFEIRIE—4-JE ] HH AU Ak ) -3, 4- ik
-2 (1H) -ff

[5811] BSR4 217 A o

[5812] (ZBEZ W) m.p.178.8°CE178.9C

[5813]1  'HNMR (CDC13) Sppm:1.21 (3H,t,J=7.5Hz) ,1.86-1.89 (2H,m) , 1.93-1.99 (2H,m) ,
1.99 (1H,brs) ,2.61 (2H,q,J="7.5Hz) ,2.65 (2H,t,J="7.5Hz) , 3.03 (2H,t,J=7.5Hz) ,
3.07-3.12(2H,m) ,3.18-3.20 (2H,m) ,3.88 (2H,s) ,6.55 (1H,d,J=9.0Hz) ,6.76 (1H,dd,]J
=11.5Hz,9.5Hz) ,6.84 (1H,dd,J=9.0Hz,8.0 Hz) ,7.20 (1H,t,J=9.0Hz) ,7.75 (1H,brs) .
[5814]  sE441226

300



CN 106795117 B ﬁﬁ HH :I:; 289/355 1L

[6815]  8-F(-5- ({1-[4- (ZFH:mikiIL) —2,6- " FIRIE ] -4-FEFRLNR g —4-3%) L) -3, 4~
AR -2 (1H) —

[5816]  ZRALLSZIA2TH 4 Ak o

[5817]  (ZBR MR/ 4t m.p.157.4°CZ157.5C

[5818]  'HNMR (CDC13) Sppm:1.32 (3H,t,J=7.5Hz) ,1.80-1.83 (2H,m) , 1.87-1.93 (2H,m) ,
1.99 (1H,brs) ,2.64 (2H,t,J=7.5Hz) ,2.90 (2H,q,J=7.5Hz) , 3.02 (2H,t,J=7.5Hz) ,
3.08-3.10 (2H,m) ,3.44-3.49 (2H,m) ,3.87 (2H,s) ,6.55 (1H,d,J=9.0Hz) ,6.78-6.84 (2H,
m) ,7.19(1H,d,J=9.0Hz) ,7.75 (1H,brs) .

[6819]  =z4|227

[5820]  8-9—5— {[1- (-3 —4— {[5— (=5 FH ) Mt -2k ] F AU ) ORJE) —4- 32 BRIk g —4 -
R4S -3, 4- S k-2 (1H) -

(58211 KAl =241 48T & A% o

[5822] (LR ME)m.p.194.9°C&195.1°C

[5823]  '"HNMR (CDC1s3) Sppm:1.86-1.89 (2H,m) ,1.93-1.99 (2H,m) ,2.01 (1H,brs) , 2.66
(2H,t,J=7.5Hz) ,3.03 (2H,t,J=7.5Hz) ,3.05-3.11 (2H,m) ,3.16-3.19 (2H, m) ,3.85 (2H,
s),5.22(2H,s) ,6.49 (1H,dd,J=9.0Hz,4.0Hz) ,6.68-6.71 (1H,m) , 6.76 (1H,dd,J=
13.5Hz,2.5H2) ,6.93 (1H,t,J=9.0Hz) ,6.98 (1H,t,J=9.0Hz) , 7.53 (1H,d,J=2.0Hz)
7.66 (1H,d,J=8.5Hz) ,7.96 (1H,dd,J=8.5Hz,2.0Hz) , 8.86 (1H,brs) .

[5824]  s41228

[6825] 5-({1-[2,6- "% -4-(2,2,2- =% L AL HIE ] -4-FLFLIR g -4-FE) FF 48 3E) -8
-3, 4- A MEmk-2 (1H) —EH

[5826]  ZRALLSZ AT A K o

[5827] (L& MR/ 4t m.p.189.8°C#189.9C

[5828]  'HNMR (CDC13) Sppm:1.81-1.83 (2H,m) ,1.87-1.92 (2H,m) ,2.03 (1H,brs), 2.66
(2H,t,J=7.5Hz) ,2.98-3.02 (2H,m) ,3.02 (2H,t,J=7.5Hz) ,3.42-3.47 (2H, m),3.85 (21,
s),4.26-4.31 (2H,m) ,6.46-6.52 (3H,m) ,6.93 (1H,t,J=9.0Hz) , 7.52(1H,brs) .

[6829]  =z41]229

[5830] 840 -5- ({1-[2,6- —%—4-(2,2,2- =5 LA ) FR]-4-FFREIRngE-4-F) 4
Ht) -3, 4- S M -2 (1H) —fH

[5831]  ZRALLSZ 42T 4 Ak o

[5832] (4R BR/C i) m.p.178.6°C#178.7C

[5833]  'HNMR (CDC1s) Sppm:1.81-1.83 (2H,m) ,1.87-1.93 (2H,m) ,2.01 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,2.98-3.02 (2H,m) ,3.02 (2H,t,J=7.5Hz) ,3.42-3.47 (2H, m) ,3.87 (21,
s),4.26-4.31 (2H,m) ,6.46-6.52 (2H,m) ,6.55 (1H,d,J=9.0Hz) , 7.19(1H,d,J=9.0Hz),
7.75(1H,brs) .

[5834]  sf6]230

[5835]  8-%—5- ({1-[4-F—2-9-5- Q-HHIE L) FKIL]-4-FR FLIR g -4-JL} F A0 -
3, 4- A k-2 (1H) —EH

[5836]  JEABLSLAI421 A o

pidl
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[5837]  'HNMR (CDC1s) Sppm:1.86-1.89 (2H,m) ,1.92-1.98 (2H,m) ,1.99 (1H,brs) , 2.65
(2H,t,J=7.5Hz) ,2.95(2H,t,J=7.0Hz) ,3.02 (2H,t,J=7.5Hz) ,3.09-3.14 (2H,m) ,
3.24-3.26 (2H,m) ,3.37 (3H,s) ,3.58 (2H,t,J=7.0Hz) ,3.88 (2H,s) ,6.55 (1H,d,J=
9.0Hz) ,6.90 (1H,d,J=9.0Hz) ,7.05 (1H,d,J=11.5Hz) ,7.20 (1H,d, J=9.0Hz),7.75(1H,
brs) »

[5838]  sf4|231

[5839] 8-S -7-#-5-{[4-FI-1-(2,2,6-=%—1,3-F I ZH IR M-5-3) IR g —4-
B RAEEE) -3, 4- A k-2 (1H) -

[5840] B4 21 A o

[5841] (4R S/ WED) m.p.249.4°C%250.5°C (5HiE)

[5842]  'HNMR (DMSO-d6) Sppm:1.68-1.70 (2H,m) ,1.80-1.86 (2H,m) ,2.48 (2H, t,J=
7.5Hz) ,2.90 (2H,t,J=7.5Hz) ,2.99-3.08 (4H,m) ,3.84 (2H,s) ,4.83 (1H, brs) ,6.84 (1H,
d,J=11.5Hz) ,7.28 (1H,d,J=7.5Hz) ,7.47 (1H,d,J=10.5Hz) , 9.67 (1H,brs) .

[5843]  sEf5232

[5844] 7,8- 45— {[4-FK-1-(2,2,6-=%-1,3- K IF A LM -5-55) DR g -4-
B RAEEE) -3, 4- A k-2 (1H) -

[5845] AL AI421 A o

[5846] H kK (Z1//K) (5:2)m.p.258.9°CE259.0°C (SR

[5847]  'HNMR (DMSO-d6) Sppm:1.67-1.69 (2H,m) ,1.80-1.86 (2H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.88 (2H,t,J=7.5Hz) ,2.99-3.07 (4H,m) ,3.80 (2H,s) ,4.81 (1H, brs) ,6.74 (1H,
dd,J=12.5Hz,6.0Hz) ,7.27 (1H,d,J=7.5Hz) ,7.47 (1H,d,J= 11.0Hz) ,10.30 (1H,brs) .
[5848]  sEf6]233

[5849]  5-{[1- (4-{R-2,6- _F KIHL) ~4-FRILIRIE-4-FE | A -8-&-7-9-3,4- — &
W k-2 (1H) —

[5850]  JEABLSLAFI4 21 A o

[5851]1 (4 B2 Z M) m.p.200.5°C % 200.8°C

[5852]  'HNMR (CDC1s) Sppm:1.79-1.82 (2H,m) ,1.86-1.92 (2H,m) ,1.94 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,2.98 (2H,t,J="7.5Hz) ,3.08-3.10 (2H,m) ,3.44-3.49 (2H, m) ,3.85 (2H,
s) ,6.46 (1H,d,J=10.5Hz) ,7.00-7.06 (2H,m) ,7.76 (1H,brs) .

[5853]  s41234

[5854]  5-{[1-(4—¥R-2,6- " H ARHL) ~4-FRFLIRIE-4-JE A L) -7, 8- -3, 4- &
Wbk—2 (1H) — i

[5855]  EABLSL 421 A o

[5856]  (ZBRZME/HEE) m.p.233.1°C%233.2°C

[5857]  'HNMR (CDC13) Sppm:1.79-1.82 (2H,m) ,1.85-1.91 (2H,m) ,1.96 (1H,brs), 2.65
(2H,t,J=7.5Hz) ,2.97 (2H,t,J="7.5Hz) ,3.08-3.10 (2H,m) ,3.44-3.49 (2H, m) ,3.81 (2H,
s),6.41 (1H,dd,J=12.0Hz,6.5Hz) ,7.00-7.06 (2H,m) ,7.58 (1H, brs) .

[5858]  sf41235

[5859]  5-{[1- (4-S-2- 9 AR L) —4-FR FLWRIE —4—JL ] HH A 0L} -7 -9 8- B3, 4- &A%
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Whk—2 (1H)

[5860] AL 421 A o

[5861]  'HNMR (DMSO-d6) Sppm:1.64-1.72 (2H,m) ,1.79-1.87 (2H,m) ,2.04 (3H, d,J=
1.5Hz) ,2.43 (2H,t,J=7.2Hz) ,2.83 (2H,t,J=7.2Hz) ,2.98-3.06 (2H,m) , 3.11-3.20 (2H,
m) ,3.77 2H,s) ,4.72(1H,s) ,6.54 (1H,d,J=12.0Hz) ,7.05-7.18 (2H,m) ,7.30 (1H,dd,J=
12.0Hz,2.4Hz) ,9.56 (1H,s) »

[5862]  =16]236

[5863]  5-{[1- (4~ -2,5~ AL ~4-FRRERNE -4-FE ) A 2L ) -7-5-8-H J&-3,4-—
S k-2 (1H) —

[5864] AL 21 A o

[5865]  'HNMR (DMSO-d6) Sppm:1.60-1.74 (2H,m) ,1.78-1.83 (2H,m) ,2.04 (3H, d,J=
2.9Hz) ,2.40 (2H,t,J=7.2Hz) ,2.82 (2H,t,J=7.2Hz) ,3.04-3.08 (2H,m) , 3.17-3.23 (2H,
m) ,3.77 (2H,s) ,4.71 (1H,s) ,6.54 (1H,d,J=12.0Hz) ,7.12 (1H, dd,J=9.0Hz,7.8Hz) ,
7.48(1H,dd,J=12.0Hz,7.2Hz) ,9.56 (1H,s) -

[5866]  sL41237

[5867]  5-({1-[2,6- —F—4-(2,2,2- =G LA K| -4-FFLIRIE-4-FE ) A -7,
8— TH-3,4- A MEmk-2 (1H) —fR

[5868] KA1 A K

[5869]  'HNMR (CDC13) Sppm:1.79-1.82 (2H,m) ,1.86-1.92 (2H,m) ,1.96 (1H,brs), 2.65
(2H,t,J=7.5Hz) ,2.98 (2H,t,J="7.5Hz) ,2.99-3.02 (2H,m) ,3.42-3.46 (2H, m) ,3.81 (2H,
s),4.26-4.31 (2H,m) ,6.41 (1H,dd,J=11.5Hz,6.0Hz) ,6.47-6.52 (2H,m) ,7.56 (1H,brs) .
[5870]  s441238

[5871] 8-4—5- ({1-[2,6— —%—4-(2,2,2- =@ LA FR]-4-FFRng-4-3) 4
) ~T-9-3, 4- S k-2 (1H) ~d

[5872]  RALLSZHIA2TH A K

[5873]  'HNMR (CDC13) Sppm:1.80-1.82 (2H,m) ,1.87-1.93 (2H,m) ,1.96 (1H,brs) , 2.64
(2H,t,J=7.5Hz) ,2.98 (2H,t,J="7.5Hz) ,3.00-3.02 (2H,m) ,3.42-3.46 (2H, m) ,3.85 (2H,
s),4.26-4.31 (2H,m) ,6.47 (1H,d,J=10.5Hz) ,6.47-6.52 (2H,m) , 7.77 (1H,brs) .

[5874]  sZ41]239

[5875]  5-{[1- (4-F-2-F AR IL) ~4-FR FEWRIE -4 ] Ak} -8- 4 B -T-9-3 ,4-— &A%
Wbk—2 (1H) — i

[5876]  RALLSZHBIA2TH A K

[5877]1  'HNMR (DMSO-d6) 8ppm:0.98 (3H,t,J=7.5Hz) ,1.66 (2H,m) ,1.79-1.88 (2H,m) ,
2.37-2.43 (2H,m) ,2.59-2.62 (2H,m) ,2.82 (2H,t,J=7.5Hz) ,3.01-3.06 (2H,m) ,3.11-
3.13(2H,m) ,3.77 (2H,s) ,4.71 (12H,s) ,6.53 (1H,d,J=12.0Hz) , 7.08-7.15(2H,m) ,7.29
(1H,dd,J=12.0Hz,2.4Hz) ,9.58 (1H,s) .

[5878]  s411240

(58791  5-{[1- (4-F—2-F AR IL) —4-FR FEWRIE -4 ] FH AL} -89 -T- 2 2E-3 ,4-— &%
Whk—2 (1H) — i
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[5880]  F5-{[1- (4-F-2-F A HL) —4-FRIENRME -4 2L ] 31 2L ) 8- - 1- (U-H AR
5 —7- (WA -2H-ME R -2 40 0E) -3, 4- & mEmk—2 (1H) — i (350mg) S HI K (0. 12 mL) [¥)
REVH I IN=3 L8 (10mL) , T-60 CHiHE S MR & 43055 B, W4 [ B . T-5% B ¥ h
Tk, Chd uE 2RI AR UTUE A - L= UL HR B 45 A , DL ack 8 AR ISR B 43 i 4, X (60°C) Tf
FEALFR AL A (160mg) -

[5881]  'HNMR (DMSO-d6) Sppm:1.58-1.70 (2H,m) ,1.80-1.87 (2H,m) ,2.41 (2H, t,J=
6.9Hz) ,2.82 (2H,t,J=7.8Hz) ,2.98-3.05 (2H,m) ,3.10-3.15 (2H,m) ,3.72 (2H,s) ,4.68
(1H,s) ,6.53 (1H,d,J=12.0Hz) ,7.05-7.18 (2H,m) ,7.30 (1H,dd,J= 12.0Hz,2.4Hz) ,
9.6910 (12H, brs) ,9.89 (1H, s) -

[5882]  sffi|241

[5883]  8-¥-5-{[1- (4-F-2,6- " AIHL) ~4-FRILIRIE -4 FE ] AU -7T-90-3,4- =&
W k-2 (1H) —

[5884]  T-5-{[1- (4-F-2,6- 9 RHL) —4-FRFEIRIE—4-JE ] H AU 0L ) 7903, 4- ik
~2 (1H) —f (400mg) [ Z, 1 (10mL) BVF¥+ , I IR (0.049mL) , R MR A 40F50 C it 140
I3 B ZE TR TR R BE W oR) A R AR ATV (B PR Jie s & J0) 4difn, DL 2 B Bk
AP AL A (23Tmg) o

[5885]  'HNMR (DMSO-d6) Sppm:1.60-1.83 (4H,m) ,2.42-2.56 (2H,m) ,2.83-3.03 (4H,m) ,
3.27-3.42 (2H,m) ,3.84 (2H,m) ,4.76 (1H,brs) ,6.84 (1H,d,J=11.1Hz), 7.20-7.32 (2H,
m) ,9.24 (1H, brs) .

[5886]  sf41242

[5887]  5-{[1- (4-F 2,6~ _F KIHL) ~4-FRIENRIE -4-FE | FH A -7- 9 -8-fl-3,4- =&
WEE k-2 (1H) —

[5888] -5 {[1- (4-—2,6- o RHL) —4-FR IR AE—4-JE ] HH AU 0L ) - 7903, 4- Ak
-2 (1H) - (1.0g) ) 4.2 (25mL) = V7, ¥ INN- TR H L IV fi% (0.536¢) , M MR -& T
60 °CHiFE /NI o Z& TR 45037 711, 5 B W0 R A JIR 8 A IR AT v (B Ak Jle / — U be4ligb , L &
5 BEdak e HE AR AL 54 (382mg) -

[5889]  'HNMR (DMSO-d6) Sppm:1.59-1.83 (4H,m) ,2.42-2.53 (2H,m) ,2.83-3.03 (4H,m) ,
3.25-3.41(2H,m) ,3.84 (2H,s) ,4.76 (1H,s) ,6.78 (1H,d,J=10.5Hz) , 7.20-7.32(2H,m) ,
8.58 (1H, brs) »

[5890]  sE41243

(58911  5-{[1-(2,2- %1, 3- K FF A I M —5—3%) —4-FR IR IE —4 -3 ] H 4 Jk 8-
-3, 4- A k-2 (1H) I

[5892]  JEABNSLHI421 A o

[5893] (ZBRZME/C 4t m.p.198.4°C%198.5C

[5894]1  'HNMR (CDC13) Sppm:1.86-1.93 (4H,m) ,2.03 (1H,brs) ,2.66 (2H,t,J=7.5Hz) ,3.02
(2H,t,J=7.5Hz) ,3.13-3.19 (2H,m) ,3.34-3.37 (2H,m) ,3.84 (2H,s) , 6.48 (1H,dd,J=
9.0Hz,4.0Hz) ,6.63 (1H,dd,J=9.0Hz,2.5Hz) ,6.75(1H,d,J= 2.5Hz) ,6.91-6.95 (2H,m) ,
7.54 (1H,brs) »

[5895]  sf4i244
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[5896]  5-{[1- (4-F—2- AR IL) —4-FH FEWRIE -4 ] FH AL -T-98-8- 2 2E-3 ,4-— &A%
Whk—2 (1H) —

(58971 A ASHE T, TERBHES- CRREERL) -7-5-8- (WA -2H-MEm-2- A ) -3,4-
TS ER-2 (1H) i (290mg) AR HH (300mg) 520 % A A AL 4% (300 mg) HI2-TNEE (9mL) &
TR/ ik S B AN 0 G, 78RR R TR B A AR e - (- -2- R EL) - 1-5
F-6-F AR [2.5] Lt (37Tmg) A EHAEN (156mg) 5N, N-— FF B H Bt fi / 2- TR B (12 1)
(10mL) , bR BRI T 70 CHEFET/ING o Ii7K T RN, BA 4R £ BE A= U W - A WLIZ BA
KB UG /KRR AN T-158 , 28 TR B v 77« 5k B 0 R PR I 89 A 2 A v (B MR e R s b/
LR LW LR R 7k, 133815 {[1- U-F-2-FF L) 4R IREIRmE —4-FE] L) -7
58— (NS —2H-ME iRy —2-JE 4 58) -3, 4- A Mk-2 (1H) B (110 mg) AT 53 =i T — 4
LR (L) W, T = IR BEFEZIE W3 53 B, We A S SR - T3 B Wb oK, DAk g 28 S AR U e
Y, UL GBRE BRI AR AR AL &) (80mg) -

[5898]  'HNMR (DMSO-d6) Sppm:1.62-1.7568 (2H,m) ,1.79-1.86 (2H,m) ,2.41 (2H,m) ,2.82
(2H,m) ,2.97-3.16 (4H,m) ,3.71 (2H,s) ,6.53 (1H,d,J=12.0Hz) , 7.05-7.18 (2H,m) ,7.30
(1H,dd,J=12.0Hz,2.4Hz) ,9.11 (2H,s) .

(58991  sif§1245

[5900]  8-9—5— {[4—F2Hk-1- (1-F B TH-ZRFF R ML -2 58) WRIE-4-JE ] AL} -3, 4- =&
bk —2 (1H) — i

[5901]  F95°C, FiF8-%—5-[ (4-FRIENR e -4-28) H 4 L] -3, 4- A& mk-2 (1H) — i
(0.25g) \2-F—1-H - 1H-ZK F KM (0. 156g) 5 — £ &K (0. 355mL) FIN- FH J—2- kg g
il (NMP) (0. 3mL) ¥ RAS/INI o F [ AR FR IS IN/K 5 2R 2L B » LA P8 2RI EE AN T DTIE D -
FIT A5 8] 44 ) ek A A JE V2 (B ek i s &0 e/ P I89) AL 9 DL 208 / /K R 45 i o DA
JEARWCEDTEY), AT (60°C) T ftbr &4 (0. 14g)

[6902] (41%/7/K)m.p.229°CFE230°C

[5903]  'HNMR (DMSO-d6) Sppm:1.65-1.72 (2H,m) ,1.89-2.00 (2H,m) ,2.44 (2H, t,J=
7.6Hz) ,2.91 (2H,t,J=7.6Hz) ,3.24-3.36 (2H,m) ,3.37-3.45 (2H,m) ,3.60 (3H,s) ,3.80
(2H,s) ,4.80 (1H,s) ,6.60 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J= 9.7Hz) ,7.05-7.11
(2H,m) ,7.29-7.34 (1H,m) ,7.37-7.42 (1H,m) ,10.02 (1H,s) -

[5904]  sE441246

[5905]  5-{[1-(1,3-ZKHNEmE—2-JL) —4-FR LR g -4 2 ] FE 4 28} -85 -3, 4- &Mk -
2 (1H) i

[5906] T =i, i HE8— -5 [ (4-FRHEMRE-4-JE) H A L] -3, 4- A k-2 (1H) -
(0.25g) \2- & R FEREML (0. 107mL) SR AR (0. 141g) FIN,N-—FF JE HH Bk i (3mL) VA 24718
B o TZIEW P IR S G OB, LIS S8 2R AN UTIE W) BT A5 [ AR R I A 2
M (& bt/ Tl 2lidh, F LA OBE/ K E &5 i o LI JE 2R AR TTUE D , 98 1) (100
C) BB EAAE (0.22 g) .

[69071 (&1%/7/K)m.p.207°CFE208°C

[5908]  'HNMR (DMSO-d6) Sppm:1.66-1.73 (2H,m) ,1.74-1.84 (2H,m) ,2.40 (2H, t,J=
7.6Hz) ,2.86 (2H,t,J=7.6Hz) ,3.41-3.50 (2H,m) ,3.78 (2H,s) ,3.97-4.04 (2H,m) ,4.93
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(1H,s) ,6.57 (1H,dd,J=9.1Hz,3.8Hz) ,6.97-7.04 (2H,m) ,7.14 (1H,dt,J=1.1Hz,
7.7Hz) ,7.27(1H,d,J=7.1Hz) ,7.39 (1H,d,J=7.8Hz) ,10.01 (1H,s) .

[59091  sf6]247

[5910]  5-{[1-(6-F—1,3- IR HNEmr—2-JL) —4-FR FLWR e —4— 2L ] FH 48 2 ) -8-%-3,4- =&
W k-2 (1H) —

[5911] SRS H5246 1M & Bl o

[5912] (418 /7K)m.p.249°C £250°C

[5913]  'HNMR (DMSO-d6) Sppm:1.65-1.74 (2H,m) ,1.74-1.83 (2H,m) ,2.41 (2H, t,J=
7.6Hz) ,2.87 (2H,t,J=7.6Hz) ,3.41-3.51 (2H,m) ,3.78 (2H,s) ,3.95-4.04 (2H,m) ,4.94
(1H,s) ,6.57 (1H,dd,J=9.1Hz,3.8Hz) ,7.00 (1H,t,J=9.7Hz) , 7.19(1H,dd,]J=8.3Hz,
2.0Hz) ,7.26 (1H,d,J=8.3Hz) ,7.56 (1H,d,J=2.0Hz) , 10.01 (1H,s) »

[5914]  s241]248

[5915]  5-{[1- (2-R-4-F-6-F AIHL) ~4-FRRENRIE -4 2 ] FH 4 ) -8 % -3, 4- & ek
-2 (1H) -ff

[5916] AL A4 21 A o

[5917]1  'HNMR (DMS0-d6) Sppm:1.63 (2H,d,J=12.4Hz) ,1.82-1.88 (2H,m) , 2.46 (2H,t,]
=7.7Hz) ,2.88-2.95 (4H,m) ,3.38 (2H,t,J=11.7THz) ,3.77 (2H,s), 4.71(1H,s) ,6.59 (1H,
dd,J=9.1Hz,3.0Hz) ,7.01 (1H,t,J=11.1Hz) ,7.48 (1H, dd,J=11.9Hz,2.4Hz) ,7.61 (1H,
m) ,10.02 (1H,s) »

[5918]  =4411249

[59191  5-{[ (3S*,4S%) —-1-(3,5- —&MkmE-2-3&) -3, 4- —FR FER g —4-FL ] AR ) 8- -
3, 4- A MEmk-2 (1H) - A

[5920]  ZRALLSEAAI331M & o

[5921]1  (2-TAF) m.p.202.6°C £204.8°C

[5922]  'HNMR (DMSO-d6) Sppm:1.67-1.75 (1H,m) ,1.88-1.99 (1H,m) ,2.44 (2H, t,J=
7.7Hz) ,2.77-2.90 (2H,m) ,2.93-3.05 (1H,m) ,3.07-3.16 (1H,m) ,3.53-3.64 (2H,m) ,3.68
(1H,d,J=8.8Hz) ,3.76-3.84 (11,m) ,4.01 (1H,d,J=8.8Hz) ,4.55 (1H,brs),4.92(1H,d,]
=6.4Hz) ,6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.01 (1H,t,] =9.4Hz) ,8.02(1H,d,J=2.4Hz) ,
8.26 (1H,d,J=2.4Hz) ,10.00 (1H,brs) .

[5923]  s241250

[6924]  5-{[ (3S%,4S") —1- (2,4~ &) -3,4- _FoFLURmE-4-FE | 4 ) 83 -3,4-—
k-2 (1H) —FH

[5925]  F5-{[(3S",4S") —1- (2,4~ &K IHE) -3, 4- “FR LR mE -4 B ] A28 -85 -1-
(4- FEFETEEL) -3, 4- A EM -2 (1H) —FH (40mg) 52 H G (0.05mL) KV &Y, IS In=
TR (Bml) , B BB A W) T60°CHEFES /NG, R 45 [ N - A 5% B Wi T H i, DLAUR
ARV T R R 2 P PR T DLl B 2 OB AN TR PR DTUE D« I 4 (31 4 R P ek A S AT
% (CEE R/ OGO AR /W EE) 2tk Br 3 =YLl & e/ O be vk m s fhbr
BLEY) (14mg) o

[5926]  'HNMR (DMSO-d6) Sppm:1.71-1.79 (1H,m) ,1.90-2.01 (1H,m) ,2.47 (2H, t,J=
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7.7Hz) ,2.78-2.85 (1H,m) ,2.86-2.95 (2H,m) ,2.95-3.04 (2H,m) ,3.07-3.14 (1H,m),3.71
(1H,d,J=8.9Hz) ,3.77-3.85 (11,m) ,4.02 (1H,d,J=8.9Hz) ,4.52 (1H,brs) ,4.91 (1H,d,]
=6.4Hz) ,6.58 (1H,dd,J=9.1Hz,3.8Hz) ,7.02 (1H,t,] =9.6Hz) ,7.18(1H,d,J=8.6Hz) ,
7.35(1H,dd,J=8.6Hz,2.4Hz) ,7.54 (1H,d,] =2.4Hz) ,10.01 (1H,brs) .

[5927]  s2f]251

[5928]1 5-{[ (3R,4R) -1-(3,5- —&MtmE—2-3) -3, 4- — ¥ LR g -4 ] 48 3L ) -8-%(-3,
4— TEEHR-2 (1H) -FfH

[5929]  SABNSLAI331 A o

[5930]  'HNMR (DMSO-d6) Sppm:1.70-1.73 (1H,m) ,1.90-1.97 (1H,m) ,2.44 (2H, t,J=
7.7Hz) ,2.80-2.87 (2H,m) ,2.97 (1H,t,J=11.3Hz) ,3.11 (1H,dt,J=2.3Hz, 12.6Hz),
3.55-3.62 (2H,m) ,3.68 (1H,d,J=8.8Hz) ,3.78-3.82 (1H,m) ,4.02 (1H, d,J=8.9Hz) ,4.57
(1H,s) ,4.94 (1H,d,J=6.4Hz) ,6.57 (1H,dd,J=9.1Hz,3.8 Hz) ,7.01 (1H,t,J=9.7Hz) ,
8.02 (1H,d,J=2.3Hz) ,8.26 (1H,d,J=2.3Hz) , 10.02 (1H,s) .

(59311  s241]252

[5932]  5-{[(3S,4S) -1- (3,5~ ~&ntrE-2-3&) -3, 4- R FLNRIE —4-FE | H 4 FE ) -8—%-3,
4— A2 (1H) -FfH

[5933]  JEABNSLAI331 A o

[5934]  'HNMR (DMSO-d6) Sppm:1.70-1.73 (1H,m) ,1.90-1.97 (1H,m) ,2.44 (2H, t,J=
7.7Hz) ,2.80-2.87 (2H,m) ,2.97 (1H,t,J=11.3Hz) ,3.11 (1H,dt,J=2.3Hz, 12.6Hz),
3.55-3.62 (2H,m) ,3.68 (1H,d,J=8.8Hz) ,3.78-3.82 (1H,m) ,4.02 (1H, d,J=8.9Hz) ,4.57
(1H,s) ,4.94 (1H,d,J=6.4Hz) ,6.57 (1H,dd,J=9.1Hz,3.8 Hz) ,7.01 (1H,t,J=9.7Hz) ,
8.02 (1H,d,J=2.3Hz) ,8.26 (1H,d,J=2.3Hz) , 10.02 (1H,s) «

[5935]  s41253

[5936]  5-{[ (3S",4S") ~1- (4-F —2-F K HL) -3,4- R FENRIE-4-FE ] AL} -8-9W-3, 4
TS pR-2 (1H)

[5937]  JRABNSLAI2501M & ko

[5938] (2-TAE¥)m.p.191.9°C&E193.5C

[5939]1  'HNMR (DMSO-d6) Sppm:1.69-1.78 (1H,m) ,1.88-2.00 (1H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.80-2.92 (3H,m) ,2.93-3.03 (1H,m) ,3.05-3.21 (2H,m) ,3.68 (1H,d, J=8.8Hz),
3.74-3.84 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.55 (1H,brs) ,4.90-4.95 (1H,m) ,6.57 (1H,dd,
J=9.1Hz,3.8Hz) ,7.02 (1H,t,J=9.5Hz) ,7.08 (1H,t,J= 9.5Hz) ,7.17 (1H,dd,J=8.6Hz,
2.0Hz) ,7.32(1H,d,J=12.5Hz,2.4Hz) ,10.01 (1H,brs) .

[5940]  sz4254

[5941]1  2-[ (3R,4R) —4—{[ (8- —2-%A1-1,2,3,4- VU MEmh-5-3L) L] 3L} -3,4-— %%
FEIR g — 1 ] —5— Rt ALt i —3— P g

[5942] AL AI61M & ko

[5943]  'HNMR (CDC13) Sppm:1.88-2.01 (2H,m) ,2.63 (2H,t,J=7.8Hz) ,2.74 (1H, s),2.79
(1H,d,J=7.8Hz) ,2.91-3.00 (2H,m) ,3.30 (1H,dd,J=12.9Hz,10.2Hz) , 3.43-3.49 (1H,
m ,3.96-4.02 (3H,m) ,4.17-4.30 (2H,m) ,6.49 (1H,dd,J=9.1Hz, 3.9Hz) ,6.92(1H,t,J=
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9.5Hz) ,7.56 (1H,brs) ,7.98 (1H,d,J=2.3Hz) ,8.47 (1H, d,J=2.3Hz) .

[5944]  SZf6]255

[5945]  2-[(3S,4S) —4—{[ (8- —2-%A1-1,2,3,4- VU MEmh-5-3L) (L] 3L} -3,4-— %%
FENRE—1 -2 ] -5-filntt mg -3-F i

[5946]  FEABLSLAI6TM & ko

[5947]  'HNMR (CDC13) Sppm:1.88-2.01 (2H,m) ,2.63 (2H,t,J=7.8Hz) ,2.74 (1H, s),2.79
(1H,d,J=7.8Hz) ,2.91-3.00 (2H,m) ,3.30 (1H,dd,J=12.9Hz,10.2Hz) , 3.43-3.49 (1H,
m ,3.96-4.02 (3H,m) ,4.17-4.30 (2H,m) ,6.49 (1H,dd,J=9.1Hz, 3.9Hz) ,6.92(1H,t,J=
9.5Hz) ,7.56 (1H,brs) ,7.98 (1H,d,J=2.3Hz) ,8.47 (1H, d,J=2.3Hz) .

