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The present invention provides a pyrazolo[l, 5-
ajJpyrimidine compound, having CBl receptor-antagonizing

activity, of the following formula [I]:

E-R [1]

in which R! and R? are the same or different and each an
optionally substituted aryl group etc,

R® is hydrogen atom, an alkyl group etc,

E is a group of the formula: -C(=0)- or —soé—,

R is a group of the following formula [i], [ii] or

[1iii] etc:

Ring A is (a) a Cs cycloalkyl group optionally fused
to a benzene ring or (b) a benzene ring, Q is a single bond

or a methylene group, )

Ring B is a 4- to 7-membered aliphatic heterocyclic
group, séid cyclic group binding wvia its ring-carbon atom
to the adjacent nitrogen atom, X is sulfur atom etc,

R® is an alkyl group dptionally substituted by an
alkylthio group, -
' R* is hydrogen atom, an alkyl group etc,

one of R® and R® is an alkyl group etc, and the other
is hydrogén atom, an alkyl group etc, or a pharmaceutically

acceptable salt thereof.
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receptor, CB1)#5 4 7 H > b A AE B & 4 o
[ st A & 47 ]
TR BEABmBERMR TRELAZERFEFRE X
48 R 4o 85 A % % BT R 4% AL - Ak B E (cuphoria) » %@
@ sy b wEE-BHEHTRR, XL B AR
#, 9-m @ K Kt & (delta 9-tetrahydro-cannabinol, delta
I-THCO)E R EF S HULERE - ARRHFRABRAGE
It HWBEELERABNBFER/GERPPAIXIREAEZIREAR
FrAE LA - CEBBLBARERANRTHE ERH(CBl A
CB2)- CBl RSB G H N FTRHRHPE L H(CNS)Z & &4 A4
#% (Nature, vol. 346, 1990, pp561-564)> #n CB2 % 8 14 » #
® % B % % 6 3% 8% B (Nature, Vol. 365, 1993, pp61-65) o
ij‘xtbﬁ)iﬁﬁ BEABRODZHE (KB - B K
RAEKB)T AL % ﬁ:ﬁéﬁffujilﬁ B EFEAER - H R H PR
CBl B EARFHZHWETANEAE CNS &% # o i#
MRE - HEREF
| B 40 5 AL & M & 4w ok 3o 5% BB (pyrazol-3-
carbokamidgﬂb’a‘%%im SR141716(Life Science, Vol. 63,
1998, PL113-117) ~ 4,5-=— & - 4 it & 4 3# 4 SLV-319
(Journal of Medicinal Chemistry, Vol. 47(3), 2004,
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p.627-643) ~ = & vt ot # [3,4-c]b 2 -7-B 1L A& 4 ~ 2H-k o
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£)-3-[N-(a-F £ ¥ £)8 78 A bk 5 [1,5-a]E = ; 6-(2-
)-

il

@ AKX A)T-(4-FEA)3[N-[1-Q-h R A)T £ 18 T 8 £ ]
of ok 3 [1,5-a] & % ; 6-(2- & X £ )-7-(4-= £ 7 £ %
#)-3-[N-[1-(2-b =z )a 18 F &% K \otbok 3 [1,5-a]°% =% ;
6-(2-REA)-T-(4- R FA)3-[N-(4-RAF Al F g A I

@ 3 [1,5-a]® = 5 R 6-(2-f KX %)-7-(4-8 X £)-3-[N-(1,1-
B A S -Ey-3- A ) F BE A bk H[1,5-a]F & o
[ &% % X ]

