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(54) FETEPOLMKIIYHI CNONYKN ONA NIKYBAHHA ABO MPO®IIAKTUKA PO3NALIB, BUKITMKAHUX
3HUWXEHOIO HEMPOTPAHCMICIEIO CEPOTOHIHY, HOPENIHE®PUHY ABO [JONAMIHY

(57) Pedpepar:

"eTepoumkniyHa cnonyka, NpeAcTaBreHa 3aranbHoto dopmyrnoto (1), abo ii cinek:

R’
| R?
(CH,), N R3
/
X\ (CH,)
2/n
(CH,),, N/
R4

ge m, |, Ta n BignoBigHO npeacTtaBnaTb Uine 1 abo 2; X npeacrasnge -O- abo -CH,-; R
NpeAcTaBnsi€ BOAEHb, HWXKYY ankinbHy rpyny, MigpOKCUMHWKYY ankifbHy rpyny, 3axucHy rpyny, abo
TPUHWKYY ankKinCuninoKCUHWKYY ankinbHy rpyny;

R® Ta R®, W0 MOXyTb BYTV OfHAKOBI aB0 Pi3Hi, KOXXEH He3anexHo NPeACTaBnse BOAeHb abo HIDKYY
ankinbHy rpyny; abto R’ 1a R® 3B'szaHi Ta yTBOPIOIOTE UMKIO-C3-C8ankinbHy rpyny; Ta R*
npeacTaBnsie apomaTtuyHy rpyny abo reTepouukniyHy rpyny, e apomartudHa abo reTepouuknivyHa
rpyna moxe matu 3a 0axaHHsaM oguH abo GinbLue 3aMiCHUKIB.

/(CHz)]
X
\(CH?) y _SCH Iy

-m
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FAJTY3b TEXHIKU

[0001]

[aHnn BuHaxig cTOCYETbCSA HOBOI reTePOLMKITIYHOI CNOSYKM.

PIBEHb TEXHIKA

[0002]

Tpwn MOHOaAMIHK, BiOOMI sIK CEPOTOHIH, HopeniHedpiH Ta AonaMiH, Oil0Tb KK HEMpPOTPaHCMITEpPH in
vivo. Takmm 4YmHOM, fiKapcbki 3acobu, WO MaloTb MPUrHiYyOYy Ail0 Ha 3BOPOTHE 3aXOMMEHHS LiMX
MOHO aMiHiB LUMPOKO BMKOPUCTOBYIOTLCA $SIK 3acobu Ans nikyBaHHA XBOpPOO acouinoBaHux 3
LeHTpanbHot abo nepudepiiHo HEPBOBOK CUCTEMOLO.

[0003]

BinbwicTe nikapcbkmx 3acobiB, WO paHille BUKOPUCTOBYBANUCb [Ans MiKyBaHHSA Aenpecii
BNBIPKOBO MNPUrHiYylOTb 3BOPOTHE 3axomnneHHst HopeniHedpiHy abo cepoToHiHy. [Mpuknaam Takux
nikapcbkux 3acobiB OXONMIOTb iMiNpamMiH (aHTMAEenpecaHT nepLloro MOKOMIHHA), ManpoTuniH
(aHTMOenpecaHT Opyroro MOKOMIHHA), CEneKTUBHI iHriGITOpu 3BOPOTHOrO 3axXOMMEHHS CEePOTOHIHY
(SSRIs, aHTugenpecaHTM TPETLOro MOKOMIHHA), TUMOBMM NPUKMAAOM SKUX € prnyokceTuH, Ta
iHriGITOPN 3BOPOTHOrO 3axOMSIEHHs CEePOTOHIHY Ta/abo HopeniHedpiHy (SNRIs, aHTugenpecaHTu
YeTBEPTOro MOKOJIIHHA) TUMNOBMM MPUKNaAoOM SKMX € BeHnadakcuH (S. Miura, Japanese Journal of
Clinical Psychopharmacology, 2000, 3: 311-318).

[0004]

OpHak, BCi Ui nikyBanbHi 3acobn noTpebyoTb 3 TUXKHI abo Binblue ansa nposiBy ix TepaneBTUYHOIo
edeKkTy Ta, OOAATKOBO, He MPOSABNATE AOCTAaTHLOrO TepaneBTUYHOro edekty npubnusHo y 30%
nauieHTiB 3 genpecieto (Phil Skolnick, European Journal of Pharmacology, 1999, 375: 31-40).

CYTHICTb BMUHAXOLOY

[0005]

3aBOaHHAM [aHOro BMHaxXOA4y € CTBOPEHHS MiKapCbKoro 3acoby, SKWWA Mae LUMPOKUIA CrekTp
TepaneBTMYHOI Aii Ta MOXe HagaTn AOCTaTHIN TepaneBTUYHUI ediekT NPOTSAroM KOPOTKOro nepioay y
NOPIBHSAHHI 3 aHTUAenpecaHTamMn BiAOMUMMN 3 PiBHSA TEXHIKN.

[0006]

ABTOpPM ULbBOrO BMHAxody MPOBENM peTenbHe [OCMIAKEHHA ANS BUPILEHHs 3aBAaHHsA i, B
pe3ynbTaTi, BUABUNK, WO TreTEpPOUMKITiYHA Cchornyka npeacTaBneHa 3aranbHoto dopmyrnown (1)
HaBeOEeHOK Hwk4e Moxe OyTu BuMKOpuCTaHa Anis BUPOOHMUTBA HeOOXiaHMX NiKapcbkMx 3acobiB.
HaHunii BuHaxig 6yno CTBOPEHO HA OCHOBI LMX AOCHIAXKEHb.

[0007]

Hanun BuHaxig 3abesnevye retepouynkniyHy cnonyky abo ii cinb BigNoBiAHO 4O OOHOrO 3 NYHKTIB 3
1 no 15 HaBegeHux Hwx4e, hapmMauleBTMYHY KOMMNO3ULKD, SKka MICTUTb CMOMyKy abo BUKOPUCTAHHSA
cnonyk, cnocib nikyBaHHA abo npodinakTnkm xsopob abo cnocobu BUPOOHMLTBA CNONYK.

MyHkT 1. MeTepoumkniyHa cnonyka npeacrasneHa 3aranbHoto dopmynoto (1) abo i cinb:

R1
| R?
N
(cH,), R3
/
N
CH, )
(CHz)m N/ 2'n
l,

ae m, |, Ta n BignosigHoO npeacTaBnaoTb uine 1 ado 2; X npeacraense -O- abo -CH,-;

R' npeAcTaBnsie BoAEHb, HIDKYY anKinbHY rpyny, MiAPOKCU-HKYY ankifbHy rpymy, 3axucHy rpyny,
abo T?M—va(qy ankincininoKC-HWXYy ankineHy rpyny;

R’ 1a R® wo MOXYTb OyTn ogHakoBi abo pi3Hi, KOXXEH Hes3anexHO MpPeAcTaBnsiloTb BOAEHb abo
HWXKYY ankinbHy rpyny; abo R, Ta R; 3BA3aHi Ta yTBOpIOHOTL LUMKNO-C3-C8 ankinbHy rpyny; 1a

R* npencTaBnsie apomMaTUyHy rpyny abo reTepoLyKIliuHy rpyny, Ae

apomaTtuydHa abo reTepouuknivyHa rpyna MoXyTb MaTu oauH abo 3a BbaxaHHAM BinbLue 3aMiCHUKIB.
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Mynkt 2. leTepouukniyHa cnonyka npeacTtaeneHa 3aranbHot dopmynoo (1) abo i cinb
BignosigHo po lMNyHkTy 1, Oe
R’ npeactaensie 6yab-sky 3 HUKYEHABEAEHNX
(1) deHinbHa rpyna,
(2) iHgoninbHa rpyna,
(3) 6eHsoTieHinbHa rpyna,
(4) HadpTnbHa rpyna,
(5) 6eHsodypunbHa rpyna,
(6) xiHoninbHa rpyna,
(7) isoxiHoninbHa rpyna,
(8) mipuamneHa rpyna,
(9) TieninbHa rpyna,
(10) aurigpobeHsokcasuHinbHa rpyna,
(11) anrinpobeH304MOKCHHINbHa rpyna,
(12) gurigpoxiHoninbHa rpyna,
(13) xpomaHinbHa rpyna,
(14) xiHokcaniHinebHa rpyna,
(15) pvrigpoiHaeHinbHa rpyna,
(16) aurinpobeHsodypunbHa rpyna,
(17) 6eH3ogiokconinbHa rpyna,
(18) iHpasoninbHa rpyna,
(19) 6eHsoTiazoninbHa rpyna,
(20) iHponiHinbHa rpyna,
(21) TieHonipuguneHa rpyna,
(22) TeTparigpobeHsaseniHinebHa rpyna,
(23) TeTparigpobeH3opiaseniHinbHa rpyna,
(24) purinppobeHsopiokceniHinbHa rpyna,
(25) donyopeHineHa rpyna,
(26) nipugasuHinbHa rpyna,
(27) TeTparigpoxiHonineHa rpyna,
(28) kapbasoninbHa rpyna,
(29) deHaHTpunbHa rpyna,
(30) purigpoaueHadTUNEHINbLHa rpyna,
(31) nipononipuannesHa rpyna,
(32) aHTpunbHa rpyna,
(33) 6eH3oaioKCUHINbHa rpyna,
(34) niponigumHineHa rpyna,
(35) nipasoninbHa rpyna,
(36) okcagiasonineHa rpyna,
(37) nipumignHineHa rpyna,
(38) TeTparigpoHadTUnbLHa rpyna,
(39) purigpoxiHasoniHineHa rpyna,
(40) 6eH3okcasoninbHa rpyna,
(41) TiasonineHa rpyna,
(42) xiHazoniHinbHa rpyna,
(43) pranasuHinbHa rpyna,
(44) nipasvHineHa rpyna, Ta
(45) xpomeHinbHa rpyna, ge
Ui apomaTuyHi abo reTepouMKNiYHi rpyny rpynu MoXyTb Matu oguH abo Binblie 3amicHuk(iB),
06paHnx 3 HaBe4eHNX HUXYe
(1-1) aTom ranoreHy,
(1-2) Hwxya ankinbHa rpyna,
(1-3) Hkya ankaHoINbHa rpyna,
(1-4) ranoreH-3amillleHa HMXYa ankinbHa rpyna,
(1-5) ranoreH-3amilLlieHa HKYa ankokcu rpyna,
(1-6) uiaHo rpyna,
(1-7) HkYa ankokcu rpyna,
(1-8) Hwkyua ankinTio rpyna,
(1-9) imigasoninbHa rpyna,
(1-10) Tpu-HMKYa ankincinineHa rpyna,
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(1-11) okcagiasoninbHa rpyna, WO MOXe MaTh HUXYY ankineHy(i) rpyny(n),
(1-12) niponiguHineHa rpyna, Wo MoXe MaTu OKCOo rpyny(u),
(1-13) deHinbHa rpyna, Wwo MOXe MaTh HUXKYY ankokcu rpyny(u),
(1-14) Hwxkya ankinamiHo-HWX4Ya arnkinbHa rpyna,
(1-15) okco rpyna,
(1-16) nipasoninbHa rpyna, Lo MOXe MaTu HWXKYY ankinbHy(i) rpyny(n),
(1-17) TieninbHa rpyna,
(1-18) dypunbHa rpyna,
(1-19) TiazoninbHa rpyna, Wo MOXe MaTu HWKYY ankinbHy(i) rpyny(u),
(1-20) Hwkya ankinamiHo rpyna,
(1-21) nipumignnbHa rpyna, Wwo MoXe MaTtu HKYY ankinbHy(i) rpyny(u),
(1-22) cbeHin-Hwk4Ya ankeHinbHa rpyna,
(1-23) dpeHokewm rpyna, LWo MoXe Matu aTom(M) ranoreHy,
(1-24) beHoKCKM-HKYa arnkinbHa rpyna,
(1-25) niponignHin-HWX4a ankokcu rpyna,
(1-26) Hwxkya ankincynbgamoinbHa rpyna,
(1-27) nipygasunHinokeum rpyna, Wo Moxe MaTu HUKYY ankinbHy(i) rpyny(m),
(1-28) dbeHin-HMK4a ankinbHa rpyna,
(1-29) Hwk4a ankinamiHO-HWXKYa ankokcu rpyna,
(1-30) imigasonin-Hmk4ya ankinbHa rpyna,
(1-31) beHin-HmKYa ankokem rpyna,
(1-32) rigpokcm rpyna,
(1-33) Hwk4a ankokcmkapboHinbHa rpyna,
(1-34) rigpokcu-Hk4a ankinbHa rpyna,
(1-35) okcasoninbHa rpyna,
(1-36) ninepigineHa rpyna,
(1-37) miponineHa rpyna,
(1-38) mopdroniHin-HkYa ankinbHa rpyna,
)
)

~— ~— ~— ~—

(1-39) ninepasuHin-Hwxk4a ankinbHa rpyna, Lo MOXe MaTu HWXYY ankinbhy(i) rpyny(un),

(1-40) ninepugun-Hwx4a arnkineHa rpyna,

(1-41) niponiguHin-Hwx4a ankineHa rpyna,

(1-42) mopdoniHinbHa rpyna, Ta

(1-43) ninepasuHinbHa rpyna, Lo MOXe MaTu HKYY ankinbHy rpyny(u).

MyHkT 3. MeTepouukniyHa cnonyka npeacrasneHa 3aranbHo dopmyrnoto (1) abo ii cinb 3rigHo 3
MyHkTOM 2, K

R’ npeactasnsie 6yab-siKy 3 rpyn, HaBEAEHNX HIDKYE
(1) cbeHinbHa rpyna,

(2) ingoninebHa rpyna,

(3) 6eH3oTieHinbLHa rpyna,

(4) HadpTunbHa rpyna,

(5) 6eH3odypunbHa rpyna,

(6) xiHoninbHa rpyna,

(7) isoxiHoninbHa rpyna,

(8) mipuamnesHa rpyna,

(9) TieninbHa rpyna,

(10) auriopobeH3okcasuHinbHa rpyna,
(11) anrioppobeH304MOKCHHINbHA rpyna,
(12) gurigpoxiHoninbHa rpyna,

(13) xpomaHinbHa rpyna,

(14) xiHokcaniHinbHa rpyna,

(15) purigpoiHaeHinbHa rpyna,

(16) aurinpobeHsodypunbHa rpyna,
(17) 6eH3ogmiokconinsHa rpyna,

(18) ingasoninbHa rpyna,

(19) 6eHsoTiazoninbHa rpyna,

(20) ingoniHinbHa rpyna,

(21) TieHonipuannbHa rpyna,

(22) TeTparigpobeHsaseniHinbHa rpyna,
(23) TeTparigpobeHsogiaseniHinbHa rpyna,
(24) purigpobeH3opiokceniHinbHa rpyna,
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(25) dnyopeHineHa rpyna,

(26) nipugasuHinbHa rpyna,

(27) TeTparigpoxiHonineHa rpyna,
28) kapbasoninbHa rpyna,

29) cdbeHaHTpunbHa rpyna,

30) gurigpoaueHadTuneHinebHa rpyna,
31) nipononipnanneHa rpyna,
(32) aHTpunbHa rpyna,

(33) BeH3omiokcuHInbHa rpyna,
(34) niponigmHineHa rpyna,

(35) nipasoninbHa rpyna,

(36) okcagiasonineHa rpyna,

(37) nipumigmHineHa rpyna,

(38) TeTparigpoHadTUnbHa rpyna,
(39) purigpoxiHasoniHinbHa rpyna,
(40) 6eH3okcasoninbHa rpyna,
(41) TiasoninbHa rpyna,

(42) xiHasoniHinbHa rpyna,

(43) dTanasuHinbHa rpyna,

(44) nipasvHineHa rpyna, Ta

(45) xpomeHinbHa rpyna, ge

(
(
(
(

Ui apomMaTuyHi abo reTepouMKmivHi rpynu MOXyTb Matm 1 - 4 3amicHuka, obpaHux 3-nomix

HaBefeHNX HnxX4e
(1-1) atom ranoreHy,
(1-2) Hwkya ankinbHa rpyna,
(1-3) Hwrkya ankaHoinbHa rpyna,
(1-4) ranoreH-3amilleHa HWXKYa ankinbHa rpyna,
(1-5) ranoreH-3amileHa H1x4Ya ankokcu rpyna,
(1-6) uiaHo rpyna,
(1-7) Huxya ankokeu rpyna,
(1-8) Hwxkya ankinTio rpyna,
(1-9) imipasoninbHa rpyna,
(1-10) Tpu-Hnxya ankincinineHa rpyna,
(1-11) okcagiasoninbHa rpyna, Wo MoXxe MaTh 1 HWXYY ankineHy rpyny,
(1-12) niponignHineHa rpyna, Wwo Moxe maTtn 1 okco rpyny,
(1-13) dpeHinbHa rpyna, Wo Moxe Matn 1 HUXKYY ankokeu rpyny,
(1-14) Hwkya ankinamiHO-HWXYa ankineHa rpyna,
(1-15) okco rpyna,
(1-16) nipasoninbHa rpyna, Lo MOXe MaTu 1 HWKYY ankinoHy rpymny,
(1-17) TieHinbHa rpyna,
(1-18) dpypunbHa rpyna,
(1-19) TiazoninbHa rpyna, Wo Moxe MaTn 1 HXYY ankineHy rpyny,
(1-20) Hwxya ankinamiHo rpyna,
(1-21) nipumigunbHa rpyna, Wwo Moxe MaTtu 1 HKYY ankinbHy rpyny,
(1-22) heHin-HK4a ankeHinbHa rpyna,
(1-23) cbeHokem rpyna, Wo Moxe maTn 1 aTom ranoreHy,
(1-24) cbeHOKCKH-HMKYa ankinbHa rpyna,
(1-25) niponiguHin-Hux4a ankokcu rpyna,
(1-26) Hxkya ankincynbdamoinbHa rpyna,
(1-27) nipyaasmHinokeu rpyna, o Moxe MaTtu 1 HUXKYY ankinsHy rpyny,
(1-28) dheHin-HwKkua ankinbHa rpyna,
(1-29) Hk4a ankinamiHo-HMX4a arnkokcy rpyna,
(1-30) imigasonin-Huxy4a ankinbHa rpyna,
(1-31) dbeHin-Huxk4Ya ankokcu rpyna,
(1-32) rigpokem rpyna,
(1-33) Hxk4va ankokcukapboHinbHa rpyna,
(1-34) rigpokcu-Hk4a ankinsHa rpyna,
(1-35) okcasoninbHa rpyna,
(1-36) ninepiginbHa rpyna,
(1-37) miponineHa rpyna,



UA 111950 C2

(1-38) mopdoniHin-HkYa ankinsHa rpyna,

(1-39) ninepasuHin-HWxYa ankinbHa rpyna, Lo Moxe MaTn 1 HUXKYy ankinbHy rpyny,

(1-40) ninepngun-Hwxk4a arnkinbHa rpyna,

(1-41) niponiguHin-HWxX4Ya ankinbHa rpyna,

(1-42) mopdhoniHinbHa rpyna, Ta

(1-43) ninepa3suHinbHa rpyna, Wwo Moxe MaTu 1 HKYY ankinbHy rpyny.

MyHkT 4. TeTepouukniyHa crnonyka npeacTaBrieHa 3aranbHoi dopmynot (1) abo ii cinb 3a
MyHkTOM 3, e

m npeacTaense 2; | Ta n BignosigHo npeacTaensie uine yucno 1; X npeacraensie -CH,-;

R' npefcTaBnsie BoAeHb, HVXYY ankineHy rpyny, riApoKCU-HWXKYY ankinoHy rpyny, GeH3unbHy
rpyny, abo TpU-HWKYY ankincuninokCU-HMXYy ankineHy rpyny; ta
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R™ npeacrtaensie 6yab-sKy 3 HXYEeHaBeaeHMX
(1) cpeHinbHa rpyna,

(2) ingoninbHa rpyna,

(4) HadbTHnbHa rpyna,

(5) 6eH3opypunbHa rpyna, Ta

(31) nipononipuannsHa rpyna, ge

Ui apomaTn4Hi abo reTepouUMKnivHi rpynn MoXxyTb maTn 1 - 4 3amicHUKa, obpaHMX 3 HaBedeHUX
HUKYe

(1-1) aTom ranoreHy,

(1-2) Hwkya ankinbHa rpyna,

(1-3) Hkya ankaHoinNbHa rpyna,

(1-4) ranoreH-3amillleHa HKYa ankinbHa rpyna,

(1-5) ranoreH-3amilieHa HUXYa ankokcu rpyna,

(1-6) uiaHo rpyna,

(1-7) HMxYa ankokecu rpyna,

(1-8) Hwxya ankinTio rpyna,

(1-9) imigasonineHa rpyna,

(1-10) Tpu-HuxK4a ankincinineHa rpyna,

(1-11) okcagiasoninbHa rpyna, WO MOXe MaTu 1 HWKYY ankineHy rpyny,
(1-12) niponigunHineHa rpyna, Wwo moxe matu 1 okco rpyny,

(1-13) dpeHinbHa rpyna, Wo Moxe Matn 1 HUXYY ankokeu rpyny,
(1-14) Hwkya ankinamiHO-HWXYa ankifnbHa rpyna,

(1-15) okco rpyna,

(1-16) nipasonineHa rpyna, Lo MoOXe MaTu 1 HWKYY ankinbHy rpyny,
(1-17) TieninbHa rpyna,

(1-18) dpypuneHa rpyna,

(1-19) TiasoninbHa rpyna, Wwo Moxe Matn 1 HUXYY arnkinbHy rpyny,
(1-20) Hwkya ankinamido rpyna,

(1-21) nipumignnbeHa rpyna, Wwo Moxe Matn 1 HUXKYY ankineHy rpyny,
(1-22) dheHin-HwKya ankeHinbHa rpyna,

(1-23) dpeHokewm rpyna, Wwo Moxe Matu 1 aToMm ranoreHy,

(1-24) dpeHOKCU-HWKYa ankKinbHa rpyna,

(1-25) niponigunHin-Hux4a ankokcu rpyna,

(1-26) Hwkya ankincynbgamoinbHa rpyna,

(1-27) nipuaasurHinoken rpyna, Wwo Moxe Math 1 HUXKYY ankinbHy rpyny,
(1-28) dpeHin-Hnxky4a ankineHa rpyna,

(1-29) Hx4a ankinamiHo-HWXYa ankokcy rpyna,

(1-30) imigasonin-Huxy4a ankinbHa rpyna,

(1-31) dbeHin-HwK4a ankokcu rpyna,

(1-32) rigpokeu rpyna,

(1-34) rigpokcu-HuxK4Ya ankineHa rpyna,

(1-35) okcasoninbHa rpyna,

(1-36) ninepiginbHa rpyna,

(1-37) miponineHa rpyna,

(1-38) mopdoniHin-HKYa ankinbHa rpyna,

(1-39) ninepa3suHin-Hwk4a ankinbHa rpyna, Wwo MOXe MaTth HWKJy ankinbHy(i) rpyny(un),
(1-40) ninepuann-Hwx4a ankinebHa rpyna,

(1-41) miponignHin-HWX4a ankineHa rpyna,

(1-42) mopdhoniHinbHa rpyna, Ta
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(1-43) ninepasuHinbHa rpyna, o Moxe MaTn 1 HUXKYy ankineHy rpyny.

MyHkT 5. eTepouwmkniyHa cnonyka npeactaBneHa 3aranbHow dopmynoto (1) abo ii cinb 3a
MyHkTOM 4, Oe

R' npencTaBrsie BOAEHD;

R? Ta R®, o MoxyTb 6yTi ofHaKoBi aB0 pi3Hi, KOKEH He3anexHO NPEeACTABIISE HKYY anKinbHY
rpyny; abo R? Ta R® 38’A3aHi, yTBOpIOOYN LUKnKNo-C3-C8 ankinbHy rpyny; Ta

R’ npepcTasnsie 6yab-sKy 3 HUKYEHaBEOEHNX

(1) deHinbHa rpyna,

(2) ingoninbHa rpyna,

(4) HadbTUnbHa rpyna,

(5) 6eHsobypunbHa rpyna, Ta

(31) nipononipugunsHa rpyna, ge

ui apomaTnyHi abo reTepouMKnivHi rpynu MoXyTb mMatn 1 - 2 3amiCHuKa, obpaHux 3 HaBedeHUX
HWXKYe

(2-1

(1-2

aToM raroreHy,
HWX4a arnkinbHa rpyna,

(1-5) ranoreH-3amilleHa HUXKYa ankokcu rpyna,

(1-6) uiaHo rpyna, Ta

(1-7) HMxYa ankokecu rpyna.

MyHkT 6. eTepouwmkniyHa cnomnyka npeacTaBneHa 3aranbHoi dopmynoto (1) abo ii cinb 3a
MyHkTOM 5, Aka obpaHa 3

(4aS,8aR)-1-(4-xnopodpeHin)-3,3-aumeTungekarigpoxiHokcanidy,

2-xnopo-4-((4aS,8aS)-3,3-gumeTunokrarigpoxiHokcanin-1(2H)-in)6eH3oHiTpuny,

(4aS,8aR)-1-(3-xnopo-4-dropodeHin)-3,3-gumeTungekarigpoxiHokcaniHy,

(4aS,8aR)-1-(7- dTopobeH3odypaH-4-in)-3,3-anmeTnngekarigpoxiHokcarniHy,

5-((4aR,8aS)-3,3-gumeTtunokrarigpoxiHokcanin-1(2H)-in)-1-metun-1H —iHgon-2-kapOoHiTpun,

(4a'R,8a'S)-4'-(7- meTokcnbeH3odypaH-4-in)oktarigpo-1'H-cnipo[unknobyTtaH-1,2'-xiHokcaniH],

(4aS,8aR)-1-(6,7-gndTopobeH3odypaH-4-in)-3,3-aumeTungekarigpoxiHokcaniny,

5-((4aS,8aS)-3,3-gumeTnnokrarigpoxiHokcanid-1(2H)-in)-1H —ingon-2-kapOoHiTpun,

(4aS,8aR)-1-(7-xnopo-2,3-gurigpo-1H —iHaeH-4-in)-3,3-anmeTnngekarigpoxiHokcarniHy,

6-((4aS,8aS)-3,3-gumeTunokrarigpoxiHokcanin-1(2H)-in)-2-HadToHiTpun,

(4aS,8aS)-3,3-aumeTnn-1-(1H —nipono[2,3-b]nipnanH-4-in)gekarigpoxiHokcaniHy, Ta

(4aS,8aS)-1-(4-(andTopomeTokcn)-3-cbTopodeHin)-3,3-aumeTnngekarigpoxiHokcarniHy.

MyHkt 7. dapmaueBTMYHaA KOMMO3WLiSA, WO MICTUTb FETEPOLMKITIYHY CMOMyKy npeacTaBneHy
3aranbHo dopmynoto (1) abo i cinb 3a [lyHkTOM 1 y SAKOCTi aKTMBHOrO iHrpedieHTy Ta
¢hapmaueBTUYHO MPUAHATHUA HOCIN.

MyHkT 8. MNpodbinakTnyHmni Ta/abo TepaneBTUYHWIA 3acib NPOTK pPo3nagiB CNPUYUHEHUX 3HVXKEHOIO
HEepOTPaHCMICIED CEpPOTOHiIHY, HopeniHedpiHy abo gonamiHy, SKMA MICTUTb Yy SIKOCTI aKTMBHOIO
iHrpedieHTy reTepoumKniYHy cnonyky 3aranbHoi dopmynu (1) abo ii cinb 3a MyHkTOM 1.

MyHkT 9. MpodpinakTuuHui Ta/abo TepaneBTUYHUIA 3acib 3a lNMyHkTom 8, oe poanag obpaHui 3
rpynu, WO cKnagaetbca 3 Aenpecii, AenpecuMBHOro CTaHy, CNpUYMHEHOro posnagom aganTauii,
OEHTEXHOCTi, CMpPUYMHEHOI po3nagoM aganTauii, OeHTEXHOCTi, CMPUYMHEHOI PiI3HOMAaHITHUMMK
xBopobamu , 3aranbHuUX po3nagiB GeHTeXHOCTi, ob6il, HaB'A3MMBUX MaHiakarnbHUX pPO3ragis,
po3nagiB naHik1, NoCTTpaBMaTUYHUX CTPECOBUX PO3nagiB, rOCTPUX CTPECOBMX po3ragis, inoxoHApi,
ANCoLiaTMBHOI amHesii, yHMKaroui po3nagum OCcobuCTOCTi, TinMecHi gicMopdidHi posnagu, posnagis
XapuyyBaHHs1, OMACUCTOCTI, XiIMIYHOI 3anexHOocTi, 6oni, dibpomianrii, xeopobu AnbLrenmepa, po3nagis
nam’aTi, xBopobu [lapkiHCOHa, CMHOPOMY HECMOKIWMHMX Hir, €HOOKPUHHMX po3nagiB, Ba3ocnasmy,
MO30YKOBOI  aTakCii, LUMYHKOBO-KULLKOBUX PpO3MadiB, HEeratTuBHOrO CUHAPOMY  LUN30pPEHii,
nepegmMeHcTpyanbHOro CUHAPOMY, CTPECOBOro HeTpuMaHHs cedi, cuHapomy TypeTTa, posnagis
rinepaktuBHocTi 3 gediuntom yBarn(ADHD), ayTtiamy, cuHapomMy Acneprepa, posnafiB KOHTPOIo
iMMYNbCIB, TPUXOTUINOMAaHIi, KnenTomaHii, po3nagis, NOBA3aHWX 3 a3apTHUMU irpamu, KnacTepHoro
ronoBHOro 6onto, MirpeHi, XpOHiYHOI NapoKCU3MarnbHOI reMikpaHii, CUHAPOMY XPOHIYHOT CTOMIIEHOCTI,
nepeayacHoOi esakynsuii, 4ornosiyol iMMNOTeHLUil, HapKonencii, NepBMHHOI FiNePCOMHIl, KaTannekcii,
cvHapomy acdikcii y CHi Ta ronosHoro 6onto.

MyukT 10. MNpodinakTnyHmi Ta/abo TepaneBTMYHMI 3acib 3a lNyHkToM 9, oe genpecia obpaHa 3
rpynu, WO CKrMafdaeTbesl 3i 3HAYHUMX OenpecuBHMX poanagis; GinonspHux | po3nagis; GinonsapHux Il
po3napgiB; 3MillaHuX CTaHiB; OUCTMMIYHMX PO3nafiB; LUBMAKO3MiHHI OinonspHi posnagu; aTtunoBoil
aenpecii; ce3oHHMX ageKTUBHMX Po3nagis; NiCNANOMOroBoi Aenpecii; rinomenaHxonil; peKypeHTHUX
KOPOTKOYaCHUX [AenpecuBHUX Po3nagiB; Pe3UCTEHTHOI Aenpecii; XPOHIYHOI Aenpecil; noasiiHOI
Aenpecii; po3nagiB HACTPO, BUKIMKAHUX ankoronem; 3MillaHux GeHTEeXHO-AenpecuBHUX po3nagis;

~— ~— ~— ~—
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Aenpecii  CNpUYUHEHOI Pi3HUMK  IBUYHMMWN  3aXBOPIOBAHHAMM, TakMMK $SIK  cuHapom  KyluuHra,
rinoTupeos, rinepnapatupeos, xBopoba ApagicoHa, CUHOPOM ameHopei-ranaktopei, xBopoba
MapkiHcoHa, xBopoba Anburenmepa, LepebpoBacKkynspHa AeMeHilisi, iH(apKT rOfIOBHOMO MO3O0KY,
KPOBOBWINB FOSIOBHOMO MO30KY, cybapaxHoiganbHUiA KpOBOBUIMB, LLYKPOBUIA aiabeT, BipycHi iHekuii,
PO3CISIHUI CKINepo3, CUHOPOM XPOHIYHOI CTOMIIEHOCTI, XBOpOOM KOpOHapHOI apTepii, Oinb, pak, i T. 4.;
npeceHinbHa Aenpecis; CeHinbHa pAenpecia; Aenpecis Aiten Ta Monogux naen; aenpecis,
CrnpuYMHeHa nikamun, K Hanpuknag iHTepdepoH, i T. 4.

MyHkt 11. TpodbinakTnyHuim Ta/abo TepaneBTUYHMI 3acid 3a [lyHkToM 9, ae OGeHTeXHICTb,
CNpUYMHEHA pi3HOMaHITHUMKM XxBopobamu obpaHa 3 rpynu, WO CKNagaeTbCa 3 OGEHTEeXHOCTI,
CMPUYNHEHOT YLLIKOKEHHAMM rOfoBY, iHDEKLIMU FTONIOBHOTO MO3OKY, YLUKOXKEHHAMW BHYTPILLHLOrO
ByXa, CepLEeBOl0 HeJOCTaTHICTIO, CEpLEeBO0 apuTMIElD, rinepagpeHaniaMom, rinepTMpeo3omM, acTMor
Ta XPOHIYHOI 06CTPYKTUBHOIO XBOPOHOIO NnereHsb.

MyHkT 12. MNMpodinakTnyHMM Ta/abo TepaneBTMYHMIA 3acib 3a [NyHkToMm 9, e Ginb obpaHa 3 rpynu,
WO CKNagaeTbCsl 3 XpOHi4Ha 6inb, ncuxoreHHa 6inb, HeBponaTU4HUA 6Ginb, aHTOMHUN Ginb,
nocTrepneTuyHa HeBpanris, TpaBMaTUYHWA LepBiKanbHUA CUHOPOM, Oinb MPU  NOLUKOMXKEHHSIX
CMUHHOIO MO30KY, TPMremiHaneHa HeBpanrisi, giabeTuyHa HeBponaris.

MyHkT 13. 3acTocyBaHHA reTepouuKivyHOI cnonyku 3aransHoi dopmynu (1) abo ii coni 3a 0yab-
SAKUM 3 NYHKTIB 1 - 6 y AKOCTi nikapcbkoro 3acooy.

MyHKT 14. 3acTocyBaHHA reTepouUKiYHOI cnonyku 3aranbHoi dopmynm (1) abo ii coni 3a Oyab-
AKMM 3 MNYHKTIB 1 — 6 Yy sKOCTI iHribiTopa 3BOPOTHOrO 3axXOMfEHHS CEepOTOHIHY Ta/abo iHridiTopa
3BOPOTHOrO 3axonneHHs1 HopeniHedpiHy Ta/abo iHriGiTopa 3BOPOTHOIO 3aXONSEHHS AOMNaMiHy.

Myukt 15. Cnoci6 nikyBaHHA Ta/abo npodinaktukm posnagiB CNpUYMHEHUX  3HUKEHOKD
HEeMpPOTPaHCMICIED  CEepPOTOHiHY, HopeniHedpiHy abo pgonamiHy, WO BKOYAE BBEAEHHS
reTepouVKIiYHOI cnonyku 3aranesHoi dopmynu (1) abo ii coni 3a nyHktamu 1 - 6 nioguHi abo TBapwuHI.

MyHkT 16. Cnocib ogepXaHHA reTepoLMKNivYHOT CNOMyKn 3aransHoi hopmynm (1):

R1
| R?
N
{(CH,); R3
7
i Y
CH, )
(CcH, )m N/( 2'n
l,

abo ii coni, ge m, | Ta n BignosigHo npeacrtasnse uine 1 ado 2; X, R, R? ta R®BusHaueHi BuLLE Y
MyHkTi 1,
cnoci® oxonntoe peakLito Cnonyku, NpeacTaBrneHoi 3aransHow opMyIow;

R1
R2
N

}CHZ) | R
X

\(CHz)m . _ACH, In
H

ae m, | Ta n BignoBsigHo npeactaense uine 1 abo 2; X, R!, R? Ta R®Bu3HaueHi BuLle y MyHkTi 1 Ta
Cnonyku, NpeacTaBneHol 3aranbHOW opMynoto;

R ——x,
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ne R* ta X' Bu3HaueHi Huxye.

[0008]

KoxkHa rpyna, nokasaHa y 3aranbHii (popmyni BU3Ha4YeHa SK 3a3Ha4YeHO HMXKYe.

TepmiH "HWk4a" o3Havae rpyny rpyna, wo mae 1 - 6 (nepeeaxHo 1 - 4, 6inbw nepeBaxHo 1 - 3)
aToMIB BYrfieLo, SKLLO He 3a3HayeHo iHLue.

[0009]

[eTepouukniyHa KinbLeBa rpyna OXOMMIE HacudeHi abo HeHacu4veHi MOHOUMKNIYHI  abo
NONILUMKITIYHI TETEPOLMKITIYHI KiNbUS WO MICTUTb NPUHAWMHI OOUH reTepo aToM, obpaHuii 3-MOMiK
aTomy(iB) kKkucHio, artomy(iB) cipku, atomy(iB) asoTy. binbw nepeBaXHO, OXOMMKE HACTYMHI
reTepoLMKiYHi KinbLs:

[0010]

MoxyTe Oyt 3a3HadeHi 3 - 8 HeHacudeHe-uneHHe, nepesBaxHo 5 abo 6-uneHHe
reTepoMOHOLMKNIYHE KifbLe, WO MICTUTb 1-4 aToMiB asoTy, Hanpuknag, NiponinbHy , NipOMiHINbHY,
iMmigasonineHy, nipasoninbHy, NipuainbHy rpynu Ta ix N-okcua, NipyumiauHin, nipasuHin, nipugaswHin,
Tpuasonin (Hanpuknag, 4H-1, 2, 4-tpuasoninebHa, 1H-1, 2, 3-tpuasonineHa, 2H-1, 2, 3-TpuasonineHa
rpynv i T.4.), TeTpasoninbHa rpyna(Hanpuknag, 1H-tetpasonineHa, 2H-TeTpasonineHa rpynu i T1.4.),
AVriapoTpuasuHineHi (Hanpuknag, 4, 5-gurigpo-1, 2, 4-TpmnasuHin, 2, 5-gurigpo-1, 2, 4-TpuasuHinbHi
rpynun) rpynu, i T.0. MOXyTb OyTn 3a3HadeHi. [NepeBaxHo, imigasoninbHa, nipyaasuHinbHa, nipuaineHa,
nipasuHinbHa, NipMMignHineHa, nipasoninbHa rpynu, i T.4..

[0011]

MoxyTe Oyt 3a3HadeHi 3 - 8-uneHHe, nepeBaxHO 5 abo 6-4neHHe HeHacuyeHe
reTepoMOHOLMKMIYHE Kinbue, Wo MicTutb 1-4 aTtoMmiB  as3oTy, Hanpuknag, aseTiguHINbHA,
niponiauHinbHa, iMmigasoniavHineHa, ninepuavHineHa, nipasoniguHineHa, ninepasuHinbHa rpynu, i 1.4..
MepeBaxHO, MOXe ByTV 3a3HayYeHa niponignHinbHa rpyna.

[0012]

MoxyTb OyTW 3a3HauveHi 7 - 12-yneHHa 4acTKOBO HacuyeHa abo HeHacuyeHa KOHOEeHCOBaHa
reTepo KinbLuesa rpyna, Wwo Mictutb 1 - 5 atomiB a3oTy, Hanpuknag, iHaoninbHa, AUrigpoiHAONINbHA,
(Hanpuknag, 2, 3-gurigpo-1H-gurigpoiHgonineHa rpyna, i T.4.), i3oiHOOMINbHA, iHOONI3UHINBHA,
OeHsimigasoninbHa, XiHoninbHa, i3oxiHomineHa, AurigpoidoxiHonineHa (Hanpuknag, 3, 4-aurigpo-1H-
i3oxiHoninbHa rpyna, i T.4.), TeTparigpoxiHoninbHa, TeTparigpoisoxiHonineHa (Hanpuknag, 1, 2, 3, 4-
TeTparigpo-1H-izoxiHonin, 5, 6, 7, 8-TeTparigpoizoxiHomineHi rpynu, i T.4.), KapbocTupunbHa,
avrigpokapboctupuneHa (Hanpuknag, 3, 4-gurigpokapboctupunbHa rpyna, i T.4.), iHOA3oninbHa,
BOeH3oTpuasoninbHa, TeTpasononipuginbHa, TeTpasononipngasuHineHa (Hanpuknag, Tetpasono[1, 5-
blnipugasuHineHa rpyna, i T.4.), AurigpoTpiaszononipygasvHineHa, imigasonipugineHa (Hanpuknag,

imigaso[1, 2-almipugineHa rpyna, i T.4.), HadTUpMAINbHA, UMHHOMIHINBHA, XiHOKCaMiHiNbHa,
nipasononipugineHa (Hanpwknag, nipasono[2, 3-aJnipuginbHa rpyna, i T.4.), nipononipuginbHa,
kapbasoninbHa, IHgoniHinbHa,  TeTparigpobeHsoaiaseniHinbHa,  TeTparigpobeH3oaseniHinbHa,

XiHa3oniHineHa, dTanasuHinbHa rpynu, i T.4. lNepeBaxHO, MOXyTb OyTW 3a3HayeHi XiHOMiMbHa,
i3oxiHoMiNbHa, XiHOKCaniHinbHa, iHOOMINbHA, iHAA30MINbHA, NipononipuainbHa, TeTpariapoxiHoninbHa,
kapbasoninbHa, iHAoMiHINbHa, XiHaloninbHa, dTanasuHinbHa, TeTparigpobeHsoaiaseniHinbHa, abo
TeTpariapobeH3oaseniHineHa rpynu, i T.4..

[0013]

3 - 8 uneHHe, nepeBaxHo 5 abo 6 4neHHe HeHacuveHe reTepoMOHO Kinble, WO MicTUTb 1 - 2
aTOMIB KUCHIO, Hanpuknag, ypunbHa rpyna, i 7.4. MOXyTb OyTn 3a3HadveHi.

[0014]
MoxyTb OyTW 3asHadveHi 7 - 12-uneHHa 4aCTKOBO HacuyeHa abo HeHacuyeHa KOHAEeHCOBaHa
retepo kinbuesa rpyna, wo Mictutb 1 - 3 aTtomiB KWCHW, Hanpwuknag, 6eH3odypunbHa,

avrigpobeHsodypuneHa (Hanpuknag, 2, 3-gurigpobeHso [b] dypunbHa rpyna, i T.4.), XpOMaHinbHa,
OeH3opiokcaHinbHa (Hanpuknag, 1,4-0eH3opiokcaHinbHa rpyna, i T.4.), AurigpobeH3okcaguHinbHa
(Hanpuknag, 2, 3-gurinpobeHso-1,4-okcagvHineHa), ©eH3ogiokconineHa (Hanpuknag, 6eH30[1,,3]
JiokconinbHa rpyna, i T.4.), OeH304i0KCUHINbHA, avrinpo6eH304i0KCUHINbHA,
avrigpobeHsofiokceniHinbHa rpynu, i T.4. MOXyTb OyTu 3a3HadeHi. [NepeBaxHo, GeH30ypunbHa,
OeH3opiokcuHinbHa, GeHsofiokconinbHa, AuriapobeH3odypunbHa, AuriapobeH30aioKceniHinbHa,
aurigpobeHsofiokceniHininbHa, XpoMeHinbHa, abo XpoMaHinbHa rpynu.

[0015]

MoxyTb OyTM 3a3HayeHi 3 - 8-uneHHe, nepeBaxHO 5 abo 6-yneHHe HeHacuyeHe
reTepPOMOHOLMKNIYHE Kinble, Wo MIiCTUTb 1 - 2 aToMmiB KUCHIO Ta 1 - 3 aTomiB as3oTy, Hanpwuknag,
OKcasoniflbHa, M30KcasosinbHa, okcagiasoninbHa (Hanpuknag, 1, 2, 4-okcagiasoninebHa, 1, 3, 4-
okcagiasoinbHa, 1, 2, 5- okcapgiasoinbHa rpynu, i T.4.) rpynu, i T.0. MOXyTb OyTu 3a3HauyeHi.
lMepeBaxHo, oKcasonifibHa, okcadia3onifibHa rpynu.
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[0016]

Moxe 6yTun 3a3HaveHe 3 - 8-uneHHe, nepeBaxHO 5 abo 6-uneHHe HacudYeHe reTepoOMOHOLUKNIYHE
KifnbLe, Wo MiCTUTb 1 - 2 aToMiB KUCHIO Ta 1 - 3 aTOMIB a30Ty, Hanpuknag, MopdoniHinbHa rpyna, i
T.4..

[0017]

MoxyTb OyTWM 3a3HadeHi 7 - 12-4fnieHHe 4acTKOBO HacuyeHe abo HeHacuMyYeHe KOHAEHCOBaHe
reTepo KinbLe, Wo MicTuTb 1 - 2 aToMiB K1CHIO Ta 1 - 3 aToMiB a30Ty, Hanpuknaa, 6eH30kca3oninbHa,
OeH3okcasgiasoninbHa, 6eH3n3okcasoninbHa, dyponipuainbHa (Hanpuknag, dpypo[2, 3-b] nipmainbHa,
dypo[3, 2-c]nipmainbHa rpynu, i T.4.), aurigpobeH3okcaamHineHa rpynu, i T.4.. [NepeBaxHo, MOXYTb
OyTn 3a3HaveHi 6eH30Kca3oninbHa, aurinpobeH3oKcaauHinbHa rpynu.

[0018]

MoxyTe Oyt 3a3HadeHi 3 - 8-uneHHe, nepeBaxHO 5 abo 6-4neHHe HeHacuyeHe
reTepOMOHOLMKITIYHE KifbLe, WO MicTUTb 1 - 2 aTomiB Cipkm Ta 1 - 3 aTomiB a3oTy, Hanpuknag,
TiazoninbHi, 1, 2-Tia3oninkeHi, Tia3oniHiNbHI, TiagiasonineHi (Hanpuknag, 1,2,4- TiagiasonineHi, 1,3,4-
TiagiasonineHi, 1,2,5-TiagiazonineHi, 1, 2, 3-tiagiasoninbHi rpynwu, i 1.4.) rpynu, i T.4.. MNepeBaxHo,
MOXxe OyTM 3a3HaveHa TiasoninbHa rpyna.

[0019]

MepeBaxxHO MoXe ©OyTM 3asHavyeHe 3 - 8-uneHHe, , 5 abo 6-4neHHe HacuyeHe
reTepoOMOHOLMKIIYHE Kinbue, Wo MicTuTb 1 - 2 aTomiB Cipkn Ta 1 - 3 aTtomiB asoTy, Hanpuknag,
TiasoniguHinbHa rpyna, i T.4..

[0020]

lMepeBaxHO Moxe OyTM 3a3HayeHe 3 - 8-uneHHe, , 5 abo 6-uneHHe HeHacuyeHe
reTepoMOHOLMKMIYHE KinbLe, WO MICTUTb 1 aToM CipKu1, Hanpuknag, TieHineHa rpyna, i T.4..

[0021]

MoxyTb 6yTi 3a3HayeHi 7 - 12-4yneHHe HeHacM4YeHe KOHAEHCOBaHe reTepo KinbLe, Wwo Mictutb 1 -
3 aTomiB cipku, Hanpuknag, 6eH3oTieHinbHa rpyna (Hanpuknag, 6eH3o [b] TieHinbHa rpyna, i T.4.), |
T.4..

[0022]

MoxyTb OyTW 3a3HauveHi 7 - 12-yneHHe 4acTKOBO HacuyeHa abo HeHacuyeHa KOHOEeHCOBaHa
reTepo KinbueBa rpyna, wo Mictutb 1 - 2 aTomiB cipkm Ta 1 - 3 aTomiB asoTy, Hanpuknag,
OeH3oTia3oninbHi, 6eH3oTiagiasoninbHi, TieHoNipuainbHi (Hanpuknag, TieHo[2, 3-b] nipuginbHi, TieHo[2,
3-c] nipuaineHi, TieHo[3, 2-c]nipuaineHi rpynu, i T.4.), iMigasoTiazoninbHa (Hanpuknag, imigaso[2, 1-b]
TiasoninbHa rpyna, i T.4.), AurigpoimigasotiazonineHa (Hanpuknag, 2, 3-gurigpoimigasol[2, 1-b]
TiasoninbHa rpyna, i T.4.), TiEHoNipaaWHinbHa (Hanpuknag, TieHo[2, 3-b] mipaguHinbHa rpyna, i T.4.),
rpynu, i T.4.. NepeBaxHo, MOXyTb ByTK 3a3HadeHi TieHonipuainbHa abo 6eH3oTiazoninbHa rpynu.

[0023]

BuwesasHaveHi retepoumkniyHi Kinbua mMoxyTb 6yTn 3amiweHi ogHum abo 3a 6axaHHAM GinbLie
3aMiCHUKaMu.

[0024]

Y SKOCTi apoMaTU4HOro KinbUs MOXYTb OyTW 3asHadveHi, Hanpuknag, Ceis apwunbHi rpynu.
MepeBaxHUMKU MpuKNagamMu apunbHOI rpynu € eHinbHa, HadTUNbHa, aHTpuUnbHa, eHaHTPUbHa,
aueHadTUNeHINbHa, GideHinbHa, iHaeHINbHa rpynu. Cepea HUX, eHinbHa, HadTUNbHa, aHTPUIbHA,
PeHaHTpUIbHA rPYNn € NeEPEBaXKHUMN. APUITbHI FPYNU MOXYTb BYTU YacTKOBO HacMyeHumMun. YacTkoBo
HEeHacu4yeHuMu apunbHUMW  rpynamum €, Hanpuknag, AurigpoiHAeHinbHa, nyopeHinLHa,
avrigpoaueHadTuneHineHa, TeTparigpoHadTunbHa rpynu. [le 3asHayeHi reTepouMKmivHi  Kinbus
MOXYTb OYTK 3amilLieHi ogHMM abo 3a BaxxaHHAM GinbLue 3amiCHMKaMMU.

[0025]

HacnuyeHoto BYrneBOAHEBOK rPymno Moxe OyTu, Hanpuknaz, Hwkya ankineHa, uukno C3-C8
ankineHa rpynu, i 1.4.

[0026]

HeHacuuyeHo ByrneBOOHEBOK TPYMNoOK MOXe OyTW, Hanpuknag, HwkYa arkeHinbHa, Hukya
ankiHinbHa, deHinbHa rpynu, i 1.4.

[0027]

XapakTepucTuyHa rpyna — ue 3aranbHuii TEPMiH, L0 BUKOPUCTOBYETLCS ANS NO3HAYEHHS rpynu,
3B’A3aHOI NPSMMM 3B’A3KOM OO BUXiAHOI CTPYKTYpW, BiAMIHHOI Big 3B’A3Ky BYyrneLb-ByrneueBui
3B'A30K (aTomy abo aTtomHi rpynu, BigmiHHI Big BogHeBux), Ta —C=N Ta >C=X (X=0, S, Se, Te, NH,
NR). lNpuknagn xapakTepUCTUYHOI FPynyM OXOMIIOKTb, Hanpuknag, kapbokcu, kapbamoin, uiaHo,
rigpoKcu, amiHo rpynu, i T.4.

[0028]

3amicHMKM «3a BakaHHAM» — Lie 3a3HauveHi BULEe reTepOoOUMKITiYHI KinbLs, apoMaTUYHi KinbLesi
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rpynu, HacuyeHi ByrnmeBOAHEBI rpynu, HEHACKMYEHi BYrneBOAHEBI FPynu, XapaKTepuUCTUYHI rpynu, i T.4.
MepeBaxkHO, MOXYTb ByTK 3a3Ha4veHi 3amicHukuM BiA (1-1) go (1-43) onucaHi Buwe y MNyHKTI 2.

[0029]

Mpuknagn HWKYOi ankinbHOI rpynu MOXYTb OXOMMIOBATM MiHiHY abo posranyxeHy ankinbHy
rpyny, wo mae 1 - 6 atomiB Byrneuto (nepeBaxxHo 1 - 4 atoMiB BYrIeL), SIKLWO HE 3a3HA4YeHo iHLue.
BinblW nepeBaxHO, OXOMNMIOE METUSbHY, €eTUNbHY, N-NPOMiINbHY, i30MpPONifAbHY, N-ByTUNbHY,
i300yTUNBbHY, TpeT-OyTunbHy, CeK-OyTUNbHY, N-NEHTUNbHY, 1-eTUNNPOMifAbHY, i30MEHTUITLHY,
HEOMEHTUNbHY, N-reKCUnbHy, 1,2,2-TpUMeTUNnponineHy, 3,3-OUMETUNOYTUNBHY, 2-eTUNOYTUIbHY,
i30reKcunbHy, Ta 3-MeTUNNEeHTUMNbHY rpynuy, i T.4.

[0030]

Mpuknaam HWKYOT ankokCu rpynm MOXyTb OXOMMOBaTK NiHINMHY abo posranyxeHy ankokCu rpynu,
wo matoTb 1 - 6 atomiB Byrneuto (nepesaxHo 1 - 4 atomis ByrneLto), SKWO He 3a3HayeHo iHwe. binbLw
nepeBaXKHO, OXOMMIOE METOKCU, €TOKCU, N-MPOMOKCK, i30MpPONoKcK, n-OyToKcu, i3006yTOKCH, TpeT-
OyTokcK, Ccek-6yTOKCWU, N-NEHTUMOKCK, 1-eTUMMPOMNOKCK, i30MEHTUIIOKCU, HEOMEHTUNOKCKH, n-
rekcunokcn, 1,2,2-TpumeTunnponokcu, 3,3-aumeTundyTokcu, 2-eTunbyTokcu, i3orekcunokcu, ta 3-
METUINEHTUNOKCU rpynu, i T.4.

[0031]

Mpuknagn aToMmiB ranoreHy OXOnnoTb atoMu dTopy, xnopy, Opomy, Ta noay, SKWO He
3a3Ha4eHo iHwWe.

[0032]

Mpuknagm ranoreH-3amieHol HWXKYOi ankinbHOI rpynv MOXYTb OXOMMIOBaTW HWKYI  ankKifbHi
rpynu, Npuknagun skMx HaeBedeHi Bulle, Wo 3amiweHi 1 - 7 (6inbw nepesaxHo 1 - 3) atomamu
ranoreHy, SKWO He 3asHavyeHo iHwe. binbw nepeBaxHO, OXOMNME  (PTOPOMETUNBHY,
ANDTOPOMETUINBHY, TPUAPTOPOMETUIBbHY, XIIOPOMETUIBHY, AUXNOPOMETUMBHY, TPUXITOPOMETUIBHY,
OpomMoMeTUnbHY, AWBPOMOMETUMBHY, AUXNOPOPTOPOMETUNBHY,  2,2-AndTOopoeTunbHy, 2,2,2-
TPUPTOPOETUSIBHY, neHTadhTOPOETUIBHY, 2-bTOPOETUNBHY, 2-XJTOPOETUNbHY, 3,3,3-
TpudToponponifbHY, renTadpTOpPoNpPoOninbHY, 2,2,3,3,3-neHTadToponponinbHy,
rentadTopoi3onponinbHy,  3-XJOponponinebHy,  2-xnoponponineHy, 3-6pomonponineHy, 4,4,4-
TpucpTopoOyTUnbHy, 4,4,4,3,3-neHTadTopobyTUnbHy, 4-xnopobyTunbHy, 4-6pomobyTunbHy, 2-
XNopobyTuneHy, 5,5,5-TpudTOPONEHTUNBHY, 5-xnoponeHTunbHy, 6,6,6-TpudTOpOrekcunbHy, 6-
XITOPOreKCUnbHy, Ta NepToOpPoreKCUnbHyY rpynu, i 1.4.

[0033]

Mpuknagm ranoreH-3amilleHOol HKYOI ankoKCU rpynu MOXYTb OXOMIHOBaTU HMDKYI ankoKCK rpynu,
npuknagn sknx HaBedeHi BuLle, SKi 3amilleHi 1 - 7 (nepeBaxHo 1 - 3) atomamu ranoreHy, Ko He
3a3HaveHo iHwe. binbL nepeBaxHO, OXONNIOE PTOPOMETOKCU, ANPTOPOMETOKCU, TPUDTOPOMETOKCH,
XNOPOMETOKCK,  OUXIIOPOMETOKCM,  TPUXIIOPOMETOKCH,  BpomomeTokcn,  AubpOMOMETOKCH,
AnxnopodrtopomeTokeH,  2,2-andTopoeTokcun,  2,2,2-TpudpTopoeTokCH, neHTadTopoeToken,  2-
dTOpoEeTOKCH, 2-XNOpOoEeTOKCH, 3,3,3-TpmdTOpPONpPONOKCH, rentTachTOPONPOMNOKCH,
renTadpTopoi3onponokKcHu, 3-XNoponponokcKn,  2-Xnoponpornokcy, 3-6pomonponokcu,  4,4,4-
TpucptopobyTtoken,  4,4,4,3,3-neHtadptopobyTokcK,  4-xnopobytokcu,  4-6pomobyTokcu,  2-
xnopobytokcn, 5,5,5-TpudpToponeHTUnokcK, 5-xnoponeHTtunokcu, 6,6,6-TpudToporekcmnokcn, 6-
XITOPOreKCUMnoKcu, Ta neppToporekCunokeu rpynu, i 1.4.

[0034]

Mpuknagn umkno-C3-C8 ankinbHOI rpynyM  OXOMMKOKTb  LMKIIOMNPOMINbHY, LUKNOOYTUNBHY,
LUUKIMONEHTUNBHY, LMKINOreKCUNbHY, UUKMOrENTUIbHY, Ta UWMKITOOKTUIBHY Ipynu, i T.4., AKWO He
3a3Ha4veHo iHwWe.

[0035]

Mpuknagm HWXKYOi ankaHoINbHOI rPYMNM MOXYTb OXOMMBATKM MiHiiHY abo po3ranyXeHy ankaHoin
rpynu, wo marTb 1 - 6 aTomiB Byrneuto (nepesaxHo 1 - 4 aToMiB ByrfeLo), AKLLO He 3a3HayYeHo iHLe.
Binbw nepeBaxHO, OXOMNMOe (QOPMINbHY, aueTinbHY, NPOMIOHINbLHY, GYTUPWUNBHY, 300YTUPUIBHY,
NEeHTaHOINbHY, TPET-OYTUNKapOOHINbHY, Ta rekcaHoINbHY rpynu, i T.4.

[0036]

Mpuknagn HWXKYOI ankinTio rpynu MOXYTb OXOMMOBATU TiO rpynu, ki 3amileHi NiHinHMMn abo
posrany>eHuMmn ankinbHMUMKu rpynamu, Wwo mawTb 1 - 6 atomiB Byrneuto (nepesaxHo 1 - 4 aTomis
BYrfeL), SKWO He 3a3HayeHo iHwe. binbw nepeBakHO, OXONMIOE METUATIO, eTUATIO, N-NPONIATIo,
isonponinTio, N-0yTunTio, i306yTUNTIO, TPEeT-OyTMNTIO, Cek-ByTUNTIO, N-NeHTUNTIo, 1-eTUnnponinTio,
i30NeHTUNTIO, HEOMeHTUNTIO, n-rekcunTio, 1,2,2-TpumeTunnponinTio, 3,3-gumeTunoyTunrio, 2-
eTunéyTunTIO, i30rekcnnTio, Ta 3-MeTUNNEHTUNTIO rpynu, i T.4.

[0037]

Mpuknagn HWXKYOI ankeHiNbHOI rpynu MOXYTb OXOMIIOBATU MiHiMHI abo po3ranyXeHi ankeHinbHi
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rpynu, o MatoTb 1 - 3 NoABiViHI 3B’A3kM Ta 2 - 6 aTOMIB ByrneLo (nepeBaxHo 2 - 4 aToOMiB ByrneLto),
AKLLO HE 3a3Ha4eHo iHWe, Ta HUXYa arkKeHifnbHa rpyna OXonmke SK TpaHC, Tak i unc popmun. BinbLu
nepeBa)KHO, OXOMJIKOE BiHiNbHY, 1-NPONEHINbHY, 2-NPoneHinbHy, 1-meTun-1-nponeHinbHy, 2-meTun-1-
NPOMEHINbHY, 2-MeTUN-2-NpPoneHinbHy, 2-6yTeHinbHy, 1-0yTeHinbHy, 3-6yTeHinbHY, 2-NEHTEHINbHY, 1-
NEHTEHINbHY, 3-NeHTEeHINbHY, 4-NeHTeHinbHy, 1,3-0yTagieHinbHy, 1,3-neHTagieHinbHy, 2-neHTeH-4-
iNbHY, 2-rekceHinbHy, l-rekCeHinbHy, 5-rekceHinbHy, 3-rekCeHinbHy, 4-rekceHineHy, 3,3-anmeTun-1-
nNponeHineHy,  2-eTun-1-nponeHineHy,  1,3,5-rekcatpieHinbHy,  1,3-rekcagieHinbHy, Ta 1,4-
rekcagieHinbHy rpynu, i T.4.

[0038]

Mpuknagu riapoKCH-HMKYOI ankinbHOT rPyNn MOXYTb OXOMNSIOBATU HDKYI ankKifbHi rpynu, npuknagm
AKNX HaBedeHi BuLlle (NepeBaxHo, NiHiNMHI abo posranyXeHi ankineHi rpynu , Wwo mMaTb 1 - 6 atomiB
Byrneuto (6inbL nepeBaxHo 1 - 4 aTomiB Byrnewto), Wwo maTb 1 - 5, nepesaxHo 1 - 3 rigpokcu rpynu,
AKLIO He 3a3Ha4vyeHo iHWwe. binbll nepeBaXkHO, OXOMMKE MAPOKCUMETUNbBHY, 2-TiAPOKCUETUNbHY, 2-
rigpokcunponineHy,  1-rigpokcMeTunbHy,  3-rigpokcunponineHy,  2,3-aurigpokcunponineHy,  4-
riApOKCMOYTUNbHY, 3,4-aurigpokcndbyTunbHy, 1,1-aumeTnn-2-rigpokCMeTunbHy, 5-rigpoKCUNEHTUMbHY,
6-rigpokcurekcuneHy,  3,3-gUMeTUn-3-rigpokcunponinbHy, 2-meTun-3-rigpokcunponineHy, 2,3,4-
TPUrigpPOKCMOYTUNBHY, Ta NEPrigpPOKCUrEeKCUIbHY Tpynu, i T.4.

[0039]

Mpyknagn HWXKYOT ankinamiHo rpynn MOXYTb OXOMMOBATU aMmiHO rpynn, WO MawTb 1 - 2 HMXKJI
arnkinbHi rpynu (nepeBakHO niHINHI abo po3ranyxXeHi ankinbHi rpyny, wWo mawTtb 1 - 6 (6inbw
nepesaxHo 1 - 4, HaBiTb BinbLw nepesaxHo 1 - 3) aTomiB Byrfneu), NpMknagn Skux HaBeaeHo BuLLe,
AKLLO He 3a3HadeHo iHwe. binbl nepeBaxHoO, OXONMNIOE METUNAMIHO, AMMETUNAMIHO, AieTUNamiHo, Ta
giisonponinamiHo rpynu, i T.A4.

[0040]

Mpuknagm HWKYOI ankinCcynbamoinbHOI rpynyM MOXYTb OXOMNMoBaTU CynbgaMoinbHi rpynu, Wwo
MatoTh 1 - 2 HUXKYI ankinbeHi rpyny (NepeBaxkHo NiHiHI abo po3ranyxeHi ankinbHi rpynu, Wwo maTsb 1 -
6 (Oinbw nepeBaxHo 1 - 4, HaBiTb Ginbw nepeBaxHo 1 - 3) aToMiB BYrneuw), NpUKNagnm SKUX
HaBedeHO BuLLe, SKWO He 3a3HayeHo iHwe. binbw nepeBaXxHO, OXONME METUNCYNbaMOINbHY,

eTuncynbgamoineHy, anmeTuncynbdamMoinbHy, JietTuncynbpamMoinbHy, Ta
eTUNMeTUNCynbMamoinbHy rpynu, i T.4.
[0041]

MpuknagoM TPU-HWXKYOI arnkincininbHOI rpynn MoXyTe OyTW cuminbHi rpynu, €Ki 3amiweHi 3
NiHiNHMMKM abo po3ranyXeHUMU ankineHUMKu rpynamum, wWo mawTs 1 - 6 aTomiB Byrneuw, sk OT
TpuizonponincuninbHa, TpeT-6yTunanmeTuncunineHa, TPUMETUNCUninLHa, n-
OyTuneTunMmeTuncunineHa, TpeT-6yTunaMnponincunineHa, N-NeHTUNAaieTuncunineHa, Ta Nn-rekcun-n-
nponinMeTuncuninebHa rpynu, i 1.4.

[0042]

Mpuknagn TPU(HWKYOT anKinbHOT)CUMINOKCU-HUXKYOI  ankinbHOT rpynn MOXYTb OXOnNmBaTu
TPU(HWXKYI anKinbHi)CUNINOKCU-HWXKYI ankinbHi Tpynu, y SKMX HUXKYa arnkineHa YactuHa — ue byap-saka 3
HWKYMX arnkinbHUX TFpyn, NpuUKnagu skux HaeefeHi Buuwe ([epeBaxHo, MiHiMHI abo posranyxeHi
arnkineHi rpynu, wo matoTb 1 - 6 atomis Byrneuto (binbL nepeBaxHo 1 - 4 aToMiB Byrnewu)), SKLWO He
3a3HadyeHo iHwe. binbw nepeBaxHO, OXOMNMOE TPUMETUICUMINOKCMMETUNbHI, 1- (abo 2-

) TPUMETUACUINOKCUETUIBHI, 1- (abo 2- abo 3-)TpMMeTUNCUNINOKCUNPOMINbHi,

TPUETUNCUAINOKCUMETUIbHI, 1- (abo  2-)TpueTtuncuninokcuetuneHi, 1- (abo 2- abo 3-

) TPUETURICUMINOKCUNPONIfbHI, TPUI30NponincuninoKCUMMETUbHI, 1- (abo 2-

)TpuisonponincuninokcneTunbHi, Ta 1- (abo 2- abo 3-)TpuisonponincuninoOKCUNPONIfnbHI rpynu, i T.4.
[0043]

Mpuknagn EHOKCU-HWKYOI ankinbHOi TrPpynyM MOXYTb OXOMIIOBATU HWXKYI  ankinbHi  rpynu
(nepeBaxHO NiHiNHI ab0 po3ranyXeHi ankinbHi rpynu, Wo matTb 1 - 6 (6inblw nepeBaxHo 1 - 4, HaBITb
Oinbw nepeBaxHo 1 - 3) aTomiB BYrneLw), NpuUKNaguM SKMX HaBedeHi Bulle, Wo mawTb 1 - 3,
nepesaxHo 1 deHokcH rpyny, SKWO He 3a3HadeHo iHWwe. binbw nepeBaxHO, OXONME
HPEeHOKCUMETUNBHY, 1-cbeHOKCUETUNMBHY, 2-(beHOoKCUEeTUNLHY, 3-theHokcMnponinbHy, 2-
deHoKkcunponineHy,  4-beHoKCMOYTUNbHY,  5-beHOKCMNEHTUNbHY,  4-PEeHOKCUMNEHTUNbHY,  6-
deHOKCUrekcunbHy, 2-meTun-3-ceHokecunponinbhy, Ta 1,1-aumeTun-2-eHoKCUeTUnbHyY rpynu, i T.4.

[0044]

Mpuknagn EHIN-HWKYOI ankokcu rpynu MOXyTb OXOMJIIOBATK HUXKYI anKOKCKU rpynn (nepeBaxkHo
NiHIMHI abo posranyxeHi ankokcu rpynu, wo mawTb 1 - 6 (6inbw nepeBaxHo 1 - 4, HaBiTb GinbLu
nepeBaxHo 1 - 3) aToMiB ByrfeL), NpUKNagn sikux HaBedeHi BuLe, Wo mawTb 1 - 3, nepeBaxHo 1
eHiInbHY rpyny, sIKLWO He 3a3HayeHo iHwe. binbl nepeBaXxHO, OXOMNI0E BEHIUIOKCK, 2-EHINETOKCH,
1-dpeHineTtokcn, 3-dpeHinnponokcu, 4-ceHinbytoken, 5-cbeHinneHTunoken, 6-cgpeHinrekcunoken, 1,1-
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anmeTun-2-geHineToken, Ta 2-meTun-3-eHinnponokeu rpynu, i T.4.

[0045]

Mpuknagn EHIN-HWXKYOT ankeHINbHOT TPYNM MOXYTb OXOMNSIOBATM HWXKYi anKeHinbHi rpynu
(nepeBaxHO MiHiNHI abo po3ranyxeHi ankeHinbHi rpynu, Wo mawTb 2 - 6 (6inbw nepeBaxHo 2 - 4)
aToMiB BYIJeL0), NpUkNnagn sKMxX HaBedeHi BuLle, Wo MatoTb 1 - 3, nepeBaxHo 1 ceHinbHy rpyny,
AKLLO He 3a3HaudeHo iHwe. binbl nepeBaXHO, OXOMNMOE CTUPUIN, 3-peHin-2-nponeHin (Lo 3a3Bu4an
Ha3nBaEeTbCA UiHaMin), 4-deHin-2-6yTeHinbHy, 4-geHin-3-6yTeHin, 5-deHin-4-neHTeHinbHy, 5-deHin-
3-NeHTeHINbHY, 6-eHin-5-rekceHinbHy, 6-eHin-4-rekceHinbHy, 6-geHin-3-rekceHinbHy, 4-eHin-1,3-
OyTagieHinbHy, Ta 6-eHin-1,3,5-rekcaTpieHinbHy rpynu, i T.4.

[0046]

Mpuknaam HWKYOI ankinamiHo-HWX4Ya arnkinbHa rpyna MoXyTb OXOMMBATM HWXKYI ankinbHi rpynu,
o MarTb 1 - 2 HUWXKYMX ankinbHaamiHO rpynu, NpUKNagm 9KkMx HaBeAeHO BULLE, SKLLO He 3a3HayeHo
iHLLIE. BinbLw nepeBaxHo, OXOnne MeTUNamMiHOMETUMBHY, eTUNamMiHOMeTUMNbHY,
auMeTunamiHomeTunbHy, 1- (abo  2-)aumeTunamiHoeTunbHy, 1- (abo 2- abo  3-
)aMumeTunamiHonponineHy, AgiisonponinamiHomeTnneHy, 1- (abo 2-)gieTunamiHoeTunbHy, Ta
bic(ammeTnnamiHo)METUNbHY rpynu, i T.4.

[0047]

Mpyknagn HWXKYOI ankinamiHO-HMXKYOT afikoKCK Fpynu MOXYTb OXOMITOBATM HWXKYI ankokcu rpynm
,LLO MatoTb 1 - 2 HWKYMX arnKinbHaamiHO rpyn, NPUKIaan SKUx HaBedeHO BULLE, SKLWO He 3a3HayeHo
iHWe. BinblW nepeBaxHO, OXONIIIE METUNaMiIHOMETOKCH, eTUNAaMIHOMETOKCH, ANMETUNaMiIHOMETOKCH,

1- (abo 2-)ammeTnnamiHoeToKew, 1- (abo 2- abo 3-)anmeTnnamMiHoNponokew,
giisonponinamiHomeTokcu, 1- (abo 2-)gieTnnamiHoeToken, Ta Bic(gumeTunamiHo)MeToKCU rpynu, i T7.4.
[0048]

Mpuknagn auringpob6eH304NOKCUHINBHOI rpynn oxonnooTb 2,3-aurigpobeH3o[b][1,4]AioKCUHINBHY,
3,4-gurigpobeHso|c][1,2]aiokcuHineHy, Ta 2,4-gurigpobensold][1,3] AiokcuHiInbHY rpynu, i T.4.

[0049]

Mpuknagu iMigasonin-HWXK4oi ankinbHOT rpynn MOXYTb OXOMNSIOBATM HWXYI - ankKinbHi  rpynu
(nepeBaxHO MiHiVHI @60 po3ranyeHi ankinbHi rpynu, Wwo mMatoTb 1 - 6 (binbw nepeBaxHo 1 - 4) aTomis
BYrneuto), Npuknagmn Sknx HaeedeHi suile, Wo maTb 1 - 3, nepeBaxHo 1 iMigasoninbHy rpyny. binbLu
nepeBaxHo, oxonnoe 1- (abo 2- abo 4- abo 5-)imigasoninmeTnn, 1- (abo 2-){1- (abo 2- abo 4- abo 5-
)imigasonin}etun, Ta 1- (abo 2- abo 3-){1- (abo 2- abo 4- abo 5-)imigazonininponineHi rpynu, i T.4.

[0050]

AuvrigpoingeHineHa rpyna oxonntoe (1-, 2-, 4-, abo 5-)-1,2-gurigpoiHaeHinbHi rpynu, i 1.4.

[0051]

OurigpoxiHoninbHa rpyna oxonmoe  1,2-gurigpoxiHoninbHy,  3,4-gurigpoxiHonineHy, 1,4-
avrigpoxiHonineHy, 4a,8a-gurigpoxiHonineHy, 5,6-aurigpoxiHonineHy, 7,8-gurigpoxiHonineHy, Ta 5,8-
aurigpoxiHonineHy rpynw, i T.4.

[0052]

dnyopeHinbHa rpyna oxonmne 1H-nyopeHinsHy, 2H-nyopeHineHy, 3H-cnyopeHinbHy, 4aH-
dnyopeHineHy, 5H-dnyopeHineHy, 6H-dnyopeHineHy, 7H-drnyopeHineHy, 8H-cnyopeHinbHy, 8aH-
dnyopeHineHy, Ta 9H-cnyopeHineHy rpynu, i T.4.

[0053]

OurinpobeHsodypunbHa rpyna oxonnwe 2,3-gurigpo-(2-, 3-, 4-, 5-, 6-, abo 7-)6eH3odypunbHi
rpynu, i 7.4.

[0054]

OurigpobeH3okcasuHineHa rpyna oxonmnwe (2-, 3-, 4-, 5-, 6-, 7-, abo 8-)3,4-gurigpo-2H-
©eH3o[b][1.4]okcasuHinbHy Ta (1-, 2-, 4-, 5-, 6-, 7-, abo 8-)2,4-aurigpo-1H-6eH30[d][1.3]okcasunHinbHY
rpynu, i 7.4.

[0055]

TeTparigpobeH3ogiaseniHineHa rpyna oxonnwe (1-, 2-, 3-, 4-, 5-, 6-, 7-, 8-, abo 9-) 2,3,4,5-
TeTparigpo-1H-6eH3o[b][1.4]gia3eninin Ta (1-, 2-, 3-, 4-, 5-, 6-, 7-, 8-, abo 9-)2,3,4,5-TeTparigpo-1H-
©eH3o[e][1.4]aiaseniHin rpynu, i T.4.

[0056]

Mpuknagu TeTpariapobeH3oaiaseniHinbHOT rpynu MoxyTb oxonnwosaTu (1-, 2-, 3-, 4-, 5-, 6-, 7-, 8-,
abo 9-)2,3,4,5-tetparigpo-1H-6eH3o[b][1.4]giasenivin Ta (1-, 2-, 3-, 4-, 5, 6-, 7-, 8-, abo
9-)2,3,4,5-TeTparigpo-1H-6eH30[e][1.4]aiaseninHinbHi rpynu, i T.4.

[0057]

JurinpobeH3ogiokceniHinbHa rpyna oxonmoe 3,4-gurigpo-2H-1,5-6eH3opiokceniHin, 4,5-gurigpo-
3H-1,2-6eH3ogiokceniHin, Ta 3,5-gurigpo-2H-1,4-6eH304ioKceniHinbHi rpynu, i T.4.

[0058]
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Mpuknagm niponiAMHINBLHOI rPyNu, WO MOXEe MaThM OKCO rpyny(u) OXONnmooTb MipOniavHINbHY
rpyny, Lo mMoxe Matu 1 - 2 (nepeBaxHO 1) OKCO rpynu, SKWO He 3a3HayeHo iHwe. binbll nepeBaxHo,
oxonnte (1-, 2-, abo 3-)niponiamHinbHy, (2- abo 3-)okco-1-niponiauvHineHy, (3-, 4-, abo
5-)oKkco-2-niponigunHinebHy, Ta (2-, 4-, abo 5-)okco-3-niponignHinebHy rpynu, i T.4.

[0059]

Mpuknagn okcagiasoninbHOi rpynu, WO MOXe MaTu HWKYy ankinbHy(i) rpyny(n) MOXyTb
OXONIoBaTW OKCaAia3oninbHy rpyny, Wwo Moxe Matn 1 - 2 (nepeBaxHOo 1) HWXKYMX arnkKinbHUX rpym,
npyKknagn sikKMx HaBedeHO BULLE, SIKLLO He 3a3HayeHo iHwe. binblw nepeBaxHO, OXONMe 5-meTnn-
1,3,4-okcagia3onin, 5-etnn-1,3,4-okcaaiasonin, 5-nponin-1,3,4-okcagiasonin, 5-6ytun-1,3,4-
okcagiasonin, 5-neHtun-1,3,4-okcagiasonin, Ta 5-rekcun-1,3,4-okcagia3oninbHi rpynu, i T.4.

[0060]

Mpuknaam Nipa3oninbHOI rpynu, WO MOXe MaTh HKYY ankinbHy(i) rpyny(n) MoXyTb OXOnmoBaTtu
nipasoninbHy rpyny, wWo moxe Matn 1 - 2 (NepeBaxHO 1) HMXKYMX anKinbHWX rpyn, NPUKIagn sKux
HaBeadeHO BuLUe, SKLLO He 3a3HayeHo iHwe. binblw nepeBaxHo, oxonntoe 1-meTtun-1H-nipasonin, 1-
etun-1H-nipa3onin, 1-nponin-1H-nipa3onin, 1-i3onponin-1H-nipa3onin, 1-6ytun-1H-nipasonin, 1-TpeT-
oytun-1H-nipasonin, Ta 1,3-gumeTtun-1H-nipasoninbHi rpynu, i T.4.

[0061]

Mpuknagmn Tia3oninbHOI rpynu, O MOXe MaTW HWXYY ankinbHy(i) rpyny(1) MoxyTb OXOnnoBaTu
TiasoninbHy rpyny, wo mMoxe matn 1 - 2 (nepeBaxHO 1) HWXYMX ankinbHUX rpyn, NPUKNagn sKMX
HaBedeHO BuLle, AKWO He 3a3HayeHo iHwe. Binbll nepeBaxHO, OXOMNMOE 2-MeTUNTIa3oninbHy, 2-
eTunTiasoninbHy, 2-NponinTiasoninbHy, 2-isonponinTtiazoninbHy, 2-6yTunTtiazonineHy, 2-TpeT-
OyTunTiasonineHy, Ta 2,5-guMeTunTIa3oninbHy rpynu, i T.4.

[0062]

Mpuknagm NipMMigUNBHOT rPynu, WO MOXE MaTh HKYY ankinbHy(i) rpyny(n) MoXyTb OXOMmoBaTh
nipUMIgUNBHY rpyny, WO Moxe matn 1 - 2 (NnepeBakHO 1) HWKYMX ankinbHUX rpyn, NPUKNagn skux
HaBeOEeHO BuULLE, SKWO He 3a3HayeHo iHwe. binbl nepeBaxHO, OXOMNNIOE 2-MeTUNNIPUMIAUIBHY, 2-
eTUnNipMMigunbHy, 2-NponinnipuMigunbHy, 2-i3onponinnipuMiguneHy, 2-6yTunnipumigunbHy, 2-Tpet-
oyTunnipumianneHy, Ta 2,4-guMeTUNnipuMigunbHy rpynu, i 1.4.

[0063]

Mpuknagn nipuaasvHINBHOI rpynu, WO MOXe MaTu HWKYY ankineHy(i) rpyny(M) MoOXyTb
oXonnBaTK NipuaasvHinbHy rpyny, Wo Moxe matn 1 - 2 (nepeBaxHo 1) HUXYMX ankinbHUX rpym,
npuKNnagn SIKMX HaBeOeHO BULLE, SAKLWO He 3a3HavyeHo iHwe. binblw nepeBaxHo, oxonnwe 3-
MeTUNNipuAaasunHineHy, 3-eTunnipnaasuHineHy, 3-nponinnipuaasuHineHy, 3-i3onponinnipuaasvHinbHy,
3-6yTunnipugasuHineHy, 3-TpeT-6yTunnipnaasvHineHy, Ta 3,4-AMMeTUNnipuaasuHinBHy rpynu, i T.4.

[0064]

Mpuknagn nipugasvHINnOKCU rpynu, WO MOXe MaTu HWKYy ankinbHy(i) rpyny(n) MOXyTb
OXONIoBaTW OKCU Tpymny, sika 3aMillieHa nipugasvHinoMm, Wo moxe matn 1 - 2 (nepeBaxHo 1) HUKYMX
ankinbHWX rpyn, NpUKNagu siKMX HaBeAEeHO BULLE, SAKLWO He 3a3HayeHo iHwe. binbw nepeBaxHoO,
OXONoe 6-MmeTUnnipnaasuHin-3-inokcu Ta 4-metTunnipuaasnHin-3-inoken rpynu, i 1.4.

[0065]

Mpuknagn NipoNiaMHIN-HUXYOT ankokCcu rpynn MOXYTb OXOMMIOBATU HWXKYi ankokcu rpynu
(nepeBaHO MiHiNHIi abo po3ranyXeHi ankokcy rpynu, Wwo MatoTb 1 - 6 (6inbw nepeaxHo 1 - 4, HaBiTb
Oinbw nepesaxHo 1 - 3) aTomiB Byrneul), MPUKNaguM SKMX HaBedeHi Buwie, wo mawTb 1 - 3,
nepesaxHo 1 MiponianHinbHa rpyna, SKLWo He 3a3HayeHo iHWwe. IX oKpeMi npuknaam oxonmnoTb (1-,
2-, abo 3-) nipomiguHinmeTtokcwn, 2-[(1-, 2-, abo 3-)nipomiguHinletoken, 1-[(1-, 2-, abo 3-
JniponiguHin]etokem, 3-[(1-, 2-, abo 3-)miponiguHinjnponokcu, 4-[(1-, 2-, abo 3-)niponignHin]GyToKkcK,
5-[(1-, 2-, abo 3-) niponiguHin]neHTunokcu, 6-[(1-, 2-, abo 3-)niponiguHin]rekcmunokeu, 1,1-gumeTnn-2-
[(1-, 2-, abo 3-) niponiguHin]eTokcu, Ta 2-metun-3-[(1-, 2-, abo 3-)miponignHinlnponokcy rpynu, i T.A4.

[0066]

Mpuknagn 3axucHOI rPYNM OXOMIOKTL 3aXWUCHI TPynu, WO 3a3BU4Yall BUKOPUCTOBYIOTLCH, SIK OT
3amiwieHa abo HesamilleHa HWXK4Ya ankaHoinbHa [Hanpuknag, dopMinbHa, aueTinbHa, NPOMnioHINbHa,
Ta TpudTopoaueTinbHal, dTanoinbHa, HWXK4Ya ankokcMkapOOoHiNbHA [Hanpuknag, TPEeTUHHWUIA
OyTokcukapboHin Ta TPETUHHUI aminokcukap06oHin, 3amiweHa abo He3aMmilleHa
aparnkinokcukapboHinbHa [Hanpuknag, 6eH3nnokcnkapboHinbHa Ta p-HITpobeH3UNoKCMKapOOoHInbHa],
9-cbrnyopeHinMeToKCukapOoHinbHa, 3amiweHa abo HesamiweHa apeHcynbgOHINbHA [Hanpukniag,
OeH3oncynbdoHinbHa Ta ToginbHal, HiTpodeHiNcynbMeHinbLHa, aparnkinbHa [Hanpuknag, TpuUTiNbHa Ta
©eH3un], Ta HWXKYa arnkincinineHa rpynu [Hanpuvknag, TpuisonponincunineHal.

[0067]

Mpuknagn deHrin-HukYj] ankinbHj] rpynb MoXyTb OXOMMOBaTU HWXKYI ankinbHi rpynun (nepesaxHo
NiHIMHI abo po3ranyeHi ankinbHi rpynu, Wwo MatTb 1 - 6 (6inbw nepeBaxHo 1 - 4 aTomiB BYrneut),
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npuKnaan sikux HaBeaeHi BuLLe, Wo MatoTb 1 - 3, nepeBaxHo 1 deHinbHa rpyna, sikLio He 3a3Ha4vyeHo
iHwe. binbw nepeBaxHO, oxonmnoe 6eH3unbHY, deHeTunsHy, 3-deHinnponinbHy, ©eH3riapunbHY,
TPUTINbHY, 4-peHinbyTunbHY, 5-beHinneHTUnNbHY, Ta 6-eHinrekCunbHy rpynu, i T.4.

[0068]

Mpuknagn MOPMORIHIN-HWKYOT ankifbHOT FPynNu MOXYTb OXOMSIOBATU HWXKYI  ankinbHi rpynm
(nepeBaxHO MiHiNHI abo po3ranyxeHri ankinbHi rpynu, Wo matTb 1 - 6 aTOMIB Byrnew), npuknagu
AKNX HaBedeHi Buue, Wo MawTb 1 - 2 (nepeBaxHO 1) MOPAONMiHINbHI rpyny, SIKWO He 3a3Ha4yeHo
iHWwe. binbw nepeBaxHo, oxonntoe 2-MopdOniHiN MeTUNbHY, 3-MOpPdOniHIN MeTUNBLHY, 4-MOPAOSIHIN
MeTWUnbHY, 2-(2-mopdoniHin)eTnnbHy, 2-(3-mopdoniHin)eTnnbry, 2-(4-mopdoniHin)etnn), 1-(2-

MoponiHiN)eTunbHy, 1-(3-MOpdONiHIN)eTUNLHY, 1-(4-MopdONIHIN)eTUNLHY, 3-(2-
MOPOniHIN)NPOoNIfnbHY, 3-(3-mopdoniHin)nponineHy, 3-(4-mopdoniHin)nponinsHy, 4-(2-
MOPOniHIN)BYTUNLHY, 4-(3-mMopdoniHin)byTUNbHY, 4-(4-mopdOoniHIn)byTUNbHY, 5-(2-

MopdoniHin)neHTuneHy,  5-(3-mopdoniHin)neHTunbHy,  5-(4-  MopdoniHin)NeHTuneHy,  6-(2-
mMopdoniHin)rekcunebHy, 6-(3- MopdoniHin)rekcunbHy, 6-(4- mopdoniHin)rekcuneHy, 3-meTnn-3-(2-

MopcponiHiN)NponinbHy, 3-metnn-3-(3- MOPOriHIN)NPONInbHY, 1, 1-anmeTun-2-(2-
MopdponiHin)eTnneHy, 1,1-anmeTnn-2-(3- MOPONIHIN)eTUMbHY, Ta 1,1-anmeTnn-2-(4-
MopdponiHin)eTuneHy rpynu, i T.4.

[0069]

Mpuvknagn niponiguMHIN -HWKYOI ankinbHOT rpynn MOXYTb OXOMSOBATU HWXYI ankinbHi rpynu,
npyknagn Skux HaeefdeHi Bule, Wo matTb 1 - 3 (nepeBaxHO 1) NipONiAMHINLHI rpynu, SKWO He
3a3HaveHo iHwe. binbw nepesaxHo, oxonntoe (1-, 2-, abo 3-) niponiguHinmeTuneHy, 2-[(1-, 2- abo 3-)
niponiguHinletuneHy, 1-[(1-, 2- ab6o 3-)] niponiguHinletuneHy, 3-[(1-, 2- abo 3-)]
niponiguHinlnponineHy, 4-[(1-, 2- ab6o 3-)] niponiguHinléytnneHy, 5-[(1-, 2- abo 3-)]
niponiguHinlneHTunery, 6-[(1-, 2- abo 3-)] niponiguHin]rekcuneHy, 1, 1-gumetun-2-[(1-, 2- abo 3-)]
niponiguHinletuneHy, Ta 2-metun-3-[(1-, 2- abo 3-)] niponiguHin]nponinsHy rpynwu, i T.A4.

[0070]

Mpuvknagn ninepuaun-HWXKYOT ankinbHOI rpynn MOXYTb OXOMNSIOBATM HWKYI - ankinbHi  rpynu
(nepeBaxHO NiHINHI abo po3ranyXeHi ankineHi rpynu, Wo mawTb 1 - 6 atoMiB Byrnewu), npuknagu
AKUX HaBefeHi BuLle, Wo MatTb 1 - 2 (nepeBaxHOo 1) ninepigunbHi rpynn, SKWO He 3a3Ha4YeHo iHLe.
Binbw nepeBaxHo, oxonmwe (1-, 2-, 3- abo 4-) ninepignnmetunbHy, 2-[(1-, 2-, 3- abo 4-
yninepignn]etunehy, 1-[(1-, 2-, 3- abo 4-)ninepigunleTunbHy, 3-[(1-, 2-, 3- abo 4-)ninepigun]nponin, 4-
[(1-, 2-, 3- abo 4-)ninepiamn]dyTuneHy, 1,1-aumeTun-2-[(1-, 2-, 3- abo 4-)ninepiamn]eTnnery, 5-[(1-, 2-,
3- abo 4-)ninepigunineHTuneHy, 6-[(1-, 2-, 3- abo 4-)ninepigun]rekcunbHy, 1-[(1-, 2-, 3- abo 4-
)ninepiaunlisonponinbHy, Ta 2-metun-3-[(1-, 2-, 3- abo 4-)ninepignn]nponineHy rpynu, i T.A4.

[0071]

Mpuknagm HWXKYOT anKkoKCMKapOOHINBHOT rPynyM MOXYTb OXOMMBaTK MiHiMHY abo poaranyxeHy
arkoKkCu rpynu, Lo MaTb nepeBaxHo 1 - 6 aToMiB Byrmneu Ta MalTb HUXKYY anKOKCMKapOOHINbHY
YacTuMHY, MpuWKNaaM $SKUX HaBedeHo Buwe. binblW nepeBaxHO, OXOMJOE METOKCUKapOOHin,

€TOKCUKapOOoHin, N-NpPONoKCUKapooHin, i3onponokcukapboHin, n-6yToKcnkapOoHin,
i306yTOKCHMKapPOOHIn, TpeT-6yTOoKCMKapOOoHiIn, cek-0yTokcukapboHin, N-NeHTUNOKCUKapOOHiIn,
HeoneHTUNoKcMKapboHin, N-rekCcUnoKkcuKkapOoHin, i30rekCunokcukapooHin, 3-
METUNMNEHTUNOKCUKApOOHIn rpynu, i T.4.

[0072]

Mpuknagn ninepasuHinbHOI rpynu, WO MOXe MaTu HWKYY ankinbHy rpyny(un) OxonnowTb
ninepasvHineHi rpynu, WO MOXyTb Matun 1 - 2 (NepeBaxHO 1) HWXYi ankinbHi rpynu, AKWO He
3a3HayveHo iHwWe. binblw nepeBaxHO, OXOMNME 2-MeTUmnninepasuHinbHy, 4-meTunninepasuHinbHy, 2-
eTunninepasuvHinbHy, 2-nponinninepasvHineHy, 2-i3onponinninepasuHineHy, 2-6yTunninepasuHinbHy,
2-TpeT GyTunninepasuHineHy, Ta 2, 4-guMeTunninepasviHinbHy rpynu, i T.4.

[0073]

Mpuknagn ninepasuHin-HWKYOol ankinbHOT rpynu, WO MOXe MaTu HWk4y ankinbHy(i) rpyny(u)
OXOMMITb MiNepasuHinbHi rpynu, npuknagu €gkMx HaBefeHi Buwe, WO MOXyTb mMatm 1 - 2
(nepeBaxHO 1) HWXYI ankinbHi rpynn, AKWO He 3a3HadeHo iHwe. binblw nepeBaxHo, oxonnwe 1-(4-
MeTunninepasuHin)MeTuneHy, 1-(2-metnn ninepasuHin)MeTuneHy, 2-(1-metnn ninepasuHin)eTunbHy,
3-(1-meTun ninepasuHin)nponinbHy, 4-(1-meTun ninepasvHin)oyTunbHy rpynu, i T.4.