[5948]  s441256

[5949]1  5-{[ (3R*,4R") -1~ (4-5-2,6- AL -3, 4~ FRIENRIE 43 | 4 AL ) -85 -
3, 4- A MEmk-2 (1H) - A

[5950] EAGSE T, T5-{[1- 4-5-2,6- —FAEE) -1,2,3,6-PUSMLnE-4-FE] FAE L) -
8- —3,4- —ZMEMk-2 (1H) - (285mg) I A ER-7K (3:1) (3mL) ¥, ¥s N4 %6 DY Ak 4
(428mg) M) /KFE 54 . 8M N-HI LM IRN—4A 464 (\WMO) (1) 7K ¥R (0. 28mL) , It [ MR G T
FIRIEPE 18/ o T S S I DY &R IR (THF) (2mL) 5 BEIR &4 F50 CHEHE 1/ . TR
s I AR AR BR ANV VR, T I IR A 300 B, LIS JE 2R L DTIE YD - Pl
15 [ 4R R FHRE IR AE E TR (G IR 4 18) 44k UL 418 £ TR P 45t - LA BB SR U SR DTTE D
T giAs Bk &4 (157Tmg) -

[5951] (4R B m.p.1995201°C

[5952]  'HNMR (DMSO-d6) 8ppm:1.69 (1H,d,J=13.0Hz) ,1.91 (1H,dt,J=4.3 Hz,13.0Hz) ,
2.45-2.50 (2H,m) ,2.84-2.98 (4H,m) ,3.21 (1H,t,J=10.8Hz) , 3.30-3.35(1H,m) ,3.68
(1H,d,8.8Hz) ,3.71-3.76 (1H,m) ,4.02 (1H,d,J=8.8Hz) , 4.55(1H,s) ,4.88 (1H,d,J=
6.5Hz) ,6.58 (1H,dd,J=9.1Hz,3.7Hz) ,7.02 (1H,t, J=9.1Hz),7.25-7.30 (2H,m) ,10.03
(1H,s) »

[5953]  s4|257

[5954]  8-&-5-{[ (35%,4S%) -1- (4-5—2,6- @A) -3, 4- —FILIRmE—4-FL ] (L) -
3, 4- A MEmk-2 (1H) - A

[5955]  F8-&-5-{[1- (4-5-2,6- —HAKH) -1,2,3,6- VYISt ne-4-2E] FH &) -3,4-—
-2 (1H) —f (415mg) {9 PUSRIR (8m1) /7K (mL) ¥ H IS I AL ER [ 58 AR AL 77T
T 7%) (172mg) 54 .8M N-HI FESmR-N-44b4)  (N\MO) F7K I (0.394mL) , e MR &
YT 2R P16/, 825 T 50 CHERE 1IN o - MR A 8 It AR A R B /K VA R, Bk
W T R B FE30 7 B, DUk E SR W SE T UE ) o B 43 [ 4 R A R A E ATV (TR O TR)
aif I UL OFR SRR T 25 b o U B S B DR , T 32 (AR A& 4 (145 mg) o

[5956] m.p.195°C%198°C

[5957]1  'HNMR (DMSO—d6) Sppm:1.70 (1H,d,J=13.0Hz) ,1.90 (1H,dt,J=4.5 Hz,13.0Hz) ,
2.47-2.51 (2H,m) ,2.87-2.98 (4H,m) ,3.21 (1H,t,J=10.8Hz) , 3.29-3.35(1H,m),3.70-
3.75(2H,m) ,4.05 (1H,d,J=8.8Hz) ,4.57 (1H,s) ,4.89 (1H,d,J=6.4Hz) ,6.68 (1H,d,]J=
9.0Hz) ,7.25(1H,d,J=9.0Hz) ,7.27-7.30 (2H, m) ,9.38 (1H,s) .
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[5958]  sf41258

[5959]  5-{[(3S",4S") —1- (4-F-2,6- _FAHE) -3,4- R JENRme —4-5 ] F 4 L) -7,8-—
-3, 4- A k-2 (1H) — iR

[5960]  ZRALLSZAGI257 T4 K o

[5961]  (4BRBE) m.p.215°C&E217C

[5962]1  'HNMR (DMSO—d6) Sppm:1.69 (1H,d,J=12.9Hz) ,1.87 (1H,dt,J=4.7 Hz,12.9Hz) ,
2.45-2.50 (2H,m) ,2.80-2.90 (3H,m) ,2.96 (1H,dd,J=10.8Hz,4.7 Hz) ,3.20 (1H,t,]J=
10.8Hz) ,3.30-3.34 (1H,m) ,3.68-3.73 (2H,m) ,4.02 (1H,d,] =9.5Hz) ,4.56 (1H,s) ,4.89
(1H,d,J=6.4Hz) ,6.74 (1H,dd,J=12.7Hz,6.2Hz) , 7.25-7.31 (2H,m) ,10.31 (1H,s) .
[5963]  sE44259

[5964]1  5-{[ (3R,4R) —1- 4~ —2-F KK -3,4- L HLIRmE 4K ] A L) -8-5-3,4-—
k-2 (1H) — i

[5965]  T-60°C, #iHkE5—{[ (3R,4R) —3— { BT J& (W 38) Rk 2 ] | 2L ) - 1- (- -2- 9K
) —A-FRFENRE -4-F ] AR -89 -1 - (A-F A LR ) -3, 4- A k-2 (1H) —
(1.0g) A HIEE (0. ImL) B =3 LR (10mL) R4/, TH AN AN EE (10mL) , IR G T
60 CHHEIE 1 AR S SR, B BR WA AR IR B AL JE Ak (& e —> — & bt/ SR £ 1R)
gty , H UL O WER 25 i o DLk SR AR DT Y, T SR AL PR RRAL 54 (417mg, >99 % ee) o
[5966] (£ FF)m.p.184°C%185C

[5967]  'HNMR (DMSO-d6) Sppm:1.69-1.78 (1H,m) ,1.88-2.00 (1H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.80-2.92 (3H,m) ,2.93-3.03 (1H,m) ,3.05-3.21 (2H,m) ,3.69 (1H,d, J=8.8Hz),
3.75-3.84 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.56 (1H,brs) ,4.90-4.96 (1H,m) ,6.58 (1H,dd,
J=9.1Hz,3.8Hz) ,7.02(1H,t,J=9.5Hz) ,7.08 (1H,t,J= 9.5Hz),7.17 (1H,dd,J=8.6Hz,
2.0Hz) ,7.32(1H,d,J=12.8Hz,2.4Hz) ,10.01 (1H,brs) »

[5968]  SZ{6]260

[5969]1  5-{[ (3R,4R) ~1- (4-5-2,6- " Fw L) -3,4- —FRFENRIE -4 I ] FH 43 -8-9-3,
4— A2 (1H) -FH

[5970]  T-Z i, i H X (= S kg 55) Bk (DHQD) 2PHAL) (44.2mg) 5%k (VI) BR#F —/K
4 (5.23mg) BIEA-7K (2:1) (24mL) IR 1557 B, LAUKA FITR , T AT N4 . 8M N-HI g
k-N-54L4 (0.296mL) 55-{[1- (4-5-2,6- & AFE) -1,2,3,6-TIENMEnE-4-3E] H 4
HE} -89 -3, 4- " E k-2 (1H) - (400mg) /KR, B AP T FIBFEIR . T IR B
S I A B BR AN 7K VA, T IR P S BIR G 03000 o It R MRS WA 418 R AR
H R A FRE IR & A IE AT (LR 4 T8) 24k, BR W UL £ 18 / K P45 it » DAk JiE 23U 2
DUVEWD, P& T4 (60°C) M bAr AL &4 (210mg,>99% ee) -

[5971] m.p.193°C%£195C

[5972]  'HNMR (DMSO-d6) Sppm:1.69 (1H,d,J=13.1Hz) ,1.91 (1H,dt,J=4.7 Hz,13.1Hz) ,
2.45-2.51 (2H,m) ,2.86-2.91 (3H,m) ,2.96 (1H,dd,J=10.7Hz,5.9 Hz) ,3.21 (1H,t,]=
10.7Hz) ,3.30-3.34 (1H,m) ,3.67 (1H,d,J=8.8Hz) , 3.70-3.76 (1H,m) ,4.02(1H,d,J=
8.8Hz) ,4.54 (1H,s) ,4.88 (1H,d,J=6.4Hz) , 6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.02 (1H,t,]
=9.2Hz) ,7.25-7.30 (2H,m) ,10.03 (1H,s) »
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[5973]  s241]261

[5974]  5-{[(3S,4S) -1- (4-5-2,6- 9 K HE) -3, 4- ZFRFLMRAE—4-JE ] HH 40k} -8—96(-3,
4— A2 (1H) -FH

[5975] 22 FH RS 5I26019 2, LA (DHQ) 2PHALAXZ (DHQD) 2PHAL , 1 $E 4545 4L 540 o
[5976] () m.p.190°CE193°C

[5977]  '"HNMR (DMSO-d6) 8ppm:1.68 (1H,d,J=13.1Hz) ,1.90 (1H,dt,J=4.8 Hz,13.1Hz) ,
2.45-2.50 (2H,m) ,2.84-2.91 (3H,m) ,2.96 (1H,dd,J=10.9Hz,5.8 Hz) ,3.21 (1H,t,J=
10.9Hz) ,3.30-3.34 (1H,m) ,3.67 (1H,d,8.8Hz) ,3.72-3.74 (1H,m) ,4.02 (1H,d,J=
8.8Hz) ,4.55 (1H,s) ,4.88 (1H,d,J=5.6Hz) ,6.57 (1H, dd,J=9.4Hz,3.8Hz) ,7.02 (1H,t,]
=9.4Hz) ,7.25-7.31 (2H,m) ,10.03 (1H, s) -

[5978]  s441262

[5979]1  5-{[ (3R*,4R") -3,4-—#H-1-(2,2,6- =1, 3- K It I R IF-5-35) R g
—4-FE] A L) -8-H -3, 4- Sk —2 (1H) -

(59801 KAl S A5I 25971 & % -

[5981]  (ZF%)m.p.197.4°C—197.5°C 'HNMR (CDC13) Sppm:1.96-2.04 (2H,m) , 2.53 (1H,
brs) ,2.65(@2H,t,J]=7.5Hz) ,2.65 (1H,brs) ,2.91 (1H,t,J=10.0Hz) , 2.99-3.10 (4H,m) ,
3.26-3.30 (1H,m) ,3.99 (1H,d,J=9.0Hz) ,4.03-4.07 (1H,m) , 4.04 (1H,d,J=9.0Hz) ,6.52
(1H,dd,J=9.0Hz,4.0Hz) ,6.82 (1H,d,J=7.0Hz) , 6.87 (1H,d,J=10.0Hz) ,6.94 (1H,t,]
=9.0Hz) ,7.56 (1H,brs) -

[5982]  sEf6]263

[5983]  8-5—5-{[ (3R,4R) —1- (4-&-2,6- _Fi A KE) -3, 4- —FFLRnE-4-FL ] FAEIE) -3,
4— A2 (1H) -Ff{

[5984]  JEABLSLAI2601M & K o

[5985] () m.p.197°C&E199°C

[5986]  'HNMR (DMSO-d6) Sppm:1.70 (1H,d,J=13.0Hz) ,1.90 (1H,dt,J=4.8 Hz,13.0Hz) ,
2.47-2.52 (2H,m) ,2.88-2.98 (4H,m) ,3.21 (1H,t,J=10.7Hz) , 3.31-3.35(1H,m) ,3.70-
3.76 (2H,m) ,4.05 (1H,d,J=8.9Hz) ,4.58 (1H,s) ,4.90 (1H,d,J=6.0Hz) ,6.68 (1H,d,]J=
9.0Hz) ,7.24-7.29 (3H,m) ,9.38 (1H,s) -

(59871  s4264

[5988]  5-{[ (3R,4R) -1- (4-F-2,6- " AHE) -3 ,4- ZFR LR IE -4-JL ] H 4 0L} -7,8-=
B -3, 4- A -2 (1H) -

[5989]  JRABNSLAI2601M & ko

[5990] (41&/7K)m.p.199°C£201°C

[5991]1  '"HNMR (DMSO-d6) 8ppm:1.69 (1H,d,J=12.8Hz) ,1.87 (1H,dt,J=4.8 Hz,12.8Hz) ,
2.46-2.51 (2H,m) ,2.82-2.90 (3H,m) ,2.96 (1H,dd,J=10.6Hz,5.0 Hz) ,3.20 (1H,t,J=
10.6Hz) ,3.29-3.34 (1H,m) ,3.68-3.73 (2H,m) ,4.01 (1H,d,] =9.0Hz) ,4.57 (1H,s) ,4.89
(1H,d,J=6.4Hz) ,6.73 (1H,dd,J=12.6Hz,6.1Hz) , 7.25-7.30 (2H,m) ,10.31 (1H,s) .
[5992]  sZ41]265

[5993]1  5-{[(3S,4S) ~1- (4~ -2~ K IHE) -3, 4- —FRIENR e 4 ] F 40 ) -8-9-3,4-—
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-2 (1H) — i

[5994]  ZRABNSLAI259 1M & ko

[5995]  'HNMR (DMSO-d6) Sppm:1.69-1.77 (1H,m) ,1.89-2.00 (1H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.80-2.92 (3H,m) ,2.93-3.03 (1H,m) ,3.05-3.21 (2H,m) ,3.69 (1H,d, J=8.8Hz),
3.75-3.84 (11,m) ,4.02 (1H,d,J=8.8Hz) ,4.54 (1H,brs) ,4.88-4.95 (1H,m) ,6.57 (1H,dd,
J=9.1Hz,3.8Hz) ,7.02(1H,t,J=9.5Hz) ,7.08 (1H,t,J= 9.5Hz),7.17 (1H,dd,J=8.6Hz,
2.0Hz) ,7.32(1H,d,J=12.8Hz,2.4Hz) ,10.00 (1H,brs) »

[5996]  SE{6]266

(69971  5-{[ (3S*,4S") —1— (4R -2- 5 K IE) -3, 4- —FoFLNRNE 4L ] HH A3 ) -8-%(-3, 4
AR -2 (1H) i

[5998]  SRABNSLAI257 1M & ko

[59991  'HNMR (DMSO—d6) Sppm:1.73 (1H,d,J=13.1Hz) ,1.95(1H,dt,J=5.2 Hz,13.1Hz) ,
2.46 (2H,t,J=7.7Hz) ,2.81-2.92 (3H,m) ,2.97 (1H,t,J=11.0Hz) , 3.09-3.19 (2H,m) ,
3.68 (1H,d,J=8.8Hz) ,3.79 (1H,brs) ,4.02 (1H,d,J=8.8Hz) , 4.57 (1H,brs) ,4.94 (1H,
brs) ,6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.00-7.05 (2H,m) , 7.29 (1H,dd,J=8.7Hz,1.6Hz) ,
7.42(1H,dd,J=12.3Hz,2.3Hz) ,10.03 (1H,s) -

[6000]  sEf41267

[6001]  5-{[ (3R,4R) —1- (4-PR-2-F K KL) -3 ,4- —FHLIRmE 4K ] A L) -8-%-3,4-—
S k-2 (1H) -

[6002]  F-Z i, i H X (= S kg 55) Bk (DHQD) 2PHAL) (30.3mg) ERIR#H (VI) —/K&
) (5.74mg) 5 FiEEERE (111mg) FIAEA-7K (1:1) (10mL) ¥EW1550 8, LUK EIR, TH N
Im4 . 8M N-HE M bk -N-4 4k ) (43 . 4mg) 55— {[1- (4-JR-2-% A 4E) -1,2,3,6-PY &t
ME—4-Jk ] B AR 3k} -8—48(-3, 4- &Mk -2 (1H) i (350mg) [ 7KV, M BV & T = i
PHELOTR o T I SV H S IIVE AT AR R AN /KA T, 1 I RV A ) T 2 iR P 3073 o LA LR
LR AU BIR G o BT A5 25 O ARE B I 08, IR 4 S8 - THR B b i In 1R 5K, i 8
EBRUTTE , 7K I8, LIt e 2R B AR UTIE W - BT 1S U TE A RE IR E AL E T (4 / 4R 4
1) 4ifb i $2 fiAs ik &4 (35mg, 97 % ee) o

[6003]  'HNMR (DMSO—d6) Sppm:1.73 (1H,d,J=13.1Hz) ,1.95(1H,dt,J=4.4 Hz,13.1Hz),
2.46 (2H,t,J=7.7Hz) ,2.81-3.00 (4H,m) ,3.08-3.12 (1H,m) ,3.17 (1H,dd,J=10.8Hz,
4 .5Hz) ,3.68 (1H,d,J=8.7Hz) ,3.77-3.82 (1H,m) ,4.02 (1H, d,J=8.7Hz) ,4.57 (1H,s) ,
4.94(1H,d,J=6.4Hz) ,6.57 (1H,dd,J=9.0Hz,3.7 Hz) ,7.00-7.05 (2H,m) ,7.29 (1H,dd,J
=8.3Hz,1.9Hz) ,7.42 (1H,dd,J=12.3Hz, 2.3Hz),10.03 (1H,s) .

[6004]  SEf6]268

[6005]  5-{[ (3R,4R)-3,4-—#3}-1-(2,2,6-=%—1,3-F I A IR M-5-3L) IR g -
4— FE)HAHIE) -89 —-3, 4- SR -2 (1H) ~fH

[6006]  FEABLSLA5I259 1T & ko

[6007]  'HNMR (CDC13) Sppm:1.98-2.01 (2H,m) ,2.53-2.54 (1H,m) ,2.63-2.66 (3H,m) ,
2.89-3.29 (5H,m) ,3.26-3.29 (1H,m) ,3.99 (1H,d,J=9.1Hz) ,4.03-4.08 (2H,m) ,6.52 (1H,
dd,J=3.9Hz,9.1Hz) ,6.82 (1H,t,J=7.0Hz) ,6.87 (1H,d,J= 10.3Hz) ,6.94 (1H,t,]=
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9.4Hz) ,7.55 (1H,brs) -

[6008] 531|269

[6009]  5-{[ (3R, 4R") ~1- (4—{R-2-F A& HL) -3,4- R FLNRIE-4-FE | AL} -8-5&(-3,4-
TSR -2 (1H)

[6010]  KALLSLAFI257 T & % o

[6011] (4R /7K)m.p.190°C£192°C

[6012]  'HNMR (DMSO-d6) Sppm:1.74 (1H,d,J=13.1Hz) ,1.94 (1H,dt,J=4.9 Hz,13.1Hz) ,
2.45-2.50 (2H,m) ,2.81-3.00 (4H,m) ,3.10 (1H,d,J=9.6Hz) ,3.17 (1H,dd,J=10.7Hz,
4.9z) ,3.73(11,d,J=8.9Hz) ,3.78-3.80 (1H,m) ,4.05 (11, d,J=8.9Hz) ,4.60 (1H,s) ,
4.96 (1H,brs) ,6.68 (1H,d,J=9.0Hz) ,7.02(1H,t,J= 9.0Hz) ,7.25(1H,d,J=9.0Hz) ,
7.29(1H,dd,J=8.6Hz,1.6Hz) ,7.42(1H,dd,] =12.2Hz,2.3Hz) ,9.37 (1H,s) .

[6013]  =21]270

[6014]  5-{[ (3R*,4R") ~1- (4-¥-2-F K IE) 3,4~ R FLNRIE 4L ] A} -7,8- 9 -
3,4- A MEmk-2 (1H) - A

[6015]  SEABLSLAI257 1M & o

[6016] (4R /7K)m.p.214°C%216°C

[6017]  "HNMR (DMSO-d6) 8ppm:1.73 (1H,d,J=12.9Hz) ,1.91 (1H,dt,J=4.4 Hz,12.9Hz) ,
2.46 (2H,t,J=7.7Hz) ,2.81-3.00 (4H,m) ,3.10(1H,d,J=11.6Hz) , 3.17 (1H,dd,J=
10.6Hz,4.5Hz) ,3.73 (1H,d,J=9.0Hz) ,3.74-3.79 (1H,m) ,4.01 (1H,d,J=9.0Hz) ,4.59
(1H,s) ,4.96 (1H,d,J=6.1Hz) ,6.73 (1H,dd,J=12.7Hz, 6.2Hz) ,7.02(1H,t,J=9.1Hz),
7.29 (1H,dd,J=8.6Hz,1.6Hz) ,7.42 (1H,dd,J= 12.3Hz,2.3Hz) ,10.31 (1H,s) »

[6018]  sf5]271

[6019]  5-{[ (3R,4R) —1- (4-{R-2-F KFL) -3, 4- " FRFLWRME-4-FE | 4 L) -8-5(-3,4-
k-2 (1H) — i

[6020]  ZRALLSL 52601 & %o

[6021] (418 /7K)m.p.183°C£184°C

[6022]  'HNMR (DMSO-d6) Sppm:1.74 (1H,d,J=13.2Hz) ,1.94 (1H,dt,J=4.6 Hz,13.2Hz) ,
2.45-2.49 (2H,m) ,2.82-3.00 (4H,m) ,3.10 (1H,d,J=10.1Hz) ,3.17 (1H,dd,J=11.0Hz,
4.4Hz) ,3.73(11,d,J=8.9Hz) ,3.78 (1H,brs) ,4.05(1H,d,] =8.9Hz) ,4.60 (1H,brs) ,
4.96 (1H,brs) ,6.68 (1H,d,J=8.8Hz) ,7.02(1H,t,J= 9.1Hz) ,7.25(1H,d,J=8.8Hz) ,
7.29(1H,dd,J=8.6Hz,1.5Hz) ,7.42 (1H,dd,] =12.2Hz,2.3Hz) ,9.37 (1H,s) .

[6023]  =z3|272

[6024]  5-{[ (3R,4R) —1- (4—H—-2- L) -3, 4- —FLFENR g —4-FL] 4R L) -7, 8- %3,
4— A2 (1H)

[6025]  ZRALLSE 4211 & o

[6026]  'HNMR (DMSO-d6) Sppm:1.72-1.75 (1H,m) ,1.88-1.94 (1H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.78-2.89 (3H,m) ,2.94-3.00 (1H,m) ,3.09-3.11 (1H,m) ,3.16-3.19 (1H,m) ,3.72
(1H,d,J=9.0Hz) ,3.75-3.79 (1H,m) ,4.02 (1H,d,J=9.0Hz) ,4.59 (1H,brs),4.95(H,d,]
=6.5Hz) ,6.73 (1H,dd,J=12.5Hz,5.5Hz) ,7.02 (1H,t,] =9.0Hz) ,7.28-7.30 (1H,m) ,
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7.42(1H,dd,J=12.0Hz,2.5Hz) ,10.31 (1H,brs) .

[6027]  =2|273

[6028]  8-&-5-{[ (3R,4R) ~1- 2-& -4 A L) -3,4- “FRIEIRIE -4 ] FH 43k} -3,4-—
k-2 (1H) — i

[6029]  ZRALLSEAI2591M & %o

[6030]  "HNMR (DMSO—d6) 8ppm:1.74-1.77 (1H,m) ,1.91-1.97 (1H,m) ,2.47-2.50 (2H,m) ,
2.81(1H,t,J=10.5Hz) ,2.85-2.96 (4H,m) ,3.04 (1H,dd,J=10.4Hz,4.8 Hz) ,3.76 (1H,d,J
=8.9Hz) ,3.79--3.83 (1H,m) ,4.05(1H,d,J=9.0Hz) ,4.54 (1H, s),4.91 (1H,d,J=
6.4Hz) ,6.69 (1H,d,J=9.0Hz) ,7.15-7.26 (3H,m) ,7.40 (1H, dd,J=8.6Hz,2.9Hz) ,9.37
(1H,s) -

[6031]  =241274

[6032]  8-&-5-{[(3S,4S) ~1- @-& -4 AIE) -3,4- —FRFLIRIE -4 ] 43} -3,4-—
SRR -2 (1H) i

[6033]  ZRALLSEAI2591M & A%

[6034]  "HNMR (DMSO—d6) 8ppm:1.74-1.77 (1H,m) ,1.91-1.97 (1H,m) ,2.47-2.50 (2H,m) ,
2.81(1H,t,J=10.5Hz) ,2.85-2.96 (4H,m) ,3.04 (1H,dd,J=10.4Hz,4.8 Hz) ,3.76 (1H,d,J
=8.9Hz) ,3.79--3.83 (1H,m) ,4.05(1H,d,J=9.0Hz) ,4.54 (1H, s),4.91 (1H,d,J=
6.4Hz) ,6.69 (1H,d,J=9.0Hz) ,7.15-7.26 (3H,m) ,7.40 (1H, dd,J=8.6Hz,2.9Hz,) ,9.37
(1H,s) -

[6035]  =231|275

[6036]  8-&-5-{[ (3R,4R) ~1- 2-& 4 A IE) -3,4- R FLIRIE -4 FE ] 48 FE ) -7-9 -
3, 4- Ak -2 (1H) - A

[6037]  ZRALLSLAI2591M & o

[6038] (4% //K)m.p.175.7TC&E177.0°C

[6039]  'HNMR (CDC13) Sppm:1.96-2.07 (2H,m) ,2.61-2.64 (3H,m) ,2.70 (1H,s) , 2.93-3.07
(5H,m) ,3.23-3.26 (1H,m) ,4.02 (2H,s) ,4.03-4.08 (1H,m) ,6.51 (1H,d, J=10.6Hz) ,6.94~
6.98 (1H,m) ,7.06 (1H,dd,J=8.9Hz,5.4Hz) ,7.15(1H,dd,J= 8.2Hz,2.9Hz) ,7.79 (1H,
brs) »

[6040]  =241|276

[6041]  8-&-5-{[ (BR*,4R") ~1- Q-&-4-FIAKKE) -3,4- FRILIRIE-4-FE ] A ) - 798
-3, 4- A MEmk-2 (1H) -

[6042]  ZRALLSEAI2591M & o

[6043]  '"HNMR (CDC13) 8ppm:1.96-2.07 (2H,m) ,2.30-2.40 (1H,m) ,2.61-2.64 (3H,m) ,
2.93-3.07 (5H,m) ,3.23-3.26 (1H,m) ,4.02 (2H,s) ,4.03-4.08 (1H,m) , 6.51 (1H,d,J=
10.6Hz) ,6.94-6.98 (1H,m) ,7.06 (1H,dd, J=8.9Hz,5.4Hz) ,7.15 (1H,dd,J=8.2Hz,
2.9Hz) ,7.76 (1H,brs) -

[6044]  S2f5|277

[6045]  8-5(-5-{[ (3R*,4R*) -1- (4-5—2,6- @A) -3 ,4- —FILIRmE—4—FL ] F & JE) -
- #-3,4- S k-2 (1H) -
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[6046]  FEABNSLAI257 1M & o

[6047]  (ZBRZ M) m.p.201°C#204°C

[6048]  '"HNMR (DMS0-d6) 8ppm:1.70 (1H,d,J=13.0Hz) ,1.83-1.91 (1H,m) , 2.47-2.50
(2H,m) ,2.80-2.96 (4H,m) ,3.21 (1H,t,J=10.8Hz) ,3.29-3.34 (1H,m) , 3.68-3.73 (1H,m),
3.76 (1H,d,J=9.0Hz) ,4.05(1H,d,J=9.0Hz) ,4.59 (1H,s) , 4.90(1H,d,J=6.4Hz) ,6.81
(1H,d,J=11.5Hz) ,7.24-7.31 (2H,m) ,9.70 (1H,s) »

[6049]  =21|278

[6050]  8-%(-5-{[ (3R,4R) -1- (4-5—2,6- —F K HL) -3 ,4- —F2FLNRIE—4—FL ] FH A JE) -7
-3, 4- A k-2 (1H) -

[6051]  ZRARLSZA51 2601 2 K

[6052]  (ZF/7K)m.p.192°C£194°C

[6053]  'HNMR (DMS0-d6) 8ppm:1.70 (1H,d,J=13.5Hz) ,1.83-1.91 (1H,m) , 2.47-2.51
(2H,m) ,2.81-2.98 (4H,m) ,3.21 (1H,t,J=10.7Hz) ,3.30-3.36 (1H,m) , 3.68-3.73 (1H,m),
3.76 (1H,d,J=9.0Hz) ,4.05(1H,d,J=9.0Hz) ,4.60 (1H,s) , 4.91 (1H,d,J=6.2Hz) ,6.81
(1H,d,J=11.4Hz) ,7.24-7.31 (2H,m) ,9.69 (1H,s) »

[6054]  s41]279

[6055]  5-{[ (3R,4R) —1- (4-5—2,5- 9 K IE) -3, 4- ZFRFLMRAE—4-JE ] HH 40 Jk } -8—96(-3,
4— A2 (1H) -FH

[6056]  ZKALLSE 45125911 & i o

[6057] (ZF¥)m.p.199.0°CE199.7°C

[6058]  'HNMR (DMSO-d6) Sppm:1.71-1.74 (1H,m) ,1.91-1.99 (1H,m) ,2.45 (2H, t,J=
7.7Hz) ,2.81-2.92 (3H,m) ,2.98-3.03 (1H,m) ,3.13-3.16 (1H,m) ,3.22-3.25 (1H,m),3.69
(1H,d,J=8.8Hz) ,3.76-3.81 (11,m) ,4.02 (1H,d,J=8.8Hz) ,4.59 (1H,s),4.96 (1H,d,]J=
6.4Hz) ,6.57 (11,dd,J=9.1Hz,3.7Hz) ,7.02 (1H,t,J= 9.7Hz) ,7.11 (1H,dd,J=11.3Hz,
7.9Hz) ,7.50 (1H,dd,J=12.2Hz,7.1Hz) , 10.02 (1H,s) .

[6059]  =4411280

[6060]  5-{[ (3R,4R) -1-(2,4- G FHE) -3, 4- " F2ILWRIE—4-FL ] 4 ) -89 -3,4-—
S k-2 (1H) —

[6061]  ZRALLSLAI2591M & %o

[6062]  'HNMR (DMSO-d6) 8ppm:1.73-1.76 (1H,m) ,1.92-1.98 (1H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.79-3.11 (6H,m) ,3.71 (1H,d,J=8.9Hz) ,3.79-3.83 (1H,m) ,4.03 (1H,d,]J=
8.8Hz) ,4.53 (1H,s) ,4.92 (1H,d,J=6.4Hz) ,6.58 (1H,dd,J=9.1Hz, 3.7Hz) ,7.02 (1H,t,]J
=9.7Hz) ,7.19(1H,d,J=8.7Hz) ,7.36 (1H,dd,J=8.6Hz, 2.5Hz) ,7.54 (1H,d,J=2.5Hz) ,
10.03 (1H,s) »

[6063]  =z31|281

[6064]  5-{[ (3R,4R) —1- (2,4~ =& -5-F K IL) -3, 4- ZFRFLMRAE—4-JE ] HH 40k} -89k -3,
4— A2 (1H) -FH

[6065]  ZEALLSLAFI1259 1M & i o

[6066]  'HNMR (DMSO-d6) Sppm:1.73-1.76 (1H,m) ,1.92-1.98 (1H,m) ,2.47 (2H, t,J=
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7.7Hz) ,2.80-3.05 (5H,m) ,3.15-3.18 (1H,m) ,3.71 (1H,d,J=8.9Hz) , 3.79-3.83 (1H,m) ,
4.03(1H,d,J=8.9Hz) ,4.56 (1H,s) ,4.96 (1H,d,J=6.4Hz) , 6.58 (1H,dd,J=9.1Hz,
3.7Hz) ,7.02 (1H,t,J=9.7Hz) ,7.24(1H,d,J=11.2Hz) , 7.71 (1H,d,J=7.8Hz),10.03
(1H,s) o

[6067]  =z441]282

[6068]  5-{[ (3R,4R) —1- (2,5~ S —4-%AL) -3, 4- R RNk e 428 ] A AL ) -89 3,
4— A2 (1H)

[6069]  ZKALLSZAF1259 11 & ik o

[6070] (£ /7K)m.p.216.0°C%216.3°C

[6071]  '"HNMR (DMSO-d6) 8ppm:1.73-1.75 (1H,m) ,1.92-1.98 (1H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.80-3.09 (6H,m) ,3.71 (1H,d,J=8.8Hz) ,3.79-3.83 (1H,m) ,4.03 (1H,d,]J=
8.8Hz) ,4.54 (1H,s) ,4.93 (1H,d,J=6.3Hz) ,6.58 (1H,dd,J=9.1Hz, 3.7Hz) ,7.03 (1H,t,]J
=9.7Hz) ,7.34 (1H,d,J="7.3Hz) ,7.66 (1H,d,J=9.1Hz) , 10.03 (1H,s) »

[6072]  =2441|283

[6073]  5-{[ (3R,4R) ~1- (4~ LI -2-F KAL) -3, 4- “FRILNRIE -4 3L ] 48 2L ) -8-% -
3, 4- A MEmk-2 (1H) - A

[6074]  2BALLSZAF1259 1T & ik o

[6075]  "HNMR (DMSO-d6) 8ppm:1.30 (3H,t,J=7.0Hz) ,1.70-1.72 (1H,m) , 1.91-1.97 (1H,
m) ,2.47 (2H,t,J=7.7Hz) ,2.77-3.05 (6H,m) ,3.68 (1H,d,J=8.8 Hz),3.77-3.81 (1H,m) ,
3.97(2H,q,J=7.0Hz) ,4.02 (1H,d,J=8.8Hz) ,4.47 (1H, s),4.86 (1H,d,J=6.5Hz) ,6.57
(1H,dd,J=9.1Hz,3.7Hz) ,6.68 (1H,dd,J=8.7 Hz,2.4Hz) ,6.77 (1H,dd,J=14.1Hz,
2.8Hz) ,6.98-7.04 (2H,m) ,10.02 (1H,s) -

[6076]  =z441]284

[6077]  5-{[ (3R,4R) —1- (4-R—2-F &) -3,4- —FRILWRmE—4—FE] A L) -8-5-7T-% -
3, 4- Ak -2 (1H) - A

[6078]  KALLSLA5I260T & % -

[6079]  '"HNMR (DMS0-d6) 8ppm:1.74 (1H,d,J=13.6Hz) ,1.87-1.95(1H,m) , 2.46-2.50
(2H,m) ,2.82-3.00 (4H,m) ,3.10(1H,d,J=11.1Hz) ,3.17 (1H,dd,J= 11.1Hz,3.9Hz) ,
3.75-3.78 (2H,m) ,4.07 (1H,d,J=9.0Hz) ,4.60 (1H,brs) ,4.95 (1H,brs) ,6.80 (1H,d,J=
11.4Hz) ,7.02(1H,t,J=9.1Hz) ,7.29 (1H,dd,J=7.4 Hz,1.2Hz) ,7.42 (1H,dd,J=12.2Hz,
2.3Hz) ,9.66 (1H, s) -

[6080]  =441|285

[6081]  5-{[ (3R*,4R") 1~ (4—{R-2-F A& FL) -3 ,4- R FLNRIE -4-FE | FH A0} -8-&-T- %1
-3, 4- A MEmk-2 (1H) -

[6082]  KALLSLAFI257 T & K o

[6083] (LR ZEE) m.p.194°C

[6084]  '"HNMR (DMS0-d6) Sppm:1.74 (1H,d,J=13.6Hz) ,1.87-1.95(1H,m) , 2.46-2.49
(2H,m) ,2.82-3.00 (4H,m) ,3.08-3.12 (1H,m) ,3.17 (1H,dd,J=11.1Hz, 4.5Hz),3.74-3.78
(2H,m) ,4.06 (1H,d,J=9.1Hz) ,4.60 (1H,s) ,4.95(1H,d,J= 6.2Hz) ,6.80 (1H,d,J=
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11.4Hz) ,7.02 (1H,t,J=9.1Hz) ,7.29 (1H,dd,J=8.6Hz, 1.6Hz),7.42(1H,dd,J=12.3Hz,
2.3Hz) ,9.66 (1H, s) -

[6085]  S4411286

[6086]  5-{[ (3R,4R) -1- Q- —4-F KK -3,4- —FIIRmE-4-F] AL -7,8- 53,
4— —E -2 (1H) -FfH

(60871 KAl A5I 25911 & K -

[6088] (£ #2/7/K)m.p.192.2°CE193.2°C

[6089]  'HNMR (DMSO-d6) Sppm:1.73-1.76 (1H,m) ,1.89-1.95 (1H,m) ,2.46-2.49 (2H,m) ,
2.78-3.05 (6H,m) ,3.74-3.81 (2H,m) ,4.02 (1H,d,J=9.1Hz) ,4.53 (1H, s),4.91 (11,d,J=
6.4Hz) ,6.76 (1H,dd,J=12.6Hz,6.2Hz) ,7.15-7.23 (2H,m) , 7.40 (1H,dd,J=8.6Hz,
2.9Hz) ,10.03 (1H,s) .

[6090]  sf41287

[60911  5-{[ (3R*,4R") ~1- Q-G 4 AFE) -3, 4~ " FFFENRIE —4-FE | 4L} -7,8- 5 -
3, 4- S MEMk-2 (1H) —Hf{

[6092] KAl S A5I 25971 & K -

[6093]  'HNMR (DMSO-d6) Sppm:1.73-1.76 (1H,m) ,1.89-1.95 (1H,m) ,2.46-2.49 (2H,m) ,
2.78-3.05 (6H,m) ,3.74-3.81 (2H,m) ,4.02 (1H,d,J=9.1Hz) ,4.53 (1H, s),4.91 (11,d,J=
6.4Hz) ,6.76 (1H,dd,J=12.6Hz,6.2Hz) ,7.15-7.23 (2H,m) , 7.40 (1H,dd,J=8.6Hz,
2.9Hz) ,10.03 (1H,s) .

[6094]  SEf6]288

[6095]  5-{[ (3R,4R) —1- (3-1R-6-5EEMk—2-3&) -3, 4- —FLHLIRIE -4 ] F 48 2L ) -8 -
3,4~ S WEmk-2 (1H)

[6096]  FEABNSLAFI33TT A o

[6097]  'HNMR (CDC1s) Sppm:1.89-1.96 (1H,m) ,1.97-2.05 (1H,m) ,2.63 (2H,t,] =7.7Hz) ,
2.93 (1H,brs) ,2.94-3.06 (2H,m) ,3.45-3.55 (2H,m) ,3.68-3.75 (1H,m) , 3.78-4.00 (2H,
m) ,4.04-4.10 (2H,m) ,4.11-4.16 (1H,m) ,6.53 (1H,dd,J=9.1Hz, 3.9Hz) ,6.93 (1H,t,J=
9.8Hz) ,7.55(1H,brs) ,7.57 (1H,dd,J=9.0Hz,2.4Hz) , 7.62 (1H,d,J=2.3Hz) ,7.75 (1H,
d,J=9.0Hz) ,8.21 (1H,s) .

[6098]  sEf6]289

[6099]  5-{[ (3R,4R) —1- (6-5AMEmk—2-%E) -3, 4- —FRJLWRNE-4- L A L) -8-%.-3,4-—
S k-2 (1H) —

[6100]  SEABASLAI331 A o

[6101]  'HNMR (CDC1s) Sppm:1.83-1.91 (1H,m) ,1.94-2.00 (1H,m) ,2.50-2.60 (2H, m) ,2.81
(1H,brs) ,2.85-2.91 (2H,m) ,3.07 (1H,brs) ,3.34 (1H,dd,J=13.0Hz, 10.0Hz) ,3.39-3.47
(1H,m) ,3.93-4.00 (3H,m) ,4.21-4.28 (1H,m) ,4.44-4.51 (1H, m) ,6.46 (1H,dd,J=9.2Hz,
4.0Hz) ,6.90 (1H,t,J=9.3Hz) ,7.05(1H,d,J=9.2 Hz) ,7.47 (1H,dd,J=8.9Hz,2.6Hz) ,
7.58(1H,d,J=2.4Hz) ,7.59-7.64 (2H,m) , 7.82(1H,d,]J=9.2Hz) .

