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. BRE LK RBEERORIKRERIER2EDOEEFERTIBHRELLIE
EEMORILKEEZTRY, R7. R8 R'3, R RISRURCOWVWTH
M—DIR2EBEETIR/EFXIIR2EDEEFE2ETIELE L IZEE
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[0104]

[0105]

[0106]

[0107]

MORILKEREERS, £/, R7, R8s, R13, R4, RISKRURIsAEM
B LCIREBRORILKFEETHDIHE. —BITEHIEEICHKEE L TR
BEEERLTH LV, )

X (3—=1) A, R7IE, R2EDFEEF. XIFEHRE L IFEBHROKIL
KEETHD, R8, R0, RVRUR12IIA—XIZEL>T, R2EDES
F. KRRF. BRELLRBEERORIEKREXIER2EDFEEFZET 2
BRE LCGEBRORIEKRETHZ, BRELCIGEBRORKRIKRE
ELTIE, FFE UL RBRE L CIEEBRORER1 ~1 0 00D&IEKRE
SYFFLKRERE LS IZEBROKRERR 1 ~5 0 DRILKFE, FIC
FELLIREBERE LS RBEEBRORFER1 ~3 0DRILKFETH 2,

BlOMREE LTk, X (3—1) s, R7, R8, R0, RVRUR2HE
BEUCEEBRORIEKRETHDHE. BIRE L IEEBRORIEKSE
BEELTIE, BEREE L RBEBEROEREKRIEKERE, BRARIBKEE,
BERRIEKFERIIEEEBERIEKRFETHY., 175 L IFBHBRELL
TEERORRH ~1 0 0 DEMERILKEE, BRARLKRE., &
BRI KBREXEEEEHERIEKBRETHY., JYFFLIREERELL
ITEBHRORKRFN 1 ~5 O DEEMERKIEKRE, BREARIEKRE., FEK
RIEKBREXIGFEBHERIEKRETHY ., FICFZLIFERELIE
BEBEMORERB 1 ~3 0 DEEMKRKIEKRE, BRAREKRE., BEKK
T KBEXIIFEEREHERIEKBRETH 2,

IHICBIOBEE LTI, X (3—1) A, R7, R8, R0 RTTRUR
12NR2EDEEFE2ET HEME L IIEBRORILKFZETHZIEE. F
FLLER2EDHEEFHBETIBHRE L IIBBROXKFH1~1000K
EAKRETHY., JYPFZLKREBERELLRER2EDEEF2ET HEEIR
DR ~5 ODRILKRETHY., FICHFFE LR R2EDBEEFEET
Z2EME LLIIEEEORKFER1 ~3 0DKRIEKRETH S,

IHICBIOBEE LTI, X (3—1) A, R7, R8 R0, RTTRUR
12(3, R2EDIFEFZETI2ERE L IIEEBEROEMKRILKEE, BR
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[0108]
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RRILKFRE, BERRIEKZEIGEERBHERIEKRZETHY., FEL
CIER2EDFBEEFEETIBREL L ITEBROREH1 ~1 0 0DAsRE
RIEKFRE, BRARILKRE, FEERKILKREXIIEEREMKRIEKER
EThY. JYBELLIER2LDFEEFEETIBRELIIEBRORKE
1 ~50DEEMEKIEKRE, BRARIEKERE, FEKRRIEKREXIZ
EERBERIEKZETHY., BFICFELLRR2EOBEFEETIBERE
LSIREBHORER 1 ~3 0 DEEMERKILKFE, BREARIMLKERE. F
BIRRALKRERIGFERBERKIEKRETH S,

R (3—1) TRINZHFAVHES LTI, EFMICIET, 3-IX
FIAZITIYILE, 1 —IFL—3—AFLAIFJYILE 1-X
FI—=3—-FAENAZIETV)ILE 1-TFIL—-3—AFILAIFVY
DLE, 1 —AFI—3 - RUFILAZIFV)ILE 1-~"F)—-3-—
AFIVAZIHSY)OLE, 1 —-ATFIL—3—AFIAIFI)DLE 1
—AFI=3—FIFNAZIFI)ILE 1—AFIL—-3—-/Z)143¥
VUILE, 1 —FIUN—3—AFNAIFVI)ILE 1-FYIL—-3-
AFWNAZIZTSIVOLE, 1-TFTIVIN—3—IFIAIFI)ILE 1-
(2=ARFIIFIV) —3—AFNAZIHFYYILE 1— (2—-IbF
SIFI) —3—AFIAZIHFY)OLE 1 -IFIL—-3— (2—XIF
SIFII) AZIFVYHBLE, 1—-ITFIL—-3— (2—ITrFPITFN) A
IHAVUOLE, 1, 3=V (tert—TFI) 4134V YDL 1, 3
—ERX (1, 1T=UXFIVIFN) AXIFVYILE 1, 3—EZ (1,
1—UXF7FaEN) 1245V oLE 1, 3—EX (1, 1, 3, 3
—FRSAFILTFIN) AXFV)ILE 1, 3—EZX (1 =AFIL—1
—JIZNIFII) AZIFVIILE 1, 3—EX (1, 1-IUXAF)—
2-T7IZ)IFII) AIFV)ILE 1, 3-EX (1 -F7FIVFI
) AIFVYILESENEFSND,

RN (3—2) A, R7IE R2EDEHETF, BEREE L REBHRORKIEKE
EXIER2EDEEFEHETIERE L IEEBRORIEKERETHS, RS
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[0110]

[0111]

[0112]

. R13, R4, R1ISRUVRIFA—XITELR>T. R2EDEEF. KERE

F. BRE LS REBEROREKREXIIR2EDFEEFEETIERE L
FEBRORIEKRETHZ, BRE L IEBROKRILKRZEE LT,
FELLIRBRE LIIEEROKFENT1 ~1 0 00DRILKEE, LYFFE

L IREBIME L IZEBMOKRRE 1 ~5 0DRIEKERE, HICFF LR
BIRE L IXEBRORFER1 ~3 0DRILKFZETH S,

BlOMREE LTk, & (3—2) s, R7, R8, R'3, R'4, R'SKRUR
TeAEIRE L IFEBRORIEKEETHDIBE. BIRE L IXEBIROR
EAKREE LT, BRE L ITEBROEBMERKIEKRE., BRAKILK
RE, FEGRRIEKREXIEERHBRRIEKRETHY, FFLIEER
ELUSIIEEBROKRFE 1 ~1 0 0DEMKxIbKERE, BRIAKEKRE
. BEBRICKREXIGFEEHERIEKRETHY., JYFFLIFER
EHLIZEBROKRFR1 ~5 0 0iElhRx{bKRE, BREARIEKERE.
EEBRRICKFEEIGEERPERIEKERETHY ., BICIFE L CIEBHRE
LS IREBBORKERY 1 ~3 0 DEEMKRKRIEKRE, BRARLKRE, &
BERIEKBER I EERBHERIEKREETH S,

TS5BS LT, & (3—2) B, R7, R8, R'3 R4 RIS
RURTVEHAR2EDEEFZEITIERE L BEERDORIELKRETH 25
B, BELLRR2EDHEEFEATIBELE L IIBERORKFRH1~10
ODRILKFZETHY., LYBFFLIEFEBEBRELLIER2EDEESFEET S
EBROREHR1 ~5 00KILKZETHY ., HICFELLIER2EOES
ZRETHIERE LS ITEBRORKRER1 ~3 0DKIELKFETH S,

TS5BS LT, X (3—2) B, R7, R8, R13, R14, R15
RURVIFIR2EDIEEF2ET2BHE L IEEHOEHRERIEKRE.
BBRARKIEKRE., FEBRRIEKBEXIFEEHEXRIEKRETHY., 1F
FLKIFR2LDEEFZEIIERE L IEERORERT1~1 0000
AhiRiRIEKERE, BBERARIEKRE, FERRIEKREXITFERBKRIL
KRETHY., JYFFLLIFR2EDEEFEETIERELITEBHRD
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[0113]

[0114]

[0115]

[0116]

[0117]

[0118]

KRR ~5 O DEEMKRILKRE, BRAKIEKRE, FEKRRIEKRE
XITEEERBERIEKRETHY ., BICFF L ER2EDEEAFEETZE
BELCIIEBROKRFR 1 ~3 0 0ElEHEKRIEKRE., BEREAREKEE
. BEBRRIEKREXIZFEEBRRIEKRETH S,

R (3—2) TRINZHFAVHEE LTI, EFMICIE. 1 —XFIL
BYUYZoLE, 1-—IFIEYIZILE 1-TOBLEY Y ZoLE
1 =TFIEYIZILE, 1 - RUFIEYIZDLE 1 -—-~F)
EYUSZO0LE, 1-—-ATFIEYIZOLE 1 —FI9FILEYI =04
E 1—-/ZUEVYZOLE, 1-FIILEYIZOLE, 1-~FH%F
DIWEYVSZOLE, 1-FVIEYYZOLE, 11— (2—X K F2IF
W) BEVSZOLE, 1— (2—IhF2IFN) B I LEENES
bnd,

R'. R3, R4 R5 R® R7, R8 R9 R0, R'1, R'2 R13,
R, R'5, R'8[&, ZNoLMEELTVWERRRETFT. BXREFH LY
VIRFE—HEITE o TEREBEEZEM L TH R,

BlZIE, RTTER™2, R'SERTEN, ZNOHA/EE L TWBIRREF. &
— IR > TRIBEEZHT 51B6. BIZAIE. UTORX (3—1a) XiFR
(3—2a) KRTEDBRYYAIFTV)TLREEXITF /) 2T LR
BEEs2ENERS,

[1£29]

RW R’ RW BY

N
R* N -+ RX N__R®
»—R®  (3-1a) P (3-2a)

RY N RY R13

R? R1O RZ R14

(%, R7. RS, R10, RISRUR4IE, SRICEBSNEEY Th.

Rv, Rx, RYRU'RzIZZENTh, R2EDEEF. KRETFTXIFEZRE1 ~
2 0 DRILKERETT, )
FEE. R1TERTZ, R1SERISHBEEEHMKT 2BEOEITH S,
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[0119]

[0120]

[0121]

[0122]

[0123]

R1&R3 R'©R7, R1T&R8 R3&R4 R7&R8 R8XR9 RB8&R
100 R10LR11, R124R7, RIBERMIIDWTHEMRICEBEEETKT
B5IENTED,

RN (1) B, ARREBRELCIIEBBROnBORIEKZETHY, IFFL
IFRFEAD 1 ~3 0DEHE L L IEEEHD n MOREMKRIEKRE., K
RBN3~3 0DBHREL K IFEBRD n AORRRAKILKRE, KEHE
~200DEHE L IFJEBHO n lOBEERRIEKRE. XIZKFHT ~
20 0DEME L IFJ|EHO n OB ERIKRRIEKREOWT AN TH
%,

BH. TnflDRIEKRE] & KIEKRED nBOKRLSBRONZZEY
DEEEKRL. [nlOEHKRKRIEKRZE] (&, BHKRRIEKRZED nEO
KEDBRONLEY OEEEKRL., [nlORERIARIEKRE] X, BERX
RAGKBRED nBOKBRLBRANLEZEY OEEEKRL, [nlOFEEKRKE
KRE] 1F. BEERIEKRED n BOKRIBRONLTZY OEERKL.
[nEOFEEMERIEKERE] . BEBIHKRRKIEKRED n BOKRD
BRONEY OEZBKT %,

APRMEICEWT, T8RS LIZEBBRORIEKRE] X, (HEBERES
BELTWTHERVWRIEKRREE, (IDATORFTERINTULWTERWVKR
EkRE, (I1DBHREEZEL., DO ATORFCTERINLRIEKRES
28,

Fre. BRELLIEEROBERRIEKRE] BVBBREEZBELT
WTHERWEBBRRIEAKREE, WMATORFTEHRINTWTERWEER
RikieKZ=E, (V)BEBREAEL., DD, AT ORFTEBRINLEBIIKK
LKREZET,

e, BEREELCRIEEROBRIARIEKRE] BVi)EBEHBREZBALT
WTHRWEBRXRIEAKEZEREE, (ViiDATORFTCEBRINTVWTHERL
BBRAKEKRE., (INEBEREZBL. DD ATORFTEBRINLER
RNRIEKREE ST,
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[0124]

[0125]

[0126]

[0127]

[0128]

[0129]

Fre, BRELLBEBEROFERRIEKRE] BOEBEREZBLTWL
THERVWEBKRRIEAKREE, XIDATORFTERINTVWIERVWESR
BRRIEKERE, xi)BREAEL. 2. ATORFCERINCEEERR
LKREZET,

Fre, BRELCRBEBEROFERMHKERIKREE] F&iii)BitE%
BELTWTHRWEBEBREBRIEKRE S, XIVATORFTERINATL
THERWEBEBKRREKRE., )BREEZBL. HD. ATORTTE
BMINFERWERIEKEEEZ 2T,

ABPEHZICEWT, BB LEERBROnfioRbKERE] & ()E

BEABLTVWTEHERVWNliORIEKEFREE, ((DATORFTERINT
WTHERWniORIKERE, (11)BREEZEL. B2, ATARFTER
IhinfliDRIEKREE ST,
Fro. BRELIGESROnMOBBKERIEKRRE] E(iv)BifEsE
LTWTHERWnEDEFRKRRIEKRESE, WMATORFTERINTVWT
H RV nlOREMKRRIEKRE, (vi)BEBREEZEL, D, AFTORTFTE
I N n EOREMKRRIEKREZET,

Fre, BRELCEEBROnMOBERRRIEKRRE] EGvi)BRE%
BLTWTERWNnHEDEBRARIEKFZEE., (ViiDATORFTEHRIN
TWTHRWnOBRARIEKRE, (iBHREEZEL. hD. ATOR
FCEBHRINAnHOBERIRIEKRELET,

Fre. BRELCZEBROnMOREHRRIEKRE] FX)EREEE
LTWTHERWnlDEEERKIELAKFEREE, XIIANTORFTEHRINTL
THRVWnHDFERKIEKRE, i) BHREEZBL. HD. ATORTFT
BfiI N n OB EHRKILKREEZET,

e, TEBRE LS REERD nfOFERIMERIEKRE] E&iii)E
BEZELTWTHERWnlOFEREMRIEKFEESE, XiVATFORFT
BEMINTWTERWnEOFERBBERIEKRE, k)BREEZBL. »
D, AFTORFCEBRINA n OB ERWKRIEKREEST,
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AlCBWT, EBBOnMORIEKREE LT, 24>, TH Y, 7O
Ry, A4vy7ranky, 792, sec—TH%v, tert—TH%>, V%
V. NFH U ATEY FhY, RFAV. FU85TFHv. vonTas
V. voaRvey Y, YyAnFt Y RuEY FIALY MLI VY,
JxZIIS Y. TAEL YL nBOKRRFIBRONLENSETOND
o MVIVETIZNIHVIRBFEROKRRFEAFIVELLIIZIFIL
HEDOKZOEREFO—AXIEEENBRINMTWTE LWL, L. nd 20 E
DFE. MINZKBRRFIIELIRFERFICHEE LEKRREFTH S,

FROFEBICHSVT, X (1) RURX (5) . & (6) . X (8)
AZUTD (1) ~(VDAYVITR—MEEMDA VT R— M NEER K
CKRETHZ, AAMEICSVWT, A VI TR—MERE, BEREAVIT
F—MRUEBHA VT R— NS,

(D EBRARA V> 73— b,

(DERRI Y T7R—h

(iDNBERAV ST R— b

(iv) FEBIRA VS 73— b,

WMEBBEKEA VY T7x— b BEBRXAI VI TR—F FERIVIT7R—IMEK
VUBEEMEAV TR — D LoRZ2ENLREEINDZI DR EE 1BILE
MINEMEA YT R— b,

RPHEICBVWT, ATRINZ2EFFELWEDOEFRFZLITICRT,
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[0134] =& (1), X (2) . A (3) A, R'. R2  R3 R*4 RS R& R7
. R&8C RORUVAICEWT, RIBKRE, BIIERIEKERE, BBREIARIEXK
RE. BFEERIEKFEE, FEEMERICKZENET 2EREOHIZ 1 ~
SME, HFFLIET~3E LYFFLKRETIXIF2/METEZIENTES

[0135] X (1) A, XREBREFXRBERFEZRL. FELIREEBERRFTH
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[0136] = (1) A, niZ T UEDEBE, HFELLRT1~200BHTHY. £V
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TR
QN N N-R*
(R")* R®

X(RYH* R* R® R? R®
NH CH, CH, CH, CH, (1-2-1a-1)
NH CH, CH, CH, Et (1-2-2a-1)
NH CH, CH, CH, ‘Pr (1-2-3a-1)
NH CH, CH, CH, Bu (1-2-4a-1)
NH CH, CH, CH, Bnz (1-2-5a-1)
NH CH, CH, Et Et (1-2-6a-1)
NH CH, CH, CH.CH.OCH;  CH.CH,OCH;  (1-2-7a-1)
NH CH, CH, Pr Bu (1-2-8a-1)
NH CH. Et Et Et (1-2-9a-1)
NH CH. Pr Pr Pr (1-2-10a-1)
NH CH. Bu Bu Bu (1-2-11a-1)
NH CH.CH.CH, CH, CH, CH, (1-2-12a-1)
NH CH.CH.CH, CH, CH, Et (1-2-13a-1)
NH CH.CH.CH, CH, CH, Pr (1-2-14a-1)
NH CH.CH.CH, CH, CH, Bu (1-2-15a-1)
NH CH.CH.CH, CH, CH, Bnz (1-2-16a-1)
NH CH.CH.CH, CH, Et Et (1-2-17a-1)
NH CH.CH.CH, CH, CH.CH.OCH;  CH.CH.OCH;  (1-2-18a-1)
NH CH2CH.CH CH, Pr Bu (1-2-19a-1)
NH CH2CH.CH Et Et Et (1-2-20a-1)
NH CH.CH,CH: Pr ‘Pr Pr (1-2-21a-1)
NH CH.CH,CH: Bu Bu Bu (1-2-22a-1)
NH CH,(CHs) «CH.  CHs CH, CH, (1-2-23a-1)
NH CH,(CHs) «CH.  CHs CH, Et (1-2-24a-1)
NH CH,(CHs) «CH.  CHs CH, Pr (1-2-25a-1)
NH CH,(CHs) «CH.  CHs CH, Bu (1-2-26a-1)
NH CH,(CHs) «CH.  CHs CH, Bnz (1-2-27a-1)
NH CH,(CHs) «CH.  CHs Et Et (1-2-28a-1)
NH CH;(CH.) CH:  CHy CH.CH,OCH;  CH.CH,OCH;  (1-2-29a-1)
NH CH,(CH.) .CH;  CHj Pr Bu (1-2-30a-1)
NH CH,(CH) ,CH,  Et Et Et (1-2-31a-1)
NH CHy (CH) CH;  'Pr Pr Pr (1-2-32a-1)
NH CHy(CH,) CH;  Bu Bu Bu (1-2-33a-1)
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X(RH" R R’ R* R?

N (CHs) CH. CH; CH; CH; (1-2-1b-1)
N (CHs) CH. CH; CH; Et (1-2-2b-1)
N (CHs) CH. CH; CH; Pr (1-2-3b-1)
N (CHs) CH. CH; CH; Bu (1-2-4b-1)
N(CH:)  CH: CH; CH; Bnz (1-2-5b-1)
N(CH;)  CH. CHy Et Et (1-2-6b-1)
N(CH;)  CH. CHy CH,CH:0CH;  CH.CH.OCH;  (1-2-7b-1)
N(CH;)  CH. CHy Pr Bu (1-2-8b-1)
N(CH;)  CH. Et Et Et (1-2-9b-1)
N(CH:»)  CH, ‘Pr Pr "Pr (1-2-10b-1)
N(CH;)  CH. Bu Bu Bu (1-2-11b-1)
N(CH;)  CH.CH.CH: CH; CH, CH; (1-2-12b-1)
N(CH;)  CH.CH.CH: CH; CH, Et (1-2-13b-1)
N(CH;)  CH.CH.CH: CH; CH, ‘Pr (1-2-14b-1)
N(CH;)  CH.CH.CH: CH; CH, Bu (1-2-15b-1)
N(CH;)  CH.CH.CH: CH; CH, Bnz (1-2-16b-1)
N(CH;)  CH.CH.CH, CH; Et Et (1-2-17b-1)
N(CH;)  CH.CH.CH: CH; CH.CH.0CH;  CH.CH.OCH; (1-2-18b-1)
N(CH;)  CH.CH.CH: CH; Pr Bu (1-2-19b-1)
N(CH;)  CH,CH.CH, Et Et Et (1-2-20b-1)
N(CH;)  CH,CH.CH, Pr Pr Pr (1-2-21b-1)
N(CH;)  CH,CH.CH, Bu Bu Bu (1-2-22b-1)
N (CHs) CH:(CHy) 4CH,  CH, CH; CH; (1-2-23b-1)
N (CHs) CH:(CHy) 4CH,  CH, CH; Et (1-2-24b-1)
N(CHy)  CH.(CH)),CH:  CHs CH, ipr (1-2-25b-1)
N (CHs) CH:(CHy) 4CH,  CH, CH; Bu (1-2-26b-1)
N(CHy)  CH.(CH)),CH:  CHs CH, Bnz (1-2-27b-1)
N (CHs) CH:(CHy) 4CH,  CH, Et Et (1-2-28b-1)
N(CHy)  CH.(CH)),CH:  CHs CH.CH,0CH;  CHCH:0CH;  (1-2-29b-1)
N (CHs) CH:(CHy) 4CH,  CH, Pr Bu (1-2-30b-1)
N (CHs) CH.(CHy) 4CH;  Et Et Et (1-2-31b-1)
N(CHy)  CH.(CH)) (H.  'Pr ipr ipr (1-2-32b-1)
N(CHy)  CH;(CH) 4 CH:  Bu Bu Bu (1-2-33b-1)
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XRH* R R* R* R?

0 CH, CH, CH, CH, (1-2-1c¢-1)
0 CH, CH, CH, Et (1-2-2¢-1)
0 CH, CH, CH, ipr (1-2-3¢-1)
0 CH, CH, CH, Bu (1-2-4¢-1)
0 CH, CH; CH, Bnz (1-2-5c-1)
0 CH, CH; Et Et (1-2-6¢-1)
0 CH, CH, CH:CH-OCH;  CH.CH.OCH; (1-2-7Tc-1)
0 CH, CH; Pr Bu (1-2-8c-1)
0 CH, Et Et Et (1-2-9c-1)
0 CH, Pr ‘Pr ‘Pr (1-2-10c-1)
0 CH, Bu Bu Bu (1-2-11c-1)
0 CH.CH.CH, CH, CH, CH, (1-2-12¢-1)
0 CH.CH.CH, CH, CH, Et (1-2-13¢-1)
0 CH.CH.CH, CH, CH, ‘Pr (1-2-14c-1)
0 CH.CH.CH, CH, CH, Bu (1-2-15¢-1)
0 CH.CH.CH, CH, CH, Bnz (1-2-16¢-1)
0 CH.CH.CH, CH, Et Et (1-2-17¢-1)
0 CH.CH.CH, CH, CH.CH,0CH; ~ CHoCH.OCH;  (1-2-18c-1)
0 CH.CH.CH, CH, Pr Bu (1-2-19¢-1)
0 CH.CH.CH, Et Et Et (1-2-20c-1)
0 CH.CH.CH, Pr Pr 'Pr (1-2-21c-1)
0 CH.CH.CH, Bu Bu Bu (1-2-22¢-1)
0 CH,(CHo)sCH:  CH, CH, CH, (1-2-23¢-1)
0 CH,(CHo)sCH:  CH, CH, Et (1-2-24c-1)
0 CH,(CHo)sCH:  CH, CH, ipr (1-2-25¢-1)
0 CH,(CHo)sCH:  CH, CH, Bu (1-2-26c-1)
0 CH,(CHo)sCH:  CH, CH, Bnz (1-2-27c-1)
0 CH,(CHo)sCH:  CH, Et Et (1-2-28c-1)
0 CH,(CHo)sCH:  CH, CH.CH-0CH;  CHaCH:0CH;  (1-2-29¢—1)
0 CH,(CHo)sCH:  CH, Pr Bu (1-2-30c-1)
0 CH,(CHo) sCH:  Et Et Et (1-2-31c-1)
0 CH,(CHo) sCH:  'Pr ipr ipr (1-2-32¢-1)
0 CH, (CH.) 4CH, Bu Bu Bu (1-2-33¢-1)

[0141]
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o) R’
<:>7N)LX/R2 J;N
(é1)a /NJ
R10

X(RH* R R R

NH CH. CH, CH; (1-3-1a-1)
NH CH. CH, Et (1-3-2a-1)
NH CH. CH, ‘Pr (1-3-3a-1)
NH CH. CH, Bu (1-3-4a-1)
NH CH. CH, Bnz (1-3-5a-1)
NH CH. CH, CH,CH:0CH;  (1-3-6a-1)
NH CH. Et Et (1-3-7a-1)
NH CH:CH: CH, CH; (1-3-8a-1)
NH CH:CH: CH, Et (1-3-9a-1)
NH CH:CH, CH; ‘Pr (1-3-10a-1)
NH CH:CH: CH, Bu (1-3-11a-1)
NH CH:CH, CH; Bnz (1-3-12a-1)
NH CH:CH: CH, CH,CH:0CH;  (1-3-13a-1)
NH CH:CH: Et Et (1-3-14a-1)
NH CH. (CH.) 4CH, CH, CH; (1-3-15a-1)
NH CH. (CH.) 4CH, CH, Et (1-3-16a-1)
NH CH. (CHo) «CH, CH; ‘Pr (1-3-17a-1)
NH CH. (CHo) «CH, CH; Bu (1-3-18a-1)
NH CH. (CHo) «CH, CH; Bnz (1-3-19a-1)
NH CH. (CH.) «CH. CH; CH.CH.OCH; ~ (1-3-20a-1)
NH CH. (CH.) «CH. Et Et (1-3-21a-1)
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X(RH* R® R R

N(CH;) CH. CHs CH, (1-3-1b-1)
N(CH;) CH. CHs Et (1-3-2b-1)
N(CH;) CH. CHs Pr (1-3-3b-1)
N(CH;) CH. CHs Bu (1-3-4b-1)
N(CH;) CH. CHs Bnz (1-3-5b-1)
N(CH;) CH. CHs CH.CH.0CH;  (1-3-6b-1)
N(CH;) CH. Et Et (1-3-7b-1)
N(CH;) CH.CH, CHs CH; (1-3-8b-1)
N(CH;) CH.CH, CH; Et (1-3-9b-1)
N(CH;) CH.CH, CH; iPr (1-3-10b-1)
N(CH;) CH.CH, CH; Bu (1-3-11b-1)
N(CH;) CH.CH, CH; Bnz (1-3-12b-1)
N(CHy)  CH.CH, CHs CH.CH,0CH;  (1-3-13b-1)
N(CH;) CH.CH, Et Et (1-3-14b-1)
N(CH;)  CH,(CH.)4CH: CH; CH; (1-3-15b-1)
N(CH;)  CH,(CH.)4CH: CH; Et (1-3-16b-1)
N(CHy)  CH,(CH,) +CH: CHs ipr (1-3-17b-1)
N(CH;)  CH,(CH.)4CH: CH; Bu (1-3-18b-1)
N(CHy)  CH,(CH,) +CH: CHs Bnz (1-3-19b-1)
N(CHy)  CH,(CH,) +CH: CHs CH.CH,0CH;  (1-3-20b-1)
N(CH;)  CH,(CH.)4CH: Et Et (1-3-21b-1)
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[1£36]
X(RH* R R’ RY
0 CH. CH, CH; (1-3-1c-1)
0 CHs CH; Et (1-3-2¢-1)
0 CHs CH; Pr (1-3-3c-1)
0 CHs CH; Bu (1-3-4c-1)
0 CHs CH; Bnz (1-3-5c-1)
0 CHs CH; CH,CH.OCH; ~ (1-3-6¢c-1)
0 CHs Et Et (1-3-7c-1)
0 CH.CH, CH, CH, (1-3-8c-1)
0 CH.CH, CH, Et (1-3-9¢-1)
0 CH.CH, CH, ipr (1-3-10c-1)
0 CH.CH, CH, Bu (1-3-11c-1)
0 CH.CH, CH, Bnz (1-3-12¢-1)
0 CH,CH; CH, CH.CH,OCH; ~ (1-3-13c-1)
0 CH,CH; Et Et (1-3-14c-1)
0 CH, (CHs) +CH: CH, CH, (1-3-15¢-1)
0 CH, (CHs) +CH: CH, Et (1-3-16¢-1)
0 CH, (CH.) 4CH. CH, Pr (1-3-17c-1)
0 CH; (CHs) 4CH: CH, Bu (1-3-18¢-1)
0 CH, (CHs) 4CH: CH, Bnz (1-3-19¢-1)
0 CH, (CHs) 4CH: CH, CH,CH-0CH; ~ (1-3-20c¢-1)
0 CH, (CHs) 4CH: Et Et (1-3-21c-1)
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_j\ R?
O athe
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XRH" R R’ RY

NH CHs CH; CHs (1-3-22a-1)
NH CHs CH; Et (1-3-23a-1)
NH CHs CH; Pr (1-3-24a-1)
NH CHs CH; Bu (1-3-25a-1)
NH CHs CH; Bnz (1-3-26a-1)
NH CHs CH; CH.CH.OCH, ~ (1-3-27a-1)
NH CHs Et Et (1-3-28a-1)
NH CH2CH. CHs CHs (1-3-29a-1)
NH CH2CH. CHs Et (1-3-30a-1)
NH CH2CH. CHs Pr (1-3-31a-1)
NH CH2CH. CHs Bu (1-3-32a-1)
NI CH.CHs, CHs Bnz (1-3-33a-1)
NI CH.CHs, CHs CH.CH,OCH; ~ (1-3-34a-1)
NI CH.CHs, Et Et (1-3-35a-1)
NI CH. (CH) ,CH, CHs CH (1-3-36a-1)
NI CH. (CH) ,CH, CHs Et (1-3-37a-1)
NI CH. (CH) ,CH, CHs Pr (1-3-38a-1)
NI CH. (CH) ,CH, CHs Bu (1-3-39a-1)
NI CH. (CH) ,CH, CHs Bnz (1-3-40a-1)
NI CH. (CH) ,CH, CHs CH:CH.OCH;  (1-3-41a-1)
NI CH. (CH) ,CH, Et Et (1-3-42a-1)
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X(RH* R? R’ RY

N(CH;) CH. CH, CH, (1-3-22b-1)
N(CH;) CH. CH; Et (1-3-23b-1)
N(CH;) CH. CH; Pr (1-3-24b-1)
N(CH;) CH. CH; Bu (1-3-25b-1)
N(CH;) CH. CH; Bnz (1-3-26b-1)
N(CHs;) CH. CH; CH.CH,0CH;  (1-3-27b-1)
N(CH;) CH, Et Et (1-3-28b-1)
N(CH;)  CH:CH, CH; CHs (1-3-29b-1)
N(CH;)  CH:CH, CH; Et (1-3-30b-1)
N(CH;)  CH:CH, CH; iPr (1-3-31b-1)
N(CH;)  CH:CH, CH; Bu (1-3-32b-1)
N(CH;)  CH:CH, CH; Bnz (1-3-33b-1)
N(CH;) CH.CH. CH; CH,CH,0CH;  (1-3-34b-1)
N(CH;) CH.CH. Et Et (1-3-35b-1)
N(CH;)  CH.(CHy) .CH, CH; CH, (1-3-36b-1)
N(CH;)  CH.(CHy) .CH, CH; Et (1-3-37b-1)
N(CH;)  CH.(CHy) .CH, CH; Pr (1-3-38b-1)
N(CHs) CH.(CH.).CH, CH, Bu (1-3-39b-1)
N(CHs) CH,(CH.).CH, CH, Bnz (1-3-40b-1)
N(CHs) CH,(CH.).CH, CH, CH:CH.OCH; ~ (1-3-41b-1)
N(CHs) CH,(CH.).CH, Et Et (1-3-42b-1)
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X(RH* R” R RY

0 CHs CHs CHs (1-3-22¢-1)
0 CH. CH, Et (1-3-23c-1)
0 CH. CH, ‘Pr (1-3-24c-1)
0 CH. CH, Bu (1-3-25¢-1)
0 CH. CH, Bnz (1-3-26¢-1)
0 CH. CH, CH.CH,OCH; ~ (1-3-27¢-1)
0 CH. Et Et (1-3-28c-1)
0 CH,CH, CH, CH; (1-3-29¢-1)
0 CH,CH, CH, Et (1-3-30c-1)
0 CH,CH, CH, Pr (1-3-31c-1)
0 CH,CH, CH, Bu (1-3-32¢-1)
0 CH,CH, CH, Bnz (1-3-33¢-1)
0 CH.CH CHs CH.CH,OCH:  (1-3-34c—1)
0 CH.CH, Et Et (1-3-35¢-1)
0 CH. (CH) ,CH: CH; CH; (1-3-36¢-1)
0 CH, (CHy) ,CH, CH, Et (1-3-37c-1)
0 CH, (CHy) ,CH, CH, Pr (1-3-38¢c-1)
0 CH, (CH,) 4CH: CH, Bu (1-3-39¢-1)
0 CH. (CH.) 4CH: CHs Bnz (1-3-40c-1)
0 CH. (CH.) 4CH: CHs CH.CH,0CH: ~ (1-3-41c—1)
0 CH. (CH.) 4CH: Et Et (1-3-42¢-1)
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N X ONTON
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XRH" R’ RY
NH CHo CH; (1-3-43a-1)
NH CHo Et (1-3-44a-1)
NH CHo Pr (1-3-45a-1)
NH CHo Bu (1-3-46a-1)
NH CH.CH, CH; (1-3-47a-1)
NH CH.CH, Et (1-3-48a-1)
NH CH.CH, Pr (1-3-49a-1)
NH CH.CH, Bu (1-3-50a-1)
NH CH. (CHy) .CH, CH; (1-3-51a-1)
NI CH, (CHy) .CH. Et (1-3-52a-1)
NI CH, (CHy) .CH. Pr (1-3-53a-1)
NI CH, (CHy) .CH. Bu (1-3-54a-1)

[1b41]
X(RH* R R
N(CH)  CH, CHs (1-3-43b-1)
N(CH)  CH, Et (1-3-44b-1)
N(CH)  CH, Pr (1-3-45b-1)
N(CH)  CH, Bu (1-3-46b-1)
N(CH;)  CH.CH, CHs (1-3-47b-1)
N(CH;)  CH.CH, Et (1-3-48b-1)
N(CH;)  CH.CH, Pr (1-3-49b-1)
N(CH;)  CH.CH, Bu (1-3-50b-1)
N(CH)  CHs(CH) CH, CHs (1-3-51b-1)
N(CH)  CHs(CH) CH, Et (1-3-52b-1)
N(CH)  CHs(CH) CH, Pr (1-3-53b-1)
N(CH)  CHs(CH) CH, Bu (1-3-54b-1)
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[1b42]

X(RH®* R R

0 CH. CH, (1-3-43c-1)
0 CH. Et (1-3-44c-1)
0 CH. Pr (1-3-45c-1)
0 CH. Bu (1-3-46¢-1)
0 CH.CH., CH, (1-3-47c-1)
0 CH.CH; Et (1-3-48c-1)
0 CH.CH; Pr (1-3-49c-1)
0 CH.CH; Bu (1-3-50c-1)
0 CH. (CHy) .CH, CH; (1-3-5lc-1)
0 CH. (CHy) .CH, Et (1-3-52c-1)
0 CH. (CHy) .CH, Pr (1-3-53c-1)
0 CH. (CHy) .CH, Bu (1-3-54c-1)
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NN (A-2) i

A X@RH* R R® R? R®

A-2  NH CH. CH, CH, CH, (1-2-1a-2)
A-2 NH CH, CH; CH, Et (1-2-2a-2)
A-2 NH CH, CH; CH, 'Pr (1-2-3a-2)
A-2 NH CH, CH; CH, Bu (1-2-4a-2)
A-2  NH CH, CH, CH, Bnz (1-2-5a-2)
A-2  NH CH, CH, Et Et (1-2-6a-2)
A-2  NH CH, CH, CH.CH.0CH;  CH,CH.OCH,  (1-2-7a-2)
A-2  MH CH. CH, Pr Bu (1-2-8a-2)
A2 MH CH. Et Et Et (1-2-9a-2)
A2 MH CH. ‘Pr ‘Pr ‘Pr (1-2-10a-2)
A-2  NH CH. Bu Bu Bu (1-2-11a-2)
A-2  NH CH.CH.CH, CH, CH, CH, (1-2-12a-2)
A-2  NH CH.CH.CH, CH, CH, Et (1-2-13a-2)
A-2  NH CH.CH.CH, CH, CH, ipr (1-2-14a-2)
A-2  NH CH;CH.CH, CH; CH; Bu (1-2-15a-2)
A-2 NH CH,CH.CH. CH; CH, Bnz (1-2-16a-2)
A-2  NH CH;CH.CH, CH; Et Et (1-2-17a-2)
A-2  NH CH,CH,CH, CH, CH.CH.0CH;  CH.CH.0CH, (1-2-18a-2)
A-2  NH CH,CH,CH, CH, Pr Bu (1-2-19a-2)
A-2  NH CH,CH,CH, Et Et Et (1-2-20a-2)
A2 MH CH.CH.CH, ‘Pr ‘Pr ‘Pr (1-2-21a-2)
A2 MH CH.CH.CH, Bu Bu Bu (1-2-22a-2)
A2 MH CH:(CHz).CH;  CH, CH, CH, (1-2-23a-2)
A-2  NH CH. (CH,) ,CH,  CHs CH, Et (1-2-24a-2)
A-2  NH CH.(CH,) ,CH,  CHs CH, ipr (1-2-25a-2)
A-2  NH CH.(CH,) ,CH,  CHs CH, Bu (1-2-26a-2)
A-2  NH CH,(CH,) ,CH;  CHs CH, Bnz (1-2-27a-2)
A-2  NH CH (CH.) ,CH,  CHj Et Et (1-2-28a-2)
A-2 NH CHy(CH.) .CH,  CH, CH.CH.OCH; CH,CH,OCH; (1-2-29a-2)

A-2 NH CH. (CH.) ,CH,  CHs Pr Bu (1-2-30a-2)
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A-2  NH
A-2  NH

CH, (CH,) ,CH,
CH, (CH,) ,CH,
CH, (CH,) ,CH,

Et

Bu

50

Et

Bu

Et
Py
Bu
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(1-2-31a-2)
(1-2-32a-2)
(1-2-33a-2)
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A X(RH* R R® R! R®