fH—EERS > AFRERE - BA[-1L4H R H

BEg g B
| R%
N= |
RN N/ R [1.]
szl/\//N |

o | |
R“A@ARF: OARFTLE2E 123BAFRFRA
2 A (OREARE (OBEARA AL ZBLHH

11 319350



1419889

REZ2122AKRAEARK )REFE2LEZBNERE K
A AR ARGAYZ AR RKZELA D4 BZ 6 8
SREXNBERE  RQQARARETEL—BEREERARAZI KA
% |

R’ % T L [i] ~ [1] & [ili]x X B

R? R’ R3
}NQCQ U]HM@}'MI m&ﬁBmy
/ 4 / 4 / A
R > R % R

REAME > 2B 6-FA-T-4-R %
B-(N-EAARTEL) w15 ER 6-2-R %
T-(4- R EH)3-(N-£ A A B F &Aook 54 [1,5-a] 8
R 6-(2-F K E)-T-(4-F % A)-3-[N-(4-R K -4-m9 & 5%k
%)Eﬁ?ﬂﬁ%]%ﬂi#[lﬁ-a]"%’ L 6-(2-R KX A)-T-(4-R %
£)-3-[N-(a-= F £ ¥ £)8 7 &6 £ ]k ok 3 [1,5-a]F oz
6-(2-F F A)-T-(4- R E £ )-3-[N-(a-F £ ¥ A )8 F & 4 ]
3 [1,5-a] 8 & § 6-(2-f K B )-T-(4- £ % £)-3-[N-[1-(2-
o R)Z A 1B F & A ok # [1,5-2] % % 5 6-(2- 8 %
CE)T-(4ZRFERE)IIN(I-Q-wR A A)E T @ 4]
ot ok 3 [1,5-a]"E o2 R 6-(2- £ £)-7-(4- 5 % £)-3-[N-(4-
SA ¥ A T A& otk 4 [1,5- a]vfsazo | |
%%»w%%~@%mw $%%& % — ﬁ&ﬂm
ZIeAHREBE L THE S |

12 ' 319350



1419889

ROB
N=
R ﬁ?/‘ E—R" 1.1
RzLN

£ ¥
R”%Tﬁg@:smmwm%:Tﬂg@
_NHCONHR®; F & £ 8 : -CONR)R); # £ ; R £ &
A RURR”AMAKMELLEHART KAXKET
@ urinit RUBZAETARALE Iv&W%mn&ﬁgﬂ
L28BERF BRAR-BERL

ROAEREAAXZTRAER | -NRORHRE T H 5% 14 &
AT X E & ARF A2 HE R 6-(2-%2@;&)-7-(4 R % )-3-[N
(L1I-—FA A w & FEwn-3- R )R FE@BA]-2-(BAF A)ub4 4

[1,5-a]F o o
ﬁkix%“ﬂl:/\%[l]wlsz BIZR*BELEHAZHERT >
.%z%%z%{ﬂ@/z\ﬁéiloﬁﬁiﬁéi%f Eo#i XA
AEA AP REABE |
R ABBAAS MY 2 R A /K R A f & K 4 do s
BAZBEAT  UBRBEAZEHNOA LA EANHE T -
RETAEET P2 |23 MEMAT 2 biod Rtaf S E
TTEMERA - URBEAZEAMEHTASBE 6B
SABEAR LI BA  WAABA S kB A KW ARG
AISBEE6EAABEAEwEYRE - waER L - H
%%%ﬁwﬁm%%ﬁ:ﬁ5%£7%%ﬁ%%%$@%

f
13 319350



1419889

u

owg kv ko B o oobop A v ek A v BEIEk A v ok £ -
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A - -ARERZLIZ3BAREFRTFTRAZIKEE - LAAR
A -AREZ2L 123 FRATRAZIKEAL KRAAR

.Q% AERZEBTEZ2HARARKRZIERLE  -RAEA - KA
FREBE - RIREAFZEBE -

WAREAMLASHT 2R ZR A 4Z 68485
W% 3k R A z%mT M%%w%a%z;wa
| (azetidyl group) > wto% o & - ook oz A %R R A - f’fxxﬂ#%
| (piperazinyl group)& °% % & - |

A RIT AR B NR)RY)L T A & B :-CON(RaxR")]
T Z 48 o R A 48 Fo B AREA2EH AR SBEEGCREA
HEEA > MloohB A omBEh - RRA - R - o5

14 319350



1419889

AXFGEHRL B F U B AR B HABLE -
HPROERPARFAZHEAT HERFZAZTH 6

HSEZO0BLRERBEFTEA  Hhowgk -
ﬁwbé%up;W~R6lvyIvgﬁ, Z ERTF o

SEBEKATEXEAN»TI X 1 2 2 ALERAK (A&

~ M E )X (DR A X B %(alkyloxycarbonyl
group) ~ ()R FEZL 1 R 2EREBRRIBEEUARDORE
2ol R 2BRARKRZBETEA |