[6102]  SEZ46]290

[6103]  8-&-5-{[ (3R,4R) ~1- (2,4~ & IKIHE) -3,4- ~FRILNRNE-4- L] F4HFE) -3,4-—
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-2 (1H) — i

[6104]  ZBALL 4512591 & % -

[6105]  (Z#%//K)m.p.184.1°CE185.1°C

[6106]  'HNMR (DMSO-d6) Sppm:1.75-1.77 (1H,m) ,1.92-1.98 (1H,m) ,2.47-2.49 (2H,m) ,
2.80-3.12 (6H,m) ,3.76 (1H,d,J=8.9Hz) ,3.79-3.83 (1H,m) ,4.06 (1H,d, J=8.9Hz) ,4.55
(1H,s) ,4.93 (1H,d,J=6.4Hz) ,6.69 (1H,d,J=9.0Hz) ,7.19 (1H,d,J=8.7Hz) ,7.25 (1H,
d,J=8.9Hz) ,7.36 (1H,dd,J=8.7Hz,2.5Hz) ,7.53 (1H,d,J=2.5Hz) ,9.35 (1H,s) .

[6107] 521|291

[6108]  8-&-5-{[ (BR,4R) ~1- (2,5~ ~&A 48 AIL) -3,4- " FrFLIRmE-4-FE ] 4 3L} -3,
4— TEEHR-2 (1H) -FH

[6109]  BALL S5 25971 & % -

[6110]  (ZW&//K)m.p.237.7°C%238.6°C

[6111]1  'HNMR (DMSO-d6) Sppm:1.74-1.77 (1H,m) ,1.91-1.97 (1H,m) ,2.47-2.49 (2H,m) ,
2.80-3.09 (6H,m) ,3.75(1H,d,J=8.9Hz) ,3.79-3.83 (1H,m) ,4.06 (1H,d, J=8.9Hz) ,4.55
(1H,s) ,4.93(1H,d,J=6.4Hz) ,6.69 (1H,d,J=9.0Hz) ,7.25 (1H,d,J=8.9Hz) ,7.34 (1H,
d,J=7.4Hz,) ,7.66 (1H,d,J=9.1Hz) ,9.36 (1H,s) -

[6112]  SZf6]292

[6113]  8-&-5-{[ (3R,4R) ~1- (2,4~ & -5-FAKIKL) -3, 4~ “FRFLNRIE-4-FE ] F 5 FE) -3,
4— A ER-2 (1H) i

[6114] Bl S5 25971 & % -

[6115] (£ H¥/7K)m.p.180.2°C&E180.6°C

[6116]  'HNMR (DMSO—d6) Sppm:1.74-1.77 (1H,m) ,1.91-1.97 (1H,m) ,2.47-2.49 (2H,m) ,
2.80-3.18 (6H,m) ,3.76 (1H,d,J=8.9Hz) ,3.79-3.83 (1H,m) ,4.06 (1H,d, J=8.9Hz) ,4.57
(1H,s) ,4.95(H,d,J=6.4Hz) ,6.69 (1H,d,J=9.0Hz) , 7.22-7.26 (2H,m) ,7.71 (1H,d,]J=
7.8Hz) ,9.35(1H,s) .

(61171 521293

[6118]  5-{[ (3R,4R) —1- Q-S—4-F KK -3,4- —FIIRmE 4K ] A I -8-7-3,4-—
S k-2 (1H) —

(61191 ZBALL 45125911 & % -

[6120]  'HNMR (DMSO-d6) Sppm:1.73-1.76 (1H,m) ,1.93-1.99 (1H,m) ,2.46-2.49 (2H,m) ,
2.79-3.06 (6H,m) ,3.72 (1H,d,J=8.9Hz) ,3.79-3.84 (1H,m) ,4.03 (1H,d, J=8.9Hz) ,4.49
(1H,s) ,4.88(1H,d,J=6.4Hz) ,6.59 (1H,dd,J=9.1Hz,3.8Hz) , 7.02(1H,t,J=9.7Hz) ,
7.15-7.19(1H,m) ,7.22 (1H,dd,J=9.0Hz,5.7Hz) ,7.39 (1H,dd,J=8.6Hz,2.9Hz) ,10.01
(1H,s) »

[6121]  sZ46]294

[6122]1  8-%(-5-{[ (3R,4R) -1- (4-5—2,5- — K HL) -3, 4- —F2FLNRIE—4—FL ] FH A 2L} -3,
4— A EER-2 (1H) i

[6123]  BALL 4512591 & % -

[6124]  'HNMR (DMSO-d6) Sppm:1.72-1.75 (1H,m) ,1.90-1.96 (1H,m) ,2.45-2.48 (2H,m) ,

317



CN 106795117 B ﬁﬁ HH :I:; 306/355 1t

2.82-3.25(6H,m) ,3.73 (1H,d,J=8.8Hz) ,3.76-3.80 (1H,m) ,4.05 (1H,d, J=8.9Hz) ,4.62
(1H,s) ,4.98 (1H,d,J=6.3Hz) ,6.67 (1H,d,J=9.0Hz) ,7.12 (1H,dd,J=11.3Hz,7.9Hz) ,
7.25(1H,d,J=8.9Hz) ,7.50 (1H,dd,J=12.2Hz, 7.1Hz),9.37 (1H,s) .

[6125] 5411295

[6126]  5-{[ (3R,4R) -1- (4-F-2,5- " A HE) -3 ,4- ZFR LR IE -4-JL ] 4 0L} -7,8-—
-3, 4 A ENR-2 (1H)

(61271 ZRALL 4512591 & % -

[6128]  '"HNMR (DMSO-d6) 8ppm:1.72-1.75 (1H,m) ,1.87-1.93 (1H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.77-3.25(6H,m) ,3.71-3.78 (2H,m) ,4.02 (1H,d,J=9.0Hz) ,4.62 (I1H,s) ,4.98
(1H,d,J=6.3Hz) ,6.73 (1H,dd,J=12.6Hz,6.1Hz) ,7.11 (1H,dd,] =11.3Hz,7.9Hz) ,7.50
(1H,dd,J=12.2Hz,7.1Hz) ,10.31 (1H,s) -

[6129]  sZf6]296

[6130]  5-%-2-[ (3R,4R) ~4—{[ (8- —2-AA-1,2,3,4-PUSmEmh-5-2E5) & ] H AL} -3,
4= TRREEURIE-1-FE ] RN

[6131]  SEABSLAI331 A o

[6132]  'HNMR (CDC13) Sppm:1.98-2.03 (1H,m) ,2.04-2.12 (1H,m) ,2.58-2.68 (2H, m) ,2.73
(1H,brs) ,2.79-2.83 (1H,m) ,2.96-3.07 (3H,m) ,3.15-3.23 (1H,m) , 3.31-3.37 (1H,m) ,
3.46-3.52 (1H,m) ,3.98-4.04 (2H,m) ,4.09-4.15(1H,m) ,6.51 (1H,dd,J=9.1Hz,3.9Hz) ,
6.93 (1H,t,J=9.5Hz) ,7.01 (1H,d,J=8.9Hz) ,7.46 (1H,dd,J=8.9Hz,2.6Hz) ,7.53 (1H,
d,J=2.3Hz) ,7.58 (1H,brs) .

[6133]  s41297

[6134]  5-{[ (3R,4R) —1- (53— ML IE—2-3%) -3, 4- R FEIR e —4-FL ] HH 400} 8- -
3, 4- A MEmk-2 (1H) - A

[6135]  SABNSLAA331 A o

[6136]  'HNMR (CDC13) Sppm:1.88-1.94 (2H,m) ,2.60-2.67 (2H,m) ,2.73 (1H,brs) , 2.77-
2.80 (1H,m) ,2.89-3.00 (2H,m) ,3.19-3.27 (1H,m) ,3.30-3.37 (1H,m) , 3.79-3.85(1H,m) ,
3.95-4.03 (4H,m) ,6.50 (1H,dd,J=9.1Hz,3.9Hz) ,6.92 (1H,t, J=9.4Hz) ,7.29(1H,dd,]J
=12.0Hz,2.2Hz) ,7.57 (1H,brs) ,7.97 (1H,dd,J=2.2 Hz,0.5Hz) .

[6137] 5241298

[6138]  3,5-—%—-2-[ (3R,4R) ~4-{[ (8- —2-%-1,2,3,4- DY nEEmk-5-J&) & JE ] H
) -3, 4- R FRIRIE -1 -2 ] R

[6139]  SEABNSLAI331 A o

[6140]  'HNMR (CDC13) Sppm:1.97-2.03 (2H,m) ,2.51-2.55 (1H,m) ,2.61-2.68 (3H, m) ,
2.95-3.04 (3H,m) ,3.11-3.18 (1H,m) ,3.26-3.32 (1H,m) ,3.42-3.48 (1H,m) , 3.97-4.08
(3H,m) ,6.52 (1H,dd,J=9.2Hz,3.9Hz) ,6.84-6.88 (11,m) ,6.89-6.97 (2H,m) ,7.53 (1H,
brs) »

[6141]  SZ46]299

[6142]  4-G-5-%—2-[ (3R,4R) —4-{[ (8- —2-%AKX-1,2,3,4-PU S memh-5-J) S FE] H
-3, 4- R RRRE - 12 ] R G
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[6143]  SEABLSLAI331 A o

[6144]  'HNMR (CDCl3) Sppm:1.98-2.12 (2H,m) ,2.62-2.67 (2H,m) ,2.69-2.73 (2H, m) ,
2.94-3.06 (3H,m) ,3.18 (1H,dt,J=11.6Hz,3.1Hz) ,3.26-3.32 (1H,m) , 3.41-3.47 (1H,m) ,
4.09-4.15 (3H,m) ,6.51 (1H,dd,J=9.1Hz,3.9Hz) ,6.93 (1H,t, J=9.4Hz) ,7.12(H,d,J=
6.3Hz) ,7.36 (1H,d,J=8.1Hz) ,7.55 (1H,brs) «

[6145] 545300

[6146]  5-{[ (3R,4R) —1- (4~ ARHE) -3, 4- " FRHLMRIE -4 J& ] A k) -89 -3, 4-— &A%
Wbk—2 (1H) —if

(61471  ZRALL 451259710 & % -

[6148]  'HNMR (DMSO-d6) Sppm:1.67-1.70 (1H,m) ,1.87-1.93 (1H,m) ,2.39-2.42 (2H,m) ,
2.70-2.99 (4H,m) ,3.47-3.50 (2H,m) ,3.66 (1H,d,J=8.8Hz) ,3.70-3.75 (1H,m) ,4.01 (1H,
d,J=8.8Hz) ,4.57 (1H,s) ,4.89 (1H,d,J=6.6Hz) ,6.55 (1H, dd,J=9.1Hz,3.8Hz) ,6.93-
6.97 (2H,m) ,6.98-7.03 (1H,m) ,7.20-7.23 (2H,m) , 10.01 (1H,s) .

[6149] 5245301

[6150]  5-{[ (3R*,4R") —1- (4-P1-2,6- " AIL) -3,4- " FRHEWRmE-4- L] A L) -8-% -
3, 4- A MEmk-2 (1H) - A

[6151] SRS AI257 1M & Bl o

[6152] (ZBRZ M) m.p.191°C A 193°C

[6153]  'HNMR (DMSO-d6) Sppm:1.69 (1H,d,J=13.4Hz) ,1.87-1.94 (1H,m) , 2.45-2.49
(2H,m) ,2.84-2.99 (4H,m) ,3.20 (1H,t,J=10.7Hz) ,3.30-3.35 (1H,m) , 3.68(1H,d,]J=
8.8Hz) ,3.71-3.76 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.53 (1H,s) , 4.87 (1H,d,J=6.5Hz) ,
6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) , 7.35-7.40 (2H,m) ,10.02 (1H,s) .
[6154] 545302

[6155]  5-{[ (3R,4R) —1- (4-11-2,6- —H L) -3, 4- —F LR g -4 ] 48 JE ) -8-%(-3,
4- —E -2 (1H) -

[6156]  SEABLSL 526011 & Bk o

[61571  (41/7/K)m.p.197°CE198°C

[6158]  'HNMR (DMSO-d6) Sppm:1.69 (1H,d,J=13.4Hz) ,1.87-1.94 (1H,m) , 2.45-2.49
(2H,m) ,2.82-2.99 (4H,m) ,3.20 (1H,t,J=10.9Hz) ,3.28-3.33 (1H,m) , 3.68(1H,d,]J=
8.7Hz) ,3.70-3.76 (1H,m) ,4.02 (1H,d,J=8.7Hz) ,4.53 (1H,s) , 4.87 (1H,d,J=6.4Hz) ,
6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) , 7.35-7.40 (2H,m) ,10.01 (1H,s) .
[6159] 545303

[6160]  5-{[ (3R*,4R") —1- (2-&(—4,6- — % AIHL) -3,4- — ¥R FLIR g —4-JL ) AR L) -8-5 -
3, 4- Ak -2 (1H) - A

[6161] SRS AI257 1M & Bl o

[6162]  (ZBRZME/Cde) m.p.215°CHE218°C

[6163]1  'HNMR (DMSO-d6) 8ppm:1.68 (1H,d,J=13.3Hz) ,1.91-1.99 (1H,m) , 2.45-2.49
(2H,m) ,2.75-2.95 (4H,m) ,3.20-3.37 (2H,m) ,3.69 (1H,d,J=8.9Hz) , 3.74-3.79 (1H,m) ,
4.02(1H,d,J=8.9Hz) ,4.49 (1H,s) ,4.82 (1H,d,J=6.5Hz) , 6.58 (1H,dd,J=9.1Hz,
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3.8Hz) ,7.02(1H,t,J=9.7Hz) ,7.26-7.36 (2H,m) ,10.02 (1H,s) .

[6164] 5451|304

[6165]  5-{[ (3R,4R) —1- (-5 4,6~ _HAKL) -3, 4- R RNk e 458 ] F A AL ) -89 3,
4— A2 (1H)

[6166]  ZRALLSLAI2601M & %o

[6167]  (41/7/K)m.p.188°CFE189°C

[6168]  'HNMR (DMS0-d6) Sppm:1.68 (1H,d,J=13.3Hz) ,1.90-1.99 (1H,m) , 2.45-2.49
(2H,m) ,2.75-2.95 (4H,m) ,3.21-3.37 (2H,m) ,3.69 (1H,d,J=8.8Hz) , 3.74-3.80 (1H,m) ,
4.03(1H,d,J=8.8Hz) ,4.49 (1H,s) ,4.82 (1H,d,J=6.5Hz) , 6.59 (1H,dd,J=9.1Hz,
3.8Hz) ,7.02(1H,t,J=9.7Hz) ,7.26-7.35 (2H,m) ,10.01 (1H,s) .

[6169]  5{5]305

[6170]1  5-{[ (3R*,4R") -3,4- —F#23-1-(2,4,6- = F L) WRIE-4-FL] 4 L) -8-%-3, 4-
TSR -2 (1H)

[6171] SRR HI257 1M & Bl o

[6172]  (41/7/K)m.p.198°CE199°C

[6173]  'HNMR (DMSO-d6) Sppm:1.65-1.72 (1H,m) ,1.86-1.96 (1H,m) ,2.48 (2H, t,J=
7.7Hz) ,2.77-2.97 (4H,m) ,3.21 (1H,t,J=10.6Hz) ,3.28-3.38 (1H,m) ,3.68 (1H,d,J=
8.8Hz) ,3.70-3.78 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.51 (1H,s) ,4.84 (1H,d,J=6.6Hz) ,
6.58 (1H,dd, J=9.1Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) , 7.08-7.18(2H,m),10.03 (1H,s) .
[6174] 525306

[6175]  5-{[ (3R,4R) -3,4-— 2 F-1-(2,4,6-=FH A ) Rng-4-FL] A L) -8-%-3,4-
TSR -2 (1H)

[6176]  ZRALSEAI2601M & %o

[(6177]  (4/7K)m.p.191°CZE192°C

[6178]  'HNMR (DMSO-d6) Sppm:1.65-1.72 (1H,m) ,1.86-1.96 (1H,m) ,2.48 (2H, t,J=
7.7Hz) ,2.77-2.97 (4H,m) ,3.21 (1H,t,J=10.6Hz) ,3.28-3.38 (1H,m) ,3.68 (1H,d,J=
8.8Hz) ,3.70-3.78 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.51 (1H,s) ,4.84 (1H,d,J=6.6Hz) ,
6.58 (1H,dd, J=9.1Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) , 7.08-7.18(2H,m),10.03 (1H,s) .
[6179] 525307

[6180]  3,5-=&-2-[ (3R,4R) -4-{[ (8- —2-%X-1,2,3,4- DY nEEmk—5-J&) & =] H
e} -3, 4- R FRIRIE -1 -2 ] R

[6181]  SRALLSL 331 & o

[6182]  'HNMR (CDC13) Sppm:1.94-2.01 (1H,m) ,2.05-2.13 (1H,m) ,2.56-2.60 (1H, m) ,
2.61-2.69 (3H,m) ,2.95-3.13 (3H,m) ,3.28-3.34 (1H,m) ,3.47-3.54 (1H,m) , 3.63-3.69
(1H,m) ,3.99-4.05 (2H,m) ,4.07-4.14 (1H,m) ,6.51 (1H,dd,J=9.1Hz, 3.9Hz),6.93 (11, ¢,
J=9.3Hz) ,7.47 (1H,d,J=2.5Hz) ,7.52 (1H,brs) ,7.56 (1H, d,J=2.5Hz) .

[6183]  ={5308

[6184] 8- —5- ({ (3R, 4R) ~1-[2-F—4~ (= F FH 4EIE) AL ] -3, 4- —FRRLIR e 43 ) 4R
Ht) -3, 4- Sk -2 (1H) —fH

2
i
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[6185]  ZRALLSEAI2591M & o

[6186]  (Z#%//K)m.p.161.6°CE161.9C

[6187]  'HNMR (DMSO-d6) Sppm:1.72-1.75 (1H,m) ,1.92-1.98 (1H,m) ,2.46 (2H, t,J=
7.7Hz) ,2.82-3.21 (6H,m) ,3.69 (1H,d,J=8.8Hz) ,3.78-3.81 (1H,m) ,4.03 (1H,d,J=
8.8Hz) ,4.57 (1H,s) ,4.95 (1H,d,J=5.9Hz) ,6.58 (1H,dd,J=9.2Hz, 3.7Hz) ,7.02(1H,t,]J
=9.7Hz) ,7.15-7.18 QH,m) ,7.31-7.33 (1H,m) ,10.03 (11, s) .

[6188]  =f5309

[6189] 8% —5-{[ (3R,4R) —1—- - IKFL) -3,4- FLIENRIE 4L ] 4 L) -3, 4- 5%
Wbk—2 (1H) —

[6190]  ZRALLSEAI2591M & %o

[6191]1 (4 m.p.177.7°C&E178.0°C

[6192]  'HNMR (DMSO-d6) Sppm:1.72-1.75 (1H,m) ,1.93-1.99 (1H,m) ,2.46 (2H, t,J=
7.8Hz) ,2.82-3.20 (6H,m) ,3.69 (1H,d,J=8.8Hz) ,3.79-3.83 (1H,m) ,4.03 (1H,d,J=
8.8Hz) ,4.52(1H,s) ,4.91 (1H,d,J=6.4Hz) ,6.58 (1H,dd,J=9.1Hz, 3.8Hz) ,6.93-7.14
(5H,m) ,10.03 (1H,s) -

[6193]  =f5310

[6194]  5- ({ (3R*,4R") -1-[2,6- —#-4- (2,2,2-=FH L EH) HKH] -3, 4- ~FR KEIRIE-4-
B} R -8-#-3, 4- A k-2 (1H) -

[6195]  SRABLSLAI257 1M & Bl o

[6196] (LR LT — AN m.p.201°CE202°C

[6197]  '"HNMR (DMS0-d6) ppm:1.68 (1H,d,J=13.6Hz) ,1.86-1.94 (1H,m) , 2.46-2.51
(2H,m) ,2.76-2.95 (4H,m) ,3.18-3.34 (2H,m) ,3.68 (1H,d,J=8.8Hz) , 3.70-3.75(1H,m) ,
4.02(1H,d,J=8.8Hz) ,4.47 (1H,s) ,4.73-4.81 (3H,m) ,6.58 (1H,dd,J=9.2Hz,3.8Hz) ,
6.84-6.91 (2H,m) ,7.02 (1H,t,J=9.7Hz) ,10.01 (1H, s) .

[6198]  sf5I311

[6199]1  5-({(3R,4R)-1-[2,6-— % —4- (2,2,2- =8 LA F) K IH]-3,4- B ILIRIE-4-
R} HAERL) -8--3, 4 EEmk-2 (1H) -JR

[6200]  ZRARLSZAB1260TM 2 K

[6201]  (412/7/K)m.p.187°C

[6202]  '"HNMR (DMS0-d6) 8ppm:1.68 (1H,d,J=13.6Hz) ,1.86-1.94 (1H,m) , 2.46-2.50
(2H,m) ,2.76-2.93 (4H,m) ,3.18-3.32 (2H,m) ,3.68 (1H,d,J=8.8Hz) , 3.70-3.75(1H,m) ,
4.02(1H,d,J=8.8Hz) ,4.47 (1H,s) ,4.73-4.81 (3H,m) ,6.58 (1H,dd,J=9.1Hz,3.8Hz) ,
6.85-6.91 (2H,m) ,7.02 (1H,t,J=9.8Hz) ,10.01 (11, s)

[6203]  =f5312

[6204]  5-{[ (3R*,4R") -1- (2,4~ —&-6-F KL) -3, 4- JRFEWRME -4 55 ] HH A0 L) -8 -
3, 4- A MEmk-2 (1H) - A

[6205]  SRARLSZAGI257 T4 K o

[6206]  'HNMR (DMS0-d6) 8ppm:1.68 (1H,d,J=13.5Hz) ,1.91-1.98 (1H,m) , 2.44-2.50
(2H,m) ,2.86-2.95 (4H,m) ,3.23-3.36 (2H,m) ,3.69 (1H,d,J=8.8Hz) , 3.75-3.80 (1H,m) ,
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4.03(1H,d,J=8.8Hz) ,4.53 (1H,s) ,4.86 (1H,d,J=6.4Hz) , 6.59 (1H,dd,J=9.2Hz,
3.8Hz) ,7.03 (1H,t,J=9.7Hz) ,7.43-7.47 (2H,m) ,10.03 (1H,s) .

[6207]  SZf1313

[6208]  5-{[ (3R,4R) -1- (2,4~ =& —-6-9 K IL) -3, 4- “FRFLMRAE—4-JE ] HH 40k} -89 -3,
4— —E -2 (1H) -FfH

[6209]  ZRARLSZAG1 2601 2 K

[6210]  'HNMR (DMSO-d6) Sppm:1.68 (1H,d,J=13.3Hz) ,1.91-1.99 (1H,m) , 2.47 (2H,t,]J
=7.7Hz) ,2.82-2.95 (4H,m) ,3.20-3.36 (2H,m) ,3.69 (1H,d,J=8.8 Hz) ,3.75-3.80 (1H,
m) ,4.03 (1H,d,J=8.8Hz) ,4.53 (1H,s) ,4.87 (1H,d,J=6.4 Hz) ,6.59 (1H,dd,]J=9.2Hz,
3.8Hz) ,7.03 (1H,t,J=9.7Hz) ,7.43-7.47 (2H,m) , 10.03 (1H,s) .

[6211]  sEf5|314

[6212]  5- ({ (3R, 4R") ~1-[4- ("HH E L) -2,6- —H KRR ]-3,4- “FRHIRIE-4-3E] H 4
F) -89 3, 4- S EEMk-2 (1H) —d

[6213]  ZRARLSZAGI257 T4 K o

[6214] (LR LTBE-— R A m.p.167°CA169°C

[6215]  '"HNMR (DMS0-d6) 8ppm:1.68 (1H,d,J=13.3Hz) ,1.87-1.95(1H,m) , 2.46-2.50
(2H,m) ,2.83-2.93 (4H,m) ,3.18-3.35(2H,m) ,3.68 (1H,d,J=8.8Hz), 3.71-3.76 (1H,m) ,
4.02(1H,d,J=8.8Hz) ,4.51 (1H,s) ,4.84 (1H,d,J=6.5Hz), 6.57 (1H,dd,J=9.2Hz,
3.8Hz) ,7.00-7.06 (3H,m) ,7.24 (1H,t,J=73.5Hz) , 10.02(1H,s) .

[6216]  5f5315

[6217] 5= ({ (3R, 4R) ~1-[4- (“F H A L) —2,6- F AR ] -3, 4- R IHIRIE-4- %) F 4
H) -89 3, 4- S EMk-2 (1H) —d

[6218]  ZRARLSZAG1260TM 2 K

[6219]  (412/7/K)m.p.166°C

[6220]  '"HNMR (DMS0-d6) 8ppm:1.69 (1H,d,J=13.5Hz) ,1.87-1.95(1H,m) , 2.46-2.50
(2H,m) ,2.83-2.93 (4H,m) ,3.19-3.35(2H,m) ,3.68 (1H,d,J=8.8Hz) , 3.71-3.76 (1H,m) ,
4.02(1H,d,J=8.8Hz) ,4.51 (1H,s) ,4.85(1H,d,J=6.5Hz) , 6.57 (1H,dd,J=9.2Hz,
3.8Hz) ,7.00-7.06 (3H,m) ,7.24 (1H,t,J=73.5Hz) , 10.02(1H,s) .

[6221]  5{5]316

[6222]1  5-{[ (3R*,4R") -1- (4-Z. A IE-2,6- | FIL) -3, 4- PR REWR g —4— L] B4R 3k} -8
-3, 4- A k-2 (1H) — iR

[6223]  RARLSZAGI257 T4 K

[6224] (4R TE-— R A m.p.199°C£202°C

[6225]  'HNMR (DMSO-d6) Sppm:1.29 (3H,t,J=7.0Hz) ,1.67 (1H,d,J=13.5 Hz),1.86-
1.93(1H,m) ,2.42-2.49 (2H,m) ,2.72-2.93 (4H,m) ,3.17-3.32 (2H,m) , 3.68 (1H,d,J=
8.8Hz) ,3.69-3.75 (1H,m) ,3.97-4.04 (3H,m) ,4.45(1H,s) ,4.78 (1H,d,J=6.5Hz) ,6.58
(1H,dd,J=9.1Hz,3.8Hz) ,6.64-6.68 (2H,m) ,7.02 (1H,t, J=9.7Hz) ,10.01 (1H,s) .
[6226]  =f5317

[6227]  5-{[ (3R,4R) -1- (4- LA HE-2,6- AR IHE) -3, 4- " FRIR g -4 2 ] FH A ) -8
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F-3,4- A REmk-2 (1H) —fk

[6228]  ZRALLSLAI2601M & %o

[6229] (418 /7K)m.p.176°CE178°C

[6230]  '"HNMR (DMS0-d6) 6ppm:1.29 (3H,t,J=7.0Hz) ,1.67 (1H,d,J=13.4 Hz) ,1.86-
1.93(1H,m) ,2.46-2.50 (2H,m) ,2.72-2.93 (4H,m) ,3.17-3.32(2H,m) , 3.67 (1H,d,J=
8.8Hz) ,3.69-3.75 (1H,m) ,3.97-4.02 (3H,m) ,4.45(1H,s) ,4.78 (1H,d,J=6.5Hz) ,6.57
(1H,dd,J=9.1Hz,3.8Hz) ,6.64-6.68 (2H,m) ,7.02 (1H,t, J=9.7Hz),10.01 (1H,s) .
[6231]  5{5318

[6232] 5-{[ (3R,4R) -1- Q-5 F &) -3,4- L ILIRIE-4-FL] A L) -85 -3 ,4- — &%
Whk—2 (1H)

[6233]  ZRALLSEAI2591M & o

[6234] (£ //K)m.p.161.3°CE161.4°C

[6235]  'HNMR (DMSO-d6) Sppm:1.74-1.76 (1H,m) ,1.94-2.00 (1H,m) ,2.47 (2H, t,J=
7.7Hz) ,2.80-3.14 (6H,m) ,3.72 (1H,d,J=8.8Hz) ,3.80-3.85 (1H,m) ,4.03 (1H,d,J=
8.8Hz) ,4.50 (1H,s) ,4.89 (1H,d,J=6.4Hz) ,6.59 (1H,dd,J=9.1Hz, 3.7Hz),7.01-7.05
(2H,m) ,7.18 (1H,d,J=7.3Hz) ,7.28-7.31 (1H,m) ,7.40 (1H, dd,J=7.9Hz,0.9Hz) ,10.03
(1H,s) »

[6236]  5f5319

[6237]1  5-{[ (3R,4R) ~1- (2,4- 4 KHE) -3,4- IR IE-4-L] 48 L) -8-%(-3,4-—
S k-2 (1H) —

[6238]  ZBALLS 45125911 & ik o

[6239] (W% //K)m.p.175.2°CE176.1°C

[6240]  'HNMR (DMSO-d6) Sppm:1.72-1.74 (1H,m) ,1.92-1.97 (1H,m) ,2.47 (2H, t,J=
7.8Hz) ,2.80-3.11 (6H,m) ,3.69 (1H,d,J=8.8Hz) ,3.78-3.82 (1H,m) ,4.02 (1H,d,J=
8.8Hz) ,4.53 (1H,s) ,4.91 (1H,d,J=6.4Hz) ,6.58 (1H,dd,J=9.1Hz, 3.8Hz) ,6.97-7.21
(4H,m) ,10.03 (1H,s) .

[6241] 5245320

[6242]  5-{[ (3R,4R) -1- (2,6~ ~F A H) -3,4- ~F2HLWR g -4 K] 48 L) -8-%-3,4-—
S k-2 (1H) -

[6243]  ZRALLSEAI2591M & o

[6244]  "HNMR (DMSO—d6) Sppm:1.68-1.70 (1H,m) ,1.89-1.95(1H,m) ,2.45-2.49 (2H,m) ,
2.84-2.99 (4H,m) ,3.21-3.25(1H,m) ,3.32-3.38 (1H,m) ,3.68 (1H,d,J= 8.8Hz) ,3.72-
3.77 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.51 (1H,s) ,4.85 (1H,d,J= 6.5Hz) ,6.58 (1H,dd,J=
9.1Hz,3.7Hz) ,6.99-7.08 (4H,m) ,10.03 (1H,s) -

[6245]  5f5]321

[6246]  5-{[ (3R,4R)-3,4- ¥t 1-ZKHLIRIE -4 JE ) AR JE ) -8-%-3,4- — &AMk -2
(1H) — B

[6247]  ZRALSEAI2591M & %o

[6248] (£ F¥/7K)m.p.202.8°C&E203.5C
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[6249]  "HNMR (DMSO—d6) Sppm:1.68-1.71 (1H,m) ,1.88-1.94 (1H,m) ,2.39-2.42 (2H,m) ,
2.72-2.86 (3H,m) ,2.92-2.98 (1H,m) ,3.46-3.51 (2H,m) ,3.67 (1H,d,J= 8.8Hz) ,3.72-
3.77(1H,m) ,4.01 (1H,d,J=8.8Hz) ,4.53 (1H,s) ,4.86 (1H,d,J= 6.5Hz) ,6.56 (1H,dd,]J=
9.1Hz,3.8Hz) ,6.74 (1H,d,J=8.0Hz) ,6.94 (2H,d,J= 8.0Hz) ,6.99-7.03 (1H,m) ,7.20
(2H,dd,J=7.3Hz,8.7Hz) ,10.01 (1H,s) .

[6250]  5f5322

[6251]  5-({ (3R,4R) -3,4- 2 JE-1-[4- (Zm &) R IRmE -4} & JE) -8-% -
3, 4- A MEmk-2 (1H) - A

[6252]  2BALLSE 45125911 & i o

[6253] (4B /7K)m.p.196.0°CE197.1°C

[6254]  "HNMR (DMSO—d6) Sppm:1.68-1.71 (1H,m) ,1.88-1.94 (1H,m) ,2.38-2.41 (2H,m) ,
2.71-3.02 (4H,m) ,3.50-3.53 (2H,m) ,3.66 (1H,d,J=8.8Hz) ,3.71-3.75 (1H,m) ,4.01 (1H,
d,J=8.8Hz) ,4.58 (11,s) ,4.91 (1H,d,J=6.6Hz) ,6.56 (1H, dd,J=9.1Hz,3.7Hz) ,6.99-
7.03(3H,m) ,7.18 (2H,d,J=8.6Hz) ,10.02 (1H,s) -

[6255]  =f5323

[6256]  5-({(3R,4R) —1-[4- (T AL - FE] -3, 4- R FRIR e —4-JL} H A0 ) 8- -
3, 4- A MEmk-2 (1H) - A

[6257]  ZRALLSEAI2591M & o

[6258] (/BE//K)m.p.163.1CE164.6°C

[6259]  'HNMR (DMSO-d6) Sppm:1.68-1.71 (1H,m) ,1.88-1.95 (1H,m) ,2.40-2.43 (2H,m) ,
2.75-2.86 (3H,m) ,2,92-2.97 (1H,m) ,3.43-3.51 (2H,m) ,3.66 (1H,d,J= 8.8Hz) ,3.72-
3.77 (1H,m) ,4.01 (1H,d,J=8.8Hz) ,4.54 (1H,s) ,4.87 (1H,d,J= 6.6Hz) ,6.56 (1H,dd,J=
9.1Hz,3.8Hz) ,6.90-7.22 (6H,m) ,10.01 (1H,s) -

[6260]  s2f31|324

[6261]1  5-{[ (3R,4R) —1- 4~ —2-F KK -3,4- L HLWRmE-4-FL] A L) -7,8- 53,
4— TEEHR-2 (1H) -FfH

[6262]  ZRALLSEAI2591M & o

[6263] (LR HE)m.p.192.6°CE193.4°C

[6264]  'HNMR (DMSO-d6) Sppm:1.70-1.77 (1H,m) ,1.87-1.95(1H,m) ,2.45 (2H, t,J=
7.5Hz) ,2.77-2.90 (3H,m) ,2.93-3.01 (1H,m) ,3.06-3.13 (1H,m) ,3.14-3.19 (1H,m),3.71
(1H,d,J=9.0Hz)) ,3.74-3.80 (1H,m) ,4.01 (1H,d,J=9.0Hz) ,4.59 (1H,s) ,4.95(1H,d,]
=6.0Hz) ,6.71 (1H,dd,J=12.5Hz,6.0Hz) ,7.06 (1H,t,J= 9.0Hz) ,7.16 (1H,dd,J=
8.5Hz,2.0Hz) ,7.31 (1H,dd,J=12.5Hz,2.5Hz) ,10.31 (1H,s) .

[6265]  5{5325

[6266]  5-{[ (3R,4R) -1- (4-{R-2,6- "9 A HE) -3 ,4- ZFR FLWRIE-4-JL ] H 4 0L} -7,8-—
-3, 4- A EmRR-2 (1H) i

[6267] AL A4 217 A o

[6268] (LW Z.HE) m.p.204.5°CE204.6°C

[6269]  'HNMR (DMSO-d6) Sppm:1.67-1.70 (1H,m) ,1.84-1.90 (1H,m) ,2.48 (2H, t,J=
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7.5Hz) ,2.80-2.91 (3H,m) ,2.95-2.98 (1H,m) ,3.17-3.22 (11,m) ,3.30-3.38 (1H,m) ,3.68-
3.72(1H,m) ,3.71 (1H,d,J=9.0Hz) ,4.01 (1H,d,J=9.0Hz) ,4.56 (1H,brs) ,4.89(1H,d,]
=5.5Hz) ,6.73 (1H,dd,J=12.5Hz,6.0Hz) ,7.35-7.40 (2H,m),10.31 (1H,brs) .