A-2  N(CH) CH: CH; CH; CH, (1-2-1b-2)
A-2  N(CH) CH: CH; CH; Et (1-2-2b-2)
A-2  N(CH) CH: CH; CH; "Pr (1-2-3b-2)
A-2  N(CH) CH: CH; CH; Bu (1-2-4b-2)
A-2  N(CH) CH: CH; CH; Bnz (1-2-5b-2)
A-2  N(CH) CH: CH; Et Et (1-2-6b-2)
A-2  N(CH) CH: CH; CH:CH,0CH; ~ CH,CH:0CH;  (1-2-7h-2)
A-2  N(CH) CH: CH; Pr Bu (1-2-8b-2)
A-2  N(CH) CH: Et Et Et (1-2-9b-2)
A-2  N(CH) CH: ‘Pr ‘Pr "Pr (1-2-10b-2)
A-2  N(CH) CH: Bu Bu Bu (1-2-11b-2)
A-2 N(CHy)  CH:CH.CH. CH; CH; CH, (1-2-12b-2)
A-2 N(CHy)  CH:CH.CH. CH; CH; Et (1-2-13b-2)
A-2 N(CHy)  CH:CH.CH. CH; CH; "Pr (1-2-14b-2)
A-2 N(CHs;)  CH:CH.CH; CHs CHs Bu (1-2-15b-2)
A=2 N(CHs;)  CH:CH.CH; CHs CHs Bnz (1-2-16b-2)
A=2 N(CHs;)  CH:CH.CH; CHs Et Et (1-2-17b-2)
A=2 N(CHs;)  CH:CH.CH; CHs CH:CH.0CHs  CH,CH:0CH;  (1-2-18b-2)
A=2 N(CHs;)  CH:CH.CH; CHs Pr Bu (1-2-19b-2)
A=2 N(CHs;)  CH:CH.CH; Et Et Et (1-2-20b-2)
A-2  N(CHs)  CH.CH:CH Pr Pr Pr (1-2-21b-2)
A-2  N(CHs)  CH.CH:CH Bu Bu Bu (1-2-22b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CHs CHs (1-2-23b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CHs Et (1-2-24b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CHs Pr (1-2-25b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CHs Bu (1-2-26b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CHs Bnz (1-2-27b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs Et Et (1-2-28b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs CH:CH.0CHs  CH,CH:0CH;  (1-2-29b-2)
A=2 N(CH;)  CH:(CH»)4CH, CHs Pr Bu (1-2-30b-2)
A-2  N(CH;) CH:(CH»)4CH. Et Et Et (1-2-31b-2)
A-2 N(CHj) CH:(CH)4CH, ‘'Pr Pr Pr (1-2-32b-2)
A-2 N(CH;) CH:(CH)4CH. Bu Bu Bu (1-2-33b-2)

[0153]
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A XRH* R R R R®
A-2 0 CH, CH; CH, CH, (1-2-1c-2)
A-2 0 CH, CH; CH, Et (1-2-2¢-2)
A-2 0 CH, CH; CH, Pr (1-2-3¢-2)
A-2 0 CH, CH; CH, Bu (1-2-4c-2)
A-2 0 CH, CH; CH, Bnz (1-2-5¢-2)
A-2 0 CH, CH; Et Et (1-2-6¢-2)
A-2 0 CH, CH; CH,CH:0CH; CH.CH:0CH;  (1-2-7¢-2)
A-2 0 CH, CH; Pr Bu (1-2-8¢-2)
A-2 0 CH, Et Et Et (1-2-9¢-2)
A-2 0 CH, Pr Pr ‘Pr (1-2-10c-2)
A-2 0 CH, Bu Bu Bu (1-2-11c-2)
A-2 0 CH,CH2CH. CH; CH, CH, (1-2-12¢-2)
A-2 0 CH,CH2CH. CH; CH, Et (1-2-13¢-2)
A-2 0 CH,CH2CH. CH; CH, Pr (1-2-14¢-2)
A-2 0 CH.CH.CH. CH, CH, Bu (1-2-15¢-2)
A-2 0 CH.CH.CH. CH, CH, Bnz (1-2-16¢-2)
A-2 0 CH.CH.CH. CH, Et Et (1-2-17c-2)
A-2 0 CH.CH.CH. CH, CH.CH,0CH;  CH,CH.OCH;  (1-2-18c-2)
A-2 0 CH.CH.CH. CH, Pr Bu (1-2-19¢-2)
A-2 0 CH.CH.CH. Et Et Et (1-2-20c-2)
A-2 0 CH.CH.CH. ipr ipr ipr (1-2-21c-2)
A-2 0 CH.CH.CH. Bu Bu Bu (1-2-22¢-2)
A-2 0 CH, (CHo) sCH:  CHs CH, CH, (1-2-23c-2)
A-2 0 CH, (CHo) sCH:  CHs CH, Et (1-2-24c-2)
A-2 0 CH, (CHo) sCH:  CHs CH, ipr (1-2-25¢-2)
A-2 0 CH, (CHo) sCH:  CHs CH, Bu (1-2-26¢-2)
A-2 0 CH, (CHo) sCH:  CHs CH, Bnz (1-2-27c-2)
A-2 0 CH, (CHo) sCH:  CHs Et Et (1-2-28¢c-2)
A-2 0 CH, (CHo) sCH:  CHs CH.CH,0CH;  CH,CH.OCH;  (1-2-29c-2)
A-2 0 CH, (CHo) sCH:  CHs Pr Bu (1-2-30c-2)
A-2 0 CH, (CHo) sCH,  Et Et Et (1-2-31c-2)
A-2 0 CH, (CHo) sCH,  'Pr ipr ipr (1-2-32c-2)
A-2 0 CH,(CH.) 4CH:  Bu Bu Bu (1-2-33c-2)
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A X(RH* R R® R? R®

A-6 NH CH CHs CHy CH; (1-2-1a-6)
A-6 NH CH CHs CHy Et (1-2-2a-6)
A-6 NH CH CHs CHy 'Pr (1-2-3a-6)
A-6 NH CH CHs CHy Bu (1-2-4a-6)
A-6 NH CH CHs CHy Bnz (1-2-5a-6)
A-6 NH CH CHs Et Et (1-2-6a-6)
A-6 NH CH CHs CH:CH.0CH; CH.CH:0CH; (1-2-7a-6)
A-6 NH CH CHs Pr Bu (1-2-8a-6)
A-6 NH CH Et Et Et (1-2-9a-6)
A-6 NH CHe 'Pr 'Pr 'Pr (1-2-10a-6)
A-6 NH CH Bu Bu Bu (1-2-11a-6)
A-6 NH CHoCH,CH; CHs CHy CH; (1-2-12a-6)
A-6 NH CHoCH,CH; CHs CHy Et (1-2-13a-6)
A-6 NH CHoCH,CH; CHs CHy 'Pr (1-2-14a-6)
A-6 NH CH.CH2CH; CH; CH; Bu (1-2-15a-6)
A-G NH CH.CH2CH; CHs CHs Bnz (1-2-16a-6)
A-G NH CH.CH2CH; CHs Et Et (1-2-17a-6)
A-G NH CH.CH2CH; CHs CH:CH:0CH;  CH2CH,OCH;  (1-2-18a-6)
A-G NH CH.CH2CH; CHs Pr Bu (1-2-19a-6)
A-G NH CH.CH2CH; Et Et Et (1-2-20a-6)
A-G NH CH.CH2CH; ‘Pr ‘Pr Pr (1-2-21a-6)
A-G NH CH.CH2CH; Bu Bu Bu (1-2-22a-6)
A-G NH CHy (CHs) 4CHy  CH; CHs CHs (1-2-23a-6)
A-G NH CHy (CHs) 4CHy  CH; CHs Et (1-2-24a-6)
A-G NH CHy (CHs) 4CHy  CH; CHs Pr (1-2-25a-6)
A-G NH CHy (CHs) 4CHy  CH; CHs Bu (1-2-26a-6)
A-G NH CHy (CHs) 4CHy  CH; CHs Bnz (1-2-27a-6)
A-G NH CHy (CHs) 4CHy  CH; Et Et (1-2-28a-6)
A-G NH CHy (CHs) 4CHy  CH; CH:CH:0CH;  CH2CH.OCH;  (1-2-29a-6)
A-G NH CHy (CHs) 4CHy  CH; Pr Bu (1-2-30a-6)
A-G NH CHy(CHy) 4CH:  Et Et Et (1-2-31a-6)
A-G NH CHo (CHz) 4CH;  'Pr ‘Pr Pr (1-2-32a-6)
A-G NH CHy (CHy) 4CH;  Bu Bu Bu (1-2-33a-6)
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A X(RH* R R® R! R®

A-6 N(CH;) CH: CH; CH; CH, (1-2-1b-6)
A-6 N(CH;) CH: CH; CH; Et (1-2-2b-6)
A-6 N(CH;) CH: CH; CH; "Pr (1-2-3b-6)
A-6 N(CH;) CH: CH; CH; Bu (1-2-4b—6)
A-6 N(CH;) CH: CH; CH; Bnz (1-2-5b-6)
A-6 N(CH;) CH: CH; Et Et (1-2-6b-6)
A-6 N(CH;) CH: CH; CH:CH,0CH; ~ CH,CH:0CH;  (1-2-7h-6)
A-6 N(CH;) CH: CH; Pr Bu (1-2-8b-6)
A-6 N(CH;) CH: Et Et Et (1-2-9b-6)
A-6 N(CH;) CH: ‘Pr ‘Pr "Pr (1-2-10b-6)
A-6 N(CH;) CH: Bu Bu Bu (1-2-11b=6)
A-6  N(CHy)  CH:CH.CH. CH; CH; CH, (1-2-12b-6)
A-6  N(CHy)  CH:CH.CH. CH; CH; Et (1-2-13b-6)
A-6  N(CHy)  CH:CH.CH. CH; CH; "Pr (1-2-14b-6)
A—6  N(CHs;)  CH:CH.CH; CHs CHs Bu (1-2-15b-6)
A—6  N(CHs)  CH:CH.CH; CHs CHs Bnz (1-2-16b-6)
A—6  N(CHs)  CH:CH.CH; CHs Et Et (1-2-17b-6)
A—6  N(CHs)  CH:CH.CH; CHs CH:CH.0CHs ~ CH,CH:0CH;  (1-2-18b-6)
A—6  N(CHs)  CH:CH.CH; CHs Pr Bu (1-2-19b-6)
A—6  N(CHs)  CH:CH.CH; Et Et Et (1-2-20b-6)
A-6  N(CHs)  CH.CH:CH, Pr Pr Pr (1-2-21b-6)
A-6  N(CHs)  CH.CH:CH, Bu Bu Bu (1-2-22b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CHs CHs (1-2-23b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CHs Et (1-2-24b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CHs Pr (1-2-25b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CHs Bu (1-2-26b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CHs Bnz (1-2-27b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs Et Et (1-2-28b-6)
A-6  N(CH;) CH:(CH2)4CH, CHs CH:CH.0CHs  CH,CH:0CH;  (1-2-29b—6)
A-6  N(CH;) CH:(CH2)4CH, CHs Pr Bu (1-2-30b-6)
A-6  N(CH;) CH:(CH»)4CH. Et Et Et (1-2-31b-6)
A-6  N(CHy) CH:(CH),CH, ‘Pr Pr Pr (1-2-32b-6)
A-6  N(CH;) CH:(CH)4CH: Bu Bu Bu (1-2-33b-6)

[0156]
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[1b48]
A XRH" R R? R? R
A6 0 CH, CHs CHs CH; (1-2-1c—6)
A6 0 CH, CHs CHs Et (1-2-2¢-6)
A6 0 CH, CHs CHs Pr (1-2-3¢—6)
A6 0 CH, CHs CHs Bu (1-2-4c—6)
A6 0 CH, CHs CHs Bnz (1-2-5¢-6)
A6 0 CH, CHs Et Et (1-2-6¢-6)
A6 0 CH; CHs CH,CH,OCH:  CH.CH,OCH;  (1-2-7¢—6)
A6 0 CH, CHs Pr Bu (1-2-8¢—6)
A6 0 CH; Et Et Et (1-2-9¢-6)
A6 0 CH; Pr Pr 'Pr (1-2-10c-6)
A6 0 CH; Bu Bu Bu (1-2-11c-6)
A6 0 CH,CH.CH. CHs CHs CH; (1-2-12c¢-6)
A6 0 CH,CH.CH. CHs CHs Et (1-2-13c—6)
A6 0 CH,CH.CH. CHs CHs Pr (1-2-14c—6)
A6 0 CH.CH.CHs CH; CH; Bu (1-2-15¢-6)
A6 0 CH,CH.CH, CH, CH, Bnz (1-2-16¢-6)
A6 0 CH,CH.CH, CH, Et Et (1-2-17¢-6)
A6 0 CH,CH.CH, CH, CH.CH,0CH,  CH.CH.OCH;  (1-2-18¢—6)
A6 0 CH,CH.CH, CH, Pr Bu (1-2-19¢-6)
A6 0 CH,CH.CH, Et Et Et (1-2-20¢-6)
A6 0 CH,CH.CH, ‘Pr ‘Pr Pr (1-2-21c¢—6)
A6 0 CH,CH.CH, Bu Bu Bu (1-2-22¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH, CH; (1-2-23¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH, Et (1-2-24¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH, ‘Pr (1-2-25¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH, Bu (1-2-26¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH, Bnz (1-2-27¢-6)
A6 0 CH, (CHs) ,CH.  CHy Et Et (1-2-28¢-6)
A6 0 CH, (CHs) ,CH.  CHy CH.CH,0CH,  CH.CH.OCH;  (1-2-29¢—6)
A6 0 CH, (CHs) ,CH.  CHy Pr Bu (1-2-30¢-6)
A6 0 CH:(CHz).CH: Et Et Et (1-2-31¢-6)
A6 0 CH,(CHy) ,CH. ‘Pr ‘Pr Pr (1-2-32¢-6)
A6 0 CH,(CH),CH.  Bu Bu Bu (1-2-33¢-6)

[0157]
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[1£49]
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0 , F|€7
A h])J\x/R N
(R')® /N—/7

R1O

?71/
(A-6)

AN A-2) e
A X(RH* R R’ RY
A-2 NH CH» CH; CH; (1-3-1a-2)
A-2 NH CH» CH; Et (1-3-2a-2)
A-2 NH CH» CH; ‘Pr (1-3-3a-2)
A-2 NH CH» CH; Bu (1-3-4a-2)
A-2 NH CH» CH; Bnz (1-3-5a-2)
A-2 NH CH» CH; CH:CH:0CH;  (1-3-6a-2)
A-2 NH CH» Et Et (1-3-7a-2)
A-2 NH CH:CH. CH; CH; (1-3-8a-2)
A-2 NH CH:CH. CH; Et (1-3-9a-2)
A-2 NH CH:CH. CH; ‘Pr (1-3-10a-2)
A-2 NH CH:CH. CH; Bu (1-3-11a-2)
A-2 NH CH.CH, CHs Bnz (1-3-12a-2)
A-2 NH CH.CH, CHs CH.CH,0CHs ~ (1-3-13a-2)
A-2 NH CH.CH, Et Et (1-3-14a-2)
A-2 NH CH: (CHz) 4CH, CH, CH, (1-3-15a-2)
A-2 NH CH: (CHz) 4CH, CH, Et (1-3-16a-2)
A-2 NH CH. (CH,) 4CH. CHs Pr (1-3-17a-2)
A-2 NH CH. (CH,) 4CH. CHs Bu (1-3-18a-2)
A-2 NH CH. (CH,) 4CH. CHs Bnz (1-3-19a-2)
A-2 NH CH: (CHz) 4CH, CH, CH.CH,OCH; ~ (1-3-20a-2)
A-2 NH CH. (CH,) 4CH. Et Et (1-3-21a-2)
A-6 NH CH» CH; CH; (1-3-1a-6)
A-6 NH CH» CH; Et (1-3-2a-6)
A-6 NH CH» CH; ‘Pr (1-3-3a-6)
A-6 NH CH» CH; Bu (1-3-4a-6)
A-6 NH CH» CH; Bnz (1-3-5a-6)
A-6 NH CH» CH; CH:CH:0CH;  (1-3-6a-6)

A-6 NH CHz Et Et (1-3-7a-6)
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[0158] A6 NH CH.CH, CH; CH; (1-3-8a-6)
A-6 NH CH.CH, CH; Et (1-3-9a-6)
A-6 NH CH.CH, CH; 'Pr (1-3-10a-6)
A-6 NH CH.CH, CH; Bu (1-3-11a-6)
A-6 NH CH.CH, CH; Bnz (1-3-12a-6)
A6 NH CH.CH, CH, CH.CH,OCH;  (1-3-13a-6)
A-6 NH CH.CH, Et Et (1-3-14a-6)
A-6 NH CH, (CH) ,CH CH; CH; (1-3-15a-6)
A-6 NH CH, (CH) ,CH CH3 Et (1-3-16a-6)
A-6 NH CH, (CH) ,CH CH3 Pr (1-3-17a-6)
A-6 NH CH, (CH) ,CH CH3 Bu (1-3-18a-6)
A-6 NH CH, (CH) ,CH CH3 Bnz (1-3-19a-6)
A-6 NH CH, (CH) ,CH CH3 CH.CH,OCH; ~ (1-3-20a-6)
A-6 NH CH, (CH) ,CH Et Et (1-3-21a-6)

[0159]
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[1£50]

A XRH* R? R’ R

A-2 N(CH;) CH. CH; CH; (1-3-1b-2)
A-2 N(CH;) CH. CH; Et (1-3-2b-2)
A-2 N(CH;) CH. CH; Pr (1-3-3b-2)
A-2 N(CH;) CH. CH; Bu (1-3-4b-2)
A-2 N(CH;) CH. CH; Bnz (1-3-5b-2)
A-2 N(CH;) CH. CH; CH,CH.OCH; ~ (1-3-6b-2)
A-2 N(CH;) CH. Et Et (1-3-7b-2)
A-2 N(CH:)  CH.CH, CH; CH; (1-3-8b-2)
A-2 N(CH:)  CH.CH, CH; Et (1-3-9b-2)
A-2 N(CH:)  CH.CH, CH; Pr (1-3-10b-2)
A-2 N(CH:)  CH.CH, CH; Bu (1-3-11b-2)
A-2 N(CH:)  CH.CH, CH; Bnz (1-3-12b-2)
A-2 N(CH:)  CH.CH, CH; CH.CH,OCH;  (1-3-13b-2)
A-2 N(CH:)  CH.CH, Et Et (1-3-14b-2)
A-2 N(CH;)  CH.(CH.) ,CH: CH; CH; (1-3-15b-2)
A-2 N(CH;)  CH.(CH.).CH, CH, Et (1-3-16b-2)
A-2 N(CH;)  CH.(CH.).CH, CH, Pr (1-3-17b-2)
A-2 N(CH;)  CH.(CH.).CH, CH, Bu (1-3-18b-2)
A-2 N(CH;)  CH.(CH.).CH, CH, Bnz (1-3-19b-2)
A-2 N(CH;)  CH.(CH.).CH, CH, CH,CH-0CH;  (1-3-20b-2)
A-2 N(CH;)  CH.(CH.).CH, Et Et (1-3-21b-2)

[0160]
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[1£51]

A X(RH* R? R’ RY

A-6 N(CHs) CH. CHs CHs (1-3-1b-6)
A-6 N(CHs) CH. CHs Et (1-3-2b-6)
A-6 N(CHs) CH. CHs 'Pr (1-3-3b-6)
A-6 N(CHs) CH. CHs Bu (1-3-4b-6)
A-6 N(CHs) CH. CHs Bnz (1-3-5b-6)
A-6 N(CHs) CH. CHs CH.CH:0CH;  (1-3-6b—6)
A-6 N(CHs) CH. Et Et (1-3-7b-6)
A-6 N(CHs)  CH.CH, CHs CHs (1-3-8b-6)
A-6 N(CHs)  CH.CH, CHs Et (1-3-9b-6)
A-6 N(CHs)  CH.CH, CHs 'Pr (1-3-10b-6)
A-6 N(CHs)  CH.CH, CHs Bu (1-3-11b-6)
A-6 N(CHs)  CH.CH, CHs Bnz (1-3-12b-6)
A-6 N(CHs)  CH.CH, CHs CH.CH:0CH;  (1-3-13b-6)
A-6 N(CHs)  CH.CH, Et Et (1-3-14b-6)
A-6 N(CH;)  CH.(CH,) 4CH. CHs CHs (1-3-15b-6)
A-6 N(CH;) CH.(CH.)4«CH; CHs Et (1-3-16b-6)
A-6 N(CH;) CH.(CH.)4«CH; CHs 'Pr (1-3-17b-6)
A-6 N(CH;) CH.(CH.)4«CH; CHs Bu (1-3-18b-6)
A-6 N(CH;) CH.(CH.)4«CH; CHs Bnz (1-3-19b-6)
A-6 N(CH;) CH.(CH.)4«CH; CHs CH.CH:0CH;  (1-3-20b-6)
A-6 N(CH;) CH.(CH.)4«CH; Et Et (1-3-21b-6)

[0161]
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[1£52]

A X(RH* R? R’ RY

A-2 0 CH» CH, CH; (1-3-1c-2)
A-2 0 CH» CH, Et (1-3-2¢-2)
A-2 0 CH» CH, "Pr (1-3-3c-2)
A-2 0 CH» CH, Bu (1-3-4c-2)
A-2 0 CH» CH, Bnz (1-3-5¢-2)
A-2 0 CH» CH, CH,CH:OCH;  (1-3-6¢-2)
A-2 0 CH» Et Et (1-3-Tc-2)
A-2 0 CH:CH. CH; CH, (1-3-8c-2)
A-2 0 CH:CH. CH; Et (1-3-9¢-2)
A-2 0 CH:CH. CH; Pr (1-3-10c-2)
A-2 0 CH:CH. CH; Bu (1-3-11c-2)
A-2 0 CH:CH. CH; Bnz (1-3-12¢-2)
A-2 0 CH2CH. CH; CH.CH:0CH;  (1-3-13c¢-2)
A-2 0 CH,CH, Et Et (1-3-14c-2)
A-2 0 CH. (CHs) ,CH: CH, CH, (1-3-15¢-2)
A-2 0 CH. (CHs) ,CH: CH, Et (1-3-16¢-2)
A-2 0 CH. (CHs) ,CH: CH, Pr (1-3-17¢-2)
A-2 0 CH. (CHs) ,CH: CH, Bu (1-3-18¢-2)
A-2 0 CH. (CHs) ,CH: CH, Bnz (1-3-19¢-2)
A-2 0 CH. (CHs) ,CH: CH, CH:CH-0CH;  (1-3-20c—2)
A-2 0 CH. (CHs) ,CH: Et Et (1-3-21c-2)

[0162]
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[1£53]

A X(RH* R*? R’ RY

A-6 0 CH. CH, CHy (1-3-1c-6)
A-6 0 CH. CH, Et (1-3-2¢-6)
A-6 0 CH. CH, ‘Pr (1-3-3c-6)
A-6 0 CH. CH, Bu (1-3-4c-6)
A-6 0 CH. CH, Bnz (1-3-5¢-6)
A-6 0 CH. CH, CH:CH:0CH;  (1-3-6¢-6)
A-6 0 CH. Et Et (1-3-7c-6)
A-6 0 CH:CH, CH, CHy (1-3-8c-6)
A-6 0 CH:CH, CH, Et (1-3-9¢-6)
A-6 0 CH:CH, CH, ‘Pr (1-3-10c—6)
A-6 0 CH:CH, CH, Bu (1-3-11c-6)
A-6 0 CH:CH, CH, Bnz (1-3-12¢-6)
A-6 0 CH:CH, CH, CH:CH:0CH;  (1-3-13¢-6)
A-6 0 CH:CH, Et Et (1-3-14c-6)
A-6 0 CH, (CH,) 4CH; CH, CHs (1-3-15¢—6)
A-6 0 CH, (CH,) 4CH; CH, Et (1-3-16c-6)
A-6 0 CH, (CH,) 4CH; CH, Pr (1-3-17c—6)
A-6 0 CH, (CH,) 4CH; CH, Bu (1-3-18c—6)
A-6 0 CH, (CH,) 4CH; CH, Bnz (1-3-19¢—6)
A-6 0 CH, (CH,) 4CH; CH, CH,CH,0CHs  (1-3-20¢—6)
A-6 0 CH, (CH,) 4CH; Et Et (1-3-21c—6)

[0163]
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[1£54]
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211/
(A-6)
2N NN A-2) o

A X@ERH* R? R’ RY

A-2 NH CH» CHs CH; (1-3-22a-2)
A-2 NH CH» CHs Et (1-3-23a-2)
A-2 NH CH» CHs Pr (1-3-24a-2)
A-2 NH CH» CHs Bu (1-3-25a-2)
A-2 NH CH» CHs Bnz (1-3-26a-2)
A-2 NH CH» CHs CH.CH:0CH; (1-3-27a-2)
A-2 NH CH» Et Et (1-3-28a-2)
A-2 NH CH.CH, CHs CH; (1-3-29a-2)
A-2 NH CH.CH, CHs Et (1-3-30a-2)
A-2 NH CH.CH, CHs Pr (1-3-31a-2)
A-2 NH CH.CH, CHs Bu (1-3-32a-2)
A-2 NH CH.CH, CHs Bnz (1-3-33a-2)
A-2 NH CH-CH, CH; CH-CH.0CH, (1-3-34a-2)
A-2 NH CH.CH. Et Et (1-3-35a-2)
A-2 NH CH: (CH.) .CH, CH; CHs (1-3-36a-2)
A-2 NH CH: (CH.) .CH, CH; Et (1-3-37a-2)
A-2 NH CH: (CH.) .CH, CH; Pr (1-3-38a-2)
A-2 NH CH: (CH.) .CH, CH; Bu (1-3-39a-2)
A-2 NH CH: (CH.) .CH, CH; Bnz (1-3-40a-2)
A-2 NH CH: (CH.) .CH, CH; CH-CH.0CH, (1-3-41a-2)
A-2 NH CH: (CH.) .CH, Et Et (1-3-42a-2)
A-6 NH CH» CHs CH; (1-3-22a-6)
A-6 NH CH» CHs Et (1-3-23a-6)
A-6 NH CH» CHs Pr (1-3-24a-6)
A-6 NH CH» CHs Bu (1-3-25a-6)
A-6 NH CH» CHs Bnz (1-3-26a-6)
A-6 NH CH» CHs CH.CH:0CH; (1-3-27a-6)
A-6 NH CH» Et Et (1-3-28a-6)

A-6 NI CH-CHs CHs CHs (1-3-29a-6)
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[0164] A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6
A-6

[0165]

NH
NI
NI
NI
NI
NI
NH
NH
NH
NH
NH
NH
NH

CH.CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
CH,CH,
, (CH.) .
» (CHy) ,CH
» (CHy) ,CH
» (CH) ,CH.
CH. (CH,) (CH
CH; (CH,) 4CHz
CH; (CH,) 4CHz

¥ 1CH3

CH
CH
CH
CH

65

CH;
CH,
CH,
CH,
CH,
Et

CH;
CH;
CH;
CH;
CH,
CH;
Et

Et

Pr

Bu

Bnz
CH-CH,0CH;
Et

CH

Et

Pr

Bu

Bnz
CH2CH,0CH;
Et

PCT/JP2022/029390

(1-3-30a-6)
(1-3-31a-6
(1-3-32a-6
(1-3-33a-6
(1-3-34a-6
(1-3-35a-6
(1-3-36a—6
(1-3-37a6
(1-3-38a—6
(1-3-39a6
(1-3-40a—6
(1-3-41a-6)
(1-3-42a-6)

)
)
)
)
)
)
)
)
)
)
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[1£55]
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A X(RH" R R R

A-2 N(CH;) CH. CH, CH; (1-3-22b-2)
A-2 N(CH:) CH» CH, Et (1-3-23b-2)
A-2 N(CH;) CH. CH, ‘Pr (1-3-24b-2)
A-2 N(CH;) CH. CH; Bu (1-3-25b—2)
A-2 N(CH;) CH. CH, Bnz (1-3-26b-2)
A-2 N(CH:) CH» CH, CH.CH,0CH;  (1-3-27b-2)
A-2 N(CH;) CH. Et Et (1-3-28b-2)
A-2 N(CH;) CH.CH, CH CH; (1-3-29b-2)
A-2 N(CHs) CH:CH: CH, Et (1-3-30b-2)
A-2 N(CH;) CH:CH: CH, Pr (1-3-31b-2)
A-2 N(CH;) CH.CH, CH, Bu (1-3-32b-2)
A-2 N(CHs)  CH.CH, CH Bnz (1-3-33b-2)
A-2 N(CH;) CH.CH: CHy CH.CH,0CH; ~ (1-3-34b-2)
A-2 N(CH:) CH:CH: Et Et (1-3-35b-2)
A-2 N(CH;) CH,(CH,) 4CH, CH, CH, (1-3-36b-2)
A-2 N(CH;)  CH.(CHy) 4CH, CHs Et (1-3-37b-2)
A-2 N(CH;)  CH,(CH,) ,CH, CH; 'Pr (1-3-38b-2)
A-2 N(CHs) CH.(CH.),CH, CH, Bu (1-3-39b-2)
A-2 N(CH;)  CH.(CH.)4CH. CH, Bnz (1-3-40b-2)
A-2 N(CHs)  CH,(CHy) 4CH, CH, CH.CH.0CH;  (1-3-41b-2)
A-2 N(CH;)  CH.(CH,) {CH, Et Et (1-3-42b-2)
A6 N(CH;) CH. CH CH; (1-3-22b-6)
A-6 N(CH;) CH. CH, Et (1-3-23b-6)
A-6 N(CH:) CH» CH, ‘Pr (1-3-24h-6)
A-6 N(CH;) CH. CH, Bu (1-3-25b—6)
A-6 N(CH;) CH. CH; Bnz (1-3-26b-6)
A-6 N(CH;) CH. CH, CH.CH,0CH; ~ (1-3-27b-6)
A-6 N(CH:) CH» Et Et (1-3-28b-6)
A-6 N(CH;) CH.CH, CH, CH, (1-3-29b-6)
A6 N(CHs)  CH.CH, CH; Et (1-3-30b—6)
A-6 N(CH;) CH.CH: CH; 'Pr (1-3-31b-6)
A-6 N(CH;) CH:CH: CH, Bu (1-3-32b-6)
A-6 N(CH;) CH.CH, CH, Bnz (1-3-33b—6)
A-6 N(CH;) CH.CH, CH, CH.CH,0CH;  (1-3-34b-6)
A-6 N(CH;) CH.CH, Et Et (1-3-35b—6)
A-6 N(CHs) CH.(CH.),CH, CH, CH, (1-3-36b-6)

A-6 N(CHs;)  CH:(CH.)4CH; CHs Et (1-3-37h-6)
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[0166] -6  N(CH) CH.(CH.).CH; CHs Pr (1-3-38b-6)
A-6 N(CH;) CH(CHo),CH. CH, Bu (1-3-39b-6)
A-6 N(CHy) CHy(CH.) (CH CH; Bnz (1-3-40b—6)
A-6 N(CHy) CHy(CH.) (CH CH; CH:CH:0CH;  (1-3-41b-6)
A-6  N(CH;) CH.(CH,) CH, Et Et (1-3-42b-6)

[0167] [{t56]
A XRH* R R’ R
A-2 0 CH. CHs CH, (1-3-22¢-2)
A-2 0 CH. CHs Et (1-3-23¢-2)
A-2 0 CH. CHs Pr (1-3-24¢-2)
A-2 0 CH. CHs Bu (1-3-25¢-2)
A-2 0 CH. CHs Bnz (1-3-26¢-2)
A-2 0 CH. CHs CHCH:OCH,  (1-3-27c¢-2)
A-2 0 CH. Et Et (1-3-28¢-2)
A-2 0 CH:CH: CH, CHs (1-3-29¢-2)
A-2 0 CH:CH: CH, Et (1-3-30c-2)
A-2 0 CH.CH. CH; ‘Pr (1-3-31c-2)
A-2 0 CHoCH. CH; Bu (1-3-32¢-2)
A-2 0 CHoCH. CH; Bnz (1-3-33¢-2)
A-2 0 CHoCH. CH; CH:CH:O0CH;  (1-3-34c-2)
A-2 0 CHoCH. Et Et (1-3-35¢-2)
A-2 0 CH, (CH) .CH, CH; CH; (1-3-36¢-2)
A-2 0 CH. (CHy) .CH, CH; Et (1-3-37¢-2)
A-2 0 CH. (CHy) .CH, CH; pr (1-3-38¢-2)
A-2 0 CH. (CHy) .CH, CH; Bu (1-3-39¢-2)
A-2 0 CH. (CHy) .CH, CH; Bnz (1-3-40c-2)
A-2 0 CH. (CHy) .CH, CH; CH:CH:0CH;  (1-3-41c-2)
A-2 0 CH. (CHy) .CH, Et Et (1-3-42¢-2)
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A XRH" R R RY

A-6 0 CHo CH; CH; (1-3-22¢-6)
A-6 0 CHo CH; Et (1-3-23¢-6)
A-6 0 CHo CH; 'Pr (1-3-24c-6)
A-6 0 CHo CH; Bu (1-3-25¢-6)
A-6 0 CHo CH; Bnz (1-3-26c-6)
A6 0 CH. CH; CH.CH,OCH; ~ (1-3-27¢—6)
A-6 0 CHo Et Et (1-3-28c-6)
A-6 0 CH,CH. CH; CH; (1-3-29¢-6)
A-6 0 CH,CH. CH; Et (1-3-30c—6)
A-6 0 CH,CH. CH; 'Pr (1-3-31c-6)
A-6 0 CH,CH. CH; Bu (1-3-32¢-6)
A-6 0 CH,CH. CH; Bnz (1-3-33¢—6)
A6 0 CH,CH. CH; CH.CH,OCH;  (1-3-34c—6)
A-6 0 CH,CH. Et Et (1-3-35¢-6)
A-6 0 CH: (CH,) 4CH, CH; CH; (1-3-36c-6)
A-6 0 CH. (CHs) ,CH: CH; Et (1-3-37¢-6)
A-6 0 CH. (CHs) ,CH: CH; ‘Pr (1-3-38¢c-6)
A-6 0 CH. (CHs) ,CH: CH; Bu (1-3-39¢-6)
A-6 0 CH. (CHs) ,CH: CH; Bnz (1-3-40c-6)
A-6 0 CH. (CHs) ,CH: CH; CH:CH.0CH;  (1-3-41c¢-6)
A-6 0 CH. (CHs) ,CH: Et Et (1-3-42¢-6)
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Q 2
A QJLX”R\ﬂ4“N/Rm
(RN? =/ ,
?71/
(A-6)

N TN NY, (A-2) o
A X@RH* R R
A-2 NH CH» CH, (1-3-43a-2)
A-2 NH CH» Et (1-3-44a-2)
A-2 NH CH» Pr (1-3-45a-2)
A-2 NH CH» Bu (1-3-46a-2)
A-2 NH CH,CH. CH, (1-3-47a-2)
A-2 NH CH,CH. Et (1-3-48a-2)
A-2 NH CH,CH. Pr (1-3-49a-2)
A-2 NH CH,CH. Bu (1-3-50a-2)
A=2 NH CH: (CHz) +CH- CH, (1-3-51a-2)
A=2 NH CH: (CHz) +CH- Et (1-3-52a-2)
A=2 NH CH: (CHz) +CH- Pr (1-3-53a-2)
A-2 NH CH, (CH,) +CH. Bu (1-3-54a-2)
A-6 NH CH» CH, (1-3-43a-6)
A-6 NH CH» Et (1-3-44a-6)
A-6 NH CH» Pr (1-3-45a-6)
A-6 NH CH» Bu (1-3-46a-6)
A-6 NH CH,CH. CH, (1-3-47a-6)
A-6 NH CH,CH. Et (1-3-48a-6)
A-6 NH CH,CH. Pr (1-3-49a-6)
A-6 NH CH,CH. Bu (1-3-50a-6)
A-6 NH CH; (CH2) «CH. CH, (1-3-51a-6)
A-6 NH CH; (CH2) «CH. Et (1-3-52a-6)
A-6 NH CH; (CH2) «CH. Pr (1-3-53a-6)
A-6 NH CH; (CH2) «CH. Bu (1-3-54a-6)
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A X(RH* R RY

A-2 N(CH) CH- CH, (1-3-43b-2)
A-2 N(CH) CH- Et (1-3-44b-2)
A-2 N(CH) CH- Pr (1-3-45b-2)
A-2 N(CH) CH- Bu (1-3-46b-2)
A-2 N(CH;)  CH.CH. CH, (1-3-47b-2)
A-2 N(CH;)  CH.CH. Et (1-3-48b-2)
A-2 N(CH;)  CH.CH. Pr (1-3-49b-2)
A-2 N(CH;)  CH.CH. Bu (1-3-50b-2)
A-2 N(CH)  CH,(CH.) ,CH. CH, (1-3-51b-2)
A-2 N(CH)  CH,(CH.) ,CH. Et (1-3-52b-2)
A-2 N(CH)  CH,(CH.) ,CH. Pr (1-3-53b-2)
A-2 N(CH)  CH,(CH.) ,CH. Bu (1-3-54b-2)
A6 N(CH;) CH» CH, (1-3-43b-6)
A6 N(CH;) CH» Et (1-3-44b-6)
A-6 N(CH;) CH- Pr (1-3-45b-6)
A-6 N(CH) CH- Bu (1-3-46b—6)
A-6 N(CH;)  CH.CH. CH, (1-3-47b—6)
A-6 N(CH;)  CH.CH. Et (1-3-48b—6)
A-6 N(CH;)  CH.CH. Pr (1-3-49b-6)
A-6 N(CH;)  CH.CH. Bu (1-3-50b—6)
A-6 N(CH)  CH,(CH.) ,CH. CH, (1-3-51b—6)
A-6 N(CH)  CH,(CH.) ,CH. Et (1-3-52b—6)
A-6 N(CH)  CH,(CH.) ,CH. Pr (1-3-53b—6)
A-6 N(CH)  CH,(CH.) ,CH. Bu (1-3-54b—6)
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A XRH" R R

A-2 0 CH. CHs (1-3-43c-2)
A-2 0 CHs Et (1-3-44c-2)
A-2 0 CHs Pr (1-3-45¢c-2)
A-2 0 CHs Bu (1-3-46c-2)
A-2 0 CH.CH, CHs (1-3-47¢-2)
A-2 0 CH.CH; Et (1-3-48¢-2)
A-2 0 CH.CH; Pr (1-3-49¢-2)
A-2 0 CH.CH; Bu (1-3-50c-2)
A-2 0 CH. (CH) ,CH. CH; (1-3-51c-2)
A-2 0 CH. (CHy) .CH, Et (1-3-52¢-2)
A-2 0 CH. (CHy) .CH, Pr (1-3-53¢-2)
A-2 0 CH. (CHy) .CH, Bu (1-3-54¢-2)
A-6 0 CH. CHs (1-3-43c—6)
A6 0 CH, Et (1-3-44c-6)
A6 0 CHs Pr (1-3-45¢-6)
A-6 0 CHs Bu (1-3-46c-6)
A-6 0 CH.CH, CHs (1-3-47c—6)
A-6 0 CH.CH; Et (1-3-48¢c-6)
A-6 0 CH.CH; Pr (1-3-49¢-6)
A-6 0 CH.CH; Bu (1-3-50c—6)
A-6 0 CH. (CH) ,CH. CH; (1-3-51c—6)
A-6 0 CH. (CHy) .CH, Et (1-3-52¢-6)
A-6 0 CH. (CHy) .CH, Pr (1-3-53¢-6)
A-6 0 CH. (CHy) .CH, Bu (1-3-54c-6)
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0 3
A &)J\g(’ z\ziR“
(R)? R® s
o
|
H R H
FR-/NTNTN\RFH R = o~y (A-14)
O O