[0074]

Mpuknagn GeHrINbHOT rpynun, WO MOXe MaTU HUXKYY ankoKcu rpyny(1) OXOonmoTb EHINbHI rpynu,
NPUKNaan SKux HaBegeHi BULLle, L0 MOXYTb MaT 1 - 2 (mepeBaXHO 1) HMXXYI anKoKCU rpynu, SKWO He
3a3HayeHo iHwe. binbLl nepeBaxHo, oxXonmne 4-MeTokcudeHin, 4-eTokcndeHin, 4-nponokcudeHin, 4-
isonponindeHin, 4-6yTokcudeHin, 4-tpet 6yTokcudeHin rpynu, i T.4. MOXYTb OYTK 3a3Ha4veHi Y AKOCTI
deHOKCH Tpynu, NPUKNaanM SKOI HaBeOeHi BULLe, WO MOXEe MaTu aTtoMm(M) raroreHy OXOMMHTb
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deHoKeH rpynu, Lo MOXYTb MaTu 1 - 4 (NnepeBaxHO 1) aTOMK ranoreHy, siKWo He 3a3HayeHo iHLue.
Binbw nepesaxHo, oxonntoe 4-pTopodeHoken, 3, 4-gudTopodeHoken, 3, 4, 5-TpudTopodeHOKCH, Ta
3-xnopo-4,5-antopodeHoken rpynu, i T.4.

[0075]

TeTparigpoxiHonineHa rpyna oxonne, Hanpuknag, 1, 2, 3, 4- TeTparigpoxiHonineHy, 5, 6, 7, 8-
TeTparigpoxiHonineHy, 4a, 5, 8, 8a-teTparigpoxiHonineHy, 3, 4, 4a, 8a-TeTparigpoxiHonineHy, 4a, 5, 8,
8a-TeTparigpoxiHonineHy, Ta 4a, 5, 6, 7- TeTparigpoxiHoMiNbLHY rpynu, i T.4.

[0076]

AurinpoaueHadTuneHineHa rpyna oxonnte, Hanpuknag, 1, 2-gurigpoaueHadTUNEHINbHY, 2a', 3-
avrigpoaueHadTuneHineHy, 5, 6- gurigpoaueHadTuneHineHy, 3, 7-gurigpoaueHadTUNEHINbHY, 2a’,
6-aurigpoaueHadTuneHineHy, 1, 2a -gurigpoaveHadTuneHineHy, Ta 6, 8a-gurigpoaueHadTUNEHINbHY
rpynu, i 7.4. bBinblw nepesaxHo , 1, 2-gurigpoaveHadTnneHin rpyna moxe 6yt 3asHayeHa.

[0077]

TeTtparigpoHadTunbHa rpyna oxonmnwe, Hanpuknag, 1, 2, 3, 4-tetparigpoHadTuneHy, 1, 2, 3, 5-
TeTparigpoHadTuneHy, Ta 5, 6, 7, 8-TeTparigpoHadTuneHy, 2, 3, 7, 8-TeTparigpoHaddTUNbHY rpynu, i
T.4. MOXYTb OYTK 3a3HaveHi.

[0078]

[urigpoxiHasoniHinbHa rpyna oxonmwe, Hanpuknag, 1, 2-aurigpoxiHasoniHinbHy, 3, 4-
avrigpoxiHasoniHinbHy, 4a, 5-gurigpoxiHasoniHinbHy, 5, 6-gurigpoxiHasoniHineHy, 6, 7-
AUrigpoxiHasoniHinbHy, 7,8-gurigpoxiHasoniHineHy, 8,8a-gurigpoxiHas3oniHineHy, Ta 4a, 8a-
AWriApOXiHA30NiHINbHY rpynu, i T.4. MOXYTb ByTy 3a3HayeHi.

[0079]

eTepoumkniyHa cnonyka npeactaeneHa 3aranbHot dopmynoto (1) moxe 6yTn BurotoBneHa
pisHMMK cnocobamun. Hanpuknag, retepoumkniyHa cnonyka npeacrasneHa 3aranbHot dopmynoto (1)
BUrOTOBNAETHCA cnocobamu npeacTaBneHMMm y oopmMynax peakuii, HaBegeHUX HUxYe.

dopmyna peakuii-1

R! R!
| R? | R?
) CHa), N R® R® X (cH,), N R3
3) /
X . X\
\(CHz)m N/( gl (CH2)m N/ CHa In
" |
R4
(2)
(1)

ne RY, R? R, R*, X, |, m, Ta n Bu3HaueHi BULLE; Ta X, NPEACTaBISIE BIAXiAHY rpyny.

[0080]

Y 3aranbHin copmyni (3), BiaxigHa rpyna npeacrasneHa X; , Npuknagamum sikol € aToMu ranoreHy,
HWXYi  ankaHcynbgOHINOKCU rpynun, apuncynb@OHINOKCKU rpynu, apankincyrnbdOHINoKCH rpynu,
TpuranoMeTaHcynb@OHINOKCK rpynu, cynbdoHio rpynu, Ta Tonyoncynbdokcu rpynu. [lepeBaxHi
npuKnaan BiaXigHOI rpynu L€l peakuil 0XonmnioTb aTOMU ranoreHy.

[0081]

Mpuknagn aTomiB ranoreHy npeactaBneHnx X; MOXYTb OXOnsioBatu atomu TOpy, XIopy,
Opomy, Ta rogy.

[0082]

MpuknagamMm HWKYMX ankaHcynbOHINOKCH rpyn nNpeactaBneHmx X; MOXyTb OyTu niHiiHi abo
posranyeHi ankaHcynbgOHINokcn rpynu, wWo wMatwte 1 - 6 aTtomiB Byrneuw, €K OT
MEeTaHCYNb(OHINOKCK, €TaHCYNb@OHINOKCK, N-NPONaHCyNbMOHINOKCH, i30MponaHCcynb@OHINOKCH, n-
OyTaHcynbOoHINoKcK, TpeT-6yTaHCynbOHINoKCH, N-NneHTaHCcynbOHINoKeu, Ta n-
rekCaHcynbdOHINOKCU rpynu.

[0083]

Mpuknagn  apuncynb@OHINoKcH rpynu npeactaBneHoi  X;  MOXyTb  OXOMmoBaTu:
deHincynbgOoHINoken rpynu, Wwo MoxyTe Matu 1 - 3 rpynu o6paHi 3 rpynu, WO CknagaeTbCa 3 NiHiMHMX
abo posranyXeHux ankinbHuX rpyn, Wo mawTb 1 - 6 aToMiB Byrneut, MiHinHKUX abo posrany>xeHux
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arnkokcu rpyn, Wwo matTb 1 - 6 atomis Byrnewo, HITPo rpyn, Ta aTtoMiB ranoreHy y siIKOCTi 3aMiCHUKIB Yy
deHinbHOMY KinbLi; Ta HadTUNCyNb@OoHINoken rpynu. MNpuknagamu geHincynb@OoHINOKCK rpyn, Lo
MOXYTb MaTtn 3aMiCHUKM MOXYTb oyTn, 30KkpemMa, deHincynbdoHinokeu, 4-
MeTUNMEHINCYNbMOHINOKCH,  2-MeTUNMEHINCYNbGOHINOKCK,  4-HITpodeHincynbdoHinoken,  4-
METOKCUMEHINCYNbGOHINOKCH, 2-HITPOGEHINCYNbMOHINOKCH, Ta 3-XNopodeHincynbOHINOKCH rpynu.
Mpuknagamu HadTUNCYNbGOHINOKCK Fpyn MOXYTb OyTW, 30Kpema, o-HadTUNCYNbGOHINOKCKM Ta -
HaTUNCYNbGOHINOKCK rpynu.

[0084]

Mpuknagn apankincynb@OHINOKCKM rpynu npeacTaBneHoi X; MOXYTb OXOMMoBaTH: NiHinHI abo
po3aranyxeHi ankaHcynbdOHINOKCK rpynu, Wo MatoTb 1 - 6 aToMiB BYrneLto, siki 3amilleHi dpeHinbHo
rpynoto, wo moxe matm 1 - 3 rpynu, obpaHi 3-nomix rpyn, L0 CKnagawTbCA 3 NiHiHMX abo
po3rany>KeHux ankinbHux rpymn, wo mMaiTb 1 - 6 aTomiB Byrnewto, niHiiHa abo posranyxeHa ankokcu
rpynu, wo matTb 1 - 6 atoMiB Byrnewuto, HITPO rpynu, Ta aToMu ranoreHy y SIKOCTi 3aMiCHUKIB Y
deHinbHOMY KinbLii; Ta NiHiNHI abo posranyxeHi ankaHcynb@OHINOKCK rpynu, Wo mMaTb 1 - 6 atomiB
Byrneuto, ki 3amiweHi HadTuneHo rpynoto. MNpuknagamu ankaHCynbgOHINOKCH rpyn, AKi 3amileHi
PEHINbHOK TPYNo MOXYTb OYTW, 30KkpemMa GeH3UNCcyrnb@OHINoKeK, 2-deHineTuncynbgoHinokeu, 4-
GeHIndyTUNCynb@OHINokeH, 4-meTnndeH3nncynbdOoHINoKCKH, 2-MeTUnbeH3nncynbgoHInoken, 4-
HITPOOEH3NNCYNbGOHINOKCH, 4-MEeTOKCUOEH3MNCYNbgOHINOKeKH, Ta 3-xNopobeH3nNCynbGOHINOKCH.
Mpuknagamu ankaHCcyrnb@OHINOKCK rpyn, SKi 3aMillleHi HadTUINBbHOK FPYMNOoK MOXYTb ByTH, 30Kpema,
o-HapTUNMETUNCYNbEOHINOKCK Ta B-HaPTUNMETUNCYNbMOHINOKCH rpynu.

[0085]

Mpuknagamu nepranoankaHcynb@OHINOKCU Tpyn, NpeAacTaBneHux X; MoXyTb OyTn, 30kpema,
TpUPTOPOMETAHCYbGIOHINOKCU rpynu.

[0086]

Mpuknagn cynbgoOHIO rpyn, npeactaBneHnx X; , MOXYTb 30KpeMa, OXOMmMBaTy
AMMETUNCYNb@OoHIo, AieTncynbdoHio, AuNponincynbdoHio, gi-(2-uiaHoeTun)cynbgoHio, Ai-(2-
HiTpOEeTUN)CYNbOHIO, Ai-(amiHoeTnn)cynbdoHio, Ai-(2-meTunamiHoeTun)cynbgoHio, ai-(2-
AVMeTunamiHoeTun)cynboHio, Ai-(2-rigpokcneTun)cynbdoHio, Ai-(3-rigpokcmnponin)cynbgoHio, Ai-
(2-meTokcueTun)cynbdoHio, gi-(2-kapbamoineTnn)cynbgoHio, gi-(2-kapbamoineTun)cynedoHio, gi-(2-
KapbokcneTun)cynbdoHio, Ta gi-(2-meTokcnkapboHineTun)cynbdoHio, Ta auderincynedoHio rpynu.

[0087]

Cnonyka, npefacrtaBneHa 3aranbHo domynow (2) Ta cnonyka, npeactaBrieHa 3ararbHO
domynoto (3) MOXyTb pearyBaTu Yy MPUCYTHOCTI KaTanasatopa nanagito y npucyTHocTi abo
BiJCYTHOCTi OCHOBHOI CMOMyKU Y iHEPTHOMY pO34MHHMKY abo 6e3 Hboro, B pes3ynbTaTti 4oro
ofepxytoTb cnonyky (1).

[0088]

Mpuknagmn iHEpTHOro PO3YNHHMKA MOXYTb OXOMNNIOBATU, Hanpuknag: BoAHi; eipHi PO3YNMHHUKN SK
OT giokcaH, TeTparigpodypaH, gietunosui eqip, 1,2-guMeToKCHeTaH, gieTUneH rnikons AMMETUIIOBUN
edip, Ta eTuneH rmikonb gUMeTUNoBui edip; apomaTnyHi ByrneBogHEBI PO3YMHHMKN SK OT BeHson,
TOMYON, Ta KCWIOM; HWXYi CNUPTOBI PO3YMHHMKM SIK OT MEeTaHOf, eTaHon, Ta i30rmponaHon; KeToH
PO3YMHHUKM $SIK OT aueToH Ta MeTun eTUn KeTOH; Ta MnongapHi po3dnHHUMKM aK oT N,N-
anvetundgopmamia (DMF), aumeTtun cynbcokeng (DMSO), rekcameTundocdopHui Tpuamig, Ta
aueToHiTpun. Li iHepTHi pO34YMHHMKN BMKOPUCTOBYOTLCA OKpeMo abo y cymili ogHoro abo Ginblie 3
HUX.

[0089]

Managiesa cnonyka, WO BUKOPUCTOBYETLCA Y Ll peakuii He Mae ocobnueux obmexeHb. I
npUKNagn oxXonskTb: TeTpaBaneHTHi KaTanasaTopu nanagito 9K oT TeTparigpaT rekcaxnoponanagin
HaTtpieBoi (IV) kucnoTn Ta kanin rekcaxnoponanagiesoi (V) kucnotn; ABOXBamneHTHi kaTanasaTopu
nanagito Ak oT komnnekc xnopugy nanagito (ll), 6pomigy nanagito (II), auetaty nanagito (I1),
aueTinaueToHaTy nanagito (1, anxnopobic(6eH3oHITpun)nanagito (),
Anxnopobic(aueToHiTpun)nanagito (1, anxnopobic(TpudeHindgocdid)nanagito (1,
anxnopoteTpaammiH  nanagito  (II), guxnopo(uumknookTa-1,5-gieH)nanagito (I), Ta nanagin (ll)
Tpudptopoauetatr  1,1'-6ic(gudenindocdiHo)dbepoueHamxnoponanagito  (ll)-guxnopomeTtany; Ta
HynbBaNeHTHI kaTanasaTopu nanagilo sik OT KoMmnnekc Tpic(aibeHaunigeHaueToH)ainanagio (0),
Tpic(aideHannigeHaueToH)ginanagito (0)-xnopodopmy, Ta TeTpakic(Tpudenindgocdin)nanagito (0). Li
CMNOMyKX nanagito BUKOPUCTOBYIOTLCS OKpeMo abo y cymilli ogHoro abo BinbLue 3 Hux.

[0090]

Y paHin peakuii, KinbKkiCTb kaTanasaTopiB nanagito, Wo BUKOPUCTOBYETLCS HE Ma€ 0COONMBUX
obmexeHb Ta 3a3Buyan konumBaeTbcsa Big 0.000001 go 20 moniB y po3paxyHKy nanagito no
BiHOLIEHHIO o 1 mornsa crnonyku 3aranbHoi hopmynu (2). bBinblw nNepeBaxHO, KiNbKiCTb NanagieBoi
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CMNOMyKM, WO BUKOPUCTOBYETbCA konmBaeTbcs Bia 0.0001 oo 5 monen y pospaxyHKy nanagito no
BiQHOLWEHHIO 40 1 MOMb CNOMyKKM 3aranbHol hopmynu (2).

[0091]

Lls peakuis BigOyBaeTbCs nepeBa)XHO Yy MPUCYTHOCTI BignosigHoro niraHay. Hanpwuknaag, 2,2'-
Oic(andeHindgocdino)-1,1'-6iHacdTun (BINAP), Tpu-o-TonindocdiH, Gic(anderindocdiHo)depoLeH,
TpudpeHindgocdiH, Tpu-t-6yTundocain, Tpuumknorekcundgocdix, Ta 9,9-gumeTun-4,5-
Oic(andeHindocddiHo)kcaHteH (KCAHT®OC) wMoxe BMKOPUCTOBYBATUCbL Yy  SIKOCTi  fniraHay
KaTtanasaTtopy nanagito. Lli niraHan BMKOpUCTOBYIOTbCA OKpeMo abo y cymiuwi ogHoro abo Ginblie 3
HUX.

[0092]

Binbw TOro, y gaHoMy BWHaxoAi, TPETUHHUA POCKiH MOXe BYTU BUIOTOBNEHWUIN Y KOMMSIEKCHIN
dopmi 3a3ganeriab Ta gogaHuin. Npuknagm KOMNIeKcy MOXYTb OXONnoBaty Tpu-t-6yTundocdoHin
TeTpadTopobopat Ta Tpu-t-6yTundocdoHin TetpadeHinéopar.

[0093]

BigHoweHHA kaTanasaTopy nanagito Ta niraHdy, WO BMKOPUCTOBYETbCA He Mae ocobnmBux
obmexeHb. KinbkicTb niraHgy, WO BUKOPUCTOBYETLCS CTAHOBUTL MpubnmsHo 0.1 - 100 monb,
nepeBaxHo 6ins 0.5 - 15 monewn, No BigHOLWEHHIO A0 1 MOfb KaTanasaTtopy nanagito.

[0094]

HeopraHiyHi Ta opraHi4yHi OCHOBW, BiAOMi 3 PIBHA TEXHIKM, MOXYTb LUMPOKO BMKOPUCTOBYBATUCH Y
SIKOCTi OCHOBHMX CMOSYK.

[0095]

Mpuknagn HeopraHiyHMX OCHOB MOXYTb OXOMMIOBaTWU: TiOPOKCMAM FYXHMX MeTaniB K OT
rigpOKCMA HaTpIto, MAPOKCUMA Kanito, rigpokeua uesito, Ta rigpokeua niTiio; NyxHun metan kapboHatu
AK OT kapboHaT HaTpito, kapboHaT kanito, kapboHaT Le3ilo, Ta kapboHaT niTito; GikapboHaTn Ny>KHUX
mMeTaniB sk oT GikapboHart niTito, BikapboHaT HaTpito, Ta BikapboHaT Kanito; Ny>XHi MeTanu sk OT HaTPIn
Ta kanin; ocdaTtn AK OT HaTpin docdaT Ta kanin docdart; amign SK OT HaTpiN amig; Ta rigpuan
NYXHUX MeTaniB sk OT HaTPIn rigpua Ta Kanin rigpua.

[0096]

Mpuknagn opraHiYHMX OCHOB MOXYTb OXOMOBATU: HWDKYi ankokcuan NyXHWX meTaniB sk oT
HaTpii MeTOKCUA, HaTpii eTokcuA, HaTpini t-byTokcua, Kanim meTokcua, Kanin etokcug, Ta Kanin t-
OyTokcua; Ta aMiHM siK OT TpueTunamiH, TpunponinamiH, nipuaiH, XiHOMiH, nminepwgiH, imigason, N-
eTungiisonponinamid, gumeTuNamiHONipuMAaiH, TpuMmeTUnamid, aumeTunatinid, N-metunmopdonin, 1,5-
piazabiumkno[4.3.0]HoH-5-eH  (DBN), 1,8-gia3zabiumkno[5.4.0]lyHgeu-7-eH  (DBU), T1a 14-
fiazabiumkno[2.2.2]oktaH (DABCO).

[0097]

Lli ocHOBHi cnonyky BMKOPUCTOBYKOTLCS OKPEMO abo y cymiwi ogHoro abo Ginbe 3 Hux. binbL
NnepeBaXxHO, MPUKIAAM OCHOBHMX CMOMYyK, WO BMKOPUCTOBYKOTLCA Y [aHil peakuii OXonmoTb
KapboHaTn Ny>XHUX MeTarniB gk OT kapOoHaT HaTpito, kapOoHaT kanito, kapboHaT uesito, Ta kapboHaT
niTito, Ta HaTpin t-6yTokeug,.

[0098]

KinbKicTb OCHOBHMX CMOMyK, WO BMKOPUCTOBYIOTbCA 3a3Buyan crtaHoButb 0.5 - 10 monb,
nepesaxHo 0.5 - 6 MOMb, Yy BigHOLWEHHI A0 1 MOnb CNONyKn 3aranbHoi hopMynu (2).

[0099]

BigHoweHHa Mk cnonykoto 3aranbHoi dopMynu (2) Ta crnonykow 3aranbHoi dopmynum (3), wo
BMKOPUCTOBYETBCSA Y popMyni peakuii-1 moxe 6yt npuHanmHi 1 monb, nepeBaxHo 6ins 1 - 5 monb
OCTaHHbLOI CMOMYKM Y BiAHOLIEHHI 80 1 MOfb NONepeaHbOI CMOMYKK.

[0100]

Peakuis moxe Bigbyeatuch y atmoccepi iHepTHOro rasy sik OT a3oT abo aproH nig atMocepHum
TMCKOM abo MOoXe MPOBOAMTUCH Nif, NiABULLEHUM TUCKOM.

[0101]

Lis peakuis 3a3Bu4an BUKOHYETbCS Y TEMNEPATYPHUX YMOBaX, LLIO BKMOYaTb TEMMepaTtypy Big
KiMHaTHOT g0 200 °C, nepeBaxHoO Bia KiMHaTHOT Temnepatypu fo 150 °C, Ta 3a3Buyan 3aBepLUyETbCS
yepes npnbnnsHo 1 - 30 roauH. Lle Takox gocsraeTbes HarpiBaHHsAM Big 100 go 200 °C npoTsrom Bif
5 xBUNuH 0o 1 roguHN, BUKOPUCTOBYOYM MIKPOXBUITbOBUIA PEaKTOP.

[0102]

Micna 3aBeplleHHs peakuii, peakuinHUn npoaykT Moxe OyTn obpobneHuni cTaHgapTHUM
cnocobom ans ogepxaHHst HeOOXigHOT CNONyKu.

[0103]

Cnonyka, Wo npeAcTaBreHa 3aranbHoi oMyrol (2) BUKOPUCTOBYETLCS Y SIKOCTi BUXIOHOMO
MaTtepiany y dopmyni peakuii-l ogepXyeTbCa 3i CnonyK BigOMMX 3 PIiBHA TEeXHiKW, Hanpuknag,
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cnocobamn npeactaBneHumMu  opMmynamm peakuii-3 Ta 4 3asHaveHuMn  Huxkde.  Cnonyka,
npegcTaBneHa 3aranbHo homynoto (3) ue cnonyka, Lo nerko O4epXYyeTbCs, Bigoma 3 PiBHSA TEXHIKU
abo cnonyka, Lo Nerko o4epXXyeTbCs BiJOMUM 3 PiBHSI TEXHiKM cnocobom.

dopmyna peakuii-2

R'a
(CHo) R3 {CHo), R®
/7 /

X = X\
CHa )I'l EnimiHawis 3aXHCHOT rpynu CH, 'n

\CHz}m e loHiTm Ny

R* F’?."

{la) (1b)

ne R R® R X, I, m, Ta n Bu3HaueHi Buwe; Ta R™ npeacTaBfiie 3axXncHy rpyny.

[0104]

Mpuknagmn 3axmMcHOI rpynu OXONMIoKTb 3aXUCHI rpynn, NpUKNagn Skux HasegeHo BuLLE.

[0105]

Cnonyka, npegcTaBrneHa 3aranbHo domynoto (1b) moxe OyTn ogepxaHa LWNAXOM MNiggaBaHHS
CMONyKW, NPeacTaBneHoi 3aranbHo omyrnoto (1a) peakuii eniMiHyBaHHSI 3aXUCHOI rpynu.

[0106]

Cnocib, o 3a3Bu4aln BUKOPUCTOBYETHLCA SIK OT rigponi3 abo riaporeHosnisa Moxe 3acToCcoByBaTHCh
A0 peakuii eniMiHyBaHHs1 3aXUCHOI rpynu.

[0107]

Lis peakuia 3a3Buyan BUKOHYETLCH Y 3BMYAWHOMY PO3YMHHUKY, LLO HE Mae HeCnpuATNMBOI dii Ha
peakuito. [Npuknagn pos3yMHHMKA OXONIOKTh: BOAHI; CAMPTOBI PO3YMHHUKKU SIK OT METaHOos1, eTaHor,
isonponaHor, n-oytaHon, TPMdTOPOETaAHON, Ta €TUNEH [MiKOMb; KETOH PO34YMHHUKM SIK OT aueToH Ta
METUIT eTUN KeTOoH; edipHi PO3YMHHUKM K OT TeTparigpodypaH, AiokcaH, AieTunosun edip,
ONMEeTOKCUeTaH, Ta OMUrMiM; eCTepHi PO3YMHHUKM 9K OT MeTun aueTtaT Ta eTun aueTar; anpOTOHHI
NONApPHi PO3YMHHMKM AK OT aueToHiTpun, N,N-gumetuncdopmamia, aumeTun cynbdokena, Ta N-
MEeTUINIPOMiAOoH; ranoreHisoBaHi ByrneBoAHi PO3YMHHUKM SIK OT METUIEH XNopua Ta eTuneH xnopua;
Ta iHLWi opraHiyHi PO34YNHHUKM.

[0108]

(i) Figponis:

[0109]

lgponis nepeBaXxHO BMKOHYETLCS Y MPUCYTHOCTI OCHOBU abo KMCMOTU (BKMOYAOUM IbIICOBCHKI
KucnoTwn).

[0110]

HeopraHiyHi Ta opraHiyHi OCHOBM BiAOMi 3 PIBHA TEXHIKM MOXYTb LUMPOKO BUKOPUCTOBYBATUCH Y
SIKOCTi OCHOBW. [lepeBaxHo, Npuknagn HeopraHiYHUX OCHOB OXOMMIOKTb NYXHi MeTanu (Hanpuvknag,
HaTpii Ta kanin), NyKHo3eMesnbHi MeTanu (Hanpuknag, MarHin Ta Kanbuin), Ta ix rigpuam, kapboHaTu,
abo GikapboHaTun. MepeBaxHO NpMKNaan opraHiYHMX OCHOB OXOMMOKTL TpUarnkinamiHu (Hanpuknag,
TpuUmMeTUnaMiH Ta TpueTunamiH), nikonid, Ta 1,5-giazabiunkno[4.3.0]HOH-5-eH.

[0111]

OpraHiyHi Ta HeopraHi4Hi KUCIOTW BiAOMi 3 PiBHS TEXHIKM MOXYTb LUIMPOKO BUKOPUCTOBYBATUCH Y
AKOCTi KMcnoTtu. [lepeBaxHO, NPUKMaauW OpraHiYHUX KUCMNOT OXOMMIoKTb: XWPHI KUCHOTU 8K OT
MypallMHa KWcrnoTa, OuTOBa KUCMOTa, Ta MpOMiOHOBA KMCMOTa; Ta TPWUranoouToBa KWACMOTK SK OT
TPUXITOPOOLITOBA KUCIOTa Ta TPMATOPOOLITOBA KMCnoTa. [epeBaxHOo npukriagn HeopraHiyHUX KUCnoT
OXOMNIIOKTb XINOPUCTOBOAHEBY KUCIOTY, OpPOMWCTOBOAHEBY KUCIOTY, CipyaHy KWCMOTy, Xropug
BOAHI, Ta Gpomig BogHto. [puknagn nNblICOBCBLKMX KUCIOT OXOMMTb 6op TpudTopua-edipHi
KomMmnnekcu, Tpubpomiag 6opy, xnopua antomiHito, Ta xnopua 3anisa.

[0112]

Konu y AKoCTi KUCNOTN BUKOPUCTOBYETLCSA TpuranooutoBa kucnota abo JlbloicoBcbka Kucnorta,
peakuia nepeBaXxHO BUKOHYETLCH Yy MPUCYTHOCTI KaTiOHHOIO OYUCHUKA (Hanpuknaz, aHison ta geHon).

[0113]

KinbkicTb OCHOBM abo KMCNOTK, WO BUKOPUCTOBYETLCH HE Mae 0CcobnmBMX OOMEXeHb OOKW ue
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KinNbKiCTb HeOoOXigHa Ans rigponisy.

[0114]

Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0 - 120 °C, nepeBaxHoO Bif KiMHATHOI TeMnepaTypu 4o
100 °C, 6inbL nepeBaxHo Big kiMHaTHOT Temnepatypu go 80 °C. Yac peakuii 3a3Bnyai CTaHOBUTD Bif
30 xBunuH o 24 roguH, nepeBaxHo Big 30 xBunvH go 12 roguH, 6inblw nepeBaxHo 1 - 8 roauH.

[0115]

(i) MpgporeHonis:

Cnocobwu rigporeHonidy BigoOMi 3 PpiBHA TEeXHiKM MOXYTb LUMPOKO 3acTOCOBYBaTUCb [0
rinporeHonisy. [llpuknagm Takmx cnocobiB rigporeHonidy OxonnikTb XiMiYHE BIQHOBMEHHs Ta
KaTaniTM4yHe BiAHOBMEHHS.

[0116]

MepeBaxHi BigHOBNIOBaYi, WO BUKOPUCTOBYIOTLCA Yy XiMIYHOMY BiOHOBMEHHI uUe KOoMOGiHauil
riogpuais (Hanpwknaa, noaua BoAHI, cynbdig BOAHO, MITiM anioMiHin rigpua, HaTpin 6oporigpug, Ta
HaTpin uiaHoGoporigpua), MeTanu (Hanpuknag, OnoBO, UWHK, Ta 3ani3o), abo cononyku meTanis
(Hanpuknag, xnopua XpoMy Ta auetaT Xpomy) 3 OpraHiyHumMu abo HeopraHiYHMMK KUCnoTamu
(Hanpvknag, MypalmnHa KucnoTa, ouToBa KUCoTa, NPoMioHoBa KncnoTta, TpdTopooLTOBa KUCoTa,
p-TonyoncynbgoHOBa KMCMNoTa, XJIOPUCTOBOAHEBA K1CIOTa, Ta OpOMMCTOBOAHEBA KUCIOTA).

[0117]

MepeBaxHMMK KaTamnisaTopaMu, WO BMKOPUCTOBYIOTbCA Yy KaTanmiTUMHOMY BiOHOBMEHHI €
NNaTWMHOBI KaTamnizaTopu (Hanpwknag, NAaTWHOBI NMacTuHW, rybyaTa nnaTuHa, NnaTtMHOBA YepHb,
KonoigHa nraTuHa, OKCcuA nnaTtuHW, Ta NMaTMHOBI ApOTM), kaTaniasaTopw nanagito (Hanpuknag,
rybuyatmi nanagin, nanagiesa 4YepHb, OKCuA nanagitvo, nanagin-syrneup, nanagin/6apin cynedat, Ta
nanagiv/6apin kapboHar), KaTanisaTop Hikento (Hanpuknag, BiAHOBMEHUN HiKenb , OKCUA Hikerno, Ta
HikeneBui kaTtanizatop PeHed), katanizatop kobanbTy (Hanpwvknag, BigHOBNEeHWM kobanbT Ta
kobanbToBWI KaTanisaTop PeHes), katanisaTop 3anisa (Hanpvknag, BigHOBNeHe 3aniso), i T7.4.

[0118]

Konu ui KUCcnoTu, ki BAKOPUCTOBYHOTLCS Y XiMIYHOMY BiAHOBJIEHHI, 3HAaX0OATbCA Y PiAKOMY CTaHi,
BOHU TaKoX MOXYTb BUKOPUCTOBYBATUCH Y SKOCTi PO3YMHHMKA.

[0119]

KinbkicTb BifHOBHUMKa, LLO BUKOPUCTOBYETbLCHA Yy XiMiYHOMY BigHOBIEHHi abo kaTamizatopa, Lo
BMKOPUCTOBYETBCS Yy KaTaniTMMHOMY BiQHOBIEHHI HE Mae 0cobnmBuMX obmexeHb Ta Moxe OyTu y
3BMYaNHO BMKOPWUCTOBYBAHIN KiNbKOCTI.

[0120]

Peakuis 3a gaHMM BUMHaAxo4oM MOXe BMKOHYBATMChb Yy aTMOCKepi iHepTHOro rasdy sik ot a3oT abo
aproH nig atmocdepHNM TUCKOM abo MoXKe NPOBOAMTUCH Mif, NiABULLEHUM TUCKOM.

[0121]

Temnepatypa peakuii 3a3Bu4yan ctaHoBuTb 0 - 120 °C, nepeBakHO Bif KiMHaTHOI TemnepaTypu 4o
100 °C, 6inbLw nepeBaxHo Bif kiMHaTHOT TemnepaTtypu go 80 °C. Yac peakuii 3a3Bm4al CTaHOBUTL Bif
30 xBunuH Ao 24 roavH, nepesaxHo Big 30 xBunuH ao 10 roguH, 6inbl nepeBaxHo Big 30 XBUNWH A0
4 rogvH.

[0122]

Micns 3aBeplUeHHs peakuii, peakuiiHUA NpogykT Moxe OyTu o6pobneHuin crTaHgapTHUM
cnocobom Ans ogepxaHHA HeobxigHOT cnonyku 3aranbHoi opmynu (1b).

[0123]

Peakuis penpoTekuii 3axucHoi rpynun He obOMexeHa ymMOBaMW peakuii, ONUCaHUMKU BULLE.
Hanpuknag, peakuis onncana y T.W. Green, P.G.M. Wuts, " Protective Groups in Organic Synthesis ",
4th ed., abo John Wiley & Sons; New York, 1991, P. 309 mMOxe TakOX 3aCTOCOBYBaTUCb A0 LIbOro
eTany peakuii.

[0124]

Cnonyka, npefcTaBneHa 3aranbHol omyrnoto (2) — ue HoBa cronyka, Wo Moxe b6yt KopucHa y
SAKOCTi NPOMDXKHOI ANs CAOMNYKW, NpeacTaBneHol 3aransHo omyrnoto (1), Sk onucaHo BuLLe.

[0125]

Cnonyka 3aranbHoi hopmynu (2) ogepXyeTbca BignosigHo 0o, Hanpuknag, Popmyn peakuin-3, 4,
abo 5 3a3HayYeHMX HUXYE.

[0126]

Hapani, 6yge onucaHa koxkHa doopMyna peakdii.

dopmyna peakuii-3
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[0127]

Cnonyka, npegcrasneHa 3aranbHo0 oMynoto (2a) ogepXKyeTbes WASXOM niggasaHHA Cnonyku,
npegcTaBneHoi 3aranbHoto domyrnoto (4) Ta Cnonyku, npeactaBneHoi 3aranbHol domynow (5)
peakuii umMknisauii 4N ogepXxaHHA CNonyku, NnpeAcTaBneHol 3aranbHo domynoto (6) (Etan A), sky
notim BigHoBnoTL (ETan B).

[0128]

Etan A

Peakuis mixk cnonykoto, npeacTaBneHo 3aranbHo ooMynoto (4) Ta Crnonykor, NpeacTaBreHo
3aranbHo omynot (5) MOxe BUMKOHYBATUCb Y MPUCYTHOCTI abo BiACYTHOCTI OCHOBM Y iHEPTHOMY
PO34MHHUKY abo 6e3 HbOro.

[0129]

Mpuknagu iHEPTHOrO PO34YMHHUKA MOXYTb OXONMOBATW, Hanpuknag: Boay; edipn 9k OT AioKcaH,
TeTparigpodypaH, AieTunosun edip, OieTuneH rnikonb OMMETUNoBUA edpip, Ta eTuneH rnikonb
AMMETUNOBMIN edhip; apomaTWyHi BYrneBodHi Sk OT GeH30r, TONYos, Ta KCUITON; HWXKYi CMpTU siK OT
METaHOM, €TaHos, Ta i30MponaHon; KEeTOHM SK OT aueToH Ta MEeTUn eTUN KEeTOH; Ta NOnsApHi
po3uMHHUKM gk oT  N,N-gumetundopmamia (DMF), ammetnn cynbdokcug (DMSO),
rekcameTundgocgopHmn Tpuamiga, Ta aueToHITpun.

[0130]

MOXyTb LIMPOKO BUKOPUCTOBYBATWUCb BiZOMi 3 PIBHA TEXHIKM OCHOBHI CrOMyKW. IX mpuknagu
MOXYTb OXOMMoBaTK: FOPOKCUON NYXHUX MeTaniB fK OT TriJpOKCUA HaTpito, rigpokeug Karnito,
rigpoKCuA Lesito, Ta rigpokeua niTito; kapboHaT Ny>XHUX MeTaniB sk OT kapboHaT HaTpito, kapOoHaT
Kanito, kapboHaT uesilo, Ta kapboHaT MiTilo; NYXHI MeTanu K OT HaTpin Ta Kanin; iHWi HeopraHiyHi
OCHOBM $K OT amifg HaTpito, rigpua HaTtpito, Ta rigpug Kanio; akoronsatu MNy>XHUX MeTaniB sk oT
METOKCWUA, HaTpil0, ETOKCUA, HaTPIl0, METOKCKA Kanito, Ta eTOKCKA Kanito; Ta iHWi opraHivyHi OCHOBM K
OT TpuWeTMnamiH, TpunponinamiH, RipuaiH, XiHONIH, ninepuaid, imigason, N-eTungiisonponinami,
anmMeTnamiHonipuaiH, TpMMeTunamii, gumeTmnatinid, N-metunmopdonin, 1,5-giazaunkno[4.3.0]JHoH-
5-eH (DBN), 1,8-gia3abiyunkno[5.4.0]yHaeu-7-eH (DBU), Ta 1,4-giazabiyunkno[2.2.2]oktaH (DABCO).

[0131]

Lli ocHOBHi cnonyku BUKOPUCTOBYIOTLCS OKpeMO abo y cymilli ogHiei abo BinbLue 3 HUX.

[0132]

KinbKicTb OCHOBHOI CNOSYKKW, WO BUKOPUCTOBYETLCA, 3a3Bmyan 0.5 - 10 monb, nepeBaxHo 0.5 - 6
MOJb, MO BiAHOLLEHHIO0 40 CNOSYKU 3arasnibHoi popmynu (4).
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[0133]

Peakuis moxe BigbyBaTnucb AogaBaHHAM, 3a HEOBXIAHOCTI, Moauay Ny>XHOro metany (Hanpuknag,
noaua Kanito Ta nogua HaTpito) y KOCTi MPOMOTOPY peakuii.

[0134]

BigHoweHHa Mk cnonykow 3aranbHoi opmynu (4) Ta cnonykot 3aranbHoi dopmynu (5) , wo
BUKOPUCTOBYETLCA Yy hopMyni peakuii Moxe OyTu 3a3Buyai npuHarMHi 0.5 Monb, nepeBaxxHO
npunbnuaHo 0.5 - 5 Monb OCTaHHbLOI CNOMNYKN Y BiHOLWEHHI A0 1 MONb NepLUOi CNOMyKu.

[0135]

Peakuia uboro BuHaxogy Moxe OyTu nposefeHa y atMocdepi iHepTHOro rasy sik OoT asoT abo
aproH nig atMocdepHUM TUCKOM abo MOXe NPOBOAUTUCH Nid NiABULLEHUM TUCKOM.

[0136]

Peakuia 3a3Bnyanm npoBoauTbCsa Npu TeMnepaTypHux ymoBax, Wwo BkmwoyawTe 0 °C - 200 °C,
nepeBaxHo Bia KiMHaTHOT Temnepatypu 0o 150 °C, Ta 3aeb6inblworo 3aBepLUyeTbCca Yepe3 Npubm3Ho
1 - 30 roguH.

[0137]

Cnonyka 3aranbHoi dopmynu (4) Ta cnonyka 3aransHoi dopmMynum (5), WO BUKOPUCTOBYOTLCS Y
SAKOCTI BUXigHMX MaTepianiB Ha ETani A € cnonykamu, WO ferko oAepXyTbCsa Ta BigOMi 3 piBHSA
TEXHikn abo cnonykamu, Lo NErko o4epXXytTbCA CNOCOOMMU BIJOMUMM 3 PIBHSI TEXHIKM.

[0138]

Etan B

Cnonyka, npegcTtaBneHa 3aranbHOK omynot (2a) moxe Byt ogepkaHa LUNAXOM NigAaBaHHSA
CMonyku, NpeacTaBneHoi 3aranbHo homynoto (6) peakuii BiGHOBNEHHS y iHEPTHOMY PO34YMHHUKY abo
6e3 Hboro.

[0139]

Mpuknagn Takmx cnocobiB BiQHOBMEHHS OXOMMKKTb XiMiYHE BIOHOBMEHHSA Ta KaTaniTuyHe
BiHOBJIEHHS.

[0140]

Mpuknagn IHEPTHOrO PO3YMHHMKA MOXYTb OXOonmwBaTh: BoAdy; edipn 8K OT fiokcaH,
TeTparigpodypaH, gietnnosun edip, AieTUneH rnikone MeTun edip, Ta eTUneH rmikons ANMeTUIoBUiA
edip; apomaTtudHi BYrneBoAHi Sk OT OeH30m, TOMyon, Ta KCWUIOM; HWXKYi CNUPTM K OT MeTaHor,
€TaHon, Ta i30MponaHon; KETOHU SK OT aLeToH Ta MeTUNn eTUN KETOH; Ta NONAPHIi PO3YMHHUKM SK OT
N,N-gumeTtundopmamig (DMF), aumeTtun cynbedokeng (DMSO), rekcameTundocdopHmn Tpnamig, Ta
aueToHITpun.

[0141]

MepeBaxHi BigHOBMOBAYi, WO BUKOPUCTOBYHOTBCA Yy XiMIYHOMY BiOHOBIEHHI — Le KOoMOGiHauii
rigpvais (Hanpuknag, noauag BoOHI, cynbdig BOAHIO, MiTiM anoMiHin rigpua, rigpug 6opy, HaTpin
Ooporigpua, Ta HaTpin uiaHoboporigpug), meTaniB (Hanpwuknag, OrioBO, LMHK, Ta 3anizo), abo
MeTaneBux crnonyk (Hanpvknag, Xnopug Xxpomy Ta auerat XpoMy) 3 opraHiyHMMu abo HeopraHidyHMMM
Kncnotamu  (Hanpuknag, MypawmHa  KUChoTa, ouToBa  KUCMOTa, MpOoMioHOBa  KWUCMoTa,
TpudTOpOOLTOBA KWUCNOTa, P-TONYyOmncynbgOoHOBa KXCNOTa, XNOPUCTOBOAHEBa KucnoTa, Ta
OpomucToBOogHEBA KMCMOTA).

[0142]

lMepeBaxHuMKn KaTanizatopamy, WO BUKOPUCTOBYIOTLCHA Yy KaTamniTM4HOMY BiOHOBIEHHI €
nnaTMHOBI KaTanisaTtopu (Hanpuknag, NNaTtMHOBI NNacTMHM, rydyaTta nnatuvHa, NiaTUHOBA YepHb,
KonoigHa nnaTtuHa, OKCwuA nnaTuvHK, Ta MNaTMHOBI OPOTW), KaTanasatopu nanagio (Hanpuknag,
rybuyatmi nanagin, nanagiesa 4YepHb, oKkCug nanagito, nanagin-syrneup, nanagin/6éapin cynsdat, Ta
nanagin/6apin kapboHaT), KaTanisaTop Hikemno (Hanpuknaa,BigHOBMEHUA HiKenb , OKCUA Hikeno, Ta
HikeneBu katanisatop PeHes), kaTanisatop kobanbTy (Hanpwknag, BigHOBMNEHWA kobGamnbT Ta
KobanbToBWI KaTanisaTop PeHes), 3ani3o kaTanisatop (Hanpuknag, Bi4HOBMEHe 3arni3o), i T.4.

[0143]

Konu Ui KMCnoTu, SKki BUKOPUCTOBYIOTLCS Y XiMIYHOMY BiIHOBIIEHHI, 3HaX0AATbLCH Y PiAKOMY CTaHi,
BOHUW TaKoX MOXYTb BUKOPUCTOBYBATUCH Y SKOCTi PO3YMHHUKIB.

[0144]

KinbkicTb BifHOBHMKa, LLO BUKOPUCTOBYETbLCS Yy XiMiYHOMY BigHOBIEHHi abo katamizatopa, Lo
BMKOPUCTOBYETLCSA Yy KaTamniTUYHOMY BiJHOBMNEHHI HEe Mae 0coOnmMBMX OOMEXeHb Ta MOxe OyTu y
3BUYaNHO BUKOPUCTOBYBAHIN KiNbKOCTI.

[0145]

Peakuis 3a gaHMM BUMHaxXo4oM MOXe BMKOHYBATMUCb Yy aTMOCepi iHepTHOro rasy sik ot a3oT abo
aproH nig atTmocdepHnM TUCKOM abo MoXKe NPOBOAMTUCH Mif, NiABULLLEHMM TUCKOM.

[0146]
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Temnepatypa peakuii 3a3Buyan ctaHoBuTb 0 - 120 °C, nepeBaxHoO Bif KiMHATHOI TemnepaTypu 4o
100 °C, 6inbL nepeBaxHoO Big kKimHaTHOT TemnepaTtypu o 80 °C. Yac peakuii 3a3Bmyain CTaHOBUTb Bif
30 xBunuH Ao 24 roavH, nepesaxHo Big 30 xBunuH o 10 roguH, 6inblw nepeBaxHo Big 30 XBUNWH A0
4 rogviH.

5 [0147]

Micna 3aBeplleHHs peakuii, peakuinHUn npoaykT Moxe OyTn o0pobneHuii cTaHgapTHUM
cnocobom ans ogepxaHHsi HeobXigHOT cnonyky 3aranbHoi hopmynu (2a).

[0148]

dopmyna peakuii-4
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CO,H (CH,),
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Eran C (peaxuis uakmizarii) 2im N
4) H o)
(8)
Eran D (BigHOBNCHHS)
R‘I
(CH A E
(CHZT
(2b)
ae RY R? R® X, |, m, Ta n Bu3HaueHi BULLIE.
[0149]

15 Cnonyka, npegctaBneHa 3aranbHo ¢omynoto (2b) ogepxXyeTbCs nigAaBaHHAM  CMONyKu,
npeacTaBneHoi 3aranbHoto domynoto (4) Ta Cnonyku, npeactaBneHoi 3aranbHol domyno (7)
peakuii uuknisauii Ans yTBOpeHHS CNONykW, NpeactaBneHol 3aransHot domynoto (8) (Etan C), aky
notim BigHoBMoThL (ETan D). YMoBM peakuii Taki, 5Kk yMmOBM peakuii y dopmyni peakuii-3.

[0150]
20 dopmyna peakuii-5
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(2)

ne R, R2, Rs, R* I, m, n, Ta X BM3HaueHi BULWE; Ta Y Ta Z, WO MOXYTb OyTn ofHaKkoBi abo pisHi,
KOXXEH He3anexHo NpeacTaBnse BiaxigHy rpyny.

[0151]

Mpuknagmn BiOXigHMX rpyn, npeacTaBneHnx Y Ta Z y 3aranbHin opmyni (9) oxonnooTb BigxigHi
rpynu, Npuknagm aKMx HaBeeHo BULLE.

[0152]

Etan E

Cnonyka, npeacTtaeneHa 3aranbHoto hoMynow (2) moxe OyTu ofepxaHa LUAsXoM MigaaBaHHA
CMNonyku, NpeacTaBneHoil 3aranbHot omynoto (4) Ta Cnonykn, npeacTaBneHoi 3aranbHOK hoMyrnoro
(9) peakuii umknisauii. Peakuia uuknizauii 3asBuyanm npoBoOAUTLCH Y MPUCYTHOCTI abo BiACYTHOCTI
OCHOBHOI CMOMYyKMN.

[0153]

Lis peakuis 3a3Buyail BUKOHYETLCA Y PO3YMHHUKY, LLO 3a3BUYali BUKOPUCTOBYETHLCH Ta He Mae
HecnpuATAMBOI Ail Ha peakuito. MNMpuknagn po3ynHHMKA OXONIOKTh: BOAHI; CNMPTOBI PO3YMHHUKK, K
OT MeTaHon, eTaHorn, isonponaHor, n-6ytaHon, TpudTopoeTaHon, Ta eTWneH rMiKonb; KeTOHHI
PO3YMHHUKM SIK OT aLeTOH Ta MeTUM eTUN KeTOH; edipHi pO34YMHHUKM SIK OT TeTparigpodypaH, AiokcaH,
dietunosuii edip, AMMETOKCUETaH, Ta AMWMNIM; ecTep PO3YMHHUKM SK OT METun auetaT Ta eTun
aueTtar; anpoTOHHI MOMAPHI PO3YMHHWKM AK OT aueToHiTpun, N,N-aumeTtundopmamia, ANMeTun
cynbdokena, T1a N-MeTUnniponifoH; ranoreHisoBaHuii BYrneBoAeHb PO3YMHHUKM 5K OT MeTUreH
Xnopua Ta eTuneH xnopug; Ta iHLi opraHivyHi PO34YUHHUKMN.

[0154]

KatanizaTop nepexigHoro metany Ta fniraHg MOXe BWKOPWUCTOBYBaTUCH Yy Ui peakuii. MNpuknagm
nepexigHoOro MeTany OXOMmTb  XOpU4  PyTEHilo,  AMXIopoTpuc(TprdeHingocdiH)pyTeHin,

AnbpomoTpuc(TprudeHindocdiH)pyTeHin, avrigpuaoTteTpakic(TpudeHingocdiH)pyTeHin, (n4-
LwlKﬂOOKTap,ieH)(nG—uMKHOOKTanieH)pyTeHiVl, AVXNOPOTPUKaPOOHINPYTEHIN dimepc,
AoaekakapboHINTpupyTeHin, (ns-ﬂeHTaMeTMJ'ILI,VIKJ'IOI'IeHTaJJ,ieHiJ'l)XJ'IOpO(T|4-LI,I/IKﬂOOKTaniCH)pyTeHiVI,
nanagin auerar, nanagin xnopwmg, anxnopobic(TpudeHindocdiH)nanagin,
TeTpakic(TpudeHindocdid)nanagin, bic(mibeH3unigeHaueToH)nanagain, pogin xrnopwug,
xnopoTpuc(TpudeHingocdiH)poain, avrigpuookapboHinTpuc(TpndeHindocdiH)poain,
avrigpugoTpuc(TpudeHrindocdiH)pogin, Ji-u-xnopoteTpakapboHingipoain,
xnopokap0boHinGic(TpudeHindgocdin)ipngin, (n5—neHTameTmnqunoneHTap,ieHin)nmxnopoipm,u,iﬁ
aimepc, Hikenb TeTpakic(TpudeHingocdiH), AikobanbTokTakapOoHin, Ta (ns-
LMKnoneHTagieHin)aikapboHinkobanbT.
[0155]

Mpuknagn niraHay oxonniowTb: YHigeHTaT docdiH niraHan, TUNOBUMU MNPUKNagaMu SKUX €
TpumeTundocdiH, TpueTundocdiH, Tpu-n-nponindocdiH, Tpu-i-nponindocdiH, Tpu-n-6yTrndocdiH,
Tpu-t-6yTnndocdi, TpuuuknorekcundocdiH, TpudeHindocdiH, Ta Tpu(o-tonin)docdiH; GigeHTaTt
docciH  niraHgn, TUNOBMMM  Mpuknagamu  akmx € 1,2-6ic(gudpeningocdino)etaH,  1,3-
bic(audpeHindocdiHo)nponaH, 1,4-6ic(andenindocdiHo)bytaH, Ta 1,2-(aietundocdiHo)etaH; Ta
dochiT niraHan, TUNOBMMU NpuKnagamu akux € TpueTtun docdit, Tpubytnn docdit, TpudeHin
docait, Ta TpM(o-Tonin) docdir.

[0156]

Lia peakuisi MoXxxe BUKOHYBATUCb Y MPUCYTHOCTI OCHOBWU. HeopraHiyHi Ta opraHivyHi oCHOBM BigoMi 3
PiBHA TEXHIKM MOXYTb LUMPOKO BMKOPUCTOBYBATUCH Y SIKOCTi OCHOBM. [1puKnagn HeopraHiyHMX OCHOB
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OXOMMIOKTb MNYXXHI MeTanu (Hanpuknag, HaTpin Ta kanin), bikapboHaTn Ny>XHUX MeTaniB (Hanpuknag,
niTin GikapboHat, HaTpin GikapboHaT, Ta kanin GikapboHaT), riApOoKCMAM NY>KHMX MeTanis (Hanpuknag,
rigpoKcuA niTito, rigpokcmna HaTpito, MiApoKCKA Kanito, Ta rigapoKcua Lesito), Ny>KHUI meTan kapboHaTn
(Hanpuknag, kapboHaT niTito, KapOoHaT HaTpito, kapboHaT Kanilo, Ta kapboHaT Ues3it0), HWKUi
ankoKcuau Ny>XHUX meTanis (Hanpuknag, HaTpill MEeTOKCMA Ta HaTpi eTokcua), Ta rapuan NyXHUX
MeTaniB (Hanpuknag, HaTpin rigpug Ta kanii rigpua). lNpuknagn opraHiYyHMX OCHOB OXOMITHOHOTH
TpuankinamiHum (Hanpuknag, TpUMeTWrnamiH, TpueTunamid, Ta N-eTungiisonponinamiH), nipuagiH,
XiHOMiH, ninepuaiH, imigason, NikoniH, AMMeTUNamMiHoNipuaiH, aumeTunadinid, N-metunmopdonin, 1,5-
nia3abiymknol[4.3.0]HoH-5-eH (DBN), 1,4-pia3abiunkno[2.2.2]oktaH (DABCO), Ta 1,8-
fia3abiumkno[5.4.0lyHoeu-7-eH (DBU). Konu Ui OCHOBM 3HaxoadaTbCs Y PiAKOMY CTaHi, BOHU MOXYTb
TaKoXX BUKOPUCTOBYBATUCH Y SIKOCTi PO3YMHHUKIB. Lli OCHOBM BUKOPUCTOBYIOTLCS OKPEMO abo y CyMmiLli
opHiei abo Ginbwe 3 Hux. KinbkicTb OCHOBM, WO 3a3Bumyan Bukopuctoyetbcd 0.1 - 10 mone,
nepesaxHo 0.1 - 3 MOrnb, MO BiAHOLLIEHHIO A0 1 MOJb CMOMYKK 3aransHoi hopmynm (7).

[0157]

Peakuist MOXe TakoX BUKOHYBATMCb Yy NMPUCYTHOCTI CyMiLLIi OKMCIOBaYa Ta BigHOBMNOBaYa.

[0158]

Mpuknagn okucnoBada OXONMIOKTL OiOKCMA MapraHLo, XpoOMOBa KUCHOoTa, TeTpaaueTaT CBUHLIO,
okcug cpibna, okeua Mmigi, ranoreH kicnota, gumeTun cynbdoken (okcnpauis CBepHa), opraHiyHi
nepokcuamn, Ta kuceHb. Moxe 3aCTOCOBYBATUCh Takui cnocib, sik enekTpogHa okcuaauis.

[0159]

Mpuknagm BigHOBHMKA OXONMNIOKTL BOPOriAPMAHI peareHTn SIK OT HaTpi Goporigpua Ta antoMmiHiIn
riApVAHI peareHTun [k OT MiTin antoMiHin rigpug,.

[0160]

BigHoweHHa mix cnonykoto 3aranbHoi dopmynu (9) Ta cnonykotw 3aranbHoi cdopmynu (4), wo
BMKOPUCTOBYETBCA Yy (QOPMYNi peakuii 3a3Buyayi CTaHOBWUTb NPWHaWMHI 1 MOMb, nepeBaxHo
npunbnuaHo 1 - 5 Monb NonepeaHoi CNOyKU Mo BiAHOLEHHIO A0 1 MONst OCTaHHbLOT CMONYKMU.

[0161]

Peakuis uboro BuHaxogy Moxe OyTu npoBefeHa y aTMocdepi iHepTHOro rasy sik ot as3oT abo
aproH nig atMocepHM TUCKOM abo MoXe MPOBOAMTUCH Nif NiABULLEHUM TUCKOM.

[0162]

Temnepatypa peakuii He Mae ocobnuBuMx obmexeHb. Peakuia 3a3Buya NpoBOAUTLCHA 3
OXOJIOMKEHHSAM, NpY KiIMHaTHIN TemnepaTypi, abo 3 nigirpiBoM. Peakuis nepeBakHO NpoBOANTLCS NpK
TemnepaTypHUX yMOBaXx BKIYaum Temnepartypy Big kimHaTHoi go 100 °C, npotsarom Big 30 xBunuH
0o 30 roguH, nepeBaxHo Big 30 XBUNUH 00 5 roguH.

[0163]

Micna 3aBeplleHHs peakuii, peakuinHUn NpoAyKT MOXe niggaBaTMcb 0Opobui cTaHOapTHUM
cnocobom Ansa ogepxaHHA HeobXiaHOT cnonyku 3aranbHoi opmMynu (2).

[0164]

Mpuknagn nepeBaxHOI CNonyku coni 3aranbHoi popmynu (1) oxonnioTb

dapmMakonoriyHo MPUUHATHI coni, Hanpuknag: coni MeTaniB fK OT COfi NYXHUX MeTanis
(Hanpuknag, HaTpieBa cCinb Ta KanieBa Cinb) Ta CoONi NyXHO3eMenbHUX MeTaniB (Hanpuknag,
KanbLjieBa Ciflb Ta MarHieBa Cifb); aMOHIi€Ba Ciflb; COMi HEOpraHiYHNUX OCHOB SIK OT KapBoHaTn MyXHUX
MeTaniB (Hanpuknag, kapboHaTt niTito, kapboHaT kanito, kapOoHaT HaTpito, Ta kapboHaT Lesito),
OikapboHaTn nyXHUX MeTaniB (Hanpuknag, niTin 6GikapboHaTt, HaTpin OikapboHaT, Ta Kanin
bikapboHaT), Ta rigpokcuau nyXHUX MeTaniB (Hanpuknag, rigpoKCUA niTiko, FigpoKcua HaTpito,
rigpoKCUMA Kanilo, Ta rigpoKCMA Uesilo); COMi OpraHiYyHMX OCHOB K OT TPU-(HWXKYMIA) arnkinamid
(Hanpvknag, TpuMeTunamiH, TpueTunamii, ta N-eTungiizonponinamid), nipuaiH, XiHOMIH, niNnepugiH,
iMmigasorn, nikoniH, guMeTunamMiHonipugiH, gumeTunaninid, N-(Hwk4un) ankin-mopdoniH (Hanpuknag,
N-meTtunmopdoniH), 1,5-giazabiumkno[4.3.0]JHoH-5-eH (DBN), 1,8-giasabiunkno [5.4.0]yHoeu-7-eH
(DBU), Ta 1,4-giazabiumkno [2.2.2] oktaH (DABCO); coni HeopraHi4HMX KMCMOT sIK OT rigpoxnopug,
rigpobpomia, rigpovioama, cynbdart, HiTpaT, Ta docdat; Ta coni opraHiyHUX KUCIOT K OT dhopmar,
aleTaT, nponioHaT, oOKcamnaT, MarnoHaT, CyKuuHat, ¢ymapaTt, Maneart, nakrtaTt, manar, uuTpar,
TapTparT, kapboHaT, nikpaT, MeTaHCcynNbdOHAT, eTaHCynbgoHaT, p-TonyosncynboHaT, Ta rnyramar.

[0165]

BinbLw TOro, cnonyku y popmi conbBaTa (Hanpuknag, rigpat abo eTaHonart) go4aHi 4O BUXIQHOMO
MaTepiany abo HeoOXigHi Cronyku, 3a3Ha4yeHoi y KOXHIM opmyri peakuii TakoX OXOMIHoKTbCA Y
KOXHIiM 3aranbHin goopmyni. MNepeBaxHi NpyMknagun conbBaTiB OXONSOTE rigpaTu.

[0166]

KoxxHa HeobxigHa cnonyka, ogep:kaHa 3riHo 3 KoxkHoto opmyrioto peakuii Moxe OyTn BuaineHa ta
OYULLEHI 3 peakuinHOl CyMmili, Hanpuknag, WSXOM PO3A4iNeHHs, NIiCNA OXOMOLKEHHS, peakuinHOl
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CyMilli Yy CUpPWIA peakuilHWA NPOAYKT LWMASXOM Mpoueayp BiAOKPEeMMEHHs, 9K OT (PinbTpyBaHHS,
KOHLIEHTpaL,ii, Ta eKkCcTpakuii Ta niggaBaHHs CUPOro peakuinHOro NpPoAYyKTY npoueaypam 3BU4arHOro
OUYULLIEHHS, SIK OT KOJIOHKOBa XxpomMatorpacia Ta pekpucTtanisauis.

[0167]

Cronyka, npegcTaBrneHa 3aranbHor omMysoro (1) LbOro BUHAaXo4y TakoX OXOMNSIIE Taki isomepw,
SIK reOMEeTPUYHI i3oMepun, cTepeoizomMmepu, Ta ONTUYHI i3oMepun, 3BUYAHO.

[0168]

PisHOMaHITHi i3omMepn MOXyTb OyTW BUAiINEHi cTaHOAPTHUM CNOCOOOM, BUKOPUCTOBYHOUN PI3HULIKO
y ¢i3MKOXiMiYHMX BNAcTUBOCTAX cepen idomepiB. Hanpuknag, pauemiyHi cnonyku MoxyTb 6yTu
NnepeTBOPEHi Y CTEPUYHO YUCTI i30MEpM LWIMASXOM 3aranibHOro OMTMYHOrO PO3AineHHs [Hanpuknag,
Cnocib, WO OXONnne NEpPeTBOPEHHS Y AiacTepeoi3oMepuyHi coni 3 3aranbHOK ONTUYHO aKTUBHOK
KMCNOTOK (BMHHA KWUCMOTa, i T.4.) Ta HACTYNHUM ONTMYHMM po3aineHHaM]. [iactepeoizomepuyHi
CyMilWi MOXyTb OyTM BiQOKpEMIEHi WSXoM, Hanpuknag, dpakuinHoi Kpuctanisauii  abo
xpomaTorpadii. ONTUYHO aKkTMBHI CMONYKM MOXYTb TakoX OyTW BWIrOTOBMEHI, BUKOPUCTOBYHOYM
BiAMNOBIAHI ONTMYHO aKTUBHI BUXigQHI MaTepianu.

[0169]

Llen BMHaxig TakoX OXONMOE MiYeHi i3oTonamu CroONyKW, SIKi € TaKMMW CaMUMK, SIK CMOSyKa,
npeacTaeneHa 3aranbHoo gomynot (1) 3a BUHATKOM Konv oavH abo Ginblie aTtom(M) 3amileHun
ogHuM abo Ginblie aTomMoM(amu), Lo MalTb BUHATKOBY aTOMHY Maccy abo macoBe uucrno. MNpuknagm
i3oTony, WO MOXYTb OYTU BKIHOYEHI 4O CNOMYKM LUbOro BUHAXo4y OXOMIOITbL BOAEHb, BYrfeLb, a3orT,
KuCeHb, cipka, dbTop, Ta xnop izotonu sik ot “H, °H, *C, *C, PN, *®0, "0, ®F, ta *CI. Ui BuHsTKOBI
MiYeHi i30ToONamu Cnonyky LbOro BUMHAxoAy, Wo MicTUTb Byab-gakun 3 isoToniB Ta/abo iHWwi i3oTonm
iHWWX  aTomiB, Hanpuknag, pagioizoton (Hanpuknag, H Ta 14C)-BKJ'IIO‘-IeHi CMONyKH,
BMKOPUCTOBYIOTLCA Y aHanisi and posnoginy nikie Ta/abo cybctpaTtiB y TkaHuHax. MiveHi TpuTiem
(Hanpuknag, 3H) Ta Byrnelb-14 (Hanpuknag, *C) i30Tonm 0coBnMBO NepeBaxHi 3aBAAKM 3AaTHOCTI ix
Nerkoro ofepXXaHHsa Ta BUSIBNEHHS. binbLl Toro, 3amilleHHs1 6inbLll BaXKKUMK i30TONaMu siK OT BaXKKUW
BoAeHb (Hanpuknag, “H) Moxe AaTu ocobnuBi TepaneBTWYHI NepeBarv,Lo MpUNKCYIOTLCS A0
nigBuLLeHoi meTaboniyHoi cTabinbHOCTi, Hanpuknaad, 30inblweHn nepiod HaniBposnagy in-vivo, abo
CKOpPOYEHi HeoOXxigHi A03u. MiyeHi i3oTonamu CRonykM UbOro BMHAxXo4y MOXyTb OyTvM ogepxaHi
30e06inblIoro  LWNAXOM  3aMillleHHs HEernoMiYeHOro peareHTy Jerko OfEepXyBaHUMKU  MiYEHUMM
i3oTonamu peareHTamu crnocobamm onuMcaHumn y oopmyrnax peakuin Ta/abo npuknagax, HaBegeHnX
HUXYe.

[0170]

dapMaueBTUYHMI npenapart, WO MICTUTb CMOMyKYy LUbOr0 BMHAXOAy Y SIKOCTi aKTUBHOrO
iHrpedieHTy 6yge onmcaHui HUXYe.

[0171]

dapMaueBTUYHMI NpenapaT OAEepXKylTb LUNAXOM HadaHHs Crnonyui LbOro BMHaxo4y 3BUYanHOI
pos3oBaHoi dopMu papmaueBTUYHUX nNpenapaTtiB Ta BUIrOTOBMAKTb LUMNAXOM BUKOPUCTOAHHSA
pPO34MHHUKa Ta/abo HaMOBHIOBaYa, L0 3a3BUY4al BUKOPUCTOBYETLCS, AK OT HAMOBHIOBAYi, PO3YUHHMKN,
3B’A3yBayi, 3MOUYIOYi PeYOBUHU, Ae3iHTerpaTopu, NOBEPXHEBO-AKTMBHI Pe4YOBUHN, 3MalllyBaui, i T. n.

[0172]

Takun chapmaueBTUYHWIA NpenapaTt Moxe 6yTn obpaHuii 3-NOMiXK pPi3HOMaHITHUX bopM BiAMNOBIAHO
00 TepaneBTUYHOI METMU. Ix Tvnosi NPUKNaan OXOMMKTh BKYAOTh TabneTku, Mintosi, NopoLLKu,
piguHW, cycneHsii, eMynbCil, rpaHynu, Kancynu, cyno3uTopii, Ta iH'ekuii (pigMHun, cycneHsii) i Tomy
noaibHi.

[0173]

Ons yTBOpeHHA ¢opmMu Tabnetkm MOXYTb LUMPOKO BMKOPWUCTOBYBATUCb HOCIT BiJOMi 3 piBHA
TexHiku. IX NMprKnagn oxonmoTh: HaMOBHIOBAYi SIK OT NakTo3a, LyKpo3a, XMopua HaTpilo, rniokoaa,
CeYOBUHA, KpoxMarb, kapboHaT KanbLito, KaoniH, Ta KpUcTanivyHa Lenonosa; 38’sa3yBadi, Sk OT BOAa,
€TaHon, NponaHomn, MPOCTUA CUPOM, PO3UYUHU [IIHOKO3WU, PO3YUHW KPOXMAr0, PO3UYMHU KenaTuHy,
kapbokcMMeTuuentonos3a, LwWenak, MeTurnuentonosa, docdart kKanito, Ta MNoniBiHiN niponigoH;
JesiHTerpaTtopu sik OT CYXUM KpoXMmarnb, anbriHaT HaTpilo, MOPOLUOK arapy, MOPOLUOK NamiHapaHy,
OikapboHaT HaTpito, kapboHaT KanbLilo, ecTepu XUPHOI KACIOTK NoNioKkcueTuneHcopbiTaHy, naypun
cynbaTt HaTpilo, MOHOrMMiLepua CTeapuHOBOI KUCMOTW, KpOXmarnb, Ta NakTo3a; pPevYoBUHU, Lo
NMPUrHiYylOTL po3nag, sk OT LyKpo3a, CTeapiH, Macro Kakao, Ta rigporeHoBaHi onii; peydoBuHU, LLO
CNpUAIDTb NOIMMHAHHIO SK OT YeTBEPTUHHA OCHOBA aMOHIl0 Ta HaTpii naypun cynbdar; 3BOSTOXYHYi
3acobwu, Sk OT rniuepvH Ta Kpoxmarb; agcopbeHTu SK OT Kpoxmarb, Nakro3a, kaoniH, OeHTOHIT, Ta
KonoigHa KpeMHieBa KMCMoTa; Ta 3MallyBadi KK OT OYMLLEHWA Tarbk, CTeapaT, MOPOLUOK OOpHOi
KMCNOTW,, Ta NOMieTUNEHTTIKOMb.

[0174]
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Kpim TOro, tabnetkum MOXyTb OyTM NOKPWTI, 3a HeOOXigHOCTI, 3BUYAWHUMMK MOKPMBAOYMMU
MaTepianamn Ons BUrOTOBMEHHs, Hanpuknazg, TabneTtkM 3 nOoKpUTTAM i3 uUykpy, Tabnetku 3
KENaTUHOBUM MOKPUTTSIM, TabneTkm 3 LWMAYHKOBMM MOKPUTTAM, MOKPUTI MniBkok TabneTku, abo
noaginHi abo GaraTtowaposi TabneTku, i T.4.

TabneTku, i T.4.

[0175]

Bigomi 3 piBHA TEXHIKM HOCIT, WO BMKOPUCTOBYIOTLCSA ASI1 YTBOPEHHSA MNiftofib MOXYTb LLUMPOKO
BUKOPVCTOBYBATUCh. IX MPUKNaayM OXOMMIOKTL: HaMoBHIOBAYi SK OT [MIOKO3a, NakTos3a, Kpoxmarib,
Macno Kakao, rigporeHoBaHi pOCIUHHI Onii, kKaoniH, Ta Tanbk; 3B’A3yBadi 9K OT NOPOLUOK rymiapabiky,
NMOPOLLOK TparakaHTy, XenaTuH, Ta eTaHoN; Ta Ae3iHTerpaTopu Sk OT naMiHapaH Ta arap.

[0176]

Bigomi 3 piBHA TexHikM HOCIi, WO BMKOPUCTOBYIOTLCA ONSA YTBOPEHHS CYNMNO3WTOPIIB MOXYTb
LUMPOKO 3aCTOCOBYBATUCH. X NPUKNaaM OXONMOTE NONIETUNEH MMiKOMb, MAcro Kakao, BULLi cnnpTy,
eCTepu BULLIMX CNUPTIB, XXenaTuH, Ta HaNiBCUHTETUYHI rnilepuan.

[0177]

Konwn cnonyka, npeacraBneHa 3aranbHoo omMynoto (1) BUrotoBneHa y BUrnagi iH'ekuini, posyuH,
emynbciro Ta CYCMEH3il0 CTepinisyloTb Ta MNepeBakHO MNeEPEBIPSAOTb Ha NPeaMET i30TOHIYHOCTI 3
KpOB’t0. PO3YMHHMKW, BiJOMI 3 pPiBHSA TEXHIKM, MOXYTb OyTV 3acTOCOBaHi B YTBOPEHHI LIMX PO34MHIB,
eMyrnbCiit abo cycneHsin. Ix npuknaam oxonmniolTb BOAY, €TaHOrM, NPOMNUIEH rMiKorb, eTOKCUITbOBaHWIMA
i30CTeapunoBunini  CNMpT, MNONIOKCUMNBbOBAHUIA i30CTEapuUnoBuiA CNUPT, Ta €CTepu XUPHOI KUCNOTH
noniokcmeTuneH copbitany. Y ubomy Bunagky apmaueBTUYHI npenapatn MOXyTb MICTUTU 3BUYaNHY
Cinb, rnoko3y, abo rmiuepuH y KinbKOCTI NMpMAATHIM ANS NPUroTyBaHHS i30TOHIYHOIO PO3YMHY, Ta
MOXYTb MICTUTW 3BMYaliHI contobinizaTopu, 6ydepHi pedoBuHW, 3acnokinnmei (nonerwytodi) 3acobw, i
T.4., Ta Yy pasi HeobxigHoCTi, 6GapBHMKKW, KOHCEPBAHTW, apomMaTU3aTopu, CMakoBi [0OaBKM,
nigconoaysadi, Ta i T.4., Ta/abo iHwWi nikapceki 3acobu.

[0178]

KinbKicTb CMOMykM LbOro BMHaxody, WO MicTUTbCA y hapmaueBTMYHOMY npenapati He Mae
ocobnuBmMx obmexeHb Ta mMoxe 6yTm obpaHa BigNOBIAHO 3 LWIKMPOKOro Aiano3oHy. Cronyka uboro
BMHAxo4y 3a3Buyai MICTUTbCS Y KiNbKOCTi nepeBaxHO npubnmaHo Big 1 - 70% Barm vy
dapmaLeBTUYHOMY Npenapari.

[0179]

Wnax BBegeHHa bapMaULeBTUYHOrO nMpenapaty 3a [AaHuM BUHAXogOM He Mae
0cobnmBmx obmexeHb. PapmaueBTUYHMIA NpenapaT MoXe BBOAMUTUCH LUMSAXOM, BigNoOBIiOHO A0 Pi3HUX
Ao3yBanbHUX opM, BiKy Ta cTaTi nauieHTa, ymoB xBopobwu, Ta iHwmnx ymoB. Hanpuknag, Tabnetku,
ninioni, pos3ynMHK, CycneHsii, emynbCii, rpaHynM Ta Kancynu BBOAATb OpanbHO. IH’ekuii
BHYTPILUHbOBEHHO BBOASATb OKpeMO abo y CyMilli 3i 3BMYAWHUMM iH'EKUINHUMMK pO3YMHaMK, SK OT
po3uMHM rnoko3nm abo amiHO kucrnotm abo abo, y pasi HeobxigHOCTi, OKpemMo BBOAATb
BHYTPILUHbOM'I30BO,  iHTpagepMarnbHO, MigWwkKipHo abo  BHYTpiWwWHboYepeBHO.  CynoauTtopii
3aCTOCOBYIOTb PEKTalbHO.

[0180]

Ho3syBaHHA dhapmaLeBTUYHOro npenapaty obuparTb BignoBiAHO A0 cnocoby BMKOPUCTAHHS, BiKY
Ta cTaTi naudieHTa, ocobnuBocTen XBopodu, Ta iHWKX yMOB. PapmaueBTUYHUIA NpenapaT 3a3Buyan
BBOASATb OAMH abo Jekinbka pasiB Ha AeHb Ta OeHHa Ao3a cTaHoBuTb npmbnuaHo 0.001 - 100 wr,
nepeBaxxHo NpnbnusHo 0.001 - 50 mr/kr macu Tina.

[0181]

[o3y obumpaloTb B 3aneXHOCTI Bif pi3HMX o6CcTaBuH. Tak, B AesikMX BUNagKax, JOCTAaTHbO MEHLLOI
4031, HiX 3a3HayeHa. B iHWKWx Bunagkax, noTpebyeTbecsa 403a, WO NepeBuLLyE BKa3aHi 3Ha4eHHS.

[0182]

eTepoumkniyHa cnonyka Lboro BUHaxony mMae edekT iHribyBaHHsl 3BOPOTHOIO 3axOnneHHs y 1, 2,
abo 3 MoHoaMmiHax (CepOTOHiH, HopeniHedpiH, Ta gonamiH).

[0183]

leTepoumkniyHa crnonyka UbOrO BMHAXo4y MAE BUHATKOBO CUNbHUA edekT iHribyBaHHS
3aXOMfeHHs y TecTax in-vitro abo ex-vivo Ha Oyab-ski oauH, gBa abo BCi 3 3-X MOHOAMIHIB, Y
NOPIBHSAHHI 3 ICHYIOYMMM CMOMyKamW, L0 MatoTb iHMOYyUy aKTMBHICTb 3aXOMNSIEHHS MOHOAMIHY. BinbLu
TOro, reTepoUMKITivYHa Crnosiyka LubOro BUHaxony MposiBNSAE€ BUHATKOBO CUSbHY aKTUBHICTb Y BUBYEHHI
MO3KOBOro Mikpogiarnisy npotu 36inblieHHs y 6yab-akoMy OQHOMY, OBOX abo BCiX 3 3-X MOHOAMIHIB, Y
NOPIBHSAHHI 3 ICHYIOYMMM CRONYKaMW, WO MatoTb aKTUBHICTb LWOAO 3axXOMNfieHHss MOHOaMIHY.

[0184]

leTepouuksiyHa cnosiyka LbOro BMHaxo4y Mae LUMPOKUIW TepaneBTUYHWUIA CNEKTP, Y NOPIBHSAHHI 3
aHTMgenpecaHTaMu, BiqOMUMM 3 PIBHA TEXHIKK.
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[0185]

eTepouukniyHa crnonyka UbOro BMHAXOAy BUKIUKAE 3HAYHi TepaneBTWMYHI edpeKkTn HaBiTb npu
KOPOTKOYaCHOMY BBELEHHi.

[0186]

eTepouukniyHa cnornyka LUbOro BMHAxXOA4y Mae BUHATKOBY 6io4OCTYMHICTb, cnabky iHridyrouvy
aKTUBHICTb LWOAO MeTabomnivyHMX EeH3UMIB Yy nediHui, Mano nobiyHux edbekTiB, Ta BUHATKOBY
0eaneyHicTb.

[0187]

"eTepouukniyHa cnonyka LibOro BUHaxoay € igeanbHow y TpaHcdepi 40 MO3OKY.

[0188]

leTepoumkniyHa crnonyka LpOro BUHAxXody TakOX Mae MOTYXHY aKTUBHICTb Y TeCTi NPUMycOBOro
nnaBaHHSA MULLEN, O BUKOPUCTOBYETLCS Y CKPiHiHrY aenpecii. binbll Toro, retepouumkniyHa cnonyka
LUbOro BMHAxXody TaKOX Ma€ CWMbHY aKTUBHICTb Y TeCTi NPMMYCOBOro MfaBaHHSA LWypiB, WO
BMKOPUCTOBYETBLCS Y CKpPiHiHIY genpecii. Kpim Toro, retepouukniyHa cnomnyka Lboro BMHaxody TakoX
Ma€ CUIbHY aKTUBHICTb Yy TECTi CMPUYMHEHOI pe3epniHOM rinoTepmil, WO BUKOPUCTOBYETBCA Y
CKpiHiHry genpecii.

[0189]

eTepoumkniyHa cnonyka LbOro BUHaxo4y Mae CUMbHY aKTMBHICTb TECTi 34aTHOCTI XOBaTMW KyIbKK
Moaeni 6eHTeXHOCTi abo CTpecoBOi XBOpOOM MULLEN Ta MoAESi CTPeCY B yMOBax CTpaxy.

[0190]

"eTepoumkniyHa cnonyka Uboro BuHaxoay mMae edexr iHribyBaHHS 3BOPOTHOIO 3axOonneHHs y 1, 2,
abo 3 MoHoOaMmiHiB (CEepOTOHiH, HopeniHedpiH, Ta AonamiH) i ToMmy edekTMBHa Ans niKyBaHHS
Pi3HOMaHITHUX PO3nagiB, MOB'A3AHWUX 3i 3HWXKEHOI HEWpPOTPaHCMICIEd CEepPOTOHIHY, HopeniHedpiHy,
abo gonaminy.

[0191]
Taki po3nagn oxonniwowTb Aenpecito (Hanpuknag: 3HavHi genpecuBHi pos3nagw; GinonspHi |
po3nagw; GinonsipHi Il po3nagw; 3MmiwaHi cTaHW; OUCTUMIYHI po3nagw; WBMAKO3MIHHI BinonsipHi

po3naau; atunoBa Aenpecid; ce3oHHi adbekTMBHI po3naau; nicrnanonoroBa Aenpecid; rinomMmenaHxonis;
PEeKYPEHTHI KOPOTKOYACHI AenpecuBHi po3naan; pesucTeHTHa Aenpecisa/XpoHiyHa aenpecid; noasiiHa
OENpecisi; po3naguM HacTpow, BUKMWKAHI arnkoronem; 3MilaHi OeHTeXHO-AenpecuBHi  po3nagu;
Jenpecia cnpuynHeHa pisHUMU  I3UYHYMKW  3aXBOPIOBAHHAMU, TakMMM SK cuHgpom  KyliuHra,
rinotepios, rinepnapatupeos, xBopoba ApgicoHa, CMHOPOM ameHopei-ranakTtopei, XxBopoba
MapkiHcoHa, xBopoba Anburenmepa, uepebpoBackyndpHa AeMeHilis, iHapKT rofioBHOMO MO3OKY,
KPOBOBUINB rONTOBHOIO MO30KY, CybapaxHoiganbHUA KpOBOBWUMMB, LyKpOBUA fiabeT, BipyCHI iHdekuil,
PO3CISHMI CKMepo3, CMHOPOM XPOHIYHOI CTOMIEHOCTI, XBOPOOWu KOpoHapHOi apTepii, 6inb, Ta pak, i
T.0.; NPeceHinbHa Aenpecida; ceHinbHa Aenpecis; genpecia giten Ta Monoaux nwogeun; genpecid,
CMpUYMHeHa nikaMu, K Hanpuknag iHTepdepoH, i T.4.); 4eNPECMBHUI CTaH, CIPUYMHEHWIA PO3MaaoMm
aganTauii, OeHTeXHiCTb, CnpuuMHeHa po3nagoM aganTauii, OeHTeXHiCTb, Cnpu4MHeHa
Pi3HOMaHITHUMK XBOpobamu [Hanpuknag: HepBOBi po3naau (YLUKOSKEHHAMU rOnoBu, iHdeKUiaMu
rONOBHOr0O MO30KY, Ta YLUKOIKEHHSMW BHYTPILLHLOrO ByXa); cepLeBO-CYAMHHI po3naau (cepuesa
HeJOoCTaTHICTb Ta apuTMif); eHOOKPUHHI po3naau (rinepagpeHaniam Ta rinepTupeos); Ta pecnipaTopHi
po3nagm (actma Ta XpoHidHa oOCTpyKTMBHA xBOpoba nereHb)], 3aranbHi po3nagn 6eHTexHocTi, hobii
(Hanpuknag, aropadobis, couianbHin cTpax, npocTi dobii, couiodobii, couianbHUA BGeHTEXHUN
po3napg, epentpodobii, aHTpodobii, akpodobii, ogoHTOodobii, TpnnaHodobii, cneuundivHi oobii,
npocTi ¢obii, TBapuHHi obii, knaycTpodobii, HikTodobii Ta 6eHTexHi hobii), HaB’A3NMBI MaHiakanbHi
po3nagu, posnagn naHiku, MNOoCTTpaBMaTU4HI CTPECOBi po3nagu, rocTpurh CTPEeCOBUA CUHAOPOM,
iNOXOHAPWYHMI po3nagd, gucouiaTBHa amHesis, po3nagn ocobuCTOCTi YHUKaHS, TiNeCHi AMCMOPMiYdHI
po3nagu, posnagu xapyyBaHHs (Hanpuknag, HepBOBa aHOPEKCIA Ta HepBoBa Oyrnimist), onacucTiCThb,
XiMiYHa 3anexHiCTb (Hanpuknag, 3anexHiCTb Bif arnkoros, KokaiHy, repoiHy, deHobapbdTany,
HIKOTMHY, Ta GeH3ogiaseniniB), 6inb (Hanpuknag, XpoHiyHa 6inb, ncuxoreHHa Ginb, HEBpOMATUYHWUIA
0inb, paHTOMHMIA Binb, NOCTrepneTUyHa HeBpanris, TpaBMaTUYHUIA LiepBiKanbHUA CMHAPOM, Ginb npu
MOLUKOPKEHHAX CMMHHOrO Mo3oky (SCI) 6inb, TpuremiHanbHa HeBpanris, giabetndHa HeBponartis),
gibpomianria (FMS), xBopoba Anburenmepa, po3nagu nam’siti (Hanpuknag, AeMeHUis, poanag
NnopyLleHHs Nam’aTi, Ta BIKOBI KOTHITUBHI 3axBoptoBaHHs (ARCD)), xBopoba lMapkiHcoHa (Hanpwuknag,
HEe MOTOpPHI/ MCUXOTMYHI CMMNTOMMW, QJemeHuis npu xBopobi [lapkiHCOHa, HeWponenTu4HO-
CNpUYNHEHWIA cMHAPOM [lapkiHCOHa, Ta Mi3HS AWCKIHE3iA), CMHOPOM HECMOKIMHUX Hir, eHOOKPUHHI
po3nagu (Hanpwuknag, rinepnponakTuHeMis), Bazocnasm (0cobnueo, y LepebparnbHiin CyauHHI ciTui),
MO304YKOBa aTaKCisl, LUTYHKOBO-KMLLUKOBI po3naan (siki BKIHOYAKTb 3MiHi Y CeKpelii Ta pyxJIMBOCTI),
HeraTuBHI CUHOPOMW LWM30MPEHii, NpegMeHCTpyanbHUA CUHAPOM, CTPEecoBe HeTpUMaHHsS cedi,
cnHgpom  TypeTTta, pos3nagum rinepaktMBHocTi 3  pgedoiuMtom yBarm(ADHD), ayTiam, CUHOPOM
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Acneprepa, po3nagM KOHTPOMIO iMNyNbCiB, TPUXOTUNOMAHIS, KNenToMaHia, po3nagu, noBa3aHi 3
asapTHUMK irpamu, KnacTepHWn FOMNOBHUM Ginb, MirpeHb, XPOHiIYHA MapoKCi3ManbHa remikpaHis,
CUHOPOM XPOHIYHOI CTOMJIEHOCTI, nepefyacHa eskynsuis, 4orfoBida iMNOTeHUis, HapKonencis,
nepBMHHaA TFiNEpPCOMHIs, KaTannekcisa, cuHopoM acdikcii y CHi Ta ronoBHui Oinb (MoB’si3aHi 3
aHrionarieto).

Mpuknagn

[0192]

[ani uen BuHaxig onnCyeTbCs QOKMaAHO 3 nocunaHHam Ha ocunaneHi npuknaawn, MNpuknaan, Ta
dapMakonoriyHi Tectu. XiMiYHi CTPYKTYpU pauemMiyHMX PpeYoBMH Ta ONTMYHO aKTMBHUX (OOPM
3a3HaJeHi, Hanpuknag, K NokasaHo HuxYe.

PauemiyHa pedoBnHa

BioHocHa koHdirypauis

H H CHs
CHs
N
H 1

OnTnyHO akTMBHa hopma
AbBconoTHa KoHdirypauis

HH - CH,
chH3

Ry

[0193]

MocunanbHuin Npuknag, 1

OpepxaHHs unc-3,3-aMMeTunoKTarigpoumnknoneHTanipasuH-2-oH
BimHocHa koH}iryparis

H
S0s
hno
90% aueToH uiaHorigpuH (9.79 g, 104 mmonb) gopgatwTb Ao BogHoro (100 Mn) po3yunH uuc-
umknoneHTaH-1,2-aiaminy (9.88 g, 98.6 Mmonb) Npu KiMHaTHI TeMnepaTypi, Ta CyMill NepemillytoTb 3i
3BOPOTHUM XOMOAWUMBHUKOM MNpOTArom 16 roguH. PO3UYMHHMK BMAAnNsTb 3 peakuinHoi cymiwi nig
3HWKEHUM TUCKOM, i3 HACTYMHOKW a3eoTponield 3 eTaHonoMm. OpepxaHui ocaj OuULLYTb
KOJTOHKOBO Xpomartorpadieto 3 cunikarenem(metuneH xnopua/metaHon=1/10) gns ogep>XaHHs LmcC-
3,3-gumeTunokrarigpounknoneHTanipasunH-2-oHy (5.00 g, 30%) y dopmi Ginoro nopoLuky.
'"H-AMP(CDCIl3)5ppm : 1.20(1 H,brs),1.34(3 H,s),1.39(3 H,s),1.40-2.20(6 H,m),3.50-3.70(2
H,m),5.89(1 H,brs).
[0194]
Cnonykn nocunanbHUx Npuknagis 2 - 12 nokasaHi Hk4ye 6ynv ogepkaHi TakMM CamMUM LLFISIXOM,
Ak i MocunansHWi Npuknag 1 BUKOPUCTOBYOYM BiAMNOBIAHI BUXiOHI MaTepiany.
[0195]
MocunanbHui Npuknag 2
TpaHc-3,3-gMMeTunokTarigpoumnknoneHTanipasnH-2-oH
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BimaocHa koHbiryparmis

H
-
AN ©

'H-AMP(CDCl;)5ppm : 1.26-1.55(9 H,m),1.75-2.00(4 H,m),2.85-3.02(1 H,m),3.05-3.20(1
H,m),6.02(1 H,brs).

[0196]

MocunaneHui npuknag 3

Lnc-3,3-gumeTtunrekcarigpodypo[3,4-b]nipasnH-2-oH

BinnocHa koH}irypamis

H

HN
8

iy o

'H-AMP(CDCI3)3ppm : 1.37(3H,s),1.40(3H,s),1.50-1.85(1H,br),3.73-4.10(6H,m),6.02-6.22(1H,br).
[0197]
MocunanbHui npuknag 4
TpaHc-3,3-gumeTunrekcarigpodypo[3,4-b]nipa3nH-2-oH
BiaHocHa koHirypauis

H

TN
o

Ay ©

lH—FIMP(CDCI3)ESppm : 1.38-1.43 (1H, br), 1.44 (3H, s), 1.47 (3H, s), 3.38-3.52 (1H, m), 3.52-3.65
(8H, m), 4.00-4.14 (2H, m), 6.28-6.45 (1H, br).
[0198]
MocunaneHuin npuknag 5
(4aS,8aS)-3,3-gumeTunokrarigpoxiHokcarniH-2-oH
AbcontoTHa KoHdirypawis

H
o
Gy o

'H-AMP(CDClI3)5ppm : 1.14-1.37 (6H, m), 1.38 (3H, s), 1.42 (3H, s), 1.69 (1H, brs), 1.74-1.84 (2H,
m), 2.57-2.65 (1H, m), 2.96-3.04 (1H, m), 5.61(1H,s)

[0199]

MocunanebHui npuknag 6

(4aR,8aR)-3,3-anmeTunokrarigpoxiHokcaniH-2-0H

AbBcontoTHa KoHirypauis

‘Lf

1H-FIMP(CDCI3)6ppm :1.14-1.37 (6H, m), 1.38 (3H, s), 1.42 (3H, s), 1.63 (1H, brs), 1.73-1.83 (2H,
m), 2.57-2.66 (1H, m), 2.95-3.04 (1H, m), 5.55 (1H,s)

[0200]

MocunaneHuin npuknag 7
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TpaHc-3,3-aieTnnokrarigpoxiHokcaniH-2-oH
BigHocHa koHirypauis

o8
N7 O

'"H-AMP(CDClI3)8ppm : 0.92 (3H, t, J = 7.5 'y), 0.93 (3H ,t, J = 7.3 Tw), 1.13-1.49 (7H, m), 1.60-
1.99 (6H, m), 2.55-2.60 (1H, m), 2.91-3.00 (1H, m), 5.69(1H, brs)

[0201]

MocunaneHui npuknag 8

TpaHc-okTarigpo-1'H-cnipo[unknobyTaH-1,2'-xiHokcaniH]-3'-0H

BigHocHa koHdirypauia

H
Lt
N

'"H-AMP(CDCl3)5ppm : 1.14-1.46 (4H, m), 1.70-2.17 (9H, m), 2.43-2.52 (1H, m), 2.55-2.66 (1H,
m), 2.78-2.88 (1H, m), 2.97-3.06 (1H, m), 5.65 (1H, brs)

[0202]

MocunanbHui npuknag 9

Unc-okTarigpo-1'H-cnipo[unknobyTan-1,2'-xiHokcaniH]-3'-oH

BigHocHa koHirypauis

H
o6
hyo

'"H-AMP(CDCI3)8ppm : 1.1-1.3 (1H, m ), 1.35-2.15 ( 12H, m ), 2.5-2.6 (1H, m ), 2.75-2.85 ( 1H, m
), 3.15-3.3 (2H, m ), 5.65( 1H, br).

[0203]

MocunaneHui npuknag 10

TpaHc-okTarigpo-1'H-cnipo[uuknorekcaH-1,2'-xiHokcarniH]-3'-oH

BinHocHa koHdirypauis

H H

T,

HH ©
1H-FIMP(CDCI;;)éppm :1.18-1.88 (18H, m), 2.03-2.13 (1H, m), 2.47-2.58 (1H, m), 2.92-3.00 (1H,
m), 5.59 (1H, s)
[0204]
MocunanbHui npuknag 11

Lnc-3,3-gumetnngekarigpoumknorentanipasnH-2-oH
BiaoHocHa koHdirypauis

H
CHiNi
byo
'H-AMP(CDCl5)8ppm : 1.12-2.00 (16 H, m), 2.03-2.20 (1H, m), 3.35-3.55 (2H, m ), 5.88 (1H, brs).

[0205]
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MocunanbHun npuknag 12
TpaHc-3,3-gumeTungekarigpoumknorentanipasnH-2-oH
BigHocHa koHgirypauis

H
Ot
AN o

'"H-AMP(CDClI3)dppm : 1.35 (3H, s), 1.39 (3H, s), 1.42-1.90 (11H, m), 2.73-2.85 (1H, m), 3.13-
3.26 (1H, m), 5.51 (1H, brs).