[6270] 515326

[6271]  5-{[ (3R,4R) —1- (4—-2,6- " A H) -3, 4- — ¥ RENRmE—4- L] F 4 ) -8-50-3,
4— A2 (1H) -FfH

[6272]  2RALLSZHIA2TH & K

[6273] (L& BR/ M) m.p.203.6°C%203.7C

[6274]  'HNMR (DMSO-d6) Sppm:1.68-1.71 (1H,m) ,1.86-1.92 (1H,m) ,2.49 (2H, t,J=
7.5Hz) ,2.85-2.92 (3H,m) ,2.94-2.98 (1H,m) ,3.18-3.23 (11,m) ,3.30-3.38 (1H,m) ,3.70-
3.75(1H,m) ,3.72 (1H,d,J=9.0Hz) ,4.05 (1H,d,J=9.0Hz) ,4.57 (1H,brs) ,4.89(1H,d,]J
=6.5Hz) ,6.68 (1H,d,J=9.0Hz) ,7.25 (1H,d,J=9.0Hz) , 7.35-7.41(2H,m) ,9.37 (1H,
brs) »

[6275]  =Lf5327

[6276]  8-&-5-{[ (3R,4R) ~1- (4-E-2-F K IE) -3,4- R FLIRIE -4 FE ] 4 FE ) 79 -
3, 4- A MEmk-2 (1H) - A

(62771 ZRALL 2451259110 & % -

[6278]  '"HNMR (DMSO—d6) Sppm:1.73-1.76 (1H,m) ,1.88-1.94 (1H,m) ,2.46-2.50 (2H,m) ,
2.79-3.18 (6H,m) ,3.75-3.79 (2H,m) ,4.06 (1H,d,J=9.1Hz) ,4.61 (1H, s),4.96 (1H,d,]J=
6.3Hz) ,6.81 (1H,d,J=11.5Hz) ,7.08 (1H,t,J=9.2Hz) ,7.17 (1H,dd,J=8.7Hz,2.2Hz) ,
7.32(1H,dd,J=12.5Hz,2.5Hz) ,9.69 (1H,s) -

[6279]  ={5328

[6280]  8-&-5-{[ (BR,4R) ~1- 4-F 2% 7 3L) -3,4- FRILNRIE—4-JE ] 48 3L} -3 ,4-—
k-2 (1H) — i

[6281]  JEABASLA5I259 1T & o

[6282] (LR TR/ LBE) m.p.185.0°CA186.4°C

[6283]  'HNMR (DMSO-d6) Sppm:1.70-1.77 (1H,m) ,1.90-1.98 (1H,m) ,2.46 (2H, t,J=
7.5Hz) ,2.81-2.93 (3H,m) ,2.93-3.02 (1H,m) ,3.06-3.13 (1H,m) ,3.14-3.19 (1H,m),3.72
(1H,d,J=9.0Hz)) ,3.74-3.83 (1H,m) ,4.04 (11,d,J=9.0Hz) ,4.59 (1H,s) ,4.94 (11,d,]
=6.0Hz) ,6.67 (1H,d,J=9.0Hz) ,7.06 (1H,t,J=9.0Hz) , 7.17 (1H,dd,J=9.0Hz,2.5Hz) ,
7.24(1H,d,J=9.0Hz) ,7.31 (1H,dd,J=12.5 Hz,2.5Hz) ,9.37 (1H,s) .

[6284]  5{5]329

[6285]  5-{[ (3R,4R) —1- (4-P1-2,6- A L) -3, 4- ~FRHLIRIE—4-FL] P AR JL) -8-&(-7-
B3, 4- A EIK-2 (1H) —

[6286]  FEABLSLAFI4 21 A o

[6287] (L& PR/t m.p.199.0°C%199.6°C

[6288]  'HNMR (CDC13) 8ppm:1.91-2.00 (2H,m) ,2.37 (1H,d,J=7.5Hz) ,2.58 (1H,brs),
2.64(2H,t,J=7.5Hz) ,2.95-2.98 (2H,m) ,3.03-3.06 (1H,m) ,3.23-3.30 (2H,m) ,3.34~
3.39 (1H,m) ,3.94-3.98 (1H,m) ,4.00 (1H,d,J=9.0Hz) ,4.03 (1H,d, J=9.0Hz) ,6.50 (1H,
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d,J=10.5Hz) ,7.02-7.07 (2H,m) ,7.56 (1H,brs) »

[6289] 545330

[6290]  5-{[ (3R*,4R") ~1- (4-F—2-F AR IE) 3,4~ R ILNRIE 4L ] A} -7,8- 9 -
3, 4- A MEmk-2 (1H) - A

[6291]  SRABNSLAI257 1M & ko

[6292] (4R BR/ M) m.p.220.5°C%221.3C

[6293]  'HNMR (DMSO-d6) 8ppm:1.68-1.76 (1H,m) ,1.86-1.96 (1H,m) ,2.45 2H, t,J=
7.5Hz) ,2.76-2.90 (3H,m) ,2.93-3.00 (1H,m) ,3.05-3.13 (1H,m) ,3.14-3.19 (1H,m),3.71
(1H,d,J=8.9Hz) ,3.73-3.79 (1H,m) ,3.98-4.05 (1H,m) ,4.59 (1H, s),4.95(1H,d,J=
6.0Hz) ,6.71 (1H,dd,J=12.6Hz,6.1Hz) ,7.06 (1H,t,J=9.1 Hz) ,7.16 (1H,dd,J=8.1Hz,
2.1Hz) ,7.31(1H,dd,J=12.5Hz,2.4Hz) ,10.31 (1H,s) .

[6294]  5f5I331

[6295]  5-{[ (3R,4R) -1- (1,3~ 2R FFHEME-2-JL) -3, 4- "R FLNRIE -4 ] H 48 2} -8-9-3,
4— TEEHR-2 (1H) -FfH

[6296] ALl 245124611 2 ik o

[6297]  (LWE/ PR B m.p.190°CE191°C

[6298]  'HNMR (DMSO-d6) Sppm:1.76-1.82 (1H,m) ,1.84-1.93 (1H,m) ,2.36 (2H, t,J=
7.7Hz) ,2.71-2.86 (2H,m) ,3.19-3.27 (1H,m) ,3.30-3.41 (1H,m) ,3.69-3.76 (2H,m) ,3.93-
4.02 (2H,m) ,4.03 (1H,d,J=8.9Hz) ,4.80 (1H,s) ,5.17 (1H,d,J= 6.1Hz) ,6.56 (1H,dd,J=
9.2Hz,3.8Hz) ,6.97-7.04 (2H,m) ,7.15(1H,dt,J=1.1 Hz,7.7Hz) ,7.28 (1H,d,J=7.3Hz) ,
7.40 (1H,d,J=7.8Hz) ,10.00 (1H,s) -

[6299]  5{5332

[6300]  5-{[ (3R,4R) -3,4- =& H—1- (1-F FE—TH-JR FF IR e —2—J) DR g -4 2 ] FH A 0L ) -
8——3,4- S EMk-2 (1H) -l

[6301]  2KALL 5245124511 2 ik o

[6302] (Zf)m.p.138°C&E147°C

[6303]  'HNMR (DMSO-d6) Sppm:1.69-1.75 (1H,m) ,2.01-2.10 (1H,m) ,2.41 (2H, t,J=
7.6Hz) ,2.79-2.91 (2H,m) ,3.11 (1H,t,J=11.3Hz) ,3.20-3.29 (1H,m) , 3.36-3.44 (2H,m) ,
3.60 (3H,s) ,3.70 (1H,d,J=8.8Hz) ,3.92-4.01 (1H,m) ,4.04 (1H,d,J=8.8Hz) ,4.62 (1H,
s),4.96 (1H,d,J=6.4Hz) ,6.58 (1H,dd,J=9.1Hz, 3.8Hz),7.02 (1H,t,J=9.7Hz) ,7.05-
7.11 (2H,m) ,7.29-7.35(1H,m) ,7.37-7.42 (1H,m),10.02 (1H,s) .

[6304]  ={5333

[6305]  5-{[ (3R,4R) —1- (6-5—1, 3R FFHEME-2-JE) -3, 4- ¥R LR AE -4 3 ] FH 4 2 ) -8~
-3, 4- A k-2 (1H) — iR

[6306]  JEABLSL 51246 1M & K o

[6307] () m.p.219°C&E220°C

[6308]  'HNMR (DMSO-d6) Sppm:1.76-1.83 (1H,m) ,1.83-1.93 (1H,m) ,2.38 (2H, t,J=
7.7Hz) ,2.73-2.88 (2H,m) ,3.24 (1H,t,J=11.5Hz) ,3.35-3.43 (1H,m) , 3.67-3.77 (2H,m) ,
3.91-4.00 (2H,m) ,4.03 (1H,d,J=8.9Hz) ,4.82(1H,s) ,5.19 (1H,d,J=6.0Hz) ,6.56 (1H,
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dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.19 (1H,dd,J=8.4Hz,2.0Hz) ,7.26 (1H,d,
J=8.4Hz) ,7.58 (1H,d,J=2.0Hz) , 10.01 (1H,s) .

[6309] 551334

[6310]  8-5(—5-{[ (3R*,4R") —1- (4-F—2-F AR L) -3, 4- " FRHENRIE -4 28] FH 4 ) -3, 4
A K2 (1H) —

(63111 RALLSLAFI257 T & % o

[6312] (ZFRZME) m.p.195.5°C&195.6°C

[6313]  'HNMR (CDC1s3) Sppm:1.95-2.02 (2H,m) ,2.42 (2H,d,J=7.0Hz) ,2.59 (1H,s),2.62
(2H,t,J=7.5Hz) ,2.91-3.02 (3H,m) ,3.02-3.09 (1H,m) ,3.15-3.21 (1H,m),3.99-4.08
(3H,m) ,6.57 (1H,d,J=9.0Hz) ,6.90-6.94 (1H,m) ,7.04-7.08 (2H,m) ,7.19(1H,d,J=
9.0Hz) ,7.75 (1H,brs) -

[6314]  5{5335

[6315]  5-{[ (3R,4R) —1— (IH-ZKF-WKME-2-3E) -3, 4- SR LR g -4 ] H 45 2L} -8-%(-3,
4— A2 (1H)

[6316] ALl 24512451 2 ik o

(63171  (41%/7/K)m.p.279°CFE281°C

[6318]  'HNMR (DMSO-d6) Sppm:1.69-1.77 (1H,m) ,1.82-1.92 (1H,m) ,2.31 (2H, t,J=
7.7Hz) ,2.66-2.80 (2H,m) ,3.08 (1H,t,J=11.5Hz) ,3.18-3.27 (1H,m) ,3.69 (1H,d,J=
8.9Hz) ,3.69-3.76 (1H,m) ,3.83-3.91 (1H,m) ,3.97 (1H,dd,J=12.3Hz, 4.8Hz),4.02 (1H,
d,J=8.9Hz) ,4.68 (11,s) ,5.05 (1H,d,J=6.7Hz) ,6.56 (1H, dd,J=9.1Hz,3.8Hz) ,6.88-
6.95(2H,m) ,7.00 (1H,t,J=9.7Hz) ,7.15-7.21 (2H, m) ,9.99 (1H,s) ,11.46 (1H,brs) .
[6319]  5{5336

[6320]  8-%—5— {[ (3R*,4R™) —1- (4-F K IE) -3, 4- —JRFLNRIE -4 ] FHAA ) -3, 4- 58
Ibk—2 (1H) —Ff

[6321]  2RALLSZHFIA2TH & K

[6322] (LR HE)m.p.182.4°CE182.5C

[6323]  'HNMR (DMSO-d6) Sppm:1.68-1.71 (1H,m) ,1.89-1.96 (1H,m) ,2.42 (2H, t,J=
8.0Hz) ,2.75-2.84 (3H,m) ,2.90-2.94 (1H,m) ,3.37-3.41 (2H,m) ,3.66 (1H,d, J=8.5Hz),
3.73-3.78 (1H,m) ,4.01 (1H,d,J=8.5Hz) ,4.53 (1H,brs) ,4.86 (1H,d, J=6.5Hz) ,6.56
(1H,dd,J=9.0Hz,4.0Hz) ,6.95-7.06 (5H,m) ,10.02 (1H,brs) -

[6324]  5f5337

[6325] 8% —5-{[ (3R,4R) —1—- (4—H IKFL) -3, 4~ ~FLIENRIE -4-FE | 4 ) -3, 4- 5%
Ibk—2 (1H) —Ff

[6326]  RALL ST A K

[6327] (LW HE)m.p.185.2°C%185.3°C

[6328]  'HNMR (DMSO-d6) Sppm:1.68-1.71 (1H,m) ,1.89-1.96 (1H,m) ,2.42 (2H, t,J=
8.0Hz) ,2.75-2.84 (3H,m) ,2.90-2.94 (1H,m) ,3.37-3.41 (2H,m) ,3.66 (1H,d, J=9.0Hz),
3.73-3.78 (1H,m) ,4.01 (1H,d,J=9.0Hz) ,4.53 (1H,brs) ,4.86 (1H,d, J=6.5Hz) ,6.56
(1H,dd,J=9.0Hz,4.0Hz) ,6.95-7.06 (5H,m) ,10.02 (1H,brs) -
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[6329]  5{5338

[6330]  8-7R-5-{[ (3R,4R) —1- (- —2-J A& L) -3, 4- R FLIRIE-4-FL ] A k) -3 ,4-—
k-2 (1H) — i

[6331]  RALLSZHBIA2TH & K

[6332]  'HNMR (DMSO-d6) Sppm:1.71-1.78 (1H,m) ,1.90-1.98 (1H,m) ,2.48 (2H, t,J=
7.7Hz) ,2.81-2.94 (3H,m) ,2.95-3.02 (1H,m) ,3.07-3.13 (1H,m) ,3.14-3.21 (1H,m),3.73
(1H,d,J=8.8Hz) ,3.76-3.83 (1H,m) ,4.05(1H,d,J=8.8Hz) ,4.60 (1H,brs) ,4.94-4.98
(1H,m) ,6.65 (1H,d,J=9.0Hz) ,7.08 (1H,t,J=9.0Hz) ,7.17 (1H,dd,J=8.7Hz,2.2Hz) ,
7.32(1H,dd,J=12.5Hz,2.2Hz) ,7.40 (1H,d,J=8.7 Hz) ,8.95 (1H,brs) .

[6333]  5f5339

[6334]  5-{[ (BR",4R") —1- (4-R-2,6- G AIE) -3, 4~ FRJENRAE -4 58] A L) -8-& -
3, 4- A MEmk-2 (1H) - A

[6335]  SRARLSZAGI257 T4 K o

[6336] (4R TE)m.p.195CA198°C

[6337]  '"HNMR (DMS0-d6) 8ppm:1.70 (1H,d,J=13.5Hz) ,1.86-1.93 (1H,m) , 2.46-2.50
(2H,m) ,2.85-2.99 (4H,m) ,3.18-3.34 (2H,m) ,3.70-3.75 (2H,m) ,4.06 (1H,d,J=8.7Hz) ,
4.56 (1H,s) ,4.88 (1H,d,J=6.4Hz) ,6.68 (1H,d,J=8.9Hz) , 7.25(1H,d,J=8.9Hz) ,7.34-
7.41(2H,m) ,9.36 (1H,s) .

[6338] 5245340

[6339]  5—{[ (3R*,4R") —1- Q—{R-4-F -6 K IL) -3 ,4- SR FEWR Mg —4-Jk ] A A0 5k} -8 98
-3, 4- A Emk-2 (1H) -

[6340]  F5-{[ (3R™,4R") —1- (2—¥R-4-F-6-F A L) -3 {[PUT 2 (CH ) REHE ] S 2t —4-
FREEWRUE -4-J ] A AR 8- -3, 4- A MMk -2 (1H) — /i (0. 16g) 1) PY A Wk (THF)
(3.2mL) VEVR R, A1 . OMAE Ak Y 1E T FE4% (TBAF) PUZ R (THF) ¥4 (0.304mL) , b 2 M VR
G T ERBEFE3053 8 K T S B, BAI S 2R ER T UE W) « BT 75 i A DL DR R E 35% LAt
PERSSCEEZ A, YU T (60°C) TR thrL &4 (0.11g) «

[6341]  '"HNMR (DMS0-d6) 8ppm:1.68 (1H,d,J=13.4Hz) ,1.73-1.80 (1H,m) , 1.87-2.06
(1H,m) ,2.47 (2H,t,J=7.7Hz) ,2.73-2.85 (1H,m) ,2.85-2.99 (2H,m) , 3.16-3.28 (1H,m) ,
3.28-3.40 (1H,m) ,3.68 (1H,d,J=8.9Hz) ,3.75-3.86 (1H,m) , 4.03 (1H,d,J=8.9Hz) ,4.51
(1H,s) ,4.84 (1H,d,J=6.6Hz) ,6.58 (1H,dd,J=9.1 Hz,3.8Hz) ,7.02(1H,t,J=6.3Hz) ,
7.49(1H,dd,J=11.5Hz,2.4Hz) ,7.59-7.65 (1H,m),10.02 (1H,brs) .

[6342]  5f5341

[6343]  8-JR-5-{[ (BR,4R) -1~ (4-F 2,6~ _FAIKE) -3,4- _FoREMRmE -4 ] 4 3L} -3,
4— A2 (1H) -Ff{

[6344]  FEABSLAI4 217 A o

[6345]  'HNMR (DMSO-d6) Sppm:1.66-1.74 (1H,m) ,1.85-1.94 (1H,m) ,2.49 (2H, t,J=
7.7Hz) ,2.85-2.95 (4H,m) ,3.08-3.15 (1H,m) ,3.30-3.38 (1H,m) ,3.69-3.76 (2H,m) ,4.05
(1H,d,J=8.9Hz) ,4.58 (1H,brs) ,4.88-4.92 (1H,m) ,6.65 (1H,d,J= 9.0Hz) ,7.24-7.31
(2H,m) ,7.40 (1H,d,J=9.0Hz) ,8.95 (1H,brs) .
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[6346]  5{5342

[6347]  5-{[ (3R*,4R") -1- 4-&-2,5- —H K HL) -3,4- —FFIIRmE-4-F ] HE R -8-H -
3,4- S WEmk-2 (1H)

[6348]  RALLSZAGI257 T K o

(63491 "HNMR (DMSO-d6) Sppm:1.66-1.77 (1H,m) ,1.86-1.98 (1H,m) ,2.45 (21, t,J=
7.7Hz) ,2.74-2.94 (3H,m) ,2.96-3.07 (1H,m) ,3.09-3.20 (1H,m) ,3.20-3.26 (1H,m),3.69
(1H,d,J=8.8Hz) ,3.74-3.86 (1H,m) ,4.02 (1H,d,J=8.8Hz) ,4.59 (1H,s) ,4.96 (1H,d,]J=
6.4Hz) ,6.57 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J= 9.7Hz) ,7.11 (1H,dd,J=11.3Hz,
7.9Hz) ,7.50 (1H,dd,J=10.6Hz,7.1Hz) , 10.02 (1H,brs) -

[6350]  5f5343

[6351] 5~ ([ (3R, 4R) ~1- (5,6~ Fi~1~F1 B~ TH-ZEIE BRI -2-9E) -3, 4~ FR HENR I ~4— 3£ ]
L 4E L) -8~ 43, 4- — & k-2 (1H) -

[6352]  SBALLSZ 512451 & F% o

[6353]  THNMR (DMSO-d6) Sppm:1.68-1.74 (1H,m) ,1.98-2.08 (1H,m) ,2.41 (2H, t,]=
7.6Hz) ,2.79-2.90 2H,m) ,3.11 (1H,t,J=11.4Hz) ,3.19-3.28 (1H,m) , 3.36-3.44 (2H,m) ,
3.59 (3H,s) ,3.70 (1H,d,J=8.9Hz) ,3.90-3.97 (1H,m) ,4.03 (1H,d,J=8.9Hz) ,4.63 (1H,
s),4.96 (1H,d,J=6.4Hz) ,6.58 (1H,dd,J=9.1Hz, 3.8Hz) ,7.02(1H,t,J=9.7Hz) ,7.43
(1H,dd,J=11.3Hz,7.5Hz) ,7.51 (1H,dd,] =10.8Hz,7.4Hz) ,10.01 (1H,s)

[6354]  s2f51|344

[6355]  5- ({(3R,4R) -3, 4~ —¥2FE—1-[1- (F A FEH ) - 1TH-ZE FFmkme -2 F T DR i -4 )
I 4E ) -S43, 4- — & mk—2 (1H) - i

[6356]  KALLSZ 512451 2 A% o

[6357]  "HNMR (DMSO-d6) Sppm:1.68-1.75 (1H,m) ,1.99-2.09 (1H,m) ,2.40 (2H, t,J=
7.7Hz) ,2.79-2.91 (2H,m) ,3.13 (1H,t,J=11.4Hz) ,3.23-3.32 (1H,m) ,3.36 (3H,s),3.50~
3.60 (2H,m) ,3.70 (1H,d,J=8.9Hz) ,3.89-3.97 (1H,m) ,4.03 (1H,d, J=8.9Hz) ,4.62 (1H,
s),4.96 (1H,d,J=6.6Hz) ,5.33 (2H,s) ,6.58 (1H,dd,J=9.2 Hz,3.8Hz) ,7.02 (1H,t,J=
9.7Hz) ,7.08-7.15 (2H,m) ,7.38-7.42 (1H,m) , 7.43-7.47 (1H,m) ,10.01 (1H,s) .

[6358]  5f5345

[6359]  8-4—5-{[ (3R, 4R) ~1- (2~ F—4-FRFHLIKIL) -3, 4~ FRILIRNE —4-FE ] FH 43 ) -3, 4~
— A WEI-2 (1H) -

[6360]  EASSHHE T, T100CHiHEs— {[ (3R, 4R) —1- (4—JR-2-9R A HL) -3, 4- R HIRIE -
A-JE]H L) -8-9-3, 4- A MEME -2 (1) B (T07mg) <& (W F 3 ) — 48 (0)
(13 4ng) « 1 THL3,4,5,6- MR-, 47,6’ = (F5-23) B2 ]Gkt (14.07 mg)
AR (386mg) (11,4~ k7K (1:1) (1.5mL) 5/ N o T 52 SR P R IN2NER 1, LA ot
WE AR TV o AR B 1 LUK 5 20 2 W6 e 5 207 T4 (100°C) T 4R 647 AL 44
(411mg) »

[6361]  "HNMR (DMSO-d6) Sppm:1.77-1.80 (1H,m) ,2.13-2.18 (1H,m) ,2.48 (21, t,]J=
7.5Hz) ,2.88-2.98 (2H,m) ,3.10-3.30 (4H,m) ,3.71 (1H,d,J=9.0Hz) , 3.98-4.04 (1H,m) ,
4.05(1H,d,J=9.0Hz) ,6.59 (1H,dd,J=9.0Hz,4.0Hz) , 6.63-6.64 (1H,m) ,6.67-6.70 (1H,
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m) ,7.03(1H,t,J=9.0Hz) ,7.27-7.35(1H,m) , 10.04 (1H,brs) .

[6362]  5L{5346

[6363]  5-{[ (3R,4R) -1- (4-F-2,6- " A HE) -3 ,4- ZFR LR IE-4-JL ] FH 4 0L} -3,4-—
k-2 (1H) — i

[6364]  TF70°C,FitE5-¥23-3, 4- A WEmk-2 (1H) - (0.4g) « (3R, 4R) -6- 4-&-2,6- —
FOREL) - 1-A 46— R B [2.5] F-4-1 (0.614g) HSHREEEAT (0.021mL) [l N, N-— HI £
P fi - 2- A (1:4) (3mL) BVFR 21N o T I NV H s DK 5 = R N I, DL DB aR SR AN
PEUTVEND » BT AR 4 LA B8 /7K 545 i o AT JE 2R AR UTVE WD, Pl 158 (70°C) T $2 A
WA (0.73g,98%ee) »

[6365] m.p.211°C&E212°C

[6366]  'HNMR (DMSO-d6) Sppm:1.65-1.72 (1H,m) ,1.86-1.98 (1H,m) ,2.43 (2H, t,J=
7.80z) ,2.77-2.94 (3H,m) ,2.94-3.00 (1H,m) ,3.21 (1H,t,J=10.7Hz) , 3.29-3.44 (1H,m,
50155 #Ei%) ,3.68 (1H,d,J=8.8Hz) ,3.71-3.79 (1H,m) , 4.04 (1H,d,J=8.8Hz) ,4.54
(1H,s) ,4.88 (1H,d,J=6.5Hz) ,6.49 (1H,d,J=8.1 Hz) ,6.59 (1H,d,J=8.1Hz) ,7.09 (1H,
t,J=8.1Hz) ,7.23-7.32 (2H,m) ,10.04 (1H, s) .

[6367]  5{5347

[6368]  5-{[ (3R,4R) ~1- (4—{R—2- IKFL) -3, 4~ FLIENRIE 4L ] 4 2} -3, 4- 5%
Wbk—2 (1H) — i

[6369]  ALLSL 534611 G ik o

[6370] (4P2/7/K)m.p.226°CHE227°C

[6371]  'HNMR (DMSO-d6) Sppm:1.69-1.78 (1H,m) ,1.91-2.01 (1H,m) ,2.42 (2H, t,J=
7.8Hz) ,2.75-2.90 (3H,m) ,2.94-3.03 (1H,m) ,3.06-3.14 (1H,m) ,3.14-3.22 (1H,m),3.69
(1H,d,J=8.8Hz) ,3.78-3.85 (11,m) ,4.04 (1H,d,J=8.8Hz) ,4.57 (1H,s),4.95(1H,d,]J=
6.4Hz) ,6.49 (1H,d,J=8.1Hz) ,6.59 (1H,d,J=8.1Hz) , 7.03 (1H,t,J=9.1Hz) ,7.08 (1H,
t,J=8.1Hz) ,7.30 (1H,dd,J=8.6Hz,1.8Hz) , 7.42 (1H,dd,J=12.3Hz,2.3Hz) ,10.03 (1H,
S) o

[6372]  5{5348

[6373]  5-{[ (3R,4R) ~1- (2,6~ % —4-Fe L K IL) -3, 4- “FRFENRIE -4 2 ] H 5 5 ) -85
-3, 4- A MEmk-2 (1H) -

[6374]  ZEALLSLA5 3451 G i o

[6375]  'HNMR (DMSO—d6) 8ppm:1.64-1.67 (1H,m) ,1.85-1.92 (1H,m) ,2.46-2.50 (2H,m) ,
2.66-2.72(1H,m) ,2.75-2.79 (1H,m) ,2.83-2.97 (2H,m) ,3.16-3.21 (1H, m) ,3.26-3.32
(1H,m) ,3.67 (1H,d,J=11.0Hz) ,3.68-3.74 (1H,m) ,4.00 (1H,d,J =11.0Hz) ,4.43 (1H,
brs) ,4.76 (1H,d,J=8.0Hz) ,6.37-6.44 (2H,m) ,6.56 (1H,dd, J=11.5Hz,4.5Hz) ,7.02
(1H,t,J=11.5Hz) ,10.00 (1H,brs) ,10.02 (1H,brs) .

[6376]  5{5349

(63771  5-{[ (BR*,4R") -1~ (4-5-2,6- W AEL) -3 ,4- _FRIENRIE -4 | 4 AL} -3,4-—
-2 (1H) — i

[6378]  JEABLSLA53461M & ko
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[6379]  (412/7K)m.p.233°C

[6380]  'HNMR (DMSO-d6) Sppm:1.65-1.72 (1H,m) ,1.86-1.98 (1H,m) ,2.43 (2H, t,J=
7.80z) ,2.77-2.94 (3H,m) ,2.94-3.00 (1H,m) ,3.21 (1H,t,J=10.7Hz) , 3.29-3.44 (1H,m,
51,0155 ®Ei%) ,3.68 (1H,d,J=8.8Hz) ,3.71-3.79 (1H,m) , 4.04 (1H,d,J=8.8Hz) ,4.54
(1H,s) ,4.88(1H,d,J=6.5Hz) ,6.49 (1H,d,J=8.1 Hz) ,6.59 (1H,d,J=8.1Hz) ,7.09 (1H,
t,J=8.1Hz) ,7.23-7.32 (2H,m) ,10.04 (1H, s) .

[6381] 545350

[6382]  5-{[ (3R*,4R") ~1- (4-{R-2-FHKI}L) -3, 4- R FENRIE-4-JE ] FH4A ) -3, 4- 58
Wbk—2 (1H) —

[6383]  ZEALLSL 534611 G ik o

[6384]  'HNMR (DMSO-d6) Sppm:1.69-1.78 (1H,m) ,1.91-2.01 (1H,m) ,2.42 (2H, t,J=
7.8Hz) ,2.75-2.90 (3H,m) ,2.94-3.03 (1H,m) ,3.06-3.14 (1H,m) ,3.14-3.22 (1H,m) ,3.69
(1H,d,J=8.8Hz) ,3.78-3.85 (1,m) ,4.04 (1H,d,J=8.8Hz) ,4.57 (I1H,s),4.95(11,d,]J=
6.4Hz) ,6.49 (1H,d,J=8.1Hz) ,6.59 (1H,d,J=8.1Hz) , 7.03 (1H,t,J=9.1Hz) ,7.08 (1H,
t,J=8.1Hz) ,7.30 (11,dd,J=8.6Hz,1.8Hz) , 7.42(1H,dd,J=12.3Hz,2.3Hz) ,10.03 (1H,
S) o

[6385]  52f5351

[6386]  5-{[ (3R,4R) ~1- (4-&-2,6- —FARIKE) -3,4- FRILIRNE -4 ] F4H L) -6,8-—
-3, 4- A EmRR-2 (1H) i

[6387]  [RIINAAG, 8- -5 FaKE-3, 4- Sk -2 (1H) - (23mg) « (3R,4R) —6- (4- &~
2,6- O ORSE) -1 286 R AR [2. 5] -4 (31.8mg) SAKIREF (3.19mg) [F2-EE-IK
(5:1) (0.5mL) ¥R 27N o Kl FHRE BB AR JEMTIE (C 58/ LR 2. TR) 24k b s 87 W 1 2 At e /it
WA (38mg) -

[6388]  'HNMR (CDC13) Sppm:1.88-1.95(2H,m) ,2.60 (1H,d,J=6.5Hz) ,2.64 (2H,t,J=
7.5Hz) ,2.81 (1H,brs) ,3.01-3.05 (1H,m) ,3.08 (2H,t,J=7.5Hz) ,3.26 (2H,d,J=7.0Hz),
3.33-3.39(1H,m) ,3.99 (1H,d,J=9.0Hz) ,4.00-4.04 (1H,m) , 4.12(1H,d,J=9.0Hz) ,6.85
(1H,t,J=10.0Hz) ,6.86-6.92 (2H,m) ,7.53 (1H,brs) .

[6389]  5{5352

[6390]  5-{[ (3R,4R) —1-(2,6- g —4-H IR IL) -3, 4- " FRIR g -4 -2 ] FH 4 ) -8
-3, 4- A k-2 (1H) -

[6391]  F5-{[ (3R,4R) -1- (2,6~ —H—4-J2 LR IE) -3, 4- R LR mE -4 ] H 4 2L} 8-
-3, 4- AR -2 (1H) — i (244mg) SHEREH (230mg) HIN, N-— H L FH I iz (2. 4mL) 2373
o, R DDA 5% (0. 313mL) , IS SR &40 T-90°C 100 CHHES /N o Ik T s Mtk , PA 2. R
CPERZERUZIE W A WLZ VAR K B, LG /K BRBR N T4 , 28 TR 4 I 591 o Bk BR 0 R e TS
MENTE (Dbt CR AT 2tk , 15 8 St X = Lh LR L6/ C b B 45 LA
AR TTEY) , TR 32 A A& 4 (T8mg) -

[6392] m.p.167.1°C#E167.3°C

[6393]  'HNMR (DMSO-d6) Sppm:1.66-1.68 (1H,m) ,1.86-1.92 (1H,m) ,2.47 (2H, t,J=
8.0Hz) ,2.72-2.74 (1H,m) ,2.80-2.83 (1H,m) ,2.84-2.95 (2H,m) ,3.18-3.22 (1H,m) ,3.28-
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3.35(1H,m) ,3.67 (1H,d,J=9.0Hz) ,3.70-3.74 (1H,m) ,3.73 (3H, s),4.01 (1H,d,J=
9.0Hz) ,4.46 (1H,brs) ,4.79 (1H,d,J=6.5Hz) ,6.58 (1H,dd,] =9.0Hz,4.0Hz) ,6.66-6.72
(2H,m) ,7.02 (1H,t,J=9.0Hz) ,10.03 (1H, brs)

[6394] 545353

[6395]  5-{[ (3R,4R) —1-(2,6- g —4-H LR IHE) -3, 4- " RNk g —4 -2 ] FH 4 ) -8
S-1-FE -3, 4- A k-2 (1H) -1

[6396] B4R (100°C) SLAFI352 AR M X 43 T $2 HiAs @k &4 (68mg) -

[6397]  'HNMR (CDC13) 8ppm:1.92-1.95 (2H,m) ,2.56-2.60 (2H,m) ,2.73 (1H,d,] =8.0Hz) ,
2.74 (1H,brs) ,2.85-2.99 (3H,m) ,3.18-3.24 (2H,m) ,3.26-3.32 (1H,m) , 3.42(3H,d,J=
7.0Hz) ,3.75(3H,s) ,3.95-3.98 (1H,m) ,4.00 (1H,d,J=9.5Hz) , 4.07 (1H,d,J=9.5Hz) ,
6.40-6.46 (2H,m) ,6.63 (1H,dd,J=9.0Hz,3.0Hz) ,6.95 (1H,dd,J=12.5Hz,9.0Hz) .
[6398]  s2f31|354

(63991  5-{[ (3R,4R) —1-(2,6- "9 —4- N AL AR IL) -3, 4- " SRR g -4 -2 ] FH 4 ) -8
-3, 4- A k-2 (1H) -

[6400]  JEABLSL 51481 & ko

[6401] (4R TR/ Cbi)m.p.194.8°CA195.0°C

[6402]  'HNMR (DMSO-d6) Sppm:0.95 (3H,t,J=7.0Hz) ,1.66-1.73 (3H,m) , 1.86-1.92 (1H,
m) ,2.48 (2H,t,J=7.5Hz) ,2.71-2.74 (1H,m) ,2.79-2.83 (1H,m) , 2.84-2.95 (2H,m) ,3.18-
3.22(1H,m) ,3.28-3.35(1H,m) ,3.67 (1H,d,J=9.0Hz) , 3.70-3.74 (1H,m) ,3.90 (2H,t,]J=
6.5Hz) ,4.01 (1H,d,J=9.0Hz) ,4.46 (1H,brs) , 4.79(1H,d,J=6.5Hz) ,6.58 (1H,dd,J=
9.0Hz,4.0Hz) ,6.64-6.70 (2H,m) ,7.02 (1H,t,J=9.0Hz) ,10.03 (1H,brs) .

[6403]  5{5355

[6404]  5-{[ (3R,4R) -1- (4-T % HE-2,6- AR IE) -3, 4- " RNk g -4 ] FH 4 ) -8
-3, 4- A k-2 (1H) — iR

[6405] ALl 524511487 & ik o

[6406]  (ZB&BR/Cft)m.p.185.8°C%186.2°C

[6407]  'HNMR (DMSO-d6) Sppm:0.92 (3H,t,J=7.0Hz) ,1.37-1.44 (2H,m) , 1.63-1.69 (3H,
m) ,1.86-1.91 (1H,m),2.48 2H,t,J=7.5Hz) ,2.71-2.74 (1H,m) , 2.79-2.82 (1H,m) ,2.85-
2.96 (2H,m) ,3.18-3.22 (1H,m) ,3.28-3.35 (1H,m) ,3.67 (1H,d,J=8.5Hz) ,3.70-3.74 (1H,
m) ,3.93 (2H,t,J=6.5Hz) ,4.01 (1H,d,J=8.5 Hz) ,4.46 (1H,brs) ,4.79 (1H,d,J=6.5Hz) ,
6.58 (11,dd,J=9.0Hz,3.5Hz) , 6.64-6.70 (2H,m) ,7.02 (1H,t,J=9.0Hz) ,10.03 (1H,
brs) »

[6408]  5L{5356

[6409]  5-{[ (3R*,4S™) ~1- (3,5~ &ML IE-2-3%) -3 ,4- FRIENRIE 43 ] A AL} -85 -
3, 4- A MEmk-2 (1H) - A

[6410]  T-60°C,#itHE (1S*,65%) —6-{[ (8- —2-%Af8-1,2,3,4-PUS M mk—5-3L) 4 3L ]
B} =TS8 -3-E A [4. 1. 0] Beke—3-F IR T e (392mg) 1) = L B8 (10mL) I3/
B, R4 [ SR - AR B s N2, 3, 5- =&ML e (219mg) HKEREF  (691mg) SN-F -2k
W EE (NMP) (5mL) , LY AP F100°CHiRES /NF, FH AN K, PL AR LB BUZ AR A
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MLIZ LAK 5 3h 7K Bk ULIC/K B BR AN T4, 28 1R i 71 Bk B 0 A R I A B ATV (2
WLt/ R OHR)  4idk, DL G BEBERS, T M 42 fiazs 8k &4 (188mg) -

[6411]  'HNMR (DMSO-d6) Sppm:1.45-1.43 (1H,m) ,2.03-2.11 (1H,m) ,2.45 (2H, t,J=
7.6Hz) ,2.89-2.99 (2H,m) ,3.16-3.27 (2H,m) ,3.40-3.50 (2H,m) ,3.60-3.70 (3H,m),3.80
(1H,d,J=9.4Hz) ,3.94 (1H,d,J=9.4Hz) ,6.56 (1H,dd,J=9.1Hz, 3.8Hz),6.99 (11,t,]=
9.7Hz) ,7.94(1H,d,J=2.3Hz) ,8.20 (1H,d,J=2.3Hz) , 9.99 (1H,brs) »

[6412]  5{5357

[6413]  5-{[ (3R",4S") ~1- (4-F —2-F A& HL) -3,4- R FENRIE-4-FE | AL} -8-9-3, 4~
AR -2 (1H) —

[6414]  F5-{[ (BR*,4S") -3— {[F T 2& (- H &) RESE VA L) —1- (S -2-F R 2L —4-FR 2t
WRWE-4-3% ] B AR ) -8-3—1- (4-F AR R3E) -3, 4- &AM mk-2 (1H) — Pl (360mg) L5 28 F ik
(0. 117mL) FIVEEWH , I I =8 LR (5ml) , B SR A T-60 CHi 4/ N, Z8 TP 77
S5 B s T DU SRk IR (THE) (5mL) 1, T-0°C, T-H A N6 1E T 2 4% (TBAF) (IMPYE
AR (THF) ¥5%) (1.07mL) o LISV T Z iR A FES /NN, 28 PR V5 551 o 5 B8 W oR) A IR B 2
Mrik (& e/ LR O TR) 4lidk,, DL — Z Bk B i He bR ik &4 (65mg) -

[6415]  'HNMR (DMSO-d6) Sppm:1.52-1.59 (1H,m) ,1.99-2.07 (1H,m) ,2.45 (2H, t,J=
7.9Hz) ,2.94 (2H,t,J=8.0Hz) ,3.01-3.08 (1H,m) ,3.09-3.17 (2H,m) , 3.20-3.26 (1H,m) ,
3.68 (1H,brs) ,3.85(1H,d,J=9.4Hz) ,3.96 (1H,d,J=9.4Hz) , 4.82(2H,s) ,6.57 (1H,dd, ]
=9.2Hz,3.8Hz) ,7.00 (1H,t,J=9.8Hz) ,7.06 (1H,t, J=9.3Hz),7.14 (1H,dd,J=8.7Hz,
2.3Hz) ,7.29(1H,dd,J=12.6Hz,2.4Hz) , 10.01 (1H,brs) .