@ »R-RECRUF RO P2 H Ay EH 3 682 10 8
B L AREELA S EARBA P UEALE -

% &
IFATEAN-F_BREERFRAK -

ARRRECRPEZR A XA tafoBAZIHERAT
B AzEHERQQEBRNRFER 4 B2 7 BRER
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i ﬂkﬁ%.' B XA A % (chromanyl group) £ Iy
% (isochromanyl group) - %hﬁ (chromenyl group) E-%%%\
- RXAENAR-AXAEY PN S R
BYE &R TFHZ P& Tl S ABRL T 2L
o g oF B - "bb"/{'}'#\ (pyrrohnyl group) ° ZK "i g =R "é
‘ ":Hi (1m1dazol1nyl group) ~ "t Ui B ovabok ok &K~ owbeg K -
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%ﬂ&% CEoEop £ - BIEok A (1soxazoly1 group) ° %’-aé v K
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BT S S EE S %hw+'V"
| ."‘3] wk ok K - £ 95| ok "lﬁi)_% » 1H-75] o # (1H- 1ndazoly1 group) ;
b w5 3 o ox £ %%#%ﬁ%\@@% @%%f%%.
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%*&%%%»;ﬁié%g-mgﬁé% A - ok UER
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BRAbWRk  RTLBELEERILAY - HKFHBE AR
BAAMAKRBE NEZTEBRER  NEEBHAKMIHEL
oo BBAEKELE mEF -BEAS-ZATFTE-4-TFA
A A-1H-w-2(3.96 %) ZHEHE -
MS(APCI) m/z ; 210 [M+H]*
() L F BO)AFILSH(237T )R EF 6 AL-(2)
.5(3)%3@@@77;&);%@’%# T 3-# A -6-(2-8 K £)-7-(4-
REAA)2-Z R F AobkH[1,5-a]FX(1.815) ZHEW
CEIE |
MS(APCI) m/z ; 452/454 [M+H]"
4 # 5] A27 & A28

HragBEZREDHUEH F A25 R A26 FF B FE I

XAE B TFTAEBATILLY -

S

154 319350



1419889

£ 33
RO
Il\lf O
R.__N
| 7 OH
=N
Cli
% 15 4 B2 R' R WAL E %
F5C
A27 O\ CHF, | MS(APCI): 468/470 [M+H]*
Cl F
® A28 \©; CF; |MS(APCI): 470/472 [M+H]*

% # f5) A29 & A30

HAHREZREHHREEH A6 AR T AR
B REBRBEN RS E 4] Al-(A)Fmiti A8 E F X R E >

KiF4oF R 347G 4 -

% 34
NH,
® N= O
R\__N
l 4 OH
_N
. cl
% 5] 4 5% R' ML E %
Cl - |
A29 \©\ MS(APCI) : 399/401 [M+H]"
F;C
A30 \©\ MS(APCI) : 433/435 [M+H]*
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% # 5] A31

(H#» 2-[(RENNZAEABE AT H £]-1,3-= 1508
(2-[(cyano)(ethoxycarbonyl)vinyl]-1,3-dioxolane)(2.0 3 )#
LEEQROEA)ZBERA MAMBE B (748 £ )R T B M
(1.34 %) B R A% 80C(S2BE)EBH 1 B - A A
HEEBE  BRERLHEFKBEBE  HAZTRS

=

BR - REAMPARBRETEREMMALCEERE B &
/T EE=100/0 £ 85/15)  mE % 3-BA-4-LAABA

® 5 (mA)ZARA]-TH- w2201 &+ &% : 86%) 2K
& B AR -

MS(APCI) m/z ; 216 [M+H]"

(2)#% EFH B (DA FIESH(2.65 L) EF 4 Al-(2)

‘£(4)ﬁfrsuan7?& 2o AE 3K -6-(2-R KX K)-7-(4-
£)-2-2-£ A A A )k #F[1,5-a]F= 0 EH K o
MS(ES)m/z ; 444/446 [M+H]"
¢ 2 # 5] A32

() 2-whog A 8 FEE(3.78 )N L B (15 £EH)X &
R EAA TFTERBENADSHEMNTS L)X KER
SCEH) BRLEHNREBRHI0NHE - BRERSH
KMBEEE QMAER T NLEBLEBEERESY - KA K
BB KM RAABEMRAKRBE - PALXTTRESLER
FFHENNYEREEATERMHMEIALCEE /T
5B =75/25 & 25/75) mER (A DEA)R-®EH)
LB PES(3.72 % 0 A% 183%) Z & & EE -
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MS(APCD)m/z ; 181 [M+H]*

)40 L B(D)AFILSH(1.6450)% FEEG2E )
ZHEBA O A 10%4eE-5 0200 B F) B AL HNEAAR
A F/50 #(Parr)dk# 6 8 - R ERSYHLBIE " NEZ
TRERBRR BHFEE)Q-w=wA)TBEFENS2 3 A
% 93%) E b o
MS(APCDm/z ; 167 [M+H]*