[0206]

MocunaneHnn npuknag 13

OpepxaHHa uunc-4,4-gumeTtunokTarigpoumknoneHtalb][1,4]aiaseniH-2-oH

BigHocHa koHdirypauis

H H 0

Tonyon (200 mn) cycneHsia umc-uuknoneHTtaH-1,2-giaminy (19.7 g, 197 mmonb) 1a 3-metun-2-
OyTeHoBoi kucnotu (19.7 g, 197 MMonb) nepeMiwyoTb 3i 3BOPOTHMM XONOAMIBHUKOM NpOTArom 24
roouH y aseoTponiyHMX YyMoOBax BUKopucToBytoun anapat [HiHa-Ctapka. PeakuiiHy cymil
OXONOAXKYIOTb [0 KiMHaTHOI TemnepaTtypu Ta MOTIM KOHUEHTPYHTb Mif 3HWKEHWUM TUCKOM, Ta
ofepxaHi kpuctanu 36upatTb QinbTpyBaHHsaM. OgepkaHi KpcTanu npommBatoTb edipomM Ta MNoTiM
cywaTb Ana oepxaHHs uuc-4,4-gumeTunoktarigpounknonentalbl[1,4]aiaseniH-2-oHy (8.60 g, 24%) y
dopMi CBITNIO KOPUYHEBOIO MOPOLLIKA.

'"H-AMP(CDCl3)5ppm : 1.10-1.56 (10 H, m), 1.65-1.80 (1 H, m), 2.02-2.30 (3 H, m), 2.60(1 H, d, J
=12.8u), 3.18-3.37 (1 H, m), 3.68-3.85 (1 H, m), 5.73(1H,brs).

[0207]

Cronykn nocunanbHux npuknagis 14 ta 15 3asHayeHi Hwxye Gynu ogepxaHi Takum camum
wnaxom, 9k i MNocunansHuin npuknag 13 BUKOPMCTOBYIOYM BiANOBIAHI BUXigHI MaTepianu.

[0208]

MocunaneHui npuknag 14

(5aS,9aS)-4,4-gpumeTtnngekarigpo[b][1,4]aiazeniH-2-oH
AbcontoTHa KoHirypauis

yH

S

5N

1H—SZIMP(CDCI?,)éppm : 1.00-1.45 (11H, m), 1.63-1.83 (3H, m), 1.83-2.00 (1H, m), 2.31-2.43 (1H,
m), 2.65-2.81 (2H, m), 3.00-3.16 (1H, m), 5.54-5.90 (1H, br).

[0209]

MocvnaneHui npuknag 15

(5aR,9aR)-4,4-gpumeTtunaekarigpo[b][1,4]aiaseniH-2-oH

AbcorntoTHa KoHirypauis

H
N

N
H O

'H-AMP(CDCl5)8ppm : 1.02-1.36 (11H, m), 1.64-1.83 (3H, m), 1.83-1.97 (1H, m), 2.37 (1H, dd, J
=2.4,13.9Ty), 2.66-2.81 (2H, m), 3.01-3.15 (1H, m), 5.75-5.92 (1H, brs).
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[0210]

MocunaneHun npuknag 16

OpepxaHHs unc-2,2-gumeTtunokTarigpo-1H-uuknonenTalblnipasunH
BigHocHa koHirypauis

H
HI N
Jlitin antominin rigpma (541 mr, 14.3 mmonb) gogatoTe Ao 6essogHoro giokcaHosoro (40 mn)
pPO3uMHy  uuMc-3,3-aumeTunokTarigpoumknonenTanipasmH-2-ony  (2.00 g, 11.9 wmmonb) 3
nepemillyBaHHAM NPU KiMHATHIW TemnepaTypi, Ta CyMill MOCTYNOBO HarpiBaioTb Ta NepemillyloTb
npoTtaroM 10 XBWIWH 3i 3BOPOTHMM XONOAUNBHUKOM. PeakuiiHy CyMmill OXOnomKyloTb OO0 KpuXaHol
Temnepatypu. lMoTiMm Tyau gogatoTb HaTpin cynbdat gekarigpat Manumm nopuisMm AOKU HE MOYHe
BUAOINATUCL ra3 BoAH0. MoTiM, cymiwl nepemilytoTb NpU KiMHATHIN TemnepaTypi NPOTAroMm 1 roguHu.
HeposunHHy pevoBMHY QinbTpyloTb Yepes3 ueniT, Ta inbTpaT KoHUeHTpyoTb. OpgepxaHun ocap
OYMLLYIOTb OCHOBHOI KOMOHKOBOK Xpomatorpadieto 3 cunikarenem (etun auetat/rekcad=1/10) gns
ofepXaHHA uuc-2,2-aumeTtunokTarigpo-1H-unknonentalblnipasvH (1.67 g, 91%) y dopmi 6nigo
XKOBTOT Onii.
'H-AMP(CDCI3)5ppm :1.04 (3 H, s), 1.16 (3 H, s), 1.28-2.02 (8 H, m), 2.37 (1 H, d, J = 12.9 Tw),
270 (1 H,d,Jd=12.9Tu), 3.00-3.15 (1 H, m), 3.15-3.32 (1 H, m).
[0211]
Cronykn nocunanbHux npuknagis 17 - 34 3a3HayeHi Hwk4e Oynu ogepxaHi Takum camum
wnaxom, K i NMocnnaneHmn npuknag 16 BUKOPMCTOBYHOYU BiANOBIOHI BUXigHI MaTepianu.
[0212]
MocvnaneHui npuknag 17

TpaHc-2,2-gumeTunokTarigpo-1H-umknoneHtalb]nipasuH
BinaocHa koHbiryparis

.

:
'H-AMP(CDCl5)8ppm : 1.08 (3H, s), 1.19-1.92 (11H, m), 2.15-2.30 (1H, m), 2.55-2.74 (2H, m),
2.77 (1H, d, J = 12.2 'y).
[0213]

MocvnaneHui npuknag 18
Lnc-2,2-gumeTtungexkarigpoumnknoneHtalb][1,4]aiasenin
BiaHocHa koHdirypauis

yH

: IN
H Y
1H—SZIMP(CDCI3)6ppm :1.11 (3H, s), 1.14 (3H, s), 1.15-1.45 (6H, m), 1.55-1.67 (1H, m), 1.67-1.77

(1H, m), 1.97-2.12 (2H, m), 2.68-2.80 (1H, m), 2.98-3.11 (2H, m), 3.16-3.28 (1H, m).
[0214]
MocunaneHui npuknag 19
Unc-2,2-gumeTtunokrarigpodypo[3,4-blnipasunH
BigHocHa koHirypauis

H

HN
o]

A
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'H-AMP(CDCI3)3ppm : 1.08 (3H, s), 1.18 (3H, s), 1.40-1.80 (2H, br), 2.41(1H, d, J = 13.2 T'y), 2.69
(1H, d, d =13.2"y), 3.33-3.43 (1H, m), 3.43-3.55 (1H, m), 3.63-3.72 (1H, m), 3.75-3.96 (3H, m).
[0215]
MocunaneHui npuknag 20
TpaHc-2,2-gumeTunokTarigpodypo[3,4-bJnipasuH
BigHocHa koHirypauis

H

TN
o

=N

H

'H-AMP(CDCl3)dppm : 1.13 (3H, s), 1.30 (3H, s), 1.44-1.65 (2H, m), 2.64-2.78 (2H, m), 2.83 (1H,
d,J=12.2Twy), 3.11-3.22 (1H, m), 3.46 (1H, dd, J = 7.3, 10.5u), 3.55 (1H, dd, J = 7.4, 10.5 "), 3.94
(1H,t,J=7.1Tu),4.00 (1H, t,J =7.2 Tw).

[0216]

MocunanbHun Npuknag 21

Unc-2,2-gumeTtungekarigpo-1H-6eH3o[b][1,4]aiaseniH

BigHocHa koHdirypauis

Illn

H
HN

],

HH

'H-AMP(CDCl;)5ppm : 1.08 (3H, s), 1.13 (3H, s), 1.18-1.84 (12H, m), 2.65-2.93 (3H, m), 3.14-
3.22 (1H, m).
[0217]
MocunanbHu npuknag 22
(5aS,9aS)-2,2-gumeTtungekarigpo-1H-6eH3o[b][1,4]aiazeniH
AbcontoTHa KoHirypauis

H
N

a3l

Al

1H—FIMP(CDCIQ,)éppm : 1.00-1.35 (11H, m), 1.50-1.85 (7H, m), 2.20-2.31 (1H, m), 2.31-2.43
(1H,m), 2.79-2.90 (1H, m), 2.90-3.04 (1H, m).
[0218]
MocunanbHu npuknag 23
(5aR,9aR)-2,2-gumeTtungekarigpo-1H-6eH30o[b][1,4]aiaseniH
AbBcontoTHa KoHdirypauis

H
HN

iy

HH

lH-FIMP(CDCI3)6ppm : 1.00-1.35 (11H, m), 1.50-1.85 (7H, m), 2.20-2.31 (1H, m), 2.31-2.43 (1H,
m), 2.79-2.90 (1H, m), 2.90-3.04 (1H, m).

[0219]

MocunaneHui npuknag 24

Lnc-2,2-gumetnngekarigpoxiHokcanin
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BioHocHa koHdirypauis
H
CHiNJ
H
1H-FIMP(CDCI3)6ppm : 1.06 (3H, s), 1.19 (3H, s), 1.20-1.40 (5H, m), 1.53-1.60 (3H, m), 1.70-1.77
(1H, m), 1.92-2.15 (1H, m), 2.36 (1H, d, J = 12.7 Tu), 2.66-2.72 (1H, m), 2.72 (1H, d, J = 12.7 Tw),
3.16-3.28 (1H, m).
[0220]
MocunaneHun npuknag 25

TpaHc-2,2-gumeTungekarigpoxiHokcanin
BigHocHa koHgirypauis

H
LY

lH—FIMP(CDCI3)6ppm :1.05 (3H, s), 1.08-1.74 (10H, m), 1.23 (3H, s), 2.02-2.12 (1H, m), 2.40-
2.50 (1H, m), 2.60 (1H,d, J =12.1Twu), 2.73 (1H, d, J = 12.1 Tw).

[0221]

MocvnanebHui npuknag 26

(4aS,8aS)-2,2-gumeTungexarigpoxiHokcanin

AbcorntoTHa KoHirypawis

@Ef

lH—FIMP(CDCI3)63ppm :1.01-1.43 (6H, m), 1.05 (3H, s), 1.23 (3H, s), 1.58-1.63 (1H, m), 1.68-1.74
(3H, m), 2.03-2.19 (1H, m), 2.40-2.49 (1H, m), 2.60 (1H, d, J =12.1Tw), 2.73 (1H, d, J = 12.1 T'w).

[0222]

MocunaneHui npuknag 27

(4aR,8aR)-2,2-gumeTnngekarigpoxiHokcarniH

AbcontoTHa KoHirypauis

Qf

lH-FIMP(CDCI3)6ppm : 1.05 (3H, s), 1.09-1.56 (6H, m), 1.23 (3H, s), 1.58-1.63 (1H, m), 1.66-1.75
(3H, m), 2.03-2.12 (1H, m), 2.41-2.50 (1H, m), 2.61 (1H, d, J =12.1Tw), 2.75 (1H, d, J = 12.1 T'w).
[0223]
MocnnanebHui npuknag 28
TpaHc-2,2-pieTnngekarigpoxiHokcaniH
BigHocHa koHdirypauis

H

N N“ ; /
\A/;N
H H

'H-AMP(CDCl5)8ppm : 0.79 (3H, t, J = 7.5 T'y), 0.81 (3H, t, J = 7.5 '), 0.86-1.02 (1H, m), 1.08-
1.40 (8H, m), 1.47-1.60 (2H, m), 1.67-1.87 (3H, m), 2.06-2.15 (1H, m), 2.33-2.42 (1H, m), 2.57 (1H, d,
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J=12.1Tu), 2.81 (1H,d,J=12.1Tw).
[0224]
MocunaneHu npuknag 29
TpaHc-okTarigpo-1'H-cnipo[umknobyTan-1,2'-xiHokcaniH]
BigHocHa koHirypauis

HH
CL-
A

MsS(M+1) 181

[0225]

MocunaneHui npuknag 30
Linc-okTarigpo-1'H-cnipo[umknobytaH-1,2'-xiHokcaniH]
BigHocHa koHdirypauis

H
o
MS(M-+1) 181

[0226]

MocnnanbHui npuknag 31
TpaHc-okTarigpo-1'H-cnipo[umknoneHTtaH-1,2'-xiHokcaniH]
BinHocHa koHdirypauis

SOE

= N
A R

'"H-AMP(CDClI3)5ppm : 1.10-1.97 (18H, m), 2.10-2.21 (1H, m), 2.29-2.38 (1H, m), 2.71 (1H, d, J =
12.2Tw), 2.76 (1H, d, J =12.2 Tw).

[0227]

MocunanbHui npuknag 32

TpaHc-okTarigpo-1'H-cnipo[uuknorekcaH-1,2'-xiHokcariH]

BiaHocHa koHgirypauis

1H-FIMP(CDCI3)6ppm :1.12-1.76 (20H, m), 2.12-2.20 (1H, m), 2.44-2.53 (1H, m), 2.55 (1H, d, J =
12.2Tu), 2.98 (1H, d, J =12.2 ).

[0228]

MocunanbHu npuknag 33

Uunc-2,2-gumetnngekarigpo-1H-umknorentalb]nipasuH

35



10

15

20

25

30

UA 111950 C2

BigHocHa koHirypauis
H
CHiNJ

H ]

lH—FIMP(CDCIg,)éppm : 1.00-2.02 (18H, m), 2.42 (1H, d, J = 124 Tu), 2.58 (1H, d, J = 124 Tw),
2.75-2.86 (1H, m), 3.13-3.25 (1H, m).

[0229]
MocunaneHui npuknag 34

TpaHc-2,2-gumetungekarigpo-1H-umknorentalb]nipasuH
BigHocHa koHgirypauis

Uf

'H-AMP(CDCI3)3ppm : 1.05 (3H, s), 1.21 (3H, s), 1.23-1.80 (12H, m), 2.09-2.20 (1H, m), 2.46-
2.60 (2H, m), 2.68 (1H, d, J =11.8 I').

[0230]

MocunaneHuin npuknag 35

OpepxaHHhs of (2RS,4aSR,8aSR)-2-eTunaekarigpoxiHokcaniH

BigaocHa koHbiryparis

H H
: f Nj\

SN

H H

Ouxnopo(neHtameTunuumknonenTagieHin)ipugin (1) aimep (70 mr, 0.090 mmonb) Ta HaTtpiv
bikapboHaTt (73 wmr, 0.87 mmonb) gogatoTe A0 BOAHOrO (20 Mn) poO3vMHY TpaHC-LMKIorekcaH-1,2-
diaminy (2.00 g, 17.5 mmonb) Ta (+)-1,2-6ytangion (1.69 mL, 18.4 mmonb) 3 nepemillyBaHHAM MNpu
KiMHaTHIN TemnepaTypi. [erasauid Ta 3aMilleHHs aproHy MoBTOPKOOTb 3 pa3u, Ta MOTIM CyMil
nepemillytoTb NPOTAroM 24 rouH 3i 3BOPOTHUM XOJOAMUMbHUKOM. PeakLiiHy CyMmill KOHLEHTPYIOTb Mig
3HWKEeHUM Tuckom. OpepxaHun ocag OuYULLYIOTb OCHOBHOK KOJFTOHKOBOHO xpomaTorpacblero 3
cunikarenem (meTunneH xnopua/meTtaHon) ans OAEpPXKaHHSA (2R 4aS*,8aS*)-2-
eTmnp,eKanp,poxmomaan (2.03 g, Buxia: 69%) y popmi xoBTOI TBEPAOT PEYOBUHMU.

'H- -AMP(CDCI3)éppm : 0.92 (3H, t, d = 7.5 'u), 1.10-1.60 (7H, m), 1.64-1.83 (5H, m), 2.16-2.31
(2H, m), 2.44 (1H, dd, J = 11.5, 10.4 T'w), 2.58-2.67 (1H, m), 3.02 (1H, dd, J = 11.5, 2.7 T'w).

[0231]

MocunaneHuin npuknag 36

OpepxaHHs (4aS,8aS)-1-6eH3nngekarigpoxiHokcarniHy

AbBconoTHa KoHdirypauis

@tj

BeHsanbgerig (3.05 mL, 30.0 mmonb) popatoTb Ao MetaHony (300 mn) posumH (1S,2S)-
umknorekcaH-1,2-giamiHy (3.43 g, 30.0 MMonb) 3 nepemillyBaHHSAM MpuU KiMHaTHIA Temnepartypi, Ta
CyMiLL NepemiLllyoTb NPOTArOM HOYI MpuY Taki camin Temnepartypi. PeakuiiHy cymill oXonoaxyTb 40
0 °C. Bboporigpug Hatpito (2.27 g, 60.0 mmonb) gofaTb TakoX, Ta Cymiw nepemiwyoTs npu 0 °C
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npotsarom 2 roavH. [lo peakuinHoi cymiwi, gogaote Boay (30 Mn), Ta NpoAyKT eKkcTparyTb ABiYi 3
meTuneH xnopugom (50 mn). OpraHiyHi wapyn KoMBiHYIOTb Ta cywaTb Had MarHii cynbgatom, Ta
PO3YMHHUK MOTIM BMOANSATb AUCTUNALIEID Mig 3HWXKEHUM TuckoM. OgepxaHui ocag OuULLYIOTb
OCHOBHOIO KOJIOHKOBOK XpomaTtorpacdpieto 3 cwnikarenem (etun auetaTt/rekcaH) Ans OJepKaHHS
(1S,2S)-N-6eHaunuuknorekcaH-1,2-giamiHy (cas no. 207450-11-1) (2.95 g, Buxia: 48%) y copmi 6nigo
XOBTOT Onii.

[0232]

Opepxanun (1S,2S)-N-6eH3unuumknorekcan-1,2-giamiH (2.90 g, 14.2 MMOnb) PO34YUHIOOTL Y
MeTuneH xnopuai (284 nL). o posuvHy, gogatotb 60% rigpugy HaTtpito (1.99 g, 49.7 mmonb) npu
TeMnepaTypi KpUroyTBOPEHHSs Ta nepemiwyBaHHi y aTtmocdepi asoty. [licna 5 xBunuH, (2-
OpomoeTun)audeHincynbgoHin TpudtopomeTtaHcynbgoHat (6.92 g, 15.6 mmons) gogawTb A0
PeakuinHoi cymiwi npn TemnepaTypi KpUroyTBOPEHHsI Ta MepeMillyBaHHi, Ta CyMill NepemillyoTb
NPOTAroM HOYi Npu KiMHaTHIN TemnepaTypi. [Jo PeakuinHoi cymiwi, a Hacu4eHurn BOAHWUIA PO3YMH
aMOHi xnopuay 0o4aloTb MO KpannvHax Manumu nopuisiMm, Ta NpPoAyKT NoTiM eKCcTparylTb ABidi 3
mMeTuneH xnopvgom (100 m). OpraHiyHi Wwapu KomOiHyOTE Ta cywaTb Hafg cynbdaTom MarHito, Ta
PO3YMHHUK MOTIM BMOANATb AUCTUNSALIEID Mg 3HWKEHUM TuckoMm. OgepxkaHunii ocag ounyoTe NH-
KONMOHKOBOK Xxpomartorpadieto 3 cunikarenem (etun aueTtat/rekcaH) ons ogepxaHHsa (4as,8aS)-1-
OeH3nnaekarigpoxiHokcaniH (2.28 g, 70%) y bopmi TBEpAOi CBITNO KOPUYHEBOI PEHOBUHM.

'H-AMP(CDCI3)5ppm : 1.05-1.4 (4H, m ), 1.50 (1H, br), 1.6-1.9 (4H, m ), 2.05-2.2 (1H, m ), 2.2-
23(1H,m), 2.4-25(1H, m), 2.65-2.75 (1H, m), 2.8-2.95 (2H, m ), 3.14 (1H, d, J = 13.4Hz), 4.11
(1H,d,J=13.4Hz), 7.15-7.4 (5H, m).

[0233]

Cronykn nocunanbHux npuknagis 37 - 39 3a3HayeHi Hwk4e Oynu ogepxaHi Takum camMum
Lwnaxom, Sk i NMocnnaneHun npuknag 36 BUKOPMUCTOBYHOYM BiAMNOBIAHI BUXiAHI MaTepianu.

[0234]

MocunaneHu npuknag 37

(4aS,8aS)-1-6eH3nngekarigpoxiHokcarniH

AbcontoTHa kKoHirypauis

'"H-AMP(CDClI3)5ppm : 1.05-1.4 (4H, m ), 1.50 ( 1H, br), 1.6-1.9 (4H, m ), 2.05-2.2 (1H, m), 2.2-
23(1H,m), 2.4-25(1H, m), 2.65-2.75 (1H, m), 2.8-2.95 (2H, m ), 3.13 (1H, d, J = 13.4Hz ), 4.11
(1H,d,J=13.4Hz), 7.15-7.4 (5H, m).

[0235]

MocunanbHu npuknag 38

TpeT-6yTnn ectep UMc-AekarigpoxiHokcaniH-1-kapboKCUNbHOT KMCNOTH

BigHocHa koHirypauis

ST
N

'H-AMP(CDCl3)5ppm : 1.05-1.15 ( 1H, m ), 1.2-1.75 ( 19H, m ), 1.75-1.85 ( 1H, m ), 1.85-2.2 ( 1H,
m), 3.70 (1H, br), 4.83( 1H, br).

[0236]

MocunaneHui npuknag 39

Linc-1-6eH3nnpgekarigpoxiHokcaniH
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BigHocHa koHirypauis

H
I
N

H H

lH—FIMP(CDCIg,)Bppm :1.0-2.0 (10H, m), 2.2-2.4 (1H, m ), 2.45-2.7 (2H, m ), 2.75-3.1 ( 2H, m),
3.63 (2H, br), 7.05-7.45 (5H, m).

[0237]
MocunaneHun npuknag 40

OpepxaHHs (4aR,8aS)-2,2-aumeTnngekarigpoxiHokcarniHy
AbcorntoTHa KoHirypauis

H
i
AN
[0238]

MocunanbHuin Npuknag 41
(4aS,8aR)-2,2-gumeTungekarigpoxiHokcanin
AbcontoTHa kKoHiIrypauis

£

MoHorigparT (-)-aibeH3oin-L-suHHoi kncnotu (13.8 g, 36.7 mmone) y etaHoni (140 mn) gogatoTb Ao
etaHony (140 wmn) po3uuH uwuc-2,2-gumeTungekarigpoxiHokcaniHy (13.7 g, 81.4 wmmonb) 3
nepemilyBaHHAM MpuU KiIMHaTHIN TemnepaTtypi. PeakuinHy cymiw nepemiwyiote npotarom 30 XBUAWH
3i 3BOPOTHMM XONOOUIIBHMKOM Ta OXOMOMAXYKTb A0 KiMHATHOI TemnepaTtypu, Ta ogepxaHi 6ini
KpucTanu noTiM 36upatoTb WnaxoMm ineTpyBaHHs. OgepxaHi Kpuctany npoMmuBaroTe etaHonom (20
MIT) Ta MOTIM cyllaTb ANA odepaHHA 6inoi TBepaoi peyoBuHn <1> (13.1 g). PinbTpaT Ta piguHa,
ofepxaHa nicnsg oJdepXaHHA TBepAoi pPevYOBUHU <1> KOHUEHTPYTb MNid 3HMKEHUM TUCKOM.
OpepxaHun ocap posyunHioTb y etaHoni (100 mn). Jo posuunHy, etaHonosui (130 Mn) po3yuH (+)-
AibeH3o0in-D-BuHHOT kucnotn (13.1 g, 36.6 mmonb) gopalTb 3 NepemilllyBaHHAM MPU KiMHATHINA
TemnepaTypi, Ta ogepXaHi Kpuctanu 3dupatoTb QinbTpyBaHHAM. OgepxaHi Kpuctanu npomMuBarTb
eTtaHornom (20 mn) Ta NOTiM cywaTtb ANa oAepxaHHa 6nigo KopuMyHeBOI TBepOoi pevyoBuHM <2> (16.6

a)

I

Tn

[0239]

MeTtaHnon (130 mn)/BogHa (10 mn) cycneHsist TBepaoi pevyoBuHn <1> nepemiwytoTb npotarom 30
XBUMWH 3i 3BOPOTHWMM XxonogwnbHuWkoMm. [1oTim, PeakuinHy cymiw OXONOAXylTb A0 KiMHaTHOI
TemMnepaTtypu, Ta odepXaHi kpuctanu 36upatoTb inbTpyBaHHAM. OfepxaHi KpucTanu npoMmBaroTb
MeTaHonom (10 mn) Ta noTiM cywartb Ans ofepxaHHA (4aR,8aS)-2,2-aumeTungekariapoxiHokcaniu
fibeHsoin-L-taptpat (11.4 g, 21.6 mmonb) y TBepadin c¢opmi 6Ginoro konbopy (abcontoTHy
KOHdpirypadito umc-2.2-gumeTnngekarigpoxiHokcaniHy BM3HaYalTb LLASAXOM pPEHTreHo
KpucTtanorpadiyHoro aHanidy 6inoi TBepgoi peyoBuHW). TBepay pPeqoBUHY po3uvHioTs Yy 1 N
BOAHOMY TiAPOKCUAHO HaTpieBOMY po3yuHi (44 Mn), Ta NpoayKT Tpudi ekcTparytoTb 3 ecpipom (100 mn)
Ta Tpuui 3 metuneH xnopugom (100 mn). EkcTparoBaHi opraHivHi wapu KomGiHyTb, CyllaTb Hapg
cynbcaToM MarHito, Ta NOTIM KOHLEHTPYKOTb Mif 3HWKEHMM TUCKOM ANs oAepXxaHHsi (4aR,8aS)-2,2-
avmMeTungekarigpoxiHokcaniH (3.44 g, Buxig: 25%) y TBepgin dpopmi 6inoro koneopy.

'"H-AMP (CDCl3) 8ppm : 1.06 (3H, s ), 1.20 (3H, s ), 1.2-1.4 (4H, m ), 1.45-1.95 ( 5H, m ), 1.95-
2.15(1H, m), 2.36 (1H,d, J=12.7Hz), 2.65-2.75 (2H, m ), 3.15-3.25 (1H, m ).
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[0240]

MeTtaHon (130 mn)/BogHa (10 mn) cycneHsis TBepaol peyvyoBMHM <2> nepemiyioTb npotarom 1
rogvHn 3i 3BOPOTHUM XOnoAwSbHUKOM. [1oTiM, PeakuinHy cymiwl OXOnoaxylTb A0 KiMHATHOI
TemnepaTypu, Ta ogepxaHi kpuctanu 36upatoTb ineTpyBaHHAM. OgepKaHi kpuctanyi NnpomMuBaloTb 3
MeTaHonom (10 mn) Ta noTim cywaTtb Ans ogepxaHHa (4aS,8aR)-2,2-gumeTunaekarigpoxiHokcaniH
pibeH3oin-D-tapTtpaTy (16.0 g, 30.4 mMonb) y TBepain dopmi binoro konbopy. TBepay pPeqOBUHY
po3unHioloTe y 1 N BOAHOMY TigpoOKCUA HATpieBOMY po34uHi (65 Mn), Ta MpoOyKT ekcTparywTb 3
MeTuneH xnopugom (100 wmn) Tpudi. EkcTparoBaHi opraHivHi Wwapu KOMOIHYHOTb, CcywaTb Hag
cynbaTtoM MarHito, Ta NOTIM KOHLEHTPYIOTb MNif 3HWKEHUM TUCKOM ANg ofAepxaHHs (4aS,8aR)-2,2-
anveTungekarigpoxiHokcaniH (4.63 g, Buxia: 34%) y chopmi TBEpAOI CBITNO KOPUYHEBOT PEHOBUHMN.

'H-AMP(CDCl3)8ppm : 1.06 (3H, s ), 1.19 ( 3H, s ), 1.2-1.45 ( 5H, m ), 1.45-1.65 ( 3H, m ), 1.65-
1.8(1H, m), 1.95-2.15(1H, m), 2.36 (1H,d, J=12.7Hz), 2.6-2.8 (2H, m ), 3.15-3.25 (1H, m).

[0241]

Cnonykn nocunanbHuX npuknagis 42 - 45 3a3HayeHi Hwkde Oynu ogepxaHi TakuMm camum
wnaxom, K i NocunansHi npuknagn 40 Ta 41 BUKOPUCTOBYOYM BigNOBIAHI BUXiOQHI MaTepianu.

[0242]

MocunaneHu npuknag 42

(4a'R,8a'S)-okTrarigpo-1'H-cnipo[unknobyTaH-1,2'-xiHoKcaniH]

AbcontoTHa KoHirypauis

H
@HEH
H

MS(M+1) 181

'H-ampP (CDCl3) dppm : 1.20-2.20 (16H, m), 2.69 (1H, d, J = 12.4 Tu), 2.72-2.82 (1H, m), 2.87-
3.02 (2H, m).

[0243]
MocunaneHui npuknag 43

(4a's,8a'R)-okTarigpo-1'H-cnipo[umknobyTaH-1,2'-xiHokcaniH]
AbcontoTHa KoHirypauis

H
NJD
AN
MS(M-+1) 181
'H-AMP (CDCl5) dppm : 1.20-2.20 (16H, m), 2.68 (1H, d, J = 12.5 I'y), 2.72-2.82 (1H, m), 2.87-
3.02 (2H, m).
[0244]

MocunansHun npuknag 44
(4aR,8aS)-1-6eH3nngekarigpoxiHokcaniH

AbcorntoTHa KoHirypauis

N]
H B
'H-AMP(CDCl3)3ppm : 1.0-1.25 ( 1H, m ), 1.25-1.65 ( 5H, m ), 1.65-2.05 ( 3H, m ), 2.2-2.4 (1H, m
), 2.45-2.7 (2H, m ), 2.75-3.1 (3H, m ), 3.63 ( 2H, br ), 7.15-7.4 (5H, m ).
[0245]

MocunaneHui npuknag 45
(4aS,8aR)-1-6eH3unaekarigpoxiHokcaniH
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AbcontoTHa kKoHirypauis

1H-FIMP(CDCI3)6ppm :1.05-1.25 ( 1H, m ), 1.25-1.65 ( 5H, m ), 1.65-2.05 ( 3H, m ), 2.2-2.4 ( 1H,
m), 2.5-2.7 (2H, m), 2.75-3.1 (3H, m ), 3.63 ( 2H, br), 7.15-7.4 (5H, m).

[0246]

MocunaneHui npuknag 46

OpepxaHHga (TpaHc-3-oKcoaekariapoxiHokcaniH-1-im)ouToBa Knucnota eTun ectep

BiaHocHa koHirypauis

0
e

CH

HHko 3

-

TpaHc-umknorekcan-1,2-giamiH (3.00 g, 26.3 mmonb) posbasnaiTb 3 etaHorom (15 mn). Oo
pO3uMHy, JodatTb OpomoeTvn auertart (6.12 mL, 55.2 mmonb) nNo kpannuHax npu Temneparypi
KPUroyTBOPEHHS, Ta NOTIM CyMiLL NepeMiLlyoTb NPOTArOM HOYI NPU KIMHATHIN TemnepaTypi.

[0247]

[o peakuinHoro posudvHy, AofdalTb BOAY, Ta CyMill nepemiwyoTb. [poaoykT ekcTparyTb 3
MeTuneH xnopugom. OpraHidH1i Wwap NpoMuBaloTb 3 HACUYEHMM COSbOBUM PO34YMHOM Ta CyllaTb Hafg
cynbaTtoM MarHito, i3 HaCTYNHUM PINbTPYBaHHAM. PiNbTpaT KOHLEHTPYOTb Mg 3HWKEHUM TUCKOM.
OpepxaHuMn ocapj BiOOKPEMIIOITbL Ta OYMLLYIOTb KOMOHKOBOK Xpomartorpaduieto 3 cunikarenem
(veTuneH xnopua/meTtaHon) And ogepxaHHs  (TpaHc-3-okcopekarigpoxiHokcaniH-1-in)ouToBoi
kucnotun etun ectep (2.35 g, Buxig: 74.4%) y bopmi >xoBTOraps4oi TBepaoi peYOBUHM.

'"H-AMP(CDCl3)5ppm : 1.13-1.41 (4H, m), 1.28 (3H, t, J = 7.1 I'y), 1.72-1.97 (4H, m), 2.59-2.67
(1H, m), 3.06-3.13 (1H, m), 3.35 (1H, d, J=17.4Tu), 3.48 (1H,d, J =16.8 u), 3.52 (1H, d, J =17.4
i), 3.60 (1H, d, J =16.8 Tu), 4.17 (2H, q, J =7.1Tw), 6.79 (1H, brs).

[0248]

[MocunansHuii npuknag 47] OgepxaHHsa 2-(TpaHc-gekarigpoxiHokcanin-1-in)etaHony

BiaHocHa koHdirypauis

OH

N

N
H

N/

Jlitin antominin rigpng (1.00 g, 26.4 mmonb) cycneHayloTb y 6e3sogHomy giokcaHi (40 mn). Oo
cycneHgsii, 6e3sogHoro giokcaHy (10 mn) posdmH (TpaHc-3-okcoaekarigpoxiHoKcaniH-1-ir)ouToBoi
kncnotun etnn ectepy (2.35 g, 9.78 Mmonb) [o4atoThb MO KpaniMHax 3 NepeMillyBaHHAM NpU KiMHATHIN
TemnepaTypi, Ta NOTIM CyMill NepemiyoTb 3i 3BOPOTHUM XOSNOAUNBHUKOM npoTaroMm 10 XBWUSUH.
PeakuiHy cymill oXonoKyloTb Ha Kpusi, Ta AoJaloTb OO Hel HaTpin cynbdat gekarigpat mManumu
nopLissMn JOKN He nepecTtaHe BMAINATUCH ras. Lito cymiw inbTpyoTb Yepes LeniT Ta NpoM1BatoTh 3
MEeTWUMNEH Xnopuaom, Ta inbTpat NoTiM KOHUEHTPYITb Mid 3HWKEHUM TUCKOM AMNS OOEpXaHHS 2-
(TpaHc-gekarigpoxiHokcaniH-1-in)etaHony (1.74 g, Buxia: 97%) y dopMi kopnyHeBOT onil.
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'H-AMP(CDCl3)dppm : 0.95-1.11 (1H, m), 1.15-1.44 (3H, m), 1.68-1.80 (5H, m), 1.85-1.94 (1H,
m), 2.05-2.44 (4H, m), 2.87-2.97 (3H, m), 3.04-3.16 (1H, m), 3.46-3.54 (1H, m), 3.60-3.69 (1H, m).
[0249]
MocunaneHui npuknag 48
5 OpepxaHHs TpaHc-1-[2-(TpeT-0yTunanmeTuncuninoken)eTunjaekarigpoxiHokcaniny

BioHocHa koHdirypauis

HiC GCH,
4
o-Si—5CHs

|
H CH, CH3
CHfN]

Tpuetnnamin (4.61 mL, 33.0 mmonb) Ta noTiMm godalTb TpeT-OyTunammeTuncunin xnopug (4.27
g, 28.3 MMoMb) A0 pO34MHYy MmeTuneH xnopuay (40 mn) 2-(TpaHc-gekarigpoxiHokcaniH-1-in)etaHony
(1.74 g, 9.44 mmonb) Npu TemnepaTypi KPUrOYTBOPEHHSA Ta MepemillyBaHHi, Ta CyMmill NepemillyoTb
10 NpOTArOM HOMi Mpu KiMHaTHIN TemnepaTtypi. [Jo PeakuinHoi cymiwi, gogatots Bogy (100 mn) ans
3aBeplieHHs Peakuji. Mpoaykr ekcTtparytoTe 3 metuneH xnopugom (100 mn). OpradiyHuin wap
NpoMuBalOTbL 3 BOAOK [ABiYi Ta 3 HAaCMYEHUM COMbOBMM PO3YMHOM OAMH pas, MOTIM cywaTtb Hag
cynbaTtoM MarHito, Ta KOHUEHTPYIOTb nig 3HWkeHMM TuckoM. OpepXaHui ocaj OuuvLyoTb
KONTOHKOBOI XpomMaTorpadieto 3 cunikarenem(MeTuneH xnopva/metTaHon) Ans oaepxXaHHs TpaHc-1-[2-
15 (TpeT-OyTungumeTuncuninokem)etTunlaekarigpoxiHokcanin  (2.00 g, Buxig: 71%) y dopmi 6nigo
KOPUYHEBOI Onil.
'H-AMP(CDCI3)3ppm : 0.06 (6H, s), 0.89 (9H, s), 0.98-1.36 (4H, m), 1.65-1.79 (4H, m), 1.85-1.95
(1H, m), 2.08-2.14 (1H, m), 2.24-2.39 (1H, m), 2.45-2.61 (2H, m) ,2.79-3.03 (4H, m), 3.62-3.80 (2H,
m).
20 [0250]
Cronykn nocunansHux npuknagis 50 ta 51 3a3HayeHi Hwxye Gynu ogepxaHi Takum camum
wnaxom, Sk i NMocnnaneHmn npuknag 1 BUKOPUCTOBYOYM Bi4NOBIAHI BUXiOHI MaTepiany.
[0251]
MocunaneHuin npuknag 50
25 (4a's,8a'S)-okrarigpo-1'H-cnipo[unknobyTtaH-1,2'-xiHokcaniH]-3'-oH
AbcontoTHa KoHdirypauis

H
S0
AN

'H-AMP (CDCl3) 5ppm : 0.99-1.38 (4H, m), 1.55-1.78 (5H, m), 1.78-1.94 (3H, m), 2.21-2.33 (2H,
m), 2.48-2.59 (1H, m), 2.63 (1H, brs), 2.76-2.87 (1H, m), 7.36 (1H, s).
30 [0252]
MocvnanbHui npuknag 51
(4a'R,8a'R)-okrarigpo-1'H-cnipo[unknobyTtaH-1,2'-xiHokcaniH]-3'-oH
AbBconoTHa KoHdirypauis

H
IN

N
H
35 'H-AMP (CDCl3) Sppm : 0.97-1.36 (4H, m), 1.55-1.77 (5H, m), 1.77-1.92 (3H, m), 2.20-2.32 (2H,
m), 2.47-2.57 (1H, m), 2.63 (1H, brs), 2.76-2.86 (1H, m), 7.36 (1H, s).
[0253]

Cnonykn nocunanbHux npuknagie 52 ta 53, 3a3HayeHi Hwk4ve, OynyM ogepXaHi TakMM caMunm
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Lwnaxom, 9k i NMocunaneHun npuknaa 16 BUKOPMUCTOBYHOYM BiAMNOBIAHI BUXiAHI MaTepianu.

[0254]

MocunaneHun Npuknag 52
(4a's,8a'S)-okrarigpo-1'H-cnipo[umknobyTtaH-1,2'-xiHokcaniH]
Ab6contoTHa KoHirypauis

H
GEF-
i

'H-AMP (CDCl) 8ppm : 1.05-1.90 (15H, m), 2.15-2.30 (3H, m), 2.69 (1H, dd, J = 1.5, 12.2 T'w),

3.01 (1H, d, J =12.2 Tw).

[0255]

MocvnaneHui npuknag 53
(4a'R,8a'R)-oktarigpo-1'H-cnipo[uuknobyTtaH-1,2'-xiHokcaniH]
AbcontoTHa KoHirypauis

H
?'NJQ
R
G
HH

'H-AMP (CDCl;) 8ppm : 1.05-1.91 (15H, m), 2.15-2.30 (3H, m), 2.69 (1H, d, J = 12.2 'y), 3.01

(1H, d, J = 12.2 Tw).

[0256]

MocunaneHuin Npuknag 54

OpepxaHHsa (4aS,8aR)-TpeT-6yTun 4-6eH3nngekarigpoxiHokcaniH-1-kapbokcmnat
AbcontoTHa KoHdirypauis

Hi-tpeT-6yTnn gikapboHat (1.70 g, 7.79 mmonb) gogatote Ao MeOH (16 mn) po3unHy (4aR,8aS)-

1-6eH3unpgekarigpoxiHokcaniHy (1.63 g, 7.08 Mmomnb), Ta CcyMill nepemiwyioTb MNpu KiMHATHIN
Temnepatypi NpoTarom 2 roguH. Po3umHHMK BMAansioTb AMCTUNAUIED, Ta ocag NOTiIM OYULLYIOTb
OCHOBHOO KOMNOHKOBOK Xpomatorpadieto 3 cunikarenem (Hex-AcOEt) ana ogepxaHHs (4aS,8aR)-
TpeT-6yTun 4-6eH3nngekarigpoxiHokcaniH-1-kapbokcunaty (2.38 g, Buxig: quantitative) y dopmi
©e3KonipHoi onii.

'H-AMP (CDCl,) 8ppm : 1.26-1.66 (14H, m), 1.79-1.96 (2H, m), 2.14-2.33 (2H, m), 2.40-2.45 (1H,

m), 2.66 (1H, brs), 2.86 (1H, d, J = 13.2 I'y), 3.03 (1H, brs), 3.50-4.10 (2H, br), 4.16 (1H, d, J = 13.2
Mu), 7.21-7.36 (5H, m).

[0257]
CI'IOJ'IyKy NocunanbHoro npuknagy 55 HaBedeHa HWwX4e OAepXYHTb TakKMM 4YUHOM, AK i

MocnnanbHWi Npuknag 54 BUKOPUCTOBYIOUM BiAMNOBIAHI BUXiOHI MaTepianu.

[0258]
MocunaneHu npuknag 55
(4aR,8aS)-TpeT-6yTnn 4-6eH3nngekarigpoxiHokcaniH-1-kapbokcunat
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AbcontoTHa KoHirypauis

O
)

T

3,
e

O T

'H-AMP (CDCls) dppm : 1.26-1.66 (14H, m), 1.79-1.96 (2H, m), 2.14-2.33 (2H, m), 2.40-2.45 (1H,
m), 2.65 (1H, brs), 2.86 (1H, d, J = 13.2 '), 3.03 (1H, brs), 3.51-4.10 (2H, br), 4.16 (1H, d, J = 13.2
My), 7.21-7.36 (5H, m).

[0259]

MocvnanebHui npuknag 56

Mpouec ogepxaHHs (4aS,8aR)-TpeT-6yTnn aekarigpoxiHokcaniH-1-kapbokcmnaTy

AbcontoTHa KoHirypauis

)

Y

G0

£
H

T

T

Karanizatop lNipnmana (0.24 g) pgogatote go EtOH (25 mn) posunHy (4aS,8aR)-TpeT-6ytun 4-
OeH3ungekarigpoxiHokcaniH-1-kapbokcunaty (2.4 g, 7.26 mmone). Lo cycneHsito nepemiwyoTb npu
KiMHaTHIN TemnepaTypi npoTtarom 1 roguHn y atMmocdepi BoaHS. KaTtanizatop ¢inbTpyoTb yepes
uenit, Ta ocag npomusaloTb 3 EtOH. lNoTiM, (pinbTpaT KOHUEHTPYTb Mig 3HUXKEHUM TUCKOM AN
ogepxaHHa (4aS,8aR)-TpeT-byTvn AekarigpoxiHokcaniH-1-kapbokeunaty (1.67 g, Buxig: 96%) vy
dopmi 6e3konipHoi onii.

'"H-AMP (CDCl3) dppm : 1.16-1.53 (14H, m), 1.53-1.82 (3H, m), 1.83-2.00 (1H, m), 2.68-2.83 (1H,
m), 2.85-3.10 (3H, m), 3.65-4.06 (2H, m).

[0260]

Cronyky 3a [lNocunanbHum npuknagom 57, HaBeOeHy HWKYe,00epXylTb TakUM YMHOM, SK i
MocunanbHWi Npuknag 56 BUKOPUCTOBYIOYM BiAMNOBIAHI BUXiOHI MaTepianu.

[0261]

MocunaneHu npuknag 57

(4aR,8aS)-TpeT-6yTVN gekarigpoxiHokcaniH-1-kapbokcunaT

AbcontoTHa koHdirypauis

)

0
™
R

on

T

M
M
H
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'H-AMP (CDCl3) ppm : 1.18-1.55 (14H, m), 1.55-1.82 (3H, m), 1.85-2.00 (1H, m), 2.68-2.82 (1H,
m), 2.85-3.10 (3H, m), 3.65-4.04 (2H, m).

[0262]

MocunaneHuin Npuknag 58

Cnocib ogepxaHHS unc TpeT-6yTnn 4-(4-xnopodeHin)gekarigpoxiHokcaniH-1-kapbokeunaTy

BigHocHa koHirypauis

ps

AT
)

Ch

Cl

Tonyon (4 mn) cycneHsito uMc TpeT-0yTun gekarigpoxiHokcaniH-1-kapbokcunaty (240 mr, 0.999
MMonb), 1-6pomo-4-xnopobenson (211 wr, 1.10 mmons), Pd(OAc), (11.2 wr, 0.0499 mmonsb), t-
BuzP.HBF, (14.5 mr, 0.0500 mmonb), Ta NaOt-Bu (135 mr, 1.40 MMonb) nepemiwyoTb NpoTArom 5
roguvH 3i 3BOPOTHMM XONoAUSbHUKOM Yy aTtmocdepi a3oTy. PeakuilHMN pO34YMH OXONOAXYKTb A0
KimHaTHOi Temnepatypwu. [oTim, Bogy (0.5 mn) Ta AcOEt (10 Mn) gogaTb 40 HBOTO, Ta NepeMilyioTb
cymiw. lMoTim Tyan gopaote MgSO,, Ta cymiw nepemiwyioTs. Hepo3unHHy peqoBuHy inbTpyoTb
yepes uUeniT, Ta wap uenity npommBatoTb 3 ACOEt (5 mix2). lMoTim, inbTpaT KOHUEHTPYOTb Nig
3HWKEHUM Tuckom. OpepxaHuin ocag OuMLLYOTb OCHOBHOK KOJTOHKOBOK XpomaTorpadieto 3
cunikarenem (Hex-AcOEt) ans ogepxaHHs 6inoi TBepaoi peyvoBuHu (87 mr, Buxia: 25%).

'H-AMP (CDCl3) ppm : 1.10-1.40 (4H, m), 1.40-1.52 (10H, m), 1.63-1.71 (1H, m), 1.73-1.82 (1H,
m), 2.15-2.28 (1H, m), 2.74 (1H, dt, J = 3.6, 11.8 '), 2.90-2.97 (1H, m), 3.05-3.11 (1H, m), 3.27 (1H,
dt, J=3.4,12.6 l'y), 3.77-3.86 (1H, m), 4.01-4.10 (1H, m), 7.08-7.13 (2H, m), 7.25-7.30 (2H, m).

[0263]

Cronykn nocunanbHux npuknagie 59 - 63 HaBedeHUX Hwk4ye OynM ofepXXaHi Takum camum
LWNaxom, K i NMocunaneHun npuknag 35 BUKOPUCTOBYOUM BiANOBIAHI BUXIAHI MaTepianu.

[0264]

MocunanbHui npuknag 59

(4aS,8aS)-gekarigpoxiHokcarniH

AbBconoTHa KoHdirypauis

H H

I
L)
HH

'H-aMP (CDCl3) oppm :1.12-1.58 (6H, m), 1.62-1.78 (4H, m), 2.20-2.29 (2H, m), 2.82-3.02 (4H,
m).

[0265]

MocunaneHuin npuknag 60

(4aR,8aR)-gekarigpoxiHokcarniH

AbcontoTHa koHdirypauis
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L
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I j
R

M
H

'H-amP (CDCl3) 6ppm :1.14-1.27 (2H,m ), 1.27-1.57(4H, m), 1.62-1.79 (4H, m), 2.19-2.30(2H, m),
2.83-3.03(4H, m).

[0266]

MocunanbHuin Npuknag, 61

(2R,4aS,8aS)-2-meTnngekarigpoxiHokcarniH
AbcontoTHa KoHirypauis

H
HN L
39
AR

'H-amP (CDCl3) dppm :1.02 (3H, d, J = 6.3 T'y), 1.11-1.51 (6H, m), 1.62-1.79 (4H, m), 2.14-2.22
10 (1H, m), 2.24-2.33 (1H, m), 2.44 (1H, dd, J = 10.2, 11.7 '), 2.81-2.91 (1H, m), 2.94 (1H, dd, J = 2.9,
11.7 Tw).
[0267]
MocunanbHui Npuknag 62

(2S,4aR,8aR)-2-meTnngekarigpoxiHokcaniH
15 AbBconoTHa KoHdirypauis

H
2N
ar
A

'H-ampP (CDCl3) dppm : 1.02 (3H, d, J =6.3 '), 1.10-1.49 (6H, m), 1.62-1.80 (4H, m), 2.14-2.22
(1H, m), 2.24-2.33 (1H, m), 2.44 (1H, dd, J = 10.3, 11.7 T'y), 2.80-2.91 (1H, m), 2.94 (1H, dd, J = 2.9,
11.7 Tw).
20 [0268]
MocunanbHu npuknag 63

(2R,4aS,8aS)-2-eTunaekarigpoxiHokcaniH
AbcontoTHa koHdirypauis

H
M.
L™
I5\':
Al

25 'H-AMP (CDCl;) Sppm : 0.92 (3H, t, J = 7.5 Hz ), 1.1-1.55 ( 8H, m ), 1.6-1.8 (4H, m ), 2.14-2.32 (
2H, m), 2.39-2.5 (1H, m), 2.57-2.68 ( 1H, m ), 3.01 ( 1H, dd, J = 2.6, 11.6 Hz ).
[0269]
Mpuknag 1
OpepxaHHs (4aR,8aS)-3,3-gumeTun-1-(1-(tpuisonponincunin)-1H-ingon-6-
30 in)aekarigpoxiHokcaniny
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AbcontoTHa kKoHirypauis

Tonyon (8 mn) cycneHsia (4aS,8aR)-2,2-aumetnngekarigpoxiHokcanidy (337 mr, 2.00 mmons), 6-
B6pomo-1-(Tpuisonponincunin)-1H-ingon (846 mr, 2.40 mmonb), HaTpii TpeT-byTokena (269 wmr, 2.80
mmonb), nanagin (l) auetat (22.5 mr, 0.0902 mmone), Ta Tpu-TpeT-OyTUndocoiH TeTpadpTtopobopaT
(29.1 mr, 0.101 mmonb) NepeMilLyOTb NPOTArOM 5 roauH 3i 3BOPOTHUM XONOAMMBLHUKOM Yy aTtMocdepi
asoTy. PeakuiiHy cymill oxonogxyloTb OO0 KiMHaTHOI Temnepatypu. lMoTim, Boga (0.5 mn) Ta etun
auetat (10 mn) Tyou OopalTb, Ta CyMill MEpeMmilyloTb, i3 HAcTyMmHUM AoAdaBaHHAM cynbdaty
MarHito. Hepo3umHHy pe4voBuHY iNbTPyOTb Yepe3 ueniT, Ta inbTpaTt NoTiM KOHUEHTPYTb nig
3HWKEHUM TuckoMm. OpgepXaHuid ocag OYMLLYHTb LUMISIXOM  KOJIOHKOBOi Xpomartorpadpii 3 NH-
cunikarenem (n-rekcaH:eTun auertaTt) Ans ogepXaHHsa ©eskonipHoro, amopdgHoro (4aR,8aS)-3,3-
anmetun-1-(1-(tpuisonponincunin)-1H-ingon-6-in)aexarigpoxiHokcaniny (0.75 g, suxia: 85%).

'"H-AMP(CDCl3)5ppm : 1.1-1.2 (18H, m ), 1.21 (3H, s ), 1.29 (3H ,s ), 1.3-1.55( 5H, m ), 1.55-1.8
(7H,m),2.79 (1H,d,J =11.6Hz), 291 (1H,d, J=11.6Hz), 3.45-3.6 (2H, m ), 6.49 ( 1H, dd, J =
0.7, 3.2Hz), 6.82 (1H,dd, J=2.0, 8.6Hz ), 6.93 (1H,s), 7.08 (1H, d, J =3.2Hz), 7.45 (1H, d, J =
8.6Hz).

[0270]

Mpuknag 2

OpepxaHHs (4aR,8aS)-1-(1H-iHoon-6-in)-3,3-gumeTungexarigpoxiHokcaniny

AbcontoTHa KoHirypauis

4. cHs
1o
H N
NH

TeTtpa-n-6ytun amoHin ctopug (1 M in THF) (3.41 mL, 3.41 mol) gogatoTe go teTtparigpodypaH
(15 MIT) pPO34MHYy (4aR,8aS)-3,3-gumeTunn-1-(1-(Tpmizonponincunin)-1H-ingon-6-
in)gekarigpoxiHokcaniHy (0.750 g, 1.71 mMmonb) 3 nepemillyBaHHAM MpWU KiMHaTHIN TemnepaTtypi, Ta
CyMill nepeMilyioTb NpW KiMHaATHIN TemnepaTypi npotarom 1 roauMHW. PO3YMHHUK BuOanawoTb
anctunsuieto 3 PeakuinHoi cymiwi nig 3HwkeHUM TuckoM. OgepkaHuii ocaj OYULLYIOTb KONTOHKOBO
xpomaTtorpadieto 3 NH-cunikarenem (eTun auetaT/rekcaH) ons ogepaHHs 6inoi TBepaoi pevoBUHM.
OpepxaHy TBepAy peuvYoBUHY pekpucTanisyloTb 3 fAiisonponin edip/rekcaHy Ons  oAepXaHHS
(4aR,8aS)-1-(1H-iHoon-6-in)-3,3-gumeTungexarigpoxiHokcaniny (305 mr, Buxig: 63%).

'H-AMP(CDCl3)5ppm : 1.0-1.55 ( 11H, m ), 1.55-1.85 ( 4H, m ), 2.79 ( 1H, d, J = 11.6Hz ), 2.94 (
1H, d, J=11.6Hz), 3.45-3.55 (1H, m ), 3.6-3.75 ( 1H, m ), 6.35-6.5 (1H, m ), 6.79( 1H, s ), 6.86 ( 1H,
dd,J=21,8.7Hz), 7.03 (1H,dd, J=2.7,2.7Hz), 7.47 (1H, d, J = 8.6Hz ), 7.92 ( 1H, br).

[0271]

Mpuknag 3

OpepxaHHs (4aS,8aS)-1-(4-xnopodeHin)gekarigpoxiHokcarniHy
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AbBcontoTHa KoHirypauis

S

T

Cl

1-xnopoetun xnopodgopmat (229 ul, 2.10 mmonb) gopatloTb A0 MeTuneH xmnopug (6.5 mn)
po3unHy (4aS,8aS)-1-6eH3un-4-(4-xnopodpeHin)aekarigpoxiHokcaniny (0.650 g, 1.91 mmonb) npwu
TemnepaTypi KpUroyTBOpPEHHS Ta nepeMilyBaHHi. CyMmill nepemiwyoTb Npu KiMHATHIN TeMmnepaTypi
npotsirom 15 roavH, Ta PeakuiiHy cymill MOTIM KOHLEHTPYKOTb Nig 3HMWKEHUM Tuckom. OpepXkaHui
ocaj pO34YMHIOTb Yy MeTaHoni (6.5 mn), Ta uer po3yYMH NepeMiwyloTb NpoTAroM 1 roguHM 3i
3BOPOTHMM XOMOAWMBHUKOM. PO3UYMHHMK BMAaanswTb auctunsudielo 3 PeakuiiHoi cymiwi. [o
ofepXaHoro ocagy, ogarwTb aueToH (5 mn), Ta cymiw nepemiwyoTs. OgepxaHi kpuctanu 3éumparoTb
dinbTpyBaHHAM. OpepxaHi Kpuctanu npommBaloTb 3 aueTtoHom (1 mn) Ta noTiM cywaTb Ans
ofepxaHHsa (4aS,8aS)-1-(4-xnopodpeHrin)aekarigpoxiHokcaniHy (253 wr, Buxia: 53%) y dopmi 6inoro
MOPOLLIKY.

'H-AMP( DMSO-ds )dppm : 0.85-1.05 ( 1H, m ), 1.1-1.4 ( 2H, m ), 1.4-1.65 ( 3H, m ), 1.65-1.8 (
1H, m), 1.9-2.05 ( 1H, m ), 2.8-3.0 (2H, m ), 3.05-3.2 (3H, m ), 3.2-3.5 (1H, m ), 7.1-7.2 ( 2H, m ),
7.35-7.45 (2H, m), 9.2-9.65 ( 2H, m).

[0272]

Mpuknag 4

OpepxaHHsa umc-4-(6eHso[b]tiodeH-5-in)-1,2,2-TpymeTungekarigpoxiHokcaniH rigpo xnopuay

BinHocHa koHdirypauis

H 9"'3
N._ _CH,
: N
HCI

s/

37% BogHui dopmanbgerig po3umH (0.81 mL, 9.9 mmone) gogatTs metaHon (10 mMn) po3dnHy
uuc-1-(6enso[b]rioden-5-in)-3,3-gumeTungekarigpoxiHokcanivy (298 wmr, 0.992 wmmonb) 3
nepemillyBaHHAM Npu KiMHaTHIM Temnepatypi. Micna 30 xBunuH, HaTpii uiaHoboporigpug (311 wmr,
4.96 mmonb) Ta outoBy kucnoty (0.30 mn) gopatoTb Ao PeakuinHOro posumHy npy KiMHATHIN
TeMmnepaTypi, Ta CyMmill nepemiwyloTb MAPOTAroM HoYi. PO3YMHHUK BuAanswTb AucCTunsdieo 3
PeakuinHoi cymiwi nig 3HWxeHuMm Tuckom. [loTiM Tyam p[ofaloTb HACUYEHUM BOOHWM  PO3UMH
OikapboHaTy HaTpito (50 mn), i3 HAacTynHO ekcTpakuieto 3 eTun auetatom (50 mn) aeivi. OpraniyHmmn
LWwap NpoMUBaKTb 3 BOAOK ABidi Ta 3 HACMYEHUM CONbOBUM PO34YMHOM OAMH pas, MOTiM CyllaTb Haj
cynbaTtoM MarHito, Ta KOHUEHTPYKTb nNif 3HWKeHUM TuckoMm. OpgepxaHui ocag OuvLyoTb
KONTOHKOBOK XxpomaTorpadiieto 3 cunikarenem(metuneH xnopug:metaHon=10:1) ans opepaHHs
KOopn4HeBOi onii. 4 N xnopucTtoBogHeBa kucrnoTta/etvn auetat (0.6 mn) gogaTb 40 €TaHOMy PO34uH
ofepXaHoi onii 3 nepemillyBaHHAM MpuW KiIMHATHIA TemnepaTtypi, Ta ogepXaHi kpuctanu 3bupaloTb
GinbTpyBaHHAM. OgepkaHi Kpuctanv NpoMUBaloTe 3 €TV aueTaToM Ta NoTiM CylwaTb Mig 3HWKEHUM
TUCKOM ans OAepXKaHHSA uuc-4-(6eHso[b]TiodpeH-5-in)-1,2,2-TpumMeTUNgeKarigpoxiHokcaniH
rinpoxnopug (258 wmr, Buxia: 74%) y ¢opmi 6inoro nopoLLKy.

'H-AMP(CDCl3)8ppm : 1.17-1.34 (1H, m), 1.37-1.74 (2H, m), 1.47 (3H, s), 1.87-2.04 (1H, m), 1.90
(3H, s), 2.20-2.30 (1H, m), 2.39-2.54 (1H, m), 2.64-2.88 (2H, m), 2.75 (3H, d, J =4.9Tu), 3.12 (1H, d,
J=13.2Twu), 3.69-3.74 (1H, m), 3.85-3.93 (1H, m), 3.87 (1H, d, J =13.2Tu), 7.01 (1H, dd, J = 8.8, 2.3
Mu), 7.21-7.32 (2H, m), 7.44 (1H,d, J =5.4Tu), 7.75 (1H, d, J = 8.8 T'u), 11.20 (1H, brs).

[0273]
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Mpuknag 5
OpepxaHHsa 2-(TpaHc-4-(HadTaneH-2-in)gekarigpoxiHokcanin-1-in)etaHon gurigpoxnopua
BigHocHa koHirypauis

y [ OH

N

N HCI

O HCI

TeTtpa-n-6ytun amoHin dptopmg (1 M in THF) (2.1 mL, 2.1 mmons) gogatots go THF (10 mn)
po3uMHy  TpaHc-1-(2-(TpeT-OyTunammeTuncuninokcn)etnn)-4-(HadpraneH-2-in)aexkarigpoxiHokcaniHy
(820 mr, 1.93 mmonb) 3 MmepemillyBaHHAM MpU KiMHATHIA TemnepaTypi, Ta CyMill nepemilyoTb
npoTsrom Houi. [lo PeakuinHoi cymiwi, fogaoTe eTun auetar, Ta the ogepxaHy cymilw npoMmnBaloTb 3
BOJOM ABiYi Ta 3 HACMYEHNM CONTbOBMM PO3YMHOM OAMH pas, NoTiM CyllaTb Hag CynbdaTom MarHito,
Ta KOHLUEHTPYHOTb Nig 3HWXKEHUM Tuckom. OgepaHnn ocaz OvMLLYOTb KOJIOHKOBOK Xpomartorpadgieto
3 cunikarenem(metuneH xnopua:metaHon=10:1) ana ogepxaHHs GeskonipHoi, amopdHoi TBepaoi
peyoBuHM (534 mg). 319 mg anikBOTHMX NPO6 oaep>KaHOi TBEPAOI PEYOBUHM PO3YMHIOTL Y €TaHoNi.
o po3uuHy gogatote 4 N xnopuctoBogHeBy kucnoty/etun auetat (1.0 mn) 3 nepemiwyBaHHSAM npwu
KIMHaTHIA TemnepaTtypi, Ta oaepxaHi kpuctanu 36upatoTb inbTpyBaHHAM. OaepxaHi kpucTtanu
NpoOMMBalOTb 3 €TUN aueTaToM Ta NOTiM cylaTtb Mig 3HWKEHUM TUCKOM NS oAepXaHHsi 2-(TpaHc-4-
(HadpTanen-2-in)gekarigpoxiHokcaniH-1-in)etaHon awurigpoxnopuagy (365 wmr, Buxig: 49%) y dopmi
©inoro NopoLLKy.

'H-AMP(CDCI3)5ppm : 1.23-1.76 (4H, m), 1.86-2.08 (3H, m) ,2.43-2.48 (1H, m), 3.18-3.25 (1H,
m), 3.72-3.77 (2H, m), 3.93-3.98 (1H, m), 3.93-4.78 (1H, br), 4.08-4.20 (2H, m), 4.39-4.55 (1H, m),
4.57-4.78 (2H, m), 4.97-5.06 (1H, m), 7.61-7.68 (3H, m), 7.81-8.07 (3H, m), 8.17-8.69 (1H, br), 12.73
(1H, brs), 14.91 (1H, brs).

[0274]

Mpwuknag 77

OpepxaHHs (4aS,8aR)-1-(7-bTopobeH3zodypaH-4-in)-3,3-anmeTungekarigpoxiHokcaniHy

AbconoTHa KoHdirypauis

=

HEl CH,
HJLCH;;
R
N
Y

Tonyon (4 mn) cycneHsisa (4aR,8aS)-2,2-aumeTungekarigpoxiHokcanivy (168 mr, 0.998 mmonb), 4-
©pomo-7-cbTopobeHzodypaHy (258 mr, 1.20 mmonb), PA(OACc), (11.2 mr, 0.0499 mmonb), t-BusP.HBF,
(14.5 mr, 0.0500 mmonb), Ta NaOt-Bu (135 wmr, 1.40 mMonb) nepemiwyoTb NPOTAromMm 4 roguvH 3i
3BOPOTHMM XOSOAWUINBHUKOM Yy aTtMmocdepi a3oTy. PeakuilHWA po3vMH OXONMOMKYTh A0 KiMHAaTHOI
Temnepatypu. NoTim, Bogy (0.5 mn) Ta AcOEt (10 mn) Tyau gogatoTb, Ta CyMmill NepemiyoTb. Takox
noTim gopartb MgSO,4 Ta cymiw nepemiwyoTb. HeposunHHy peqoBuHY inbTpyoTb, Ta ocag
npommBatoTb 3 ACOEt (5 mix2). MNoTim, inbTpaT KOHUEHTPYIOTb Nif 3HWXEHUM Tuckom. OpepxaHun
ocaZ O4MLLYOTb OCHOBHOK KOJTOHKOBOKH XpomaTorpadieto 3 cunikarenem (Hex-AcOEt) ans
ofepXaHHA 6eskonipHoi onii (167 mg). Lo onito kpuctanisyoTb 3 rekcady (1 Mn) Ans ogepxaHHs
(4aS,8aR)-1-(7-dpTopobeHsodypan-4-in)-3,3-agumeTungekarigpoxiHokcaniny (107 wr, suxia: 35%) y
dopmi 6inoro NOpPoOLLKY.

'H-AMP ( CDCl; ) ppm : 1.0-1.45 (11H, m ), 1.6-1.8 (3H, m ), 1.8-1.95 ( 1H, m ), 2.70 ( 1H, d, J
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=11.3Hz), 3.04 (1H, d, J =11.3Hz), 3.50 ( 1H, ddd, J = 3.8, 3.8, 12.1Hz ), 3.55-3.65 ( 1H, m ), 6.47
(1H, dd, J=3.4,8.6Hz), 6.84 (1H, dd, J =25, 2.5Hz ), 6.89 ( 1H, dd, J = 8.6, 10.4Hz ), 7.60 ( 1H, d,
J=22Hz).

[0275]

Mpuknag 106

OpepxaHHs (4aS,8aR)-1-(4-xnopodeHin)-3,3-aMMeTunaekariapoxiHokcaniH rigpo xnopuay

AbcontoTHa KoHirypauis

HE CH;
o
AN e

Cl

Tonyon (10 mn) cycneHsia (4aR,8aS)-2,2-aumeTungekarigpoxiHokcaniny (252 mr, 1.50 mmonb), 1-
©pomo-4-xnopobeHsony (345 wr, 1.80 mmonb), Pd(OACc), (16.8 mr, 0.0748 mmons), t-BuzP.HBF, (21.8
mr, 0.0751 mmoneb), Ta NaOt-Bu (202 wr, 2.10 MMOMb) NepeMILLyOTb NPOTATOM 5 roauH 3i 3BOPOTHUM
XONOANSTbHUKOM Yy aTMocdepi a3oTy. PeakuinHUn po3yunH OXONOMKYHTb 40 KiIMHATHOI TeMnepaTypu.
MoTim Tyam gogatote Boay (0.5 mn) Ta AcOEt (10 mn), Ta cymiw nepemiwytoTe. [oTiM goaaTb
MgSO,, Ta cymiw nepemiwyoTb. 0TiM, HEPO3YMHHY peYoBUHY DINbTPYOTE Yepes ueniT. dinbTpat
KOHLUEHTPYITb M4 3HWKEHWM TWUCKOM, Ta OAEPXaHWW OCaj OYULLYIOTb OCHOBHOK KOJIOHKOBOH)
xpomaTtorpadieto 3 cunikarenem (Hex-AcOEt). OgepaxHy onito po3dumHiooTs Y 1 N HCI-EtOH (3 mn),
Ta PO3YMHHMK BUAANSAOTb AUCTUNSALIEIO Nig 3HWXKEHUM TuckoM. OgepkaHi Kpuctanu pekpucTanisyloTb
3 eTaHon/aueToHy Ona ogepxaHHsa (4aS,8aR)-1-(4-xnopodeHin)-3,3-gumeTungekarigpoxiHokcani
rigpoxnopwuay (262 mr, Buxig: 55%) y dopmi 6inoro nopoLuky.

'"H-AMP ( DMSO-dg ) Sppm : 1.2-1.45 (6H, m ), 1.51 (3H, s ), 1.6-2.1 (5H, m ), 2.93 (1H, d, J =
13.6Hz ), 3.40 (1H, d, J = 13.8Hz ), 3.65-3.85 ( 1H, m ), 3.9-4.1 (1H, m ), 6.8-7.05 (2H, m ), 7.1-7.35
(2H,m), 8.14 (1H, br), 9.77 (1H, br).

[0276]

Mpuknag 112

OpeprkaHHs (4aS,8aR)-1-(3-xnopo-4-cpTopodeHin)-3,3-gumeTunaekarigpoxiHokcaniu rigpo
xnopvay

AbBconoTHa KoHdirypauis

HI CH,
o
AN He

al

Tonyon (10 mn) cycneHsis (4aR,8aS)-2,2-gumeTtungekarigpoxiHokcaniny (168 mr, 0.998 mmonsb),
4-6pomo-2-xropo-1-gpTopobeHsony (251 wr, 1.20 mmone), Pd(OAc), (11.2 mr, 0.0500 mmonb), t-
BuzP.HBF, (14.5 mr, 0.0500 mmonb), Ta NaOt-Bu (135 mr, 1.40 MMonb) nepemiwyoTb NpoTArom 5
roAvH 3i 3BOPOTHMM XONOAUITbHUKOM Yy aTmocdepi a3oTy. PeakuilHun po3ymMH OXONOAXYHTb A0
KiMHaTHOT TemnepaTypu. [loTim Tyau popatte Boay (0.5 mn) Ta AcOEt (10 mn), Ta cymiw
nepemiwytoTb. MoTim Takox gogaTb MgSO,, Ta cyMmilw nepemiwytoTb. MoTiM, HEPO3YMHHY PEYOBUHY
BiAMINbTPOBYOTh. PiNbTpaT KOHUEHTPYIOTb MNif 3HWKEHWUM TUCKOM, Ta OAEPXaHUW ocaj OYMLLYIOTb
OCHOBHOIO KOJOHKOBOI Xpomatorpadieto 3 cunikarenem (Hex-AcOEt). OpepxaHy orilo PO34UHIOTb
y 1 N HCI-EtOH (3 mn), Ta eTaHon BMAANATb AMCTUMAALIEO Nig 3HWKEHUM TuckoM. OpepKaHi
KpucTanu pekpucTanisyloTb 3 eTaHon/auetoHy ansa ogepxaHHs (4aS,8aR)-1-(3-xnopo-4-
dTopodeHin)-3,3-aMmeTungekarigpoxiHokcaniy rigpoxnopugy (153 wr, Buxig: 46%) y dopmi Ginoro
MOPOLLKY.

'H-AMP ( DMSO-dg ) dppm : 1.15-1.45 (6H, m ), 1.51 (3H, s ), 1.6-1.9 (4H, m ), 1.9-2.05 ( 1H, m
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), 2.94 (1H, d, J = 13.5Hz ), 3.3-3.45 ( 1H, m ), 3.65-3.8 (1H, m ), 3.95-4.1 (1H, m ), 6.85-7.0 ( 1H, m
), 7.12 (1H, dd, J = 3.0, 6.2Hz ), 7.25 ( 1H, dd, J = 9.1, 9.1Hz ), 8.13 ( 1H, br ), 9.86 ( 1H, br).

[0277]

Mpuknag 150

OpepxaHHs 5-((4aR,8aS)-3,3-gumeTungekarigpoxiHokcanin-1-in)-1-metun-1H-ingon-2-
kapOoHiTpun

AbcontoTHa KoHirypauis

HH CH;
R CH4
SEN

i

I
HiC o

Tonyon (4 mn) cycneHsia (4aS,8aR)-2,2-gumeTtungekarigpoxiHokcaniny (168 mr, 0.998 mmonb), 5-
©pomo-1-meTun-1H-iHgon-2-kap6oHritpuny (259 wr, 1.10 mmons), Pd(OAc), (11.2 mr, 0.0499 mmonb),
t-BuzP.HBF, (14.5 mr, 0.0500 mmonb), Ta NaOt-Bu (135 mr, 1.40 Mmonb) nepemiwyoTs NpoTsarom 4
rogvH 3i 3BOPOTHMM XOMOAMIBHUMKOM Yy aTtmocdepi as3oTy. PeakuinHMn po3yYnH OXOMOmKYHTb A0
KiMHaTHOI TemnepaTypu. [loTim Tyam pgogatoTts Bogy (0.5 mn) ta AcOEt (10 mn), Ta cymiw
nepemiwytoTe. loTiM Takox pogaloTb MgSO, Ta cymiw nepemiwyoTsb. HeposunHHy peyvoBuHY
dinbTpytoTb Yepes uenit, Ta ocag npommsaoTb 3 CH,Cl,:MeOH (3:1) (5 mLx2). MoTim, dinbTpat
KOHUEHTPYIOTb Mg 3HWKEeHUM Tuckom. OpgepXaHum ocaj OuMLLYIOTb OCHOBHOK KOJTOHKOBOKO
xpomaTtorpadpieto 3 cwunikarenem (Hex-AcOEt) ans ogepxaHHs 6eskonipHoi onii. Taky onito
KpucTanisyloTb 3 rekcaHy (1 mn) ans ogepxaHHs 5-((4aR,8aS)-3,3-gumeTunngekarigpoxiHokcarniH-1-
in)-1-metun-1H-iHgon-2-kapOoHitpuny (148 wr, Buxia: 46%) y doopmi 61igo )KOBTOrO NOPOLLKY.

'H-AMP ( CDCl; ) 8ppm : 0.7-2.3 ( 15H, m ), 2.7-3.2 (2H, m ), 3.5-3.8 (2H, m ), 3.85 ( 3H, s ),
6.95-7.05 (2H, m), 7.15-7.3 (2H, m ).

[0278]

Mpwuknag 237

OpepxaHHs (4aS,8aS)-1-(3-xnopo-4-uiaHodeHin)-3,3-gumeTnnaekarigpoxiHokcarniH rigpo
xnopvay

AbBconoTHa KoHdirypauis

HH CHs

SiN

R

Cl
M

Tonyon (10 mn) cycneHsisa (4aS,8aS)-2,2-aumetungekarigpoxiHokcanidy (400 mr, 2.38 mmonb), 4-
©pomo-2-xnopobeHsoHiTpuny (669 mr, 3.09 mmonb), Pd(OAc), (53 wr, 0.24 mmonsb), t-BusP.HBF, (70
mr, 0.24 mmone), Ta t-BuONa (320 wmr, 3.33 MMOMb) nepemillyioTb NPOTAroM 5 roguH 3i 3BOPOTHUM
XOnoAunNbHUKOM Yy aTtmocdepi asoTy. PeakuimHUin po34YMH OXONOLXYHTb. [1OTiM, HEepO3YMHHY
pPEYOBUHY (INbTPYHOTb Yepe3 UeniT, Ta QinbTpat KOoHUEeHTpytoTb. OgepXaHui ocag O4MLLYHTb
KONOHKOBOK  xpomatorpaduieto 3 cunikarenem(CH,Cl,/MeOH) ana ogepxaHHs >KOBTOrapsivoi
amMopdgHoi TBEpPAOi peyoBMHU. Lito amopdHy TBepay pPeYoBMHY PO3YMHIOKTL Y eTun auetaTi (5 mn).
Kpuctanu, ogepxaHi wnsxom gopaeaHHs 4 N HCI/AcOEt (0.6 mn) 30mpatoTb WNAXoM inbTpyBaHHSA
Ta cywaTb nNig 3HWKEHMM TWUCKOM And opepxaHHs (4aS,8aS)-1-(3-xnopo-4-uiaHodgeHin)-3,3-
anveTungekarigpoxiHokcaniH rigpoxnopug (304 mr, 48%) y dpopmi 6nigo opaHxeBoro NopoLUKa.
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'H-AMP ( CDCl; ) dppm : 1.05-1.20 (1H, m), 1.23-1.44 (2H, m), 1.54-2.10 (4H, m), 1.63 (3H, s),
1.68 (3H, s), 2.35-2.40 (1H, m), 2.89 (1H, d, J = 12.7 '), 3.19 (2H, br), 3.34 (1H, d, J = 12.7 Tu), 7.06
(1H,dd,J=8.4,2.0Twu),7.20 (1H,d,J=2.0Tu), 7.61 (1H, d, J = 8.4 I'u), 9.62 (1H, brs), 9.90 (1H, br)

[0279]

Mpuknag 579

OpepxaHHs (4a'R,8a'S)-4'-(7-meTokcnbeHsodypaH-4-in)okTarigpo-1'H-cnipo[unknobyran-1,2'-
XiHoKcarniHy]

Ab6contoTHa KoHirypauis

CH4

Tonyon (4 mn) cycneHsio (4a'R,8a'S)-okrarigpo-1'H-cnipo[unknobyTaH-1,2'-xiHokcaniny] (180 wr,
0.998 mmoneb), 4-6pomo-7-meTokeubeHsodypany (250 mr, 1.10 mmonb), Pd(OAc), (11.2 mr, 0.0499
mMmonb), t-BuzP.HBF, (14.5 wmr, 0.0500 mmonb), Ta NaOt-Bu (135 mr, 1.40 mmonb) nepemilyoTb
npoTAroM 4 roguH 3i 3BOPOTHMM XONOAWMBbHWKOM Yy artmocdepi asoTy. PeakuinHui po34yuH
OXONoOXKYHTb A0 KiMHaTHOT Temnepatypu. NoTtim Tyam gogatoTtb Bogy (0.5 mn) Ta AcOEt (10 mn), Ta
CcyMiw nepemiwytoTtb. NMoTiMm Takox gogaoTe MgSQO,, Ta CyMmilwl nepemiwyoTb. Hepo3unHHy pevyoBuHy
QinbTpyloTh, Ta ocag npomusatoTe 3 ACOEL (5 mLx2). MoTim, binbTpaT KOHUEHTPYIOTb MNif 3HUWKEHUM
TuckoM. OgepXaHuii ocaj OUULLYIOTb OCHOBHOK KOSIOHKOBOK Xpomatorpadieto 3 cunikarenem (Hex-
AcOEt) ans opepxaHHa ©e3konipHoi amopdoHOi TBepaoi pevoBuHW. Lo TBepay pevoBuHY
KpucTtanisytoTb 3 rekcaHy (1 Mn) gns opgepxaHHsa (4a'R,8a'S)-4'-(7-meTokcmbeH3odypaH-4-
inm)okTarigpo-1'H-cnipo[umknobyTtaH-1,2'-xiHokcaniH] (107 mr, Buxia: 35%) y cpopmi 6inoro nopotuky.

'"H-AMP ( CDCl; ) Sppm : 0.95-1.1 (2H, m ), 1.3-1.4 (1H, m ), 1,4-2.1 (11H, m ), 2.25-2.4 (1H, m
),3.01 (1H, d,J=11.0Hz), 3.17 (1H, d, J = 11.1Hz), 3.40 ( 1H, br), 3.45-3.5 (1H, m), 3.97 (3H, s
), 6.58 (1H, d,J =8.4Hz), 6.70 (1H,d, J =8.4Hz), 6.80 (1H, d, J = 2.1Hz ), 7.58 ( 1H, d, J = 2.1Hz

[0280]

Mpuknag 580

OpepxaHHsa (4aS,8aR)-1-(6,7-andTopobeHsodypaH-4-in)-3,3-aumeTungekarigpoxiHokcanii rigpo
xnopuay

AbconoTHa KoHdirypauis

HH cH;
N]LCH3
M
H Hl
)
F 9

Tonyon (6 mn) cycneHsia (4aR,8aS)-2,2-gumetungekarigpoxiHokcanid (252 mr, 1.50 mmonb), 4-
Opomo-6,7-ancTopobeHsodypaHy (384 wmr, 1.65 mmons), Pd(OAc), (16.8 mr, 0.0748 mmonb), t-
BusP.HBF, (21.8 mr, 0.0751 mmonb), Ta NaOt-Bu (202 mr, 2.10 MMOSb) nepemillyoTb NpoTsirom 3
roAvH 3i 3BOPOTHMM XONOAUNBHUKOM Yy aTmocdepi a3oTy. PeakuiiHUm po3ymMH OXOMOAXYHTb A0
KiMHaTHOT Temnepatypu. [loTiMm Tyan popatots Bogy (0.5 mn) T1a AcOEt (10 mMn) Ta cymiw
nepemiwyloTb. NOTIM Takox gogawTb MgSO,, Ta cyMmill nepemiwyioTb. [10TiM, HEPO3UYNHHY PEYOBUHY
QiNbTpYOTb Yepe3 uenit. dinbTpaT KOHUEHTPYITb Nid 3HWKEHWUM TUCKOM, Ta OAepXaHun ocapj
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OuUNLLYIOTE OCHOBHOK KOMOHKOBOK Xpomatorpadieto 3 cunikarenem (Hex-AcOEt) ona ogepxaHHs
6nigo »xo.Toi onii (193 mg). Lo onito po3unHioloT y eTtaHoni (2 mn). o po3umHy gogatote 1 N HCI-
EtOH (1.2 mn), Ta cymiw nepeMiwyoTb. OgepxaHi kpuctanu 36mpatTb QiNbTPyBaHHSIM, MPOMMBAOTb
3 eTun aueTtatoMm, Ta MOTIM CywaTb Nig 3HWKEHUM TUCKOM [Ansi ofepxaHHs (4aS,8aR)-1-(6,7-
andTopobeHsodypaH-4-in)-3,3-aMmeTungekarigpoxiHokcanin rigpoxnopuay (167 wr, suxig: 31%) y
dopmi Binoro NOpoLLKYy.

'"H-AMP ( DMSO-ds ) Sppm : 1.01-1.17 (2H, m ), 1.34-1.44 (1H, m ), 1.48 (3H, s ), 1.52 (3H, s ),
1.59-2.07 (5H, m), 3.00 (1H, d, J =13.0Hz), 3.28 ( 1H, d, J = 13.2Hz ), 3.75-3.9 ( 1H, m ), 4.0-4.15 (
1H, m), 6.83 (1H, dd, J =5.9, 13.5Hz ), 7.36 (1H ,dd, J = 2.6, 2.6Hz ), 8.0-8.2 (2H, m ), 9.7-9.9 ( 1H,
m).

[0281]

Mpuknag 581

OpepxaHHs (4aS,8aS)-1-(2-uiaHo-1-(Tpwmisonponincunin)-1H-iHgon-5-in) 3,3-
anveTungekarigpoxiHokcaniHy

AbcontoTHa KoHirypauis

Tonyon (5 mn) cycneHsia (4aS,8aS)-2,2-gumeTtungekarigpoxiHokcaniny (200 mr, 1.19 mmons), 5-
B6pomo-1-(Tpuisonponincunin)-1H-ingon-2-kapbonitpuny (493 wmr, 1.31 mmone), Pd(OAc), (13.3 wr,
0.0594 wmmonb), tBuzP.HBF, (17.2 wr, 0.0594 wmmonb), Ta t-BuONa (137 wmr, 1.43 wmMmornb)
nepemiwytoTb npu 100 °C npoTtarom 4 roavH y atmocdepi a3oTy. HeposunHHy peqyoBUHY QinbTpyOThb
yepes UeniT, Ta inbTpaT KoHUeHTpylTb. OgepxaHui ocaj O4YMLLYHTb OCHOBHOK KOJIOHKOBOH)
xpomaTtorpadieto 3 cunikarenem (AcOEt/rekcaH) ang opepxaHHa (4aS,8aS)-1-(2-uiaHo-1-
(Tpuizonponincunin)-1H-ingon-5-in) 3,3-aumeTungekarigpoxiHokcaniny (430 wmr, 78%) y dopmi binoi
aMOPq)HoT TBEPAOI PEYOBUHN.

H-AMP (CDClI3) oppm : 0.75-1.38 (26H, m), 1.41 (3H, s), 1.54-1.77 (4H, m), 2.01 (3H, quintet, J =
7.5Tu), 2.25-2.32 (1H, m), 2.65 (1H, d, J = 11.2 Tu), 2.75-2.85 (2H, m), 7.11 (1H, dd, J = 2.0, 9.1 '),
7.32(1H,d,J=2.0Twu), 7.33 (1H,d,J=0.5Ty), 7.50 (1H, d, J = 9.1 T'u).

[0282]

Mpuknag 582

OpepxaHHg (4aS,8aS)-1-(2-uiaHo-1H-iHgon-5-in) 3,3-aMmeTungekarigpoxiHokcaniHy

AbBconoTHa KoHdirypauis

HH cH,

HN~/
N

Tetpabytunamonin cdtopug (1 M THF posuuH, 0.73 mL, 0.73 mmonb) gogatoTe Ao 6e3BOAHOro
TeTparigpodypaH (5 mn) posunHy (4aS,8aS)-1-(2-uiaHo-1-(Tpmisonponincunin)-1H-iHgon-5-in) 3,3-
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anvetungekarigpoxiHokcaniHy (170 mr, 0.366 mmonb) npu KiMHaTHIA TemnepaTypi, Ta PeakuiiHun
PO34YMH MepeMillyloTb Npu KiMHaTHIM Temnepatypi npotsarom 1 roguHu. PeakuiiHunm po3yuH
KOHLIEHTPYIOTb MNid 3HWXKEHMM TUCKOM, Ta OAEepXaHWMM ocaj OuYULLYIOTb OCHOBHOK KOJTOHKOBOMO
xpomaTtorpadieto 3 cunikarenem (AcOEt/rekcaH=1/10—1/1). PO34vHHMK BUAANAOTb MNif 3HWKEHUM
TnckoM. OgepaHuii ocad pe KpuUcTanisylTb 3 eTun aueTart/n-rekcaHy ans ogepxaHHs (4as,8aS)-1-
(2-uiaHo-1H-iHgon-5-in) 3,3-aMmeTungekarigpoxiHokcaniHy (30 wmr, Buxig: 27%) y dopmi 6Ginoro
MOPOLLKY.

'H-AMP (DMSO-dg) dppm : 0.82-1.00 (4H, m), 1.08-1.34 (6H, m), 1.42-1.67 (5H, m), 2.19-2.27
(1H, m), 2.55 (1H, d, J = 10.9 T'u), 2.59-2.69 (2H, m), 7.11 (1H, dd, J = 1.8, 8.8 '), 7.26 (1H, d, J =
0.8Tu),7.32(1H,d,J=1.8Tu), 7.36 (1H, d, J =8.8 'u) 12.25 (1H, brs).

[0283]

Mpuknapg 583

OpepxaHHs (4aS,8aR)-1-(7-xnopo-2,3-gurigpo-1H-iHaeH-4-in)-3,3-gumeTunaekariapoxiHokcaniHy

AbcontoTHa KoHirypauis

£y

Tonyon (1 mn) po3unH Bic(Tpu-Tpet-6yTundocdin)nanagin (25.6 mr, 0.0501 mmonb) gogatoTe Ao
Tonyon (4 mn) cycnensii (4aR,8aS)-2,2-aumetTnngekarigpoxiHokcaniHy (168 mr, 0.998 mmonb), 4-
©pomo-7-xnopo-2,3-gurigpo-1H-ingeH (255 mr, 1.10 mmone), Ta NaOt-Bu (135 wr, 1.40 mmoneb), Ta
CyMill rnepeMmiwyoTb NpoTAroM 4 roAuH 3i 3BOPOTHUM XOMOAMITbHUKOM Yy atmocdepi asoTy.
PeakuinHnin po3unH oXonoxyTb A0 KiMHaTHOI TemnepaTypu. [NoTiMm Tyan gopatots Boay (0.5 mn) ta
AcOEt (10 mn), Ta cymill nepemiwyioTb. NOTIM TakoX AoAdawTb MgSO,, Ta CyMill nepemillyioTb.
HeposunHHy peyoBMHY QINbTPYHOTb Yepes ueniT, Ta ocag npomuBaloTe 3 ACOEt (5 mLx2). lMoTim,
dinbTpaT KOHUEHTPYIOTb Nif 3HMXKEHUM TUCKoM. OaepXaHuii ocaj OUULLYIOTb OCHOBHOK KONIOHKOBOIO
xpomaTtorpadieto 3 cunikarenem (Hex-AcOEt) ans ogepxaHHs 6inoi TBepaoi pevoBuHU (167 mg). Lo
TBEPOY pPEevYOBUHY pe KpucTanisyloTb 3 eTaHon/Boan And opepxaHHs (4aS,8aR)-1-(7-xnopo-2,3-
avrigpo-1H-iHaeH-4-in)-3,3-gumeTungekarigpoxiHokcaniH (136 wmr, Buxia: 43%) y dopmi 6Ginoro
MOPOLLIKY.

1H-AMP ( CDCI3 ) éppm : 0.97-1.12 ( 3H, m ), 1.16 ( 3H, s ), 1.27 ( 3H, s ), 1.31-1.44 ( 2H, m ),
1.45-1.76 (3H, m ), 1.78-1.92 ( 1H, m ), 1.94-2.06 ( 1H, m ), 2.12-2.23 (1H, m ), 251 (1H, d, J =
11.2Hz ), 2.85-3.05 ( 5H, m ), 3.1-3.2 ( 1H, m ), 3.45-3.55 ( 1H, m ), 6.58 ( 1H, d, J = 8.4Hz ), 7.03 (
1H, d, J =8.4Hz).

[0284]
Mpuknag 584
OpaepkaHHs (4aS,8aS)-1-(6-uiaHoHadTaneH-2-in)-3,3-auMmeTnnaekarigpoxiHokcarniH
avrigpoxnopuagy
AbcontoTHa koHdirypauis
Hil cH,
CH4
N HCI

H

Q HCI

N
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Tonyon (5 mn) cycnensia (4aR,8aS)-2,2-aumetungekarigpoxiHokcanidy (200 wmr, 1.19 mmons), 6-
B6pomo-2-HadpToHiTpuny (303 mr, 1.31 mmonb), Pd(OAc), (13.3 mr, 0.0594 mmons), tBusP.HBF, (17.2
mr, 0.0594 mmonb), Ta t-BuONa (137 mr, 1.43 mmonb) nepemiwytoTb npu 100 °C npoTarom 4 rogviH.
HeposunHHy pevyoBMHY QinNbTpyoTh Yepes3 ueniT, Ta inbTpaT KoHUeHTpyTb. OpgepxaHunm ocap
OYMLLYIOTb OCHOBHOI KOJTOHKOBOK XpomaTorpadieto 3 cunikarenem (AcOEt/rekcaH). Po3unHHUK
BMOANAOTh Nig 3HWKEHNM Tuckom. OgepaHun ocag po34YMHIOTL Yy eTun aueTaTi. [Jo uboro po3ymHy,
popatoTe 1 N XnopuCTOBOAHEBY KUCMOTY-€TaHON, Ta OAepXaHi kpuctany 3bmpatoTe inbTpyBaHHSM.
OpepxaHi kpuctanu cywaTb Nig 3HWKEHUM TUCKOM Ans ogepXaHHs (4aS,8aS)-1-(6-uiaHoHadTaneH-
2-in)-3,3-anmeTungekarigpoxiHokcanin - gurigpoxnopugy (303 wmr, Buxig: 65%) y dopmi 6Ginoro
MOPOLLIKY.

'H-AMP (DMSO-dg) dppm : 1.10-1.50 (6H, m), 1.56-1.90 (7H, m), 2.00-2.14 (1H, m), 3.08-3.45
(4H, m), 4.68-5.32 (1H, br), 7.45 (1H, dd, J = 2.0, 89 Tu), 7.64 (1H, d, J =1.8Tu), 7.73 (1H, dd, J =
1.6, 8.6 u), 8.00 (1H,d, J =8.6 'u), 8.04 (1H, d, J = 8.6 '), 8.49 (1H, s), 9.10-9.28 (1H, br), 10.04-
10.28 (1H, br).

[0285]

Mpuknag 585

OpepxaHHs (4aS,8aS)-3,3-gumeTtunn-1-(1-(tpuisonponincunin)-1H-nipono[2,3-b]nipngnH-4-
in)aekarigpoxiHokcaniHy

AbcontoTHa KoHirypauis

H s

@N jLI::H3

H
i N

I, ¢ CH;
N SN

H4C
HE(—'Y‘ FCHg
H3C

Tonyon (5 mn) cycneHsia (4aS,8aS)-2,2-gumeTtungekarigpoxiHokcaniny (200 mr, 1.19 mmons), 4-
B6pomo-1-(Tpuisonponincunin)-1H-nipono[2,3-blnipuaiH (462 mr, 1.31 mmonb), Pd(OAc), (13.3 wr,
0.0594 wmmonb), tBuzP.HBF, (17.2 wr, 0.0594 wmmonb), Ta t-BuONa (137 wmr, 1.43 wmmonb)
nepemiwytote npyn 100 °C npoTtarom 4 rognH y atmocdepi a3oty. Hepo3umHHy peyvyoBrHY inbTpyoThb
yepes ueniT, Ta (inbTpaT KOHUEeHTPYTb. OgepxaHui ocag O4YMLLYIOTb OCHOBHOK KOJIOHKOBOIO
xpomaTtorpadieto 3 cunikarenem (AcOEt/rekcaH) ana opepxaHHa (4aS,8aS)-3,3-anmetnn-1-(1-
(Tpuisonponincunin)-1H-nipono[2,3-b]nipuaunH-4-in)gekarigpoxiHokcanin (439 mr, 84%) y dopmi 6ynoi
aMOPq)HoT TBEPAOI PEHOBUHN.

