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HEILAYT RN GRESrHRE - RAVAKBE - EEEE BREE - BEE - EFE
CRER - ARG - AIGHISEG - FRERG - AIERENRE - BEE - MEAKRR
(Parkmson s disease) ~ B > [T 2% /88K K% (Alzheimer’s disease) ~ #8 & #4085 ~ L& B xH E 2
Waosh HEBE R ~ B KR 1% B(Down syndrome) ~ 3% B BlJE 5 ~ %E@ ~ Houg s BRSO RGRE
MLR E AR R RIbE ~ 58 ILE « FITH K% (Huntington’s disease) ~ )&, ~ #3843 7%&

B IBMR A B A& R S B (B ke B ~ 48 B B (opiates) ~ F A& JEib 4
(methamphetamine) ~ 338 €.k (phencyclidine) & # T #ik (cocaine))

The present invention relates to compounds of general formula I

R2
0
RY); N
N N—R
\
3 xJ
R I

wherein R! is hydrogen, halogen, lower alkyl, lower alkoxy, lower alkoxy substituted by halogen or cyano;
R?2 is hydrogen, lower alkyl or lower alkyl substituted by halogen; R3 is phenyl, benzo[1,3]dioxolyl, 2,3
dihydro-benzofuran-5-yl or a 5- and 6-membered heteroaryl, wherein phenyl and the 5- and 6-rnembered
heteroaryl groups may be substituted by one or more substituents, selected from cyano, nitro, amino and
lower di-alkylamino, lower alkyl sulfonyl, lower alkoxy, lower alkoxy substituted by halogen, halogen,
lower alkyl, lower alkyl substituted by halogen or lower alkyl substituted by hydroxyl; X is -CH(lower
alkyl)-, -CH, -, -CH, CHj - or -CH(lower alkyl)CH, -; R is hydrogen or lower alkyl; nis 1 or 2; or to a
pharmaceutically acceptable acid addition salt, to a racemic mixture or to its corresponding enantiomer and/
or optical isomers thereof.

The compounds may be used for the treatment of schizophrenia, obsessive-compulsive personality
disorder, major depression, bipolar disorders, anxiety disorders, normal aging, epilepsy, retinal degeneration,
traumatic brain injury, spinal cord injury, post-traumatic stress disorder, panic disorder, Parkinson’s disease,
dementia, Alzheimer’s disease, mild cognitive impairment, chemotherapy-induced cognitive dysfunction,
Down syndrome, autism spectrum disorders, hearing loss, tinnitus, spinocerebellar ataxia, amyotrophic
lateral sclerosis, multiple sclerosis, Huntington’s disease, stroke, radiation therapy, chronic stress, abuse of

neuro-active drugs, such as alcohol, opiates, methamphetamine, phencyclidine and cocaine.
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HFREANESE LA ETCBRINEE  RERENBRES
KRN EEEHGEBYR/BOCRERY -

ZECEYTHARNEEBMORE  BENARKE EEE
B BREBIE -BEE - EXEEL BEH - WHEERE  BEEKE
% FHEEEG - BIBRBIIRKE - BIRIE - 1H& 7R XK (Parkinson’s
disease) ~ K& & - i 2k ¥ BX K 7% (Alzheimer’s disease) ~ ¥ & 52 #1148
B LEBEREFE IR ININERER - F KXIE &2 (Down syndrome) -
ZEFERER - R - HIE - BHR/DEERFE - LIAZHEEEEM
RWEE ~ ZFMHEBEAGE ~ F 7 4 X8 (Huntington’s  disease) ~
JB - BEE L - BERD - ERAMKRHEBEEY@IMEE - B
(opiates) ~ H E % JE fii @7 (methamphetamine) ~ ¥ & OO UK IE
(phencyclidine) K &7 #i i (cocaine)) °

C173621A.doc -2-

@



1506027

€39

The present invention relates to compounds of general formula [

R
0
R N\
N _NR
3 X
R I

wherein

R! is hydrogen, halogen, lower alkyl, lower alkoxy, lower alkoxy substituted by halogen

or cyano;
R? is hydrogen, lower alkyl or lower alkyl substituted by halogen;

R3 is phenyl, benzo[1,3]dioxolyl, 2,3-dihydro-benzofuran-5-yl or a 5- and 6-membered
heteroaryl, wherein phenyl and the S- and 6-membered heteroaryl groups may be
substituted by one or more substituents, selected from cyano, nitro, amino and lower
di-alkylamino, lower alkyl sulfonyl, lower alkoxy, lower alkoxy substituted by halogen,
halogen, lower alkyl, lower alkyl substituted by halogen or lower alkyl substituted by
hydroxyl; ‘

X is -CH(lower alkyl)-, -CH,-, -CH,CH,- or —CH(lower alkyl)CH,-;
R is hydrogen or lower alkyl;
n is 1 or 2;

or to a pharmaceutically acceptable acid addition salt, to a racemic mixture or to its

corresponding enantiomer and/or optical isomers thereof.

The compounds may be uscd for the treatment of schizophrenia, obsessive-compulsive
personality disorder, major depression, bipolar disorders, anxiety disorders, normal aging,
epilepsy, retinal degeneration, traumatic brain injury, spinal cord injury, post-traumatic stress
disorder, panic disorder, Parkinson’s disease, dementia, Alzheimer’s disease, mild cognitive
impairment, chemotherapy-induced cognitive dysfunction, Down syndrome, autism spectrum

disorders, hearing loss, tinnitus, spinocerebellar ataxia, amyotrophic lateral sclerosis, multiple
sclerosis, Huntington’s disease, stroke, radiation therapy, chronic stress, abuse of neuro-active

drugs, such as alcohol, opiates, methamphetamine, phencyclidine and cocaine.
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Z8 - -BEE BRE - B REEE%E - BIGHKEE - 418
% BIBRBIRE  BRE WHERKKE BR  FZBEBEKRK -
REXANEESE CEREFEICRXANDERERER(" 2K
(chemobrain) ; ) ~ FEFKEMRE - Z BFAEREEE - & B8 (Neuroscience,
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RIAWELU T EH
(R)-4-EBEL-6-FE 5-3,4- — & -2H-ML »# £ [1,2-a] 08| 1R -1-FR
(R)-6-(4-FH & B -FH)-4-FE -3, 4- = & -2H-0 o H[1,2-a] 08| B -1-

(R)-8-$-4-FH B -6-F 2 -3,4- & -2H-ML 4 H[1,2-a] 15[ 1k - 1 -FH
(R)-8- %5 -6-(4-FF & Bk -FE 5L )-4- B9 5 -3,4- = &, -2H- 1} 3 [1,2-a] 5|

e - 1-
(R)-8-%-6-(4- % - 5 )-4-FH 5-3,4- Z & -2H-1Hf =4 HE[1,2-a] 8] 13- 1-

i ®
(R)-8-%-4-FH 2 -6- 3 B H-3,4- = & -2H- Il »# - [1,2-a] 03] R -1-F7 |
(R)-6-(3,5- = . -FE 2 )-8- %, -4- FF £ -3,4- = &, -2H-Mif = 7 [1,2-a] ]

Wk -1 -l

(R)-6-(3,4- = #f.- 25 25 )-8- 5 -4- F 5£-3,4- = 4, -2H-Ift 4 ¥ [1,2-a] 5]
V-1

(R)-6- (44825 25 )-8-,-4- F £ -3,4- = - 2HL- Itk =4 3% [1,2-a] B k- 1-
i

8-4.-6- 75 B-3,4- = &,-2H-I 4 7 [1,2-a] B[ k- 1 - ®

(R)-8- 45, -4- B 3£ -6-(4- = Jf B 26 - 35 25)-3,4- = -2 H-hk = FF [1,2-a]
5] 0 - 1-

(R)-8-45.-6-(3-40.- 7 25 )-4- F £ -3,4- = - 2H- Itk =4 3 [1,2-a] 08| -1 -
i

9-9.-7-F 2-2,3,4,5- P4 -[1,4] = FWFH[1,2-a) 08| B -1 -

O-4.-7-(4-F G BE-FE 5£)-2,3,4,5- 10 &, [1,4] = SR H [1,2-2] 8] LR-1-
o

9-F-T-(4-F-FH)-2,3,4,5- & -[1,4] = FIFFH[1,2-a]05] Bk -1-FH
8- -6-(4-F -7 £ )-3,4- Z & -2H-ML =4 - [1,2-2] 05| bk -1-FR
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8-&-6-(4-FH | E-F%)-3,4- " & -2H-Mk 4 [ 1,2-a] 15[ Bk - 1-FRH
6-(3,4- 8- F E)-8-5F.-3,4- Z &.-2H-ML 4 H[1,2-a) 8| - 1-FR
6-(4-8 -7 H)-8-%-3,4- = & - 2H-ML »# H [1,2-2]05] Bk - 1 - R
8-% -6-H - H-3,4-Z & -2H-Mk =4 FF [1,2-a]05| bR - 1-FE
8-F-6-(4-=F FE-FE)-3,4-Z & -2H-Mt ~# 7 [1,2-a] 05| kR - 1 - FH
(RS)-9-%-5-FA & -7-F%-2,3,4,5- & -[1,4) — ZIFEFH[1,2-a] 08| LE-
1-Fd
(RS)-9-&-7-(4-F-FE)-5-F E-2,3,4,5-W&RA-[1,4] Z &AW H[1,2-
@ :15I%k-1-FF |
7-3,4-Z & - K E)-9-F.-2,3,4,5- U & -[1,4] Z & VFEH[1,2-a] 05| BE-1-
FA
7-(4-&-FH)-9-%.-2,3,4,5- W0 & -[1,4] — A I [1,2-a]05] %k - 1-FH
9-F-7-¥f R E-2,3,4,5-UG-[1,4] = & H[1,2-2]05] Wk - 1-FH
9-F-T-4- = Hm B E-FEH)-2,3,4,5-T0&-[1,4] = & H[1,2-a] 0|
k- 1-EH
8,9- " #-6-(4-F-F F)-3,4-Z & -2H-t »# [ 1,2-2]05( Bk - 1-EH
® 8,9-Z & -6-(4-F HE-KK)-3,4- T F-2H-Mt 4 H[1,2-a]05] Wk -1 -F
6-(4-8-F£)-8,9- 2 %-3,4-Z & -2H-Mf ~# FF [1,2-a] 05| Wk - 1 -
6-(3,4- " & -FEH)-8,9- " F.-3,4- & -2H-ME =4 H[1,2-a] B[ K- 1-FR
9,10- Z & -7-(4-F-FEH)-2,3,4,5-T0 &,-[1,4] — FFEF[1,2-2] 03] -
1-Fd
9,10- —%&-7-(4-FF & -FEH)-2,3,4,5-T0E-[1,4] ~ FVEFH[1,2-a]8]
R -1-Ed
7,8-Z%-6-(4-F-FE)-3,4- T F-2H-Ut o4 F [1,2-2]05] Bk -1 -FH
7,8-Z%-6-(4-F HE-FKE)-3,4-Z & -2H-Mk = H [1,2-a]05] bk - 1-F7
8,9-Z&.-7-(4-F-F E)-2,3,4,5-UE-[1,A]| Z RV FH[1,2-a]Bg-1-5
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8,9-—&.-7-(4-FF G H-FK£)-2,3,4,5-TUE-[1,4) = FVFH[1,2-a] B
-

7-(3,4- & -F E)-8,9- —#.-2,3,4,5-WE-[1,4] —E W H[1,2-a]B] .
- e

T-(4-8-FKEK)-8,9- 2 F-2,3,4,5-UE-[1,4] Z K H[1,2-a] 5| BE-1-

s

e

6-(3,4- & -FKE)-7,8- " F.-3,4- . -2H-ML o# H[1,2-a] B[ LE-1-F7
6-(4-8-FH)-7,8- " F.-3,4-Z & -2H-Mk 4 7 [1,2-a]05| k- 1-FR ®
9-8-7-3.4-Z & -FK)-2,3,4,5-UG-[1,4] Z FVEF[1,2-a] 05 BE-1-

9-&-7-H K E-2,3,4,5-TUE-[1,4] & H[1,2-a]05] W% -1-Fd
9-8-7-(4- % -EH)-2,3,4,5-W0F-[1,4] — [WFEFH[1,2-a]05] Bx-1-FF
8--6-(4-F-F 2£)-3,4- G- 2H-It =4 3 [1,2-a) B[ 1% - 1-FR
8-8.-6-(3,4- &, - K E)-3,4- T &, -2H-ME =4 F[1,2-a]1| B -1-F7
8-£-6-(4-F - H)-3,4- F-2H-M 4 H[1,2-a]BI%k-1-F
8-&-6-(4-FH | E-FE)-3,4- " G -2H-ML = F[1,2-a]05] k- 1-ER ®
9-&-7-(4- & -F E)-2,3,4,5-H & -[1,4] ZHIEFEH[1,2-a]05| Lk -1-FF
9-8-7-(4- B EE-FE)-2,3,4,5-UE-[1,4] & FH[1,2-a]05] BE-1-
L]
7-3,4- — & -FE)-9-FH FH-2,3,4,5-U&-[1,4] Z &M F[1,2-a] B[ K-
1-Hd
7-(4- BB F H-FEE)-9-F E-2,3,4,5-10%F-[1,4] = &HFEH[1,2-a] 0]
Bk -1-FR
7-(4-8-FF)-9-FE-2,3,4,5-UGE-[1,4] = FEFH[1,2-a]05| B -1-FH
7-(4-8-FH)-9-F E-2,3,4,5-NE-[1, 4] = EFEH[1,2-a]05| b -1-FF
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6-(4-8-FE)-8-F E-3,4- — & -2H-ML =4 F (1,2-a]05] Wk - 1-FR
6-(3,4-Z & - K E)-8-F E-3,4- & -2H-0k »# H [1,2-2]05] g - 1-FR
6-(4-FF &S E-FE)-8-FE-3,4- " & -2H-Mt =4 F([1,2-a]05] k- 1-Ed
‘ 6-(4-F - H)-8-FE-3,4- & -2H-ML =4 F [1,2-a] 05 R - 1-FR
8- -6-(4-F-FH)-2-F E-3,4-Z € -2H- M 4 FF[1,2-a]05| k- 1-FR
8-8,-6-(3,4- & - £)-10-F £ -3,4-Z & -2H- Mk »# F [1,2-a]05] gk -
-
8-8-6-(4-8-FH)-10-F H-3,4- " & -2H-ML »# H [1,2-a] 05 %R - 1-FH
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(ISN) m/z = 283.2 [(M+H)"] > mp 253.5C -

FRGEE2 ¢ 7-R-9-7-2,3,4,5- T4 & -[1,4] ZF P H [1,2-0] 5] Bk -1-Ed
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7-8-1-G-BE=Z-TEREREKEE-WNE)-5-F-1H-BIK-2-FERLE
EGERETHEBICERAFENS RABRBERBEZLT-R-5-4-1H-
2| -2-FA B 7. BE [CAS#2 9% 396076-60-1] (0.25 g, 0.88 mmol) & B & &t
BEE 2 2,2- TR E-2A-[1,23|EHE R -3-HRE =T EE[CASH
22 521267-18-5] (0.25 g, 1.06 mmol)sR &4 » FH A iH(0.29 g, 74%) » MS
(ISP) m/z = 443.2 [(M+H)"] »

# ERB

EELESWERRBEIEBICERAEHNSEBET-R-1-G-58=-

Q@ TEEHERE-NE)-S-H-1H-BIR-2-FRIEEGRA) (029 g,

0.66 mmol)ZAK B4 » K 1 [EBE(0.14 g, 71%) > MS (ISP) m/z = 297.2
[(M+H)"] » mp 249°C -

HRGE83 : (RS)-7-1-9-%,-5-FH £-2,3,4,5- PO & - [1,4] Z &P H[1,2-

a] 15| Ik -1-Fd
F N o)
S ERA

® T-R-1-G-FB=-TERERERE-1-FE-NE)-5-F-1H-05|k-2-H

MZEEERBEFEBIZEAFENSRABRBLERZT-R-5-
& 1H-B|k-2-F B Z B [CASHR52396076-60-1] (1.25 g, 4.38 mmol) &
2,2- "B G E-6-FE- 20 -[1,2,3 |8 HE T -3-FEEE =T ZE[CASH
%8 1311368-91-8] (1.32 g, 5.25 mmol) ZR&!fH - FHEH(0.38 g, 19%) °
MS (ISP) m/z = 457.2 [(M+H)"] -

HERB

EEAaFEREBTEBIZERAENSEBET-R-1-G-F=-
T%%iﬁ%ﬂﬁ%-l-ﬁ%-W%)-S-%&-IH-HEIM#-Z-@@Z%E‘é(i%&a
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(0.38 g, 0.83 mmol)ZR BYf » &5 6 [E (0.2 g, 77%) * MS (ISP) m/z =
313.1 [(M+H)*] > mp 152.5°C -

B4  6-38-8,9- T #8-3,4- = & -2H-lk = F [1,2-a] B[ Bk -1-FH

HERA

0o S 20 -4,5- T -FE IR (S g, 24.0 mmol) B BB EE (25%,
22.9 ml)Z SEIBHESWAEATOC > 4815 minFR &R I TE R EESH (1.91
g, 27.6 mmol)fA7k(15 ml)h ¥ % ik (BE T FFER10C) - e @
SWIEOC T hik - f£0C FEMBEMEAAHAD (20.5 g, 108
mmol) A B8 % (25%, 34.2 ml)H 2 F R GBEE T E L FF =R 10T) « FER
0C THRERSGYER hit » B BEKERERILE I K
B BERE VR o K7k (46 mD)R B EAIRBEI(3T%, 25 mD)IEINE B E
Wi WA ZEFEG x 70 mDFEEURSY - FABEK(100 mDFEHES
i B - 58 (MgSO,)it K 5 -

= E F R AT (25 mDBFIESGE — 5 ML HHBLE Y (4.75 g) 0 RS
5] B 48 € [E B AR (2-0R-4,5- Z - H)-f (4.29 g, 80%) » MS (E) m/z = @
222.0 [(M)*] » mp 98°C -

% BEB

1 (2-18-4,5- Z - 5 )-BE (S BEA) (4.29 g, 19.2 mmol) A Z B2
(13.8 ml) Z A BIREHAAFEOC » WAEOC FAELS minZ ¥ vk 1 7
R B Z.B5(2.39 g, 2.3 ml, 20.0 mmol)R ZBZ(4 m) P 2 ISV - 1EIFIR S
WMIEZ I TIBHR22 hig - 8 H I8 2 DUE BIHE 54 00 B 48 15 [ 48 4k (2)-2-
[2-(2-78-4,5- "%, -F5)- TP K- WK ZE(6.18 g, 100%) » MS (ISP)
m/z = 323.0 [(M+H)"] > mp 78°C » EREE —F s B -
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HBRC

ES0C TH(2)-2-[2-(2-1R-4.5-ZF-FH)uMEI-RRIEF
B%B) (6.18 g, 19.2 mmol)Ed B & m BB 15 Z 718 IK L Bl (Eaton's reagent)
(7.7 wt %A EA _BBE RN PHEERS) 46.6 )T BSYHEHF2 h -
kB REREY /N ER A BB RE IR (200 ml)F » 36 FRANRK
BESHLUZESIpH 8-9 - A& HHG x 70 mDENKEREY - HE
K100 mEREHCEERE » 2B MgSO)MZERE - FHEWERB L
ENEBI(FRR/ZBZEE4: )Y Z B K B R E — 2 fi &
EYGS76 g) MBI RBEEEGGANT-R-4,5-Z %, -1H-05Br-2-F B
Z. B » MS (ISP) m/z = 304.0 [(M+H)"] » mp 214°C -

# ERD

T-R-1-Q-BE=Z-TEEBRERE-Z2E)-4,5-Z&F-1H-BIR-2-F K
ZEEFRBRBYTEBICERATENSTRABXBLEBRE ZT-1R-4,5-
& -1H-15|Be-2-FF B Z B (P ERC) (1.16 g, 3.8 mmo) R B @ an B 152 2,2-
THSE-([I23A/HNSREWR-I-FEE=T EB[CASHRIT459817-
82-4] (1.02 g, 4.56 mmol)ZK B fF » FBEAEM(1.6 g, 94%) » MS (ISP)
m/z = 449.0 [(M+H)*] » mp 127C -

# BRE

EEAEYFRBBRFIHEBICER A ENTRBET-R-1-2-58 =-
TEEBERE-Z2F)-4,5-2%-1H-5|Wg-2-F & Z EE(ZFB&D) (1.59
g, 3.55 mmol)ZR Bt - 3 EFE(1.05 g, 98%) * MS (ISP) m/z = 303.1
[(M+H)'] » mp 242.5C -

hRGEES : 7-1-9,10- = %.-2,3,4,5-F & -[1,4] — B IFH[1,2-a] 5] B-
1-Ed

(%3}
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FERA

T-1R-1-B-F=Z-TEERERE-WE)-4,5-ZF-1H-B|Ur-2-FHEE
ZEBERBIUBIZCEATENT RABER B LREBRCT-1R-4,5-
S5, | H-03 -2 9 B 7, BE (cH R84 - 5 BRC) (116 g, 3.8 mmol) % & 75 &
B8 2 2,2- IS E-2V-[1,23 K HEEHL-3-FEEE =T EE[CASHR
o 521267-18-5] (1.08 g, 4.56 mmol)s& & &5 - 12 3% 5 [ B8 (1.64 g,
94%) » MS (ISP) m/z = 462.1 [(M+H)"'] > mp 124°C » @

$ERB

EEAEYREETEEBICcERAAENSEBET-1R-1-3-5 =-
TERERERE-WE)45-ZF-1H-B|x-2-FFE ZEBECGFEKA) (1.64
g, 3.56 mmol)sE KM - [ € [E 48 (0.97 g, 87%) » MS (ISP) m/z = 315.0
[(M+H)'] » mp 209.5C -

FRIEE6 : 6-71-7,8- "8 -3,4- " & -2H-IL ~ H [1,2-a] 5] BR-1-FH

(2-1-3,4-= -3 5)- (R AR S8 PR BB 47 38 B 5 ER 9 45 BR A 7
BOEE 2R34T E-EEG g 144 mmol) KB 186 E B
(2.12 g, 66%) > MS (EI) m/z = 222.0 [(M)+] »mp 116.5TC -

% KB |

(2)-2-(2-(2-18-3,4- = 45, - 3 B )- 5 i 3179 B 7 B 4 A2 58 o 1 4
> B S NS BB (-8 -3,4- TR -FE)-B (S EA) (212 g, 9.51
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mmol) 7K B4 % - % €& [E % (3.05 g, 100%) » MS (ISP) m/z = 323.2
[((M+H)"] » mp 87T -

FERC

7-1R-5,6-— & -1H-B| R -2-F B ZEFRBREBETHEBIZBHLTEDN
S EBCH(Z)-2-[2-2-1R-3,4-Z&-FE)- T E]-WEK ZE(F BB) (3.05
g, 9.5 mmol)AR B » K A EBE(2.45 g, 85%) » MS (ISP) m/z = 304.2-
[(M+H)"] > mp 140°C -

FERD

o 7T-1R-1-Q-F=-TEEHEKE-ZE)-5.6- % -1H-05|R-2-F

ZEBRAEBEIHMBICER NS RABRELBRIT-R-5.6-
#.-1H-5 Lk -2-F B Z B (P BRC) (1.16 g, 3.8 mmo) K H B b IETF 2 2,2-
THIEE-[123 TS EW-3-FEE =T EE[CASHEF459817-
82-4] (1.02 g, 4.56 mmol)ZR &L {5 » WA IH(1.55 g, 91%) * MS (ISP)
m/z = 449.0 [(M+H)"] > mp 103C -

4 BRE

EELEYFREBETEHBICER A ENTEBRET-R-1-(2-58 =-

) TEEBRERE-ZH)-5.6-_F-1H-B|Ur-2-F & Z EE(F D) (1.51

g, 3.38 mmol)ZR &I » FEEEE(0.89 g, 88%) * MS (ISP) m/z = 302.9
[(M+H)"] » mp 265.5C -

R A7 : 7-1-8,9- ~,-2,3,4,5- T4 &-[1,4) = &Z B H [1,2-a] 5] B -

1-FR
pea gt

Br

SERA
T-R-1-G-FB=-TEEREHRE-WE)-5.6-Z & -1H-B|R-2-F &

C173621A.doc -77 -
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ZEBERBETIHBICBRE T ENTRABRBEMBRE I7-R-5.6-
&-1H-5|k-2-FF B Z Ba (R RAEE6 - FBRC) (1.16 g, 3.8 mmol) & B & i
B8 22,2- IR E-2V-[1,2 3] R ME - 5 -3-HERE = T B [CASHR
B2 521267-18-5] (1.08 g, 4.56 mmo)ZK 8 fff - HEHEAE® (1.4 g,
80%) » MS (ISP) m/z = 462.1 [(M+H)*] » mp 95.5C -

2 BRB

EEAEYHRREREBETHEEICER A EHNFZEBET-R-1-3-5F =-
TEERERE-WE)-5.6- & -1H-BIR-2-FERLEEFEA) (1.34
g 2.9 mmol)KH i - EIEE(O.78 g 85%) - MS (ISP) m/z = 3169 @
[(M+H)*] > mp 249°C -

RIS - 7-1R-9-8-2,3,4,5- T & -[1,4] — &P H [1,2-a] 5| PR -1-Kd

“ N

HERA

T-R-1-G-FB=-TERERERE-WE)-S-E-1H-BIIR-2-FER L &
FEEARBREBEFEHBICEATENSRABRBEMEBB ZT-1R-5-&-1H-
8| Uk -2- B i 7, S [CASHE 55 1352896-41-3] (1.15 g, 3.8 mmo R E s @
BERZ22-“HIEE-2V-[123]8ME#-3-FEE =T EE[CASH
52 521267-18-5] (1.08 g, 4.56 mmol) sk BY f& - 12 %5 €& (5 B2 (1.48 g,
85%) » MS (ISP) m/z = 461.2 [(M+H)'] » mp 115.5°C =

& ERB

BELEYRREBEFEABICERHFENTSEBET-R-1-3-F =-
TEERERE-WE)-S-8-1H-B|R-2-FRZEE(FEKA) (1.47 g,
3.2 mmol)sk B4 - 5 £ (5] B8 (0.88 g, 88%) * MS (ISP) m/z = 314.9
[(M+H)"] » mp 219C -

%)

@
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HRIEEY ¢ 6-1R-8-&-3,4-Z & -2H-Mk + FF (1,2-a] B[ bk -1-FH

FERA

T-1R-1-Q-B=-TEEKEKE-ZE)-5-&-1H-B|R-2-FRR ZE
BEREBIHBICERAEN ST RAB B LEBRB ZT-1R-5-8-1H-
Bl Uk -2- B B 7, BE [CASIE 5% 1352896-41-3] (1.15 g, 3.8 mmol)& & & &
BB Z22-“HSE-[123 ]S HNGEEW-I-FHEE =T EE[CASHE
5£459817-82-4] (1.02 g, 4.56 mmol)ZK 544% » H i (1.36 g, 80%) » MS
(ISP) m/z = 447.0 [(M+H)*] -

FERB

EEAAEMFEREBETFHEBICER A ENTEBET-R-1-Q2-F=-
TEERERE-ZE)5-8-1H-BR-2-FE ZEEE(FEKA) (1.35 g,
3.03 mmol)ZE 8L » [ EEE(0.74 g, 82%) > MS (ISP) m/z = 301.0
[(M+H)*] » mp 247°C -

FRIEE10 : 6-1R-8-FF E-3,4-— & -2H-It 5 H [1,2-a] B R-1-F7

FERA

T-1R-1-Q-B=-TEEBREKRE-ZE)-5S-FE-1H-BK-2-FEE Z
EEGREFHEBICER GNP RABRKE LB/ IT-R-5-F E-
1H-I8| e -2-F B Z.BE [CASHR 98 15936-72-8] (0.32 g, 1.12 mmol) B & &
mEBEZ22-“HEE- 123/ U EM-3-FEEE =T EE[CAS
5 9% 459817-82-4] (0.3 g, 1.35 mmol) 2k 8¢ {8 - 12 €& [E 82 (0.41 g,
85%) » MS (ISP) m/z = 426.4 [(M+H)'] * mp 92.5C -
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S ERB

EELEYRBRBETHEBIZEA NS RBET-R-1-Q2-F=-
TERERERE-ZH)-5-FE-1H-BIR-2-FR AR KA (04 g,
0.95 mmol)Zk B f% » (I AEE#(0.23 g, 86%)  MS (ISP) m/z = 279.3
[((M+H)*] » mp 243°C -

R BE11 ¢ 7-9R-9-FF EE-2,3,4,5- 09 & -[1,4] = & H [1,2-a] 5] -
1-F

@

CZ/
- (o]
T

FERA

T-R-1-G-FB=-TEERERE-NE)-S-FE-1H-BILR-2-FER Z
HEEFBEBIEEBICERA A EN S RABRBLBEZT-R-5-F E-
| H-I8| g -2-FF B2 Z.BE [CASHE 58 1352896-41-3] (0.32 g, 1.12 mmol) & B
HREBEZ22-TEEE 2V [I23EHME S K-3-FRE=T ZE8
[CASEEBE521267-18-5] (0.32 g, 1.35 mmol)ZKBUfE » kK & € [E 8(0.38
g, 78%) » MS (ISP) m/z = 440.4 [(M+H)"] » mp 107.5°C -

4+ BB

EEAEYRBBTHMEBICERA A ENEZEBET-R-1-3-8 =-
TEESHEIGE-FNE)-5-FHE-1H-B|E-2-FEE ZEEBEGEERA) (0.38 g,
0.86 mmol)3RBI4E » [ [E B8 (0.22 g, 86%) > MS (ISP) m/z = 293.4
[(M+H)*] > mp 232°C -

HRGE812 ¢ 6-iR-8-8-10-FF &-3,4- Z & -2H-L *# H [1,2-a] 5| BR-1-
EA

C173621A.doc -80-
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HERA

(2-18-4-8-FH)-HRRBEPHBICERAENTRABRK B ™
B8 2 2-11-4-8-FEE (3.1 g, 15.0 mmol)ZREfE > IREHEERE(1.98 g,
60%) » MS (EI) m/z = 223.3 [(M)"] > mp 102°C -

# BB

1 (2-1R-4-F-FE)-BCFBRA) (1.98 g, 8.94 mmol)[X ZEZ(6.5 ml)
h 7 RIBRBEKRESEEC » AT TRIS minZHERME B LER
2 2- 8 TEERE(1.08 g, 1.04 ml, 9.3 mmo)[R ZEE(2 mDF ZHH -
ERESYEZSBRTE®S M FHEAR  EHAEVEBLSREN
(B /7 B Z B8 0-20%) K L fH A KL (3.01 g) - M B B R HCBEHE
MR(Z)-2-[(2-1R-4-8-FE)-EHE]-THRPFEEQ2.67 g 94%) > MS
(ISP) m/z = 321.3 [(M+H)*] » mp 67°C -

FERC

EEB/TEZ)-2-[2-R-4-8-FE)-FEHE]-TRPEE G KB)
(2.67 g, 8.35 mmol)AZEE(30 ml) Z B E IR P IS INEALFFE(6.26
g, 46.0 mmol) » W BEEWHELFREHE TR b CREBRERS
b8 B A 7K /7K (50 ml)eh » 36 F Z B8 ZEE(2 x 50 mD)ZEEY - A BB /K (50 ml)
REESHTERE > GRMgSO)NER - EFHEVWE LTREN(E
J2 /7, B Z.F50-20%)3 Ff Z B (5 ml) R BEFE(15 ml)Bf 2R — 2 i AL Al
BEYQRS g MBI KA CEBART-R-5-&-3-F E-1H-0| x-2-
s B OES (2.02 g, 80%) » MS (ISP) m/z = 302.3 [(M-H)]: mp
163.5C -