)P4 L5 BBQ)AFIL S H(659 £ )N A B (10 £

@ 4)zmmm mA—BE -2 =T 008 E L)% &4 (10

EH)ZER O OKRAMAEREH LS G- ARERS

Hhpao NKEATRBEEMER - FHRERBFBERANREET
RE FAEEAMIADARBEETRERT&EALCESR T
W/ B T B =85/15 & 60/40) mEBZ(E =T A& #)2-
o RV B FEE(123 B % > 2% 1 12%) E& &4 o
MS(APCI)m/z ; 267 [M+H]"

® (O EHSBB)AFILSH(122 ER)AFEG EH)
ZEZRAN mAKME 2N &AL ERAEOO LFH) F R A
A EBREBH LN BRERSHYPEZTRE  K#E
BBk AALEQRS TEL)RES AS iz MR F AR E
B REEAME—FTUALETH AT-Q)FFEZHEA T X R
2 fE 15 2}& -2-(2-nRA)C BB (92 B3 B F 89%);
ZEEHK -
MS(APCI) m/z ; 152 [M+H]*
% & 5] A33

¢
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B E Z LR RS E s A23-(1)E (3)Z A7 it 48
BARABRE » REBREEM UL EH A23-(5)ik 48 F
FREE MAEF IHEC-QAXA)T- G- FARASE
At ok H[1,5-2] B2 (230 £ % 2% : 86%) ZE & -
MS(APCI) m/z ; 393/395 [M+H]*

% % 4] Bl

(WDRERAAAT  HHILMO60% 6.77 £)HhmE =

FPRAFPHBE(TSEH) PEF AL T(RIFBE 4 10C)
@45 )uumEmm A RALBRLEOSTAIN_FTAT
BE(S EF)ZER BRLAMNETEHBHE 10548 P HE
T AEA TFT(RIPEBESIOC)R 20 44205 & BB w5k
I (5.09 EAWN_FAFTER(2 EA)XBER - BRLS
R EERBHBRR ORETEAS T(RFRES2TC) &
MAANFEBRQLl EA )N _FEATFEKR3 2H)XF
Ko BRAMN TOCHBE T E > ANFTERHERR - K
BRRAMBINAKKY  REoHEHRH  HBEKRELRAR
BRLERLEL - BHEBALIBUALTERE  BEE2-£

B33 R(EHAVEER L EE(25.63 % > A% @ 82%) 2
EEER - |
MS(APCI) m/z ; 370 [M+H]*

()% 40 £ % B (1)1 4% (15.0 )N m & =k & (16
EA)RCEM]L BH)ZERPN XS 548 5 R v A B —
AHmR2.04 FINCTEAS EH)ZER > BRSGHHEEHE
HBE -RAZTABARERAY  HABME —254

158 319350



1419889

4

Mo M S-BR A -3-¥ B A -4-
XEFR 84%) ZREER -
MS(APCI) m/z ; 278 [M+H]*
% # 5] B2

B2 A5 BlAEILSHB15S L)RQR-AFA)E- %
E)F (L2 Al-(1)F 315 %°9.78 ) 4 # ] A1-(3)
pritAaE FXRE > mES 2-FHA-6-2-A KX H£)-7-(4-

@ sxs)3 At mA ok H[1,5a]FR(8.24 % £ F :

S51%)2 R &% & Bl #& -
MS(APCI) m/z ; 534/536 [M+H]"
2 #£ 4] B3

WE5EH B2AFILEH00 ZBL)N R FRA.S E
)Y BmERN AR AASS(O0C)FmA.8 & FA)RE B B
(0.05 &) HE P A 4% R K B M5 K (L2 B

® (Antiformine) ’ EH) BRESMEHR 2 F - BERE

BRAEBMU_RFHRER - NATTEABAMRE  mBRAE
MR ERBREEERMAILCER C TR/THETE =
80/20 £ 65/35) M ¥ 4% 6-(2-£ 3 J;'s) 7-(4-8 X £)-2-8 7%
B A -3-Z A A Ak i [1,5-a] B R (78 £ 0 E F !
82%) 2 & & B B2 -
MS(APCI) m/z ; 510/512 [M+H]"
% & {5 B4

# % & 5 B3 AR 4316 & 4 (546 £ 50 ) X 2 & 5] B2-(1) A7

}

~
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AR FXRE > mERLS 3-HEA-6-Q2-AXK)-7-(4-8 %
#)-2-(N,N-— ¥ % B &% 88 A )b % # [1,5-a] % o2 (558 %
) EREY -
% # 5] BS

4 % # f5) B4 pr 431 A 4 (240 & %) £ # 5] B2-(1)F7
A EFRARE AL 3-EL-6-Q-AXE)T-4-AF
B)-2-Be s B Hobod - [1,5-a]B-R(239 L) EHAH -
% # 45 B6