[6416] 545358

[6417]  5-{[ (3R*,4S") —1- (2,4~ &) -3,4- FoFLURME -4-FE | 4} -89 -3,4-—
k-2 (1H) — R

[6418]  SEABLSLAI357 1M & o

[6419]  'HNMR (CDC13) Sppm:1.73-1.79 (1H,m) ,2.07-2.05 (1H,m) ,2.44 (1H,brs) , 2.65
(2H,t,J=7.8Hz) ,2.95-3.05 (2H,m) ,3.06-3.16 (2H,m) ,3.22-3.27 (1H,m) , 3.30(1H,d,]J
=9.9Hz) ,3.35-3.39 (1H,m) ,3.78-3.83 (1H,m) ,3.89 (1H,d,J=8.9 Hz) ,4.21 (1H,d,J=
8.9Hz) ,6.55(1H,dd,J=9.2Hz,4.0Hz) ,6.93 (11,t,J=9.4 Hz) ,7.08 (1H,d,J=8.6Hz) ,
7.23 (11,dd,J=8.6Hz,2.4Hz) ,7.40 (1H,d,J=2.5 Hz) ,7.66 (11,brs) .

[6420] 5245359

[6421]  5-{[ (BR*,4S") ~1- (4-5 2,6~ "3 AIE) -3,4- " FRIENRNE-4-FE ] AL ) -8 -
3, 4- A MEmk-2 (1H) - A

[6422]  T-0°C, T5— ({ (3R*,4S%) —1- (4-5—2,6- A IL) —4-F2H-3-[ (4-FF A L)
AL IR IE—4-JE} AU HE) -89 -3, 4- A k-2 (1H) B (68mg) 52K H ik (0.026 mL) [ —
FHBE (0. 7ml) R, I =5 LR (0.8mL) , B NVR G W) T iR FE28 . 57N o K T
S N, CAONEL B AL B /K W R AL, L AR 2 B8 R BUZ IS . B HLZ A SR /K Pk, BLJE /K B
FRANT-I52 , 28 TR B VA 77 W B R R RS A IR ATV (o / GBR O BiR) 44k, LL T bt/ 1R 4
BedEss, TR dihs @ik 549 (19mg) -

[6423]  'HNMR (DMSO-d6) Sppm:1.49-1.52 (1H,m) ,1.99-2.05 (1H,m) ,2.45 (2H, t,J=
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7.5Hz) ,2.94 (2H,t,J="7.5Hz) ,2.95-3.00 (2H,m) ,3.28-3.35 (1H,m) , 3.52-3.54 (1H,m) ,
3.60-3.62 (11,m) ,3.83 (1H,d,J=9.5Hz) ,3.95 (1H,d,J=9.5 Hz) ,4.70 (1H,d,J=5.0Hz) ,
4.82 (1H,brs) ,6.57 (1H,dd,J=9.0Hz,4.0Hz) ,7.00 (1H,t,J=9.0Hz) ,7.22-7.28 (2H,m) ,
10.01 (1H,brs) .

[6424] 545360

[6425]  5-{[ (3R,4S) -1- (4-5—2,6- 9 K HE) -3, 4- ZFRFLMRAE—4-JE ] HH 40k} -8—96(-3,
4— A2 (1H)

[6426]  ZRALLSEAI3591M & o

[6427]  'HNMR (DMSO-d6) Sppm:1.49-1.52 (1H,m) ,1.99-2.05 (1H,m) ,2.45 (2H, t,J=
7.5Hz) ,2.94 (2H,t,J="7.5Hz) ,2.95-3.00 (2H,m) ,3.28-3.35 (1H,m) , 3.52-3.54 (1H,m) ,
3.60-3.62 (11,m) ,3.83 (1H,d,J=9.5Hz) ,3.95 (1H,d,J=9.5 Hz) ,4.69 (1H,d,J=5.5Hz) ,
4.82 (1H,brs) ,6.57 (1H,dd,J=9.0Hz,4.0Hz) ,7.00 (1H,t,J=9.0Hz) ,7.22-7.28 (2H,m) ,
10.01 (1H,brs) .

[6428]  5f5361

[6429]  5-{[(3S,4R) -1- (4-5—2,6- 9 K HE) -3, 4- ZFRFLMRAE—4-JE ] HH 40k} -8—96(-3,
4— A ER-2 (1H)

[6430]  ZRALLSEAHI3591M & o

[6431]1  (Z#/7/K)m.p.206.0°CE206.1°C

[6432]  'HNMR (DMSO-d6) Sppm:1.49-1.52 (1H,m) ,1.99-2.05 (1H,m) ,2.45 (2H, t,J=
7.5Hz) ,2.94 (2H,t,J="7.5Hz) ,2.95-3.00 (2H,m) ,3.28-3.35 (1H,m) , 3.52-3.54 (1H,m) ,
3.60-3.62 (1H,m) ,3.83 (1H,d,J=9.5Hz) ,3.95 (1H,d,J=9.5 Hz) ,4.69 (1H,d,J=5.5Hz) ,
4.82 (1H,brs) ,6.57 (1H,dd,J=9.0Hz,4.0Hz) ,7.00 (1H,t,J=9.0Hz) ,7.22-7.28 (2H,m) ,
9.99 (1H, brs) »

[6433]  5{5362

[6434]  5-{[ (3S,4R) ~1- (-T2~ AR) -3,4- I IRNE-4-FE ] FH ) -8-%-3,4-
S k-2 (1H) —

[6435]  ZRALLSEAI3591M & o

[6436]  (£1/7/K)m.p.198.6°CE198.8°C

[6437]  'HNMR (DMS0-d6) 8ppm:1.54-1.57 (1H,m) ,2.00-2.06 (1H,m) ,2.45 2H, t,J=
7.5Hz) ,2.94 (2H,t,J=7.5Hz) ,3.02-3.06 (1H,m) ,3.10-3.15(2H,m) , 3.22-3.24 (1H,m) ,
3.67-3.70 (1H,m) ,3.85 (1H,d,J=9.5Hz) ,3.96 (1H,d,J=9.5 Hz) ,4.82 (1H,brs) ,4.82
(1H,d,J=4.5Hz) ,6.57 (1H,dd,J=9.0Hz,4.0Hz) ,7.00 (1H,t,J=9.0Hz),7.06 (1H,t,]J=
9.0Hz) ,7.13-7.15(1H,m) ,7.28 (1H,dd,J= 12.5Hz,2.0Hz) ,10.01 (1H,brs) .

[6438]  5{5363

(64391  5-{[ (3R,4S) —1- (4—PR-2-F A }E) -3, 4- —FFLWRmE—4-F&] 142 ) -8-4-3,4-—
k-2 (1H) — i

[6440]  SEABLSLAI4 217 A o

[6441] (LR M8/ HEE) m.p.194.7°C%194.8°C

[6442]  'HNMR (DMSO-d6) Sppm:1.54-1.56 (1H,m) ,2.00-2.06 (1H,m) ,2.45 (2H, t,J=
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7.5Hz) ,2.94 (2H,t,J="7.5Hz) ,3.03-3.07 (1H,m) ,3.10-3.16 (2H,m) , 3.22-3.24 (1H,m) ,
3.67-3.70 (1H,m) ,3.84 (11,d,J=9.5Hz) ,3.96 (11,d,J=9.5 Hz) ,4.82 (1H,brs) ,4.83
(1H,d,J=6.0Hz) ,6.57 (1H,dd,J=9.0Hz,3.5Hz) , 6.98-7.03 (2H,m) ,7.25-7.27 (1H,m) ,
7.38(1H,dd,J=12.5Hz,2.0Hz) ,10.01 (1H, brs) »

[6443]  s{51|364

[6444]  5-{[ (3R,4S) ~1- (4~ ¥R-2-FARL) -3,4- ~FRILIRNE-4-FE ] FH 3} -8-5(-3,4-
S k-2 (1H) —

[6445]  SEABLSL 421 A o

[6446]  (ZF%/7K)m.p.185.8°C%186.0°C

[6447]  'HNMR (DMSO-d6) Sppm:1.54-1.57 (1H,m) ,2.01-2.06 (1H,m) ,2.47 (2H, t,J=
7.5Hz) ,2.96 (2H,t,J="7.5Hz) ,3.03-3.07 (1H,m) ,3.11-3.17 2H,m) , 3.22-3.25(1H,m) ,
3.68-3.70 (1H,m) ,3.88 (11,d,J=9.5Hz) ,3.99 (1H,d,J=9.5 Hz) ,4.86 (1H,brs) ,4.86
(1H,brs) ,6.67 (1H,d,J=9.0Hz) ,7.01 (1H,t,J=9.5Hz) , 7.23 (1H,d,J=9.0Hz) ,7.23-
7.27(1H,m) ,7.38 (1H,dd,J=12.5Hz,2.0Hz) ,9.35 (I1H,brs) »

[6448]  5{5365

[6449]  5-{[ (3R*,4S") ~1- (4-5-2,5- AL -3, 4~ FRIENRIE 42 | 4 AL ) -85 -
3, 4- A MEmk-2 (1H) - A

[6450]  SEABSLAI357 1M & o

[6451] (4% /7K)m.p.184°CE185C

[6452]  'HNMR (DMSO-d6) Sppm:1.49-1.59 (1H,m) ,1.95-2.06 (1H,m) ,2.45 (2H, t,J=
7.7Hz) ,2.94 (2H,t,]J=7.7Hz) ,3.03-3.15(1H,m) ,3.15-3.35 (3H,m) , 3.62-3.70 (1H,m) ,
3.83(1H,d,J=9.3Hz) ,3.95(H,d,J=9.3Hz) ,4.85(1H,s) , 4.89 (1H,d,J=5.4Hz) ,6.56
(1H,dd,J=9.2Hz,3.8Hz) ,7.02 (11, t,J=9.7Hz) , 7.09 (1H,dd,J=11.3Hz,7.9Hz) ,7.45
(1H,dd,J=12.3Hz,7.2Hz) ,10.01 (1H,s) -

[6453] 55366

[6454]  5-{[ (3S*,4R") ~1- (4-R-2,6- - FAEL) -3 ,4- FRIENRIE 43 ] A AL ) -85 -
3,4- A MEmk-2 (1H) - A

[6455]  ZRALLSEHI3591M & o

[6456] (£, F#)m.p.209°CE210°C

[6457]  'HNMR (DMSO-d6) Sppm:1.46-1.54 (1H,m) ,1.97-2.06 (1H,m) ,2.45 (2H, t,J=
7.7Hz) ,2.90-2.96 (2H,m) ,2.96-3.03 (2H,m) ,3.27-3.35 (1H,m) ,3.49-3.56 (1H,m) ,3.59-
3.64 (1H,m) ,3.82(1H,d,J=9.4Hz) ,3.95 (1H,d,J=9.4Hz) ,4.69 (1H,d,J=5.5Hz) ,4.81
(1H,s) ,6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.00 (1H,t,J= 9.7Hz) ,7.31-7.38 (2H,m) ,10.01
(1H,s) »

[6458]  sf5367

[6459]  5-{[ (3R,4R) ~1- (4-F-2,6- —H ARHE) -3,4- “FRIENRNE -4 A L) -8- 58
Whk—2 (1H) —

[6460] AL A4 21 A o

[6461]  (ZW2//K)m.p.247.4°CE247.5C
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[6462]  'HNMR (DMSO-d6) Sppm:1.79-1.82 (1H,m) ,1.88-1.94 (1H,m) ,2.92-2.94 (1H,m) ,
2.97-3.00 (1H,m) ,3.22-3.30 (2H,m) ,3.74-3.77 (1H,m) ,3.88 (1H,d,J= 8.5Hz) ,4.12 (1H,
d,J=8.5Hz) ,4.66 (1H,brs) ,4.91 (1H,brs) ,6.57 (1H,d,J=9.5 Hz) ,6.67 (1H,dd, J=
9.0Hz,3.5Hz) ,7.25-7.31 (2H,m) ,7.34 (1H,t,J=9.0Hz) , 8.10(1H,d,J=9.5Hz) ,11.74
(1H,brs) »

[6463]  5L{5368

[6464]  8-51—-5-{[ (3R,4R) —1- (4-5—2,6- A IL) -3, 4- _JLFENR g —4— L] FF 4 ) s
Ik —2 (1H) —FA

[6465]  FEABLSL 421 A o

[6466]  (Z.W%/7/K)m.p.228.8°C%229.5°C

[6467]1  'HNMR (DMSO-d6) Sppm:1.80-1.83 (1H,m) ,1.87-1.93 (1H,m) ,2.92-2.94 (1H,m) ,
2.97-3.00 (1H,m) ,3.22-3.28 (2H,m) ,3.74-3.75 (1H,m) ,3.93 (1H,d,J= 9.0Hz) ,4.14 (11,
d,J=9.0Hz) ,4.70 (1H,brs) ,4.93 (1H,brs) ,6.60 (1H,d,J= 10.0Hz) ,6.80 (1H,d,J=
9.0Hz) ,7.25-7.31 (2H,m) ,7.59 (1H,d,J=9.0Hz) ,8.15 (1H,d,J=10.0Hz) ,10.92 (1H,
brs) »

[6468]  =f5369

(64691  5-{[ (3R*,4R") —1— (4—{RH—-2- A FE) -3, 4— " FRFENRIE ~4—FE | FH 450 ) S~k —
2 (1H) —

[6470]  SEABSLAI4 217 A o

[6471]  'HNMR (DMSO-d6) Sppm:1.83-1.86 (1H,m) ,1.93-1.99 (1H,m) ,2.88 (1H, t,J=
11.0Hz) ,3.00 (1H,t,J=11.0Hz) ,3.12-3.15(1H,m) ,3.18-3.21 (1H,m) , 3.81-3.85 (1H,
m) ,3.88(1H,d,J=9.0Hz) ,4.12 (1H,d,J=9.0Hz) ,4.73 (1H,brs) , 5.02 (1H,d,J=6.5Hz) ,
6.55(1H,d,J=10.0Hz) ,6.68 (1H,dd,J=9.0Hz,3.5Hz) , 7.34 (1H,t,J=9.0Hz) ,7.30-
7.37(2H,m) ,7.43 (1H,dd,J=7.5Hz,2.0Hz) ,8.10 (1H,d,J=10.0Hz) ,11.76 (1H,brs) .
[6472]  52{5]370

[6473]  5-{[ (3R,4R) ~1- (4-PH-2-F A IE) -3, 4- ~FLFLIRNE-4-FE ] FF1 4% ) 8- F sk -2
(1H) —

[6474]  FEABSL 4217 H o

[6475]  (Z.B&/7/K)m.p.224.5°C (53fE)

[6476]  'HNMR (DMSO-d6) Sppm:1.83-1.86 (1H,m) ,1.93-1.99 (1H,m) ,2.88 (1H, t,J=
11.0Hz) ,3.00 (1H,t,J=11.0Hz) ,3.12-3.15 (1H,m) ,3.18-3.21 (1H,m) , 3.81-3.85 (1H,
m) ,3.88(1H,d,J=9.0Hz) ,4.12 (1H,d,J=9.0Hz) ,4.73 (1H,brs) , 5.02 (1H,d,J=6.5Hz) ,
6.55(1H,d,J=10.0Hz) ,6.68 (1H,dd,J=9.0Hz,3.5Hz) , 7.34(1H,t,J=9.0Hz) ,7.30-
7.37(2H,m) ,7.43 (1H,dd,J=7.5Hz,2.0Hz) ,8.10 (1H,d,J=10.0Hz) ,11.76 (1H,brs) .
[6477]  s2f5I371

[6478]  5-{[ (BR",4R") —1- (4-F-2,6- _FAHE) -3, 4- R JENRIE —4-F8 ] FH 4 L) -8
Whk—2 (1H) —

(64791 SEABNSLAI4 217 A o

[6480] (412/7/K)m.p.232°C
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[6481]  'HNMR (DMSO-d6) Sppm:1.77-1.84 (1H,m) ,1.86-1.95 (1H,m) ,2.88-2.96 (1H,m),
2.96-3.02 (1H,m) ,3.24 (1H,t,J=10.7Hz) ,3.30-3.45 (1H,m, 5H20{5 5 &%) ,3.72-3.79
(1H,m) ,3.88(1H,d,J=9.0Hz) ,4.11 (1H,d,J=9.0Hz) ,4.69 (1H,s),4.93(1H,d,J=
6.5Hz) ,6.57 (1H,d,J=9.8Hz) ,6.67 (1H,dd,J=9.0Hz, 3.4Hz),7.24-7.32(2H,m) ,7.35
(1H,dd,J=10.8Hz,9.0Hz) ,8.10 (1H,dd,J=9.8 Hz,1.4Hz) ,11.76 (1H,s) «

[6482]  5f5372

[6483]  5- ({[1- (3,5~ & MERE-2-3%) ~4-FRFLNRIE -4 3L ] HH 2} (0 08) -8-9-3,4- &
Wbk—2 (1H) — i

[6484]  T-60°C,TitkE5-2 FE-8--3,4- A MMk -2 (1H) -ff (0.20g) .6- (3,5- G MknE-
2-55) -1 6B AME [2. 5] L5t (0.432g) I LR (4mL) VRTINS o AR S i, T 5% BE
VIR I I AR IR S BN KIA TS O BR OB, I D8 R AN BT, UL TR O BR A IS - A HL
JEVLK S EhoK B, LG /K BRBR AN T 1 , 28 TR IS 77 o 5k BR W0 R ek I A IR AT i (R ek
s R b/ OR CBR) aitb i gt AR AL &4 (55. 2mg)

[6485] (4 F¥)m.p.193°C&E194°C

[6486]  '"HNMR (CDC13) 8ppm:1.71 (1H,s) ,1.79-1.94 (4H,m) ,2.68 (2H,t,J=7.6 Hz) ,2.82
(2H,t,J=7.6Hz) ,3.16 (2H,d,J=2.9Hz) ,3.21-3.30 (2H,m) ,3.56-3.64 (2H,m) ,3.72-
3.81 (1H,m) ,6.33 (1H,dd,J=9.0Hz,4.2Hz) ,6.89 (1H,t,J=9.4 Hz) ,7.51 (1H,brs) ,7.60
(1H,d,J=2.3Hz) ,8.12 (1H,d,J=2.3Hz) .

[6487]  =f5373

[6488]  5- ({[1-(2,4- S OREL) —4-FR RNk AE 428 ] 3L} & 08) -84 -3, 4- ~E Mk -2
(1H) —

[6489]  FEABNSLAI3721M & o

[6490] (ZFRZME/ ) m.p.226°C—227 C 'HNMR (CDC13) Sppm:1.70 (1H,s), 1.81-1.88
(2H,m) ,1.89-1.98 (2H,m) ,2.68 (2H,t,]J="7.7Hz) ,2.82 (2H,t,]J=7.7 Hz),2.98-3.07 (2H,
m ,3.12-3.21 (4H,m) ,3.72-3.79 (1H,m) ,6.35 (1H,dd,J=9.0 Hz,4.3Hz) ,6.89 (1H,t,J=
9.4Hz) ,7.01 (1H,d,J=8.7Hz) ,7.20 (1H,dd,J=8.7 Hz,2.5Hz) ,7.37 (1H,d,J=2.5Hz) ,
7.52 (1H,brs) -

[6491]  sL{5|374

[6492]  5- ({[1- (2,5~ &~ 4-% AR IHL) ~4- SR FLIRIE -4 3L ] HH 2} (0 08) -8-9-3,4- &
Wbk—2 (1H) —

[6493]  FRABNSLAI3721M & o

[6494]  'HNMR (CDC1s3) Sppm:1.67 (1H,s) ,1.81-1.88 (2H,m) ,1.88-1.97 (2H,m) , 2.68 (2H,
t,J=7.7Hz) ,2.83 (2H,t,J=7.7Hz) ,2.97-3.05(2H,m) ,3.09-3.15 (21, m) ,3.17 (2H,
brs) ,3.75(1H,brs) ,6.35 (1H,dd,J=9.0Hz,4.2Hz) ,6.90 (1H,t,J= 9.5Hz) ,7.11 (1H,d,]
=7.2Hz) ,7.21 (1H,d,J=8.6Hz) ,7.50 (1H,brs) .

[6495]  5f5375

[6496]  5- ({[1- (2-F—4-ARKL) —4-FRFEIRAE-4-FE ] HH L} & 0E) —8-9 -3, 4- &AMk -
2 (1H) -f

[6497]  SRANSLAI3721M & B o
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[6498] (41R/PRTE) m.p.214°CE215°C

[6499]1  'HNMR (CDC1s) Sppm:1.70 (1H,s) ,1.81-1.87 (2H,m) ,1.90-1.97 (2H,m) , 2.69 (2H,
t,J=7.6Hz) ,2.83(2H,t,J=7.6Hz) ,2.97-3.05(2H,m) ,3.08-3.15 (21, m) ,3.17 (2H,
brs) ,3.77 (1H,brs) ,6.35(1H,dd,J=9.0Hz,4.3Hz) ,6.90 (1H,t,J= 9.5Hz) ,6.92-6.98
(1H,m) ,7.06 (1H,dd,J=9.0Hz,5.5Hz) ,7.14 (1H,dd,J=8.3 Hz,3.0Hz) ,7.51 (1H,brs) .
[6500] 55376

[6501] 5 ({[1- (4-F—2-9 R HL) —4-FRFEIRAE—4-FE ] HH I} 2 08) —8-9 -3, 4- & MEmk -
2 (1H) — P

[6502]  SRABNSLAI3721M & o

[6503]  (ZLMR/ R T m.p.225°C & 226°C

[6504]  'HNMR (CDC1s) 8ppm:1.70 (1H,s) ,1.81-1.87 (2H,m) ,1.87-1.97 (2H,m) , 2.68 (2H,
t,J=7.6Hz) ,2.82(2H,t,J="7.6Hz) ,3.02-3.10 (2H,m) ,3.15 (2H,s) , 3.19-3.25(2H,m) ,
3.78 (1H,brs) ,6.34 (1H,dd,J=9.0Hz,4.3Hz) ,6.86-6.95 (2H, m) ,7.02-7.08 (2H,m) ,7.53
(1H,brs) »

[6505]  =Z431|377

[6506]  5-[{[1-(2,4- "G ARHL) ~4- SR FLURIE—4-JE ] HH 28} (H 2) &k ] -8-9m-3,4- =&
W k-2 (1H) —

[6507]  SEABLSLAI61M & ko

[6508] (Zf¥)m.p.156°CZE157C

[6509]  '"HNMR (CDC13) 8ppm:1.52-1.59 (2H,m) ,1.68-1.76 (2H,m) ,2.61 (1H,s) , 2.62-2.67
(2H,m) ,2.73 (3H,s) ,2.92-3.00 (2H,m) ,3.04-3.14 (6H,m) ,6.90 (1H,dd, J=8.9Hlz,
4.8Hz) ,6.95-7.00 (2H,m) ,7.17 (1H,dd,J=8.7Hz,2.5Hz) ,7.34 (1H, d,J=2.5Hz) ,7.53
(1H,brs) »

[6510]  =Z41378

[6511] 5 ({[1-(2,4- =& -5-% AR L) ~4- SR FLIRIE -4 3L ] HH 2} () -8-9-3,4- &
Whk—2 (1H) i

[6512]  SEABLSLAI61M & ko

[6513]  'HNMR (DMSO-d6) Sppm:1.65-1.75 (4H,brs) ,2.43-2.50 (2H,m) ,2.75 (2H, t,J=
7.8Hz) ,2.90-3.10 (6H,m) ,4.49-4.55(1H,m) ,4.70 (1H,s) ,6.29 (1H,dd,J= 9.0Hz,
4.2Hz) ,6.81-6.92 (1H,m) ,7.24 (1H,d,J=11.4Hz) ,7.70 (1H,d,J=7.8 Hz) ,9.82 (1H,s) .
[6514]  s2f5379

[6515]  5- ({[1- (4-F-2,5- "5 ARIHE) ~4- SR FLIRIE -4 3L ] HH 2} (0 08) -8--3,4- &
Wbk—2 (1H) — i

[6516]  FEABLSLAI6TM & ko

[6517]  'HNMR (DMSO-d6) Sppm:1.60-1.80 (4H,m) ,2.40-2.60 (2H,m) ,2.74 (2H, t,J=
7.8Hz) ,2.87-3.22 (6H,m) ,4.40-4.60 (1H,m) ,4.72 (1H,brs) ,6.28 (1H,dd,] =9.4Hz,
3.9Hz) ,6.88 (1H,t,]J=9.4Hz) ,7.12(1H,dd,J=11.8Hz,7.4Hz) ,7.49 (1H,dd,J=11.8Hz,
7.4Hz) ,9.82 (1H,s) »

[6518]  sf5380
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[6519]  5- ({[1- (4-F-2,6- "5 ARIHL) ~4-FRFLIRIE -4 3L ] HH 2} () -8-9-3,4- &
Wbk—2 (1H) — i

[6520]  SEABLSLHI61M & ko

[6521]  'HNMR (DMSO-d6) Sppm:1.57-1.77 (4H,m) ,2.40-2.57 (2H,m) ,2.74 (2H, t,J=
7.8Hz) ,2.89-3.08 (4H,m) ,3.20-3.45 (2H,m) ,4.40-4.55 (1H,m) ,4.68 (1H, brs) ,6.29 (1H,
dd,J=9.5Hz,4.1Hz) ,6.88 (1H,t,J=9.5Hz) ,7.19-7.35(2H,m) , 9.82(1H,s) .

[6522]  5f5381

[6523]  5- ({[1-(2,4- =& -6-5 AR IL) ~4- SR FLIRIE -4 3L ] HH 2} () -8-9-3,4- &
Wbk—2 (1H) —

[6524]  SEABLSLHI61M & ko

[6525]  'HNMR (DMS0-d6) Sppm:1.62-1.74 (4H,m) ,2.41-2.55 (2H,m) ,2.69-2.79 (2H,m) ,
2.83-2.95(2H,m) ,3.03 (2H,d,J=5.4Hz) ,3.25-3.45 (2H,m) ,4.42-4.55 (1H,m) ,4.71 (1H,
brs) ,6.30 (1H,dd,J=9.2Hz,4.1Hz) ,6.89 (1H,t,J=9.2Hz) , 7.38-7.50 (2H,m) ,9.82 (1H,
S) o

[6526]  ={5382

[6527]  5-({[1- (2-F 4,6~ 5 ARIHL) ~4- SR FLIRME 43 ] B ) () -8-9-3,4- &
Wbk—2 (1H) —

[6528]  SRABLSLAHI61M & ko

[6529]  "HNMR (DMSO—d6) Sppm:1.62-1.72 (3H,m) ,2.25-2.30 (1H,m) ,2.40-2.55 (2H,m) ,
2.69-2.78 (2H,m) ,2.79-2.88 (2H,m) ,2.97-3.08 (2H,m) ,3.25-3.40 (2H, m) ,4.41-4.52
(1H,m) ,4.66 (1H,s) ,6.30 (1H,dd,J=9.2Hz,4.1Hz) ,6.82-6.95 (1H,m) ,7.20-7.40 (21,
m ,9.82 (1H,s) »

[6530] 55383

[6531]  8-9—5- ({[4-F2FE-1-(2,4,6- =H RHE) WRIE-4-5E ] HH L} 2 08) -3, 4- &g mk
-2 (1H) -fif

[6532]  SRABLSLAHI61M & ko

[6533]  '"HNMR (CDC1s) Sppm:1.57 (1H,brs) ,1.76-1.82 (2H,m) ,1.83-1.91 (2H,m) , 2.68
(2H,t,J=8.0Hz) ,2.82 (2H,t,J=7.9Hz) ,3.00-3.06 (2H,m) ,3.15 (2H,s) , 3.33-3.41 (2H,
m) ,3.78 (1H,brs) ,6.34 (1H,dd,J=9.1Hz,4.3Hz) ,6.59-6.67 (2H, m) ,6.89 (1H,t,]J=
9.4Hz) ,7.51 (1H, brs) -

[6534]  s2{31|384

[6535]  5- ({[1- (-G -4-TNFHEIRKIEL) —4-FRFENRE -4 2 ] FE R} 20 00) -89 -3, 4- A ik
-2 (1H) -ff

[6536]  FEABLSL 61 & ko

[6537]  'HNMR (DMSO-d6) Sppm:0.87 (3H,t,J=7.4Hz) ,1.55 (2H,q,J="7.4Hz) , 1.64-1.78
(4H,m) ,2.41-2.57 (2H,m) ,2.70-2.79 (2H,m) ,2.90-3.09 (6H,m) , 3.30-3.38(2H,m) ,4.42-
4.52(1H,m) ,4.65(1H,s) ,6.30 (1H,dd,J=9.2Hz,4.4 Hz) ,6.81-6.97 (1H,m) ,7.04-7.28
(3H,m) ,9.82 (1H,s) .

[6538] 55385
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[6539]  5- ({[1- (-G -4~ FHIRHL) —4-F2 LR e -4 24 ] FE R} 20 00) -89 -3, 4- A ik
-2 (1H) -ff

[6540]  SEABLSLAI61M & ko

[6541]  'HNMR (DMSO-d6) Sppm:1.14 (3H,t,J=7.5Hz) ,1.65-1.78 (4H,m) , 2.40-2.60 (2H,
m ,2.69-2.79 (2H,m) ,2.90-3.09 (6H,m) ,3.30-3.38 (2H,m) , 4.42-4.55(1H,m) ,4.65 (1H,
s),6.30(1H,dd,J=9.0Hz,4.2Hz) ,6.59 (1H,t,J= 9.0Hz) ,7.05-7.28 (3H,m) ,9.83 (1H,
S) o

[6542] 515386

[6543]  5-[ ({1-[2-F(-4- (U L) R B ] -4 IR E -4 JE ) HH ) Z 28] -8-98-3, 4
TS pR-2 (1H)

[6544]  FEABLSLAI6TM & ko

[6545]  'HNMR (DMSO-d6) Sppm:1.65-1.75 (4H,brs) ,2.43-2.50 (2H,m) ,2.75 (2H, t,J=
7.8Hz) ,2.90-3.10 (6H,m) ,4.49-4.55(1H,m) ,4.70 (1H,s) ,6.31 (1H,dd,J= 8.7Hz,
4.2Hz) ,6.85-6.93 (1H,m) ,7.26-7.35 (2H,m) ,7.51 (1H,s) ,9.82 (1H,s) -

[6546]  ={5387

[6547]  8-9—5-[ ({1-[2-9—4- (N-2- L5 JE) AL ] -4-FR FENRIE -4} HI JE) & k] -3,
4— TEEHR-2 (1H) -FfH

[6548]  FEABLSLAI61M & ko

[6549]  'HNMR (DMSO-d6) Sppm:1.21 (6H,d,J=6Hz) ,1.65-1.75 (4H,brs) , 2.43-2.50 (2H,
m ,2.73(2H,t,J=7.8Hz) ,2.90-2.96 (4H,m) ,3.01 (1H,d,J=5.4 Hz) ,4.46-4.53 (2H,m) ,
4.65(1H,s) ,4.69 (1H,s) ,6.27 (1H,dd,J=9.3Hz,4.2Hz) , 6.66 (1H,dd,J=11.1Hz,
2.7Hz) ,6.75(1H,dd,J=14.1Hz,2.7Hz) ,6.88 (1H,d,] =9.0Hz) ,6.98 (1H,d,J=9.0Hz) ,
9.84 (1H,s) »

[6550]  ={5388

[6551]  5- ({[1- (4~ IE—2- 5 A L) 4 ILWRIE 438 ] I 3 ) 4008 -8-%—3,4- — &%
Wbk—2 (1H) —i

[6552]  SEABLSLAI61M & ko

[6553]  '"HNMR (DMSO-d6) 8ppm:1.28 (3H,t,J=6.9Hz) ,1.65-1.75 (4H,brs) , 2.43-2.50
(2H,m) ,2.73 (2H,t,J=7.8Hz) ,2.90-2.96 (4H,m) ,3.11 (1H,d,J=5.4 Hz) ,3.95CH,t,J=
6.9Hz) ,4.47-4.50 (1H,m) ,4.69 (1H,s) ,6.27 (1H,dd,J=9.3 Hz,4.2Hz) ,6.66 (1H,dd,J=
8.7Hz,2.7Hz) ,6.75 (1H,dd,J=14.1Hz,2.7Hz) , 6.88 (1H,d,J=9.0Hz) ,7.00 (1H,d,J=
9.0Hz) ,9.84 (1H,s) »

[6554]  5{5389

[6555] 84 —5— [ ({1-[2-9—4— (=5 ) R L] 4R JEIR g -4 -2 HH ) & 28] -3, 4
AR -2 (1H)

[6556]  F100°C, HiFEN-[8-%—1- (4-H A FLTH) —2-18-1,2, 3, 4- VU EMEMk-5-2£] &
% (100mg) 6-[2—9—4— (o S R ) -1 6-& 48 [2. 5] ¢ % (110 mg) 5%
fig =% (31.0mg) AN, N—— FF JE FE Bk iz (0. 5mL) VA VR 16/, T H A TR IGNE EAL /K 18 W
(1.5mL) , e/ MR T-90 CHEFE3 /NN R B L) o 734h, T-100°C , HiFEN-[8—9—1— (4-H A Ik
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k) —2-% K1, 2,3, 4- DU S MR -5- 55 ] Z Bt (100mg) 6- [2-—4— (=5 H AU ) Rk ] -
15 -6-E 8 [2.5] “Fhi (110mg) SHEIR =41 (31.0mg) AN, N-— HI I F ik frie / 2 A I
(1:1) (0.8mL) ¥ 18/, T H AT INSNZ AN KA TR (Iml) , B NS4 T-90°C 4
FE2/NIN (R BLE2) o & IF R 52, THA K, P GFR G B2 BUZ I A HLZ LA ER K
Beig , LAIC/KBR RN 15 , 2 TR 0 s A B B 0V T A (2nl) 1, THZIE TR Hh s N AL
B4 (370mg) 7K (1. 5mL) ¥, Rl In#A bk S B2 TR & 0 2/ NS o oK T 1% R NV DA I S8 28 U
LEPTEY), AR BE 25 4, 19 2I8-3-5- [ ({1-[2-%—4- (=& A 28) JRIL ] -4-F2 Rk IE —-4-
e} AR B -1- 4-FVAREE AR IE) -3, 4- A k-2 (1H) iR . RN ZE B ik (Tomg) 5 =82
fR (2mL) T1Z =90, Bl IR [ BEYR A P2/ N, 2848 B 7). T30 88 0 ik, e A
A FACBNKIE I R A, FE DL G IR L BEZEHL A WL L 3R /KB, DLIC /K B RN T , 2619
IS TR B WL — B EV, BT AT AR DL 2B 545 4 DLt B AR ISR DTTE ) » T8 T 2 it
PRt &4 (120mg) -

[6557]  'HNMR (DMSO-d6) Sppm:1.06 (3H,t,J=7.1Hz) ,1.61-1.72 (4H,m) , 2.41-2.56 (2H,
m) ,2.68-2.80 (2H,m) ,2.90-3.16 (6H,m) ,4.36 (2H,t,J=5.1Hz) , 4.42-4.53 (1H,m) ,4.68
(1H,s) ,6.29 (1H,dd,J=9.4,4.1Hz) ,6.88 (1H,t,J=9.4 Hz) ,7.08-7.21 (2H,m) ,7.23-
7.34(1H,m) ,9.78 (1H,s) -

[6558] 5451390

[6559]  N- (8-F—2-%A%-1,2,3,4- DU MEmk—5-3L) -N- {[4-FH-1- (2,4, 6- = A 3H) IR
WE-4-JL ] H L} 2 %

[6560]  F-90°C, HHEN-[8-F—1- (4-FH S HL R AE) —2—%6K-1,2, 3, 4- DU S e mph—5- K5 ] £k
2 (2.0g) \6-(2,4,6- = A H) - 1-HI-6-FIME[2.5] F 4 (2.13g) SR =4 (0.62¢)
PIN, N- — H FE H i /2- TR BE (1:1) (20mL) 3 W16 /NS o F 5 87 iR H o &L S8 A B
(0.351g) , BLR MR S T90 CHEFE3 R 28 THBE VA 7, THREE ¥ K, L 418 £ BR A= B %
SR - A WL LA R KBS, CLIC /KR BR BN T , 28 TR v 771) o 5k B8 0 R A IR i A 2 AT v (2
Wit/ LR R 44k, 15 BIN-[8—3 -1 - (4-H S L 3 —2-518-1,2, 3, 4- U A -5-3& ] -
N={[4-Fd: -1-(2,4,6- =9 RHE) IRIE-4-JE] L) Bk (0. 22¢) « LLERTSAL S AT 26
LS5 6 1 S 2, e 7= 4 DL F B P 4 o o DA JE 2R SR UTIE ), T 4 T SR AR AL S
(131mg) »

[6561]1  '"HNMR (DMSO—d6) Sppm:1.46-1.88 (7TH,m) ,2.40-2.54 (3H,m) ,2.64-2.78 (1H,m) ,
2.79-3.01 (2H,m) ,3.15-3.42 (3H,m) ,3.90 (1H,d,J=14.1Hz) ,4.14 (1H, s),6.80-7.15
(4H,m) ,9.59 (1H, brs) .DMSO at 90deg.