#ERD

(
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7T-9R-1-Q-B=-TEEHREKE-ZE)-5-R-3-FE-1H-MH[x-2-H
BMZEERRBTIEABIZEA T ENTRABT-R-5-&-3-FH E-1H-
5] Wk -2-FF B F BE (AP BRC) (1.01 g, 3.34 mmo) K H B L iE15 . 22,2-—
SE-[I23EHUSEWR-3-FEEE =T EEE[CASHREHT459817-82-4]
(0.895 g, 4.01 mmol)ZR &L » BB AIH(1.45 g, 97%) * MS (ISP) m/z =
4473 [((M+H)™] -

# BRE

EEAEYRRBETHEBICER AENTERBET-R-1-(2-56 =-
TEEBREKRE-ZE)-5-8-3-FE-1H-BIR-2-F & ZEfREGFED)
(1.45 g, 3.25 mmol)ZR &M » B [EEE(0.9 g, 88%) * MS (ISP) m/z =
315.2 [M+H)"] » mp 261C -

13 7-1R-9-&-11-F E-2,3,4,5- 9 & -[1,4] Z & H[1,2-q]
5] bk -1-Kd

o

8r

FERA

T-BR-1-G-FB=2-TEREREKRE-WHE)-S-&-3-F E-1H-M5[R-2-H
BMEEEFAERETEEBIZBAAENTRAHT-R-5-G-3-F &-1H-
05| Wk -2-FF % R BE (R 88 12 - £ BRC) (1.01 g, 3.34 mmol) K H B o8 f%
Z2,2-" RIS E-2V-[L23 R HEE A S -3-FHERE = T Z B [CASHR 9t
521267-18-5] (0.95 g, 4.01 mmol)ZKELff - BWEEM(1.4 g, 91%) » MS
(ISP) m/z = 461.3 [(M+H)"] -

+ ERB

EEASYFREETHBICER AENTEBET-1R-1-3-E =-
TEEHRERE-WE)S-E-3-FE-1H-BR-2-FEEFEECFERA)
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(1.4 g, 3.05 mmol)ZK & - BEEHEE(0.85 g, 85%) » MS (ISP) m/z =
329.3 [((M+H)"] » mp 232C -
hRIEE14 : 6-13-8-%,-10-FH & -3,4- — G- 2H-It 4 H [1,2-a] 5 Bk-1-

HERA

Q-1R-4-8-FE)-HERBRBETHBICER T ENTRAB KB M
S 2-IR-4-F-F (1.7 g 8.95 mmol)ZRHfE - HEERI(1.63 g,
89%) » MS (EI) m/z = 205.1 [((M+H)*] » mp 76C -

# ERB

(2)-2-[(2-78-4-FB-FE)EME]- TEFEEARRETHEELDRZ
BRAAENSERBE(2-R-4-F-FE)-B (T BRA) (1.62 g, 7.9 mmol)zk
BUfE A5 [E B2 (2.03 g, 85%) > MS (ISP) m/z = 303.3 [((M+H)'] > mp
44°C -

HERC

® 7-R-5-8-3-FE-1H-BIR-2-FHRABEFRREFRHEI2ZZCERT

R HEBCH (2)-2-[-R-4-5-FE)THE]-TERPEERCG EB)
(2.02 g, 6.66 mmol)ZAK B » HE A EEE(1.62 g, 85%) * MS (ISP) m/z
= 286.3 [(M-H)] > mp 127°C -

HERD |

7-8-1-2-F=-TEEREKE-ZH)-5-F-3-F E-1H-I5|x-2-H
BZERFRBTHMBIZCBRAAENSRABT-R-5-B-3-FE-1H-
13 W -2- B B FR B (2 BRC) (0.956 g, 3.34 mmo) R B MmERZ2,2-Z
B EE-[1,2,3 EFEM G EW-3-FEE =T H£ B [CASFRHT459817-82-
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4] (0.895 g, 4.01 mmol)ZEBUfE » WEMEEE(1.41 g, 98%) > MS (ISP)
m/z = 429.3 [((M+H)'] > mp 110°C -

# BRE

EEAEYRBEBTEBICERAENFEBET-R-1-(2-F =-
TEERERE-ZE)-5-F-3-FE-1H-B|R-2-F B £ & B (F EKD)
(1.39 g, 3.24 mmol)ZK54{% - 9 E B2 (0.91 g, 95%) * MS (ISP) m/z =
299.3 [(M+H)*] > mp 229°C -

R A8 15 ¢ 6-1-1-fI & -1,2,3,4- V9 &, - M 3 H [1,2-a] 5] R -8-FH
i

T LNH

FEBRA

A E B S 4R E 3R -5-EFE(0.5 g, 1.55 mmol)/R THF
(7.7 mD)F Z RRIBIRBE R PR IIBoc-BEEF(0.71 g, 755 ul, 3.25 mmol) &
4-— HA L PR FELMEIE(18.9 mg, 155 pmol) » A MEWAEZR T3 h-
KENEREYLFEREWRE ESREN(FEL/ZB ZE0-50%)E 1T
ik MBI EECREREO0.74 ¢)  BREEBFEN &P H(2.2
mD)FE LA EOC « B EIM=E Z8(G18 mg, 215 ul, 2.79 mmol) -
TG B RAEIC T3 h- RINBEMRENE®G mDI A & H b
(2 x 20 mDEFREEY - HEKG mHEEEEH I ERE @ 2%
(MgSO,)i 7% - EFHAEWR LSERBIT(BRI/ZB ZE0-20%) & 4
fh (BERT)RE —F HMAHBEY(0.69 g) » RMEE K B & &R (2-
R-4-8E-6-T-FE)-FRHERE =T Z£E(0.42 g, 64%) > MS (ISN) m/z
= 421.3 [(M-H)] > mp 117.5C -

& BRB
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EZEBTHQRA4-FEE-CHM-FE)ZREE=T £EB(F RA)
(413 mg, 0.98 mmol) ~ 3,3-Z— Z &K FE AN -1-L (125 mg, 140 ul, 0.98
mmol) + = Z £ (395 mg, 544 pl, 3.9 mmol) - BL{LHI(I) (5.58 mg, 29.3
umol) B & (= EL B )- & (L #E(II) (34.3 mg, 48.8 pmo)Z B GV E A3
h e Z%EDN2,3,4,6,7,8,9,10- )\ S MEIE H [1,2-a] AP (297 mg, 292 pl,
1.95 mmol) X DMF (1.58 ml) » Wi fEER TR KIEESYEH1T b &
HAEEI A K0 m)th » WHZEEZEE(Q2 x 20 mD)EER - FAB/KERS
HeEHE  ZRMgSO)IIERE - FHEVWRB LSEREBIN(EKR/Z

@ £ZE0-20%)2KE—F MAAHBEYO.51 g) EMTEEECMHIK
T-R-5S-BE2-ZZEEHFE-BIF-1-FEBE=T EE(0.29 g, 64%) >
MS (EI) m/z = 422 [(M)*] -

FERC

BT-R-5-8E-2-_ 28 EFE-BIR-1-FEBRE=T E£E(0.29 g,
685 pmol)EFMETHF (2 ml)F » W HBAIE0TC - K ERIRFRINEE
B2 (37%, 1.35 g, 1.14 ml, 13.7 mmol) » it ESWEOC T#HE#15 min
BEEZBETERS h- mANESY@KE) - ¥ D0 LRI H B $h 8 ¥ (10

@ ) LAZBZERQ x25mDERRSY - AEKGO mDEHRS HZ
BHE - R (MeSO) RS - BEEWE L SBBN R/ Z®2
BE0-20%) R E—F M AHBREY(0.18 g) EMEEEEEREMNT-R-
2-EH R EL-1H-TE|WE-5-EEF5(0.17 g, 100%) » MS (ISN) m/z = 247.4 [(M-
H)] > mp 117.5C -

FERD

] 7-18 -2- B Bl BL - 1H-18| W -5-EH 5 (0.17 g, 683 pmol) A MeOH
(6.03 ml)tf Z RV BE W FARMEAM(167 mg, 3.41 mmol) &k —F 1L
§2(297 mg, 3.41 mmol) HEREBREVEZTRTERLT h- ZRE
&Y BRANKQRO ml) > MR ZBZEEQR x 15 mDERESY) - AEKS
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REEHIERE » B2EMgSO)N % - FHEWR ESERENT(E
Be/Z. B ZBE0-20%) 2K E — S MAHEEY(0.11 g)»r M FEIE A
B U7 98 .54 B -1 H-T5| g -2- B % (0.105 g, 55%) > MS (ISN) m/z =
279.3 [(M-H)'] > mp 248°C -

£ BRE

7-R-1-Q-F=Z-TEEREHE-ZH)-5-FE-1H-BBR-2-F B H
EEFREBTEBICER T ENSRABT-IR-5-&-1H-5] g -2-FH B
FHEE (S BRD) (1.21 g, 4.34 mmo) &k H B s 1S £ 2,2- & £-[1,2,3]
S DU I -3-F S S = T R ES[CASHR 95 459817-82-4] (1.16 g, 5.2
mmol) 3& B4 fif - R = MM (1.74 g, 95%) * MS (ISP) m/z = 423.3
[(M+H)] -

# BRF

EELAESYFEREBFRIEBICERAENTZEBEHT-R-1-2-E=-
TEERERE-ZFE)-5-8F-1H-B|R-2-FEEHEEGEKA) (1.74 g,
4.12 mmol)ZK 844 » H4E [FH B2(0.93 g, 78%) > MS (ISP) m/z = 288.4
[(M+H)*] > mp 279°C -

R EE16 * 6-3&-10-FF & -1-HI & -1,2,3,4-U9 & - 9 H [1,2-4] 15|

W -8-H g
i NL/N
S ERA

Q-R-4-BE-FRE)-HERBIHEICER TENTRABRS
ru 1S 2 2-1R-4- A E-FI%(10.0 g, 50.8 mmol)ZR & - H & FE(5.05
g, 47%) > MS (EI) m/z = 210.1 [(M-H)'] > mp 115C -

BB
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(Z)-2-[(2-R-4-BE-FE)-TEMHE]-TERFEEAREFTREEIL
CEBRAAENSEBE Q- R-4-RE-FHE)-H (P EA) (5.04 g, 23.8
mmol)ZR B8 » 1 & E 8 (7.33 g, 99%) > MS (ISP) m/z = 310.3 [(M-H)
1> mp 103°C -

HERC

7-R-5-FE-3-FE-IH-BIR-2-FHEARARETIHEI2ZEN
HEHFERCE(Z)-2-[2-1R-4-8BE-FE)-F M E]-TEFEREG EKB)
(7.22 g, 23.3 mmol)ZR &4 {% > K B E B (3.44 g, 50%) » MS (ISP) m/z

@ -293.4 [(M-H)]> mp 248C -

2 ERD

T-R-1-Q-B=-TEEHEKRE-ZH)-5-8E-3-FE-1H-B|Lx-2-
HRBRZEERRBIERBIZCER AENLRAET-R-5-GE-3-FE-
1H-5] by -2-FF B R EE(F BRC) (3.40 g, 11.6 mmo) KR H B m B 2,2-
THIEE-(123 /MR ER-3-FEEE =T ER[CASHKRFT459817-
82-4] (3.11 g, 13.9 mmol)3R&!IfE » BB AT WEE(3.88 g, 77%) » MS
(ISP) m/z = 436.5 [(M+H)"] -

® # BRE |

EELSYHRBRBEGIERBIZER AEN L ERBET-R-1-Q2-F=-
TEREHREHRE-ZE)-S5-FHE-3-FE-1H-B5|R-2-F i Z EEE (P ED)
(3.8 g, 8.71 mmol)ZRBIHE » Ik B EEE(2.42 g, 91%) * MS (ISP) m/z =
302.5 [(M-H)] > mp 313°C -

FRIE17 ¢ T-R-11-F E-1-fI | H-2,3,4,5- T G- (1,4 BB H
[1,2-a] 15| Bg-9-HH Ji§
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7 BRA

T-R-5-FE-B-FE-IB-[Q-FEA-2-E)-AEREEEIRE]-
BIKg-2-F B R EARBPHMBICER T ENTRABT-R-5-FE-3-
AL - 1H-I5 e -2-FR B R ER (F i B 16 - ZBRC) (3.71 g, 12.7 mmoD) R H
Bk 15 2 2,2- T E S22 S E A - 3-FBRE =T B
[CAS#ESE521267-18-5] (3.6 g, 15.2 mmol)ZR &M - B EEG.61 g, @
98%) » MS (ISP) m/z = 451.3 [(M+H)"] » mp 136C -

5 BB | |

BEASYRRETHEBIZER G ENSRBET-R-5-5%-3-
B -1-[3-[Q-FER-2-5)- S EREIE N E]-BIk-2-F B H B (P
EZA) (5.61 g, 12.5 mmol)ZR&IfE » HEE Q2.8 g, 71%) > MS (ISP)
m/z = 318.4 [(M+H)'] » mp 249°C -

HRGEE18 ¢ 6-R-8-F K E-3,4- Z & -2H-Ik # I [1,2-a] 5| bR -1-FE

~° \ o
R

Br

FERA

2-1R-4-HEE-FE)-HEEBIHBICER T ENTRABK
HLEE - R-4-FEE-FIZA.79 g, 23.7 mmo)ZREfF - B EE T
(4.34 g, 84%) » MS (ISN) m/z = 216.1 [(M-H)'] » mp 70°C -

ZERB

(22)-2-[2-R-4-FEEFE)THEI-NBEILERRESIRHEIZ
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BRFEOSEBEQ- R4 FEE-FE)BH(SEA) (433 g 159
mmol) 2K B i - B & & &8 (6.28 g, 99%) » MS (ISP) m/z = 317.4
[(M+H)"] » mp 69C -

HERC

75— - 1 H-I3 k-2 FR B Z BE AR R B Ch R B 122 5B
495 BRCE (22)-2-[(2-1-4-F 3 55 ) T B 3 - B ZBE (5 BBB) (5.9
g, 18.7 mmol) K B » BEEEEFE(1.73 g, 31%) > MS (ISP) m/z =
298.4 [(M+H)"] » mp 121.5C -

® suD

751 (2-[(Q-FE 25 ]2 2 )-8
- B 7B (R AR I R R BE | 2 S P R 5 BRA R TR -5 B G - 1H-
2B ZBE (S BEC) (1.0 g, 3.35 mmol) & H MBS 22,2 fI%
S-[1,2,3]4 4 00 4 ME -3 B 5 = T S BE [CASHR 3£ 459817-82-4] (0.9
g, 4.03 mmol)ZR M - HEE M IM(1.48 g, 100%) » MS (ISP) m/z = 442.4
[(M+H)'] »

% BKE |

@ THELAWRIRSEMEIZEDFRNSEBE TR FRE-

- (2-[(2- R E N -2-55)- B B2 S 2 |- 2, 4 ) 181 W -2- 1 B 2L (25 BB D)
(1.48 g, 3.35 mmol)ZR & » IKEEEEE(0.91 g, 92%) > MS (ISP) m/z
= 295.5 [(M+H)+] » mp 261°C -

AT EE19 ¢ 6-1-8-(= f B 3E)-3,4- T -2 H-IH o 3 [1,2-a] Bl -
1-E4 '

C173621A.doc -89-
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HERA

Q-E-4-ZHEHEE-FHE)-HEREBIHBICER TERNT KA
EAELEESZ2-R-4-ZEFEE-KK(GS.0g, 19.5 mmo)ZKE i - 15
& (2.64 g, 50%) > MS (ISP) m/z = 271.1 [(M+H)"] -

& BB

(2Z)-2-[2-1R-4-ZHFEE-FE)DHE]I-NBE ZERREFHE
BAZEBR FENSEBEQ-R-34-Z&H-FFH)-BH(FEKA) (2.65 g,
9.78 mmol)ZK BLfE - i EEE(3.61 g, 100%) > MS (ISP) m/z = 369.4
[(M+H)™] > mp 65C -

FERC

T-R-5-ZHFEE-1H-BR-2-F i ZBEERBEFERICERT
B HEBRCHQRZ)-2-[Q-BR-4-ZEFEE-FE)EME]-NBRIEBEE
EEB) (3.44 g, 9.32 mmol)ZE B4 » IK (4 & E 88 (2.53 g, 77%) > MS (ISP)
m/z = 350.4 [(M+H)"] > mp 117°C -

FERD

7-%7%-1-{2-[(2-$%WQ-%)-%%ﬁ%Hﬂ%]-Z%}-5-(5%@’%\
H)-BIRE2-FRBZEFRRBIHBICER A ENLZERABT-IR-5-=
SEFEE-1H-BR-2-FH i 2B EC) (1.18 g, 3.35 mmol) iz B & i &
Br22- " HIEE-[123EHUAER-I-FEE =T EEE[CASHTEI
459817-82-4] (0.9 g, 4.02 mmol)ZK B i » A IH(1.66 g, 100%) > MS
(ISP) m/z = 496.5 [(M+H)"] -

# BRE

EEAEYEREBESTHBICER AENTEBE7-1R-1-{2-[(2-
REF-2-E)-EEREEE)-ZE}-S-ZHFEE)-BIBR-2-HEE LB
(3 BED) (1.66 g, 3.35 mmol)Z Bl » K [ E#E(1.04 g, 89%) » MS
(ISP) m/z = 349.4 [(M+H)*] > mp 214°C -
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P B 20 ¢ 738 1- G B -2,3,4,5- T 4 -[1,4] = S 3 [1,2-a] ]
We-9- B B
5B A
79 -5 B B - - (3-[(2- R L P -2- 2 )- 5, B 20 L B P9 2 ) -1 1 -2
B B (AR P8 | 2 5 R0 5 B AR 7 -5 - 113 1
@ s mE(HRIE S - SED) (13 g, 4.66 mmol) R £ 7 & HEE 2 2,2-
— B 20 (1,23 E A o -3 A = T R EE [CASIE85521267-
18-5] (1.33 g, 5.59 mmol)ZK &L » B [E 2 (1.15 g, 57%) * MS (ISP)
m/z = 438.3 [(M+H)'] » mp 144°C -
5 BB |
R & (R AR B8 T | 2 3 5 R0 4 BE B TR -5 A -
(3127 2 79 -2- 3 )- 25 1 B 2 )- 9 2 ) - B W -2 B 6 O (25 B A)
(1.15 g, 2.64 mmol)ZK 2L {F > B EEFE0.65 g, 81%) » MS (ISP) m/z
@ -306.3 [(M+H)] mp 256.5C -

"1
(R)-4-F B&-6-F H-3,4- " -2 H-ME =4 H [1,2- a]“‘?l“:’v": -

BR12-Z—HEEZE(.67 ml)HZ (R)-6-7R -4-FH F-3,4-— G it
o F[1,2-a]E 1 -1(2H)-FA[CAS# 58 396075-75-5] (69.8 mg, 0.25 mmol)
FREBEMBEZCFEMBE(39.6 mg, 0.325 mmol) A K& 2MHx BX £ & ¥
(416 pl, 832 ymo)ZREMAEBEFEHBFAERFTES min - RREES
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BTHRMEZFERA3.1 mg, 50.0 pmol) K ZEESE(I1) (5.61 mg, 25.0
pmol) » B B NREREWIESSCTFEM2 h- BRIEREYHAE
FiE o BEEERAKQCOmD)F - WA Z&EFLLQ x 20 m)EFEE - FHEE
K@ x 20 mDEEIREHZ TG » 52RMgSO)W AT - BHEWE
EEEREMIZ&EFLE-—FF H/MeOH 9:1 (20-80%) 1 %~ FIF Z

Bt (0.5 ml) R BRE (10 ml)iZ B B 2R L 1k FH 84 41 F5H(70 mg) > #EMI B B IR

B EEREREALEY(60 mg, 87%) » MS (ISN) m/z = 277.2 [(M+H)"] >

mp 239°C -

' A2 ®

(R)-6-(4-FF 8 B - 5 )-4- B 5 -3,4- = &, -2 H- Tl 4 3 [1,2- ] B 1R -1- B

BEAEYRBEBEMICERAEER)-6-1R-4-F E-3,4- "5
W =% 3 [1,2-a) B[ K& -1(2H)- A [CAS & 9 396075-75-5] (69.8 mg, 0.25
mmo ) R HE au B < 4-FRE-FEMBL (49.4 mg, 0.325 mmol)3K HL
% > JK & E 48 (74 mg, 97%) > MS (ISP) m/z = 307.3 [(M+H)'] > mp
247°C - ®
B 43
(R)-4-F E-6-MLIE -4-5-3,4- — & -2H-ME 5 H [1,2-a] 5] BE-1-F

N

EEAESYREBEENIZEBRAFEER)-6-E-4-BHE-34.- &
N v##[1,2-a][1§|U;G‘e-l(zH)-Eﬁ[CAS%%%};%396075-75-5] (69.8 mg, 0.25
mmol) &z B & 15 < g -4-ZL 81 B (39.3 mg, 0.325 mmol)3R L4 >
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i 45 [ 82 (20 mg, 29%) * MS (ISP) m/z = 278.2 [(M+H)*] » mp 264°C -
B B4
(R)-8-%-4-F B -6-FK F-3,4- Z & -2H-ML *# 3 [1,2-a] 5| bk -1-FH

ey

EEAESYRRBESIZERAEHER)-6-1R-8-F-4-F F-3,4-
— & e HE[1,2-2] B e -1(2H)-FA [CASHE 58 396076-62-3] (74.3 mg, 0.25
mmol) K B & 15 2 FE #EL (39.6 mg, 0.325 mmol)ZR & fE - IREE
B (67 mg, 91%) » MS (ISP) m/z = 295.3 [(M+H)*] > mp 243.5°C -
B H1s
(R)-8-8,-6-(4-F | H-FH)-4-F H-3,4- & -2H-ML 4 H [1,2-a] 15| BR-1-

]

EEAEYIRBRBESICERGEBR)-6-11-8-%F -4-FH 5 -3,4-
— &M A FE[1,2-a] 03] BE-1(2H)-FA[CASHE 52 396076-62-3] (74.3 mg, 0.25
mmol) K B F BB 2 4-FERE-FE MK (494 mg, 0.325 mmol)ZRE
> KB ERE (74 mg, 91%) > MS (ISP) m/z = 325.3 [(M+H)'] > mp
228.5°C o
g6
(R)-8-%-6-(4- 5, -F E)-4- B E-3,4-Z & -2H- 4 H [1,2-a] 5| bR -1-FH

i
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EEALEDRIBEBES I ZERAEER)-6-1R-8-F-4-FH E-3,4-
— & HE[1,2-2] B[ -1 (2H)-FR[CAS# 95 396076-62-3] (74.3 mg, 0.25
mmol) & B S B E 2 4-F -FEMBEL (45.4 mg, 0.325 mmol)ZR & -
I% 15 [E 8 (75 mg, 96%) » MS (ISP) m/z = 313.3 [(M+H)"] > mp 276C -
17
(R)-8-55,-4-F L -6-ME g -4-F-3,4- — G -2 H-IE 5 FF [1,2-a] 15| DR -1-FH

\ (o}

= >\/NH
=
|

x>
N

EEAEWFRREBESIZCBHA AEBR)-6-1R-8-F-4-F E-3,4-
— & [ 1,2-2] B - 1 (2H)-FR [CASH 35 396076-62-3] (74.3 mg, 0.25
mmol) K B & ik 15 2 g -4-ZE 8 EL (39.9 mg, 0.325 mmol)ZK & fF
M E 2 (26 mg, 35%) > MS (ISP) m/z = 296.3 [(M+H)'] > mp
294.5C -

o8
(R)-8-%,-4-FF B -6- 3 5 -3,4- T & -2 H-ME 4 5 [1,2-a] 15 WR - 1-

T
/>JH

BEAEYRREEPIZERTEBR)-6-1R-8-F-4-F XK-3,4-
— & H [ 1,2-2] 05| MR- 1(2H)-FA [CAS#E 57 396076-62-3] (74.3 mg, 0.25
mmol) &% B 7 15 2 B F R E M EE(44.2 mg, 0.325 mmol) 2R E i - 15
& [E B2 (64.5 mg, 84%) > MS (ISP) m/z = 309.4 [(M+H)'] > mp
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294.5C -

B B9

(R)-6-(3,5- & - #)-8-F -4-H £ -3,4- " & -2H- WL % F [1,2-a] 5] br-1-
]

EELEYERRBREBEEMICER F7HE R)-6-71R-8-F-4-F £-3,4-
= &0 o# [ 1,2-a] B 15 - 1(2H)-FA [CASHR 9£396076-62-3] (74.3 mg, 0.25
mmo) X B MEBEZ35-ZH-FEMBEL(51.3 mg, 0.325 mmol)ZKE
& > KB E G mg, 71%) > MS (ISP) m/z = 331.1 [(M+H)']> mp
229.5°C o
HZH10
(R)-6-(3,4-Z 55 - H)-8-3 -4-FF £ -3,4- — & -2H-IL *4 H [1,2-a] B[ BR-1-
A

EELEYFRBBEENICEBR F%EHE R)-6-1R-8-F-4-F &-3,4-
— &0 # FE[1,2-2]08] k-1 (2H)-EA [CASEE $8396076-62-3] (74.3 mg, 0.25
mmo )X HEMER 3,4-“HF -FLEMEL(51.3 mg, 0.325 mmol)ZKH
& > B E®(76 mg, 92%) > MS (ISP) m/z = 331.1 [(M+H)'] > mp
267°C -
E 11
(R)-6-(4-8-FH)-8-F-4-F EH-3,4- =& -2H-IL 4 H [1,2-a) B[ PR -1-F7

C173621A.doc -95.
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FEAEYRRBEMNIZEN T EE R)-6-1]-8-F-4-H K-3,4-
& e# FE[1,2-2] 05k -1(2H)-FA [CAS#R §%396076-62-3] (74.3 mg, 0.25
mmol) & B ik S 4- B -F E MR (50.8 mg, 0.325 mmol)ZR & fi
V48 0 [E B (80 mg, 97%) © MS (ISP) m/z = 329.3 [(M+H)"] > mp

282.5C -
HH12
8-$0-6- 2 -3,4- T & -2H-If o 3% [1,2-a] [ - 1- B0 ®
Iy
i
5 (b 0 (AR R B 61 1 5 P 5 B B 6089 -3,4- = -2 H-TH
o 3£ [1,2-a]08 V-1 (FH RSB 1) (70.8 mg, 0.25 mmol) £ 8 & B18
5 5 BMEE (39.6 mg, 0.325 mmol)ZKBLfE - Ik & E (52 mg, 74%) » MS
(ISP) m/z = 281.3 [(M+H)'] » mp 236.5C -
B 4113 o
(R)-8-8, -4~ 2 -6-(4- = 4, 2 - 35)-3,4- -2 H-T0 4 7 [1,2-] B B -
1-§

EEAEGYERRBREBEEM I ZCERTEE R)-6-1R-8-F-4-F H-3,4-
&L HFE[1,2-a]05[E-1(2H)-FA[CAS#R 55396076-62-3] (74.3 mg, 0.25
mmo ) X B MBEC4- =5 FE-FEMBEL(61.7 mg, 0.325 mmol)zK
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BUfE BB E R (8] mg, 89%) * MS (ISP) m/z = 363.3 [(M+H)*] » mp
307°C -

14

(R)-8-8.-6-(3- & -K£)-4-F E-3,4- & -2H- WL “# H [1,2-a] 5| Bk -1-Fd

o

EELAEFRBEESICER A EBER)-6-1R-8-F-4-F E-3,4-
— & o4 3E[1,2-2]08] -1 (2H)-ER [CAS 5 55 396076-62-3] (74.3 mg, 0.25
mmo) ik B MERZ3-F - EMEL(45.5 mg, 0.325 mmol)ZR & fF -
(€ E B2 (59 mg, 76%) > MS (ISP) m/z = 313.3 [(M+H)"] > mp 232°C -
'ZH15
9-%8-7-K H-2,3,4,5- T & -[1,4] = &P F [1,2-a] 15| br-1-FH

F o]
(5

Z N NH
\)

EELAEYRRBRBEEGICER T EBET-1R-9-%-2,3,4,5-TU & -
[1,4] = &P H[1,2-a]05]BR-1-FF (F I 8E2) (74.3 mg, 0.25 mmo) K B
Bl FEMEL(39.6 mg, 0.325 mmol)ZKH i - #IKEEHE(62 mg,
84%) » MS (ISP) m/z = 295.2 [(M+H)"] > mp 277°C -

EHi16 |
9-#-7-(4-F %E-%%)-ZJAS-PQ-[IM5—%"43#[1,2-al"’3|f¥?é-1-m
A\
9

9
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EEAVEMRBBEESIIZCERAEBHT-IR-9-5-2,3,4,5-TU & -
[1,4] = &M H[1,2-a]B|Bk-1-Fi (F G RE2) (74.3 mg, 0.25 mmol) & B &
R4 FEE-FEMEE(49.4 mg, 0.325 mmol)ZRE fF > EEEOE
B2 (62 mg, 76%) * MS (ISP) m/z = 325.3 [(M+H)"] » mp 225.5C -
HH17

EEAERBBREESICERAEBT-1R-9-%-2,3,4,5-TU & -
[1,4] Z & VEFH[1,2-a]05( M -1-Fa (P I RE2) (74.3 mg, 0.25 mmol) & B &
LEEE Z 4-5 - FEE B (45.5 mg, 0.325 mmol)ZR & {F - EE T E S (54
mg, 69%) + MS (ISP) m/z = 313.2 [(M+H)"] > mp 239.5C -

Bp18
8-5-6-(4-54-%E)-3,4-:§.-2H;ﬂﬂi’##[1,2-01"5'“3?5-1-@]
\
.