® # 2-8 A 33-R(FPHA)S MM L E(40 %) M B &%
B(12.6 )R CEHM(22.6 YN T EZER®D 90TH# 2
N e AHEERE O ONEETTREREBRAY > NHEK
MmAKRLCBLE FHREE B UHKBREBRKRBE -
NEEZTRERR HRABDYAWANLBRTIERTK ° %
BmAEBEKERLE MEF S-BEI-TAEHBEK-3-T
B & -1H-whok (17.4 % » & % ¢ 47%)’ ZREE -
. % & 5] B7 |

()% % #6] B6 gt (S-i4 A4 5 K -3-
P -1H-wt ;68 F)-1-(4-AFX£)-2-2- X £)-3-(=
¥A B A)2-HMHE-1-8(10.9 )R %K (578 & HL)N L B
(I3FEA)ZERNSOCHHRR - AHEER%E  NRE
RAM M AKRUCBTE - FAHBAR LB REHKR U B
MARBE NEETREER FRABEAMHPZARE
Er AR ML IL(ER  TR/TE T E =855 &
70/30) M 5 4% 6-(2-8 E A)-7T-(4- R £ £)-3-T A& £ # £ -2-
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TR A obok #H(1,5-a] 82 (588 % E% 138%) ERE &

Bl 28 -

(2)#% £ H B (1) 43164 4 (600 £ #)X £ # 5 Al-(4)
PRtz AR FXEHE > mEF 3-%K-6-(2-8 KX £)-7-(4-
FARE)2-F R atok H[1,5-a] %2 (502 £ %) ERE &
R

MS(APCI) m/z ; 430/432 [M+H]"
()% 40 £ % B ()5 & 164 4 (1.0 2)7 £ 45 (20 B )
@ - WABAABQOESE) KENRT —BEHES
BB (620 EH)R - B A XA 25402 %) B RA BN
FREHEHFRR NREZLEGMWAWAKMERE AMERRK
A - RBHEBZL  NAEZTREAKRE  FMABEDNYE

BB ETHEENMTEIECER - TR/ T 8 =82/18 %
67/33)  m#EF 6-(2-A KX K)-7-(4-8 X K )-3-(N-2 & X &

A )-2-F B A b ok F [1,5-a] B (940 & % » & & !
o 81%) EXF & B & -
MS(APCI) m/z ; 497/499 [M+H]*
()P40 £ BR() M AL & # (940 £ L)W = R T %
(40 ZA)Z B RPN > AU KA FhoAMABEXFE(.09
R) BRARECHNERRAEI AT - NRERLS
BRBLEEMER - REDWEREHAUNADER  KAEHKRE
HEETREE mMmERLREHN NH-mw 888 L
et (LB NH @&l > 58 o R/LBE=
50/50 £ 0/100) > M 43 6-(2-F X £)-7-(4-f £ £)-3-(N-
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Bk AR FEA)2-F A 8 A ok 3 [1,5-a] % = (1.0
%o A& 100%) 2 & 6 E 8 -
MS(APCI) m/z ; 529/531 [M+H]*

BN LS BAFAFREH(LS AN F R T EBEK
(20 EH)ZERA > mAZRAEHN.11 &) BaAshHPn
INNI0OCHHRE - A4 EFEBRE  RRELAH RN WAS
Ko BEMBRBRALBELEFZFR - KA BE AKRK
BHEETRE FHEREDWNTARBETRERE &

@ L em/nm s =80/20 F 30/70) M 4T 2- &
A-6-2-ARKA)T-(4- A X A)-3-(N-3R /R A B FBE A )b
H[1,5-a]8%(1.15 %) ZXCEH# - » %14 #4870 %

F)OAm@ A%k H (16 TEH)ZERAN » o A= XA B (869 %
) BRAGHD A0C#HE 1 8F - bHZEFTRIE BR
J&

RS MPRBRBTRE FEREMWATARBEETR
WAL GE B C R/ T B =100/0 £ 97/3) » @ 43 6-(2-

@ LEE)T-(REE)IN-EALETBA)2-Z X L5
N AR Aok (1,50 BR (042 B A - A K 58%) L
FeEH -

MS(APCI) m/z ; 726/728 [M+H]"