[6562] 545391

[6563]  8-5-5- ({[1- (U-F-2-F AR IE) —4-FRHLIRIE —4- KL ] HH Jk} 200 58) -3, 4- — Sk -2
(1H) —F

[6564]  FEABLSLAI61M & ko

[6565]  'HNMR (DMS0-d6) Sppm:1.62-1.80 (4H,m) ,2.44-2.54 (2H,m) ,2.70-2.79 (2H,m) ,
2.95-3.15(6H,m) ,4.58 (1H,s) ,4.70-4.74 (1H,m) ,6.42 (1H,d,J=9.0 Hz) ,7.00-7.18 (3H,
m) ,7.25(1H,dd,J=12.5Hz,2.3Hz) ,8.81 (1H,brs) «

[6566]  ={5392
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[6567]  8-F-5- ({[1-(2,4- =& -5 ARIE) 4 FRILWRIE -4 ] B 5L} & 0) -3, 4- &%
Wbk—2 (1H) — i

[6568]  FEABLSL 61 & ko

[6569]1  "HNMR (DMSO—d6) Sppm:1.65-1.77 (4H,m) ,2.43-2.54 (2H,m) ,2.70-2.80 (2H,m) ,
2.92-3.14 (6H,m) ,4.60 (1H,brs) ,4.71-4.74 (1H,m) ,6.43 (1H,d,J=8.9 Hz) ,7.06 (1H,d,J
=8.9Hz) ,7.20 (1H,d,J=11.4Hz) ,7.64 (1H,d,J=7.8Hz) , 8.82(1H,brs) .

[6570] 55393

[6571]  8-F-5- ({[1- (4-F-2,6- 3 AR HE) —4-FRILWRIE -4 ] B 5L} & 0) -3, 4- &A%
Wbk—2 (1H) — i

[6572]  SRABLSLAHI61M & ko

[6573]  'HNMR (DMS0-d6) Sppm:1.58-1.76 (4H,m) ,2.44-2.55 (2H,m) ,2.70-2.79 (2H,m) ,
2.89-3.00 (2H,m) ,3.02-3.11 (2H,m) ,3.23-3.39 (2H,m) ,4.63 (1H,m) , 4.73-4.78 (1H,m) ,
6.42 (1H,d,J=8.9Hz) ,7.06 (1H,d,J=8.9Hz) ,7.19-7.28 (2H, m) ,8.95(1H,s) .

[6574] 5451|394

[6575] 8- —5- ({[4-F2FE-1-(2,4,6- =H RHE) WRIE-4-5E ] HH ) 2 08) -3, 4- &g mik
-2 (1H) -fif

[6576]  JEABLSLAI61M & ko

[6577]1  'HNMR (DMS0-d6) Sppm:1.69-1.73 (4H,m) ,2.44-2.55 (2H,m) ,2.69-2.78 (2H,m) ,
2.81-2.93 (2H,m) ,3.07 (2H,d,=5.7Hz) ,3.22-3.48 (2H,m) ,4.61 (1H,s) , 4.74-4.77 (1H,
m) ,6.42 (1H,d,J=9.0Hz) ,7.00-7.18 (3H,m) ,8.95 (1H,brs) »

[6578]  sf5395

[6579]  8-F-5- ({[1- U-Z I 2- 5 AR 4-FRIEIRNE—4-FE ] R H38) -3,4- &
Wbk—2 (1H) —

[6580]  SEABLSLAI61M & ko

[6581]  '"HNMR (DMSO-d6) Sppm:1.29 (3H,t,J=6.9Hz) ,1.61-1.79 (4H,m) , 2.45-2.53 (2H,
m ,2.70-2.78 (2H,m) ,2.89-2.99 (4H,m) ,3.07 (2H,d,J=5.4Hz) , 3.96 (2H,q,J=6.9Hz) ,
4.59(1H,s) ,4.73-4.77 (1H,m) ,6.41 (1H,d,J=9.0Hz) , 6.61-6.79 (2H,m) ,6.95-7.10 (2H,
m) ,8.95(1H, brs) »

[6582] 55396

[6583]  8-F-5- ({[1- (4--2,5- 9 R HE) —4-FRILRIE -4 ] B L) & 0) -3, 4- &%
Wbk—2 (1H) —i

[6584]  FEABLSLAI61M & ko

[6585]  'HNMR (DMSO-d6) Sppm:1.61-1.78 (4H,m) ,2.44-2.53 (2H,m) ,2.69-2.78 (2H,m) ,
2.93-3.22 (6H,m) ,4.70 (1H,s) ,4.75-4.82 (1H,m) ,6.41 (1H,d,J=9.0 Hz) ,7.05-7.13 (2H,
m ,7.47 (1H,dd,J=12.2Hz,7.1Hz) ,9.02 (1H,s) .

[6586]  sEf5397

[6587] 65— ({[1- (4-F—2-FAHE) —4-FRHENRAIE-4- ] F L} 208 -7,8- 23 -3, 4-— &%
Wbk—2 (1H) —i

[6588]  JEABLSLAI61M & ko
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[6589]  '"HNMR (DMSO-d6) Sppm:1.62-1.76 (4H,m) ,2.47 (2H,t,J=7.6Hz) ,2.70 (2H,t,]J=
7.6Hz) ,2.92 (6H,m) ,4.54-4.86 (2H,m) ,6.35 (1H,dd,J=15.8Hz,6.5 Hz) ,7.07 (1H,t,]J=
9.1Hz) ,7.16 (1H,dd, J=8.7Hz,2.2Hz) ,7.30 (1H,dd,J= 12.4Hz,2.5Hz) ,10.05 (1H,brs) .
[6590]  =z441398

(65911  5- ({[1- (4—¥R-2-9 R HE) —4-FRFEIRAE—4-FE ] I & 08) -7, 8- 93, 4- &A%
Ibk—2 (1H) —Ff

[6592]  SEABLSLAI61M & ko

[6593]  "HNMR (DMSO-d6) Sppm:1.56-1.79 (4H,m) ,2.47 (2H,t,J=7.6Hz) ,2.70 (2H,t,]J=
7.6Hz) ,2.92-3.15(6H,m) ,4.67 (11,s) ,4.77 (1H,t,J=5.3Hz) ,6.35 (1H,dd,J=13.9Hz,
6.5Hz) ,7.02 (1H,t,J=9.1Hz) ,7.28 (1H,dd,J=8.5Hz,1.7 Hz) ,7.40 (1H,dd,J=12.2Hz,
2.3Hz) ,10.04 (1H,s) «

[6594] 5251399

[6595]  5-{[1- (3,5 —&ntkmE—2—3E) MR g —4—JL ] 4 0L} —8—H—3, 4— A k-2 (1H) -
[6596]  FEABNSLAAI331 A o

[6597]  (LWE/ PR TR m.p. 194 CE195C

[6598]  'HNMR (CDC13) 8ppm:1.52-1.63 (2H,m) ,1.89-1.96 (2H,m) ,1.96-2.08 (1H, m) ,
2.60-2.67 (2H,m) ,2.82-2.90 (2H,m) ,3.01 (2H,t,J=8.0Hz) ,3.82-3.88 (4H, m) ,6.46 (1H,
dd,J=9.1Hz,4.0Hz) ,6.91 (1H,t,J=9.4Hz) ,7.51 (1H,brs) ,7.60 (1H,d,J=2.3Hz) ,8.12
(1H,d,J=2.3Hz) »

[6599]  sZ4411400

[6600]  8-4(-5-{[1- (3,5~ &Mt mE—2-%) DRME—4-JE] B A L) -3, 4- — k-2 (1H) — 1
[6601]  FEABSLAI331 A o

[6602] (L& B m.p.190°C & 191°C

[6603]  '"HNMR (CDC13) 8ppm:1.53—-1.63 (2H,m) ,1.89-1.96 (2H,m) ,1.98-2.09 (1H, m) ,
2.58-2.65 (2H,m) ,2.82-2.90 (2H,m) ,3.01 (2H,t,J=8.0Hz) ,3.82-3.90 (4H, m) ,6.52 (1H,
d,J=8.9Hz) ,7.17(1H,d,J=8.9Hz) ,7.60 (1H,d,J=2.3Hz) ,7.73 (1H,brs),8.12(1H,d,]
=2.3Hz) »

[6604]  =z41]401

[6605]  1- (3,5~ & MtmE—2-3&) —4-{[ (8- —2-FA-1,2,3, 4- VY EMk-5-3L) &I H
A} URIE-4-H R

[6606]  FEABLSL 6T & ko

[6607] () m.p.276°CE277C

[6608]  'HNMR (DMSO-d6) Sppm:1.69-1.79 (2H,m) ,2.14-2.23 (2H,m) ,2.44 (2H, t,J=
7.6Hz) ,2.80(2H,t,J=7.6Hz) ,2.97-3.08 (2H,m) ,3.52-3.61 (2H,m) ,4.03 (2H,s) ,6.61
(1H,dd,J=9.1Hz,3.8Hz) ,7.01 (11, t,]J=9.5Hz) ,8.03 (11,d,J= 2.3Hz) ,8.26 (11,d,J=
2.3Hz) ,10.03 (1H,s) ,12.72 (1H,brs) .

[6609]  ={6]402

[6610]  5-{[1-(3,5-—&MLAE—2-J%) —4- (ZH LR IL) kg —4-J% ] H AU} -89 -3, 4-—
S k-2 (1H) —f
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[6611]  F5-{[4-&FE-1- (3,5~ S ML RE —2-28) WRIE -4 ] HH 3 2L} -89 -3, 4- A ik
-2 (1H) —fiF (0. 3g) AIN-H J—2—ntk i g i) (NMP) (3mL) YAV , Vs IR JR AR /K A (37 %)
(0.5mL) 5 = ZBHEEMIEALEN (0.342¢) , LR MR -GY) T iR . 25/ o T SONR
H00 . SNE A ANV, AT 2RISR AN P UTTIE W o A A R R i 8 A AT v (e
WERE; &/ LR ATER) A FF UL AR AR 45 & - LAk S 2R R DTIE M), T (60°C)
M HEAR S A9 (0.22¢) o

[6612]  m.p.202°C%E203°C

[6613]  'HNMR (CDC1s) Sppm:1.83-1.91 (2H,m) ,2.01-2.09 (2H,m) ,2.44 (6H,s) , 2.62-2.68
(2H,m) ,3.00 (2H,t,J=7.7THz) ,3.33-3.45 (4H,m) ,3.95 (2H,s) ,6.47 (1H,dd,J=9.1Hz,
3.9Hz) ,6.92 (1H,t,J=9.5Hz) ,7.51 (1H,brs) ,7.58 (1H,d,] =2.3Hz) ,8.11 (1H,d,J=
2.3Hz) »

[6614]  sZ1403

[6615]  5-{[1-(3,5-—GMLAE—2-F%) —4-H S LR e —4 -2 ] H A0k ) 891 -3, 4- Mk
-2 (1H) -ff

[6616] SN AI6TM & ko

[6617] (LR P8 m.p.181°CE182°C

[6618]  "HNMR (CDC13) 8ppm:1.82-1.90 (2H,m) ,1.99-2.06 (2H,m) ,2.61-2.67 (2H, m) ,3.03
(2H,t,J=7.7Hz) ,3.18-3.26 (2H,m) ,3.35 (3H,s) ,3.55-3.62 (2H,m) , 3.92 (2H,s) ,6.47
(1H,dd,J=9.1Hz,3.9Hz) ,6.92 (1H,t,J=9.5Hz) ,7.51 (1H, brs),7.60 (1H,d,J=2.3Hz) ,
8.12(1H,d,J=2.3Hz) .

[6619]  SZf6]404

[6620]  5-{[1- (3,5~ ~GMLIE—2-J&) ~4-FIRIE-4—J& ] HH A0 L) -89 -3, 4- &AMk -2
(1H) — B

[6621]  FT-70°C, T5-{[1- (3,5~ FMLAE -2 %) ~4-FR FLWRIE -4 ] FH S8 2L} -8-98-3, 4
AR -2 (1H) —FH (0.4g) B9 & FF ¢ (8mL) Byl b, B s In =8k X Q-FE I
5) FHEA (0.335mL) , MR MRS T0°CHERE3 . 5/ o T 5 S A R 0 v A sk R &L Bk 7K
W, L S R A BOZ I A WLZ DK S EoK sk DAIJC /KR BR AN 4 , Z8 TR 571 .
BE WA FRE RS E AL E M (& bt/ LR 4 18) 24k, 8256 R FHHPLCHE— P 4tk . 15 7= 9)
VAL TR LR T2 i o U SR SR ISR DTUE D), T (60°C) T #& (A% ik &4 (0. 10g) -

[6622] m.p.186%187°C

[6623]  'HNMR (CDC13) Sppm:1.91-2.15 (4H,m) ,2.61-2.67 (2H,m) ,3.03 (2H,t,] =7.7Hz) ,
3.19-3.29 (2H,m) ,3.68-3.75 (2H,m) ,4.00 (2H,d,J=18.1Hz) ,6.46 (1H,dd,J=9.1Hz,
3.9Hz) ,6.92 (1H,t,J=9.4Hz) ,7.50 (1H,brs) ,7.61 (1H,d,] =2.3Hz) ,8.13(1H,d,J=
2.3Hz) »

[6624]  SZ1405

[6625]  5-{[1- (3,5~ & MLAE—2-3L) —4- FRILF L) DRE -4 28 ] 4 ) -8-%-3,4- =&
W k-2 (1H) —

[6626]  FEABLSLAI6TM & ko

[6627]  'HNMR (CDC13) Sppm:1.72 (1H,t,J=5.6Hz) ,1.78-1.84 (4H,m) , 2.61-2.67 (2H,m) ,
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2.99 (2H,t,J=7.7Hz) ,3.30-3.36 (4H,m) ,3.78 (2H,d,J=5.7 Hz) ,3.96 (2H,s) ,6.51 (1H,
dd,J=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.5Hz) ,7.50 (I1H,brs),7.60(1H,d,J=2.4Hz) ,8.13
(1H,d,J=2.4Hz) .

[6628]  SZ{6]406

[6629]  [1-(3,5- =& MtrE—2-3%) —4-{[ (8-s—2-%AX-1,2,3,4-PUS k-5 J) S KL H
FEIURIE —4-FE ] i H R HE I

[6630]  SEABLSLAI61M & ko

[6631] (4R B m.p.183°C

[6632]  'HNMR (CDC1s) Sppm:1.92-2.02 (2H,m) ,2.23-2.32 (2H,m) ,2.61-2.67 (2H, m) ,2.99
(2H,t,J=7.7Hz) ,3.09-3.18 (2H,m) ,3.57-3.64 (2H,m) ,3.64 (3H,s) ,4.12 (2H,s) ,4.69
(1H,s) ,6.48 (1H,dd,J=9.1Hz,4.0Hz) ,6.90 (1H,t,J=9.5Hz) ,7.52 (1H,brs),7.61 (1H,
d,J=2.3Hz) ,8.12(1H,d,J=2.3Hz) .

[6633]  sf407

[6634]  5-{[1-(3,5-ZGMLAE—2-F%) —4— (H HL L) WRAE 42 ] HH A 0k} -89 -3, 4- =&
W k-2 (1H) —

[6635]  F[1-(3,5- & MtnE—2-3%) -4 {[ (8- —2-5F1%-1,2,3,4- DU M mh-5-3&) 3]
L) R g —4-3% ] i R R R G (0. 2¢) Y TR (4mL) YV, VS IR R R (3 mL) , b
RGP T 100 CHEFE6 /N o Z MR A S, THREE Y oK, BLONSU A A BN 7K V8 115 S B TR
E R, DL & A OZIE T A HLZ DL R KB UG /KB RN T4 , 28 TR s 571
5B R FRE B A JZ M (e / G R W BR) 24 FE DL R £ 6 545 b o DA I JE 2R R AR UL
VEYD, T (60°C) TR AEbR AL &4 (29mg) -

[6636] m.p.182°C%184°C

[6637]  "HNMR (CDC13) Sppm:1.33-1.76 (1H, 5El&{=5) ,1.76-1.89 (4H,m) ,2.37 (3H,s),
2.62-2.68 (2H,m) ,3.01 (2H,t,J=7.7Hz) ,3.32-3.41 (2H,m) ,3.41-3.49 (2H,m) ,3.86 (2H,
s),6.50 (1H,dd,J=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.5Hz) , 7.52(1H,brs),7.59 (1H,d,J=
2.3Hz) ,8.11 (1H,d,J=2.3Hz) .

[6638]  Sf6]408

[6639]  N-[1-(3,5- & Mtne—2-3%) -4 {[ (8- —2-5F1%-1,2,3,4- VUM mh-5-J%) L]
B L) R g —4— ] -N2  N2— — B B Jie e iz

[6640]  F-0°C, T5-{[4-Z 21— (3,5~ S MbrE-2-3%) DRHE-4-2& ] F 48 28 ) -8-%-3, 4
A MEIR-2 (1H) —Hi (300mg) HIN, N- = F JE I it [l (8mL) ¥, s Il = £ J: k% (0. 32ml) 5
TR A AR IR AR (190mg) , IR MR A YT IR SR 3NN o T S N R S IR IR
SRR, UL =& A BUZ I - A HLZ CL I K B RN T8 , 28 TR 33 771 o 5k B 0 R
ERERENE (SR T /R 4k, S =YLl cbi/ R B 4 i, LA i gs i
DU, TR iAs AL &4 (0.28g)

[6641] m.p.188.9°C%190.8°C

[6642]1  'HNMR (CDC13) Sppm:1.93-2.012 (2H,m) ,2.31 (6H,s) ,2.39-2.47 (2H,m) , 2.58-
2.64 (2H,m) ,2.88 (2H,s) ,2.95-3.00 (2H,m) ,3.05-3.13 (2H,m) ,3.63-3.70 (2H,m) ,4.21
(2H,s) ,6.47 (1H,dd,J=9.0Hz,3.5Hz) ,6.87 (1H,t J=9.5Hz), 7.36 (1H,brs) ,7.62 (1H,
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d,J=2.0Hz) ,8.13 (1H,d,J=1.5Hz) ,8.18 (1H,brs) .

[6643]  SZ{6]409

[6644]  N-[1- 2-ffAE-4-FoRIE) —4- {[ B3 —2-%K-1,2,3,4- VU MMk -5 ) A L] H
B} OWRmE-4-FE] 2k

[6645]  F-0°C, T-5-9—2- (4- {[ 8- —2-%AK-1,2,3,4-PU S MERph—5-J%) A Jk ] T Bk} —4-
FZEIRIE-1-38) "5 (349mg) 19 4 (40mL) / & H B¢ (20mL) ¥ A 5 32 35 Vs I i B 2
(2mL) , [ BR G T IR HE307 B, 335 T-50 CHiFE4/ N LUK HIR , T I B
IS IMINE A A KV T 5 B PR S BN 7K T VR AR S I S 1k » M v v DA — SR e A B, 251
FEVE 7 o Bk B R R SR A S A (U e/ ) 4life, UL PR S Bis P4 i, DA B s
W EEUTIEY) , TR T H2 Az ik &4 (88mg) -

[6646] m.p.214.0°C%215.9C

[6647]1  'HNMR (CDC1s) Sppm:2.02 (3H,s) ,2.02-2.10 (2H,m) ,2.40-2.46 (2H,m) , 2.97 (2H,
t,J=7.8Hz) ,2.97 2H,t,J=7.8Hz) ,3.00-3.07 (2H,m) ,3.30-3.36 (2H, m) ,4.22 (2H,s) ,
5.16 (1H,s) ,6.48 (11,dd,J=9.0Hz,4.0Hz) ,6.89 (1H,t,J=9.5 Hz) ,7.02 (1H,dd,J=
9.0Hz,5.0Hz) ,7.20-7.25(1H,m) ,7.28 (1H,dd,J=8.0Hz, 3.0Hz),7.49 (1H,brs) .

[6648]  sZ410

[6649]  N-[1- (3-F -5 M E—2-3L) 4- {[ 8-#2-F1C-1,2,3, 4- VYA M -5-3L)
] HIEIRAE-4-JE] 2P i

[6650]  JEABLSLA5I409 1M & o

[6651] (ZBEZ M) m.p.237.8°CE238.2°C

[6652]  'HNMR (CDC1s) Sppm:1.85-1.93 (2H,m) ,1.99 (3H,s) ,2.38-2.47 (2H,m) , 2.58 (2H,
t,J=7.5Hz) ,2.96 (2H,t,J="7.5Hz) ,3.30-3.36 (2H,m) ,3.95-4.03 (2H, m) ,4.18(2H,s) ,
6.46 (1H,dd,J=9.0Hz,4.0Hz) ,6.81 (1H,s) ,6.86 (1H,t,J=9.8 Hz) ,7.58 (1H,dd,J=
7.3Hz,3.0Hz) ,8.25 (1H,d,J=3.0Hz) ,8.52 (1H,brs) «

[6653]  =Zfij411

[6654]  5-{[4- (e%A k) —1- (3, 5- ML RE —2—F8) WRIE —4-JE ] A2} -8-3-3, 4- &%
Wbk—2 (1H) — i

[6655]  SEABLSL 61 & ko

[6656] HEMAK (LERLE) m.p. 147 CH149°C

[6657]  'HNMR (CDC1s) Sppm:1.81-1.88 (2H,m) ,2.08-2.14 (2H,m) ,2.64 (2H,t,] =7.7Hz) ,
3.03(2H,t,J=7.7Hz) ,3.12-3.20 (2H,m) ,3.55-3.62 (2H,m) ,3.99 (2H, s) ,4.99 (2H,s) ,
6.51 (1H,dd,J=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.5Hz) ,7.52 (1H, brs),7.60 (1H,d,J=
2.3Hz) ,8.12(1H,d,J=2.3Hz) .

[6658]  =Z3i|412

[6659]  2-[4- (eda dt) —4- {[ (8- —2-F4%-1,2,3,4- DU M mbk—5—J5) 4 ] Y L ) WR g —
1- JE]-5-F%

[6660]  FEABLSL 6T & ko

[6661] (LR LG/ L) m.p.207°CE208°C

[6662]  'HNMR (CDC1s) Sppm:1.87-1.96 (2H,m) ,2.16-2.21 (2H,m) ,2.65 (2H,t,] =7.7Hz) ,
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3.00-3.11 (4H,m) ,3.24-3.32 (2H,m) ,4.00 (2H,s) ,4.99 (2H,s) ,6.51 (1H,dd,J=9.1Hz,
4.0Hz) ,6.92(1H,t,J=9.5Hz) ,7.03 (1H,dd,J=9.1Hz,4.6 Hz) ,7.19-7.25(1H,m) ,7.28
(1H,dd,J=7.8Hz,3.1Hz) ,7.53 (1H,brs) .

[6663]  SZ4i413

[6664]  2-[4— (48 3E) —4— {[ (8- —2-EX-1,2,3,4- VYA MEmk—5-3L) 4 L] AP 2L} Wik iig -
1- B ]-5-9Rut e -3-H fif

[6665]  FEABLSL 61 & ko

[6666]  "HNMR (CDC13) Sppm:1.77-1.86 (2H,m) ,2.11-2.18 (2H,m) ,2.61-2.67 (2H, m) ,3.02
(2H,t,J=7.7Hz) ,3.30-3.38 (2H,m) ,3.94-4.01 (2H,m) ,3.98 (2H,s) , 5.01 (2H,s) ,6.50
(1H,dd,J=9.1Hz,4.0Hz) ,6.91 (11,t,J=9.5Hz) ,7.50-7.56 (2H,m) ,8.24 (1H,d,J=
3.1Hz) »

[6667]  =zf414

[6668]  5-{[(3S*,4S") —1-(3,5- & MEmE-2-3L) —3-FR FLWRIE 42 ] F 4 5L ) -8-%-3, 4~
AR -2 (1H) —

[6669]  ZRALLSL 331 & i o

[6670]  'HNMR (CDC13) Sppm:1.63-1.72 (1H,m) ,1.91-2.05 (2H,m) ,2.63 (2H,t,] =7.8Hz) ,
2.65(1H,d,J=4.2Hz) ,2.80 (1H,dd,J=11.8Hz,9.1Hz) ,2.93 (1H,dt, J=11.8Hz,2.8Hz) ,
2.94-3.05(2H,m) ,3.77-3.83 (1H,m) ,3.88-3.98 (2H,m) , 4.07-4.16 (2H,m) ,6.52 (1H,dd,J
=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.3Hz) ,7.59 (1H,brs),7.61 (1H,d,J=2.4Hz) ,8.12 (1H,
d,J=2.4Hz) .

(66711  sZf|415

[6672]  5-5—2-[ (3S",4S") —4- {[ (8- —2-%10-1,2,3,4- DY S mempk—5- k) 4k ] A Jik} -3
FRILRIE—1—-FE ] Mt g -3-H fif

[6673]  ZRALLSLAI33 1M & o

[6674]  'HNMR (CDC13) Sppm:1.63—-1.73 (1H,m) ,1.95-2.06 (2H,m) ,2.61 (1H,d,] =2.7Hz) ,
2.63 (2H,t,J=7.7Hz) ,2.91 (1H,dd,J=12.7Hz,9.9Hz) ,2.93-3.03 (2H,m),3.07 (1H,dt,]
=12.7Hz,2.7Hz) ,3.85-3.93 (1H,m) ,4.07-4.16 (2H,m) , 4.16-4.22 (1H,m) ,4.28-4.34
(1H,m) ,6.51 (1H,dd,J=9.1Hz,3.9Hz) ,6.92 (1H,t, J=9.4Hz) ,7.55(1H,dd,J=7.3Hz,
3.0Hz) ,7.58 (1H,brs) ,8.25(1H,d,J=3.1 Hz) .

[6675]  sEZf4|416

[6676]  5-{[ (3R*,4S") —1- (3,5~ & MEmE-2-3L) —3-FR FLWRIE 42 ] F A 5L ) -8-%-3, 4~
AR -2 (1H)

[6677]  T-4-h4FEIKH R (3R*,4S™) —1- (3,5- ~&MkmE-2-3%) -4 {[ (8-& —2-%&10-1,2,3,
4= DY ngEmh-5-4E) L ] 2k IR IE -3 2 (1. 0g) HIPUSMkAR (THE) (20mL) A3+, s I
N A AEKE W (20mL) , e BREY) T FEA L KT RN, UL LR £ B2 HL
ZIEW A WLZECLK S K BEE , DLIC/KBRBR BN T 15 , 28 TR 4145 77 o 5k B 0 A R R 4 2
Mrik (B e/ LR L. 18) 2k 3+ DL — 2Bk ik i se (Epr L &4 (0. 35g) -

[6678]  'HNMR (CDC13) Sppm:1.63-1.70 (2H,m) ,2.06-2.14 (1H,m) ,2.63 (2H,t,] =7.7Hz) ,
2.94-3.04 (2H,m) ,3.05-3.17 (2H,m) ,3.82-3.89 (2H,m) ,4.00 (1H,dt,] =13.7Hz,2.5Hz) ,
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4.07-4.14 (2H,m) ,4.37 (1H,d,J=7.4Hz) ,6.51 (1H,dd,J= 9.1Hz,4.0Hz) ,6.90 (1H,t,J=
9.5Hz) ,7.56 (1H,brs) ,7.65 (1H,d,J=2.3Hz) , 8.10(1H,d,J=2.3Hz) .

[6679]  sfl417

[6680]  1-(3,5-—&MLnE-2-48) —4- {[ (8- —2-%4K-1,2,3,4-PU S MEmph-5-J%) S k] H
R} WRPE-4-F

[6681]  ZRALLSL 331 & o

[6682]  (ZBRZ.BE)m.p.218°C

[6683]  "HNMR (CDC13) Sppm:1.85-1.95 (2H,m) ,2.16-2.24 (2H,m) ,2.63-2.69 (2H, m) ,3.07
(2H,t,J=7.7Hz) ,3.19-3.30 (2H,m) ,3.83-3.92 (2H,m) ,4.01 (2H,s) , 6.44 (1H,dd,J=
9.1Hz,3.9Hz) ,6.93 (1H,t,J=9.4Hz) ,7.54 (1H,brs) ,7.63 (1H, d,J=2.3Hz) ,8.15(1H,d,
J=2.3Hz) »

[6684]  =31|418

[6685]  5-{[ (3R",4R") —1- (2,4~ — &R HL) —3-FR FEUR g —4—Jk ] FH 4 Bk} -85 -3, 4- —&&
Wbk—2 (1H) —

[6686]  F-100°C, fiHE8— @ -5-F2H-3,4- — A MEm-2 (1H) —{ (0.42g) 4-H K ER
[ (3R*,4R™) —1- (2,4~ — & K HL) -3-FR Bk mE -4 2 ] H g (1.0g) SHniRHa (0.756g) MIN-H
HE—2- Mt s WE B (NMP) (10mL) ¥ 37NN o DK T I NV A SR £ R A2 B I - A HLJZ BA
K5 Eh KB, LG K IR ER BN T4, 28 TRV 55 B B W UL 1R L R 4%, FF LA 2 TA I P 25
i o LLIE JEAR W SR UTIE Y, TR 4R bR L 549 (0. 349) -

[6687]  (2-TAEF)m.p.222°C & 224°C

[6688]  '"HNMR (DMSO—d6) Sppm:1.57-1.76 (2H,m) ,1.91-1.98 (1H,m) ,2.38-2.52 (3H,m) ,
2.60-2.70 (1H,m) ,2.87 (2H,d,J=7.2Hz) ,3.19-3.27 (1H,m) ,3.35-3.43 (1H,m) ,3.55-
3.65(1H,m) ,3.97-4.06 (1H,m) ,4.13-4.19 (1H,m) ,5.07 (1H,d,J= 5.5Hz) ,6.61 (1H,dd,J
=9.2Hz,3.8Hz) ,7.02(1H,t,J=9.2Hz) ,7.16 (1H,d,J= 8.7Hz) ,7.36 (1H,dd,J=8.7Hz,
2.5Hz) ,7.54(1H,d,J=2.5Hz) ,10.01 (1H,brs) «

[6689]  =z4|419

[6690]  5-{[ (3R*,4R") —1- (4-F-2-F K L) -3-FR R R mE 426 ] HH A L) 833, 4- =&
W k-2 (1H) —

[66911  F5-{[ (3R*,4R™) —3— { [F T 2& (CH ) w2 ] SR AL ) —1- (-2 R AL DR g -4
FETH A AL -89 -3, 4 & Emk-2 (1H) —f (0. 12¢) I PUSIKIE (THE) (4mL) ¥, ¥ N
IM3EALPY IE T 3 4% (TBAF) B PU S RKIR (THF) (0.268mL) ¥R, b MR A9 Zil sk it
o T RIEH ISR S G B, LA JE SR AR TTUE YD - BT 15 1] 44 LA 2— DN I P-4 o, Ao
JESRWCERUTIE YD, T M i bRk 54 (83mg)

[6692] m.p.177.3°C%182.9C

[6693]  "HNMR (DMSO—d6) 8ppm:1.57-1.76 (2H,m) ,1.88-1.97 (1H,m) ,2.40-2.51 (3H,m) ,
2.61-2.70 (1H,m) ,2.86 (2H,d,J=7.2Hz) ,3.28-3.33 (1H,m) ,3.41-3.48 (1H,m) ,3.54~
3.64 (1H,m) ,3.97-4.05 (1H,m) ,4.10-4.16 (1H,m) ,5.07 (1H,d,J= 5.5Hz) ,6.60 (1H,dd,J
=9.2Hz,3.8Hz) ,7.02(1H,t,J=9.3Hz) ,7.05(1H,t,J= 9.3Hz) ,7.17 (1H,dd, J=8.6Hz,
2.4Hz) ,7.32(1H,dd,J=12.3Hz,2.4Hz) ,10.00 (1H,brs) .
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[6694]  sZ1]420

[6695]  5-{[1-(2,4- "G RIHL) —4- FRILH L) WRIE-4-J& ] FH A 08} -89 -3, 4- A Mk
-2 (1H) -fif

[6696]  FEABLSL 6T & ko

[6697]  'HNMR (DMSO-d6) Sppm:1.69 (4H,t,J=5.4Hz) ,2.46 (2H,t,J="7.6Hz) , 2.88 (2H,
t,J=7.6Hz) ,2.96 (4H,t,J=5.4Hz) ,3.50 (2H,d,J=5.3Hz) ,3.87 (2H, s),4.68(IH,t,]J=
5.4Hz) ,6.64 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J=9.7 Hz) ,7.19(1H,d,J=8.7Hz) ,
7.35(1H,dd,J=8.6Hz,2.5Hz) ,7.52 (1H,d,J=2.5 Hz) ,10.00 (1H,s) -

[6698]  szfj421

[6699]  5-{[ (3R*,4R") ~1- (4-F-2,5~ F K IE) -3-FRILNRIE -4 FE | 4 ) -8-%6(-3, 4~
A K2 (1H) —

[6700]  SEABLSLAI61M & ko

[6701]  (2-AF#)m.p.168.9C&E172.7°C

[6702]  'HNMR (DMSO-d6) Sppm:1.56-1.77 (2H,m) ,1.88-1.97 (1H,m) ,2.41-2.49 (3H,m) ,
2.64-2.73 (1H,m) ,2.86 (2H,d,J=7.3Hz) ,3.33-3.39 (11,m) ,3.47-3.63 (2H,m) ,3.97-
4.04 (1H,m) ,4.09-4.15(1H,m) ,5.10 (1H,d,J=5.5Hz) ,6.60 (1H, dd,J=9.2Hz,4.0Hz) ,
7.02(1H,t,J=9.6Hz) ,7.09 (1H,dd,J=11.3Hz,7.8Hz) , 7.50 (1H,dd,J=12.1Hz,7.1Hz) ,
10.00 (1H, brs) .