EEAEYRBBELICEBREHEEHG6R-8-%-3,4- & -2H-If
o F[1,2-a]5 Bk -1-FA (P REEEL) (70.8 mg, 0.25 mmo) KR BHEmBRZ
4-% - 5 WS (45.5 mg, 0.325 mmol)ZK BLf » K B €& B 82 (59 mg,
79%) » MS (ISP) m/z = 299.3 [(M+H)"] > mp 304°C -

BH19
8-%8,-6-(4-FH & E-H H)-3,4- & -2H-IL °# 3 [1,2-a] 15 bR -1-Fd
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EELEMRRBEENICERHEBE6-1R-8-%F-3,4- 25 -2H-I1f
# 3 [1,2-a]05] - 1-BA(FRIEE1) (70.8 mg, 0.25 mmol) R B & M EERE &
4-FBH E-FHIES(49.4 mg, 0.325 mmol)Z R & » HEER (33 mg,
43%) » MS (ISP) m/z = 311.3 [(M+H)*] » mp 274.5C -
"2 H120
9-%8,-7-M nE -4-55-2,3,4,5- 0 & - [1,4] — B H [1,2-a] 5] br-1-Fd
A\

Y
=z

>
N

EELCEYREBREMIZCER G EBEHT-R-9-%-2,3,4,5- 1Y & -
[1,4] — & IMFF(1,2-a]B[ - 1-FA(PREE2) (74.3 mg, 0.25 mmol) K B &
BB Z UL UE -4- @B (39.9 mg, 0.325 mmol)ZK & fi - HEEHE(24
mg, 33%) » MS (ISP) m/z = 296.3 [(M+H)*] > mp 309°C -

EH21
8-45,-6- I E -4- 2 -3,4- = &, -2 H-IE 5 H [1,2-a] B[ R -1- KR

A 0
/bNH
—
<

EELEYREBEESICERTEB6-R-8-5-3,4- & -2H-M
 FF[1,2-a]05 g -1-FA (R RIER 1) (70.8 mg, 0.25 mmo) R BEE MR
0 0E -4- 35 MBS (39.9 mg, 0.325 mmol)ZK B {% - [ & [F 82 (44 mg,
63%) » MS (ISP) m/z = 282.3 [(M+H)"] » mp 323.5C -

HH22
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6-(3,4- 8- K H)-8-7-3,4- & -2H-IHE 4 [1,2-a] 15| bk -1-Fd
N 0
bNH

F

EELEDFRRBES I CEBR A EBHGER-8-5-3,4-— G -2H-lL
o4 F[1,2-a]05|Bk-1-Fi (F RE#E 1) (70.8 mg, 0.25 mmol) X B EMmEERZ
3,4-—H-FEMBEE(51.3 mg, 0.325 mmo )R K {F - HIKEE (72 mg,
91%) » MS (ISP) m/z = 317.1 [(M+H)'] > mp 289.5C -
H 623
6-(4-8-FKE)-8-8.-3,4- & -2H-I 4 3 [1,2-a] 15| B -1- K

T~
/LNH

(o]

EEALEYFRBEREBEEMNICERA T EBG6R-8-F-3,4- " K -2H-1t
“#FH[1,2-a]B5| KR-1-FA(FE# 1) (70.8 mg, 0.25 mmo) K EHEMERFZ
4-8 -F 8 (50.8 mg, 0.325 mmol)ZK & » EIK & EH# (75 mg,
95%) » MS (ISP) m/z = 315.1 [(M+H)"] » mp 322°C -

4 24 o
8-%-6-%‘513%%-3,4-:ﬁ-2H-ﬂb§%#[1,2-alHélﬂ;’r'e-l-mﬁ
< g
¥

EEAEYRBREBEEAICER G EHGIR-8-%-3,4- € -2H-L
f H[1,2-a]05[R-1-F(FEEE1) (70.8 mg, 0.25 mmo) K EHEmBELZ
B R EL BN ER (44.2 mg, 0.325 mmol)ZR & f > &Ik & [E 5 (70 mg,
95%) » MS (ISP) m/z = 295.2 [(M+H)*] > mp 271.5C -
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" H2s
8-%-6-(4-= 5 P E-FH)-3,4- " & -2H-IE 4 F[1,2-0] B R-1-F4

F

EELEDFRRBEGIZEMR G EEG6-R-8-%-3,4- & -2H-I
£ [1,2-a)0B( k- 1-EE (P RIEEL) (70.8 mg, 0.25 mmol)K B & Ml it
4-ZH PE-FEMEL(61.7 mg, 0.325 mmol)ZREfH - kB EE GBI
mg, 93%) » MS (ISP) m/z = 349.2 [(M+H)"] » mp 346C -

B B126
(RS)-9-%,-5- B & -7-FK 5-2,3,4,5- W0 & -[1,4] = & VFH [1,2-a] 5] BR-1-F7

EELESYRBRBEMIZEBR HFEERS)-7-R-9-%-5-F %-
2.3.4.5-T4 & -[1,4] — FWEFE[1,2-a]08] e -1-FF (PRI #23) (77.8 mg, 0.25
mmol) & B F LS FEMEE (39.6 mg, 0.325 mmol)ZK & fF » kB E
B2(67 mg, 87%) * MS (ISP) m/z = 309.4 [(M+H)"] » mp 232.5C -

' H127
(RS)-9-&-7-(4- 8, -FE H)-5-FH &-2,3,4,5-H & -[1,4] Z &P H [1,2-a] H|
bR -1-Kd

EELWEDRIRBEMIZER G EBRS)-T-R-9-B-5-FE-

(43
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2,3,4,5-T0&-[1,4] & H[1,2-a] B Kk-1-F (F 8 3) (77.8 mg, 0.25
mmol) }z B & S 1S 2 4-F -FEMER (45.5 mg, 0.325 mmol)ZR & fi >
K & E B (79 mg, 97%) > MS (ISP) m/z = 327.2 [(M+H)'] > m
235.57C -

B 528
7-(3,4- - E)-9-5.-2,3,4,5- E@ﬁi [1,4] Z & W [1,2-a] 5] Br-1-Fd

BELEYRRBEFIZEMAGTEET-R-9-%-2,3,4,5- 10 & -
[1L4] &P (1,2-a]105( 0% -1-FA (P EE2) (743 mg, 0.25 mmol) & H &
BB 34 TR -FEMEE(51.3 mg, 0.325 mmol)ZRE(fH - BEEE
B2 (79 mg, 96%) * MS (ISP) m/z = 331.1 [(M+H)"] » mp 230.5C -

' p129
7-(*@-%%)-9-%-2,3,4,5-@ﬁi;[l,ﬂiﬁ[J?#[1,2-alﬂ?nlﬂ;’r‘é-1-ﬁﬁ
A\
o

c

EELCEYVRRBEAIZERAAEBHT-R-9-%-2,3,4,5- 14 & -
[1,4] Z & WEH[1,2-a]05| MR- 1-BR(F REI#E2) (74.3 mg, 0.25 mmol) & B &
R 4-8-FE BB (50.8 mg, 0.325 mmol)ZR & fiF » BEIKECE#= (78
mg, 95%) » MS (ISP) m/z = 329.2 [(M+H)"] > mp 263.5C -

B 130
9-%.-7-Bf FH K E-2,3,4,5-T0 & -[1,4] = B FH[1,2-a] 5] BR-1-HF
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BEAMEYRRBESIZERGEET-R-9-8-2,3,45- W0 -
[1,4] Z & H[1,2-a]05]x-1-FA (P REE2) (74.3 mg, 0.25 mmol) & H
RS B PR ML (44.2 mg, 0.325 mmol)ZRE{E - B EE (69
mg, 90%) » MS (ISP) m/z = 309.3 [(M+H)"] > mp 258.5C -

" HI31
9-#-7-(4- =R P H-KH)-2,3,4, 5- I - [1, 4]—%@#[1 2-a] 5[ R -1-FH

BEAEYRRBENIZERTEET-R-9-%5-2,3,45- UG-
[1,4] = & WFH[1,2-2]05(0%-1-FA (F R #E2) (74.3 mg, 0.25 mmo) R B
BB ZAZETE-FEMAER(61.7 mg, 0.325 mmol)ZREfH » IKEE
B (88 mg, 97%) * MS (ISP) m/z = 363.2 [(M+H)"] > mp 257C -
' B132
8,9- = $8-6-(4-3- K £)-3,4- = -2 H-WL 4 7 [1,2-a] 5 Tk -1-FH

RO
7\

F

EELEYRBREBEESICER FEBEHG6-R-89-"#-3,4-_<\-
2H-O =4 F[1,2-a]05| % -1-FA (P R EE4) (75.3 mg, 0.25 mmol) x H & b #&
BZ4-F-FEMBE45.5 mg, 0.325 mmol)ZREf# > IKEBE R (70 mg,
89%) » MS (ISP) m/z = 317.1 [(M+H)*] > mp 283.5C -

[83]
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B 4133
8,9- Z #.-6-(4-F & B -FH)-3,4- " & -2H-Wt 4 FF [1,2-a] 5| bR -1-FH

T
/bNH

o<

EELEYRBBESICBRAEBEGCR-8,9-%-3,4- & -2H-
0 = H [1,2-a]05] Bk - 1-FR (P #84) (75.3 mg, 0.25 mmol) K H @ &S
ZA-FEH-FEEMEE(49.4 mg, 0.325 mmol)ZREME - IkH BERE(77
mg, 94%) » MS (ISP) m/z = 329.2 [(M+H)*] » mp 227.5C -
534
6-(4- B 2E)-8,9- = #-3,4-Z W-2H-ILt 4 5F [1,2-a1 16 B -1-

T~
/'\\/NH

Cl

EELEYRBRBEAICER T EBGR-8,9-ZH-3,4- " &-
2H-ME =4 [1,2-a] 05| B -1-FA (F 2 4) (75.3 mg, 0.25 mmo) R EEmE @
B4R -FHEMEL(50.8 mg, 0.325 mmol)ZRE4H - Ik EHE (42 mg,
51%) > MS (ISP) m/z = 333.1 [((M+H)"] > mp 327C -

B B35
6-(3,4-:%-%%)-8,9-:%,-3,4-:55,-2H—[]H;"ﬁ-#[1,2-a][l§',lll£é-l-m

F
0
I
/bNH
F

EELEYMRREEMIZEMR T EHGR-8,9-Z“&-3,4- % -
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2H-M =% 3£ [1,2-2)05|Mr-1-FR (F [E 88 4) (75.3 mg, 0.25 mmol) k B & ik #&
BZ34-"HF -FEMK(SL.3 mg, 0.325 mmo)ZK K - B EERE(72
mg, 86%) » MS (ISP) m/z = 335.3 [(M+H)"] » mp 317.5C -

B 5136
9,10-:ﬁ-7-(4-ﬁ-$§)-2,3,4,5-IE@.-[M]:%UZF#[1,2-alﬂélﬂ%-1-ﬂﬁ]

F. \
I/ N\\J

F

BELEVMHRREESNICEAFEET-R-9,10-2%-2,3,4,5-4
& -[1,41Z AW FF[1,2-a]05/ bk - 1-Fd (F fE 45 5) (78.8 mg, 0.25 mmol) & B
B LT 4 A - E B (45.5 mg, 0.325 mmol)ZREME - BIKEERE
(79 mg, 96%) » MS (ISP) m/z = 331.2 [(M+H)"] > mp 287C -
' 6137
9,10- — &, -7-(4-FF & FE-F H)-2,3,4,5- 19 & -[1,4] Z & P H [1,2-a] 5] B -
1-Fd

EELEYRRBREMIZER A¥%BET-R-9,10- 2 #.-2,3,4,5-
&-[1,4] =& FEFH[1,2-a]08| M- 1-FR(F 588 5) (78.8 mg, 0.25 mmol) K& B
BB - FEE-FEMEL49.4 mg, 0.325 mmo) KK i > IkEE
(82 mg, 96%) MS (ISP) m/z = 343.2 [(M+H)"] > mp 207.5C -

B 538
7,8- — #-6-(4-F-FEH)-3,4- " & -2H- I 5 H [1,2-a] 5] Br-1-Fd

(13}
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EELEYRBEEMNICER TEBG6R-7,8-"&-3,4-_ & -
2H-ME =4 H[1,2-a]05] - 1-FR (F 88 6) (75.3 mg, 0.25 mmol) & H & o
/2 4-F-FEMBL(45.5 mg, 0.325 mmol)ZR & fiF - Ik B CL[E & (69 mg,
87%) » MS (ISP) m/z = 317.0 [(M+H)*] > mp 286.5C -

' 439 ®
7,8- 5 -6-(4-FH | E-F E)-3,4- " & -2H-WE 4 FH [1,2-a] B BR-1-FH
A 0
F '\\/NH
BEACEYHREBREESN I ZCEMRTEEHG6-R-7,8-_#-3,4-— & -
2H-0: =# H [1,2-a] 05| g -1-F (R fEI 82 6) (75.3 mg, 0.25 mmol) & B & on &
Bz 4-FEE-FEMEE(49.4 mg, 0.325 mmol)ZR & fiF - Ik H B [E 72 (65
mg, 79%) » MS (ISP) m/z = 329.1 [((M+H)'] » mp 274.5°C -
[ _

HB40
8,9-—&.-7-(4-8 - F)-2,3,4,5- Eﬂﬁ, [1,4] = &P FH(1,2-a] 5] BE-1-KF

EEAEMKEFZRBEEMICERFEBHT-R-8.9-—%.-2,3,4,5-IY
&-[1,4] ZF Y FH[1,2-a]05| B -1-F (P EHE7) (78.8 mg, 0.25 mmol) K B
S 4R -EE B (45.5 mg, 0.325 mmol)ZK & > B & [E %2 (30
mg, 36%) > MS (ISP) m/z = 331.1 [(M+H)*] > mp 223.5C -

C173621A.doc -106 - C%/
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B4
899':5'7'(4'$ ﬁg-ﬁg)'zﬁ,“ﬁ-@ﬁi-[l,ﬂ:ﬁ[@# [l,z'a] ﬂé,'lﬂﬁé-l-
1]

EELVEMRBEREEMICERAAEBT-1R-8.9- " %.-2,3,4,5- 11
&[4 ZFE Y H[1,2-a]0B|E-1-FF(F EEE7) (78.8 mg, 0.25 mmol) & B
BB FEE-FEME(49.4 mg, 0.325 mmol)ZREE » BEEE
82 (46 mg, 54%) » MS (ISP) m/z = 343.2 [(M+H)"] » mp 182.5C -
HH42
7-(3,4- — - K H)-8,9- = $.-2,3,4,5- V0 &,-[1,4] = &V H [1,2-a] B BE-1-
B

B A YRR B E B 2 E A T E TR -8,9- T 4.-2,3,4,5- 11
&.-[1,4] " FVEFE[1,2-2] B0 1-FA (<R #47) (78.8 mg, 0.25 mmol) R El
BEREE 23,4 T A-FEME (513 mg, 0325 mmol)HE M - & EAHE
B (71 mg, 82%) » MS (ISP) m/z = 349.3 [(M+H)"] » mp 225°C -

B 43
(4 TREE)-8,9- T -2,3,4,5- B R-11,4] = RFFH[1,2-) 8 - 158
A\
BORS:

a

(1))
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EENESYRREBEES I CERAFEBHT-R-8,9- 27 %-2,3,4,5-M
&-[1,4] = & EFH[1,2-a]05]Lr-1-FR (I8 7) (78.8 mg, 0.25 mmol) K B
LS 4- 8- FEEMER(50.8 mg, 0.325 mmol)ZR&E M - Ik HEEE
(73 mg, 84%) » MS (ISP) m/z = 347.1 [(M+H)'] » mp 232.5C -

HHl44
6-(3,4-Z - HH)-7,8- T #-3,4- 8- 2H-nﬂ;n;+#[1 2-a) 18| -1-F

®
BEASYHFRBEIZEBMAGIEE6R-78-2/-3,4-Z6-

2H-OH, o4 F[1,2-a) 8]0 -1-F (S R 82 6) (75.3 mg, 0.25 mmol) & & /& & i
8 23,4- 2 -FEEMEL(51.3 mg, 0.325 mmol)ZRELHE - € E B8 (61
mg, 73%) * MS (ISP) m/z = 335.2 [((M+H)"] » mp 305°C -
B 45
6-(4-G- K 2E)-7,8-Z #i-3,4- Z H-2H-Wh 7% [1,2-a105( 1 -1- 1R
\ s
O
() @

Ci

EELEYRRBESIZBRAFEEG6R-7.8-Z&-3,4-— & -
2H-M =4 7 [1,2-a]0| B -1-B (F I #E6) (75.3 mg, 0.25 mmol) & B B dfn &
B2 4-8-FEMEL(50.8 mg, 0.325 mmol)ZKEHfF - HEEE (60 mg,
72%) » MS (ISP) m/z = 333.3 [(M+H)"] » mp 332.5C -

B Hl46
9-£-7-(3,4-Z H-F %)-2,3,4,5- & -(1,4] Z B H[1,2-a] 5] BE-1-EF
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EELEYRRBESNICERAFEBT-R-9-8-2,3,4,5-l4 & -
[1,4] &M [1,2-a)05]bx-1-EH(F 88 8) (78.4 mg, 0.25 mmo )RR B
MR Z3,4-ZH-FEMBEE(51.3 mg, 0.325 mmol)ZRE i - HBECE
B2 (75 mg, 87%) * MS (ISP) m/z = 347.1 [(M+H)*] > mp 230.5C -

B’ H47

EELEYRBBESICEA A EET-R-9-2-2,3,4,5- 0 & -
[1,4] & EFH[1,2-a]05|BE-1-FA(F EEE8) (78.4 mg, 0.25 mmo) K HE
LEEE B R E MEL(44.2 mg, 0.325 mmol)ZR&E{E - HEEE(76
mg, 94%) » MS (ISP) m/z = 325.2 [(M+H)"] » mp 227°C -

B 5148

EELEYRRBREBESICEAAEBHT-R-9-8-2,3,4,5-U & -
[1,4] &M H(1,2-a)B5[-1-FH (FRIFES) (78.4 mg, 0.25 mmol) Kk B &F
MEBHBZ4-5-FEMBEE(45.5 mg, 0.325 mmol)ZREfE - HEER(70
mg, 85%) » MS (ISP) m/z = 329.1 [(M+H)*] » mp 260°C -

C173621A.doc -109 -
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B B149
8-&-6-(4-8-FH)-3 4-—@4 2H-UH‘.“##[1 2-a] 5] R -1-FH

(L

Cl

R R L A YR AR B BT B 12 5 5 4 B 6-9R -8-40-3,4- T -2 H-i
o 3 [1,2-a] |- 1-F7 (R B&9) (74.9 mg, 0.25 mmol) R & & B8
4-%.-% H W E (50,8 mg, 0.325 mmol)Z B - 14 E 8% (80 mg,

97%) » MS (ISP) m/z = 331.1 [(M+H)"] » mp 320°C - ®
Z 50
8-8-6-(3,4- 8. -F £)-3,4- & -2H-IE 5 FH [1,2-a) 5] Bk -1-FH
(0
2 UH

F

EELEYRBERESIZCER A EEHG6ER-8-&-3,4- " & -2H-Mit
o H[1,2-a]05 BR-1-FA (F REE9) (74.9 mg, 0.25 mmo) R HEMERZ
3,4- T -FEEMBE(51.3 mg, 0.325 mmo)ZKHE - HAEE(T2 mg, @
86%) > MS (ISP) m/z = 333.1 [(M+H)"] > mp 277.5C -
B Hls1
8-%—6-(4-%4-%5)-3,4-:ﬁﬁ-ZH;ﬂbt“##[1,2-alﬂglﬂﬁk-l-m

F

BEMEYRBRBESIZEMNSTEBGCR-8-8-3,4-Z&-2H-t
 H[1,2-a]05] 0% -1-ER (P2 9) (74.9 mg, 0.25 mmo) KR EEmEBRZ

F
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445, - F B BAEE (45.5 mg, 0.325 mmol) R B M - B & E (70 mg,

89%) » MS (ISP) m/z = 315.1 [(M+H)*] » mp 298°C -
B Hls52
8-53,-6-(4-F EH-FH)-3,4- " & -2H-IE 4 H [1,2-0] 5| bx-1-FH
\ (o]
o

<

EEASMEREBEOIZERFEEHGER-3-8-3,4- € -2H-k
o H[1,2-a]08 k- 1-FA (T 48 9) (74.9 mg, 0.25 mmo) K BHEMBRKZ
4-FA & -FK B B ES (49.4 mg, 0.325 mmol)ZREfF - HEEH(74 mg,
91%) » MS (ISP) m/z = 327.2 [(M+H)"] » mp 282.5C -
B H53

EEAESYRBRBEAIZCER A EBRT-R-9-8-2,3,45-U& -
[1,4] =& VFH[1,2-2]05 M- 1-FA (R RE#E8) (78.4 mg, 0.25 mmol) K B &
TSR 4-5-FEEMER(50.8 mg, 0.325 mmol)ZREfE - HEEE(17
mg, 19%) » MS (ISP) m/z = 345.4 [((M+H)"] » mp 237C -

" B 54
9-@-7-(4-53ﬁg-?ﬁ%)-%?ﬁﬂﬁ-?@-[1,41031%“ZF?:F[1,2-alﬂ5'|"5ﬁ-l-m
A\
',

<
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EEACEYFRRBEBEEMICERGEBEHT-R-9-%-2,3,4,5-lU & -
[1,4)Z & H[1,2-a]05R-1-FR (F R EE8) (78.4 mg, 0.25 mmol) K H F
MBS A FEE-FEME 9.4 mg, 0.325 mmo) K& i - HEE R
(80 mg, 94%) > MS (ISP) m/z = 341.4 [(M+H)*] > mp 218°C -
=R

EEAEFRBREEMICERFEBET-IR-9-F £-2,3,4,5-IHE-
[1,4] Z &V H[1,2-a]05(Be-1-F (FRIEE11) (50 mg, 0.17 mmol) &z B i
g2 3,4- T H -FEMEE(35 mg, 0.22 mmol)ZKE i - B E[E 2 (42
mg, 76%) » MS (ISP) m/z = 327.4 [(M+H)"] > mp 231°C -

& pls56
7-(4-$%%-%%)-9-5}1’§-2,3,4,5-IE§E-[1,04]:%UZ|3#[1,2-alﬂ'5'l[V4’é-1-ElfJ
A\
'S,

O

EELERREEMNICER AEBET-R-9-F E-2,3,4,5-TH & -
[1,LA]IZ &Y H[1,2-a]5Be-1-F (R RIEE11) (50 mg, 0.17 mmol) &t H FF
BB C4-PERE-FEMEE(G3.7 mg, 0.22 mmol)ZK&H i - Jk B A H
(33 mg, 60%) > MS (ISP) m/z = 321.5 [(M+H)*] » mp 208°C -

- EHIs5T7
7-(4-F - K EH)-9-FF H-2,3,4,5-HF-[1,4] Z &P FH[1,2-a] 5] BE-1-E7
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EELAEYREEEANICERGEET-R-9-FE-2,3,4,5-IU&-
[1,4] & PFEH[1,2-a]0|b-1-FA(FEE11) (50 mg, 0.17 mmo) K BHE
MBEZ4-E-FEMEOGL mg, 0.22 mmol)ZKE fF - H A [E % (40.5
mg, 77%) » MS (ISP) m/z = 309.5 [(M+H)"] > mp 234.5C -

B H1s8

EEAEYRBBREMNIZCERGEET-R-9-FE-2,3,4,5-l0 & -
[1,4] — & MEF[1,2-a]05| MR- 1-FA (P REEE1L) (50 mg, 0.17 mmo) X B
MR Z4-R-EEMEG4.7 mg, 0.22 mmol)ZRE fF - H & @& FE (43
mg, 77%) » MS (ISP) m/z = 325.4 [(M+H)*] > mp 258.5C -

B BI59
6-(4-8-FH)-8-FF E-3,4- G -2H-IE = [1,2-a] 5] BR-1-FF

(I

'\\/NH

EEALEWRBBEEMNICEBR FEEHG6R-8-FE-3,4- "5 -2H-

It = H [1,2-a]05| MR- 1-FR (F E#8 10) (52 mg, 0.186 mmol) )k H B miE R

ZA4-B-FEMEGTY9 mg, 0.24 mmo)ZRE fF - B & & (45 mg,
78%) » MS (ISP) m/z = 311.4 [(M+H)*] » mp 269°C -

(
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H 160
6-(3,4- 5 -FE)-8-F H&-3,4- " R -2 H-Mk = [1,2-a] B[ BK-1-Fd

EHEAVEYMRBEBRES B HEHOCR-8-FHE-3,4- "% -2H-
OH: = - [1,2-a]05| Bk -1-FA(F R #8 10) (52 mg, 0.186 mmol) &k H & mEF
T3.4- " F-FEMEE(38.2 mg, 0.24 mmol)ZRK B - H A [E (46 mg,

79%) » MS (ISP) m/z = 313.4 [(M+H)*] > mp 249.5°C - PN
=g/1[}!
6-(4-FH S H-FH)-8-FH E-3,4- " & -2H-IL 4 3 [1,2-a] 15| BE-1-Kd
\ (o]
A

o

B (L& YRR 8 1 1 2 5T 05 v 9 6-38-8- FR 35 -3,4- T 4, -2H-
bt o 3 [1,2-a] 5] k- 1-FF (H I 82 10) (52 mg, 0.186 mmol)E K /6 & BE 15
Z4-FIEH-FEHMEE(36.8 mg, 0.24 mmo)REE - KEEEGS me, @
67%) » MS (ISP) m/z = 307.5 [(M+H)"] » mp 245°C -
B 162
6-(4-, - 50 )-8-F B -3,4- 4, -2 H-If 4 3 [1,2-) 5| & -1-F
<
!

F

BELEYRREBEESIZENHEBHGR-8-FE-3,4- 4 -2H-
I =4 3 [1,2-2] 05/ Br-1-B (T E &2 10) (52 mg, 0.186 mmol) &k B B m B
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Z4- - E B (33.9 mg, 0.24 mmol)ZK B - B £ [E 88 (43 me,
78%) > MS (ISP) m/z =295.4 [(M+H)+] » mp 257C -
%5163
8-f.-6-(4- S, - B )-2- FF 3 -3,4- = -2 H- 1 3 [1,2-a | B[ - 1- T
F \ o
o

FEEE T MES-F-6-(4-F-FH)-3,4- " -2H- 4 F [ 1,2-a]05] bx-1-
B (E118) (0.05 g, 0.17 mmol)F/ADMF (1.1 ml)H 7 &8 ¥ ¥8 ¥R F 7 A0
& 1.$%(8.78 mg, 0.2 mmol) > B EESWEZE T#E#H30 min- 2%
YRPOBLER 6T (23.8 mg, 10.5 pl, 0.17 mmol) » MR EREEGHEERT
Bil16h - BIESWEEAK/ZKGO m)F » SEHZEBZE (2 x 25 ml)
FEE - AEEKQRS mDBEEESHIEREE » 528 MgS0)M A FE - FEH
KFWBLELEBREEWNIZ&FIR-Z&E&F H/MeOH 9:1 (0-50%)]%KE—F
MAHBEYGO mg) AMBIEEEBREEMLME Y2l mg,
40%) » MS (ISN) m/z = 313.4 [(M+H)*] » mp 212°C -
EHl64
8-§-6-(3,4- - E)-10-F E-3,4- ~ - 2H-Mk =4 H [1,2-a] 15 Bk -1-F
& O {
e

F

EEAEYWEREBEEAICERGTEEG6R-8-&-10-FE-3,4-—
48,-2H-Ht % 3£ [1,2-a) B - 1-HA(F RS 12) (78.4 mg, 0.25 mmol)& & &
BB Z3,4- & -FEMEL(SL.3 mg, 0.325 mmol)ZR & i - HEERE
(69 mg, 80%) » MS (ISP) m/z = 347.4 [(M+H)"] > mp 235.5C -

£

n
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B B165
8-8-6-(4-8-FH)-10-FF F-3,4- & -2H-IL 4 3 [1,2-a] 5| bR -1-Fd
ci O A o
bNH

Cl

EEAXEGYRRBEEMNICER T EB6-R-8-&-10-FH-3,4-—
& -2H-E# F[1,2-a]05 MR- 1-F (P REI#E12) (78.4 mg, 0.25 mmol) & H iF
S 4B -FHEMER(50.8 mg, 0.325 mmo)ZRE i - B EEHE (74
mg, 86%) > MS (ISP) m/z = 345.4 [(M+H)"] » mp 236.5C - ®
EHl66
8-8-6-(4-F-FKE)-10-FF H-3,4- " & -2H-IE % H [1,2-0] 15| BE-1-F7
o O { 5
N
BEAGYEREBRBEEANICBER T EEHG6R-8-&-10-F&-34-—
& -2H-THEo# H[1,2-a]05| - 1-FR (P REFE 12) (78.4 mg, 0.25 mmol) &x B iF
ra 1S Z4-F - E MER (45.5 mg, 0.325 mmol) K& i - IKEH B EEE (71 ®
mg, 86%) » MS (ISP) m/z = 329.4 [(M+H)'] » mp 227.5°C -
EBl67
8-8-6-(4-FH A E-FE)-10-F E-3,4- Z & -2H-IL 5 HH [1,2-a] 5] BE-1-FF
o O { o
N w

°<

EELEMREERE I CBRAEBGCR-8-R-10-FX-3,4-—
S -2H-ML#F[1,2-a]05| - 1-FR(FREFE12) (78.4 mg, 0.25 mmoD) & B iF

C173621A.doc -116 - @



1506027

MR- FRE-FEMEL(49.4 mg, 0.325 mmol)ZREfE - HEERE
(80 mg, 94%) » MS (ISP) m/z = 341.3 [(M+H)*] > mp 264C -

B Hl68
9-&-7-3,4-—HF-FH)-11-FH FE-2,3,4,5- 19 K -[1,4] Z F P F [1,2-a] 5
bR -1-AR

EEACEYFRRBREEMNICBER AEET-IR-9-R-11-F£-2,3,4,5-
79 4, -[1,4] = ZWE FE[1,2-a] B/ - 1 - (H 8% 13) (81.9 mg, 0.25 mmol)
KEELEESZ34-ZH-FEMEGL3 mg, 0.325 mmo)ZRE fF © H
& [E 8 (71 mg, 79%) > MS (ISP) m/z = 361.4 [(M+H)*] > mp 254°C -
H 5169
9-@-7-(4-5.-7%%)-11.-'#3§-2,3,4,5-@@,-[1,4]:ﬁ@#[1,2-a]ﬂ§|07’k-1-
i

ci

EEACEYFERRBREBEMNICERAEET-R-9-8-11-F&-2,3,4,5-
94, -[1,4] = FEF H[1,2-2] 5] 0% - 1-BR (PRI 82 13) (81.9 mg, 0.25 mmol)
REBHEBRZ4-E-FEMEL(S0.8 mg, 0.325 mmol)ZKE 1 - HEIH
B2 (72 mg, 80%) » MS (ISP) m/z = 359.3 [(M+H)*] > mp 271°C -

B H70
9-@-7-(4-%‘-$§)-11-$5-2,3,4,5-E§-[1,4]:ﬁ@#[1,2-a]ﬂ§|l¥kj1-
A

C173621A.doc - 117 -

(”



1506027

Cl o]
Pe
Wl

F

EEAEYFRRBEAIZCERAAEBT-R-9-&-11-FHE-2,3,4,5-
U -[1,4] Z FEF[1,2-a]05] Be-1-F (R RIA2 13) (81.9 mg, 0.25 mmol)
REBRBEBEZ4-B-FEMEEA5.5 mg, 0.325 mmol)ZREfH - kB E
& B2 (75 mg, 88%) » MS (ISP) m/z = 343.4 [(M+H)"] » mp 260°C -

B 571
9-£,-7-(4-F B 2 -F H)-11- F H-2,3,4,5- 00 £, -[1,4] = IR H [1,2-a] B
Wk -1-Kd
Cl O \ O
N\\)NH

FEEAEYWRREBEERLIZEM GEET-R-9-R-11-F%-2,3,4,5-
PO & -[1,4] = & WFFF[1,2-a]05( k- 1-Fd (R ] 82 13) (81.9 mg, 0.25 mmol)
RE@EGmEE - FEE-FEMEA9.4 mg, 0.325 mmol) R & fi » Ik
M E 88 (81 mg, 91%) > MS (ISP) m/z = 355.4 [(M+H)"] » mp
240.5C -

H 172
6-(3,4- B -FE)-8-F-10-F E-3,4- " & -2 H-Ik 4 H (1,2-a] 5[ Wk -1-Fd

F \ 0
i/ UH
F

EELEYRREBES I CER HEEHG6-R-8-F-10-FH-34-—
S -2H-M e FE[1,2-a)05| k- 1-Fl (F E1 82 14) (74.3 mg, 0.25 mmol) X B &
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BB T3 AT H-FEMEE(S51.3 mg, 0.325 mmol) KRB - Ik E
2 (71 mg, 86%) » MS (ISP) m/z = 331.4 [(M+H)"] » mp 229.5C -
' H73
6-(4- - H)-8- 5 -10-F 2 -3,4- ~ G- 2H-WE I [1,2-a] B| B -1-FF
c O {5
=

Ci

EEAEYREREN I CBEBRA T EB6-R-8-&-10-FHE-3,4-—
@ -2H-UL =% F [1,2-a]05| BR-1-FR (F EIFE 14) (74.3 mg, 0.25 mmol) K B &
MR 4-8-FEMBEL(50.8 mg, 0.325 mmol)ZR&E fiF - H T E#Z(67
mg, 82%) * MS (ISP) m/z = 329.4 [(M+H)*] > mp 209.5C -
B #5174
8-9.-6-(4- - HE2E)-10- B 3 -3,4- = & -2.H-IH 4 3 [1,2-a] 5 B -1- 0
. e
-