(6) 4o £ BB (S)FRFAHm(1.] )N m & %kdH-K
(2.8 £F/42 ZH)ZERN > WwATBT EF) > #RA
MR R B ER 100CHE 1 85 - AHETBE 2
RERESH R ANKE2ZNDEAILHER > HRASH UK
FER BERDYAGHEERAKRBE - "EETTFTREBER
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p ﬁﬁﬁ%ﬁé%%éﬁ’%i&%%%’ifil%#ﬁﬁﬁéwb( & T
/2 B T B = 80/20 % 60/40) - 3 2-Bk & -6-(2- &
E)-T7-(4-AF £)-3-(N-B /&R A B F A )wbok 5 [1,5-a]%F &
(529 EAF75%) 2R EEB R -
MS(APCI) m/z ; 466/468 [M+H]"
% # f5] B8
(BB EZREHB A EE245 B2 Frifi 2 48 EF F &
RE BRREEADE-—FTUALFHBImAARTARE
@ nm 6-QaRA)2ARBAICARARET-(4-2 &
FAE A )ubok F[1,5-a]Fw 0 2R ER K -
MS(APCI) m/z ; 544/546 [M+H]"
DB EFST BB LEHQR.2H)REL# 5 Bdpriz
AEFARE > BREEZHE—F R EFE B B2-(1)A7 ik 48

A

RAXRE mEF3I-HA-6-Q-AXHE)T-G-ZaFHEX

R)-2-BE sk AR A bk #[1,5-a B (0.45 %) ZREEH
@~

MS(APCI) m/z ; 497/499 [M+H]"

4% # {5 B9 _ |

(D EHEzZREHHATH B2 K2R
CORAE - RAMR 6-(Q-B X ESEE'S SACE E ¥ SR8 2

B bk [1,5-a] % (897 £L) ZRFE LM A -

MS(APCI) m/z ; 507/509 [M+H]"
()% £ 5 B (MBI LS %150 & 5)RE KL EG3
EA)NEH Al iz mEFXRE > MRS 6-2-8 XK
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E)-7-(4- 8 FH)-3-(N-3R R BB F &8 A)2-BRrx ik A& ok ok
#[1,5-a]lE2 (170 2% * 2% 1 100%) ZXRF EH K -
MS(APCI) m/z ; 574/576 [M+H]*

)N EH BRMFILASM(166 )N _F X F 8K

2 EH)A M RIALEQGBT ERI)DRB(Z X E M) (0)
(tetrakis(triphenylphosphin)palladium(0))(33 £ 5, ) # & &
o INOCEAARRATHHRRE - AHETEREL > WK
BRAMAMKRLEBELE - RAYWEEH  FHREEy
@ urrniazTRue rEREAUNTRREEST B W H
HAbCGEB C TIR/T B T8 =60/40 £ 50/50) @ & 4F 7-(4-

an

AARE)O-Q-RAXA)I-(N-BREKRTF & RK)-2-BE 8
Aabod F[1,5-a]lF (24 £ A F 1 16%) ERXRFT &H
*0

MS(APCI) m/z ; 521/523 [M+H]*
£ % 5] B10
(D 1A E B8 (5 )7 =Bl (70 £ 7))z %
B e AKX R AR IER(4.19 FENTOEHF LK) AEH
PR BB E = TE(6TR)  BRLAAMPNERIBH
%&°%&%%é%%ﬁ%T%%}%ﬁ%%mm*&a
S 2B o N8R A M KM 2 N B Ek R R AL & 0L 26
LESET o B A A MR A K R B Kk B ER S
KRBE - RAET RSB R KB RN CEERR
HREETHE AAF I (FZTAREABREI)RIRAH
(5.8 % A% :69%) 2 5 & B & -
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MS(APCI) m/z ; 244 [M+H]*

(2)#% L (1) IF1L 64 & A 16 4% (6.4 i)»xﬁw Al
ZHEEBAFXRE mEFI(EF=ZTasEArRA)ZET-1-%
A% B (1-(tert-butoxycarbonylamino)cyclohexan-1-
carboxamide)(5.4 3, * A% 1 92%) 2 R A B A -
MS(APCI) m/z ; 243 [M+H]* |

Gy 4 L HF B MBS N oL (80 ) &
AN BESA=IZol 2 5 k(221 EH) BRAMNE S

® BHBE RRERLAMMATE  SA5WEEE - LK
EBEWE MEF I-BREARCT-1-B 8K
(I-aminocyclohexan-1-carboxamide)(3.35 5, > & % : 85%) >
ERemAE -
MS(APCI) m/z ; 143 [M+H]+
% & 5| Bll
()48 % # ] A3-(2)Fr F 164 (8 L) % # 4] B10-(1)
® Rz A RRE EFLI4(FE=ZTAaAas AKEA)m &
Aok -4-#% (108 0 AF S 69%) ERREEAR -
MS(APCI) m/z ; 262 [M+H]"