H-AMP (CDCI3) dppm : 0.95-1.20 (22H, m), 1.36-1.45 (3H, m), 1.52 (3H, s), 1.65-1.92 (7H, m),
2.11-2.20 (1H, m), 2.57-2.67 (2H, m), 2.83-2.95 (1H, m), 3.26- (1H, d, J = 11.7 '), 6.55 (1H, d, J =
3.5Mu),6.63(1H,d,J=5.3Tu), 718 (1H,d, J=3.5Tu), 8.12 (1H, d, J =5.3 I'L).

[0286]

Mpuknag 586

OpepxaHHs (4aS,8aS)-3,3-gumeTun-1-(1H-nipono[2,3-b]nipuanH-4-in)aekarigpoxiHokcaniH
dymaparty
A6contoTHa KoHirypauis
H i oH,
5 CH3
=P
SNT O HOLC |
2
\NI ) O,H
H
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Po3umH TeTpabytunamonin dprtopmay (1 M THF, 1.95 mL, 1.95 mmonk) gogatoTs Ao 6e3BoagHOroO
TeTparigpodypaH (5 mn) posuuHy (4aS,8aS)-3,3-anmetnn-1-(1-(tpuisonponincunin)-1H-nipono[2,3-
b]nipnoun-4-in)gekarigpoxiHokcaniny (430 mr, 0.976 nmol), Ta cymiw nepemiwyloTb NpU KiMHaTHIN
TemnepaTypi npotaroMm 1 roguHu. PeakuiHMA PO34YMH KOHLEHTPYIOTb MNid 3HWKEHWM TUCKOM, Ta
ofepXaHuUMm ocad OYULLYIOTb OCHOBHOK  KOJIOHKOBOK  XpomaTtorpadiiero 3 cunikarenem
(AcOEt/rekcan=1/10—1/1) gna ogepxaHHa npoaykty (370 mr, 1.30 mmonb) y dopmi onii. Lito onito
PO34MHIOTb Yy eTaHoni (5 mn). o uboro posuvnHy, gogalTb eTaHon (5 mn) pos3uMH dymapoBa
kncnota (151 mg), Ta eTtaHon BMAANAKTb Nig 3HWKEHUM Tuckom. OpepxaHy TBepAy PEYOBUHY
peKkpucTaniayloTb 3 eTaHon/eTun aueTtaTy Ans ogepxaHHs (4aS,8aS)-3,3-gumeTun-1-(1H-nipono|2,3-
b]nipnawnn-4-in) gekarigpoxiHokcaniH doymaparty (246 mr, Buxia: 63%) y dpopmi 6inoro nopoLuky.

'H-AMP (DMSO-dg) dppm : 0.94-1.09 (1H, m), 1.20 (3H, s), 1.26-1.55 (7H, m), 1.68-1.78 (1H, m),
1.85-2.04 (2H, m), 2.81-2.93 (1H, m), 2.95-3.23 (3H, m), 6.36-6.42 (1H, m), 6.49 (2H, s), 6.71 (1H, d,
J=5.2Twu), 7.32-7.38 (1H, m), 8.09 (1H, d, J =5.2 'y), 8.50-11.20 (1H, br), 11.59 (1H, s).

[0287]

Mpuknag 587

OpepxaHHga (4aS,8aS)-1-(4-(audpTopomeTokcn)-3-pTopodeHin)-3,3-gumeTnngekarigpoxiHokcarniH
aurigpoxnopug

AbcontoTHa KoHirypauis

HH
CH,
G
ANT el
HCI
F

F\FI,

Tonyon (5 mn) cycneHsia (4aS,8aS)-2,2-gumeTtungekarigpoxiHokcanid (200 mr, 1.19 mmons), 4-
6pomo-1-gudTopomeTokcu-2-dptopobeHson (315 wr, 1.31 mmonb), Pd(OAc), (13.3 wmr, 0.0594
MMonb), tBuzP.HBF, (17.2 mr, 0.0594 mmonb), Ta t-BuONa (137 mr, 1.43 MMOnb) nepemiwyioTb npu
100 °C npotarom 4 roauH. Hepo3uumHHY peyvyoBUMHY INbTPYOTL 4Yepes uenit, Ta dinbTpart
KOHUEHTpytoTh. OaepxaHnii ocag OYMLLYIOTb OCHOBHOK KOMOHKOBOK XpoMaTorpadieto 3 cunikarenem
(AcOEt/rekcaH). Po3unHHMK BUAansaoTh Nig 3HWKEHUM TUCkoM. OgepaHnii ocaj, PO3YMHIOTb Y eTun
auertarti. [Jo uboro po3umHy gogatoTb 1 N XNOpUCTOBOLHEBY KUCMNOTY-€TaHONM, Ta OAepXaHi Kpuctanm
36upatoTb inbTpyBaHHAM. OfepxaHi KpucTtanu cywaTb Mig 3HWKEHUM TUCKOM ANsl OAepXKaHHS
(4aS,8aS)-1-(4-gudTopomeTokecu-3-pTopodheHin)-3,3-aumeTnngekarigpoxiHokcaniH - gurigpoxnopuay
(193 wr, Buxia: 40%) y dopmi 6inoro NOPoOLLKy.

'H-AMP (DMSO-dg) dppm :1.01-1.39 (6H, m), 1.49-1.67 (6H, m), 1.67-1.77 (1H, m), 1.96-2.05
(1H, m), 2.81-2.95 (2H, m), 3.02 (1H, d, J = 12.5 T'y), 3.10-3.23 (1H, m), 4.30-4.80 (1H, br), 6.96-7.01
(1H, m), 7.02 (0.25H, s), 7.17 (1H, dd, J = 2.5, 12.1 Tu), 7.20 (0.5H, s), 7.33 (1H, t, J = 8.9 'y), 7.39
(0.25H, s), 9.04-9.21 (1H, m), 9.70-9.85 (1H, m).

[0288]

Cnonykw Mpuknagis 6 - 76, 78 - 105, 107 - 111, 113 - 149, 151 - 236, 238 - 578, 588 — 1656, wWo
nokasaHi y Tabnuuax Hmxkye, Oynun ogepkaHi TakuM camum LWsxoMm, sik i MNpuknagn BUKOPUCTOBYHOMI
BiAMOBIAHI HanNexHi BUXigHi matepianu. Y uux Tabnuusx, Hanpuknag, ogepXaHi Crornyku mMarwTb Taki
di3nyHi BNacTUBOCTI, AK KpucTaniyHa dopma, m.p. (Touka TOMMeEHHs), Cinb, 'H-AMP, Ta MS (cnektp
mMac).
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[0289]
Tabmuus 1

BiaHocHa koHGirypattis

4 H
o Fty

3 kY
£ 1

B
H

X2

NMR

THNMR [OVSOOE) Bpprt 1 38 (3K, 8, 148 {34, é)‘ 1ERZ20BM M) 304 d 0= T3S
Mz, 35T (U d o ¢ 133 re) 75380 (1 m), 440488 1 b m), TATT.30 (2 1, ),
VIV AG{ZH, mh TES-TEI B, ) BASEET 1 H, b)) DUDF 95 {0 ey

THNMR ORSO-08) Spoes 138 (34 8), 148 0 8} 15520906, ™ 307 (R 5182
Hrr BABTIH ¢, 30 932 P, BTD 38T (1K a), A D04 40 (15, m), FA¥ {14 6 U222 90
Ml T2{TH. G - 0ak), FIT (I 0 0 2202 TET MM o S Ga R T H (Y, 0= a9
M BAZ-865 (1H, ), 8801008 (11, b

R NMAR IDNMSO-05) Bppen AP (30 8) 1 4B (34, 8). D07 (1H g, R4 M), BEB (T )
SARASR), ST PH LI AB 2] 390 AT {4 m) 7R ABA M= m), 2I{1S oY S04
BOHZ 230414 00 =00 SAM2, T Q0 PAHY TES (3R 0 J =84 TES
{1H, &, J= 8.8 M), 8 60-8 85 1+, o) 40 47 *0 65 (1h, twr).

TNMR (ONSC-06) Bopm 1 33 (3, 81 1 (B 85 1 56218 (&5, m), 28R 100, 8 U 135
Mzl 34BN, S I TRS M), 38382 (TH m) £20.4 40 (T, ) S8 (2, ot v 9D M)
T23{85. @ J= B0 r2) BAD BES {11, te), S7H005 1144 v

AR NMR (OMSO-8) Sppsen 32430 8) 143 (31} o) 155215 (8 m) 263 (I g, =138
), 358 (1, 0, J = 130 My, 365382 (14, 03, 420443 (1M, ), BT (M, g 0= 28 90
R T WY, 0 0 2B M) V60 (1 d xR U Mg, BADB 82 {1H, D), § 7DA S5 (T e

THONR (OMBO-A8) Bopm 1 340GH 91 1 242 w), 200 [1H ¢ 4= 138 v B ES-R 73 (20,
i), 385448 (A m) ATTABO (M m), B U5 S DR (I mmy YR A0 (IR m) T AR {5 4 .
S0+, BE0H8Y 1, ), 1031081 (11 )
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[0290]
Tabmus 2
BiaxocHa koHdirypauis
HR‘ CH}S-l
LYo

N

H é4
IMpuknan X R* NMR Cinb

m), 282-2.96 (1H, m), 3.06-3.25 (14, m), 3.25-3.45 (24, m), 400525 (1H, br), 7.29 (1H, cd, J

=21, 88 H2), 7.35-7.60 (3H, m), 7.78-7.94 [3H, m), 933-D67 (1H, br), 9.73-10.08 (1H, bx).
H-NMR (DMSO-0B) Bppm : 1.30-4.53 (4H, m), 4.60 (3H, 8), 1.65-2.07 (51, m), 284 (1H, 4, 1=

P m 12.4 Hz), 3.06-3.45 (3H, m), 440588 (1H, br), 7.18 (1K, &d, J= 1.7, B7 H2), 742 (1H, d, J =
5.4 12), 785 (1H, 6 J= 1.7 k), 7.76 (1H, d, J = 5.4 Hz), 7.93 (1H, 6, J = 8.7 H2), 9.40.8.70
(1H, be), 8.80.10.12 (1H, by).
1H-NMR (DMSO-G6) Bppm - 1.44 (34, 8), 162 (3H, 8), 200 (1H, ¢, J = 127 H2}, 334 (1M, d, J

" o m = 127 Hg, 346:381 (4, ), 375385 (2H, m), 400410 (1H, m), 411-428 (1H, m), |
475561 (1H, b, 712 (1H, dd, J = 21, 87 H2), 7.40 (1H, 6, J= 5.4 Hz), 782 (1H, d, J = 21

H2), 775 (1, d, J =54 Hz), 7.81 (1H, & J =87 Hz), 9.83-10.08 {1H, bx), 10.08-10.30 (1H, br).

1H-NMR (DMSO-G8) Bppm - 1.25-1 45 (44, m), 1.52 (3H, 8}, 4.65-1.38 (34, m), 1.88-210 (2H,

m), 284 [1H, d, J= 12.8 Hz), 2.94-3.10 (1H, m), 3.18-3.30 (2H, m), 403470 (1H, tx), 7.08 (1H,

| J=26 87 Ho) 733 (1K, o J = 28 H2), 752 (1H, 6, J = B7 Ha), 828958 (1H, Jlurizpoxnopua

br)$.72-10.04 {1H, bx).

1H-NMR (DMSO-d6) Bppm © 1.30-1.50 (44, m), 1.80 {3+, 8), 1.85-2.05 {4+, m), 205-2.23 (1H,
v o 00

Jluriapoxnopua
Jlurigpoxnopua

JuriapoxaopHua

126 Hz), 290-3.08 (1H, m), 313 (1H, o, J = 126 Hz), 326336 (1H, m), 4.35-5.05 (1H, br),

Jlnrigpoxiopua
7.05-7.48 (24, m), 7.30-7.40 (24, m), 5.30-9.55 (1H, br), 3.75-10.02 {1H, br}.

1HNMR (DMSO-d6) Bppm * 1.24-1.45 (4H, m), 1.53 (3H, 8), 1.63-2.04 (3H, m), 2.82 {1H, d, d=
a

1H-NMR (DMSC-d6) Bppm ; 1.46 (3H, 8), 1.64 (3H, 8), 288 (1H, d, J =128 Hz), 3.47-386 (3K,

= & m m), 3813.97 (2H, m), 401-415 (1H, m), 4.34-4.45 ("H, m), 7.26 (1H, dd, J = 2.3 B8 Kz}, 7
7.38-7.44 (1H, m), 7.44.7.50 (1, m), 7.50-7.54 (1H, m), 7.80-7.87 (2H, m), 7.89 (1H,d, J=81 Tapoxaopua
Hz), 8.84-10.04 (1H, br), 10.04-10.20 (1, br)

[0291]
Tabmuus 3
BianocHa kondirypauis
HH CHy
:,w.,!-rNi"‘\t"cHg
"\',.1;\4 ’,!l
e
H
R
IMpuknan R NMR Cinb
THAIMR (OMSOC8) 8 ppm (0] 1 &1 (354, 5,1 &34 70 (554 miy, 1724 82 (2 4 m), 495223
" b (454, ). 3363 52 {244 m), 25402 A t), 40247441 4 ) S64600(* = ), 7317380 Jlurimpoxnopua
"\/L) Homy TART AT {20 m) TEO-TET( A My 7727 85 QW mi 8 44E 80 (1 =, ) G040 40 LY
).
THLNVIR (DMEO-CR) Spprm (S} % 30447 (54 m). 156 (34 %) 183476 (2, m), 180292
- (36, My, 242228 (1 my, 3223 44 (74, ), BBSL02 (%5, mh S00890 (1A, b} TASMH A J=  Jluriapoxaopua
BEHA 736 (1H, 6 J= 84 HZ), 770 (K, & J » 54 42), 777 (14 o), 788 (144 d 2= BE6 ),
B.25-8 74 {1H, ), 5.00-8 54 441, o}
e 1H VR (DMSO-CB) Sppm 134 {3 B), 1.50.1 58 (S8 ), 1.67-7 53 (3 m). * 80-218 {3 m),
2 CL 3NTB3B LN M), TTBALE G- my 2UC2E0 (Hom), F2ST AT (M m, TARTA0 11 b, Jluriapoxopwi

2]

BAS-B.6E (1M, ) BRGE1I Y o)
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BiasocHa koHdirypanis
H Chy
P
3
e, S
AN
R

NMR

FH-NNR (DVS0-08) Spem (BUT) £ 43 (%4 s}, 147 (314 8), 151485 (14, m) 172190 (3 m),
LERR0R (204, i, 212228 (H, ™), 36853 8C (3H, M), 381392 (e, m) 39R.47Y (TH my 1470
{20, b, 7207 A 16 pa) T IR BS (3l 158 4 10 b, B AUA8 5B [YH )

CH-NMIR (D% SO0 Spom (B0YC) | 246 (306 5), 249 (3 8} BS54 {8 My 250044 B M
24T-3 B ), 386 0T (T, mp. 4004 20 {744, rr), < 608 B8 {1M, 1), 4 85606 {18 r), 73BT ES
(2, 1y, VA6 R, 0, S S A, TR (1 pee), TR (11, 8 = B8 Wz, 940368 {1 ey 36B1D 41

HH, o).

THNMR [OVSGo8] Spom (BUC) 144 (88 8], 1 7554 (1M, m) 1871 84 AN m 186213 (38,
], 214-2 30 {17, m} 3.60-3 BO {2+ v, 3H2A07 {4 e, SROB T [, bl 704 (90 6, J < BB i,
T o = BSHZ) 90STEEH )

Rd

Bignocna xoudirypanis

THANMR (OMSBO] Spper 1230 67 (30 my, 146 (34 8], 157 (39, u), ¢ 491,97 [4H, m),
CO8-208 (1H, m), 307 1104, d, J = 3G bz, BT d, ¢ 15 IIFBER (H, my,
410430 (e 1) VB (Y@ S m 22 0g), 227 28 (M, ey 7357 43 (24 my, 7 BB.Y BS
A4y, 80203 {*H, ) 62281 [0 by

SHNBR COCHY Boprn ¢ P 060 w1 A0-T 53 11H, ) 78 136 8), 1584 27 M
™)t 930 8] 19B205 (W el QIE234 (N ) 247258 (K my, DET.2 BB {1 m),
REXIH @, , = AGHZ)L 3R (T 8 I 1AM, ASAI Y M m A58 (i, @ J 12 e
), 387004 {10, ), FOTT O Vb, ), TATT 22 (MK, ), 307 35 0 m), 74D 7 &8
{544 ), TBET 83 (3K ) 1127 °H rs)

THNMR (DMBO.08 ) Sppmt - 1272 (8M M ) 157 (34 8 ) 18108 { &H =), 185298
(1M, m) D081 0 J= 30 ), 340 {1 8 0 134 ) 375360 44 m ), 40642
(T om L ASI{ T B ) TOV Tk S 2N B ) TAT (M TR, B 35
23 0% TAMIH G L2800 701 L S S0z L BOSH B[ 2 m ), 2751009
(A% m)

CANMR(IMECE ) 8o QBT 1IN M) 1R85 A8 [ ) LB T (P my, 2 22
fad ) BBS{ Sk G AN THE Y 3L g J w282 BERAT (T4 M) 47401
MEBER{ i Je YT ) T BB B S 8 T} P BT T (2 m) T T4 R, d=
B LPGB2[H ] 5095 T M)
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TH-NMIR [COCIS) dpem | ¢ 18T 28 (16 rmd, 138150 {20 mj, 168 {3, 8), 1 7200 (2,
T 190, 81, 207222 (14 ) 239257 (2H ), A0B 4 4 J = 128 vax), 34 {TM, o
T8 M0 ITRI00 {14 m), IH140° (1 ), V04 o S0 B8 2242 TIPS
(A m), TR A e B 4HY), T TS @ =8 0 Hz) 8 8G-H U7 [ Iv), 5991037 (44,
o

THANMR TO00) Spom 1974 3 (1 ap), 1371 T4 ml, 2 47 434 8) 1 BY-204 (04
™), 190N 5] 220-230 D, v 236 284 (94 m) 2642810 ), 2TH[EBH, 4, - 49
By A2 R 1E 2 i) D68 D74 00 ), A5 GI{I ) S8 (1M g n 132
TOUOH o 388,03 ), 7 21T 32 2 o) TAA (I G s DA, TIB {1, 6 J2 88
igh, 11 20 (164, twe)

THENMR (CDC3) Spom 1 1113 {10 mp 1,361 84 (D ) ¢ 65 (30 8] 7 72200 (2
M} TO0 (3, &), 207200 IYH, ), 234280 (20 m), TOBIM o L w 132 =) SR [t o
TASA MY IVEACZ 24 o) TOLIH o S 87 222, 7T T M) T IO, 0 )
xs?m 864300 (Y. tx), 100800 37 [+, e}

TRNMR (CIGS) Bopm < 20130 1K 13007 24 (B my, 4B {30, 8 180 13 ),
TRTY AT (Y or, RAC2 0 UM o), 240 T EE (1K, o), 2EE A0 {1 ), 281 (3, 8 L

S
3 U \Q‘,LJ\’ ABME TG (H ¢ Jx VIE M) D813 A0 il 288 1M ¢ S 133, 388306 (1K,
h M, G05 (R G, S BT DM P 200751 3N, e TI0 I @ 4w BT Y 11541 44
ey
AR { DMBO-E | Sppm (0B 2 D, m 125145 (R m) 153 (B 8) 1647
(M) 1709 B m 182826, m) 292 ( 1M 6 S =262 . 3B { 1M, d J=
» ¥ Ny 2Tz ) BIEAO (D ), TOR( 10, S = TEE) 738 (H o8 J= 1T Vi), 748
: It d S S FET O o dr Z8Ma ! RISt 6 S S dkiz) 8100 14 br ), BB
(1‘:,;,}
SRR (NSOt ooom 085118 (3K, ML TR A4S m), 1.7 (364 8), 153 {3
i o) $3AB21(YH M) 308 (TH, d J- 420z}, 82345 (75, m), 375865 | Tk om),
» » 36545 [TH M) EBEA{TH, M) P LII{ IR m) 208 (1 g J e D) 807 (1
@3, Q77 Br )
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34 8 \q j-{g\:‘a
3

O o

35 "8 7194 '&%NS
Hy gc}\(‘m

k] it ’(,é\‘(é: o

GENMRICICH ) Bosm § 5B o, 05 VAME), ¢ P00 6] 1251 & [6H. M) 14518
(RS MY TR0 (T m ) BEC M A L S ] BT D e 11 Bz L ABBES( 11,
P AE5B LN MY B0 {1 0 U= T Dz BEA{ M 8 =2 ) TOM( 1, dd T H,
TOHZ) PN, g Je B, TG G ara )

HNMIR OO0 Y 8o * 3008 g 0w 7 EHE) 1 21 (30 8,7 250 3 (5, M), 1 354 45
Pog m a3t br) t BB ITS m) 2HO(N 4 4011 TS TR 0, 0 = 11 B,
BASIET(H M) BBBES (1, ) EAB 1 @ v B8 ) BHS T &1 J 024 8D

THEEUH A I R AMEY, TS (T, 8 Je UM LT S VLS u T k)

CONMR [ CRCE 8ppm 12 {TE= ) 12 (3 k) T EE TR LA M) 12185 (1M
S RPRUIH G 1B Y, 28 {4 Lo 17 Bele ), BABAGH 2 M) BABBS] 1 m),
BB2{74 an, J= 00 BEHZ)L BR8] POB(IM I Jm 2 2ee) 14511 & S BBk
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NMR

THAMR (COCR ) Spom ©954.°5{ 34 m} 121 (3 8y, 1251451 8K
ML A5 B2 M), S BTS840, L 2B3{tH ¢ J = VBHe) B {1,
CJx118M2), 3637 (1 m} 376388 (1~ m) 650 1 de J= 035,
T44) SE5BE{ W mLTOO{ W ¢ JoB M2y 70/ (1 g J=77,
ThHE) P14 de S« 28 2802 BARLTH br)
THANMR{ COCI3 ) &g 104 G {5 My, T 183, 5}, 1 21 5{ 3k m],
1BAT(TH MY 20235, my 275158 o =108 ) 305395 {1,
m ), 338 {1 S T L 3B M ) 648 (B g, = 7 AHZ),
EESBE( T M) B9 (1M 0 J=T 42, TO7T(3H, dd & =78 7Bz},
T3 el J# 28 28H2) 317 (T )
TH-NMR {CRCI3 ) Sppm 101 BS {15 m ), 282 (" o, 3= 1152 ), 288
(4,0 S 41 8hR ) BASAES (1H M) 3EG3E8 (1H m) € ARAE (T
mLERS {14, dd S 23 BEM) FOA [ 0 J=2202) TIB{H i 47
28 2B42) FASTI(IH m) 788 1H k)
TH-NME {COCIE ) ppm 108 (34, 5), 14-1.55 (B m ) 1 61 75( 1+, m),
185215 (24, my 2B 8 280 { 1M, 0 4R 1AMz ), 28530 (1,
ML 3D, d o= 114H2 ), 3563 T [H, m], 635625 ( 1+, m) 694
{14, g %23 88z ) T03( "k, ¢ 4= 20HZ ) T2 (1R, da J =28,
28Hz), 1273 (4, m ) TRA{1H b ]
THANMR [ DOMSOoB | Bpper 1T (G M) 14T G % m} 285 (T 9,
JE 182} 2R5 0 7H 4 ) #1200z ), 304548 m} BB (1 e J=
2424471 647 (T~ s GTEEI D ) 7D 40 S 2T 2707
T34{4 4 Jm 83z ) DER{ )
AENMR (DOMSOG6 ) Bpp CBS-15 1834, m) 15510 [ TH m), ~ 8521
(2H,m), 218 (3 8] 26547 (814 m), 62625 ( - m}, 660( 2 8)
BT8R (2H 8), 7031, ad 5 24 3CH)Y TI3[1H o J=85H:) 106
(T, s}
THAMR (DMSO6 ) Bpm 0851 4( 9k m ), 1451 91 S, m), 288 {2H,
g J 128 5 k), 3946 W m) BB {4 m) E24(H 8 =
& A0HZ), 647 (2,8 ), BASTO (24 m), T8 1H. & J% AP ), T27
{3 d, J= 35Kz}
NN (OMSO.06 ) 8ppm 170 4109, M), 14186 m), 285( 1H, d,
=G24z ), 303 ("M, d J =12 He ), 3HI6 (K m ) 3R { 3, 8 ),
ATSIBSIMW M) MM g 53 1H2L648(2H,8) B7-885(2H m),
TOP{M, & d=310r ) 7.34 (1M 0, Ja B&H2)
MR (DMBO.CE i Baer 1013 (2H M) 13448 (TH, ml 15495
18 M) 253 (2, AT 2] 33385 (1 m) 388 (3, 8)
B54{3, 8}, TOA{1H o) T7 (14 0d I B Geir) 75 |14 & Ju
QHz s TEB{H 8 ) 108 414 k)
HENMR { DMSORE | doprs 19155 (B4 m ) “35- 148 { 4, m ), 1 45C
(3, 86), 1648 ( A~ ML AS2T(1H M), 282 (1M ¢ J= 13202} 211
{1H d J= 1324z} 35405 {3 m} 697 {2H 6 J« 1.0+Z) 832{ 1%,
o, J 24 B5Me Y SV D 23R BT (1K o J= 84z ) 808
(9w L 8830 or)
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BianocHa koHgirypauis

NMR

THNMT ] DMSOEE J Booen 710 85 (20 m ) 1351 S{an m] 153 { 3 B},
1688 (4M M) CHLAG (I m) 288 (1M o J= 1332 31 4 U=
132biz), AESIAS{H D GHSA0{1H My SR (T br) BFTO{ M ),
FOTAL24 m Y BOBG( 4, ML TG0 H g o 109z
THNMR [ DMSO-¢6 ) 8ppm 12035 18k, m ), T 82 (3 5}, 16185 (44 m),
AU5-2 16 1H. ™) 293 TH 9 J= 135 338 ( T 4 = 13542 ] 36538
(1, my 2941 (4 ry EBBBL1H, m) BE71 (11, m) T2 (4 ad J=
85, 18742 5 308401 ) W002{ 19, 0 J= 113~z )
THENNR { THSCHR ) Brprn Y254 B8 m) 1 205 (%, m) 285(H g
S AN EG T & L DB ) SEITE( I m), ARG { T )
EAGEW (*rim] BEETE I DA my BOLAL] W m) 9802 [ m)
THANMR { SMSCat ) Jppm 12948 (8H m) T 30{ 34 8] 181G m )
1520573, M), 290, B, I= 13Tz ) BA2(AH, 0 S~ 1B W) 36378
(1A, M) S8 { 3, 8) 35-405( tH M) BEBEE (2 m ), BIT {1 br] 586
{9, b))

THLNMR {DNSO-d5 ) bopm 068 (34 8) 10512 (4H m), 1.2-0.6] 4k, ),
TEEIID{ N, mEARS 2T (B M 216 {30, 83 27528 {2 m) 312
{1H.d 7 12447 ) BESIES (4H m) BSOS 8651 5+ m)

CHNMR ( DNS0 48 ) 8npen T2AABEB MY 18 {3 8 LE205 (S m),
DAL ¢ o 1R T} BAB{H O U 14D ), IBR 331 m) 40415
(A m) BI7(¢ " ad, =18 TA-z) 600 @9 J= 23 Bd-g) 88570
(IH, M3, 724w dd, o= 31 89M2), 8 94( 14, tr ), 855100 (1H, m ).
THNMR { DMSC o8 ) Bopm 087 {2k =) 1051 2( 4, m) 12154, =),
TRATS(IA, M) 2 G2 24 ) 218 {3 5), 265508(64, m) 662 {4,
S0, 608 (K od Ls 02 TRME ) BTSE0 (M m) 75 (1M od Js 81,
gz )

GESNME [ TWSO-GH Y Bpom 1 1 1T A (R m | 1 82 {3H $) 1 BRT{5M m)
28384 €S- 438k ) 306 (9, 0 I 1382} 3E5-38( 1 m ) 3841
(1 ) GBT 024 o0y TABYI(2H m), TS84 (1 m} G850 1{ 1K,
~h

HNMR [ DMEC-98 ) Soprn 088 (3H, ), 1051 5 (BH m ), 1559 76 [ 1h,
m)AIBE2T (T o m) 297 (0 ), 28205({ 2 m ) TR { M, A 4=
123z ) AFIBE(H ) BO1 (24,8686 ( 2, m) 7LT2{24 m)
TH-NMR DMEC) 2001 13062 (24, i 188 (3 &) 153 (35 s},
AET200 M ) 208000 ¢ J- 138 M) 348 (4K 0 = 13.6H2), 370374
{H, ey, 40820 CiHL o], B8 (M S 2= 87 28 02) 7T {4 4 J» 28
22), A0 {14 6, 0= 87 M), 5098 52 {44, be), 3774027 {14 b}
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THANMIR JCRCH) &ppm ¢ 23172 (&, ), * 42134 8), 1 88 {3H, 8) 20%2 11
(H, ), 2202 25 0°H, m), 237-285 (10, M), 288.283 1K m), 270 (3, ¢ b= [lapoxiopra

57 THy H O o H b ABHE 3050 £ =138 35ARE5 (1l m), 3 TE383 (16, my, 3.78 (184,
Ao n 130k}, 688 (AH.dd J- 80, 25 H2L 880 (1 o U = 2R 7 30 {1,
4, 9m B0 v, 1 4H{"H, bs)
THENMR IDMSC) Bpem 2457 (36 M) 130 (3 ) 142 3k s,
TBLARILA My TES200 (TH ) 282 (ML Q=TI 345 (AR C I [
58 S IS = F # # { ), 187201 ( b (il d d= <) (HC [iapoxsiopun
AR, ABRI TS (1 m), 38C-A0E (" ] E8BEB4{H M) 708211 (T,
my, 7 20T 2T (4 rr, T G024 Mi4 2 555961 {11 br)
[0297]
Tabnuns 9

F

AGcoitoTHa KoH(irypadis

NMR

TNMR { COC | Sppen ¢ 151 A5l 0} TR BS{TH M) 282 1rL g o s M T ),
BOS0TH, o 3= 4% Bedz }, 345396 (1h m) APAE [N m ) IBB {3 8) BET [ a S
T2AMEY POT {24 M) LIRS m ) TELL N0 s BB ), B {IH O JE
804z)

THNMR{COUIB 1Apem 1181 318 m) 1286 m) PR E (A ) 2E2{M
G u W1 THE) 3061 d U 7 P} DA RSB (1, e ) BVEB{ 14 m) 4142, 6 9
STOHZYLBEE LM o d 0 2R PONE I 8 Jw 2k ), OB 1M g v 28, 88Kz
22309 s T804t o JrB0re) PEG 14 G Jm BDkE)

PENMR LGNS 8mom 125 SIEN m) 158 (06 5) 1 E5D 1 {8 M DOB| "M,
G A ASEHE) BA3(TH o I3 i) BH I, ) 41 4T (i m) 44D M br),
T240VH G S22, T cod Ja 45 128 1280} TAT LN 8e JR 23 B2,
THALY 80 4 28 A0 L T {2 ;) B1B25 {0 m) BTSAIN L 4R, m)
TH-NMR{CMSCES 1 8pm 989 {2 M) 13941 m) 15185 (M m ), 185585
(P4 MLV [ 25wy #84{TH o 2t By ), 3ADG (24 m) 42435 1M m ),
TAB M G I PO ) T AR T3 TR TSTE( M ) TER( M G L
B ) TASLES |44 m) V5B 15 1 ) 82831 M), SEGLE{ 11 m}

T NMR {OMES A5 Bopm S8 TS 2 ML LA H MY 1% P T m ) 1188
(M 1A DU ) BT, O, 0T 1284 ), 33345 (N m), 362 (0 dx
TEGME Y GZABLH M) LAY AN 1N m) UOB (9, J =82 T08z) 26T T (2
M) EOBE{2H ML B3NL (M m] REGE {1 m)
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Tabnuus 10

ABconoTHa KOHirypatlis
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l{" CH]

Mpukiag R’ R? NMR Cinb

A~ THAMR{BMEC-06 ) 8ppm -0 B4 1 (0 ), 1A LIS T M i T e { P m),
o i " /\‘ S‘ 1HS 2B ) 2 o 2L B0 A2 {4 M) A3 A4{ TR mE 2R TS (M mY, Tpuriapoxaopua
\E TEAMSIIA M) BISEF | T 0 B LA ), DL (T

868 g dB0HZ]

THANR {DYEOO3 ) Dor 35  SEBH 2 ) 1EZ {3 85 1 72034 o), 20240 ( B4 M),

PHADLA ry ADNE R UL ) FEVEM, 1 S 28K L 7O T 8 Iw B2 Bk BD

{0 v S 27 SHMZ) B4 ¢ S REIE) A8BE (T m) B7H{ M U= 8 Ak} 823

UM A T E S2M) ST22{ M5, 8 v 0 1}

NRR Y DREO A6 ppen BT A 1RSI ) TE2 {3 ) BN IH ),
a /W L8520 K m) 20822612 mL VP o o2 ASHE) BT o] STEIBSLIM m)

" L “\,&,.N QNG o dade) G4BT en) TEOL I G 2 THE) T 11 0 S n 2 4 B B} Jurizpoxsopua

FUR{ U0, S0 B ) BASB 6 (D) o ) BESTS (1 m ) g*ﬂﬁtélﬁf“"{""-m’

AR (OO Sm s G0 T TR L e 1 1 Ra I g, 35T A5 1S ) 1B L B )
- ™ S SOUS{M ], R AN, O s 1 B, BT 9H, 0,07 11 I L R FE I m), 3
M AIBABG R M) BB 0 b S0 ), TAST LI M TR T e M) BOHT [ m),
e
HTLIPOXIIO]
Y‘:’:Nj Lurizpoxaopua
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AbcomoTtHa xoxdpirypauia
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~ BN fHs
‘1' S‘g' ‘(ng
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NMR

TR COCS Y Bopm 08 T EBL ) 132 (3, 8] 15 AS(EH M 14518
(85 m ) 820 (M, m ), 285 (4M, o Je M3y 310 ( M6, ¢ 0 x 11.30Hz),
3ALISH L my AELATE (T e} BTG @ I TBR2 ), TORTI{ ),
PR % @ BBy T AR S g JuBBe)LTH (M 2 00

THNYR LONSO08 J 8epm V1S ZH My 19515 (AL mL 18 (3 8},
18216 (5H m), 303 4 8 J - 12250 1, IBS{TH A = S82MZ ) 370 {14, tr),
SAEIY(IH ML BEEAE (S ) TS (IM o =20 DOMEY 72B (M & Js
S42] 795 (1, QS0 ), YRR (R A J B driz), TEZ{IN, 6 i 88,
BOSB2E{ ¥ m) PI5ASCL o m)

HHAMR { DMECRS ) Sopm CHOT I (M. M) 1ES LTS W, m ) 18521 {2,
M} 219 {3 8 ) 2WLE05 (B m ) B8 [ DM, s T O[T od, b= 34 90z,
P 0, I 2230 T [ o0, 005, 5z, TEL T g, g = Baviz), T TS
{H g =88z )

THANMR ( OMSO.G8 ) Goper A RB[8H my 1S4 {3 6) 162 (SH M) 30
fAH, 0 0= TR AMZ) B3] D It 30U 3TAG( T m) 404D (i m) T
(i c Sr 2288} T2V (UG ir S adr) TATSE (N M) T {1 O uw
BEHz) B4 18 Br) GB4(TH )

THNMR { DMSO-@3 1 dppm Q9T 2( 24 m) 1 3@ {4 mr ) 1450 74T m)
TPAB{2N ) 122 (20 M), 261 {1, d, J = 1ZB-) 3 88{ 4. 0 I 128z )
IVSACIH M) 708 (1 d P8 T a0, o 17 T, T A8 (o
R FEILH O ST N2 TR 8 G BA) B24) e br) B8 Y
o)
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Tabauusg 12

AGcontoTHa koHbirypatis

Mpuxman R’ NMR Cinb

R}
THNMR { DMSOE ) Sporn es&viég?:»e.m),'v.m\ts(mm_mm(:m_s;,asa(m
"-'b 6, 1857055, 3,304 %h ¢ J=t20H2) 3254 1+ m] 37538 (14, m), 40415
U (I ML B2 (10, 00, 3536 Shm0 ) TS 2 3H m ) THE{1H o, 4= 27Mr) BO8 [apoxsopua
T b} BECI T )
TERMR [ OMED ) Spprr t LA 38 (20 73, 13516 (8 i 15430 5 ), 16988
(A0, LSRR IR m ] 2030 g, 5 13 0], 321{ 3K, d, U 13 ), 37535 TH
m WY 340 { v ) 483 M W) EEEE I i) TOR (M e Jm 25 SOHrL T3 J1Hriapoxnopua
(A i) PAB{ 1 d,d vBORZ) TR0 1M JT 22 811 TH, e ), 891
{14, &)

THAMR § DMSCC8 ) 8ppm - 11615 (8% m) 155 (3 1), 18995 (% ) 18525
ks (P my 30 {1 d Jn 1340 ] 338 UH, ¢, 0= 13792 ) 37-488 [ 1 m), 395405

;] -# L ) JAuriapoxiaopun
N {9im) ‘5(:(1?-{n’}‘&x'['“',d,):2'Mt}.B”{‘i‘(dﬂ,.i‘-*l?,ﬂ.?i‘l:),7!3(1&4,;)
FRIIM Qo rBBR) PTG TH O S0 SR ) 28802 1H )
THNME (DVMSO8 ) Sppm 1T 148 (2 M) 184 85 (TH m L 150 (3, ¥} 154 (3K,
8L 1676234 m TLomy, ; ), REA D] 1 5 5 {1+ 2 .
» g 3 (M) TR (B M AT 2 ) READ 1 Y 415 42501 M) Tinpoxnopua

BEC{HM. g Ja T 2R2) 605 {0, 0, 0= 2700, 7120 1hi, 808, J= 7 01,7 Tile ), 7.2 (4H, &b,
SAOB T TR TET(H 4 Jn P M) BB ) BTRG{ 1 )
H-AMRICOCIE  Bopm 107450 14 m ) YA B(3H ) 1885 (1M, m), 270 B,
n i O) U eI 304, ¢ L+ 13 ) 340 7H dug J=38 38 12121, B A3 65 1,
\(’L M) BAT{H 8 U 34 36K ) §84 114 dd =25 25 L 888 {TH 2a, S 7 B8
F 1B 4, TEL{ 0K o S = Q0N
ARAMR (OO Sm 10 TSI, ;) TPO{OH, 8] TS AR, m ], 168 3,

)
% § “ 0 WL EEE DTH MY 2 o 4 St ), BOE (1M 8 4o 19 i) JBL3 S At
[ ‘ S BEIIN G B ar ) BB t g LA 2R TIALN A B, TRV (TG

«22M2)
THAMR [ DMSOG6 ) Spor 25T 120 m] 13 &{ ¥ m ), 1T {38 ) 152 {3, 8],
16T (TR M), 17185 (O M 185205 ¢, m) 233 (34, 8 ) 285{ M d Ju .
% A 2BH2 ). 328 (A4, G J v S20ME ), 3TB8 14, m), A0AI5 [ UH. m) §6T (14 4 > Tiapoxsopet
Hy  FHHL E68 {1 d du BIME) TIO( MK 0 222 Y TSI, & J = 20Hx), TESE99
[HA M) E7RI( 4, m})
SN [ OMBOME ) Bt G951t [T M LATE[TH M) 1520 6 ), ¢ 55189
“""-0 CTRLME 2 BSASE M M), TASDS (U m | DBS (‘e 0, S 12Tz Q2T 4 du Tiapoxnopa
& i \LJ"‘” 28y A6 (1M, m BB {3 ), 40 ATE{1H M) 667 { M 4 5o B ) B79
--""‘OCHS (160, 0, o G2 ], 72° 2R 0, 0= 02F2 ), 295 (1 8 Jn 20i2), PREBIS(TH m)
S5 100 4H m)
THLNMR (DOMEC-5 ) Bppm 1081 T8 (24, M) 1854 48{ 1k m) 160 B 0), 13 (3K, Tizpoxnopua
65 46T M 1A O m ), DA, 4 S 1R0M) 328 ( W U 4o 132 Y,
IDAD{IA ML QDA LI an ) BHD Lt & S 44 BTHZ L BB TH o, J > 89,
F BIF2) VOE{ 1M, 4+ 2242}, GC8 [ TH & J«20r2}, BB 1M M) 27881+, m}).

&l ot
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; H CH;
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H é.:
Ipukian R’ R NMR
AMNYR L ODCE ) Sppm 1712 (24 M) 420 (3 5] ¢ 3945 (644 m Y 16558 6H,
i " ’Q&fxsﬂ“; MY ABIC UL MY TR, G 0T Sz ), B [ 0,40 11862 36AT{H m),
‘1«1 A CHs  BA3B(1H m) 680 (1 J» Tdbir] 6660 2,0 S 31HZ ) 700 (1M ot J = 79,
HETH DEbZS T (A An AT ) TIB AN 4 Sa 2
v\ HNYR(CEOI ) dpom 14308 d L 28 5 12T S 8], 128 3 8 ) 133815
- " MJ_CH:, MY TSGR TH M) TA0 e i J o TI BN 203 1k @ U% 13 Bhz), 3453488 (1 m )
”rﬁchchCHa JUSBEE 1M my B AL TH & o= 0He), BE6 1N dd S 74 BOz) TE2( 1M 4, 4w
G, CH 24z, TAB{ M, A So 34m) T8 (% d = 80)
H(E"c Hy HNMR{CDOIB ) Sporr 11220 13H my S21 {3 23 129¢{ 3 5}, 13956¢ 8 my,
- & n:{:"{cms TEEAE P m) 2T 1M, € 0T 1T 8HE ) 297 (1 0, 5 1 842 ), 3B {24 m) 648
\{jz;%;h (T 0 G r 3, B (1 2kt % 20, BB ) 683 (T B ), TOB {50 @ w3 2HZ ) 7S
T - S § (M @ J=REMe)
[0302]
Tabauus 14
AbcontoTHa KoHpirypauis
R
.“‘\.?’}_.* ’C‘H‘}
{ Si “f ‘C?‘{,
Rl
i’
Lo ] é{
Mpuknan R R' NMR
- AN £ GDOES ) S 0515 {30, 1), 121 (34, 8) 1955 25 {5H, m } 1518

8y % “T’\f“

FAH mp 1820 (" M 2B RS SIS ) AT {9 ¢ J= Y18 ) 36-AT7)
PULM ) BISEBSLT n ) BECI Y, it J =00 Y &iz SESE6] N M) 895705
P DL TET L, 00 S PV TR T 0L T, Og, Ju 2B, 2842) 85 1H, br)

e B (DMSO6 ) Do CCAE{IH mL 135 (TR e AT O S my 283
P < AB3B{2H, ) BXEI LW m ) 50 ( 26, 8) BEB{ 1 gy, = 21, B8Hz),
CUS (15, 0,0 = 18HZ ) 11573 (2H, m) "CBO(1H,5)

CHEMME { COCTR Bppen OB L BR [ TS ) SRR 0, S o T BHe ) TR IR & =
TIEM2) AMSIBE{ VLM A6RTE ([ my SB[ T M} BYS{ T + ), 6586
(IR 06 L T2 B2 TOM T o d 24 3 ) TATEH G G B IR TRBE B

fr )
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[0303]
Tabmuus 15

AbconioTha KoHpirypauis

MNpukian R' R* NMR Cinp

TH-NMR { ONSO-86 ) boper  BESANS (24, m ) 12504 4H m} © 40 {38 &),
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LEH2 U6 M ml SBA( 1M 1) ITHB{M mY 628 dd J=07 A0z ) B
(ZR, 6}, BST0( @ m) 715 { 1 § J=30H2) 728 {11 &, S~ BEH2 )
THNUR { DMSOS ) Sipprn 1031 3(2H m ) 13148 (TH m ) 1549 (5H. m),
283K GV =120z ), 309 Tk d Ji T24r) 385 (M, L 2701 3H 5,
38306 (H My ER (& L= 30Hr) 85 {2 8 ) SI5EAS {24 m) 208
(M0 Je 32 736¢ T & o= Gtz

THNMR {COCI3 | depr 108 (3K a8, 191508 m) 1860 79 {1+, m) 20-218
(24 mL 278 (M5 5] 26/ TR ¢ Je T AH2), 2533001 m) 340 (. d &=
V14 ), 3ESI TS 8 m | B34 'K od J=07 3112 ) BEZ( M d, J= 1 B2),
ERED(IH, m), T4aa{ " g i=B7Hz)

THNMR { COCK Y tpimy G233 (15 m), 2732({2 m), 35385+ m) 585
(3,5}, G357 CE (77 0§, TS 72 2H m ).
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[0312]
Tabnuus 24
MNpuknag R’ R?
D% ,S
151 e O‘ v
N
162 H
183 M 5. 3
wow OO

SN { OMSO o | o 15 14 {8, m 3, 0 45 46 (&4, m L 18185 (14 m ),
QAL G IR I7AN ) A2 S 124y ) BB E{TH m ) 3EN3 85 H,
M 85 Ve %), FI0 M dd U r S BT TEILN ¢ Je Rtz ) PRSI IH 4
J=G MMz 302( tH 8 )

TANMI { OMSO0E 8ppm 101 2( 24 m) 133 & (TH m} 148 {3 4} 15C
(3L L 19817 [ MLAT2IS (BN mY 27265 (5, M), 328 (1, d J»
128H2), S35 345 (1 ) B3BBG, ) BB 1M 0 Jn T B2 ), 690 (1 g J
= AME], 105 U Je T TOY L 7R 8 2L, 1), 87995 (1 m]
THAMR {DMBO 68 ) Ot 184 3(0H m ) 1381 508« m ) 153 (3 8 ),
TEAGEA ) 32T 08 m ) FAA{Ad L = T30z} ATG{ I S P aHz)
2830, A 313 ST B ST RN, 36538 m), 58540 (1N,
M) EYO[ 1M, od 0w 27 Bz ERBES (W, m), TOE (M o B2 153
I X BDBINTH ML GBI T, m)

AHNMR { OMB0.68 ) Spwn 1113 (24, m ), 13805 {4 m ) 182 {3 s ),
16899k, m), 2324 tH, ), 208 {14 o Jw A30MZ ) 302 (M d, J e,
1302y BV (B L B2, 37080 (N ), ABAE S, S BB D OB (T,
BLEBET 2 ) BAGESS5(Th ] BOBZS{TH M) 88102 (11 m)
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158 B
159 -t
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UA 111950 C2

AGcornitoTHa KOHpirypauis

NMR

THAMR (CHSOE0 ) Spey 11425 {2 =) 132 88 (1, m), 148
(B 58 1 a334, 6), 165188 {4 m) 185205 [ 2 ), 203 1h,
=130 27 (Pt @ oY INZ), I5SIES L1 m ), 3838 1H
M) EGSTCH (oMY 70523 m) BOS {4 o) 88 (1 by

THARG (ONSO S ) Sopm T 151 85 (6 m ), 152 (31, 8), 18218
I8 m ) 282 {4 d 4 =13 %2) A5 M. d =23 1Hz ), 38534
(3H, 1) EESTC By FCFT{2H m) BI6{1H. &) 984 ( 1h,
bri

SRR { DNBOE  Soom 03813, $) 1031 H. m ) 116 (IR
B 92 AG( AN Mt ST m) 185205 2H 5], 215 (4 8],
23545348 m ) 650 24, %) BBES (2 M) ERTO5( 7 m ), 128
(244, 2}

THHAR {OMSD ¢ | Spom 12185 (24 m) 125145 { 44, m) 15
[ 5), 16810 {H m) 1821 (TH m}, 280 (1R & J= 13442,
22 {H, 0 J=133z), FELIB (4 m ) IBSISS (1K m), 6667
(= m ) BB G0 J= 2R 147y ) 702{4H o, 27 88 9%4z),
BAZ{tH. m 880 1h br)

THAMR | GMSOE | 2ppm 1 215(8H, m) 454 {34, 5}, 16158
(4 ) 20215 1 m) 296010 ¢ U I3 3H2 ). 324 (M O, W=
B APIBH S8 (3. 8), IGA0S M. m) BL85] T,
mLSI0{ " o0 Ju 28 762}, 708 ( 1M od =88, 11342}, 778
{04 00), 30838 (M m) 1009015 { " m )

THANER MO0 Y Sppm 1451 3( 2R m) 1381 45 (T m ), 1 48
{345,780 (3 6), 16185 (44 ) 18Q05{ 34, m}, 300(1H. 6, J
PRI, 21 0 J= 134H2 ), 367 (1M, ), IRIB( M, m ),
GRS-EM5 (1, M) BIS-208 11K m), 7057 15 9M m) B1-83 {15,
m:hay {0 omj

THNLR {OVMEDE ) topen 1245 (6 m ) 182{ 34 8 ) 16218
{52 ), 265 1H ¢ J=128547 ), 32345 {1, m), 36538 (1H, m},
D520 {1l BB (N ), 8957 [T M}, T2E{ 1M, od Jw
64 1081r) BUB B MM BYSICT(IN m)

THNMR {DMED05 ) Iopm AST [ s 10812( @i m) 1218
(O m) 16175 { 11 M) 188205 (2 5] 214 ({3 s} 265408
(4R ) 68367 % my GBS (TH my 718( *H dd, J= 85
o0 1 1ILLM, W)
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UA 111950 C2

THANMR { DMSOd8 ) tppry 128150164 m ) 150 {34, 5}, 16518
[€M m), 185205 1H, m), 292 {"H 0 J = 138Mz), 347 {18.¢, 5=
38z ), 26538 m) 4041 (1K m) EBBIS(2H m) §1.83
(1H, M) § 75595 (¥~ m )

THAMR (DMSC.8 [ dppm 12145 (8K m 3 160{ 34 8), *618
{8k ae] Y20 ) 280{ M o I 3662} 3A2({1H.d I
T3 ) JGITH N M GTA(3 8 ) IBAE I m ), 66888
(20 ) 816 {1 bri B85 (“m )

THNMR [ DMSO-CB 1 8pprm 1012 (24, m ) 12445 0 1, m ), 148
(6] 10T (3 8] 1618 (IH M) 1921 { 2 m) 273 (1H d o
*128H2 ), 341 (W d, J = 128H2 } 349355 (1K, m ) 37539 { 1M,
M, 706718 (T, m), 297 (1H od, J=14 BOMz), 7 25235 (14, m),
Taa{iH 0 215 B04z) 808 1M, b, 8798 (14, m}
AR { DMSO8 ) 2pom 116145 (8% m) 152 (34,8} 1618
(A m ) 2021 (1 L 282041, 8 J 13242 ) 319 {1H A I
1390 ) 37-3B{ K 1) SREI VS TH, ML SS{H, o), B BB { ‘M, o,
J=29 00H2) TOVCE (I m), BB (H ), 1000 (M, ).
THAMR [ DMSO-c ) tppr 12148 (6 m ) 151 {44 8) 1621
{56, m}) 203 (1 ¢ o213 7Hz | 3235 (1K m} 365385 ( 1h, m),
3841 1H, m) 606 (24, ¢ J=0C0H2) T24(2H d J v 88z} B4
{444, 01}, 945200 {14 m}

1HNVF { OMSO-0f | Sppw 087 {3H,5), 106842 (44 m) 12145
{4k M} S8 TS {1 M} 185205 (2, ), 2141 3H 8 ), 285438
(A om}y 661 (24 83, 6BE0( 34 m) 1177 (2r m) 128{ 2 or}
THNVE [ DMSOQE ) Bpom - 1051 25 (2K o} 1 351 45 (1 m} 147
(B08)149¢348) 18485(3 m) 19:205{ 2 m), 276 (1H d J
4280z 342 (1, 0, d= 13002 ), 3536 1H, m), 3838 (1M, m),
TABL H de S 45, 7 GMr) T (1, o J e B0 6002 ). T AT (44, 5,
JEEE S0H2) BO2(1H, br] 381 { 1M )

THNMR { DMSGof § 3opm 12445 (88, m ) 181 [ 3 8}, 1821
(84 my 285 (10 4 o513 T2), 348 (1H, ¢ J=*37He ) 36538
(M ) A28 (1) BE {1 dd, 2230, 8 1he ), T8I g d=
D@z}, PAT(IH, O, - = S0 THSB3G M M) B8A0T5 (1 )
AHNVR { DVSOQ5 | Sppm 065 [ 3H, 8}, 40812( i m3 1215
(A e}, 1551 75 (114 m), 185205 2, m}, 213{ 3, 8), 27528
[(2H M) 3 T{1H ¢ o= 12402} A7S3B5{ M m) 662(35H 5}, 687
(1 o, Ge 29 9tHe; 704 (1 g J=20), 733 (4, 4 J=80Hz)
14043 tr)

RN DVSOCS ) Som 148 8 m ) 150 ({35 8 ), 18158
{44, m) 18210 8) 2N 8 Lo B2} 325345 [ TH, m),
BBEILE{ T M), 3G (T ) BBS A DIy T2 LK, & e
30, 6342) T2 M od, S50 81H2) 812 (1H or ), B2 1H wr).

THANMR { CRSO0f Y Sppm 12945 (8, m ). 1580 {3k, 8 ), 16821
(8H m),20a(H d J» 1382 ), 35 {1H d 4= 139z ), 365388
(10, M, 398418 T M) SB0({1H dd S =25 8.8, 7071 (14 oxd,
JEZE IR dme) TR 6D, J =90 60r2 ), 8IS ), BTT (1M,
br3

THAWR { D3O | 2pom 1295 (6 m ) 253134 8 ) 166184
(e, g LSt re), 2900 0 & = 138HZ | 3345 (4, m),
7B v} 3341385, 8), 4061014, m ). 6852 {1k dd J 1 27,
BGFr 663 (11,0 e 28ME ) 70 (U L J=BE8H2) BB T 2 )
98B 1H br}
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Tabmig 26
AbcontoTHa KoH(pIrypauis
LN G
““‘¥'JN\I‘“CP*3
H at
llpuxnax R' R* NMR Cims

THNVR [CDGR) Sppe 104129 (316, m), 1 251 48 (244 m), § 641 88 (3, m), 1 67
- > B 81 177 M, 6, 200292 (1K 1), 236240 [, iy, 288 (4h 0 U % 125 HR),
L et m BI3D29 O, m), 3@ (AL o J 7125 M) 7 28.7 34 (The ), 7.49.7 81 (24 mp 7e0 Tiapoxnopun
{1, 4, 7 727 82 (34 m), 064 (44, brs), 8 79 (1, brs)
THNMR [DOCE) dppem © 109 131 197, my, 1 25-1 3% (24, 7). 5581 8% (3H, g, 165
. {34, 8} 175 (3M sy, 4 98710 (1h, m), 280.237 (1H m), 282 (1H ¢ = 125 Ha,
128 H m 3.06.3 95 {14, mi, 3 18-336 (24, ), 309 (14, d, o % 128 H2), 719 (1H o J = 85 ),
TO8TH, 6 J =544 727 (b, 0, J= SAka) TRA(1H 5), 7.81 (11 ¢ J=B5Hg), 946 | APOXIOPHA
(15 brs), 8 75 (1, brsy
14 NMR (MBSO Spom  ©82.1 37 (54, mi), .77 (3 &), 1.40-4 60 (3 m). 1.52 (3 8},

\(I\" 1604 75 (1, m), 1601 36 [0k ), 2B0-273 (1, ml, 278 (*H & U= 21 Hy), 297
m oH N (g = 121zt 00 312 (58, 1), 393063 (3 & 376 30 8). 636 (1H 0, J =
CHy 3012, 850{2H &) B84 (15 dd 1= 86 * GHz), P28 (1K d, 0 - T EHzl /30 7H, 0 J e
=302y I8 d S 85K
THNMR ICOCIE) Sopm - 257-1.09 (71, m), < 237 38 (24, m), 1 62-1.68 (3, m), 183
s » \(:(S (364, %), 1.68 (3 %) 192208 (*H, ), 276236 (45, my, 273 (1K o o= 124+,  Tipoxiopua
| 264303 (1H, m), 31132204 ), T2 (i = 124 M2} 702 (T, 0d, 1= 85 24

B2), LG 1M, G d s 204 M), TIR1I d J = B, B50 1M, ), RT7B (14, ry)
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TaGnuus 27
Mpuxnan R
178 H
180 -Gty
181 -
182 o
183 ity
184 Bl

S oy o7,
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UA 111950 C2

AbconoTHa KoHirypauis

R1
_H Ty
s,
a1 F&x;

NMR

THNNR (COCIB) Sopm ¢ 26-230 {3, M), 18 (3, §), 297 (3, 8), 251257 (1
m 336 (1 o J¥ B2k 00430 (M m), 408 {1H o J= 132 1], 756-7.88 (24
mi, 7R850 (aM m) BEC T ored 1007 (144 bre) 1028 {1bs, Drs)

THAMR (COCI3) Sopmt * 20936 (304 r). L& 176 (e m), 175 (3K, 8}, 1.81 783
{7 ) 2002718 (%, ), 216 {30, 6), 2T EI (24, 0 285 (3. d, J - 4G M), 349
{1 d, d = “36 HZ), «06-421 (T m), 468 {1, G, J = 138 Mg), 495505 (T r),
7557 6T (204, m), 789805 (A4 my, B 55 (1, b, 1317 {14, e}

THANRR (MSO-AE] 2ppr. 3940 25 (24 mil, 1.25-1.45 (51, m), 145158 {4, m},
1551 80 Sk, m)  BL-290 (B, m), 282 (14, @ J = 124 +2) 287311 (2H m).
ABBISY [l m), TAQ (N, @ W P E ), FEO-TER (36, M), T8 {1H, 6, S = 82 1)
7 BT 95 (14 m), B 628 45 ¢tk m), & 7.9 D4 (14, Dr}, § 50-9.80 (11, tr)

SHANNR [COCIT) Sopet * 20210 (8 m), 8 FY (314 8], 297 {3, 8), 248255 (1M,
my 327 (19 d, o= 10 b, 364422 (BH, m), 394 a), 7 15T 24 (24, M) TEE 7 85
{3+t mi 820 (14, brel 10.04 (M tus)

SHNMR ([COCI) Spern - * 201 50 {2, m), T 63-2.28 {7, m), 170 (34 s}, 1.86 (34, 5
281 (3= 0, J = A9 ), 327 (M @ J v 132 «r) 349585 (T m), 384 (X &),
QI2-ATO{2H, br), 7 14T 25 (34 ), 7V 687 B2 (3K v} 71880 (1H by, 1221 (1M,
ors}

TNMR (OMES.AE) Spom T 01 44 (BH m) 1 451 85 7 m) 185212 (1M, m),
2BE.3 25 {ak, m), 4 aiS A5 104 ey V0T 48 (2 ) TEZY VS I, ), 788 (M, d,
= BAME), 768 [T o J 28 61 4z SO7-8.38 11, tx:.smeaw'-,‘gv)i
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Tabauns 28

Mpuknan R
185 H
188 #
187 Crh
188 H
189 Ly
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UA 111950 C2

ABcontoTHa KOHpirypauis

RY
- N Fhs
S’"I" ~ECHy
o S

rii'#

NMR

N [CDGH) g D817 [1H el 4 251 3T, o, 4 450 86 (Jn, e, 16D [
£, 186 (3, o), 105212 (104 ), 237247 [TH, m), DBE (1M d 05 12742, 320338
(2, iy AB2 (1M € J -2 THE TOE (ML g = TR, TN, o, 35 77 T T RS,
Tat (4 g duB%Ep TREME o oSS HE 772 (1M, 0, J = 77 4, 857 (7 brs),
G711, orey

THNMR (COCI) Sigyr ¢ 152 1B {861 my 176 {30 w) 217 (3 8) 247284 (134, mj,
SR, A, Je 0% 3P2a0h(2 My 3A2{IK d U 128H 7AW 9 o B8
bz, P30 0 ) <88~ FESY I, mi, TR (M. 0, S BT 2, B34 (TH, bre)
1048 {34 trw)

TH-NMR (COCIS) Saam * 23-1 VB {54, My, 75 (3 &), 184229 54, mh 244 (3K, 8L
22424400 ) BB (S 0 S a3 HZ 240 (0, 6 47 130 ) AD6A 20 (A1, m),
468 Ak 8 Ge 3G k) K08 ), TEB (1 5 J e 55 MY FES (1, 8 L =58
e, TTAQN0 {24 By, VTR0 1 M, 3312 {154, Hes)

THNMR (COCKY Soom 1 26206 (B, m, % 7S (240 %) 205 (34, 8), 2 46-282 (TH, m),
J23(9H a4, J = W, A20S05 {2k be), 388 {4 J 124 T M G L= 58S
Bag) VM S8 -l X EF (0 el THI (M @ I BB ) 8 3 (141 bes), ©003
(o, wrs]

THNUR (CO0R) Seprert © 18-1.3501-4 ), 1 261 B3 {1H ), 1551 75 {21, m) % T4L3H,
&), 1.84.7 96 (1H, m} 2 00036 {4, m} 208 3+, 8), 284 4, ¢ J= 4B H2), 342 (1 g,
G2 RS, DS8-A 0T 14, M) A58 T €, 0 o135 My) AT6AR4 11N ), 73R (1M 0 J
=EG ) TOIN £ du KTy, TS0 7.89 (T, e, 8 730 {104 ), 1305 {TH s}
TANMR (CMSO W Sopm 065148 (6 my), 148 40 (TR, m), 4 90-207 (14, m),
2BTEG QM m) BRI {TR ), T 23 (M @ 37 P 500), PACTRROH m), T EYZ2 78
{24, m), 892872 {1 bry 80570 [k, by}
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Tabnuus 29

Ipuxnan R
19t <
192 H
183 +
194 H
195 -
196 e
187 i

R4

UA 111950 C2

AbcostorHa koHIrypauis

NMR

THNVR (IMSO o8] Aopm 005145 (8M, m) 1481 2% (4, my " 85212 (1K m),
2803 40 (AH, ), SS0-G A3 (1 ey, § 757 20 (2, m), T20-7 37 (1K, m), 73T 15 (1M,
s, TG 1 &) BODRAD (1M DO BED (00K [t )

100 NVR (DWSO-38) Foprn .y 80 T .96 26 (34, mi, 126151 (5+ m), 150481 (1,
L L6 E (SR, m) T ERR08 (1, m) TED (M, € J=5 123w, 305332 (3H, m),
X583 13 {10, Doy, 200 100, 40 J ¢ 38 84 Mz} TOBT 1B (2, M), 801 (1K, 4, 5+ 214
A PINEIBOH 2 3B E TN oo

1 HNMR (ONST98) Spomal 80 T O M8-1.27 (2H, m), 1 27145 (4vd ), 1461 80 (2.
£y, 180580 (B4, My 108240 11k m), 284 (11, ¢, U= 124 ) 305335 (3 m,
345360 (1H, br], TOG{1H, 4, J 0 B2 54} 708743 {14, b}, 796 (104, & I B2 Hiz) B O3
{9 ¢ Sw 22hiz), SO8-G8 (4= be) BIRS T2 {1 )

CHAMR (GDCEY Bty DEZ 05 @4 @) LT @K, ), % 121 63 (36, ), 148 (34, 8,
€ 563 BB [*H, m), < 53 90 134, ), C 05251 (A, oL 255270 (14 ), 2 78282 12,
L E8EP PN ML IR I U= M) TEEI d e T Y

“HNMR (DMSC-06] 8 ppen at B0 "C 096.1 25 (2M, mi, 125 % 83 {8, m), ¥ 60.% 72 {54,
) 1 2R 10 (1, ), 278 1 A J - 123 142, 790.0.37 (34 m), 393 {3, 4) 452488
{11, 57, 688 (1H, & .= 8440, €95 "H 0« BAYZ) BOB-7 35 (1K, ), 78T {1H.d, d=
214z, B02BA0 i D) 520975 {104 )

HNMR (CDCS) Saorm 1 482 36 (*1 my, 1 411 83424 ), 1¥32 10 (5, my, 4 TB {3,
$) 2T (B, 8} 2262€3 10 mi U36 {1, o = 128 M2, 382440 (20 o), 4.0 {1+ d,
S 128Me) €BI M o, U202 TE2{0H 0 i BT HE) TT4(TH, 8 J =20 1,
T 708 76 (241, br), 94010 65 (24 ey

RNV (OMSO-¢f) Sppm 2180 C 085 24 (8, m), 151079 {7 ) 200240 (1K,
28T (YA d A2 124 294308 (1R 1) 310323 (24 ), 454572 (11, be) 688
(e AN, 705 7,08 (T m), T332 36 (14, by, TEQ (W o =8 21, THIH,
3T RF ) P (1 tr), 458 82 {Tie, b
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Tabnuus 30
Mpukian R’ R
HaG,
198 -H e

198 * HiC, S0,

UA 111950 C2

AGcontoTHa KoHpirypauis
R’
N: / CH3
G
;&4

NMR

i

muw

THNMR (GDCI3) Bopm 0855 B0 (35, m), 1 83205 {1H 1), 2402 70 (B4 o), 281285
(1K, m), 300318 (154 m} BTR(IM 6 J= 27 Hz) BBI (M, 6, J = 7 A HZ, 700743 (*H,

m, T[N g e 320 TRAT 340 m)

THNMR COGE) Sopn C56.4 50 (51 /0, 1.07 (34, 8) 147 (8, 8}, 115 (9, 8), 142 (31,
8}, 1580 TE TR my 28 H (1M mi D88 (M L5 112 1 272278 (1K, m), 283
(1H, ¢, d =112z B8t 20 S 30 07 <) 692 (1H a0, J= B8 2140 721 18, 6,

ST B2HD TICM € 1= 20 kg, YT (MM ¢, L5 BE

<RANMR DTS Sopr 085185 138, m), 225236 (14, m), 260 14, 2

276290 (24 ), 654060 (11, m) B50 (1H. o J= 1.7, B3 Hz), 7477 ¥ (B, my, 750

7 [1H,d, =02 Hy
: . CHNVR (COSI) Sppm 1 50" 44 {5 oy, 106 (364, 83, 113 (04, 83 115 (86, 8), 1 42 (3K,
PN 5) 561 B3 (I, ), 225233 (M, o, R8T (1R, @ S 4134, 27283 (WM, my), 282
21 " Hio. & __ch ‘ ’ ) ; (1, g, . Fay : (M, m,
o b 4 S TIAE) TN s S B F0H TAT (1N o U= 20M), 745 (11, ¢ J=
H3C ~'3 bged BB G J 28
[0319]
Tabnuis 31
ABcontoTHa KOH(pITypaLin
&
N, FHa
i s Y"Ci“m
. 5,54':-‘“‘. -
H h;,
Mpuknan R’ R* NMR Touka rorenns (°C)
— £ R NMR ICUCHR) e DHG 1 18 Bet n), 4 18- 48 (3K, m), 1 48" 66 (A,

), 1862305 {34 rr), 240270 (D4 rvy 2BDZSBIH, M), 3B O d S
T3 H BE48 7Y (s i), 3 (1 ot Ju 18 88 MG TOT.720 (3 M),
8458 34 200 b

HNVR [COCR Sppm £ 854 DB ¢, m), * 07 1 &), T 10137 {8, m),
.43 (34, 8), 165172 (&4 g, 229233 M6 e} ORI 4 J 5 111w,
275283 (%, m), 281 (1H d, J = 111 MZ), 6438 B0 {1, m), TOI M, o, J
CHE, TGHD TR 7200 vl 700 d JrBEM TRIH G =18
W), B %1 (18 bre)

T NNRAINOR) Soan 131050 10 o), 108 (34 s} 127 (3 s}
TE0A IS5, m), L BRZ AL my DR B &) 227238 (1H, m), 2842 64
(I my 27000M, @ J= 11242, 29 (1M € J= 11 247, 648650 (11, o},
TCZ (1M & 4= 86 18 Mg 747730 (%, M), T3 048, d o = 86 kg),
7361k w), 810 {3+ ors}
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UA 111950 C2

H 1HAMR JCRCT) Spor D801 40 fiH, my, 143 13K, B) 155188 {44 ™),
A4, ), 4 o S 13 275200 On, m) 848656 (",
205 34 UN A28 {0, ), 288 T, ) P m {

L/ ), B0 {H, U J ¢t B B A, TATTIZ (2, ) 53 {0 6 B4 M :
SI58 & 1, o)
" " N‘CHg :;wa WsHae) @1 c ;a:fﬁ. %:U a-» my, 5853 c:z: fsu. ), 399-3;‘:! Feaidsimga
£, m), 386 (3H. 8), 643 1+ B) BER (14, 5) 877 {94, ¢ J x 76 R,
£95.7.20 13 )
C"\ T NMR (OMSO-E6) boorm 83455 (18, M) 1 631 83 (2t i), 205220
b7 B N Y «NCHs‘ he ), 241 (3 trs) 260:300 4 my 300430 (5, m) 635857 (1K i
L,«*‘ ord 656 (21 8), BTS |51 0, 0= FEHL 7O 16 {10, m), 7157 20 (21 m)
i GRNME (DMSOe8) Saptn OBD1AC (104 my 10401058 (24 m)
b\'} ‘0831080 (1, my, FO-227 (W m) 230 [, 8], 256278 (38, m)
0 o CH, 202308 (), . 86 (G, M) G5 TH 4 J = 25 ), 655 (24, §). T
BOOFL0 (Ve re), 729730 {4, ), .34 11K 6. 0 = BE
1NMR (CANE0CE) BooT 0,501 83 112K, m), 163177 (14, m), 182199
i 5 CHy {1h ), 2 60-2 B8 {2 ), 291814 (2H, (1), 3T (3M, 8), 3BO-5.30 (24, by,
m B36 (1 o Jx FOMZ) §48 (2 6L 685 (1M, 8 = B.4rz) 7141, 8, 727 Dysispar
ph g 3 ME, TAB LT g, Je B2 M), BTE Y000 (14 b
A NNR DWSOB) S0 2007 35 (104, M), 1 401 B8 (24 ™), § 557 80
iy "?H3 (5, ), 202246 (1M, 1), 250 {3k, ¢), 2 58:2 42 (3H,m § 2 90-3 08 11m, m),
\OL} 315470 B, 6526 A0 (5H m). 558 (2 8) BN (1K og 4= 15 B A, Dymapar

A4 ), T B UIH, 6 o3 e, T A (TH 4, B4 He)

2068 Dymapar
211 - U;}-CN

CH3 2142
% THHUR (CO03) Sppm 006 76 (14 e 108 [3H, 8, 1169 3 a4 )
S il (‘l"N % QA 5], 501 82070 ™) * BV AZ 1IN, my, 22T 2 IS m) 268 (1M, i
u G 4= A, AUB2 85 (10 ml, 287 (1@ S m A1 1 hag) 722 (S, ga, J =

U8 1842 P ITT A8 (24 m), BOT {3, 6), 8541080 (1h, b}
TANMR JCOCIE S0pm D80 (@ my 110 (3% sy 122 (3, =),
o m S 414 87 (M br), 1 707 4017+, m), 4 86218 (TH, m), 296 [3H, u), 2202 37 :
o (H ), DA B8 (114 0y, DB {18 0 e 1S mad 2AG I @, 0% 1% 1),
GA% (I 8), 7 FTT280M o) T OT M m B0 H §
VaN THNMR NS o8) fuarn 1030 89 [T 04, 1 51 85 (84, m), 1 g2
N (1o, bre), 2E0270 (&4 m), A4 (3 5) 585733 (3, wy, 7 G088 (1
CHy e, 8759040 30 )
THRMR (CNSCof) boan .05 40 (B mj, 1.40-1.85 (84, ), 1 861 40
%3 ” \(Ig) (TR 1), 1 352 00 (1H, ) 2 862 B3 (U i, 285300 {14, 4 3003 2104H,
), B98¢ 55 (1 trh, BT (24 4), 6558 851k, m), BT CM. & U 18 H2)
BBS{Th o 05 B2 My, BELH55 |TH, b, § 22050 MK, )
CHONMR (BMSC) Bam 1 041 4B (44, ry, 106 @ 8], 1 50775 (¥ m),
*5R3H &, 1041 85 (" ), 282282 vk m), 2GY T A G0 123 12,
BRTI G 0w 12D H AR08 M ) 28 (T i L% 85,1 81, T 81 Awrizpoxnopsa

g €
24 H o JIurizpoxaopua

HAurigpoxnopua

ne \(:[

zZ. o

UHE -T2 BN, o, L T 85 BEOS08 (TH, D, 948 (3 8y
S ARG 56 11 on)

84
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Ta6mumsg 32

TMpuknag R’
217 H
248 -H
218 -H
220 R
221 o

UA 111950 C2

AbcontoTha KoHpirypauis

NMR Touka rornenns (°C)

THNUR (DMSO-d5) Soom 100 1.44 (BH, m), 501 TS (7
m} 185208 (1K m}, 2.82.3.00(78, my, 300326 {24 M, 361
(3h 8}, BB2 (1 o J = 85 142y (38746 (14 m), 7.48-7 58
(B om) 781 (151 0 0« 9542, TH6-B82 (15, &), D 14937
(14, o), BOSG.8E 1, br).

TH-NMR (COCI3) Sppm 087403 (14, m), 108 (3K m)
1161 CE (AH, m), TAB165 (B4, m) 165188 (2% m)
24780 (101 v} DEE [ d St 3] 2TBMIC 0 113
Wz, 2.85-304 - m), 228 Mot g Ax T Sr TA0(MH od =
42 BHHR YOSV T2 (1K m), 791 (1H, d, J =85 Mz}, 885
[1H e = 85 Hx) BO0(1H o J - 17, 42M2),

1ENMR (CDCIY) bpov 0.93-1.12 (SM, m}, 1.22-1 48 (34, m),
1851 7C (4K, m) 1731 80 (3K m), 250 (1M ¢, J = 115 Mz,
255285 {(1H, m), 2820095 (24, m), 708 (1H, d, J = 4.8 Ha,
748756 (K, mi TEL V2 (1H, m), 805810 (14, m), 836
1M, od, 0 v 10 8¢, B YA {TH, ¢ d= 48 )

W NER (CDOCS) Sppm 0 BD-1 17 (&M m), 121150 (69 ),
16814 B8 (M4 oy 242250 (8, ), 274 {1 & = 1 4 Mg,
280283 (1M my), 266 (M. & J = 114 Hz) 731-7 38 (24 m).
TS50 G2 J=24, 50 80 (KW, ¢ v« 90K} BO6 (1H,
gd Jw 1,832 BR M ad dn 1T, 42H7)

THEMR (CDCE Sppm 104720 [6H my, 1.20-1 48 {74, m),
167185 (3H, m) 196 (14 od o = 38 130}, 281270 ("
=, 262-295 (4, g, BOT {1k & SR 1200 FR0{MH ¢ U=
B2y T e 2 20 DRz, TR0 g 0w BB Mg,
FBA (1 g U BENR) &40 [0 g J = 8B bz) GO (14, 8)
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Tabnuus 33

AGcostoTHa KoHpirypauis

e

R
H G Chy

/‘s\l' Chiy
\52;» :

=5 w‘ w7
R%)"’g =G

R?
Ipuknang R' R* R® R R R’ NMR Cins
THMNMR FO0CH) Spom 1 212 38 {9H M), 2 A4 80 120 M), 1 8B200
{3 ), 1 78 (3. 8, 209-2.33 (94, m) 227 (3, 8}, 251255 {14, m),
222 H H B F H O ORAZ (M G J s 132 b, A4 1Z [, M, 445 [0, & ¢ 132 L)
43740 e ) TI2T27 (4, ) TH0B48 104, bry G 8010 18 (144,
M, N F2CE0 M oes)
THEAR SCI3) Appr: 080 110 11, M), 1441 38 (24, m), 1.401.78
{2¢ o), T[4 8, 159 134, &) 1,851 95 1 ), 207-2 23 (2, m),
223 Ouy M +i F H G BTZ OB 6 J- S0 ) 25 (M o O 120 M) 287308 [t m),
JACAEE (L) ABOML O S 128k 698/ 06 (20, M) T TAT 23
(@4 1) 1210 {1, bry;
SR (OCE) Sppm 1AT A8 (36 m) 1 85474 (24, m), 188 (3K,
8) 403 5, 178 (1M bre) 1 88- 205 {1 my, 224246 {(1H m} 268
224 H 4 F & M e (08 g v 125 Ry 310340 (M @) 343 (°H o J = 128 M2,
TADT 28 (3= s} 70T 28 {1 re), 840875 1M, bh STRACOE (1,
[y

Jlurinpoxaopua

JTMriapoxnopua

Tiapoxnopun

LHaNUR (CDG3) Spprn 1 18- AT (3, ), 4 81 (88 trs), 18042 T2 {18,
pow oH 43 & & “ “ ™M ZCADZA(2H ) 2TA(RA o I SO HA 28T 0K 0 J s 128 ), TR
W20+ m) IETIIE ("M, ), 32NN G J 0 12K, 701748
(21 e, TIT0 A2 (T ) t2 0B {11 bes)
THANR (GO0 dupo: 1931 A2 13K, ) 147189 (3, my, 165 138,
B) 7 T3 8], €85 06 (TH, ) 242238 (1M ), 280(TH, 0, U= 128
26 H o Fo £ * S HA) RORAIR (14, 3UEEAY (1 m), 336 [, 6, J = 125 ),
POFP IR ) T OGS 65, 73] 3567 brs) SE2EHE
{1¢1 b}
THNMR (SMEO ) dpprs SO0 45 (84, m) 148481 {7 m)
SRR MA ) 27 e Ju s R PTRIM (2 m), 300327
(4 ) 410488 (44 W), BEST 2 (3 mi, 300840 UM b,
9585 W2 1, B
THNMR (OMB0B) Sppmat 80 C 1001 43 (B my), 1481 7T (TH,
LOLEIPOB (T oy 2B M U= 123 H2), 284293 (1M, ny,
228 4 S DOy ¥ M SR B3R IHE M) 3G (3K, 81, 430487 (15 br), 6 68874 {1k, m) 656
{1 s Qe 24 YE S TV M, i J - BB 114 MY A4825 (1,
) SLBGED (1K by
THMMR (COCTS) Bpper: | 4 20751 (24, ) 624 7 (564, m) 1 72 (3,
8 703 (3L 8], 228 (34 8) 244248 (1h, m), 023 (94, 0 Jm 1290,
FEEIET 3K m) B2 0, J= 1294, T2 I (R m), T AR T E2
{208 7). 9D.90 {2, tes)

Niapoxaopua

227 HOoM CHy & M Anriapoxiiopr

Junapoxaopra

228 -t -4 F 34, + &
Tiapoxnopua
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THARR (CO0) Spem - 1.20-1 40 {3k m), 1 481 75 (2, m), 1 81 (3K,
8] 15403 §) 18 /OH m) 2 M2 B (@M, ™), 226 (3 ¢4 S« 1B
Rz, 278 3006 s 50HE), 290 (" 0, = 125 Hz), 312324 (14 ),
BEL-BH0 (o) D82 (1M & Jw 1231, 708720 (04 m), 1233 {18,
£

THENWR (GOCI3) Sppm 405102 (34, m), 1201 38 {H, my, 1 56204
(e ) TEI BN B} 1 80 (3, 8) DI 2 ) 2TENH A U= 124
W) 297004 {1k g, 33324 (1 ) 329 (3, d, J = 124 ),
GOCTON (24, my, 7 34 (0, 45 9= 84 B3 Mz 050 (3, braj, B8 (44,
tay!

TN (CUOIR) Sppre | 100403 (1 ) 1 AT-440 (B4, m), 153 (34,
a) UHEI{IM q) 1A 8130 ), 1001 58 (14, m) 2042 28 (18, W),
WD (3 = AR M), 2U8 (O, e I 128 MY, 202304 (1K g,
L6385 (1= my, BB UM, 4 =128 bz, T 007 08 {24, ) 7 A2.7.39
{1H in) 1228 {13 s

‘H-NMR (OMSO-08) Sopm 102134 (3 my, 138 [3H, 8] 161 (34, ),
124173 (4, m), 196201 (1L ), 278283 (14 my 2B (1, d v
1286 M2} 208 (TH, ¢ o= 125 1) 308318 {19 o) 387 (34 ) 478
{771, 5} BHE6 98 (25 m), BO1.B0F{1H, =), STOE 5 (41, m)

WNYR DMSCaE) dport 05148 {8 m) 145480 (TH, m),
UAERDR (F ) 20200 (2K, mh, 2068323 134, ) 38% (3= 8,
00540 (T4, b, BUET08 (2, ), 7087 22 Ik m) 680825 I,
tap 3859 85 (14 ke

4 IMR (OO Sopry ¢ 054 43 (4, m) 1731 34 {24, m), 150178
{384, ) 183 {3k 8} 171 {34, 8). 192208 {454 m), 231-236 (1H, m).
FUBIHM, A Jw 27 pad, BOD30BH, m), 315326 {4 M} 3 (1
€ oor 1T ) TOT-7 1D (1K m), 7457 19 (2, m). 7 23-7.20 (1. m),
S480%0- tust B 7G4 brs)

14NN {(COC: Bron - % 131 50 (34 ) ¢ 8081 (3, g, 17 (38,
€] 19123048k e 200 (84, 8), Q80 & S AR 3NN G0
= R4 H2), IRTAGE MM ) 442 M g v 1341 ABLAT0 (1,
P 24T, my TAY (0K, bre), 813 (1K es) 13.7 (44, ore)

1H- PR (COCE; dpom 108120 {1, M), 1.25-% 44 (2 m), 154270
{4, ), 1 BI (3K B}, 1 68 (3, 8], 235240 {th, m], 280 (1h 0 Je 127
P22, B9 42H ) 304 (1M, 6, 0= 127 k) 208 {1k dg, Ju B4 20 M2
TR S PO TRV (M S e 8 Ay Q82 (18 brs) 900 {1H,
vj

1o NMR COCR. Boom [ 010 96 (T, m) 1 2322 48 (21, i 150 {3,
£), 469 (300 w) “ B11 98 (3 My 208277 (P ) 272035, 4.0 48
My, F BT [en o I 130004, 291303 [5H, ), 3BII V2 {IH, m), 384
Ph d J= 130 92 T4, oo J =84 2% sy 728 (1 d, J = 28
HE), 762 15k, ¢ 2w B4 He) 1238 {1H, te)

HLHMR CODOE Bopm ¢ TH206 (TH, m), 4 TS IOk 8} 293 (3, 9,
247430 ) FARDOE (1M, ) AT G U 13T M 388382 (1.
peh, AT 8 =SB 440497 my T35 (K, d, J = 8 A HE,
TTE{IH g ® S4 bz BOC (M %), 10031087 {1 m), 10 201030
{444 my
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THAMR (0 Qo 1161 41 (3 m), 1 474 T4 (4, m), 1 88 (@3,
83 160 {34, 8), 1B A (1K M) 290227 {2 m), 230 34, ) 272
(@ ¢ 4 A0, 2B (1M, & J» 125 H2) 5.00-345 (15, my 345367
[4H o, BAD 04, @ o 28 1) TILT22 (34 ), 732 (14 8, 1224
[t et

THNMR OMSDUS Soom 0850 41 {60 m), 141180 THm )
THE208 (TR m), 26880 (A, ml, 283305 (1 m) 30832
[ ), AE 3 8] & 1R B35 (1M, 1), 708725 (31 m) BBL.Q1B (1M,
o, BALG 2 M B

TR 03 Boom 1 $5-% 24 (1H, m, 1251 36 (28, m), 160-153
(34, me, 184034, 8 4 T4 (3, &L CE-2.02 (1M g, 232-2.97 (9, m),
Q80 d S w120 ), 342348 (1, m) 322329 (1, v, B 36 (14,
€ J 125 TAST 22 {30 ), TIRT XB{2H, m), S 52 (4H, bra) 881
{4, bw}

TrNMR (SOOI Bpprm 1000 40 (34, m), ¢ 68 TE (B ), ¢ B8 (3
B) B30 By 180202 (1 o), 290218 120 m), #7434, d 15 50
M2}, 28R (14 6§ 5 923 ) 300800 (17 g, AER I TB (1M, m) 393
[ € J @128 Hz) 730738 141, m), 12 25 (4, brs)

THAMR OVSO-0E Bpnm - S80-1 28 {130, m), 1 78186 (14, my, 229
(34 51 2 B8-5.08 (A, m) 310480 (3 1), 848 (24, 8), 6 8O-7 00 {34,
), TOTP 4 u= 23 TR ¢ J» B85 M2,

TEAAR DMEOMET dopm 1004 45 (B m), 145182 (M M),
LHED 10 (1, i, 2 74340 (3L m), 310227 (1K m), 385 (3H, 6}
AOC 485 (el o) BTH (M 00, J= 21 BAKZ, 680 {1 o Ju 2% Hy
TH UM 0 o =842y £80-918 (11 0, 851985 (1H o)

THNMR (COOR) Spprr 115068 {30 i) 158181 (OH, m), 71 63 (3H,
s} 15 (30 8), 4 882 CA(TH, m) 280238 1M m), Z82{1 o, S 128
Ay, LI @ ), PE M S 128, TR (M 00, U585 23
Haf 740 (T, 8 = 23 He), TAD (16 o G 85 Ha, 957 {11, br), §82
{144, 19

AHNMR (CO00) Spprm 1 25148 (@4, m), VB0 (29 m), 168 (3,
R TEY T 0 1 B2 0 m) Q2220 (1 ), 279 (B 0 =4
W), 3O (1L 1Rk DBAI B (T, M), 433 {1 4,y 182
wiz), ALGAG2 M, ) TESIH o e G712, T B2 (44, 90 = 87,23
W), B4 a, e 23 P A8 (Te, s}

PHAMR (DNSOCE) Soyn (02050 [TH, w), 150782 (BH, m),
1082 8 (h o), D60-360 (40, m), A 0B (34 &) BEL-7 10 (24, m),
PAC T 632 3 BB 80 3

SANMR ONSCE, £ om el 50 ¢ 1.00-143 B m), 18 TT [T,
my " G208 1K, m) 281 (14 o J - 123 HY, 284293 (16, m,
FOAF BB M), BRI 8] 400457 [ br), 6 68.6 74144, m), 86
PH O =28 TR TTUH g Je B8 YA B9AE R (1M
W), 3 258 BO (144, o).
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Tabnuus 34

Mpuxnan R’
250 -H
251 CHy
262 -H
253 H
254 H

R4

UA 111950 C2

AbconroTHa KoHpirypauis

R‘l
1R CHy
R CHs
5 N
HF|(4

NMR

1H-NMR (COCI3) Sppims * 4.10-1.47 (3H, M), 1.48-2.16 (44, m), 1.68 (3H, 8, 1.78 (3H, ),
230-2.54 (1H, m), 2.65 (1M, d J = 12,5 Hz), 3.20-3.50 (2H, br), 352 (1H, d, J = 12,5 Hz),
7:37-7.52 (2H, m), 7.60-8.00 (4, m), 9.18-10.05 (2H, br)

1H-NMR (CDCI3) 8ppm : 1.20-4.35 (1H, m), 1.41-1.55 (1H, m), 1.59-1.82 (2H, m), 1.75 (3H,
s), 1.91-2.01 (1H, m), 2.02-2.15 (2H, m), 2.14 (3H, ), 2.30-2.44 (2H, m), 2.85 (3H, d, J =
48 4z), 349 (1H, , J = 135 H2), 4.07-419 (1H, m), 466 (1H, d, J = 13.5 H2), 482-5.01
(1H, m), 7.59-7.66 (2, m), 7.89-8.04 (4+, m), 8.87 (1H, br), 13.11 (1H, brs)

1HNMR (DMSO-d6) Sppm 0.94-1.25 (2H, m), 1.25-1.45 (SH, m), 1.45-1.55 (1H, m),
155.1.80 (BH, m), 185210 (1H, m), 282 (1H, d, J = 12.4 Hz), 297-311 (2H, m),
336351 (1H, m), 7.40 (H. d, J = 7.3 Hz), 7.50-7.59 (3H, m), 7.79 (1H, d, J = 8.2 Hz),
7.89-7.96 (1H. m), 8.42-8.43 (1H, m), 8.7-9.24 (" H, br), 9.50-9.80 (1H, bx).

1H-NMR (CDCI3) 8ppm - 1.23-217 (SH, m), 176 (3H, 8), 2.09 (3H, s), 2.48-2.53 (1H, m),
327 (1H, d, J=1.23 Hz), 3.66-4.18 (3K, m), 3.94 (3H,5), 7.15 (1H, d, J = 2.4 Hz), 7.23 (1H,
dd, J=9.0, 2.4 Hz), 7.74 {1H, brs), 7 79-7.86 (2H, m), 8.24 (1H, brs), 8.87-10.18 (2, br)
1H-NMR {COCI3) Sppm * 1.20-2.05 (8H, m), 1.73 (3H, §), 2.00 (3H, 5), 2.44-2 48 (1H, m),
345 (1H, d, J = 10.7 ~z), 3.553.86 (3H, br), 7.38 (1H, d, J = 5.5 Hz), 7.49-7.69 (1H, m),
755 (1H, 0, J =55 Hz), 7.92 {1H, d, J = 8.6 Hz), 8.14 (1H, brs), 9.84 (2H, txs)
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Tabnuusg 35

llpukran R'
255 -
%6 o
287 ki
%8 H
259 M
2060 H

“f

o

UA 111950 C2

AGcostoTHa KOH(pirypauis

H (.H

\» jc“

NMR

GNNR (OMSOUE) Bpom D884 BY (T3, ) 187272 (e, ), 280338 (A4, m),

GOT-E P20, i, 6 70 TR0 (24, ) P Z3-TAH (M m), T3S X 63 (1H, m) 799 (1M, trs),
H004 9 (94, by 925D 10 (1, tr)

THLNMR (DMSC £, dpp~ ol 80 T 0981 28 (24, m), 1.26-1.31 (8 m) 151167 (1K,
1 640 TE BH o 180208 {H, ml, 2.80 (VM, o, = 123 1) 300332 2, m),
356-4 12 (14, br), 7O {30 dd, e 38, B5H), TOBT B (3, m) BOT {TH, ¢ S 21
M 310535 (14 ) S36379(1H. o9

1HENAR (MO o & pom ot 80 " 0 §8-0 AT (UM, m). 1 274 486 (4 m), 1451 80 {24,
) 1e01 80 (B r 188210 (1, 288 01K 05 24 M), 305308 34 m),
BASZR0(IH, bt T35 044 o Je 32 1z 108713 (T O} 736 {H ¢, J - 82 Hz), 803
(T, 4, 10 2297y 6984 36 (e, 0, 935072 (1 og,

AHANR COCE) Sogm QHEZ 105 (244 m), 1.07 (3:4 8] 115743 {3, m), 1.48 {3 3,
1584 B8 {454, m), 1 £8.% 00 (364 m) 2 IS (A m) 281270 (14, m), 278282 (2K,
m BB B My 20 {8 S T8 HZ, TEB .G u=21HY

NV DYSO] Fopm 280 T D961 2 (24 my, 1 254 B0 (6%, m), 1 601 78 (5,
Pl BRI ) 2B (N 4 Jm 2k DA ET (3 ) 303(3H R 452488
(14, ) E86 (156 0, 1= B4 1A, 6357 o = B4y 698708 (11, b} 787 (34,4 J
=21 H2), 602-0.40 (1, by 3 4D 75 (1K, b

HNUR [DHSO-#)) Spom = B3 T 251 46 (84, m), 1511 79 (T, m), 200-2 10 {114,
B 287 (M g = 124 Ha, 254200 (14, mp, 310323 (P4, m), 464512 (4H, ), 6,88
(HLE S0 1AME, 05700 114, =9, 7 53T 35 (15, by, TSS{IH ¢, 1w 82 Hz), T 86 (1M
J= 0742y ROT.930 e, ) BA B {2H )
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Tabmuusg 36

IMpuknax R
81 -
282 -
m st
204 -+
288 -4
28 o3

UA 111950 C2

AbcositoTHa KoHdirypauis

-
& A CH';
(a7 feH,
\“‘."/3\¥
R
NMR Touka Tonnenns (°C)
2098 .