A X@RH" R R* R* R?
A-14 NH CH, CH; CH; CH; (1-2-1a-14)
A-14 NH CH, CH; CH; Et (1-2-2a-14)
A-14 NH CH, CH; CH; 'Pr (1-2-3a-14)
A-14 NH CH, CH; CH; Bu (1-2-4a-14)
A-14 NH CH, CH, CH, Bnz (1-2-ba-14)
A-14 NH CH, CH; Et Et (1-2-6a-14)
A-14 NH CH, CH, CH,CH,0CH;  CH.CH,0CH, (1-2-7a—14)
A-14 NH CH, CH; Pr Bu (1-2-8a-14)
A-14 NH CH, Et Et Et (1-2-9a-14)
A-14 NH CH, Pr Pr ‘Pr (1-2-10a-14)
A-14 NH CH, Bu Bu Bu (1-2-11a-14)
A-14 NH CH.CH.CH. CH; CH; CH; (1-2-12a-14)
A-14 NH CH.CH.CH, CH, CH, Et (1-2-13a-14)
A-14 NH CH.CH.CH, CH, CH, ‘Pr (1-2-14a-14)
A-14 NH CH.CH.CH, CH, CH, Bu (1-2-15a-14)
A-14 NH CH.CH.CH, CH, CH, Bnz (1-2-16a-14)
A-14 NH CH.CH.CH, CH, Et Et (1-2-17a-14)
A-14 NH CH.CH.CH, CH, CH:.CH-0CH;  CH.CH.OCH;  (1-2-18a-14)
A-14 NH CH.CH.CH, CH, Pr Bu (1-2-19a-14)
A-14 NH CH.CH.CH, Et Et Et (1-2-20a-14)
A-14 NH CH.CH.CH, ‘Pr ‘Pr ‘Pr (1-2-21a-14)
A-14 NH CH.CH.CH, Bu Bu Bu (1-2-22a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH, CH, (1-2-23a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH, Et (1-2-24a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH, Pr (1-2-25a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH, Bu (1-2-26a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH, Bnz (1-2-27a-14)
A-14 NH CH; (CH:) 4CH.  CHj Et Et (1-2-28a-14)
A-14 NH CH; (CH:) 4CH.  CHj CH:.CH-0CH;  CH.CH.OCH;  (1-2-29a-14)
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[0174]

A-14
A-14
A-14
A-14

NH
NH
NH
NH

CH, (CH.) 4«CH,
CH, (CH.) 4«CH,
CH, (CH.) 4«CH,
CH, (CH.) 4«CH,

CHy
Et

Bu

75

Pr
Et

Bu

Bu
Et
Pr
Bu
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(1-2-30a-14)
(1-2-31a-14)
(1-2-32a-14)
(1-2-33a-14)
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A X(RH" R R? R* R
A-14 N(CH3) CH, CH; CH; CH; (1-2-1b-14)
A-14 N(CH3) CH. CH CH; Et (1-2-2b-14)
A-14 N(CH3) CH. CH CH; Pr (1-2-3b-14)
A-14 N(CH3) CH. CH CH; Bu (1-2-4b-14)
A-14 N(CH3) CH. CH CH; Bnz (1-2-5b-14)
A-14 N(CH3) CH. CH Et Et (1-2-6b-14)
A-14 N(CH3) CH. CH CH.CH;0CH; CH,CH,OCH; (1-2-7h—14)
A-14 N(CH3) CH. CH Pr Bu (1-2-8b-14)
A-14 N(CH3) CH. Et Et Et (1-2-9b-14)
A-14 N(CH3) CH. Pr Pr Pr (1-2-10b—14)
A-14 N(CH3) CH. Bu Bu Bu (1-2-11b-14)
A-14  N(CH3) CH.CH.CH, CH; CH; CH; (1-2-12b-14)
A-14  N(CH3) CH.CH.CH, CH; CH; Et (1-2-13b-14)
A-14  N(CH3) CH.CH.CH, CH; CH; Pr (1-2-14b-14)
A-14 N(CH3) CH-CH.CH. CH, CH, Bu (1-2-15b-14)
A-14 N(CH3) CH:CH.CH. CH, CH, Bnz (1-2-16b-14)
A-14 N(CH3) CH:CH.CH. CH, Et Et (1-2-17b-14)
A-14 N(CH3) CH:CH.CH. CH, CH.CH,0CH;  CH.CH,OCH,  (1-2-18b-14)
A-14 N(CH3) CH:CH.CH. CH, Pr Bu (1-2-19b-14)
A-14 N(CH3) CH:CH.CH. Et Et Et (1-2-20b-14)
A-14 N(CH3) CH:CH.CH. Pr iPr Pr (1-2-21b-14)
A-14 N(CH3) CH:CH.CH. Bu Bu Bu (1-2-22b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH, CH, (1-2-23b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH, Et (1-2-24b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH, Pr (1-2-25b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH, Bu (1-2-26b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH, Bnz (1-2-27b-14)
A-14 N(CH3) CH:(CH.).CH., CH, Et Et (1-2-28b-14)
A-14 N(CH3) CH:(CH.).CH., CH, CH.CH,0CH;  CH.CH,OCH,  (1-2-29b-14)
A-14 N(CH3) CH:(CH.).CH., CH, Pr Bu (1-2-30b-14)
A-14 N(CH3) CH.(CH»).CH, Et Et Et (1-2-31b-14)
A-14 N(CH3) CH.(CH»).CH, ‘Pr iPr Pr (1-2-32b-14)
A-14 N(CH3) CH.(CH»).CH, Bu Bu Bu (1-2-33b-14)
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A X(RH* R R® R? R®

A-14 0 CH CHs CHy CH; (1-2-1c-14)
A-14 0 CH CHs CHy Et (1-2-2¢-14)
A-14 0 CH CHs CHy 'Pr (1-2-3c-14)
A-14 0 CH CHs CHy Bu (1-2-4c-14)
A-14 0 CH CHs CHy Bnz (1-2-5¢-14)
A-14 0 CH CHs Et Et (1-2-6¢-14)
A-14 0 CH CHs CH.CH,0CH;  CHCH.OCH;  (1-2-7c¢c-14)
A-14 0 CH CHs Pr Bu (1-2-8c-14)
A-14 0 CH Et Et Et (1-2-9¢-14)
A-14 0 CHe 'Pr 'Pr 'Pr (1-2-10c-14)
A-14 0 CH Bu Bu Bu (1-2-11c-14)
A-14 0 CHoCH,CH; CHs CHy CH; (1-2-12¢-14)
A-14 0 CHoCH,CH; CHs CHy Et (1-2-13c-14)
A-14 0 CHoCH,CH; CHs CHy 'Pr (1-2-14c-14)
A-14 0 CH.CH2CH; CH; CH; Bu (1-2-15¢-14)
A-14 0 CH.CH2CH; CHs CHs Bnz (1-2-16¢c-14)
A-14 0 CH.CH2CH; CHs Et Et (1-2-17c-14)
A-14 0 CH.CH2CH; CHs CH:CH:0CHs  CH2CH,OCH;  (1-2-18c-14)
A-14 0 CH.CH2CH; CHs Pr Bu (1-2-19¢-14)
A-14 0 CH.CH2CH; Et Et Et (1-2-20c-14)
A-14 0 CH.CH2CH; ‘Pr ‘Pr Pr (1-2-21c-14)
A-14 0 CH.CH2CH; Bu Bu Bu (1-2-22¢-14)
A-14 0 CHy (CHs) 4CHy  CH; CHs CHs (1-2-23c-14)
A-14 0 CHy (CHs) 4CHy  CH; CHs Et (1-2-24c-14)
A-14 0 CHy (CHs) 4CHy  CH; CHs Pr (1-2-25¢-14)
A-14 0 CHy (CHs) 4CHy  CH; CHs Bu (1-2-26¢-14)
A-14 0 CHy (CHs) 4CHy  CH; CHs Bnz (1-2-27c-14)
A-14 0 CHy (CHs) 4CHy  CH; Et Et (1-2-28¢-14)
A-14 0 CHy (CHs) 4CHy  CH; CH:CH:0CHs  CH2CH,OCH;  (1-2-29¢-14)
A-14 0 CHy (CHs) 4CHy  CH; Pr Bu (1-2-30c-14)
A-14 0 CHy(CHy) 4CH:  Et Et Et (1-2-31c-14)
A-14 0 CHo (CHz) 4CH;  'Pr ‘Pr Pr (1-2-32¢~-14)
A-14 0 CHy (CHy) 4CH;  Bu Bu Bu (1-2-33¢c-14)

[0176] WA A e (1) &LT HFELLRF (1-2—-1Ta—-1) ~ (1
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[0177]

[0178]

[0179]

[0180]

[0181]

[0182]

—2-33a-1), (1=2—=1b—=1) ~(1—=2-33b—-1) ., (
1—-2—-1c—1) ~(1-2-33c—1)., (1-2-1a—-2) ~ (
1-2-33a—-2), (1-2-1b—-2) ~(1-2-33b—-2),
(1-2—-1¢—-2) ~(1-2-33¢c—-2), (1—-2—-1a—86) ~
(1-2—-33a-6)., (1-2—-1b—-6) ~(1—2—-33b—6)
. (1-2-1¢-6) ~(1-2-3833¢c—6), (1—-2—-1a—-14
) ~(1—2-33a—-14)., (1-2-1b—-14) ~(1-2-33
b—14)., (1-2-1¢—-14) ~(1-2-33c—14) TKRIh
EMTHY . HICHFLLE (1-2-12a—-1), (1—-2-12
a—2) TRINBLEDTH S,

M eaY (1) OREFEE LT AR X (8) TRIN
ILEMERERTHEAT 2HEN/BTOND (BREHET)

[1£64]

(®)

(X, RT BAKRFEFXIIEHRE L FEBROKILKFZEZRT, R,
R2, A, a. XRUB'IRIEBICERINDBEY THD, )
BIERETICDWTERET 2,

RitlE. BE. OCHLBEDHET ZRETITO>IENTES, BE.
OCHLAEDRET Z2RETITOCENTES, RINEEIX. 20T~ 1
EOCHIFELL., 40C~150CHLYIFFELL, 40CT~120CH
ILIHFFELWVL, R (8) A, X=BREFLRZELEVOHRE. RINEE
i, 20~60CHIFE L\,

REEEIF. B8, 1~20BETHY. FELLIFT~1 0RETHS

BEELTIE, TSROy, BEBITFIL, PERZMYII, ML
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[0183]

[0184]

[0185]

[0186]
[0187]

[0188]

[0189]

[0190]

IV, PR, A9/ —LRBRENBIFOND, BEOEREE LTI (
8) TRINZLEMIEEITICH LT, BE1 0 0HEIUT. FFHLL
0. 1 ~50EEITHD, BEIEIMNEILIRUTC2BULERS L TER
TH5IEHTED,
AFRBOBSAETICEWT, BBEIHELT, BR, 7LIv, AN DA
EORIGICEEESZBRVWREEARFESI T TRIGIETE LU,
BoNEEA A EW (1) 1F. BiE BRESASOBRICHVER
THIENTES,

BEHE1 TERAT AR (8) TRINDIEEWIE. L&A FRROA
FICKYBELEZEDEFERLTERL,

FEA: (IRR1) RV (IR2) 280 H%
[1£65]
0
! 3
R\OXO,R (7a)
or
frcol i 1w
R? A-tNCO|  (5) @ R\ RT (70) R
HX/\\WX NI N)LX,,R\B1X 0" o - AN ﬁa B!
(R Ho gy R
®) " RCO5
() ° n
4) ®
(1) (T 2)

(XA, BT xiEFER (10) XETEX (11) TRINWZETHS, B!
“BTFER (10) TRINZEDFE, X (7a) TRINZREBIRTI
taMEFERL, B2 FER (11) THRINZEDHSE, X (7b) T
RINDZRBIATIEENZFERT S, RT BKREFITEBRE LG
EEHOKIEKRE, R3XIFR7%Z5R7, R'. R2, R3, R7, B'| A a
« XRUnZRIBICEEZEINSBY TH B, )

(T#1) KX (4) TRINZELEWER (5) TRINZA VY TR—b
EEMERIBIETZIEICLYR (6) TRINZLEMERS,

(Tf22) X (6) THRINZEEMERX (7 a) XIER (7b) THRIN
DZRBIRATIVEEYMERIEIEZEICLYR (8) TRINZILEMT
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Ho>T. A (8) IKBWTR' HRIXEFERTTHBILEW (LT, bEW (
8b’ ) &EWD) ZR/BBIENTES, {bEW (8b7 ) X (8) TRT
haEMTH>T, X (8) ITBEVWTR’ HEHE L K IFEBHODRILK
RETHZLEYW LUT. bE®W (8b) &) IKBEBIN D,
#x (10)

[0191] [1866]

-—Y-R*  (10)
R5
[0192] (Kb, YRERRFXIEY VRFERT. RORCROFFRBICESEIND
EY TH D, )
® (11)

[0193] [1t67]

Z R8
RS ng// (11)

R

[0194] (XA, ZREBRREFXIE) VETF%EZTRT, R6, RERUVRUIFIRBICERS
h3@ Y THs, )

[0195]  (I#E1) IKDWTEREAT %,

[0196] =X (4) THRINZELEMWERX (5) TRINDZM VI T7R—MEDE
REIEZZEICELYRK (6) TRINDILYVIEEYMXIET L 7ILEY
/DB ENTED,

[0197] MTICK (4) TRINBZELEMOERFOZRT, L. AFEBRIEIN
SICBREINZHDTIEEAW, TREAKFIF, EtIZTFILE, Prid7o
EILE, Prid4v7OELE, Buld7FILE, Bn ziEgRVIILEER
E
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82
2
H., R
Y
(R1 )a R5
X (R1> a R2 R4 R’%
NH CH, CH; CH; (4-2-1a)
NH CH, CH; Et (4-2-2a)
NH CH, CH; ‘Pr (4-2-3a)
NH CH, CH; Bu (4-2-4a)
NH CH, CH; Bnz (4-2-5a)
NH CH, Et Et (4-2-6a)
NH CH, CH,CH.QCH; CH,CH.OCH; (4-2-7a)
NH CH, Pr Bu (4-2-8a)
NH CH, Et Et (4-2-9a)
NH CH, 'Pr ‘Pr (4-2-10a)
NH CH, Bu Bu (4-2-11a)
NH CH.CH-CH. CH; CH; (4-2-12a)
NH CH.CH-CH. CH; Et (4-2-13a)
NH CH.CH-CH. CH; Pr (4-2-14a)
NH CH.CH-CH. CH; Bu (4-2-15a)
NH CH.CH-CH. CH; Bnz (4-2-16a)
NH CH.CH-CH. Et Et (4-2-17a)
NH CH.CH.CH. CH,CH.QCH; CH,CH.OCH; (4-2-18a)
NH CH.CH.CH. Pr Bu (4-2-19a)
NH CH.CH.CH. Et Et (4-2-20a)
NH CH.CH.CH. 'Pr ‘Pr (4-2-21a)
NH CH.CH.CH. Bu Bu (4-2-22a)
NH CH:. (CHs) «CH.  CHs CH; (4-2-23a)
NH CH:. (CHs) «CH.  CHs Et (4-2-24a)
NH CH:. (CHs) «CH.  CHs ‘Pr (4-2-25a)
NH CH:. (CHs) «CH.  CHs Bu (4-2-26a)
NH CH:. (CHs) «CH.  CHs Bnz (4-2-27a)
NH CH.(CH») «CH,  Et Et (4-2-28a)
NH CH. (CHs) 4CH:  CH.CH.0CH;  CH.CH,OCH, (4-2-29a)
NH CH.(CH:) «CH,  Pr Bu (4-2-30a)
NH CH.(CH») «CH,  Et Et (4-2-31a)
NH CH. (CH:) 4CHs ‘Pr ‘Pr (4-2-32a)
NH CH.(CHs) «CH:  Bu Bu (4-2-33a)
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X(@RH" R* R? R
N (CHs) CH, CHs CH; (4-2-1b)
N (CHs) CH, CHs Et (4-2-2b)
N (CHs) CH, CHs Pr (4-2-3b)
N (CHs) CH, CHs Bu (4-2-4b)
N (CHs) CH, CHs Bnz (4-2-5b)
N (CH;) CH; Et Et (4-2-6b)
N (CH;) CH; CH;CH,OCH CH.CH,OCH;  (4-2-Thb)
N (CH;) CH; Pr Bu (4-2-8b)
N(CHz) CH: Et Et (4-2-9b)
N (CHs) CH. 'Pr Pr (4-2-10h)
N{(CH;) CH, Bu Bu (4-2-11b)
N(CHy) CH:CH-CH, CH, CH; (4-2-12b)
N(CHy) CH:CH-CH, CH, Et (4-2-13b)
N(CHy) CH:CH-CH, CH, ‘Pr (4-2-14b)
N(CHy) CH:CH-CH, CH, Bu (4-2-15b)
N(CHy) CH:CH-CH, CH, Bnz (4-2-16b)
N(CHy) CH:CH-CH, Et Et (4-2-17b)
N(CHy) CH:CH-CH, CH:CH-0CH CH.CH,OCH;  (4-2-18b)
N(CHy) CH:CH-CH, Pr Bu (4-2-19b)
N(CHy) CH:CH-CH, Et Et (4-2-20b)
N(CH) CH.CH.CH, Pr ‘Pr (4-2-21b)
N(CHy) CH:CH-CH, Bu Bu (4-2-22b)
N (CHs) CH,(CH,) ,CH.  CHs CH; (4-2-23b)
N (CHs) CH,(CH,) ,CH.  CHs Et (4-2-24b)
N (CHs) CH,(CH,) ,CH.  CHs Pr (4-2-25b)
N (CHs) CH,(CH,) ,CH.  CHs Bu (4-2-26b)
N (CHs) CH,(CH,) ,CH.  CHs Bnz (4-2-27b)
N (CHs) CH,(CH,) .CH,  Et Et (4-2-28b)
N (CHs) CH,(CH,) ,CH:  CH;CH.OCH;  CH.CH.OCH;  (4-2-29b)
N (CHs) CH,(CH,) ,CH, Pr Bu (4-2-30b)
N(CHz) CH: (CHz2)«CH;  Et Et (4-2-31b)
N (CHs) CH.(CHy) (CH,  'Pr Pr (4-2-32b)
N (CHs) CH.(CHy) ,CH,  Bu Bu (4-2-33b)
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X(RH*® R* R R®

0 CH, CH, CH; (4-2-1c)
0 CH, CH, Et (4-2-2¢)
0 CH, CH; Pr (4-2-3c)
0 CH, CH, Bu (4-2-4c)
0 CH, CH; Bnz (4-2-5¢)
0 CH, Et Et (4-2-6¢)
0 CH. CH,CH,OCH, CH.CH,OCH;  (4-2-Tc¢)
0 CH, Pr Bu (4-2-8¢)
0 CH, Et Et (4-2-9¢)
0 CH. Pr Pr (4-2-10c)
0 CH, Bu Bu (4-2-11c)
0 CH.CH.CH. CH, CH, (4-2-12¢)
0 CH,CH.CH: CH; Et (4-2-13c)
0 CH,CH.CH. CH, ‘Pr (4-2-14c)
0 CH2CH,CH, CH; Bu (4-2-15¢)
0 CH,CH.CH. CH, Bnz (4-2-16¢)
0 CH.CH.CH, Et Et (4-2-17¢)
0 CH,CH,CH, CH.CH,OCH; CH,CH,0CH; ~ (4-2-18¢)
0 CH.CH.CH. Pr Bu (4-2-19¢)
0 CH,CH.CH. Et Et (4-2-20c)
0 CH,CH.CH. iPr Pr (4-2-21c)
0 CH2CH,CH, Bu Bu (4-2-22¢)
0 CH,(CHy) ,CH:  CH, CHs (4-2-23c)
0 CH, (CH) «CH,  CH; Et (4-2-24c¢)
0 CH,(CH.) ,CH,  CH, ‘Pr (4-2-25¢)
0 CHy (CH.) «CH.  CHy Bu (4-2-26¢)
0 CH,(CHy) «CH.  CHs Bnz (4-2-27¢)
0 CH. (CH») CH.  Et Et (4-2-28c)
0 CH, (CHy) 4CH.  CH,CH,OCH, CH.CH.O0CH;  (4-2-29c¢)
0 CH,(CH.) ,CH,  Pr Bu (4-2-30c)
0 CH, (CH») «CH,  Et Et (4-2-31c¢)
0 CH.(CH.) ,CH,  'Pr ‘Pr (4-2-32¢)
0 CH:(CH.) «CH.  Bu Bu (4-2-33c)

[0201]
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[0202] X. a. R', R2, R'OIFFIBICEREIND &EHBYTHD, IFFE LI X
(R") 2l&. NHXIEN (CHj;) THY., R2lE, CH,, CH,CH,, C
H, (CH,) ;,XIEZCH,T®HY, Riolk. CHs, Et, iPr, Bu, Bn
z, XIZCH,CH,OCH;T#%3,
[0203] [1£72]
R0
[0204] X. a. R'. R2, R'OHIBICERIND EBYTHZH, FELIEK, X
(R") 2id. NHXIEN (CH3) owdFhnThY., R2lk, CH,, CH,
CH,, CH,; (CH,) 4,CH,oWFhhTHY. R'OlF, CH,, Et, 'P
r, Bu, Bnz, CH,CH,OCH;OWFNhHTH3,
[0205] X (4) THRINZELEWMELT. FELLLIF (4—2—-1a) ~ (4—
2—33a)., (4—-2—-1b) ~(4—2—-33b)., (4—2—-1¢c)
~ (4—2—-33c) TRINDZELEMTHY., FHIIFFELLIF (4—2—
12a) ThHd,
[0206] LATICR (5) TRINBA VI T7R—MNMEMOERIZTRT, L
 AEBIRINSICREINS ED T,
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FLLWE (B—=1)., (6—2)., (5—14) Th3,
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SICBREINZHDTIEEAW, TREAKFIF, EtIZTFILE, Prid7o
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XRH* R R* R®
NH CH, CHs CH, (6-2-1a-1)
NH CH, CHs Et (6-2-2a-1)
NH CH, CHy Pr (6-2-3a-1)
NH CH, CHy Bu (6-2-4a-1)
NH CH: CH; Bnz (6-2-5a-1)
NH CH, Et Et (6-2-6a-1)
NH CH, CH:CH.OCH,  CH.CH.OCH,  (6-2-Ta-1)
NH CH, Pr Bu (6-2-8a-1)
NH CH, Et Et (6-2-9a-1)
NH CH, ‘Pr Pr (6-2-10a-1)
NH CH, Bu Bu (6-2-11a-1)
NH CH.CH.CH, CH, CH, (6-2-12a-1)
NH CH.CH.CH, CH, Et (6-2-13a-1)
NH CH.CH.CH, CH, ‘Pr (6-2-14a-1)
NH CH.CH.CH, CH, Bu (6-2-15a-1)
NH CH.CH.CH, CH, Bnz (6-2-16a-1)
NH CH.CH.CH, Et Et (6-2-17a-1)
NH CH.CH.CH, CH.CH.OCH; ~ CH.CH.OCH;  (6-2-18a-1)
NH CH.CH.CH, Pr Bu (6-2-19a-1)
NH CH.CH.CH, Et Et (6-2-20a-1)
NH CH.CH.CH, iPr ‘Pr (6-2-21a-1)
NH CH.CH.CH, Bu Bu (6-2-22a-1)
NH CH,(CH.) 4CH:  CHs CH, (6-2-23a-1)
NH CH,(CH.) 4CH:  CHs Et (6-2-24a-1)
NH CH,(CH.) 4CH:  CHs ipr (6-2-25a-1)
NH CH,(CH.) 4CH:  CHs Bu (6-2-26a-1)
NH CH,(CH.) 4CH:  CHs Bnz (6-2-27a-1)
NH CH,(CH.) .CH.  Et Et (6-2-28a-1)
NH CH,(CHo) 4CH:  CH,CH.OCH;  CH:CH:OCH;  (6-2-29a-1)
NH CH,(CH) «CH,  Pr Bu (6-2-30a-1)
NH CH,(CH.) .CH.  Et Et (6-2-31a-1)
NH CH,(CH) «CH,  'Pr ipr (6-2-32a-1)
NH CH,(CH) «CH:  Bu Bu (6-2-33a-1)
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X®RH* R R* R?

N(CH;)  CH, CH; CH; (6-2-1b-1)
N(CH;)  CH, CH; Et (6-2-2b-1)
N(CH;)  CH, CH; Pr (6-2-3b-1)
N(CH;)  CH, CH; Bu (6-2-4b-1)
N(CH;)  CH, CH; Bnz (6-2-5b-1)
N(CH;)  CH, Et Et (6-2-6b-1)
N(CH;)  CH, CH.CH,0CH; CH,CH.0CH;  (6-2-7b-1)
N(CH;)  CH, Pr Bu (6-2-8b-1)
N(CH;)  CH, Et Et (6-2-9b-1)
N(CH;)  CH, Pr Pr (6-2-10b-1)
N(CH;)  CH, Bu Bu (6-2-11b-1)
N(CHz) CH2CH.CH; CHs CH; (6-2-12b-1)
N(CHz) CH2CH.CH; CHs Et (6-2-13b-1)
N(CHz) CH2CH.CH; CHs iPr (6-2-14b-1)
N(CH,) CH.CH,CH, CH; Bu (6-2-15b—1)
N(CH;)  CH.CH.CH, CH; Bnz (6-2-16b-1)
N(CH;)  CH.CH.CH, Et Et (6-2-17b-1)
N(CH;)  CH.CH.CH, CH.CH.0CH, CH,CH.OCH;  (6-2-18b-1)
N(CH;)  CH.CH.CH, Pr Bu (6-2-19b-1)
N(CH;)  CH.CH.CH, Et Et (6-2-20b-1)
N(CH;)  CH.CH.CH, Pr Pr (6-2-21b-1)
N(CH;)  CH.CH.CH, Bu Bu (6-2-22b-1)
N(CH;)  CH;(CH).CH.  CHs CH, (6-2-23b-1)
N(CH;)  CH;(CH).CH.  CHs Et (6-2-24b-1)
N(CH;)  CH;(CH).CH.  CHs Pr (6-2-25b-1)
N(CH;)  CH;(CH).CH.  CHs Bu (6-2-26b-1)
N(CH;)  CH;(CH).CH.  CHs Bnz (6-2-27b-1)
N(CHy)  CH:(CH))«CH.  Et Et (6-2-28b-1)
N(CHy)  CH:(CH»).CH.  CH:CH:OCH;  CH.CH.OCH, (6-2-29b-1)
N(CHy)  CH:(CH))«CH.  Pr Bu (6-2-30b-1)
N(CHy)  CH:(CH))«CH.  Et Et (6-2-31b-1)
N(CH»)  CH:(CH»)CH.  ‘Pr "Pr (6-2-32b-1)
N(CH;)  CH:(CH»)«CH.  Bu Bu (6-2-33b-1)
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X(RH" R R? R
0 CH. CH; CHs (6-2-1c-1)
0 CH. CH; Et (6-2-2c-1)
0 CH. CH; Pr (6-2-3c-1)
0 CH. CH; Bu (6-2-4c-1)
0 CH. CH; Bnz (6-2-5¢-1)
0 CH. Et Et (6-2-6c-1)
0 CH. CH.CH,OCH;  CH.CH,OCHy  (6-2-Tc-1)
0 CH. Pr Bu (6-2-8c-1)
0 CH. Et Et (6-2-9c-1)
0 CH. Pr Pr (6-2-10c-1)
0 CH. Bu Bu (6-2-11c-1)
0 CH2CH.CH CHy CH, (6-2-12c-1)
0 CH2CH.CH CHy Et (6-2-13c-1)
0 CH.CH,CH: CH; Pr (6-2-14c-1)
0 CH2CH.CH CHy Bu (6-2-15¢-1)
0 CH.CH,CH: CH; Bnz (6-2-16¢-1)
0 CH2CH.CH Et Et (6-2-17c-1)
0 CH2CH.CH CH.CH.OCH; ~ CH.CH.OCH;  (6-2-18c-1)
0 CH.CH,CH: Pr Bu (6-2-19¢-1)
0 CH2CH.CH Et Et (6-2-20c-1)
0 CH.CH,CH: ‘Pr Pr (6-2-21c-1)
0 CH.CH,CH: Bu Bu (6-2-22¢-1)
0 CH, (CH.) CH;  CH; CH, (6-2-23¢c-1)
0 CH, (CH.) CH;  CH; Et (6-2-24c-1)
0 CH, (CH.) CH;  CH; Pr (6-2-25c-1)
0 CH, (CH.) CH;  CH; Bu (6-2-26c-1)
0 CH, (CH.) CH;  CH; Bnz (6-2-27c-1)
0 CH,(CH) ,CH,  Et Et (6-2-28c-1)
0 CHy (CH.) ,CH;  CH.CH,OCH; CH:CH,OCH;  (6-2-29¢c-1)
0 CH,(CH) CH;  Pr Bu (6-2-30c-1)
0 CH,(CH) ,CH,  Et Et (6-2-31c-1)
0 CHy(CH) CH;  'Pr Pr (6-2-32¢c-1)
0 CHy(CH,) CH;  Bu Bu (6-2-33¢c-1)
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[0218] X, a, R'. R2, RIORPFIRBICEREIND EHYTHD, FF LK, X
(R1) 2id, NHXIEN (CH;) THY. R2lE, CH,, CH,CH,, X
iCH, (CH,) ,CH,T#&#Y, R CH;, Et, iPr, Bu, Bn
z, XIFCH,CH,0CH;TH %,
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[0220] X. a. R'. R2 RICHABKEBRINBEBYTHB, FEL I X
(R') *. NH. N (CHy) XiEOTHY, R2i. CH,, CH,CH,
, XIECH, (CH,) 4CH,THY, R, CHy, Et, 'Pr, Bu,
Bnz, XIZCH,CH,0CH,TH%,
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X & (A-2) |

A XRH* R R* R

A-2 NH CH. CHs CHs (6-2-1a-2)
A-2 NH CH. CHs Et (6-2-2a-2)
A-2 NH CH, CH; Pr (6-2-3a-2)
A-2 NH CH. CHs Bu (6-2-4a-2)
A-2 NH CH, CH; Bnz (6-2-5a-2)
A-2 NH CH. Et Et (6-2-6a-2)
A-2 NH CH. CH,CH,0CH;  CH.CH.OCH;  (6-2-7a-2)
A-2 NH CH. Pr Bu (6-2-8a-2)
A-2 NH CH. Et Et (6-2-9a-2)
A-2 NH CH, Pr Pr (6-2-10a-2)
A-2 NH CH. Bu Bu (6-2-11la-2)
A-2 NH CH,CH.CH, CHs CHs (6-2-12a-2)
A-2 NH CH,CH.CH, CHs Et (6-2-13a-2)
A-2 NH CH-CH.CH: CH; Pr (6-2-14a-2)
A-2 NH CH-CH.CH: CH, Bu (6-2-15a-2)
A-2 NH CH-CH.CH: CH; Bnz (6-2-16a-2)
A-2 NH CH-CH.CH: Et Et (6-2-17a-2)
A-2 NH CH-CH.CH: CH.CH;OCH; CH,CH.OCH; (6-2-18a-2)
A-2 NH CH-CH.CH: Pr Bu (6-2-19a-2)
A-2 NH CH-CH.CH: Et Et (6-2-20a-2)
A-2 NH CH-CH.CH: ‘Pr Pr (6-2-21a-2)
A-2 NH CH-CH.CH: Bu Bu (6-2-22a-2)
A-2 NH CH.(CH) «CH:  CHj CHs (6-2-23a-2)
A-2 NH CH.(CH) «CH:  CHj Et (6-2-24a-2)
A-2 NH CH: (CH2) «CH:  CH; Pr (6-2-25a-2)
A-2 NH CH.(CH) «CH:  CHj Bu (6-2-26a-2)
A-2 NH CH: (CH2) «CH:  CH; Bnz (6-2-27a-2)
A-2 NH CH.(CH2) «CH:  Et Et (6-2-28a-2)
A-2 NH CH. (CHs) 4CH:  CH.CH:OCH; CH.CH.OCH; (6-2-29a-2)

A-2 NH CH.(CH2) «CH;  Pr Bu (6-2-30a-2)
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[0222] A2 NH CH. (CH.) ,CHs  Et Et (6-2-31a-2)
A2 NH CH.(CH.) .CHs 'Pr Pr (6-2-32a-2)
A2 NH CH.(CH,) .CH; Bu Bu (6-2-33a-2)
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A X(RH" R R R?