[6703]  szff|422

[6704]  5-{[ (3R*,4R") —1- (3,5~ &ML NmE—2-3&) -4 -3 (FRLEIL) WRIE-4-3L ] 4
F} -89 -3, 4- S k-2 (1H) —d

[6705]  SEABLSLAAI331 A o

[6706]  'HNMR (DMSO-d6) Sppm:1.52-1.62 (2H,m) ,1.83-1.93 (1H,m) ,2.29 (3H, s),2.45
(2H,t,J=7.6Hz) ,2.55-2.61 (1H,m) ,2.86-3.03 (2H,m) ,3.20-3.35 (2H,m) , 3.52-3.54
(2H,m) ,3.89 (1H,d,J=9.4Hz) ,4.04 (1H,d,J=9.4Hz) ,4.80 (1H,brs) , 6.58 (1H,dd,]J=
9.1Hz,3.8Hz) ,6.99 (1H,t,J=9.6Hz) ,8.03 (1H,d,J=2.3Hz) , 8.27(1H,d,J=2.3Hz) ,
9.99 (1H, brs) »

[6707]  szf|423

[6708]  5-{[ (3S*,4R") -1~ (3,5~ & nkre —2-3&) —4-F2 3 -3 H A SE R e —4- 5k ] H 42 ) -
8——3,4- S EMk-2 (1H) i

[6709]  SEABLSLHI61M & ko

[6710] () m.p.186°CZE187C

[6711]1  'HNMR (CDC1s) Sppm:1.64-1.70 (1H,m) ,2.19-2.27 (1H,m) ,2.39 (1H,s) , 2.66 (2H,
t,J=7.7Hz) ,2.96-3.07 (2H,m) ,3.31 (3H,s) ,3.33-3.40 (2H,m) ,3.46 (1H,dd,J=13.7Hz,
2.0Hz) ,3.62-3.68 (1H,m) ,3.88 (1H,d,J=9.1Hz) ,3.96 (1H, dd,J=13.8Hz,3.0Hz) ,4.15
(1H,d,J=9.1Hz) ,6.52 (1H,dd,J=9.2Hz,4.0Hz) , 6.93 (1H,t,J=9.4Hz) ,7.56 (1H,brs) ,
7.58(1H,d,J=2.3Hz) ,8.11 (1H,d,J=2.3 Hz) »

[6712]  szf424

[6713]  5-{[(3S",4S") ~1- (3,5~ &ML IE-2-3&) ~4-F2 3 -3 H S MR e —4 -2 ] FH 42 ) -
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8- 3, 4- A MEMk-2 (1H) -

[6714]  SEABLSLAHI61M & ko

[6715]  (2-TAF)m.p.162.8°C&E164.0°C

[6716]  'HNMR (CDC13) Sppm:1.81-1.88 (1H,m) ,2.05-2.15 (1H,m) ,2.45-2.49 (1H, m) ,2.64
(2H,t,J=7.7THz) ,2.92-3.07 (3H,m) ,3.16-3.25 (1H,m) ,3.43 (3H,s) , 3.63-3.73 (2H,m) ,
3.78 (1H,d,J=8.8Hz) ,3.93-4.00 (1H,m) ,4.03 (1H,d,J=8.8 Hz) ,6.50 (1H,dd,J=9.1Hz,
3.9Hz) ,6.93 (1H,t,J=9.3Hz) ,7.53 (1H,brs) ,7.62 (1H,d,J=2.3Hz),8.13(1H,d,J=
2.3Hz) »

(67171  szf5|425

[6718]  5-{[ (3S",4S") —1- (3,5~ &ML NmE—2-3&) —4-F2 -3 F LR g —4—FL ] 48 3L | -8
-3, 4- S EMR-2 (1H) -

[6719]  ZRALLSEAI 3311 & o

[6720]  (4WE/ L) m.p.222°C % 223°C

[6721]  'HNMR (CDC13) 8ppm:1.13 (3H,d,J=7.1Hz) ,1.69-1.77 (1H,m) , 2.05-2.15(2H,m) ,
2.22 (1H,brs) ,2.66 (2H,t,J=7.7THz) ,3.02 (2H,t,J=7.7Hz) , 3.32-3.42(2H,m) ,3.42-
3.56 (2H,m) ,3.88-3.98 (2H,m) ,6.50 (1H,dd,J=9.1Hz, 3.9Hz) ,6.93 (1H,t,J=9.4Hz) ,
7.59 (1H,d,J=2.4Hz) ,7.62 (1H,brs) ,8.12 (1H, d,J=2.4Hz) .

[6722]  szf|426

[6723]  5-{[ (3R*,4R") -3-&(JE-1- (3,5~ G e -2-3E) ~4-FR IENRIE -4 JE ] 45 ) -8~
F-3,4- A REmk-2 (1H) —fH

[6724]  ZRALLSEAI33 1M & i o

[6725]  'HNMR (CDC1s) 8ppm:1.72-1.75 (1H,m) ,2.04-2.10 (1H,m) ,2.35 (1H,s) , 2.65 (2H,
t,J=7.7Hz) ,3.02 (2H,t,J=7.7Hz) ,3.09 (1H,brs) ,3.28-3.33 (1H,m) , 3.49-3.55(3H,
m) ,3.97 (1H,d,J=9.1Hz) ,4.23 (1H,d,J=9.1Hz) ,6.55 (1H,dd,J =9.1Hz,3.9Hz) ,6.93
(1H,t,J=9.5Hz) ,7.56 (1H,brs) ,7.62 (1H,d,J=2.3Hz) , 8.14(1H,d,J=2.3Hz) .

[6726]  szfp|427

[6727]  5-{[ (3R*,4S") —1- (3,5~ &ML mE—2-3&) —3-F—4-FEFEUR g -4 2L ] H 42 3 ) -84
-3, 4- " ZA Emk-2 (1H) —Ff

[6728]  SEABLSLAHI61M & ko

[6729]1  'HNMR (DMSO-d6) Sppm:1.61-1.69 (1H,m) ,1.98-2.08 (1H,m) ,2.46 (2H, t,J=
7.6Hz) ,2.85-3.03 (2H,m) ,3.12-3.21 (1H,m) ,3.35-3.52 (11,m) ,3.63-3.71 (1H,m) ,3.82-
3.87 (1H,m) ,3.88-4.00 (2H,m) ,4.69 (1H,d,J=46.0Hz) ,5.37 (1H, brs),6.61 (1H,dd,]J=
9.1Hz,3.8Hz) ,7.00 (1H,t,J=9.5Hz) ,8.02 (1H,d,J=2.3 Hz),8.26 (1H,d,J=2.3Hz) ,
10.01 (1H,brs) .

[6730]  sEf|428

[6731]  (3R*,4S") -1- (3,5~ & MtmE-2-3&) —4- {[ (8- —2-%81%-1,2,3,4- VU MEMk—5-
) AR WAL 4R FRIRIE-3-F

[6732]  SRABLSLHI61M & ko

[6733]  (Z.FE/7K) m.p.206%207 “CHNMR (CDC13) Sppm:1.81-1.88 (1H,m) , 2.20-2.28 (1H,
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m ,2.61-2.64 (1H,m) ,2.64-2.69 (2H,m) ,2.97-3.08 (2H,m) , 3.11-3.15(1H,m) ,3.26-3.34
(1H,m) ,3.54 (1H,dd,J=13.0Hz,2.8Hz) ,3.66-3.73 (1H,m),3.92-3.99 (1H,m) ,4.04 (1H,
d,J=9.4Hz) ,4.24 (1H,d,J=9.4Hz) ,6.55 (1H,dd,J=9.1Hz,3.9Hz) ,6.96 (1H,t,J=
9.4Hz) ,7.63-7.69 (2H,m) ,8.15 (1H,d, J=2.3Hz) .

[6734]  sz]429

[6735]  5-{[ (3R*,4S™) —1- (3,5~ & MLmE—2-L) -3, 4~ ¥ HL-3-H FLIR g -4-FE ] FH 4
F} -89 -3, 4- S EMk-2 (1H) —d

[6736]  F (1S%,6S™) —6— ({[8-%—1- (U-H &AL -2-54K-1,2, 3, 4- DU Sk -5 2 ] 51
FEY L) -1 -F BTS2 -3-F A WA (4. 1. 0] B e —3-H R AU T ik (493mg) 1) 245 F i
(0.05mL) ¥, IS IN =9 L B8 (5mL) , LR MRS 165 CHiFE3 /N, 28 13 57 . T4k
YR N2, 3,5- =& MknE (1095mg) kR EF (553 mg) 5N, N-—HI B L% (5ml) , ILiR &
YT 100 CHEHEI/ N KT RN S LA PR G BE A BUZ I, A HLZ LK Sk ki,
PLIC/K B R BN T o 28 AR LA 77, Wk BE W R R R A 2 A (U e/ LR £ Tig) 4lidb T
FEALFR AL A (105mg) -

[6737]  'HNMR (DMS0-d6) Sppm:1.17 (3H,s) ,1.69-1.78 (1H,m) ,2.11-2.21 (1H, m) ,2.42-
2.49 (2H,m) ,2.84-3.04 (2H,m) ,3.14-3.23 (1H,m) ,3.24-3.31 (1H,m) , 3.35-3.43 (1H,m) ,
3.60-3.70 (1H,m) ,3.96 (1H,d,J=9.6Hz) ,4.06 (1H,d,J=9.6 Hz) ,4.48(1H,brs) ,4.82
(1H,brs) ,6.57 (1H,dd,J=9.2Hz,3.8Hz) ,7.00 (1H,t,] =9.5Hz) ,7.94 (1H,d,J=2.3Hz) ,
8.20 (1H,d,J=2.3Hz) ,9.99 (1H,brs) .

[6738]  sE41430

[6739]1  5-{[ (3S*,4S™) —1- (3,5~ & MLmE—2-FL) -3, 4~ ¥R FL-3-H FLIR g -4-3E ] FH 4
HE}-8-9—3, 4- — Z k-2 (1H)

[6740]  JEABLSLAI61M & ko

(67411  (2-TAE¥)m.p.182.6°C&E187.5C

[6742]  'HNMR (DMSO-d6) 8ppm:1.25 (3H,s) ,1.85-1.93 (1H,m) ,1.98-2.07 (1H, m) ,2.42-
2.49 (2H,m) ,2.79-2.91 (1H,m) ,2.92-3.02 (1H,m) ,3.14-3.33 (3H,m) , 3.42-3.49 (1H,m) ,
3.88(1H,d,J=9.6Hz) ,4.04 (1H,d,J=9.6Hz) ,4.52 (1H,brs) , 4.58 (1H,brs) ,6.62 (1H,
dd,J=9.2Hz,3.8Hz) ,7.02 (1H,t,J=9.5Hz) ,8.01 (1H, d,J=2.3Hz) ,8.25(1H,d,J=
2.3Hz) ,10.01 (1H,brs) .

[6743]  s2f|431

[6744]  5-{[ (3S",4S") ~1- (4-F—2-F A& HL) -3,4- R FE-3-H LR e -4 FL ] 48 3L ) -8~
-3, 4 A ENR-2 (1H)

[6745]  SEABLSLAI61M & ko

[6746]  'HNMR (CDC13) Sppm:1.47 (3H,s) ,1.91-2.08 (2H,m) ,2.62-2.69 (2H,m) , 2.91-3.09
(6H,m) ,3.10-3.17 (2H,m) ,3.94 (1H,d,J=9.3Hz) ,4.22 (1H,d,J=9.3 Hz) ,6.54 (1H,dd, ]
=9.1Hz,3.9Hz) ,6.85-7.00 (2H,m) ,7.02-7.09 (2H,m) ,7.56 (1H,brs) .

[6747]  s2]432

[6748]  5-{[ (3S™,4R") -3-&( -1~ (3,5~ G e -2-3E) ~4-FR IENRIE -4 JE | 45 ) -8~
-3, 4- A k-2 (1H) — iR
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[6749] T JZH RO (337mg) [ 1-TAEE (4mL) ¥V , IS I INE A AL BN /K R (3. 05mL)
SIRABBUT EE (0.480mL) , b MR &Y T\ AiHE 5508 TIRA DRI IMA (&%
WPAE J%) Pk ((DHQD) 2PHAL) (38.9mg) [ 1-PAEE (3.5mL) ¥R 4- ({[8-9—1- U-H AT
7)) -2-FHM-1,2,3,4- VUMt -5-JE] A& H L) -3, 6- —Antne-1 CH) -H AT g
(497mg) I 1-A % (6.5mL) A SHRERER (VI) —UKEY (14. T4mg) , B MR &Y T =G
PES K LUK T, Ti% 1R A9 v I8 I AN ST A B B /K 00, PR L 10404, L 2R 2
PiE 2 OV W A L2 DU AN AL B K IS IR % » DG /KRR B 158 , 28 TR 71l 7R R
FRE R E R ETE (Qkt/ 4R 2 T8) 2, F- R FRERR & #E E AT ikt — D aifb (e rE
s —E bt/ CIR TR 3 3) (3R, 4S) -3- CRAEA AR -4- ({[8-%-1- 4-FHEF
i) 2% -1,2,3,4- DU Sk —5—Jk ] S 2L HH J) —4-F2 JLWRIE - 1-FE IR T B o A i 43 77
WVE T 2B (6mL) /1, A IN10 % 488 (57K) (30mg) %W, A A F, T =R M HE N
TGN o DARE 8 1 3 98 LB AN W) 0, 28RV 77 o T 5k B A0 Hh A 0 2K HR g (0. 020mLL)
5= 48 (4nl) , B BR G YT 60 CHERE /NS iR 4 S SR, T AR B Wb i n2—3-3,
5- G MERE (48.8mg) HKFREH (82mg) SHN-F JE—2- ML ig B (N\MP) (4mL) , MVE &4 T100°C
P 5 /NI o 7K T RN > BA £ B8 L BR B HOZ IS W - B HLZ LK S A& A B K I R e %
PATE 7K B R BE T4 » 2R AR 7 o ik BE 0 R R TR A JE ATV (B e e s — &0 FF e/ PR )
aifl, UL O 1R C PR -2- TN B %%, DU B R s SE ANV I DT ve M 4 o i AL & 41 (27
mg,19%ee) o BH—J7 1, fH X (S AL (dihydroquinidyl)) ik  ((DHQ) 2PHAL) /X%
R (A kg ) ks (DHQD) 2PHAL) B 5 _Fl MR R B, 3818 5 — A iE e & 42
(38mg,34%ee) MHEETHEMENEY) 1 (Limg) HEEFHEMEAEY2 (6ng) G T LR LB/ &
i/ S BRI AR S Y, 28R BT, B UL 18 B 5 2- TN B e % . DA JE 2R i 2
ANEVEDTED) s TR M bRk &4 (bmg , <1% ee)

[6750]  'HNMR (CDC1s) 8ppm:1.13 (1H,d,J=6.2Hz) ,1.87-1.90 (1H,m) , 1.96-2.01 (1H,m) ,
2.64 (2H,t,J=7.7Hz) ,2.95-3.07 (3H,m) ,3.23-3.28 (1H,m) , 3.37 (1H,dd,J=9.8Hz,
4.4Hz)3.43-3.69 (3H,m) ,3.92 (2H,s) ,6.50 (1H,dd,J= 9.0Hz,3.4Hz) ,6.92 (1H,t,J=
9.5Hz) ,7.54 (1H,brs) ,7.61 (1H,s) ,8.12 (1H,s) »

[6751]  s241]433

[6752]  (3S*,4S") —1- (4-F—2-F AR %) —4- {[ B-F—2-5F-1,2,3,4- VU A MEmk-5-2%) 5
F] ) -4-FRREURIE - 32 L R TS

[6753]  F5-{[ (3S",4S™) ~1- (4-F—2-H KHE) -3,4- R HMRIE-4-JE ] AL -8-%#-3,
4~ AMEIR-2 (1H) —fi (100mg) IMERE (ImL) ¥ IS INZERET (0.032mL) 54— (H 2
) MEiE (2.78mg) , MR SR A YT E R 10K KT SR S PL 488 e A HUZ
W W 4g A WLZ , 7R B A e R E HE E TS (D ke / LR L BR) A6 FF DL LR 4 R 15 45
i o AT JE BRI SR UTIE W) , T $e Az @ik &4 (T4mg) -

[6754]  (ZBRZME)m.p.182°CA185C

[6755]  'HNMR (DMSO-d6) Sppm:1.82 (1H,d,J=14.0Hz) ,1.98-2.05 (4H,m) , 2.45(2H,t,]
=7.9Hz) ,2.81-2.88 (2H,m) ,3.01-3.27 (4H,m) ,3.77 (1H,d,J=9.2 Hz) ,3.88(1H,d,J=
9.2Hz) ,5.01 (1H,dd,J=10.4Hz,4.6Hz) ,5.15 (1H,s) ,6.56 (1H,dd,J=9.1Hz,3.8Hz) ,
7.01 (1H,t,J=9.7Hz) ,7.13-7.20 (2H,m) ,7.34 (1H, dd,J=12.4Hz,2.3Hz) ,10.03 (1H,s) .
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[6756]  sf4434

[67571  (3R,4R) —1- (4-5-2,6- A HL) —4- {[ G- —2-8A-1,2,3,4-PU S Mk -5—3%)
AL ] AL} 4R IR e -3 -2 4 TR IS

[6758]  KALSZ45|433 T4 FY o

[6759] (4R TE-— R B m.p.163°CA165C

[6760]  'HNMR (DMSO-d6) Sppm:1.79 (1H,d,J=13.6Hz) ,1.95-2.02 (4H,m) , 2.46 (2H,t,]J
=7.4Hz) ,2.86-3.08 (4H,m) ,3.30-3.40 (2H,m) ,3.76 (1H,d,J=9.2 Hz) ,3.87(1H,d,J=
9.2Hz) ,4.95(1H,dd,J=10.2Hz,4.8Hz) ,5.14 (1H,s) ,6.56 (1H,dd,J=9.2Hz,3.8Hz) ,
7.01 (1H,t,J=9.7Hz) ,7.27-7.33 (2H,m) ,10.03 (1H, s).

[6761]  sZ|435

[6762]  mt—2-F & (3R,4R) —1- 4-5—2,6- —F A 3E) —4- {[ 8- —2-5Af-1,2,3,4-T15
I bk —5—3) S Bk ] Y AL} —4—FR LR e - 3- g

[6763] T =R, k5 {[ (3R, 4R) —1- (4-5-2,6- F A L) -3, 4- ~FFLIRIE-4-3E ] 141
He}-8-9 -3, 4- A MEmk-2 (1H) - (100mg) \2-MEFR IR (97 . 8mg) 4— (= HI JE 2 FE) ML A
(2.67mg) H1- G- H G L) -3- 2 Bk — W AZEhER£E (151.2 mg) HIN, N- FF L T
Ji (2mL) VB 1 o K T S RV, LA I S 2R L DTTE ), B FREJRE A JE ATV (Tt / LR
LR A4k RS LA QR S B/ — e NSRS , TR (AR AL &) (53mg) .

[6764]  'HNMR (DMSO-d6) Sppm:1.88 (1H,d,J=13.6Hz) ,2.02-2.09 (1H,m) , 2.43 (2H,t,]J
=7.6Hz) ,2.87 (2H,t,J=7.6Hz) ,3.03 (1H,d,J=11.5Hz) , 3.26-3.30(1H,m),3.41-3.54
(2H,m) ,3.92 (1H,d,J=9.5Hz) ,4.00 (1H,d,J=9.5 Hz) ,5.28 (1H,dd,J=10.1Hz,4.8Hz) ,
5.38 (1H,s) ,6.55 (1H,dd,J=9.2Hz,3.8 Hz) ,6.93 (1H,t,]=9.7Hz) ,7.28-7.35 (2H,m) ,
8.82 (1H,dd,J=2.4Hz,1.4Hz) , 8.88 (1H,d,J=2.4Hz) ,9.42 (1H,d,J=1.4Hz) ,9.99 (1H,
S) o

[6765]  S41436

[6766]  5-{[ (4R) —1- (4—5-2,6— " AIL) 4-F2 33 AR e —4-FE | FH 4 5L ) 8463,
4- —E -2 (1H) -

[6767]  T-80°C, T —H JEWM (0.078mL) [ — & H &% (3mL) VAR , ¥ I 2L ik &%
(0.057mL) , ILIREW) T AR B R FE 104340 . TR G 5-{[ (3R,4R) -1- (4-&-2,
6- " FRIRIE) -3, 4- " FRILNRNE -4-JE ] AL -8-9R -3, 4- AN -2 (1H) — i (100mg) 1) —
S b/ RPN (ImL/0. 33mL) ¥, WVR &9 T HIRNR B RE2000 86, B2 T H MR
= OHENE (0.183mL) , T E iR R S BB A IS o MK T RN S BL TR £ BR 2 RO
ATRBAVLUZIIE, SR 5 PG IR AL EMTE (T bt/ LR 1) 28 EREE Y, HLL LR 4
Fie/ = A TE/ O e - 4 i o DA DRSS WS UTVE P, TR S AR AL 54 (21 mg) o

[6768] m.p.127°C£130°C

[6769]  'HNMR (DMSO-d6) Sppm:1.96-2.06 (1H,m) ,2.20-2.26 (1H,m) ,2.43 (2H, t,J=
7.7Hz) ,2.76-2.85(2H,m) ,3.28-3.38 (2H,m) ,3.51-3.55 (1H,m) ,3.67 (1H,d, J=14.7THz) ,
3.99(1H,d,J=14.7Hz) ,4.05(1H,d,J=9.6Hz) ,4.17 (1H,d,J=9.6 Hz) ,6.63 (1H,dd,J=
9.1Hz,3.8Hz) ,7.03 (1H,t,J=9.7Hz) ,7.26-7.38 (2H,m) , 10.03 (1H,s) .

[6770] =437
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[6771] (3R, 4R) —1- (5-&-3-F ML mE-2-3) -4- {[ 8- -2-AM-1,2,3, 4- DU Emk-5-
HE) L] 2L -4 R R e -3 -2 L TR IS

[6772]  ZRALSEHI4331M & o

[6773] Hfulk

[6774]  "HNMR (CDC13) 8ppm:1.91-1.96 (1H,m) ,2.06-2.10 (1H,m) ,2.08 (3H,s) , 2.34-2.36
(1H,m) ,2.61-2.65 (2H,m) ,2.91-3.03 (2H,m) ,3.28 (1H,dd,J=12.3Hz, 10.5Hz),3.35 (1H,
dt,J=12.5Hz,2.8Hz) ,3.80 (1H,d,J=9.1Hz) ,3.83-3.89 (1H, m),3.87 (1H,d,J=9.1Hz) ,
3.98-4.04 (1H,m) ,5.22 (1H,dd,J=10.4Hz,4.9Hz) , 6.44 (1H,dd,J=9.1Hz,3.9Hz) ,6.90
(1H,t,J=9.5Hz) ,7.29 (1H,dd,J=12.0Hz, 2.1Hz),7.54(1H,brs),7.98(1H,d,J=
2.11z) .

[6775]  sE41|438

[6776]  5-{1-[1- (4-F-2,6- 9 RHL) —4-FRIEIRAE-4-FE ] £ AL} -89 -3, 4- Ak
-2 (1H) -fif

[6777]  T70°C, HiiHE8— -5 2 -3, 4- — A Memk—2 (1H) B (110mg) 4-H JE RS 1-[1-
(4-F-2,6- AR HL) —4-FRFLIRIE-4-FE] 4 1 (284mg) SRR A (126mg) LN (2mL) &
PN o T RN IS NG TR B8 5 108 2 BRUTUE R4 D8 W - T3k B8 W b v g i — 4
(25.8mg) SN, N-Z HIEHI BEfiZ /2-PABE (1: 1) (4nLl) , IBAE T 70 CHFETR 7K T ROV
T, L TR G B ZEBUZ IR, 78 TR A WLZ S 7 5 B8 MR - IR AR E AT (Dbt / 41
. TiR) 2liAk, DL = S N T/ O o 5 45 o DI JE SR W ER DTUE W, T I8 B2 b AL S 4 (38
mg)0

[6778]  'HNMR (DMSO-d6) Sppm:1.18 (3H,d,J=6.0Hz) ,1.48 (1H,d,J=13.6 Hz),1.70-
1.80 (3H,m) ,2.44 (2H,t,J=7.5Hz) ,2.79-2.99 (4H,m) ,3.28-3.39 2H, m) ,4.14 (1H,q,J=
6.0Hz) ,4.52(1H,s) ,6.62 (1H,dd,J=9.2Hz,3.9Hz) ,7.00 (1H,t,J=9.7Hz) ,7.23-7.28
(2H,m) ,9.99 (1H,s) »

(67791 S|439

[6780]  5-{[ (3S™,4R") ~1- (4-F-2,6- _F AR IE) -3-H-4-FRIEIRNE -4- 2L ] H A AL ) -89
-3, 4- A MEmk-2 (1H) I

[6781]  RALLSZHBIA2TH & K

[6782] (Z41%/7/K)m.p.223°CHE224°C

[6783]  'HNMR (DMSO-d6) Sppm:1.59-1.66 (1H,m) ,1.87-1.97 (1H,m) ,2.46 (2H, t,J=
7.8Hz) ,2.85-3.04 (3H,m) ,3.25-3.45 (2H,m) ,3.50-3.65 (1H,m) ,3.84 (1H, dd,J=9.8Hz,
2.8Hz) ,3.97 (1H,dd,J=9.8Hz,1.9Hz) ,4.62 (1H,d,J=46.6Hz) , 5.34(1H,d,J=1.0Hz) ,
6.61 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J=9.7Hz) , 7.25-7.32(2H,m) ,10.03 (1H,s) -
[6784]  sZ41440

[6785]  5—{[ (3R*,4R") -1- (4-% 2,6~ R EL) —3- 4R LR g —4—Jk ] A A0 5k} -89
-3, 4- A MEmk-2 (1H) I

[6786] KA1 & K

[6787] (41//K)m.p.222°CFE223°C

[6788]  'HNMR (DMSO—d6) Sppm:1.74-1.81 (1H,m) ,1.89-1.98 (1H,m) ,2.45-2.52 (2H,m) ,
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2.84-2.97 (3H,m) ,3.20-3.28 (1H,m) ,3.28-3.38 (1H,m) ,3.44-3.52 (1H, m),3.81 (1H,d,]
=9.1Hz) ,4.04 (1H,d,J=9.1Hz) ,4.73 (11,ddd, J=47.4Hz, 10.1Hz,5.1Hz) ,5.30 (1H,s) ,
6.61 (1H,dd,J=9.1Hz,3.8Hz) ,7.03 (11,t,]J=9.7 Hz) ,7.28-7.35(2H,m) ,10.04 (1H,s) -

[6789]  szf|441

[6790]1  5-{[ (3S",4R") ~1- (4-G 2~ A L) -34SR MR e —4-FL ] A 48 ) —8-9—3, 4~
AR -2 (1H)

[6791] AN H4 217 A o

[6792] (41/7/K)m.p.190°CE191°C

[6793]  'HNMR (DMSO-d6) Sppm:1.64-1.71 (1H,m) ,1.90-1.99 (1H,m) ,2.46 (2H, t,J=
7.8Hz) ,2.86-3.03 (2H,m) ,3.05-3.14 (1H,m) ,3.16-3.23 (2H,m) ,3.51 (1H,t, J=13.1Hz),
3.86 (1H,dd,J=9.8Hz,2.8Hz) ,3.97 (11,dd,J=9.8Hz,1.8Hz) , 4.68 (1H,d,J=46.1Hz) ,
5.36 (1H,d,J=1.3Hz) ,6.61 (1H,dd,J=9.1Hz,3.8Hz) , 7.01 (1H,t,J=9.7Hz) ,7.10 (1H,
t,J=9.1Hz) ,7.17(1H,dd,J=8.8Hz,2.0Hz) , 7.32 (1H,dd,J=12.5Hz,2.4Hz) ,10.03 (1H,
S) o

[6794]  sz|442

[6795]  5—{[ (3R*,4R") —1- (4-5—2-F A L) -3 -4 FL LR g —4—HL ) P48 ) 843, 4-
AR -2 (1H) —

[6796] KA1 & K

(67971 (41 /7K)m.p.194°CE195C

[6798]  'HNMR (DMSO-d6) Sppm:1.78-1.86 (1H,m) ,1.92-2.02 (1H,m) ,2.47 (2H, t,J=
7.9Hz) ,2.89 (2H,t,J=7.4Hz) ,2.96-3.04 (1H,m) ,3.09-3.21 (2H,m) , 3.35-3.43 (1H,m) ,
3.82(1H,d,J=9.1Hz) ,4.04 (1H,d,J=9.1Hz) ,4.81 (1H,ddd, J=47.1Hz,10.3Hz,5.0Hz) ,
5.31(1H,s) ,6.60 (1H,dd,J=9.2Hz,3.8Hz) ,7.03 (1H,t,J=9.7Hz) ,7.11-7.22 (2H,m) ,
7.35(1H,dd,J=12.4Hz,2.3Hz) ,10.04 (1H, s).

[6799]  =z41|443

[6800]  5-{[ (3S*,4R*) —1- Q-S4 A& KL) —3- -4 FR HENR IE—4— 3L ) FH 4 ) -8-9-3, 4
AR -2 (1H) —

[6801]  JEABASLAI421 A o

[6802] (41 /7K)m.p.204°CE205C

[6803]  'HNMR (DMSO-d6) Sppm:1.65-1.71 (1H,m) ,1.93-2.02 (1H,m) ,2.46 (2H, t,J=
7.8Hz) ,2.86-3.09 (4H,m) ,3.16-3.39 (2H,m) ,3.88 (1H,dd,J=9.8Hz,2.8 Hz),3.99 (1H,
dd,J=9.8Hz,1.9Hz) ,4.68 (1H,d,J=46.4Hz) ,5.32 (1H,d,J= 1.2Hz) ,6.62 (1H,dd,J=
9.2Hz,3.8Hz) ,7.02 (1H,t,J=9.7Hz) ,7.15-7.21 (1H, m) ,7.26 (1H,dd,J=9.1Hz,5.6Hz) ,
7.40 (1H,dd,J=8.6Hz,3.0Hz) ,10.03 (1H, s) .

[6804] =444

[6805]  5-{[ (3R*,4R") —1- (2-5—4-F KFL) -3 4L FLNR g —4-JL ] FF 4 %) -84 -3, 4~
TSR -2 (1H) —f

[6806] AL 421 A o

[6807] (Z41%/7/K)m.p.218°CFE220°C
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[6808]  'HNMR (DMSO—d6) Sppm:1.79-1.87 (1H,m) ,1.93-2.02 (1H,m) ,2.44-2.51 (2H,m) ,
2.85-2.96 (2H,m) ,2.96-3.02 (2H,m) ,3.11-3.19 (1H,m) ,3.23-3.31 (1H, m),3.84 (1H,d,J
=9.1Hz) ,4.06 (1H,d,J=9.1Hz) ,4.81 (1H,ddd, J=47.3Hz, 10.2Hz,5.0Hz) ,5.29 (1H,s)
6.62(1H,dd,J=9.1Hz,3.8Hz) ,7.03 (1H,t,J=9.7 Hz) ,7.15-7.21 (1H,m) ,7.30 (1H,dd, J
=9.0Hz,5.6Hz) ,7.42 (1H,dd,J=8.6Hz, 3.0Hz),10.05(1H,s) .

[6809]  sf6]445

[6810]  5-{[ (3R*,5R") ~1- (4-5(-2,6- 3 AE) -3,4,5- —FRFLIRNE -4-FE ] A 2L -89
-3, 4- A MEmk-2 (1H) -

[6811] SRSB4 21 A o

[6812]  (ZBR MR/ M) m.p.221.5°C%222.0°C

[6813]  'HNMR (CDC13) Sppm:2.43 (1H,d,J=9.0Hz) ,2.65 (2H,t,J=7.5Hz) , 2.79 (1H,
brs),2.92-3.08 (4H,m) ,3.18-3.21 (1H,m) ,3.26-3.30 (1H,m) ,3.73 (11, d,J=12.5Hz) ,
3.92-3.94 (1H,m) ,4.00-4.05 (1H,m) ,4.32-4.36 (2H,m) ,6.60 (1H, dd,J=9.0Hz,4.0Hz) ,
6.93-6.96 (3H,m) ,7.53 (1H, brs) -

[6814]  sz41446

[6815]  5-{[ (3R,4S) ~1- (4-5 2,6~ R AI}L) ~3- 4R FENRIE -4 FE ] 42 FE ) 8- -
3,4- A MEmk-2 (1H) - A

[6816]  FEABLSL 421 A o

[6817]  (ZEF) m.p.224-225°C'HNMR (DMSO-d6) Sppm:1.59-1.66 (1H,m) , 1.87-1.97 (1H,
m ,2.46 2H,t,J=7.8Hz) ,2.85-3.04 (3H,m) ,3.25-3.45 (2H,m) , 3.50-3.65(1H,m) ,3.84
(1H,dd,J=9.8Hz,2.8Hz) ,3.97 (1H,dd,J=9.8Hz,1.9 Hz) ,4.62 (1H,d,J=46.6Hz) ,5.34
(1H,s) ,6.61 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.25-7.32 (2H,m) ,10.03
(1H,s) »

[6818]  sf6]447

[6819]  5-{[ (3S,4R) -1~ (4-5 2,6~ _F AR IE) —3-F 4R FEIRIE -4 2L ] 4128 ) -85 -
3,4- A MEmk-2 (1H) - A

[6820]  ABASLAI421 A o

[6821]1  (Zf¥)m.p.224°CE225C

[6822]  'HNMR (DMSO-d6) Sppm:1.59-1.66 (1H,m) ,1.87-1.97 (1H,m) ,2.46 (2H, t,J=
7.8Hz) ,2.85-3.04 (3H,m) ,3.25-3.45 (2H,m) ,3.50-3.65 (1H,m) ,3.84 (1H, dd,J=9.8Hz,
2.8Hz) ,3.97 (1H,dd,J=9.8Hz,1.9Hz) ,4.62 (1H,d,J=46.6Hz) , 5.34(1H,s),6.61 (1H,
dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.25-7.32 (2H,m) ,10.03 (1H,s) »

[6823]  sf41448

[6824]  5-{[ (3R,4R) -1~ (4-5 2,6~ _F AR IE) —3-F 4R HEIRE -4 2L ] 42 ) -85 -
3,4- A MEmk-2 (1H) - A

[6825]  ABLSLAf421 A o

[6826] (41 /7K)m.p.207°C £209°C

[6827]  'HNMR (DMSO—d6) Sppm:1.74-1.81 (1H,m) ,1.89-1.98 (1H,m) ,2.45-2.52 (2H,m) ,
2.84-2.97 (3H,m) ,3.20-3.28 (1H,m) ,3.28-3.38 (1H,m) ,3.44-3.52 (1H, m),3.81 (1H,d,]
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=9.1Hz) ,4.04 (1H,d,J=9.1Hz) ,4.73 (1H,ddd, J=47.4Hz, 10.1Hz,5.1Hz) ,5.30 (1H,s) ,
6.61(1H,dd,J=9.1Hz,3.8Hz) ,7.03 (1H,t,J=9.7 Hz) ,7.28-7.35 (2H,m) ,10.05 (1H,s) .
[6828]  sf41|449

[6829]  5-{[(3S,4S) -1~ (4-5-2,6- —F AR IE) —3-F 4R HEIRIE -4 2L ] F 4 &) -85 -
3, 4- A k-2 (1H) - A

[6830] LS4 21 A o

[6831] (418 /7K)m.p.209°C£210°C

[6832]  'HNMR (DMSO-d6) Sppm:1.74-1.81 (1H,m) ,1.89-1.98 (1H,m) ,2.45-2.52 (2H,m)
2.84-2.97 (3H,m) ,3.20-3.28 (1H,m) ,3.28-3.38 (1H,m) ,3.44-3.52 (1H, m),3.81 (1H,d,]J
=9.1Hz) ,4.04 (1H,d,J=9.1Hz) ,4.73 (1H,ddd, J=47.4Hz, 10.1Hz,5.1Hz) ,5.29 (1H,s) ,
6.61(1H,dd,J=9.1Hz,3.8Hz) ,7.03 (1H,t,J=9.7 Hz) ,7.28-7.35 (2H,m) ,10.05 (1H,s) .
[6833]  s441|450

[6834]  (3R,4R) -1- (4-5-2,6- & A H) —4-{[ 8- —2-FAR-1,2,3,4-PU A mph—5-%)
AL ] AL -4 PR IR e -3 K R £ T

[6835] F-0°C,F5-{[(3R,4R) -1- (4-&-2,6- G A L) -3,4- ~FFLIRIE-4- 3] 1 4
Fe)-8-F-3,4- A MEMk-2 (1H) - (200mg) M) — & F k¢ (4mL) B VF b, 7 otk ng
(0.053mL) , B U8 NG H BR 416 (0.063mL) , BB AW T S| AH: 1/ KT RS
IV VR DA = & e A A L2 BAK S EhK B, LJC /K IR ER BT 4 , 28 TR V5 551 . B BE 40
FIHERE R ENTE (Ch/ LR ER) Atk bR &4 (122mg)

[6836]  'HNMR (CDC13) Sppm:1.26 (3H,t,J=7.2Hz) ,1.84-1.90 (1H,m) , 2.05-2.13 (1H,m) ,
2.40(1H,d,J=2.0Hz) ,2.63-2.68 (2H,m) ,3.00-3.06 (3H,m) , 3.30-3.36 (1H,m) ,3.43-
3.53(2H,m) ,3.87-3.94 (2H,m) ,4.07-4.21 (2H,m) ,5.04 (1H,dd,J=10.2Hz,5.2Hz) ,6.46
(1H,dd,J=9.1Hz,4.0Hz) ,6.86-6.95 (3H,m) , 7.56 (1H,brs) »

[6837]  sf|451

[6838]  4-{[ (3R,4R) -1- (4-F-2,6- —F A -4-{[ B-:—2-FM-1,2,3,4- DU -
5—4E) AE] L) —4-FR IR IE -3 JE [ A B 4T IR

[6839]  T-100°C,#HE5-{[ (3R,4R) -1- (4-5-2,6- " @A HE) -3, 4- “FRHIRmE-4-3] H
AL} -89 -3, 4~ A MEMk-2 (1H) i (300mg) 4- (= FH BE 2 %) MEng (16. 1mg) SHEHIMRET
(99mg) FIN-H F—2—ntk g g ] (NMP) (2mL) V¥R 27N o T IO SR R R oK 5 = 2 B, DLk
PSR TTTER) o B A3 [ AR R FRE R A Z 0T (LR 4T/ W BE) 4tk , DL LR 4T/ — £ Tk
Ve, 13 2hR AL &4 (203mg) -

[6840]  'HNMR (DMSO-d6) Sppm:1.78-1.84 (1H,m) ,1.93-2.01 (1H,m) ,2.43-2.50 (5H,m) ,
2.82-2.95(3H,m) ,3.01-3.07 (1H,m) ,3.30-3.42 (3H,m) ,3.75-3.89 (2H, m) ,4.93-4.98
(1H,m) ,5.11 (1H,brs) ,6.56 (1H,dd,J=9.2Hz,3.6Hz) ,7.00 (1H,t, J=9.6Hz) ,7.26-7.33
(2H,m) ,10.03 (1H,brs) ,12.30 (1H,brs) .