F

EEALEYRBREBEEMNICEN FEHG6R-8-F-10-FE-34-—
& -2H-M =% H[1,2-a]05 k- 1-E (F &2 14) (74.3 mg, 0.25 mmol) &k H
Mg Z4-F-FEMBEL(45.5 mg, 0.325 mmol)ZRK & ji - £k & [EH #2 (64
mg, 82%) * MS (ISP) m/z = 313.4 [(M+H)"] > mp 182°C -
BHI75
8- 8.-6-(4- FF 6 B -FE 2 )- 10-FF 3E-3,4- = 45, - 2 H-Ht =4 3% [1,2-] B - 1-FA
. O { o
'\\/NH

SN
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EEAVEYRIBEEAICERHEHGIR-8-F-10-FHE-3,4-—
G -2H-NE =4 FE[1,2-a]05] B -1-FR (F I #E 14) (74.3 mg, 0.25 mmol) X B /&
REEZA-FEE-FEMEL(49.4 mg, 0.325 mmol)ZRE M > EIK B E
B (74 mg, 91%) » MS (ISP) m/z = 325.4 [(M+H)"] > mp 237°C -
EH76

6'(3,4':54-%%)'l'ﬁUﬁg-l,zﬁA-Eﬁi-”ﬂ: “##[I,Z-a]UEIU;’E-S-qﬂ %

O

EELEYRBEBREMNICERAFEBG6R-1-H A %-1,2,3,4- 1M
&,-ME o4 H [1,2-a] B[ B -8-F 5 (FRIEE1S) (72.5 mg, 0.25 mmo) K H
B 3,4-“H-EEMKGL3 mg, 0.325 mmol)ZkEfE - IKEEH
B2 (68 mg, 84%) » MS (ISP) m/z = 324.4 [(M+H)"] > mp 289.5C -

'H177
6'(“'@:'%%)'1-@“ﬁ§-1,2,3,4-mﬁ-ﬂﬂi ‘#‘# [lsz'a][@“gk's'Eﬁ B%
= \ °
™
CJ

Ci

EEAEYRBRBEENIZCERTEBGR-1-H & %£-1,2,3,4-14
- 4 7 [1,2-2)05] Bk -8-EH BB (F RIRE 15) (72.5 mg, 0.25 mmol) & B &
MBS 4- | -F E R (50.8 mg, 0.325 mmol) K& © Ik B B [E #2(68
mg, 85%) * MS (ISP) m/z = 322.4 [((M+H)"] > mp 316.5C -

78
6-(4-8-F H)-1-{I & 3-1,2,3,4-H G- =4 FF [1,2-a] B BR-8-FH BF
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N\\ o
P,
= UH

F

SRR BERICERAFEBG6R-1-H&%-1,2,3,4- 11
SN v FE[1,2-a] 03| Me-8-FR 5 (R R A& 15) (72.5 mg, 0.25 mmol) & H &
SLEE1E T 4-5 - E MIER (45.5 mg, 0.325 mmol)ZR &4 - Ik B B E E2(65
mg, 85%) * MS (ISP) m/z = 306.4 [(M+H)+] » mp 297.5C -
BH 79
® 6-(4-513%%-%%)-1-@%5-1,%,\3,4&9ﬁ-ﬂﬂ:"##[1,2-01119[“%-8-5!35%
-

°<

ERENEMFRBRBESICER A EBH6R-1-HlSE-1,2,3,4-
&, -0t = 7 [1,2-a]03 0 -8- B 5 (R RI B8 15) (72.5 mg, 0.25 mmol) & B
SR Y 4-FR S EL - BN ER (49.4 mg, 0.325 mmol)ZREUH - B EE
(65 mg, 82%) * MS (ISP) m/z = 318.4 [(M+H)"] » mp 278.5C -
® B 5180
8- -10-FF B-6-F K -3,4- Z & -2H-ML 5 H [1,2-0] 05| b - 1-FR
. O { 4
L/NH
EEA SRR EEIZERA AEEHG6-R-8-%F-10-F E-3,4-—
S.-2H-ME % H(1,2-2]0B( 0% -1-FR (R E& 14) (74.3 mg, 0.25 mmol) R H &
LS KR MEL(39.6 mg, 0.325 mmol)ZREfE - Ik HEE (66 ms,
90%) * MS (ISP) m/z = 295.5 [(M+H)"] > mp 244C -
B H81

(43
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8-%8,-10-F F-6-%f AR E:-3,4- " @ -2 H-IE = 3 [1,2-a] 5] g -1-FH
. e
-
BEELEYRRBEMICER FEBE6-IR-8-F-10-FE-3,4-=
S -2H-ME =4 [1,2-a] 5[ WR-1-F (F [E#2 14) (74.3 mg, 0.25 mmol) X B /&
oo fE T BT R EL MR ER (44.2 mg, 0.325 mmol)ZR &l - IK 5 & [& #8 (66
mg, 86%) > MS (ISP) m/z = 309.5 [(M+H)*] » mp 226°C -
E 182
8- -10-FF E-6-(4-=H F E-FH)-3,4- Z & -2H-E =4 H [1,2-a] 5] BE-1-
2]

BEALEYFREBREMNICER AEEHG6-RE-8-F-10-HE-34-—
= -2H-ME ## FF[1,2-a]05| k- 1-FR (F E §2 14) (74.3 mg, 0.25 mmol) &z B /&
mER L4 ZHFE-FTEMBEZ(61.7 mg, 0.325 mmo)ZK&fF - IkH &
5 4% (74 mg, 82%) > MS (ISP) m/z = 363.4 [(M+H)*] > mp 269.5C -

B 4183
8-3.-10-FF 35 -6-ILL 0E -4- 55 -3,4- = §, -2 H-Ilt 4 3% [1,2-a) | B:-1-FR

F

EEAMSYERREREES ICERAHFEEHG6R-8-F-10-F £-3,4-=
F-2H-ME = F[1,2-a)05| W -1-FH (F E g2 14) (74.3 mg, 0.25 mmol) &z B &
rn BE 1S 2 M 0E -4-F5 BB (39.9 mg, 0.325 mmol)ZK 84 - B3 0 [E B (46

C173621A.doc -122-

©



1506027

mg, 62%) » MS (ISP) m/z = 296.5 [(M+H)*] » mp 290°C -
H $184
6-(3,5- - FH)-8- 8 -10-FH E-3,4- Z G -2H-IE 5 H [1,2-2] 15| B -1-F7

EEAVEYRBREESIZER A EEHGIR-8-F-10-FHE-3,4-—
S -2H-TH o4 HE[1,2-2] B[ M- 1-FA(h 82 14) (74.3 mg, 0.25 mmol) & B &
® BB T 3,5-TE&-FEEMEE(S1.3 mg, 0.325 mmo)REE 0 HEER
(69 mg, 84%) » MS (ISP) m/z = 331.5 [((M+H)'] » mp 250C -
H B85
6-(4- -3 -TE 1) -8- - 10- FF 3E-3,4- = G5, -2 H- 4 3% (1,2-0) B W2 -1 -
- e
\\/NH
EEAEYRBRBEESICER FEEHGER-8-F-10-FE-3,4-—
® S -2H-TH o4 HE[1,2-2] B[ k- 1-FR(h B2 14) (74.3 mg, 0.25 mmol) & B &
FLEEE T 4-8-3-8 - F HE MEE(56.7 mg, 0.325 mmol)ZREME - HEERE
(57 mg, 66%) » MS (ISP) m/z = 347.5 [(M+H)"] » mp 216°C -
H 86
6-(3,4- —8-FEH)-8-F-10-HE-3,4-Z & -2H-IE #FF(1,2-a] 5] B -1-FF

F

Cl

EEAEYERBEBEES I IcERHFEHGR-8-F-10-F E-3,4-—
& -2H-MH v 3 [1,2-a] 8] e -1-EA (h RS 82 14) (74.3 mg, 0.25 mmo) & B & 5
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mBERZ34- T R-EEMEE(62.0 mg, 0.325 mmol)Z K& ff - BEEE
B2 (63 mg, 69%) » MS (ISP) m/z = 363.5 [(M+H)"] > mp 224°C -

B 4187

8- -6-(3-F - K E)-10-F E-3,4- Z & -2H-IE 4 FF [1,2-a] 15| PR -1-Kd

F
(o]
(D
Z N
L

EEALSYRIBEESICER AEBEHG6R-8-&-10-F E-3,4-
S -2 H-IE o FE[1,2-a] 0 k- 1-FA (R 82 14) (74.3 mg, 0.25 mmoDEE & @
RS 2 3-F - E MER (45.5 mg, 0.325 mmo)ZK & fiF - B EEFE (61
mg, 78%) » MS (ISP) m/z = 313.6 [(M+H)*] » mp 222°C
H 188
8-8-10-FF H-6-FH-3,4-— & -2H-L#F[1,2-a] 5] BR-1-EH
. oY,
\\/NH
EEASYIFRBESIZCERA A EEHGIR-8-R-10-F#-34-— @
G- 2 H-TH o £ [1,2-a] 8] -1 - (H RS B2 12) (78.4 mg, 0.25 mmol)& B /&
o BB 1S 2 FRE ME£(39.6 mg, 0.325 mmol)ZR & {i - Ik H Fu[&l #5 (68 mg,
88%) » MS (ISP) m/z = 311.5 [(M+H)'] » mp 230.5C -
H H89
S-8-10-F F-6-Bf H X H-3,4- " @ -2H-IE 9 FH [1,2-a] 5] Bk-1-FF
“Crbe
=0
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BELEDRRBREEIZCBERAEEHG6-IR-8-&-10-FE-3,4-—
B -2H-ME=# FF[1,2-a]05] - 1-ER (P REE512) (78.4 mg, 0.25 mmol) R H
d S B R EMER(44.2 mg, 0.325 mmol)ZRE&{F > HBEEE(72
mg, 89%) * MS (ISP) m/z = 325.5 [(M+H)"] > mp 251.5C -
4190
8-8-10-FE-6-(4-=F P E-FH)-3,4- " & -2H-I *# F [1,2-a] 5] Pk-1-
B

S RRE RGBSR E 68 -8-5-10-F K -3,4-=
&,-2H-I1 =4 F£[1,2-a] B Uk 1-FA (P RIEE 12) (78.4 mg, 0.25 mmol) R & &
B SRPE-FEMEE(61.7 mg, 0.325 mmol) KA - BEE
& 8 (83 mg, 88%) * MS (ISP) m/z = 378.4 [(M+H)*] » mp 260.5C -

B’ H91
8-4-10- Y 3£ 6-IHL 1 -4 -5 -3,4- = 48, -2 H-HE 4 3 [1,2-a] 5| Bk -1-F

Cl o

A\
// UH
\N |
BEELEYMREBRENICER FEBEG6-R-8-8-10-FE-3,4-—
S -2H-M =4 [1,2-a]05 Be-1-Ed (R REEE12) (78.4 mg, 0.25 mmol) & H
mBEE U rE-4-FE MER(39.9 mg, 0.325 mmol)ZK & fis - H & EFS (60
mg, 77%) * MS (ISP) m/z = 312.5 [(M+H)*] > mp 295°C -
BH92
1-fH] &8 F-6-NEnE-4-5-1,2,3,4- V9 & -0t = H [1,2-a] 15] B -8- i

(%3]
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N

b
~\ l
EELAEYREREEMICBRAFEHR-1-HI&££-1,2,3,4-IM

G- FF[1,2-a]05| LR -8-FF BE (FfE#E15) (72.5 mg, 0.25 mmo) KR EH &
o BB 159 2 ML UE -4- B ER (39.9 mg, 0.325 mmol)ZR & i - kB B [E 72 (64
mg, 89%) > MS (ISP) m/z = 289.5 [(M+H)*] > mp 315.5C -
4193
1-fl S E-6-F5-1,2,3,4- T4 & -1 w4 H [1,2-a] 15| B -8-FF i ®

> \ 5
H
J

EBELEYWRBEEA I CBR T EHGR-1-H&£-1,2,3,4-1M
& -0 o FF[1,2-a]05| R -8-FRBE (PR #E15) (72.5 mg, 0.25 mmol) K B iE
fn B S C A E BB (39.6 mg, 0.325 mmol)ZKE fF - HEBEH# (58 mg,
81%) » MS (ISP) m/z = 288.5 [(M+H)*] > mp 265.5C -
H 4194 P
1-@J%§-6-¥J‘EF‘%%-1,2,3,4-@3-11&"##[1,2-a]U§IU>’?é-8-EF’E%‘

=
(I>=<
\=3C(/NH

EELEWHRRBREBEES I CER A EHGR-1-HI&££-1,2,3,4-¥
& -0 o HF[1,2-a]05| MR -8-FF fE (PR EE15) (72.5 mg, 0.25 mmol) K B
BB H R R EMEL(44.2 mg, 0.325 mmol)Z R & f - H & [EF5 (61
mg, 81%) » MS (ISP) m/z = 302.5 [(M+H)"] > mp 285.5C -
B H195
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1-H] S F-6-(4- =& F &- 74:%) 1 2,3,4-V9 &, - UH:“##[I 2-a) 5| bk -8-FR iE

BELEYVRREEPIZERAFEEHGR-1-HIHE-1,2,3,4-IM
-0 =% FF(1,2-a]05) Bk -8-FF A (FP R A8 15) (72.5 mg, 0.25 mmol) & B &
LB A ZEFE-FEMBER(61.7 mg, 0.325 mmol)ZKE i - kB ®
& &% (76 mg, 86%) * MS (ISP) m/z = 356.5 [(M+H)"] » mp 359°C -
@ 9%
8-8-6-(3-F-FH)-10-F H-3,4- & -2H- I =+ 3 [1,2-a] B Bk -1-F4

b
-
LAY RIR RG] 1238 F 55 S 6-1-8- 8- 10-FF £ -3,4- =
&, -2H-Tl 4 3 [1,2-a] B - 1-BA (942 12) (78.4 mg, 0.25 mmol) R &
BTS2 3R E MR (45.5 mg, 0.325 mmol)ZRBIGE - 2 [E A8 (73
~‘ mg, 89%) » MS (ISP) m/z = 329.5 [(M+H)*] > mp 239°C -

' B197
8-8-6-(3,4- Z & -F H)-10-F E-3,4-Z & -2H-WE "4 7 [1,2-a] 15| X -1-FH

c o
(1
= '\\/NH

Cl

EEAEYRBEEES I BRA FEBHG6R-8-&-10-FE-34-
S -2H-IH »4 HE[1,2-a) B[ M- 1-FA (R85 12) (78.4 mg, 0.25 mmol) & H &
MEE T34 ZR-FEMEL(62.0 mg, 0.325 mmol)ZKEfiE - HEREE

@]
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(77 mg, 81%) » MS (ISP) m/z = 379.6 [((M+H)'] > mp 240°C -
H 198
8-5-6-(4-8-3-8-F H)-10-F H-3,4- — G- 2H-WE % FF [1,2-a] 5[ bx -1-F7

cl 4 o
'\\/NH

Cl

EEAEYBRBRBERIZERFEHGR-8-R-10-FHE-3,4-
S -2H-THE "4 3 [1,2-a]08| ME-1-FA (P RIEE 12) (78.4 mg, 0.25 mmol) i B 7
LS 4R -3-E - R EMEL(56.7 mg, 0.325 mmol)ZR & > BEEE @
B# (30 mg, 88%) * MS (ISP) m/z = 363.4 [(M+H)'] » mp 242.5C -
' 5199
8-81-6-(3,5- " & -EH)-10-H E-3,4- & -2H-IE 93 [1,2-a] 15| Bk -1-FF
o O { »
(e
EEAEGYRRBEIZERHEBG6R-8-5-10-FF-3,4-Z
S -2H-MH ~# F[1,2-a] B LE-1-BJ (P RIEE12) (78.4 mg, 0.25 mmol) &z B /&
HEEEZ3S5- A -KREMBE(51.3 mg, 0.325 mmol)ZREfE > IKHEME
B (76 mg, 88%) » MS (ISP) m/z = 347.5 [((M+H)"] > mp 241C -
H 1100
8-8-6-(2,4- " & -FH)-10-F E-3 4- " & -2H-L "# 7+ [1,2-a] 5] bR -1-Ed

(o]
O
e
/UH
e
F

FELEYRREEMNIZERGTEEH6R-8-&-10-FHE-3,4-T
& -2H-M =# 7 [1,2-2] 05| k- 1-Fd (R85 12) (78.4 mg, 0.25 mmo) K H &
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ChEEE Z2,4-—H -EEMEE(51.3 mg, 0.325 mmol)ZK B - HEE
(64 mg, 74%) » MS (ISP) m/z = 347.5 [(M+H)*] » mp 238°C -
EHi101
8-8-6-(4-8-2-F-F 5)-10-F E-3,4- " & -2H-If 4 7 [1,2-a] B B -1-FH
o O { p
<
EELEYMRBRBEOIZCBERTEB6-R-3-&-10-F&-3,4-°
S -2H-ME=# - [1,2-a]05|e-1-FR (P R Ee12) (78.4 mg, 0.25 mmol) X H &
BB Z4-8-2-F-F £ MEL(56.7 mg, 0.325 mmol)ZRE (- HEEEE
(55 mg, 61%) * MS (ISP) m/z = 363.4 [(M+H)*] » mp 251.5C -
' H1102
8--6-(2,4- = 8- FE2L)-10-F1 3E-3,4- = 8- 2H-THk 4 3 [1,2-a] B -1-0

Cl
‘ O
N\
=

Ci

EEALEYRREBEEY I CER FEBG6-IR-3-&-10-FHE-34-—
& -2H-M % FF[1,2-a]05] be-1-FR (I R212) (78.4 mg, 0.25 mmol) & B &
MR Z2,4-Z R-FEMEL(62.0 mg, 0.325 mmol)ZR & » HEEE
(63 mg, 66%) > MS (ISP) m/z = 379.4 [(M+H)*] > mp 213C -
HH103
6-FEH(IZEKBRME-5-F-8-F-10-F E-3,4- & -2H-0 % H [1,2-4]
5 g -1-Ed

(45}
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MELAVEYHRRBREES I CBR A EB6-IR-8-F-10-FFE-3,4-—
& -2H-E »# 3 [1,2-a] 05| & -1-FR (H REIEE 12) (78.4 mg, 0.25 mmo) KK H &
MG I3 SR KM -5-F MEL(53.9 mg, 0.325 mmol) 2Rk 5
. B E (78 mg, 88%) > MS (ISP) m/z = 355.4 [(M+H)'] > mp
244.5C -
51104 |
4-(8-8-10-FH H-1-H & 5-1,2,3,4-U9 G-I =4 H [1,2-a] 5] BE-6-3E )-ZK
i)

B {L & ) RAR I 1 12 5 P 5 B 6-9R 8- - 10-FR £ -3,4- =
&, -2H-1k =4 FE[1,2-a] B0 - 1-FA (R R 82 12) (78.4 mg, 0.25 mmol) R E /&
RS 2 4-FE KL MEE(47.8 me, 0.325 mmol)K B - KE G ES
(75 mg, 89%) > MS (ISP) m/z = 336.4 [(M+H)"] > mp 290C -
B 41105
8- £1,-6-(3- 3 -4- FF 2 -FE B )-10- B9 E-3,4- = 4 -2.H-THE 4 4 [1,2-a] B R - 1-
i

EEAEYRREBEERICERSEEHG6-R-8-&-10-FHK-3,4-—
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S-2H-MEo# 3 [1,2-a]5| e -1-Fi(F EEe12) (78.4 mg, 0.25 mmol) i H i
R Z3-F-4-FE-FEMER(50.0 mg, 0.325 mmol)ZR & fE * IkH &
2 (69 mg, 81%) » MS (ISP) m/z = 343.4 [(M+H)"] » mp 225°C -
B BI106
8- -6-(4- B P 2 - 2E)-10- 9 2-3,4- = -2 -1 4 3£ [1,2-a] 5| - 1T
c O L p
N

EECESYHRBEBEEMNICER A EB6-1R-8-&-10-F E-3,4-—
@ -2H-ME 4 FF[1,2-a]5|LE- 1-FR(F RIFE12) (78.4 mg, 0.25 mmol) & B &
mEBRC4-ERNE-FEMER(S53.3 mg, 0.325 mmol)ZKEE » K H A [E
(76 mg, 86%) > MS (ISP) m/z = 353.5 [(M+H)"] > mp 194.5C -

gHi107
8-F-6-(4-FEEE B -FE)-10-F £-3,4- Z & -2 H-M *# 3 [1,2-a] 5] B -1-
A
ct A o
. "\\/NH
0=T=o

BEELAEYHRREBEEANICBABTEEHGR-8-&-10-FE-3,4-
F-2H-ME # F[1,2-a]05|We-1-E (P RAEE12) (78.4 mg, 0.25 mmo) K H
MR- P EEEE- A EMER(65.0 mg, 0.325 mmo)ZREE - HE
B % (23 mg, 24%) > MS (ISP) m/z = 389.6 [((M+H)"] > mp 321.5C -
EH108
8-8-6-(2-%, - ML g -4-55)-10-F F:-3,4- — & -2 H-ME = 3 [1,2-a) 15| Bk -1- 5 i
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S
N F

EEAS Y RREEG 2 EA S EE6-R-8-8-10-F 3,42
G -2H-UE e H[1,2-a]05| - 1-FR (eI 82 12) (78.4 mg, 0.25 mmol) X B &
813 2 2- 0 -THL UE -4- 3 M EE (45.8 mg, 0.325 mmol)ZKBYfE » K E G E
#2 (67 mg, 81%) °» MS (ISP) m/z = 330.5 [(M+H)"] » mp 290.5C -
BH109
8-4.-10-F 2 -6- (4-F -3 3E)-3,4- = -2 H-t 4 5 [1,2-0] B - 1-FH

e
'\\/NH

o"N’*o

EEAEYRRBESIZER AEBEHGCR-8-&-10-FEFK-3,4-—
-2 H-I 4 FE[1,2-a] 5] - 1-F (R AT B2 12) (78.4 meg, 0.25 mmol) R E /&
i S Z 4-THE - R E MEL(54.3 mg, 0.325 mmol) K& > HEE (79
mg, 89%) » MS (ISP) m/z = 356.5 [(M+H)*] > mp 313.5C -

HH110
8-F-6-(4-REFHEH-FE)-10-F E-3,4- & -2H-IL 4 H [1,2-a] 5] BE-1-
L]

Cl I X o

= ’L/NH

HO

AL A Y AR T | 2 B 55 6-18 8- 5 - 10-F 3,4
& -2H-Mtt "%#[I,Z-a][lglﬂyfk-l-ﬁﬂ(qjFa’ﬁ%lZ) (78.4 mg, 0.25 mmol)&gﬁfﬁ
PR /R 7 4 ¥ B S35 B MRS (49.4 mg, 0.325 mmol)AK B4R - K (£
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B (78 mg, 92%) » MS (ISP) m/z = 341.5 [(M+H)*] > mp 211°C -
HH111

8-4$3,-6-(6-FF & B - M 1E -3-55)-10-FF 5 -3,4- ~ &, -2 H-E = F [1,2-a] B -
1-F4

Cl

EEA S RRBER I BEA S EE6-R-8-5-10-F 53,42
-2 H- =4 3£ [1,2-a] B Uk - 1-FA (PRI BE 12) (78.4 mg, 0.25 mmol) R & &
15 2 6-FF 5 - I 0E -3- 25 MR (49.7 mg, 0.325 mmol)ZR B 6§ » K &
4[5 2 (68 mg, 80%) > MS (ISP) m/z = 342.5 [(M+H)*] » mp 196°C -

B 112
8-471,-6-(6- 5% -IIb I -3-55)-10- B 35 -3,4- = &,- 2 H-Ift = 3 [1,2-a] B 1 -1-F

Cl 0

N
/'\“/NH
“

™. AN

Cl

EELEYRBREBEEAIZER A EEHG6R-8-&-10-FH E-3,4-—
&,-2H-0 =4 [1,2-2] 05/ B - 1-FR (P FE A2 12) (78.4 mg, 0.25 mmol) & B
LS 6-F - IE-3-EMEE(51.1 mg, 0.325 mmo) K& - EEEME
B2(49 mg, 57%) » MS (ISP) m/z = 346.4 [(M+H)"] » mp 276°C -
BH113
8-5-6-(4- R R -FE)-10-F E-3,4- " G -2H-Ii 4 7 [1,2-a] ] R -
1-Ed

(45
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EEAEYRBREBEMNICBER T EBEHGR-8-&-10-FE-3,4-=
G -2H-ME =% H[1,2-a] 05 MR- 1-FA(F RS 12) (78.4 mg, 0.25 mmol) & B iF
BBz 4- — PFEME-FEMEL(53.6 mg, 0.325 mmol)ZREF - HE
B 8 (31 mg, 35%) * MS (ISP) m/z = 354.5 [(M+H)*] > mp 227°C -
HH114
8-8-6-(6-& - E-3-5)-10-FF E-3,4- & -2 H-Il =4 H [1,2-a] 15 B -1-FF

Cl o

\
7M™
“ ]

S|

F

EEASYIRIRBES 2B k68 -8-5-10-FH-3,4.-—
G- 2H-T =4 4 [1,2-2] B[ 0 1-F (H 88 12) (78.4 mg, 0.25 mmo) & H &
15 7 6- %, - L I -3 -5 B ER (45.8 mg, 0.325 mmol)ZR B - B [
B (74 mg, 90%) > MS (ISP) m/z = 330.5 [(M+H)*] > mp 270°C -
HAHI115
8-8-6-(3- 8- FH)-10-F H-3,4- & -2H-I =4 3£ [1,2-0] B[ - 1-17

c O W
'\\/NH
R L& YRR B B 1 | 2 5 P 77 4 £ 6-70-8-%-10- B £ -3,4. =
S -2H-ME# 3 [1,2-a]05| - 1-Fa(F EEE12) (78.4 mg, 0.25 mmo ) X B 5

rn 1S 2 3-E - A E BB (50.8 mg, 0.325 mmol)ZR & {5 » IKEH B E# (66
mg, 77%) » MS (ISP) m/z = 345.4 [(M+H)"] > mp 218.5C -

116
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8-8-6-(2,3- &, - E IR IFE-5-55)-10- FF E -3 ,4- Z G -2 H-Mk 74 3 [1,2-4]
5] Ik - 1- P

EELEYHFEREBEEMIZER T EE6-1R-8-K-10-FHXK-3,4-—
&, -2H-TE 4 H[1,2-2] 05| B - 1-FR (R 88 12) (78.4 mg, 0.25 mmol) R B
MBS 23- & -FHIKM-5-E M EL(53.3 mg, 0.325 mmol)ZRK &
. B E B0 mg, 91%) » MS (ISP) m/z = 353.5 [((M+H)"] > mp
2617C -
B'HI117
3-(8-&-10-FF -1 &8 55 -1,2,3,4- U & - I 4 H [1,2-a] 5] BR-6-F5)-F H
i

@ FEEASVIGREEAI Y BN SEE6R-8- - 10-FE34-"
5,2 -0 =3 3 [1,2-a] B[ -1 - B (<P A B8 12) (78.4 mg, 0.25 mmol) R B 7
S8 3 W EEMBE(47.8 mg, 0.325 mmol) KB - HEEB(6

- mg, 91%) » MS (ISP) m/z = 336.5 [(M+H)*] > mp 199°C -

B 118
6-(4-B = T 3 -3 2)-8-8-10-5 3-3,4- = - 2H-1tt o 3£ [1,2-0] Bl BE-1-
i
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EELEFRBRBEEMNICER AEBEG6-R-8-&-10-FH EK-3,4-—
B -2H-M o F [1,2-a]05|BE-1-FR(F E#12) (78.4 mg, 0.25 mmol) X B &
mBBCA-E=T E-FEMBL(S7.9 mg, 0.325 mmo)ZR & fF > H B [H
(77 mg, 84%) * MS (ISP) m/z = 367.5 [(M+H)*] > mp 252°C -

BH119
846 (2- 8- IHL 15 -4- £ ) 10- Y 3E-3,4- = 46, -2 H-Tht 4 3 [1,2-a ) B R -1 -
ci § o
// bNH

>
N Cl

BRELEYRRBEFICEMAGEBGC-R-8-&-10-FE-34-Z
S -2H- 4 HF [1,2-a]5] k- 1-FE (F G 88 12) (78.4 mg, 0.25 mmol) R B &
MBS 2- R -MhE -4- MR (51.1 mg, 0.325 mmol)ZREfE - Ik H & [E
2 (47 mg, 54%) » MS (ISP) m/z = 346.4 [(M+H)"] > mp 270C -
EH1120
6-(2,4- & -FH)-8-%-10-F E-3,4- & -2H-Mk 4 F [1,2-a] 5] B -1-FH

F
O O
\
=

UH
Ct

(o]

BELMSYFEREBEEMICER AEBO6-R-8--10-F&-34-—
B -2H-ME 4 FF[1,2-a]05] - 1-FR (R I B2 14) (74.3 mg, 0.25 mmol) K H &
MR Z2,4- " 8-FEME(62.0 mg, 0.325 mmo)ZRE - HEEE
(50 mg, 55%) > MS (ISP) m/z = 363.5 [(M+H)"] > mp 214°C -
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EHH121
6-(4-5-2-9 - F ) -84 -10- B £ -3,4- = -2 H-IH % 5 [1,2- 0] B| Bk - 1- B
. O { 5
<
EEMEYRBRBEFIZCEAFEEHGCR-8-F-10-FE-34-=
S -2H-TH »# FE[1,2-2] 08 e - 1-FA (h 582 14) (74.3 mg, 0.25 mmo) & B &
LEEEZ4-8-2-F-FHE MEE(56.7 mg, 0.325 mmol)ZRE i - B BEHE
@ (29 mg, 33%) * MS (ISP) m/z = 347.5 [(M+H)*] > mp 221°C -
T H122
6-(2,4- 8- K E)-8-8-10-FF K-3,4- — G -2H-Ul 4 3 [1,2-a] 5] Wk -1-Kd

EEAEMRBRBEMICER FEHGR-8-F-10-FHE-3,4-—
S -2H- % F[1,2-2) 05| KR -1-FR (I8 14) (74.3 mg, 0.25 mmol) & H &
@ LHEEZ24-ZH-FEMBE(1.3 mg, 0.325 mmol)ZRE i - HEEE
(32 mg, 39%) » MS (ISP) m/z = 331.4 [(M+H)*] » mp 204C -
123
6-EHNI _ERRB-5-%-8-F-10-F E-3,4- — & -2H-I 7 [1,2-4]
5] B -1-K4

0
o—/

EEAEVRBRBEANIZERTEBG6-IR-8-F-10-F E-3,4-

-
=
Cal
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S -2H-MH »4 FE[1,2-a]08] k- 1-FA (R 4% 14) (74.3 mg, 0.25 mmol) & B &
FLEBER 2 EHAI3] = EBR K ME-5-F MER(53.9 mg, 0.325 mmol)ZRH
& > B EE(T3 mg, 86%) MS (ISP) m/z = 339.5 [(M+H)'] > mp

206°C -
H 124
4-(8-8,-10-FF H-1-f & £-1,2,3,4- T4 & -0 = 3 [1,2-a] 5] B -6-F)- 2K H
i}
®
I
EELESYEREBEG I ER AFEBE6R-8-F-10-F F-3,4-—
S -2H-E =4 HE [1,2-a]05| Mg -1-FH (R 88 14) (74.3 mg, 0.25 mmol) K H &
LB T A- S EFEE MBL(47.8 mg, 0.325 mmol)ZR&EfF - HEEE (65
mg, 81%) > MS (ISP) m/z = 320.6 [(M+H)"] > mp 295C -
B HI125
8- -6-(4-FREEE-FE)-10-FE-34- " G- 2H-IE 5 H[1,2-a] 5] B-1-
L ®
L,
Z L/NH