A-2 N(CH;) CH CHa CH; (6-2-1b-2)
A-2 N(CH;) CH CHa Bt (6-2-2b-2)
A-2 N(CH;) CH CHa Pr (6-2-3b-2)
A-2 N(CH;) CH CHa Bu (6-2-4b-2)
A-2 N(CH;) CH CHa Bnz (6-2-5b-2)
A-2 N(CH;) CH Et Bt (6-2-6b-2)
A-2  N(CHy) CH, CH.CH,OCH;  CH.CH:OCH; — (6-2-Th-2)
A-2 N(CH;) CH Pr Bu (6-2-8b-2)
A-2 N(CH;) CH Et Bt (6-2-9b-2)
A-2 N(CH;) CH Pr Pr (6-2-10b-2)
A-2 N(CH;) CH Bu Bu (6-2-11b-2)
A-2  N(CHy)  CH.CH.CH, CHa CH; (6-2-12b-2)
A-2  N(CHy)  CH.CH.CH, CHa Bt (6-2-13b-2)
A-2  N(CHy)  CH.CH.CH, CHa Pr (6-2-14b-2)
A-2 N(CH;)  CH.CH.CH. CH, Bu (6-2-15b-2)
A-2 N(CH;)  CHsCH.CH, CH, Bnz (6-2-16b-2)
A-2 N(CH;)  CHsCH.CH, Et Bt (6-2-17b-2)
A-2 N(CH;)  CHsCH.CH, CH.CH,OCH; CH.CH.OCH;  (6-2-18b-2)
A-2 N(CH;)  CHsCH.CH, Pr Bu (6-2-19b-2)
A-2 N(CH;)  CHsCH.CH, Et Bt (6-2-20b-2)
A-2 N(CH;)  CHsCH.CH, Pr 'Pr (6-2-21b-2)
A-2 N(CH;)  CHsCH.CH, Bu Bu (6-2-22b-2)
A-2 N(CH;)  CH:(CH).CH» CH, CH; (6-2-23b-2)
A-2 N(CH;)  CH:(CH).CH» CH, Bt (6-2-24b-2)
A-2 N(CH;)  CH:(CH).CH» CH, 'Pr (6-2-25b-2)
A-2 N(CH;)  CH:(CH).CH» CH, Bu (6-2-26b-2)
A-2 N(CH;)  CH:(CH).CH» CH, Bnz (6-2-27b-2)
A-2 N(CH;)  CH:(CH»).CH, Et Bt (6-2-28b-2)
A-2 N(CH;)  CH,(CH,),CH, CH.CH.OCH; CH.CH.OCH, (6-2-29b-2)
A-2 N(CH;)  CH:;(CH»).CH. Pr Bu (6-2-30b-2)
A-2 N(CH;)  CH:(CH»).CH, Et Bt (6-2-31b-2)
A-2 N(CHy)  CH.(CH»)«CH» ‘Pr 'Pr (6-2-32b-2)
A-2 N(CH;)  CH:(CH»).CH. Bu Bu (6-2-33b-2)
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A XRH* R R' R®

A-2 0 CH, CH; CH; (6-2-1c-2)
A-2 0 CH, CH; Et (6-2-2c-2)
A-2 0 CH, CH; Pr (6-2-3c-2)
A-2 0 CH, CH; Bu (6-2-4c-2)
A-2 0 CH, CH; Bnz (6-2-5c-2)
A-2 0 CH, Et Et (6-2-6¢c-2)
A-2 0 CH, CH:CH:OCH; CH.CH,OCH:; (6-2-7c—2)
A-2 0 CH, Pr Bu (6-2-8c-2)
A-2 0 CH, Et Et (6-2-9c-2)
A-2 0 CH, pr Pr (6-2-10c-2)
A-2 0 CH, Bu Bu (6-2-11c-2)
A-2 0 CH,CH2CH. CH; CH; (6-2-12¢c-2)
A-2 0 CH,CH2CH. CH; Et (6-2-13c-2)
A-2 0 CH,CH2CH. CH; Pr (6-2-14c-2)
A-2 0 CH,CH,CH. CH; Bu (6-2-15¢-2)
A-2 0 CH,CH,CH. CH; Bnz (6-2-16¢-2)
A-2 0 CH,CH,CH. Et Et (6-2-17¢-2)
A-2 0 CH,CH,CH. CH,CH;0CH;  CH.CH,OCH;  (6-2-18¢c—2)
A-2 0 CH,CH,CH. Pr Bu (6-2-19¢-2)
A-2 0 CH,CH,CH. Et Et (6-2-20c-2)
A-2 0 CH,CH,CH. Pr Pr (6-2-21c-2)
A-2 0 CH,CH,CH. Bu Bu (6-2-22¢-2)
A-2 0 CHy (CHz) «CH,  CH CHs (6-2-23¢-2)
A-2 0 CHy (CHz) «CH,  CH Et (6-2-24c-2)
A-2 0 CHy (CHz) «CH,  CH Pr (6-2-25c-2)
A-2 0 CHy (CHz) «CH,  CH Bu (6-2-26c-2)
A-2 0 CHy (CHz) «CH,  CH Bnz (6-2-27c—2)
A-2 0 CH,(CH) «CH, Et Et (6-2-28c-2)
A-2 0 CHy (CHz) «CH,  CH.CH,OCH; CH,CH.OCH;  (6-2-29c¢—2)
A-2 0 CH, (CH) «CH,  Pr Bu (6-2-30c—2)
A-2 0 CH,(CH) «CH, Et Et (6-2-31c-2)
A-2 0 CH,(CHz) CH,  'Pr Pr (6-2-32¢-2)
A-2 0 CHy (CH) «CH,  Bu Bu (6-2-33¢-2)
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A X(RH" R R* R

A-6  NH CH. CH; CHs (6-2-1a-6)
A-6  NH CH, CH; Et (6-2-2a-6)
A-6  NH CH, CH; Pr (6-2-3a-6)
A-6  NH CH, CH; Bu (6-2-4a-6)
A-6  NH CH, CH; Bnz (6-2-5a-6)
A-6  NH CH, Et Et (6-2-6a-6)
A-6  NH CH. CH.CH,0CH;  CH,CH,OCH;  (6-2-7a-6)
A-6  NH CH, Pr Bu (6-2-8a-6)
A-6  NH CH, Et Et (6-2-9a-6)
A-6  NH CH, Pr Pr (6-2-10a-6)
A-6  NH CH, Bu Bu (6-2-11a-6)
A-6  NH CH.CH,CH. CH; CHs (6-2-12a-6)
A-6  NH CH.CH,CH. CH; Et (6-2-13a-6)
A-6  NH CH.CH,CH. CH; Pr (6-2-14a-6)
A-6 NH CH.CH.CH, CH, Bu (6-2-15a-6)
A-6  NH CH.CH.CH, CH, Bnz (6-2-164-6)
A-6  NH CH.CH.CH, Et Et (6-2-17a-6)
A-6  NH CH.CH.CH, CH.CH,0CH;  CH.CH,OCH,  (6-2-18a-6)
A-6  NH CH.CH.CH, Pr Bu (6-2-19a-6)
A-6  NH CH.CH.CH, Et Et (6-2-20a-6)
A-6  NH CH.CH.CH, iPr ‘Pr (6-2-21a-6)
A-6  NH CH.CH.CH, Bu Bu (6-2-22a-6)
A-6  NH CH, (CHy) ,CH,  CHy CH, (6-2-23a-6)
A-6  NH CH, (CHy) ,CH,  CHy Et (6-2-24a-6)
A-6  NH CH, (CHy) ,CH,  CHy Pr (6-2-254-6)
A-6  NH CH, (CHy) ,CH,  CHy Bu (6-2-264-6)
A-6  NH CH, (CHy) ,CH,  CHy Bnz (6-2-27a-6)
A-6  NH CH:(CHz).CH:  Et Et (6-2-284-6)
A-6  NH CH,(CH,) .CH, CH.CH.OCH; CH.CH,OCH, (6-2-29a—6)
A-6  NH CH,(CHs) .CH. Pr Bu (6-2-30a-6)
A-6  NH CH:(CHz).CH:  Et Et (6-2-31a-6)
A-6  NH CH,(CHy) ,CH,  *Pr Pr (6-2-32a-6)
A-6  NH CH,(CH») .CH.  Bu Bu (6-2-33a-6)
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A XRH* R R? R®

A6 N(CH) CH. CH, CH, (6-2-1b—6)
A6 N(CH) CH. CH, Et (6-2-2b—6)
A6 N(CH) CH. CH, Pr (6-2-3b—6)
A6 N(CH) CH. CH, Bu (6-2-4b—6)
A6 N(CH) CH. CH, Bnz (6-2-5b—6)
A6 N(CH) CH. Et Et (6-2-6b—6)
A6 N(CH) CH. CH,CH.0CH;  CH.CH,OCH,  (6-2-7b—6)
A6 N(CH) CH. Pr Bu (6-2-8b—6)
A-6  N(CH;) CH. Et Et (6-2-9b—6)
A6 N(CH) CH. iPr ‘Pr (6-2-10b—6)
A6 N(CH) CH. Bu Bu (6-2-11b—6)
A6 N(CH)  CH.CH.CH. CH, CH, (6-2-12b—6)
A6 N(CH)  CH.CH.CH. CH, Et (6-2-13b—6)
A6 N(CH)  CH.CH.CH. CH, ‘Pr (6-2-14b—6)
A6 N(CH)  CH.CH.CH. CH, Bu (6-2-15b—6)
A6 N(CH)  CH.CH.CH. CH, Bnz (6-2-16b—6)
A6 N(CH)  CH.CH.CH. Et Et (6-2-17b—6)
A6 N(CH)  CH.CH.CH. CH.CH.OCH; CH.CH,OCH; (6-2-18b-6)
A6 N(CH)  CH.CH.CH. Pr Bu (6-2-19b—6)
A6 N(CH)  CH.CH.CH. Et Et (6-2-20b—6)
A6 N(CH)  CH.CH.CH. iPr ‘Pr (6-2-21b—6)
A6 N(CH)  CH.CH.CH. Bu Bu (6-2-22b—6)
A-6  N(CH) CH,(CH,).CH, CH, CH, (6-2-23b—6)
A-6  N(CH) CH,(CH,).CH, CH, Et (6-2-24b—6)
A-6  N(CH) CH,(CH,).CH, CH, ‘Pr (6-2-25b—6)
A-6  N(CH) CH,(CH,).CH, CH, Bu (6-2-26b—6)
A-6  N(CH) CH,(CH,).CH, CH, Bnz (6-2-27hb—6)
A6 N(CH;) CH.(CH))CH. Et Et (6-2-28b—6)
A-6 N(CHs) CH:(CH»).CH, CH,CH,OCH; CH.CH,OCH; (6-2-29b—6)
A6 N(CH) CH.(CH»).CH, Pr Bu (6-2-30b—6)
A6 N(CH;) CH.(CH))CH. Et Et (6-2-31b—6)
A-6  N(CH) CH,(CH»).CH, ‘Pr ‘Pr (6-2-32b—6)
A-6 N(CHy) CH:(CH»).CH, Bu Bu (6-2-33b—6)
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A-6 0 CH, CH, CH, (6-2-1c-6)
A-6 0 CH, CH, Et (6-2-2¢-6)
A-6 0 CH, CH, ipr (6-2-3¢c-6)
A-6 0 CH, CH, Bu (6-2-4c—6)
A-6 0 CH, CH, Bnz (6-2-5¢-6)
A-6 0 CH, Et Et (6-2-6c-6)
A-6 0 CH, CH.CH,0CH; CH,CH.OCHs  (6-2-7c—6)
A-6 0 CH, Pr Bu (6-2-8¢—6)
A-6 0 CH, Et Et (6-2-9¢-6)
A-6 0 CH, ipr ipr (6-2-10c—6)
A-6 0 CH, Bu Bu (6-2-11c—6)
A-6 0 CH.CH.CH. CH, CH, (6-2-12c—6)
A-6 0 CH.CH.CH. CH, Et (6-2-13c—6)
A-6 0 CH.CH.CH. CH, ipr (6-2-14c—6)
A6 0 CH.CH,CH; CH; Bu (6-2-15¢-6)
A6 0 CH.CH.CH, CH, Bnz (6-2-16¢-6)
A6 0 CH.CH.CH, Et Et (6-2-17c—6)
A6 0 CH.CH,CH; CH.CH,OCH; CH.CH.OCH; (6-2-18¢—6)
A6 0 CH.CH.CH, Pr Bu (6-2-19¢—6)
A6 0 CH.CH.CH, Et Et (6-2-20c-6)
A6 0 CH.CH.CH, Pr ‘Pr (6-2-21c6)
A6 0 CH.CH.CH, Bu Bu (6-2-22¢-6)
A6 0 CH,(CHy) ,CH, CHj, CH; (6-2-23c—6)
A6 0 CH,(CHy) ,CH, CHj, Et (6-2-24c—6)
A6 0 CH,(CHy) ,CH, CHj, Pr (6-2-25c-6)
A6 0 CH,(CHy) ,CH, CHj, Bu (6-2-26c-6)
A6 0 CH, (CHy) ,CH;  CHj Bnz (6-2-27c—6)
A6 0 CH.(CHz) .CH, Et Et (6-2-28c-6)
A6 0 CH,(CHy) ,CH, CH.CH;OCH; CH.CH,OCH; (6-2-29¢c—6)
A6 0 CH,(CHy) CH; Pr Bu (6-2-30c—6)
A6 0 CH.(CHz) .CH, Et Et (6-2-31c—6)
A6 0 CH,(CHy) ,CH, 'Pr Pr (6-2-32c—6)
A6 0 CH,(CHy) ,CH, Bu Bu (6-2-33c—6)
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(A-6)

[0229] A. X, a. R\ R%4 RPYFIRICERZEINZEBYTHD, iIrFELLIE
Ald. X (A—2) TRINZEXRR (A—6) TRINZETHY. X(
RDad. NH. N (CH3) XIZ0OTHY. RaE, CH,, CH,CH,, X
CH,; (CH;) ,CH,TH#Y, R'%F, CH,, Et, 'Pr, Bu, Bnz
, XIZCH,CH,OCH,;T#%3,

[0230] [1£89]

0
R2

A MkK 7N

Ho (g1)e N

R']O 2
15.,/
(A-6)

-~ ,\/\/\/ s AN
&3 & (A-2)

[0231] A, X, a. R, R4 RYBIEZICERIND EBYTHD, IFFLLIE A
X, X (A—2) THRINZEXERX (A—6) TRINZETHY., X (
RDad. NH. N (CH3) XIZ0OTHY. RaE, CH,, CH,CH,, X
CH,; (CH;) ,CH,TH#Y, R'%F, CH,, Et, 'Pr, Bu, Bnz
, XIFCH,CH,0CH;T#%3,
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0O
A N/U\X”RZ\N—R4
Hofrne rs |
.
|
q R
E"R-/NTNTN\R-?{ R = oo~ (A-14)
O O
A X®RH" R R R
A-14 NH CH, CHs CHs (6-2-1a-14)
A-14 NH CH, CHs Et (6-2-2a-14)
A-14 NH CH, CHs Pr (6-2-3a-14)
A-14 NH CH: CH; Bu (6-2-4a-14)
A-14 NH CH, CH, Bnz (6-2-5ba-14)
A-14 NH CH, Et Et (6-2-6a-14)
A-14 NH CH, CH.CH.OCH;  CH.CH,OCH;  (6-2-7a-14)
A-14 NH CH, Pr Bu (6-2-8a-14)
A-14 NH CH, Et Et (6-2-9a-14)
A-14 NH CH, ‘Pr ‘Pr (6-2-10a-14)
A-14 NH CH. Bu Bu (6-2-11a-14)
A-14 NH CH:CH-CH, CH, CH, (6-2-12a-14)
A-14 NH CH:CH-CH, CH, Et (6-2-13a-14)
A-14 NH CH:CH-CH, CH, ‘Pr (6-2-14a-14)
A-14 NH CH:CH-CH, CH, Bu (6-2-15a-14)
A-14 NH CH:CH-CH, CH, Bnz (6-2-16a-14)
A-14 NH CH.CH.CH, Et Et (6-2-17a-14)
A-14 NH CH.CH.CH, CH.CH,0CH;  CH.CH.OCHs  (6-2-18a-14)
A-14 NH CH.CH.CH, Pr Bu (6-2-19a-14)
A-14 NH CH.CH.CH, Et Et (6-2-20a-14)
A-14 NH CH.CH.CH, 'Pr 'Pr (6-2-21a-14)
A-14 NH CH.CH.CH, Bu Bu (6-2-22a-14)
A-14 NH CHz(CHz) «CH:  CHs CH, (6-2-23a-14)
A-14 NH CH, (CH.) ,CH,  CHj Et (6-2-24a-14)
A-14 NH CH, (CH.) ,CH,  CHj Pr (6-2-25a-14)
A-14 NH CH, (CH.) ,CH,  CHj Bu (6-2-26a-14)
A-14 NH CH;(CH.) .CH;  CHs Bnz (6-2-27a-14)
A-14 NH CH, (CH.) ,CH, Et Et (6-2-28a-14)
A-14 NH CHy(CH.) .CH;  CH,CH.OCH; CH,CH,OCH; (6-2-29a-14)
A-14 NH CH:(CHz).CH;  Pr Bu (6-2-30a-14)
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[0233] A-14 NH CH.(CH.),CH, Et Et (6-2-31a-14)
A-14 NH CH.(CH) ,CH, 'Pr Pr (6-2-32a-14)

A-14 NH CH.(CH.),CH, Bu Bu (6-2-33a-14)
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A X®RH" R’ R? R®

A-14 N(CH;) CH. CH; CH; (6-2-1b-14)
A-14 N(CH;) CH. CH; Et (6-2-2b-14)
A-14  N(CH;) CH. CHs Pr (6-2-3b—14)
A-14  N(CH;) CH. CHs Bu (6-2-4b—14)
A-14  N(CH;) CH. CHs Bnz (6-2-5b—14)
A-14  N(CH;) CH. Et Et (6-2-6b—14)
A-14  N(CH;) CH. CH:CH.OCH;  CH.,CH:0CH;  (6-2-Tb-14)
A-14  N(CH;) CH. Pr Bu (6-2-8b—14)
A-14  N(CH;) CH. Et Et (6-2-9b—14)
A-14  N(CH;) CH. ‘Pr Pr (6-2-10b—14)
A-14 N(CH;) CH. Bu Bu (6-2-11b-14)
A-14 N(CH;)  CH.CH.CH, CHy CH, (6-2-12b-14)
A-14 N(CH;)  CH.CH.CH, CHy Et (6-2-13b-14)
A-14 N(CH;)  CH.CH.CH, CHy Pr (6-2-14b-14)
A-14 N(CH;)  CH.CH.CH, CHy Bu (6-2-15b-14)
A-14 N(CH;)  CH.CH.CH, CHy Bnz (6-2-16b-14)
A-14 N(CH;)  CH.CH.CH, Et Et (6-2-17b-14)
A-14 N(CH;)  CH.CH.CH, CH.CH,0CH;  CH,CH,0CH;  (6-2-18b—14)
A-14 N(CH;)  CH.CH.CH, Pr Bu (6-2-19b-14)
A-14 N(CH;)  CH.CH.CH, Et Et (6-2-20b-14)
A-14 N(CH;)  CH.CH.CH, Pr Pr (6-2-21b-14)
A-14 N(CH;)  CH.CH.CH, Bu Bu (6-2-22b-14)
A-14 N(CH;) CH:(CH.),CH. CHs CH, (6-2-23b-14)
A-14 N(CH;) CH:(CH.),CH. CHs Et (6-2-24b-14)
A-14 N(CH;) CH:(CH.),CH. CHs Pr (6-2-25b-14)
A-14 N(CH;) CH.(CHyCH. CH, Bu (6-2-26b-14)
A-14 N(CH;)  CH:(CH.).CH, CH; Bnz (6-2-27b—14)
A-14 N(CH;) CH.(CH.),CH. Et Et (6-2-28b—14)
A-14 N(CH;) CH,(CH.),CH; CH,CH.OCH; CH.CH,OCH, (6-2-29b-14)
A-14 N(CH;)  CH:(CHu.CH, Pr Bu (6-2-30b—14)
A-14 N(CH;) CH.(CH.),CH. Et Et (6-2-31b—14)
A-14 N(CH;) CH:(CHu.CH, 'Pr Pr (6-2-32b—14)
A-14 N(CH;) CH.(CH»),CH: Bu Bu (6-2-33b—14)
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A-14 0 CH. CH; CH; (6-2-1c-14)
A-14 0 CH, CH, Et (6-2-2c-14)
A-14 0 CH, CH, ‘Pr (6-2-3c-14)
A-14 0 CH, CH, Bu (6-2-4c-14)
A-14 0 CH. CH, Bnz (6-2-5c-14)
A-14 0 CH. Et Et (6-2-6c-14)
A-14 0 CH. CH.CH:OCH;  CH.CH,OCH;  (6-2-7c~14)
A-14 0 CH, Pr Bu (6-2-8c—14)
A-14 0 CH, Et Et (6-2-9¢—14)
A-14 0 CH, Pr 'Pr (6-2-10c-14)
A-14 0 CH. Bu Bu (6-2-11c-14)
A-14 0 CH.CH.CH, CH; CH; (6-2-12¢c-14)
A-14 0 CH.CH.CH, CH; Et (6-2-13c-14)
A-14 0 CH.CH.CH, CH; Pr (6-2-14c-14)
A-14 0 CH,CH.CH, CH, Bu (6-2-15¢c-14)
A-14 0 CH,CH,CH, CH, Bnz (6-2-16¢-14)
A-14 0 CH,CH,CH, Et Et (6-2-17¢c-14)
A-14 0 CH,CH,CH, CH.CH,0CH; ~ CH.CH.OCH;  (6-2-18c-14)
A-14 0 CH2CH-CH, Pr Bu (6-2-19¢-14)
A-14 0 CH2CH-CH, Et Et (6-2-20c-14)
A-14 0 CH,CH.CH, Pr Pr (6-2-21c-14)
A-14 0 CH.CH.CH, Bu Bu (6-2-22c-14)
A-14 0 CH,(CH,) ,CH,  CHs CH, (6-2-23c-14)
A-14 0 CH,(CH,) ,CH,  CHs Et (6-2-24c-14)
A-14 0 CH:(CH.) .CH:  CH; ‘Pr (6-2-25c-14)
A-14 0 CH, (CH.) ,CH,  CHj Bu (6-2-26c-14)
A-14 0 CH, (CH.) ,CH,  CHj Bnz (6-2-27c-14)
A-14 0 CH,(CH.) ,CH, Et Et (6-2-28c-14)
A-14 0 CH,(CH,) ,CH: CH.CH.OCH; CH.CH,OCH; (6-2-29c-14)
A-14 0 CH,(CH) .CH.  Pr Bu (6-2-30c-14)
A-14 0 CH:(CHz).CH: Et Et (6-2-31c-14)
A-14 0 CH,(CHy) .CH, ‘Pr Pr (6-2-32c-14)
A-14 0 CHz(CHz).CH; Bu Bu (6-2-33¢-14)

[0236] = (6) TRINZEEMELT, HFELLEF (6—-2—-1Ta—-1) ~ (
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[0237]

[0238]

[0239]
[0240]

[0241]

[0242]

[0243]
[0244]

6—-2—-33a—1), (6—-2—1b—1) ~(6—-2—-33b—1) .
(6—-2—1c—1) ~(6—2—-—33c—1)., (6—2—1a—2) ~
(6—2—-33a—-2), (6—-2—1b—-2) ~(6—2—-33b—2)
. (—2—-1¢c—2) ~(6—2-33c—2), (6—2—1a—86)
~(6—-—2—-33a—6)., (6—2—1b—6) ~(6—2—-33b—6
). (6—-2—1¢c—6) ~(6—2—33c—6), (6—2—1a—1
4) ~ (6—-2-33a—14), (6—-2—-1b—-14) ~(6—2-3
3b—14), (6—2—1c—14) ~ (6—2—-33c—14) TKRX
nabeamchyY. HFITTFELLIFE (6—-2—-12a—-1) ., (6—-2-1
2a—2) TRINZLEYMTH S,

RX (4) TRINZEEMnELICHL, X (5) TRINDIVYITR
— Mea¥%aEBE. 0. 5~10FILFEAL. FHELLIX0. 8~3FIE
A7 %,

RAEGBEIL. BF. 10~20 0 CXIEAEDHET ZBETHD, Kk
BEELTHFLLIE20~150CTHB,

RIGEREIEBEE. 1~208ETHY. FELLIF1~10KETH S,

BEEIEALTHLACTERL, BEELTE. Th3EROT735 2,
BEERTFIL, PERZRMYI, MLIY, PENVBREDRBEFOND, B
AEAT 2548, BEOFERES LTERX (4) TRINWS (LA 1 EEE
KR LT. BE1OO0OEEILUT. £ L<IE0. 1~50HEETH S,

ITRITICBWVWT, BREICGLT, BHR, 7TV, AU LEORBICE
BeB52RVWAEEAAFTEITTREIETE LU,

BoniR (6) TRINDEEWIZ. B BESLEOEXRICRVE
BIFZENTEZN, BEETICTIR2ORBETZEHTE S,

(I22) ICDWTEHET 3,

R (8) ITBVWT. R’ F. KERFITBHREL IFEBHROKILKE
., R3XWFERTTHD, R' HEBEHEELIIEBHROKIKRETHZHE
I DOKREBE LT, R IF BELLIFEBRE L ITEERDORFRE 1
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[0245]

[0246]

[0247]

[0248]

[0249]

~1000DRKRIEKFETHY., JYFFLLIFTEREL CITHEERDRKRN
1~50DRILKRETHY., HICHELIRIEBERE L CIIEBROREHY

1 ~30DRILKFRETHZ, BWHTH, KFEH1 ~3 00 T7ILFILELETF
FLL, KRBT ~6DT7ILFILENALIYTFE LWL,

BlOMRREE LTk, R’ XEHRE L ZEEROEHERILKRE. BE
RRILKFRE, BERRIEKZEIGEERBHERIEKRZETHY., FEL
CIFBHE L IZEBMORIEB 1 ~1 0 0 DEMKRILKEER, BBRK
BKRE, BFEERRIEKREXIGIFEBRBHRERIEKRETHY., LYIFFL
CIFBHE L ZEBMORIEB 1 ~5 0 DEMERIEKERERE, BRI
KBRE, FEERICKREXIIFEEHERIEKRZETHY. FITHFFLL
EEBIRE L ITEBRORER 1 ~ 3 0 DEEERIEKERE, BBEBRXRILK
RE, FEBRRICKREXIFERBPHERIEKEZETHD, BHTH, KR
B1~3007ILFLENMFELL, REHT ~6DT7ILFILENLYFR
L\,

BEMOKRILKRE] ELTE, AFIE TFILE TOELE 4
V7OEIWE, TFILE sec—TFILE tert—TFILE RVF
WE, AXIILE ATFILE, FUILE, RTFVILE Z09F7VILE,
on7OEIVE, YUORVFIVE, YOOANFUNE TJIZIE S
TFINE RXUIUIE TJzRFILE MIILE TYVILESEHIETFLND

EEMOREIKRKIEKEE] & LTE XFILE TFILE SOEL
B 4y 7oBILE, TFILE sec—TFIE tert—TFILE
RUFIVE AFVIVE ATFINE TUILVE RTFUINE 0857
WE. TYVILEEDRBEFLN D,

MBEEROBRAKIEKEZERE] & LTE Y7070 LE ¥rORY
FILE, > 7OnFIIINEENETFOLNS,

[BEBEROFEBRKIEKERE] S LTE, 7zZILE F7FILE. dY
WEENZEITFLND,
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[0250]

[0251]

[0252]

[0253]

[BREMOEERIKKRKIEKRE] & LTI RYVILE JzxFILE
ENEFON B,

X (7a) XIFRX (7b) TRINZREIRATIIEEY (LT, kBT
A7 (7Ta) XiF (7b) &Wd, ) OEEFIELTE, HIXIE REY

AFI. REEZIFIV. KBRS TOEL, KBS TFIV. RBIYRYFI,

~

~

REBIANFUIINFORBI 7N FIL, kBIFL Y, KEB7OEL V. KB
TFLVEDKRBTILFLUDNETOLN, FELIFREIAFIL, KBY
IFI, REE7OEN, KB TFILTHY., HICFFE L ISR AF
IWTHB,

BFICR (8) THRINZILEMOEKHIEZRT, L. AFEHRIEIH
SHICREINDHD TRV, FEREMHH, EtRZIFILE, P rid7Oo
EILE, Pridqav7OENLE, Buld7FILE, Bn zi @RV VIEER
ER
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N™ °N N-R 8
TRy R

X@RH* R R’ R* R R’
NH CH, CH;  CHs CH, H (8a-2-1a-1)
NH CH, CH;  CHs Et H (8a-2-2a-1)
NH CH, CH;  CHy ‘Pr H (8a—2-3a-1)
NH CH, CH;  CHs Bu H (8a—2-4a-1)
NH CH, CH;  CHy Bnz H (8a—2-5a-1)
NH CH, CH: Et Et H (8a-2-6a-1)
NH CH, CH;  CH,CH,OCH;  CH.CH,OCH; H (8a—2-Ta-1)
NH CH, CH; Pr Bu H (8a-2-8a-1)
NH CH; Et Et Et H (8a—2-9a-1)
NH CH, Pr  ‘Pr Pr i (8a—2-10a-1)
NH CH, Bu Bu Bu H (8a-2-11a-1)
NH CH,CH.CH. CH;  CHs CH; H (8a—2-12a-1)
NH CH.CH2CH: CH;  CHs Et H (8a-2-13a-1)
NH CH.CH.CH, CH;  CHs 'Pr H (8a—2-14a-1)
NH CH,CH.CH. CH;  CH, Bu H (8a-2-15a-1)
NH CH.CH.CH, CH;  CHs Bnz H (8a-2-16a-1)
NH CH,CH.CH, CH; Et Et H (8a-2-17a-1)
NH CH.CH.CH, CH;  CH.CH.OCH;  CH.CH,OCH; H (8a-2-18a-1)
NH CH.CH.CH, CH; Pr Bu H (8a-2-19a-1)
NH CH.CH.CH. Et  Et Et H (8a-2-20a-1)
NH CH,CH.CH: Pr  Pr ‘Pr H (8a—2-21a-1)
NH CH.CH.CH. Bu  Bu Bu H (8a-2-22a-1)

[0254]
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XRH* R’ R? R? R? R’
NH CH.(CH:),CH.  CHy;  CHy CH; H (8a—2-23a-1)
NH CH.(CH.),CH, CHs  CHs Et H (8a—2-24a-1)
NH CH.(CH:),CH.  CH;  CHs Pr H (8a—2-25a-1)
NH CH.(CH.),CH, CHy;  CH, Bu H (8a—2-26a-1)
NH CHy(CHy) ,CH,  CHy;  CHs Bnz H (8a—2-27a-1)
NH CH:(CH:)4CH, CH;  Et Et H (8a—2-28a-1)
NH CH;(CHy) ,CH,  CHy  CH.CH,OCH,  CH.CH:OCH;, H (8a—2-29a-1)
NH CH.(CH2) CH, CHy,  Pr Bu 1 (8a-2-30a-1)
NH CH.(CH) 4,CH, Et  Et Et H (8a—2-31a-1)
NH CH:(CH:),CH,  Pr  ‘Pr iPr 1 (8a-2-32a-1)
NH CH.{(CH.) «CH,  Bu Bu Bu H (8a—2-33a-1)
NH CH, CH;  CHs CH; CH, (8b—2-1a-1)
NH CH. CH;  CHs Bt CH; (8b-2-2a-1)
NH CH. CH;  CHs ipr CH, (8b-2-3a-1)
NH CH, CH;  CH, Bu CH; (8b-2-4a-1)
NH CH. CH;  CHs Bnz CH, (8b—2-5a-1)
NH CH: CH; Et Et CH; (8b—2-6a-1)
NH CH. CH;  CH,CH,OCH,  CH.CH.OCH;  CHs (8b-2-7a-1)
NH CHz CH; Pr Bu CH; (8b-2-8a-1)
NH CH, CH;  CHs Et Et (8b—-2-9a-1)
NH CH2CH:CH, CH;  CHs CH, CH; (8b—-2-10a-1)
NH CH,CH.CH CH;  CHs Et CH, (8b-2-11a-1)
NH CH.CH.CH, CH;  CHs ‘Pr CH; (8b-2-12a-1)
NH CH:CH,CH, CH;  CHs Bu CH, (8b-2-13a-1)
NH CH.CH.CH, CH;  CH, Bnz CH; (8b-2-14a-1)
NH CH.CH.CH, CH;  Et Et CH, (8b-2-15a-1)
NH CH.CH:CH, CH;  CH.CH.OCH;  CH.CH.OCH;  CHs (8b-2-16a-1)
NH CH.CH.CH, CH, Pr Bu CH, (8b-2-17a-1)
NH CH,CH.CH. CH;  CHs Et Et (8b-2-18a-1)
NH CH(CH.) ,CH.  CHy;  CHs CH, CH; (8b-2-19a-1)
NH CH.(CH.),CH, CHs  CHs Et CH, (8b-2-20a-1)
NH CH. (CH:),CH.  CHy  CHy Pr CH; (8b—2-21a-1)
NH CH.(CH.),CH, CHs  CHs Bu CH, (8b—2-22a-1)
NH CH,(CHz),CH.  CH;  CHs Bnz CH; (8b-2-23a-1)
NH CH:(CH.)4CH, CH;  Et Et CH; (8b—-2-24a-1)
NH CH;(CHy) ,CH,  CHy  CH.CH,OCH;  CH.CH.OCH;  CHs (8b—2-25a-1)
NH CH.(CHo),CH, CH;  Pr Bu CH; (8b-2-26a-1)
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[0255] NH CH,(CHy;) ,CH, CH;  CH Et Et (8b-2-27a-1)
[0256] [{£95]

XRH* R R® R* R® R’

N(CH;) CH, CH;  CH, CH; H (8a—2-1b-1)
N(CH;) CH, CH;  CH, Et H (8a—2-2b-1)
N(CHy) CH, CH:  CHs ipr H (8a—2-3b-1)
N(CH;) CH, CH;  CH, Bu H (8a—2-4b-1)
N(CHy) CH, CH:  CHs Bnz H (8a—2-5b-1)
N(CH;) CH, CH;  Et Et H (8a—2-6b-1)
N(CHy) CH, CH,  CH.CH.OCH;  CH.CH,OCH, H (8a—2-7h-1)
N(CH;) CH, CH;  Pr Bu H (8a—2-8b-1)
N(CH;) CH, Et Et Et H (8a—2-9b-1)
N(CHy) CH, pr  Pr ipr H (8a—2-10b-1)
N(CHs) CH, Bu Bu Bu H (8a—2-11b-1)
N(CH;)  CH.CH.CH. CH;  CHy CH, H (8a—-2-12b-1)
N(CH;)  CH.CH.CH. CH;  CHy Et H (8a—-2-13b-1)
N(CHs)  CH,CH.CH. CH:  CHs ipr H (8a—2-14b-1)
N(CHs)  CHyCH:CH, CH;  CH, Bu H (8a—2-15b-1)
N(CHs)  CH,CH.CH. CH:  CHs Bnz H (8a—2-16b-1)
N(CHs)  CHyCH:CH, CH;  Et Et H (8a—2-17b-1)
N(CHs)  CH,CH.CH. CH,  CH.CH.OCH;  CH.CH,OCH, H (8a—2-18b-1)
N(CHs)  CH,CH.CH. CH,  Pr Bu H (8a—2-19b-1)
N(CHs)  CHyCH:CH, Et Et Et H (8a—2-20b-1)
N(CHs)  CH,CH.CH. pr  Pr ipr H (8a—2-21b-1)
N(CHs)  CH,CH.CH. Bu  Bu Bu H (8a—2-22b-1)
N(CH;) CH:;(CH»).CH: CH;  CHs CH, H (8a-2-23b-1)
N(CH;) CH:;(CH»).CH: CH;  CHs Et H (8a—2-24b-1)
N(CH;) CH:;(CH»).CH: CH;  CHs ‘Pr H (8a-2-25b-1)
N(CH;) CH:;(CH»).CH: CH;  CHs Bu H (8a—2-26b-1)
N(CH;) CH:;(CH»).CH: CH;  CHs Bnz H (8a-2-27b-1)
N(CH;) CH,(CH»)«CH, CH, Et Et H (8a-2-28b-1)
N(CH;) CH,(CH,),CH, CH;  CH.CH.OCH; CH.,CH,OCH; H (8a-2-29b-1)
N(CH;) CHs(CHs,)«CH, CH, Pr Bu H (8a-2-30b-1)
N(CH;) CH,(CH»)«CH, Et  Et Et H (8a-2-31b-1)
N(CH:) CH:;(CH»).CH: 'Pr  'Pr ‘Pr H (8a-2-32b-1)
N(CH:) CH:;(CH);CH: Bu  Bu Bu H (8a-2-33b-1)
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X@®RH" R R R R® R’
N(CH;)  CH, CH;  CH: CH; CHs (8b-2-1b-1)
N(CH;)  CH, CH;  CH: Et CHs (8b-2-2b-1)
N(CH;)  CH, CH;  CH: Pr CHs (8b-2-3b-1)
N(CH;)  CH, CH;  CH: Bu CHs (8b-2-4b-1)
N(CH;)  CH, CH;  CH: Bnz CHs (8b-2-5b-1)
N(CH;)  CH, CH;  Et Et CHs (8b-2-6b-1)
N(CH;)  CH, CH;  CH.CH,OCH;  CH.CH,OCH;  CHs (8b-2-Tb-1)
N(CH;)  CH, CH;  Pr Bu CHs (8b-2-8b-1)
N(CH;)  CH, CH;  CH: Et Et (8b-2-9b-1)
N(CHs)  CH:CH:CH: CH:  CHs CHs CHs (8b-2-10b-1)
N(CHs)  CH:CH:CH: CH:  CHs Et CHs (8b-2-11b-1)
N(CHs)  CH:CH:CH: CH:  CHs Pr CHs (8b-2-12b-1)
N(CHs)  CH:CH:CH: CH:  CHs Bu CHs (8b-2-13b-1)
N(CHs)  CH:CH:CH: CH:  CHs Bnz CHs (8b-2-14b-1)
N(CH;) ~ CH.CH.CH. CH;  Et Et CHs (8b-2-15b-1)
N(CH;)  CH.CH.CH. CH;  CH.CH,OCH;  CH.CH,OCH;  CHs (8b-2-16b-1)
N(CHs)  CH.CH:CH, CH;  Pr Bu CHs (8b-2-17b-1)
N(CH;)  CH.CH.CH. CH;  CH: Et Et (8b-2-18b-1)
N(CH;) CH:(CH).CH. CH;  CH CH; CH, (8b—-2-19b-1)
N(CH;) CH:(CH).CH. CH;  CH Et CH, (8b—-2-20b-1)
N(CH;) CH:(CH).CH. CH;  CH ‘Pr CH, (8b-2-21b-1)
N(CH;) CH:(CH).CH. CH;  CH Bu CH, (8b—-2-22b-1)
N(CH;) CH:(CH).CH. CH;  CH Bnz CH, (8b-2-23b-1)
N(CH;) CH.(CH).CH. CH; Et Et CHa (8b—2-24b-1)
N(CH:) CH;(CHJ)4«CH. CH;  CH:CH.OCH;  CH.CH.OCH;  CHs (8h-2-25b-1)
N(CH;) CH:(CH)(CH. CH; Pr Bu CHa (8b—-2-26b-1)
N(CH;) CH:(CH).CH. CH, CH Et Et (8b-2-27b-1)

[0258]
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XRH" R R* R? R? R’
0 CH, CH;  CHs CH; H (8a—2-1c-1)
0 CH, CH;  CH, Et H (8a-2-2¢-1)
0 CH, CH;  CH, Pr H (8a-2-3¢c-1)
0 CH, CH;  CH, Bu H (8a—2-4c-1)
0 CH, CH;  CHs Bnz H (8a-2-5c-1)
0 CH, CH;  Et Et H (8a—2-6¢-1)
0 CH, CH;  CH.CH.OCH; CH.CH.OCH; H (8a—-2-7c-1)
0 CH, CH; Pr Bu H (8a—2-8c-1)
0 CH, Et  Et Et H (8a—2-9c-1)
0 CH, Py Py Py H (8a—2-10c-1)
0 CH, Bu Bu Bu H (8a—2-11c-1)
0 CH,CH:CH. CH;  CHs CH, H (8a—2-12¢-1)
0 CH,CH:CH. CH;  CHs Et H (8a—2-13¢-1)
0 CH,CH:CH. CH;  CHs Pr H (8a—2-14c¢-1)
0 CH,CH,CH. CH;  CHs Bu H (8a—2-15¢-1)
0 CH.CH,CH. CH;  CHs Bnz H (8a-2-16¢-1)
0 CH.CH,CH. CH; Et Et H (8a-2-17¢-1)
0 CH.CH,CH. CH;  CH:CH:OCH; CH.CH.OCH; H (8a—2-18¢-1)
0 CH.CH.CH, CH; Pr Bu H (8a-2-19¢-1)
0 CH.CH.CH, Et  Et Et H (8a-2-20c-1)
0 CH.CH.CH, ‘Pr  'Pr Pr H (8a—2-21c¢-1)
0 CH.CH.CH. Bu  Bu Bu H (8a-2-22¢-1)
0 CH,(CH,) ,CH, CH;  CHs CH; H (8a—2-23¢-1)
0 CH,(CH,) ,CH, CH;  CHs Et H (8a—2-24¢-1)
0 CH:(CH),CHs  CH;  CHy 'Pr H (8a—2-25¢-1)
0 CH;(CH,),.CH,  CH;  CHy Bu H (8a-2-26¢-1)
0 CH;(CH,),.CH,  CH;  CHy Bnz H (8a-2-27c¢-1)
0 CH;(CH,),.CH, CH;  Et Et H (8a-2-28c¢-1)
0 CH:(CH.).CH,  CH;  CH.CH.OCH;  CH.CH.OCH; H (8a—-2-29¢-1)
0 CH.(CHy).CH: CH, Pr Bu H (8a-2-30c-1)
0 CH;(CH»).CH. Et  Et Et H (8a—-2-31c-1)
0 CH,(CH)) 4CH:  'Pr  'Pr Pr H (8a-2-32¢-1)
0 CH,(CH.) 4«CH.  Bu Bu Bu H (8a—2-33¢c-1)

[0259]
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XRH* R R® R? R? R’

0 CH, CH,  CHy CH, CHy (8b-2-1c-1)
0 CH, CH,  CHy Et CHy (8b-2-2¢-1)
0 CH, CH,  CHy Pr CHy (8b-2-3c-1)
0 CH, CH,  CHy Bu CHy (8b-2-4c-1)
0 CH, CH,  CHy Bnz CHy (8b-2-5¢c-1)
0 CH, CH, Et Et CHy (8b-2-6¢-1)
0 CH, CH;  CH:CH:OCH;  CH.CH:OCH;  CHs (8b-2-Tc-1)
0 CH, CH, Pr Bu CHy (8b-2-8c-1)
0 CH, CH,  CHy Et Et (8b-2-9c-1)
0 CH.CH.CH, CH, CH; CH, CH; (8b-2-10c¢-1)
0 CH.CH.CH, CH, CH; Et CH; (8b-2-11c¢-1)
0 CH.CH.CH, CH, CH; ‘Pr CH; (8b-2-12¢-1)
0 CH.CH.CH, CH, CH; Bu CH; (8b-2-13¢-1)
0 CH.CH.CH, CH, CH; Bnz CH; (8b-2-14c¢-1)
0 CH.CH.CH. CH, Et Bt CHy (8b-2-15¢-1)
0 CH.CH.CH. CH;  CH:CH:OCH;  CH.CH:OCH;  CHs (8b-2-16¢-1)
0 CH.CH.CH. CH, Pr Bu CHy (8b-2-17¢-1)
0 CH.CH.CH. CH,  CHy Et Et (8b-2-18c¢-1)
0 CH.(CH»),CH: CHs  CHs CH, CH; (8b-2-19¢-1)
0 CH.(CH»),CH: CHs  CHs Et CH; (8b-2-20c¢-1)
0 CH.(CH»),CH: CHs  CHs Pr CH; (8b-2-21c¢-1)
0 CH.(CH»),CH: CHs  CHs Bu CH; (8b-2-22¢-1)
0 CH.(CH»),CH: CHs  CHs Bnz CH; (8b-2-23¢-1)
0 CH.(CH»),CH, CHs  Et Et CH; (8b-2-24¢-1)
0 CH.(CH»),CH:  CHs  CH.CH.OCH;  CH.CH.OCH;  CHs (8b-2-25¢-1)
0 CH.(CH»),CH. CHy  Pr Bu CH; (8b-2-26¢-1)
0 CH.(CH»),CH: CHs  CHs Et Et (8b-2-27¢-1)