$E0NMR (DNSTS-E6) Bopr 1 001 84 BR m) S04 75 TH. My 198208
QL o} 282300 (2R, m), 003,28 (2H, ) 38104 8} BE2("H g, 4«59
Mzl 7387 €8 (1w, m} T £3.7 48 (v, mm), 700 (IH. o = RS 1Y), TH8B K2
{14, B, 8140 37 (154 b, 565088 (15 &)

ERMR CD03) Sppm 2 87-4 33 (11, ) ) 0B {5, m), 4951 46 (4H, ™)
1 AGLES G, ), 851 0 o, ) 2472060 (T ), 285 (K d a2 11 3
P TSN o A - 2R3 I0A0 R o PN B u= T DIy T 8D
(R4 00, 4R B HA VAR TEOH ) TR (I 6 d = A5 Y B S (T
o S 5 ), B0 (TH del L w1 7 A2 MG

“HAOMR (COCG3] Bpam 0335 17 {8k, my, 7 22048 (R4 ), 188190 (4
My 700 K emy DE0 (14, d, So 11 6 b2y, 256-285 {1H, m) 282308
(2, ), TOO (T4 3 40 22 M) 7407 6 1M e, TESRTE [k,
EOSB 014, ), 8351 00 Jo 10 B ez, BB4{IH o J2 4B HY
VMR (COCES) Bppe CHOT T [SH, m), 1 27 80 8, m), 1611 BB (44,
™y, 2AZ260{TH M 2740tk d e 1Y AR 280080 TH m) 266 (1 o
SE VA TELTAN (A, il PHO (1M go J w4 HOM BOT (M G
AN BRI ge o v T AT BB b J 17 42

TCNMR (CICIR) Oppr 4 BT 20 1AM, ey, 4 301 48 (79 ) 1 K71 B8 {3
LT g0 2 3D A0 DD U0 (e g, CEIZES (UK ), 30T (U,
L In 205 T2 2, sn 180y T2 da J=21, 80, 780
A G BBM2) TBA{ - o cxBBre) AN a Jn S8 ) BOB(TY
#
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[0325]
Tabnums 37

AGcontoTHa KoH}pirypauis

R'
SN B
’ ,e{ “f-CH,
o by
N

el
R&‘rﬁk\ ;n"’
RIS RS

RT

NMpueran R' R® R RT R R NMR Cinb

THNMR (HA50.08) Sppm | LIS 44 (8, v < 44.1 80 (11, . 1 G532 10
27 s H 1 ¥ A {1 my 2D SR (N My 200328 (Been ) SORGB0[TH ), 740083 Aurinpoxsiopua

{4, ), D03 A2 (1, B, B89 94 104 b}

THENMR (OM3O8) Sapm &t 80 T 1 00-1 43 (B ), ¢ 42177 {7 m),

T IT208 (i m] 38T (W d 42123 67) 284288 {1k, m) S04318
28 - 4 OCHy  F S (B m), 3HI M, by 46T 11 te) GBS T M) S8B{H &g U~ Juriapoxnopun
25, T/ Ha) Tt (el gd J e RE 1A M), 366825 (1K, b)) 349980
)
THNMR (S50 Apsor 02 117 (A m), 1251 & (M m), £ 62.208
{8+ mp, 1Y {8 6 188 N 5), 235241 (KL, 280 {1, 4, s> 128
M) 320 (05 by 205090 o = SABYZ, POF (MM o Jm 84 20wy,
TICEM O L T IOk, 7O 1= 6,0 0 B AN, GET (1X, brej, RA9 (T, by
FHNMR ORI e Brem € 651 4% (54 mp ¢ 451 B0 (74 m) 188706
2% HH 41 RS A (%) 2T 0581 ), GO0 S 28 18 b, 350394 (10, br) T4 (B g, Hurigpoxaopua
S BT, 3B IR 8 S0 87 8, 886920 UK, br), §.20:0 B0 (1M, b1}
THANMR (OMBO-0R) Sopm 1 00045 6 m) 1 45 183 (7 m), 1 S0.208
P9H e 2 7TV2E7 (TH, my, 287308 (M, ™), 308328 {134 m), 385 (3,
o) OF200 aid G420 B4 8780 M 0 0= 226 T3811K 0 J =84
B2y B753.00 (10 ), BSAG TA (1M, B0y
“EONMR O3] e 008114 (T, ml 180 (. vl 155478
(304 ) 1 B2(3 8 T BN 8N, 4], THRTO8 {TH, m) 230235 03 ), 223
2n2 -H 4] Gt R i A {1 6 g RS MY, 298900 I, m), 11323 1706 m), I2BH 4 J =

ROHG TIDNH o J= A8 2AKZ V25 (1 d I 2410 T OH & Tiapoxiopua

ST ABHD), 489 (" 20, 578 (K )

THNMR (SO} dpom 1 231 49 (2K 1), 1602 TA I m), 150 (3K, 8),

THVZAG (S vk 15 (B0 4] 22T 8 [TH, ) 2 T3 (%, ¢ Jm 49 M),
73 Ly K i -Gt [ A AWM, o 4 2 M ARRRTH M, 400 (1, 0 o 19 M, Tiapoxaopua

A AADY (Ve n) THM ¢ L BTHA, P8It 00 dv B 7, 20 iz, 844

(V8 G v 202, "2 71 {9, s}

T'iapoxnopua

n H HoOOH O e e Tipoxnopua

92
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[0326]
Tabnuusa 38
AbcontoTHa koHbirypauis

1
H R, R3
g 1}“\;,&1

o

N

i

Mpukran R R*R’ R NMR Cinb

THNMWR { COOZ J Sopm 1251 T8 m ), L7811 341= m ), 20822{ 21t
Hy \f”‘%; 120G A ey 2827 (B4 m) 282D (H MY WL, Y S
" ’cﬁ::" B -w’k@ B, B0LNE I My RESATS {14, ML 420 (94, o 4= % e ), -
G788 (o ML PV ) 72T M my PRI &AM )
THAMR DMSO-0R ) Sopm 121 AL 2H, M 1 AR S TR m ), 1 5 85 [ 4
’\z“m MY A2 I ) PEA2(, ), IS4 TR m) 2ABE (P m ),
i 39541 {101 00}, B4 b ) GG, IY, S T2 T 2Mr ) B OT 0L 2H m), Jnnapoxaopua
TREI(M n ) B22{ K, o0} SRT(H ¥}
UHNMR L DMSOli p Bporn 124425 m ) 14738 {10 m ] 2328
,”'"\L (0, m), 3000t o F= 12502 ) 33350 1H, my 367 (1 ¢, o= 184Hz), _
TNENGE BTARZ L BERTOS L DM, m), TATI (B m), BB (M m Y, Aurizpoxiopua
ALY 1 )

s 44 ACkigy

TNMR SO0 fdopm 101N My 1548 0 m ) T AR e
—— {3, M) 1691908 ) 1B 20( tH m) 202* (1M, m ) 2223 (1: m),
\C‘\?N'i‘m:w 29I G001 A ) 3TIWLIN, MY AW (IH A dr 1 i) 2738 -
DAL my B8 4) TR g s Rz, 10411 & S w25y 707
DI dd - 28 88y 22570014 m), TERI 1 0, 1= 88k2) 787 { 1K,
TS
THNMR [ 048006 | Bopmy * 2438 {24, m ), 1 4218 [ 100, m ), 23826
——" (MY 3% 2 I m ke ) S5 56 {1k m) A681 M o J 7 191H2), Jlriapoxsiopua
278 " roTem t o ™, BH5ANSL ]l A 0hbe {9 ) PS04 o L e 24 BT TR {UH,
AR g rRse T SR TN G v Ea) eI g g
GO BOGT 1 m) 126 {1 =)

7 o 4Crigly-
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Tabnuus 39
Ipukran  R'
e
m /C‘C"
20 H
281 M
282 el
283 H

-

Ay

R4

L

S0

UA 111950 C2

AbcomoTHa KoRQIrypauin

1H-NMR (SO Sppm 1 25 15 {4H m ), 158517
(H m) P85 U m ) 20622 ( 2H m )
2H2AL A MY 28AT I m) 2828t m ),
UL G =) SO {EH ) 38538
{8,m ), 4230 M ¢ 0 KR TMz BTERL AL M),
TR TLFHE ) T RTAI G v 13T 4184 M)
SEn MR (ONISD.05 | dpten T BT M) A8
(1, m) 5 uh {AH ) TES205 ( h, ]
30-32{2 2L IBIATUL MY I4IE{ W ),
FOSAY( 1Y il BES T Do) ETI( M ot 3w
TR EHICI M mL 727320, m) HIS
{ M br} 888" b}

THNMR ( SMES-AE § Sopmo LA (B, ne
TAZAE( O m} 23284 My 303 (440 4=
e8Hr Y, JUGAB { H moy, ABSBBH(H, ™),
DRAQ (P v ), BERTON M), T2TI{2H m),
BB 2}, WG 254 )

THNMR ( CDCGH ] Spem 105135 ( 3 m )
T4 A5 A m) AT (A M) 1615 (5,
ML I8QT{ M m ), 2021 (W m}y 2323 1M,
MASEI{I 4 ds M4 AWII M my,
BIBLA G IR 4, 37 BR( W L 388 [
2L TN (1A, ¢ S0 aH2Y 704014 d U= 28H2),
FAY{Had L 28 88 TASTI{k m) 788
{0 J- 88z ) TR1Z9H o, J=B0KeY
HUNMR { OMEBCRE ) Sppry 0 120 35 ( 2H, ),
TL2AS (N ] 24T (EH M) 38R0 ds
109k ) 343580 m ) 384{1H o Ju= *30HZ),
JFELA (Vo ; ATZAE( 1, M) TN e
PABSU) MR A )= n Mz ), T A (18 S
PR TE T 6, S-S} THI( 1M d Lw
E3rz), 8987 {1 m), *5)"1@3[1&11!!)

94
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Tabmuus 40

Ilpuknan R
YRR
28 -H
w8 .
287 o
288 iy
289 -H
200 H
21 H
242 H
283 -

M

Gy

Cathy

b e

l\ﬂ""\d”

i

S,
\g‘ ‘,,L* v

UA 111950 C2

BiaHocHa koHdirypauis
*
L= U
..r"“a{ "N\{ @
R
by
H o
#e
NMR

S NMR (TDOT) 2ppr 4 1B-1 48 (3, m), 162208 @, m), 255281
{45, m), DA IEG (1H M), A3 (1K, Do) AT (M, trn), T ETE28 (7R, ),
FEOHET("H, m) 106 (1K D 1400 (74 uew)
TR AMMR OMBC Apom 405048 (308 ) 130 {3 o J 0 B M2
1445 88 {6, ), CRS 2N EN 1), 287350 B, of 728748 N v
TEOLAM 0 Lu S 2EEB DG (M o), 788 {1k @ 0 B4 H2Y B OB 15
g J e B2 wn B GO ot
THOMR IOAE Soprn D87 4 U8 {B L er 112135 2 m) 1383 0
B &MY 1AL B {A vl CERROT IV ), ZRAI08 (I my R4 TH,
€ S t2Abr, S0 AN ) TB T o S B8 31 ), 7001, g,
3= 2AMZ), VA0 o de B8 42, 942328 (14, ) 950885 (1 o)
THNNR (GO0 Sppe 108 [ L J 0 T3 M2y S 48 (W m),
15024 6 U, 218241 {104 be), 243278 [1H, m), 283531 54, o),
TSR 0, 305000 A, B, 41 0444 TR DR 0. 13301378
(254 )
1ANMR (T023) Sepm el f, g TH MY T ZITS (0M, m),
FIETAS (D, oy 2 Gl om FRNAEY (e ) TMED2 (T m),
AT k)
THNMR (COCT] Spern .80 247 (1904, oy, 098 35, L J = P4 bzl 007
(A, 4 4= ¥ 3 e, 2ES.2TE (18, m) TBB3 A [Tk, vl 338343 [TH, m),
365401 Bk m) 02436 (14, ) 7 54767 (24 m), T E0-¢ B8 (51 m),
S 32 {1, 8}, 52010 48 (14 be)
GANME GDCI3) dpper 107 (B 8 J = 75 Hi) 126142 (3 oy,
A48 ES M ) 1632 90 {24 &) 216.2 40 (1, m), 250-2.60 [H, m),
201508 (44, o3, TARE PO Lk b KoMy, 218585 (1 ), 110819 67
{08 b} T3AG A8 (D B, 1)
T NMR O3 Sonn DB0.244 (<1 py 087 (3t 47 T M), T8
(] o PN 260268 (1M ), 27A504 (1H, m), 320337 (TH. my,
BARAE L Y YA N U A TR TI (I m) PRSItk i U
® R4 Wy VBETSE (1oL w), HOLHAT (14 ) SOTEAE (1 &),
S69 1018 CH )
LRENMR O som - 107 @ 4 ko= T8 H2) 123080 On m),
CEL DR ) TSR T m) 2R T 9k ) 290508 (4H, B,
TACT AE 1y, JAG-B 33 (34 By $105 8 R, b 108511 65 {0 AN,
W) 13973 NE S I
AHAMR COCS) Sz ORC-248 (10, o) CHV (340 Jo T2 17, 148
(Bt & o o 1 gl 2ECI 88 (PN ) 274306 (1 M) 341342 (1H. m),
BELDUT (WL ), 7T o BeHAr), TEOTER (2 m) THI(IH A
= 85 Yz FRIIBE {14, v, BOEB5Y (1M, ) 912848 {1 b,
B8610 4 {1 vy
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14 NNR 305! dopm - 037-238 (118, my, 083 (3%, t . 7.4 H2}, 114
(B4 = T2H, 2482 T3 (M m) 2735494 40 o) 331242 (1H m),

SL f\
24 H o oF i :I K
i \E\ “0 3524263~ ), 682 (14 0 y=" 9 ) TSETERLIH, M T (1H &
=19 =2, 7735300, b), & 988 51 (15 bry, 3751034 (1K, T2
“HNMR [COCT) Spem c 108 BH L L = 75 #2), 125143 (2H, m),
- W d \f Cl 2 sn20 (81, 215234 (1M m), 250264 (W, m}, 356 (1, ¢ 2= 111
) 2 | H2)38LA0 (W o), 410445 Brd ), TE2 (U 0, y=BE VR, TT2(1,
¢ i=0.6F2) 757 (*H §), 925953 (1H, br), 10751118 (41, &)
“HNMR ( CMS0<E) Boprm . 098 (3K L J =732y 1224 (2 )
A 2 . - "
g1 6(3H m) 157916 m! 205218({1H m}, 28Z28(1H m} 325
296 H B G \l ;L , o : v
~# ) {1 DI} Z626(2H M) 4D-41( = M), 635705 (2H, ™) 727 3( 2=
™) BASEE LW, ™), I35 (1K m}
[0329]
Tabnuus 41
Bignocha xondirypauis
Mpuknan R R NMR
HC CH 14-NMR {CTOI3] Gppm < S 6 15, 5], .91 (H. 8), 1047 35 {aH m), 1534 83 (3H, m),
207 —%«3&:"& 218233 24, ) 260-275 (24, m}, 28037 [BH, ™), 3083 13 (2, ), 359385 (214,
Pk, 17, 7.257.48 (34 ), 7527 5311k, ), TT3T 8O (2K, m)
7 4-NWR (T3 Spprr | 0 06 [6+4, 81 080 (8H), 3), 104-7.37 55, m} 18°-1.75 {2H, m),
w PE S, 179184 {24 m, 275-220 {16, 1), 232240 (1, ), 258-288 (1 1), 273-2.90 3H,
- '3
CHEH;s M}, 257314 (2, ), 313526 4 ), 364379 (25 m), 5.93{H, 3 J= 65 21 z),

707 {1 € S =21 Hgk 7E2{im ¢ J =B.5wa)

14NV (COCI3j Sppr 007 (64, 5) 0673 90 (34, M), 0.6C (9, 5), 1551 78 (4, ),
214224 (2H, m), 246234 {111 ™), 257-267 {1k, m), 2.72:2.82 {1H, m}, 285.297 (2K,
M 366381 (2 m), 697 ki dC, .= 88, 24Kz, TR (14, ¢ v =24H2), 7.34 1= g, J
=462

12NYR (COCR) Zppm 125053 {34~ 167 70 {14 m), 174180 (24, m)
165204 (21, ), 2387 €3 (31], 1), 3083 16 (14 ) 353359 (“H m), 368373 (3~
=) 3EB YA my, 406214 (), 2354 4321, m), 461478 (14 ), 787 (M, d
JETHZ TR 4 0 n 8.7 HE, 820 1% brsy, 1232 {14, brs)
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[0330]
Tabmunsg 42
BianocHa koHdirypauis
Mpuxnan R* NMR Cim

e THANMR [COCE Som 1§ 254 B0 {3, mi 150208 (54, ) 23270 (1%, ), 2 87-6.38 (844 by,
1 \CD 732,880 (75, 1), SL7 1095 (R B} 1055 11 77 [0 A5 b, 361 1436 035K b} Fiapoxiopua
RN (GG oo |1 254 51 {204, 1), 1 55708 (54 ) 250256 (14, m), 358351 (24, m)
anz m BHHAE (A, te], TAB (1, d S= S5 Hr, TESBYB (3 te), 768 (15, 8, 5 5.5 +42), 9461011 {1, 1, JIMrizpoxnopua

TOS4 1183 (1M B, 13611826 (1H &)
..,,C| THAMR GOC B 1 24048 08 o), 7 1200054 ), 2268 (IH m), 3203V N m)
203 \E i JAAW (R AT [1H d e BBy TR 0 J0 BB H, TS {Th al, 1007 {1 ), Tiapoxnopua
“CL 1014108811 b

[0331]
Tabnuusg 43
Bianocna xongirypauis
Ry
Hi Re
Crr
N
Ho
Rs
Mpuknan R' R?R’ R NMR Cinp

TH-NMR ( DMSO6 ) 8ppm - 1.2-1.35 ( 2H, m ), 1.42.1 (10H, m ), 2.3-2.5 ( 2H,
M), 3,03 ( 1H, d, J = 13.2Hz ), 336-3.45 ( 1H, m ), 3.68 { 1H, d, I = 13.4Hz ),
3940 (1H, m), 435 (1H, br ), 6.95-7.05 (24, m), 7.2.7.3 ( 2H, m ), 8,881
(1H,m ), 10.016.15 ( 1H, m).

1H-NMR (CDCI3) 8ppm - 1.20-4.58 (2H, m), 1.60-2.47 (10, m), 2.29-2.37 (1H,
m), 2.46-267 (2H m), 286:3.29 (14, bi), 3.33 (1H, 0, J = 13.2 Hz), 3.60-3.98
(1, br), 3.98-4. 41 (2H, ), 7.56-7.60 (2H, m), 7.80-7.8 (4H, m), 8.11-8.71 {1H,
br), 5.63-10.08 (1H, br), 10.13-10.87 (1H, br)

AH-NMR (CDCI3) Bppm 1.20-1.33 (4H, m), 1.40-2.08 (12H, m), 2.242.44 (2H,
m), 258-2.69 (1k, m), 2.83 (3H, d, J = 48 Hz), 3.45 (1H, d, J = 13.4 Hz),
3583.83 (1H, m), 3.87-4.14 (1H, m), 408 (1H, d, J = 13.4 Hz), 474-4.96 (1H,
m), 7.55-7.65 (2H, ), 7.88-8,03 (4H, m), 8.42-9.20 (1H, br), 13.33 (1H, brs)
4H-NMR (CDCI3) &ppm 118-1.35 (1H, m), 1.4-217 (12H, m), 2.30-2.38 (1H,
m), 2.51-267 (26, m), 300332 (1H, br), 3.36 (1H, d, J = 12.4 H2), 3.65-4.47
(3H, br), 743(1H, d, J = 55 Hz), 7 €1 (1H, 0, J = 5.5 He), 7.66-7.96 (1H, br), 7.99
(1H, 6, J = B.6 Hz), 8.12:8.18 {*H, br), 8.65-10.02 (1H, br), 10.28-10 B3 (1H, br)

304 -H -(CHz)s JTMriapoxnopua

2

308 -H -(CH2)e ijapoxsiopun

0
S

306 -CHj ~(CHz)e~ JIurigpoxnopua

307 H  -CHae s e

g g
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AHNMR 1C003) Eopm 1207 36 (15, m), 1 41221 {12+, m), 228237 -,
™, 248253 ("H, my, 261267 (1H, ), 307 3.30{°K, b}, 355 ¢1H 6, 4= 131
HZ} 366337 (7, o), 396-4 32 (2H, br), 736 {1~,d, =55 Hat, 156 (W, d &
= §5 M) 787790 {1F, o), 783 1=, ¢ J = 86 Hz), 871893 (14, by,
§56-7003 {11 57), 10201081 (1H, )

“HNMR 1CDC3) Boom - 0.9%1 73 (1K, m), 1.23-138 (2H m), 1.46-2.12 (104,
M3, 233248 3H m) 276 (1K, ¢, J= 1254z}, 284312 (M ™), 332{1H, d U
=425Hz), .08 (11, <6 J=B57 4 Hr), 728{114, a, = 24 H2), T 38 (1H, @, 4=
85 42), 8.75 [2H, bre}

T=-NMR (SHSC) dppm 086227 {16 m), 207-3.58 {4, m), 7 10 (91,4 o =
87 Hz), TA (3 5, TTB{IH of U= &7 =z), BE3S 28 (1~ br), S.32-5 67 1=,
b
1=NMR (CDC3) Sopr 4 $8-219 (164, m), 2302 35 {1H, m), 2 47-252 {16,
m}, 304 (1K, tr) 344367 (34, m), 747-7.81 (34 m), 7.83-7.80 (4H ), 964
(7 &)

“HNMR {COZ'3) Sopm 0.85-1 C1 {38, my, 1.08-1 70 (15H, MY, <.66-1.80 {1H,
™), 242247 {1, m), 264273 (*H, m}, 278 (1K, & J = 122 Hz), 300308
{1H M}, 315 07H 4 0= 12 7 Hz), 376 {34, 8) 347-470 [3H, b}, 836 "H 6. J
=30y, B432m, 5 BE3 Ik, A0, =868 141, 727 ¢°H o, J =14 Hy).
T28{1H, 6, 1= 30e) 736 {1 d « =B5HZ

“~NMR (COC3) Spen : 0967 08 ("H, m), 1254 <5 {BH, m) 106213 (BH,
my, 2.20-2 25 (1M, ), 235 240 (4, m), 262-267 (1H, m} 508-337 {4H, ),
TOS{IH. o, 1 =35 24Hz, 736(t% ¢ J=24Hz), 740 H ¢ S=85 ),
9.48 (2], trs)

Abcontotha Kondirypauis

NMR

308 H
309 H
310 H
ni H
312 H
313 H
[0332]
Tabnuus 44
TIpuknan
34
315

TH-NMRL ( CDCI3 ) 8ppr 0.941 1 ( 1H, m), 1.45-4.4 (3H, m), 1.65-1.7 (2H, m ), 1.75-1.85
(1H, m)), 2422 (1K, m), 2 25-2 45 ( 2H, m), 255:2.7 (1H, m), 2.7-28 ( 1H, m), 285-2.95
(24, m ), 321 (1H, 6, J = 13.4Hz), 418 (1H, d, J = 13.4Hz ), 7.05:7.1 (2H, m ), 7.2-7.35

(7H, MY,

1H-NMR: ( CDCI3 ) Bppm : 0.6-1 4 (4H, m ), 1.5:1.65 (2H, m ), 1.7-1.8 ( 2H, m }, 2.05-2.2
(1H, m)), 232 (3K, s ), 2.45-26 (2, m ), 2.8-29 { 1H, m), 28-3.1 (2H, m), 7.0-7.1 (2H,

m), 7.2°7.3 (24, m).
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[0333]
Tabnuua 45

Tpukaan R

318 HZC’O

317 -
318 ~CH,
[0334]
Tabnuug 46

Tpukian R

ol ¢

UA 111950 C2

AbcontoTHa KoHpirypauis

NMR

4HNMR {CDCI3 ) ppm . 0.85-1.1 (1H, m), 1.15-1.45(3H, m), 1.51.7 (2H, m), 1.75-1.85
(1H,m), 21-225 (1H, m), 2.25-2.45 ( 2H, m),255-27 ( 1H, m), 27-2.8 ( 1H, m), 2.85-3.0
(2H, mY, 3.21 (1M, 6, = 13.3Hz), 418 (1H, d, J=13.4Hz), 7.0-7.4 (2H, m), 7.2-7.35( TH,
m).

1HNMR ( DMSO-d6 ) Sppm - 0.85-1.05 (M, m ), 1.1-14 (24, m), 14165 (3H, m),
1651.8{1H, m), 19-2.05 (1K m), 28-3.0(2H, m), 30-32(3H, m), 32-35(1H, m),
TAT2(2H,m), 7.35-745(2H, m) 82-97 (2H, m).

1H-NMR ( CDCI3 ) Bppm * 0.8-1.4 ( 44, m ), 1.51.65 (2H, m ), 1.7-1.8 (2H, m ), 20522
(1H, m), 232(3H,),24526(2H, m), 28-28(1H, m), 28-31 (2H, m), 7.0-7.15 (24,
m), 7.2-7.3(24, m)

BintocHa kougirypauis

H CHa
[”\I?/NN CH3
\‘/I\N
H o4
NMR

1H-NMR (DMSO-d5) Bppm ' 1.35 (3H, §), 1.45-1.67 (6H, m), 1.67-2.00 {4H, m), 2.16-2.30
(2H, m), 230-2.43 (1H, m), 3.39-3.48 (1H, m), 362372 (1H, m), 3.88-3.96 (1H, m),
3.08-4.08 (1H, m), 6.056.75 (1H, br), 7.10 (1K, 8), 7.207.25 (1H, m), 7.25-7.34 (1H, m),
7.33-7.40 (1H, m), 7.66-7.80 (3H, m). 8.22-8.35 (1H, br), 8.30-9.45 (1H, br).

1H-NMR (DMSO-dB) 8 ppm at §0 °C: 4.37-1.55 (5H, m), 1.55-1.70 (4H, m), 1.74-2.00 (4H,
m), 2.19-2.40 (34, m), 3.35-3.50 (1H, m), 3.52-3.66 (1H, m), 3.84-3.97 (2H, m), 553-5.86
(1H, br), 7.06 (1H, dd, J = 2.4, 8.9 Hz), 7.28 (1H, d, J=5.4 Hz), 7.36 (1H, d, J = 2.4 Hz), 7.60
{1H,d, J=5.4Hz), 776 (1H, ¢, J= 8.9 Hz), 8.07-8.40 (1H, br), 9.20-9.57 (1H, br).

1HANMR (DMSO-d6) Bppm : 1.32 (3H, s), 1.43-1.61 (6H, m), 1.65-1.89 (4H, m), 207-2.17
(H, m), 217227 (1K, m}, 227-240 (1H, m), 3.27-336 (1H, m), 3.40-355 (1H, m),
3.78-3.90 (2, m), 5.00-6.60 (1H, br), 6.84 (2H, d, J = 8.9 Hz), 7.19 (2H, d, J = 8.9 Hz),
8.19-8.35 (1H, br), 8.25-3.44 (1K, br)

1H-NMR (DMSO-dB) Sppm | 1.32 (3H, ), 1.40-1.63 {64, m), 1.63-1.90 (4H, m), 2.07-2.25
(2H, m), 230-2.33 (1F, m}, 327-338 (1H, m), 3.46:359 (1H, m), 3.78-3.86 (1H, m),
3.86-3.95 (1H, m), 5.30-6.75 (1H, br), 683 (1H, d, J = 3.0, 9.1 Hz), 7.02 (1H, d, J = 3.0 Ha),
7.35 (1H, d, J = 8.1 Hz), 8.23-8.40 (1H, br), 9.22-9.45 (1H, br),
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[Mpuknan

- 00
m 0D
329 ‘\o\

o

8
&

1H-NMR (DMSO-d8) 8ppm - 1.30 (3H, 8), 1.43-1.65 (7H, m), 1.71-1.90 (4H, m), 1 83-2.06
{1H, m), 2.35-2.45 (1H, m), 3.60-3.78 (4H, m), 5.40-6.15 (1H, br), 6.90 (1H, 8), 7.09-7.20 (2H,
m), 7.30-7.40 (1H, m), 7.65-7.72 (2H, m), 7.75 (iH, d, J = 9.0 H2), B.60-8.80 (1H, br),
8.80-8 00 (1H, br).

1H-NMR (DMSO-d6) & ppm at 80 °C: 1.38-1 54 (10H, m), 1.66-2.02 (5H, m), 2.41-2.50 (1H,
), 3.55-3.85 (4H, m), 4.97-5.80 (1H, br}, 6.94-7.10 (1H, br), 7.18-7.40 (2H, m), 7.59 (1H, d, J
=5,4Hz), 7.78 (1H, d, J = B.9 Hz), 8.75-8.92 (1H, br), 8.92-9.30 (1H, br)

1H-NMR (DMSO-d6) dppm - 1.33-1.52 (10H, m), 1.64-1.82 (4H, m), 1.82-1.93 (1H, m),
230-2 40 (1H, m), 3.40-3 54 (2H, m), 3.54-3.70 (2H, m), 4.45-5.20 (1H, br), 6.66 (2H, d, J =
9.0 H2),7.19 (2H, d, J = 9.0 Hz), B.55-8.70 (1H, br), 8.75-8.92 (1H, br)

1H4-NMR (DMSO-d6) 5ppm © 1.33-1.69 (10H, m), 1.61-1.90 (SH, m), 2.33-2.45 (1H, m),
3.45-3.56 (2H, m), 356-3.71 (2H, m), 5.05-6.00 (1H, br), 6.85 (1H, dd, J = 2.8, 9.1 Hz), 6.78
(“H, d, J =28 Hz), 7.34 (1H, ¢, J = 9.1 Hz), 8.70-8.89 (1H, br), 9.00-8.15 (1H, br).

AGcontoTHa KOHpirypatis

S

B
R4

2H-NMR (DMSO-d8) Bppm - 1.35 (3H, s), 1.45-1.67 (6H, m), 1.67-2.00 (4H, m), 2.16-2.30
{24, m), 230243 (14, m), 339348 (14, m), 362372 (1H, m), 388396 (1K, m),
3.09-4.08 (1H, m), 6.05-6 75 (1H, br), 7.10 (1H, 8), 7.20-7.25 (1H, m), 7.26-7.34 (1H, m),
7.33-7.40 (1H, m), 7.66-7.80 {3+, m), 8.22-8.35 {1H, br), 8.30-8.45 (1H, br).

"H-NMR (DMSO-d6) 8 ppm at B0 °C: 1.37-1.55 (5H, m), 1.55-1.70 (4H, m), 1.74-2.00 (4H,

1), 2.18:2.40 (3, m), 385350 (1H, m), 3.52-3.86 (1H, m), 3.84-3.87 (2, m), 553-586"

(1H, brl, 7.06 (14, dd, J= 2 4, B.9Hz), 7.28 (1H, d, J=54 Hz), 7.36 {1H, d, J = 2.4 Hz), 7. 60
(1H,d, J = 5.4 Hz), 7.76 (1H, d, J= 8.8 Hz), 8.07-8.40 (1H, br), 3.20-857 (1H, bx}.

*HNMR (DMSO-d6) Sppm : 4.33-1.52 (10H, m), 1.64-1.82 (4H, m), 1.82-1.93 (1H, m),
2.30-2.40 (1H, m), 3.40-3.54 (2H, m), 354-3.70 (2K, m), 4.45-5.20 (1H, br), 6.66 (2H, d, J =
9.0 Hz}, 7.18 (2H, d, J = 9.0 Hz), 8.55-8.70 (1H, br), 8.75-8.82 (1H, br).

“H-NMR (DMSO-d6) Sppm : 1.32 (3H. s), 1.40-1.63 (6H, m), 1.63-1.90 (4H, m), 2.07-2.25
(2H, m), 2.30-233 (1H, m), 3.27-3.38 (1H, m), 3.48-359 (1H, m), 3.76-3.86 (1H, m),
3.88-3.95 (1H, m), 5.30-6.75 (1H, or}, 6.83 (1H, d, J = 3.0, 81 Hz), 7.02 (1H, d, J = 3.0 Ha),
7.35 (1H, d, J = 8.1 Hz), 8.23-8. 4 (1H, br), 9.22-9.45 (1H, br).
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AGconoTHA KoHdirypauis
[Ty Hz
. N H
&L fc 3
S ”
H 2
Ra
puknan R NMR Cim
THNMR (DVMSO-C8) Bromm : 1.35 [3H, s), 1.45.67 (6H, m), 1.67-2.00 (4H, m), 216-2.30
i \‘\/;‘:Q (2K, m), 230243 (14, m), 3.38-3.48 {14, m), 362:372 (15, m), 388-396 {1H, m},
| 3.08-408 {1H, ™), 6.056.75 (1H, br), 710 (1H, 8), 7.207.25 (1H, m), 7.257.3¢ (1H, m), Rarinpoxnopan

7.33-7.40 (1K, m), 7.66-7.80 (3, m), 8.22-8.35 (1H, br), 9.30-9.45 (14, br).

TH.NMR (DMSO-06) & ppm at BC °C: 1.37-1.55 (SH, m), 1.55-1.70 {4H, m), 1.71-2.00 (4H,

m), 249-2.40 (3H, m), 335-350 (1H, m), 352-3.65 (1H, m), 3.64-3.97 (2H, m), 553-5.86

(1H br), 7.06 (1H, dd, J= 2.4, 8 9Hz), 7.28 (1H, d, J = 5.4 Hz), 7 36 (1H, d, J = 2.4 H2), 7.60 Aurigpoxnopua
(1H.¢, 4= 5.4H2), 7.76 {*H, ¢, J = B.9 Hz), 8.07-8.20 {1H, b7, 8.20-957 {1H, t).

1H-NMR (DMSO-d6) Spem ~ 1.33-1.62 (104, mj). 184-1.82 (44, m), 1.82-1.93 (1H, m),
2.30-2.40 (1M, m), 3 40-3.5¢ (2 m), 354370 (2H, m). 4 45-5,20 (1H, br), 6.8 (2H, 0, J=
S.0Hz), 719 (2H, 0, J= 9 0 Hz), 8556 70 {1H, br), 8.75-8.92 (1H, br)

1H-AMR [DMSO-06) 8oam © 1.32 (3H. 8}, 1.40-1.63 (6H, m), 1.63-1.90 (4H, m), 207-225
(2H, m), 230-233 (1H, m), 3.27-3.38 {iH, m), 3.48-359 (14, m), 3.78-388 (1H, m),
3.86-3.95 (1H, m), 530-6.75 (1H, br), 6.83 {1H, d, J = 30, 9.1 Hz), 7.02 {(1H, d, 3 = 3.0 K2),
7.35{1H,d,J = 81 Hz) 8 23-840 (1H, br), 9.22-6.45 (1H, br).

g

Jlnrapoxnopua

HAurinpoxnopua

8§
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Tabnuus 50
AGcontotHa koHdirypauis

yH CH

N
g™
A EA

TMpuknan R NMR Cins

14-NMR [DMSO.06) Bpom  1.39 (3 5), 1.43-1.65 (7H, m), 1.71-1.90 (4, m), 1.93-206

(14, m), 2.35-2.45 (1H, m), 3 E0-3.79 (41, m), 540615 (14, br) 6.80 (1H, s), 7.08-7.20 (24,
m m). 7.30-7.40 (1H, m), 7.65-7.72 (2H, m}. 7.75 (1H, ¢, 4 = 9.0 HY), 860-880 {1H, br),

8.8C-9.00 ("H b

1H-NMR {DMSO.¢8) Sppm 2t B0 °C: 1.38-1 54 (10M, m), 1.68-202 {5H, m}, 241-250 (1H,
338 \m m). 3.55-3.85 {4, m), 487-£ 80 (4H, br}, £547 “0 (*H br), 7.48-7.40 (2H m), 758{1H, ¢, J

S = EAHZ) 77801 d, J=3242), 875882 (1H br), B3I29.30 (*H o1}
~ H-NMR (DVSC06) Bppm 1 4 33-152 (10H, m), 4.64-1.82 {4H, m), 182193 (1H, m),

337 \O\ 2.30-2.40 (15, £1), 340-354 (24, M), 354-3.70 (24, m), 4.45-5.20 {1H, br), 666 {24, d, J = JACAPOXIOpHA
S.0HZ), 718 (2H, 6, J = 9.0 Hz), 855870 (*H, br), 8 75892 (1H, br).
1--NMR (DVSCG6) Bppm ; 133-1.58 (10H, m), 1.61-1.90 (SH, m), 233-2.45 (1H, m), A
345356 (2, m), 356-3.71 (2, m), 505-8.00 (1H, br), 665 (1K, od, J=28, 81 Hz), 6.78 Aurinpoxsiopust
(1K, 6, J=28H2), 7.34 (11, d, J=9.1 H2) 8.70-8.89 (1H, br), §.00-8.15 {14, br).

Jinrinpoxaopua

Jurigpoxnopua

%]
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AbcontoTHa KoH(pirypauis
H CHs
o
H gd
[Mpuknan R’ NMR Cimp

1H-NMR (CMSO-A6) 8ppm © * .39 (3K, 5}, 1.43-% 66 (7H, m) 1.71-1.80 (4 m), 1.93.2.06 (1H, m},
235248 (1H, m), 360379 (4, m) 540875 ("1 br) 6,80 (1, 8), 7.09-7.20 (2, m), 7.30-7.40
(14, m), 7.65-7.72 (2H, m), 7.75 (1, d. J = 8.0 H2), 8.60-8.80 (1H, or), 8.80-8.00 (1, br).
1H-NMR (DMSO-0B) & ppmat 80 C: 1.38-1.54 (10H, m), 1.69-2.02 {5, m), 2.41-2.50 [1H,
m}, 3.55-3.85 (4H, m), 4.57-5.80 (1H, br), 6.34-7.10 (1H, br), 7.18-7.40 {2H m), 759 (1H,d,J = HAurinpoxaopun
SAHZ), 778 (1K, d, $ =89 H2), 8758.92 {1+ br}, 8.92-6.30 (1¥, br).

1H-NMR (DMSO-d6) Sppm - 1.33-1 52 {10H, m), 1.64-1 82 (4, m), 4.82-1.93 (1H, m),
230-2.40 (17, m), 340352 (2, m), 354-3.7C (21, m), 445-520 (1, br), 886 {2H,d, J=0.0
Hz) 748(2H, d, 4= 9.0 Hz) 855870 (1H br), 8758.92 (1H, br),

“HAMR (DMEC-6) Sppm - 4.33-4,58 110K, m), 4.69-1 60 (54, m), 2.33-2.46 (1K, m), Juriapoxaopus
3.45-3.58 (2, M), 356-3.71 (2~ m), 505-5.0C (1H, or), 6.65 (14, dd, 4 = 2.8, 8.1 Hz), 6.78

(1,8 J=28Hz), 734 {14 9. J =91 Hz), 8 70-8.88 {1H, tr}, 8.00-8.5 {1H, br).

g

Jluriapoxaopua

g
3

Jluriapoxaopua
241 LIPOXAOp!

g

o

S
Q
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Tabnuus 52
Biznocuna xondirypatis
fjﬁnj-c-gﬁa
\ ) 24
IMpuknan R NMR Cins

THNMR (DMSD-a8) oot - 7 10-1.82 (14, m), 223-2.44 (24, m), 294 [1H, 6, 4= 13.3), 3.51
MH 0§ =133 42, 376-394 [1H, m) 440-422 1K m), 5.80-5.3D [4H, br), 714 11H, 0, 4=
16 Hz), 7.22.7 31 (1H m), 736.7.50 (2H m), 7.66-785 (3, m), 8.66-3.52 (*H b7}, 8.80-9.08
{1H, o)

1H-NMR (DMSC-d6) Sopm - 1101 38 (3H, m), 1 38-1 65 (B m), 1.65-1.92 (3H, m), 2.75-2.40
{2H, m), 288 {14, 6, 4= 133 12}, 337 (1H, 4 J = 133 H2), 377-385 (1H m), 400-414 [1H
M), 7AT(1H, 9, 2=23 35442, 7.28-7.38 {2H, m), 7.6 (1H, d,J = 5.4 He), 783 (11, 0, J =
3.9 H2) 3 £4.8 74 (1H, &), SB5-9.80 (1H, br).

Juriapoxnopua

g g

Figpoxnopun

TH-NMR (DMSO-CE) Soom 1 10-7 8514+ m), 2 16-2.45 {24, m), 282 (1H, ¢, J = 135), 3.40

us \Q (H, &, J= 135 Kz) 370383 (1H, m), 38847 {1+, m), 883 04, 6 J=00H2), 726 {2H. d Tizpoxsopua
Ci J=90Hz), B54-888 1+ o), 966-353 (1H or),
cl AHRMR (DMEO-06) Epom 1101 80 (144, m), 213285 (24, m), 2.83 (1K, d, = 13.642),

346 U 350 (1H, d, 2 = 13.6 =2), 3.58-3.8¢ {1H, br), 3.84-407 (1H br), 6,92 {1H dd, J =23 30 H2),

Q

T16(4,d o= 2842} 7 42 (1K, &, J =80 Hz), BES-3BB (4H, br), S 6298 {1H, br). T'iapoxsiopua
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Tlpuxan

347

348

349

350

R4

888

UA 111950 C2

Binnocua kondirypauis

1H-NMR (DMSO-d6) Sppm © 1.37 (3H, 5), 1.421.88 (12H, m), 2.10-2.25 (1H, m), 313 (1H,d, J =
13.4 Hz), 3.28-3.63 (3H, m), 3.92-4.48 (1H, br), 7.26-7.61 (4H, m), 7.76-7.92 (3H, m), 8.85-9.15
(1H, br}, 950-9.70 (1H, br)

1H-NMR (DMSOC-d6) 8pprm : 1.00 (3H, s}, 1.20-1.70 (13H, m), 1.70-1.85 (1H, m), 2.70-2.95 {4H,
m), 7.05 (1H, dd, J= 2.4, 8.7 ), 7.34 (1H, ¢, J = 5.4 Hz), 7.39 (1H, d, J= 21 Hz), 7.67 (1H, d, J
=54Hz), 7.82 (H, 0, J = 8.7 Hz).

1H-NMR (DMSO-d6) Sppm - .33 (3. ), 1.37-1.81 (12H, m), 2.07-222 (1H, m), 3.00 (1H, d, J =
136 Hz), 3.21-350 (3H, m), 5.66-4 20 (1H, br), 6,97 (2H, d, J = 8.8 Hz), 7.31 (2H, d, J = 8.8 H2),
8.65-9.00 (1H, br), 8.33-9.65 (1H, m).

1H-NMR (DMSO-d6) Spprm: : 1.33 (3H, s), 1.36 (3H, s), 1.50-1.90 (8, m), 2.07-2.28 (1H, m},
3.07 (1H, 6, J = 14.2 Hz), 332.366 (3, m), 6.88 (1K, dd, J = 28, BIH2), 7.08 (1H, d, J= 28
Hz), 743 (1H d o= B.9Hz), 8.70-8.92 (1H, br), 9.35-9.58 (1H, br).
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BiaHocHa koHdirypauis
CHs
“4-CHs
i,,R"’
~~R6
Mpuvknzg R® R® R’ R? R? MS(M+1)

351 -H H -H -H H 245
352 -H -H -CHs -H -H 259
353 -H -CH, -H -H -H 259
354 H F H H H 263
355 -H -H -CN -H -H 270
356 -H -CH,4 “CH, -H -H 273
357 -H -CoHs -H -H -H 273
358 H -CH;, H -CHs -H 273
359 H -H -CzHs -H H 273
360 -H -OCH; H H H 275
361 -H -F -H -F H 281
362 -H -CHa -CN -H -H 284
363 -H H -(CH_),CH -H -H 287
364 -H “CH(CHa), -H -H H 287
365 -H H -CH(CHs), -H H 287
366 -H -F -CN -H -H 288
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H -F

H H
-N(CHs3)» -H
H H
-OCH,3 -H

-OCH,CH; -H

- CHy
-SCH; H
H H
H F
H Cl
£ F
C(CHs)s H
-OCH; CHs
H H
-OCH, H
SCH,CH;  -H
H cl
F F
{ ; ) H
N
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288

288

288

289

289

289

291

291

291

293

297

299

301

303

303

305

305
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387 -H -CF3 -H -H -H 313
388 -H -H -CF, -H -H 313
389 -Ci -H -Cl -H -H 313
390 -H -Cl -H -Cl -H 313
391 -H -CF; -CHs -H -H 3217
392 H |\|‘ O 328
i -H ; -H -H 2
r
393 H H -OCF, H H 329
394 H -CF3 -H -F -H 331
395 -F -H -CF3 -H -H 331
396 -H -F -CF3 -H -H 331
397 -F -CF; -H -H -H 331
398 -H -CF3 -F -H -H 331
399 -H -CF -OCH;3 H -H 343
400 -H -CF; -Cl -H -H 3417
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BigHocHa koHirypauis
H
ML CHs
e
e N
H é4
Mpuknaa R* MS(M~+1)
401 0 285
\
402 65 285
403 p 287
O
A
404 N | 299
@]
405 302

0)]

W

e
)

406 J

407 303

gO
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408 310
409 313
410 N@ 316
-8
CHj
411 [ 1 317
o
o\_)
X
412 7 333
\_/
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BigHocHa koHdirypauis
HE CHs
[ Lyens
\""l‘i} N
H F§4
Mpuknan R* MS(M+1)
|
413 /j 251
S /
414 N 260
““CH,4
NS
415 L 260
CHs;
416 N/ , 276
>~ "OCHs
417 I 296
N _A A
~
418 _N 296
N
419 296
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425

428
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297

302

302

310

310

326

326

326
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330

332
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431
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AbcornoTHa KOHGIryparis

H
H  CH
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P R
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Rfl:[RG
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-H -H -H
-H -GHa -H
-CHy -H -H
-H -H -H
-CN -H -H
-H -H H
-H -CN -H
-CH, -CH, -H
-CH, H -CHs
-CH, -H -H
-H -C,Hs -H
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-H

-H
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284
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473

-CHa

H
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-SCHa
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T

NCH,
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-OCH;

H

F
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[0346]
Tabmuana 58
AbBconteTHa KOHGypanis
H
P g H N CHS
L ;t CHs
R
AN

R4

[Tpuxmaj R4 MS(M+1)

543 E;ﬁ:l:f3> 287
544 [:{:l:
o
B
546 @ 296
547 e 296
N
548 ﬁ:i;l\ 297
N
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Tabmus 59
AOcoIioTHa KOHgITrypatis
H
H |\Il CHs;
s :[LCH:S
R
N
H R‘4
Tpuxnas R* MS(M+1)

570 %j 245
N

571 (5 251
S /

572 |© 260

CHj
573 ~CHz 260
N
574 (J)CH;; 265
S
RN
575 N 276
OCH3
576 H\/\ 298
N~~~

577 Z 301
S
J
578 Ng 314
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[0348]
Tabnuus 63
Bigsocna xondirypauis
B
M CHy
[, 1 < f “CH,
S, ’}l.‘\\i
5‘{4
Tpuknan R? SIMP Cinb
1H-AMP ( DMSO-d6 ) éppm : 1.1-1.3 ( 2H, m ),
S 1.3-1.45 (4H.m ), 1.52 (3H,s), 1.6-1.9 (4H, m ),
1.95-2.1¢ 1H.m ), 293 ( IH,d. J=13.1Hz ), 3.11 .
>88 (1H,d,J = 13.3Hz ), 368 (3H,d,] =0.6Hz ), 3.7- > [IAPOXIOpHA
OCHs3  44(3H.m), 6.82 (2H,d, ] = 9.0Hz ), 6.89 ( 2H, d,
1=9.1Hz), 8.09 ( IH,br),9.83 ( 1H. br)
[0349]
Tabnuus 64
Abcontoraa koHdirypauis
3* (,H3
“t
H z
Rﬁ.
[puxn R AMP Cinp
azn
1H-SIMP ( CDCI3 ) dppm : 1.07-1.15 ( 18H, m ),
H3C CH, 1.17-1.34 ( 12H, m ), 1.35-1.50 ( 2H. m ), 1.64-1.86
j , CHy (4H,m ). 282 (1H.d.J=11.6Hz).3.04 (1H,d,J
589 == = 11.7Hz ), 3.47-3.33 ( 1H, m ). 3.69-3.78 ( 1H, i
CHz m), 6.95 (1H,d.J=2.3Hz), 7.03 (1H, dd. ) = 2.4,
CHj 8.8Hz), 7.10 ( 1H, d. J sz.mz ). 723 (1H.d.J =
2.4.9.1Hz), 7.51 (14, d.J = 89Hz), 7.55 ( 1H. d,
J=9.1Hz).
IH-SIMP ( CDCI3 ) ppm : 113 ( 18H, d, J =
HsC. CHs 7.3Hz ). 1.20-1.36 ¢ 12H, m ). 1.36-1.64 ( 2H, m ),
Y CHy 1.68-1.86(4H. m), 2.83 ( 1H, d, J = 12.0Hz ), 3.12
590 NN AO07S ~«\CH (1M, d, J = 11.9Hz ), 5.45-3.55 ( 1H. m ), 3.75-3.85 )
f 9 3 (1H,m). 682 (1H.d.J=2.3Hz), 6.86 ( IH.dd. ]

=24,87Hz),7.02( 'H,d.J=23Hz), 7.10 ( IH,
dd, J=24.9.0Hz ), 753 ( 1H,d. ) = 8.7Hz ), 7.59
(1H,d, J=9.0Hz)
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591

CHy

1

ol CH,

-'<\ / J_CH3

L —0O-Si.. CH3
HSC/ CH (/H3

IH-SIMP ( CDCI3 ) 6ppm : 1.03-1.12 ( 18H, m ),
112-1.32 ( 12H, m ), 1.32-1.65 (2H, m ), 1.66-1.84
(4H, m ), 2.82 (1H,d. J=11.7Hz ), 3.08 ( I1H, d.J
= 11.8Hz ), 3.47-3.53 ( IH, m ), 3.73-3.81 ( IH,
m ). 3.88 (3. s),5.17(1H,d. J=11.0Hz), 5.24
(IH,d. J=11.0Hz ), 6.94 ( I1H,d.J=2.5Hz ), 7.16
(1H,d, J=9.0Hz), 7.31 { 1H, dd, ] =2.5,9.4Hz ).
7.58 (1H.d. J=9.0Hz ), 8.12( IH.d.) =9.4Hz).

592

HsC._CHs
CH,

O‘SI‘/
N XY
FNF 0H3C CHs

CH,

IH-SIMP { CDCI3 ) dppm : 1.14 ( I18H, d, J =
6.6Hz ), 1.19-1.35 ( I13H, m ), 1.35-1.65 ( 1H, m ),
1.65-1.84 1 4H. m ). 2.83 (1H. d, J=11.6Hz), 3.04
( IH, d. J = 11.6Hz ). 3.5-3.6 ( IH, m ), 3.7-3.8
(JH,m) 3.87 (3H,s).4.93(2H,d,J= 1.0Hz),
6.96 ( I1H,s). 699 (IH,d,J=22Hz). 7.21 ( IH,
dd.) =2.4.9.0Hz), 7.59 ( I1H, d. J=9.0Hz), 7.77
(1H,s).

[0350]

Tabauug 65

AbcomwrHa kondirypailis

Ipuka

AMP Cine

593

\ /
\ 7/

IH-AMP ( CDCI3 ) oppm : 1.15-1.33 ( OH, m ),
1.33-1.50 ¢ 2H, m ). 1.64-1.84 (4H, m), 2.82 ( 1H,
d,J =1]sz)304(]HdJ=118Hz),349356
(1 ). 3.69-3.78 ( 1H, m ), 696 ( IH,d, ] =
?4Hz) 6.99-7.06 { 2H, m ), 7.22-7.28 ( 1H, m ),
7.52-7.58 ( 2H, m).

594

1H-AMP ( CDCI3 ) dppm : 1.17-1.36 ( 9H, m ).

1.36-1.52 ¢ 2H, m ) 1.65-1.86 (4H, m ), 2.83 ( IH,
doJ=119Hz ), 3.13 ( 1H. d. J = 12.0Hz ), 3.45-

355 ¢ 1H, m), 3.75-3.85 ( IH, m ), 6.8-6.85 ( 2H. -
m). 694 (1H,d. ) =24Hz), 7.00 (1H,d, ] =24,

9.1Hz ), 757 ( 1H,d. 1 =8.7Hz ), 7.60 ( I1H,d, J =

9.1Hz).

595

IH-AMP ( DMSO-d6 ) dppm : 1.1-1.2 ( 1H, m ),

12-1.4 ( 8H. m }. 1.5-1.9 (53H, m ), 2.89 ( 1H, d, J

= 124Hz ). 3.22 ( IH. d, J = 12.5Hz ), 3.62 ( 1H,

bry, 3.85( 3H,¢), 3.954.05 ( 1H. m ), 4.85 ( 2H. ®dymapar
$),6.53 (2H.s), 7.07 ( 1H, d. J = 2.4Hz ), 7.28

(1, d, J=9.1Hz ). 739 ( 1H, dd, ] =2.5. 9.5Hz),

7.67 (1H. d,J=9.0H ). 7.98 (1H.d.J =9.4Hz).

596

IH-AMP ( CDCI3 ) dppm : 0.99 ( IH, br ), 1.15-

1.35 ( 8H, m ). 1.35-1.5 ( 2H. m ), 1.5-1.85 ( 4H,

m). 244 (1H.br), 2.81 (1H,d,J = 11.7Hz ), 3.05

(IH,d. &= 11.8H ), 3.45-3.55 ( |H, m ), 3.7-3.8 -
CIH, m ). 393 (3H, 53,479 (2H,5 ), 698 ( 1H, d,

J=24Hz ). 702 ( iH.5). 721-728 ( tH, m ). 7.54

{1H,s). 7.60 ( 1H. d, } =9.0Hz).
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AbconoTha koHbirypauis

H
¥ \H,r\; CH,
L g “‘!L CH;

Pagé]

s

o “N
H Fi.i

Ipuxa
aj.

AMP

Cins

597

1H-AMP ( CDCI3 ) éppm : 1.15-1.65 ( 1IH, m ),
1.65-1.9 ( 4H. m ), 2.84 ( 1H. d, J = 12.0Hz ), 3.13
(I1H,d,J=11.9Hz),3.50 ( 1H. bs ), 3.75-3.85 ( 1H,
m ). 3.89¢ 3H,s ), 6.89 ( IH, dd, J = 2.5, 8.8Hz ),
692 (IH,d, J=23Hz). 697 ( 1H,d. ] =2.4Hz ),
711 ( 1H. dd. ] =24, 90Hz ), 757 ( IH, d, ) =
8.8Hz ), 7.60 ( IH,d, ] =9.0Hz).

598

I1H-SIMP ( CDCI3 ) dppm : 1.08 ( IH, br ). 1.15-
1.35 ( 8H. m ). 1.35-1.5 (2H, m ). 1.65-1.85 ( 4H,
m).2.50 ( 34 5).2.82 (1H, d, J = 11.8Hz ). 3.07
(1H, d, J = 11.7Hz ). 3.45-3.55 ( IH. m ), 3.7-3.8
(1H, m). 390 (3H,s),6.96 ( 1H,d. ] =2.6Hz),
748 (1H. d. ) = 9.0Hz ), 7.30 ( 1H, dd. J = 2.6,
94Hz ), 751 (1H.d, 1=89Hz ), 7.81 ( 1H,d, ) =
9.4Hz).

599

IH-SIMP ( CDCI3 ) oppm : 0.81-1.00 ( 1H, m ),
1.03-1.13 ( TH. m ), 1.27 ( 3H, s ), 1.33-1.43 ( 2H,
m ), 1.46 { 3H. s ). 1.54-1.72 ( 2H. m ), 1.72-1.82
(IH. m ), 1.83-20 ( I1H. m ). 2.69 ( I1H, d. ] =
11.1Hz ), 3.3-3.4 ( 2H, m ). 3.75-3.85 ( 1H, m ).
TAS(CIH,8), 7.5-7.55(2H, m ), 7.6-7.7 (2H, m ),
7.7-7.8 ( 1H, m ), 8.3-84 ( 1H, m ), 8.55-8.65 ( 1H,
m ), 8.65-8.75 ( IH, m ).

600

1H-SIMP ( CDCI3 ) ppm : 1.00 ( IH, br ), 1.19-
1.37 (8H, m ), 1.39-1.51 ( 2H, m ), 1.68-1.79 ( 3H,
m ). 1.79-.93 ( [H. 11 ),2.90 ( 1H,d, J = 11.8Hz ),
318 (1M, d,i=11.9Hz).3.5-3.6 ( IH. m), 3.8-3.9
(TH, m), 7.0% ( 1H. d, ] = 2.1Hz ), 7.3-7.45 ( 3H.
m),7.8-7.95(3H, m ), 8.15( 1H,s ). 8.25 (1H,s ).

601

“CH,

TH-SMP ( DMSO-d6 ) dppm : 0.85-1.0 ( 1H, m ),
1.0-0.1 C 1H, m o3, 1.3-1.4 (1H, m ), 1.5-1.65 ( 7TH.
m ), 1.65-1.85 ( 2H, m ), 1.85-2.1 ( 2H, m ), 2.59
(3H,s } 276 ( 1H, d. J = 12.6Hz ), 3.3-3.5 ( IH,
m ). 357 1H.d, ) = 12.1Hz), 4.15-4.3 ( 1H, m),
702 1H,d.J=7.3Hz ) 7.28 ( 1H, d. ] = 8.0Hz ),
7.5-765 { 2H, m ), 7.95-8.15 ( 2H, m ), 8.25-8.35
{ 1H, m ). 9.6-9.8& ( 1H, m).

Iinpoxnopua

602

N\

TH-AMP ( DMSO-d6 ) dppm @ 1.29-1.51 ( 6H, m ),
1.56 (3H,s ). 1.65-2.1 ( 5H.m ), 3.09 ( 1H,d, ] =
13.6Hz ). 3.62 ( 1H, d. J = [3.5Hz ), 3.8-3.9 ( IH,
m),42-45(1H. m) 732 (1H,d,J=22Hz), 7.50
( TH, dd, 1 = 1.6, 8.4Hz ), 7.63 ( 1H, dd, J = 2.5,
9.2Hz ). 7.87-7.98 { 2H. m ), 8.11-8.29 ( 2H, m ),
974 ( 1H. br ).

Tippoxsopua

127
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603

IH-SIMP ( DMSO-d6 ) dppm : 1.32-1.54 ( 6H, m ),
1.58 (3H, s ), 1.67-1.90 ( 3H, m ), 1.90-2.14 ( 2H,
m), 3.1 (1H,4d,)=138Hz),3.71 (IH,d, ] =
13.8Hz % 3.73-39 { 1H, m ), 425-435 ( 1H, m ),
729 (1M, d, 1 =22Hz), 7.5-7.65 ( 2H, m ), 7.81
(IH,d,J=8.6Hz) 791 (1H,d,J=92Hz). 8.25-
845(2H. m),9.9-10.1 ( 1H, m).

Finpoxnopun

604

TH-AMP ( CDCI3 ) oppm : 0.96 ( IH, br ), 1.15-
1.35 ( 8H. m ), 1.35-1.5 ( 2H, m ), 1.65-1.9 ( 4H,
m), 283 (1H.d,J = 11.8Hz ), 3.09 ( IH, d,J =
11.8Hz ), 3.45-3.55 ( 1H, m ), 3.75-3.85 ( 1H, m ),
3.99 (3H.$).6.95( 1H, d, ] =2.4Hz), 7.20 ( 1H, d,
J=90Hz ), 7.37 ( 1H, dd, J = 2.5, 9.4Hz ), 7.56
(1H,d,J=9.0Hz). 8.06 (1H,d, ] =9.3Hz).

605

1H-AMP ( DMSO-d6 ) dppm : 0.9-1.0 ( 1H, m ),
L1-1.2 0 IH, m), 1.3-1.4 ( 1H, m ), 1.52 ( 3H, s ),
1.55-1.7 ( 4H. m ), 1.7-1.85 ( 2H, m ), 1.85-2.05
(2H, m ), 273 ( IH, d, J = 12.5Hz ), 3.3-3.6 ( 2H,
m),3.94 (3H,s),4.15-43 (1H, m ), 6.88 ( 1H, d,J
= 82Hz 3, 7.06 ( 1H, d, J = 8.1Hz ), 7.5-7.55 ( 1H,
m ). 7.55-7.6 ( 1H, m ), 7.95 ( 1H, br ), 8.16 ( 1H,
dd. J = 1.9, 8.3Hz ), 8.24 ( [H. d, J = 8.1Hz ), 9.45-
9.6 (1H, m).

[iapoxmopun

606

\

IH-AMP ( DMSO-d6 ) dppm : 1.26-1.51 ( 6H, m ),
1.57 (3H, s ), 1.66-2.12 (5H. m ), 3.06 ( 1H, d, J =
13.6Hz ), 3.57 ( 1H. d. J = 13.6Hz ), 3.74-3.86 ( 1H,
m ). 4.15-4.26 ( [H, m), 7.05 ( 1H,d, ] = 1.8Hz ),
7.28-7.37 (2H, m ). 7.43-7.52 (1H, m ), 7.75 ( 1H,
d, J=84Hz), 7.84 ( I1H, d, ] = 8.2Hz ), 8.23 ( 1H,
br ). 9.90 ( 1H. br).

Cinpoxnopun

607

1H-AMP ( DMSO-d6 ) dppm : 1.28-1.52 ( 6H, m ),
1.57 ( 3H, 5 ), 1.64-197 (4H, m ), 2.02-2.16 ( 1H,
m), 368 (1H,d, J=135Hz), 356 (1IH,d,J=
13.6Hz ). 3.8-39( IH, m ),3.95-4.1 ( IH, m), 7.23
(1H, d, ] =2.0Hz), 7.36-7.45 ( 1H, m ), 7.45-7.54
(1H,m), 765 (1H,d,J=23Hz), 778 (1H,d.J =
8.1Hz ) 7.97 ( 1H. d, J = 8.3Hz ), 8.1-8.35 ( 1H,
m ), 9.90 { 1H, br).

I"inpoxnopun

608

1H-AMP ( DMSO-d6 ) éppm : 1.26-1.52 ( 6H, m ),
157 (31, 8 ), 1.66-2.02 (4H, m ), 2.02-2.12 ( 1H,
m ), 3.07 (IH, d, J=134Hz ), 331 ( IH, d, ] =
13.4Hz ), 3.65-3.9 ( 2H. m ), 4.15-4.25 ( IH, m ),
718 ( 1H, d, J = 2.2Hz ), 7.22-7.3 ( 1H, m ), 7.35-
747 (2H, m ), 7.65-7.85 ( 3H, m ), 8.1-8.3 ( {H,
m ), 9.8-10.0( 'H, m ).

2 I'inpoxnopua

609

»
“ “OCH,CHF,

IH-AMP ( DMSD-d6 ) dppm : 1.06-1.16 ( 1TH, m ),
1.16-1.39 7 8H. m ), 1.46-1.78 ( 4H, m ), 1.78-1.93
CIH, m L 281 (1H. d, J = 12.2Hz ), 2.9-4.0 ( SH.
m b 430442 ( 2H, m ), 6.27-6.58 ( 2H. m )., 7.06
CIH,d, ) =2 1Hz ), 7.10 ( 14, dd. J = 2.6. 8.9Hz ).
726 ((TH. d, )= 25Hz ), 7.35 ( 1H, dd. J = 2.6,
9.4Hz ), 7.61-7.68 (2H. m ).

1/2 dymapar

610

ood

IH-AMP ( DMS)-d6 ) éppm @ 1.23-1.52 (6H, m ),
1.59 ( 3H, s ), 1.64-2.03 ( 4H, m ), 2.03-2.16 ( IH,
m ), 3.67 ( IH, d, ] = 13.3Hz ), 345 ( IH, d, J =
14.0Hz ), 3.75-3.85 ( 1H, m ), 3.95 (3H, 5 ), 4.1-42
CIH, m ) 477 CTH, br), 725 (TH, d. I =2.2Hz),
746 (1H,s). 758 (IH, dd,J =2.4.9.2Hz).7.8|
(IH, d, J=92Hz ), 823 ( IH, s ). 8.25-8.4 ( 1H,
m ), 10.13 ( 14, br ).

2 I'iapoxniopua
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611

Cl

TH-AMP ( DMS0O-d6 ) oppm : 1.12-120 ( 1H, m ),
1.21-1.39 { 8H, m ), 1.47-1.79 (4H, m ), 1.79-1.95
(1H,m ). 2.84 (1H,d. J = 12.3Hz), 2.85-3.75 ( 5H,
m).3.9-4.0 (1H,m), 6.54 (2H, s ), 7.12 ( 1H, d, J
=22Hz ). 7.34 (1H, dd, J =22, 8.7Hz ), 7.43 ( 1H,
dd. J =24, 9.2Hz ), 7.65-7.75 (2H. m ), 7.80 ( 1H,
d. J=2.1Hz).

®ymapar

612

IH-SIMP ( DMSO-d6 ) 5ppm : 1.05-1.19 ( TH, m ),
1.19-1.40 { 8H, m ), 1.46-1.80 ( 4H, m ), 1.80-1.96
(1H, m ), 2.83 ( 1H, d, J = 12.3Hz ), 2.9-4.3 ( 5H,
m), 6.51 ( 1H. s), 7.05-7.45 (4H. m ), 7.49 ( 1H, d,
J=23Hz).7.7-7.8 (2H, m).

1/2 dymapar

613

1H-AMF ( DMSO-d6 ) dppm : 1.0-1.15 ( 2H, m ),
1.3-1.4 ¢ JH.m ), 1.48 ( 3H,s), 1.50 ( 3H,s), 1.55-
1.65(IH, m), 1.7-1.8 (2H, m ), 1.8-2.0 (2H, m ),
225235 1H.m ). 2425 ( 1H, m ). 2.6-2.75 ( 2H,
m ), 29531 (2H, m ). 3.21 ( 3H,5),3.3-3.5 ( IH,
m),3.78 (3H.s),3.85-3.95(1H, m ), 6.78 ( 1H. d.
J=89Hz ), 693 ( IH, d, J = 89Hz ), 7.99 ( 1H,
br).9.64 ( IH. br).

[inpoxnopun

614

1H-SAMP ( DMSO-d6 ) éppm : 1.08-1.37 ( 9H, m ),
142 (6H,s). 1.47-1.85(5H, m),2.76 ( 1H,d, ) =
12.4Hz ), 295 ( 1H. d. J = 12.3Hz ), 3.53 ( 1H, br),
3.63-3.73 ( IH. m ), 4.74 (2H,s ), 6.52 ( 2H. s ),
6.56 ( I1H,d.1=2.7THz ), 6.65 ( {H.d. ] =89Hz),
6.76 ( 1H. dd. ) = 2.8, 9.0Hz ).

dymapar

[0352]
Tabnuns 67

Abco::oTHa KOHDIrypallis

H
i r-{‘_ xbij - ’(;H 3

5T ~-CH,

IMpuka
an

AMP

Cinb

615

HH-AMP « CDCI3 ) dppm : 0.91-1.09 ( 3H, m ),
1.20 { 3H, 5 ), 1.31-1.43 ( 5H. m ), 1.54-1.78 ( 3H,
m ). 1.81-1.95 ( 1H. m ), 2.55-2.65 (4H, m ), 3.15
(1H,d. ! = [12Hz ). 34-35 ( IH, m ), 3.65-3.7
(IH, m }, 6.72-6.77 ( 1H. m ), 7.05 ( 1H, s ), 7.13
(I1H,dd. J= 7.8, 7.8Hz), 7.37 ( 1H,d. ] = 8.0Hz ).

616

1H-AMP ( CDCI3 ) dppm : 0.83-1.08 ( 3H, m ),
1.21 (3H, s ), 1.29-1.42 ( 5H, m ), 1.52-1.68 ( 2H,
m ), 1.68-..88 (ZH. m ), 2.58 ( IH,d.J = 11.0Hz ),
2797 (3H,d. ) =09Hz ), 3.02-3.12 ( 1H, m ), 3.20
(1H,d,J=11.0Hz2),3.66 ( 1H, br), 6.91 ( 1H,d,J
=7.5Hz). 698 ( 1H,d. J=0.8Hz), 7.19 ( 1H, dd, J
=7.8,7.8Hz).7.52 ( 1H. dd.J = 0.7, 8.0Hz ).
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617

IH-IMP ( CDCI3 ) dppm : 0.90-1.08 ( 3H, m ).
120 ( 3H, s ), 1.32-1.43 ( 5H. m ), 1.45-1.78 ( 3H,
m). 1.81-1.95 (1H. m ), 2.57 (1H.d, ] = 11.1Hz ),
3.14(1H.d.J = 11.1Hz ), 3.33-3.42 ( 1H. m ), 3.62-
371 (1H, m ), 6.71 ( 1H, dd, J = 4.1, 8.4Hz ), 6.92
( 1H, dd. ) = 8.9, 89Hz ), 7.41 ( 1H, d. ) = 5.4hz ),
7.46 ( 1H.dd, } =3.7. 5.4Hz ).

618

1H-SIMP ( CDCI3 ) dppm : 0.9-1.1 ( 2H, m ), 1.20
(3H,s). 1.3-1.45 (5H. m ), 1.45-1.8 (4H. m ), 1.8~
1.95 ( 1H.m ), 2.56 ( 1H,d, J = 11.1Hz ), 3.14 ( 1H,
d.J=11.1Hz),33-34 (1H,m ), 3.6-3.7 ( 1H, m ),
3.96 (3H.s),6.66( 1H,d.J=82Hz), 6.74 ( 1H, d,
)=82Hz).7.39 (1H,d. ) =54Hz), 745 (1H,d, J
=54Hz).

619

IH-AMP ( CDCI3") dppm : 0.92-1.08 ( 3H, m ),
1.20 ( 3H, s ), 1.30-1.43 ( 5H, m ), 1.47-1.78 ( 3H.
m ). 1.82-1.96 ( 1H. m ), 2.61 ( IH.d, ) = 11.2Hz ),
3.3 (1H.d, = 112Hz ), 3.42-3.52 (1H, m ), 3.63-
371 (1H.m ), 6.74 ( 1H, d.J=82Hz ). 7.21 ( IH,
d.)=82Hz), 743 ( IH,d, ) =5.5Hz), 7.47 ( 1H,
d.J=55Kz).

620

IH-IMP ( CDCI3 ) appm : 0.94 ( IH, br ), 1.14-
1.33 (8H, m ), 1.33-1.49 ( 2H, m ). 1.65-1.85 ( 4H,
m ), 2.80 (1. d, J = 11.7Hz ), 2.97 ( 1H, d. J =
11.6Hz ). 3.45-3.55 ( 1H. m ), 3.6-3.7 ( 1H. m ),
7.04 ( 1H,d,J = 2.1Hz ), 7.10 ( 1H, d. J = 2.2Hz ),
7.20 (1H.d. ) =54Hz ), 7.41 (1H,d,] =5.5Hz).

621

TH-AMP ( DMSO-d6 ) dppm : 1.02-1.19 ( 2H, m ),
1.32-1.44 { 1H. m ), 1.51 (3H, s ), 1.52 (3H, s ),
1.58-1.88 « 3H. m ). 1.92-2.09 ( 2H, m ), 3.00 ( 1H,
d.I=130Hz), 346 ( 1H,d, ] = 13.1Hz ), 3.9-4.0
{ TH, m ), 3.93-408 ( 1H, m ), 696 ( 1H. dd, J =
2.0, 11.0Hz ), 741 ( 1H, dd, J = 2.2, 9.1Hz ), 7.46
(1H,d,) =54Hz ), 7.86 ( IH,d. J =54Hz). 8.14
( 1H, br ), 9.76 ( |H, br).

Tinpoxnopua

622

1H-AMP ( CDCI3 ) éppm : 0.92-1.12 ( 2H, m ),
1.13-2.02 ( 13H. m ), 2.66 ( 1H, d, ] = 11.6Hz ),
322 (14, br). 3.45-3.6 ( 1H. m ), 3.77 ( 1H, br),
396 (3H,5) 681 ( 1H,d, J=76Hz),7.33 ( IH,
dd. J =78 78&Hz ), 746 ( {H.d. J=78Hz), 8.13
{ 1H,s).

623

1H-SMP ( DMSO-d6 ) Sppm : 0.94-1.12 ( 2H, m ).
1.28-1.43 { 1H. m ), 1.51 ( 3H, s ), 1.53 ( 3H. s ).
1.58-2.07 ( SH, m ). 2.84 ( IH, d. ] = 12.6Hz ),
341( 1H. d. } = 13.0Hz ), 3.6-3.7 ( 1H, m ), 4.15-
425(1H. m ). 7.11 (1H, dd, ) = 6.5, 12.6Hz ), 7.77
(1H, dd. } = 3.8. 5.4Hz ), 7.84 ( 1H, d, J = 5.4Hz ),
8.05 ( 11 br ). 9.85 ( 1H, br).

liapoxaopua

624

IH-AMP ( DMSO-d6 ) dppm : 1.17-1.52 ( 6H, m ),
1.52-1.63 { 3H, m ), 1.63-1.74 ( 1H, m ), 1.74-1.98
(3H.m ). 1.98-2.16 { 1H, m ), 233 (3H.d, ] =
1.0Hz ), 3.03 ( [H. d, J = 13.4Hz ). 3.33-3.5 ( IH,
m ). 3.33-3.97 ( 2H, m ), 4.03-4.18 ( 1H. m ), 7.03-
712 (1H, m ). 7.15 ( 1H. dd. J = 2.1, 8.9Hz ). 7.4-
75 (1H. m ). 7.59 ( 1H, d, J = 8.8Hz ), 8.1-8.35
(1H,m ) 9.8-10.1 ( IH, m).

2 Niapoxsopun
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625

1H-AMP ( DMSO-d6 ) dppm : 1.1-1.4 ( 9H, m ),

1.49-1.93 ( 6H, m ), 2.31 (3H, d. ) = 1.2Hz ), 2.83

(1H, d.J =124Hz ). 3.19 ( IH, d. ] = 12.4Hz ),

3.25-3.85 ({ 3H, m ). 3.85-3.95 ( 1H, m ), 6.52 ( 2H, Dymapar
s),7.01 (IH.d, J=12Hz), 7.10 ( 1H, dd, J = 2.3,

90Hz ), 734 (IH,d.J=22Hz ), 7.55( 1H,d, ] =

8.8Hz ).

626

1H-AMP ( DMSO-d6 ) 6ppm : 1.09-1.17 ( 1H, m ),

117-1.41 { 8H, m ), 1.43-1.76 ( 4H. m ). 1.76-1.89

(UL m). 247 (3H,d. J=1.1Hz).2.78 ( IH,d, | =

12.2Hz ), 3.11 (IH. d. J=122Hz ), 347 (3H, m ), 1/2 dymapar
3.75-3.85 ( IH. m ), 6.50 ( 1H, s ), 6.90 ( 1H, s ),

699 (1H. dd. J = 2.3, 89Hz ), 725 ( IH. d, J =

22Hz), 748 ¢ 1H,d, ) = 8.8Hz).

[0353]
Tabnuus 68

ABco10THa KOHpirypauis

Ipuka

SAMP Cinp

627

TH-SIMP ( CDCI3 ) oppm : 0.99 ( 1H, br ), 1.20
(3H,s ), 1.22 (3H, s ), 1.29-1.51 (4H, m ). 1.68-
1.82 (3H, m). 1.82-1.95 ( 1H, m ), 2.79 ( IH. d, J
=12.8Hz ), 3.35-3.45 ( 1H, m ), 3.91 ( 1H, d, J =
12.8Hz ). 42-43 ( IH, m ), 6.66 ( 1H. d, J =
9.0Hz), 7.03 ( 2H, s ). 7.77 (1H. d, ] = 8.9Hz ).

628

/

IH-AMP ( DMSO-d6 ) dppm : 1.35-1.63 (9H, m ),

1.69-1.97 { 34, m ), 1.97-2.16 ( 2H, m ), 3.05-3.35

CIH m ), 33543 (2H, m ). 43-48(2H.m), 7.1- 2 Finpoxnopuxn
735 (iH. m ). 74-7.73 (1H. m ), 8.0-8.2 ( 1H, m ),

8.25-8.7 ( 2H, m ), 9.85-10.35 ( 1H, m).

629

1H-AMP ( DMSO-d6 ) 6ppm : 1.43-1.54 ( 5H, m ),
1.64 { 314, ), 1.71-1.83 ( 2H, m ), 1.83-2.06 ( 2H.
m ), 2.06-2.17 ( 1H, m ), 2.4-2.6 ( IH, m ), 3.56
(IH,d,)=151Hz ), 3.85-4.0 ( I1H, m ), 4.25 ( 1H,
d.J=130Hz; 4.65-4.75(1H, m), 7.28 ( 1H, d, )
= 72Hz ), 7.69 { 1H. d, ) = 5.7Hz ), 8.5-8.6 ( 2H,
m ). 8.9-9.1 { I1H. m). 10.35-10.65 ( 1H, m ), 15.15
{1H, br).

2 Ninpoxaopun
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Tabnuus 69

UA 111950 C2

AbcomoTHa KoHdirypauis

SIMP

Cinb

630

1H-AMP ( CDCI3 ) dppm : 0.85-1.17 ( 3H, m ),
120 (3H, s ), 131 (3H.s ), 1.33-1.45 (2H, m ),
1.5-1.78 (3H, m ), 1.81-1.95 (1H, m ), 2.45 (3H, d,
J=10Hz),2.80( IH.d,J=11.5Hz),3.05 ( 1H. d,

= 11.5Hz ), 3.55-3.64 ( 2H, m ), 6.39 ( IH, s ),
6.56 ( 1H. dd, ] =0.5, 7.7Hz ), 6.99 ( I1H, d, J =
8.2Hz), 7.06 ( 1H, dd, ) =7.9, 7.9Hz).

631

1H-AMP ( CDCI3 ) dppm : 1.10-1.27 ( SH, m ),
1.29 (3H,s ), 1.35-1.48 ( 2H, m ), 1.48-1.83 ( 5H,
m ), 2.77-2.89 ( 2H, m ), 3.49-3.55 ( I1H, m ), 3.55-
363 (1H, m ), 4.0l ( 3H,s), 650 ( 1H, d, J =
2.0Hz ),6.58 (1H,d,J=2.1Hz ), 6.63 ( 1H,d, J =
2.1Hz),7.55 ( IH,d,J] =2.0Hz).

632

IH-AMP ( DMSO-d6 ) dppm : 1.05-1.22 ( 2H, m ),
1.34-1.45 ( IH, m ), 1.48 ( 3H, s ), 1.53 ( 3H, s ),
1.60-2.07 (5H, m ). 3.13 (IH .d, J = 13.2Hz ), 3.28
(1H,d,J=13.4Hz), 3.88-3.89 ( 1H, m ), 3.89-4.02
( TH, m ), 6.62 ( 1H,dd, J = 2.1, 123Hz ), 7.09
( 1H, dd. J = 1.3, 8.7Hz ), 7.22 ( IH, dd, J = 0.7,
22Hz ), 796 ( 1H. d, J = 2.3Hz ), 8.05-8.2 ( 1H,
m), 9.7-9.95 ( 1H, m ).

[Migpoxnopun

633

1H-SIMP ( DMSO-d6 ) éppm : 1.16-1.35 ( 2H. m ),
1.35-1.45 ( 1H. m ), 1.47 ( 3H, s ), 1.54 ( 3H, s ),
1.66-1.92 ( 3H, m), 1.92-2.14 (2H, m ), 3.25 ( 1H,
d. J=13.5Hz ), 345 ( 1H, d,J = 13.4Hz ), 3.85-4.0
(1H,m). 42-435(1H, m), 6.68 ( 1H,dd, =24,
12.1Hz ). 6.89-7.04 ( 2H, m ), 8.02 ( IH, d, J =
2.2Hz ), 8.26 ( 1H, br), 9.89 ( 1H, br).

ligpoxnopun

634

IH-AMP ( DMSO-d6 ) éppm : 1.18-1.36 ( 2H, m ),
1.36-1.49 { 4H. m ), 1.49-1.57 ( 3H, m ), 1.62-1.94
(4H, m ) 194212 ( 1H.m ). 3.03 ( I1H,d. J =
13.3Hz ). 3.25-34 ( 1H, m ), 3.75-3.9 ( 1H. m ),
3.95-4.15(1H.m), 7.22 ( 1H,s), 737 (1H,dd, J =
2.5,93Hz), 762 ( IH.d,J=9.2Hz ), 7.95 ( 1H, s ),
8.18 (1H. br). 9.6-10.1 ( IH, m ).

Tigpoxaopun

635

OCHF,

TH-5IMP ( DMSO-d6 ) dppm : 0.85-1.1 ( 2H, m ),
12-1.35 ( TH, m ). 1.45-1.85 ( 4H, m ), 1.85-2.05
(1H, m ), 2.81 ( TH.d, I = 12.0Hz ). 2.9-4.4 ( 5.5H,
m ). 6.52 ( 1.5H, s ), 6.60 ( 1H, d, J = 8.6Hz ), 7.0-
7.4 (3H.m ), 8.00 ( 1H.d, ] = 2.2Hz ).

3/4 ®dymapar
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TH-SIMP ( DMSO-d6 ) dppm : 1.0-1.2 ( 2H, m ),
1.35-1.44 ( 1H.m), 1.50 (3H, s ), 1.53 (3H, s ),
1.59-2.07 ( 5H.m ). 3.05 ( 1H, d, ] = 12.8Hz ), 3.27
(1H,d, )= 13.0Hz ), 3.84 ( 3H, s ), 3.89-4.02 ( 2H,
m), 6.66 (1H, d, J = 8.5Hz ), 6.75 ( 1H, d, J =
84Hz ), 6.93 ( 1H. ] =22Hz ), 7.92 ( 1H, d, J =
22Hz ), 8.0-8.2( 1H. m ), 9.55-9.8 ( IH.m ).

Iinpoxnopun

0y
636
OCHj,
A\
637 o
Cl

IH-AMP ( DMSO-d6 ) dppm : 1.21-1.37 ( 2H, m ),
1.37-1.49 (4H. m ), 1.52 ( 3H ;5 ), 1.63-1.92 ( 4H,
m ), 1.92-2.10 ( IH. m ), 3.02 ( IH, d, ] = 13.2Hz ),
329 (IH,d. J=13.5Hz),3.75-3.9 (1H, m ), 3.95-
41(1H.m), 692 (1H,d.J=22Hz), 7.12 ( 1H, d,
J=21Hz).7.16 (1H,d. ) = 2.1Hz), 8.01 ( 1H.d, ]
=2.1Hz ), 8.06 ( 1H. br ), 9.72 ( 1H, br )

Tinpoxsiopua

s 40
638 waHs

TH-SIMP ( DMSO-d6 ) oppm : 1.18-1.37 (2H. m ),
1.37-1.48 (4H, m ), 1.55 (3H, s ). 1.61-1.98 ( 4H,
m). 1.99-2.15 ( 1H, m ), 2.38 ( 3H,5),3.00 ( 1H, d,
J=133Hz ), 328 ( 1H, d, J = 13.2Hz ). 3.7-3.85
(1TH, m ). 3.95-4.05 ( 1H, m ), 4.34 ( 1H, br), 6.40
(1H, s ). 6.89 ( 1H, dd, J = 2.1, 8.6Hz ), 7.05 ( 1H,
d.J= l.4Hz ), 7.33 ( H, d, J = 8.5Hz ), 8.22 ( 1H,
br ). 10.07 ( 1H, br ).

2 Tigpoxsiopun

639

1H-AMP ( DMSO-d6 ) éppm : 1.28-1.48 ( 6H, m ),
1.52 (3H, 5 ), 1.64-1.93 (4H, m ), 1.95-2.06 ( IH,
m), 299 (IH,d, ] =13.6Hz ), 346 ( |H,d, J=
13.4Hz ), 3.53-3.95 ( 2H, m ), 4.05-4.15 ( TH, m ),
6.83-6.92 (2H, m ). 7.01 ( IH.s5),7.83 (1H,d, J =
2.1Hz ), 8.14 ( 1H, br ), 9.82 ( 1H, br).

2 Tigpoxsnopua

640

1H-SIMP ( DMSO-d6 ) dppm : 1.18-1.49 ( 6H, m ),
1.53 (3H, s ), 1.62-1.93 (4H, m ), 1.95-2.12 ( 1H,
m ), 3.00 ( 1H,d, J = 13.2Hz ), 330 ( IH. d, J =
13.2Hz ). 3.7-3.85 ( 1H, m ). 3.95-4.1 ( 1H, m ),
495 (CIH,br). 691 ( 1H,dd, 1 =2.1,3.0Hz ), 6.94
(1H,d,J 2.1Hz),7.01 ( 1H.dd.J=2.1.14.3Hz),
799 (1H,d,J=2.1Hz ), 8.14 ( 1H, br ), 9.89 ( 1H,
br ).

2 I'inpoxsiopun

0
641 W@—“N

IH-SIMP ( DMSO-d6 ) dppm : 1.12-1.29 ( 8H, m ),
1.29-1.40 ( 2H, m ), 1.45-1.76 ( 4H, m ), 1.82-1.96
(1H,m). 2.80 ( 1H, d. J = 12.6Hz ), 2.85-3.85 ( 4H,

m ). 3.85-3.95 ( 1H, m ), 6.55 ( 2H, s ), 7.08 ( 1H, Pynapar
s), 702 (1H.dd,J =2.1,9.0Hz ), 7.56 ( |H,d.J =
89Hz), 7.88 ( IH, d, } =0.6Hz ).
[0355]
Tabauusa 70
ABcontoTHa Kondirypauis
H
N ap CHy
[. S\ g x]L_CHa
\\,ﬁ"‘ -N/
H R4
[pukn R* SMP Cinp
aj.
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1H-AMP ( CDCI3 ) dppm : 1.10-1.20 ( 20H, m ),
1.22 (3H, s ), 1.25-1.36 ( 4H, m ), 1.37-1.50 ( 2H,
m). 1.64-1.88 (7H.m ). 2.82 ( 1H,d, J = 11.8Hz ),
3.02 (\H,d, J = 11.8Hz ), 3.45-3.55 ( IH, m ), 3.6-

e,
/
642 \@N/ CH; 37(1H,m) 682 (IH,s),6.86 (1H, dd.J =20,
N 8.9Hz ), 7.54 ( 1H,d, J = 8.8Hz ), 8.04 ( 1H,d, J =
J 0.9Hz).
IH-AMP ( CDCI3 ) éppm : [.11-1.19 ( 19H, m ),
H3G CHy 121 (3H.s). 1.23-1.32 (2H, m ), 135 (3H,s),
=N Y CHs 1.37-1.47 (2H.m ), 1.63-1.86 ( 6H, m ). 1.90-2.04
643 . N—Si—~< (1H, m ), 3.04 (1H,d,J = 11.9Hz ), 3.09 ( 1H, d, ]
| /k CH; =12.0Hz).3.55-3.65 ( IH. m ). 3.8-3.9 ( I1H, m ),
~ HyC CHs; 6.41 (1H,d, J =7.5Hz ), 7.05 ( 1H. d, ) = 8.5Hz ).
7.16 ( 1H. dd. J = 7.6, 8.3Hz ), 826 ( I1H, d, ) =
0.8Hz ).
HsC._ CHs 1H-IMP ( CDCI3 ) dppm : 1.14-123 ( 2I1H. m ),
\( 1.23-1.33 { 6H, m ), 1.38-1.50 ( 2H, m ), 1.63-1.88
H3C o LCH3 (4 m). 193206 (3H, m ), 282 ( 1H, d. J =
H C>—Sl CH 11.8Hz ), 3.00 ( 1H.d.J = 11.8Hz ), 3.44-3.50 ( IH,
644 3 ] 3 m), 3.56-3.65 (1H, m ), 6.88-6.94 ( 2H, m ), 7.28
m (1H,d,J=04Hz). 7.42-747 (1H,m).
/N
HsC CH& TH-AMP ( CDCI3 ) dppm : 1.02-1.17 ( 21H, m ),
e \( CHz 119 (3H,s), 1.31-1.42 ( 5H, m ), 1.59-1.77 ( 6H,
N—si—< m). 1.79-1.92 ( 1H. m ). 2.67 ( 1H, d, J = 11.3Hz),
645 CH3 309 (1H,d,J=113Hz), 3.45-3.6 ( 1H, m ), 3.6
CHz 37 (1H,m). 639 ( IH, dd, J =34, 8.3Hz), 6.65
F 3 ( 1H, dd. J = 3.2, 3.2Hz ), 6.72 ( 1H, d, | = 8.2,
12.7Hz ), 7.25 ( 1H. d, ] = 3.2Hz).
_N IH-IMP ( CDCI3 ) 8ppm : 0.95 ( IH, br ), 1.15-
s~ 1.30 (26H, m ), 1.32-1.49 (2H, m ), 1.63-1.82 ( 4H,
- N CHs ;) 193208 (3H. m). 278 (1H,d,J = 11.6Hz ),
646 YA TN _/LCH3 293 (IH,d,J = 11.6Hz ), 3.45-3.55 ( I1H, m ), 3.6-
H.C Si 3.7(1H, m). 6.92 ( 1H, d. J = 2.4Hz ), 7.07 ( IH,
C1 YCH3 dd.J=2.6,9.4Hz ), 723-7.28 ( 1H, m ), 7.46  1H,
H3CH,C d. 1=94Hz).
N IH-5IMP { CDCI3 ) appm : 1.07-1.16 ( 19H, m ),
.\{NQ CH3z 1.17-1.32 ( 8H. m ), 1.32-1.48 ( 2H. m ), 1.61-1.89
\\ 7 PN /’-CH3 (7H. m ), 2.8-2.9 ( 2H, m ), 3.5-3.55 ( 1H, m ),
647 N Si_ 3.55-3.65 ( 1H. m ), 6.40 ( 1H, d. J = 3.4Hz ), 7.21
chF( T7"CHs  (1H,d,1=34Hz),7.31 ( I1H, d, J = 2.7Hz ), 8.06
CHLH3; (1H,d, ] =2.7Hz).
HaC_ CH; TH-SIMP ( CDCI3 ) oppm : 1.03-1.17 ( 19H, m ),
s Y GH, 119-136 {8H. m ), 1.36-1.49 ( 2H, m ), 1.63-1.90
N—Si—<¢ 3 (6H.m ), 195211 ( 1H, m ), 3.05 ( 1H. d. J =
648 N }\ "CH, 12:5H2),338 (1H.d.J = 12.5Hz), 3.45-3.55 ( IH,
| N CH m ). 3.95-4.05 ( IH, m ), 6.33 ( 1H, d. J = 5.6Hz ).,
2N HyC 3 654 (IH,d.J=3.6Hz), 7.10 (1H,d. ] = 3.6Hz ),

798 (1H.d, ) =3.6Hz).
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IH-AMP ( CDCI3 ) dppm : 1.1-1.18 ( 19H, m ),
1.18-1.22 (4H. m ), 1.34 (3H, s ). 1.36-1.44 ( 2H,
m), 1.61-1.83 ( 7H, m ), 1.85-1.98 ( 1H, m ), 2.81
(1H,d,J = 11.5Hz ), 3.07 ( 1H, d, ] = 11.4Hz ), 3.6-
3.65( 1H, m), 3.65-3.75 ( 1H, m ). 6.30 ( 1H, dd, J
=3.0,8.2Hz ), 6.86 ( 1H, dd, J = 8.2, 12.0Hz ), 8.24
(1H, d, J =3.1Hz).

ABconroTHa KORIrypaLis

SAMP

Cinp

1H-AMP ( CDCI3 ) &ppm : 1.03 ( IH, br ), 1.15-
1.34 (8H, m ). 1.34-1.52 (2H, m ), 1.62-1.90 ( 4H,
m), 2.81 ( 1H,d, J = 11.8Hz ), 3.05 ( 1H. d, J =
11.8Hz ), 3.43-3.55 ( 1H, m ), 3.69-3.81 ( 1H, m),
6.71 (1H. s ). 6.92 ( 1H, d, J = 2.0, 9.0Hz ), 7.56
(1H,d,J = 8.8Hz ), 7.89 ( 1H, d. J = 0.9Hz ), 9.76
( IH, br ).

1H-SIMP (CDCI3 ) 8ppm : 0.95-1.25 ( 6H, m ), 1.33
(3H,s ). 1.37-1.47 ( 2H, m ), 1.64-1.80 ( 3H, m ),
1.88-2.00 ¢ 1H, m).3.02 ( 1H,d,J=118Hz).3.09
(1H,d, )= 11.8Hz), 3.62-3.68 ( 1H. m ), 3.83-3.92
(IH, m), 6.4-645 ( 1H, m ), 697 ( 1H, d, J =
8.3Hz),7.23 (1H,dd. 1 =7.7,8.1Hz ), 8.11 ( 1H. d,
J=1.0Hz ), 10.05 ( 1H, br).