0=8S=0

EEAEYRBREES I CER G EBG6-R-8-F-10-FE-3,4-—
&,-2H-TlE 4 FF (1,2-2)18] W% - 1-FA (F R 8 14) (74.3 mg, 0.25 mmol) B &
BB A- PR EEE - R E B (65.0 mg, 0.325 mmol)ZKEfm 0 HE&
[ B2 (42 mg, 45%) * MS (ISP) m/z = 373.5 [(M+H)*] > mp 292°C -
HH126
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8- -10-FF £-6-(4- TR - 55)-3,4- Z G -2 H-WE »# 5 [1,2-a] 5| WX -1- FH
F. N\ 0
A
(]

o

EELAEYERREBEESIIZER T EB6-1R-8-%-10-FE-3,4-—
S -2H-ME»# H[1,2-a] 05| WE-1-FR (P82 14) (74.3 mg, 0.25 mmol) & B &
LIS 4T E-FEMEE(54.3 mg, 0.325 mmo)REE - BIBEEME
(63 mg, 74%) » MS (ISP) m/z = 340.5 [(M+H)*] » mp 309°C -
@ =gz
8-%-6-(4-RWE-FH)-10-F E-3,4- & -2H-Ut~# 7 (1,2-a] 5] br-1-FH

F
(I
= N NH
\_/

BELEMFRRBESIZER T EEHG6-R-8-F-10-FE-3,4- T
&, -2H-TH »% 3 [1,2-a) 5] e -1-FR (T R A& 14) (74.3 mg, 0.25 mmol) & B &
MG 4- B E-FEMEE(53.3 mg, 0.325 mmol)ZREfE - kH EE

® B (69 mg, 82%) » MS (ISP) m/z = 337.5 [(M+H)"] » mp 177°C -
741128
6-(3-8-FH)-8-8-10-PFE-34-— G -2H-HL#FH[1,2-0] 5[ BR-1-FF

RGOS ¢
/bNH
(I,

BEACEYRRBEMNIZERTEB6R-8-A-10-FF-3,4-—
& -2H-I »# 3 [1,2-a)05| - 1-FH (1 RS 88 14) (74.3 mg, 0.25 mmol) & B &
RS 3-E-FEMEL(50.8 mg, 0.325 mmol)ZR&EH > IKHEBEE (5%
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mg, 72%) » MS (ISP) m/z = 329.4 [(M+H)"] > mp 182°C -

CEHH129

6-(2,3- ~ & -FEH BRI -5-5)-8- 5 -10-FH FE -3 4- & -2H- =4 7 [1,2-4]
5] e -1-K

EELESYHERBENIZEM T EEGCR-8-F-10-FH-3,4-—
,-2H-M =4 £ [1,2-a] 05|k -1-FA (P E #814) (74.3 mg, 0.25 mmol) &z B 7
TS 2 2,3- T E - H IR -5-E M EE(53.3 mg, 0.325 mmol)ZK &
£ £ [E 42 (70 mg, 83%) > MS (ISP) m/z = 337.5 [(M+H)"] » mp 251C -
BEH1130 |
8-, -6-(4-RWEFH B -H H)-10-F H-3,4-Z & -2H-E % H [1,2-a] B R -1-
Lz

F
(o]
O \
= N

e
9

OH

EEALEYBRBEBEENIZER FEHGR-8-%-10-FHEK-3,4-—
S -2H-T =% [1,2-a) B Bk -1-BR (P R #8 14) (74.3 mg, 0.25 mmol) &z B &
S AR E - K B (49.4 mg, 0.325 mmol)ZREfE - HEERE
(59 mg, 73%) » MS (ISP) m/z = 325.5 [(M+H)'] » mp 220°C -
B #1131
3-(8-8,-10-FF - 1-HI & F-1,2,3,4- T & -0 < H [1,2-a] 5] BE-6-F: ) -5
i
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EEASYFRBREESIZERAFEB6-1R-8-%-10-F EK-3,4-—
& -2H-0 "% 3£ [1,2-a]05( k- 1-FR (RS 88 14) (74.3 mg, 0.25 mmo) K H &
SIS T 3 H - MBS (47.8 mg, 0.325 mmol)ZR &M - B EEE(69
mg, 86%) » MS (ISP) m/z = 320.5 [((M+H)*] > mp 192°C -
H #1132
6-(4-B=T H-FH)-8-%# -10-H £ -3,4- — G -2H-It = 3 [1,2-a] B R -1-
A

EEAEMRBEBEERIZER A EB6-1R-8-#-10-FHE-3,4-—
&, -2 H-1% " FE [1,2-2] B - 1-FA (R T #8 14) (74.3 mg, 0.25 mmol) & & &
LA A S ST H-FEEMER(S7.9 mg, 0.325 mmol)ZRE 1 - HEE
B2 (71 mg, 81%) > MS (ISP) m/z = 351.5 [(M+H)"] » mp 216C -

B 41133
8-8,-10-FF E-6-4- =B FEE-KH)-3,4-Z & -2H-IL~# F[1,2-a] 5] bx -
1-d

EEAEYFRBEREMIZER T EEHG6-E-8-R-10-F&-3,4-—

(3]
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& -2H-I = F[1,2-a]05| - 1-FR (F 88 12) (78.4 mg, 0.25 mmol) & B &
BB C4-ZEHEE-FEMER(66.9 mg, 0.325 mmo)ZKE i - HE
& 42 (70 mg, 71%) » MS (ISP) m/z = 395.5 [(M+H)"] » mp 212°C -

5 51134

8-8.-6-(4-8-3-FH H-F H)-10-FH & -3,4- — & -2H-IL 4 H [1,2-a] 15| BR-1-
A

EELAEMRBBEENICER TEEHG6-R-8-F-10-FH E-3,4-
& -2H-TH = HE[1,2-a) B E-1-FR (P REEE12) (78.4 mg, 0.25 mmol) 2 H &
ST 4-F-3-FE-FEMEL(50.0 mg, 0.325 mmol)ZREfFE - IkHE
8 (73 mg, 85%) » MS (ISP) m/z = 343.5 [(M+H)"] » mp 235.5C -
B #1135
8-F-6-(4-8-3-ZEFHFE-EH)-10-F E-3,4- " & -2H-IE 4 7 [1,2-a] 1]
k-1-Kd

c F

EEALEYFRRBEES I CBERAEHGR-3-&-10-F £-3,4-—
&, -2H-M o4 H[1,2-a] 05k -1-FA (F E#8 12) (78.4 mg, 0.25 mmo) X B &
MR ZA-B3-ZRFE-FEMBEZ(72.9 mg, 0.325 mmol)ZR&E{F » Ik
B & & B2 (85 mg, 82%) > MS (ISP) m/z = 413.4 [(M+H)"] > mp 268°C -
' H1136
8-%.-10-F H-6-(3,4,5- =& -F E)-3,4- — & -2H-ME 5 F [1,2-a] ] B -1-

C173621A.doc -142 -



1506027

]

B YRR R BB 1 2 8 B 77 612 -8- 8- 10- B 3,4 =
-2 H-H “##[I,Z-a]ﬂé'lﬂprk-l-ﬁﬁ(qjFéﬁﬁ%lZ) (78.4 mg, 0.25 mmol) R H &
SIEE Y 3,4,5-Z M- FEEMEL(57.2 mg, 0.325 mmol)FRELFE » G
& &= (79 mg, 87%) > MS (ISP) m/z = 365.5 [(M+H)+] » mp 253°C -
@ =137
8-4-10- B -6 12 -3- 35 -3,4- = &, -2.H- 1% 4 3 (1,2-a] BI k- 1-F

Cl
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= NL/N H

=
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P

EEALEYFRREBEEGICER FEBHG6-I1R-3-&-10-F &-3,4-—
T -2H-ME oA H[1,2-a) 05| Br-1-Fi (P REAE812) (78.4 mg, 0.25 mmol) & B &
B g -3-F B (39.9 mg, 0.325 mmol)ZK & fE > H & [E %2 (60

@ g 77%) MS (ISP) m/z = 312.5 [(M+H)"] > mp 252.5TC -

HHU138
8-48.-10- B 5 -6- M U -5-3E-3,4- = §-2.H-1k 4 3£ [1,2-0] B[ -1-FF
- Cl \ o
// AN

EELEYREEREGICERA FEBG6-R-8-&-10-FE-3,4-—
R-2H-MEe#F[1,2-a]05| e -1-FE (P REGEE 12) (78.4 mg, 0.25 mmol) X B
b B 1§ Z W IE -5-EE B ER (40.3 mg, 0.325 mmol)ZR & i - Ik B B2 [E 85 (32

ey

5|
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mg, 41%) » MS (ISP) m/z = 313.5 [(M+H)"] > mp 306C -
BHH139
8-5-6-(2- - ML B -4-55)-10-FF £ -3,4- T & -2 H- Mk H [1,2-a] 15| R -1- K8

F 0

A
7M™
Q

>
N F

FEEE L& YRR IS 12 S 5 v 698 -8- 4B - 10- B 23,4
-2 H-TH o4 3 [1,2-a] B[ - 1-F (P R 88 14) (74.3 mg, 0.25 mmol) % & 75
B8 2 2-5 -0 -4- S5 MER (45.8 mg, 0.325 mmol) KB - HGEE @
(63 mg, 80%) > MS (ISP) m/z = 314.5 [(M+H)"] » mp 240°C -

B 51140
6-(2- G- THL I -4- 35 ) - 8-95 - 10- B -3, 4- = 4, -2 H- Il = 3 [1,2-a] 8| W& - 1-F

N\ o)
= N\\/N H

(o]

EEAEYRBEEMNIZEMA A EEHGC-R-8-F-10-FH-3,4-—
B.-2H-IH 4 FE[1,2-2] 8| 0k - 1-FA (P R4 14) (74.3 mg, 0.25 mmo) X HE @
B 2-R-rE-4-E #MEE(51.1 mg, 0.325 mmo) R & i - HETME
B (53 mg, 64%) > MS (ISP) m/z = 330.5 [(M+H)*] » mp 254°C -

HHl141 .
8-$8.-6-(6-SF- L IE -3-25)-10- F 5-3,4- 4R, -2 H-Tlt = 3% [1,2-a] B W& - 1- 1
F S o
// N\\/NH
|

EEAEYRREEA I CERHEBEHGR-8-F-10-FHE-3,4-
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F-2H-ME o4 H[1,2-a]05| ke -1-FR (F 88 14) (74.3 mg, 0.25 mmol) X B /&
BB L 6-F - ML 0E -3- 5 BAR (45.8 mg, 0.325 mmol)ZR L » K H & &
(59 mg, 75%) * MS (ISP) m/z = 314.5 [(M+H)"] > mp 247°C -

B 5142

8-8-6-(2-FF & B -WENE-5-5)-10-F E-3,4- — & -2H-I = £ [1,2-a] 5] -
1-Ed

BEASYIRRBES 2 BAHEE6-R-8-K-10-FHE-3,4.-=
G-2H-IE 4 3 [1,2-a] I VR -1-Fi (F 88 12) (78.4 mg, 0.25 mmol) R H
15 2 2- B SRRV IR -5- 2 B ER (50.0 mg, 0.325 mmol)ZREL G - &
E 8 (68 mg, 79%) » MS (ISP) m/z = 343.5 [(M+H)] > mp 270.5C -
TP 143 © 6-(2- o 5 - I -5- 35 )-8- 4% -10- B 3 -3,4- = & -2H- Tt = 3
[1,2-a] I -1-FA

Cl

BELEYFRREBERICER TEBG6-1R-8-&-10-FH-3,4-—
-2 H-If, % 3£ [1,2-a) B[ k- 1-E (R R A8 12) (78.4 mg, 0.25 mmo) K & 7
RS L 2-IR B IE -5-E B EE (45.1 mg, 0.325 mmol)ZREfH » HEME
(59 mg, 72%) * MS (ISP) m/z = 328.5 [(M+H)*] » mp 316C -

E 144
6-(6-&-MEmE-3-2:)-8-5F-10-FF F-3,4- & -2H-IE % H [1,2-0] 5| Wk -1-F7

(53]
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0
A\
= N\\/NH
“ 7
2. N

Cl

EEAEYRIEBESIZER A EEHGR-8-F-10-FH E-3,4-—
S -2H-I o4 FE[1,2-a] 05| Mk - 1-FR (T 88 14) (74.3 mg, 0.25 mmo) X B &
SR T 6-F - nE-3-Z MEE(51.1 mg, 0.325 mmol) AR & i - EHEEE
B2 (62 mg, 75%) > MS (ISP) m/z = 314.5 [(M+H)*] » mp 232°C -

H B1145
6-(4-— FF B IR B - A H)-8-8-10- FH & -3.4- Z G -2H-k 4 7 [1,2-4] B[R - @
1-Fd

F
O (o]
\
=

bNH

S

PN

EEA SRR BEY I IZEH FEEH6R-8-&-10-F&E-3,4-—
S -2H-MH »# FE[1,2-a]05| e -1-FH (F R & 14) (74.3 mg, 0.25 mmol) & H &
LB 4- T P E G E - R ML (53.6 mg, 0.325 mmo)ZKE fF - HE

82 (31 mg, 37%) » MS (ISP) m/z = 338.5 [((M+H)"] » mp 256°C - ®
HH 146
8-%5,-6-(6-FF & B - g -3-5)-10-F £ -3,4- — & -2H- L =4 - [1,2-a] 5] Bk -
1-Fd
: { 5
// UH
|

EEAERBREEN I BERAAFEHGIR-8-F-10-FE-3,4-—
& 2 H-M =4 3 [1,2-a] B[ 1-FR (P R 82 14) (74.3 mg, 0.25 mmol) & E &
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MBS 6-FF S E - -3-E AL (49.7 mg, 0.325 mmol)ZR & fE » Ik H
¢ FE| B2 (67 mg, 82%) » MS (ISP) m/z = 326.4 [(M+H)*] > mp 226C -
BH147

8-, -6-(3-@ -4-F H-FEH)-10-HEH-3,4- & -2H-IE 3 F [1,2-a] 5| R-1-
A

AL & YRR B B B 12 5 A B 6 -8- - 10-F £ -3,4- =
8,-2H-k = 3£ [1,2-a] B 0 - 1-F (F AT 82 14) (74.3 mg, 0.25 mmol) R E &
18 2 3--4-F E - E AR (50.0 mg, 0.325 mmol)ZKBL(E - BEE
& 82 (71 mg, 87%) » MS (ISP) m/z = 327.5 [(M+H)*] > mp 206°C -

E 148
845, 6-(4- B8 -3- FF BE - 2L )-10- FF B -3,4- = 4,2 H-IHt 4 3% [1,2-a ) B[ - 1-
i

F
‘ (o]
\
=~ ~N

e

g

F

EELEDRBEBESICER AEBHG6-R-8-H-10-FE-34-—
-2 H-Ik o4 3 [1,2-a) 051 Bk 1-FA (SRR 8% 14) (74.3 mg, 0.25 mmol) & & &
MEBBZ4-5-3-FE-FEME(S0.0 mg, 0.325 mmol)Z K& - BEHR
] 22 (69 mg, 85%) » MS (ISP) m/z = 327.5 [(M+H)*] » mp 236C -

B 45149
8-%5,-10-FF 3-6-(4- = 48 FF 8 2 -3 5)-3,4- = -2 H- I 9 3 [1,2-a] 5] 1R--
1-E7

(
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EEAEYRIBEBRESIZEBA A EBGR-8-7-10-F &-3,4-—
S, -2 H-NH »# HE[1,2-a] 8| k- 1-F (82 14) (74.3 mg, 0.25 mmol) & %
MEEB A ZHEPEE-FEMER(66.9 mg, 0.325 mmol)ZRE - EHE
£ [ B2 (76 mg, 80%) » MS (ISP) m/z = 379.5 [(M+H)"] » mp 162°C -
HH150
6-(4-8-3-ZSH FE-FH)-8-F-10-F E-3,4- 2 & -2H-lL *# H [1,2-a] 5]
%-1-F

ct F

EEAEYRRBEGIZ BN A EEG6R-8-F-10-FF-34-—
&, -2H-TH =% 3F[1,2-a] 05 MR -1-FR (P R 88 14) (74.3 mg, 0.25 mmol) & B &
B4R -3-ZEFE-KEMER(72.9 mg, 0.325 mmol)ZKE(fE > & @
= {0, [E B2 (79 mg, 80%) » MS (ISP) m/z = 397.4 [(M+H)"] > mp 240°C -
HH151
8-%,-10-FH 3£ -6-(2,3,4- = 8, -FE £)-3,4- & -2H-IlL = H [1,2-a] B B -1-
A

F
(I
= N NH
F\\/

F
F

EEAEYRERBEESICERHEBG6R-8-F-10-FX-3,4-—
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S-2H-ME v FE[1,2-a]05| B -1-FR (P EIEE 14) (74.3 mg, 0.25 mmol) X B &
mEEZ23,4-Z85FEEMBEL(57.2 mg, 0.325 mmol)ZRELfE » HEET
(21 mg, 24%) » MS (ISP) m/z = 349.5 [(M+H)"] » mp 130C -

Epi1s2

8-%-10-F E-6-NE g -3-5-3,4- — & -2H-ML 4 H [1,2-a] B BR-1-K4

F 0

A\
/UH
Z
x N

| EEAEYFRERBESIZER AEBEH6-1R-8-F/-10-FE-3,4-—
&, -2H-ME =% 3 [1,2-a]05] k- 1-ER (R #2 14) (74.3 mg, 0.25 mmol) & B &
b BE 18 2 b g -3-EL B ER (39.9 mg, 0.325 mmol)ZK & i » Ik H B E#2 (50
mg, 68%) » MS (ISP) m/z = 296.5 [(M+H)*] » mp 239C -
EHpI153 |
8-£.-10-FH K -6-(2,3,4- = F - F 5 )-3,4- Z & -2H-UE 4 3 [1,2-a] 5] BE-1-
KA

o O { 5
® :\\/NH

BEAEYFRRBENIZERTEEHGR-8-&-10-FE-3,4-2
&, -2H-ML 4 7+ [1,2-a]05| B - 1-FR (F R EE12) (157 mg, 0.5 mmol) & B & i
BEZ234-ZHAFEME(114 mg, 0.65 mmol)ZR K » HEEHE(32
mg, 18%) > MS (ISP) m/z = 365.5 [(M+H)"] » mp 205.5C -
E o154
8-8-6-(6-— R E & - re-3-5)-10-F & -3,4- & -2 H-Uk =t 3 [1,2-4]
5] Wk -1-KR 5
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(o]
N\
N
=
2™ N
PN

EEAEYRBBEEMNICERTEB6-R-8-&-10-F EK-3,4-—
B -2H-M =4 [1,2-a]05| B -1-BR (R E 82 12) (78.4 mg, 0.25 mmol) & H &
GLEEE Z 6- R IEE - nE -3-E 8B (53.9 mg, 0.325 mmol)ZKEfi
K B & E B2 (77 mg, 87%) > MS (ISP) m/z = 355.5 [(M+H)"] » mp

248°C -
B 5155 ®
8-4,-10- FF - 6T I5E -5~ -3,4- = 48, -2H-Iht % 3% [1,2-a] 3] 1 -1-F
: { s
// "\\/NH
g
BB b & W) R AR 8 B 12 58 75 5 15 6V -84 - 10-FFL 26 -3,4- =
- 2H- = FE[1,2-a]08( B2 - 1-B (S I8 14) (74.3 mg, 0.25 mmol) & & 7
B 18 W I -5- 35 BER (40.3 mg, 0.325 mmol)Z BL% - ¥ 7 £ [E 88 (39
mg, 53%) » MS (ISP) m/z = 297.5 [(M+H)*] > mp 289°C - ®
B 51156
8- 3, -6-(2- 1 46, 2 - 12 -5- )10 £ -3,4- 48, -2 -t = 3 [1,2-a] B R -
1-F
oA
// NL/NH
.

EELERREEMICERHEEHGR-8--10-FHE-34-—
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S -2H- % 3F[1,2-2] 05| R -1 -E (P REE8 14) (74.3 mg, 0.25 mmol) K H &
SREEE - A E - IE-5-H BMEE(50.0 mg, 0.325 mmol)ZRKEfE - BHE
] 82 (50 mg, 61%) » MS (ISP) m/z = 327.5 [(M+H)"] » mp 271 -
EH157

6-(2-ffe Bt -WE IE -5- 55 )-8- %, -10-FF £ -3,4- — & -2H- L =4 - [1,2-a] 5] BR-1-
K

Nao N

EELEYRBRBESIZER A EBEG6-R-3-F-10-FHE-34-—
S -2H-ME =4 FE(1,2-2]05] B - 1-FH (P R 88 14) (74.3 mg, 0.25 mmo) X B &
REEB T 2-E BT -5-F BRER (45.1 mg, 0.325 mmol)ZREfE - H AE
B2 (20 mg, 26%) * MS (ISP) m/z = 312.5 [((M+H)"] » mp 310T -
HA158
6-(6- — FF 3 i B - e -3- 5 )-8- 58, -10-FF H:-3,4- — & -2 H-Mk 4 FF [1,2-4]
5] Wk - 1- K

x AN

EELEYRRBENICBERAAEBEHG6-R-8-F-10-FH-34-—
S-2H-IE e4 F[1,2-a]08| B -1-FA(F 88 14) (74.3 mg, 0.25 mmol) &z H &
CLEEIE S 6- — FA R R -0 0E -3-E 8N ES (53.9 mg, 0.325 mmol)ZR Bl fF -
1% 5 B 88 (76 mg, 90%) » MS (ISP) m/z = 339.5 [(M+H)'] » mp 259°C -
B HI159

n
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8-48.-10-F1 3£ -6-(3,4,5- = - K 5)-3,4- = & -2H- Ik 4 3 [1,2-a] B[ B -1-
E

EELEYRIBREBES I CEMTEBHG6-R-8-8-10-F F-3,4-
& -2H-ME e H[1,2-a] B[ e -1-FR(F 85 14) (74.3 mg, 0.25 mmo) X B &
rn 1S 2 3,4,5- = F-FEMER(57.2 mg, 0.325 mmol)ZR & {5 » HEAH

B2 (73 mg, 84%) » MS (ISP) m/z = 349.5 [(M+H)"] > mp 250°C - ®
H #1160
6-(6- i B - g -3- 5 )-8-58,-10- FF H:-3,4- & -2 H-t 4 H [1,2-a] 5] R -1-
L)
. { ,
// UH
I
EEALEYMFEBREENICERFEHG6R-8-F-10-FEK-3,4-— ®

. -2H-ME "4 F[1,2-a]05Be-1-FR (R §2 14) (74.3 mg, 0.25 mmol) & B &
B 1S 2 5-(4,4,5,5-TU H B -1,3,2- “ &R FEBE M K b -2- 2 )L v - 2- A% (71.5
mg, 0.325 mmol)ZK £44% - HIK & [E B (64 mg, 82%) > MS (ISP) m/z =
311.5 [(M+H)*] » mp 254°C -

HHl161

6-(6-FR B - g -3-5:)-8- & -10-FF & -3,4- — & -2H-IL *# F [1,2-a] 5| BE-1-
2]

1
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Cl

EELEFRBEBEEMNICER TEBEG6-I1R-8-&-10-FE-3,4-—
B -2H-0E =% HF[1,2-a]05| k- 1-FA (P REE12) (78.4 mg, 0.25 mmol) & H &
MR 5-(4,4,5,5-MF&-1,3,2- S EM X b-2-8) e -2-fZ(71.5
mg, 0.325 mmol)ZK &l fE - B E[E (67 mg, 82%) > MS (ISP) m/z =
327.5 [M+H)"] » mp 250C -

@ u=sit62

6-(4-5, - FH)-10-FF H-1-HI & F-1,2,3,4- U9 & -0 = 7 [1,2-a] 15| R -8-H
i}

N
x

>
=

L/NH

9

F

EELEYRBEBEEAICBEH T EBEG6IR-10-FE-1-Hl & £-
1,2,3,4-9 &, -0 =% FF [1,2-a]05| bR -8-FA BE (R I #216) (76 mg, 0.25 mmol)
@ HETRBEZ4-H-FEMEE(45.5 mg, 0.325 mmol) KB > BIRE
& 82 (70 mg, 88%) > MS (ISP) m/z = 320.5 [(M+H)"] » mp 292°C -
HH163
6-(4-55-FE55)-10- FF 2 -1-{ & 3£-1,2,3,4- 19 -0k 4 H (1,2-0) 15| Bk -8- EF
i}

BEELCEYRREEPICERAEHGOR-10-FE-1-Al & £-

[
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1,2,3,4-T9 &, -1 7 3 [1,2-a] 03[ 1 -8-FR i (th 8% 16) (76 mg, 0.25 mmol)
FEELES 4 8- FEMEL(50.8 mg, 0.325 mmol)ZREfF » FIk
& %2 (78 mg, 93%) » MS (ISP) m/z = 336.5 [(M+H)"] > mp 298°C -
HH164

6-(3,4- B -FH)-10-F E-1-H| & F-1,2,3,4- T4 & - U 4 H [1,2-a] 5] B -
8-F g

N
=

(0~
M

EEAEYRBEBEESICBR AEBG6-R-10-FE-1-H & -
1,2,3,4-V0 &, -0 =4 3£ [1,2-a]05] 1 -8-FH 5 (h S #8 16) (76 mg, 0.25 mmol)
FEEMEEZ34-ZH - FEMEL(S1.3 mg, 0.325 mmol)ZKEfE - &
X €, [E 8 (73 mg, 87%) » MS (ISP) m/z = 338.5 [(M+H)"] > mp 243°C -
& 165
10-BHE-1-fHIEE-6-4- =@ FE-FH)-1,2,3,4- U & - =4 H [1,2-a] 1]
bk -8-FF fE

EEAEMFRBRBEEMICER T EBG6-R-10-FE-1-fl & &-
1,2,3,4-V0 -t =% 3 [1,2-a]05| Wk -8-FH iF (A2 16) (76 mg, 0.25 mmol)
FEEMBEC4-ZEFE-FEMPEZ(61.7 mg, 0.325 mmol)ZRK B ffF >
B OIK 6 [E 32 (78 mg, 85%) > MS (ISP) m/z = 370.5 [(M+H)*] > mp
282°C -

EHI166
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6'(4’%§'$§)'10'Eﬁ E-l-{ﬂﬂﬁ%-l,ZﬁA-Eﬁﬁ-ﬂkb’##[1,2-a][l§ll¥|‘é-8-
H i

BELEWRREBEECICERFEBE6-R-10-FE-1-fHl&E-
1,2,3,4-00 4, - ML =% H[1,2-2] 05| & -8-FF & (h R #8 16) (76 mg, 0.25 mmol)
EREBEGESC4-RE-FEMEL(47.8 mg, 0.325 mmol)ZREfE > BIK
5 E 45 (73 mg, 89%) » MS (ISP) m/z = 327.5 [(M+H)"] » mp 323C -
HHl167
6-(2,4-— 8 -F £)-10- B B -1- (I &8 55 -1,2,3,4- 19 & - I = 5 [1,2-a] 5] k-
8-H g

Cl

EEAEYHRRBES I CERAEBEG6-R-10-F E-1-H & £-
1,2,3,4-V4 & -tk o FF [1,2-a] 05| BR-8-FF & (F fE 82 16) (76 mg, 0.25 mmol)
REBEHEEZ24- " R-FEMEL(62.0 mg, 0.325 mmol)ZRE i » &
1% 5[5 %2 (70 mg, 76%) » MS (ISP) m/z = 370.4 [((M+H)"] » mp 274°C -
251168
6-(2-%8 - ML g -4-2£)-10-F H -1-f & K -1,2,3,4- 79 S~ M = 3 [1,2-a] 5] B -
8- B

N
A o
N
= NL/NH
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EELAEYRBBRESFIZERAAEEHGR-10-FE-1-AI & £-
1,2,3,4-VU 4 - »# 3 [1,2-a]5 e -8-FH 5 (F REGEE16) (76 mg, 0.25 mmol)
EEELESS2-F-HrE-4-E B (45.8 mg, 0.325 mmol)ZR & fF » &
Ik & E 2 (33 mg, 41%) > MS (ISP) m/z = 321.4 [(M+H)"] » mp 256C -

B #1169
6-(6-%5, -k 0 -3-55)-10- FF H-1- I 8 £5-1,2,3,4- 10 G-I = FF [1,2-a] 5] BR -
8-F BR
N { .
= NuNH
g ®

EEAEYRBBESICBRAAEEHGCR-10-F & -1-H & -
1,2,3,4-PU &Mt o4 H [1,2-a]05] B -8-FHfE (A8 16) (76 mg, 0.25 mmol)
EEEMLEEC6-A-ILE-3-E B (45.8 mg, 0.325 mmol)ZR & fE > &

1% €4 [E B2 (71 mg, 89%) » MS (ISP) m/z = 321.5 [((M+H)"] » mp 272°C -

B H170
10-FHE-1-HEE-6-G-ZFFEE-FE)-1,2,3,4- W G -0t 4 7 (1,2-a]

5] W - 8- EF Jig ®

EELEFRBRBESIZER T EBHG6-R-10-FE-1-Al & %-
1,2,3,4-T9 &, -0t =4 F[1,2-a]05| be-8-EH fE (I #& 16) (76 mg, 0.25 mmol)
REBRBEIZIZFFEE-FEMER669 mg, 0.325 mmol)ZKH
5 > @ E (B4 mg, 87%) > MS (ISP) m/z = 386.4 [(M+H)'] > mp
239°C -
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B H171
8-8-10-FF B -6-mEMe -2 -3 4-— @ -2H-IE 9 H [1,2-a] 5] R -1-EH
F \ o
=N
S\=/N

FERA

B 6-1R-8-F -10-F F -3,4- — & -2H-0L =# F [1,2-a] 05 Bk - 1-Fr (R4
B14) (0.2 g, 0.67 mmol) ~ 4,4,4',4'5,55' 5 )\ FHE-2,2"-2(1,3,2- 2 &
IR &) (0.19 g, 0.74 mmol) K Z E&$H(0.2 g, 2.02 mmol)ft ZE Lz
GBS mFZEEYWEETHRBFHAERES min - ZREM[L,1-E
(CHEE-PE) KB =S JD) (24.6 mg, 33.7 pmol) » W KIEES
WAEBOC T##17T h- UREERESWHAEER - BIE(Dicalite) » 2
B LWHEBHEVRB LSEREBEN(ZEZE)KRMA - MBS E8-%-10-
BHE-6-(4,4,55-TWEHE-[1,32] “KFERM K b-2-5)-3,4- K -2H-I
% H[1,2-a]05] bR -1-Fi Ik B & E 82 AK (48 mg, 21%) - MS (ISP) m/z =
345.5 [((M+H)*] > mp 258°C -

S ERB

[ 8- -10-FF 2 -6-(4,4,5,5- T BF B -[1,3,2] “ R TR RS2 -2- % )-
3.4-— & -2H-IL o4 H[1,2-a]B[E-1-FF(E BA) (48 mg, 139 pmol) K 2-18
MEML(34.3 mg, 18.6 pl, 209 pmo)R1,2-“HEE LK m)F RS
W) R AN 0 2M Bk B SRV R (232 pl, 464 pmol) MR REREEVERBET
FWRHHEWRETES min - A% > HRIN=FEBE(7.32 mg, 27.9 pmol) K &
Eg40(II) (3.13 mg, 13.9 pmol) » TR KRERSYERIGREHF TEE3
he BHREBEAYHAEZEZER > BEMgS0,) » LFEHEWE LB
BHIZ&FR/FEO-S%RERIHE(ZEB)ERMAL  KMBEE
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W [E B kA EE b & W (6 mg, 15%) » MS (ISP) m/z = 302.5
[(M+H)"] > mp 268°C -