[0260] [{1£99]
R?
HJK)I(IRZ jlb R'CO,
R" N
R1 0

[0261] X. a. R', Rz, R7, R R’ ZHIRBICEEINZEBYTHD, FFL
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[0262]

[0263]

[0264]

[0265]

[0266]

<HEe X (R7T) &, NH. N (CH;) XiZOTHhY. R2lE, CH,, CH
»CH,, XIZCH, (CH,) ,CH,THY., R7IE. CH;XIZEtTHY,
R0, CHs, Et, "Pr, Bu, Bnz, XIZCH,CH,OCH,;T®H
Y., R’ & H., CH;XIZE t TH%,

[1£100]

O
2R
(R1)a N_J
/

R10
X, a. R{ R2ZR7, R R’ [FRIBICEZRINDEHYTH5, FFL
<iE. X (R ad, NH, N (CH3) XIFO0THY., R2iEk, CH,, CH,
CH,, XIZCH, (CH,) ,CH,THY. R7IZ. CH;XIZEt THY.
R.ol&. CHs;, Et, iPr, Bu, Bnz, XiZCH,CH,OCH;T#
Y, R’ &, H., CH;XIZEt TH 5,

[1£101]

/R2 +
O*N)kx NIRRT RCOS
H \—/

R')?
X, a. R{ R2ZR7, R R’ [FRIBICEZRINDEHYTH5, FFL
<IEF. X (R") 2l NH. N (CHj) XIZ0THY., R2ik, CH,, CH
2CH,, XIECH, (CH,) ,CH,T#Y. R7IE, CH:XIZE t THY.
R'olxz, CH;, Et, iPr, Bu, Bnz, XIZCH,CH,OCH,T#
Y, R’ |&, H., CH;XIZE t TH5,
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A N)J\X/ \EE—R“ R'COs"
H o (r1)2 RS ,
2{
(A-6)
P P 'y (A-2) s

A XRH* R R® R R R’
A-2 NH CH: CH;  CHs CHs H (8a—2-1a-2)
A-2 NH CH: CH;  CHs Et H (8a—2-2a-2)
A-2 NH CH: CH;  CHs ‘Pr H (8a—2-3a-2)
A-2 NH CH: CH;  CHs Bu H (8a—2-4a-2)
A-2 NH CH: CH;  CHs Bnz H (8a—2-5a-2)
A-2 NH CH: CH, Et Et H (8a—2-6a-2)
A-2 NH CH: CH;  CH:CH.OCH, CH.CH.OCH; H (8a—2-7a-2)
A-2 NH CH: CH; Pr Bu H (8a—2-8a-2)
A-2 NH CH: Et  Et Et H (8a—2-9a-2)
A-2 NH CH: Pr  Pr ‘Pr H (8a—2-10a—2)
A-2 NH CH, Bu Bu Bu H (8a—2-11a-2)
A-2 NH CH:CH-CH, CH;  CHs CHs H (8a—2-12a-2)
A-2 NH CH:CH:CH, CH;  CHs Et H (8a—2-13a-2)
A-2  NH CH;CH.CH, CH;  CHs Pr H (8a—2-14a-2)
A-2  NH CH;CH.CH, CH;  CHs Bu H (8a-2-15a-2)
A-2  NH CH;CH.CH, CH;  CHs Bnz H (8a-2-16a-2)
A2 NH CH:CH,CH. CH; Bt Et H (8a—2-17a-2)
A-2  NH CH;CH.CH, CH;  CH.CH.OCH; CH.CH.OCH; H (8a—2-18a-2)
A2 NH CH:CH,CH. CH; Pr Bu H (8a—2-19a-2)
A2 NH CH:CH,CH. Et Bt Et H (8a—2-20a-2)
A2 NH CH:CH,CH. Pr  Pr Pr H (8a—2-21a-2)
A2 NH CH:CH,CH. Bu  Bu Bu H (8a—2-22a-2)
A2 NH CH,(CH.) ,CH, CH;  CHs CH; H (8a—2-23a-2)
A2 NH CH,(CH.) ,CH, CH;  CHs Et H (8a—2-24a-2)
A2 NH CH,(CH.) ,CH, CH;  CHs Pr H (8a—2-25a-2)
A2 NH CH,(CH.) ,CH, CH;  CHs Bu H (8a—2-26a-2)
A2 NH CH,(CH.) ,CH, CH;  CHs Bnz H (8a—2-27a-2)
A2 NH CH,(CH) ,CH, CH; Et Et H (8a—2-28a-2)
A-2  NH CHy(CH,) .CH; CH;  CH,CH.OCH; CH.CH.OCH; H (8a—2-29a-2)
A2 NH CH,(CH.) ,CH, CH; Pr Bu H (8a—2-30a-2)
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(8a—2-31a-2)
(8a—2-32a-2)
(8a—2-33a-2)
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A X(RH* R R® R R® R’
A-2  N(CHy) CH. CH,  CH, CH, H (8a-2-1b-2)
A-2  N(CHy) CH. CH,  CH, Et H (8a-2-2b-2)
A-2  N(CHy) CH. CH,  CH, Pr H (8a-2-3b—2)
A-2  N(CHy) CH. CH,  CH, Bu H (8a-2-4b-2)
A-2  N(CHy) CH. CH,  CH, Bnz H (8a-2-5b—2)
A-2  N(CHy) CH. CH; Et Et H (8a-2-6b—2)
A-2  N(CHy) CH. CH;  CH:CH.OCH; CH.CHOCH; H (8a-2-Tb-2)
A-2  N(CHy) CH. CH; Pr Bu H (8a-2-8b—2)
A-2  N(CHy) CH. Et  Et Et H (8a-2-9b—2)
A-2  N(CHy) CH, Pr  Pr ipr H (8a-2-10b-2)
A-2  N(CHy) CH, Bu  Bu Bu H (8a-2-11b-2)
A-2  N(CH;) CH.CH.CH, CH,  CH, CH, H (8a-2-12b-2)
A-2  N(CH;) CH.CH.CH, CH,  CH, Et H (8a-2-13b-2)
A-2  N(CH;) CH.CH.CH, CHy  CH, ipr H (8a-2-14b-2)
A2 N(CH;) CH.CH.CH, CH;  CHj Bu H (8a—2-15b-2)
A-2  N(CH;) CH:CH.CH. CH; CH; Bnz H (8a—2-16b—2)
A-2  N(CH;) CH:CH.CH. CH; Et Et H (8a—2-17b-2)
A2 N(CH;) CH.CH.CH, CH;  CH.CH,OCH; CH.CH.OCH; H (8a—2-18b-2)
A-2  N(CH;) CH:CH.CH. CH; Pr Bu H (8a—2-19b-2)
A-2  N(CH;) CH:CH.CH. Et  Et Et H (8a—2-20b—2)
A-2  N(CH;) CH:CH.CH. Pr  Pr Pr H (8a—2-21b-2)
A-2  N(CH;) CH:CH.CH. Bu  Bu Bu H (8a—2-22b—2)
A-2  N(CH;) CH.(CH),CH. CH; CHs CH; H (8a—2-23b—2)
A-2  N(CH;) CH.(CH),CH. CH; CHs Et H (8a—2-24b-2)
A-2  N(CH;) CH.(CH),CH. CH; CHs Pr H (8a—2-25b—2)
A-2  N(CH;) CH.(CH),CH. CH; CHs Bu H (8a—2-26b—2)
A-2  N(CH;) CH.(CH),CH. CH; CHs Bnz H (8a—2-27b-2)
A-2 N(CH;) CH.(CH»).CH. CH; Et Et H (8a—2-28b—2)
A-2  N(CH;) CH.(CH,),CH, CH; CH.CH.OCH; CH.CH.OCH; H (8a—2-29b-2)
A2 N(CH;) CH.(CH)).CH; CH; Pr Bu H (8a—2-30b—2)
A-2 N(CH;) CH.(CH»).CH. Et  Et Et H (8a—2-31b—2)
A-2  N(CH;) CH.(CH),CH. 'Pr  'Pr Pr H (8a—2-32b—2)
A-2 N(CH;) CH.(CH)),CH. Bu  Bu Bu H (8a—2-33b—2)
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A X(RH* R R® R R® R’
A-2 0 CH, CH; CHs CH, H (8a—2-1c-2)
A-2 0 CH, CH; CHs Et H (8a—2-2¢-2)
A-2 0 CH: CH;  CHs ‘Pr H (8a—2-3¢c-2)
A-2 0 CH, CH; CHs Bu H (8a—2-4c-2)
A-2 0 CH: CH;  CHs Bnz H (8a—2-bc-2)
A-2 0 CH, CH; Et Et H (8a—2-6¢-2)
A-2 0 CH, CH;  CH.CH.OCH; CH.CH,OCH; H (8a—2-Tc-2)
A2 0 CH. CH, Pr Bu H (8a—2-8c-2)
A-2 0 CH, Et Et Et H (8a—2-9¢-2)
A-2 0 CH: Pr  ‘Pr ‘Pr H (8a—2-10c-2)
A-2 0 CH: Bu Bu Bu H (8a—2-11c-2)
A-2 0 CH-CH.CH> CH; CHs CH, H (8a—2-12¢-2)
A-2 0 CH-CH.CH> CH; CHs Et H (8a—2-13c-2)
A-2 0 CH-CH.CH> CH;  CHs ‘Pr H (8a—2-14c-2)
A-2 0 CH.CH.CH: CH; CH; Bu H (8a—2-15¢—2)
A-2 0 CH.CH.CH: CH; CH; Bnz H (8a—2-16¢-2)
A-2 0 CH.CH.CH: CH; Et Et H (8a—2-17c—2)
A-2 0 CH.CH.CH: CH;  CH.CH.OCHs CH.CH.OCH; H (8a—2-18¢—2)
A-2 0 CH.CH.CH: CH; Pr Bu H (8a—2-19¢-2)
A-2 0 CH.CH.CH: Et Et Et H (8a—2-20c—2)
A-2 0 CH.CH.CH: Pr  ‘Pr ‘Pr H (8a—2-21c—2)
A-2 0 CH.CH-CH. Bu Bu Bu H (8a—2-22¢-2)
A-2 0 CH: (CH2) sCH; CHs;  CHj CH; H (8a—2-23c—2)
A-2 0 CH: (CH2) sCH; CHs;  CHj Et H (8a—2-24c—2)
A-2 0 CH: (CH2) sCH; CHs;  CHj ‘Pr H (8a—2-25¢-2)
A-2 0 CH: (CH2) sCH; CHs;  CHj Bu H (8a—2-26¢-2)
A-2 0 CH: (CH2) sCH; CHs;  CHj Bnz H (8a—2-27c—2)
A-2 0 CH. (CH2),CH; CHs Et Et H (8a—2-28¢—2)
A-2 0 CH: (CH2) s.CH, CH;  CH.CH,OCH: CH.CH,OCH; H (8a—2-29c¢—2)
A-2 0 CH: (CHs) .CH, CH: Pr Bu H (8a—2-30c—2)
A-2 0 CH: (CHs) .CH, Et Et Et H (8a—2-31c—2)
A-2 0 CH: (CHy) «CH, ‘Pr  ‘Pr ‘Pr H (8a—2-32¢—2)
A-2 0 CH. (CH.) 4CH. Bu Bu Bu H (8a—2-33¢c-2)
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A XRH* R R R R R’
A-6  NH CH, CH;  CHs CH; H (8a—2-1a—6)
A-6  NH CH, CH;  CHs Et H (8a—2-2a-6)
A-6  NH CH, CH;  CHs Pr H (8a—2-3a—6)
A-6  NH CH, CH;  CHs Bu H (8a—2-4a—6)
A-6  NH CH, CH;  CHs Bnz H (8a—2-5a—6)
A-6 NH CH; CH; Et Et H (8a—2-6a-6)
A-6  NH CH, CH,  CH.CH,OCH; CH.CH,OCH; H (8a—2-Ta—6)
A-6 NH CH; CH; Pr Bu H (8a—2-8a-6)
A-6 NH CH; Et  Et Et H (8a—2-9a-6)
A-6  NH CH; Pr  Pr Pr H (8a—2-10a-6)
A-6  NH CH; Bu  Bu Bu H (8a—2-11a-6)
A-6  NH CH,CH.CH. CH;  CHs CH; H (8a—2-12a-6)
A-6  NH CH,CH.CH. CH;  CHs Et H (8a—2-13a-6)
A-6  NH CH,CH.CH. CH;  CHs Pr H (8a—2-14a-6)
A-6  NH CH2CHCH: CH;  CHs Bu H (8a—2-15a4-6)
A-6 NH CH,CH.CH, CH, CH, Bnz H (8a—2-16a-6)
A-6 NH CH,CH.CH, CH, Et Et H (8a-2-17a-6)
A-6 NH CH,CH.CH, CH, CH.CH,0CH; CH.CH,OCH; H (8a-2-18a-6)
A-6 NH CH,CH.CH, CH, Pr Bu H (8a-2-19a-6)
A-6 NH CH,CH.CH, Et Bt Et H (8a-2-20a-6)
A-6 NH CH,CH.CH, Pr  Pr Pr H (8a—2-214-6)
A-6 NH CH,CH.CH, Bu Bu Bu H (8a-2-22a-6)
A-6 NH CH:(CH:),CH; CH;  CH CH; H (8a-2-23a-6)
A-6 NH CH:(CH:),CH; CH;  CH Et H (8a—2-24a-6)
A-6 NH CH:(CH:),CH; CH;  CH Pr H (8a—2-25a-6)
A-6 NH CH:(CH:),CH; CH;  CH Bu H (8a—2-26a-6)
A-6 NH CH:(CH:),CH; CH;  CH Bnz H (8a-2-27a-6)
A-6 NH CH.(CH.),.CH, CH; Et Et H (8a-2-28a-6)
A-6 NH CH:(CH) .CH: CH;  CH.CH.OCH, CH.CH.OCH; H (8a-2-29a-6)
A-6 NH CH:(CH2) .CH: CH; Pr Bu H (8a-2-30a-6)
A-6 NH CH.(CH).CH; Et  Et Et H (8a-2-31a-6)
A-6 NH CH,(CH,).CH. ‘Pr ‘Pr Pr H (8a—2-324-6)
A-6 NH CH:(CH).CH: Bu  Bu Bu H (8a-2-33a-6)
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A-6 N(CH;) CH, CH;  CHs CH, H (8a-2-1b—6)
A-6 N(CH;) CH, CH;  CHs Et H (8a-2-2b—6)
A-6 N(CH;) CH, CH;  CHs Pr H (8a-2-3b—6)
A-6 N(CH;) CH, CH;  CHs Bu H (8a-2-4b—6)
A-6 N(CH;) CH, CH;  CHs Bnz H (8a-2-5b—6)
A-6 N(CH;) CH, CH; Et Et H (8a-2-6b—6)
A-6 N(CH;) CH, CH;  CH.CH,OCH; CH)CH.OCH; H (8a-2-7b—6)
A-6  N(CH;) CH, CH; Pr Bu H (8a-2-8b—6)
A-6 N(CH;) CH, Et  Et Et H (8a-2-9b—6)
A-6  N(CH;) CH, Pr  Pr ipr H (8a-2-10b-6)
A-6  N(CH;) CH- Bu Bu Bu H (8a-2-11b-6)
A6 N(CH;) CH.CH.CH. CH;  CHs CH, H (8a-2-12b-6)
A6 N(CH;) CH.CH.CH. CH;  CHs Et H (8a-2-13b-6)
A-6  N(CHs) CH.CH:CH: CHy  CHs ipr H (8a-2-14b-6)
A6 N(CH;) CH.CH.CH. CH;  CHy Bu H (8a-2-15b-6)
A-6  N(CH;) CH.CH.CH, CH; CH; Bnz H (8a—2-16b—6)
A-6  N(CH;) CH.CH.CH, CH; Et Et H (8a—2-17b—6)
A-6  N(CH;) CH,CH.CH, CH;  CH.CH.OCH; CH.CH;OCH; H (8a-2-18b—6)
A-6  N(CH;) CH.CH.CH, CH; Pr Bu H (8a-2-19b—6)
A-6  N(CH;) CH.CH.CH, Et  Et Et H (8a—2-20b—6)
A-6  N(CH;) CH.CH.CH, Pr  'Pr Pr H (8a—2-21b—6)
A-6  N(CH;) CH.CH.CH, Bu  Bu Bu H (8a—2-22b—6)
A-6  N(CH;) CH,(CH»),CH, CH; CH; CH H (8a—2-23b—6)
A-6  N(CH;) CH,(CH»),CH, CH; CH; Et H (8a—2-24b—6)
A-6  N(CH;) CH,(CH»),CH, CH; CH; Pr H (8a—2-25b—6)
A-6  N(CH;) CH,(CH»),CH, CH; CH; Bu H (8a—2-26b—6)
A-6  N(CH;) CH,(CH»),CH, CH; CH; Bnz H (8a—2-27b—6)
A-6  N(CH;) CH,(CH»).CH, CH; Et Et H (8a—2-28b—6)
A-6  N(CH;) CH.(CHy),H, CH; CH,CH.OCH; CH.CH,OCH; H (8a—2-29b—6)
A-6  N(CH;) CH,(CH)),CH; CH; Pr Bu H (8a—2-30b—6)
A-6  N(CH;) CH,(CH»).CH, Et  Et Et H (8a—2-31b—6)
A-6  N(CH;) CH,(CH)).CH, 'Pr 'Pr Pr H (8a—2-32b—6)
A-6  N(CH;) CH,(CH;),CH, Bu  Bu Bu H (8a—2-33b—6)
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A XRH* R R R R® R’
A6 O CH, CH; CHs CH; H (8a—2-1c-6)
A6 O CH, CH; CHs Et H (8a—2-2¢c-6)
A6 O CH, CH; CHs Pr H (8a—2-3c-6)
A6 O CH, CH; CHs Bu H (8a—2-4c-6)
A6 O CH, CH; CHs Bnz H (8a—2-5c-6)
A6 O CH, CH; Et Et H (8a—2-6¢-6)
A6 O CH, CH;  CH.CH.OCH; CH.CH.OCH; H (8a—2-Tc—6)
A6 O CH, CH; Pr Bu H (8a—2-8c-6)
A6 O CH, Et Et Et H (8a—2-9c-6)
A6 O CH, Pr  iPr Pr H (8a—2-10c—6)
A-6 0 CH, Bu Bu Bu H (8a-2-11¢c-6)
A6 O CH,CH2CH. CH; CHs CH; H (8a—2-12¢-6)
A6 O CH,CH2CH. CH; CHs Et H (8a—2-13c—6)
A6 O CH,CH2CH. CH; CHs Pr H (8a—2-14c—6)
A6 O CH,CH,CH. CH; CHs Bu H (8a-2-15c-6)
A6 O CH,CH,CH. CH; CHs Bnz H (8a—2-16¢c-6)
A6 O CH,CH,CH. CH; Et Et H (8a—2-17c6)
A6 O CH,CH,CH. CH;  CH.CH.OCH; CH,CH.OCH; H (8a—2-18c—6)
A6 O CH,CH,CH. CH; Pr Bu H (8a—2-19¢c—6)
A6 O CH,CH,CH. Et Et Et H (8a—2-20c—6)
A6 O CH,CH,CH. 'Pr  Pr Pr H (8a—2-21c—6)
A6 O CH,CH,CH. Bu Bu Bu H (8a—2-22c—6)
A6 O CHy(CH») «CH, CH;  CHy CHs H (8a-2-23c6)
A6 O CHy(CH») «CH, CH;  CHy Et H (8a-2-24c—6)
A6 O CHy(CH») «CH, CH;  CHy Pr H (8a-2-25c6)
A6 O CHy(CH») «CH, CH;  CHy Bu H (8a-2-26c6)
A6 O CHy(CH») «CH, CH;  CHy Bnz H (8a-2-27c6)
A6 O CHy(CH») «CH, CH;  Et Et H (8a-2-28c—6)
A6 O CHy(CH) «CH, CH;  CH.,CH;0CH;  CH.CH.OCH; H (8a-2-29c-6)
A6 O CHy(CH») «CH, CH;  Pr Bu H (8a-2-30c—6)
A6 O CH, (CHz) «CH, Et Et Et H (8a-2-31c6)
A6 O CH,(CH») «CH, 'Pr  'Pr Pr H (8a-2-32c6)
A6 O CHy (CHz) «CH:  Bu Bu Bu H (8a-2-33c6)
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A-2 NH CH, CH;  CHs CH; CH,  (8b—2-1a-2)
A-2 NH CH, CH;  CHs Et CH,  (8b—2-2a-2)
A-2 NH CH, CH;  CHs Pr CH,  (8b—2-3a-2)
A-2 NH CH, CH;  CHs Bu CH,  (8b—2-4a-2)
A-2 NH CH, CH;  CHs Bnz CH,  (8b—2-5a-2)
A-2  NH CH; CH; Et Et CH;  (8b-2-6a-2)
A-2 NH CH, CH;  CH.CH,OCH; CH.CH,OCH; CH;  (8b—2-7a-2)
A-2  NH CH; CH; Pr Bu CH;  (8b-2-8b-2)
A-2 NH CH, CH;  CHs Et Et (8b-2-9a-2)
A-2 NH CH,CH.CH. CH;  CHs CH; CH,  (8b—2-10a-2)
A-2 NH CH,CH.CH. CH;  CHs Et CH,  (8b—2-11a-2)
A-2 NH CH,CH.CH. CH;  CHs Pr CH,  (8b—2-12a-2)
A-2 NH CH,CH.CH. CH;  CHs Bu CH,  (8b—2-13a-2)
A-2 NH CH,CH.CH. CH;  CHs Bnz CH,  (8b—2-14a-2)
A-2  NH CH2CHoCH: CH; Bt Et CH;  (8b—2-15a-2)
A-2 NH CH,CH.CH, CH;  CH.CH.OCH; CH.CH.OCH; CH;  (8b—2-16a-2)
A-2 NH CH,CH.CH, CH, Pr Bu CH,  (8b—2-17a-2)
A-2 NH CH,CH.CH, CH, CH, Et Et (8b-2-18b-2)
A-2 NH CH:(CH:),CH; CH;  CH CH; CH,  (8b—2-19a-2)
A-2 NH CH:(CH:),CH; CH;  CH Et CH,  (8b—2-20a-2)
A-2 NH CH:(CH:),CH; CH;  CH Pr CH,  (8b—2-21a-2)
A-2 NH CH:(CH:),CH; CH;  CH Bu CH,  (8b—2-22a-2)
A-2 NH CH:(CH:),CH; CH;  CH Bnz CH,  (8b—2-23a-2)
A-2 NH CH.(CH.),.CH, CH; Et Et CH,  (8b—2-24a-2)
A-2 NH CH,(CH,),CH, CH;  CH.CH:OCH; CH.CH:OCH; CH,  (8b—2-25a-2)
A-2 NH CH:(CH2) .CH: CH; Pr Bu CH,  (8b—2-26a-2)
A-2 NH CH:(CH:),CH; CH;  CH Et Et (8b-2-27a-2)
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A-2  N(CHy) CH. CH;  CHs CH, CH,  (8b—2-1b-2)
A-2  N(CHy) CH. CH;  CHs Et CH,  (8b—2-2b-2)
A-2 N(CH;) CH: CH;  CHs Pr CH,  (8b—2-3b-2)
A-2 N(CH;) CH, CH;  CH; Bu CH;  (8b-2-4b-2)
A-2 N(CH;) CH, CH;  CH; Bnz CH;  (8b-2-5b-2)
A-2  N(CHy) CH: CH; Et Et CH;  (8b—2-6b-2)
A-2  N(CHy) CH: CH;  CH.CH.OCH, CH.CH.OCH; CH,  (8b—2-7h-2)
A-2  N(CH:) CH. CH; Pr Bu CH,  (8h—2-8b-2)
A-2 N(CH:) CH. CH;  CHs Et Et (8b—2-9b-2)
A-2  N(CH;) CH.CH.CH, CH;  CHs CH, CH,  (8b—2-10b-2)
A2 N(CH;) CH.CH.CH, CH;  CHs Et CH,  (8b—2-11b-2)
A2 N(CH;) CH.CH.CH, CH;  CHs Pr CH,  (8b—2-12b-2)
A-2  N(CH;) CH.CH.CH. CH; CHy Bu CH;  (8b—2-13b-2)
A-2  N(CH;) CH.CH.CH. CH; CHy Bnz CH;  (8b—2-14b-2)
A-2  N(CHs;) CH:CH:CH. CH; Et Et CH;  (8b—2-15b-2)
A-2  N(CH;) CH.CH.CH, CH;  CH.CH.OCH, CH.CH.OCH; CH,  (8b—2-16b-2)
A-2 N(CH;) CH.CH.CH, CH; Pr Bu CH,  (8b—2-17b-2)
A-2  N(CH;) CH.CH.CH, CH;  CHs Et Et (8b—2-18b-2)
A-2 N(CH;) CH.(CH).CH, CH; CHs CH, CH,  (8hb—2-19b-2)
A-2  N(CH;) CH.(CH),CH: CH; CHs Et CH,  (8b—2-20b-2)
A-2  N(CH;) CH.(CH),CH: CH; CHs Pr CH,  (8b—2-21b-2)
A-2 N(CH;) CH.(CHy).CH, CH; CHs Bu CH;  (8b—2-22b-2)
A-2 N(CH;) CH.(CH.).CH. CH; CHs Bnz CH;  (8b-2-23b-2)
A-2  N(CH;) CH.(CH»).CH, CH; Et Et CH;  (8b—2-24b-2)
A-2  N(CH;) CH»(CH).CH: CH; CH.CH,OCH; CH.CH.OCH; CH;  (8b-2-25b-2)
A-2 N(CH;) CH:(CH:).CH, CH; Pr Bu CH,  (8b—2-26b-2)
A-2 N(CH;) CH.(CH).CH, CH; CHs Et Et (8b-2-27b-2)
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A2 0 CH, CH;  CHs CH, CHy  (8b-2-1c-2)
A2 0 CH, CH;  CHs Et CHy  (8b—2-2¢-2)
A2 0 CH, CH;  CHs ‘Pr CHy  (8b—2-3c-2)
A2 0 CH, CH;  CHs Bu CHy  (8b—2-4c-2)
A2 0 CH, CH;  CHs Bnz CHy  (8b—2-5c-2)
A2 0 CH, CH; Et Et CHy  (8b—2-6c-2)
A2 0 CH, CH;  CH.CH.OCH; CH.CH.OCH; CH;  (8b—2-T7c¢-2)
A2 0 CH, CH; Pr Bu CHy  (8b—2-8c-2)
A2 0 CH, CH;  CHs Et Et (8b-2-9¢-2)
A2 0 CH,CH2CH. CH;  CHs CH, CHy  (8b-2-10c-2)
A2 0 CH,CH2CH. CH;  CHs Et CHy  (8b-2-11c-2)
A2 0 CH,CH2CH. CH;  CHs ‘Pr CHy  (8b-2-12¢-2)
A2 0 CH,CH2CH. CH;  CHs Bu CHy  (8b-2-13c-2)
A2 0 CH,CH2CH. CH;  CHs Bnz CHy  (8b—2-14c-2)
A2 0 CH.CH.CH. CH: Et Et CHy  (8b-2-15c¢-2)
A-2 0 CH.CH.CH. CH;  CH.CH,0CH; CH.CH.OCH; CHs  (8b-2-16c-2)
A-2 0 CH.CH.CH. CH; Pr Bu CHy  (8b-2-17c-2)
A-2 0 CH.CH.CH. CHy  CHs Et Et (8b-2-18c-2)
A-2 0 CH,(CHo) sCH: CHs  CH, CH, CHy  (8b-2-19¢-2)
A-2 0 CH,(CHo) sCH: CHs  CH, Et CHy  (8b-2-20c-2)
A-2 0 CH,(CHo) sCH: CHs  CH, ipr CHy  (8b-2-21c-2)
A-2 0 CH,(CHo) sCH: CHs  CH, Bu CHy  (8b-2-22¢-2)
A-2 0 CH,(CHo) sCH: CHs  CH, Bnz CHy  (8b-2-23c-2)
A-2 0 CH,(CH.)4CH: CHs  Et Et CHy  (8b-2-24c-2)
A-2 0 CH,(CHo) sCH: CHs;  CH.CH:0CH;  CH:CH:OCHs CHs  (8b-2-25c-2)
A-2 0 CH,(CHo) sCH: CH;  Pr Bu CHy  (8b—-2-26c-2)
A-2 0 CH,(CHo) sCH: CHs  CH, Et Et (8b-2-27c-2)
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A-6  NH CH, CH;  CHs CH; CH,  (8b—2-1a-6)
A-6  NH CH, CH;  CHs Et CH,  (8b—2-2a-6)
A-6  NH CH, CH;  CHs Pr CH,  (8b—2-3a-6)
A-6  NH CH, CH;  CHs Bu CH,  (8b—2-4a-6)
A-6  NH CH, CH;  CHs Bnz CH,  (8b—2-5a-6)
A-6 NH CH; CH; Et Et CH;  (8b-2-6a-6)
A-6  NH CH, CH;  CH.CH,OCH; CH.CH,OCH; CH;  (8b—2-7a—6)
A-6 NH CH; CH; Pr Bu CH;  (8b-2-8a-6)
A-6  NH CH, CH;  CHs Et Et (8b—2-9a—6)
A-6  NH CH,CH.CH. CH;  CHs CH; CH,  (8b—2-10a—6)
A-6  NH CH,CH.CH. CH;  CHs Et CH,  (8b—2-11a—6)
A-6  NH CH,CH.CH. CH;  CHs Pr CH,  (8b—2-12a-6)
A-6  NH CH,CH.CH. CH;  CHs Bu CH,  (8b—2-13a—6)
A-6  NH CH,CH.CH. CH;  CHs Bnz CH,  (8b—2-14a-6)
A-6 NH CH,CH.CH, CH, Et Et CH,  (8b—2-15a-6)
A-6 NH CH,CH.CH, CH;  CH.CH.OCH; CH.CH.OCH; CH;  (8b—2-16a-6)
A-6 NH CH,CH.CH, CH, Pr Bu CH,  (8b—2-17a-6)
A-6 NH CH,CH.CH, CH, CH, Et Et (8b-2-18a-6)
A-6 NH CH:(CH:),CH; CH;  CH CH; CH,  (8b—2-19a-6)
A-6 NH CH:(CH:),CH; CH;  CH Et CH,  (8b—2-20a-6)
A-6 NH CH:(CH:),CH; CH;  CH Pr CH,  (8b—2-21a-6)
A-6 NH CH:(CH:),CH; CH;  CH Bu CH,  (8b—2-22a-6)
A-6 NH CH:(CH:),CH; CH;  CH Bnz CH,  (8b—2-23a-6)
A-6 NH CH.(CH.),.CH, CH; Et Et CH,  (8b—2-24a-6)
A-6 NH CH,(CH,),CH, CH;  CH.CH:OCH; CH.CH:OCH; CH,  (8b—2-254-6)
A-6 NH CH:(CH2) .CH: CH; Pr Bu CH,  (8b—2-26a-6)
A-6 NH CH:(CH:),CH; CH;  CH Et Et (8b-2-27a-6)
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A-6  N(CH;) CH, CH; CH; CH; CH;  (8b-2-1b—6)
A-6  N(CH;) CH, CH; CH; Et CH;  (8b-2-2b-6)
A-6  N(CH;) CH, CH; CH; Pr CH;  (8b-2-3b—6)
A-6  N(CH;) CH, CH; CH; Bu CH;  (8b-2-4b—6)
A-6  N(CH;) CH, CH; CH; Bnz CH;  (8b-2-5b—6)
A-6  N(CH;) CH, CH; Et Et CH;  (8b-2-6b—6)
A-6  N(CH;)) CH: CH;  CH.CH,0CH; CH,CH.OCH; CH;  (8b—2-7b—6)
A-6  N(CH;) CH, CH; Pr Bu CH;  (8b-2-8b—6)
A-6  N(CH;) CH, CH; CH; Et Et (8b—2-9b—6)
A-6 N(CH;) CH.CH.CH. CH; CH; CH; CH;  (8b-2-10b—6)
A-6 N(CH;) CH.CH.CH. CH; CH; Et CH;  (8b-2-11b—6)
A-6 N(CH;) CH.CH.CH. CH; CH; Pr CH;  (8b-2-12b-6)
A-6 N(CH;) CH.CH.CH. CH; CH; Bu CH;  (8b-2-13b—6)
A-6 N(CH;) CH.CH.CH. CH; CH; Bnz CH;  (8b-2-14b—6)
A-6 N(CHs;) CH:CH-CH. CH, Et Et CH;  (8b-2-15b—6)
A6 N(CH;) CH.CH.CH, CH, CH.CH,0CH; CH.CH,0CH; CH,  (8b—2-16b—6)
A6 N(CH;) CH,CH.CH, CH; Pr Bu CH;  (8b—2-17b-6)
A6 N(CH;) CH,CH.CH, CH;  CHs Et Et (8b-2-18b-6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs CH, CH;  (8b—2-19b-6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs Et CH;  (8b—2-20b—6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs ‘Pr CH;  (8b-2-21b-6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs Bu CH;  (8b—2-22b—6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs Bnz CH;  (8b—2-23b-6)
A-6  N(CH;) CH:(CHs),CH. CH; Et Et CH;  (8b—2-24b-6)
A-6 N(CH;) CH.(CH»),CH. CH; CH.CH:0CH; CH.CH.OCH; CH;  (8b-2-25b-6)
A-6  N(CH;) CH:(CHs)sCH, CHy Pr Bu CH;  (8b—2-26b—6)
A-6  N(CH;) CH:(CHy),CH: CH; CHs Et Et (8b-2-27b-6)

[0278]
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A X(RH" R R R R R’

A6 0 CH. CH;  CHs CHs CH;  (8b-2-1c—6)
A6 0 CH, CH;  CHs Et CH;  (8b-2-2c-6)
A6 0 CH, CH;  CHs Pr CH;  (8b-2-3c—6)
A6 0 CH, CH;  CHs Bu CH;  (8b-2-4c-6)
A6 0 CH, CH;  CHs Bnz CH;  (8b-2-5c-6)
A6 0 CH, CH; Et Et CH;  (8b-2-6c-6)
A6 0 CH. CH;  CH.CH,OCH; CH,CH:OCH; CH;  (8b-2-7Tc-6)
A6 0 CH, CH; Pr Bu CH;  (8b-2-8c—6)
A6 0 CH, CH;  CHs Et Et (8b—2-9c—6)
A6 0 CH.CH,CH. CH;  CHs CHs CH;  (8b—2-10c—6)
A6 0 CH.CH,CH. CH;  CHs Et CH;  (8b-2-11c6)
A6 0 CH.CH,CH. CH;  CHs Pr CH;  (8b—2-12c—6)
A6 0 CH.CH,CH. CH;  CHs Bu CH;  (8b—2-13c—6)
A6 0 CH.CH,CH. CH;  CHs Bnz CH;  (8b-2-14c—6)
A6 0 CH.CH.CH, CH; Et Et CH;  (8b-2-15¢—6)
A6 0 CH.CH.CH, CH;  CH.CH.OCH; CH.CH.OCH; CH;  (8b-2-16¢-6)
A6 0 CH.CH.CH, CH; Pr Bu CH;  (8b-2-17c—6)
A6 0 CH.CH.CH, CH; CH, Et Et (8b-2-18¢-6)
A6 0 CH.(CH),CH, CHs;  CHy CH, CH;  (8b-2-19¢—6)
A6 0 CH.(CH),CH, CHs;  CHy Et CH;  (8b-2-20c—6)
A6 0 CH.(CH),CH, CHs;  CHy ‘Pr CH;  (8b-2-21c—6)
A6 0 CH.(CH),CH, CHs;  CHy Bu CH;  (8b-2-22¢—6)
A6 0 CH.(CH),CH, CHs;  CHy Bnz CH;  (8b-2-23c—6)
A6 0 CH.(CH),.CH, CHs;  Et Et CH;  (8b-2-24c—6)
A6 0 CH,(CH,) .CH, CHs;  CH.CH:OCH; CH.CH.OCH; CHy;  (8b-2-25c—6)
A6 0 CH.(CH).CH, CH;  Pr Bu CH;  (8b-2-26c—6)
A6 0 CH.(CH),CH, CHs;  CHy Et Et (8b-2-27c—6)
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[0280]

[0281]

[0282]

[0283]
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O
A NJ\x/Rz\rZFi—R4 R'COs

Ho(Rr1? RS ,

e

|

q R

?”JR"NTNTN‘R'?’{ R'= 2o~ % (A-14)

O O
A XRH* R RP R R® R’
A-14 NH CH. CH; CH; CH; H (8a—2-1a—14)
A-14 NH CH, CH, CH, Bt H (8a-2-2a-14)
A-14 NH CH, CH; CH, Pr H (8a-2-3a-14)
A-14 NH CH. CH; CH; Bu H (8a-2-4a-14)
A-14 NH CH. CH; CHs Bnz H (8a—2-Ha—14)
A-14 NH CH. CH, Et Bt H (8a-2-6a-14)
A-14 NH CH, CH; CH,CH,OCH; CH.CH.OCH; H (8a-2-Ta-14)
A-14 NH CH. CH; Pr Bu H (8a-2-8a-14)
A-14 NH CH. Et Et Et H (8a-2-9a-14)
A-14 NH CH, Pr Pr Pr H (8a-2-10a-14)
A-14 NH CH. Bu Bu Bu H (8a-2-11a-14)
A-14 NH CH.CH.CH. CH; CH; CH, H (8a-2-12a-14)
A-14 NH CH.CH,CH. CH; CHs Et H (8a-2-13a-14)
A-14 NH CH2CH-CH, CH, CHs ‘Pr H (8a—2-14a-14)
A-14 NH CH.CH.CH, CHs CH, Bu H (8a-2-15a-14)
A-14 NH CH.CH.CH. CH; CH; Bnz H (8a—2-16a-14)
A-14 NH CH,CH,CH, CH, Et Bt H (8a-2-17a-14)
A-14 NH CH2CH-CH, CH; CH.CH,OCH; CH.CH.OCH; H (8a-2-18a-14)
A-14 NH CH.CH.CH, CHy Pr Bu H (8a-2-19a-14)
A-14 NH CH.CH.CH. Et Et Ft H (8a-2-20a-14)
A-14 NH CH,CH,CH, Pr Pr Pr H (8a-2-21a-14)
A-14 NH CH.CH.CH. Bu Bu Bu H (8a-2-22a-14)
A-14 NH CH,(CHy) ,CH, CHy; CH, CHs H (8a-2-23a-14)
A-14 NH CH.(CH.) ,CH, CH; CHy Ft H (8a—2-24a-14)
A-14 NH CH.(CH.),CH, CH; CHs Pr H (8a-2-25a-14)
A-14 NH CH,(CH,).CH. CHy CH, Bu H (8a—2-26a-14)
A-14 NH CH,(CHy) 4CH, CHy CH, Bnz H (8a-2-27a-14)
A-14 NH CH.(CH,) ,CH, CH; Et Ft H (8a—2-28a-14)
A-14 NH CH.(CH»),CH, CH; CH:CH.OCH; CH.CH.OCH, H (8a-2-29a-14)
A-14 NH CH,(CH,) .CH: CH; Pr Bu H (8a-2-30a-14)
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[0286] A-14 NH CH.(CH2)sCH. Et  Et Et H (8a—2-31a-14)
A-14 NH CH:(CH2) 4CH: 'Pr ‘Pr Pr H (8a—-2-32a-14)
A-14 NH CH:(CH2) sCH. Bu  Bu Bu H (8a—2-33a-14)