1H-AAMP ( CDCI3 ) 6ppm : 0.95 ( 1H, br ), 1.15-
1.33 (8H, m ), 1.33-1.50 ( 2H, m ), 1.64-1.88 ( 4H,
m), 280 (1H,d, J=11.8Hz), 3.03 (IH.d, J =
11.8Hz ), 3.45-3 55 ( 1H, m ), 3.65-3.75 ( 1H, m ),
6.66 { 1H, s ), 6.95 ( 1H, dd, J = 2.1, 9.0Hz ), 7.06
( 1H, dd, J == 0.8. 2.0Hz ), 7.46 ( IH, d, ) = 9.0Hz ),
8.22 ( 1H, bs).

1H-SIMP ( CDCI3 ) ppm : 0.93-1.13 (3H, m ), 1.20
(3H,s), 1.27-1.45 ( 5H, m ), 1.58-1.79 ( 3H, m ),
1.79-1.94 ( 1H, m ). 2.70 ( 1H, d, J = 11.3Hz ), 3.08
(1H, d, ) = 11.3Hz ). 3.6-3.7 (2H, m ), 6.35 ( 1H.
dd, J=3.8. 8.3Hz ), 6.61 ( 1H, dd, J = 3.3, 5.5Hz ).
6.76 ( 1H, dd. J = 8.3. 10.7Hz ). 7.18 ( 1H. dd, ] =
28,2.8Hz ). 8.32 ( 1H, br).

HaC_CHs
649 N—8~CH,
CHj
F CHs
[0356]
Tabmuug 71
[puka R*
aj.
H
650 N\N
Y
651
H
~—N
652 =
| PV,
/
653 - | '\}
H
F
\
654 N
H

IH-AMP ( CDCI3 ) dppm : 0.80-1.25 (6H, m ), 1.28
(3H,s), 1.31-1.48 ( 2H, m ), 1.63-1.82 ( 4H, m ),
281 (1H.d,J=11.6Hz),2.89( IH,d,J=11.6Hz),
35-36(1H. m), 3.6-3.7(1H. m),695(1H,d,J=
2.1Hz ). 7.03 ( 1H, dd, J = 0.7, 2.0Hz ), 7.17 ( 1H,
dd, J=23,9.1Hz ), 728 ( IH, d, J = 9.0Hz ), 8.64
( IH, br).
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D
655 P N/
H

TH-SIMP ( DMSO-d6 ) oppm : 1.0-1.25 ( 2H, m ),
1.25-1.35 (7TH, m ), 1.45-1.9 ( SH, m ), 2.55-4.35
(6H,m ). 627 (1H, dd, J= 1.9, 3.3Hz ), 6.49 ( 1H,
s),7.33 (1H,dd, J =2.9,2.9Hz ), 740 ( 1H,d, J =
2.5Hz), 8.04 ( 1H,d, ) =2.6Hz), 1130 ( 1H, s ).

1/2 ®ymapar

656 \ \>
N
H

TH-AMP ( CDCI3 ) 6ppm : 1.00 ( 1H, br ), 1.18-
1.36 (7H, m ), 1.36-1.52 ( 3H, m ), 1.64-1.83 ( 3H,
m). 1.98-2.13 (1H.m ). 3.09 ( I1H.d, J = 12.6Hz ).
343 (1H,d,J = 12.5Hz ), 3.52 ( 1H, br ), 4.0-4.1
(IH,m). 636 (1H,d.J=57Hz),6.51 (IH,d,J=
36Hz ). 7.13 ( 1H. d. J = 3.6Hz ), 8.03 ( IH, d =
5.7Hz),9.99 ( 1H, br ).

657 N

TH-SIMP ( CDCI3 ) oppm - 1.03-1.17 ( 2H, m ), 1.22
(3H,s), 1.33 (3H, s ), 1.36-1.45 (2H, m ), 1.62-
1.79 (3H.m ). 1.83-1.96 ( 1H, m ). 2.83 ( 1H,d, ] =
11.5Hz ). 3.05 ( 1H, d. J = 11.5Hz ), 3.65-3.7 ( 1H,
m ), 3.7-3.8 ( IH, m ), 628 ( IH, dd, J = 3.3,
83Hz ), 6.91 ( 1H, dd, J = 8.3, 10.3Hz ), 8.12 ( IH,
d.J=3.3Hz), 1026 ( IH, br).

[0357]
Tabnuug 72

AbcooTha koHdirypais

IMpuka
ajl.

AMP

Cinb

1H-5IMP ( CDCI3 ) éppm : 0.75-1.65 ( 11H, m ),
1.65-19 (4H. m ). 2.82 ( 1H. d, J = 11.7Hz ), 3.03
(1H,d,J =11.7Hz). 3.46-3.54 ( 1H, m ), 3.71-3.79
('H,m )} 3.0 (3H.s5),6.51 (1H,d.J =1.6Hz).
6.96 ( 1H, dd, J = 2.1,9.0Hz ), 7.02 ( 1H, s ), 7.46
(1H,d, J=9.0Hz).

659

IH-SIMP ( CDCI3 ) éppm : 0.85-1.15 (3H, m ), 1.20
(3H,s), 132 (3H.s), 1.35-145( 1H, m ), 1.6-1.8
(4H, m ), 1.85:20 ( 1H, m ), 2.80 ( IH, d, ) =
11.5Hz ). 3.10 ( 1H, d. J = 11.6Hz ), 3.6-3.7 ( IH,
m). 3.7-3.8 (IH.m ). 3.85(3H,s),652(1H,d, J
=7.6Hz 5. 6.89 ( 1H. d, J = 8.4Hz )7.20 ( 1H, s ),
72573 (1H, m).

660

TH-SIMP ( DMSO-d6 ) oppm - 1.0-1.25 ( 2H, m ),
1.25-1.4 ( 7H.m), 1.45-1.9 (5H, m ), 2.93 (2H, s ),
3.38 (3H, br ), 3.63 ( 1H, br ), 3.70-3.83 (4H, m ),
628 ( 1H.d.J=34Hz ), 6.53 (2H,s ). 7.39 ( 1H. d,

=33Hz). 743 (1H.d. ) =2.6Hz).8.10 ( 1H, d, ]
=2.6Hz).

Dymapar
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661

1H-5IMP ( DMSO-d6 ) dppm : 1.15-1.4 ( 9H, m ),
1.5-1.8 (4H. m ), 1.95-2.15 (1H, m ), 3.09 ( I1H, d, J
= 129Hz ), 343 ( 1H, d, J = 12.8Hz ), 3.55-3.65
( 1H, m), 3.73 ( 3H, s ), 4.05-4.15 ( |H, m ), 6.41
(1H,d,J =5.6Hz ), 6.49 ( 1H, d, ) = 3.6Hz ), 6.55
(2H,s). 726 ( 1H.d,J=3.6Hz),793 (1H,d.J =
5.6Hz ).

®ymapat

662

TH-SIMP ( DMSO-d6 ) oppm : 0.95-1.15 ( 2H, m ),
130-1.42 ( 1H, m ), 1.51 (3H, s ), 1.54 ( 3H, s),
1.57-1.66 ( 1H, m ), 1.69-1.98 ( 3H, m ), 1.98-2.09
(1H,m),2.99 (1H,d,J = 12.9Hz ), 3.26 ( 1H, d, J
= 12.8Hz ), 3.94.0 ( 1H, m ), 4.05-42 (4H, s ), 6.39
( 1H, dd, J = 3.0, 8.3Hz ), 7.05 ( 1H, dd, J = 82,
I1.8Hz ), 8.14 ( 1H, br ), 8.38 ( 1H .d.J = 2.3Hz ),
9.95 ( 1H, br).

Figpoxnopua

663

1H-IMP ( DMSO-d6 ) 6ppm : 1.00-1.16 ( 2H, m ),
1.34-1.44 ( 1H,m ), 1.50 (3H, s ), 1.52 (3H, s ),
1.58-1.95 ( 4H, m ), 1.98-2.09 ( 1H, m ), 2.98 ( 1H,
d.J=13.0Hz),3.24 ( 1H, d.J = 13.0Hz ), 3.85-3.95
( 1H, m ), 3.954.1 (1H, m), 417 (3H, s ), 6.24
( 1H, dd, J = 3.2, 8.0Hz ), 6.85 ( 1H. dd, J = 8.0,
11.5Hz ), 7.95-82 ( 1H, m ), 874 ( 1H, d, J =
2.7Hz),9.75-9.95 ( 1H.m ).

T'igpoxnopun

664

1H-SAMP ( DMSO-d6 ) dppm : 1.05-1.3 ( 2H, m ),
13-145 ¢ 7TH, m ), 1.5-1.7 (2H, m ). 1.7-1.9 ( 3H,
m), 297 (1H .d,J =124Hz ), 317 ( IH d,J =
12.7Hz ),3.72 ( IH. br ),3.81 (3H,s), 3.9-4.0 ( I H,
m ), 6.58 (6H.s ), 6.98 (1H,d, ] =2.0Hz ), 7.14
(1H,dd,J=22,9.1Hz), 749 ( 1H, d, J =9.0Hz ),
8.10 (1H,s).

3 ®dymapar

665

1H-AMP ( DMSO-d6 ) dppm : 1.05-1.15 ( TH, m ),
1.i5-1.35 ( 9H. m ), 1.45-1.75 ( 3H. m ), 1.75-1.9
(1H, m 3, 280 ( 1H, d, J = 11.9Hz ), 3.0-3.6 ( 4H,
m).3.77 (3H.5),3.8-3.9 (1H, m). 651 ( I1H,s),
6.90 ( 1H. d. ] = 1.8Hz ), 7.03 ( 1H. dd, J = 2.0,
8.9Hz), 743 (1H,d. ] =8.8Hz), 799 ( IH,s).

1/2 ®ymapar
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Tabmuug 73

UA 111950 C2

AGconoTHa KoHdirypauis

Tpuka
ajl.

SAMP

Cinp

666

H-SIMP ( DMSO-d6 ) dppm : 1.00-1.25 ( 2H, m ),
1-1.42 ( 1H. m ), 1.46 ( 3H. s ), 1.49 ( 3H, s ),
8-1.69 ( 1H, m ), 1.69-1.84 ( 2H, m ), 1.84-2.05
H, m), 2.052.2 ( 1H, m ), 2.70-2.92 ( 5H, m ),
(1H.d.J = 13.0Hz), 3.45-3.57 ( 1H, m ). 3.80-
3(1H.m), 6.53 (14, dd, ) =2.0, 11.6Hz ), 6.66-
76 ( 1H. m ), 7.9-8.2 ( 1H, m ), 9.7-10.0 ( 1H, m ).

[iapoxnopun

667

&
=

1H-AMP ( DMSO0-d6 ) dppm : 1.00-1.21 ( 2H, m ),
1.29-1.41 ( I1H. m ), 148 ( 6H, s ), 1.55-1.67 ( 1H,
m ), 1.67-2.06 ( 5H, m ), 2.07-2.21 ( 1H, m ), 2.70
(1H,d, J=127Hz).2.78-3.00 ( 4H, m ), 3.21-3.39
(2H, m ). 3.78-3.89 ( IH, m ), 6.74 ( 1H, dd, J = 4.4,
8.6Hz ). 6.88 ( IH. dd. J = 8.6, 8.6Hz ), 8.01 ( IH,
br).9.74 ( IH.br).

lMapoxnopun

668

Cl {

1H-AMP ( DMSO-d6 ) oppm : 1.10-1.24 ( IH, m),
1.34-1.42 (I1H, m ), 1.45 ( 3H, s ), 1.48 ( 3H, s ),
1.58-2.03 { 6H. m ), 2.03-2.19 ( 1H, m ), 2.72-2.95
(5H,m). 327 ( IH.d.) = 12.9Hz), 3.38-3.55 ( 1H,
m ), 3.79-3.95 ( 1H, m ), 4.28-4.11 ( 1H, m ), 6.72
(1H,d,J=1.5Hz).6.94 (1H,s),7.9-8.1 (1H, m ),
9.6-9.8 (iH. m).

T'inpoxnopun

o_ O

<

F
F

1H-AMP ( DMSO-d6 ) dppm : 1.20-1.48 ( 6H. m ),
1.51 (3H, s ), 1.63-1.93 (4H, m ), 1.93-2.10 ( 1H,
m), 296 ( 1H,d,J = 13.4Hz), 329 ( IH, d, J =
14.0Hz2),3.7-3.85 ( 1H. m ). 3.9-4.05( 1H, m ), 6.70
(1H,dd,} =25 89Hz).7.12 ( 1H, d, J = 2.4Hz),
723 ( 1H,d.J=89Hz ), 8.15 ( 1H, br ), 9.86 ( 1H,
br ).

['inpoxnopun

670

TH-SIMP ( DMSO-d6 ) oppm : 1.1-1.25 ( 9H, m ),
1.25-1.4 ( 1H, m ), 1.45-1.75 ( 4H, m ), 1.9-2.05
(1H, m).2.92 (1H, d,J = 12.2Hz ). 3.06 ( 1H, d, J
= 12.3Hz ), 3.1-3.63 ( 3H. m ), 3.63-3.70 ( 1H, m ),
6.57 (2H,s ). 6.71 ( 1H, d, ] = 8.6Hz ), 6.75-6.81
(1H,m). 7.04 ( 1H, dd, J = 8.3, 8.3Hz).

dymapar

671

213
Cr

=
F

O
)

O

1H-AMP ( DMSO-d6 ) oppm : 1.15-1.31 ( 2H, m ),
1.35-1.46 { 4H. m ), 1.50 ( 3H, s ), 1.61-1.87 ( 4H,
m ). 1.932.07 ( 1H, m ). 2.92 ( 1H, d, J = 13.2Hz ),
501 (1H.d, J=132Hz).3.7-3.8 (1H, m ), 3.8-3.9
(1H,m ). 5.88-5.95 (2H, m ), 6.32 ( 1H, d, J = 2.4,
85Hz ). 6.71 ( IH,d, J =24Hz ), 6.76 ( 1H,d, ] =
8.5Hz),7.9-8.15 (1H. m),9.7-9.9 ( 1H, m).

Tinpoxnopua
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[0359]
Tabmung 74
AbcontoTHa koHbirypatlis
|
N £
LS
'\,/'t“N
H
Rfi
“gz'“‘ R SIMP Cimb
H3C CH3 1H-AMP ( CDCI3 ) éppm : 1.02-1.15 ( 19H, m ),
O Y OH, 115128 (1IH, m), 129-1.46 ( 2H, m ). 1.60-1.76
0-8i—( '3 (4H,m).2.67 (1H,d.J = 11.6Hz), 283 (1H,d,J
672 CH. = !1:6Hz),3.4-3.55 (2H. m ), 6.69-6.74 (2H, m ), =
2 3 6.74-6.79 (2H.m).
Hy&" “CH (
H3C. CHj IH-IMP ( CDCI3 ) dppm : 111 ( I8H, d, J =
r CH. 70Hz ). 116-1.33 (11H, m ), 1.33-1.59 ( 3H, m ),
A0S 3 165-1.78 (4H,m ), 2.68 ( 1H. d, J = 11.8Hz ), 2.97
673 * CHg ( 1H,d,J = 11.9Hz ), 34345 ( 1H, m), 3.55-3.6 .
P CH (1H, m ). 628 ( 1H, dd, J = 1.9, 7.6Hz ), 6.37 ( IH,
H3C 3 dd, J =2.3,23Hz), 6.43 ( 1H, dd, J = 2.4, 7.8Hz),
7.03( 1H.dd,J=8.1. 8.1Hz ).
IH-AMP ( CDCI3 ) éppm : 1.04-1.15 ( 19H, m ),
H3CYCH8H 1.15-1.30 ( 11H, m ), 1.32-1.47 (2H. m ), 1.47-1.77
N O—Si< 2 (4H,m ). 270 (1H, d,J=11.7Hz ), 2.92 ( I1H. d, J
674 | P CH3 = 11.7Hz),3.41-3.48 (1H, m ), 3.54-3.63 ( 1H, m ), .
OCH, é\HCHs 375 (3H.s ), 4.78-4.88 (2H, m ), 6.65 ( 1H, dd, J =
3 3.0,8.7Hz). 6.71 ( IH.d,J =8.8Hz), 7.22 (1H, d, J
=2.9Hz)
F HiC CH, TH-AAMP ( CDCI3 ) oppm : 1.06-1.14 ( 18H, m ),
- ¥ CHy 1115129 ( 12H.m ). 1.29-1.48 ( 2H, m ) 1.58-1.76
- —% 4 0—Si< (4H, m ). 2.65 ( 1H, d.J=11.8Hz ), 2.83 ( 1H, d, J
A )\ CH3 =11.6Hz) 3.35-3.45 ( IH, m ), 3.45-3.55 ( IH, m ), )
HsC CH3z  640-6.48 (1H, m).6.55( 1H,dd,J=2.9, 14.1Hz ),
6.79 ( 1H. dd. ] = 9.4, 9.4Hz).
cl HC ch, 1H-IMP ( CDCI3 ) oppm : I.11 ( 18H, d, J =
o Y OHa  73Hz) 116-121 (4H, m ), 121133 (7H, m ),
—{  y0-8i<""% 134-147 (2H,m ), 1.47-1.78 ( 5H, m ), 2.66 ( IH,
676 \_/ L. CHy d.J=116Hz) 281 (1H.d.J = 11.6Hz ), 34-355 -
HoC CHz ~ (2H,m).661( IH,d.J=3.0,89Hz),6.78 (1H.d,
J=89Hz).6.81 ( I1H.d,J=3.0Hz).
HsC_ CH; TH-SIMP ( CDCI3 ) oppm : 1.06-1.11 ( 18H, m ),
~ CHs 1.11-122 (7H.m ), 1.23 ( 3H, s ), 1.25-1.80 ( 8H,
677 \Q\/ Sy, ™). 271 (1H,d,J=118Hz), 301 (1H, 4] = i
cH, 2 11.9Hz), 3.4-35 (1H,m ), 3.6-3.7 ( 1H, m), 473
HaC 3 (2H,5).6.79-6.85 (2H, m ), 7.18-7.23 (2H, m),
£ HaC_CHy IH-AMP ( CDCI3 ) dppm : 1.05-1.12 ( 18H, m ),
S Y CHy 112148 ( 13H, m ). 1.48-1.82 (5H, m ), 2.70 ( 1H,
- \(\ E O—S|--~(~.CH d.J=11.9Hz),2.99 ( 1H, d. ] = 12.0Hz ), 3.35-3.45 )
E 3 (1H,m ), 3.55-3.65 ( 1H, m ), 4.77 (2H, s ), 6.47
HoC™ CHz (11 dd. ) = 24, 13.9Hz ), 6.61 ( IH, dd, J = 2.4,

8.6Hz ), 7.32 ( 1H, dd, J = 8.8, 8.8Hz).
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679

l O CH3

CHj,

HsC

IH-AMP ( CDCI3 ) oppm : 1.03 ( 18H, d. ] =
24Hz ), 1.13-1.27 ( 9H, m ), 1.27-1.77 ( 6H, m ),
267(1H.d,J =11.5Hz),2.80 ( 1H.d. J = 11.5Hz),
3.4-3.55(2H, m ), 496 (2H,s), 642 (1H,d, J =
2.8Hz),6.70 ( 1H,dd.J =29, 8.8Hz ), 6.80 ( 1H, d,

J=8.8Hz).

[0360]

Tabnuusg 75

AbconwTHa Konq)irypauiq

CHJ

E%N

R“

ITpu
KIax

AMP

Ciap

- O,

1H-AMP ( CDCI3 ) éppm : 1.02-1.30 ( 9H. m ),
1.30-1.49 ( 2H, m ), 1.50-1.83 (4H, m ), 2.70 ( 1H,
d,.J =104Hz ), 2.81 (1H,d, ] = 11.4Hz ), 3.4-3.6
(2H.m ). 6.75 (4H, bs ).

681

)
=

/

U

TH-AMP ( CDCI3 ) dppm : 1.16-1.30 ( 8H, m ),
1.30-1.49 ( 3H, m ), 1.60-1.83 (4H, m ), 2.71 ( 1H,
d.J=12.0Hz),3.03 ( 1H,d. J =12.0Hz ), 3.38-3.45
( TH. m ), 3.56-3.68 ( 1H, m ), 6.17-6.23 ( IH, m ),
6.33 (1H,dd, J=2.3,23Hz), 643 ( 1H,dd, ] =2.2,
8.3Hz),7.06 ( 1H,dd. J = 8.1, 8.1Hz).

682

TH-5IMP ( DMSO-d6 ) oppm : 1.1-1.25 ( 2H, m ),
1.3-1.4 (7H, m ). 1.5-1.9 (5H. m ), 2.87 (1H, d, J =
12.4Hz),2.97 ( 1H, d, J = 12.6Hz ), 3.63-3.78 ( 5H,
m ). 4.44 (2H. s ). 6.54 (3H.s),6.73 ( 1H.dd, J =
2.9,8.8Hz).6.80 ( 1H,d.J=88Hz),6.99 ( 1H.d,J
=2.8Hz).

3/2 ®ymapar

683

\@C
OH

IH-5IMP ( CDCI3 ) dppm : 1.09-2.34 ( 16H, m ),
2.81 (1H,d.J=12.1Hz ), 2.85-3.1 ( I1H,m), 3.5-3.6
(1H.m), 36375 ( I1H. m), 6.73 ( 1H, dd, J = 2.8,
89Hz ), 6.81 ( 1H,d.J = 2.8Hz), 692 (1H,d, J =
8.8Hz ).

684

T o

1H-SIMP ( CDCi13 ) oppm : 1.15-1.60 ( 12H. m ),
1.61-1.83 (4H, m ),2.72 (IH.d.J = 12.0Hz ), 3.03
( 1H, d, J = 11.9Hz ), 3.4-345 ( IH. m ), 3.6-3.7
( 1H. m ), 4.56 ( 2H, 5 ). 6.80-6.86 ( 2H, m ), 7.20-
7.25(2H, m).

685

F
T on

1H-5IMP ( CDCI3 3 8ppm : 0.92 ( 1H, br ), 1.16-1.36
(8H, m), 1.37-1.48 (2H, m ). 1.57 ( 1H. br ), 1.62-
1.84 (4H, m ), 2.7} (1H,d,J = 12.0Hz ), 3.02 ( IH,
d, J=120H ), 335-3.45 (1H, m ), 3.55-3.65 ( 1H.
m ), 4.62 ( 2H. s ), 6.51 ( 1H,dd, J = 2.5, 14.0Hz ),
6.59 (1H, dd. J =2.5,8.5Hz), 7.19 ( 1H, dd.J = 8.8,
§.8Hz ).
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TH-SIMP ( CDCI3 ) oppm : 0.92-1.02 ( IH, m ),
1.02-1.18 ( 7H, m ), 1.19-1.32 ( 1H, m ), 1.35-1.66

OH ( 5H, m ), 1.69-1.83 ( 1H, m ), 2.60 ( lH, d, J
636 =11.3Hz). 2.69 ( I1H,d. J = 11.3Hz ), 3.32 ( 1H, br), N
3.41-3.50 ( 1H, m ), 443 ( 2H. d, J = 4.6Hz ), 4.88
CH3  (1H.7=54Hz),655 (1H,dd, J =29, 8.7Hz ),
6.60 (1H, . J = 8.6Hz ). 6.83 ( 1H,d. J =2.7Hz ),
8.55(1H, s ).
[0361]
Tabauus 76
AbcontoTaH KoHQirypailis
H
JH CHs
( a1 ~-CHy
R
-~ _ \N
g H
R"\ ’5f"I#'
RN
R?
Tlpu R R® R’ RE R AP Cins
KJ1aJt
1H-5IMP ( DMSO-d6 )
Sppm : 1.1-1.3 (2H. m ),
1.35-1.45(4H, m), 1.52
(3H.s ). 1.6-1.9 ( 4H,
m ), 1.95-2.1 ( 1H, m),
293 ( IH, d J =
. 13.1Hz ), 3.10 ( 1H, d, J :
687 -H -H -OCH3 -H -H 13.0Hz ). 3.68 ( 3H. 2 Tigpoxuopun
s ), 3.7-39 ( 2H, m ),
435575 ( IH, m ).
6.75-6.85 ( 2H, m ),
6.85-6.95 (2H, m ). 8.11
( IH, br ), 992 ( IH,
br ).
IH-AMP ( CDCI3 )
dppm : 0.93-1.1 ( 2H,
m:), LT 3H, s ), 131
(3H.s), 1.35-1.43 ( 2H,
m ). 1.55-1.75 ( 3H, m ),
1.78-1.93 ( 1H, m ), 2.37
688 -CH3 Cl -H -H -H (3H.s),242(1H,d,]J =

= 11.0Hz ), 2.83-2.91
(IH.m).3.10 (1H, d,J
= 11.0Hz ), 3.5-3.6 ( 1H,
), 6.79 ( 1H, dd, J =
.1 7.1Hz ), 6.99-7.09
2H, m ).

3 |

NN
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689

-CH3

1H-AMP ( DMSO-d6 )
oppm : 1.0-1.17 ( 2H,
m ), 1.3-1.43 ( 1H, m ),
1.49 (3H, s ), 1.52 ( 3H,
s ), 1.56-1.68 ( 1H, m),
1.68-1.87 ( 2H, m ),
1.87-2.1 ( 2H, m ), 2.30
(3H,s),262 (1H,d.)
= 12,6Hz ), 3.11-3.23
( IH, m ), 325-345
( IH, m ), 3.78-3.92
( IH, m ), 6.92-7.04
( 2H, m ), 7.08-7.22
(2H,m ), 8.03 ( 1H, br ),
9.65-9.95 ( 1H, m).

[iapoxnopun

690

-H

-H

-CH3

-H

-H

1H-SIMP ( DMSO-d6 )
Sppm : 1.18-1.35 ( 2H.
m), 1.35-1.48 (4H, m),
1.52 ( 3H, s ), 1.62-1.9
( 4H, m ), 1.98-2.04
(1H,m),2.19(3H, s ),
291 ( IH, d J =
13.3Hz ), 325 (IH, d,J
= 13.3Hz ), 3.7-3.8 ( 1H,
m ), 39440 ( 1H. m ),
4.1-445 ( 1H, m ), 6.8-
6.87 (2H, m ), 6.98-7.07
( 2H, m ), 8.05-8.25
( IH, m ), 9.8-10.05
(TH, m).

2 I'igpoxsiopua

691

-CH3

-CH3

1H-AMP ( DMSO-d6 )
Sppm : 0.98-1.15 ( 2H,
m ), 1.3-1.42 ( 1H, m ),
149 (3H,s), 1.52 ( 3H,
s ), 1.55-1.67 ( IH, m ),
1.67-1.83 ( 2H, m ),
1.83-2.008 ( 2H, m ).
2.20 (3H,s ). 2.22 ( 3H,
s ), 259 (1H, d, J =
12.6Hz ), 3.05-3.15 ( 1H,
m ), 3.25-34 ( 1H, m),
3.82-3.96 ( 1H, m ), 6.82
(1H,d,J=7.8Hz), 6.91
(IH.d, 1=7.4Hz),7.03
( IH, dd. J = 7.7,
7.7Hz ), 7.98 ( 1H, br ),
9.65-9.8 (1H, m ).

Iizpoxsopua
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692

-H

-H

1H-AMP ( DMSO-dé6 )
Sppm : 1.22-1.47 ( 6H,
m), .33 (3H,s), 1.63-
1.93 (4H, m ), 1.97-2.08
(1H, m), 227 (3H,s),
293 ( WH, d, J =
13.6Hz ), 3.36 ( IH, d, J
=13.5Hz), 3.7-3.8 ( 1H,
m ), 3.8-4.1 ( 2H. m ),
6.79 ( 1H, dd, J = 3.0,
89Hz ), 693 ( 1H,d, J =
2.9Hz ), 7.20 ( 1H, d,
8.8Hz ). 8.1-8.3 ( 1H,
m ), 9.85-10.05 ( 1H,
m ).

J
J=

2 I'igppoxyiopua

693

-H

1H-sIMP ( DMSO-d6 )
Sppm : 1.16-1.33 ( 2H,
m ). 1.36-1.45 (4H, m),
1.52 ( 3H, s ), 1.62-1.9
(4H, m ), 2.0-2.08 ( 1H.
m ), 2.18 ( 3H, d, J =
1.7Hz ),2.93 (1H,d, ] =
13.3Hz ), 3.21 ( 1H.d. J
= 13.2Hz ), 3.7-3.8 ( 1H,
m ), 3.9-40 ( 1H, m),
4.15-455 ( IH, m ),
6.72-6.8 ( 1H, m ), 6.81-
6.89 ( 1H, m ), 697
( IH, dd. J = 9.1,
9.1Hz ), 8.05-8.25 ( IH,
m ), 9.85-10.1 (1H, m ).

2 I'iapoxnopun

694

-H -CH3 -Cl
-H -CH3 -F
-CH3 -F -H

1H-5IMP ( DMSO-d6 )
dppm : 1.0-1.2 (2H, m ),
1.3-1.45 ( 1H, m ), 1.49
(3H.s), 1.51 (3H, s ),
1.56-1.84 ( 3H, m ),
1.84-2.06 ( 2H, m ), 2.20
(3H,d.J=22Hz), 2.67
( 1H, d, J = 12.7Hz ),
3.15-325 ( IH, m ),
3.29-342 ( 1H, m ),
3.85-4.0 ( 1H, m ), 6.83
(1H.d,J=8.0Hz), 6.89
( 1H. dd, J = 88,
8.8Hz ), 7.16 ( 1H, dd. J
= 7.9, 153Hz ), 8.02
( 1H, br ), 9.72 ( 1H,
br ).

Iinpoxsnopun

143



UA

111950 C2

695

-H

-H

1H-AMP ( DMSO-d6 )
oppm : 1.25-1.46 ( 6H,
m), 1.52 (3H,s), 1.63-
1.95 ( 4H, m ), 1.95-2.1
(1H. m),2.95(1H,d.]
=13.7Hz ), 3.47 ( 1H, d,
J = 136Hz ), 3.7-3.8
( 1H, m ), 4.0-4.1 ( 1H,
m), 677 ( 1H. dd, J =
1.4, 7.8Hz ), 6.90 ( 1H,
d, ) =22, 8.4Hz ), 6.96-
7.00 ( 1H, m ), 7.21
( 1H, dd, J = 8.1,
8.1Hz ), 8.17 ( IH, br),
9.85 (1H, br).

Finpoxnopun

696

-CH3

-OCH3

-H

1H-AMP ( DMSO-d6 )
oppm : 1.0-1.2 (2H, m ),
1.3-1.4 ( 1H, m ), 1.48
(3H.s), 1.51 (3H,s),
1.55-1.65 ( 1H, m ),
1.65-1.85 ( 2H, m ),
1.85-2.05(2H. m ), 2.13
(3H,s),2.62 (1H,d,J
=]2.6Hz ), 3.1-3.2 ( 1H,
m ), 3.3-3.4 ( 1H, m ),
3.76 ( 3H, s ), 3.8-3.9
(1H,m).6.61 (1H,d,J
=79Hz), 6.72 ( I1H,d.J
=8.1Hz), 7.10 ( |H, dd,
J = 8.1, 8.1Hz ), 8.0l
( 1H, br ), 9.71 ( 1H,
br ).

[Ninpoxnopun

697

-Cl

-CH3

-H

IH-AMP ( DMSO-d6 )
dppm : 1.24-1.47 ( 6H,
m), 1.51 (3H, s ), 1.63-
1.91 (4H, m ), 1.91-2.08
( 1H, m), 220 ( 3H, s).
291 ( IH, d 1 =
13.5Hz ), 3.23-3.42 ( 1H.
m ), 3.66-3.80 ( 1H, m ),
3.94-4.08 (1H, m), 6.84
( IH, dd, J = 2.6,
8.5Hz ), 697 (1H,d, ] =
2.6Hz), 716 (1H,d, ] =
8.6Hz ), 8.12 ( 1H, br ),
9.82 ( 1H, br).

Finpoxaopun
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1H-IMP ( DMSO-d6 )
dppm : 1.25-1.45 ( 6H,
m ), 1.51 (3H, s ), 1.65-
1.9 ( 4H, m ), 2.0-2.05
(1H, m),2.10 (3H,s ),
291 ( IH, d, J =
13.6Hz ), 3.3-3.45 ( 1H,
698 -H -F -CH3 -H -H m), 3.7-3.8 ( IH, m ), Tigpoxsiopua
3.95-4.05( 1H, m ), 6.67
( IH. dd, J = 25,
8.5Hz ), 6.74 ( 1H. dd, J
= 24, 13.5Hz ), 7.08
( IH, dd, J = 89,
8.9Hz ), 8.0-8.3 ( 1H,
m ), 9.75-10.0 ( 1H, m ).

1H-SIMP ( DMSO-d6 )
Sppm : 121-1.35 ( 2H,
m ), 1.35-1.48 (4H, m ),
1.53 ( 3H, s ), 1.63-1.95
( 4H, m ). 1.98-2.12
(1H,m), 294 (1H,d, J
= 13.4Hz), 3.32 ( 1H. d.
J = 133Hz ), 3.7-3.8
( IH, m), 3.9-4.05 ( 1H,
m ), 6.85-7.26 ( 5H, m ),
820 ( IH, br ), 9.99
( 1H. br).

699 -H -H -OCHF2 -H -H linpoxaopun

IH-5IMP ( DMSO-d6 )
Sppm : 1.25-1.49 ( 6H.
m ), 1.49-1.57 ( 3H, m ),
1.65-1.95 ( 4H, m ),
1.95-2.09 ( IH, m), 2.96
( IH, d, J = 13.6Hz ),
700 -H -H -OCF3 -H -H 339348 ( IH, m ), I'inpoxnopun
3.71-3.83 ( 1H, m ),
3.98-4.09 ( 1H, m ),
6.98-7.05 ( 2H, m ).
7.16-7.24 (2H, m ), 8.16
( IH, br ), 9.65-10.1
(1H, m).

1H-AMP ( DMSO-d6 )
dppm : 1.10 ( 3H, s ),
1.15-1.25 ( 4H, m ),
1.25-1.45 ( 2H, m ),
1.45-1.7 ( 4H, m ), 1.85-
20 (1H, m), 2.76 ( 1H,
701 -H -Cl -CN -H -H d, J = 12.8Hz ). 2.85- 1/2 ®dymapar
3.85 (4H, m ), 3.85-3.95
(1H,m), 656 ( IH,s),
694 ( 1H, dd, J = 2.5,
9.1Hz ), 7.09 ( 1H, d, )
2.4Hz), 759 (1H,d, J =
9.0Hz).

I
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702

-OCF3

IH-AMP ( DMSO-d6 )
dppm : 1.25-1.5 ( 6H,
m). 1.52( 3H ;5 ), 1.65-
2.1 (5H, m ), 297 ( IH,
d, J = 13.8Hz ), 3.54
( 1H, d. J = 13.6Hz ),
3.65-3.8 ( 1H, m ), 4.0-
415 ( 1H, m ), 6.81
( IH, dd, J = 22,
9.3Hz ), 7.05 ( 1H, dd, J
= 29, 144Hz ), 734
( 1H, dd. J = 9.0,
9.0Hz ), 8.24 ( IH, br),
9.92 (1H., br).

I'inpoxnopun

703

-OCHF2

1H-AMP ( DMSO-d6 )
dppm : 1.10-1.37 ( 9H,
m ), 1.44-1.75 (4H, m ),
1.75-1.90 ( 1H, m ), 2.68
( 1H, d. J = 12.4Hz),
315 ( IH, 4, J =
12.4Hz ), 3.25-3.45 ( 1H,
m ), 3.7-3.8 ( IH, m ),
6.51 ( 1H, m ), 6.67
(1H.d,J=2.1,9.1Hz),
6.81-7.24 (3H, m )

1/2 ®ymapar

704

-OCHF2

1H-5IMP ( DMSO-d6 )
Sppm : 1.07-1.36 ( 9H,
m ). 1.43-1.58 ( 1H, m),
1.58-1.72 ( 3H, m ).
1.73-1.89 ( 1H, m ), 2.67
( 1H, d, J = 122Hz ),
3.0-3.7(4H, m), 3.7-3.8
(1H,m), 6.52 ( 1H, s),
6.82-7.24 (4H, m ).

1/2 ®ymapar

705

-CHF2

-H

IH-AMP ( DMSO-d6 )
oppm : 1.15-1.41 ( 9H,
m ), 1.48-1.92 ( SH, m ),
275 ( IH, d, J =
12.7Hz ), 2.8-4.4 ( 6H.
m ), 6.46 ( 1H, d, J =
7.8Hz ), 6.54 ( 2H, s ).
6.62 (1H,s ), 6.76 ( 1H,
dd, J = 2.1, 8.5Hz ), 7.0-
7.4(2H, m).

dymapar

706

-OCHF2

-H

1H-AMP ( DMSO-d6 )
dppm : 0.97-1.36 ( 9H,
m ). 1.43-1.73 (4H. m ),
1.73-1.87 ( 1H. m ). 2.67
( 1H, d, J = 12.1Hz ),
2.95-3.8 ( 5SH, m ), 6.52
( 1H, s ), 6.7-6.8 ( 2H,
m).7.0-74 (2H, m).

1/2 ®ymapar

707

-OCHF2

-H

1H-SIMP ( DMSO-dé6 )
dppm : 1.11-1.37 ( 9H,
m ). 1.45-1.74 (4H, m ),
1.77-1.91 ( 1H, m ), 2.69
( 1H, d, J = 123Hz ),
2.75-42 ( 5H, m ), 6.52
( 1H. s ). 6.73-6.83 ( 2H,
m ), 7.03-7.43 (2H. m ).

1/2 ®ymapar
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708

-OCHF2

1H-AMP ( DMSO-d6 )
dppm : 1.06-1.21 ( 7H,
m), 1.21-1.36 (2H, m ),
1.41-1.70 ( 4H, m ),
1.74-1.89 ( 1H, m ), 2.68
( 1H, d, J = 12.3Hz ),
2.9-3.75 (4H, m ), 3.75-
385 ( 1H, m ), 6.54
( 1H,s). 6.99-7.14 ( 4H,
m).

1/2 ®dymapar

709

-H

-OCHF2

-OCHF2

1H-AMP ( DMSO-d6 )
Sppm : 1.1-1.4 (9H, m),
1.45-1.75 ( 4H, m ),
1.75-1.9 ( 1H, m ), 2.69
( IH, d, J = 122Hz ),
2.8-43 ( SH, m ), 6.52
( 1H.s ), 6.71-7.38 ( 5H,
m).

1/2 ®ymapar

710

F

-OCHF2

1H-AMP ( DMSO-d6 )
dppm : 1.08-1.22 ( 7H,
m ). 1.25-1.40 ( 2H, m ),
1.42-1.72 ( 4H, m ),
1.76-1.92 ( 1H, m ), 2.66
( 1H, d, J = 12.5Hz ),
2.8-435 (5H, m ), 6.53
( 1H,s), 6.66-6.76 ( 2H,
m ), 7.05 ( 1H, t, J =
72.9Hz ).

1/2 ®dymapar

711

-H

-OCH2CHF2

1H-5IMP ( DMSO-d6 )
oppm : 1.15-1.31 ( 2H.
m ), 1.32-1.49 (4H, m ),
1.52 ( 3H, 5 ), 1.62-1.89
(4H m), 1.98-2.08 ( 1H,
m) 293 (1H, d, J =
13.1Hz ), 3.16 ( 1H, d, J
=13.2Hz). 3.7-3.8 ( 1H,
m ), 3.80-4.27 (4H, m ),
6.18-6.50 ( TH, m ), 6.90
((4H. ), 8.0-8.25 ( 1H,
m ), 9.8-10.1 ( I1H, m).

2 lNapoxnopun

712

-H

-F

-OCH2CF2

-H

IH-AMP ( DMSO-d6 )
dppm : 1.20-1.46 ( 6H,
m ), 1.51 (3H, s ), 1.63-
1.89 (4H m), 1.92-2.08
(IH, m), 291 (1H,d.J
= 13.4Hz ), 329 ( IH. d,
J = 12.8Hz ), 3.67-3.79
( [H, m ), 3.88-4.01
( IH, m ), 420-4.33
( 2H, m ), 6.18-6.52
(IH,m ), 6.68 ( 1H, dd,
J = 1.8, 9.1Hz ), 691
( IH, dd. J = 209,
14.7Hz ), 7.10 ( 1H, dd,
] =19.35,9.5Hz ), 8.0-8.2
( 1H, m ). 9.75-9.95
(IH, m).

[igpoxsiopun
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713 -H

-CH3

-OCHCF2 -H

-H

1H-5IMP ( DMSO-d6 )
dppm : 1.06-1.16 ( 1H,
m ), 1.16-1.37 ( 8H, m ),
1.45-1.88 (5H, m ), 2.17
(3H,s5),2.69 (1H, d. ]
= 12.0Hz ), 3.04 ( TH. d.
J = 12.0Hz ). 3.1-39
(4H, m ), 6.50 ( IH.s),
6.71 ( 1H, dd, J = 3.0,
8.9Hz ), 6.75-7.16 ( 3H,
m).

1/2 ®dymapar

714 -H

-OCH3

-OCHCF2 -H

IH-AMP ( DMSO-d6 )
oppm : 1.08-1.18 ( 1H,
m), L.18-1.27 (7TH. m ),
1.27-1.38 ( 1H, m ),
144-1.60 ( IH, m ),
1.60-1.74 ( 3H, m ),
1.74-1.88 ( 1H, m ), 2.71
( 1H, d. J = 12.1Hz ),
308 ( IH, d J =
12.2Hz ), 3.15-3.85 ( 7H,
m ), 6.40 ( 1H, dd, J =
2.7, 89Hz ), 6.50 ( 1H,
s ). 657 (IH. d. J =
2.6Hz ). 6.62-7.02 ( 2H,
m).

1/2 ®dymapar

715 -OCHCF2

-H -H

-H

IH-AMP ( DMSO-d6 )
dppm : 0.94-1.14 ( 1H,
m), L.14-1.15 ( 1H, m ),
1.18 (3H,s ), 1.26 ( 3H.
s ), 1.28-1.43 ( 2H, m ),
1.48 ( 1H, br), 1.61-1.73
( 3H, m ), 1.76-1.90
(1H.m), 249 (1H, d. ]
=11.2Hz ), 3.05 ( 1H, d.
J = 112Hz ), 345-3.6
(2H, m), 6.55 ( 1H, dd,
J =702, 81.4Hz ), 6.91
( IH, dd. J = 14,
8.0Hz ), 6.93-6.99 ( 1H,
m ), 7.07-7.18 (2H, m )

[0362]
Tabnuus 77

AbcontoTHa koHDirypauis

H

Hy CH
\‘,N C H 3

7

R ‘
“ /.-T-.\ N -~

gl

IMpuxn
ajl

R4

AMP

Cinb
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1H-MP ( DMSO-d6 ) éppm : 1.05-1.25 ( 2H,
CH3 m ), 1.35-1.45( IH, m ), 1.47 (3H, s ), 1.50 ( 3H,
s), 1.6-2.05 ( SH, m ), 2.15 ( 3H,d, J = 0.7Hz ),
716 / \ 270 ( 1H, d. ] = 12.8Hz ), 3.20 ( 1H, d, ] = >
129Hz ). 3.25-3.4 ( 1H, m ). 3.8-3.9 ( IH, m),
S 6.77 ( 1H, d, J = 3.2Hz ), 7.09 ( IH, dd, J = 1.0,
3.3Hz),7.9-8.1 ( 1H, m ), 9.6-9.75 ( 1H, m ).

[H-AMP ( DMSO-d6 ) oppm : 0.95-1.15 ( 2H,
m). 1.3-1.45 ( 1H, m), 1.52 (3H,s ), 1.56 ( 3H,
s), 1.6-1.7 ( 1H, m), 1.7-2.1 (4H, m ), 2.87 ( IH,

17 d.J=128Hz ) 3.36 ( IH, d. ] = 13.1Hz ), 3.65- Tinpoxnopun
\ 375 (1H, m ), 4.1-42 ( 1H, m), 7.06 ( 1H, s ),
S 7.35-7.45 ( 2H, m ). 7.9-8.0 ( 2H, m ), 8.0-8.15
(1H, m). 9.6-9.8( IH, m).
[0363]
Tabnwng 78
AbcoawoTHa KoHpirypatis
H
S H CHy
(CFT T CH,
~~\;'/1;',N_,
H F“id
Tpen R SIMP Cine
an
IH-SIMP ( CDCI3 ) dppm : 1.08-1.15 ( 18H, m ),
S HiC CH, 1.19-1.34 ( 12H. m ), 1.35-1.48 ( 2H, m ), 1.64-
| A Y GH, 185 (4H.m) 282 (1H.d J = 11.6Hz ), 3.04
718 P08~ 2 (1H,d, ) = 11.7Hz ). 3.45-3.55 ( 1H, m ), 3.7-3.8
L CHz (1H,m) 6.95(1H,d,J=22Hz),7.03 ( 1H, dd, )

HC™ CHs  j =25 88Hz), 7.10 ( 1H. d, J = 2.4Hz ), 7.23
(1H,d,J=25,9.1Hz), 751 ( 1H, d, ] = 8.8Hz ),
7.55(1H.d.J=9.1Hz).

1H-SIMP ( CDCI3 ) dppm : 1.13 ( 18H, d, J =

HaC. CHy  7:3Hz), L.I8-1.36 (12H, m), 1.36-1.65 (2H, m ),
" CH, 1.65-1.87 (4H, m ), 2.83 (1H, d, ] = 11.9Hz ),

719 SO0 S 312 (1h, d. J = 11.9Hz ), 3.45-3.55 ( 1H, m ), )
m Aopets 375385 1H.m). 6.82 (1H, d. ] =23Hz), 6.86
AN HC M (1Y dd, ) = 24, 8.7HZz ), 7.02 ( IH, d, ) =

23Hz), 7.10 ( 1H, dd. J = 2.4, 9.0Hz ), 7.53 ( 1H,
d,)=8.7Hz).7.59(1H, d. J = 9.0Hz).

TH-5IMP ( CDCI3 ) oppm : 1.04-1.12 ( 18H, m ),

— 1.12-1.32 ( 12H, m ), 1.32-1.64 ( 2H, m ), 1.65-
=~ )—OCHs CH, 186 (4H.m), 2.82 ¢ IH, d, J = 11.8Hz ), 3.08
\ / /~CHs (IH,d, ] = 13.8Hz ). 347-3.53 ( IH, m ), 3.73-

720 \_O"S'\\-v-CHs 3.81 (15 m 3 3.88 ( 3H.5), 517 (1H. d. J = 5
HsC ] CHy  11.0Hz ), 524 (1H.d,J=11.0Hz),6.94 (1H,d,)
3 =2.5Hz). 7.16 ( 1H,d.J =9.0Hz), 7.31 ( 1H, dd,
] =25,94Hz ). 7.58 ( 1H. d, J = 9.0Hz ), 8.12
(1H,d, J=9.4Hz7).
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TH-AMP ( CDCI3 ) oppm : 1.14 ( 18H, d, J =
CHy 67Hz)ll9133(me)l 3-1.65 ( 1H, m),
HiC " " CHs  165-1.84 (4H, m ), 2.83 ( 1H, d, J = 11.6Hz ),

291 \"/j”\\/\o Si” CHs 304 (1H,d.J = 11.6Hz),3.53.6 (1H, m ), 3.7- ]
N -V/LOCH ["CHs 38 (IH. m ) 3.87 (3H,s),493 (2H,d, J =
®CHs  09Hz).6.96 ( 1H, s ). 6.99 ( 1H,d. ] = 22Hz),
721 (1H,dd. ] =24,9.0Hz),7.59 ( 1H.d,J =
9.0Hz ), 7.77 ( IH, s ).
[0364]
Tabnuug 79
AbcooTHa KoHirypatis
H
H CH,
R J f CH,
.\,-" .‘ N/
R4
Tpmen R SMP Cinb
an
TH-AMP ( CDCI3 ) oppm : L14-1.51 ( 1IH, m ),
1.65-1.85 (4H. m ), 2.83 ( 1H. d, J = 11.7Hz ),
2 3.05 (1H. d. J = 11.8Hz ), 3.52-3.57 ( IH. m ), )

OH 3.69-3.79 ( 1H, m ), 6.97 ( 1H, d, J = 2.3Hz ),
6.99-7.06 (2H, m ), 7.22-7.28 ( 1H, m ), 7.52-7.58
(2H, m).

TH-SIMP ( CDCI3 ) oppm : 1.18-1.36 ( 9H, m ),
135-1.51 ( 2H, m ). 1.66-1.86 ( 4H, m ), 2.84

OH 1.35-1.5 . m ). 1.66-1. .m), 2
(1H, ¢, J=119Hz ). 3.13 ( 1H. d, J = 12.0Hz ),

723 345-3.55 C 1H, m ). 3.75-3.85 ( [H, m ), 6.8-6.85 -
(2H,m), 6.94 ( 1H,d,J =24Hz),7.10 ( 1H, d,

] =24, 9.1Hz). 7.57 ( 1H. d. ] = 8.7Hz ), 7.60
(1H,d,J = 9.0Hz).

H-SIMP ( DMSO-d6 ) oppm : 1.1-1.2 ( 1H, m ),

1.2-1.4( 8H.m ), 1.5-1.9 (5H, m ), 2.86 ( 1H, d, J
/=Q>OCH3 = 12.2H2),3.20 ( IH, d.J = 12.5Hz ), 3.58 ( H,
ek br), 3.85 (3H. s ). 3.9-4.0 ( 1H, m ), 4.85 ( 2H,

724 \ / $3,6.54 (2H,5), .05 ( IH, d, J = 2.4Hz ), 728 Dymapar

\ ,
OH ( IH, d. J =9.1Hz ). 7.39 ( IH, dd, J = 2.5,
9.5Hz). 7.66 ( 1H,d. J=9.0H ), 797 ( IH,d, ] =
9.4Hz ).

TH-5IMP ( CDCI3 ) oppm : 0.97 ( 1H, br ), 1.15-
1.35 (8H. m ). 1.35-1.5 (2H, m ), 1.65-1.85 ( 4H,

OH m) 242 (1Mt ) =65Hz), 282 ( IH, d, J =
- 11.8Hz ). 3.05 ( 1H. d. J = 11.7TH ), 3.45-3.55 )
OCHz (1H,m ), 3.7:3.8 ( 1H, m). 3.94 (3H, 5 ), 4.79

(2H,d, ] =59H2). 698 (1H. d,J =2.4Hz), 7.02
(1H,s),721-728 ( 1H, m ), 7.54 ( 1H. s ), 7.60
(1H,d, J=9.0Hz).

[0365]
Tabnuus 80
AbcoatoTHa koHirypauis
H
L HN CHy
CEf e
\.7 i N o
i R4
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IMpuxn

SAMP

Cins

726

OCH;

TH-SIMP ( DMSO-d6 ) oppm : 0.9-1.05 ( 1H, m ),
1.05-1.2 ( 1H. m ), 1.3-1.45 ( 1H, m ), 1.52 ( 3H,
s ), 1.55-1.65 (4H, m ). 1.65-1.85 (2H, m ), 1.85-
205(2H. m),2.73 ( 1H,d, J = 12.5Hz ), 3.25-3.6
(2H, m ). 394 (3H.s),4.15-43 (1H, m ), 6.88
(1H,d,J=8.2Hz), 7.06 ( 1H, d, ) = 8.0Hz ), 7.5-
755 (1H.m ), 7.55-7.6 ( 1H, m ), 7.96 ( IH, br ),
8.16 (1M, dd, J = 1.0, 83Hz ), 824 ( IH, d, J =
8.1Hz),9.4-9.6 ( 11L, m).

Tixpoxnopun

727

IH-SIMP ( DMSO-d6 ) oppm : 0.85-1.0 ( 1H, m ),
1.0-1.15 ( 1H, m ), 1.3-1.4 ( 1H, m ), 1.5-1.65
(7H, m), 1.65-1.85 (2H, m ). 1.85-2.1 (2H, m ),
259 (3H,5).2.76 ( 1H. d, } = 12.5Hz ), 3.3-3.45
(I1H. m). 351 (IH. d, J = 125Hz ), 4.15-43
(1H,m ), 7.02( IH,d.J=7.5Hz). 7.28 ( 1H,d.J
=7.4Hz ), 7.5-7.65 (2H, m ), 7.95-8.15 ( 2H, m ),
8.25-8.35 (1H, m).9.6-9.8 (I1H, m).

I'inpoxnopun

728

1H-SIMP ( DMSO-d6 ) dppm : 1.23-1.54 ( 6H,
m ). 1.58 ( 3H. s ), 1.64-2.02 (4H, m ), 2.02-2.15
(1H,m ). 3.07 ( 1H.d,J) = 13.4Hz), 3.50 ( 1H. d,
) =13.4Hz ), 3.75-3.9 ( 1H. m ), 3.9-4.53 ( 2H,
m). 7.18 (1H.d, J =2.2Hz), 7.22-7.32 ( 1H, m),
7.32-7.46 ( 2H, m ), 7.65-7.82 ( 3H. m ), 8.26
( 1H, br),10.02 ( 1H, br).

2 I'iapoxnopuzg

729

IH-5MP ( CDCI3 ) 6ppm : 0.83-0.99 ( 1H, m ),
1.021.13 ( 1H, m ). 1.27 (3H, s ). 1.32-1.42 ( 2H,
m ). 146 (3H.s), 1.54-1.71 (2H, m ), 1.71-1.81
( 1H, m ), 1.85-1.99 ( 1H. m ), 2.69 ( 1H. d, J =
11.1Hz ), 3.3-3.45 ( 2H, m ). 3.75-3.85 ( 1H, m ),
7.15 ( 1H. s ), 7.5-7.55 ( 2H, m ), 7.6-7.7 ( 2H,
m).7.7-7.8 ( 1H, m ), 8.3-8.4 ( 1H, m ), 8.55-8.65
(1H,m). 8.65-8.75( IH, m).

730

TH-AMP ( CDCI3 ) dppm : 0.9-1.65 ( 11H, m ),
1.65-1.9 (4H,m ), 2.84 ( 1H,d, ) = 12.0Hz ), 3.13
( 1H, d. J = 11.9Hz ), 3.50 ( 1H, bs ), 3.75-3.85
(1H, m ), 380 (3H,5), 6.89 (1H. dd, J = 2.5,
8.8Hz), 692 (1H,d. J=24Hz),6.97 (1H,d,J =
24Hz), 7.11 { 1H, dd, J = 2.5, 9.0Hz ), 7.57 ( 1H,
d.J=8.8Hz). 7.60 { IH,d,J=9.0Hz).

731

IH-SAMP ( DMSO-d6 ) dppm : 1.3-1.5 ( 6H, m ),
1.55 (3H,s). 1.65-2.05 ( SH. m ). 3.08 ( 1H, d. J
= 13.6Hz ). 3.62 ( 1H, d, J = 13.6Hz ), 3.8-3.9
(1H. m), 4243 (1H, m), 7.32 ( IH, d, } =
2.1Hz), 7.50 ( 1H, dd. J = 1.6, 8.4Hz ), 7.63 ( 1H,
dd, J = 2.5, 9.2Hz ), 7.85-8.0 ( 2H, m ), 8.11-8.2
(1H,m). 8.26 (1H,s),9.6-9.75 (1H, m).

[iapoxsaopun

732

IH-AMP ( DMSO-d6 ) éppm : 1.32-1.54 ( 6H,
m). 157 (3H.s), 1.66-2.13 (SH, m ). 3.10 ( 1H.
d. J=139Hz ), 3.72 ( IH, d, J = 13.7Hz ), 3.75-
3.9 (1H, m ), 4.25-4.35 (1H, m ), 7.29 ( 1H. d, J
=22Hz ). 7.5-7.65 (2H, m ), 7.81 (1H, d, ) =
8.6Hz ), 7.91 ( IH,d, ] =92Hz ). 8.15-8.45 ( 2H,
m ). 9.92 ( TH, br).

["inpoxnopua
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733

O OCH;

Cl

G

1H-AMP ( DMSO ) dppm : 1.0-1.35 ( 9H, m ),
1.4-1.6 (2H, m ), 1.6-1.7 (3H, m ), 1.8-1.95 ( 1H,
m ). 272(1H,d, J=123Hz),3.12 (IH,d,J =
11.1Hz }, 3.3-34 ( I1H. m ), 3.8-3.9 ( 1H, m ), 3.92
(3H,s), 709 (1H.d,J=1.8Hz), 739 (1H,d,J
= 92Hz ). 7.49 ( |H. dd. ] = 2.4, 9.5Hz ), 7.71
(I1H,d.J=9.0Hz). 7.89 (1H,d, ) =9.4Hz).

734

:

1H-AMP ( CDCI3 ) dppm : 1.00 ( 1H, br ), 1.19-
1.37 ( 84, m ), 1.38-1.51 ( 2H, m ), 1.67-1.79
(3H,m ), 1.79-1.93 ( 1H, m ), 290 ( 1H, d. J =
11.8Hz ). 3.18 ( 1H, d, J = 11.9Hz ), 3.53 ( 1H,
br), 3.8-3.9 (I1H, m ), 7.05 ( IH, d, J = 2.1Hz ),
7.3-7.45 (3H. m ). 7.8-7.95 (3H, m ), 8.15 ( 1H,
s).825( IH.s).

735

/
2\ /i
a

TH-AIMP { DMSO-d6 ) oppm - 1.15-1.25 ( 1H,
m ). 1.25-1.4 ( 8H, m ), 1.5-1.95 ( 5H, m ), 2.88
(1H,d, = 12.6Hz ), 3.31 (1H, d, J = 12.4Hz),
3.54 ( 1H, br ), 3.95-4.05 (1H, m), 6.54 (2H, s ),
703 (IH, d,J =2.1Hz ), 7.34 ( 1H, dd, J = 2.2,
8.7Hz ), 7.44 ( 1H, dd, J = 2.4, 9.2Hz ), 7.67-7.76
(2H,m), 7.81 (1H,d, ] =2.1Hz).

Dymapar

736

TH-5IMP ( CDCI3 ) oppm : 1.09 ( 1H, br ), 1.15-
1.35 (84, m }, 1.35-1.5 ( 2H, m ), 1.65-1.85 ( 4H,
m).2.50 (3H s).2.82 ( IH.d, ] = 11.6Hz ), 3.07
(tH,d,J = 11.8Hz ). 3.45-3.55 (1H. m ), 3.7-3.8
(1H,m).3.90 (3H.s),6.96 ( 1H.d, ] = 2.5Hz),
718 (1M, d, ] = 9.0Hz ), 7.30 ( 1H, dd, J = 2.6.
9.4Hz),7.51 (1H,d. ) =9.0Hz),7.81 (1H,d,) =
9.3Hz).

737

N X

N Y OCH,
CHs

l N X F

Agtee ot

IH-AMP ( DMSO-d6 ) éppm : 1.06-1.19 ( IH,
m ), 1.16-1.39 ( 8H, m ), 1.47-1.80 ( 4H, m ),
180-1.96 ( I1H, m ), 2.83 ( 1H, d, J = 12.2Hz ),
29-44 ( H,m ), 6.51 ( 1H, s ), 7.05-7.45 ( 4H,
m).7.49( 1H,d,J] =2.4Hz),7.7-7.8 (2H, m ).

1/2 dymapar

738

9,
4
g %

TH-SIMP ( DMSO-d6 ) oppm : 1.23-1.54 ( 6H,
m ). 1.60 ( 3H.s), 1.66-2.06 ( 4H. m ), 2.06-2.20
(1H, m ), 3.07( 1H,d,J = 13.4Hz), 3.45 ( IH. d,
J=13.9Hz ), 3.75-3.9 ( 1H, m ), 3.95 ( 3H, s ),
4.1-42( 1H,m), 477 (1H, br), 725 (1H,d,J =
22Hz), 746 ( 1H, s ), 7.58 ( 1H, dd, ] =2.4,
92Hz ). 7.81 ( 1H, d. § =9.2Hz ). 823 ( IH, s ),
8.25-8.4 ( 1H,m ), 10.18 ( 1H, br).

2 'iapoxnopun

739

1H-SIMP ( DMSO-d6 ) dppm : 1.27-1.50 ( 6H,
m). 1.58 (3H, s ), 1.65-2.13 ( 5SH, m ). 3.06 ( IH,
d. J=13.6Hz ), 3.56 ( 1H, d, J = 13.6Hz ), 3.73-
3.87 (1H.m ). 4.14-4.26 (1H, m ), 7.05 ( 1H, d, J
= 1.8Hz ), 7.28-7.38 ( 2H, m ), 7.43-7.52 ( IH.,
m), 7.75 (1H, 4, J = 85Hz ), 7.84 ( 1H, d, J =
82Hz ), §.15-8.4 ( 1H.m ), 9.9-10.1 (1H, m).

Iinpoxmnopun

740

gIe

o

1H-AIMP « DMSO-d6 ) dppm : 1.28-1.50 ( 6H,
m ). 157 (3H.s), 1.66-2.00 ( 4H, m ), 2.00-2.18
(1H, m ), 3.08 ( 1H,d,} = 13.5Hz). 3.56 ( 1H. d,
J = 13.5Hz ), 3.75-3.9 ( 1H. m ), 3.95-4.1 ( 1H,
m).7.23 ( 1H.d, ] =2.0Hz ), 7.36-7.45 ( 1H. m ),
7.45-7.54 ( 1H.m ), 7.65 ( 1H, d, = 2.4Hz ), 7.78
(1H,d, J=8.1Hz). 7.97 ( 1H. d. J = 8.4Hz ), 8.1-
835(1H.m),9.8-10.1 ( IH, m).

[inpoxnopua

152



UA 111950 C2

1H-AMP ( DMSO-d6 ) dppm : 1.06-1.17 ( 1H,
m ), 1.17-1.39 ( 8H, m ), 1.46-1.79 ( 4H, m ),
1.79-1.92 ( IH, m ), 2.82 ( 1H, d, J = 12.1Hz ),
741 # O/\/F 2.9-42 { SH, m ), 4.30-4.41 ( 2H, m ), 6.27-6.59
E (2H, m ), 7.06 ( 1H, d,J=2.1Hz), 7.10 ( 1H, dd,
J=2.6,89Hz). 726 ( 1H, d, J = 2.5Hz ), 7.36

(1H,dd. J=2.4,92Hz), 7.60-7.68 (2H, m ).

/

1/2 dymapar

[0366]
Tabnung 81
AbcontorHa KoHirypauis
H
Hy CH
ENL TR
& -CH,
8. .3
H Ié,;‘
Hpexn R SIMP Cins
an
1H-AMP ( DMSO-d6 ) éppm : 1.0-1.15 ( 2H, m ),
1.3-1.45 ( I1H.m ), 1.48 (3H.s ), .50 ( 3H, s ),
z [ 1.55-1.65 ( IH, m ), 1.65-1.8 ( 2H, m ), 1.8-2.0
(2H,m ), 225235 ( iH. m), 2.4-2.5 ( 1H, m), ;
e S 2.6-2.75(2H, m), 2.953.1 (2H,m ), 321 (30, | APOXIOPHA
N O 5).3335(1H, m), 3.78 ( 3H, s ), 3.85-3.95
(1H,m ). 6.78 (1H,d.J=8.9Hz ), 6.93 ( IH, d,J
H3CO CH3 =8.9Hz ), 7.97 ( 1H, br), 9.59 ( 1H, br).
1H-SMP ( DMSO-d6 ) &ppm : 1.08-1.37 ( 9H,
@) m). 1.42 (6H,s), 1.48-1.83 ( SH, m ), 2.74 ( 1H,
743 /kCHs d.J=122Hz), 2.94 ( 1H, d, ] = 12.3Hz ), 3.5 e
O GH (1H, br),3.6-3.75 ( 1H, m ), 4.73 (2H, 5 ), 6.53 yman
3 (2H,5).6.57 { 1H.d. J =2.6Hz ), 6.65 ( 1H, d, J
=8.9Hz ). 6.75 ( 1H, dd, J = 2.8, 9.0Hz ).
[0367]
Tabauus 82
AbGconTHa KoHbirypauis
CHs
T"C}'lgs
“‘;’;"" R* AMP Cinb

1H-AIMP ( CDCI3 ) dppm : 0.94-1.09 ( 3H, m ),
CHs  120(3H,5). 134(3H,5). 136-1.44 (2H. m ).
1.45-1.79 « 3H. m ). 1.81-1.94 ( 1H, m ), 2.55-2.65
744 (4H, m ). 3 15( IH,d,}=11.2Hz), 3.4-3.5 ( 1H,
S m ), 3.65-3.7 ( I1H. m ), 6.74 ( 1H, dd, J = 0.6,
7.6Hz ), 7.05 ( 1H, s ). 7.13 ( 1H, dd, ] = 7.8,

7.8Hz ), 7.38 (1H, d. ) = 8.0Hz).
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745

1H-IMP ( DMSO-d6 ) ppm : 1.1-1.2 ( IH, m ),
12-14 ( 81, m ), 1.45-1.75 (4H, m ), 1.75-1.9
(1H, m ). 2.47 (3H. d. ] = 1.2Hz ), 2.6-2.7 ( 6H,
m). 649 (1H,s), 6.90 (1H,s),6.99 ( 1H, dd, ) =
2.3, 8.8Hz ), 7.25 ( 1H,d, J = 2.1Hz ), 7.48 ( 1H,
d,)=8.8Hz).

1/2 dymapar

746

TH-AIMP ( DMSO-d6 ) dppm : 1.1-1.4 ( 9H, m ),
1.5-1.95 ( SH.m ), 2.31 (3H. d, J = 1.2Hz ), 2.6-
50 (7H, m), 652 (2H,s), 701 (1H, d, ] =
12Hz), 7.11 ( 1H, dd, J = 2.3, 8.9Hz ), 7.34 ( 1H,
d.}=22Hz),7.55 (1H, d, ] = 8.8Hz).

1/2 dymapar

747

1H-IMP ( DMSO-d6 ) éppm : 0.93-1.10 ( 2H,
m ), 1.28-1.42 ( 1H, m ), 1.51-1.66 ( 7H, m ),
1.70-2.00 ( 3H, m ), 2.00-2.18 ( 1H, m ), 2.69
(3H,s),2.80 ( 1H.d.J = 12.5Hz). 3.2-3.3 ( 1H,
m), 3.48 ( 1H, d, J = 12.6Hz ), 3.85-3.95 ( 1H,
m),7.02 (1H,d, ] =7.5Hz), 7.26 ( 1H.d, J = 7.8,
7.8Hz),7.36 (1H,d. ] =0.6Hz ), 7.69 ( 1H, d, J =
7.6Hz ), 7.95-8.15 (1H, m ), 9.95-10.1 ( 1H, m ).

INinpoxsopun

748

1H-AMP ( CDCI3 ) dppm : 0.92-1.08 ( 3H, m ),
1.20 (3H,s), 1.32-1.43 ( 5H, m ), 1.45-1.78 ( 3H,
m ), 1.81-1.94 ( 1H, m ), 257 ( I1H, d, J =
11.1Hz ). 3.14 ( 1H, d, J = 11.1Hz ), 3.33-3.41
(1H, m), 3.63-3.70 ( IH, m ), 6.71 ( 1H, dd, J =
4.1, 84Hz ), 6.92 ( 1H, dd, J = 8.9, 8.9Hz ), 7.41
( 1H, d. J = 54Hz ). 746 ( 1H, dd, J = 3.7,
5.4Hz).

749

1H-SIMP ( CDCI3 ) dppm : 0.92-1.08 ( 3H, m ),
1.20 (3H, s ), 1.29-1.42 ( SH, m ), 1.45-1.78 ( 3H,
m ), 1.82-1.96 ( 1H. m ), 261 ( 1H, d, J =
11.2Hz ). 3.15 ( 1H. &, J = 11.1Hz ), 3.42-3.50
(1H, m ), 3.64-3.71 ( 1H. m ), 6.74 ( 1H, d, J
82Hz). 721 ( IH,d,J=82Hz), 743 ( IH.d. ]
5.5Hz),7.47( IH, d, ] = 5.5Hz).

]

750

ﬁs
OCH,4

1H-SIMP ( CDCI3 ) dppm : 0.9-1.1 (2H, m ), 1.20
(3H,s), 1.3-1.45 ( SH, m ), 1.45-1.8 (4H, m ),
1.8-1.95 ( 1H, m ), 2.56 ( 1H,d, J = 11.1Hz), 3.14
(1H, d, = 11.1Hz ), 3.3-34 ( 1H, m ), 3.6-3.7
(1H, m), 3.96 (3H, s ), 6.66 ( 1H, d, ] = 8.2Hz ).
6.74 (1H.d,] = 8.2Hz), 7.39 ( 1H, d, J = 5.4Hz ),
7.45 (1H, d, ) =5.4Hz).

751

1H-SIMP ( CDCI3 ) oppm : 0.95-1.1 ( 2H, m ).
122 (3H, ). 1.3-1.45 ( 5H, m ), 1.45-1.85 ( 4H,
m ), 1.85-2.0 ( 1H, m ), 2.65 (1H, d, J = 11.2Hz),
317 (1H. d. ) = 11.2Hz ), 3.45-3.55 ( 1H, m ),
3.7-3.8 (1H, m ), 3.96 ( 3H, s ), 6.77-6.82 ( 1H,
m).7.33 ( 1H. dd, J = 7.9, 7.9Hz ), 7.45 ( 1H, d, J
=8.1Hz),8.14 ( 1H, d, ] = 0.5Hz).

752

TH-IMP ( CDCI3 ) oppm : 0.93 ( IH, br ), L.16-
1.33 ( 8H, m ), 1.33-1.49 ( 2H. m ), 1.64-1.85
(4H, m ), 2.80 ( 1H.d,J = 11.6Hz ), 2.97 ( 1H, d,
J=11.7Hz ), 348 ( 1H, br ), 3.6-3.7 ( 1H, m ),
7.04 (1H,d,J=2.1Hz ), 7.10 (1H,d, J = 22Hz),
720 (1H.d, ) =5.4Hz), 7.41 ( 1H, d, ] = 5.5Hz).
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753

IH-IMP ( DMSO-d6 ) oppm : 0.94-1.14 ( 2H,
m ). 1.29-1.44 ( 1H.m ), 1.51 (3H,s), 1.53 ( 3H,
s).1.58-2.07 (5H, m ). 2.84 ( 1H,d, J = 12.9Hz),
341 1H, d, I = 13.0Hz ), 3.6-3.7 ( 1H, m ), 4.15-
425 (1H, m ), 7.11 ( 1H, dd, J = 6.5, 12.6Hz ),
7.77 (1H, dd, ) = 3.8, 5.4Hz ), 7.84 ( 1H, d, J =
5.4Hz ), 8.04 ( 1H, br), 9.81 ( 11, br).

[iapoxnopun,

754

LH-AMP ( DMSO-d6 ) dppm : 1.38-1.57 ( 5H,
m ). 1.64 1 3H.s), 1.70-2.02 ( 4H, m ), 2.03-2.14
{(1H, m), 237254 (1H. m ), 355 ( 1H. d, J =
150Hz ), 3.9-40 ( 1H, m ), 423 ( 1H, d, J =
153Hz ), 4.6-4.75 ( I1H, m ), 727 ( IH, d, ] =
7.2Hz ), 7.67 ( IH, d, J = 5.7Hz ), 8.45-8.6 ( 2H,
m ), 8.88 ( 1H, br). 10.33 ( 1H, m ), 14.95 ( 1H,
br).

2 I'iapoxutopun

755

TH-SIMP ( DMSO-d6 ) oppm : 1.0-1.19 ( 2H, m ),
1.31-1.46 ( 1H, m ), 1.51 (3H,s ). 1.52 (3H, s),
1.60-1.89 ( 3H, m ), 1.93-2.08 ( 2H, m ). 3.00
(1H, d, J = 129Hz ). 3.46 ( 1H, d. J = 13.0Hz),
3.90-4.01 ( 1H, m ), 3.95-4.08 ( IH. m ). 6.96
(1H, dd. ] =2.1. 11.0Hz ), 7.41 ( IH, dd, J = 2.2,
9.1Hz ), 7.46 ( IH,d. } = 5.4Hz), 7.86 ( 1H, d, ] =
5.4Hz ), 8.16 ( 1H, br), 9.78 ( 1H, br).

I'inpoxnopua

[0368]
Tabnuus 83

AbcomoTHa KOHdJirypauiﬂ

' CH

fcus

\/’B\N

[Tpukn

AMP

Cinb

756

IH-SIMP ( CDCI3 ) 6ppm : 1.02-1.17 ( 3H, m ),
120 (3H,s). 1.31 (3H,s), 1.34-1.46 (2H, m),
1.47-1.79 ( 3H, m ), 1.81-1.95 ( I1H, m ), 2.45
(3H,d,J = 1.0Hz ), 2.80 ( 1H, d,J = 11.5Hz ),
3.05 (1H. d. J = 11.5Hz ), 3.55-3.65 ( 2H, m ),
639 (1H, dd. J = 1.0. 1L.0Hz ), 6.56 ( 1H, dd, J =
0.8, 7.7z ), 6.95-7.05 ( 1H, m ), 7.06 ( IH, dd, J
=7.9,7.9Hz).

757

TH-AIMP ( DMSO-d6 ) oppm : 1.17-1.37 ( 2H.
m ) 1.37-1.52 (4H, m ), 1.56 ( 3H, s ), 1.61-1.73
(IH m). 1.73-1.99 ( 3H, m ), 2.00-2.15 ( 1H, m ),

237 (38, d. J = 0.9Hz ), 3.00 ( 1H, d, ] =
13.3Hz), 3.28 ( iH.d, ] = 13.2Hz), 3.7-3.85 ( 1H,
m ). 3.95-4.1 { [H, m ), 4.92 ( 1H, br ), 6.40 ( 1H,
d.1=0.8Hz). 6.89 ( 1H. dd.J=2.1.8.6Hz ), 7.05
(1H, d, J = 1.5Hz ), 7.33 ( 1H, d, J = 8.5Hz ),
8.15-8.35 ( 1H. m ). 10.0-10.2 ( 1H, m).

2 T'igpoxnopua
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758

1H-AMP ( DMSO-d6 ) éppm : 1.01-1.19 ( 2H,
m), 1.33-1.44 (1H. m ), 1.48 (3H, s ), 1.51 ( 3H,
$), 1.59-2.07 (5H, m ), 3.01 ( 1H,d, J = 13.0Hz),
328 (1H.d,J = 13.1Hz), 3.75-3.9 ( 1H, m ), 4.0-
415 (1H, m ), 6.83 ( 1H, dd, J = 5.9, 13.5Hz ),
7.36 ( 1H ,dd. J = 2.6, 2.6Hz ), 8.0-8.2 ( 2H, m ),
9.7-9.9 ( 1H, m).

lNinpoxnopun

759

1H-SMP ( DMSO-d6 ) dppm : 1.0-1.2 (2H, m ),
1.34-1.44 ( 1H, m ), 1.50 (3H,s ), 1.53 ( 3H,s),
1.60-2.06 ( SH, m ), 3.05 ( 1H, d, J = 12.8Hz ),
327(1H.d,) = 13.0Hz), 3.84 (3H, s ), 3.88-4.00
(2H, m ), 6.66 (1H,d, J=8.5Hz),6.75 ( IH.d,}
=85Hz),6.93 (1H,1 =22Hz), 792 (1H.d,J =
2.2Hz),8.0-8.25 ( 1H, m ), 9.55-9.8 (1H, m ).

lMapoxnopun

760

F F
0
iiz |
OCHj
OCH,

IH-SIMP ( CDCI3 ) dppm : 0.99-1.27 ( SH, m ),
1.28 (3H,s), 1.33-1.47 (2H, m ), 1.48-1.84 ( 5H,
m ), 2.77-2.90 { 2H, m ), 3.45-3.55 ( 1H, m ),
3.55-3.65 ¢ 1H, m ), 401 (3H,s),6.51 ( 1H,d,
=2.0Hz). 6.58 (1H, d,J =2.1Hz ), 6.63 ( 1H, d, J
=2.1Hz).7.53 (1H,d.J =2.0Hz).

761

IH-AAMP ( DMSO-d6 ) oppm : 1.05-1.25 ( 2H,
m). 1.35-1.45 (1H. m ), 1.48 (3H, s ), 1.52 ( 3H,
s ), 1.6-2.05 ( SH, m ), 3.13 ( 1H ,d, J = 13.2Hz ),
328 (1H,d.J=13.5Hz), 3.9-4.0 ( 1H, m ), 4.0-
4.1 (1H.m ), 6,63 ( 1H,dd,J=2.1, 12.3Hz ), 7.09
(1H,dd, J = 13,87Hz), 722 ( 1H, dd. ] = 0.7,
22Hz ), 796 ( 1H,d, J = 23Hz ), 8.0-8.2 ( 1H,
m ), 9.6-9.9 (1H, m ).

Tiapoxnopua

762

IH-AMP ( DMSO-d6 ) dppm : 1.16-1.34 ( 2H,
m ). 1.35-1.45 (1H. m ), 1.47 ( 3H, 5 ), 1.54 ( 3H,
$), 1.66-1.89 ( 3H, m ), 1.92-2.11 (2H, m ), 3.25
(1H,d,}=136Hz), 345 (1H,d, ] = 13.4Hz ),
3.83-4.02 ( 1H, m ), 4.20-4.38 ( 1H, m ), 6.68
( 1H, dd, J = 2.0, 12.2Hz ), 6.87-7.05 ( 2H, m ),
8.02 ( 1H, d, J=2.1Hz), 824 ( 1H, br), 9.7-10.0
(IH, m).

lizpoxnopun

763

IH-SIMP ( DMSO-d6 ) dppm : 1.27-1.47 ( 6H,
m). 1.53 (3H.s), 1.61-1.96 ( 4H. m ), 1.97-2.09
(1TH, m ), 3.00 ( 1H, d,J = 13.6Hz ), 3.45 ( 1H, d,
J=13.5Hz ), 3.71-3.81 ( 1H, m ), 4.05-4.15 ( 1H,
m). 6.81-6.93 (2H. m ), 6.98-7.04 ( 1H, m ), 7.83
(1H, d. J=22Hz ). 8.1-83 ( IH, m ), 9.8-10.0
(1H,m).

lnpoxsnopun

764

IH-AMP | DMSO-d6 ) dppm : 1.18-1.48 ( 6H,
m ). 153 ( 3H. s ), 1.62-1.93 ( 4H, m ), 1.95-2.13
(JH, m ). 3.00 ( 1H, & J = 13.3Hz ), 3.30 ( 1H. d,
J=132Hz ), 3.7-3.85 ( 1H, m ), 3.95-4.1 ( IH,
m ). 4.83 ( I1H. br), 6.91 ( 1H, dd, J =2.2,3.0Hz).
6.94 (1H. d, J 2.1Hz), 7.01 ( 1H, dd, J = 2.1,
142Hz ), 7.99 ( 1H. d. J=2.1Hz), 8.12 ( 1H, br),
9.86 (iH. br).

2 INiapoxnopun

765

F
A\
O
F
T\\
Z 0
Cl

TH-IMP { DMSO-d6 ) dppm : 1.21-1.37 ( 2H,
m ). 1.37-1.47 (4H, m ), 1.52 (3H s ), 1.62-1.90
(4H, m), 1.95-2.08 ( 1H, m ), 3.02 ( 1H. d. J =
13.2Hz),3.29 ( 1H.d, J = 13.2Hz ), 3.75-3.9 ( IH,
m ). 3.95-4.1 (1H, m), 6.92 ( 1H, d, } = 2.2Hz),
7.12 (1H.d.J =22Hz ), 7.16 ( 1H, d, ] = 2.2Hz),
8.01 ( 1H. d.J = 2.1Hz ), 8.06 ( 1H, br ), 9.74
(1H, br)

[apoxnopua
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766

I[H-IMP ( DMSO-d6 ) dppm : 1.19-1.36 ( 2H,
m ). 1.38-1.48 (4H, m ), 1.52 ( 3H, s ), 1.62-1.89
(4H, m ), 1.93-2.06 ( 1H, m ), 3.03 ( 1H, d,J =
13.3Hz ), 3.25-3.4 ( 1H, m ), 3.75-3.9 ( 1H, m ),
4.0-4.1 (YH, m ), 7.22 ( 1H, d, J = 2.4Hz ), 7.37
( IH, dd. ] = 2.5. 93Hz ), 762 ( IH, d, I =
92Hz ), 7.95 (1H,d, ] =0.7Hz ), 8.06 ( 1H, br),
9.64 ( 1H. br ).

Iizpoxnopun

767 W'\O/’“E

TH-SMP ( DMSO-d6 ) oppm : 1.15-1.29 ( 8H,
m ), 1.26-1.40 ( 2H, m ), 1.48-1.80 ( 4H, m ),
1.80-1.96 ( IH. m ), 2.83 ( 1H. d, J = 12.8Hz ),
2.9-3.85 (4H, m ). 3.9-4.0 ( 1H, m ), 6.55 ( 2H,
$).7.09 (1H.s). 7.13 ( 1H, dd, J = 2.1, 8.9Hz ),
7.56 ( 1H.d, ) =8.9Hz),7.89 ( 1H, d, ) = 0.6Hz).

®dymapar

768

1H-5AIMP ( DMSO-d6 ) dppm : 0.85-1.1 ( 2H, m ),
1.2-135 ( 7H. m ), 1.4-1.8 ( 4H, m ), 1.85-2.05
(IH, m ), 278 ( IH, d, J = 11.8Hz ), 2.85-4.5
(5H,m). 65(1H.s), 658 ( IH.d, ] = 8.6Hz),
7.0-7.4¢(3H, m),7.99( IH,d, J=22Hz).

1/2 dymapar

[0369]
Tabnnus 84

AbcoaroTHa KOHdirypatlis

SIMP

Ciab

769

IH-AMP ( CDCI3 ) Sppm : 1.11-1.18 ( 20H, m ),
1.22 (3H,s), 1.26-1.36 (4H, m ), 1.37-1.49 ( 2H,
m ), 1.64-1.87 ( 7TH, m ), 2.82 ( 1H. 4, J =
11.8Hz ). 3.02 ( 1H, d, J = 11.8Hz ), 3.45-3.55
(1H, m ) 3.6-37( I1H, m ), 6.82 ( IH, s ), 6.86
( IH, dd. } = 2.0, 89Hz ), 7.54 ( 1H, d, ] =
8.8Hz), 8.04 ( IH,d, J = 0.8Hz).

770

1H-SIMP ( CDCI3 ) oppm : 1.11-1.19 ( 19H, m ),
121 (3H,s), 1.23-1.31 (2. m ), 1.35 ( 3H, s ),
1.37-1.46 ( 2H, m ), 1.62-1.85 ( 6H, m ), 1.95-2.04
(1H, m), 3.03 ( 1H,d, J = 11.9Hz ), 3.09 ( 1H, 4,
) = 12.0Hz ), 3.55-3.65 ( 1H. m ), 3.8-3.9 ( 1H,
m ), 641 ( 1H, d, J = 7.5Hz ), 7.05 ( 1H, d, J =
84Hz ). 7.16 ( 1H, dd. J = 7.6. 8.3Hz ), 8.26 ( 1H,
d.J=0.8Hz).
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771

1H-5IMP ( CDCI3 ) éppm : 1.17-1.23 ( 21H, m ),
1.25-1.33 ( 5H.m), 1.33-1.50 (3H, m ), 1.62-1.90
(4H, m), 1.93-205 (3H, m ), 282 ( 1H,d, J =
11.8Hz ). 3.00 ( 1H, d. J = 11.8Hz ), 3.45-3.50
(1H, m). 3.55-3.65 ( 1H, m ), 6.88-6.95 ( 2H, m ),
728 (1H.s), 7.41-748 ( 1H, m).

772 \ﬂ

TH-AMP ( CDCI3 ) oppm : 0.93-1.17 (21H, m ),
1.19 (3H.s ), 1.23-1.44 ( 5H, m ), 1.58-1.78 ( 6H,
m ), 1.78-1.93 ( 1H. m ), 2.67 ( 1H, d. J =
11.2Hz ), 3.09 ( 1H. d. J = 11.2Hz), 3.5-3.6 ( 1H,
m), 3.6-3.7 ( 1H, m ), 6.39 ( 1H, dd. J = 3.4,
8.3Hz), 6.65 ( 1H, dd. J =3.2,3.2Hz), 6.72 ( 1H,
d.J=8.212.7Hz). 7.25 ( IH.d, J = 3.2Hz).

=N 1H-SIMP ( CDCI3 ) dppm : 1.12-1.29 ( 27H, m ),
b 1.30-1.48 (2H, m ), 1.62-1.82 (4H, m ), 1.93-2.07
N /EH3 (3H,m ). 2.78 ( 1H,d.J = 11.6Hz ), 2.93 ( 1H. d,
\ 2 3 n 2
L CH, J=116Hz ) 345355 (1H. m), 3.63.7 ( 1H,
773 /I/SI 3 m).6.92( 1M, d J=24Hz), 7.07 ( 1H, dd, J = -
¥c;|-|3 25,94Hz ), 724 ( IH, s ), 746 ( 1H d, ] =
CH CH; 9.4Hz ).
N 1H-IMP ( CDCI3 ) 5ppm : 1.09-1.16 ( 19H, m ),
CHs 1.20 (3H, s), 1.23-1.32 ( 5H, m ). 1.33-1.48 ( 2H,
N\S/—CH3 m ), 1.61-1.90 ( 7H, m ), 2.81-2.91 ( 2H, m ),
774 i 3.49-3.55 ( 1H, m ), 3.55-3.63 ( 1H, m ), 6.40 .
NCH3  (1H,d,1=34Hz).7.21 ( 1H,d. J = 3.4Hz ), 7.3
CH; CH3y  (1H,d.§=238Hz). 806 (1H,d.J=2.7Hz).
H3C CHj TH-AMP ( CDCI3 ) dppm : 1.07-1.17 ( 19H, m ),
Y CH. 21 (3H.s), 1.23-1.35 (SH, m), 1.37-149 (2H,
N—Si— 3 m). 1.63-1.90 (6H. m), 1.96-2.09 ( 1H, m ), 3.05
775 }\ CH, (1H,d,J=126Hz), 338 (1H, d, ] = 12.5Hz), “
N CH 3.48-3.54 ( 1H, m ), 3.94-4.02 ( 1H, m ), 6.33
% HaC 8 (1H,d, J=56Hz).6.54 ( 1H,d, J=3.6Hz), 7.10
(1H,d,J=3.6Hz).7.98 (1H,d, ] =5.5Hz).
H3C CH, IH-AAMP ( CDCI3 ) ppm : 1.1-1.18 ( 19H, m ),
Y CH;  118-122(4H, m). 1.34(3H, s ), 1.36-1.44 ( 2H,
N“Si’LCH m). 1.61-1.84 ( 7H. m ), 1.86-1.98 ( 1H, m ). 2.81
776 3 (1H,d,J=114Hz ). 3.07 ( IH, d, J = 11.4Hz ), .
}\CH3 3.6-3.65 ( 1H. m ), 3.65-3.75 ( 1H, m ), 6.30 ( 1H,
E CHj dd. J = 3.0, 82Hz ), 6.86 ( 1H, dd, J = 82,
12.0Hz ),8.24 ( 1H.d, } =3.1Hz).
[0370]
Tabnuus 85
AGcontoTHa KOHDirypauis
H
2N EHs
[ 7] CH;
\"""a‘\r\‘f”-
R4
Egpen R AMP Cin
an.
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777

9

ZT

Z

X

TH-AAMP ( CDCI3 ) éppm : 1.07 ( IH. br ), 1.16-
1.33 ( 8H, m ), 1.35-1.50 ( 2H. m ), 1.64-1.88
(4H, m ). 2.81 ( 1H,d,J =11.8Hz), 3.05 ( 1H, d,
J=11.8H2), 3.46-3.53 ( 1H, m ), 3.68-3.79 ( 1H,
m).6.71 ( [H,s),6.92(1H,d,J=2.0,9.0Hz),
7576 ( 1H, m ), 7.89 ( 1H, d, J = 0.9Hz ), 9.7
( 1H, br).

778

IH-IMP ( CDCI3 ) éppm : 0.94-1.24 ( 6H, m ),
1.33(3H,s), 1.37-1.47 ( 2H, m ), 1.63-1.80 ( 3H,
m ), 1.88-2.02 ( 1H, m ), 3.02 ( 1H, d, J =
11.8Hz ), 3.09 ( 1H, d, J = 11.9Hz ), 3.62-3.68
(1H, m), 3.83-3.92 ( 1H, m ), 643 ( 1H,d,J =
7.6Hz ), 6,97 (1H,d. ] =83Hz ), 7.23 ( 1H, dd, J
=7.7,8.1Hz),8.10 ( IH.d, ) =0.9Hz ), 9.96 ( 1H,
br).

779

ZT
N IZ\Z/E

P

1H-AMP ( CDCI3 ) dppm : 0.95 ( IH. br ), 1.15-
135 ( 8H, m ), 1.35-1.52 ( 2H. m ), 1.52-1.90
(4H, m ), 2.81 ( 1H,d, ] = 11.9Hz ), 3.03 ( IH, d,
J= 11.8Hz ), 3.45-3.55 ( 1H, m ), 3.65-3.8 ( 1H,
m ), 6.66 ( 1H,s), 6.95 ( 1H, dd, J = 2.1, 9.0Hz ),
7.06 ( 1H, dd, J = 0.8, 2.0Hz ), 7.46 ( 1H, d, J =
9.0Hz), 8.23 ( 1H, bs ).

780

L

TH-AIMP ( CDCI3 ) oppm : 0.95-1.11 ( 3H, m ).
120 (3H,s), 1.28-1.44 (5H, m ), 1.59-1.79 ( 3H,
m ), 1.79-1.93 ( 1H. m ), 270 ( 1H. d, J =
11.3Hz ), 3.08 ( 1H, d, J = 11.3Hz ), 3.6-3.7 ( 2H,
m ). 6.35 ( 1H, dd, J = 3.8, 8.3Hz), 6.61 ( 1H, dd.
J=32,5.6Hz), 6.76 ( 1H, dd, J = 8.3, 10.7Hz ),
7.17 (1H. dd, ] = 2.8, 2.8Hz ), 8.39 ( 1H, br).

781

/-nz;J;

=z

TH-SIMP ( CDCI3 ) 6ppm : 1.01 ( IH, br ), 1.10-
126 (SH,m ), 1.28 (3H,s). 1.31-1.48 (2H, m ),
1.61-1.83 (4H. m ). 2.8] ( 1H. d, J = 11.5Hz ),
2.89 (1H, d. ) = 11.5Hz ), 3.5-3.6 ( 1H, m ), 3.6-
3.7 (1H. m ). 6.95 ( 1H,d,J=2.1Hz ), 7.04 ( IH,
dd, 1 = 0.8, 2.0Hz ), 7.17 ( 1H, dd, J = 2.3,
9.1Hz ), 7.28 ( 1H, d, ] =9.1Hz ), 8.68 ( 1H, br).

782

~/

1H-AMP ( DMSO-d6 ) dppm : 1.00-1.37 ( 9H,
m ), 1.47-1.9 ( SH, m ), 2.90 ( 2H, s ), 2.95-4.35
(4H, m ). 6.27 ( 1H, dd, J = 1.9, 3.3Hz ), 6.49
(1H,s).7.34 ( 1H,dd. J =29, 29Hz). 7.40 ( 1H,
d.J=23Hz ). 8.04 ( 1H, d, ] = 2.6Hz ), 11.30
(1H,s).

1/2 dymapar

783

IH-SIMP ( CDCI3 ) 5ppm : 0.81-1.37 ( 8H, m ),
1.37-1.51 ( 3H. m ). 1.65-1.83 ( 3H, m ), 1.98-2.13
(1H, m ), 3.09 ( 1H, d.J =12.6Hz),3.4-3.5 ( 1H,
m ), 3.5-3.55 ( 1H. m ), 4.0-4.1 ( IH, m ), 6.36
(1H,d, J=5.7H2). 6.50 ( 1H, d, ] = 3.6Hz ), 7.1-
7.2 (1H.m ), 8.0-8.1 ( 1H, m),9.7-10.6 ( 1H, m).