HH172

6-(4-8.-3-%.- 2&%) 1-Hl & &1, 2 ,3,4-U9 &, -k = 3 [1,2-a] 5| BR-8-FR |

\°
L,

Cl

EEAEYRERBESIZCEBRFTEEGR-1-AIEE-1,2,3,4-U
- FE[1,2-2]05] Wk -8-FH BE (PRI B 15) (72.5 mg, 0.25 mmo )R EHE @
SR 2 4-8-3-F - MEE(56.7 mg, 0.325 mmol) R E M > BB EE
B (64 mg, 75%) > MS (ISP) m/z = 340.3 [((M+H)"] > mp 309°C -

BH173
6-(2,4- "5, -FEE)-1-{I & 5-1,2,3,4-09 & -1 5 7 [1,2-a] 5] Bk -8- F
Ve O L
:\__/NH

EEAAYFRRBREAICER A EHR-1-AIHE-1234-H @
-0k =% FE[1,2-2]05 % -8-EH B (P 88 15) (72.5 mg, 0.25 mmo) X BHE
REEET24-TH-FEMBEE(51.3 mg, 0.325 mmol)ZREfE - BEEE
B (59 mg, 73%) > MS (ISP) m/z = 324.4 [(M+H)"] > mp 292°C -

BHH174
6-(4-8-2-% - H)-1-{1 & &-1,2,3,4- TG & -4 3 [1,2-a] B BR-8-FF fF

N
x

A

A\ (o}

A

F

Ci

%
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EELEYFREBEBEEANICER TEBG6-R-1-HI&EE-1,2,3,4-14
- o FF(1,2-a]05| MR -8-FF BE (P RIRELS) (72.5 mg, 0.25 mmol) X B &
MR C4-8-2-F-FEMEL(56.7 mg, 0.325 mmol)ZR & fE » EiE T EH
865 mg, 77%) » MS (ISP) m/z = 340.3 [(M+H)*] > mp 278C -
EH175
6-(2,4-— 8- FH)-1-HI & -1,2,3,4- 9 & -1 % F [1,2-a] 5| B -8- FF
ey "
M
EELEDFRRBEREBEEANICER FEHGR-1-AI&£E-1,2,3,4-1T
&, - o [1,2-a]05( BR-8-FR BE (R RS 15) (72.5 mg, 0.25 mmol) K B &
MBS Z2,4-Z & -FEMBEL(62.0 mg, 0.325 mmo) K& fE > EWEE
B (46 mg, 52%) » MS (ISP) m/z = 356.4 [(M+H)'] » mp 284.5°C
HHI176
6-@-%%-%%)-1-@]ﬁ%-h%{ﬁ-IEI@-UH:‘*##[1,2-alﬂﬁlﬂﬁu‘<-8-l¥H%
>~

L

I
EELEYFEREBEESICERAAEEGCR-1-HEE-1,2,3,4-Y
-0 o4 FF[1,2-a]05| B -8- B (FREIEE15) (72.5 mg, 0.25 mmol) k& B &
BB Z4-REFTEMEL(47.8 mg, 0.325 mmol)ZK K - BB OERE
(49 mg, 63%) » MS (ISP) m/z = 313.4 [(M+H)"] » mp 363°C -
BE177
6-(2-58 - ML e -4-3E)-1-H & 5 -1,2,3,4-V9 & -0 =4 35 [1,2-a] 5 B -8-FH

C173621A.doc -159 -
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A o
= TN NH

EELSYRRBES I ZERSEE6-R-1-AIEE-1,2,3,4-1
- =4 7 [1,2-a)05] 8- B (FH R #815) (72.5 mg, 0.25 mmol)R H
8 2 2- ML R -4- 2 B ER (45.8 mg, 0.325 mmol)ZREfE - BIBEHE
B#(59 mg, 77%) > MS (ISP) m/z = 307.4 [(M+H)"] > mp 289°C -

B pI178
6-(4-F-3- - 2E)-10-F - 1- QU 46 5 -1,2,3,4- 0 - I 54 5F (1,2-0] B Bk- @
8- FF

" e
NuNH

EEAEYRBBEESICER AEE6-/R-10-F & -1-H & £ -

1,2,3,4-V0 4, -0 =4 7 [1,2-a] 08| 1 -8- I 5 (P &1 82 16) (76 mg, 0.25 mmol)

EEELEEZ4-R-3-8-FEMEE(56.7 mg, 0.325 mmol)ZK & fiF - Ik

£ €5 [E 8% (63 mg, 71%) » MS (ISP) m/z = 354.5 [(M+H)"] » mp 260C - @

HH179

6-(2,4-— 8, -FH)-10-F E-1-f & F-1,2,3,4- 79 & -0 4 H [1,2-a]) B BR-

8- i

F

EEAEYRRBEEOICERGTEBH6-R-10-FE-1-fl & E-
1,2,3,4-V4 & -0 »# 3 [1,2-a) 05| Bx-8- R fE (P Rl B2 16) (76 mg, 0.25 mmol)
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FREBRBEZ24-ZH-FEMBEGL.3 mg, 0325 mmol)ZREME - X
B 6,5 42 (49 mg, 58%) * MS (ISP) m/z = 338.5 [(M+H)*] » mp 237°C -
T HU180

6-(4-8-2-F-FE 5 )-10-FF K- 1-fl &8 5-1,2,3,4- V9 G-I =4 5 [1,2-a] 15 PR -
8- F g

EELEYRBRBRESIZCBER A EHGR-10-FE-1-Al & -
1,2,3,4-09 &, -0t »% F£[1,2-a]05]| Mg -8-ER R (H R 88 16) (76 mg, 0.25 mmol)
FEELBEZ4-R-2-F-FEMEL(56.7 mg, 0.325 mmol) R&EfH » Ik
“ €5 [E] 8 (66 mg, 75%) * MS (ISP) m/z = 354.5 [(M+H)*] » mp 270°C -
E f181
8- -6-(4- - FH)-10-=H FH-3,4- = & -2H-ME 5 [1,2-a] B ¥E-1-F7

E R BT A8-5-6-(4-F - H)-3,4- Z & -2H-0 =# F [1,2-a] B[ BE-1-
A (E $118) (0.1 g, 0.335 mmol)fA Z & (1 ml) ZDMF (1 ml)dh & & F
EAON,N,N )N’- Y -BR & Z, — % (77.9 mg, 101 pl, 670 pmol) & 25 (2,2 - Bk
B EE) A K S RAETALD (5.02 mg, 6.7 pmol) » HE/INE - BHWBAE
78C c BEHEYEN TH=ZSMFRFOS m)mBEXEET -
¥ TR (6500K) % H L B ER R E/NERT > L REMEZETE
#40 h- B REESWERAKGO mhth - HZELEEQ x 40 ml)
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ZEE - FHEEAKGO mDEBRESHZERE - 5B MgS0,)W &R - FEH
EWB LEBRENT(BEL/Z B ZB20-80%) K W B (L B/ B b ) 2K & —
SHAHBEY  RMEIHaEBREELEY42 mg, 34%) > MS
(ISN) m/z = 367.4 [(M+H)*] > mp 193°C -

EH182

6-(3,4- —H-FEHE)-1-HEE-10-=H FH-1,2,3,4- 0 & -t 4 H [1,2-a]
5] % -8- B fig

EEAEMFRREBEMISIZEA AEBG6-G4-ZF-FE)-1-H]
SFH-1,2,3,4-TWFE -0t =4 FH[1,2-a] 15[ ke -8-FH fF (B #I76) (0.1 g, 0.309
mmol) 3K 84 & - JK [ 1 [E B (29 mg, 24%) ° MS (ISP) m/z = 392.5
[((M+H)'] > mp 217C -

H #1183
6-(5- 4 -HE15Y -2-2)-8- 95, 10- F 5£-3,4- = &,-2 H-tk % 3% [1,2-a] ] - 1- G
F \ o
AN

EELEWRBRBELITIZCER G EHNS EBESS-F-10-F £ -6-
(4,4,5,5-M B E-[1,3 2] “ & B /K E-2-5)-3,4- " S -2H-IL *# [ 1,2-
a5 x-1-FR(EBFI171 - FBRA) (68.8 mg, 0.2 mmol) k H & e L 2-
R-5-B LY (59.2 mg, 0.3 mmol)ZKEfi - BHEEER (IS mg, 22%) »
MS (ISP) m/z = 335.4 [(M+H)'] > mp 185C -
£ 51184
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8-4,-10- R 3£ -6-[5-(= 5 B 2E)-1,3,4- M8 = -2 3£ ]-3,4- = -2 H-It = 3¢
[1,2-a] 8] - 1-

EEAESYRBRBENIZBA A ERNTSBEBEY-#-10-FHE-6-
(4,4,5,5-D0 B -[1,3,2] Z SR K ST -2-5)-3,4- & -2H-ML =4 FF[1,2-
a|B[LR-1-FA(EHI171 - FERA) (68.8 mg, 0.2 mmo) X B MEEHZ2-
B-5-Z 8 FE-1,3,4- " (69.9 mg, 0.3 mmol)ZKK(E » BEOEHHE
(10 mg, 14%) » MS (ISP) m/z = 371.5 [(M+H)"] > mp 227C -

o185
5-(8-%8,-10-FF B -1-fI & £ -3,4- Z & - 2H-IIL 5 F [1,2-a] 5] BR -6- 5 ) B 7 -
2-FE
L p
L~
7 )

EEAESYRRBENIIZERAENSEBER-H-10-FE-6-
(4,4,5,5-D9 BR 2 -[1,3, 2] Z S HE R K bT-2-5)-3,4- 2 & - 2H-ME »# FF [1,2-
a]B0E-1-FA(EBFI171 > S BRA) (68.8 mg, 0.2 mmol) & H B liEiFZ5-
Ry -2- g (56.4 mg, 0.3 mmol)ZR & - E % & E#E (25 mg,
©38%) » MS (ISP) m/z = 326.5 [((M+H)*] > mp 249C -

' 5186
8-%8-10- B E-6-[5-(Z & F &)-1,3-BEME-2-5]-3,4- " & -2 H-UE = FF[1,2-
a] 5| BR-1-Kd

)
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EEAEYWRBREEN T CEBHAFENSEBES-%-10-FH £-6-
(4,4,5,5-09 BB Z-[1,3, 2] “ & FE R e -2-5)-3,4- & -2H-Mk =# 5+ [ 1,2-
all5|WR-1-F(E 1171 - FERA) (68.8 mg, 0.2 mmol) & B & dn 1S 2-
R-5-=F FE-EW(69.6 mg, 0.3 mmo)ZK & fis > IREBE A (16 mg,
22%) » MS (ISP) m/z = 370.4 [(M+H)*] > mp 263°C -

1187
8-§-6-(4-EHHE)-10-(Z 5 F 5)-3,4- = R-2.H-k 5 3 [1,2-2] B - 1-F

EEAMESFERBEGISICERFEBS-&-6-(4-8&-K£)-3,4-
& -2H- o#H([1,2-a]05| MR- 1-FH (B $149) (0.1 g, 0.309 mmol)ZR & 5 »
Ve 8 [E 8 (21 mg, %) > MS (ISP) m/z = 399.3 [(M+H)"] > mp 214°C -
B 5188
8-%,-6- (kMg -2-%5)-10-FH & -3,4- ~ & -2H-Mt 43 [1,2-a] 05| Dk -1-FR

F 0

A\
/UH
07X

BEASYRREBEENTIZEM G ERPEBES-#-10-F H-6-
(4,4,5,5-T4 BB £ -[1,3,2] Z S FE R K e -2- 5 )-3,4- Z & -2H-ME =4 [1,2-
allBk-1-FA(E 171 - S B A) (68.8 mg, 0.2 mmol) &k B iF M5 & 2-

C173621A.doc - 164 -
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JRIKE(44.1 mg, 0.3 mmol)ZR& i » K HELE#E (21 mg, 37%) > MS
(ISP) m/z = 285.5 [((M+H)"] » mp 236°C -

51189
1-@Uﬁ§-6-(3,4,5-5ﬁiﬁ%)-&‘:-:ﬁ-ZH-UH:“ﬁ#[1,2-a]U§I¥k-8-$E§

S

%%%é%%ﬁ%%@UIZE%ﬁ%E6-?%-1-1EU%%-1,2,3,4-17_51
& -MHE o FE[1,2-a)05 ke -8-F FE (R IR 1S) (72.5 mg, 0.25 mmol) K B &
MBS Z3,45-ZHFE-FEMBEL(57.2 mg, 0.325 mmol) K& - JK
M & E 8 (71 mg, 83%) © MS (ISP) m/z = 342.4 [(M+H)'] > mp
304.5C -
HA190
1-f EE-6-[4-(ZF P R/E)KE]-3,4- & -2H-k *# I [1,2-a] 15| Bg-8-
B BE

EECEMFEBREBEESICERFEEHG6R-1-HIERE-1,2,3,4-1M
&M o4 H[1,2-a]05 bk -8-FF fF (R RIEE1S) (72.5 mg, 0.25 mmol)fk H &
MBS ZFREE-FEME(66.9 mg, 0.325 mmol)ZREfF > kK
¢ [E] B2 (82 mg, 88%) » MS (ISP) m/z = 372.4 [((M+H)"] > mp 311.5C -
HH191
6-(4-FEBHERE)-1-[IKE-3,4- " -2H-I 5 H [1,2-a] 5| BR -8-FF
i}

C173621A.doc -165-
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. O s
LNH
omi=c
EEAESYERBESIZERAAEBGR-1-AI&%-1,2,3,4-11
& -IHE o4 FE[1,2-2] 5] -8 - FH fiE (R R 88 15) (72.5 mg, 0.25 mmol) & H &
SRR A-F AT R R B - B MR (65.0 mg, 0.325 mmol)ZRE4E - EIK
£ [E 82 (90 mg, 99%) » MS (ISP) m/z = 366.4 [(M+H)"] » mp 329°C -
B 51192
6-(3,4-15.%%)-1-@J%§-3,4;:@-2H-UH:"##[1,2-a]"§|";’|‘é-8-5ﬁ%

S

B
O\ O
=~ TN NH
\__/

Cl

BEELCEYFRRBEEICER T EHCR-1-AIS%-1,2,3,4-1
&,-NE 4 FF [1,2-a)05| Wk -8-F fiE (88 15) (72.5 mg, 0.25 mmol) & H &
TS 3.4- "B -FEMER(62.0 mg, 0.325 mmol)ZRKEfE - IRHEE
8% (80 mg, 90%) > MS (ISP) m/z = 356.3 [(M+H)"] » mp 330.5C -

EH 1193
6-(3-F8ER)-1-[ & E-3,4- & -2H-WL#FH [1,2-2] 5| Br-8-F

N\\ o
I
= NL/NH

EELVEYRBEEESIcERALEEHGE-1-A]5 5-1,2,3,4-1Y
- o4 3 [1,2-a] 05|k -8-ER S (P &2 15) (72.5 mg, 0.25 mmol) B &
SEEB L 3-R-FFE BB (50.8 mg, 0.325 mmol)ZK & fF k0 G & 2 (73
mg, 91%) * MS (ISP) m/z = 322.4 [(M+H)*] » mp 241.5C -

Cl

]
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HB1194
6-3-AEFEE)-1-HI K E-3,4-Z G -2H- Mk "4 FF [1,2-a] 5| br-8-FH [iF

O
=™

EECSYERBESICBA FEE6-R-1-BI & %-1,2,3,4-09
G -TH =4 [1,2-a] 5| W -8-EH B (PRI A2 15) (72.5 mg, 0.25 mmol)R H &
1S 2 3-FE T H MER(47.8 mg, 0.325 mmol)ZR B - B CL[E 88 (69
mg, 88%) > MS (ISP) m/z = 313.4 [(M+H)"] » mp 253°C -
E #1195
1-fIEE-6-3-(ZH B H)EHR]-3,4- = & -2H-Ilk 4 3 [1,2-2] 5| Bk -8- B
i

\\N

EEALEYRRBREBEEMNICBHA T EEH6R-1-HI&EE-1,2,3,4-I
& - o FF[1,2-a]05( MR -8- R iE (P EIEE15) (72.5 mg, 0.25 mmol) X B &
MR- ZHFE-FEMBEL(61.7 mg, 0.325 mmo)ZRE R » IKHE
]l 2 (78 mg, 88%) > MS (ISP) m/z = 356.5 [(M+H)"] > mp 279.5C -
B H1196
7-3,4-— B FEH)-11-FE-1-f| &K FE-2,3,4,5-H & -[1,4] Z R IF FH[1,2-a]
Bl w-9-58 BE

(V3]
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EEASYRBEBERICERAEBT-R-11-FE-1-Al & E-
2,3,4,5-T0 G.-[1,4] Z R WFEH [1,2-a] B Br-9-FE(FEE17) (79.5 mg,
0.25 mmo ) E B mES 23,4- " & -FEMEE(51.3 mg, 0.325 mmol)
B M f8E 82 (54 mg, 62%) > MS (ISP) m/z = 352.5 [(M+H)"] > mp
278°C -

B H1197
11-FE1-HEE-7-U-(ZE8FE)EHE]-2,3,4,5- K- [1,4 Z &P H
[1,2-a]05]Bg-9-FF jE

EEVEYFRREENICBRAAEET-R-11I-FE-1-Al &R %E-
2,3,4,5-TH & -[1,4] Z & VP H [1,2-a]ll5 Br-9-F iE (R fE 82 17) (79.5 mg,
025 mmo)E EHEMEEZ4=ZEFE-FEME(61.7 mg, 0.325
mmol) & 84 f& - [ & [E 42 (74 mg, 77%) > MS (ISP) m/z = 384.6
[(M+H)"] > mp 252°C -

HH198 @
7-(4- B EE)-11-F EH-1-{ & H-2,3,4,5-H & -[1,4] Z F VB H[1,2-a] 5]
W -9-F

EEAEYWRBREESICBERAAEBT-R-11-FE-1-f# & &-
2,3,4,5-M & -[1,4] — B H[1,2-a] B Bx-9-FRE(FEHE17) (79.5 mg,
0.25 mmo) Kz B E LS Z 4-8 - K MER(45.5 mg, 0.325 mmol)ZK &
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5 HEBEREG6 mg, 79%) » MS (ISP) m/z = 334.5 [(M+H)"] > mp

278C -

B 199

T-4-8FEE)-11- B E-1-f & E-2,3,4,5- & -[1,4] Z Z P H[1,2-a] 5]
bR -9-H i

EEAEYRBEEEMICBERAEET-R-11-FE-1-A &K £&-
2,3,4,5-U R -[1,4] Z R WFEH[1,2-a] BB -9-F F(FHEEE17) (79.5 mg,
0.25 mmol) & HE MR 4-8-FEMEL(50.8 mg, 0.325 mmol)ZK&
& > B E (23 mg, 26%) » MS (ISP) m/z = 350.5 [(M+H)*]» mp
298°C -

EH200
7-A-BEEE)-11-FH-1-HI & FE-2,3,4,5-HH-[1,4] Z &AW H[1,2-a] 5]
R -9-FF fig

I
EEAEYFBEBRESICER AEET-®-11-FE-1-Hl&£-
2,3,4,5-M&-[1,4]1 Z RV H [1,2-a] B BR-9-F B (FRIE17) (79.5 mg,
0.25 mmo) X B ML EH v 4-RE X E MEL(47.8 mg, 0.325 mmol ) 5K &
% BHEEEG0 mg, 35%) 0 MS (ISP) m/z = 341.6 [(M+H)']» mp

314°C -
HH201

C173621A.doc -169 -
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11-FE-1-f&E-7-1-CRFEE)-FH]-2,3,45-HE-[1,4| Z &AW
H(1,2-a]15] Bk -9-F f§

EEAEGYRBRBESIZER A EET-R-11-FE-1-A & %-
2,3,4,5-T9 & -[1,4] Z FWFE H [1,2-a] B E-9-F 5 (PRI 17) (79.5 mg,
0.25 mmol)&gP:ﬁ@ﬁ%?%zmzﬁﬁﬂ%%-%%m&(wy mg, 0.325
mmol) 3R & i » FIKE E (81 mg, 81%) > MS (ISP) m/z = 400.6 ‘
[(M+H)*] > mp 218°C -

' 5202

1-H & E-6-(2,3,4-ZFEH)-3,4- = R -2H-WE 4 FF [1,2-a] 5 bk -8-H iF

O

EEAEYFRREESIIZEBR AEB6-R-1-HI & %-1,2,3,4- 11 ®
-0 o4 FF[1,2-a] 05k -8-FF BE (R B8 15) (72.5 mg, 0.25 mmol) & B &
FLEEE 23 4-Z & -FKEMEE(57.2 mg, 0.325 mmol)AKEE 0 HEEH
B2 (13 mg, 15%) » MS (ISP) m/z = 342.4 [(M+H)*] » mp 294°C -

H 51203
6-(6-F ML e -3-55)-1-{l & £-3,4- — & -2H-IL 5+ [1,2-a] 5] B -8- FH g
A N o
// bNH
|

F

C173621A.doc -170 - @
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BELEMHRREENICEASTEBCR-1-HIHE-1,2,3,4- 14
&Mt 74 [1,2-a] 05| Wk -8-FR A& (P92 15) (72.5 mg, 0.25 mmol) & B &
in B 15 2 ML € 6- 55, - M 0 -3- 2 A ER (45.8 mg, 0.325 mmol)ZR&Efw - Ik B
5 [E 82 (68 mg, 89%) » MS (ISP) m/z = 307.4 [(M+H)"] > mp 268°C -

7 51204
6-[4-8-3-(CRFE)EE]-1-HI K F-3,4- & -2H-ME =+ [1,2-a] 5] Bk -
8- BF

cl F

B & Y RIRIB BB 1238 A s B 6-1R- 18 .35 -1,2,3,4- 1
&, -tk o4 FE [1,2-2] 08| -8~ F 5 (R A 15) (72.5 mg, 0.25 mmol)& & &
R 2 4-5-3- S P - MBS (72.9 mg, 0.325 mmol)ZE B4 + IR
H & & 8 (63 mg, 65%) * MS (ISP) m/z = 388.4 [(M-H)] > mp 347C -
HH205
7-(2,4- T B EE)-11-F -1 46,5 -2,3,4,5- U0 &, [1,4] = S IF 3 [1,2-a)
5| Wk -9- FF i

BELCEYRBREBEEGICBER TEBT-R-11-FE-1-Al&£-
2,3,4,5- & -[1,4] Z & EFF[1,2-a] B[ BR-9-H 5 (F RIE 17) (79.5 mg,
0.25 mmo ) B LESY2,4-— 5 -FEMEE(51.3 mg, 0.325 mmol)
B TR £ € [E B2 (40 mg, 46%) » MS (ISP) m/z = 352.5 [(M+H)"] -
mp 225°C -

)
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H 5206
7-(2,4- —8FH)-11-F H-1-fl & &-2,3,4,5- T & -[1,4] Z & H [1,2-a]
5] k-9 - B &

BRELEYRBRBEEAIZERAEBET-R-11-FE-1-Al & £-
2,3,4,5- & -[1,4] Z & EFEFH[1,2-a]BIR-9-FHE(FHEELT) (79.5 mg,
0.25 mmol)x B B 2 2,4-Z & -FEMBER(62.0 mg, 0.325 mmol) @
B - IR HEE (54 mg, 56%) > MS (ISP) m/z = 384.5 [(M+H)"] >

mp 257°C -
51207
7-(4-F-2-FB X E)-11-FE-1-{ K EK-2,3,4,5- W& -[1,4] — A BEH(1,2-
a]| 5| g -9-F g
CJ
" o

BELEYRBRBEEMIZCERATEBT-R-11-FE-1-Hl & E-
2,3,4,5-M & -[1,4] = & H[1,2-a] B Bx-9-FHFE(FEE17) (79.5 mg,
0.25 mmo )R BB MEEZ4-8-2-F-F 5 MEE(56.7 mg, 0.325 mmol)
HKEfE > B EE 69 mg, 75%) © MS (ISP) m/z = 384.5 [(M+H)"] » mp
259°C -

H$1208
7-Q-B M rE-4-F)-11-F E-1-f & F-2,3,4,5- W& -[1,4] ZFA WP F(1,2-
a] 5| bk -9- B JiF
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EELEMFRRBEAICER AEET-R-11-FE-1-f & £-
2,3,4,5-H & -[1,L4A] Z BV H[1,2-a] B[ kg -9-FF F(F R 17) (79.5 mg,
0.25 mmo) K BB oLEEE 2 2-F - iE -4-5 80 E (45.8 mg, 0.325 mmol)
B (6 E B2 (59 mg, 71%) © MS (ISP) m/z = 335.5 [((M+H)*] » mp
2647C -

B 1209
7-(6-5 ML e -3- 55 )-11- FF &L -1-] 8 ££-2,3,4,5- W0 G- [1,4] — & H (1,2-
a] 5| Wk -9-H g

EELEYRBBEFIZCER A EEHT-R-11-FE-1-A] & £-
PS 2,3,4,5- & -[1,4] Z & F [1,2-a] B[R -9-F F (P RE#EL17) (79.5 mg,
0.25 mmol) & B & sl 15 2 6-&, - Itk 1E -3- £ 8 B (45.8 mg, 0.325 mmol)
FELE > K G EE (4] mg, 49%) > MS (ISP) m/z = 335.5 [((M+H)"]
mp 280°C -
EHi210
6-(4-B FEK)-8-FHEHEH-3,4- " G -2H-ME % 3 [1,2-a] 5] PR -1-Ed

-0 \ o
UH
()

£

BEECEYDFERBRBEIIZCER T EB6R-8S-FERE-34-29 ¢
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2H-THE =# H [1,2-a]05 b -1-FA(F G #E 18) (73.8 mg, 0.25 mmol) K& B & i
R 4-F-FEMER(45.5 mg, 0.325 mmol)ZK & » HEEH# (61 mg,
79%) » MS (ISP) m/z = 311.5 [(M+H)*] > mp 220°C -

' H211

6-(4-8 FE)-8-FH K E-3,4- & -2H-I 4 FH[1,2-a] 5] Bk -1-Ed

/0\ 0
.

NH

BEELCESYFRBEEMNICERA T EBHGOIR-8-FHEE-3,4-" -
2H-UtE »# 3 [1,2-a]05| - 1-FR (F fE 88 18) (73.8 mg, 0.25 mmol) & B & dn
R 4-8-FEMEL(50.8 mg, 0.325 mmol )R & {f - H G [EH#E (64 mg,
78%) » MS (ISP) m/z = 327.5 [(M+H)"] > mp 246°C -

B H212
6-(3,4-— BB H)-8-F FH-3,4- " K -2H-Mk 43 [1,2-a] 15 Bk -1-Kd

EELEYMFEREEMICER FEHG-R-S-FHRE-3,4-_&-
2H-Nt »# 3£ [1,2-a]05| Wk -1-Ed (42 18) (73.8 mg, 0.25 mmol) Kk B & an
BB Z3,4-“H -FEMBEE(51.3 mg, 0.325 mmol)ZR&EfE - Ik B & [&#E
(66 mg, 80%) > MS (ISP) m/z = 329.4 [(M+H)'] > mp 216TC -

EHH1213
8-FHEE-6-[4-(ZBFHE)-EH|-3,4-ZG-2H- I *# H [1,2-a] 5] Be-1-F7
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EEALSYRREEPICERN S EBE6R-S-FHRE-3,4- 24 -

2H-M =4 3£ [1,2-a] 31 W 1-FA(HRIB2 18) (73.8 mg, 0.25 mmol)R H & &
BWEZ4-SHFE-FEMPEGLT mg, 0.325 mmol)RBfE - e EE
(77 mg, 81%) » MS (ISP) m/z = 361.4 [(M+H)*] > mp 276C -

2 p214

BEELEYRRBREBEEGICBRE TEEHT-R-1-HI&££-2,3,4,5- I
A -[1LA ZEFEF[1,2-a]05|Me-9-F 5 (F REIE220) (76.0 mg, 0.25 mmol)
REBEMmBR/Z4-E-FEMEL(50.8 mg, 0.325 mmol)Z K& » BIKE
B 2 (76 mg, 91%) » MS (ISP) m/z = 336.4 [(M+H)*] > mp 245.5C -
HH215

BELEYREBEBEEMNICBERAFEEHT-R-1-A18£-2,3,4,5-I"
&.-[1,4] = S VFH[1,2-a]08| B -9-F fE (h R E220) (76.0 mg, 0.25 mmol)
KEEMEBREZ4-B-FEMBEL(45.5 mg, 0.325 mmol)Z K& » BIKE
B 82 (75 mg, 94%) > MS (ISP) m/z = 320.4 [(M+H)*] > mp 230°C -
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B U216
8-(ZHFHEE)-6-[4-(Z @ HFE)- K E|-3,4-Z & -2H-MWE 4 FH [1,2-a] 15
x-1-Fd

EEAEYMREBRESNIZCERA A EBHOCR-8-(Z&AF &E)-3.4-
— 4 -2H-I v# FE[1,2-2] 08 K- 1-FH (582 19) (87.3 mg, 0.25 mmol) & B
FHESZ4-ZEFE-FEMBL(61.7 mg, 0.325 mmol)Z K&l > HE
142 (87 mg, 84%) » MS (ISP) m/z = 415.4 [(M+H)"] > mp 243°C -
B 51217
7-3,4- 8B FH)-1-HI & FH-2,3,4,5- 0 & -[1,4] — Z I FF [1,2-a] 5] Bk -9-
B g

EEAEYRBRRESICERAAEET-R-1-AI£H-2,3,4,5-
F-[LAIZEVEF[1,2-a]05(BR-9-F & (FE#220) (76.0 mg, 0.25 mmol)
KEBMLEEZ34-ZH-FEMKGL3 mg, 0.325 mmol) K& i » &
X 8 B B (72 mg, 85%) > MS (ISP) m/z = 338.4 [(M+H)'] » mp
224.5C -

H 4218
1-HEE-7-4-(CEFE)-FE)-2,3,4,5- UG -[1,4) — FIEFEH [1,2-2] 5|
k-9-FF B
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F

BECEYRERER 2 EA SRS T-8-1-EE2E-2,3,4,5-
,-[1,4] = S0 ¥ [1,2-a] 051 R -9- 67 % (T #820) (76.0 mg, 0.25 mmol)
R S 2 4-Z 5 B (61.7 me, 0.325 mmol)ZEEL M -
B K & B B (83 mg, 90%) > MS (ISP) m/z = 370.4 [(M+H)']’ mp
241.5C -
@ m4219
7-(4-8-2- B FEH)-1-{ E H-2,3,4,5- 10 G- [1,4] = FIFFH [1,2-2] B g -9-
i

B SRR E D 2 B 5 T-8-1-F & 5-2,3,4,5-1
6,-[1,4] = VT3 [1,2-a] 08| -9- 52 B§ (A8 20) (76.0 mg, 0.25 mmol)
@ FEESMELAE- 25 - FEME(56.7 mg, 0.325 mmol) B - £
£ [ B2 (83 mg, 94%) » MS (ISP) m/z = 354.4 [(M+H)*] » mp 217.5C -
% 220
1o 43 )- 1 6 B -2,3,4, 5T 8- [1,4] = SU05 3 1,2~ 13| :-9-

H R
= A
A
U

BELALSYRRBREBEEMICERTEBT-R-1-A1 5 %-2,3,4,5-I1

o,
S

N
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&-[1,41 & WFEF[1,2-a]05[ R -9-F fE (F E#220) (76.0 mg, 0.25 mmol)
B BB E 25 - e -4- 25 BN EE (45.8 mg, 0.325 mmol)ZR & fi§ - H
6 [E 8 (51 mg, 64%) » MS (ISP) m/z = 321.4 [(M+H)*] » mp 275C -
H o221