[0287]
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A X(RH* R R* R R? R’
A-14 N(CH;) CH. CHy CHs CH; H (8a—2-1b-14)
A-14 N(CH;) CH. CHy CHs Et H (8a-2-2b-14)
A-14 N(CH;) CH. CHy CHs "Pr H (8a-2-3b-14)
A-14 N(CH;) CH. CHy CHs Bu H (8a—2-4b-14)
A-14 N(CH;) CH. CHy CHs Bnz H (8a—2-5b-14)
A-14 N(CH;) CH. CH; Et Et H (8a-2-6b-14)
A-14 N(CH;) CH. CH, CH.CH.OCH, CH.CH.OCH, H (8a-2-7b-14)
A-14 N(CH;) CH. CH; Pr Bu H (8a-2-8b-14)
A-14 N(CH;) CH. Et Bt Et H (8a-2-9b-14)
A-14 N(CH;) CH. Pr Pr iPr §i (8a—2-10b-14)
A-14 N(CH;) CH. Bu Bu Bu §i (8a—2-11b-14)
A-14 N(CH;) CH,CH.CH, CH; CH, CH, H (8a-2-12b-14)
A-14 N(CH;) CH,CH.CH, CH; CH, Et H (8a-2-13b-14)
A-14 N(CH;) CH,CH.CH, CH; CH, ‘Pr H (8a-2-14b-14)
A-14 N(CH;) CH,CH.CH, CH; CH, Bu H (8a-2-15b-14)
A-14 N(CH;) CH,CH.CH, CH; CH, Bnz H (8a-2-16b-14)
A-14 N(CH;) CH,CH.CH, CH; Et Et H (8a-2-17b-14)
A-14 N(CH;) CH.CH.CH, CH, CH.CH.OCH, CH.CH.OCH, H (8a-2-18b-14)
A-14 N(CH;) CH,CH.CH, CH; Pr Bu H (8a-2-19b-14)
A-14 N(CH;) CH,CH.CH, Et Bt Et H (8a-2-20b-14)
A-14 N(CH;) CH.CH.CH, Pr Pr Pr H (8a-2-21b-14)
A-14 N(CH;) CH.CH.CH. Bu Bu Bu H (8a—2-22b-14)
A-14 N(CH;) CH.(CHs).CH; CH; CHs CH; H (8a—2-23b-14)
A-14 N(CH;) CH.(CHs).CH; CH; CHs Et H (8a—2-24b-14)
A-14 N(CH;) CH.(CHs).CH; CH; CHs Pr H (8a—2-25b-14)
A-14 N(CH;) CH.(CHs).CH; CH; CHs Bu H (8a—2-26b-14)
A-14 N(CH;) CH.(CHs).CH; CH; CHs Bnz H (8a—2-27b-14)
A-14 N(CH;) CH.(CH.,).CH; CH; Et Et H (8a—2-28b-14)
A-14 N(CH;) CH,(CH,),CH, CH; CH)CH,OCH; CH.CH,OCH; H (8a—2-29b-14)
A-14 N(CH;) CH.(CH)),CH. CH; Pr Bu H (8a—2-30b-14)
A-14 N(CH;) CH.(CH)).CH; Et Et Et H (8a—2-31b-14)
A-14 N(CH;) CH.(CH)).CH. Pr 'Pr Pr H (8a—2-32b-14)
A-14 N(CH;) CH.(CH)).CH; Bu Bu Bu H (8a—2-33b-14)
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A XRH* R’ R* R R? R’
A-14 0 CH. CH; CHs CH, H (8a—2-1c-14)
A-14 0 CH. CH; CHs Et H (8a—2-2c-14)
A-14 0 CH. CH; CHs Pr H (8a—2-3c-14)
A-14 0 CH. CH; CHs Bu H (8a—2-4c-14)
A-14 0 CH. CH; CHs Bnz H (8a—2-5c-14)
A-14 0 CH. CH; Et Et H (8a—2-6c-14)
A-14 0 CH. CH; CH;CH.OCH; CH.CH,OCH; H (8a—2-Tc-14)
A-14 0 CH. CH; Pr Bu H (8a—2-8c-14)
A-14 0 CH. Et Et Et H (8a—2-9c-14)
A-14 0 CH. Pr 'Pr Pr H (8a—2-10c—14)
A-14 0 CH. Bu Bu Bu H (8a—2-11c—14)
A-14 0 CH.CH.CH CH; CHs CH, H (8a—2-12c-14)
A-14 0 CH.CH.CH CH; CHs Et H (8a—2-13c-14)
A-14 0 CH.CH.CH CH; CHs Pr H (8a—2-14c-14)
A-14 0 CH.CH4CH: CH;  CHs Bu H (8a—2-15¢-14)
A-14 0 CH,CH.CH, CH, CHs Bnz H (8a-2-16¢-14)
A-14 0 CH,CH.CH, CH, Et Et H (8a-2-17c-14)
A-14 0 CH,CH.CH, CH, CH.CH.OCH; CH.CH.OCH, H (8a-2-18c-14)
A-14 0 CH,CH.CH, CH, Pr Bu H (8a-2-19¢-14)
A-14 0 CH,CH.CH, Et Et Et H (8a-2-20c-14)
A-14 0 CH,CH.CH, Pr ‘Pr ‘Pr H (8a—2-21c-14)
A-14 0 CH,CH.CH, Bu Bu Bu H (8a-2-22¢c-14)
A-14 0 CH. (CHz) ,CH: CH; CHs CH, H (8a-2-23¢-14)
A-14 0 CH. (CHz) ,CH: CH; CHs Et H (8a-2-24c-14)
A-14 0 CH. (CHz) ,CH: CH; CHs ‘Pr H (8a-2-25¢-14)
A-14 0 CH. (CHz) ,CH: CH; CHs Bu H (8a-2-26c-14)
A-14 0 CH. (CHz) ,CH: CH; CHs Bnz H (8a-2-27c-14)
A-14 0 CH.(CH2) ,CH: CH; Et Et H (8a-2-28c-14)
A-14 0 CH. (CH2) ,CH, CH;  CH.CH,OCH; CH.CH.OCH; H (8a-2-29¢-14)
A-14 0 CH.(CHz) ,CH: CH; Pr Bu H (8a-2-30c-14)
A-14 0 CH.(CH:) ,CH: Et Bt Et H (8a-2-31c-14)
A-14 0 CH,(CH.) ,CH: ‘Pr 'Pr ‘Pr H (8a—2-32c-14)
A-14 0 CH2(CH2) ,CH: Bu Bu Bu H (8a-2-33¢c-14)
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A X(RH" R R* R R R’

A-14 NH CH. CH; CHs CHs CH;  (8b—2-1a-14)
A-14 NH CH. CH; CHs Et CH;  (8b-2-2a-14)
A-14 NH CH. CH; CHs Pr CH;  (8b-2-3a-14)
A-14 NH CH. CH; CHs Bu CH;  (8b-2-4a-14)
A-14 NH CH. CH; CHs Bnz CH;  (8b-2-5a-14)
A-14 NH CH. CH; Et Et CH;  (8b-2-6a-14)
A-14 NH CH. CH; CH.CHOCH; CH,CH.OCH; CH;  (8b-2-7a—14)
A-14 NH CH. CH; Pr Bu CH;  (8b-2-8a-14)
A-14 NH CH. CH; CHs Et Et  (8b-2-9a-14)
A-14 NH CH.CH,CH. CH; CHs CHs CH;  (8b—2-10a-14)
A-14 NH CH.CH,CH. CH; CHs Et CH;  (8b-2-1la-14)
A-14 NH CH.CH,CH. CH; CHs Pr CH;  (8b-2-12a-14)
A-14 NH CH.CH,CH. CH; CHs Bu CH;  (8b-2-13a-14)
A-14 NH CH.CH,CH. CH; CHs Bnz CH;  (8b-2-14a-14)
A-14 NH CH.CH,CH. CH; Et Et CH;  (8b-2-15a-14)
A-14 NH CH.CH,CH. CH; CH.CH,OCH; CH,CH.OCH; CH;  (8b-2-16a-14)
A-14 NH CH.CH,CH. CH; Pr Bu CH;  (8b-2-17a-14)
A-14 NH CH.CH,CH. CH; CHs Et Et  (8b-2-18a-14)
A-14 NH CH,(CH.) ,CH, CH; CH; CH; CH;  (8b—2-19a-14)
A-14 NH CH.(CH:) ,CH, CH; CHs Et CH;  (8b—2-20a-14)
A-14 NH CH.(CH.),CH, CH; CH, ‘Pr CH;  (8b-2-21a-14)
A-14 NH CH.(CH.),CH, CH; CH, Bu CH;  (8b-2-22a-14)
A-14 NH CH.(CH.),CH, CH; CH, Bnz CH;  (8b-2-23a-14)
A-14 NH CH.(CH.).CH, CH; Et Et CH;  (8b-2-24a-14)
A-14 NH CH,(CH,) .CH, CH; CH.CH.OCH; CH.CH.OCH, CH;  (8b—2-25a-14)
A-14 NH CH.(CH.).CH, CH; Pr Bu CH;  (8b-2-26a-14)
A-14 NH CH.(CH.),CH, CH; CH, Et Et  (8b-2-27a-14)
A-14 N(CHy) CH. CH; CHs CH; CH;  (8b—2-1b—14)
A-14 N(CH;) CH. CH; CHy Et CH;  (8b-2-2b-14)
A-14 N(CH;) CH. CH; CHy Pr CH;  (8b-2-3b-14)
A-14 N(CH;) CH. CH; CHy Bu CH;  (8b-2-4b-14)
A-14 N(CH;) CH. CH; CHy Bnz CH;  (8b-2-5b-14)
A-14 N(CH;) CH. CH; Et Et CH;  (8b-2-6b-14)
A-14 N(CH;) CH. CH; CH,CH;0CH; CH;CH,OCH; CH;  (8b-2-7b-14)
A-14 N(CH;) CH. CH; Pr Bu CH;  (8b-2-8b-14)
A-14 N(CH;) CH. CH; CHy Et Et  (8b-2-9b-14)
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A XRH* R R® R R R’
A-14 N(CH;)  CH.CH.CH. CH; CH, CH, CH;  (8b-2-10b-14)
A-14 N(CH;)  CH.CH.CH. CH; CH, Et CH;  (8b-2-11b-14)
A-14 N(CH;) CH.CH,CH: CH; CH, ‘Pr CH,  (8b-2-12b-14)
A-14 N(CH;) CH.CH.CH, CH, CH; Bu CH;  (8b-2-13b-14)
A-14 N(CH;)  CH.CH.CH. CH; CH, Bnz CH;  (8b-2-14b-14)
A-14 N(CH;)  CH.CH.CH. CH; Et Et CH;  (8b-2-15b-14)
A-14 N(CH;) CH.CH,CH: CH; CH.CH:0CH; CH.CH.OCH; CHs  (8b—-2-16b-14)
A-14 N(CH;) CH.CH.CH, CH; Pr Bu CH;  (8b-2-17b-14)
A-14 N(CH;)  CH.CH.CH. CH; CH, Et Et  (8b-2-18b-14)
A-14 N(CHs) CH:(CH:.)4«CH, CH; CH, CH, CH;  (8b-2-19b-14)
A-14 N(CH;) CH,(CH.),CH, CHs CH, Et CH,  (8b—-2-20b-14)
A-14 N(CH;) CH,(CH,)(«CH, CHs; CH P CH,  (8b—2-21b-14)
A-14 N(CH;) CH:(CH»)H. CH; CHs Bu CH;  (8b-2-22b-14)
A-14 N(CHs) CH:(CH:.)4«CH. CHy; CHs Bnz CH;  (8b-2-23b-14)
A-14 N(CH;) CH,(CH.),CH, CHs Et Et CH,  (8b—2-24b-14)
A-14 N(CH;) CH.(CH)CH, CHs CH.CH.OCH; CH.CH,OCH; CHs  (8b-2-25b-14)
A-14 N(CH;) CH.(CH,).CH, CH; Pr Bu CH;  (8b-2-26b-14)
A-14 N(CH;) CH,(CHs).«CH, CH; CHs Et Et  (8b-2-27b-14)
A-14 0 CH, CH, CHs CH, CH;  (8b-2-1c-14)
A-14 0 CH, CH; CH, Et CH;  (8b-2-2c-14)
A-14 0 CH, CHs  CHs Pr CHs  (8b—2-3c—14)
A-14 0 CH, CH; CH Bu CH;  (8b—2-4c-14)
A-14 0 CH, CH, CHs Bnz CH;  (8b-2-5c-14)
A-14 0 CH, CH; Et Et CH;  (8b-2-6¢c-14)
A-14 0 CH, CHs CH.CH.OCHs CH:CH:OCH; CHs  (8b-2-7c-14)
A-14 0 CH, CH; Pr Bu CH;  (8b—2-8c-14)
A-14 0 CH, CH, CHs Et Et  (8b-2-9c-14)
A-14 0 CH2CH:CH. CH; CH, CH, CH;  (8b-2-10c—14)
A-14 0 CH,CH,CH. CHs  CHs Et CH,  (8b-2-11c-14)
A-14 0 CH.CH.CH, CH;  CHs 'Pr CH;  (8b-2-12¢-14)
A-14 0 CH2CH,CH: CH; CH Bu CH;  (8b—2-13c¢c-14)
A-14 0 CH.CH.CH. CH, CH, Bnz CH;  (8b-2-14c-14)
A-14 0 CH,CH,CH. CH, Et Et CH,  (8b—2-15c-14)
A-14 0 CH,CH,CH. CH, CH.CH.OCH; CH:CH:OCH; CHs  (8b-2-16c—14)
A-14 0 CH.CH,CH; CH; Pr Bu CH;  (8b-2-17c-14)
A-14 0 CH.CH.CH, CH, CHs Et Et  (8b-2-18c-14)
A-14 0 CH;(CH:)4CH, CHy  CHs CH, CH;  (8b-2-19c-14)
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[0291] A-14 O CH:(CHz).CH, CHs CHs Et CH;  (8b-2-20c-14)
A-14 O CH:(CHz).CH, CHs CHs 'Pr CH;  (8b-2-21c¢-14)
A-14 O CH:(CHz).CH, CHs CHs Bu CH;  (8b-2-22¢-14)
A-14 O CH:(CHz).CH, CHs CHs Bnz CH;  (8b-2-23c¢-14)
A-14 O CH:(CHz).CH, CH; Et Et CH;  (8b-2-24c-14)
A-14 O CH.(CH») 4«CH; CH; CH.CH:0CH; CH.CH,OCH; CH;  (8b-2-25¢-14)
A-14 O CH:(CHz).CH, CH; Pr Bu CH;  (8b-2-26c-14)
A-14 O CH:(CHz).CH, CHs CHs Et Et (8b-2-27c-14)

[0292] 3 (8) &L T, HFLKF (8a—2—1a—-1) ~(8a—2—-33
a—1)., (8b—2—1a—1) ~(8b—2—27a—1)., (8a-—
2—-1b—1) ~(8a—2—-33b—-1)., (8b—2—-—1b—1) ~ (
8b—2—-27b—1), (8a—2—1c—1) ~(8a—2—-33c—
1), (8b—2—-—1¢c—1) ~(8b—2—-27c—1)., (8a—2-—
la—2) ~(8a—2—-33a—2), (8b—2—-1a—-2) ~ (8b
—2—27a—2), (8a—2—-1b—2) ~(8a—2—-33b—2)
. (8b—2—-1b—-—2) ~(8b—2—-27b—-2), (8a—2—-1c
—2) ~(8a—2—-33c—2). (8b—2—-1c—2) ~(8b—-2
—27¢c—2), (8a—2—1a—6) ~(8a—2—-33a—-6). (
8b—2—-—1a—6) ~(8b—2—-—27a—-6), (8a—2—-1b—6
) ~(8a—2—-33b—-6), (8b—2—-1b—6) ~(8b—2-2
7b—6)., (8a—2—-1c—6) ~(8a—2—-33c—6). (8b
—2—1¢c—6) ~(8b—2—-—27c—6), (Ba—2—1a—14)
~ (8a—2—-—33a—14), (8b—2—-—1a—14) ~ (8b—2—
27a—14), (8a—2—1b—-—14) ~(8a—2—33b—-14)
. (8b—2—-—1b—-—14) ~(8b—2—-27b—-14) ., (8a—2-—
1lc—14) ~(8a—2—-33c—14), (8b—2—-1c—14) ~
(8b—2—-27c—14) THY. BIIFFLIE (8a—-2-12a—
1), (8b—2—-10a—-1)., (8a—2—-—12a—-2)., (8b—2
—10a—2) ThHs,

[0293] RI&iE. X (6) THRINZEEW1 nENMIIHL. X (7) THRIN
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[0294]
[0295]
[0296]

[0297]

[0298]

[0299]

[0300]

[0301]
[0302]

BREIRATIVEEYAERE, 0. 5~10FLMFEAL, FELIZ0. 8
~3 ENEAT 3,

REEREIE, BF. 10THS1 20CITBEDH#EET 2EETH B,

RIGEREIEBEE. 1~208ETHY. FELLIF1~10KETH S,

REBIRTIEEY (7Ta) Xid (7b) ZBFEFEBLTREELTE
FWA OBREEFERALTELWL, BESLTE, Fh3ErOT75 0,
BEERTFIL, PERZRMYI, MLIY, PENVEBREDNBETFShS, D
BREAFERY 254, AEOFERAEE LTIER (6) TRINDILEMI1E
EFICHLT. BET1OO0HEHUT, FHELIEO0. 1~50HEHTH
%,

TRR2F, HEBEILHLT, 2R, 7TV, ANDLEORISICEESRS
ZRBRWAREMEAZIFTHI T TREIETE LU,

Bonibd (8b) & RiE. BRBLEOEERIIRVWERTSL &
HTEZN, BEETICHERXI RIEBEROTIRIOENETZIEHT
x5,

T2 TR, BoNkbaY (8b) 28EFZIDERELTHEET
22885 TEDN AW (8b) &KERIGIET, KX (8) IZTBWVWTR
T DNKBERFTHBIED LT, e (8a) &WD) #&EL (UTF
CIR3EWD) | BEFETIORBELTEBLTHERL,

BSEAETICBWT, &M (8b) L&Y (8a) OAN. Rk
DETLYPTWV, DD, I3 ZERTSIETHEEM (8a) &L T
EHEVICHT D EFELL,

TR3ICDOWTERET %,

KOFEREIXEEY (8b) TEMICHLT, BH. 1~500FIL. &
FLLIE3~250FENTHD, TRIICHEVT, IRR2 TELNAERIGEK
ZZDEFLEY (8b) &ELTHERTZHZE. RIWEFICKEIATIVE
B (7)) BEELTWRIEENRH D, COBE. IRI3ICEVT, K&l
FEFERTLH2IEM/FFELV, KIBEELTHEATZIEHTES, K
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[0303]

[0304]

[0305]

[0306]

[0307]

[0308]

[0309]

[0310]

EREE LCTERT 254, LELOEICNA. & (8b) 1 EHEMICH
LT, @BHE100EEMUT. IFEL<IK0. 1 ~5 0HEHFEATE 2,
e (8b) &tAKERBIEZIEORMEEIL. EE1 0T L, 7E
LLIEF10C~100C, &YHFFELLIEFT10C~80CTH3,
RGEEEE, B, 0. 1~10BETHY. FELLLIEO0. 1 ~50H
TH 5,
BRIIEALTELRCTERY, KEBEE LTHERATZEETED
B, KBANCREAFERT 254, TORBELTUL. TSROy
BRI FL. FEMZRYN. MLIV, TEEY X5 )= REDE
Fohd, KUNTBEEZFERT 2HBE. BAEOFEREE LTIEEY (8
b) TEEIICHLT. BE100HEIUT. FFL<IF0. 1~50H
ENTHZ, REEIMVHBIGUCTC2EULEZEELTERTS B TES
T3 BHEILKLT, 2R, 7TV, ANDLFEORISICEESRS
ZIBVWAREEAZAFTEI T TREIETE LU,

Bonibd (8 a) i RiE. BRVBLEOEERIIRVWERTSL I &
NTEZN, BREETICHERAZIDRBETEIEHTED,

TEER (9) TRINZEEMZEBE LBE., (TR2) UAICUT
DHEICELYR (8) TRINDILEWMERETZIEETES,

TiERX (9) TRINBEEMERX (5) TRINZA VI TFR—ME
MeERGITEDEICLYR (8) TRINDILENERDIZENTES (

HEB) &
N (9)
[1b122]
A—(—Nco (5) ) o) ]

H /Rz ] n )J\ R2

\>|< gt R'CO5 A——N x_ g

(R"? RY?

(9) L RCOs Jn

(8)
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[0311] (X, A, R’, n, a, R', R2RU'B'IHIEBIERINDIBY TH D
o)

BFRICK (9) TRINDIEEMOEAKBIZRT, 2L, RAERIEIH
SICBREINZHDTIEEAW, TREAKFIF, EtIZTFILE, Prid7o
EILE, Pridq4yY7OEIE, Buld7FILE, BnziERVINLEER
E

[0312]
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[{6123]
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H., .~ Z\'ﬁ . RCOy
NT N
(R1)a RS
X(RH* R R® R! R® R’
NH CH: CH;  CH, CH, H (9a-2-1a)
NH CH, CH;  CHy Et H (9a-2-2a)
NH CH, CH;  CH, Pr H (9a—2-3a)
NH CH, CH, CH, Bu H (9a-2-4a)
NH CH. CH;  CH; Bnz H (9a—2-5a)
NH CH, CH, FEt Et H (9a—2-6a)
NH CH, CH;  CH.CH.OCH; CH.CH.OCH, H (9a-2-Ta)
NH CH. CH;  Pr Bu H (9a—2-8a)
NH CH, Et  FEt Et H (9a—-2-9a)
NH CH, Pr  Pr Pr H (9a-2-10a)
NH CH, Bu  Bu Bu H (9a-2-11a)
NH CH:CH.CH: CH;  CH, CH, H (9a—-2-12a)
NH CH.CH.CH. CH;  CHy Bt H (9a—2-13a)
NH CH,CH.CH; CH;  CH, iPr H (9a—2-14a)
NH CH;CH.CH: CH;  CH, Bu H (9a—2-15a)
NH CH2CH:CH, CH;  CH, Bnz H (94-2-16a)
NH CH.CH.CH; CH; Bt Et H (9a-2-17a)
NH CH;CH.CH: CH;  CH.CH.OCH; CH.CH.OCH; H (9a—2-18a)
NH CH2CH:CH, CH;  Pr Bu H (9a-2-194)
NH CH.CH,CH, Et Et Et H (9a—2-20a)
NH CH,CH.CH: Pr  Pr Pr H (9a—-2-21a)
NH CH.CH.CH. Bu  Bu Bu H (9a-2-22a)
NH CH:(CH») 4«CH, CH;  CH, CH, H (9a-2-23a)
NH CH2(CH2) 4CH:  CHy  CH Bt H (9a—2-24a)
NH CH:(CH) ,CH, CH;  CHs Pr H (9a—2-25a)
NH CH;(CH»)4CH,  CH;  CHs Bu H (9a—2-26a)
NH CH2(CH2) 4CH:  CHy  CH Bnz H (9a—2-274)
NH CH;(CH) («CH, CHy  Et Et H (9a-2-28a)
NH CH;(CH,)4CH,  CHs;  CH.CH;OCH;  CH.CH,OCH; H (9a—2-29a)
NH CH:(CH»)«CH. CH;  Pr Bu H (9a4-2-30a)
NH CH;(CH) («CH, Et  Et Et H (9a—2-31a)
NH CH;(CH,)4CH.  Pr  'Pr Pr H (9a—-2-32a)
NH CH:(CH»4«CH.  Bu  Bu Bu H (9a-2-33a)
NH CH, CH, CH, CH, CH; (9b—-2-1a)
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[0313]

[0314] [{b124]

[0315]

150 PCT/JP2022/029390

NH CH, CH, CH; Et CH; (9b-2-2a)
NH CH, CH, CH; ‘Pr CH; (9b-2-3a)
NH CH, CH, CH; Bu CH; (9b—2-4a)
NH CH, CH, CH; Bnz CH; (9b-2-5a)
NH CH, CH, Et Et CH; (9b-2-6a)
NH CH, CH,  CH.CH:OCH;  CH.CH.OCH; CHs (9b-2-Ta)
NH CH, CH, Pr Bu CH; (9b-2-8a)
NH CH, CH, CH; Et Et (9b-2-9a)
X@RH* R R? R R R’

NH CH.CH.CH, CHy  CHs CHs CH, (9b-2-10a)
NH CH.CH.CH, CHy  CHs Et CH, (9b-2-11a)
NH CH.CH.CH, CHy  CHs 'Pr CH, (9b-2-12a)
NH CH.CH.CH, CHy  CHs Bu CH, (9b-2-13a)
NH CH.CH.CH, CHy  CHs Bnz CH, (9b-2-14a)
NH CH.CH.CH, CH;  Et Et CH, (9b-2-15a)
NH CH.CH.CH CH;  CH.CH,OCH;  CH.CH,OCH;  CHs (9b-2-16a)
NH CH.CH.CH CH; Pr Bu CH; (9b-2-17a)
NH CH.CH.CH CH;  CHs Et Et (9b-2-18a)
NH CH,(CH.) 4«CH;  CHs  CHs CHs CH, (9b-2-19a)
NH CH,(CH.) 4«CH;  CHs  CHs Et CH, (9b-2-20a)
NH CH,(CH.) 4«CH;  CHs  CHs 'Pr CH, (9b-2-21a)
NH CH,(CH.) 4«CH;  CHs  CHs Bu CH, (9b-2-22a)
NH CH,(CH.) 4«CH;  CHs  CHs Bnz CH, (9b-2-23a)
NH CH,(CH) CH: CHs  Et Et CH, (9b-2-24a)
NH CH,(CH.) «CH;  CHs  CH:CH:OCH;  CH.CH.OCHs  CHs (9b-2-25a)
NH CH,(CH)) CH; CHs  Pr Bu CH, (9b-2-26a)
NH CH,(CH.) 4«CH;  CHs  CHs Et Et (9b-2-27a)
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[16125]

XRH* R R® R R® R’

N(CH;)  CH. CHy  CHs CH, H (9a-2-1b)
N(CH;)  CH. CHy  CHs Et H (9a-2-2b)
N(CH;)  CH. CHy  CHs Pr H (9a-2-3b)
N(CH;)  CH. CHy  CHs Bu H (9a-2-4b)
N(CH;)  CH. CHy  CHs Bnz H (9a-2-5b)
N(CH;)  CH. CH; Et Et H (9a-2-6b)
N(CH;)  CH. CH;  CH,CH:OCH;  CH:.CH.OCH, H (9a-2-7b)
N(CH;) CH. CHy Pr Bu H (9a-2-8b)
N(CH;)  CH. Et  Et Et H (9a-2-9b)
N(CH;) CH. ‘Pr  Pr ‘Pr H (9a-2-10b)
N(CH;) CH. Bu  Bu Bu H (9a-2-11b)
N(CH;)  CH.CH.CH: CH;  CH, CH, H (9a-2-12b)
N(CH;)  CH.CH.CH: CH;  CH, Et H (9a-2-13b)
N(CH;)  CH.CH.CH: CH;  CH, iPr H (9a-2-14b)
N(CHy)  CH.CH.CH, CHy  CHs Bu H (9a-2-15hb)
N(CH;)  CH.CH.CH, CHy  CHs Bnz H (9a-2-16b)
N(CHy)  CH.CH.CH, CH; Et Et H (9a-2-17h)
N(CHy)  CH.CH.CH, CH;  CH,CH:OCH;  CH:.CH.OCH, H (9a-2-18b)
N(CH;)  CH.CH.CH, CHy Pr Bu H (9a-2-19b)
N(CHy)  CH.CH.CH, Et  Et Et H (9a-2-20b)
N(CH;)  CH.CH.CH, ‘Pr  Pr ‘Pr H (9a-2-21h)
N(CH;)  CH.CH.CH, Bu  Bu Bu H (9a-2-22b)
N(CHy) CH;(CH.,).CH, CH;  CHs CH; H (9a—2-23b)
N(CHy) CH;(CH.,).CH, CH;  CHs Et H (9a—2-24b)
N(CHy) CH;(CH.,).CH, CH;  CHs Pr H (9a—2-25b)
N(CHy) CH;(CH.,).CH, CH;  CHs Bu H (9a—2-26b)
N(CHy) CH;(CH.,).CH, CH;  CHs Bnz H (9a-2-27hb)
N(CHy) CH;(CH).CH. CH; Et Et H (9a—2-28b)
N(CHy) CH,(CH),CH, CH;  CH.CH:OCH; CH.CH,OCH; H (9a-2-29b)
N(CHy) CHy;(CH,).CH, CH; Pr Bu H (9a—2-30b)
N(CHy) CH;(CH).CH. Et  Et Et H (9a-2-31b)
N(CHy) CH;(CH).CH. 'Pr  'Pr Pr H (9a-2-32b)
N(CHy) CH;(CH),CH: Bu  Bu Bu H (9a-2-33b)

[0316]
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[16126]

XRH" R R? R* R® R’

N(CHy) CH. CH;  CHs CH, CH; (9b-2-1b)
N(CH;)  CH. CH;  CHs Bt CH, (9b-2-2b)
N(CH;)  CH. CH;  CHs Pr CH, (9b-2-3b)
N(CH;)  CH. CH;  CHs Bu CH, (9b-2-4b)
N(CH;)  CH. CHy  CH; Bnz CH, (9b-2-5b)
N(CH;)  CH. CH; Et Et CH, (9b—-2-6b)
N(CH;)  CH. CHy  CH:CH:OCH;  CH:CH:OCH;  CHs (9b-2-7b)
N(CH;) CH, CH, Pr Bu CH, (9b-2-8b)
N(CH;) CH, CH;  CH, Et Et (9b-2-9b)
N(CH;)  CH.CH.CH. CHy  CH; CHy CH, (9b-2-10h)
N(CH;)  CH.CH.CH. CHy  CH; Et CH, (9b-2-11h)
N(CHs)  CH.CH.CH, CH;  CHs Pr CH, (9b-2-12b)
N(CHs)  CH.CH.CH, CH;  CHs Bu CH, (9b-2-13b)
N(CHs)  CH.CH.CH, CH;  CHs Bnz CH, (9b-2-14b)
N(CHy)  CH.CH.CH. CH, Et Et CH; (9b-2-15b)
N(CHy)  CH.CH.CH. CH;  CH.CH.OCH;  CH.CH.OCH;  CHs (9b—2-16b)
N(CHy)  CH.CH.CH. CH, Pr Bu CH; (9b-2-17hb)
N(CH;)  CH,CH.CH, CH;  CH, Et Et (9b—2-18b)
N(CHs) CH,(CHz)4CH, CH;  CHs CH; CH; (9b-2-19b)
N(CH;) CH;(CH)4CH, CH;  CHs Et CH, (9b-2-20b)
N(CHs) CH,(CH.)4CH, CHs  CHs Pr CH, (9b-2-21b)
N(CHy) CH,(CH.),CH: CHs;  CHs Bu CH; (9b-2-22b)
N(CHy) CH,(CH.),CH: CHs;  CHs Bnz CH, (9b—2-23b)
N(CHy) CH;(CH.).CH. CH; Et Et CH; (9b-2-24b)
N(CH;) CH.,(CH.),CH, CH;  CH.CH,OCH; CH.CH.OCH; CHs (9b—2-25h)
N(CH;) CH,(CH.,),CH, CH; Pr Bu CH, (9b-2-26b)
N(CH;) CH:(CHs)sCH. CH;  CHs Bt Et (9b-2-27h)

[0317]
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[0318]

153 PCT/JP2022/029390
[16127]
XRH* R R? R? R R’
0 CH, CH,  CHs CHs H (9a-2-1c)
0 CH, CH, CH, Et H (9a-2-2¢)
0 CH, CH, CH, ‘Pr H (9a-2-3¢)
0 CH, CH, CH, Bu H (9a-2-4c)
0 CH. CH;  CHs Bnz H (9a-2-5¢)
0 CH. CH, Et Et H (9a-2-6¢)
0 CH, CH;  CH.CH:OCH, CH.CH:OCH, H (9a-2-7c)
0 CH. CH, Pr Bu H (9a-2-8¢)
0 CH. Et  Et Et H (9a-2-9¢)
0 CH, ipy Py Py H (9a-2-10¢)
0 CH, Bu Bu Bu H (9a—2-11¢)
0 CH.CH.CH, CH:  CHs CHs H (9a-2-12¢)
0 CH.CH.CH, CH:  CHs Et H (9a-2-13c)
0 CH.CH.CH, CH:  CHs Pr H (9a-2-14c)
0 CH,CH.CH. CH,  CHs Bu H (9a—2-15c¢)
0 CH,CH.CH. CH,  CHs Bnz H (9a—2-16¢)
0 CH,CH.CH. CH, Et Et H (9a-2-17c)
0 CH,CH.CH. CH;  CH.CH.OCH;  CH.CH.OCH; H (9a-2-18c)
0 CH,CH.CH, CH, Pr Bu H (9a-2-19¢)
0 CH,CH.CH, Et  Et Et H (9a-2-20c¢)
0 CH,CH.CH, Pr  'Pr ‘Pr H (9a-2-21c¢)
0 CH.CH.CH, Bu  Bu Bu H (9a-2-22¢)
0 CH,(CHy) ,CH,  CH;  CHj CHs H (9a—2-23c)
0 CH,(CHy) ,CH,  CH;  CHj Et H (9a—2-24c)
0 CH:(CH:).CH, CH;  CHy Pr H (9a-2-25¢)
0 CH:(CH:).CH, CH;  CHy Bu 1 (9a-2-26¢)
0 CH:(CH:).CH, CH;  CHy Bnz 1 (9a-2-27¢)
0 CH;(CH:),.CH, CH;  Et Et 1 (9a-2-28¢)
0 CH:(CH;).CH,  CH;  CH.CH.OCH;  CH.CH.OCH; H (9a-2-29¢)
0 CH.(CH).CH, CH, Pr Bu H (9a-2-30c)
0 CH:(CH2).CH, Et  Et Et H (9a-2-31c)
0 CH.(CHy) ,CH, 'Pr  'Pr Pr H (9a-2-32¢)
0 CH.(CH.) s«CH»  Bu Bu Bu H (9a-2-33¢)
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[16128]

LRH* R R’ R* R® R’

0 CH, CH;  CHs CH, CH, (9b-2-1c)
0 CH, CH;  CHs Et CH; (9b—2-2c)
0 CH, CH;  CHs 'Pr CH; (9b—2-3c)
0 CH, CH;  CHs Bu CH; (9b—2-4c)
0 CH, CH;  CH, Bnz CH; (9b-2-5¢)
0 CH, CH; Et Et CH, (9b-2-6¢)
0 CH, CH;  CH:CH.OCH;  CH.CH.OCH;  CHs (9b-2-7c)
0 CH. CH; Pr Bu CH, (9b-2-8¢)
0 CH, CH;  CH, Et Et (9b-2-9¢)
0 CH.CH.CH, CH;  CH, CH, CH, (9b-2-10c¢)
0 CH.CH.CH, CH;  CH, Et CH, (9b-2-11c)
0 CH2CH-CH, CH;  CH, Pr CH, (9b—-2-12¢)
0 CH2CH-CH, CH;  CH, Bu CH, (9b—-2-13c)
0 CH2CH-CH, CH;  CH, Bnz CH, (9b—-2-14c)
0 CH,CH:CH. CH;  Et Et CH, (9b-2-15¢)
0 CH,CH:CH. CHs  CH:CH:0CH;  CH:CH:OCH;  CHs (9b-2-16¢)
0 CH,CH:CH. CH; Pr Bu CH, (9b-2-17¢)
0 CH2CH,CH: CH;  CHs Et Et (9b-2-18¢)
0 CH;(CH.),.CH,  CH;  CH, CH, CH, (9b—-2-19¢)
0 CH;(CH.),.CH,  CH;  CH, Et CH, (9b—-2-20c¢)
0 CH;(CH.),.CH,  CH;  CH, Pr CH, (9b—-2-21c¢)
0 CH,(CH.)4CH:  CH;  CHs Bu CH, (9b-2-22¢)
0 CH,(CH.)4CH:  CH;  CHs Bnz CH, (9b-2-23¢)
0 CH,(CH.) :CH. CH;  Et Et CH, (9b-2-24c¢)
0 CH;(CH») ,CH,  CH;  CH.CH,OCH;  CH,CH,OCH;  CH, (9b-2-25¢)
0 CH;(CH,) CH; CH;  Pr Bu CH, (9b-2-26¢)
0 CH,(CH,) ,CH, CH;  CHs Et Et (9b-2-27¢)

[0319] [1b129]
R7
Ho RN, RGOS
e 3
(RH* N
R10
[0320] X. a. R', R22R7, R'9, R’ IIRIBICEEINZ Y THB, IFFE
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[0321]

[0322]

[0323]

[0324]

[0325]

[0326]

L<iE, X (R ad, NH, N (CH?3) XIZOTHY. R2l&. CH,, C
H,CH,, XIiZFCH, (CH,) ,CH,THY., R7I&. CH;XIZEt THY
. R1oig, CH,;, Et, "Pr, Bu, Bnz, XIZCH,CH,OCH,T
HY,. R 1F. HL CH;XIZE t TH %,

[1£130]