(2)# 4 EF B ()M A4S A R s (11.1 i)u
Bl Al Zz M AFRAAE AEF 4-(BZTARABEA)w
Bpgkh-4-HBEGI A AR 30%) ZRAER -
MS(APCI) m/z ; 261 [M+H]" |

G)N i EH B Q)AFAELH(33 )N =R F K100
EH)VZHERN R Em AR ABRFERT X)) #H
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RAGNEBBIFEINE  c BRERSMULAHT EZR B
BB Lk Ao B BN R o KR XL BT
ﬁﬁl’%?ﬁé\%%ﬂé’u AEE MK RIBIE - ﬁAEq‘e_Fl)Eigfﬁ

BR FAREMNYARBET R M FAALCER &
/P B =98/2 £ 90/10) mE R 4-(F =T & % & &
£)-1,1-— @\ A w QA h-4-%8BREG3 L 2F 1 90%)
Zaem K-

- MS(APCI) m/z ; 293 [M+H]" |

® D LFBOB)AFLEHB3 L)KREF 6 B10-(3)
frifiAaE F XRE s mMEF 4-EE-1,]1-— 8 KX w & 5ok
4-# Q20N AR TR ERBEBH K -
MS(APCI) m/z ; 193 [M+H]*
% % 5] B12

| (1)# (R)-% B% 8% (R)-methioninol(4.95 %) ¥ B (8.3 &
IR BILEE250 EHRI)ZRAHN 120CEARAAAT#E

‘#JO$% AHEERE O ORBERLAHERBE  UAKREB
*&mf&,um&gm*&ﬁ BE - NEZETRER
ROFBREDV ARBEETERMTHAER S T
/LM&%=M1§3m’ﬁﬁﬁmyu}?mgagyz
YR 45— EIEek (394 % 0 A% 48.6%) LR A o
MS(APCI) m/z ; 222 [M+H]" -

(2)% 4o £ % B (1) A 1% 16 4 4 (3.94 %)% T 8 (65 & )

z%ﬁm’mAﬁ§&U7%%%%%%%@ﬁm%%
BB EERIE ﬂ%)iﬁén MmN BEETIRE - NHEKE
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o P ho kb BB AL B R (50 B A A R (100 B A) R
MBI  PNERRIANWHEBEERYARE > Ao
BHRBE BERNARBTES  HEREHUER
e e R LB 0 M F(R)-N-(wm & &% -3-%)F & Bk (2.80
%0 BEE 76%) 2 & ERE -

MS(APCI) m/z ; 208 [M+H]"

(N4 L HH2)PF 18 #H(3.59 )N = & F & (70
EH)ZBERAN >  RURAKRASGP THRERI OB ABXYTF
.UwMIOi%%%%%%iﬁ%ﬁ%&°%&%ﬁé%
WAaKBS ZH) B2EEBEMNB.S L)IAK Tié@??ﬂ@zﬁﬁﬂﬁﬂiﬁ
R(100 £9) AL HHH 307 EBRUAAH ER - F R
My A KM B o g B BN B R R 0 A M B LB B S B K A
BE - BAERPAZTEG  BRAAERK T XK CE
A mEFR)-N-(1,1-— &R k- & E%-3-FX)F &8 8% (3.5
%0 AR 185%) 2 &L ER -

® MS(APCI) m/z ; 240 [M+H]"

(WP ES B BILEHOBSI )N TEA3IEF)
ZHERA > mAKME 6N BE (52 &) ;l%‘fi%/a\% B R Ao
B1B - RANEETEBE > KAR KRBT EAKEN R
T RG c ARCEMMHAR B/ CRAR > HBEK
K-S RCEAER REFR-N-(,I- AL - & E
-3-R)BRBBRBQS2x A% 100%) Z&EEH -
MS(APCI) m/z ; 136 [M+H]"

2 # 5] B13
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AF(S)-Z K87 (4.83 L)X S #F 4] Bl2 prii 48 Bl & X R
2> mEHFO)N-(L,I-=—FA K -mwgEyp-3-R)RLEHD
(3.86 n) 2 & & B & -