C7-QA-ZHEEE)-1-HE E-2,3,4,5-TWE-[1,4 Z & H [1,2-a] 5] Bg -9-
F g

EEAEYRBBESIICER AEET-R-1-HI &K %E-2,3,4,5-U
S-[1,4] = &V F[1,2-a]05 B -9-F f5 (PRI #820) (90 mg, 0.296 mmol) k&
AN EEC2,4-ZH-FEMEE(60.7 mg, 0.385 mmol)ZKE i - HE
E 8 (53 mg, 53%) * MS (ISP) m/z = 338.4 [(M+H)"] > mp 216.5C -

B H222
6-(3,5- @ FKH)-1-fHI S HE-3,4- & -2H-E = [1,2-2] 15| bR -8-F J§

BEAEGYRBEBREMICBAGEBG6-R-1-HlRE-1,2,3,4-11
&Mk o [1,2-a] B[ R -8-FR B (R I 82 15) (72.5 mg, 0.25 mmol) X H
B2 3,5-Z B -FHEMBE(51.3 mg, 0.325 mmol)ZKEfE - Ik B &I
B2 (66 mg, 82%) » MS (ISP) m/z = 324.5 [(M+H)"] » mp 264C -

T H223
6-(-BEE)-1-{l S E-3,4-Z §-2H-W 4 5F [1,2-2] 5| Bk -8-H [F
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EELSYRBBRES I EA A EE6-R-1-HF%-1,2,3,4-11
- o FF (1,2-a]08] R -8-ER BS (R B2 15) (72.5 mg, 0.25 mmol) R & /&
15 2 3- - MEL (45.5 mg, 0.325 mmol)ZR B - EIK € [E (67
mg, 88%) > MS (ISP) m/z = 306.5 [(M+H)*] > mp 248.5C -
B #0224
@ 6-(6-HEEE N nE-3-5)-1-HI 8 2 -3,4- = & -2H- Ik 4 3 [1,2-2] 5] & - 8-

N
S o]

\
/UH
“

2. AN

NH,

EECEYFRBRBESIZER A EB6-R-1-AI & 5-1,2,3,4-1Y
&, -0 =% HF [1,2-a]05] R -8-FF BE (R REAE1S) (72.5 mg, 0.25 mmol) & B &
HEEE L 5-(4,4,5,5-0FF E-1,3,2- — S F B K bT-2-F )b ng-2-p&(71.5
mg, 0.325 mmol)ZRBUfE » HEH 4 E (46 mg, 61%) > MS (ISP) m/z =
@ 304.5 [(M+H)"] > mp 305C -
HH225
1-{Hl & 2 -6-WE e -5- 5 -3,4- & -2H-IL ~# 3 [1,2-a] 5] BR-8-FR i

N
= o
A
= NL/NH
=

|
NvN

BEELEYRREEICER AEB6R-1-Al&E-1,2,3,4-1Y
&, -0 =# FF[1,2-2]05Wx-8-FEE (FRIEE1S5) (72.5 mg, 0.25 mmol) K B
BB 1S 2 W IE - 5- 2 B ER (40.3 mg, 0.325 mmol)ZR & - IxHEE#R(16

[ g}
R
-—p
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mg, 22%) » MS (ISP) m/z = 290.5 [(M+H)"] > mp 323.5C -

HH226
6-(6-FEnE-3-3)-1-HI & & -3,4- Z & -2H- 4 F [1,2-2] 5] Bk -8-FH [i§
x N f
// N\\-/NH
|

Ct

EEASYRRBEERICER AEBHG6-R-1-H&H%E-1,2,3,4-1Y
.- w3 [1,2-2]5( Mk -8-EH iE (R R A& 15) (72.5 mg, 0.25 mmol) &z B &
S LE 6- & - e -3-EE MBS (51.1 mg, 0.325 mmol)ZR&fE > JkKH @
¢ 5 B2 (62 mg, 77%) » MS (ISP) m/z = 323.5 [(M+H)*] > mp 300.5C -

g H227
6-(2-F L NE-4-3)-1-HI & E-3,4- = G -2H-ML 4 7 [1,2-a] 5] Br-8-FF [iF

N
=

A 0
= N\\/N H

EEAGYRBBREAICBEBHATEE6R-1-HIHE£-1,2,3,4- M
G-It 9 [1,2-2] 05/ LR -8-F fF (FF A& 15) (72.5 mg, 0.25 mmoDREHE @
1S 2 2- G -ILUE-4-FE AR (51.1 mg, 0.325 mmol)ZREfE > KB & [E
B% (68 mg, 84%) * MS (ISP) m/z = 323.5 [(M+H)"] > mp 286 -

BHH228
6-14-(FRE:F £L)-FKH)-1-{ 8 & -3,4- T & -2H- Ik 4 3 [1,2-a] 5| bR -8-F
i

A
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EELEYRREBEMIZCER A EEH6-R-1-H&FE-1,2,3,4-14
S -0 =4 FF[1,2-a]05| W& -8-FF fE (P REEE15) (72.5 mg, 0.25 mmol) K B E
MBS 4- PR - EMEL(49.4 mg, 0.325 mmo ) RE > BB EIE
B2 (18 mg, 23%) » MS (ISP) m/z = 318.5 [(M+H)*] » mp 257.5C -
#1229
1-HI & & -6-IE g -3-2-3,4- — G -2H- I = 3 [1,2-a] B] Wk -8- F JiF

N
x

\ (o}
Z M
—
<k

EELEYRREBEEFIIZCER FEBG6-R-1-H&H-1,2,3,4-4
& -0 = H [1,2-a)05| ¢ -8-FF fE (P RS 15) (72.5 mg, 0.25 mmol )R B &
SLEES Z brE-3-E MEE (39.9 mg, 0.325 mmol)ZK & fE - IR B EEE(50
mg, 69%) * MS (ISP) m/z = 289.4 [(M+H)"] » mp 272.5C -
B #1230
6-(4-2 = T HHE)-1- QI 5E-3,4- = -2 H- 14 54 3% [1,2-a] 5 R -8-FFL

/"\*/NH

EEASYERBEGIZER A EE6-E-1-AS%-1,2,3,4-H
-0t = [1,2-2]08] 05 -8- B (R A 82 15) (72.5 mg, 0.25 mmol)F H 7
B4 B TH-EEMBE(57.9 mg, 0.325 mmol)RKEME - KEE
B % (76 mg, 89%) * MS (ISP) m/z = 344.5 [((M+H)*] > mp 300C -

B 1231
6-(4-3,-3-F B FE 2 )-1-( 46 35 -3,4- R -2 H- 1k = 3 [1,2-a ] B k- 8- B 5

(%3]
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BELMEYRRBENICER FEEHGR-1-HI&E£-1,2,3,4-1
G- w# H[1,2-a]05(Me-8- R BE (FE#E15) (72.5 mg, 0.25 mmol) & B &
nHEE C4-F-3-FE - EMER(50.0 mg, 0.325 mmol) K& » IKH &
& 82 (69 mg, 86%) * MS (ISP) m/z = 320.4 [(M+H)*] » mp 290°C -

B H232
6-@-6@%%%)-1-@]%%-3,4-%5,-2H-UH:"##[1,2-a]ﬂ§lﬂ7’k-8-$5%‘
= O N o
=

BEEVEYRBEBEENICERFEE6-R-1-H&E-1,2,3,4-
-0 o FF [1,2-a] 05| R -8-FR BE (R 88 15) (72.5 mg, 0.25 mmol) & B &
BT L 4-T8E - R E B (54.3 mg, 0.325 mmol)ZR & - EHEERE (16
mg, 19%) > MS (ISP) m/z = 333.4 [((M+H)"] > mp 369.5C -

HH1233
6-(3-F-4-FEFEEH)-1- I & F-3,4- " R-2H- WL~ FH[1,2-a] 5| B¢ -8-F jF

N
= o
I
= NL/NH

BEELCEYMREBEBEAICERAEHGR-1-HH%-1,2,3,4-11
-0k =# - [1,2-a]05| Wk -8-FAfE (I #2 15) (72.5 mg, 0.25 mmol) K H &
BB 3-F-4-HE-FEMEL(50.0 mg, 0.325 mmol)ZR & - KB &
8 (72 mg, 90%) > MS (ISP) m/z = 320.4 [(M+H)*] > mp 278.5C -

F

C173621A.doc -182-



1506027

' 5234
7-(4-&%%%%)—1-{&”%§-2,3,4,5-mﬁ-[1,4]:ﬁlﬂs# [l,2-a][13| %'9' $
i

EELEMEREEEREEMICBRAGEBET-R-1-AI&£-2,3,4,5-4
& -[1,4] = EEFH[1,2-2]05|BR-9-F fE(F I #220) (76.0 mg, 0.25 mmol)
KEBMBEZ-HE-FEMBER(S54.3 mg, 0.325 mmo)ZREfi - HE
B 82 (69 mg, 80%) » MS (ISP) m/z = 347.5 [(M+H)*] > mp 193.5C -
B B1235
7-(4-53,-3-BE X E)-1-H & F-2,3,4,5-T0 & -[1,4] — P FF[1,2-a] 05| BE-
9- FA i

EELEYREBEREEMNICER TEEHT-R-1-HIE£-2,3,4,5-IY
&-[1, 4]/ EF[1,2-a]05Lr-9-F 5 (F I 8E20) (76.0 mg, 0.25 mmol)
REBMESC4-E-3-FE-FEMEE(50.0 mg, 0.325 mmol)ZK & i -
M & E B (76 mg, 91%) » MS (ISP) m/z = 334.5 [(M+H)'] » mp

223.5C -

B #1236

7-2,4- @ EXE)-1- I &/ HE-2,3,4,5-T9 & -[1,4] = & FF [1,2-a] 5| Br-9-
H g

(4]
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BEAEYRREBEESIZEMAGTEBET-R-1-{&%-2,3,4,5-
&-[1,4] Z FFH[1,2-a]05{ Lk -9-F B5 (F [ #220) (76.0 mg, 0.25 mmol)
BREBEMEEZ24- R -FEMEL(62.0 mg, 0.325 mmol)ZKEfE - 5
¢4 [ 82 (84 mg, 91%) » MS (ISP) m/z = 370.4 [(M+H)"] > mp 253C -

"' H237
7-(4- B E R E)-1-HI & 5E-2,3,4,5- 0 & -[1,4] Z & B 5 [1,2-a] B[ BR-9- F
i} "
.
J
Il

BELEMFERREECIZERTEBT-R-1-HlR%-2,3,4,5-14
E-[1,4] = &AW FH[1,2-a)05| B -9-F i5 (F I #220) (76.0 mg, 0.25 mmol)
REELEEC4-EEFTEMEE(47.8 mg, 0.325 mmol)ZR & fF - B#IK
¢ [E 28 (75 mg, 92%) > MS (ISP) m/z = 327.4 [(M+H)"] > mp 257C -

B 1238
7-(3,5- ~ B EE)-1-HI & 5-2,3,4,5- D9 & -[1,4] = Z WP H [1,2-a] 15| B -9-
H R

N
x

oss
sl

F F

EEAEYWRBEREES ICBERAAEET-R-1-HI&]££-2,3,4,5-Y
S-[1,4] —F W FH[1,2-a]05| B -9-FB 5 (P RIE20) (76.0 mg, 0.25 mmol)
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KEELEEZIS-Z“H-FEMEE(51.3 mg, 0.325 mmol)ZR&fF - £
X 8 5 82 (65 mg, 77%) * MS (ISP) m/z = 338.6 [(M+H)*] > mp 211°C -
1239
7-G-BF&)-1-HIEH-2,3,4,5-TH&-[1,4] Z Z B FH[1,2-2] 5 BR-9-F fF

A\ \_/
H
F

B YRR 2B A AR TR 5 23,451
&,-[1,4)= SV [1,2-a]08] 1 -9- 51 5 (AT #820) (76.0 mg, 0.25 mmol)
BB 5 18 2 35T 5 MER (45.5 mg, 0.325 mmol)AMAE B & E
B2(76 mg, 95%) * MS (ISP) m/z = 320.5 [(M+H)*] > mp 210.5C -

E 5240
10-5 - 1 48 B -6-(3,4,5- = $ 30 2 )-3,4- = K- 2 -1k o 3 [1,2-a] B[ -
8-

BEELEYRREEMIZCER FEBEHG6R-10-FE-1-A & £-
1,2,3,4-T4 &, -0t =% FF[1,2-a]05| Bk -8-EH fE (T 51§88 16) (76 mg, 0.25 mmol)
MEBMBREZ3.45-ZF-FEMER(57.2 mg, 0.325 mmol)ZKE{fH »
1% 6, [E] B2 (45 mg, 51%) » MS (ISP) m/z = 356.6 [(M+H)"] > mp 253°C -
H H241
10-FA B -1-( & 2-6-F K -3,4- = & -2 H-Wk 4 3 [1,2-2) 5] BR-8-FF fi
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EELEYFRBEBREMNICBRAEBG6R-10-FE-1-Al & &-
1,2,3,4-U9 &, -t =% H [1,2-a] B[ Be-8- BB g (F 588 16) (76 mg, 0.25 mmol)
R EE MBS REMER(G9.6 mg, 0.325 mmol)ZRE M > RECEHE
(62 mg, 82%) > MS (ISP) m/z = 302.6 [(M+H)"] » mp 253C -

E #4242
6-(6- i B ML IE -3-5)-10-F E-1-fI A E-3,4-Z & -2H- I 4 H [1,2-a] 5] @
bk -8- H i
N L,
2

NH,

EEAEYRBEBRESIZEBRA FIEBEH6-R-10-F & -1-] & -
1,2,3,4-U9 &, -1k = FE[1,2-a] 08| Mk -8-FF fE (FR RS A2 16) (76 mg, 0.25 mmol)
REBELEEZ5-(4,4,55- T &-1,3,2- “ SR K be-2-5) U g -2-
B(71.5 mg, 0.325 mmol) R EL{H » BB EE#(13 mg, 16%) - MS (ISP) @
m/z = 318.5 [(M+H)"] » mp 332°C -

B 15243
10-FF B -1- & B -6-Mh e -4-F-3,4- & -2H-IL 4 3 [1,2-a] 5| P -8-FH i

N\\ \ o
= NUH

=z

x>
N

EELEYWRRBEEMIZEBRGEEHGER-10-F E-1-fAl & -
1,2,3,4-149 &, -0 = H [1,2-a]05] WR-8-F 5 (P R 42 16) (76 mg, 0.25 mmol)
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kEBLEBEHIE-4-ZMEE(39.9 mg, 0.325 mmol)ZK & E » HEE
829 mg, 38%) » MS (ISP) m/z = 303.5 [(M+H)"] > mp 307°C -

B 244

11-FF 2 -1-f] & &-7-(3,4,5- = @ E 5)-2,3,4,5- 0 & - (1,4 Z & B H (1,2-
a) 15| g -9- FF i

BELEYRRBEMIZCERAFEET-R-11-FE-1-H&%-
2,3,4,5-M & -[1,4] Z /¥ F[1,2-a] 05| bx-9-FHAE (P RIEE17) (79.5 mg,
0.25 mmol) X B i MRS 2 3.,4,5- = H - FEMEL(57.2 mg, 0.325 mmol)
RELHE - K B E (37 mg, 40%) » MS (ISP) m/z = 370.4 [(M+H)'] »
mp 306°C ©
H #1245
1-FBE-1-f S E-7-F5-2,3,4,5- 0 F-[1,4] Z B F H[1,2-a] 5] g -9- 5
i

BEELEYRBBEAICERAEET-R-11-FE-1-HI&H-
2,3,45-M & -[1L,4A] Z &AW H[1,2-a] BB -9-FFE (PRI 17) (79.5 mg,
0.25 mmol ) B LEBE - FEMES(39.6 mg, 0.325 mmol)3K B4 »
K E G E 60 mg, 76%) » MS (ISP) m/z = 316.5 [(M+H)'] > mp
258°C o
' #1246
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lo'qa %'l’ﬁuﬁ§'6'(2’3a4'5ﬁ%g)'3,4':§l'2H'nH: n#-;:fi [1’2'31[}%“}%'
8-F Jig

FREAMEMRRBESIZER T EB6R-10-F E-1-Hl & % -
1,2,3,4-09 - »# FF [1,2-a]05] Wr -8- B 5 (F &1 82 16) (76 mg, 0.25 mmol)
R EEGEEZ23,4-ZF-FEME(57.2 mg, 0.325 mmol)ZRE fiF -
[ E 82 (17 mg, 19%) » MS (ISP) m/z = 356.5 [(M+H)"] » mp 238C - @@
H 1247
6-(4-F S B HE)-10-F E-1-fI K & -3,4-Z & -2H- Mk I [1,2-a] 5] IR -
8-F i

N
== o
(I
= NL/NH

/0

BEAEYFRBEBEESNIZCBER HEBEO6-IR-10-F & -1 & £ -
1,2,3,4-V9 & -Mt o4 F [1,2-a]05| Wk -8-FF fF (F [EI#2 16) (76 mg, 0.25 mmol)
REBREBEZA-PFERE-FEMEL(49.4 mg, 0.325 mmol)ZRKEfE » &
X 6 [E 8 (34 mg, 41%) » MS (ISP) m/z = 332.6 [(M+H)"] > mp 285C -
H #4248
1-H 8 #-7-3,4,5- =8 % FH)-2,3,4,5-9 & -[1,4] — F P F [1,2-a] 5] K-
9-F g
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BELEYHRREEOICERAAEET-R-1-AIFE-2,3,4,5-1
T -[1,4] = ZEMFFF[1,2-a]05] Br-9-F fE (P #220) (76.0 mg, 0.25 mmol)
KEBMmBRLZ3,45-ZF-FEMBEK(57.2 mg, 0.325 mmol)2REKfF -
B K €0 [E B2 (72 mg, 81%) © MS (ISP) m/z = 356.4 [(M+H)'] > mp
248.5C -
B 51249
7-(3,4- R FEE)-1- I & K -2,3,4,5- 08 & -[1,4] = & E FH [1,2-a] 5] BE-9-
H B

BELCEYWERREEMNICERFEEHT-R-1-B1&E-2,3,4,5- 1Y
& -[1,4] &R WEFFH[1,2-a]05[ B -9-F fF(F E#20) (76.0 mg, 0.25 mmol)
KEEmEESL34¢-Z&-FEMEL(62.0 mg, 0.325 mmol)ZREfE » X
5 £ [E 8 (80 mg, 86%) © MS (ISP) m/z = 370.4 [(M+H)'] > mp
217.5C -
@ HH250
11-BHE-1-f & &E-7-IHE-4-F-2,3,4,5-P4 & -[1,4] — Z B FH(1,2-a]05] B -
9-F g

EELEYHRRBREBEESICERAAEBRT-R-11-FE-1-fi8 -
2,3,4,5-WE-[1,4] ZFVEFH[1,2-a]05[ B -9-FH B (T RIEE17) (79.5 mg,
0.25 mmo ) E BB MHEE 2 HIE-4-EME(39.9 mg, 0.325 mmol)ZK &Y

o
T
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& . B E (64 mg, 81%) MS (ISP) m/z = 317.5 [(M+H)"] > mp
285C -

251

7-(6- B LML g -3-2)-11-F & -1-Hl & £ -2,3,4,5-TH & -[1,4] &P F
[1,2-a]05]Bk-9-F 5

BELEYRBRBEAIZCER T EBAT-R-1II-FE-I-HIEX- @
2,3,4,5-W0 & -[1,4] Z FE W H[1,2-a]B B -9-FE(F R 1L7) (79.5 mg,
0.25 mmo) K B & S E 2 5-(4,4,5,5- T A E-1,3,2- S HRM Kbz -2-
BmhnE-2-f% (71.5 mg, 0.325 mmol)ZR & fF - K B & F # (28 mg,
34%) > MS (ISP) m/z = 332.4 [(M+H)"] > mp 306C -

H 1252
7-(4-8,-3-8FEH)-1-HE E-2,3,4,5-H&-[1, 4 Z B FFH[1,2-a] 15| Bg-9-
i

EEAEYHRRBEMICER FEET-R-1-J1&%-2,3,4,5-11
& -[1L4] ZFA W [1,2-2]06 Bk -9-F FE (FRE1E20) (76.0 mg, 0.25 mmol)
K EERBEZ4-B-3-F-FEMEK(56.7 mg, 0.325 mmol)ZREfE » B
1[5 82 (74 mg, 84%) » MS (ISP) m/z = 354.3 [(M+H)'] > mp 221.5C -
H 1253
7-G-F-4-HEFEHE)-1-{I & F-2,3,4,5-THF-[1,4] ZZ W H[1,2-2] 5] Bk -
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9-H i

BEASYRREBEEFICERAEET-R-1-HIF%-2,3,4,5-
F-[1,4] Z & [1,2-2]05] bx-9-F 5 (F ] #220) (76.0 mg, 0.25 mmol)
KB EmESZ3-F-4-FE-FEMEZ(50.0 mg, 0.325 mmol)ZREL 4
¥ K €5 [E 82 (75 mg, 90%) > MS (ISP) m/z = 334.5 [(M+H)'] > mp
250.5°C -

' H254
T-[4-R-3-CRPE)VFE]-1-W K E-2,3,4,5-TH G- [1,4| Z B PP FH(1,2-
a] 5] Wk -9- B i

EELAEMERRBES I CBRAAFEET-R-1-B1&%-2,3,4,5-Y
S-[1,4] Z R FH[1,2-a]05( R -9-F & (R E #520) (76.0 mg, 0.25 mmol)
EEBELEBEZ4-R3-ZEAFE-FEMEL(72.9 mg, 0.325 mmol )2k
B EEIK A [E B (89 mg, 88%) > MS (ISP) m/z = 404.3 [(M+H)"] > mp
224.5C -

' #1255
- S 5E-7-4-CHEBFEE)FEE]-2,3,4,5- TG -[1,4 ZFFH[1,2-2] 8]
% -9- H B

C173621A.doc - 191 -
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= O N
A,
@
O%F

EEAEYRRBESNICER AEBET-R-1-H &5 £-2,3,4,5-I
R -[1,4]1 = FFEH[1,2-a]05] ke -9-F fF (F RIFE20) (76.0 mg, 0.25 mmol)
FEEMBEZ4=ZEFE/E-FEMEL (669 mg, 0.325 mmol)zK &
f& » K &5 [E 8 (83 mg, 86%) > MS (ISP) m/z = 386.4 [(M+H)'] > m
230.5C -
HH256
7-A-FEBEHEXRE)-1-H&E-2,3,4,5-TH & -[1,4] Z&H W FH[1,2-a] 5]
Be-9-F B§

0=T=0

EEVEHRBREFIZEBAAEBET-R-1-H € %-2,3,4,5-1
-[1,4] = FVEFH[1,2-a]l05| B -9-F fF (F E #220) (76.0 mg, 0.25 mmol)
FEHBLEEZA- FIrEEE- A EMEE (650 mg, 0.325 mmol)zk &
s > BEIK A E (93 mg, 98%) > MS (ISP) m/z = 380.3 [((M+H)'] > m
305.5C -

B #1257
7-Q-8 W rE-4-F)-1-H| & HE-2,3,4,5-TH & -[1,4] — AP FH [1,2-a] F| BE-9-
HA fg
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BELCESYFRBEEAICERAAEET-R-1-HIRE-2,3,4,5- I
& -[1,4] Z FHEH[1,2-a)05| W& -9-F fE ([ #220) (76.0 mg, 0.25 mmol)
REBLBEZ2-8-MiE-4-E8MEL(51.1 mg, 0.325 mmol)ZR &L fF - &
% 0 [E 8 (72 mg, 86%) © MS (ISP) m/z = 337.3 [(M+H)'] > mp

286.5C -
T #1258
10-FH B -6-(4-FH B FE)-1- I & £ -3,4- Z & -2H- W 5 H [1,2-2] 5] BR -8-
H iR
¢ e
e

EEALEMFRBEREMNICBRH FEEHG6R-10-FE-1-Hl&£E-
1,2,3,4-V4 &, -0t =# 3£ [1,2-a]08| L -8- B 5 (h f5I 82 16) (76 mg, 0.25 mmol)
kEEmEBECEHPEEMEL(44.2 mg, 0.325 mmol)ZREfH - BEE
El % (67 mg, 85%) * MS (ISP) m/z = 316.6 [(M+H)*] » mp 277°C -

B #1259
@ 6-CG-EEE)-10-FE-1-{IKE-3,4-_ & -2H- Ik # 3 (1,2-a] 5| bR -8-
i
N O {

O AN

EEAEYRIEBEEMICER AEBHG6E-10-FE-1-Hl & -

1,2,3,4-VU &, -k »# 3 [1,2-a]05| E-8-FA 5 (F [E 88 16) (76 mg, 0.25 mmol)

FEBEREBEZI-8-FEME(45.5 mg, 0.325 mmol)ZR & fF » Ik & [E
B (61 mg, 76%) » MS (ISP) m/z = 320.5 [(M+H)+] » mp 226C -

F

(»
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H 51260
6-(3,4- Z R/ FH)-10-F E-1-{| & 5-3,4- & -2H-WE 4 I [1,2-a] 5] Ik -8-
B g

Cl

EEAEYRRBERIZERAEBEG6-R-10-F E-1-Al & &-
1,2,3,4-T9 & -t »# H[1,2-a]05[ 1 -8-FH 5 (F fE 3 16) (76 mg, 0.25 mmol)
REBMBEZI4-ZR-FEMEK62.0 mg, 0.325 mmol)ZREfF » X
£ [E] B2 (46 mg, 50%) * MS (ISP) m/z = 370.3 [((M+H)"] > mp 245C -

E 261
6-(3,5- @B F E)-10-F E-1-fl & &-3,4- Z & -2H-ME 4 7 [1,2-a] 5] bk -8-
B BE

EEAMEMFRRBESIZEMNGFEE6R-10-F E-1-H] & -
1,2,3,4- 00 &, -k =# 7 [1,2-a]05] Bk -8-FF 5 (I #2 16) (76 mg, 0.25 mmol)
REERESCIS-ZH-FEMBE(S1.3 mg, 0.325 mmol)2REfH » Ik
€5, [E 82 (43 mg, 51%) » MS (ISP) m/z = 338.5 [(M+H)"] > mp 303C -
51262
7-(4-BEEFE)-11-FE-1-QIEE-2,3,4,5-1 G -[1,4] Z R B F[1,2-a]
5] ok -9- B
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EEAEYDRREBEAICBERAEET-R-11-FE-1-AI&E-
2,3,4,5-M & -[1,4] Z &V FH[1,2-a]B ke-9-F E(FHEHELT) (79.5 mg,
0.25 mmo) & B shiE G L 4-FEHE-FEMEL(49.4 mg, 0.325 mmol)
KB 0 B E (55 mg, 64%) » MS (ISP) m/z = 346.5 [(M+H)"] > mp
277°C -

@ =523
1-fl & 5-7- g -3-55-2,3,4,5- D0 & - [1,4) — &P H [1,2-a] B BE-9-H B

N,
=
AN
/UH
~
2™ N

BELEYHRRBEESNICERSEET-R-1-Hl&E%E-2,3,4,5-I1
& -[1,4] Z & W FF [1,2-a]05] Bk -9-F fF (P ] #220) (76.0 mg, 0.25 mmol)
& B @S e -3-2 M ER (39.9 mg, 0.325 mmol)5REfE - HEH
@ =38 mg, 50%) MS (ISP) m/z = 303.5 [(M+H)"] » mp 252°C -

B p264
7-(6-RE B e -3-25)-1- | & %-2,3,4,5-PU & - [1,4] — &P FH [1,2-a] 5] -
9-H i
N .
Wi

BELEURREESIZCERGTEET-RI-AIEE-2,3,4,5-4
&-[1,4] ZEVEF[1,2-a) 05 k-9-F 5 (T G 8820) (76.0 mg, 0.25 mmol)
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K EESEEZ5-(4,4,55- W0 F£-1,3,2- Z SRR K -2- 2 ) Mk e -2-
f#2(71.5 mg, 0.325 mmol)ZK 544 » B @ E 88 (46 mg, 58%) » MS (ISP)
m/z = 318.5 [(M+H)"] > mp 314.5°C -

1265

7-(6- & M rE-3-5)-1-f & £ -2,3,4,5-F0 & - [1,4] Z &P H [1,2-a] 15| BR-9-
HEE

2™ AN

Cl

EELEYREREEMNICBERTEET-R-1-Hl & %F-2,3,4,5-4
&-[1L4)ZEEH[1,2-a]05Be-9-F fF(F HEH#220) (76.0 mg, 0.25 mmol)
FEELEEZ6-8-E-3-ZEMME(51.1 mg, 0.325 mmol)ZKR & fiF » IX
B & E (73 mg, 87%) * MS (ISP) m/z = 337.4 [(M+H)"] » mp 204C -
H #1266
7-[4-CR B B 3L ) S0 3 11 46 B -2,3,4,5- 10 46, - [1,4] = 5 3 [1,2-a] )
Mg -9-F B

OH

EELEREEREESICEBRA T EET-R-1-Hl&£-2,3,4,5-H
& -[1,4) ZFEFEFH[1,2-a]05B-9-F i (F E#20) (76.0 mg, 0.25 mmol)
EREBELEES 4 RPE-FEMEL(49.4 mg, 0.325 mmol)ZREdfiF » £
% ¢ & ¥ (75 mg, 91%) > MS (ISP) m/z = 332.5 [(M+H)'] > mp
256.5C -
HH1267
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6-(3-F -4-FEKXE)-10-F B -1-{I & E-3,4- — & -2H-M =4 H [1,2-a] 5]

- BR-8-BfE

b
e
BELEYRREBEESICER TEEHG6IR-10-F HE-1-H & E-
1,2,3,4-VU & -0 =# 3£ [1,2-a]05| Wk -8-BRfE (&1 88 16) (76 mg, 0.25 mmol)
kEEmMmBRZI-B-4-FE-FEMEL(50.0 mg, 0.325 mmol)ZK &L f -
¥ 2% [E B8 (53 mg, 64%) » MS (ISP) m/z = 334.6 [(M+H)'] » mp
255C -
T B1268
6-3-& FH)-10-F H-1-{H] & F-3,4-— G -2 H- It 4 H [1,2-a]) 5] g -8- FF
i

FRACEGURREEOIZERTEBEG6R-10-F & -1-0] & % -
1,2,3,4-V9 &, -1t =% F [1,2-a]05| Wk -8-FA B (G B2 16) (76 mg, 0.25 mmol)
KB & BE4- 8- EMEE(50.8 mg, 0.325 mmol)ZR&H - KHE
& 88 (70 mg, 83%) > MS (ISP) m/z = 336.5 [(M+H)"] » mp 254°C -

" 1269
1-G-REFE)-1-{I S E-2,3,4,5- W &-[1,4] = K FH[1,2-a] 5| BE-9-F
i}

C173621A.doc -197 -
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EELEYWFRBEBRESIICER A EBT-R-1-{I&5-2,3,4,5-4
-[1,4) ZFEH[1,2-a]05| b -9-F fE (FREIEE20) (76.0 mg, 0.25 mmol)
FREELBEII-SEFEMB(47.8 mg, 0325 mmol)ZREfF & EIK
¢ [ B2 (78 mg, 96%) » MS (ISP) m/z = 327.5 [(M+H)"] > mp 225.5°C -

B #5270
7-(4- B =T EHFE)-1-H & F-2,3,4,5-TURA-[1,4] — B FH[1,2-a] 15| BE- @
9-F BE

EEAEYRBEBREFICBER A EET-R-1-AI & £-2,3,4,5-4
& -[1,4] Z ZE VY FH[1,2-a]05| g -9-FH 5 (R #220) (76.0 mg, 0.25 mmol)
FEERBEE 4 FE=T E-FEMBEE(S7.9 mg, 0.325 mmol)ZR &L {i -
B & & % (61 mg, 68%) > MS (ISP) m/z = 358.5 [(M+H)"] » mp 215°C - ®
B H271
1-{I S5 -7-ME e -4-5£-2,3,4,5- DU & -[1,4] Z &ZBH [1,2-a] 5| Br-9-F f§