[6841]  sf41452

[6842]  Z FEFEHIEE (3R, 4R) —1- (4-5-2,6- —H A L) —4- {[ 8- —2-4F18-1,2,3,4- U5
WENpR—-5-J%) 4 ] 2 ) —4-FR SRR g - 32 i

[6843]  [E]yf An#AG—{[ (3R, 4R) —1- (4-5-2,6- ~ @A KE) -3, 4- —FHLIR g -4- K] H 4
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B} -8-9-3,4- & MEMk-2 (1H) —JH (200mg) « — I FE 2 FE AL g (10. Tmg) 5 57 &K 4 I
(0.052mL) %) PU SR (6mL) W3R« 3R G » We i S SV, 5k B8 R e I A 24 (2
Yt/ R G 1G) 2k T3 F= W) LA 1R £ B8 P46 i/ — Tk, ULk S 28 AR T W), )5 T 2
bR Bk &) (17Tmg) .

[6844] m.p.167%169°C

[6845]  'HNMR (CDC13) Sppm:1.10 (3H,t,J=7.3Hz) ,1.91-1.97 (1H,m) , 2.02-2.10 (1H,m) ,
2.37 (1H,brs) ,2.61-2.68 (2H,m) ,2.96-3.09 (3H,m) ,3.14-3.24 (2H,m) ,3.26-3.32 (1H,
m ,3.39-3.47 (2H,m) ,3.84-3.96 (2H,m) ,4.72-4.78 (1H, m) ,5.03-5.09 (1H,m) ,6.46 (1H,
dd,J=9.1Hz,3.9Hz) ,6.85-6.94 (3H,m) ,7.64 (1H,brs) .

[6846]  S41453

[6847]  (3R,4R) —1- (4~ —2-F R 3E) -4- {[ B-H—2-FA8-1,2,3,4-DUS MEM-5-1) &
] HIE} -4-FR FLURIE -3 R R £ G

[6848] KAl AHI45071 & K -

[6849] (LMRALBE/ ) m.p. 17T1°CE172°C

[6850]  'HNMR (CDC13) Sppm:1.26 (3H,t,J=7.2Hz) ,1.89-1.95(1H,m) , 2.08-2.16 (1H,m) ,
2.54(1H,d,J=2.0Hz) ,2.59-2.69 (2H,m) ,2.94-3.07 (2H,m) , 3.10-3.18 (2H,m) ,3.23-
3.29(1H,m) ,3.47-3.53 (1H,m) ,3.88-3.94 (2H,m) , 4.09-4.22 (2H,m) ,5.12 (1H,dd,J=
10.4Hz,5.0Hz) ,6.46 (1H,dd,J=9.1Hz,3.9 Hz) ,6.88-6.96 (2H,m) ,7.03-7.09 (2H,m) ,
7.84 (1H,brs) »

[6851]  s4ij454

[6852]  (3R,4R) —1- (4-F-2- % &%) —4-{[ 8- —2-FAX-1,2,3,4- VU S mEmk-5-2) 5
H] HEE) -4-FRRRNE -3 4 TR T

[6853]  RALLSAFI43310 & K -

[6854]  'HNMR (CDC13) Sppm:1.91-1.98 (1H,m) ,2.09 (3H,s) ,2.09-2.16 (1H,m) , 2.32-2.34
(1H,m) ,2.64 (2H,d,J=7.6Hz) ,2.95-3.07 (2H,m) ,3.09 (1H,t,J=10.6 Hz),3.15(1H,dd,]J
=12.1Hz,2.6Hz) ,3.24-3.30 (1H,m) ,3.38-3.43 (1H,m) ,3.82 (1H,d,J=9.0Hz) ,3.89 (1H,
d,J=9.0Hz) ,5.28 (1H,dd,J=10.3Hz,5.0Hz) , 6.45(1H,dd,J=9.1Hz,3.9Hz) ,6.88-6.95
(2H,m) ,7.03-7.08 (2H,m) ,7.61 (1H, brs) .

[6855]  sEf4i|455

[6856]  (3R,4R) —1- (4~ —2-F R 3E) —4- {[ B-H—2-H18-1,2,3,4-PUE MEM-5-&) &
B BRI IRIE-3,4-FE 2 E

(68571  ZKALSZ 451|433 T4 FY o

[6858]  'HNMR (CDC13) Sppm:2.03 (3H,s) ,2.14-2.22 (1H,m) ,2,17 (3H,s) , 2.61-2.68 (2H,
m) ,2.75-2.81 (1H,m) ,2.86-2.93 (1H,m) ,2.93-3.04 (2H,m) ,3.16 (1H,t,J=10.5Hz) ,
3.29-3.36 (1H,m) ,3.37-3.43 (1H,m) ,4.15(1H,d,J=9.0Hz) , 4.68 (1H,d,J=9.0Hz) ,5.43
(1H,dd,J=10.1Hz,4.6Hz) ,6.45 (1H,dd,J=9.2 Hz,3.9Hz) ,6.87-6.95 (2H,m) ,7.03-7.09
(2H,m) ,7.63 (1H,brs) .

[6859]  sf41|456

[6860]  ZJEJZ IR (3R, 4R) —1- (4-F-2- A L) —4- {[ (8- —2-%A-1,2,3,4-IU& %
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Whk—5-3) S 2L ] H Ok} —4—FR LR e -3 - L g

[6861]  FEABNSLAI4521M & B o

[6862] (LR TG/ L) m.p.156°CE157°C

[6863]  '"HNMR (CDC13) 8ppm:1.11 (3H,t,J=7.3Hz) ,1.98-2.01 (1H,m) , 2.04-2.13 (1H,m) ,
2.46 (1H,brs) ,2.58-2.68 (2H,m) ,2.94-3.06 (2H,m) ,3.07-3.30 (5H,m) ,3.41-3.47 (1H,
m) ,3.86 (1H,d,J=9.0Hz) ,3.93 (1H,d,J=9.0Hz) , 4.77-4.84 (1H,m) ,5.11-5.17 (1H,m) ,
6.46 (1H,dd,J=9.1Hz,3.9Hz) ,6.88-6.96 (2H,m) ,7.03-7.09 (2H,m) ,7.84 (1H,brs) »
[6864]  sZ|457

[6865]  JEFRA (3R,4R) —1- (4-S—2- % AR —4-{[ B-F-2-F-1,2,3,4- DU EMH-5-
) AR H AL 4R FRIRIE -3 FE I

[6866]  T-0°C, T LMWMR — 2K 5 (1.309mL) FINERE (6mL) ¥R, @0 5-{[ (3R, 4R) -1- (4-
A 2RI -3, 4- R BLURIE -4 ] B AR Ot 8983, 4- &Nk -2 (1H) - (1. 0g) , ik
RGP T IR 2/ o T SR R R IR K S CGR ClE FKEFE —
R L eSS AR DT ) Sl AR, T8 SR AR RRAL A4 (0. 85g)

[6867]  'HNMR (DMSO-d6) Sppm:1.76-1.83 (1H,m) ,1.96-2.05 (1H,m) ,2.46 (2H, t,J=
7.9Hz) ,2.89 (2H,t,J=7.9Hz) ,3.00-3.07 (1H,m) ,3.11-3.18 (2H,m) , 3.34-3.40 (1H,m) ,
3.70-3.85(2H,m) ,3.96 (1H,d,J=9.0Hz) ,4.48-4.56 (1H,m) , 5.99(0.5H,s) ,6.58 (1H,dd,
J=9.1Hz,3.8Hz) ,7.03(1H,t,J=9.5Hz) ,7.14 (1H, t,J=9.1Hz) ,7.19(1H,dd,J=8.8Hz,
2.3Hz) ,7.33(0.5H,s) ,7.35(1H,dd,J=12.3Hz,2.3Hz) ,10.04 (1H, brs) .

[6868] 5‘?%458

[6869]  4-{[ (3R,4R) ~1- 4~ —2- 8 73 4 {[ - —2-58M-1,2,3, 4-TU A EEmh-5-3%)
SR ) 4R B RE -3 ] S A -4 AT R

[6870] A5 11T & ko

[6871]  'HNMR (DMSO—d6) Sppm:1.81-1.88 (1H,m) ,1.95-2.04 (1H,m) ,2.41-2.52 (6H,m) ,
2.80-2.92 (2H,m) ,2,98-3.11 (2H,m) ,3.14-3.20 (1H,m) ,3.21-3.27 (1H, m) ,3.79(1H,d,J
=9.2Hz) ,3.87 (1H,d,J=9.2Hz) ,5.02 (1H,dd,J=10.4Hz,4.6 Hz) ,5.14 (1H,brs) ,6.56
(1H,dd,J=9.1Hz,3.5Hz) ,7.00 (11, t,J=9.9Hz) ,7.12 (1H,t,J=9.2Hz) ,7.18(1H,dd,]
=8.7Hz,2.2Hz) ,7.34 (1H,dd,J=12.3Hz,2.2 Hz) ,10.02 (1H,brs) ,12.20 (1H,brs) »
[6872]  s41459

[6873]  (3R,4R) -1- (4-5-2,6- & ) —4-{[ 8-@—2-2M-1,2,3,4- P A mEmf—5—%)
AR IRE-3,4- R 4R

[6874] AL AI433 1M & o

[6875]  'HNMR (CDC13) Sppm:2.02 (3H,s) ,2.12-2.19 (1H,m) ,2,18 (3H,s) , 2.62-2.67 (2H,
m) ,2.70-2.76 (1H,m) ,2.93-3.05 (2H,m) ,3.06-3.12 (1H,m) , 3.15-3.29 (2H,m) ,3.44-3.51
(1H,m) ,4.17 (1H,d,J=9.0Hz) ,4.68 (1H,d,J=9.0 Hz) ,5.35(1H,dd,J=9.7Hz,4.6Hz) ,
6.45(1H,dd,J=9.2Hz,3.9Hz) ,6.85-6.95 (3H,m) ,7.63 (1H,brs) .

[6876]  SZ411460

[6877]  5- ({[1- (4-F—2-9 R HE) —4- SR FENRIE—4—-FL ] H 2L} At oe 5k) —8— k-3, 4- Wik
-2 (1H) -fif
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[6878]  FEABLSLAI61M & ko

[6879] (Z4WE//K)m.p.171°CE172°C

[6880]  '"HNMR (CDC13) Sppm:1.75-1.88 (4H,m) ,2.04 (1H,s) ,2.64-2.71 (2H,m) , 2.99-3.08
(2H,m) ,3.06 (2H,s) ,3.14-3.23 (4H,m) ,6.87-6.92 (1H,m) ,6.97 (1H,t,] =9.3Hz) ,7.01-
7.07 (2H,m) ,7.15(1H,dd,J=8.8Hz,5.1Hz) ,7.62 (1H,brs) .

[6881]  sfpi|461

[6882]  5- ({[1- (4-F—2-FKIE) —4-FR IR e —4- 2 ] FE L} s e ) —8—-9-3,4- &%
Wbk—2 (1H) —

[6883]  T-E i, i Hto— ({[1- (4-F—2-9 K L) —4-F2 FRIRIE —4- L ] 3L} A e %) 8- —
3, 4= MEIk-2 (1H) B (0.22g) SAFIS AR (75%) (0.144¢) M (10mL) £ IFH
7.5/ o ZE TR EE ], TR B W IS I AR BR E N KIE I S TR Sl - LU E AR U EE A
W PEUTTERD , B A3 [ 4R R A 8 AT vk (& e/ W) 44k, UL A BE F 4 ih - LA
JEARWCEETTIEYD , THR 32 (R A4k 54 (86mg)

[6884] m.p.241°C

[6885]  'HNMR (DMS0-d6) Sppm:1.67-1.74 (1H,m) ,1.77-1.85(1H,m) ,1.85-2.00 (2H,m) ,
2.47-2.61 (2H,m) ,2.82-3.13 (8H,m) ,5.15(1H,s) ,7.08 (1H,t,J=9.1Hz) , 7.16 (1H,dd,]J
=8.6Hz,1.9Hz) ,7.30 (1H,dd,J=12.4Hz,2.5Hz) ,7.38 (1H,t,] =9.5Hz) ,7.45(1H,dd,J
=8.8Hz,5.0Hz) ,10.34 (1H,s) -

[6886]  S{]462

[6887] 5 ({[1- (4-F—2-9 R HE) —4-FRFENRUE—4—FL ] I} R e %) —8— k-3, 4- ik
-2 (1H) -fif

[6888]  F5- ({[1- U~ -2-F AL - 4-F -1 -FH IR Ve -4-F& ] FF 2 ) Ak %) —8-%(-3,
4= ZEMEMR-2 (1H) - (0. 1g) B H EE (3mL) ByF i, i I w4kt (3mL) , (=13 n#A VR
EH3/NIE, 2BV R T AR M s i R /&0 (1:1) (4 mL) 5 =R AER (8mL) , [H135 0
R S SITR A 067N o 28 TR 1), Bk BE R R IR A 2 v (U bt/ H RS 4iik, FF
CL TR T8/ £ P45 i o LA JEZR AR UTTE YD, T (60°C) T $2 Az @k &4 (54mg) -
[6889] m.p.236%238°C

[6890]  'HNMR (CDC13) Sppm:1.93-2.02 (2H,m) ,2.04-2.11 (2H,m) ,2.69-2.76 (2H, m) ,
3.08-3.15(2H,m) ,3.15-3.21 (2H,m) ,3.31 (2H,s) ,3.48-3.54 (2H,m) ,3.59 (1H, s),6.90
(1H,t,J=8.8Hz) ,7.02-7.07 (2H,m) ,7.21 (1H,t,J=9.1Hz) ,7.72 (1H, brs),7.76 (1H,dd,
J=8.9Hz,5.3Hz) .

[6891]  ={6]463

[6892] 5-{2-[1- (4-5-2,6- “H AHL) 42 HLWRIE-4-FE] 2, 58) -85 -3, 4- ~ S MMk -
2 (1H) -f

[6893]  FEABLSLAHI61M & ko

[6894]  'HNMR (DMSO—d6) Sppm:1.53-1.62 (6H,m) ,2.45-2.49 (2H,m) ,2.60-2.64 (2H,m) ,
2.88-2.94 (4H,m) ,3.29-3.34 (2H,m) ,4.35(1H,s) ,6.80 (1H,dd,J=8.6 Hz,5.2Hz) ,6.96-
7.00 (1H,m) ,7.22-7.29 (2H,m) ,9.96 (1H, s) -

[6895]  sL4il464
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[6896] 5 ({Jx—4— (4~ 2~ FIE) ~1-F -4 [ U-HEILFIE) FIE RO} FEID) -
8—F—3,4- S k-2 (1H) i

[6897] A4 21 A o

[6898]  'HNMR (DMSO-d6) Sppm:1.49 (2H,d,J=12.4Hz) ,1.97-2.25 (6H,m) , 2.31(2H,t,]
=8.8Hz) ,2.75(2H,t,J=7.6Hz) ,3.70 (2H,s) ,3.74 (3H,s) ,4.02 (2H, s),4.62(1H,s),
6.55(1H,dd,J=9.1Hz,3.8Hz) ,6.87-6.93 (2H,m) ,6.99 (1H,t,] =9.7Hz) ,7.19-7.25 (2H,
m) ,7.33(1H,dd,J=8.5Hz,2.1Hz) ,7.42 (1H,dd,J= 11.9Hz,2.2Hz) ,7.50 (1H,t,]J=
8.6Hz) ,10.00 (1H,brs) »

[6899]  sf41465

[6900]  5-{[Jx-4- (4-S-2-AKI) -1, 4- — BRI O R A ) -8-9-3, 4- Ak -
2 (1H) — PR

[6901]  F5- ({jx—4- (4-F-2-FARHL) - 1-F2H-4-[ U-FHFEEFTRE) SR O£ HEA
HE) -8-9R—3,4- A MMk -2 (1H) —FR (0. 30g) B =S H &t (6mL) ¥ H , ¥ hnsK (3mL) 52, 3-
-5, 6- EE-XT KRR (0. 146g) , IR G T B ZIH R 3008 K T R S, BA
LR TR A BUZIE I - A WLZE A SR KBe 3, LG /K IR BR 84T 4 , 28 TP v 77 - Bk B8 W 1) ek
R ZATE (Cbt/ IR L BR) 264k, UL = R I IEBE I, R T4 (40°C) T #2 (A% ik &4
(87mg) -

[6902]  'HNMR (CDC13) Sppm:1.71-1.83 (4H,m) ,1.89-1.97 (2H,m) ,1.97-2.09 (2H, m) ,
2.39-2.53 (2H,m) ,2.60-2.70 (2H,m) ,3.02 (2H,t,J=7.7Hz) ,3.85(2H,s) , 6.49 (1H,dd,]
=9.1Hz,3.9Hz) ,6.93 (1H,t,J=9.5Hz) ,7.10 (1H,dd,J=12.0Hz, 2.1Hz),7.15(1H,dd,]J
=8.5Hz,2.2Hz) ,7.49 (1H,t,]J=8.7Hz) ,7.56 (1H,brs) .

[6903]  Sf6]466

[6904] 5 ({Mfi-4— (4-5—2-FFIE) —1- ¥4 [ U-HEILIE) FIE RO FE) FESD) -
8-9R—3,4- S MMk -2 (1H)

[6905] AP AI4 21 A o

[6906] (RN m.p.171.4CHE173.1°C

[6907]  'HNMR (CDC13) Sppm:1.75-1.88 (2H,m) ,1.98-2.19 (4H,m) ,2.22-2.33 (3H, m) ,
2.58-2.68 (2H,m) ,2.98 (2H,t,J=7.7Hz) ,3.80 (3H,s) ,3.95 (2H,s) ,4.17 (2H, s),6.49
(1H,dd,J=9.1Hz,3.9Hz) ,6.83-6.96 (3H,m) ,7.06-7.17 (2H,m) , 7.20-7.26 (2H,m) ,7.39
(I1H,t,J=22Hz) ,7.56 (1H,brs) .

[6908]  sp467

[6909] 5 {[fi-4- (4-SL-2-9R A IE) -1, 4- — RO ] A L) -8-9m-3, 4- A vk -
2 (1H) -f

[6910]  SEABASL 4651 & Bk o

[6911]  'HNMR (DMSO-d6) Sppm:1.58-1.68 (2H,m) ,1.69-1.78 (2H,m) ,1.78-1.90 (2H,m) ,
1.96-2.09 (2H,m) ,2.43 (2H,t,J=7.7Hz) ,2.85 (2H,t,J=7.6Hz) ,3.90 (2H,s) ,4.67 (1H,
s),5.21(1H,s) ,6.61 (1H,dd,J=9.1Hz,3.8Hz) ,7.01 (1H,t,J= 9.7Hz) ,7.23-7.33 (2H,
m) ,7.63 (1H,t,J=8.7Hz) ,10.00 (1H,s) -

[6912]  SZf6]468
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[6913]  5-{[x—4- (4~ -2 AHL) ~1- I O] A IE ) -8-T—-3,4- ~ S EMk -2
(1H) — B

[6914] AL A4 217 A o

[6915] (RN m.p.166.2°CA168.4°C

[6916]  'HNMR (CDC13) Sppm:1.48-1.65 (2H,m) ,1.68-1.81 (2H,m) ,1.83-1.98 (2H, m) ,
2.09-2.21 (2H,m) ,2.38 (1H,s) ,2.61-2.70 (2H,m) ,2.83-2.97 (1H,m) ,3.02 (2H, t,J=
7.7Hz) ,4.04 (2H,s) ,6.53 (1H,dd,J=9.1Hz,4.0Hz) ,6.94 (1H,t,J=9.4 Hz) ,7.02-7.08
(2H,m) ,7.08-7.17 (1H,m) ,7.55 (1H, brs) .

(69171  s241469

[6918] 5 {[Jli-4— (4~ -2 A 3EL) ~1- 2L O FE ] A JE ) -8- T3, 4- S Mk -2
(1H) —

(69191  2RALLSZHBIA2TH & K

[6920]  '"HNMR (CDC13) 8ppm:1.54-1.70 (2H,m) ,1.70-1.81 (2H,m) ,1.85-2.25 (5H, m) ,
2.56-2.73 (2H,m) ,2.78-2.95 (1H,m) ,3.02 (2H,t,J=7.7Hz) ,3.81 (2H,s) , 6.48 (11,dd,]
=9.1Hz,4.0Hz) ,6.92 (1H,t,J=9.4Hz) ,7.05(1H,dd,J=10.1Hz, 2.1Hz) ,7.10 (1H,dd,J
=8.3Hz,2.0Hz) ,7.24 (1H,t,J=8,2Hz) ,7.59 (1H, brs) »

[6921]  s2]470

[6922]  5-{[ (1R*,2R*,4S") —4- (4~ -2-F &) -1, 2- R O] FA ] -8-5-3,4-
TSR -2 (1H)

[6923]  SEABLSLAI61M & ko

[6924]  'HNMR (CDC13) Sppm:1.53-1.68 (1H,m) ,1.80-1.94 (3H,m) ,2.00-2.18 (2H, m) ,
2.57-2.72 (4H,m) ,3.00 (2H,t,J=7.7Hz) ,3.30-3.45 (1H,m) ,4.05-4.15 (3H, m) ,6.51 (1H,
dd,J=9.1Hz,3.9Hz) ,6.95 (11, t,]=9.4Hz) ,7.02-7.10 (2H,m) , 7.13(1H,t,J=7.7Hz) ,
7.54 (1H,brs) »

[6925]  sf|471

[6926]  5-{[ (1R*,2R*,4R") —4- (4-G-2-F A& H) -1, 2- R O] FA L) -8-5-3,4-
A K2 (1H) —

[6927]  SEABLSLAHI61M & ko

[6928]  'HNMR (DMSO-d6) Sppm:1.44-1.56 (2H,m) ,1.61-1.96 (4H,m) ,2.47 (2H, t,J=
7.8Hz) ,2.77-3.00 (3H,m) ,3.64 (1H,d,J=8.6Hz) ,3.68-3.76 (1H,m) ,4.02 (1H,d,J=
5.2Hz) ,4.40 (1H,s) ,4.64 (1H,d,J=6.5Hz) ,6.56 (1H,dd,J=9.1Hz, 3.8Hz),7.01 (1H,t,]J
=9.7Hz) ,7.26 (1H,dd,J=8.4Hz,2.0Hz) ,7.32-7.42 (2H, m) ,10.01 (1H,brs) .

[6929]  s|472

[6930]  (1R*,2R*,5S™) —5- (4-&-2-F A& FE) —2- {[ (8-F—2-5AM-1,2,3,4- VY S MMk -5
B FIEIF ) -2, 5- R ZRIF S

[6931] AL 4651 & Bl o

[6932]  'HNMR (DMS0-d6) Sppm:1.37-1.51 (1H,m) ,1.57-1.76 (2H,m) ,1.93 (3H, s),2.10-
2.27 (1H,m) ,2.29-2.44 (2H,m) ,2.44-2.56 (2H,m) ,2.90 (2H,t,J=7.6Hz) , 3.69(1H,d,]J=
9.1Hz) ,3.83(1H,d,J=9.1Hz) ,4.91 (1H,s) ,5.35(1H,dd,J= 11.2Hz,4.8Hz) ,5.44 (1H,
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s),6.54 (1H,dd,J=9.2Hz) ,7.00 (1H,t,J=9.7Hz) , 7.29 (1H,dd,J=8.5Hz,2.1Hz) ,7.33
(1H,dd,J=11.7Hz,2.1Hz) ,7.63 (1H,t,] =8.7Hz),10.03 (1H,s) -

[6933] =473

[6934]  5-{[ (IR*,2R",4S") 4~ (4-S—2-F KHL) -1,2,4- =R H I ] FHH ) -85 -
3, 4- A MEmk-2 (1H) - A

[6935] T (1R*,2R*,5S") -5— (4-S—2- 9 R HE) —2— {[ B9 —2-%AX-1,2,3, 4-DYS M npk—5-
B EFE]F ) -2,5- I LI HEE (0.30g) BN, N- I IEH LG/ HEE (5:3)  (SmL)
W, IS INERER AR (0.167g) , SR MIR AW T iR FE3073Bh o U 48 [ N, T 5% BE 4+
K, LA S 2RI SR UTIE W) , T M4 Az Bk &4 (0.25¢) »

[6936]  'HNMR (DMSO-d6) Sppm:1.36-1.46 (1H,m) ,1.47-1.61 (1H,m) ,1.61-1.74 (1H,m) ,
2.06-2.20 (1H,m) ,2.22-2.38 (2H,m) ,2.38-2.58 (2H,m) ,2.81-3.03 (2H, m) ,3.63 (1H,d, ]
=8.7Hz) ,3.97-4.11 (2H,m) ,4.39 (2H,brs) ,5.22 (1H,brs) ,6.58 (1H,dd,J=9.1Hz,
3.8Hz) ,7.01 (1H,t,J=9.7Hz) ,7.28 (1H,dd,J=8.4Hz,2.2 Hz) ,7.31 (1H,dd,J=11.6Hz,
2.1Hz) ,7.63 (1H,t,J=8.6Hz) ,10.03 (1H,brs) «

[6937] =474

[6938]  (1R*,2R*,5R*) —5— (4-&~2-F A& IE) —2- {[ (8% —2-5AM-1,2,3,4- VY S MMk —-5-
B FIEIF ) -2, 5- R IE ORI CE

[6939]  SRABNSL 4651 & Bk o

[6940]  'HNMR (DMSO-d6) Sppm:1.37-1.58 (1H,m) ,1.63-1.76 (1H,m) ,1.87-2.03 (4H,m) ,
2.07 (1H,t,J=12.2Hz) ,2.21-2.37 (3H,m) ,2.37-2.60 (3H,m) ,3.61 (1H, d,J=9.2Hz) ,
3.77(1H,d,J=9.2Hz) ,4.77 (1H,dd,J=11.6Hz,3.9Hz) ,5.02 (1H, s),5.38(1H,s) ,6.46
(1H,dd,J=9.1Hz,3.7Hz) ,6.95 (11, t,J=9.7Hz) ,7.32 (1H, dd,J=8.5Hz,2.2Hz) ,7.40
(1H,dd,J=12.2Hz,2.2Hz) ,7.68 (1H,t,J=8.7Hz) , 9.98 (1H,s) -

(69411  sZ{6]475

[6942]  5-{[ (IR*,2R*,4R") -4~ (4-§—2-F KHL) -1,2,4- =R HIF ] FHEH ) -85 -
3, 4- A MEmk-2 (1H) - A

[6943] AL 73T & B o

[6944]  'HNMR (DMSO-d6) Sppm:1.45-1.60 (1H,m) ,1.63-1.77 (1H,m) ,1.79-1.90 (1H,m) ,
1.90-2.01 (1H,m) ,2.16-2.27 (1H,m) ,2.28-2.37 (2H,m) ,2.37-2.57 (3H, m) ,3.48-3.61
(2H,m) ,3.93 (1H,d,J=9.0Hz) ,4.49 (1H,brs) ,4.84 (1H,brs) ,5,42 (1H,brs) ,6.67 (1H,
dd,J=9.1Hz,3.7Hz) ,6.97 (1H,t,J=9.8Hz) ,7.30 (1H,dd,J] =8.5Hz,2.2Hz) ,7.37 (1H,
dd,J=12.2Hz,2.2Hz) ,7.54 (11, t,J=8.7Hz) ,9.99 (1H,brs) .

[6945]  sE4|476

[6946]  [x-1- (4-F-2-F AR IE) —4- {[ (8- —2-F1-1,2,3,4- DY M k-5 ) S k] H
B} -4 R O b T

[6947]  FEABNSLAI4217 A o

[6948]  '"HNMR (DMSO—d6) Sppm:1.69-1.87 (2H,m) ,1.92-2.05 (2H,m) ,2.05-2.17 (2H,m) ,
2.17-2.31 (2H,m) ,2.37-2.48 (2H,m) ,2.95 (2H,t,J=7.6Hz) ,3.78 (2H,s) , 4.86 (1H,s) ,
6.60 (1H,dd,J=9.1Hz) ,7.02 (1H,t,]J=9.7Hz) ,7.40 (1H,dd,J= 8.5Hz,2.0Hz) ,7.52-
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7.66 (2H,m) ,10.03 (1H,brs) .

(69491  s{5]477

[6950]  5-{[Jx—4- (4-F-2-FAH) -1-FR-4-HE LA R HHEIE) -8-5-3,4- — &
W k-2 (1H) —

[6951]  2RALLSZBIA2TH 2 K

[6952]  '"HNMR (DMSO—d6) Sppm:1.45-1.57 (2H,m) ,1.77-1.90 (2H,m) ,1.90-2.00 (2H,m) ,
2.06-2.20 (2H,m) ,2.43-2.49 (2H,m) ,2.92 (2H,t,J=7.6Hz) ,2.96 (3H,s) , 3.72(2H,s) ,
4.56 (1H,s) ,6.58 (1H,dd,J=9.1Hz,3.8Hz) ,7.00 (1H,t,J=9.7Hz) , 7.30(1H,dd,J=
8.5Hz,2.1Hz) ,7.38 (1H,dd,J=11.9Hz,2.1Hz) ,7.44 (1H,t,] =8.6Hz) ,10.0 (1H,brs) .
[6953]  s41478

[6954]  5-{[Jx—4- (4-5-2,6- " FREL) -1,4- " FRIEIA O] AR L) -8-%-3,4- 4%
Wbk—2 (1H) —

[6955]  2RALLSZIA2TH & K

[6956] (HEE)m.p.213.0°C£213.4°C

[6957]  'HNMR (CDC13) Sppm:1.66-1.79 (2H,m) ,1.93 (1H,s) ,1.99-2.12 (4H,m) , 2.45-2.58
(3H,m) ,2.61-2.70 (2H,m) ,3.02 (2H,t,J=7.7Hz) ,3.82(2H,s) ,6.48 (1H,dd,J=9.1Hz,
4.0Hz) ,6.86-7.00 (3H,m) ,7.54 (1H, brs) »

[6958]  s41479

[6959]  5-{[Jii-4- (4-F-2-% AKHE) - 1- - 4-H A LM O] HEAE L) -8-%-3,4- =&
W k-2 (1H) —

[6960] AL 421 A o

[6961]  (2-AFE)m.p.155.4C % 158.8°C

[6962]  "HNMR (CDC13) Sppm:1.73-1.87 (2H,m) ,1.91-2.20 (6H,m) ,2.30 (1H,s) , 2.62-2.68
(2H,m) ,2.98 (2H,t,J=7.7THz) ,3.11 (3H,s) ,3.95 (2H,s) ,6.49 (1H,dd, J=9.1Hz,4.0Hz) ,
6.91 (1H,t,J=9.4Hz) ,7.07 (1H,dd,J=11.2Hz,2.1Hz) ,7.13 (1H,dd,J=8.5Hz,2.1Hz) ,
7.33(1H,t,J=8.5Hz) ,7.65 (1H,s) «

[6963]  =46]480

[6964] 5 {[fi-4- (4-5-2,6- G AKIE) -1,4- IR COF] FEIE) -8-F-3,4- A%
Wbk—2 (1H) — i

[6965]  SEABLSL 421 A o

[6966]  "HNMR (DMSO—d6) Sppm:1.54-1.70 (2H,m) ,1.71-1.82 (2H,m) ,1.88-2.02 (2H,m) ,
2.10-2.25(2H,m) ,2.40 (2H,t,J=7.6Hz) ,2.71 (2H,t,J=7.6Hz) ,3.77 (2H,s) ,4.63 (1H,
s),5.33(1H,s) ,6.55(1H,dd,J=9.1Hz,3.8Hz) ,6.98 (1H,t,J= 9.7Hz) ,7.20-7.32 (2H,
m) ,9.99 (1H,s) »

(69671 P51

[6968]  HUERIES (FE AR M B RE 7718)

[6969] i FH7H1 13457 5 (BBL) M€ 15 H SE B 2590 H & Z M4k & V) Xt 45 #% 5 1A
(M. tuberculosis H37Rv) F) R ICAM IR S o 44 240 B 1 PR 0 Je B 97 - 7TH9 K5 9% % (BBL) o,
F-80°CYAURIRAT , I 1T 53 TR A0 o A FH V2% LR A7 1 200 1 V5 Y00 1) 2% 3 2897 TR 2N £ 10°CFU/mL
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(140 401 T V5 YR o U 4 1 Y5 R 2 L8 b 28 5 A S I THL L PRS2 R . 37 CRE 3R 14
K, ME AR AR E

[6970] S 45 4% 43 AT B H3 TR ) S AR 1)< £ <0 . 39ug /mL

(69711 4512

[6972]  HUpH S0 (e REREFRIE)

[6973] T & Fron Mk Ak &9, 8 FH7TH1 115 37 3 (BBL) M 5E 3 % 45 % 4> ki #F B
(M. tuberculosis Kurono) )% H s AR FE A4 A0 B B AR TS5 75 T-7TH9 1597 % (BBL)
H, F-80°C A ARAT , 35 1 B0 18 B0 . 5 A 12 PR AT 10 40 T B V7 VR 4 B R R BN 4
10°CFU/mL ) 20 B 2 V5 W » B 4 1 BV R 050 Bl & 4 MR AL A 0 TH L PSR Rs 77 3
H, T37T°CEFRIAR G T E S ARAM IR B

[6974]  Z55ANFRFR.

[6975] [F1-1]
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HA

B 354/355 1T

[6976]

3% kurono B #x 69 AR AP A KA
XA (MIC)
(png/mL)

A5 1 LA <0.39
S 14 4059 <0.39
=41 17 a4 <0.39
S5 49 1A <0.39
G5 52 WA <0.39
545 85 AL A4 <0.39
55 102 4L 54 <0.39
) 130 4L 44 <0.39
F45) 138 4L 64 <0.39
45} 139 4L 44 <0.39
Fp) 152 454 <0.39
) 175 4044 <0.39
48] 194 1654 <0.39
5245 206 1L A% <0.39
g5 214 4L A4 <0.39
) 251 o <0.39
4 252 AW <0.39
FA5) 259 4L A <0.39
45} 260 1L A4 <0.39
FA5) 265 4L A <0.39
215} 288 tL A <0.39
515 347 LA <0.39
45} 361 tL A4 <0.39
Fp) 364 LA <0.39
FA5] 369 4L o4 <0.39
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I8 372 Lo <0.39
F245) 399 1L &M <0.39
G245) 404 1L A% <0.39
G 419 4L <0.39
G215) 446 1L AW <0.39
G 447 AL <0.39
S 448 1L A4 <0.39
G215 449 4L AW <0.39
5215) 450 1A% <0.39
[6977]
A 454 1S4 <0.39
5215) 460 1L &4 <0.39
F215) 463 1L AW <0.39
A5 465 1L A4 <0.39
G 469 4L AW <0.39
) 471 4L <0.39
G 473 AL <0.39
FA) 476 LA <0.39
G 477 AL <0.39
[6978] Mk FH
(69791 7%z BA AT B 45 A% 005 1 2 BE B 24 P 45 A% 093 B RN/ AR 45 4% o BT
WG E ) -
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