/R2 +
H\Z( SEONRT Reoy
(R1)a NJ
Rqo
X. a, R, R22R7, R'°, R’ [JRIEBICEREINDEHYTHD, IFF
L<IiE, X (R") aE, NH, N (CH;) XIZOTHY., R2{x, CH,, C
H,CH,, XIxCH, (CH,) ,CH,T#HY. R7I&. CH;XIXE t THY
. R'oix, CH,;, Et, iPr, Bu, Bnz, XIZCH,CH,OCH,T

HY. R’ F, H. CH;XILE t TH 5,

[16131]
H /R2\+/\ 10
"X N7 N-R™ RCOs
(R1)a \:/
X, a, R, Rz R"™ R’ [FRIBICEEIND EBYTHB, FFELLIX

« X (RY) 2, NHXIEN (CH3) . OTHhY. R2E, CH,, CH,CH
2, XIECH, (CH,) 4CH,THY., R7IE, CH;XIEFEtTHY, RO
(&, CHs;, Et, "Pr, Bu, Bnz, XIFCH,CH,OCH,;T#HY. R
" ¥, H. CH3XIZE t TH 5,

X (9) TRINZILEHMELT. FFELLIE (9a—2—-1a) ~ (9
a—2—33a). (9b—2—-1a) ~(9b—-2—-27a). (9a-—
2—1b) ~(9a—2—-33b). (9b—2—-1Db) ~(9b—2-2
7b)., (9a—2—-1¢c) ~(9a—2—-33c¢c)., (9b—2—-1¢)
~ (9b—2—-27c) THY., HIWFELIE (9a—2—-12a) . (
9b—2—-—10a) TH3,

RitlE. & (9) TRINZEEM  nEIICHL. X (5) TRIND



WO 2023/008579 156 PCT/JP2022/029390

[0327]

[0328]

[0329]

[0330]
[0331]

[0332]

AVITR—MMeEWERBE. 0. 5~10FENFERL. FFLIXO0. 8
~3EILERT 3,

RIGBEIR, B, 10CHS1 00 CITRBDHES 2EETH S,
HELL<IE20~150CTH3,

REEEIF. B8, 1~20BETHY. FELLIFT~1 0RETHS

BEEIEALTHLACTERL, BEELTE. Th3EROT735 2,
BEERTFIL, PERZRMYI, MLIY, PENVBREDRBEFOND, B
#FERT2EE,. AEOFEREE LTIER (9) TRINZELEW1EEE
KR LT. BE1OO0OEEILUT. £ L<IE0. 1~50HEETH S,
BRIV BICH U T2BULZREELTERTS2IEHTES,
<7AvIAVIF7R—MEMER (1) TRINWZEMEA TV ILEW%E
589370y 04V 7 x— MNARY>

AFEBHOTOv I A4V TRr—MNABRME 7Oy 74V T7x—MeEY
ER (1) TRINZEEA AV LEMEERT 2,

JAv 74V T R— MEEWICDWTERRRT %,

JOv oAV TR—MEHELTE HIAFAVITR—bETOY
VHEERIBIE. AV TR—MROA VI TR— EEZT7OY VFTH
ELbEMEEFZIENTES, 7O 74 Y T7R— MeEWITER
TH>TH, 2ELULENREINAELEDTH>THRL,

TOv AV TRr— MEBYWEERT 24V TR—ME. 2DLLED
AVIT7x— M NEEZBT2EEMTHNEFICREINGVS, 1V TR
—hELTIE UTOBDODETLNS,

(D EBRARA V> 73— b,

(DERRI Y T7R—h

(iDNBERAV ST R— b

(iv) FEBIRA VS 73— b,

WMEBBEKEA VY T7x— b BEBRXAI VI TR—F FERIVIT7R—IMEK



WO 2023/008579 157 PCT/JP2022/029390

[0333]

[0334]

[0335]

[0336]

[0337]

[0338]

UEBEBEAYV I TR— MDD ORZEINLREITNZDRLED 1ELLIE
MINEMEA YT R— b,

FELLEOEBEAVT7x— (IDBEBRRXA VI T7x—M R (
VBRIV Tx— M BRRAVITR—MN FERIVITE—IK
UBEBEH VAV TR—IDORBZENLREITNZDRLED 1ELLTE
MINEMA YT R—MNTH B,

INOEDAY Y T7R—MNIBRTH->TH, 2EBULEMNEEINEZEDT
Ho>THERL,

BBIAEA VI T7R—hELTE BIZE 1, 4=F R SAFLYIAY
VTFER—h 1, 6—AFHAFLIYIAYITR—N 2, 2, 4—KY)
AFIANFGAFLYIAYOTR—F 2, 4, 4= M) XFIUAFHAX
FLYIAVYITR=MN VIOUIAYITR—b, FAT—BIAVIT
*2— NEHIETOLND,

BBERAXAVIT7xR—hELTE BIZIE 1, 3—EX (1YY T7FHIX
FL) oanxyr 1, 4—EX ((VYITFTFHRAFIV) oOnk:t
Ve 3=AYVYIVTFRIMXAFI-3, 3, 5—KNUXF)rsanxty (4
yROQYIAYITFE—bM (IPDI1) ), EX= (4—AYLTF LY
OANFIIN) X8V, JIVRILFYIAYITR—NENBEF LN B,

BEERAVITR—MELTIE, BIZE, 2, 47 -7z A9V
AVITER—=N 4, & =TI AIVIA4YITr—b HETD
IS AIVTIAYSTER—b 1, 4=V UIAYIVTER—b, 2
, A—RNYLYTAYITR—Kk 2, 6= )L YYAYITR—F, 3
, 3 =UXFIN—-4, 4 —IA4YTTFFINET DI, 3, 3 —IA
FI—4, & =AYV TFRITZNAY Y, 1, 5—=FTFL VY
AV T7r—MEDPEBET LN B,

FEBBEAVITF—MELTE Bz 1, 3—F>YLyoqy
CTR—F 1, A—FDYLUIAYITR—I a, a, & , a —

TRIXAFNFDYLIVIAYITR—IEDEFOND,



WO 2023/008579 158 PCT/JP2022/029390

[0339] ZEMAYVITR—bELTE BIZAE. EBAVIT7R—MEWEEN
KREEZFTDLEMEDORIGICEZM VP T7x— MERIREEMCA Y Y
7x— MEEMIXIE RUZAY V7 R— NERBEEMORGY (F 2 &
TP ORNBAY O TR—RP. 7O 7R— MRS, AILKRY A X R
Riv. DU NIFVERRB. AV TIXL—MERB. 9L M1V R
i ET Ly MERIGFICE 24 VO 73— NEMGTE) HBFLh, 74
PMNBAYITR—M AVYITIL—MERBMICEYEEINIZAVYIT
*—h E9LyYy MERISTEMINZAVYITR—F (ED Ly MNES
B34V T7R—bN) BFZLL,

[0340] E9Lv MNEEEEITRAYITR—RMI K tert—T4%/—I,
IRBRBEDWDOWBET LY MeFIEAVYITRr—bEE, ET LY MEF
SAVITR—=MDAY I TR— NEQEILLIT 2~#1,/7100T
RISS 7% KRRISI VY TR— M eBREBELTELONE, 1YY TR
L—MNEEEETZM VI T7xr— ML BIZE, SEREICLYRIKIEL
Rz fTw, EEENMNE~WB 0BERICA > EXICRIGEELL, K
REAYVSTxr—MNeREBHLTESNZ, JOBIC. 1~6ffD7I/L3
—IEEMEHBTDHIENTE S,

[0341] E9Ly MEEEETZAYIT7R— ML BIAE FRICRT 1, 6—
ANFHXAFLYIAYSTER—K (HD ) OED LY NEMEK, 4 VKRO
vIOAYTTFTE—h (IPD1) OEYLY MEME, MLIVIAYDT
2=k (TDI1) OED Ly NEMGFELAZEIFLNh, TRINWTWSE GRS L
T, F AR O LY UBAESHEBOTRAEY2—ILNT B, TR E
Ja1—J)N100, FREVa21—IN3200PRBIERKASHEDT2S
*—hr24A-100, F25%*x—hr22A-75P, Fa25%—h21S
— 75 EQRENEITFLNS,

[0342] [1£132]

NCO
ocN._ N E N. Nco Ri= 2SS
RTYYORT



WO 2023/008579 159 PCT/JP2022/029390

[0343]

[0344]

[0345]

[0346]

AVITRIAL—MEEEBTHM VI T7R— ML BIZE, SEREICE
YAV TR —MRBZTW., EfbENWE~WB OBEERICA > &
XIIRINEERLEL, RRIBSI VY T7R—MNeBREBELTELNE, COK
I 1~6DF7INI—IEEMEHRATEIENTES,

FEAVITILU— MORBOMESE LT, —RICEESEEETEH0
MNEFE LW,

tEMEOHIE LTI,

(1) TRSAFINTUVEZDL, TRIZTFUNTUVEZDL, M) XF
WRVINTUVEZDLEDT NS TIFINTVEZDLDONA ROF F4
4 R, FIZIE, Efg. H 7Y VBRSO EMEBIRIE.

(2) MUXFIEROF>TOELTVEZTU L, MYXFIEROF
SIFINTVEZDL, NIIFLEROFSTOELTVEZD L, MY
IFIEROFSIFILTVEZVLZFOEROFOPLFILFTVEZD A
DA RO FH4 Ko, FIAEEEE. H7) VBEOEKIBRIE.

(3) ZILFILAILKRVBBOF Z L5, A, SAEFDOERBIE.

(4) FMYDL, A)VDLEFEOEETIVIZ— b,

(5) NFHAFNIOSHVEOT I/ VY IINESHILEY.

(6) v~V =—v biEESE,

(7) BE3IJ/TIVERETIRFIILEYE DHA.

(8) M) TFIKRRT 1 VEDHILEY
ENEFLh, 2BULEEHRBLTE LWL,

EERARIEA BN IS BRI ICERE S RITTITRENH D HBEICIE. &K
i A R LAY RS THMLTE LW, EEBEEEYME LT FIXIE
. EEE. TREEES. B DEMKEE. XS VRAIKRVEE, p— MLI VI
RUB., p— MVIVZRIVKRVBAFIIZRTIV, p— MVIVRILKRVER
IFINIRTIVEDRIKRVEIEZFOFESE, BBITFIL. BB ITFIL
BB Y OB, BBV Y OB, BT FIL. BEEY TFIL. 4
BR2 —ITFIAFII, BEEY (2—ITFIAFIIL) | BRI VTV



WO 2023/008579 160 PCT/JP2022/029390

BEEIAYTUI, FLANLTYYy RERZAT7z—b FESZAVLTYY R
RRA7z—h IFLTYI=LTIy REKRR7z—K, EOYVEBTFI
. BT FILELSHY., 2EULEEHBLTHE LWL,

[0347] A VIT7RL—MEEEETZAYIT7R— M FIAE FERICRTHE
EEHITBHD I DAY TIXL—MEHEK, IPDIDAYITRIXL—b
AR, TDIDAYITIXL— MNEMEDIEFSN, TIRINTVWIESR
ELTR, FHeaRZ ALY UHASHEOZXIY2—-IILN3 300,
TAEY2—-)I3900, FREYa2a—)INZ4470BA, FRAEYa—b
XP2763, FXAEYa—/IIL1351BA, FREYa2—J/LHLBA
PBIEEGEREHEDT215RX—MTPA-100, Fa5X—MMFA—
75B, F25%—hrTUL—-100, Fa2a5%—rTSA-1004EH
EiFfons,

[0348] [1£133]

I
O _N_O
Y \f R, = W
OCN\R'/NTN\R'/NCO | |

[0349] D LAVEEERTZAVIT7R—MI HAE. M) AFO—)L7ON
v (UTF, TMPEWDS, ) BRED2~6MOF7NI—IIEEMETS 1YY
Fr—h&%, PILA—ILEEMOKBE (VS TR—NDAY T x—
NEDOEILEDSHT 2~81 /100 TRIGIELE. KRIBAVYITXR
— MEREBELTELOND, KRBA VI TR— MOBREBEIINTLE
B TIE7EL,

[0350] VLA VEEERETDAVITR—ME BIZIE, FEREICRTEEEZET
ZHD I ETMPORIGH., | PDIETMPOREH., TD I ETMP®
RISHEF SN, MRINTWAEEE LT, FHeaxxbOoo L sy
MASHBEORIYVa2a—I)LHT, FAEY2—J)LL75 (C). TREY2
— LUl tralL75, FREYVa—)LL67BAPBLELRKIASHEDT



WO 2023/008579 161 PCT/JP2022/029390

15%x—hkP301-75E, 725%—MAE700-100, Fa5x—
NE402-80B, 725 %x— K E405-70BRENEFLNS,
[0351] [1E£134]

0
\/E/OTH—R'—”J\O/R
© o0 0 Rz S Sux o
o)\ —R'—N)J\O/R , ,

[0352] L&A VI T7R—MPRIBEMAYVITR—MDA YT R—NED—EB
ARFMO7Ov V7FTHIEINRTWSA YO T7R—MORMD 7Oy VF &
LT, BlAE7 /=, FATx /=, XFLFAT/—Ib, F¥
L=, 9L —=I, LYY /=), ZkBTZ7x/—)b, YOOI/
—WEDT /IR TENAFVL XFIVIFIVTNTFD L,
SOONFY I VARV LEOAF VLB XY /=, TH /=), n—
JOELTIVI—=I., 4V 7aELTIILA—=I, n—=TFITIaA—=I, A
YI7FLTINA=, t =TFLFIIA=N, t —RVE /=)L, TFLV
JYI—ILVE/IFILI—FTI. TFLYJT)I—-NVE/TFII—FI.
CSIFLYJYA-NLE/IFILI—FI. FTOELYTYOA—-ILES AF
WI—=FI, RYINLFLA=—LBREOTIIA—ILEE 3, 5—IAFIE
Y=, 1, 2-ESYV-ILFEDOESY—I$E 1, 2, 4—r)TJ/—
WEDORN)TY—IE TFLvyOlle k)Y, 1, 3-Y900727270
N —=NEONOFVEBRTII—IVE. e—hHh7O374 4L, §—/1L0O
SO8 L, y—T7FASI5 L, B—TOELNSIILEDS VY LA T
t NEEEEA FIV, PE NI FIL, PEFALTENY OVEEAFI,
TOVEBIFILEDEEATFL EEWEIEITFON, ZOMICETIVER
cAINER AVATIVER AIVER RFR VTV IUVEZFBREITS
ns,

[0353] ZJOvoFELTE B ZILdI—-ieEW 7/ —iLEHW. 7



WO 2023/008579 162 PCT/JP2022/029390

[0354]

[0355]

[0356]
[0357]

[0358]

VibEY. S U9 LAY FXP LAY, T NI/ —LibEY. EE
AFL ke, ESYV—ILbEwm. M) TV EEY. 1 X NMeEa.
XIWATHEEW. 41 I VbEM. REREEW. P T7Y) —ILEEMDET
Sh. ZILIA—IEEY. 5785 LEW. FF2 LbEY. ESYV—ILE
EYEFELL, R (1) TRINWSZEEI AV bEeathbtEs &
T, 120CTH70y VROERENERBTTE S0, 7II—-IibE
MHEEE L. 77— EEWAHFITITFE L LY,
FILA=EEWME LTI, A9 /=), T /=, n—=FOELTIL
O—)b. AV 7AaELZILIA—=I, n=TFFLFZILA=IL, AVTFILTIL

i

J—Jb, t—=7FILTILI-I, t —RVE/)—), TFLVFYI—-ILE
JIFNI—FIN, IFLIY)A=NVE/TFLI—FTI, VIFL VY
DA—LWE/IFLI—FII, 7OELYTYOA—=IE/ AFILI—FTI,
NI TIIA-ILEIEFLND, I I-ILEEWIE. 2, 2, 2—F§
yo4Ao0xv /=, 1, 1, 1, 3, 3, 3—~FxHoI4A0-2-7
O/ —IVED7viE7ILI-LEaEMETET 5,
FILA—=EEME LT, FELLLIE 77—t EWMTH Y. FIC
FELLIE2, 2, 2—RKNY)7NA0OITH /= TH5,
Jx/=IEEMELTIE. 7/ =, FAT /= AFILFHD
/)= FYL/)—=, VLYY=, LYWLV /=), ZbOT /=)
o007/ —L2—-kbRaxvEYIVENIREBEIFSND,

IV EEMELTE, Y1V TOELTIVENZEIFLN D,
SO9LEEMELTIE. e—AT7O39% L, §—NLOZSTIL, v
—7FOZ V9 LENBETFON, HELKRe—-HTOZV59LTH%,
FFRILEEME L TR, FELLETRER (L) TRINZ(LEMDE
Fond,
= (L)

HO—N=R"" (L)

(. R 7T BARBERFIERFRET~200F7LVFILETHD)



WO 2023/008579 163 PCT/JP2022/029390

[0359]

[0360]

[0361]

[0362]

[0363]

[0364]

RIFKBERFRIGKFEH1~200T7ILFILETHY., FF L IERFH1
~200D7IFINE, FYFFLIFIRFRFHT1I~6DT7ILFILE, FHICFE
LLIRIRFERT1~4DT7ILFILETH B,

REH1~200T7IFILEELTE. AFILE IFILE FOELE
AVTOEILE, TFIE, sec—TFIE tert—TFIE 1
—AFNTOELNE RVFIVE AFVIVE ATFILE FIFILE,
1T —IFILRVFILE, JZIUE, 2-—IFIAFIILE SUFVILE,
N)FULE RVSTFIUNE ATITUIVENZEIFLN D,

FFRILEEYNE LT, RILLTILTERAFV L, PFEMNTZILTER
FTHFRUL, FTEMN I AFIL XAFIVIFITRTFIL XAFIVAVYTF
W bRV LEDFBETFON, BELLIEAFILIFUTNETFOLTHS

ESY—It&mELTIE. 1, 2—-ES5Y—I, 3, 6—IXFILES
V=L, NUTYV-ILEEMELTIE. 1, 2, 4—RNYTY-LEHLE
Fon, BFELLIK3, 5—IAFILESY—ILTHD,

FEHEAFLEEME LTI, PENEBEXFIL, P MNEEEETFIL, 7
EFILTERNY, TOVEXFIL, SOVBIFILENZETFLSNS,

AEROTOY AV TR—MARBICEWTIE, BEICIH T, HZX
BMABCERINIZAMOR) YL 4 UELERMME. RmE. BER. B
EEFEATHIIENTES,

REDORY L&y VEERMES L TIEICRET 25D TIFAL. flx
. STFLEIZOL— b PTFIGY -2 —IFIAFHR—N U
FUOFINBLSIOL—b VTFLHITET—M TTFIGIFFHA
K. OFOFNBIAXRYA R 87 FILT7ENF— N BB, 70 F
WEESE. 57 VBIREOHILEWY. AV FIBERTR, 7T VERE
ARA, EAXRAT7EFINTE N F—MNEOERTZILEY. FHVET
S—n—TFII, FIVBT IS4V IO, TLIYIEBFIVEDF
soEW. NUTFALFIV, N, N, N, N —FRrSXFILIFL



WO 2023/008579 164 PCT/JP2022/029390

[0365]

[0366]

N

vy
N, N, N7, N” =RYIGAFLIIFLYI)TIV, N,
, N7, N = Ry&AFLITOELY MY IV, N, N, N’ |
—FbhSAFNTT=ZUV, 1, 3, 5—=FMJR (N, N=IAFILTZ)
JOEN) A¥HeRkO-S—hNYFYY 1, 4-IT7HESIDO [2.
2. 21 #49#%>v (DABCO) . 1, 8—Y7HEY 4O [5. 4. 0]
yortEy—-7, N)ITFLVIT7ZTY. N, N, N | N —FRrSAF
WAFHYAFLYVITIV N=XFIL—N — (2—=IAFINTI/IF
) ERS
IV, N=XFIEIKRYY, N=ITFILEIKRYY, EX (2= XF
WPI/IFN) T—=FI, 1 =AFIAIFY—b. 1, 2=IXAFILA
A= 1 =AY TFI—2—AFIAIFTS—Ib. 1 =IAFILTZ
JT7OENA I —INEDOIRTIVIEM. TRIAFILTVEZD L
7054 REOT NS TIFILTVEZDLNOQT VY, KEEET b5 X
FITYVEZDLEBEDOT NS TILFILTVEZDLKEIEY., TS XF
WPYVEZDL—2—IFIAFHUVEBIE 2—-brOFx> 7O MY X
FIVTVEZDLFEIE, 2-EROF2TOELRNIAFILTVEZD L
—2—IFIAFHUVBEBEEOT NSTIFITVEZD LBEREBERED
4|7 VEZD LBILEMDREIT LN D,

WIFE LTE FICRET 2H5DTIERL, FIZE, eV —K7zY
Ry RV RNYTY=IFR, RV T/ UREOEMRRINE. BIERE
B®BR, EFOFVILTIVREOBRMLER, 5 —FT7xz/—ILR, Y
VR AFTODFR ERSYRREOERIBLER. 7%, BINR. TIVERE
DY LY. oM. LRYDITEL. LAOY—ar hO—LEL, B
HOBHEI BTSN D,

BB E LT, HICBRET2EDTIFARL, BIZIE. FFV2URVR T
V%R, 790 7 UREOEKEN, BEFI Y. MBNY DL, KBS
Wb, ¥ hEOEBER. ToM, KERER. £BTIRER. Btk

IV.N, N, N, N —FrSAFATOELYITIY,
N

Y. N, N =IO AFIERSTY, UXAFIosO~NFD)



WO 2023/008579 165 PCT/JP2022/029390

[0367]

[0368]
[0369]

[0370]

[0371]

[0372]

[0373]

BERZEOERIBIFONh D,

AElE LT, BFIRET250TIRRL, flziE, RyEY, MLV
CERILY VoOAFY Y. IXFILAREY v b, FOHEORIBKFRE
CTENAFIVIFIT N AFIVAYTFULT N EOT NV
FERT F L. BEEE T FIL. BFR OV I TEDI XTIV, X%/ —). T
)=, 2= =)b, TH/ =, 2=ANFIITH /=), 2—
IhFPIH/ =, 2-ThF2ITH/—LVEFEOTINI—IE ITFLYV
JV3a—n, FnELys)a—n, PxFLrys)d—i, RUYTFL Y
JY)3a—=ib, V) EOZM7ILOA—IEE. KELFEFLN, ThbHD
BENTEHRTHWTH LK., 2EBUEEZHBLTE LW,

AFERRDBEL MBS IC D W TERERT %,

AFEPOEECMEBAEHERYIE. AREBOTOY 74V T7x— MEKRY
LAV TR—IRIGEEEET 2LEMEET,

AVIT7x— MNRBUEEEETZEEMEL TR RYA—I. RYTFX
V. TIHI LT IVEDEEKREE 2DOULEET 2 LEMHIESF LN
BELKRRYVA—LTHD, IhHDM Y T7R—MRIGEEEET 3
&ML, 2BULODREMTH>TH LU,

AEBRICBWTCR)A—IIEE ROFVIILEE2DUEET2LEYMTH
%, BIZIE. RYTRFIVRY A=), R)I—=FIRY A=, 7V )
RUA—I, RUAL T4 VRIA—=I, 72vRRI)FT—ILELSZEFLND
o FTH, RUA—ILELTIE, MHEME. WERYE. RCEEOHRNSIE
 POYIR)F=IBFELY, XiFE. RUF—IbELTE, SRR,
ROTHHEDER NS, RYIZAFILRYA—LHBFELL, ThH5DR
A —IVid. 2FELUEDREWMTH>TH LU,

RYIRFIRY) F =)Lk, Bz, ZIEEBOBEMNIE 2 BEULOR
BE. ZM7ILI—N QBRI 2TEEULOREEYE %, ARDBIH
B22EICE>TERIENTES,

RIECZIEERE LTIk, FIXIE NI 7UEVE. S —BE E



WO 2023/008579 166 PCT/JP2022/029390

[0374]

[0375]

[0376]

[0377]

[0378]

K LA VEE BKISIVEE. AVIYIVEE. TLIYLEE 1, 4—20
ONFHYIHILRVBEOAILRVBENEFON D,

RIEEZM7IIa—)LELTIE. FxE TFLryYa—i, 7oLy
FgY)aA—=)b, PIFLvFYaA=I, 1, A—THIVIF =, REARVF
W) aA=b. 1, 6 =AFHUIA—I, NIXAFIRVYE VI F =),
voanxdty oyt —ib, M) XFO—Fansv, F)rYv, RVST
DAY h=Iib, 2=XFO—-)L7anrIF—lb, ThFIEM)XAFO—
L7anvEREFLND,

RYIRAFTIVR) A —ILOEFHLREEREE LTE, BIAIE. LEBDK
DEREL. W160~220CTMETZIEICE>T. MWERIGZEITD
ZENTED, XIE, BIZE, e —ATAZI NV EDST M UEE, Zff
FILA—IERWTHRESLTELNZLO2WRARY HTOSI NV EED
RYUZAFWR)A—=IELTBWLIENTES,

INSORYTRAFINRI) F—IVE, BEEI AV T7x— b BIHKY
AVIT7x—h BRATVAVITR—F RUIhLDILELNDZA VY
TEr—MNEZAVWTEHIEZIENTES, ATE, MEERVTHEEM
ZOBENS. RYIRFIRY F—IiE, BIIBREIA VI T7x— M BR
XAV ITR—b RUEIh LD LEBLNZAY I TR—MNRAWTEN
IHBZENTFFELW,

AEBHEORFMEBIEERM ZKRR—2 2K & LTHWSIEEICIE
 RUVIRFIRY A =IO ZREBEICHEKT 2 —8OHILR VBB ERE
BIHTHE 7IV, PUVEZTSHEOREETHMISZE T, RUIRT
WIRD Z =L KA IG KD EEDORIEE 52 &N TE S,

RYI—=FTIRIF—IELTE, BRI VR A -, FEKT
YIRYA =, xVZvbeRYA—I, ZEFII—I, ZET/—I,
EX7x/—IVEEDERKREENRY. TNOICTILFLYFFHAR
EEMIMUEEEMENETFONDE, DR I—FIRY A=K, 2
BULDREMTH>TH KL,



WO 2023/008579 167 PCT/JP2022/029390

[0379]

[0380]

[0381]

[0382]

BERRE7TIVR)A—NLELTE FIVFLYITIVRR) AP,
TIVA) =T IVRR)F—ILEDETLND, INHDORYF—ILEE
Mg, PLFLYITIVRTILA/—LVTIVERBRELTIFLYA
FHAR, FOELYFFHA REORRI—FTILODARL & 1 REEFHER
I HARIFKBEDSERER) A —ILILEWTHZ, PILFLYITE
vELTE, AHOEEMHIRERSHERATE S, EFNICRIFLYDT
Ty, TAEBLYITIV, TFLUYTVTIV AFHAFLIYITIV,
IARVFINISTIVEDREEDN2~8DT7ILFLYITIVDERIIF

BTHD, INOOEBBE7IVRYA—IVIE. 2EULOEEWMTH->T
S AN

FEBRT7IVR)A -G, BFERYT7IVERBRIELTIFL YA+
AR TOELY A FH A4 REORRI—FTILOPELK & 1 BEFHERM
MEERFBKBEDEZEER) I —FLRYF—IIEEHNTH D, BB
ELTR, RMOBBEERYT7IVEREBRKEATZIENTES, BEHW
IKik2, 4—MLVIVYTIV, 2, 6—NLIVITIV, SIFILNL

D -~

FIv, 4, 47 —

'l

H
\

FI/VIIZWAYY, p—Tz=LVUIT
V. 0—Jx=VLUITIV, FIILUYITIVENEITFLNS, Th
S5OFRTRMIVYTIY (2, 4= LT VYTIV, 2, 6—HMILT
CTIVXIEINSDREEY) OFERIMFICHEFELWL, INODEEET
SURDA—IIE, 2BULEDREMTH->TH LU,
RYZwbkRYFA—IIE, 72/ =R/ XIEEFDTILFIEBRFERE
. RIVATZITERRUTIVA/—LVTIVOIVZyvERBICEYELN
FEMKREEMIECDIEEMICTIF LY A ¥4 R, FOEL YA+
A RDODREH 1 BEZHARNMESGIESZEICEL>THEONER) F—
MWEEMTHD, oD Y= veR)F =g, 2BULEDEESYWTH
2TH LW,

ZMm7)a— & LTE ZME7a—) BAXE ZFLrJ)a—
ALYy a—. 1, A=THTF =, 1, 6—AFHUIF

i

\
'l



WO 2023/008579 168 PCT/JP2022/029390

[0383]

[0384]

[0385]

[0386]

[0387]

[0388]

[0389]

[0390]

—. YIFLyTYA-, NYIFLYT) -, ITOELYTY
A=, RFRVFITYI—-IVEF) P3I@ULEOTILTI—I (BIZE 7
VeV, M)AFO-LTONRY RYSTYRY) b—Jb. AFILTILD
YR VIVER=I, 29 0—-2%F) ENBITLNDE, INHDOEMTIL

O—JLid. 2TBULEDRENTH>TH LU,

ZM7z/—)IELTIE EOFO—iL, N RFOF/) VEHIBIFLNS
o TNLDEZM7 T/ —ILik, 2FEULDREMTH>TH LWL,

P27z /—)EELTE. EX7 /=LA, EXT7x/—=)LS. EX
Jx/—=)F, 72/ —=NERLLTILTE REDEBEEDSEI BTSN D
o TNBLDERT7 T/ —IVEIE. 2EBULDEEMTH>TEHELW,

RYI—=FIR) A&, BIZE AT (1) ~ (3) owFhhshors
FEERAVWTRLIENTE S,

(1) MEEFERALT. ZPILFLUAFY ROBRNIGEEWE. ZMit R
OF EEWOBMXILESYIC. SvFLXiE7Oy sEmL<, RY T
— TR A —IEEBDHE

AUECARIE & LTIk, BIZIE. KB (VF oL, FRIDL AL
%) . MIEEMME (L5 —b TLFILTIVE) | HEREBYT
EEMtEE (BRI 1) Y. ANEH T/ a0 NEEREGFSE) FH
EiFfons,

RIS ZIFLUAFIRELTRE BIZIE TFLVAFI R JOEL
VEAFXRVR, TFLUYAFIUR /OANFEVAFVR, AFLVFFY
RENZEITF LN S,

(2) RY7 TILFLYFFYRERIBEIET, RYIT—FTIRY

F—IWR%E2HE

AIEB AR 77XV ELTE, BIZIE. TFLY DT IVEREFORDBTEHD
NEFON B,

AR 7 FLUAFIRELTE. (1) THRINALZBDERAKRDOED
NEFON B,



WO 2023/008579 169 PCT/JP2022/029390

[0391] (3) (1) XiF (2) THELNER)I—FTILR) F—IVEZEEFEL
TT7UVITIREFEZEEGLT, WhWaRYT—RYA—IEEEZDHE

[0392] GRUEEZMEE ROFibaME LTE B UFO (i) ~ (vi) @
LONBF SN D,

[0393] (i) )Yy, YhYAFO—LTONRY RVHITYRY) k=)L
IRVETYRY b=ILE,

[0394] (i i) TYUMYKR—JI. D=KLAb=Jb, L=FSE=Zb—J, UE
=, F2) b=lb. YIVER—=I, TVZb—lb. AZV9F b=, 3
LZ h=)VEDORET I I—ILEE,

[0395] (i i i) 72E/—Z, YR—Z, FO—-X, JII—X, ¥V /—
AL HSO M=, FVI =R YILKR=R, SL/—Z, 73—, 1)
RTY —REDEELH,

[0396] (iv) bLAO—R, ¥afE JIb—Z EAEF—R. FVFFE
=2, SV M=, X)VEF—REDO L,

[0397] (v) 274 /=R FVFF/—R. ALFF—RZED=HE,

[0398] (v i) A& FA—ZXZEDMELR,

[0399] 7V VIR A =i, BIZIE —DFHRICTEUNLEDFEEKREET S
EEME/ Y—2EEIES. X, —OFHICTBULOEHKEEZET
PEAME/ Y&, BEEIIHUT, HZEAM T/ Y- HEEST MM
DE/X—¢%&, HEGIRBIEILL>THZIENTES,

[0400] RUEE—9FHRICTEULEDEMKRZETZ2EEGHE/ v—& LTE H
ZIE, LTFD (i) ~(vi) OEDHEIFOLNDE, INHLEBERTHWT
HLL 2R EEZHEAEDETHVWTE LW,

[0401] (i) PZULBE—-2—kROF IFI, POYLE-2-cROFy
JOEI, PU)IB-2-b ROF > TFILEDFUKEEETZ77 )
IWERT 25 IVER,

(i 1) X907V NE-2-bROF>IFIL, XFTVILE-2-ER



WO 2023/008579 170 PCT/JP2022/029390

[0402]

[0403]

[0404]

[0405]

[0406]

[0407]

[0408]

[0409]

OF> 7O, X9 )LEB-2 -t ROFTTFI, X599 )ILEE—3
—eROF> 7O, X5V )LEB—4 -k ROFLTFILEDFEEKR
ZHETDAYVVIEBIZATIVE,

(i i 1) Uy r)AFOa—L7anvEor)d—ILD (A4
) PUOVIBE/ IZATIVEOZMESRKREETS (X4) 77 )ILET
2T IVEE,

(iv) RUZ—FTINRVF—IE BIZE RVZTFLYTY)a—),
Ry7FoELys)a—i. RYTFLYJ) a-IEF) & LEDEEKER
HHTD (X%9) POVIVBIZTIVEEDE/ I —F I,

(v) )22 (X%) 77)L—bE—18ER (fl2E, BEg. 70O
EX VB, p—tert—JFILEERE) &MY,

(v i) LEDFEMKREETD (A9) 7V YILBIXTIVEOEMK
RICSUNVE (BIAE e—HFAS2%4L, y—/NLASYIVE) &
HREAIH 2 &ICLYBBOLSNZIIY,

AIEEEEME/ Y- HEGHRAMOE/ v —& LTE, HIZIE. R
D (i)~ (iv) OBEDOLETOLNSE, INLZEHTHWTHLL, 2
BEUEEHEAEDETHWTE LWL,

(i) POVIBBXAFI. TV VIBIFIL. 72 )IEAY TOEL,
TOIVNEE——TFI, PFUVILE-2-ITFIAFIIL, A5 YVIEE
AFIe XGTVIVBIFI. X520 )IVEA4YTOEL. X570 )IVEE—
N—TFI, XZTVIEBLAYTFIL, X7 JIVBE—n—~"FII), X%
TVIBRSIONFIIL, XS )IVEBES DI, AT VLET) DI
ED (X%) 7V )IVBIATIE,

(i i) ZOVIEE. A9 0VIVEE <L A VB 44 2VEEE. TEM
TFIRE (FVYNLTIR N=XFO-LF7IYILTIK,

2 VIVT I REQREFRAILR VR,

(i i 1) EZSIWRNUARNFISSY EZIAFAIXARFOIS U,

y— (X%) 77070 R X NI SUEOIMKDEES ) IVE

P2 il 4



WO 2023/008579 171 PCT/JP2022/029390

[0410]

[0411]

[0412]

[0413]

[0414]

[0415]

[0416]

EETBEZILE/ T4,

(iv) AFLy, EzbbTy, BEBEEZL. 72UBZ=)IL. 7
RV TFILEOETODMDEESHEE /Y —,

T VIR)A—IDOEFHNLBEEREE LTI BIAIE. LEBORERK
(E/7—) o %, REOBBIEMS TV ILEMEDS T HhILEEREBEE
DODHEETTARESG L. BB TERBRIETERT DI &ICE T,
TOVIWRDA - %"TD2HEENETLNDS,
AEBHEORFMEBIEERM ZKRR—2 2K & LTHWSIEEICIE
. LERDEERK (E/7v—) RPEZBREES L. KBICEIRT 2 HEVIL
BEASFORHMOAEEEAVDIET, KRR—ZAOTFIV VIR A—IL %8
BETBIENTED, TOHFE. TV VI ATV IVINBEOHILRY
BEAE/ X—PRAILKRVEBEEE/ T —S0OBMSSE, PIVPFUE
ZT7THMT BRI EICE>T. PO VIVRY) F—IWITKBMEX IS KM%
NE5ETBHIENTES,

RUAL T4 VRYA—ILELTE B KBEZ2BULEET 2R
VT8I, KBEZ2EULETZKRRMR) T4 Ty, KEE%
2EEBETZRKEREFMRYAY FLUVERRISFLN D,

Fre. RUFAL T4 VRV A—NICEWT, KBEOKIL., LYSWVWERIR
MEABOLNDZIENDS, 3ETHDIEMFFE L,

RPHEZICEWT, T7yRRYA—IL] &lE. DFRICTvREZSOR
VA —IVEEEKT 2, 7vFRR)A—ILE LTEFNICIE. Bl R
57—-3410752. HEMB61-27531 1852 RETHRINT
W37 F04L74v, /O LI—FII, EROFVTIFILE=
WI—=FI, B/ ALVRVBEZLIRAFTILEORESGEHSELIEISFSN D,
KIBRFE5 7 —34 107548, HMAME61-275311852KEZEO0L
EHSEE L TKRBHEICERINS,

RYZF—ILDOKEBEMD TFEEIE. 1TO0mgKOH, /" gllEtTHsdI &N
TFELL. 20mgKOH/ gUETHBZENFYFELL, 30mgK



WO 2023/008579 172 PCT/JP2022/029390

[0417]

[0418]

[0419]

[0420]

[0421]

[0422]

[0423]

OH/ g MIENISITEHFFE L,

—7. R)FA—ILOKEEMD LRIEIF. FRAREERLS, FIXIE 2
O0mgKOH/gUTFTHNIELL,

Thbb, RUF—)LOKEEMIZ. 1O0mgKOH gllE200mg
KOH/ gUTFTHDZENFELL., 20mgKOH,/glkE200mg
KOH/ gUTTHZZENLYFFELL, 30mgKOH glkE200
MgKOH,/ glUTTHBZ I ENILITHFF LWL,

e, RUA—ILOBEMEIZ. OmgKOH, gllE30mgKOH, /gl
TTHDZEDTFFE LW,

KEEEMROBERMIEZ., J 1S K155 7ICERLTAETSEIENATE
oy

AIEER Y A —IILOKBEICHT 2, £k 7Oy 74 Y7 x— MARY
DAV TR—MNEDEIYEL (NCO/OH) &, 0. 28E5. OML
THAFELL, O, 4E3. OMMTALYEFELL., 0. 50E2, O/
THAISITTHFE L,

BIEEARY7IVELTE. THR7IV/VEHBDWVWE2HRT7I/VEEZ19FH
WK2@ULEETZ2E50HEVSN. ZOFRTE, 19FHRICIEULEET S
EDOMFE L LY,

RYFPITVOEE[E LTI, TFLYIFIY, ALY YT IV,
TFLVITIY, M) ZFLUVITIV AFHAFL YOIV, 4,

ZIV. TSI FLIURVS X
OELYRVS I VEDIEMLE

VN
V. RVARFLIUAXZTYIY, FRST
VZ .7, 10, 13, 16—~

T/BEBTBHHERRY T
FHFHYIQFISTAY. 1, 4, T, 10-FKSTHFLIOFTHY
1,4, 8, 12—FrST7¥IORVETAV. 1, 4, 8, 11—
ThST7HLOOF NS TAVEDORRRY 7IVENSBETLND,