S
A\
= NH
= b
_

N

FELEVRREBEENIZCERAEET-R-1-H1F2-2,3,4,5-14
&-[1,4] = B EF[1,2-a]05] 1 -9- 8 & (P R85 20) (76.0 mg, 0.25 mmol)
B B L B S ke -4-Z MR ER (39.9 mg, 0.325 mmol)ZREfi - B & EH
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8 (64 mg, 85%) > MS (ISP) m/z = 303.5 [((M+H)*] > mp 278.5C -
' 61272

7-(6-% M I -3-5)-1-H] & #£-2,3,4,5- T4 & - [1,4] — &V FH [1,2-a] 5[ 1R -9-
HA i

BELAYRREEFIERAHEET-8-1-E5%-2,3,4,5-9
&-[1,4] "B IFH[1,2-a] 18/ 1-9- B 5 (FH RS 8820) (76.0 mg, 0.25 mmol)
R B 182 6- 5 - 0E -3-ZE BB (45.8 mg, 0.325 mmol)sR 8445 » £
& & §8 (55 mg, 69%) > MS (ISP) m/z = 321.5 [(M+H)+] » mp 264.5C -
5 51273
1~ 46, B - 7-WE I -5- 52 -2,3,4,5- 79 48, - [1,4] = SV 3% [1,2-] 18] 1 -9- K

N\\ .
N
~ UH
=

l
N\/N

BELEYRREBEESIZCERGEBT-R-1-A1F%-2,3,4,5-1Y
& -[1,4] —ZPFF[1,2-a]05( bR -9- 5 5 (] #220) (76.0 mg, 0.25 mmol)
X B a1 K LI -5- 2 M ER (40.3 mg, 0.325 mmol)ZREfE > kB &
& &2 (13 mg, 17%) > MS (ISP) m/z = 304.5 [(M+H)*] > mp 277°C -
B 1274
1-fI S E-7-KE-2,3,4,5-TH G- [1,4] Z & F F[1,2-a] 15 Bk -9-F f§
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EELEYRBRBENIZBEAAEET-R-1-A15%-2,3,4,5-4
&-[1L,41 R FEFH[1,2-a]05[R-9-F fF (FRAEE20) (76.0 mg, 0.25 mmol)
FEEREEZA-FEMEE(G9.6 mg, 0.325 mmol)ZREfF - EIKAE
B (66 mg, 88%) » MS (ISP) m/z = 302.5 [(M+H)"] » mp 237.57C -
HH1275
7-(4-FF EEFH)-1-H & 5£-2,3,4,5- T4 & -[1,4] = F VP H[1,2-a] 15| Br-9-
B BE

EELAEMRBEBEEAIZCEBR T EET-R-1-A15%-2,3,4,5- I
@ -[1,4] = FEFEH[1,2-a]05[Br-9-F & (F e 8£20) (76.0 mg, 0.25 mmol)
REBEREEC4-FERE-FEMEL49.4 mg, 0.325 mmol)ZK & fF »
% 5 [E % (73 mg, 88%) » MS (ISP) m/z = 332.5 [(M+H)'] > mp
260.5C -
EH1276
10-FB & -6-(4-TEFEE)-1-QI & E-3,4-Z & -2H-TE 4 H [1,2-a] 5] BR -8-
A i

N
=

(>~

N

EEAEYREBEEMIZERAEEGR-10-F E-1-H & E-

1,2,3,4-UU & -0 = 3£ [1,2-a] 08| e -8- B 5 (h 82 16) (76 mg, 0.25 mmol)

REELEEZ4-ME-FEMEE(54.3 mg, 0.325 mmo)ZKHEfF » HE
52 (41 mg, 47%) » MS (ISP) m/z = 347.5 [(M+H)"] » mp 312°C -
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51277
6-[4-CREF E)FH]-10-FE-1-{| K & -3,4-Z & -2H-ME = 5 [1,2-2] 1]
Wk -8-FH i

OH

BELEYREBEENICERA FEBHG6-IR-10-F E-1-Hl & £&-
1,2,3,4-79 & -0k =% FF[1,2-a]05| Be-8-FR fE (F fE#2 16) (76 mg, 0.25 mmol)
REBELBECI-RPE-FEMBEL(49.4 mg, 0.325 mmol)ZREfiF » Ik
& [E 82 (68 mg, 82%) » MS (ISP) m/z = 332.5 [(M+H)*] > mp 265C -
HH1278
6-(6-S ML nE-3-5)-10-F B -1-HI &8 2 -3,4- = &, -2 H-Ik 5 H [1,2-a] 15| g -
8-F g

EELEYREBEEPICER AEEHG6R-10-FE-1-f & £-
1,2,3,4-TY & -0t =% FF [1,2-2]05| ¥R -8-FR fE (F fE#8 16) (76 mg, 0.25 mmol)
KEELEEZ6-R-ILE-3-EMER(51.1 mg, 0.325 mmol)ZR&{F » &
= 4 [E B2 (66 mg, 78%) * MS (ISP) m/z = 335.5 [(M+H)'] » mp 318C -
B 61279
6-(3-FE A E)-10-FH E-1-{I & &-3,4- ~ & -2H-IiL 4 H (1,2-a] 5] Bg -8-
2N
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BEELEMEREBRBEGICERTEHG6-R-10-FE-1-Hl & -
1,2,3,4-PY & -0k =% H[1,2-a]05| LR -8-F B (F R EE 16) (76 mg, 0.25 mmol)
FEBMBEZI-fEFXEMEE(47.8 mg, 0325 mmol)ZKEfE » HE
& & (63 mg, 77%) > MS (ISP) m/z = 325.6 [((M+H)*] > mp 266°C -

E #1280
6-(4-FB=TEFE)-10-FE-1-{l K E-3,4-Z & -2H-Wt ~# H [1,2-a] 5| o
Wk-8-H fE

BELCEYRREEPIZCEBRHGEBE6-IR-10-F & -1-f & & -
1,2,3,4-V9 & - Mt = H [1,2-a]05] bR -8- R fE (R EI 42 16) (76 mg, 0.25 mmol)
REBMEBEZA-F=T E-FEMER(57.9 mg, 0.325 mmol)ZK & fF
XK B E 8 (72 mg, 81%) » MS (ISP) m/z = 358.5 [(M+H)"] » mp .

292C -
B #1281
6-(2- G ML e -4-35)-10-F Z-1-f & F-3,4-Z &\ -2 H-U = 3 [1,2-a] 5] Bk -
8- g
N L,
28

BELESYRREBEEMIZCEMN G EEHGIR-10-F H-1-H] & -
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1,2,3,4-09 & -0t = 5 [1,2-a]05| WR-8-FR AE (P Fj 32 16) (76 mg, 0.25 mmol)
KEBmMmBRZ2-R-UIE-4-EMER(51.1 mg, 0.325 mmol)ZR&EfiF » Ik
M ¢ [E B2 (50 mg, 59%) » MS (ISP) m/z = 335.4 [(M+H)"] » mp 281°C -
T 51282

10-B - 1-(I & B - 6- Nt 0 -3-H-3,4- T R -2 H- Tk 4 H [1,2-2] 5] Ik - 8- FF

N
x

\ O
~

7
2™ N

BEAEMRREEMICER FEHG6-R-10-FE-1-H & -
1,2,3,4-U0 & -0t =% F[1,2-a]05| KR -8-EF fF (F EI 88 16) (76 mg, 0.25 mmol)
kEEmBE U E-3-2 MEE(39.9 mg, 0.325 mmo)ZR&EfF - HEIEH
B (60 mg, 79%) »+ MS (ISP) m/z = 301.4 [(M+H)'] » mp 273C -

' 5283
10- B9 BE -1 &8, B -6- Mg g - 5- 5 -3,4- &\ -2 H- WL =4 5 [1,2-a] 5| bR - 8-

N\\ o
N
= NuNH
“ 7

N\/N

EELEYRBBEEOICERTEB6-R-10-FE-1-H & -
1,2,3,4-V9 &, -0k =# H (1,2-2]05| R -8-FR 5 ([ #5 16) (76 mg, 0.25 mmol)
KEEMLEBEZUE-S5-E MEE(40.3 mg, 0.325 mmol)ZR & - HEHE
B (25 mg, 33%) * MS (ISP) m/z = 302.4 [(M-H)'] > mp 325C -

B #1284
- & &E-7-2,34-ZFFEH)-2,3,4,5-WA&A-[1,4] Z &K WPEFH [1,2-a] 5] k-
9-H g

C173621A doc -203 -
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EELAEYRBRBEMNICERAEBT-R-1-A1 & £-2,3,4,5-4
F-[1,4] &P H[1,2-a]05[ R -9-F fE (F R #820) (76.0 mg, 0.25 mmol)
FEEMLESC23,4-=6-FEMMBEL(57.2 mg, 0.325 mmol) K &L -
€ [E 82 (18 mg, 20%) > MS (ISP) m/z = 356.5 [(M+H)"] > mp 187°C -

H 51285
7-G-8EE)-1-HIKE-2,3,4,5-UHR-[1,4] Z &P FH[1,2-a]05] B-9-FF fF o

EELEYRBEBENIZERAEET-R-1-HI £ £-2,3,4,5-M
&F-[1,4] ZFFEF([1,2-a]05] Mk -9-F BE (R #220) (76.0 mg, 0.25 mmol)
K BB EEC4- 8-S EMEZ(50.8 mg, 0.325 mmol)ZREfF » JkH
E 82 (72 mg, 86%) » MS (ISP) m/z = 336.4 [(M+H)*] > mp 209°C -
H #1286 ®
7-3,5- & FH)-1-{ K FH-2,3,4,5- 0 G -[1,4] — F W FH [1,2-a] 5] R -9-
FH i

N
=

.
<

EEAEGYRBERBEEMNICERAEET-R-1-H&E-2,3,4,5-IM
S-[1,4] Z S VFEH([1,2-a]8| e -9-E 5 (P I8 20) (76.0 mg, 0.25 mmol)
EEEMEEZ3,S- R -FEMEL(62.0 mg, 0.325 mmol)ZK &L » X
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B €5 [E 42 (75 mg, 81%) * MS (ISP) m/z = 372.4 [(M+H)'] » mp 244°C -
T 5287
7-(4-FFEEE)-1-f & E-2,3,4,5- T4 G- [1,4] — R B H[1,2-2] B Bg-9- FH
i}

BELCEYFRRBEGNICERTEBT-R-1-HI&5%-2,3,4,5-Y
S-[1,4] = F Y H[1,2-a]05|Be-9-F fF (F RIEE20) (76.0 mg, 0.25 mmol)
REBmBRCHPREMER44.2 mg, 0.325 mmol)ZR&EfH - HEE
B (74 mg, 94%) > MS (ISP) m/z = 316.5 [(M+H)"] > mp 240.5°C -

B %1288
11-F1 3-7-(4- F BE 30 )- 1- QU 46, -2,3,4,5- T 46, - [1,4) — S IFFE[1,2-2) 5]
Y-9- FF i

EECEYRRBEAICERFEET-R-11-FE-1-HEX-
2,3,4,5-9&,-[1,4] — &V F£ [1,2-a] B B -9-EF B5 (P T 22 17) (79.5 mg,
0.25 mmol) & B i fhfE15 2 ¥ R R E ML (44.2 mg, 0.325 mmol)zk &Y
i > KB E (20 mg, 24%) > MS (ISP) m/z = 330.6 [(M+H)']> mp
287°C -

EH #1289
7-G-BEE)-11-FE-1-{ 8 5-2,3,4,5- W0 G -[1,4] — B EH [1,2-a] 8]
WE-9- FH g

C173621A.doc - 205 -
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EEAERBBREAIZCERAAERT-R-11-FE-1-fl & %-
2,3,4,5- & -[1,4] Z /W H [1,2-a) 05| B -9-FHBE (F R 17) (79.5 mg,
0.25 mmol) Jt H B i B 18 2 3-F - F E MEL (45.5 mg, 0.325 mmol)ZRE
5 KRBT E (64 mg, 77%) > MS (ISP) m/z = 334.6 [(M+H)"] > mp
261°7C -

B 51290 ®
7-G,5-Z R/ EE)-11-FE-1-{ & H-2,3,4,5-W&-[1,4] R H[1,2-a]
5] Bk -9- B fig

EELEWFREBREMICEBR A EET-R-11-FE-1-A & £-
2,3,4,5- W& -[1,4] Z & WFH [1,2-a] B BR-9-F B (FRIEE17) (79.5 mg,
0.25 mmo) ;x B I fH B E 2 3,5-Z & -FEMEZ(51.3 mg, 0.325 mmol) ®
A B > 1K € [E B2 (45 mg, 51%) > MS (ISP) m/z = 352.6 [(M+H)"] » mp
265C -

H #1291
7-G-%-4-FEEHE)-11-BFE-1-fI&HH-2,34,5-H&-[1,4) ZZFH
[1,2-a]05| Bg-9- 5 g

C173621A.doc - 206 - @
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EE S RRBES 2 BA H AT -1 -
2,3,4,5- 00 &.-[1,4] = 05 3 [1,2-a] B 4 -9- B s (H R 82 17) (79.5 mg,
0.25 mmol) R Bl 75 & B 18 =2 3-8, -4- B 2 - 5 8 B% (50.0 mg, 0.325
mmol) &K &I & - XK [ & [B B8 (66 mg, 76%) > MS (ISP) m/z = 348.6
[(M+H)"] » mp 265°C -

H $1292
6-(4-.-3-FEEE)-10-F E-1-AI K FE-3,4-— G -2H-I *#FH [1,2-a] 5]
Wk -8-FF BE
® O
—~

F

EELEYREREMNICER FEEHG6-R-10-F E-1-Hl & -
1,2,3,4-M0 & -0t =% 3 [1,2-a]05] be-8-FR fE (R R #E 16) (76 mg, 0.25 mmol)
FEEREEC4-F-3-FE-FEMBER(50.0 mg, 0.325 mmol)ZR & -
B 25 (0 [E B (73 mg, 88%) > MS (ISP) m/z = 334.6 [(M+H)'] » mp
232°C -

® 293
6-(3,5-“ & A E)-10-F HE-1-HI K FE-3,4- G -2H- ML 9 H[1,2-a] 5] BR-8-

H B
= { °
H
o O c

BEACEYRREESICEHTEB6-R-10-FE-1-Al & &-
1,2,3,4-TH &, - =% F[1,2-a]05| e -8-EHF (P fE 88 16) (76 mg, 0.25 mmol)
FEEREBEZ3S-Z&8-FEMBEE(62.0 mg, 0.325 mmol) AR B » &
K & [E B2 (58 mg, 62%) » MS (ISP) m/z = 368.4 [(M+H)"] * mp 347C - 3
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H #4294
10-FE-6-(4-FEBERETE)-1-H & H-3,4-Z & -2H-E 4 I [1,2-a] 5]
k-8-F fg
= { o
AN
Qg
O=T=O

EEAESYRBEEMNIZCEHN AEB6-R-10-F E&-1-fl & X -
1,2,3,4-P0 & -0 »# £ [1,2-a] 08| ¢ -8-FF f5 (R A5 82 16) (76 mg, 0.25 mmol)
FEBMEEZA-FREREE-KEMEE(65.0 mg, 0.325 mmol)ZKE
g > BRIK A E (58 mg, 61%) MS (ISP) m/z = 378.4 [(M+H)"]» mp
332°C -

#1295
6-[4-B-3-(ZHFFE)FEE]-10- P E-1- I & & -3,4- = & -2H- I 4 FF
[1,2-a]05]Bk-8-F fF

BELEYRREEFIZERTEEHGR-10-FE-1-Hl & %-
1,2,3,4-V9 4, - =4 £ [1,2-2] 03] % -8-FF & (h i 4% 16) (76 mg, 0.25 mmol)
REEMBERC4R-3-ZH FE-FEMEL(72.9 mg, 0.325 mmol)ZKH
f > HEEEE(77 mg, 76%) > MS (ISP) m/z = 404.4 [((M+H)'] > mp
278C -

' H1296
7-(3,4- @ EE)-11-F F-1-f| & £-2,3,4,5- 1 & -[1,4] Z & B F[1,2-a]
5] -9- A i

C173621A doc ’ -208 -
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EELAEYRBREESICERAAEET-R-11-FE-1-fl & -
2,3,4,5-T0 & -[1,4] Z &AW [1,2-a] 05| B -9-FF FE (P RIER 17) (79.5 mg,
0.25 mmo) R BB mEEZ3,4-— & -FEMEL(62.0 mg, 0.325 mmol)
H B > (€ E (88 mg, 92%) © MS (ISP) m/z = 384.4 [((M+H)] > mp
254°C -

' 51297
T-(4-8-3-FBFE)-11-F E-1-H & H-2,3,4,5- T4 F-[1,4] Z &P FH(1,2-
a] 15| Bk -9-H B

EELEREBREMIZCERAEET-R-11-FE-1-f & £-
2,3,4,5-M & -[1,4] — & H [1,2-a] B bR -9-F F (R REEE17) (79.5 mg,
0.25 mmo)F B & LS5 2 4-8-3-5-F E MEL(56.7 mg, 0.325 mmol)
B > Ik E B E (85 mg, 92%) » MS (ISP) m/z = 368.4 [(M+H)"] -
mp 247.5°C -

B 51298
11-BFE-1-{EHE-7-IknE-3-5-2,3,4,5- 0 & -[1,4] — S EFH[1,2-2]) 18] -
9-F B

(

C173621A.doc -209 -
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EELAEYRBRBESIZCBERAEET-R-11-FE&-1-fl& -
2,3,4,5- W0 & -[1,4] Z & [1,2-a]B[Br-9-FRF (R EEE17) (79.5 mg,
0.25 mmo ) B B L BEE Z HuE-3-EL MBS (39.9 mg, 0.325 mmol)zk &I
& > KB E 842 mg, 53%) > MS (ISP) m/z = 317.6 [(M+H)"] » mp

260°C -
' #1299
11-FE -1 - 48 B - 7- W i -5- 3 -2,3,4,5- DU & - [1,4] — BB H (1,2-2] 15| g -
9-H g
. {
a®

EELEDRBBEEMNICBERAAEBET-R-11-F E-1-H & £-
2,3,4,5-9 & -[1,4] Z R/ WEFEFH[1,2-a] B[ BR-9-FRE(FRIE17) (79.5 mg,
0.25 mmol) R B 75 & B 15 = WE 12 - 5- 2 MBS (40.3 mg, 0.325 mmol)sk B4
(& REEERE(19 mg, 24%) > MS (ISP) m/z = 318.6 [(M+H)'] » mp
304C -

G|

45
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/Z}%i\ 55102128001 S EF[ LS 2=
3 EREE gﬂﬁ@%?ﬁlzﬁ(lm F£108)239

Enﬁﬁiﬂ §

—HEAXIEEY -
RZ
(RY); N\
N N-R
R X—/ ,
Hop

RUAHE - NE - Crofids  CftEE - HNERARZCLRE
BB ERE

RM4E ~ Crft BB ERARZC bt %

RUGEE - RHNI - GBBEEE - 2,3-Z&-FHKME-5-
ENSEREMITE  HPEERZESBEROBHMISETH—
HEEES U TEBRZRAERMR - && - HE - BEKZC,
frE R A - Cl R EEEA - C i S E - BRERARZCi S
B KE C & BHERNRZIC REARBHEERRZC,

)- ~ -CH,- ~ -CH,CH,-3-CH(C,.7%z £ )CH,- ;
NHEBE FAEST IBRIIKE - INERREYSEEESR S

REEYR/RNEREREY -
WEKRBELIZAEEY  HEFAIA

C173621PBX201410C.doc -1-



1506027

Ho
RUHE MZE - CiE - Ci&EE  ANZERARZCL RS
EEERE
RMAE ~ Cl e B NAHEEMAZCra b
ROGHRE HIB-NEEEGUTEERZ RMAEZRAR @ &
BEoHE KHERZCEERE CuiEEEE - Clx&
E BHAEERARZC)REE  KNE - -Co & - HNZEDARZ
Crfe BB E MR ZC T &
X {%4-CH(C,.7%58¢£5)- ~ -CH,- » -CH,CH,-B¢-CH(C,_7%Z £ )CH,- ;
R HEBC bt &
n {182 ;
BNHEHEBEE P EZIERIMRE  NHRREESYHEEELR G
RBYR/VNNEERBEY -
3. WHEXKEIB2FE—HZIEEY  HEARIA EFZELE

) {4

(R)-4-F9 2 -6-FE 25 -3,4- = &, -2H- 0t »4 3¢ [1,2-a]58| Uk - 1-F

(R)-6-(4-FF 46, 26 - 55 25 )-4- B 26 -3,4- = 45, -2H- Wk o4 3 [1,2-a]93( & -
-

(R)-8- 35, -4- B3 3£ -6- 35 2 -3,4- = 4, -2H-0lf =4 3 [1,2-a)08] 2% -1 -

(R)-8-95i-6-(4- B 6, B -3 25 )-4- B 5 -3,4- = 45, -2H-0t o4 34 [ 1,2-a]
03] 0 - 1 -

(R)-8-95i-6-(4- - 5 25 )-4- B 2 -3,4- = 45, -2 H- 0t o4 3% [1,2-a] 03] 04
-1-fA

(R)-8-95i-4- FF 25 -6- 34 B S5 25 -3 4 — 4.~ 200 o4 3£[1,2-a]03( - 1 -]
(R)-6-(3,5- = ffi- 5 5 )-89, -4- B £ -3,4- — 4, -2H-0Hf 4 £ [1,2-a)
03] 05 - 1-

C173621PBX201410C doc -2-
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(R)-6-(3,4- = - 55 5 )-8- 5 -4- B 2 -3,4- = 45, -2H-0f =4 3£ [1,2-a]

03| % - 1-F
(R)-6-(4-% -H £ )-8-F -4- B £ -3,4- — & -2H-0tk »# 3 [ 1,2-a] "5 Uk
-1-f8

8-45.-6-35 BE-3,4- = 15, -2H-M: =4 3 [1,2-2]98] 0 - 1-

(R)-8-4.-4- B B -6-(4- = 45, P - 35 25)-3,4- = - 2H- 0 »4 3£ [1,2-
a9 -1 -

(R)-8-35i-6-(3- - 35 25 )-4- B9 25 -3,4- = - 2H- 0, =4 3¢ [1,2-a] 03] 0
-1-FR

. 9-F-7-F£-2,3,4,5- 00 -[1,4] — & F[1,2-a]"5| Lk - 1 -
9-&,-7-(4- BB & & - £)-2,3,4,5-0 & -[1,4) — E " H [1,2-a]05| 0%
_1-FA
9-F-7-(4-F - £ )-2,3,4,5- & -[1,4] = ¥ F[1,2-a]%5( k- 1-FH
8-F-6-(4-F - A A )-3,4-Z & -2H-0tk =4 F[1,2-a]05( Bk - 1 - Ffd
8-%-6-(4-FF A E-FE)-3,4- " & -2H-0 »# F[1,2-2]05( k-1 -
6-(3,4-Z & - A E)-8-F-3,4- & -2H-0t »# FF [1,2-a]05[ Bk - 1-FR
6-(4-&-FE A)-8-5-3,4- Z | -2H-0k =% F[1,2-a]05( k-1 -F
. 8- -6-¥ A AR AL -3,4- Z & -2H-00k =# F[1,2-a]05( Lk - 1-Ff
8-%-6-(4- =& P E-FE)-3,4- 7 5 -2H-0L =4 I [1,2-2] 5] Bk - 1 -
(RS)-9-%&,-S-H A -7-F £-2,3,4,5-W0 & -[1,4]) — § ¥ [1,2-a]05]
V- 1-HA
(RS)-9- %, -7-(4- 5, - 3 £ )-5-F £-2,3,4,5- V0 & -[1,4] = & " 3
[1,2-a]05] 0% -1 -
7-(3,4- & - KX £)-9-%.-2,3,4,5- U & -[1,4] = & "L F[1,2-a]05] ik -
1-

T-(4-§ -3 HE)-9-9-2,3,4,5- L0 &~ [ 1,4) = EIF F£[1,2-a] 03] % - 1- B

C173621PBX201410C.doc -3-
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9-F-T-# R £-2,3,4,5-0 % -[1,4] Z E W H [1,2-2]95| Bk - 1 -

9-%-7-(4- = &/ B A -HE)-2,3,4,5- 10, -[1,4] = . IF 3 [1,2-2]13
k- 1-HH

8,9- & -6-(4-F - £)-3,4- T R -2H-Mt 4 H [1,2-2]95( Uk - 1 - FF

8,9-—%-6-(4-FF | E - E)-3,4- "R -2H-ME 4 3 [1,2-2] 95| Bk -1 -

6-(4-F - £)-8,9- " & -3,4-Z G -2H-0tt 4 F [ 1,2-2]75( Uk - 1 -

6-(3,4- " @ - 5)-8,9- T 5-3,4- Z & -2H-0t =4 I [1,2-2] 15| B - 1 -

9,10- Z & -7-(4-F - %)-2,3,4,5- 00 & -[1,4] = E O 3 [1,2-2] 53]
% - 1- i

9,10- — 4§ -7-(4- B & B -5 £)-2,3,4,5-T0 &, -[1,4] = € 3 [1,2-
a] 5| W -1 -

7,8-Z HF-6-(4-F - £5)-3,4- Z & -2H-0L o4 H [1,2-2]95] Uk - 1 - Fd

7,8- &\ -6-(4-FF | E-FFE)-3,4- T G- 2H-0tE 4 5 [1,2-2]05| % - 1-FR

8,9- —&.-7-(4-F. - £)-2,3,4,5-TU & -[1,4] — §IFEFH[1,2-a]08| 05 -
1 -l

8,9- " fi-7-(4- B G B -3 ££)-2,3,4,5- VU &, -[1,4] = &I 3 [1,2-a]
5] Wk -1 -

7-(3,4-Z &, -F £)-8,9- Z £.-2,3,4,5- WU & -[1,4] — F W H[1,2-a]
05| W - 1-

7-(4-F - 5)-8,9- T %.-2,3,4,5-TU &, -[1,4) — G0 3 [1,2-a] 05| ik -
1 -l

6-(3,4-_ - 5)-7,8- 2 #.-3,4- T & -2H-Mtt 4 3 [1,2-a]95| Uk - 1 -

6-(4-F- 4 £)-7,8-Z%-3,4- Z & -2H-0tt = 3 [1,2-a]05( Bk - 1 - FH

9-F-7-(3,4-Z & - % £)-2,3,4,5-TU & -[1,4] Z & FH [1,2-2] 05| & -
1- P

9-8-7-$ B R £-2,3,4,5- W0 G -[1,4] Z R IF FF[1,2-2]95| Uk - 1-FH
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9-&-7-(4-F-F£5)-2,3,4,5- UG- [1,4] Z EFH[1,2-a]03] k- 1-F -
8-8-6-(4-F-F£)-3,4- " & -2H-0k »# 3 [1,2-a] %5 0% - 1 -
8-8-6-(3,4- " &\ -FH)-3,4- " & -2H-0t =% FF [1,2-2]05( k- 1- R
8-5-6-(4-F-F£)-3,4- Z & -2H-UL o4 F [1,2-2]05] Uk - 1-FH
8-&-6-(4-F & H-F£)-3,4- & -2H-0t *# I [1,2-a]"5 Uk - 1 -
9-8F-7-(4- & -F£5)-2,3,4,5-TU&-[1,4] Z K WF H[1,2-a)05| 0% - 1 -
9-5-7-(4-FBE E - £)-2,3,4,5- WU &, -[1,4] Z S IFL I [1,2-a]03| 1

-1-B

7-3,4-— & - K E)-9-F K-2,3,4,5-I0&-[1,4] = FEH[1,2-2]05

bk -1-Fd

7-(4-BB S AL)-0-FB 26-2,3,4,5- T - 1,4] = 0% 3% [1,2-a]12)

ok-1-F5

T-(4- -3 25)-9- B 25-2,3,4,5- U0 [ 1,41 = 0T 3% [1,2-a)03] - 1 -
T-(4- -3 2L)-9- B £-2,3,4,5- 10 - [ 1,4] = 0T 3% [1,2-2)03] - 1 - B
6-(4- 525 5E)-8-FF B6-3,4- = 45, -2H-0Hf o4 3£ [1,2-2] 03/ 0 - 1 -
6-(3,4- = 9.~ % 25)-8-F1 £ -3,4- = -2 H-0ht =4 3% [1,2-a]93| 0 - 1 - 0
6-(4-FF 46, 25 -3 )-8~ Y £ -3,4- = 45, -2H- 0 »4 3¢ [1,2-2] 03| k- 1 -FH
6-(4-30,- 35 )-8~ 5 B6-3,4- = 45, -2H- 0 o4 3 [1,2-2] 03/ 1 - 1 -
8-4.-6-(4- - 25 25)-2- F 25 -3,4- = -2 H-0, o 3£ [1,2-]03( - 1 -
8-8-6-(3,4- = .- 25 ££)-10- 25 -3,4- = 4, -2H- 0 = 3¢ [1,2-a] %)

bk -1-F

8-4.-6-(4- 8- 55 2)- 10- B9 2-3,4- - 2H-BE o4 3£ 1,2-a]93) 0 1 -0
8-4.-6-(4- - 35 2E)- 10- FF 2-3,4- - 2H-0tt o4 FE[1,2-a]93) - 1- B0
8- 4-6-(4- FF G 26 - 3 25)- 10- Y 25 -3,4- = 45, -2H- 04 o F£[1,2-2]13]

L% -1-fH

9-&,-7-(3,4- “H-FEE)-11- B £ -2,3,4,5- 005, -[1,4] = B L H

C173621PBX201410C.doc -5.
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[1,2-a]n5] B - 1 -

9-8,-7-(4-F-FH)-11-F £ -234,5-105,-[1,4] Z FFFH[1,2-a]
05| % - 1 -

9-&-7-(4-F -FEE)-11-F £ -2,3,4,5-0UF,-[1,4] Z E"EFH[1,2-a]
05| L% - 1-

9-8-7-(4-BF | E - K E)-11-FH £K-2,3,4,5-I0F -[1,4] = § 1 3
[1,2-a]"5]G% -1 -

6-(3,4- — & -F K )-8-F -10-F £ -3,4- Z & -2H- 1t} »4 3 [1,2-a] 1]
% -1 -

6-(4-F - E)-8-F-10-F £-3,4- & -2H-ME »# 3 [1,2-a]05] 0%k- 1 -

8-%.-6-(4-F-FE £ )-10-FA £ -3,4- — & - 2H-0tE o4 F£ [1,2-2) 93| 15 - 1- B

8- -6-(4-FH | A -FE)-10-F £ -3,4- — & -2H-0L % 3 [1,2-a] 05
V-1- |

8- -10-F A -6-FK K -3,4-Z & -2H-ML »# F£ [1,2-a]05] U - 1 - i

6-(4-8 - E)-1- {1 & EE-1,2,3,4-T0 G-t »# FE[1,2-a2]05| k-8 - EF B

6-(4-5, - E)-1-HI & 55-1,2,3,4- 00 &, - 0 »# 3£ [1,2-a] 05| 1k -8 - HH i

6-(4-F & A - EL)-1- TS| B -1,2,3,4- U & - Otk = 3 [1,2-a] 05| % - 8-

=

bl

e ®
6-(3,4- Z & - B )-1-fI & £E-1,2,3,4- U0 & -0k =% 3 [1,2-a] 05| 0% - 8-
H i

84,10~ B 356 FSE 5 -3, 4- = 45,-2HL- 0 o 3 [1,2-a)03] 0k -1 -7

8-45.-10- B 2 -6-(4- = 45, 2 -3 4 )-3,4- = 45, -2H 0 o4 3% [1,2-a]
) k-1 -

6-(3,5- = - % £ )-8-4,-10- B9 £ -3,4- = 45, -2H-0HL % 3£ [1,2-a]
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