784

NN
—
/' \NH
=N
N
N
I H

1H-AMP ( CDCI3 ) dppm : 1.02-1.17 ( 2H, m ),
122 (3H,s), 1.34 ( 3H, s ), 1.36-1.45 ( 2H, m ),
1.62-1.80 ( 3H, m ), 1.83-1.96 ( 1H, m ), 2.84
(1H,d, J = 11.5Hz ), 3.05 ( IH. d, J = 11.5Hz ),
3.65-3.7 ( 1H, m ). 3.7-3.8 ( 1H, m ), 6.28 ( IH,
dd, J = 3.3, 8.3Hz ), 691 ( 1H, dd, J = 8.2,
10.4Hz ). 8.12 ( IH. d, J = 3.4Hz ), 10.38 ( IH,
br).
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[0371]
Tabmung 86

AbcontoTha koHbirypauis

Ex.
No.

AMP

Cins

785

1H-AMP ( CDCI3 ) oppm : 1.15-1.32 ( 9H, m ),
1.33-1.50 ( 2H, m ), 1.64-1.88 ( 4H, m ), 2.82
(1H,d, J=11.7Hz ), 3.03 ( I1H, d. J = 11.7Hz ),
3.46-3.54 ( 1H, m ), 3.71-3.79 ( 1H, m ), 3.80
(3H,s).6.51 (1H.d. ) =1.7Hz ), 6.96 ( 1H, dd, J
=2.1,90Hz ). 7.02 ( IH,s), 746 ( 1H, d, J =
9.0Hz ).

786

1H-SIMP ( DMSO-d6 ) dppm : 1.0-1.25 (2H, m ),
1.25-1.4 ( 7TH. m ), 1.45-1.9 ( 5H, m ), 2.94 ( 2H,
s ), 3.36 ( 3H, br ). 3.66 ( 1H, br ), 3.7-3.8 ( 4H,
m). 629 ( IH.d.J=3.3Hz). 6.54 (2H, s ). 7.39
(1H,d, J=3.3Hz). 7.43 (1H.d, ] =22Hz), 8.10
(IH, d, J =2.5Hz).

Dymapar

787

1H-5IMP ( DMSO-dé6 ) éppm : 1.15-1.4 (9H, m ),
1.5-1.8 (4H, m ). 2.0-2.15 ( I1H, m ), 3.09 ( IH, d,
J=129Hz),3.43 (1H.d, J = 12.4Hz ), 3.55-3.65
(1H,m ). 3.73 (3H,s),4.05-4.15( 1H, m ), 6.41
(1H,d,J=56Hz).6.49 ( I1H,d, J=3.6Hz), 6.55
(2H,s), 726 ( IH.d.J=3.6Hz), 793 (1H,d,J
=5.6Hz ).

®dymapar

788

TH-MP ( DMSO-d6 ) oppm : 0.97-1.13 ( 2H,
m). 1.33-1.44 ( 1H, m ), 1.51 (3H, s ). 1.53 ( 3H,
s). 1.58-1.67 (1H, m ), 1.67-1.96 ( 3H, m ), 1.96-
2.07 ( 1H. m ), 3.00 ( 1H, d, J = 12.9Hz ), 3.26
(1H,d, ) = 13.0Hz ), 3.85-4.0 ( 1H, m ), 4.05-4.2
(4H, m ). 6.40 ( 1H. dd. J = 3.0, 8.3Hz ), 7.05
(1H,dd. ] =82, 11.8Hz), 8.0-82 ( 1H, m ), 8.38
(1H d,J =2.3Hz),9.65-9.9 (1H, m).

[inpoxnopuzn

789

IH-IMP ( DMSO-d6 ) dppm : 1.00-1.16 ( 2H,
m). 1.34-1.44 ( 1H. m ). 1.50 ( 3H, s ), 1.53 ( 3H,
s ). 1.58-1.96 (4H, m ), 1.98-2.09 ( 1H, m ), 2.98
(1H, d, ] = 129Hz ), 3.24 ( 1H, d, J = 13.0Hz),
3.85-3.95 ( 1H, m ), 3.95-4.08 ( 1H. m ), 4.17
(3H,s).6.24 (1H, dd, ] = 3.2, 8.0Hz), 6.85 ( 1H,
dd. J = 8.0, 11.5Hz ), 7.95-82 ( 1H. m ), 8.74
(1H,d, J=2.8Hz).9.7-10.0 (1H, m).

[izpoxnopun
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Tabnuus 87

AbcoItoTHA KOHGIrypartis

H
~H N CHs

(3L Yo

H

.

-z
=

Ipuka
an

R* SIMP

Cinb

790

1H-SAMP ( DMSO-d6 ) éppm : 1.01-1.25 ( 2H,
m), 1.32-1.42 ( 1H, m ), 1.46 ( 3H, s ), 1.48 ( 3H,
s). 1.58-2.03 (6H. m ), 2.05-2.18 { IH, m ), 2.70-
I 293 (SH, m ). 324 ( 1H.d, J = 12.9Hz ). 3.45-
357(1H. m),3.81-393 (1H, m ), 6.53 ( 1H,d,J
= 11.4Hz ). 6.70 ( 1H. d. J = 8.4Hz ), 8.02 ( I1H,

\

_n
/

br), 9.72 ( 1H, br).

["inpoxnopua

791

IH-AMP ( DMSO-d6 ) &ppm : 0.90-1.21 ( 2H,

m ), 1.28-1.41 ( IH. m ), 1.48 (6H, s ), 1.57-1.67

A (1H, m), 1.67-2.06 ( SH, m ), 2.08-2.21 ( 1H, m ),
70 (1H, d, J = 12.4Hz ), 2.78-3.00 ( 4H, m ),

22-3.42 ( 2H, m ), 3.77-3.92 ( IH, m ), 6.74
IH, dd, J = 4.3, 8.6Hz ). 6.88 ( 1H. dd. ] = 8.6,

~ L N

F 8.6Hz ), 8.01 ( [H,br). 9.73 ( 1H, br).

[iapoxnopun

792

1H-SIMP ( CDCI3 ) oppm : 0.75-1.15 ( 3H, m ),
1.17 (3H,s ), 1.27 (3H, s ). 1.3-1.45 (2H, m ),
1.45-1.75 ( 3H, m ). 1.75-1.95 ( 1H, m ), 1.95-2.1
(1H, m ). 21225 ( 1H, m ), 2.52 ( 1H, d, J =
11.2Hz ), 2.85-3.05 ( SH, m ), 3.1-3.2 ( 1H.

3.45-3.55 ( IH.m ). 6.58 ( IH. d. J = 8.4Hz ), 7.03

Cl (1H,d, J = 8.4Hz).

793

IH-AMP ( DMSO-d6 ) éppm : 1.11-1.24 ( 1H,

m). 1.34-1.42 ( IH. m ), 1.45 ( 3H, s ), 1.47 ( 3H,
s ). 1.59-2.03 ( 6H. m ), 2.05-2.17 ( 1H, m ), 2.7-
295 (SH, m). 327 ( IH, d, J = 12.9Hz ), 3.38-
355 ( IH, m ). 3.79-3.95 ( I1H. m ), 4.28-4.11
Cl (IH.m). 672 (IH.d.J=1.5Hz),694 ( IH, s),

7.9-8.1 ( 1H. m).9.6-9.8 (1H. m).

[Nigpoxnopua

794

IH-IMP ( DMSO-d6 ) dppm : 1.20-1.48 ( 6H.

m ), 1.52 (3H.s), 1.62-1.93 (4H. m ), 1.96-2.12

O F  (1H.m). 297 (1H.d.) = 13.4Hz),3.29 ( 1H. d.
>< J = 134Hz ), 3.7-3.85 ( 1H, m ), 3.9-4.05 ( IH,
F m).670(1H.dd, ) =2.4,89Hz),7.12 ( IH, d. J
=24Hz ). 723 ( 1H,d. ] = 8.9Hz ), 8.18 ( 1H,

br), 9.94 ( IH, br).

Mapoxnopun

795

TH-AMP ( DMSO-d6 ) oppm : 1.1-1.25 ( 9H, m ),
1.25-1.35 ( 1H. m ). 1.45-1.75 (4H, m ), 1.9-2.05

F @) F o (1H.m). 294 (1H.d.J = 122Hz).3.07 (1H.4,
l >< J=123Hz), 3.11-3.62 ( 3H. m ). 3.63-3.71 ( 1H,

o g F  m).657(2H.5).6.72( 1H.d,J =8.0Hz ), 6.75-

6.81 (IH.m), 7.04 ( 1H, dd. ) = 8.3, 8.3Hz).

®ymapar

796

ITH-AMP ( CDCI3 ) dppm : 0.65-1.3 ( 9H, m ),

o> 1.3-1.95 (6H, m ), 2.69 ( 1H,d, ] = 11.5Hz ), 2.79
O (2H, m ). 625 ( 1H.dd, ] = 11.6Hz ). 6.51 ( 1H,

(1H,d, J=11.6Hz), 3.4-3.55 ( 2H, m ), 5.84-5.90

d. J=2.4Hz), 669 ( I|H,d,J=8.5Hz).
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[0373]
Tabnuns 88
AbcontoTHa kondirypatis
HT el
™ ?,/N'N i CE{
R 3
Gl
>3
H é‘;
l'l;;;m R SIMP Cinp
N, HsC. CHs IH-IMP ( CDCI3 ) oppm : 1.01-1.13 ( 19H, m ),
l Y CHy 114-1.28 ( I11H, m ), 1.31-146 (2H, m ), 1.60-
797 0—8i—< 1.76 (4H, m ), 2.67 ( 1H, d, J = 11.6Hz ), 2.83 i
J__CHs (1H.d.J=11.5Hz), 3435 (2H,m ), 6.69-6.74
HoC~ CHz ~ (2H.m).6.74-6.80 (2H,m).
TH-5IMP ( CDCI3 ) oppm : 1.07-1.16 ( 19H, m ),
HaC, CHs 1.16-1.33 ( 11H, m ), 1.33-1.47 ( 2H, m ), 1.62-
Y CH; 1.80 (4H.m ), 2.68 ( 1H, d, J = 12.0Hz ), 2.97
798 0—Si—~< (1H,d. )= 119Hz ). 3.4-345 ( IH, m ), 3.55-3.6 -
\©/ A CHs  (1H, m). 625635 (1H, m ). 6.37 ( 1H .dd, J =
HsC® CHs 2.4, 7.8Hz),6.43 (1H.dd, J = 1.9, 8.3Hz ), 7.03
(1H,dd, ] =8.1,8.1Hz ).
IH-AMP ( CDCI3 ) éppm : 1.07-1.14 ( 19H, m ),
H3CYCH3 1.14-1.29 ( 11H, m ). 1.29-1.47 ( 2H, m ), 1.59-
. CHz 177 (4H.m ), 2.70 ( 1H. d, J = 11.7Hz ), 2.92
799 O*S'*<CH (1H,d, ] = 11.7Hz ), 3.43.5 ( 1H, m ), 3.55-3.65 g
o )\CHa 3 (IH,m). 3.75 (3H,s ), 4.78-4.89 ( 2H, m ), 6.65
éHsljaC (1H,dd, J=3.1,8.8Hz),6.71 ( 1H, d, ] =8.8Hz).
7.22 (1H, d, J =3.0Hz ).
IH-IMP ( CDCI3 ) oppm : 1.06-1.13 ( 18H, m ),
s FH3CYCH3 1.14-1.29 ( 12H, m ), 1.32-1.48 ( 2H, m ), 1.48-
800 —  )-0—gi<"T3 176 (4H. m ), 265 (1H, 4, J = 11.8Hz ), 2.83 )
\_ 7/ T__cHs (1H, d, J = 11.6Hz ). 3.35-3.45 ( 1H, m ), 3.45-
H.Q” CHy o~ 3.55(1H.m ), 6.39-6.48 (1H,m), 6.5 ( 1H, dd,
3 J=29.14.1Hz ). 6.79 ( 1H, dd, ] = 9.4. 9.4Hz ).
ClHsC_ CH3 TH-5IMP ( CDCI3 ) oppm : .11 ( I8H, d. J =
= Y CH, 72Hz ),IISI°I(4Hm)I”1I3:(7Hm)
S01 N/ ~-0—8i—~ 1.34-147 ( 2H, m ), 1.47-1.77 ( 5H, m ), 2.66 )
) CHs  (1H,d, 1= 11.5Hz), 281 ( 1H, d.J = 11.6Hz ),
HsC" CH3  34.355(2H.m), 6.61 (1H,d.J = 3.0, 89Hz ).
6.78 ( 1H.d.J=89Hz ), 6.81 ( IH.d.J =3.0Hz).
HsC. CHs TH-SIMP ( CDCI3 ) oppm : 1.04-1.11 ( I8H, m ),
Y CHs 111-122(7H.m), 1.23 (3H, s ), 1.26-1.49 ( 4H,
= 0O—Si—~_ m ), 1.64-1.79 ( 4H, m ), 2.71 ( 1H, d, J =
802 \ / J o CHa 11912 ),3.01 (1H.d. J = 11.9Hz ), 3.4-3.5 ( 1H, )
HaC™ CHs 1) 3.6-3.7 ( IH, m ). 473 ( 2H. s ), 6.79-6.86
(2H,m ). 7.18-723 (2H, m),
T 1H-IMP ( CDCI3 ) oppm : 1.03-1.1 ( 18H, m ),
e TS NG é 1.12-1.48 ( 13H. m ). 1.50-1.82 ( 5H, m ), 2.70
\(\\/\/ g3 (1R, 4,1 = 120H2),299 (1H, 4, )= T2 mz
803 A" T CHy 335345 (1H, m ), 3.55:3.65 ( 1H. m ), 477 -

(2H,s). 647 ( 1H. dd, J = 2.4, 14.0Hz ), 6.61
(1H,dd, ] =24, 8.6Hz). 732 ( 1H. dd. J] = 8.8,
8.8Hz ).
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804

TH-AIMP ( CDCI3 ) oppm : 1.03 ( 18H, d, ] =
24Hz), 1.13-127 (9H, m ). 1.27-1.77 ( 6H, m ),
267 ( 1H, d. J = 11.6Hz ). 2.80 ( 1H, d. J
11.5Hz ), 3.4-3.55 ( 2H, m ), 4.96 ( 2H. s ), 6.42
(1H,d, J =2.9Hz). 6.70 ( 1H.dd. 1 =2.9, 8.8Hz),
6.80 ( 1H.d, ) =8.8Hz ).

It

[0374]

Tabnuisa 89

AbGcosntorHa Kondirypauis

2 \,CH
[\g ] (JH‘S

III

Hpum

AMP

Cinb

—@

IH-SIMP ( CDCI3 ) dppm : 1.00-1.48 ( I1H, m ),
1.54-1.87 (4H. m ), 2.70 ( 1H, d, J = 10.4Hz ),
2.81 (1H.d.J=11.5Hz ). 3.3-3.65 (2H, m ), 6.75
(4H, bs ).

806

G

H

TH-IMP ( CDCI3 ) dppm : 1.14-1.49 ( 11H, m ),
1.60-1.83 ( 4H. m ), 2.71 ( 1H, d. J = 12.1Hz ),
3.03 (1H. d. J = 12.0Hz ), 3.37-344 ( 1H, m ),
3.56-3.67 ( 1H, m ), 6.16-6.23 ( 1H, m ), 6.33
( 1H, dd, J = 2.3, 2.3Hz ), 6.43 ( 1H, dd, J = 2.1,
8.4Hz), 7.06 ( 1H,dd, ] =8.1, 8.1Hz).

807

TH-SIMP ( DMSO-d6 ) oppm : 1.0-1.25 ( 2H, m ),
1.25-14 ( 7TH.m ), 1.4-1.85 ( 5H, m ). 2.78 ( 1H,
d.J=123Hz),2.90 ( 1H, d. J = 12.1Hz ), 2.95-
4.1 (9H, m ), 444 (2H,s ), 6.50 ( 2H, s ), 6.71
(1H,dd. J=2.8,8.8Hz),6.79 ( 1H, d, ] = 8.9Hz),
6.97 (1H.d.J=2.7Hz).

®dymapar

808

IH-AMP ( CDCI3 ) dppm : 1.10-1.27 ( 9H, m ),
1.31-1.48 ( 1H, m ), 1.49-2.01 ( 6H, m ). 2.68
(1H,d, ] = 11.5Hz ), 2.78 ( 1H,d, J = 11.5Hz ),
34-355(2H, m ), 6.73 ( 1H, dd, ] = 2.8, 8.9Hz ),
6.78 (1H,d,J=2.8Hz ), 6.89 (1H, d, ] = 8.9Hz).

809

1H-AMP ( CDCI3 ) dppm : 1.17-1.61 ( 12H, m ),
1.62-1.83 { 4H. m ), 2.72 ( 1H, d, J = 11.9Hz ),
3.05('H.d. 1= 119Hz),3.4-3.45 ( 1H, m ), 3.6-
37 (1H,m ), 4.56 (2H, s ). 6.80-6.86 ( 2H, m ).
7.20-7.25 ( 2H, m ).

810

CC
L
o
e %

1H-AIMP ( CDCI3 ) dppm : 0.91 ( 1H, br ), 1.17-
1.48 ( 10H, m ). 1.56 ( 1H, br ), 1.62-1.84 ( 4H,
m ). 271 (1H,d, J=12.1Hz ), 3.02 ( 1H, d, J =
12.0H ). 3.35-3.45 ( 1H, m ), 3.55-3.65 ( 1H, m ),
462 (2H,d, ] =3.2Hz), 6.51 ( 1H, dd, J = 2.5,
14.0Hz ). 6.59 ( 1H, dd, J = 2.5, 8.5Hz ), 7.19
( 1H,dd,J = 8.8, 8.8Hz ).
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813

1H-AMP ( CDCI3 ) dppm :
0.93-1.09 ( 3H, m ), 1.16
( 3H, s ), 1.23-1.34 ( 4H,
m ), 1.34-144 ( 2H, m ),
1.44-1.75 ( 2H, m ), 1.79-
1.92 ( 1H, m ), 2.37 ( 3H,
s ), 241 ( 1H, d, J =
11.0Hz ), 2.83-2.91 ( 1IH,
m ), 310 ( 14, d, } =
11.1Hz ), 3.51-3.57 ( 1H,
m), 6.79 ( 1H, dd, J = 2.1,
7.1Hz ), 6.99-7.08 ( 2H, m ).

-CH3 -Cl -H -H  -H

814

1H-SIMP ( CDCI3 ) dppm :
0.78-1.13 ( 3H, m ), 1.16
( 3H, s ), 1.28-1.42 ( 5H,
m ), 1.54-1.76 ( 4H, m ),
1.81-1.95 ( 1H, m ), 2.34
(3H,s),243 (1H,d,J =
-CH3 -H -H -H -H 11.1Hz ), 2.87-2.96 ( 1H,
m ), 3.13 ( 1H, d, J =
11.1Hz ), 3.47-3.58 ( 1H,
m ), 6.88 ( 1H, dd, J = 1.0,
7.9Hz ), 6.91-6.97 ( IH, m ),
7.07-7.15 ( IH, m ), 7.17
(1H,dd,J=0.7, 7.5Hz ).

Iigpoxsopua

815

1H-5IMP ( DMSO-d6 )
oppm : 1.16-1.33 ( 2H, m ),
1.34-1.48 ( 4H, m ), 1.49-
1.56 ( 3H, m ), 1.61-1.93
( 4H, m ), 1.97-2.11 ( 1H,
m ), 2.19 ( 3H, s ), 2.91
(1H,d, J=13.2Hz), 3.19-
332 ( 1H, m ), 3.68-3.80
( 1H, m ), 3.87-3.99 ( 1H,
m), 4.35-6.4 ( 1H, m), 6.83
(2H, d,J = 84Hz ), 7.02
(2H,d,J=8.1Hz), 8.0-8.35
( 1H, m ), 98-102 ( 1H,
m).

-H -H -CH3 -H -H

2 I'igpoxnopun,

816

1H-IMP ( DMSO-d6 )
Sppm : 0.96-1.18 ( 2H, m ),
1.28-145 ( 1H, m ), 1.49
(3H,5),1.52(3H,s), 1.56-
167 ( 1H, m ), 1.67-1.83
( 2H, m ), 1.83-2.10 ( 2H,
m ), 220 ( 3H, s ), 2.22
-CH3 -CH3 H H -H (3H,5),25(1H,d, =
12.6Hz ), 3.0-3.15 ( 1H, m),
3.25-3.4 ( 1H, m ), 3.8-3.95
(1H, m), 682 (1H,d,J =
7.8Hz ), 6.90 ( 1H, d, ]
7.4Hz ), 7.03 ( 1H, dd, J =
7.7,7.7Hz ), 8.02 ( 1H, br ),
9.65-9.9 (1H, m).

([

Tizpoxnopun
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817

-H

-CH3

-Cl

-H

-H

1H-IMP ( DMSO-d6 )
dppm : 1.21-1.49 ( 6H, m ),
1.53 ( 3H, s ), 1.63-1.96
( 4H, m ), 1.96-2.16 ( 1H,
m ), 226 ( 3H, s ), 293
( 1H, d, J = 13.5Hz ), 3.36
(1H, d, J = 13.4Hz ), 3.65-
38 ( IH, m ), 3.95-4.05
( 1H, m ), 443 ( 1H, br ),
6.79 ( 1H, dd, J = 29,
88Hz ), 6.93 ( 1H, d, J
2.8Hz ), 720 ( 1H, d, J
8.8Hz ), 8.1-84 ( 1H, m ),
9.8-10.2 (1H, m).

o

Iinpoxsiopun

818

-CH3

1H-AMP ( DMSO-d6 )
Sppm : 1.16-1.35 ( 2H, m ),
1.35-148 ( 4H, m ), 1.52
( 3H, s ), 1.62-1.95 ( 4H,
m ), 1.95-2.14 ( 1H, m ),
2.18 ( 3H, d, J = 1.6Hz ),
293 (1H, d, J = 13.2Hz ),
321 (IH, d,J = 13.1Hz ),
3.7-3.8 { 1H, m ), 3.85-4.0
( 1H, m ), 4.05-5.8 ( 1H,
m ), 6.71-6.81 ( 1H, m ),
685 ( 1H, dd, J = 2.9,
6.6Hz ), 6.97 ( 1H, dd, J =
9.1, 9.1Hz ), 8.05-8.3 ( 1H,
m ), 9.85-10.2 (1H, m).

Iiapoxsopun

819

-CH3

F

-H

-H

IH-AIMP ( DMSO-d6 )
Sppm : 0.98-1.20 ( 2H, m ),
1.3-1.43 ( 1H, m ), 1.50
(3H,s), 1.51 (3H,s), 1.56-
1.69 ( 1H, m ), 1.69-1.87
( 2H, m ), 1.87-2.08 ( 2H,
m ), 220 ( 3H, 4, J =
2.3Hz ), 267 ( 1H, d, J =
12.6Hz ), 3.15-3.25 ( 1H,
m ), 336 ( 1H, d, J =
12.8Hz ), 3.8-4.0 ( 1H, m ),
6.83 ( 1H, d, J = 8.0Hz ),
6.89 ( 1H, dd, J = 8.8,
88Hz ), 7.16 ( IH, dd, J =
79, 152Hz ), 8.08 ( 1H,
br), 9.7-10.0 ( 1H, m ).

Tigpoxsopus

820

-CH3

-H

-H

IH-AMP ( DMSO-d6 )
Sppm : 1.14-1.41 (9H, m ),
1.50-1.90 ( 5H, m ), 2.09
(3H, d, J =0.8Hz ), 2.78
(1H, d, J = 12.8Hz ), 3.19
(1H,d,J =12.8Hz), 3.5-3.6
(1H,m),3.839(1H, m),
6.52 ( 2H, s ), 6.60-6.71
(2H,m), 7.05 ( 1H, dd, J =
8.9, 8.9Hz ).

®dymapar
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821

-H

-CH3

H

H

IH-5IMP ( DMSO-d6 )
Sppm : 1.15-1.40 ( 9H, m ),
1.5-1.9 ( 5H, m ), 2.19 ( 3H,
d,J =0.8Hz),2.78 (1H,d,
J=12.7Hz),3.18 ( 1H, d, J
= 12.7Hz ), 3.5-3.6 ( 1H,
m), 3.8-3.9 ( 1H, m ), 6.54
(2H, s), 6.80 ( 1H, dd, J
2.6, 8.5Hz ), 6.90 ( 1H, d,
=26Hz), 7.13 (1H, d, J
8.5Hz ).

Il e |l

dymapar

822

-H

IH-5IMP ( DMSO-d6 )
Sppm : 1.12-1.21 ( 4H, m ),
1.22 ( 3H, s ), 1.24-1.37
( 2H, m ), 1.45-1.77 ( 4H,
m ), 1.77-1.92 ( 1H, m ),
2.72 ( 1H, d, J = 12.5Hz ),
3.18 (1H, d, J = 12.4Hz ),
3.40 ( 1H, brs ), 3.75-3.85
( IH, m ), 6.50 ( 1H, s ),
6.67 ( 1H, dd, J = 1.6,
7.7Hz ), 6.8-6.9 ( 2H, m ),
7.16 ( 1H, dd, J = 8.1,
8.1Hz).

1/2 dymapar

823

-CH3

-OCH3

-H

-H

-H

IH-IMP ( DMSO-d6 )
dppm : 1.0-1.17 ( 2H, m ),
1.29-1.43 ( 1H, m ), 1.48
(3H,s), 1.51 (3H,s), 1.56-
2,05 ( 5H, m ), 2.12 ( 3H,
s ), 262 ( IH, d, J =
12.6Hz ), 3.05-3.2 ( 1H, m ),
3.3-3.4 (1H,m), 3.76 ( 3H,
s ), 3.85-3.95( 1H, m ), 6.61
( 1H, d, J = 79Hz ), 6.72
( 1H, d, J = 82Hz ), 7.10
( 1H, dd, J = 8.1, 8.1Hz ),
7.99 ( 1H, br), 9.5-9.8 ( 1H,
m).

Figpoxnopua

824

-H

-H

-OCHF2

-H

-H

1H-sIMP ( DMSO-d6 )
dppm : 1.21-1.36 ( 2H, m ),
1.36-1.46 ( 4H, m ), 1.52
( 3H, s ), 1.63-1.92 ( 4H,
m ), 1.93-2.09 ( 1H, m ),
294 (1H, d, J = 134Hz ),
333 (1H, d, J = 13.3Hz ),
3.5-4.4 (2H, m ), 6.84-7.26
(5H, m), 8.13 ( 1H, br ),
9.84 ( IH, br).

2 T'iapoxnopun

825

-OCF3

H

1H-AMP ( DMSO-d6 )
dppm : 1.26-1.48 ( 6H, m ),
1.50 ( 3H, s ), 1.63-1.92
( 4H, m ), 1.92-2.06 ( 1H,
m) 296 ( 1H, d, J =
13.6Hz ), 3.44 ( 1H, d, J =
13.5Hz ), 3.72-3.83 ( 1H,
m ), 3.98-4.09 ( 1H, m ),
6.96-7.07 ( 2H, m ), 7.15-
727 (2H, m ), 8.08 ( 1H,
br), 9.67 ( 1H, br).

Cigpoxnopun
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826

I1H-AMP ( DMSO-d6 )
Sppm : 1.10 ( 3H, s ), 1.15-
125 ( 4H, m ), 1.25-145
( 2H, m ), 1.45-1.75 ( 4H,
m), 1.85-2.0 ( 1H, m), 2.75
( 1H, d, J = 13.0Hz ), 2.9-
3.85 ( 4H, m ), 3.85-3.95
( 1H, m ), 6.56 ( IH, s ),
694 ( IH, dd, J = 2.5,
9.1Hz ), 7.09 ( 1H, 4, J
24Hz ), 7.59 ( 1H, d, J
9.0Hz ).

o

1/2 dymapar

827

-H

-F

-OCF3

-H

-H

1H-JIMP ( DMSO-d6 )
Oppm : 1.28-1.46 ( 6H, m ),
1.51 ( 3H 5 ), 1.63-2.10
(5H,m),297 (1H,d, J =
13.8Hz ), 3.54 ( 1H, d, J =
13.8Hz ), 3.65-3.8 ( IH, m),
4.0-415 ( 1H, m ), 681
( 1H, dd, J = 2.2, 9.2Hz ),
705 ( 1H, dd, J = 29,
144Hz ), 7.34 (1H, dd, J =
9.2,92Hz ), 822 ( 1H, br),
9.89 ( 1H, br).

Tigpoxnopux

828

-F

-OCHF2

1H-AMP ( DMSO-d6 )
dppm : 1.09-1.37 ( 9H, m ),
1.44-1.73 ( 4H, m ), 1.75-
1.90 (1H, m), 2.66 ( 1H, d,
J = 12.1Hz ), 3.0-3.7 ( 4H,
m ), 3.7-3.8 ( 1H, m ), 6.52
(1H, m), 667 (1H,d, J=
2.1,9.3Hz ), 6.80-7.22 ( 3H,
m)

1/2 dymapar

829

-Cl

-OCHF2

-H

IH-IMP ( DMSO-d6 )
Sppm : 1.08-1.37 ( 9H, m ),
1.43-1.59 ( 1H, m ), 1.59-
1.74 ( 3H, m ), 1.75-1.90
(1H, m), 269 (1H,d J=
12.3Hz ), 2.8-4.2 ( SH, m ),
6.52 ( 1H, s ), 6.82-7.25
(4H, m).

1/2 ®ymapar

830

-H

-OCHF2

-H

-H

-H

IH-5IMP ( DMSO-d6 )
oppm : 1.13-1.41 (9H, m ),
1.46-193 ( 5H, m ), 2.75
(1H,d, ) =12.5Hz), 2.8-4.4
(6H, m), 646 (1H,d.J =
8.1Hz ), 6.54 ( 2H, 5 ), 6.62
(1H,s), 6.76 ( IH, dd, J =
8.4Hz), 7.0-7.4 (2H, m ).

1/2 ®dymapar

831

-OCHF2

-F

-H

IH-IMP ( DMSO-d6 )
oppm : 1.02-1.36 ( 9H, m ),
1.44-1.59 ( 1H, m ), 1.59-
1.74 ( 3H, m ), 1.74-1.87
( 1H, m ), 2.65-4.5 ( 6H,
m ), 6.52 ( 1H, s ), 6.7-6.8
(2H,m), 7.0-7.4 (2H, m ).

1/2 ®ymapar
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832

-H

-OCHF2

1H-SIMP ( DMSO-d6 )
oppm : 1.10-1.38 ( 9H, m ),
1.44-1.74 ( 4H, m ), 1.76-
1.91 (1H, m ), 2.69 ( 1H, d,
J=123Hz ), 2.75-4.2 ( 5H,
m ), 6.53 (1H, s ), 6.75-6.85
( 2H, m ), 7.05-7.45 ( 2H,
m).

1/2 ®ymapar

833

-H

-OCHF2

-H

IH-IMP ( DMSO-d6 )
dppm : 1.06-1.23 ( 7H, m ),
123-137 ( 2H, m ), 1.43-
1.74 ( 4H, m ), 1.75-1.89
(1H,m), 269 (1H,d,J=
12.4Hz ), 2.9-3.75 ( 4H, m ),
3.75-3.85 ( 1H, m ), 6.53
( 1H, s ), 7.00-7.41 ( 4H,
m).

1/2 ®ymapar

834

-OCHF2

-OCHF2

IH-5IMP ( DMSO-d6 )
Sppm : 1.1-1.4 ( 9H, m ),
1.44-1.76 ( 4H, m ), 1.76-
1.90 ( 1H, m ), 2.69 ( 1H, d,
J=122Hz ), 2.8-4.25 ( 5H,
m), 6.52 ( 1H, s ), 6.71-7.36
(5H,m).

1/2 dymapar

835

-H

-F

-OCHF2

-H

1H-SIMP ( DMSO-d6 )
oppm : 1.08-1.23 ( 7H, m ),
1.24-1.40 ( 2H, m ), 1.43-
1.73 ( 4H, m ), 1.76-1.91
(1H,m), 267 (1H,d,J =
12.5Hz ), 2.8-4.2 ( 5H, m ),
6.53 ( 1H, s ), 6.67-6.77
(2H, m), 7.05 ( 1H, t, J =
72.9Hz ).

1/2 ®dymapar

836

-OCH2CHF2

-H

-H

IH-AMP ( DMSO-d6 )
Sppm : 1.13-1.31 ( 2H, m ),
1.32-147 ( 4H, m ), 1.53
(3H.s), 1.61-1.90 (4H m ),
1.97-2.12 ( 1H, m ), 2.93
( 1H, d, J = 13.1Hz ), 3.15
( 1H, d, J = 13.1Hz ), 3.69-
381 ( 1H, m ), 3.83-3.93
( 1H, m ), 4.10-4.46 ( 3H,
m ), 6.12-6.53 ( 1H, m ),
6.90 (4H, s ), 8.0-8.25 ( 1H,
m ), 9.9-10.1 ( 1H, m).

2 INigpoxnopun

837

-H

-F

-OCH2CHF2

-H

-H

1H-AMP ( DMSO-d6 )
dppm : 1.20-1.46 ( 6H, m ),
1.51 ( 3H, s ), 1.63-1.91
(4H m ), 1.93-2.10 ( 1H,
m ) 291 ( IH, d, J =
13.4Hz ), 329 ( 1H, d, J =
132Hz ), 3.67-3.80 ( 1H,
m ), 3.89-401 ( 1H, m ),
4.20-4.35 ( 2H, m ), 6.18-
6.51 ( 1H, m ), 6.68 ( 1H,
dd, ] = 1.8, 9.1Hz ), 6.91
( 1H, dd, J = 2.9, 14.7Hz ),
7.10 ( 1H, dd, J = 9.5,
9.5Hz ), 8.05-8.2 ( 1H, m ),
9.75-9.95 (1H, m).

I'inpoxmopun
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833

-CN

-OCHF2

-H

-H

IH-5IMP  ( DMSO-d6 )
dppm : 1.06-1.23 ( 7H, m ),
1.23-1.37 ( 2H, m ), 1.43-
1.74 ( 4H, m ). 1.75-1.89
(1H, m), 269 ( IH,d, J =
12.4Hz ), 2.9-3.75 (4H, m ),
3.75-3.85 ( 1H, m ), 6.53
( 1H, s ), 7.00-7.41 ( 4H,
m).

1/2 dymapar

834

-OCHF2

-OCHF2

-H

IH-sIMP  ( DMSO-d6 )
Sppm : 1.1-1.4 ( 9H, m ),
1.44-1.76 ( 4H, m ), 1.76-
1.90 ( 1H, m ), 2.69 ( 1H, d.
J =12.2Hz ), 2.8-4.25 ( 5H,
m ), 6.52 (1H,s), 6.71-7.36
(5H,m).

1/2 ®ymapar

835

-F

-OCHF2

-F

1H-AMP ( DMSO-d6 )
Sppm : 1.08-1.23 ( 7H, m ),
1.24-1.40 ( 2H, m ), 1.43-
1.73 ( 4H, m ), 1.76-1.91
(1H, m). 267 (1H.d. ] =
12.5Hz ), 2.8-4.2 ( SH, m ),
6.53 ( IH, s ), 6.67-6.77
(2H,m ), 7.05 ( 1H, t, J =
72.9Hz).

1/2 dymapar

836

-H

-H

-OCH2CHF2

-H

IH-AMP ( DMSO-d6 )
dppm : 1.13-1.31 ( 2H, m ),
1.32-147 ( 4H, m ), 1.53
(3H,s), 1.61-1.90 (4H m ),
1.97-2.12 ( IH, m ), 293
( 1H, d, J = 13.1Hz ), 3.15
( 1H, d, J = 13.1Hz ), 3.69-
3.81 ( 1H, m ), 3.83-3.93
( 1H, m ), 4.10-4.46 ( 3H,
m ), 6.12-6.53 ( 1H, m ),
6.90 ( 4H, s ), 8.0-8.25 ( IH,
m), 9.9-10.1 ( 1H, m).

2 Ninpoxnopun

837

-F

-OCH2CHF2

-H

IH-SIMP  ( DMSO-dé6 )
oppm : 1.20-1.46 ( 6H, m ),
1.51 ( 3H, s ), 1.63-1.91
( 4H m ), 1.93-2.10 ( IH,
m ), 291 ( IH, d, J =
13.4Hz ), 3.29 ( IH, d, J =
13.2Hz ), 3.67-3.80 ( IH,
m ), 3.89-4.01 ( 1H, m ),
4.20-4.35 ( 2H, m ), 6.18-
6.51 ( 1H, m ), 6.68 ( 1H,
dd. J = 1.8, 9.1Hz ). 6.91
( 1H, dd, § = 2.9, 14.7Hz ),
7.10 ( IH. dd, J = 9.5,
9.5Hz ), 8.05-8.2 ( 1H, m ).
9.75-9.95 (1H, m).

Tiapoxmopua
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838 -H -CH3

OCHF2 -H - 3 )

IH-IMP ( DMSO-d6 )
Sppm : 1.06-1.15 ( 1H, m ),
1.15-1.38 ( 8H, m ), 1.42-
1.88 ( SH, m ), 2.17 ( 3H,
268 ( IH, d, J =
11.9Hz ), 3.04 ( IH, d, J =
12.1Hz ), 3.1-3.9 (4H, m ),
6.50 ( 1H,s), 6.71 ( 1H. dd,
J =29, 89Hz ), 6.75-7.16
(3H, m).

1/2 ®dymapar

839 -H -OCH3

-OCHF2 -H  -H

1H-SIMP ( DMSO-d6 )
oppm : 1.10-1.39 ( 9H, m ),
1.45-1.90 ( SH, m ), 2.72
( 1H, d, J = 12.2Hz ), 2.95-
4.1 (8H, m ). 6.40 ( 1H, dd,
J =238, 89Hz ), 6.50 ( 1H,
s),6.57(1H, d.J=2.7Hz),
6.63-7.03 (2H, m ).

1/2 dymapar

840  -OCHF2 -H

IH-AMP ( DMSO-d6 )
Sppm : 0.94-1.14 ( 1H, m ),
1.14-1.17 ( IH, m ), 1.18
(3H,s), 1.26 (3H,s), 1.29-
1.55 ( 3H, m ), 1.59-1.73
( 3H, m ), 1.76-1.90 ( 1H,

-H -H m ), 249 ( IH, d. } =
11.2Hz ), 3.04 ( 1H, d, ] =
11.2Hz ), 3.5-3.6 ( 2H, m ),
6.55 ( 1H, dd, J = 70.2,
81.4Hz ), 691 ( IH, dd, J =
1.4, 8.0Hz ), 6.93-6.99 ( 1H,
m), 7.07-7.18 (2H, m )

[0376]
Tabnung 91

ABcontoTHa Konq)iwpauia

' CHs
' = \I—CHB

R 4

IMpuka R

SAMP

Cine

841 / \ y

1H-AMP ( DMSO-d6 ) éppm : 0.95-1.15 ( 2H,
m), 1.35-1.45 ( 1H. m ), 1.51 (3H, s ), 1.56 ( 3H,
s ), 1.6-2.05 ( 5H, m ), 2.87 ( 1H. d, J = 12.8Hz ),
33-34 ( IH, m ), 365-375( IH, m ), 4.1-4.2
(1H, m), 7.05( 1H, s ), 7.35-7.45 ( 2H, m ), 7.9-
8.1(3H, m),9.5-9.7 (1H, m).

Iiapoxnopun

842 / \

1H-AMP ( CDCI3 ) éppm : 0.89-1.18 ( 5H, m ),
1.25-1.74 ( 9H, m ), 1.74-1.86 ( IH. m ), 2.19
(3H,d,)=09Hz ), 252 (IH, d, J = 11.2Hz ),
293 ( 1H, d. J = 11.2Hz ), 3.03-3.10 ( 1H, m ),
347-3.52 ( 1H, m ). 6.35 ( 1H, d, J = 3.3Hz ),
6.84-6.88 ( 1H, m ).

[0377]
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Tabnuus 92
AbconmorHa kondirypattis
H
",‘ N, CHs
LS
r \]""CH:}
N B i
\_‘_, }E’ N
R-’!
L R’ AMP Cinb
an
TH-SIMP (CDCI3)dppm 1.13-1.24 (1H, m), 1.25-
1.36 (2H, m), 1.60-1.83 (3H, m), 1.64 (3H, s), 1.74
(3H, s), 1.89-2.02 (1H, m), 2.32-2.37 (1H, m),
843 2.80 (1H, d, ] = 12.5 Hz), 3.12-3.16 (IH. m). 3.22-  Tizpoxiopua
Cl 3.29 (1H, m), 3.36 (1H, d, J = 12.5 Hz), 7.19-7.22
(2H, m), 7.29-7.33 (2H, m), 9.52 (IH, brs), 9.81
(1H, brs)
i 1H-SIMP (DMSO-d6) dppm : 1.00-1.98 (13H, m),
N-CH~ 1.98-2.28 (1H. br), 2.65-3.90 (4H, br), 4.18 (3H. _
844 =N 3 §), 6.70-7.95 (3H, m). 8.22-8.60 (IH, br), 8.80- 2 I'iapoxnopun
11.33 (3H, brm).
[0378]
TaGnuis 93
AbcontoTHa kKoH}irypauis
H
|
A"{N ~CHy
{ S\; ["CH:;
N H N
54
R
L R* SIMP Cinb
az
1H-MP (CDCI3) Sppm : 1.03-1.17 (23H, m),
NSy HaC CHs 1.17-1.41 (6H, m), 1.43 (3H. s), 1.59-1.68 (1H.
\[ A T CcHs m) 1.681.80 (GH. m), 2.32-2.40 (1H, m), 2.68
845 O-—Si— (1H, d, J = 11.3 Hz), 2.78-2.85 (1H, m), 2.88 (1H. -
}\.C,_f"'a d, J=11.3 Hz). 7.08 (1H, dd, J = 2.4, 8.8 Hz), 7.16
HC 7 (1H, d, J = 2.4 Hz). 7.22 (1H, dd, J = 2.1, 8.7 Hz),
7.37 (1H, d, J = 1.8 Hz), 7.57-7.64 (2H, m).
1H-SIMP (CDCI3) &ppm : 0.82-1.17 (23H. m),
H3CYCH3 1.20-1.46 (9H. m), 1.60-1.70 (1H, m), 1.70-1.85
Q O—S'--<"CH3 (3H, m), 2.35-2.45 (1H, m), 2.69 (1H, d, J = 11.3
846 " \CH, H2).2.77-2.86 (1H. m), 2.91 (1H. d, ) = 11.3 Ha), =
/L\CH 7.02 (1H. dd. J = 2.4, 8.8 Hz), 7.09-7.15 (2H, m),
HaC 727 (1H, d. J = 1.9 Hz), 7.60-7.68 (2H, m).
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IH-AMP (CDCI3) oppm : 0.97-1.41 (29H, m).
143 (3H. s). 1.60-1.70 (1H, m), 1.70-1.80 (3H.
m), 2.35-2.43 (1H, m). 2.69 (1H, d, J = 11.3 Hz),
2.78-2.87 (1H, m), 2.89 (1H, d, J = 11.3 Hz), 7.11
(1H,d, ] = 8.9 Hz), 7.34 (1H, dd, J = 2.1, 9.0 Hz),
737 (IH, d, 1 = 1.9 Hz), 7.53 (1H, d. J = 8.9 Hz),
8.10 (1H,d. J = 8.9 Hz).

848

1H-AMP (CDCI3) éppm :0.74-1.42 (29H, m), 1.44
(3H, s). 1.58-1.83 (4H, m), 2.35-2.43 (1H, m),
2.68 (1H, d. J = 11.3 Hz), 2.78-2.87 (1H, m), 2.91
(1H, d, J = 11.3 Hz), 3.91 (3H, s), 5.19-5.27 (2H,
m), 7.21 (1H,d, J = 9.1 Hz). 7.29 (IH. d, J = 2.2,
9.1 Hz), 7.37 (1H. d, J = 2.1 Hz), 7.69 (1H. d, ) =
9.0 Hz), 8.16 (1H.d,J = 9.1 Hz).

849 "\o-sqj
"OCH; &

1H-SIMP (CDCI3) dppm : 0.96-1.19 (23H, m),
1.19-1.42 (6H, m), 1.44 (3H, s). 1.57-1.78 (4H.
m), 2.32-2.41 (1H, m). 2.71 (1H, d. ] = 11.3 Hz),
2.77-2.86 (1H, m), 2.87 (1H. d. J = 11.3 Hz), 3.89
(3H,'s), 4.94 2H. d. ) = 1.1 Hz), 7.02 (1H, s), 7.22
(1H, dd. J = 2.0. 8.6 Hz), 7.44 (1H. d, J = 1.8 Hz).
7.64 (1H, d. ] = 8.6 Hz), 7.88 (1H. s).

[0379]
Tabawis 94

AGcontoTHa KOHpIrypauis
H

H
N FHs

| TCH3

[puka
ajl

AMP

Cine

850

IH-AMP (DMSO-d6) dppm : 0.88-1.03 (4H. m),
1.11-1.37 (6H. m). 1.45-1.68 (5H, m), 2.26-2.35
(1H, m). 2.58 (1H, d, J = 10.9 Hz), 2.62-2.70 (1H,
m), 2.73 (1H, d. J = 10.9 Hz), 7.02 (IH, dd, J =
24, 8.7 Hz), 7.05 (1H, d, J = 2.4 Hz), 7.16 (1H,
dd, J =2.1,8.7 Hz). 7.37 (1H, d, ) = 1.8 Hz), 7.58
(1H, d, ) = 8.8 Hz). 7.67 (1H, d. ] = 8.9 Hz), 9.57
(1H, brs).

851

IH-AMP (DMS0-d6) Sppm : 0.88-1.02 (4H, m),
1.10-1.37 (6H. ), 1.44-1.74 (SH, m), 2.32-2.41
(1H, m), 2.60 (1H, d. ) = 11.1 Hz), 2.63-2.72 (I H,
m), 2.80 (1H, d. J = 11.1 Hz). 694 (1H, dd, J =
2.4. 8.8 Hz), 7.00 (1H, dd, J = 2.0, 8.8 Hz), 7.02
(1H, d, J = 2.4 Hz). 7.21 (1H. d. ] = 1.8 Hz), 7.64
(M, d, ) = 8.7 Hz), 9.63 (1H, s).

852

TH-SIMP (DMSO-d6) dppm : 0.90-1.08 (4H, m),
1.15-1.40 (6H, r). 1.51-1.73 (4H, m), 2.35-2.47
{(1H, m), 2.65 (IH, d. J = 11.2 H), 2.70-2.85 (2H,
m), 2.90-3.75 (1H, br), 7.23 (1H. d, J = 8.9 Hz),
7.34 (1H, dd, J = 2.1, 9.0 Hz). 7.46 (1H. d, ] = 2.0
Hz), 7.70 (1H, d. J = 8.9 Hz). 7.92 (1H, d, ] = 9.0
Hz). 9.05-11.25 (1H, br).
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853

Cl

XY

LN

TH-SIMP (DMSO-d6) dppm : 0.95-1.10 (4H. m),
1.17-1.40 (6H, m), 1.56-1.80 (4H, m), 2.49-2.60
(1H, m), 2.73-2.87 (2H, m), 2.92 (1H, d, J = 11.5
Hz), 3.18-3.46 (1H, br), 7.10-7.18 (2H, m), 7.50
(1H, d, J = 2.0 Hz). 7.67 (11, d, } = 8.8 Hz), 7.75
(1H,d.J = 8.7 Hz), 9.95-10.75 (1H, br).

854

OCH,

OH

IH-SIMP (DMSO-d6) dppm : 0.90-1.07 (4H, m),
1.13-1.37 (6H, m). 1.47-1.70 (5H, m), 2.30-2.40
(1H, m), 2.61 (1H, d, J = 11.0 Hz), 2.65-2.74 (1H,
m), 2.77 (1H, d. J = 11.0 Hz), 3.88 (3H. s), 4.82
(I1H, t, ] = 5.1 Hz), 4.89 (QH, d, ] = 5.1 Hz), 7.27
(1H, dd. J = 2.1, 9.1 Hz). 7.35 (1H. d, J = 9.1 Hz),
7.42 (1H, d. ] = 2.1 Hz), 7.80 (1H. d, J = 9.1 H2).
8.03 (1H, d. ] =9.1 Hz).

855

Y
N

“OH

OCH;

IH-SAMP (DMSO-d6) sppm : 0.95-1.10 (1H, m).
1.10-1.50 {(9H. m). 1.533-1.73 (3H, m), 1.77-1.87
(1H, m), 2.58-2.70 (I1H. m). 2.85 (2H, s). 2.89-
3.00 (1H, m). 3.87 (3H. s5). 4,61 (2H, s). 6.46 (1H.
s), 7.20 (1H, dd. J = 2.0. 8.7 Hz), 7.22 (1H, s), 7.46
(1H,d,J = 1.6 Hz), 7.73 (1H, d, ) = 8.7 Hz), 7.79
(1H, s). (3H not found)

172 dymapar

[0380]
Tabnuug 95

AbconmoTHa KoHbirypauis

H
M N CH;
[/ S\"I,— S "CH3
LS.

[Tpuka
aj

R4

AMP

Cine

856

1H-AMP (CDCI3) éppm : 0.91-1.05 (1H, m), 1.08
(3H, s), 1.12-1.62 (9H, m). 1.68-1.78 (2H, m),
2.42-2.50 (1H, m), 2.62 (1H, d, J = 11.3 Hz), 2.75
(1H, d,J = 11.3 Hz), 2.91-3.00 (I1H,m ), 3.98 (3H,
s), 6.78 (IH. d. J = 8.1 Hz), 7.20 (IH. d, ] = 8.1
Hz), 7.43-7.54 (2H. m), 8.21-8.26 (1H, m), 8.50-
8.54 (1H, m).

857

1H-SAMP (DMSO-d6) dppm : 0.93-1.22 (2H, m),
1.26-1.44 (5H, m), 1.44-1.54 (IH,m ), 1.56-1.77
(5H, m). 1.99-2.08 (1H. m), 2.62 (3H. s5), 2.76 (1H.
d. J=12.4 Hz). 2.98-3.08 (2H. m), 3.33-3.50 (1H,
m), 7.28 (1H. d. J = 7.5 Hz), 738 (IH, d, J = 7.5
Hz). 7.54-7.61 (2H, m), 7.97-8.03 (1H, m), 8.43-
8.52 (1H, m), 9.10-9.25 (1H, br), 9.62-9.77 (IH,
br).

IMapoxnopui

858

TH-AMP (DMSO-d6) oppm : 1.00-1.30 (2H, m).
1.30-1.45 (4H. rn). 1.45-1.62 (2H, m), 1.62-1.81
(5H, m). 2.00-2.13 {1H, m), 2.91 (1H, d. J = 12.6
Hz), 3.05-3.20 (2H. m), 3.41-3.57 (1H, m), 3.75-
430 (1H, br). 7.61-7.77 (5H, m). 7.98-8.05 (1H,
m), 8.54-8.61 (1H, m). 8.77-8.88 (2H, m). 9.19-
9.35(1H, m), 9.669.81 (1H, m).

2 INigpoxnopun
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859

IH-SIMP (DMSO-d6) dppm : 0.90-1.45 (6H, m),
1.53-1.80 (7H, m), 1.97-2.12 (IH, m). 2.83-3.40
(4H, m). 3.86 (3H, 5). 7.05-7.25 (2H, m), 7.32 (1H,
d. 1 =24 Hz), 7.42-7.68 (1H, br), 7.75-7.87 (2H,
m). 8.25-9.55 (2H, br), 9.55-10.02 (1H, br).

2 Nigpoxnopux

860

TH-AMP (DMSO-d6) oppm : 0.85-1.00 (1H, m),
1.10-1.70 (12H, m), 1.75-1.86 (1H. m), 2.65-2.80
(3H, m). 2.99-3.10 (IH, m), 3.25-3.43 (4H, m),
6.46 (1H, 5), 7.20-7.34 (3H, m), 7.45 (1H, dd. J =
7.0. 8.2 Hz), 7.88 (1H. d, J = 8.2 Hz), 8.07-9.40
(1H, br).

1/2 ®ymapar

861

IH-AMP (DMSO-d6) dppm : 1.04-1.43 (6H, m),
1.54-1.80 (7H, m), 1.97-2.10 (1H, m), 2.86-3.07
(2H, m), 3.07-3.30 (2H. m), 3.98 (3H. s), 7.43 (1H,
d.J=9.1 Hz), 7.55 (1H, d, ] = 9.2 Hz). 7.66 (1 H.
brs), 7.95 (1H, d, J = 9.1 Hz). 8.04 (1H,d, J =9.1
Hz), 8.11-8.95 (1H. br), 9.08-9.35 (1H, m), 9.60-
9.86 (1H, m).

2 N'iapoxnopua

862

1H-AMP (CDCI3) éppm : 0.84-0.97 (1H, br),
1.03-1.17 (4H, m). 1.22-1.46 (6H, m), 1.61-1.74
(1H, m). 1.74-1.88 (3H. m), 2.45-2.55 (1H, m),
276 (1H. d. J = 11.5 Hz), 2.82-2.90 (1H, m), 2.98
(1H, d, J = 11.5 Hz), 7.38-7.43 (2H, m), 7.50 (1H.
dd. J = 1.6. 8.4 Hz), 7.77-7.86 (2H, m), 8.12 (1H,
3).

863

IH-IMP (DMSO-d6) dppm : 1.05-1.43 (6H, m),
1.54-1.80 (7H. m), 1.98-2.10 (1H, m), 2.90-3.32
(4H, m). 3.95 3H, ), 691 (1H, d, J = 7.2 Hz),
7.24-7.36 (1H. br), 7.38-7.49 (2H, m), 7.50-7.68
(1H, br), 8.11 (1H, d. J = 8.9 Hz), 9.00-9.45 (1H,
br), 9.55-9.98 (1H, br). 10.50-12.10 (1H, br).

2 INiapoxnopua

864

IH-AMP (DMSO-d6) éppm : 1.10-1.47 (6H, m),
1.54-1.80 (7H, m), 2.01-2.14 (1H, m), 2.95-3.37
(4H,m ), 4.00 (3H. s). 7.30 (IH, d, J = 8.3 Hz),
751 (1H. d. J =9.1 Hz), 7.73 (1H, brs), 7.95 (2H.
d, J=9.1 Hz), 9.39 (1H, brs). 9.90 (1H, brs), 11.80
(1H, brs).

2 INigpoxaopua

865

[H-AMP (DMSO-d6) dppm : 1.03-1.44 (6H, m),
1.53-1.79 (7H, m). 1.97-2.09 (1H, m), 2.92-3.06
2H, m). 3.06-3.16 (1H. m), 3.16-3.30 (1H, m),
6.24-7.14 {1H, m), 7.36 (IH. dd, J = 2.1, 8.8 Hz),
7.49 (1H, dd, ) = 2.1, 8.8 Hz), 7.64 (1H, brs), 7.88
(1H, d, J = 8.8 Hz), 7.94 (1H. d, J = 8.8 Hz), 8.00
(1H, d, J = 2.1 Hz). 9.10-9.39 (1H. brs), 9.63-9.87
(1H, brs).

2 Nigpoxnopua

866

IH-SIMP (CDCI3) oppm : 0.75-1.19 (5H, m).
1.24-1.43 (3H, m). 1.45 (3H. s), 1.64-1.73 (1H,
m), 1.73-1.82 (2H. m). 1.90-2.00 (1H, m), 2.45-
2.54 (1H, m), 2.72 (1H. d, J = 11.5 Hz), 2.83-2.92
(1H, m), 3.02 (14, d, J = 11.5 Hz), 7.26 (1H, dd. J
= 2.1, 9.0 Hz), 7.37-7.47 (2H. m), 7.50 (1H, brs),
7.91 (1H. d. J = 9.0 Hz), 7.94-7.99 (2H, m), 8.30
(1H, s), 8.34 (1H, 5).
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867

IH-SIMP (DMSO-d6) dppm : 1.15-1.45 (6H, m),
1.53-1.80 (7H, m), 1.97-2.10 (1H, m), 2.94-3.09
(2H, m), 3.09-3.18 (1H, m), 3.18-3.31 (1H, m),
4.00-4.62 (IH, br), 7.16 (0.25H, s), 7.32-7.40
(2.5H, m). 7.53 (0.25H, 5), 7.61-7.72 (2H, m), 7.90
(1H, d, J = 8.8 Hz). 7.98 (1H. d. J = 9.0 Hz).9.10-
9.45 (1H, br)., 9.61-9.90 (1H. br).

2 I'iazpoxnopun

868

TH-AMP (DMSO-d6) dppm : 1.05-1.47 (6H, m),
1.55-1.80 (7H. m), 1.99-2.10 (1H, m), 2.41-3.05
(2H, m), 3.05-3.16 (IH, m), 3.16-3.30 (1H, m),
3.75-4.60 (4H, m), 7.45 (1H, dd, J = 2.0, 8.8 Hz),
7.57 (1H, 8). 7.67 (1H, 5), 7.90 (1H, d, J = 8.9 Hz),
8.48 (1H. s), 9.10-9.40 (1H, br), 9.61-9.90 (1H.
br).

3 INiapoxsnopun

869

Cl

TH-IMP (DMSO-d6) oppm : 1.05-1.45 (6H. m),
1.54-1.80 (7H, m). 1.96-2.07 (1H. m), 2.93-3.04
(1H, m). 3.04-3.16 (2H, m), 3.18-332 1H, m).
423-4.51 (1H, br), 7.46-7.50 (1H, m), 7.58-7.67
(3H, m), 7.97-8.04 (1H. m), 8.08-8.14 (1H, m),
9.03-9.25 (1H, br), 9.51-9.75 (1H, br).

2 I'iapoxjopun

870

IH-AMP (DMSO-d6) oppm : 1.08-1.45 (6H, m),
1.52-1.80 (7H. m), 1.99-2.10 (1H, m). 2.96-3.17
(3H, m). 3.17-3.30 (1H. m), 4.45-4.55 (1H, br),
7.16 (1H, dd, I = 1.7, 12.3 Hz), 7.48 (1H, s), 7.51-
7.64 (2H. m), 7.98 (2H, d, J = 8.2 Hz), 9.15-9.36
(1H, br). 9.70-9.90 (1 H. br).

2 I'iapoxjopua

871

P
\ 7 |
\ /

IH-AMP (CDCI3) dppm : 1.00-1.15 (4H, m),
1.15-1.52 (7H, m), 1.57-1.68 (IH, m), 1.68-1.79
(GH, m). 2.34-2.42 (1H, m), 2.69 (1H, d, ] = 11.3
Hz), 2.77-2.86 (1H, m). 2.88 (1H, d, J = 11.3 Hz),
428 (2H. dt. J = 4.1, 13.1 Hz), 6.15 (IH, tt, J =
41,552 Hz), 7.10 (1H, d, ) = 2.5 Hz), 7.14 (1H,
dd. J =2.6,8.9 Hz). 7.27 (1H. dd, J = 2.1, 8.7 Hz).
7.41 (1H, d. ] = 2.0 Hz), 7.63-7.72 (2H, m).

872

1H-AMP (CDCI3) dppm : 1.00-1.15 (4H, m),
1.20-1.70 (8H, m), 1.70-1.88 (3H, m), 2.39-2.48
(1H, m), 2.70 (1H, d, J = 11.4 Hz). 2.80-2.89 (I1H.
m), 2.93 (1H.d, J = 11.4 Hz), 4.29 (2H, dt, ] =4.2,
13.1 Hz). 6.15 (1H, tt. J = 4.1, 55.2 Hz), 7.03-
7.11 (2H. m), 7.16 (1H, dd, J = 2.1, 8.7 Hz), 7.33
(1H,d.J =2.0 Hz), 7.65-7.74 (2H. m).

873

1H-5AMP (DMSO-d6) dppm : 0.90-1.06 (1H, m).
1.06-1.64 {17H, m). 1.64-1.74 (1H, m), 1.80-1.83
(1H, m), 2.50-2.62 (1H, m), 2.71 (IH, d, J = 11.9
Hz), 2.86 (1H, d. J = 11.9 Hz), 2.92-3.02 (1H, m),
4.78 (2H, 8). 6.48 (2H, s), 6.73 (1H, d, J = 8.6 Hz),
6.83 (1H,d,J =22 Hz), 6.91 (1H,dd, ) =23, 8.6
Hz). 9.37-11.61 (1H, br).

Dymapar
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H e
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874

IH-AMP (DMSO-d6) ppm : 0.96-1.10 (1H, m),
1.10-1.25 (IH, m), 1.26-1.41 (4H, m), 1.47-1.78
(7H, m), 1 94-2.05 (1H. m), 2.56 (3H. s), 2.84 (1H,
d. J = 12.4 Hz), 2.90-3.02 (2H. m), 3.23-3.35 (1H,
m), 7.15 (1H, d, J = 7.6 Hz), 7.22-7.33 (2H, m),
7.68 (IH, d. J = 7.9 Hz), 8.91-9.09 (1H, brm),
9.54-9.70 (1H, brm).

linpoxnopun,

875

IH-AMP (DMSO-d6) dppm (80°C): 1.03-1.46
(6H, m). 1.51-1.78 (7H, m), 2.01-2.11 (IH, m),
2.53 (3H, s). 2.88 (IH. d, J = 12.4 Hz), 2.97-3.08
(1H, m), 3.10-3.25 (2H, m), 7.05 (1H, s), 7.13 (1H,
d. J = 8.4 Hz), 7.60-7.68 (2H, m), 9.20 (1H, brs),
9.70 (1H, brs).

TI'iapoxsnopua

876

TH-SIMP (DMSO-d6) oppm : 0.95-1.40 (6H, m).
1.40-1.78 (7H, m), 1.95-2.05 (1H, m), 2.85 (1H, d,
1= 12.5 Hz), 2.90-3.00 (1H, m), 3.03 (1H, d, J =
12.5 Hz), 3.28-3.44 (1H, m), 7.26 (2H, d, J = 7.0
Hz). 7.64 (1H. dd, J = 4.0, 5.2 Hz), 7.86 (I1H. d. ] =
5.4 Hz), 9.07 (1H, brs). 9.64 (1H. brs).

[Miapoxnopua

877

IH-AMP (DMSO-d6) dppm : 0.97-1.45 (6H, m),
1.45-1.80 (7H, m). 1.94-2.09 (1H, m), 2.88 (1H, d,
J = 12.5 Hz). 2.93-3.05 (2H. m). 3.26-3.45 (IH.
m), 7.28 (1H, d, ] = 8.2 Hz). 7.50 (1H. d, J = 8.2
Hz), 7.64 (1H,d. ] =54 Hz), 7.88 (1H, d, J =54
Hz), 9.06 (1H, brs). 9.59 (1H. brs).

I'inpoxnopua

878

TH-AMP (DMSO-d6) dppm : 0.90-1.79 (13H, m),
1.35-2.06 (JH. m), 2.75-3.05 (4H. m). 3.94 (3H,
s), 6.94 (I1H, d, J =79 Hz), 7.18 (1H. d, } = 7.9
Hz), 7.55 (IH, d. } = 5.4 Hz), 7.71 (1H,d. ] =54
Hz). 8.80 (1H. brs), 9.31 (1H. brs).

liapoxnopua
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Tabnuug 97
AbcontoTHa KoH}irypattis

y
,-//'"'* J,‘N C H3
= ‘J"‘C H,

Mpuxa

e SAMP Cinb

CH. HAMP (DMSO-d6) Sppm : 0.97-1.10 (TH, m),
3 1L10-1.41 (SH. m), 1.50-1.78 (7H, m), 1.94-2.05
(IH, m). 244 (3H. 5), 275:3.09 GH, m), 3.09-
3.30 (1H. m), 6.58 (1H, brs), 6.98 (1H, d, J = 7.2 ' POXIOpHA
Hz), 7.19 (1H, t, ] = 7.8 Hz), 7.31 (1H,d, J = 7.8
Hz), 9.00 (1H. brs). 9.59 (1H. brs).

879

05/ *

1H-AAMP (DMSO-d6) oppm : 1.00-1.43 (6H, m),
CH 1.44-1.78 ¢7H, m). 1.90-2.07 (1H, m), 2.42 (3H. d,
3 1=09Hz).2.75-3.30 (4H, m). 3.48-4.50 (1H, br), 2 [igpoxiopun
6.54 (1H. s). 7.04 (1H. brs), 7.30 (IH, brs), 7.48
(1H,d, J =8.6 Hz), 9.11 (1H, brs), 9.70 (1H, brs).

880

IH-AMP (DMSO-d6) dppm : 0.99-1.15 (1H, m),

1.15-1.42 (5H, m), 1.47-1.77 (7H, m). 1.93-2.05

(1H, m). 2.75-3.18 (3H, m), 3.27 (IH, brs), 7.08

(1H, brs), 7.22 (1H, brs), 8.14 (1H, s), 9.00 (1H, Fiapoxnopua
brs), 9.67 (1H. brs).

381

IH-AMP (CDCI3) oppm : 0.75-1.14 (SH, m),
1.14-1.40 (3H, m), 1.42 (3H. s), 1.56-1.68 (2H.
m), 1.68-1.79 (2H, m), 2.20-2.30 (IH, m), 2.65
(1H, d,J = 1.1 Hz), 2.74-2.85 (2H, m), 3.99 (3H. -
s), 6.61 (1H. d. J = 1.7 Hz), 6.70 (1H, d, J = 2.1

95 (1H, d. J =L , 759 (1H, d, } = 2.
C)CH3 :269 (1H.d.J 7 Hz), 7.59 (1H, d, } = 2.1

882

-n /\g
"n:\(; O
O~ O/

TH-AMP (DMSO-d6) dppm : 1.01-1.42 (6H, m),
1.49-1.68 (6H, m), 1.68-1.78 (I1H, m). 1.95-2.05
(1H, m), 2.80-2.95 (2H, m), 3.01-3.10 (IH, m),
3.10-3.24 (1H, m). 6.50-7.80 (4H, m), 8.10 (I1H. d.
J=2.1Hz), 9.13 (1H, brs), 9.71 (1H, brs).

883 2 lMiapoxnopua

)
O\ /:/<<

1H-AMP (DMSO0-d6) dppm : 1.00-1.41 (6H, m),
1.45-1.67 (6H, m). 1.67-1.77 (1H,m ), 1.92-2.03
(1H, m). 2.80-2.94 (2H, m), 3.01-3.10 (1H, m),
3.10-3.25 (1H, m), 3.65-4.00 (1H, br), 7.05 (1H,d. 2 ligpoxnopua
J=21Hz), 7.18 (IH. d, 1= 1.7 Hz), 743 (1H, d, J
CI =1.7Hz). 8.12 (1H. d. J = 2.1 Hz), 9.10 (IH, brs),
9.60 (1H, brs).

/
N

884

\
/
O

[H-AMP (DMSO-d6) sppm : 0.92-1.07 (1H, m),

1.07-1.88 (13H, m), 2.60-3.01 (4H, m), 3.10-4.92

(2H, br). 6.45 (3H. s), 7.35 (1H, dd, J = 2.1, 8.9 ®dymapat
Hz), 7.54 (1H, d. J = 2.0 Hz), 7.68 (1H, d. ] = 8.9

Hz), 8.04 (IH.d. ] = 0.8 Hz).

885

OE ;
o
=
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IH-AMP (CDCI3) dppm : 0.96-1.12 (4H, m),

N\ CN  116-1:44 (6H. m), 155-1.80 (SH, m), 2.20-2.30

(JH, m). 2.62 (IH, d, J = 11.2 Hz), 2.75-2.85 (2H.

886 O m), 7.04 (1H. dd, J = 1.8, 11.8 Hz), 7.15 (1H, d, J
= 1.8 Hz). 7.42 (1H. d. } = 2.5 Hz).

F
AN IH-AMP (CDCI3) appm : 0.96-1.15 (4H, m),
| \ CN 1.15-1.39 (3H, m), 1.42 (3H. ). 1.55-1.69 (GH,
= m), 1.69-1.80 (2H, m), 2.23-2.34 (1H. m), 2.65
887 @) (1H, d, J = 111 Hz), 2.75-2.85 (2H, m), 4.01 (3H,
s), 6.76 (1H. d. J = 1.7 Hz), 6.97 (1H, d, J = 1.7

OCH3 Hz). 7.38 (1H. s).

= TH-SIMP (DMSO-d6) oppm - 0.99-1.42 (6H. m),
] 1.50-1.78 (7H, m), 1.72-2.05 (1H. m), 2.75-3.11

/7 \_-O (3H, m). 3.16-3.40 (IH, br), 4.95-6.80 (1H. br).

ik 6.95-7.11 (2H. m). 7.12-7.21 (1.25H, m), 7.33

F (0.5H, s), 7.51 (0.25H, 5), 8.08 (1H, brs), 9.05 (1H.

brs), 9.64 (1H, brs).
O‘< ) )
F

2 I'iapoxaopua

0O TH-IMP (CDCI3) oppm : 0.99-1.12 (4H. m).
CN  20-L43 (7H. m). 1.62-1.83 (4H, m). 2.34-242

g89 / (1H, m), 2.70 (1H, d. ] = 11.5 Hz), 2.76-2.85 (1H.
m), 2.91 (14, d. J = 11.5 Hz), 3.92 (3H. s), 6.45

(1H, d, ) = 1.4 Hz). 6.80-6.83 (1H, m), 7.45 (1H,

OCHj3 d. J=0.9 Hz).

e ) IH-AMP (CDCI3) dppm : 1.01-1.15 (4H, m),
! CN 1.20-1.45 (7H, m), 1.67-1.90 (4H, m), 2.44-2.53
! / (1H, m). 2.77-2.87 (2H, m), 298 (1H, d. ) = 11.9
890 \/

Hz). 6.74 (IH, dd, J = 1.6, 11.5 Hz), 6.90-6.94

,]: (1H, m). 743 (1H, d, | = 0.9 Hz).
[0383]
Tabnvng 98
ABconoTHA KOHIrypaLis
H
H U CHa
(&
L SA .
H R
n’;’;‘” R* SAMP Cins
H,C. CHz TH-AIMP (CDCI3) oppm : 0.83-1.43 (26H. m).
" Y CH,  1:52 GH. 5). 155191 (TH, m). 234261 CH,
N—gi—L m), 2.80-2.00 (2H. m), 6.69-6.84 (3H, m), 7.24
891 CH3  (1H,d,J=32Hz). )

~CH,
F J>Hs

178



UA 111950 C2

IH-IMP {CDCI3) dppm : 0.76-1.40 (26H, m),
1.52 (3H. s), 1.56-1.95 (7H, m). 2.36-2.64 (2H,
m), 2.80-3.01 (2H, m). 3.88 (3H, s), 6.54 (1H, d, J
=8.1 Hz), 6.69 (1H, d. ] =3.1 Hz), 6.73 (I1H. d, |
=8.1 Hz).7.24 (1H. d, ] = 3.1 Hz).

1H-5IMP (CDCI3) éppm : 0.98-1.17 (23H, m),
1.17-1.40 (3H, m), 1.42 (3H, s). 1.55-1.66 (2H,
m), 1.66-1.76 (ZH, m), 1.84 (3H, quint, J = 7.5
Hz), 2.27-2.38 (1H, m), 2.72(1H, d, J = 11.2 Hz),
2.77-2.85 (2H. m), 6.47 (1H, d, J = 3.4 Hz), 7.27
(1H,d, ] = 34 Hz). 7.61 (1H. d, ] = 2.4 Hz), 8.06
(1H, d. J =24 Hz).

IH-AMP (CDCI3) éppm : 0.90-1.40 (26H. m),
1.43 (3H, s), 1.59-1.80 (4H, m), 1.95-2.06 (3H,
m), 2.30-2.39 (1H, m). 2.58 (1H, d, J = 11.3 Hz),
2.79-2.89 (2H, m), 6.98 (1H, d, J = 1.5, 8.5 Hz),
7.31 (1H, s). 7.34 (1H. d, J = 0.6 Hz), 7.52 (1H, d,
J=8.5 Hz).

AbcomoTHa KoHdirypauis

H
P
3L

AMP

Cine

IH-IMP (DMSO-d6) dppm : 0.77-0.92 (1H. m),
0.95 (3H, s). 1.08-1.35 (3H, m), 1.40 (3H, ). 1.47-
1.58 (2H, m). 1.58-1.82 (3H. m), 2.27-2.48 (2H,
m), 2.60-2.85 (2H, m), 6.47 (1H, brs), 6.58-6.65
(1H, m). 6.81 (1H, dd, J = 8.3, 10.9 Hz), 7.30 (1H,
t,1=2.6 Hz). 11.47 (1H, s).

H3C CHs
Obra
—ol
N 3
82 | \‘*CHs
= p CHj,
H3C
A
- N\ H
C
M
893 H3C>/S\| CHj
HaC'  [~ch,
H3C
H3C CH3
XLt
894 ‘ N—Si”~ "CHj
=(  }~CH,
CN CH,
[0384]
Tabnuus 99
Ipuka R*
aa
RS
895 NH
F
896 / \ NH

T1H-AMP (CDCI3) Sppm : 0.77-0.99 (4H, m),
1.08-1.90 {11H. m). 2.21-2.46 (2H. m), 2.58-2.85
(2H, m). 3.86 (3H. sj, 6.38 (IH. brs), 6.47-6.63
(2H, m), 7.13 (1H, 1, J = 2.6 Hz), 11.07 (1H, s).
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897

IH-SMP (DMSO-d6) dppm : 0.91-1.08 (IH.m).
1.08-1.60 (11H. m), 1.61-1.72(1H, m), 1.78-1.90
(1H, m), 2.60-2.71 (1H, m), 2.75 (14, d, J = 11.7
Hz), 2.90-3.05 (2H. m). 6.39 (1H, dd, ) = 1.8, 3.4
Hz). 6.47 (1H. ), 7.42-7.49 (IH,m ), 7.73 (1H, d, J
= 2.0 Hz). 7.98 (I1H. d, ] = 2.2 Hz), 8.18-10.97
(2H, br). 11.59 (IH.s).

1/2 ®dymapar

TH-AMP (DMSO-d6) oppm : 0.81-1.02 (4H, m),
1.10-1.36 (6H. n), 1.36-2.05 (5H, m), 2.25-2.35
(1H, m), 2.57 (I1H, d, J = 11.0 Hz), 2.62-2.70 (1H,
m), 2.75 (1H, d, J = 11.0 Hz), 691 (1H, dd. J =
1.7, 8.6 Hz). 7.03 (1H. s), 7.27 (I1H, d, J = 0.6 Hz),
7.55(1H,d. J = 8.6 Hz) 11.93-12.33 (1H, br).

[0385]
Tabauua 100
AbconioTHa kordirypauis
H
H . CHs
5 r CHa
S A
\ "o
H R4
{pu R* SMP Cinb
an
IH-IMP (CDCI3) dppm : 0.75-1.13 (SH, m),
1.25-1.45 (3H, m), 1.48 (3H, s), 1.62-1.85 (3H.
m), 2.08-2.19 (1H, m). 2.66-2.78 (2H. m). 2.85-
899 294 (1H. m). 3.27 (1H. d, J = 11.9 Hz), 3.85 (3H, -
s), 6.46 (IH, d. ) = 3.5 Hz), 6.63 (I1H, d. J = 5.4
Hz), 7.06 (1H, d. J = 3.5 Hz), 8.20 (1H, d,J = 5.4
Hz).
N 1H-AMP (DMSO-d6) dppm : 0.91-1.62 (11H, m),
l \ 1.62-1.84 (2H, m), 1.82-1.95 (1H, m), 2.65-2.83
- (ZH, m), 2.99-3,10 (2H.m ), 3.79 (3H, 5), 6.41 (1H
A0 N~ N d. J=3.4 Hz), 648 (2H, s), 7.50 (1H, d, J = 3.4 PyMapar
bH Hz), 7.76 (1H, d. J = 2.2 Hz), 8.04 (IH.d, I =22
3 Hz),8.35-11.00 (2H, br)
[0386]
Tabmuus 101
AbcontoTra KOHIrvpauis
H
H N CHa
oy rCHa
P4 E N
H F!Q‘i
Tpnen R! amp Cinb
aj
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901 i@

IH-AMP (DMSO-d6) éppm : 0.86-1.01 (1H, m),
1.12-1.40 (5H. m), 1.51-1.76 (7H,m), 1.72-2.10
(3H, m). 2.67-2.81 (2H, m), 2.81-3.00 (5H, m),
3.05-3.20 (1H, m), 6.65-7.10 (2H, m), 7.21 (1H. d,
J =8.4 Hz),9.03-9.20 (1H. m), 9.59-9.77 (1H, m).

2 Tiapoxnopua

902 /@
Cl

IH-IMP (DMSO-d6) dppm : 0.88-1.04 (1H, m),
1.15-1.41 (5H, m), 1.48-1.80 (7H,m ), 1.90-2.10
(3H, m). 2.65-3.05 (7H, m), 3.05-3.22 (IH, m),
4.90-6.25 (1H, br), 6.94 (1H, s), 7.11 (1H, s), 9.21
(1H, brs), 9.70 (1H, brs).

2 Napoxnopun

: it
903 \O\ >
O

IH-AMP (DMSO-d6) oppm : 0.93-1.22 (2H, m),
1.22-1.43 (4h m), 1.43-1.79 (7H, m), 1.90-2.10

(14, m), 2.58-3.40 (6H, m), 452 2H, t, J = 8.6 2 I'igpoxnopuxn
Hz). 5.30-6.20 (1H. br), 6.50-7.45 (3H, m), 8.65-
9.38 (1H, br), 9.38-9.92 (1H, br).
IH-AMP (DMSO-d6) dppm : 0.96-1.13 (IH, m),
0 1.13-1.42 (5H. m), 1.49-1.66 (6H, m), 1.66-1.77
F (IH m). 193205 (IH, m), 2.74-2.90 (2H, m),
904 >< 298 (1H, d.] = 12.5 Hz), 3.08-3.20 (1H, m), 4.35- 2 [ixpoxnopun
O F 468 (1H. b, 695 (IH. dd, J =20, 86 Hz), 7.26
(1H,d.J = 2.0 Hz), 7.36 (1H. d, ] = 8.6 Hz), 8.98-
9.20 (1H, br), 9.60-9.85 (1H. br),
[0387]
Tabnuus 102
Abcontorta koHirypalis
H
H N CHa
P P
s ] CH3
l\» S
ot }:{ N
N4
R
“‘;‘}‘1‘“‘ R* SIMP Cirs
HsC CH, IH-IMP (CDCI3) dppm : 0.75-1.04 (2H, m),
Y CH. L04-L13 218 m). 1.15-1.37 (6H, m). 138 (3H,
Qi ”M38), 1.52-1.75 (4H, m), 2.12-2.20 (1H. m), 2.58
o @ S|'*<~CH3 (IH,d, 1 = 1.1 Hz), 2.69-2.78 (2H, m), 6.76-6.81
[“CH; ~  (2H.m).6.92:6.97 2H. m).
HsC
HsC CH; TH-AIMP (CDCI3) dppm : 0.88-1.14 (23H, m),
- V OH, 116137 (6k, m), 138 GH. 9. 1.60-1.77 (4H,
O—Gi—¢~ 13 M), 220229 (1H, m), 2.57 (1H, 4. J = 11.3 Hy),
906  \ _/ . 272282 (CH, m), 660665 (2H, m), 6.65-6.70
- /\CI-T 3 (1H, m). 7.07-7.14 (1H. m).
HC ~ 73
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Ny, HaC CH, IH-AMP (CDCI3) éppm : 0.75-1.15 (23H, m),
| Y CH. 1:17-140 (9H, m), 1.52-1.75 (4H, m), 2.10-2.17
7 —gi—<¢ (1H, m). 2.55 (1H, d, ] = 11.1 Hz), 2.70-2.77 (2H,
907 E # CHy m), 6.69-6.74 (1H. m). 6.78-6.87 (2H, m).
CH
H,C '3
HaC CHs IH-AMP (CDCI3) Sppm :0.81-1.38 (29H, m), 1.39
Y CH; (M, 5), 1.58-1.76 (4H, m), 2.23-2.32 (IH, m),
908 0—Si—~ 2.61 (1H, d, J = 11.2 Hz), 2.72-2.82 (2H, m), 4.79
CSHa (2H, 5). 7.02-7.08 (2H. m), 7.24-7.30 (2H, m).
HsC '3
IH-AMP (CDCI3) 6ppm :0.75-1.35 (29H, m), 1.37
(3H, s), 1.62-1.78 (4H, m), 2.22-2.30 (1H, m),
HaC CH;  2.60 (1H.d.J = 11.4 Hz), 2.71-2.85 (2H. m), 5.30
7/ CH; (2H,5).6.72 (1H,dd. ] =2.0,12.0 Hz), 6.86 (1H, |
909 F 0—Si—< =2.0,8.2 Hz). 7.44 (1H, 1, ] = 8.4 Hz).
CHj
H
Hic CHs
\ IH-AMP (CDCI3) éppm :0.75-1.39 (32H, m),
S 1.53-1.75 (4H, m), 2.10-2.17 (1H, m), 2.56 (1H. d,
<\ / HaC. CH; J=11.1 Hz), 2.68-2.77 (2H, m), 6.80 (1H, d, J =
910 J Y CH; 8.6 Hz). 6.84 (IH, dd. | = 2.4, 8.6 Hz), 7.08 (1H,
Cl O‘S|~-<CH d.1=24Ha).
3
HaC CH;
o CH IH-IMP {CDCI3) ppm : 0.85-1.09 (23H, m),
T, (ﬁ-q3 1.09-1.36 (3H, m), 1.37 3H, s), 1.50-1.75 (4H.
511 O/Sl CH m), 2.11-2.19 (1H, m), 2.57 (1H, d, J = 11.1 Hz),
3 267-2.77 (2H. m), 4.95 (2H. s). 6.67 (1H, d, J =
HsC CHche’ 2.5 Hz), 6.82 (1H. d,J = 8.5 Hz). 6.91 (1H, dd, J =
2.5, 8.5 Hz).
[0388]
Tabmuug 103
A6co:moTHa KoHirypattis
H
Pl* N, CHs
i g | CHj
R4
“‘;‘;““ R SIMP Cine
IH-AMP (CDCI3) 6ppm : 0.92-1.06 (1H, m), 1.09
(3H, 5), 1.12-1.37 (3H. m), 1.40 (3H, s), 1.55-1.66
912 (2H, m). 1.66-1.78 (2H. m), 2.15-2.25 (1H, m). 8
OH 2.57-2.65 (1H. m), 2.69-2.83 (2H, m), 3.15-4.30

(2H, br), 6.72-6.79 (2H. m). 6.95-7.01 (2H, m).
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913

1H-AMP (DMSO-d6) oppm : 0.82-1.00 (4H, m),
1.09-1.35 (6H, m), 1.40-1.52 (1H, m), 1.52-1.70
(4H, m). 2.12-2.25 (JH, m), 2.45-2.55 (1H, m),
2.55-2.65 (1H, m), 2.66 (1H, d, J = 11.0 Hz), 6.40-
6.51 (3H, m), 7.00-7.10 (1H, m), 9.21 (1H, s).

914

OCH,

IH-SIMP (DMSO-d6) oppm : 0.90-1.05 (1H, m),
1.05-1.38 (5H, m), 1.38-1.62 (6H, m), 1.64-1.74
(IH,m), 1.82-1.94 (1H, m), 2.53-2.62 (IH, m),
2.70 (1H, d. J = 12.0 Hz), 2.86 (1H, d, § = 12.0
Hz), 2.95-3.06 (1H. m). 3.74 (3H, s), 4.45 (2H. s),
4.65-5.60 (1H. br), 6.46 (1H, s), 6.87 (1H, d, J =
8.6 Hz), 6.94 (1H. dd, J = 2.5, 8.6 Hz), 7.15 (1H,
d, J = 2.2 Hz), 8.59-10.40 (1H, br).

1/2 dymapar

915

OH

IH-SIMP (DMSO-d6) dppm : 0.82-0.99 (4H, m),
1.05-1.32 (6H. m), 1.41-1.50 (1H, m), 1.50-1.65
(3H, m), 2.05-2.14 (I1H, m), 247 (1H, d. J = 10.8
Hz), 2.53-2.62 (2H. m), 2.95-3.65 (1H, br), 6.67-
6.72 (1H. m). 6.79-6.87 (2H. m), 8.65-10.50 (I1H,
m).

916

() on

IH-AIMP (CDCI3) dppm : 0.85-1.10 (5H, m),
1.15-1.42 (6H, m), 1.56-2.05 (5H, m), 2.25-2.15
(TH, m), 2.56-2.65 (1H, m), 2.72-2.84 (2H, m),
4,64 (2H. s), 7.04-7.30 (2H, m), 7.25-7.32 (2H.
m).

917

OH

IH-AMP (CDCI3) oppm : 0.95-1.44 (11H. m),
1.44-2.20 (5H, m), 2.25-2.35 (1H, m), 2.61 (1H. d.
J=11.4 Hz), 2.72-2.86 (2H, m), 4.69 (2H. 5), 6.75
(1H, dd. J = 2.0, 12.1 Hz), 6.83 (1H, dd, J = 2.0,
8.1 Hz), 7.29 (1H, t, ] = 8.4 Hz).

918

Cl

OH

IH-AMP (CDCI3) 6ppm : 0.90-1.11 (4H, m), 1.14-
1.42 (6H. m). 1.53-1.77 (4H, m), 2.12-2.21 (1H,
m), 2.57 (1H, d. J = 11.2 Hz), 2.67-2.80 (2H, m),
2.81-3.38 (2H, br), 6.89-6.97 (2H, m), 7.07 (IH,
dd.J =0.5. 1.9 Hz).

919

OH
OH

IH-AMP (DMSO-d6) oppm : 0.78-0.93 (1H, m).
0.95 (3H. s). 1.04-1.32 (6H, m). 1.37-1.66 (5H.
m), 2.05-2.14 (1H. m), 2.45-2.62 (3H, m), 4.43
{(2H, s), 4.65-5.20 (1H, br), 6.65 (1H, d. J = 8.4
Hz), 6.74 (1H,dd, ] = 2.5, 8.4 Hz), 7.03 (1H,d, ] =
2.5 Hz), 8.81-9.28 (1H, br).

[0389]

Tabnuug 104

AbconoTra KoHIrypams

INpuxn

RY AMP

Cine
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920

-CH3

1H-AMP (DMSO-d6)
dppm : 0.88-1.03 (IH, m),
1.10-1.25 (IH, m), 1.25-
1.40 (4H. m), 1.45-1.66
(6H. m). 1.67-1.89 (1H, m),
1.92-2.03 (IH, m), 2.26
(3H. m), 2,65 (IH, d, J =
125 Hz). 2.80 (1H. d, J =
12.5 Hz), 2.88-3.00 (1H, m),
3.15-3.28 (IH, m), 7.06-
7.17 (2H, m), 7.19-7.26
(2H, m), 9.04 (1H, brs),
9.58 (1H, brs).

Tiapoxnopun

921

-CH3

-CH3

-H

-H

I H-AMP (DMSO0-d6)
dppm : 0.87-1.02 (I1H, m),
1.10-1.24 (1H, m), 1.24-
1.40 (4H, m), 1.40-1.64
(6H, m), 1.67-1.77 (1H, m).
1.95-2.04 (1H, m), 2.21
(3H. s), 2.22 (3H. s), 2.59
(1H. d, J = 12.5 Hz), 2.82
(1H. d. J = 12.5 Hz), 2.86-
295 (1H, m), 3.15-3.37
(1H. m), 6.97-7.03 (2H, m),
7.07-1.15 (1H, m), 9.11 (1H.
brs), 9.65 (1H, brs).

[apoxiopun

922

-H

-F

-H

IH-5IMP (DMSO0-d6)
oppm : 1.22-1.65 (10H, m),
1.65-1.84 (2H, m), 1.90-
2.00 (IH, m), 2.10-2.20
(1H. m), 3.38-3.61 (4H, m),
3.78 (IH, d, J = 14.5 Hz),
6.83 (1H, dd, J = 2.3, 89
Hz), 6.97 (1H, dd. J = 2.0,
13.7 Hz), 7.65 (1H, ¢, 1 =
8.5 Hz), 8.93-9.15 (1H, m),
9.51-9.71 (1H, m).

2 [Niapoxnopua

923

-OCF3

-H

-H

IH-AMP (DMSO0-d6)
Sppm : 1.00-1.15 (1H, m),
1.15-1.41 (5H, m), 1.50-
1.67 (6Hm ), 1.67-1.77
{1H. m), 1.95-2.05 (1H, m).
2.81-2.95 (2H. m), 3.01
(1H. d. J = 12.5 Hz), 3.11-
325 (IH, m), 5.42-6.30
(1H. br), 7.20-7.27 (2H, m),
7.31-7.37 (2H, m). 9.02-
9.20 (1H, brm), 9.60-9.80
{1H. brm).

2 I'inpoxnopHza

924

-H

-F

-OCF3

| H-AAMP (DMSO-d6)
Sppm : 1.04-1.20 (1H, m).
1.20-1.41 (5H, m), 1.49-
1.78 (7H. m), 1.96-2.06
(1H. m), 2.85-3.11 (3H, m),
3.15-328 (1H, m), 5.10-
6.60 (I1H. br), 7.00-7.15
(1H, m), 7.22-7.29 (1H, m),
7.47-71.54 (1IH. m), 9.09
(1H, brs), 9.71 (1H, brs).

2 I'igpoxnopui
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925

-H

-H

-OCHF2

-H

1H-IMP (DMSO-d6)
oppm : 0.98-1.11 (1H, m),
1.11-1.25 (1H, m), 1.25-
1.40 (4H, m), 1.48-1.65
(6H, m), 1.65-1.76 (1H, m),
1.922.03 (1H, m), 2.75-
2.90 (2H. m). 2.99 (1H, d, J
= 12.8 Hz), 3.10-3.23 (1H,
m), 4.85-5.90 (1H, br), 7.01
(0.25H, s), 7.13-7.22 (4.5H,
m), 7.38 (0.25H, s), 9.06
(1H, brs), 9.63 (1H, brs).

2 Iigpoxsiopun

926

-H

-Cl

-OCHF2

-H

| H-SIMP (DMSO-d6)
dppm : 1.02-1.42 (6H, m),
1.50-1.66 (6H, m), 1.66-
177 (iH, m), 1.95-2.05
(IH. m), 2.81-2.94 (2H, m).
3.02 (1H, d, I = 12.5 Hz),
3.10-3.23 (1H, m), 3.88-
4.25 (IH, br), 7.15 (1H, dd.
=2.6, 8.8 Hz), 7.24 (1H. t,
J =733 Hz), 7.32 (1H, d, J
= 2.6 Hz), 7.34 (IH, d, J =
8.8 Hz). 9.05-9.22 (1H, m),
9.62-9.80 (1H, m).

2 Tinpoxnopun

927

-H

-OCHF2

-H

IH-MP (DMSO-d6)
dppm : 1.02-1.16 (1H, m),
1.16-1.41 (SH, m), 1.50-
1.67 (6H, m), 1.67-1.78
(1H. m), 1.96-2.06 (1H, m),
284297 (2H, m), 3.04
(1H. d. J = 1255 Hz), 3.11-
3.25 (1H, m), 6.89 (IH. s).
6.96 (1H. dd, J = 2.1, 8.1
Hz), 7.00 (1H, d, J = 8.1
Hz), 727 (IH, t, ] = 74.1
Hz), 739 (IH, t, J = 8.1
Hz), 8.30-9.30 (2H, br),
9.69-9.89 (1H, br).

2 lNigpoxnopug

928

-H

-OCHF2

-Cl

1H-SAMP (DMSO-d6)
dppm : 1.04-1.40 (6H, m),
1.50-1.69 (6H, m), 1.69-
1.79 (1H. m), 1.92-2.04
(1H,m), 2.78-2.89 (1H, m),
2.89-3.06 (2H. m). 3.15-
327 (IH, m), 7.01-7.08
(2H. m), 732 (1H, t, J =
733 Hz), 7.54 (IH, d, ] =
8.4 Hz), 8.81-9.11 (1H, m),
9.40-9.69 (1H, m).