MS(APCI) m/z ; 136 [M+H]*
% % 4] Bl4

WA-BREAA-HBE- DA R GBEREBQANTFEZIER

Ao ARAALARTERMALMEZFARREATR IR

B% (trimethylsilyldiazomethane-diethylether) 2 & % (33 %
@ i) wromRTERE I - BRARLMNEE TR
EomBRAAMERNIR-LE( /1 EH4) HNE P
aANKM 4 N BB -RBBEKRELR > mESF 4-8K-4-
FTAEBREA- R %k BQ2I13 % ER:99%) - 2 8& &H# -
MS(ESI) m/z ; 160 [M+H]*
% #£ 4] B1S
(DAERAAT » @ &-4H-5 % % -4-8 (25.0 5 )»
.,ZJ%(SAOO EH)ZHERAR  H0CH& /ﬁ'j/Ju)\?aM/?’beP
NLRZBER BRAMMNE BN 30 S48 N RED
M P e N KM A8 F R4 4% B #R (200 %%)’%-}%/—\%anﬁﬁ
LEEEROBR) AREURBEERKRBE BAERREA

ZETRE  MBEREDDY ARBHE TR WM LK
B ORm/CBLEE=9/1% 6/1) mBEHF 4-FHwAFHR

w-4-8 (147 % » A% 1 52%) ZEM# -
()% = & % B (1) 43 41—/\%(137 F)VR T X (100 &
HIZERA > mAZFEFRAER(43 )R = A AW
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L om(17.6 ) BRGHPHNEIREHRR - BRE

RAOMEIANKT o H RS B RAE A K B R
%15&‘7K&§7K/£ﬂér‘°%ﬁ*%%Li . BR 42 BL K & 3&/1§°
BERDNEZTRE  FABREAYUNYARBEEREMW

gL (AR DR/ ETE =10/1) mEIF 4-2 7 K -4-
PR AR S (6.84 % 0 B E I 42%) 2k o
MS(APCI) m/z ; 130 [M+H-N,]*

) EFTBQ)AFILESH(BT0 2 )N T E(12 £

@ )z mmm 2 0CHA B iIE(446 B L) HRE MR
TREH - NRBLASY A K442 8 5) KM 15% 8 &
Ibdn B ik (442 AR K (884 M HA) RAMBHEHE - RE
HEREAEBREERAALE - BARRAETREE
B3 1-FRA- w82 AKRQRLIEL A 72%) 24 -
MS(APCI) m/z ; 132 [M+H]*
%% 1] B16 |

® (D7 1,3-=78-2,2-=F & & A (2645 )N F &
#, (sodium sulfide)(200 % -7-[-)2557‘&?9 » e N B 4L 48 (9.46
) HEBRAMMN 110TCE 140c<5+ﬂfS B OE)EE 30 24 -
R % At 3 B K A WTHL&%% 7R e A KM 4
B AMERAK - BRAOVWULEER (B X)) F#&
BB Kk UMMM AKRBE BAERNET TR
B RAEAYN S ARBESTERHHTLILCESR T
/T 8 =100/0 £ 15/1): @ % 43 3,3-= F & A £ 3% T 4 (10.55
Ao AR TS%) ZHARE - |
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MS(APCI) m/z ; 103 [M+H-MeOH]*

()% 40 L H B (1)FT 4316 & # (9.0 %) ® & (70 £ #)
ZAERA N R BB B (L18 F 4% (Amberlyst) 15E- 3.5
R) BRAMMNEBRE] 21 B - RERLASWEFHF R
BIE B ARBRDUAREFRK HRERRLRELHEASRAMNEA
TR -  ABRBEBEKERRAHEKLNE > @I 3-8

AEE THA58%E " A& 127%) Z & & 58 o
(G)# £ 4647 (0.80 %) R R 142 (0.62 5 )N K (10 & 4)
@ N AR5 L) A ke b F B (2)F AR S
(1.0 RN FEN0ZEA)ZIER B RAHMH 60CH R
R-HRBERAMHSmAMRE INAKALHERG BF)RK
GOZEA) BAAHWUNLBELEER - AH/ERRUKR
Bk UHBBEMARKRBE - BERNAZ FTEGE
FEE AN AR AR > MEE 2-9E-5,7-2 o i
[3,4] ¥ -6,8- — &R (2-thia-5,7-diazaspiro[3,4]octan-6,8-dione)
(0.79 % » & % : 44%) » ZH K o
MS(ESI) m/z ; 157 [M-H]
() EFBOB)IFILESH(0.75 L)W KM 1IN 5L'¥'L
A E R0 ZH)ZEREG R IS)NEF-NAHEER
BoONRERAMAMAREHGEA) BROMNEE
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KBRS N FERZERQOMA » L RE © 0.1%)
KA EEQOMAIREE B QOMFA 0.5 F 8.0 £ /20
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