/l/



WO 2023/008579 173 PCT/JP2022/029390

[0424]

[0425]

[0426]

[0427]

[0428]

[0429]

[0430]

BIER7IVA/ =TIV e, 19FHIC. PTIR/EEKBEEZET 1L
EMERBRT B, FIH/ —LTIvELTR, BlaE. E/T9 /L7
2V VITH /) NTEY, PRE/IFINISY/ LTIV, N— (2—k
Fox> 7o) TFLYPT7Iv, /- V- (n—FkiFM4YV-)
v, IFLYYYaA—-—ER-FOELT IV, RFR

i

A=AV Wy
VHI=ITIV, AFIIY ) —IVTIVENEFLNDS,

AEMRPREOBFE L MRMEEMMIE. BB U TEETIVFILE, XF
O—LE, PLFLTI/EBT7LFILIEDOASIVRELEEZSHL TV
TH LW,

ARIEMEORELMEREEERYIE. BRATESELTVWTELL,

Tl AIRBA VI T7R—MRISEEZE T2 68MERVCLEROTOY 74
YITR— MERYIZ., BEBEREZEEELTVWTH LU,

AR E LT, EROTAY 74 YT R—MABRMEEBTZHD
THDIEDNTFELL,

BHAFIE LTEAMICE., B2 XvEy, MLV, F2LY, ¥
7ONFH Y IRFIVAEY Y b FIYEDORILKEER 7MY X
FIVIFIVT RNV AFIAYTFILT N VEDT NV BFBBTFIL. B
B7FI. BtV TEOIRTIVE A5 /=, TH /=), 2—
TOnN) =, TEI =, 2=AKFIIH /-, 2—IhF2IH )/
—, 2=T b FIITH/-NFEOTILIA-NER IFLYTYVI-N, T
oEL>JYa—i, xFLyIYa—j, RYTFLYIYVI—=), 7
V) VEOZMTIIO—IE KENBFSLNh, ChSDORAILEHRTH
WTH L, 2FBULZHALTHE LU,

Fle. AEEREORECERREHEKYIE. KAPITARXIZ9E L 72K
HIEEMBEEESE LTHBWS I ENTE S, AFEPAORE/CIERAEHEK
WA KM RSN & L TERIN 35S, BB ERREERYIC
BIFdEAMEALIEZ OIS, ARBICEFZTOv IV TER—b
HRZICH LT REEEFICKICHE URFEOERZ R BFE%=FERL



WO 2023/008579 174 PCT/JP2022/029390

[0431]

[0432]

THLW, REFERIE LTI, BIZE BIiEEy Y, oYUy s
V. TILERILRIIVEVEE, ST7ILFILTY)—ILRIVKRVERIE., T7ILFILZR
IWARINIBRE, RUFFIIFLYTPIFIURERE RUAFOIFLY
TILFILT) —IVEBELEOT7 4 VIEREESER. RVAF>IFL Y
TIVEFLI—FI, RYVAFSIFLYTILEFLTY—II—FTI. R)A
FOIFLVAFITOELY 7Oy IR —RED /) 4V IHEREE
HHFRIDEIFOND, KT URMMEOERZRTARE LTI YIFL Y
TJ)A=WIAFIVI—FTI, SITFLVFTYI-WTIFILI—FI, 7
OELI)aA—LVE/AFILI—FIT7ET—F FOELYYYI—-ILE
JAFII—FII, FAELYIT) A=V IAFIIT—FI, YFOELY
TJ)VA—=IWIAFINI—=FTIV, AVTEY/—Ib. TFLTY)V =), N—=X
Fooeay Ry, FFLIT)A=RIETFLIT) A=V T7ET— b E
NEFON B,

FEBRHOFTHE, VIFLYTY)IA—LIAFILI—FI, JIFL Y
TJY)A—=NVWYIFINI—FTI, 7AELYTYD—ILE/ AFILI—FI.,
J7OELY ) A=V IAFII—FTI, IFOELYTY =TI AFIL
IT—FT AVTH/ =, TFIT)A—b. N=XFiEQY RV, T
FIUIT)A=WDBFELL. PIFLY TV I-NWIAFILI—TI. ¥
IFLYJYA—NWPIFLNI—FTI, 7AELY T I—IIAFII—
T, 7LV T A IAFILI—FINLYEFELL, ThHOD
BENE, BRTAHWTH L, 2BULEZHABLTE LWV, T, BRI F
. BFBE—n—TJFI)I. BB OV TEOIZAFIVEDREIZ. BFBERE
DREEFICIKDET DJEDH Y. FF L <AL,

AFEBAOBRBELUERIEERMICEWVT, TOv i1V TR— MEARY &
AVITR—IRIGHEEEZE T 2LEMEDERELEIE, BEET2MHIC
SYREIN, BFIRET2HEDTIFAL, &8 [7Av o4V T7xr—Fh
HRMFOTaOy 74V ST x— MAMOBNA YT X—NEDE (m
o)1/ [4VYYT7R—IRIMEEZE T HILEWDEMEKREDE (m



WO 2023/008579 175 PCT/JP2022/029390

[0433]

[0434]

ol)]=0. 2~508AEATHY. IFFELLIF0. 5~3DHAEATH 3,
BB, TaviMVITR—MEWMOBEMI VI TR— R NEEIE, TOY
AV TR—MEEWHSTOY VHIDNEBELBRICBEINZ 1YY T
*— hNEEEKT D,

AFAOBRELEREERARMICEWTIE, BEBEICISEL T, HERMOEHET
BRAINDIRAMORY DL EGERME. RNF. EREEZERTL L
HBTE AMOTAYIAY Y TR—MNERELTERLTERL,

REORY LY VELERME S L TRBFICRET 2HDTIF R, HIZ
. STFLEIZOL— b PTFIGY -2 —IFIAFHR—N U
FUOFINBLSIOL—b VTFLHITET—M TTFIGIFFHA
K. OFOFNBIAXRYA R 87 FILT7ENF— N BB, 70 F
WEESE. 57 VBIREOHILEWY. AV FIBERTR, 7T VERE
ARA, EAXRAT7EFINTE N F—MNEOERTZILEY. FHVET
S—n—TFII, FIVBT IS4V IO, TLIYIEBFIVEDF
soEW. NUTFALFIV, N, N, N, N —FRrSXFILIFL
vIF7IV. N, N, N, N —=FKrSXFLFOELYITIV, N,
N, NN, N, N =RYSAFLIIFLYIM)TIV, N, N
, N | N” =Ry xFLYTAELY M) T7XY, N, N, N, N’
—FESAFNTT=Uv, 1, 3, 5—FYZR (N, N=IXFJLTIJ
JOEN) A¥HeRkO-S—hNYFYY 1, 4-IT7HESIDO [2.
2. 21 #49#%>v (DABCO) . 1, 8—Y7HEY 4O [5. 4. 0]
yortEy—-7, N)ITFLVIT7ZTY. N, N, N | N —FRrSAF
WAFHYAFLYVITIV N=XFIL—N — (2—=IAFINTI/IF
W) ERXRSTUV N, N —IXFIERSTY IAFDI7ONFDIL

N—XFIEIR)Y, N-IFILEILKR)Y, EX (2=IXF
VZI/IFIN) T—FI. 1 =AFIAIFY—b. 1, 2= XAFILA
A= 1 =AY TFI—2—AFIAIFTS—Ib. 1 =IAFILTZ
JT7OENA I —INEDOIRTIVIEM. TRIAFILTVEZD L

, N’

~ s
I

—



WO 2023/008579 176 PCT/JP2022/029390

[0435]

[0436]

[0437]

7054 REOT NS TIFILTVEZDLNOQT VY, KEEET b5 X
FIVTYVEZDLBEFEOT NS TIFRILTVEZ D LKERIEH., TR XAF
WPYVEZDL—2—IFIAFHUVEBIE 2—-brOFx> 7O MY X
FIVTVEZDLFEIE, 2-EROF2TOELRNIAFILTVEZD L
—2—IFIAFHUVBEBEEOT NSTIFITVEZD LBEREBERED
4|7 VEZD LBILEMDREIT LN D,

WIFE LTE FICRET 2H5DTIERL, FIZE, eV —K7zY
Ry RV RNYTY=IFR, RV T/ UREOEMRRINE. BIERE
B®BR, EFOFVILTIVREOBRMLER, 5 —FT7xz/—ILR, Y
VR AFTODFR ERSYRREOERIBLER. 7%, BINR. TIVERE
DY LY. oM, LY DTEL SEER. LAaoY—ary hO-—
WEL FoV hOE—5H - BHEIE, ARER. TEBA. REEMEH.
Ay T U TEI BRFL BAEF. BAEBRF. EROHFIEFEOLKRM Y
FTEAINTVWSERERMBFIDET 5N S,

BB E LT, HICBRET2EDTIFARL, BIZIE. FFV2URVR T
VR 790 TZUREOERER. BIEFS . MEBANY T L, RKEBA
Wb, ¥ hEOEBER. ToM, KERER. £BTIRER. Btk
BERZEOERIBIFONh D,

REOTOy 74V TFr—hELTE, BIZIE 41V TR—KMERR
o700y IRERBIELTOAYIAYVITR—MDREFOLNS, RXANOT
Oy J#F&ELTE BZET7T /=, FATz /=, AFLFFT7x/
=, FL /=, VLY =), LYWL /=), ZbOTZ /)= ¥
OO7x/—LVNEDT7 /) —IEEW. TEMNFFS L XAFLIFILYT
NoFFRT L, 20ONFH ) U FFILEOTF I LEEW. X5/ —IL
IV =) n=JAELTLO=L, 4VFAELTILI=I, n—T
FIFNA—=. AVTFLTIA—I, t—TFLFILIA—I, t —RY
/)=, TFLYITYVIA—LVE/IFINI—FTI, TFLYJT)I—ILE
JTFINI—FII, SIFLVI)IA-ILE/IFILI—FTI. FOELY



WO 2023/008579 177 PCT/JP2022/029390

[0438]

[0439]
[0440]

[0441]

[0442]

TJYVA—=IWE/AFINI—FTI. R ZITIIA=VEREDTII—-IEE
M. 3, 5—IAXAFIESY—I, 1, 2-ESY-ILZEOESY—-IILE
. 1, 2, 4—NYT7V=-ILFEORNYT7V—ILLEYM. TFLv/OLE
Ky>, 1, 3=ysyoo—-2-an/—)LEoNayrvER7ILdI-)
L&, e—Hh7O599L, §—NLAOASIY L, ¥y—TFOSIH Ly
B—7OENZ VI LEDT VY LMEEY. 7t MNEFEEXAFIL. 7 NEEER
IFI, PEFLTEIN Y, SOVEBAFIL, SOVBIFILEDFEAF
L UiE&MH 8BS, TOMICETIVIEEY. 13 REaW. XA~
SubEY. 1 I UIEEY. RREEW. OT7 ) —VibahELETFSND
AFEBAORECEREERYIE. BBER. B, HRRELEDOERE
HEA, BRLEOARAIHMA., EREMAEORBERA, Yy alo
BEREMA. ESHERLEOBRRERBLEDRN. ATRERYILO—I
BREDA—FT1 v IM, 4V, EER. MBF. EFTHRADH LM,
BERERCEMALEDY - v I, 3DT )Y —RAREDHREMRASE
WKERT 3 ENTE S,

RWT, NFEBOEEHERREHE R ORI FEICDWTERAT 3,
AFEBEOFRICSWT, LRBTOVIA VI TR—MARMEA YO T X
— MRIEEEEE T 2LEMOREEY TH 2B LEBIEERM ZmMET 2
REGBREE. ERAT270y 04V 73— MNARMFOTOY 714>
Tr—MeAEMBLUEEAAEEY (1) LL>THEERSZH, 60~
250CHRE, FFELIX80~200CRELTEIENTED, RIKE
BliZ. 30M~OCBERE. FFEFLLIE19~609REETEHIENTE
%,

AFEBAOEIE. LEREDOAFIFORE BRI O T EERD
JEIFYHRIETES,

== )



WO 2023/008579 178 PCT/JP2022/029390

[0443] AFEIA%#HEFRUVERGZBWTLYFEMICERAT 20, ARBIEHh
5 ORMBEHNICIEIRE X N,
(1) mADHXSH (| ROW) &H
RE: HADAKARHBEFT-1IR-6600
RMERE : EREMEZE (FVRIIN TR ZD L)
RELOH : 16O
(2) "H—NMRSH&HE
HE: TLA—KIARHAEAVEL00
[EiEE : 4 0O0OMH z
(3) BLEE. RERERIESRM
BE M4 -8 BHEFECEREIERET SN,
ik WE3JC-5060W
BEE : B8 100 rpm, REE25 rpm
(4) BRZOELFE
AR, 59%1 10 CTIREMBL. MBARMEBOEEHL SEHBAD
BEfa (%) #&H L,
(5) ZARE{b MR BERE AU DR AR
BEMNCOE (mo ) : KEE (mol) : 7XF—hrE (mo |) =
1. 00:0. 95:0. 05ICA&%&LDIC. 7OVIAYITR—MEE
M. 1V T7xr—MRISEEZET 266 @A bEMEmMA. 7
Ov 74 VY F7x—McEMOERS (g9) :8& (g) =1. 0:1. 0
IKRDEDICAFIAVTFUT N EMAT, BB, T TORBIEIET
Oy 74V 73— MABYOERICERLTWE AR E2E, BRINCO
H (mol) &KEE (mol) FETFREXLYEHLT,
[0444] HBHMNCOH (mo ) =7AvIM4YTT7xR—MIAZE (g) ~70vY
DAYV TE—rDEMNCOESAR (%) ~4. 202
KEE (mo 1) =RUA—IEAE (g) XKRYA—IOKEBESM (m
gKOH, g) =56, 1



WO 2023/008579 179 PCT/JP2022/029390

[0445]

[0446]

[0447]

[0448]

[0449]
[0450]

[0451]

[BHERIA— 1]

[TMPACyYyHU] O&RK

kK1 : [TMPACyHU] [MeCO,] D&l
[16£135]

O
[::1\ )L /\\/”\ﬁ/
| ~~

Iz

N
CH3CO5"
BREBLEZ200m I A—bo =TI, (3—=7I/70EI) I X
FLTIY (10g. 97. 8mmo |) (ARIEBRIEKASHE) ZHA
FH. AH /=)L (50. 0g) #MATER L TARIEL, BREBROES
ARIC, YAtV IYTR—M (12, 259, 97, 4mmo |
) (RRIERIERIESHENA25CTHT LA, BFEOESBRIC. K
BBUXFI (13, 22g, 146mmo |) (RRIEXIEKASHE) %
Mz 120 CT8REMBALK, MBRDORIEKEZ 25 CITDELE. 6
OCTIBEREREL. BEZEE LT, LERATHRINS [TMPAC
yHU] [MeCO;] #87%,
FERXTERINBIEEYWDO ' H-NMROERELUTICTT,
"H—NMR (DMSO—d®¢) § (ppm) =3. 68 (s, 3H). 3.
38—-3. 30 (m, 3H), 3. 08-3, 00 (m, 1T1H), 1, 8
7-1. 43 (m, 7H) . 1.,23-1. 04 (m, 5H)

kix2: [TMPACyHU] [HCO,;] &%
[1£136]
(L J

NJW”\/ﬂi

H H |

HCO;"

RIS 1 TELNEERZEICK (100g) #MAEHEL. FOBRKRISGK
AEEL CEEBEZEE LT [TMPACYHU] [HCO,] #5/7,
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ERRATRINDEEWDO ' H-NMROHERELUTICRT,
"H=NMR (DMSO—-d®¢) § (ppm) =3. 39—-3. 30 (m, 3
H) ., 3. 07—-2. 99 (m, 1T1TH) ., 1. 82-1. 49 (m, 7H)
. 1.24-1, 04 (m, 5H)

[0452] ®i53 : [TMPACyYyHU] p&iE

[0453] [15137]
Q 0

H)H;,/\/\ﬁ(

[0454] RS2 CTHRLNBBREICXY /—I)I (5609) #M%. 60CTI16
BRFREME L CRERESL, MBROESHREZ25CETARL. 60TCT
1 IFEREREETVWLERERTERINS [TMPACYHU] #28. 2g
g7 (IN¥ quant. ), EEXTRINZIELEHMD'H—NMROHTHE
RELUTICRT,
TH—NMR (MeOD) 6§ (ppm) =3. 43—3, 00 (m, 13H)
.1.88 (br, 3H), 1. 77 (br, 2H) . 1. 63 (br, 2
H). 1. 581 (br, TH) . 1. 25 (br, 2H) ., 1. 10 (br
. 3H)

[0455] [#4@HIA—2] [DTMPAHDU] O&RK
ki1 : [DTMPAHDU] [MeCO,] D&l

[0456] [15138]

2 CH3CO5

[0457] ZBREB#LAZ200mIA—rIL—7I, (3—7=/7OENL) U X
FIFTIY (5. 03g, 49, 2mmo |) (ARIERIEKASHE) %
ftiAd. MILIY (50. O0g) ZMATESRL TAEIE L, BEEOER
BBIC, ANFPAFLYIAYITER—K (4. 129, 24. 4mmo |
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) ERIERIEH/BASHEN 25 CTHTLTEBRLL, BHREDREAR
IS REEUAFIL (13, 2g, 1T47mmo |) (RRIERIFEMKASHEH
)EMA 1 20CT8IFAEAMERL =, MBERDRIGHEE 2 5 CITNEIL 721%.
6 0CT 1 HREREREL. BEEEELT. [DTMPAHDU] [Me
CO,;] =Bk,

[0458] Itx2 : [DTMPAHDU] [HCO;] O&hE

[0459] [1£139]

Y,
\—
<
~

2 HCOq

[0460] RIG 1 ICHEWTHRLNAERISFREICK (100g) #iA 1EEEBHLTRE
BREB, TOREARE 6 0C 1 BEEIRERREL. BEEEE LTLR
XTHKENB [DTMPAHDU] [HCO,] ##%&7/,

[0461] Ri3 : [DTMPAHDU] &Lt

[0462] [1k140]

O

)W“VKNKN
- H

/ N\

[0463] RIG2ICBEVWTHELNLRERAEICNLITIY (30g) ZMMx, 60TCT
SHEEME L TRAKRES, NMABRDESHRE25CETAHML, 60T
T 1 REREEBEEITVWLEERATRINS [DTMPAHDU] #10. 5
gfsfe XEquant. ), LEBATRINZELEHND'H—-NMROHHE
RELUTICRT,
TH—NMR (MeOD) 6§ (ppm) =3. 36—3. 28 (m, 4H) .
3. 04—3, 03 (m, 22H) ., 2, 94—2, 92 (t, J=6. 4
Hz, 4H) . 1. 82—1. 78 (m, 4H) . 1. 36—1. 22 (m
. 8H)

[0464] [®EBHIA—3] [TMPADBHD | U] O®EARSE
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ki1 : [TMPADBHD I U] [MeCO;] O&E
[0465] [15141]

R Ri= H I, N
/40/ \/\/'!\l\ or /S( ~TN
0

CHsCO4-
(Q17) (Q2)

[0466] (KA, R, R1DHIB, st TFhnid (Q1’ ) TRINBET
BT THY., BYIE (Q2) TRINZETEHRINTWS, Ri, Rii
ALET (Q17 ) THRINZETERINTWSLEEY. HWE. R, R
NET (Q2) TRINZETEBRINTVLWABILELEMIRIGEEMHICSE
NTWTHLL, )

[0467] ZBREB#|LAEZ200m | TREIZSZAIAFHAFLYIAY I FTR—L
(60.09. 297mmo |) (RRIEKEIEMRASHE)ICXY /—IL(5
O. 1 g)&EMABEIEL, BONLEERICZTFILTIV(38.349.
296mmo | ) (RRIEMIEMARMHRE) 2#25~7 5CT1REMNIE
TUl RICC (3=F7X/7OEI)YXFILTIY (30, 3g. 297
mmo | ) (RRIEMIEMARME)E25~75CTIREANMNIETLE
o CORIHEE1BE25~75CTEHLE BONERIGKEREZ500m
| Z— MO L—TAMAT e, REEZAFIL(40. Og, 445mmo |) (
RRERIEMAHER) ZNA L, COBEBEHR%E120CTORARIGI
Teo BHNERIGHEE6 OCT 1 REBERMEL. REZES L TLERT
REINDILEMOREMTHZEHEINS [TMPADBHD | U] [M
e CO;] B,

[0468] K2 : [TMPADBHD | U] &%

[0469]
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[1b142]

R H .
N N N N Ri
H

|
/%]/N\/\/"\ﬁ\ or AWN\/\
0 0
(Q1) (Q2)

[0470] (KA. R, R1IIDI>BE, Al spnwIhnid (Q1) TRINZETE

|INTHY., RYIE (Q2) TRINDETEHEINTWS, R, RN
2T (Q1) TRINDZETEBRINTVREEY. HWiE. Ri. RIS
T (Q2) TRINZETERINTLWSREEYIRIGNEEGYFRICEENT
WTH LW, )

[0471] RIS1 TEHELNEEMBEEEZ MLI V(100 g)ICERBIETEREHETT

SHERINIEL, 6 OCTREREL., LEBATRINZEEGM [TMP
ADBHD I U] 134, 2g (Ix&Equant. ) 2Bk, ZOREEMCH
72 (Q1) E& (Q2) EDEHELIFT : 1 THB, LEATEHRINSE
EBYOREMTHDEHEINS [TMPADBHD I U] ®'"H—-NMR (
DMSO—dg) OfEREX1IC. | ROFTHEREM2ICTRT,

[0472] [ZEHBIA—4] [TMPADBc rMD | U] OELERE

ki1 : [TMPADBc rMD I U] [MeCO;] O&E

[0473]
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[0474]

[0475]

[16143]

§ N__o
i piv pv. N O
Rl RV RV= E{ \f or E‘{ \f
N HN
[ﬁ\W\T CH3CO;L\y/
/’E\
(Q3) (Q4")

(XA, R1Ti, Rivy RvDI B, dad &tsndhnsid (Q3) TERIN
DETEBRINTHY., BRYIL (Q4’ ) TRINZDIETEBRINTWS,
Riii, Rivi R¥A'2T (Q3) TRINZETERINTWSLEM. =X
WiE, Riii, Riv, RvA'2T (Q4’ ) TRINZETEHRINTWSIL
AP RIGEEMHICEEFNTVWTE LY, MIZ0O~4 DEHTH S, )
BEEBHRLEZ200m I TE7S5RX3ICc rMD I (25.0g, NCOX
EF%:31. 0 (%)) (RZYa2—)L44V20L., Farzxtov
L& UHASHE) ICMLIV(50g)2mMARBIEL, BONLRER
WKOTFILTIV(14. 29, 109mmo | ) (RRIERITEEAHE)
Z25~45CTIREAMNNETLAR. (3—F7I/7OEL)IAFILT
TV (7. 68g. 75. Tmmo |) (RRIERIEKAEHE)E25TC
~45CTIHEMIET LE, CORIGKEE 185E2 5C~4 5 CTEE
Lo B5NIRIGKRICDOWT6 0T, 1EEREREAT 2 /. 85N
REZEE18O0mIA—FIL—TAMX, X4/ —)L(20. 3 g)IlEHR
I, REEUAFI(40. 779, 451 mmo |) (ERIERIEMRS
HEDEMA Tz COEERE 1 25CT8RARLI T, BbNERIGE
6 0CTIREREREL. REZAEELT [TMPADBc rMD I U
] [MeCO;] #%7%,
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[0476] 52 : [TMPADBc rMD | U] &Y%
[0477] [{b144]

Riv

H N o
o N. _O
Ril RIVRV= or Iﬂ‘{
o %\fl E%ﬁ
% H e
Q3) (Q4)

[0478] (KA, Riii, Riv, RvDI B, st nThnsid (Q3) TERIN
ZETEHRINTSY. BYIF (Q4) TRINDZETEBRINTWS, R
i, Riv, RvA'2T (Q3) TRINZETERINTWALEH., HWiE
. RITICRIV RVA2T (Q4) TRINZETEBRINTLR{EEYH
RISEEMHICEEFNRTVWTELL, MIZ0O~4DBETH D, )

[0479] KRIt1 THEOLNEREREEZAY/—IL(60 g)ICABITEREZHTT
SRERINEtE, 6 OCTHERMEL., LERATRINDS [TMPADB
crMDIU] #55, 96g (IXXquant. ) B, COREESWCH
73 (C) #& (D) HOGEEWLIEXI : 2THD, LEBRATKRINZILEY
DREYTHBEHESINSE, [TMPADBc rMD I U] ®"H-—NMR
(DMSO—dg) O#ERERK3IC. | ROWMBEREE4ITTKRT,

[0480] [HEHIB—1] EY Ly NBHD IOKNY 7404/ —0TOy 7k
DE X
EREHLLALZ200mL 32OKKBERIC. ET9LyYy NBIHD | (FREY
2—JIN3200A, NCOEEEXR:22. 8 (%) . Ftaxxtov
Lo oReat®) 150. 0g (NCOE:0. 81mol) . XFIA
YIFILThYy (UIF. MIBKEWD, ) 73, 39g%ftiA#65CICH
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[0481]

[0482]

[0483]

[0484]

BL. MUIFLTEY (IR TEAEWD, ) 1. dgBxMAit, D
%, RIGRE|AAN2, 2, 2—NMY)7iAO0TH /=L (UUF. TFEEW
5, ) 27. 0g (0., 99mo ) EMIBK79, 4g%&ETFL. 65
CT2BEBH L. RADHADIWNTI VI T7R— ED227 0cm- 'k
DOFRARINE—V DEREERB L, BOohERBBREBEREL, TE
AERELDDOM I BKAERKRE, MIBK59, 9g&amaTEyLy hEIH

DIOTFEZOvI&OMI BKAKZ306. 1918k, /6N ED
Ly NUHD IO TFEZAOY 7HOBEHRDIE76. 1%, BUYNCOES
BEF11. 2%THo71,

(=M1 ]

HEC AR OMEEDNEMNCOE (mo 1) : KEEE (mo|l) &
bt (mo 1) =1, 00:0. 95:0. 05ICAD&LHIC. BERFB
—1TRoNEY Ly NEEHD IOTFEZ7OY 74k, RYIZXFILKY
F—I (P=-510, %Xt/ S LVE) | HEHA-1TELhETOY
JFIfERERE [TMPACyYHU] £ 3 OB L T, BELIERRE
MR &R L 7,

120CIKMBAL TEW-EBBELREAIEREDRY b TL— bk LICEH
8L =LY 0. 6mLAEX, Bl LA, TOKIC, 1B
BEIABEZOBIE ML 1% (0. 04mN - m) KEBEDIREN SIEHE ML
IN50% (0. 86mN - m) ZEBASFETORHEEZELIREE LT, &
EiFEORIE. FlETo%k, BREZXR1ICRT,

[=MEFI2, 3, 4. Lb&dI1]

EREGIICEWT IOy JEIBEMEERTICRTBDICEXUARE
FEf) 1 & ERRIC L CREEMEERM AR L. BsEORE. FHlixiTo
feo ERERI1ILTT,
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[&1]
FEhfF 1 EhE ) 2 Ehu 3 Ehuf 4 P 1
oy Z7EIfE | TMPACyY | DTMPA [TMPADB [TMPADB T7F1805
PR fpl it HU HDU HD I U] ctMDIU] wVJL—h
i | 90| L T
20 20 6 8 .
(47) b




WO 2023/008579 188 PCT/JP2022/029390

[55KIA1]

5 K D E
FER (1) TRINDZAMEAT VLENESBTETOV I Y
YT F— BT Oy o EIRBARE,

= (1)
[161]
Q 2
A I\I_)J\X/R\B1 (1)

(R")?

n

(R, RTBKRFEF. XFEBRE L FEEBRORIEKREZR
T, XRBRERFXIEBRRFEZRT, ald0OXE1 %277, XHE
RRFTHZHE. ald1 R, XHPBERFTHBIHE. alko
Y, RZFEBRE L FEEBROZMORILKEEEZTRT, B!
R (2) XX (3) TRINDDFAUMEEZTRT, niFTRE
DEHTHZ, ARNHEOELRE L REERDKILKEEETT,
)

% (2)
[1&2]

R3
_+1R4 (2)

RS
(XA, YHTRERIFA VXX VHFAF v %5RT, R3. RARY
ROIA—XIEER>T, BRE L REERORIEKEEEZTT,

Flo R3, RARUROE, —EXITLEAMEICHKSE L TRBE%
ERLTHLW, )

X (3)
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[553K1R2]

(XA, R8E, R2EDFEAEF. KERTF. BREL ITEBRO
RIEKFRE, XIER2EDBEFEETIBERE L IEERBROKIE
K=EAZSRL., Ré, R7, RURIE, A—XIEEMLR>T. R2&D
meF. BRELCREERORICKREXIIR2EOBEFEZEY
2EME L IREEROKIEKREZRYT, R, R7, R8 KRUR
COVWTNH—DIERZEDEEFXIER2EDBEEF2HT 2EHRE
LLIGEBHRORIEKFE DD, R6, R7, RERURUL, —EB
XIFEMHIEEICHE L TREBEZALTHERW, Ré, R7, R3
RURO—EXITELEAEEICHEE L TREBEZNT 255 TH
2T, R R7, RERURIDIGEUFZBEBEEHLM L TWREWE
HPRZEDFEBEFXIFR2EDFEEFE2ET 2BERE L CIFEBROD
RICKRETRAWGEE, SZRBEDI>S 1 DHR2EEET 2
EF%ET D, ZTBERIAFAVXIFYVAFAVERT, )
YHRBREAFA Y, XX (3) TRINDZDFF UV HEHNA (3
—1) . X (3—-2), X (3—1Ta) BELLIFR (3—2a) T
INBETHS, FRAEVICEHO IOV I(Y I T7R—NB7AOY
9 BIfRBEA IR,

n (3—1)
[1t4]

R7
R1

2 /
N +
I S—re (3-1)
R11 N\
R10
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(R7IER2:DfEEF,. BBRE L BEEBRORIEKEE, XIER?2
EDHREFEETIERE L FEEHROKRILKFEEZRT, RS,
R'o, RIMRURMZIA-XIEEL>T, R2EDHEEF. KRRF
 BREELCREERORIEKZENIIR2EDEEF2ET 2ER
=LUCIEEBROKRIEKREEEZTRY, R7, R8s, R0, RTTRUR!
2ZOWINA—DIER2EFETIR/EFXIIR2EDHEEFEEIT S
BRE L REEBRORILKFEE LS, ¥, R7, R RO
RTVERUGRIZHIERE L REERDOKILKEETHDHEE, —HF
XIEEEHIEEICHES L TEBELZFELTH LW, )

x (3—2)
[1£5]

(R7TIZR2E DFEEF. BME L RBEEROKRIIEKRE, XIER?
EOREEFEETIERE L IZEBROKILKREETY, RS,
R'3, R", R RUR'IFA—XIFEQR>T, R2&DEE
KRRF. BEE L FEBERORILKREXIEIR2EDEEF2H
TLEHRE L IZEERORILKRFEEZTRY, R7, R8, R13  R!
4, R1ISRURTEODVWINA—DIEIR2EBETHHEEFXIEIR2ED
BEFeRT2ERE L FEBROKILKREELD, T R7
. R8 R13 R4 RISRURTSHEME L  IFEEHLODRILK
RETHIBE. —BRIFLHIEEICEE L TEBEZFHELTH
Fuy, )

X (3—1Ta). X (3—2a)
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[553KIR3]

[55K1R4]

[E53KIR5]

[E53KIR6]

[553KIR7]

[53K1R8]

[1t.6]
Rw R7 RW R7
RX N+ RX N__R®
»—R8 (3-1a) b (3-2a)
RY N RY = R13
Rz R RZ R

(XA, R7, R8 R'0, RISRUR'X, RIRICEEREINZEY
THb, R*. Rx, RYRURzIEZEFNTh., R2EDIEEF. KRR
FNIERER1~2 0DRIEKEEERT, )

ADnlIDBHRE L < IZEEBROIBRHKEKRKIEKRE, nfioBHREL

CIREBHOBEEBRARIKERE, nMOEBRE L IZEBROEEK
RIEKEE, X nfOEBEBRE L IEREROFERIEX{ILKRE
DOWIThNTHB, BRKBEIXF21IC8BHO7T O I4 Y TFTR—b
A7 0y VB,
NM1~20THDEKRKETI~30VWFhH1EICEHO 7Oy 74
YITR—NETOY U EIRBAE,

XHABRFEFTHZEKRET ~4DOWVWTNHMTIHICEHEO7OY 714
YITR—NETOY U EIRBAE,

BKRIE1~50WThN1IBICERO 7Oy JRIfFEfmE S 70y
DAV TR—MEMEESETZ70Y 74V 27 x— MEKRY.

RIEE7AY 24 YT R—MEMKTIVI—ILEEW. 7/ —
WEEW. 7IEW. S0 LILEWM. AF2LIEEW. T T
J—itEt. FUEAFLUIEEM. ESYV—ILEEYM. N TV—
WEEH. 1 X ReEW. XA TS bEM. 41 I VeaW. RE
ItE&¥Y. RCIS T =L EEYMHILRBBLYRBRINZ DG ED
1o7ov /& Tc70vs3InN70v 74V 7xr—MEEWT
HBHFHFREOGICEEHEO IOV U4 Y7 x— MERY,

AR 7 AY 74 YT R—MeEMH 7 v b7 I—IEEMTT
Oy 3INE7av 74V T7r—MAEYTHD, FRKEOXIZT
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[553KIR9]

[55K1R10]

[55KIR11]

B RIR12]

[55K1R13]

ICEEOTOY 74 Y7 R— MARYD,

BBKRIEO~8DWINANTIRICEHD IOy V4 YT R— MK
MEAVITR—MRBEEZET 2LEWe 2 CRE L IERIIEHENR
.

AVITR—IMRISMEZB T 5EEMHAR) T —INLEBMTH D
« BRI O (CECH D 2R (L AR BE R AL

FERIE O XL 1 O ICEEH D AE L BB Z 81k L T 521t

FERIE O XL 1 O ICEEHDAE MBI ZMB L TREE S &
2ITREZOREMOEESE,
TEX (1) TRINDZEMEA T EW.
A (1)
[167]

n

(R, RTBKREFEF. XFEBRE L FBEEBRORIEKREZR
T, XRBRERFXIEBRRFEZRT, ald0OXE1 %277, XHE
RRFTHZHE. ald1 R, XHPBERFTHBIHE. alko
Y, RZIEVRE L FEEBROZMORILKEEEZTRT, B!
R (2) XX (3) TRINDDFAUMEEZTRT, niFTRE
DEHTHZ, ARNHEOELRE L REERDKILKEEETT,
)

% (2)
[1&8]

R3

R5
(R, YTRERIAFAUXIF) VAFAF VAT, R3, RARWY
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[55K1R14]

ROGE—NIZER> T, BEREL K FEEBRDORIEKREEZTRT,
Flo R3, RARURSE, —EXITLEAMEICHKSE L TRBE%
ERLTHLW, )

X (3)

[1£9]

(XA, R8E, R2EDFEAEF. KERTF. BREL ITEBRO
RIEKFRE, XIER2EDBEEFEETIBERE L IEERBROKIE
KFRE, R, R7RURIL, A—XIEEAL>T. R2EDFEE
BRE L EBBERORIEKRERIZR2EDFEEFEET 2BHRE
LLIREBERODOKIEKFEREEZ RS, Ré, R7, R8s, RUR2OWVT
NH—DIER2EDEAERIIR2EDFEEFABETIERELLIE
BMEBBROKRILKEREEARS, R6, R7, RERURE, —IXIEL
MAMEICHEE L TEEBEZEKRLTHRW, R, R7, RERUR
SD—EXITEEAHEICHEE L TREEZMNT 255 TH> T,
Ré, R7. RERUR DI LHFZRBEZTAL TWARWENAR2E
DIREEFRIER2EDEEFE2ETIERE L CIZEBEROKILKR
ETIFAWES, SEREEDHIB 1 DHPR2EBFETIREFE2E
T3, ZTRBRAFA VXXV VAFAV%ERT, )
YHRBREAFA Y, XX (3) TRINDZDFF UV HEHNA (3
—1) . X (3—-2), X (3—1Ta) BELLIFR (3—2a) T
INZETHD, FKE SICEBOEMES 4 L&Y,

RN (3—1)



WO 2023/008579 194 PCT/JP2022/029390

[1E10]

R?
R'Z %+
I\>—R8 (3-1)
11 N
RN\

R1O

(R7IER2:DfEEF,. BBRE L BEEBRORIEKEE, XIER?2
EDHREFEETIERE L FEEHROKRILKFEEZRT, RS,

R'o, RIMRURMZIA-XIEEL>T, R2EDHEEF. KRRF
 BERELCREEBRORIEKZEANRBR2EDEEF2HT HER
=LCREERDOKIEKEEEZTRY, R7. RS R0, RTTRUR!
2OWIND—DIER2EFETIR/EFXIIR2EDEEFEZEIT D
BRE L REEBRORILKFEE LS, ¥, R7, R RO

RTVERUGRIZHIERE L REERDOKILKEETHDHEE, —HF
XIEEEHIEEICHES L TEBELZFELTH LW, )

X (3—2)

[1E11]

R7
R16 I{I+ RS
N

| (3-2)
/
R15 R13
R14
(R7IER2EDIFEEF. BEMELLIZEEBEBRODOKRIEKFEE, XIZR?2
EDEEFEEITIERE LLITEERDORILKEZEEEZTT, RS,
R13, R14, RISKRURTSIIEA—NXIFELR>T. R2&DIEE
KERF. BERELLIIEERDORIEKREXIIR2EDEEF%=E
TEIEMELLIREERDOKRIEKREEEA Y, R7, R8, R13, R
4, RTSRURTSOWINA—DIER2EFEESTIHEFEXIEIR2ED
EEFEEI2ERELLITEERDORILKEREERS, /. R7
. R8, R'3, R4 RISKRUR'SHEHREL ITEEBEHLODKILK
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[553KIR15]

[55KIR16]

[E5KIR17]

[55K1R18]

[55K1R19]

RETHDHE. —BXITLEHMNMEEICEES L TERBSZZFEHRLTH
LU, )
& (3—1a). X (3—2a)

[{612]
RY R7 RY R’
RX N + RX |{|+ R8
»—R® (312 ) (3-2a)
RY N RY = R13
RZ R1O RZ R14

(X, R7. R&, R'0, RI3RUR™F, BIEBICEREINDEY
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