Iiapoxaopun
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929

-OCHF2

-F

1H-AMP (DMSO-d6)
oppm : 1.00-1.40 (6H, m),
1.47-1.65 (6H, m), 1.67-
1.77 (IH, m), 1.90-2.00
(1H, m), 2.70-2.80 (1H, m),
2.87 (1H, d, J = 12.5 Haz),
296 (1H, d, J = 12.5 Hz),
3.10-3.24 (IH, m), 7.02-
7.11 (2.25H, m), 7.27 (0.5H,
s), 7.37 (1H. dd, J = 8.8,
10.5 Hz). 7.46 (0.25H. s).
8.80-9.00 (1H, br), 9.39-
9.58 (1H, br).

liapoxsiopun

930

-OCHF2

[H-SIMP (DMSO-d6)
dppm : 1.03-1.15 (1H, m),
1.17-1.41 (5H, m), 148-
1.82 (7H, m), 1.93-2.05
(iH, m), 2.82-2.91 (1H, m),
294 (1H, d, J = 12.7 H2),
3.01 (1H, d, J = 12.7 Hz),
3.08-3.25 (1H, m), 4.00-
4.60 (1H, br), 7.39 (1H, 1, J=
726 Hz), 742 (1H, d, J =
8.9 Hz). 7.51 (1H, dd, § =
2.7,90Hz).7.69 (1H,d, ] =
2.7 Hz), 8.90-9.10 (1H, br).
9.40-9.65 (1H, br).

2 I'iapoxnopuj

931

-OCHF2

-F

IH-AMP (DMSO-d6)
oppm : 1.08-1.42 (6H, m),
1.42-1.80 (7H, m), 1.96-
2,07 (IH, m), 2.90-3.00
(IH, m), 3.05 (IH, d, J =
13.0 Hz), 3.10 (IH. d, J =
13.0 Hz), 3.17-3.29 (1H, m),
3.55-3.85 (IH, br), 6.97-
7.06 (2.25H, m), 7.19 (0.5H.
s), 7.37 (0.25H. s), 8.90-
9.07 (IH, br), 9.51-9.70
(1H, br).

2 lNiapoxnopua

932

-H

-OCH2CHF2

1H-AMP (DMSO-dé6)
Sppm : 0.98-1.80 (13H. m),
1.91-2.14 (IH, m), 2.61-
3.50 (4H, m), 4.20-4.40
(2H. m), 4.61-6.20 (1H. br),
6.39 (1H, tt, J = 3.4, 54.5
Hz), 6.85-7.65 (4H, brm),
8.84-10.20 (2H, br).

2 Tigpoxnopupg

933

-H

-F

-OCH2CHF2

IH-AIMP (CDCI3) éppm :
0.95-1.09 (4H, m), 1.15-
144 (7H, m), 1.57-1.78
(4H. m), 2.13-2.22 (1H, m),
2.56 (1H, d, J =11.1 Hz),
2.70-2.79 (2H, m), 421
(2H. dt, J = 4.2, 13.1 Hz).
6.08 (1H, tt, J = 42, 551
Hz), 6.77-6.83 (IH, m),
6.84-6.95 (2H, m).
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934 -H

-OCH2CHF2

-H

-H

IH-5IMP (CDCI3) dppm :
0.93-1.10 (4H, m), 1.15-
141 (7TH, m), 1.53-1.77
(4H, m), 2.14-2.23 (1H, m),
2.57 (IH, d, J = 11.0 Hz).
2.68-2.79 (2H, m), 4.20
(2H, dt, J = 4.2, 13.0 Hz),
6.12 (1H, tt, J = 4.2, 55.1
Hz), 6.87 (IH, d, J = 8.7
Hz), 6.96 (1H, dd, J = 2.5,
8.7 Hz), 7.13 (1H, d, } = 2.5
Hz).

935 -H

-CH3

-OCHF2

1H-sIMP (DMSO0-d6)
dppm : 0.96-1.10 (IH, m),
1.12-1.40 (5H, m), 1.47-
163 (6H, m), 1.67-1.76
(1H. m). 1.90-2.01 (1H, m),
221 (BH, m), 2.70-2.87
(2H, m), 2.96 (IH, d, J =
12.1 Hz), 3.07-3.22 (1H, m),
4.40-6.50 (lH, br), 6.94
(0.25H, s), 6.97-7.03 (1H,
m), 7.03-7.08 (1H, m), 7.09-
7.15 (1.5H, m), 7.31 (0.25H,
s), 9.01 (1H, brs), 9.56 (1H,
brs).

2 ligpoxnopua

936 -H

-OCH3

-OCHF2

[H-AMP (DMSO-d6)
oppm : 1.02-1.40 (6H, m).
1.50-1.79 (7H, m), 1.96-
206 (1H, m), 2.78-2.95
(2ZH. m), 2.98-3.22 (2H,m),
3.82 (3H, s), 6.75 (1H. d. J
= 7.8 Hz). 6.80-6,93 (1.25H,
m), 7.01 (0.5H, s), 7.11-7.21
(t.25H, m), 7.21-7.75 (1H,
br), 9.14 (IH, brs), 9.77
(IH, brs).

2 [inpoxnopui

[0390]
Tabnung 105

Abcoaw ria ROHDIrypaiis

o

M,

I:,r ‘

H
N
N

.

b3

Rd

CHs
:‘..A_[/__CH:;

AMP

Cine

937

IH-AMP (DMSO-d6) dppm : 1.15-1.60 (10H, m).
1.60-1.86 (2H. m). 1.95-2.15 (2H, m), 2.47 (3H.
s), 3.37 (IH. d, ] = 14.2 Hz). 341-3.66 (2H, m),
3.88 (1H. d. J = 14.2 Hz), 5.32-7.05 (1.5H, br),
78 (1H. 4. J = 9.2 Hz). 7.36 (1H. d, ] = 9.2 Hz),
7.45-9.40 (1.5 H, br).

Oxkcanar
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Abco.morra Koudirypamsa

H
HN CHs
CH
(g o
R*

AMP

TH-AMP (CDCI3) dppm : 0.98-1.17 (23H, m),
1.17-1.40 (6H, m), 1.43 (3H, s), 1.59-1.68 (IH,
m), 1.68-1.80 (3H, m), 2.32-2.41 (1H, m), 2.68
(JH, d, } = 11.3 Hz), 2.77-2.85 (1H, m), 2.88 (1H,
d, ) =113 Hz). 705(IH dd, =24, 88Hz),7.16
(JH,d,J =24 Hz). 7.22 (1H, dd, J = 2.1, 8.7 Hz),
7.37(1H, d. J = 1.8 Hz), 7.57-7.64 (2H, m).

IH-AMP (CDCI3) éppm : 0.82-1.18 (23H. m),
1.20-1.40 (6H, m), 1.43 (3H, s), 1.59-1.70 (1H,
m). 1.70-1.85 (3H, m), 2.35-2.45 (1H, m), 2.69
(1H, d, J = 11.3 Hz), 2.77-2.86 (1H, m), 2.91 (1H,
d. 7= 11.3 Hz), 702 (1H. dd, J = 2.4, 8.8 Hz).
7.09-7.15 (2H. m), 7.27 (1H, d, J = 1.9 Hz), 7.61-
7.68 (2H, m).

IH-AMP (CDCI3) dppm : 0.97-1.41 (29H, m),
1.43 (3H. s). 1.59-1.70 (1H, m), 1.70-1.80 (3H,
m), 2.34-2.44 (1H, m). 2.69 (1H, d, ] = 11.3 Hz),
2.78-2.87 (IH, m), 2.89 (1H, d, J = 11.3 Hz), 7.11
(1H,d.J = 8.9 Hz), 7.34 (IH, dd, ] = 2.1, 9.0 Hz),
7.37 (1H. 4. ) = 1.9 Hz), 7.53 (1H, d. J = 8.9 Hz),
8.10 (1H, d. J = 8.9 Hz),

TH-IMP (CDCI3) oppm :0.75-1.42 (29H, m), 1.44
(3H, s), 1.58-1.83 (4H, m), 2.34-2.42 (IH, m),
2.68 (1H. d. J = 11.3 Hz), 2.78-2.87 (1H, m), 2.91
(14, d, J = 11.3 Hz). 3.91 (3H, s), 5.19-5.27 (2H,
m), 7.21 (1H. d, J = 9.1 Hz), 7.29 (1H. d, J = 2.2,
9.1 Hz), 7.37 (1H, d, ) = 2.1 Hz), 7.69 (1H, d, ] =
9.0 Hz), 8.16 (G H, d, J = 9.1 Hz).

[0391]
Tabnmus 106
TMpuxa R*
an
\[\ Hac\r,CHa
~ . ~ CHs
O-—S§i~
938 )\ CHa
Hod CHs
H3CYCH3
) WP CHj
08
939 . ",
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941 O S\ on,
3C CH,CH,
SC CH:CH3
942 ’"\ofs. CH;
3 ~CHs
OCHs G,

IH-AMP (CDCI3) &ppm : 0.95-1.18 (23H, m),
1.18-1.40 (6H, m), 1.44 (GH. s). 1.57-1.77 (4H,
m), 2.33-2.41 (1H, m), 2.71 (I1H, d. J = 11.2 Hz).
2.77-2.85 (1H, m), 2.87 (1H, d. ] = 11.2 Hz), 3.89
(3H, s), 4.94 (2H. d. ] = 1.0 Hz), 7.02 (1H, s), 7.22
(1H, dd, § = 2.0. 8.6 Hz). 7.43 (1H, d, J = 1.8 Hz),
7.64 (1H, d. J = .6 Hz), 7.88 (1H, ).
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943

IH-AMP (DMSO-d6) éppm : 0.88-1.03 (4H, m),
1.10-1.37 (6H, m), 1.45-1.68 (5H, m), 2.25-2.36
(1H, m), 2.58 (1H, d, J = 10.9 Hz), 2.62-2.71 (1H,
m), 2.75 (IH, d, J = 10.9 Hz), 7.02 (1H, dd, ] =
2.4, 8.7 Hz), 7.05 (1H. d, J = 2.4 Hz), 7.16 (1H.
dd, J=2.1, 8.7 Hz). 7.37 (1H, d, J = 1.8 Hz), 7.58
(1H, d, J = 8.8 Hz). 7.67 (1H, d. J = 8.8 Hz), 9.37
(1H, brs).

944

1H-AMP (DMSO-d6) dppm : 0.88-1.04 (4H, m),
1.12-1.37 (6H, m), 1.45-1.74 (5H, m), 2.32-2.41
(1H, m). 2.60 (IH, d, J = 11.1 Hz), 2.63-2.72 (1H,
m), 2.80 {1H. d. J = 11.1 Hz), 6.94 (1H. dd, J =
2.4, 88 Hz). 6.97-7.04 (2H, m), 7.21 (IH, d, J =
1.8 Hz), 7.64 (2H, d, J = 8.8 Hz), 9.62 (1H, s).

945

[H-SIMP (DMSO-d6) oppm : 0.90-1.10 (4H, m),
1.15-1.40 (6H, m). 1.51-1.75 (4H. m), 2.35-2.48
(1H, m). 2.60-2.88 (3H. m), 2.96-3.88 (1H. br),
7.23 (1H, d, ] = 8.9 Hz), 7.34 (1H, dd, § = 2.1, 9.0
Hz), 747 (1H, d. J = 2.0 Hz), 7.70 (1H, d, ] = 8.9
Hz), 7.92 (1H.d. J = 9.0 Hz), 8.92-11.38 (1H, br).

946

H-SIMP (DMSO-d6) oppm : 0.93-1.12 (4H, m).
1.15-1.41 (6H, m). 1.54-1.80 (4H, m), 2.48-2.60
(1H, m), 2.70-2.87 (2H, m), 2.92 (1H, d, J = 11.5
Hz). 3.03-4.36 (1H. br), 7.08-7.18 (2H, m), 7.50
(1H, d. | = 2.0 Hz). 7.67 (1H. d. | = 8.8 Hz), .75
(1H,d, ! = 8.7 Hz), 8.89-11.11 (IH, br).

947

TH-AMP (DMSO-d6) oppm : 0.90-1.05 (4H, m),
1.13-1.37 (6H. m), 1.47-1.70 (5H, m), 2.30-2.39
(1H, m). 2.61 (1H, d. J = 11.0 Hz). 2.64-2.73 (1H,
m), 2.78 (1H, d. J = 11.0 Hz), 3.88 (3H. s), 4.81
(1H, t, ) = 5.2 Hz), 4.88 (2H, d, ] = 5.2 Hz), 7.27
(1H, dd. J = 2.2. 9.1 Hz), 7.35 (1H, d. J = 9.1 Hz),
7.42 (1H, d, J = 2.1 Hz), 7.80 (1H, d, ] = 9.1 Hz),
8.03 (1H, d, J = 9.1 Hz).

948

X

7 0
OH

/\\ij

NN

IH-IMP (DMSO-d6) dppm : 0.95-1.10 (1H, m),
1.10-1.50 (9H. m), 1.53-1.73 (3H, m), 1.77-1.87
(1H, m). 2.582.70 (1H. m), 2.85 (2H, s), 2.89-
2,00 (1H, m). 3.87 (3H. 5), 461 (2H, 5), 6.46 (1H,
s), 7.20 (1H. dd. 1 = 2.0, 8.7 Hz), 7.22 (1H, s), 7.46
(1H, d, ] = 1.6 F2), 7.73 (1H. d, ) = 8.7 Hz), 7.79
(14, s).

1/2 dymapar
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949

1H-SIMP (CDCI3) éppm : 0.91-1.05 (1H, m), 1.08
(3H, s), 1.12-1.62 (9H, m). 1.68-1.78 (2H, m),
2.42-2.50 (1H, m), 2.62 (1H, d. ] = 11.3 Hz), 2.75
(1H,d,J = 11.3 Hz), 2.91-3.00 (1H.m ), 3.98 (3H,
s), 6.78 (iH, d. J = 8.1 Hz), 7.20 (IH, d, J = 8.1
Hz), 7.43-7.54 (2H, m), 8.21-8.26 (1H, m), 8.50-
8.54 (1H, m).

950

1H-AMP (DMSO-d6) dppm : 0.93-1.22 (2H, m),
1.26-1.44 (SH, m), 1.44-1.54 (1H,m ), 1.56-1.77
(SH, m). 1.99-2.08 (1H, m), 2.62 (3H. s), 2.76 (1H,
d,J = 12,4 Hz). 2.98-3.08 (2H, m), 3.33-3.50 (1H,
m), 7.28 {IH. d. J = 7.5 Hz), 7.38 (IH,d, J = 7.5
Hz), 7.34-7.61 (2H. m), 7.97-8.03 (1H. m), 8.43-
8.52 (1H, m), 9.10-9.25 (1H. br), 9.62-9.77 (1H,
br).

Ciapoxnopun

951

1H-AMP (DMSO-d6) dppm : 1.00-1.30 (2H, m),
1.30-1.45 (4H. m), 1.45-1.65 (2H, m), 1.65-1.85
(5H, m), 2.00-2.13 (1H, m), 2.91 (1H, d, J = 12.6
Hz), 3.05-3.20 (2H. m), 3.41-3.57 (1H, m), 3.93-
4.29 (1H. br), 7.61-7.77 (5H, m), 7.98-8.05 (1H,
m), 8.55-8.01 (1H, m). 8.77-8.88 (2H. m), 9.19-
935 (1H, m), 9.669.81 (1H, m).

2 'iapoxnopun

952

IH-SIMP (DMSO-d6) Sppm : 0.96-1.45 (6H, m),
1.55-1.80 (7H, ra). 2.00-2.12 (1H, m), 2.85-3.40
(4H, m), 3 87 (3H, s), 7.05-7.26 (2H, m), 7.32 (1H,
d, J =2.5 Hz), 7.42-7.73 (1H, br), 7.73-7.90 (2H,
m), 8.75-9.60 (2H, br), 9.60-10.15 (1H, br).

2 T'iapoxmopun

953

IH-AMP (DMSO0-d6) dppm : 0.85-1.00 (1H, m),
1.10-1.70 {12H. m). 1.75-1.87 (1H. m), 2.62-2.81
(3H, m). 2.98-3.12 (1H. m), 3.20-3.45 (4H, m),
646 (1H. s). 7.15-7.35 (3H, m). 7.35-7.52 (1H,
m), 7.88 (1H, d. J = 8.1 Hz), 8.05-9.35 (1H, br).

1/2 ®ymapar

954

RSP TN
L
OCH;

TH-AMP (DMSO-d6) dppm : 1.05-1.45 (6H, m),
1.55-1.80 (7H, m), 1.99-2.10 (1H, m), 2.91-3.08
(2H, m). 2.08-2.30 (2H, m), 3.98 (3H, ), 7.44 (1H,
d, I =9.0 Hz), 7.56 (1H, d. ] = 9.2 Hz), 7.67 (IH,
brs), 7.96 {1H, d, J = 9.1 Hz), 8.05 (1H, d, ] = 9.1
Hz), 8.15-9.10 (1H. br), 9.17-9.40 (1H, m), 9.69-
9.89 (1H, m).

2 T'igpoxaopun
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955

IH-IMP (CDCI3) oppm : 0.80-0.98 (1H, br),
1.03-1.17 (4H, m), 1.22-1.47 (6H, m), 1.63-1.74
(JH, m). 1.74-1.89 (3H. m), 2.45-2.55 (1H, m),
2.76 (1H. d. ] = 11.5 Hz), 2.81-2.90 (1H, m), 2.98
(1H, d, J = 11.5 Hz), 7.38-7.44 (2H, m), 7.49 (1H,
dd, J = 1.6, 8.4 Hz), 7.76-7.81 (1H, m), 7.83 (1H.
d.J = 8.4 Hz), 8.12 (1H, 5).

956

1H-SIMP (DMSO-d6) dppm : 1.12-1.45 (6H, m),
1.55-1.90 (7H, m), 2.00-2.14 (1H, m), 3.08-3.40
(4H, m). 4.52-5.08 (1H, br), 7.45 (1H, dd, J = 2.0,
8.9 Hz), 7.64 (1H. d, J = 1.7 Hz). 7.73 (1H, dd, J =
1.6, 8.5 Hz). .00 (1H. d. J = 8.9 Hz), 8.04 (1H, d,
J = 8.6 Hz). 8.49 (1H, s). 9.10-9.25 (1H, br), 9.60-
9.75 (1H, br).

2 I'iapoxnopun

957

1H-AIMP (DMSO-d6) éppm : 1.03-1.45 (6H, m),
1.50-1.80 (7H, m), 1.98-2.10 (IH, m), 2.90-3.30
(4H, m), 3.95 (3H, s). 6.91 (1H, d, ] = 7.1 Hz),
7.23-7.34 (1H, br), 7.38-7.49 (2H, m), 7.48-7.65
(1H, br), 8.10 (1H, d, J = 8.9 Hz), 9.10-9.36 (1H,
br), 9.60-9.88 (1 H, br). 10.00-11.50 (1H, br).

2 I'iapoxsiopun

958

OCHj3
Cl
o 0OCH3
P

TH-AMP (DMSO-d6) dppm : 1.10-1.48 (6H, m),
1.55-1.80 (7H. m), 1.981-2.10 (1H, m), 2.95-3.10
(2H,m ),5.10-3.21 (1H, m), 3.21-3.85 (1H, m),
3.99 (3H. 5). 7.26 (1H, dd, J = 1.5, 8.7 Hz), 7.50
(1H,d,J =9.1 Hz), 7.66 (1H, brs), 7.93 (2H, d, ] =
9.1 Hz), 9.20 (1H, brs). 9.72 (1H. brs), 9.89-10.70
(1H, brs).

2 l'igpoxnopun

959

1H-SIMP (DMSO-d6) éppm : 1.10-1.43 (6H, m),
1.56-1.80 (7H, m), 1.99-2.09 (IH, m), 2.95-3.06
(2H, m), 3.11 (1H, d. J = 12.5 Hz), 3.17-3.30 (1H,
m), 6.05-7.25 (1H, br), 7.36 (1H, dd, J = 1.9, 8.8
Hz), 7.49 (1H, dd. § = 2.1, 8.8 Hz), 7.64 (1H, brs),
7.88 (1H. 4. J = 8.9 Hz). 7.94 (1H, d, ] = 8.9 Hz),
8.00 (1H. 4. J = 1.8 Hz), 9.15-9.34 (1H, br), 9.69-
9.85 (1H, br).

2 I'izpoxnopuan

960

1H-AMP (CDCI3) dppm : 0.75-1.19 (5H, m).
1.24-1.44 (3H, m), 1.4]1 (3H, s), 1.59-1.73 (1H,
m), 1.73-1.82 (2H, m). 1.90-2.00 (1H. m), 2.45-
2.54 (1H. m), 2.73 (1H, d, J = 11.5 Hz), 2.81-2.92
(1H, m), 3.02 (1H, d, J = 11.5 Hz), 7.26 (1H, dd, J
=2.1,9.0 Hz), 7.38-7.47 (2H, m), 7.51 (1H, d, ) =
1.3 Hz). 7.61 (1H, d, J = 9.1 Hz), 7.94-7.99 (2H,
m). 8.30 (1H, s), 8.34 (1H, s).

961

TH-IMP (DMSO-d6) oppm : 1.15-1.48 (6H, m),
1.55-1.80 (7H, m). 1.95-2.09 (IH, m). 2.91-3.05
(2H, m), 3.05-3.16 (IH. m), 3.16-3.30 (1H, m),
3.70-4.4.10 (1H, br), 7.16 (0.25H, s), 7.32-7.40
(2.5H, m), 7.53 (0.25H, s), 7.62-7.70 (2H. m), 7.90
(1H, d, | = 8.8 Hz). 7.98 (1H. d, | = 9.0 Hz).9.05-
9.25 (1H, br), 9.54-9.78 (1H, br).

2 INiapoxsopua

962

T X F
N O/J\F
“_CN
NN NOCH,

1H-AMP (DMS0-d6) oppm : 1.05-1.50 (6H, m),
1.55-1.80 (7H, m). 1.97-2.10 (1H, m), 2.40-3.05
(2H, m), 3.05-3.16 (1H. m), 3.16-3.31 (1H, m),
3.65-4.25 (4H, m), 7.44 (1H, dd, J = 2.0, 8.8 Hz),
7.56 (1H. s). 7.65 (1H. s), 7.89 (1H. d, } = 8.8 Hz),
8.47 (1H. s), 9.05-9.35 (IH, br), 9.53-9.84 (1H,
br).

2 'iapoxnopua
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963

IH-AMP (DMSO-d6) dppm : 1.08-1.46 (6H, m),
1.54-1.80 (7H, m). 1.7-2.08 (1H, m), 2.95-3.17
(3H, m). 3.17-3.31 1H, m), 4.65-4.45 (1H, br),
7.46-7.50 (1H, m), 7.57-7.67 (3H, m), 7.97-8.04
(1H, m), 8.07-8.15 (IH, m), 9.13-9.35 (1H, br),
9.62-9.80 (1H, br).

2 l'iapoxsiopun

964

IH-SIMP (DMSO-d6) dppm : 1.08-1.47 (6H, m),
1.53-1.82 (7H, m), 1.98-2.09 (1H, m), 2.93-3.17
(3H, m). 3.17-3.30 (1H. m), 4.30-4.85 (IH, br),
715 (IH. dd. J = 1.6, 124 Hz), 7.47 (IH, d. J =
1.3 Hz). 7.51-7.64 (2H, m), 7.97 (2H, d. J = 82
Hz). 9.10-9.30 (1H, br), 9.67-9.85 (1H, br).

2 TI'inpoxnopua

965 o”\_(F
=

TH-IMP (CDCI3) oppm : 1.00-1.15 (4H, m),
1.17-1.52 (TH, m). 1.58-1.68 (1H, m), 1.68-1.79
(3H, m), 2.34-2.42 (1H, m), 2.69 (1H, d, ] = 11.3
Hz), 2.77-2.86 (1H. m), 2.88 (1H, d, J = 11.3 Hz),
428 (2H. dt, J = 4.1. 13.1 Hz), 6.15 (1H, 1, J =
4.1.552 Hz), 7.10 (1H, d, } = 2.5 Hz), 7.14 (1H,
dd. ) =2.6,8.9 Hz). 7.27 (1H, dd, ] = 2.1, 8.7 Hz),
7.4 (1H, d. J = 2.0 Hz), 7.63-7.72 H, m).

966 \)\
oo

IH-AMP (CDCI3) éppm : 1.00-1.15 (4H. m),
1.20-1.70 (8H. m). 1.70-1.88 (3H, m), 2.39-2.48
(1H, m). 2.70 (1H, d. J = 11.4 Hz), 2.79-2.88 (1H,
m), 293 (I1H,d.J = 11.4 Hz). 4.29 (2H, dt, ] = 4.2,
13.1 Hz). 6.13 (IH, tt. ] = 4.1, 55.2 Hz), 7.03-
7.1 (2ZH, m), 7.16 (1H, dd, J = 2.1, 8.6 Hz), 7.33
(1H, d, ] =2.C Hz), 7.65-7.74 (2H, m).

TH-SIMP (DMSO-d6) appm : 0.91-1.05 (1H, m),
1.07-1.36 (SH. m), 1.36-1.63 (12H, m), 1.63-1.74
(1H, m). 1.80-1.83 (1H, m), 2.50-2.62 (1H, m),

967 0] 2.71 (1H. d, J = 12.0 Hz), 2.86 (1H, d. J = 12.0 Mdymapar
CH3 Hz), 2.92-3.02 (1H. m). 4.78 (2H, s), 6.48 (2H, s),
6.73 (1H. 4, J = 8.6 Hz), 6.83 (1H, d, ] =2.3 Hz),
6.91 (1H, dd. J = 2.3, 8.6 Hz). 9.52-11.33 (1H, br).
[0394]
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IH-SIMP (DMSO-d6) dppm : 0.96-1.10 (1H, m),
1.10-1.25 (1H, m), 1.26-1.41 (4H, m), 1.47-1.78
(7H, m). 1.94-2.05 (1H. m), 2.56 (3H, s), 2.84 (1H,
968 d.J=12.4 Hz). 2.90-3.02 (2H. m), 3.23-3.35 (1H.  Tizpoxaopua

m), 7.15 (1H, d. J = 7.6 Hz). 7.22-7.33 (2H, m),
7.68 (IH. d. | = 7.9 Hz), 891-9.09 (1H, brm),
9.54-9.70 (1H, brm).
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969

1H-AMP (DMSO-d6) Sppm (80°C): 1.03-1.46
(6H, m). 1.50-1.79 (7H. m), 2.02-2.12 (1H, m).
2.53 (3H. s). 2.88 (1H, d, J = 12.4 Hz), 3.02-3.12
(1H, m), 3.12-3.27 (2H. m), 7.05 (1H. s), 7.13 (1H,
d. J = 8.6 Hz), 7.62-7.68 (2H, m), 9.25 (1H. brs),
9.75 (1H, brs).

INiapoxnopun

970

IH-SIMP (DMSO-d6) oppm : 0.95-1.41 (6H, m),
1.40-1.76 (7H. m), 1.96-2.05 (1H, m). 2.84 (1H, d,
J =124 Hz). 2.93-3.01 (1H, m), 3.04 (1H, d. J =
12.4 Hz). 3.28-3.44 (1H. m). 7.25 (2H, d, J = 7.0
Hz). 7.64 (1H. dd, J = 4.0, 5.3 Hz), 7.86 (1H. d, J =
5.3 Hz), 9.04-9.19 (1 H. brm), 9.63-9.75 (1H, brm).

Iapoxnopun

971

1H-AMP (DMSO-d6) dppm : 0.97-1.43 (6H, m),
1.45-1.78 (7TH. m), 1.96-2.06 (1H, m), 2.87 (IH, d.
J = 12.4 Hz). 2.94-3.06 (2H, m). 3.26-3.43 (1H,
m), 7.28 ¢ IH. d, J = 8.1 Hz), 7.50 (1H, d, J = 8.1
Hz), 7.64 (1H, d. ) =54 Hz), 788 (1H,d, ] =54
Hz), 9.12 (1H. brs). 9.66 (1H, brs).

[inpoxnopua

S
972 S

IH-SIMP (DMSO-d6) dppm : 0.92-1.80 (13H. m).
1.36-2.05 (1H. m). 2.75-3.05 (4H. m). 3.94 (3H,
s), 6.94 (IH. d. ) = 7.9 Hz), 7.18 (1H, d, ] = 7.9
Hz). 7.55 (1M, d, J = 5.4 Hz), 7.71 (1H, d, ] = 5.4
Hz), 8.81 (1H. brs). 9.31 (1H, brs).

Tiapoxnopua

S

IH-AMP ( DMSO-d6 ) dppm : 0.95-1.15 ( 1H,
m), L1513 CiH, m), 1.3-1.45 (5SH, m), 1.5-1.7
(6H, m ). 1.7. 1.8 ( 1H, m), 1.9-2.0 ( IH, m ),
2.85-3.1 (3H, m),3.2-34 ( IH. m ), 7.24 ( 1H. d.
J=72Hz ). 742 ( IH.dd, J = 7.7. 7.7Hz ), 7.70-
7.77 (2H, 111 ), 8.84 ( 1H, br ), 9.28 ( IH, br).

[iapoxnopun

[0395]
Tabnuug 110
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974 /\O

1H-SIMP (DMSO-d6) oppm : 0.97-1.10 (1H, m),
1.10-1.41 (SH, ), 1.50-1.78 (7H, m), 1.94-2.05
(1H, m). 2.44 (3H. s). 2.75-3.09 (3H, m), 3.09-
3.30 (1H. m). 6.58 (1H, brs), 6.98 (1H, d, J = 7.2
Hz), 7.19 (IH.t. J = 7.8 Hz), 7.31 (1H, d, ] = 7.8
Hz), 9.00 (| H. brs), 9.59 (1H. brs).

Fippoxiopun

l h CH
975 o / 3

1H-AMP (DMSO-d6) dppm : 1.00-1.44 (6H, m),
1.44-1.79 (7TH, m), 1.95-2.08 (1H, m), 2.42 (3H, d,
J=0.9 Hz). 2.78-3.30 (4H, m), 3.78-4.64 (1H, br),
6.55 (1H. s), 7.04 (1H. brs), 7.32 (1H, brs), 7.48
(1H, d, J == 8.6 Hz), 8.91-9.35 (1H, br), 9.54-9.90
(1H, br).

2 linpoxaopua
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976

1H-AMP (DMSO-d6) ppm : 1.00-1.14 (1H, m),
1.14-1.42 (SH, m), 1.43-1.77 (7TH, m), 1.93-2.03
(1H, m), 2.72-3.12 (3H, m), 3.27 (IH, brs), 7.08
(1H, brs), 7.24 (1H, brs), 8.14 (1H, s), 8.95 (1H,
brs), 9.57 (1H, brs).

[inpoxnopun

9717

IH-AAIMP (CDCI3) oppm : 0.86-1.13 (5H, m),
1.13-1.40 (3H, m), 1.42 (3H, s), 1.57-1.68 (2H,
m), 1.68-1.79 (2H, m), 2.20-2.30 (1H, m), 2.65
(1H, d. J = 11.1 Hz), 2.74-2.85 (2H, m), 3.99 (3H,
s), 6.61 (1H, d, J = 1.8 Hz), 6.70 (1H, d, J = 2.1
Hz), 6.95 (1H.d, J = 1.8 Hz), 7.59 (1H, d, J = 2.1
Hz).

978

1H-AMP (DMSO-d6) dppm : 1.02-1.42 (6H, m),
1.49-1.78 (7H, m), 1.96-2.06 (1H, m), 2.82-2.97
(2H, m). 3.04-3.25 (2H, m), 6.55-7.25 (3H, m),
7.30 (1H. s). 8.11 (1H. d, J = 2.1 Hz), 9.11-9.30
(1H, m). 9.70-9.88 (1H, m).

2 [iapoxnopun

979

IH-5IMP (DMSO-d6) oppm : 1.00-1.40 (6H, m),
1.45-1.78 (7H, m), 1.95-2.05 (1H, m), 2.82-2.95
(2H, m), 3.02-3.24 (2H. m), 3.78-4.47 (IH, br),
7.05 (1H, d, J = 2.2 Hz), 7.19 (1H, d, J = 1.7 Hz),
7.44 (1H, d, J = 1.7 Hz), 8.12 (1H, d, ] = 2.2 Hz),
9.15 (1H, brs). 9.66 (1H, brs).

2 I'iapoxnopun,

980

1H-AMP (DMSO0-d6) dppm : 0.90-1.05 (1H, m),
1.12-1.84 (13H, m). 2.55-2.95 (4H, m), 3.10-4.75
(2H, br). 6.43 (3H, s), 7.34 (1H, dd, J = 2.1, 8.9
Hz), 7.53 (1H, d, J = 2.0 Hz), 7.68 (1H, d, ) = 8.9
Hz), 8.03 (1H.d, J = 0.8 Hz).

dymapar

981

IH-SIMP (CDCI3) oppm : 0.96-1.15 (4H, m),
1.15-1.45 (6H. m), 1.48-1.80 (5H, m), 2.21-2.30
(1H, m), 2.62 (1H, d, ] = 11.1 Hz), 2.75-2.85 (2H,
m), 7.04 (1H. dd, ] = 1.8, 11.8 Hz), 7.15 (1H, d, J
= 1.8 Hz). 742 (1H. d, J = 2.5 Hz).

982

IH-SIMP (CDCI3) oppm : 0.96-1.15 (4H, m),
1.15-1.40 (3H, m), 1.42 (3H, s), 1.55-1.70 (3H,
m), 1.70-1.80 (ZH, m), 2.23-2.35 (1H, m), 2.66
(1H, d, J = 11.1 Hz), 2.75-2.86 (2H, m), 4.01 (3H,
s), 6.76 (1H, d, J = 1.7 Hz), 697 (1H, d, ] = 1.7
Hz), 7.38 (1H. s).

983

IH-AMP (DMSO-d6) oppm : 0.99-1.42 (6H, m),
1.50-1.78 (7H, m), 1.72-2.05 (1H, m), 2.75-3.11
(3H, m), 3.16-3.40 (1H. br), 4.95-6.80 (1H, br),
6.95-7.11 (2H. m), 7.12-7.21 (1.25H, m), 7.33
(0.5H, s), 7.51 (0.25H. s), 8.08 (1H, brs), 9.05 (1H,
brs), 9.64 (1H, brs).

2 Niapoxnopun

984

TH-AMP (CDCI3) oppm : 0.99-1.12 (4H, m),
1.20-1.43 (7H, m). 1.62-1.83 (4H, m), 2.34-2.42
(1H, m). 2.70 (1H, d. J = 11.5 Hz), 2.76-2.85 (1H,
m), 2.91 (1H. d. J = 11.5 Hz), 3.92 (3H. ), 6.45
(1H, d, J = 1.4 Hz), 6.80-6.83 (1H, m), 7.45 (1H,
d, J=0.9 Hz).
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0 IH-AMP (CDCI3) dppm : 1.01-1.15 (4H, m),
CN 1.20-1.45 (7H, m), 1.67-1.90 (4H, m), 2.44-2.53
085 Vi (1H, m), 2.77-2.87 (2H, m), 2.98 (1H, d, J = 11.9 )
Hz), 6.74 (IH. dd. J = 1.6, 11.5 Hz), 6.90-6.94
£ (1H, m), 7.43 (1H.d, J = 0.9 Hz).
[0396]
Tabmnus 111
AbcomoTHa KOHQITypalis
H
H ' CHs
,,//\\\;é:‘.«*‘N\ u
B3 CHg3
\\\x‘ /I”“N -
H F‘{,;
IMpuki R aM .
al P Cinp
HsC CHj IH-AMP {CDCI3) ppm : 0.83-1.44 (26H, m),
g \{ CH3 1.52 (3H. s). 1.55-1.90 (7H, m), 2.36-2.62 (2H,
N—Si— m), 2.80-3.00 (2H. m), 6.69-6.84 (3H, m), 7.24
986 " "CH3  (1H,d,J =32 H2). ]
CHsy
F CHs;

987 H3C>/s\i/QCH 5

TH-SIMP (CDCI3) oppm : 0.80-1.38 (26H, m),
1.42 (3H, $), 1.58-1.77 (4H, m), 2.01 (3H, sextet, J
=17.5 Hz). 2.25-2.34 (1H, m), 2.65 (1H, d, ] = 11.2
Hz), 2.75-2.85 (2H, m), 7.11 (1H, dd, J = 2.1, 9.1
Hz), 7.32 (1H, d, J = 2.1 Hz), 7.33 (1H, d, J = 0.5
Hz), 7.50 (1H.d. J = 9.1 Hz).

988 CH,

IH-AIMP (CDCI3) oppm : 0.76-1.40 (26H, m),
1.52 (3H. s), 1.56-1.94 (7H, m). 2.35-2.64 (2H,
m), 2.79-3.01 (2H, m), 3.88 (3H. s), 6.54 (1H, d, J
= 8.1 Hz), 6.69 (1H, d, ] = 3.1 Hz), 6.74 (1H, d,
=8.1 Hz), 7.24 (1H. d, ] = 3.2 Hz).

989 I N }\ CHs

1H-AMP (CDCI3) &ppm : 0.95-1.20 (22H, m),
1.20-1.45 (3H, m), 1.52 (3H, s). 1.62-1.90 (7H.
m), 2.10-2.20 (IH, m). 2.57-2.68 (2H, m), 2.83-
2.95 (1H, m). 3.26 (1H. d, J = 11.7 Hz), 6.55 (1H,
d, ) =3.5Hz), 663 (1H, d, ] =5.2 Hz), 7.18 (IH,
d,J=3.5Hz),8.12(1H, d, ] =5.2 Hz).
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\
990 HaC-, S

IH-SIMP (CDCI3) dppm : 0.96-1.17 (23H, m),
1.17-1.40 (3H, m), 1.42 (3H, s). 1.55-1.66 (2H,
m), 1.66-1.76 (2H, m), 1.84 (3H, quint, J = 7.5
Hz), 2.28-2.37 (1H. m), 2.72(1H. d, ] = 11.2 Hz),
2.76-2.85 (2H, m), 6.47 (1H, d, J = 3.4 Hz), 7.27
(1H, d, 1 = 3.4 Hz), 7.61 (1H. d, ] = 2.4 Hz), 8.06
(1H,d,J =24 Hz).

IH-AMP (CDCI3) déppm : 0.89-1.40 (26H, m),
1.43 (3H. s), 1.60-1.80 (4H, m), 1.95-2.07 (3H,
m), 2.30-2.40 (1H, m), 2.58 (I1H, d, J = 11.3 Hz),
2.80-2.90 (2H, m), 6.98 (1H, d, ] = 1.6, 8.5 Hz).
7.31 (1H. s), 7.34 (1H. d, ] = 0.6 Hz), 7.52 (1H, d,
J=8.5 Hz).

[0397]
Tabmuns 112

AbcosoTHa KoHMpIrypamis

H
HN CH3
- T / CH
Gl
H Rd

TMpuka
an

SAMP

Cinb

992

1H-SIMP (DMSO-d6) dppm : 0.77-0.92 (1H, m),
0.95 (3H, s). 1.09-1.35 (3H, m), 1.40 (3H, s), 1.46-
1.57 (2H. m). 1.58-1.83 (3H, m), 2.29-2.47 (2H,
m), 2.60-2.85 (2H. m). 6.47 (1H, brs), 6.58-6.65
(1H, m). 6.81 (1H, dd, J = 8.3. 11.0 Hz), 7.30 (1H.
1,1 =2.7 Hz). 11.47 (1H, 5).

993

IH-SIMP (DMSO-d6) oppm : 0.83-1.00 (4H, m),
1.08-1.34 (6H, m), 1.41-1.67 (5H, m), 2.19-2.27
(1H, m), 2.55 (1H, d. ] = 10.8 Hz), 2.59-2.69 (2H,
m), 7.11 (1H, dd. ] = 1.8, 8.8 Hz), 7.26 (1H, d, ] =
0.8 Hz), 7.32 (1H, d, ] = 1.8 Hz), 7.37 (IH, d, ] =
8.8 Hz), 12.25 (1H, brs).

994

1H-AMP (CDCI3) oppm : 0.75-0.99 (4H. m),
1.08-1.90 {11H, m). 2.20-2.45 (2H, m), 2.58-2.86
(2H, m). 3.86 (3H, s), 6.38 (1H, brs), 6.47-6.66
(2H, m). 7.13 (1H, t, J = 2.5 Hz), 11.07 (1H, s).

995

IH-MP (DMSO-d6) oppm : 0.95-1.09 (1H, m),
121 (GH. s). 1.25-1.65 (7H, m), 1.69-1.79 (1H,
m), 1.86-2.03 (24, m), 2.88 (1H, d, J = 12.4 Ha),
2.96-3.21 (3H. m), 6.39 (1H, d, ] = 2.6 Hz), 6.49
(2H, s), 6.72 (1H, d, J = 5.3 Hz), 7.33-7.38 (1H,
m), 8.09 (1H, d. ] = 5.3 Hz), 8.35-11.15 (1H, br),
11.58 (1H, s).

Dymapar
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1H-AMP (DMSO0-d6) éppm : 0.95-1.10 (1H.m ),
1.10-1.23 (1H, m), 1.23-1.38 (4H, m), 1.38-1.60
(64, m). 1.63-1.75 (1Hm ), 1.84-1.95 (1H, m),

996 2.72-2.85 (2H,m ), 3.00-3.13 (2H, m), 6.38-6.43 1/2 dymapar
(1H, m), 6.50 (1H, s). 7.43-7.48 (1H, m), 7.75 (1H,
d, J=19Hz). 799 (1H,d, } =2.2 Hz), 8.35-11.30
(2H, br), 11.61 (1H. s).
1H-AMP (DMSO-d6) éppm : 0.85-1.05 (4H, m),
1.10-1.36 (6H, m), 1.35-2.10 (5H, m), 2.25-2.35
997 (1H, m), 2.56 (1H, d, J = 11.0 Hz), 2.62-2.70 (1H,
m), 2.75 (1H, d, J = 11.0 Hz), 691 (1H. dd, J = .
1.2, 8.6 Hz), 7.02 (1H. s), 7.27 (IH. s), 7.55 (1H,
d. J = 8.6 Hz) 11.93-12.33 (1H, br).
[0398]
Tabmuus 113
ABconwraa KoHpirypaiis
H
TS f _»‘N\ e’CHS
CORT TCH?)
F\’.,i.._
s_\/,' '-.N
H F’zgx
Mpux R SAIMP Cine
an
IH-AMF (CDCI3) éppm : 0.72-1.19 (SH, m). 1.25-
1.45 (3H. m), 1.48 ({3H, s). 1.65-1.82 (3H, m), 2.08-
5k 2.20 (1H, m), 2.65-2.80 (2H. m), 2.80-2.95 (1H, m). )
327 (1H, d, ) = 11.9 Hz), 3.85 (3H, s), 6.45 (1H, d,
J=3.5Hz).6.63 (1H.d,J=5.3 Hz), 7.06 (I1H. d, J
=3.5 Hz), 8.20 (1H. d, J = 5.3 Hz).
N IH-AMP (DMSO-d6) dppm : 0.95-1.60 (11H, m),
‘ 1.60-1.83 (2H. m). 1.83-1.95 (1H, m), 2.65-2.83
_ (2H, m). 3.00-3.10 (2H, m), 3.79 (3H, s), 6.41 (1H,
9% d.J=3.4 Hz), 6.48 2H. 5), 7.50 (1H. d, J = 3.4 Hz), Ut
797 (1H. d. 1 = 2.2 Hz), 8.04 (1H, d, J = 2.2 Hz),
8.35-10.85 (2H, br).
[0399]
Tabmius 114
Abcomioraa KoHgirypanis
H
H N CHsy
,C{ TCHg
ﬁ N
R*
Tlpsct R* SIMP Cinb
an
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IH-IMP (DMSO-d6) oppm : 0.87-1.00 (1H, m).
1.15-1.40 (5H, m). 1.50-1.78 (7H,m ), 1.90-2.11
(3H, m), 2.65-2.80 (2H, m). 2.80-3.05 (5H, m),
3.09-3.25 (1H, m), 3.48 (1H, brs), 6.99 (IH, d, ] =
8.3 Hz), 721 (1H, d, J = 8.3 Hz), 8.90-9.10 (1H,
m), 9.40-9.64 (1H, m).

2 IN'ippoxnopun

1H-AMP (DMSO-d6) dppm : 0.89-1.04 (1H, m),
1.20-1.40 (5H. m), 1.46-1.78 (7H,m ), 1.88-2.09
3H, m), 2.64-3.00 (7H, m), 3.05-3.25 (I1H, m),
3.25-3.50 (1H, br), 6.96 (1H, s), 7.12 (1H, s), 8.70-
9.10 (1H, brs), 9.15-9.55 (1H, brs).

2 Tiapoxnopua

1H-AMP (DMSO-d6) dppm : 0.90-1.21 (2H, m),
1.22-1.43 (4H. m). 1.43-1.80 (7H, m), 1.90-2.10
(1H, m). 2.58-3.40 (6H, m), 4.52 (2H. t, J = 8.6 Hz),
5.35-6.40 (1H, br), 6.55-7.60 (3H, m), 8.60-10.20
(2H, br).

2 Tiapoxiopun

1H-AMP (DMSO-d6) dppm : 0.98-1.13 (1H, m),
1.13-1.40 (5H. m), 1.47-1.65 (6H, m), 1.65-1.77
(1H, m). 1.91-2.06 (1H, m). 2.74-2.90 (2H, m), 2.99
(1H, d, J = 12.5 Hz). 3.08-3.21 (1H, m), 4.05-5.00
(1H, br), 6.95 (1H, dd, J = 2.0, 8.6 Hz), 7.26 (1H, d,

=2.0 Hz). 7.36 (1H. d, ] = 8.6 Hz), 8.94-9.20 (1H,
br), 9.55-9.85 (1H, br).

2 T'iapoxsiopu

1000
Cl
1001 Z l
cr ™
1002 \©j>
O
O
1003 \C[ ><F
O F
[0400]

Tabnunsg 115

ABcoaxrraa koudiryparisa

IMpukn
an

AMP

Cine

1004

IH-IMP (CDCI3) &ppm : 0.78-1.04 (2H, m), 1.04-
1.14 21H, m), 1.15-1.35 (6H. m), 1.38 (3H, s),
1.51-1.75 (4H. m), 2.12-2.20 (1H, m), 2.58 (1H. d, J
= 11.1 Hz), 2.69-2.78 (2H, m), 6.76-6.81 (2H, m).
6.92-6.97 (2H. m).

1005

IH-AMP (CDCI3) éppm : 0.85-1.15 (23H, m),
1.15-1.37 (6H, m), 1.38 (3H, s). 1.60-1.77 (4H, m),
2.20-2.29 (1H. m), 2.58 (1H, d, J = 11.3 Hz), 2.72-
2.82 (2H, m), €.60-6.65 (2H, m), 6.65-6.70 (1H, m),
7.07-7.13 (1H, m).

1006

1H-AMP (CDCI3) dppm : 0.75-1.13 (23H, m).
1.13-1.39 (9H. m), 1.50-1.75 (4H. m), 2.08-2.18
{IH, m). 2.55 (1H, d. ) = 11.2 Hz), 2.69-2.78 (2H,
m), 6.68-6.74 (1H, m). 6.77-6.86 (2H, m).
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1 cH
1007 \O\,.O—Si-<n ’

TH-SIMP (CDCI3) oppm :0.92-1.38 (29H, m), 1.39
(3H, s), 1.38-1.76 (4H, m), 2.23-2.31 (1H, m), 2.6
(1H, d, } = 11.3 Hz), 2.71-2.82 (2H, m), 4.79 (2H,
5). 7.02-7.08 (2H. m). 7.22-7.31 (2H, m).

[H-5IMP (CDCI3) oppm :0.72-1.35 (29H, m), 1.36
(3H, s), 1.60-1.78 (4H, m), 2.21-2.30 (1H, m), 2.60
(1H, d, § = 12.1 Hz), 2.71-2.84 (2H, m), 5.30 (2H,
5), 6.72 (1H. dd, J = 2.0, 12.0 Hz), 6.86 (1H, J = 2.0,
8.2 Hz), 7.44 (1H, t, ] = 8.4 Hz).

IH-AMP (CDCI3) éppm :0.72-1.39 (32H, m), 1.52-
1.75 (4H. m), 2.08-2.18 (1H, m), 2.56 (1H, d, J =
11.1 Hz), 2.67-2.77 (2H, m), 6.80 (1H, d, J = 8.6
Hz), 6.84 (1H, dd, ) = 2.4, 8.6 Hz), 7.08 (1H, d, J =
2.4 Hz).

IH-AMP (CDCI3) dppm : 0.86-1.09 (23H, m),
1.09-1.36 (3H, m), 1.37 (3H, s), 1.50-1.75 (4H, m),
2.11-2.19 (1H, m), 2.57 (1H, d. J = 11.1 Hz), 2.67-
2.77 (2H, m), 4.95 (2H, s), 6.67 (1H, d, ] = 2.5 Hz),
6.82 (1H. 4. J = 8.5 Hz). 6.91 (1H, dd, J = 2.5, 8.5
Hz).

AbcomrrrHa KoHpIrypamis

J“CHg

Q

\ N

I-l-&-‘ -(!mI

N
R*

SAMP

Cins

IH-AMP (CDCI3) dppm : 0.92-1.06 (1H, m), 1.09
(3H, s), 1.12-1.39 (3H. m), 1.41 (3H, s), 1.55-1.66
(2H, m). 1.66-1.79 (2ZH. m), 2.17-2.25 (1H, m), 2.61
(iH, d, J = 11.3 Hz), 2.70-2.83 (2H, m), 3.53-4.70
(2H, br). 6.73-6.79 (2H. m). 6.94-7.01 (2H, m).

/k \JH3
Hal CHs
HSC\YCHS
CH
1008 F o8 °
CHj
Ha¢ CHs
QY
CH
2 o o-si< 2
CHj
Ha CHs
CH
O,s',i’kcah3
1010 /\\C H,
HsC CH; 8
[0401]
Tabmuus 116
Mpuxn R
aia
1011
OH
% OH
1012

[H-SIMP (DMSO-d6) dppm : 0.82-1.00 (4H. m),
1.09-1.35 (6H. m), 1.40-1.52 (1H, m). 1.52-1.70
(4H, m), 2.15-2.25 (1H, m), 2.44-2.55 (IH, m),
2.55-2.64 (1H, m), 2.66 (1H, d, J = 12.2 Hz), 6.39-
6.51 (3H, m), 6.99-7.09 (1H, m), 9.21 (IH, s).
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IH-AMP (DMSO-d6) dppm : 0.90-1.03 (1H, m),
1.05-1.53 (10H, m), 1.53-1.62 (1H, m), 1.62-1.74

OH  (IH.m). 1.80-1.90 (IH.m ), 2.48-2.59 (1H, m), 2.68
o3 (14, = (18 H7), 2.84 (1M, d, J = 118 H2), 290- oo
OCH 3.01 (1H, m), 3.74 (3H, s), 4.45 (2H, s), 645 (1H, = YMap
3

s), 6.86 (1H. d, J = 8.6 Hz), 6.94 (1H, dd, J = 2.5,
8.6 Hz), 7.15 (1H, d. J = 2.5 Hz), 8.10-10.15 (1H,
br).

IH-SIMP (DMSO-d6) dppm : 0.83-1.00 (4H, m),

F 1.05-1.31 (6H. m). 140-1.51 (1H, m), 1.51-1.65

. \(:[ (3H, m). 205214 (IH, m), 247 (IH.4.J = 108 )
Hz). 2.53-2.62 (2H, m), 3.10-3.60 (1H, br), 6.67-
OH 67 (IH. m), 6.79-6.87 (OH. m). 9.00-10.10 (1H,

m).

IH-SIMP (CDCI3) oppm : 0.84-1.12 (5H, m), 1.16-

1.45 (6H, m), 1.59-2.14 (5H, m), 2.25-2.35 (lIH, m),
1015 2.56-2.65 (1H, m), 2.72-2.85 (2H, m), 4.64 (2H. m), -
OH 7.07 2H, dd. J = 1.3, 8.1 Hz), 7.29 (2H, d. J = 8.1

Hz).

F 1H-SIMP (CDCI3) oppm : 0.95-1.44 (11H, m), 1.4~
222 (SH. m), 2.26-2.35 (1H, m), 2.62 (1H, d, J =
1016 | 11.4 Hz), 2.72-2.87 (2H, m), 4.69 (2H, 5). 6.75 (1H, .
pr OH  dd.J=2.0,12.0 Hz), 6.81 (1, dd, J = 2.0, 8.1 Hz),
7.29 (1H, t, J = 8.4 Hz).

Cl TH-SIMP (CDCI3) oppm : 0.89-1.12 (4H, m). 1.14-
.43 (6H, m), 1.53-1.77 (44, m), 2.12-2.21 (1H, m),
1017 2.57 (1H, 4, J = 11.2 Hz), 2.67-2.80 (24, m), 2.80- -

3.30 (2H, br), 6.89-6.96 (2H, m), 7.05-7.09 (1H, m).
OH

1H-AMP (DMSO-d6) dppm : 0.78-0.94 (1H, m),

OH 095 GH. 5). 1.04-1.32 (6, m). 1.39-1.66 (SH. m),
1018 2.05-2.15 (1H, m), 2.45-2.62 (3H, m), 4.43 (2H. s), )
OH 4.70-5.15 (1H. br). 6.65 (1H, d, J = 8.4 Hz), 6.74

(1H, dd, ) = 2.5, 8.4 Hz), 7.03 (1H, d. ] = 2.5 Hz),
8.80-9.30 (1H, br).

[0402]
Tabnuug 117
Abco.ioria koudirypalis
H
Hy CH
-~ 2 N. 3
P[ r CH,
F?
i
!
R"ﬁ“*-,; a FIRS
A s
Rs™ % R
Ry
“2’;“" R’ R R’ R* R® SMP Cinb

200



UA 111950 C2

1019

1H-AMP (DMSO-d6)
Sppm : 0.88-1.03 (1H,
m), 1.10-1.25 (1H, m),
1.25-1.40 (4H, m),
1.45-1.66 (6H, m),
1.67-1.89 (1H, m),
1.92-2.03 (1H, m),
2.26 (3H, m), 2.65
(1H,d, J = 12.5 Hz),
280 (1H,d, J=125
Hz), 2.88-3.00 (1H,
m), 3.15-3.28 (1H, m),
7.06-7.17 (2H, m),
7.19-7.26 (2H, m),
9.04 (1H. brs), 9.58
(1H, brs).

-CH3 -H -H -H -H Iinpoxnopua

1020

IH-AIMP (DMSO-d6)
Sppm : 0.89-1.02 (1H,
m), 1.09-1.23 (1H, m),
1.24-1.40 (4H, m),
1.40-1.66 (6H, m),
1.67-1.76 (1H, m),
1.93-2.02 (1H, m),
-CH3 -CH3 -H -H -H 2.21(3H, s), 2.22 (3H, [iapoxnopua

s), 2,60 (1H,d, J =
12.5 Hz), 2.76-2.95
(2H, m), 3.15-3.35
(1H, m),6.97-7.03
(2H, m), 7.07-1.15
(1H, m), 9.07 (1H,
brs), 9.61 (1H, brs).

1021

1H-AMP (DMSO-d6)
dppm: 1.21-1.65
(10H, m), 1.65-1.84
(2H, m), 1.90-2.00
(1H, m), 2.10-2.20
(1H, m), 3.38-3.61
(3H, m), 3.78 (1H, d, J
=14.5 Hz), 6.83 (1H,
dd, J=2.3, 8.9 Hz),
6.97 (1H, dd, J = 2.0.
13.7 Hz), 7.65 (1H, t,
J =85 Hz), 8.93-9.15
(1H, m), 9.51-9.71
(1H, m).

-H -F -CN -H -H ®ymapar

1022

1H-SAMP (DMSO0-d6)

Sdppm : 1.00-1.15 (1H,

m), 1.15-1.40 (SH, m),

1.50-1.67 (6H.m ),

1.67-1.77 (1H, m),

1.95-2.05 (1H, m),

e 2.80-2.95 (2H, m), 3

-H -H ~-OCF3 -H -H 3.01 (1H, d, J = 12.4 2 Iigpoxnopua

Hz), 3.11-3.25 (1H,

m), 5.15-5.32 (1H, br),

7.20-7.27 (2H, m),

7.31-7.37 (2H, m),

9.10 (1H, brs), 9.68

(1H, brm).
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1023

1H-IMP (DMSO-d6)
Sppm : 1.04-1.20 (1H,
m), 1.20-1.41 (5H, m),
1.479-1.78 (7H, m),
1.97-2.07 (1H, m),
2.86-3.11 (3H. m),

-H -F -OCF3 -H -H  3.15-3.27 (1H, m),
4.45-6.85 (1H, br),
7.00-7.16 (1H, m),
7.22-7.29 (1H, m),
7.46-7.55 (1H, m),
9.12 (1H, brs), 9.77
(1H, brs).

2 T'izpoxnopua

1024

IH-5IMP (DMSO-d6)
Sppm : 0.98-1.40 (6H,
m). 1.49-1.77 (7TH, m),
1.95-2.06 (1H, m),
2.76-2.95 (2H, m),
3.03 (1H,d, ] =123
Hz), 3.10-3.23 (1H,
m), 6.20-6.90 (1H, br),
7.01 (0.25H, s), 7.13-
7.23 (4.5H, m), 7.38
(0.25H, s), 9.17 (1H,
brs), 9.74 (1H, brm).

-H -H -OCHF2 -H -H

2 Niapoxaopun

1025

| H-AMP (DMSO-d6)
Sppm :1.03-1.40 (6H,
m), 1.50-1.67 (6H, m),
1.67-1.77 (1H, m),
1.96-2.05 (1H, m),
2.81-2.95 (2H, m),
3.02(1H,d, J=125
Hz), 3.10-3.23 (1H,
-H -F -OCHF2 -H -H  m), 3.88-4.20 (1H, br),
6.96-7.01 (1H, m),
7.02 (0.25H, s), 7.17
(1H,dd, J =25, 12.1
Hz), 7.20 (0.5H, s),
7.33(1H,t,)=8.9
Hz), 7.39 (0.25H, 5),
9.08-9.22 (1H, m),
9.70-9.88 (1H, m).

2 ligpoxusiopua

1026

1H-MP (DMSO-d6)
Sppm : 1.02-1.15 (1H,
m), 1.15-1.41 (5H, m),
1.50-1.67 (6H, m),
1.67-1.78 (1H, m),
1.93-2.04 (1H, m),
2.78-2.95 (2H, m),
2.95-3.06 (1H, m),

-H -Cl -OCHF2 -H -H 3.10-3.25 (1H, m),
3.50-4.05 (1H, br),
7.15(1H, dd, J =25,
8.8 Hz), 7.24 (1H, t,]
=73.3 Hz), 7.32 (1H,
d, J=2.5Hz), 7.34
(1H,d, J = 8.8 Hz),
8.90-9.20 (1H, br),
9.44-9.75 (1H, br).

2 lNigpoxnopun
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1H-AMP (DMSO-d6)
Sppm : 1.01-1.15 (1H,
m), 1.15-1.42 (5H, m),
1.50-1.68 (6H, m),
1.68-1.78 (1H, m),
1.96-2.06 (1H, m),
2.83-2.96 (2H, m),
3.03(1H,d,J =127
Hz), 3.10-3.25 (1H,
m), 6.89 (1H, s), 6.96
(1H,dd,J=2.1, 8.1
Hz), 7.00 (1H, d, J =
8.1 Hz), 7.27 (1H, t,J
=74.1 Hz), 7.39 (1H,
t,J =8.1 Hz), 7.85-
8.90 (1H, br), 9.00-
9.25 (1H, br), 9.65-
9.85 (1H, br).

1027 -H -OCHF2 -H -H H 2 Finpoxsiopua

1H-5IMP (DMSO-d6)
oppm : 1.02-1.41 (6H,
m), 1.49-1.80 (7H, m),
1.91-2.07 (1H,m),
2.78-2.90 (1H, m),
2.90-3.05 (2H, m),
3.10-3.27 (1H. m),
3.90-4.65 (1H, br),
7.01-7.08 (2H, m),
7.32 (1H,t,1 =733
Hz), 7.54 (1H,d, J =
8.4 Hz), 8.85-9.10
(1H, m), 9.39-9.70
(1H, m).

1028 -H -OCHF2 -Cl -H -H 2 Tiapoxnopua

IH-AMP (DMSO-d6)
dppm : 1.00-1.40 (6H,
m), 1.47-1.65 (6H, m),
1.67-1.77 (1H, m),
1.90-2.00 (1H, m),
2.70-2.80 (1H, m),
2.87(1H.d,J =125
Hz),2.96 (1H,d, J =
12.5 Hz), 3.10-3.24
(1H, m), 7.02-7.11
(2.25H, m), 7.27
(0.5H, s), 7.37 (1H,
dd, J= 8.8, 10.5 Hz),
7.46 (0.25H, s), 8.80-
9.00 (1H, br), 9.39-
9.58 (1H, br).

1029 -H -OCHF2 -F -H -H Niapoxnopun
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1030

-H -CN -OCHF2 -H -H

1H-AMP (DMSO-d6)
dppm : 1.02-1.15 (1H,
m), 1.17-1.40 (5H, m),
1.48-1.81 (7H, m),
1.93-2.07 (1H, m),
2.82-291 (1H, m),
294 (IH, d, J = 12,6
Hz), 3.01 (1H, d, J =
126 Hz), 3.08-3.25
(TH, m), 3.70-4.20
(1H, br), 7.39 (1H, t,
J=72.6 Hz), 7.42 (1H,
d, J = 8.9 Hz), 7.51
(IH, dd, J = 2.7, 9.0
Hz), 7.69 (1H, d, ) =
2.7 Hz), 8.90-9.10
(1H, br), 9.35-9.70

(1H, br).

2 I'igpoxnopua

1031

-OCHF2 -F -H

IH-AMP (DMSO-d6)
Sppm : 1.08-1.40 (6H,
m), 1.43-1.80 (7H, m),
195207 (IH, m),
2.88-299 (IH, m),
3.05 (1H, d, J = 13.1
Hz), 3.09 (IH, d. J =
13.1 Hz), 3.17-3.30
(IH, m), 3.48-3.70
(1H, br), 6.97-7.06
(225H, m), 7.19
(0.5H, s), 7.37 (0.25H,
s), 8.81-9.04 (1H, br),
9.45-9.65 (1H, br).

2 INiapoxsnopua

1032

-H -H -OCH2CHF2 -H -H

IH-AMP (DMSO-d6)
dppm 0.98-1.85
(13H, m), 1.90-2.20
(1H, m), 2.60-3.80
(4H, m), 4.20-4.40
(2H, m), 4.40-5.40
(1H, br), 6.38 (1H, tt,
J = 34, 545 Haz),
6.85-7.70 (4H, brm),
8.84-10.40 (2H, br).

2 I'inpoxnopun

1033

-H -F OCH2CHF2 -H -H

IH-IMP (CDCI3)
Sppm : 0.94-1.11 (4H,
m), 1.14-1.41 (7H, m),
1.57-1.78 (4H, m),
2.13222 (IH, m),
2.56 (1H, d, J = 11.1
Hz), 2.70-2.79 (2H,
m), 421 (2H, dt, J =
42, 13.1 Hz), 6.08
(IH, tt, ) = 42, 55.1
Hz), 6.77-6.83 (IH,
m), 6.83-6.95 (2H, m).
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1034

Cl

OCH2CHF2

-H

IH-5IMP  (CDCI3)
Sppm : 0.93-1.11 (4H,
m), 1.15-1.41 (7H, m),
55-1.77 (4H, m),
4223 (1H, m),
7(1H. d, J =110
). 2.68-2.78 (2H,
m), 4.20 (2H, dt, J =
42, 13.0 Hz), 6.12
(IH, tt, J = 4.2, 55.1
Hz), 6.87 (1H, d, J =
8.7 Hz), 6.96 (1H, dd,
J =25, 8.7 Hz), 7.13
(1H,d, J =2.5 Hz).

1.5
2.1
2:5
Hz

1035

-H

-CH3

-OCHF2

-H

1H-5IMP (DMSO-d6)
dppm : 0.97-1.10 (1H,
m), 1.12-1.40 (SH, m),
1.47-1.63 (6H, m),
1.67-1.76 (1H, m),
1.90-2.01 (1H, m),
2.20 (3H, m), 2.70-
2.80 (1H, m), 2.83
(1H, d, J = 12.3 Hz),
295 (IH. d, J = 123
Hz), 3.08-3.22 (IH,
m), 4.60-5.40 (IH, br),
6.94 (025H, s), 6.99
(1H, dd, J = 2.5, 85
Hz), 7.05 (1H, d, ] =
2.5 Hz), 7.09-7.15
(1.5H, m), 731
(0.25H, s), 8.85-9.01
(IH, m), 9.40-9.55
(1H, m).

2 Tipoxnopun

1036

-H

-OCH3

-OCHF2

-H

IH-5IMP (DMSO-dé6)
Sppm : 1.00-1.40 (6H,
m), 1.50-1.80 (7H, m),
1.95-2.06 (1H, m),
2.75-294 (2H, m),
2.96-3.07 (1H, m),
3.09-3.22 (1H,m),
3.82 (3H. s), 6.08-6.65
(1H,br), 6.73 (1H, d, J
= 8.2 Hz), 6.80-6.89
(1.25H, m), 7.01
(0.5H, s), 7.14 (1H, d,
J = 84 Hz), 7.19
(0.25H, s), 9.09 (I1H,
brs), 9.72 (1H, brs).

2 T'iapoxaopua

205



[0403]
Tabnuug 118

UA 111950 C2

Ab6cosnoraa koHdIrypalis

H

4

H
Gl
H

D

.,

-

N~
Fi“

Hpuxa R*

AMP

Cinp

1037

TH-AIMP ( DMSO-d6 ) oppm : 1.1-1.35 ( 3H, m ),
1.4-1.55 ( 1H, m ), 1.55-1.95 ( 8H, m ), 1.95-2.05
(2H, m ), 2.68 ( 1H, d. J = 11.9Hz ), 2.8-4.0 ( 5H,
m ). 6.55 ( 1H, s ). 6.85-6.95 ( 2H, m ), 7.14-7.22
(2H, m).

1/2 ®dymapat

1038 O

TH-SIMP ( CDCI3 ) oppm : 0.95-1.15 ( 2H, m ),
13-14 ( 'H, m), 1.4-2.1 ( 1TH. m ), 2.25-2.4 ( 1H,
m ). 3.04 (1H. d, J = 11.1Hz ), 3.17 ( 1H, d, J =
10.9Hz ), 3.41 ( 1H, br), 3.45-3.58 ( 1H, m ), 6.54
( 1H, dd, J = 3.3, 8.4Hz ), 6.82 ( 1H, dd, J = 2.5,
2.5Hz ), 6.91 ( 1H, dd, J = 8.6, 10.4Hz ), 7.59 ( 1H,
d,J=2.1Hz).

1039 I

1H-SIMP ( DMSO-d6 ) dppm : 0.95-1.5 ( 3H, m ),
1.5-1.7 ( 2H, m ), 1.7-2.3 ( 6H, m ), 2.3-2.7 ( 3H,
m ). 3.0-3.4 ( IH, m ). 3.59 ( 2H, br ), 3.73 ( IH,
br). 7.07 ( 1H. br), 7.3-7.45 ( 1H, m ), 7.48 ( 1H, d,
J=54Hz ), 7.64 ( 1H, br ), 775 ( 1H, d, J =
5.4Hz),8.75-10.3 (2H. m).

INinpoxnopun

[0404]
Ta6mus 119

AbcoarorHa Koadirypalis

H
CHN
R |
h SN

Tlpuxn

AMP

Cins

1040 I

1H-SAMP ( DMSO-d6 ) éppm : 1.1-1.35 ( 3H, m ),
1.4-1.55 ( TH, m ), 1.55-1.95 ( 8H, m ), 1.95-2.05
(2H, m), 2.68 ( 1H, d. J=119Hz ), 2.8-4.0 ( 5H,
m ). 6.55 ( 1H, 4 ). 6.85-6.95 ( 2H, m ), 7.14-7.22
(2H, m).

1/2 dymapar

1041

1H-SIMP ( CDCI3 ) 6ppm : 0.95-1.1 (2H, m ), 1.3-
14 (1H, m), 1,4-2.1 ( 11H, m ), 2.25-24 ( IH,m ),
300 ( IH, d, J = 11.0Hz ). 3.17 ( IH, d, J =
11.1Hz ), 3.40 ( 1H, br ), 3.45-3.5 ( 1H, m ), 3.97
(3H,s).6.58( 1H.d, J =8.4Hz), 6.70 ( 1H, d, )
84Hz ), 6.80 ( IH,d,J=2.1Hz ), 7.58 ( 1H, d,J
2.1Hz).
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IH-AMP ( CDCI3 ) éppm : 0.95-1.15 ( 2H, m ),

R 1.3-14 ( 1H, m ), 1.4-2.1 (11H, m ), 2.25-2.4 ( 1H,
') m), 3.04 (1H, d, I =11.1Hz), 3.17 (1H, d, J =
1042 10.9Hz ), 3.41 ( 1H, br), 3.45-3.58 ( 1H, m ), 6.54 5
( 1H, dd, J = 3.3, 8.4Hz ), 6.82 ( 1H, dd, ] = 2.5,
2.5Hz ), 6.91 ( 1H, dd. J = 8.6, 10.4Hz ), 7.59 ( 1H,
F d.J=2.1Hz).
IH-SIMP ( DMSO-d6 ) dppm : 0.95-1.5 ( 3H, m ),
S 15-17 (2H, m ), 1.7-2.3 ( 6H, m ), 2.3-2.7 ( 3H,
m ), 3.0-34 ( 1H, m ), 3.59 ( 2H, br ), 3.73 ( 1H, ;
1043 ’ br),7.07 ( 1H, br), 73-7.45 (1H,m ), 748 (1H,d, | “PoxIopHx
J=54Hz ), 7.64 ( 1H, br), 775 ( 1H, d, J =
5.4Hz),8.75-10.3 (2H. m).
[0405]
Tabnums 120
ABcoaioTHA KOHpIrypamisa
e
.\‘i‘”w
Tipama R* AMP Cinb
an
X IH-AAMP ( CDCI3 ) &ppm : 0.90-2.30 (10H, m),
1044 l 236-3.40 (7H. m). 3.50-3.70 (1H, m), 7.30-7.55 .
A (3H, m), 7.55-7.75 (1H, m), 7.75-7.90 (3H, m), FPSRORHIL
FNF 9.75-10.40 (2H. br).
[0406]
Tabnuus 121
Abcomoraa kordirypauis
H
H
/(-J‘ ‘; - ..»'/N""\
i ‘? I
Lsl
o '-i' N
4
R
Tn R AMP Cinb
an
TH-SIMP ( DMSO-d6 ) dppm : 0.85-1.0 ( 1H, m ),
1.12-1.40 ( 2H, m ), 1.42-1.63 ( 3H, m ), 1.65-1.78
( 'H. m ), 1.84-1.97 ( 3H, m ), 1.97-2.06 ( 1H,
1045 m ).2.24-2.38 ( ZH. m1 ), 2.39-2.49 ( 1H, m ), 2.73- 2 Tigpoxjopua

293(¢(2H.m),3.03 (1H.d.J=12.5Hz),3.23 ( IH,
d, J=12.5Hz), 3.6 ( IH, br ), 7.15-7.25 (2H, m ),
7.37-7.46 ( 2H, m ), 9.37 ( 1H, br), 9.87 ( |H, br).

w CC

1H-SIMP ( CDCI3 ) oppm : 0.95-1.1 ( 1H, m ),
1.15-1.45 ( 3H, m ). 1.45-1.95 ( 10H, m ), 2.45-2.7
(3H, m ). 2.80 ( 1H. dd, J = 1.7, 11.2Hz ), 3.19
(1H,d,J = 11.1Hz). 3.91 (3H, s ), 7.08-7.15 ( 2H,
m ), 7.29( iH,dd, J=2.1,8.7Hz), 7.45 (1H,d,] =
2.0Hz ), 7.63-7.71 (2H. m ).
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1047

O

1H-AMP ( DMSO-d6 ) éppm : 0.85-1.1 ( IH, m ),
1.1-1.45 ( 2H, m ), 1.45-1.65 ( 3H, m ), 1.65-1.8
(1H, m), 1.82.0 ( 3H, m ), 2.0-2.15 ( I1H, m ),
2.25-2.65 ( 3H, m ), 2.85-3.35 ( 2H, m ), 3.6-4.35
(3H,m ). 6.9-72 (2H. m ), 7.31 ( 1H, dd, J = 8.0,
80Hz), 746 (1H,d.J=82Hz),8.00 (1H,d,J =
1.6Hz ), 9.3-10.3 (2H, m).

2 Figpoxsiopun

1048

O

TH-SIMP ( DMSO-d6 ) dppm : 0.8-1.0 ( 1H. m ),
1.1-1.6 ( SH, m ), 1.6-2.0 ( 5H, m ), 2.1-2.5 ( 3H,
m ), 2.75-2.95 ( 2H, m ), 2.95-3.13 ( 1H, m ), 3.17
(1H,d, J=12.6Hz ). 6.56 ( 4H, s ), 6.99-7.14 ( 2H,
m ), 7.20 { 1H. dd, J = 8.6, 10.7Hz ), 8.09 ( 1H, d, J
=2.0Hz). 11.4 ( 5H, br).

2 dymapar

[0407]

Tabmuns 122

AbcomoTHA KORpITypaIs

(

TN

H ég;

':a W)

[Mpuxn

AMP

Cinb

1049

\QCl

TH-IMP ( DMSO-d6 ) oppm : 0.85-1.05 ( 1H, m ),
1.1-1.4 ( 2H, m ). 1.4-1.65 (3H, m ), 1.65-1.8 ( 1H,
m ). 1.82.0 ( 3H, m ), 2.0-2.1 ( 1H, m ), 2.25-2.4
(2H, m ), 2.4-2.6 ( 1H, m), 2.75-2.95 ( 2H, m ),
3.0-3.0 (1H, m),3.23 ( 1H,d, ) = 12.6Hz ), 3.5-4.0
( 1H, m ). 7.15-7.25 ( 2H, m ), 7.35-7.45 ( 2H, m ),
9.3-9.6 ( 1H, m ). 9.85-10.1 (1H, m).

2 lapoxyopun

1050

\ O/

1H-SIMP ( CDCI3 ) oppm : 0.95-1.1 ( IH, m ), 1.1-
1.45 (3H. m ), 1.45-1.95 ( 10H, m ), 2.45-2.7 ( 3H,
m ), 2.80 ( 1H.dd, J = 1.7, 11.2Hz ), 3.19 ( 1H, d, ]
= 112Hz ), 3.91 (3H,s ), 7.07-7.15 (2H, m ), 7.29
( 1H,dd. J =2.1, 8.7Hz ), 7.45 ( 1H. d, ] = 2.0Hz),
7.63-7.71 (2H, m ).

1051

~
O

1H-5IMP ( DMSO-d6 ) oppm : 0.85-1.1 ( 1H, m ),
[1-14 ( 2H, m ), 1.4-1.65 (3H. m ), 1.65-1.8 ( 1H,
m). 1.8-2.0 (3H. m ). 2.0-2.15 ( 1H, m ), 2.25-2.65
(3H, m ), 2.8-3.45 ( 2H, m ), 3.5-4.25 ( 3H, m ),
6.9-72 ( 2H, m ), 7.31 ( 1H, dd, J = 8.0, 8.0Hz ),
7.46 ( 1H.d. J = 8.2Hz ), 8.00 ( 1H, d, ) = 1.8Hz ),
9.3-10.3 (2H. m ).

2 I'inpoxnopun

1052

/

O

&

F

1H-AMP ( DMSO-d6 ) dppm : 0.8-0.95 ( 1H, m ),
1.1-1.4 ( 3H. m ), 1.45-1.6 ( 2H, m ), 1.6-1.7 ( 1H,
m), 1.7-1.9 (4H, m ), 2.0-2.15 ( 1H, m ), 2.15-2.3
{1H, m), 2.35-2.5 ( IH, m ), 2.65-2.85 ( 2H, m ),
2.85-3.0( 1H. m), 3.13 (1H,d,J = 11.7Hz), 6.53
(3H,s),7.0-7.1 (2H, m). 7.18 ( 1H, dd, J = 8.6,
10.8Hz ), 8.07 { 1H.d, J =2.1Hz), 10.3 (4H, br).

1.5 ®ymapar
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Tabnuus 123

UA 111950 C2

Ab6comoraa koudirypamia

F-N

|
R

Ipuxn

AMP

Cine

1053

TH-AIMP ( CDCI3 ) dppm : 1.14-1.29 ( IH, m ),
1.29-1.38 ¢ 1H, m ), 1.38-1.58 ( 3H, m ), 1.62-1.86
(4H, m ), 2.95-3.05 ( 2H. m ), 3.1-3.25 (3H, m ),
3.6-3.7 ( 1H, m ), 6.74-6.82 ( 2H, m ), 7.14-7.21
(2H, m).

1054

1H-AMP ( CDCI3 ) dppm : 1.14-1.36 ( 2H, m ),
1.37-1.65 ( 3H, m ), 1.65-1.77 ( 2H, m ), 1.77-1.91
(2H, m ). 3.01-3.17 (2H, m ), 3.19-3.28 ( 3H, m ),
3.75-3.83 ¢ I1H, m ), 3.88 ( 3H, s ), 6.97-7.11 ( 3H,
m ). 7.23-7.30 ( 1H. m ), 7.57 ( 1H, d, J = 8.8Hz ),
7.62( 1H.d.J=9.0Hz ).

1055

IH-IMP ( DMSO-d6 ) dppm : 0.97-1.14 ( 2H, m ),
1.32-1.43 ( 1H, m ), 1.43-1.67 ( 2H, m ), 1.68-2.03
(3H, m), 3.01-3.14 ( 2H, m ), 3.25-3.43 (2H. m ),
3.55-3.64 ( 1H.m ), 3.66-3.77 ( 1H, m ), 6.55 ( 4H,
$).6.68 ( 1H,br), 7.10 ( IH, dd, ] = 8.7, 10.7Hz ),
722 ( 1H. br ), 8.05 ( 1H, d, J = 2.2Hz ), 11.27
(5H, br).

2 dymapar

1056

1H-AMP ( DMSO-d6 ) éppm : 0.95-1.15 (2H, m ),
1.28-1.40 (¢ IH. m). 1.43-1.72 (3H, m ), 1.94 ( 2H.
br).2.90-3.12 ( 2H. m ), 3.19-3.30 ( 1H, m ), 3.34-
3.57 (2H, m ). 3.70-3.87 ( IH, br), 6.53 (2H, s ),
7.00 (1H.br), 7.34 ( 1H, dd, 1 =7.7, 7.7Hz ), 7.45
(1H,d,J =54Hz ), 7.5-7.65 ( 1H, m ), 7.72 ( 1H,
d,J=54Hz), 10.5 ( 3H, br ).

®ymapar

1057

IH-MP ( CDCI3 ) dppm : 0.96-1.18 ( 2H, m ),
1.33-1.72 ¢ 5H, m ). 1.72-1.91 ( 1H, m ), 1.92-2.07
(1H, m ). 2.82-2.92 { 1H, m ), 3.03-3.17 ( 1H, m ),
3.17-3.27 ( 1H. 1 ). 3.38 ( 1H, br ), 3.42-3.52 ( IH,
m ), 3.52-3.61 ( 1H.m ), 6.85 ( 1H. d, J = 7.6Hz ),
7.21-7.28 ( IH. m). 7.37 ( 1H, d, ] = 5.5Hz ), 7.40-
747(1H.m), 7.52 ( IH.d, J = 8.0Hz).

1058

TH-SMP ( DMSO-d6 ) oppm : 1.26-1.42 (2H, m ),
1.42-1.63 ( 2H, m ). 1.63-1.91 (3H, m ), 1.91-2.04
( 1H, m ). 3.01-3.18 ( 2H, m ), 3.24-3.42 ( 1H, m ),
3.47-3.55 ( 1H, m ), 3.55-3.65 ( 1H, m ), 4.06-4.19
( 1H, m ). 6.95( 1H, dd, J =2.9,9.0Hz ), 7.18 ( 1H,
d,J=2.9Hz ), 7.43 ( 1H, d. J =9.0Hz ). 9.00 ( 1H,
br ), 9.62 ( IH, br).

Iiapoxnopua

1059

TH-SIMP ( DMSO-d6 ) oppm : 0.9-1.15 ( 2H, m ),
1.25-1.4( 1H, m). 1.4-1.7 (34, m ), 1.91 (2H, br),
2.82-2.92 ( 1H, m ), 2.97-3.10 ( 1H, m ), 3.15-3.60
(7H, m ), 6.52 (2H, s ), 6.94 ( 1H, br ), 7.15 ( IH,
dd. 1 =89.8.9Hz). 7.59 (1H, br), 7.83 ( 1H, d, ] =
5.3Hz).

dymapar
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1060

[H-AMP ( DMSO-d6 ) dppm : 1.0-1.15 ( 2H, m ),
1.28-1.40 { 1H. m ), 1.4-1.65 ( 2H, m ), 1.65-1.77
(1H, m ), 1.78-1.98 (2H, m ), 2.95-3.15 (2H. m ),
3.15-3.25 ( 1H. m ), 3.25-3.4 ( 1H, m ), 3.43 ( 1H,
br),3.7-3.8 (1H,m ), 6.53 (2H, s ), 6.68 ( 1H, d, J
=8,5Hz). 7.19 ( 1H, bs ), 7.26 ( 1H, d, J = 8.4Hz ),
8.04 (1H.d. J=22Hz).

®ymapar

1061

1H-AMP ( DMSO-d6 ) éppm : 1.17-1.32 (2H, m ),
1.34-1.56 { 2H, m ), 1.59-1.85 ( 3H, m ), 1.86-1.96
( 1H, m ), 2.95-3.14 ( 2H, m ), 3.23-3.40 ( 3H, m ),
3.90-3.99 ( 1H, m ), 6.51 (2H,s ), 7.13 ( 1H, dd, J
=2.3,89Hz),7.27-734 (2H, m ), 7.66 ( 1H, d, J =
5.4Hz), 7.80 ( 1H, d, J = 8.9Hz).

®ymapar

1062

TH-AIMP ( DMSO-d6 ) dppm : 1.16-1.40 ( 3H, m ),
1.40-1.55 ( 1H, m ), 1.57-1.73 (2H, m ), 1.73-1.87
(2H, m ), 2.85-3.03 ( 3H, m ), 3.04-3.83 (4H, m ).
3.85-3.93 ( 1H, m ). 6.49 ( I1H, s ), 7.09 ( 1H, dd, ]
=22,89Hz ). 7.25 ( 1H, d. ] = 5.3Hz ), 7.35-7.41
(2H, m ). 7.67 (1H. d. J = 8.8Hz).

1/2 ®dymapar

[0409]
Tabnuus 124

AbGcoaorHa KoHPIrypanisa

SAMP

Cine

TH-SIMP ( CDCI3 ) oppm : 1.23-1.43 ( 3H m ),
1.44-1.57 ( 1H, m ). 1.58-1.72 ( IH, m ), 1.74-1.84
(1H,m ), 2.082.27 (2H, m ), 2.33-2.42 ( 1H, m ),
2.72-2.79 ( 1H.m ). 2.86-2.93 (1H, m ), 2.97 ( 1H,
d. J=132Hz ), 3.14-3.25 (2H, m ), 3.81-3.90 ( 4H,
m ), 4.22 ( 1H,d.J=13.1Hz ), 6.97 ( 1H, bs ), 7.02-
7.09 ( 2H, m ). 7.22-7.30 ( 2H, m ). 7.31-7.38 ( 2H,
m ), 7.38-7.43 (2H. m ). 7.55 ( 1H, d, J = 8.7Hz ),
7.61 (1H. d. ) =9.0Hz ).

1064

TH-SIMP ( CDCI3 ) oppm : 1.0-1.2 (2H, m ), 1.2-
1.4 (1H,m ), 1.4-1.9 (3H, m ), 2.0-2.5 (3H, m ),
2.75-3.2 (4H. m ), 3.38 ( 1H, br ), 3.60 ( 1H, br ),
3.96 (3H,5).4.19 ( 1H, br ), 6.54 ( 1H, br ), 6.68
(1H,d, J=8.2Hz). 6.82 ( 1H, br), 7.22-7.29 ( 1H,
m ). 7.29-7.38 ( 2H, m ), 7.38-7.44 ( 2H, m ), 7.58
(1H,d,J =2.2Hz).
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[0410]
Tabmuug 125
Abcomoraa kKoRITypaIisa
y H
. J-N.
CS ]
. Ru . /‘
S H Nl
4
R
ngnm R* AMP Cins
1H-SIMP ( CDCI3 ) oppm : 1.15-1.56 ( 5H, m ),
1.65-1.76 ( 2H, m ). 1.76-1.90 ( 2H, m ), 3.01-3.18
I N (2H, m ), 3.20-3.28 ( 3H, m ), 3.76-3.83 ( |H, m ),
1065 - 388 (3H,5).7.01 (1H.d,J=24Hz), 7.04 ( IH, -
OCHg & 1=25Hz), 707 ( 1, dd, J = 2.6, 8.8Hz ), 7.25
(1H, dd. J =2.5,9.0Hz ), 7.57 ( 1H, d, ] = 8.8Hz ),
762(1H.d,J =9.0Hz).
e 1H-AMP ( DMSO-dé6 ) dppm : 0.93-1.22 ( 2H, m ),
1.33-1.47 ( 1H, m ), 1.47-1.70 ( 1H, m ), 1.70-1.94
0O (2H, m ). 1.94-2.19 ( 1H, m ), 2.88-3.22 (2H, m ),
1066 3.27-3.48 ( 2H.m ). 3.59-3.78 (2H. m ), 3.88 (3H, 2 linpoxnopua
5).6.69(1H,br), 682 (1H,d, J=83Hz), 7.13
(1H,d,J =19Hz), 7.95( tH,d, ) = 2.1Hz ). 8.5
OCH3 ( 1H, br ), 9.00 ( 1H, br ), 9.68 ( |H, br).
[0411]
Tabnuus 126
Ab6conrrrHa KoHirypanis
_,,_'..’-/;H'\\
-~’/%“-“<, ’/”
H |
P ‘?."}, N b
K :
[ §]
N 5 \N_«
H .
R4
Tipuen R* SAMP Cinb
aj.

1067
OCH,

IH-SIMP ( CDCI3 ) dppm : 1.22-1.43 ( 3H m ),
1.45-1.56 ( 1H, m ). 1.58-1.72 ( 1H, m ), 1.74-1.84
( 1H, m ). 2.08227 ( 2H, m ), 2.32-2.42 (1H, m ),
2.73-2.79 ( 1H.m™ ). 2.86-2.93 ( 1H, m ), 2.97 ( 1H,
d. J=131Hz ), 3.14-325 (2H, m ), 3.8-3.9 ( 4H,
m ), 4.22 (1H,d, J = 13.2Hz), 6.97 ( 1H, bs ), 7.02-
7.09 (2H. m ), 7.22-7.30 ( 2H, m ), 7.31-7.37 ( 2H,
m), 7.37-7.43 (2H. m ). 7.55 ( IH, d, J = 8.7Hz ),
7.61 ( 1H,d. 1= 9.0Hz).
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1068

OCHj

TH-SIMP ( CDCI3 ) oppm : 1.0-1.2 ( 2H, m ), 1.2-
1.4 (1H. m ), 1.4-1.85 (3H, m ), 2.05-2.5 (3H, m ).
2.65-3.15 ( 4H, m ), 3.2-3.5 ( 1H, m ), 3.60 ( 1H,
br), 3.96 ( 3H. s ), 4.05-4.4 ( 1H, m), 6.54 ( 1H,
br), 6.68 ( 1H,d, ] =8.2Hz), 6.82 ( 1H, br ), 7.22-
7.29 (1H.m ). 7.29-7.38 ( 2H, m ), 7.38-7.44 ( 2H,
m), 7.58 ( 1H,d, ] =2.2Hz).

[0412]
Tabmuns 127

AbcoaoTHa KoHBITYpaIia

AMP

Cine

[H-SIMP ( CDCI3 ) dppm : 1.15-1.56 ( 5H, m ),
1.65-1.76 ( 2H, m ), 1.76-1.89 ( 2H, m ), 3.00-3.20
( 2H, m ), 3.20-3.28 ( 3H, m ), 3.76-3.83 ( IH, m ).
388 (3H,s). 7.01 (1H, d, ] = 2.4Hz ), 7.04 ( 1H,
d. ] =2.4Hz).7.07 ( 1H, dd, J = 2.6, 8.8Hz ), 7.26
(IH, dd.J =25,9.0Hz), 7.57 ( 1H, d, ] = 8.8Hz ),
7.62(1H,d, ] =9.0Hz).

IH-SIMP ( DMSO-d6 ) oppm : 0.94-1.19 ( 2H, m ),
1.35-1.47 ( 1H, m ). 1.47-1.70 ( 1H, m ), 1.70-1.91
(2H, m ). 1.91-2.18 ( 1H, m ), 3.0-3.25 (2H, m ),
3.25-3.55 { 2H. m ), 3.6-3.8 ( 2H. m ). 3.88 ( 3H.
$).6.69 ¢ IH, br). 6.82 (1H.d, ] = 8.4Hz ), 7.13
(1H,d,J=2.2Hz ), 7.95 (1H, d. J = 2.1Hz ), 8.90
( 1H, br ). 9.56 ( 1H, br).

Tiapoxnopua

[0413]
Tabnuug 128

AbBcomoraa koudirypanis

AMP

Cinb

IH-AMP (CDCI3) dppm : 0.96-1.19 (19H, m),
1.19-1.41 (6H. m). 1.50-1.67 (2H. m), 1.67-1.82
(3H, m). 2.48-2.65 (2H, m). 2.94-3.09 (2H, m),
3.09-3.25 (2H. m), 7.09 (IH, dd, ] = 2.4, 8.9 Hz),
7.17 (1H, d, ) = 2.4 Hz), 7.28 (1H, dd, J = 2.1, 11.0
Hz), 7.45 (1H. d, J = 2.0 Hz), 7.59-7.66 (2H, m).
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S

N.

1072
HaC

CH;
}—CH,
/(S|YCH3
CH3CHs

TH-IMP (CDCI3) oppm : 0.95-1.09 (1H, m), 1.14
(18H, d. J = 7.5 Hz), 1.20-1.45 (3H, m), 1.48-1.85
(8H, m), 2.58-2.74 (2H, m), 2.90-3.00 (1H, m),
3.00-3.08 (1H, m), 3.17-3.30 (2H, m), 6.74 (1H, dd,
1=0.7.3.2 Hz), 6.85 (1H, d. J = 7.3 Hz), 7.03-7.10
(1H, m). 7.17 (1H, d. J = 3.2 Hz), 7.26 (1H, d, ] =
8.3 Hz).

1073

HaC
>

o8
N /<CH3

I"l;gcfs\i CH3
[~CH;
W

IH-SIMP (CDCI3) oppm : 0.95-1.09 (1H, m), 1.09-
1.42 (21H, m), 1.53-1.80 (8H, m), 2.41-2.50 (1H,
m), 2.54-2.64 (1H, m), 2.95-3.10 (3H, m), 3.13-3.23
(1H, m). 6.56 (1H, d, J = 0.4, 3.1 Hz), 6.97 (1H, dd,
J=2.1.88 Hz), 7.23 (1H, d, ] = 3.1 Hz), 7.37-7.44
(2H, m).

H

HaiC

HAC—

N CHs
o

1074

>/CH3
CHs

IH-SIMP (CDCI3) 8ppm : 0.94-1.06 (1H, m), 1.05-
125 (19H, m). 1.25-1.45 (2H, m). 1.53-1.80 (8H,
m), 2.42-2.50 (JH, m), 2.55-2.65 (1H. m), 2.90-3.00
(1H, m), 3.00-3.13 (2H. m), 3.16-3.25 (1H, m), 6.56
(1H, dd. J = 0.7. 3.2 Hz), 6.97 (1H, dd, ] = 1.7, 8.3
Hz), 7.20 (1H, d, J = 3.2 Hz), 7.32 (1H, s), 7.52
(1H,d, ) = 8.3 Hz).

[0414]
Tabnunsa 129

Abcomoraa kordirypanis

Ipukn

AMP

Cine

1075

1H-SIMP (CDCI3) éppm : 0.95-1.09 (1H, m), 1.20-
1.55 (4H, m), 1.55-1.63 (1H, m), 1.66-1.86 (3H, m),
2.59-2.77 (2H. m), 2.81-3.01 (1H, m), 3.01-3.09
(1H, m). 3.18-3.30 (2H, m), 6.66-6.71 (1H, m), 6.87
(1H, dd. | = 1.1, 7.2 Hz), 7.10-7.21 (3H, m), 8.25
(1H, brs).

1076

1H-AMP (CDCI3) éppm : 0.96-1.10 (1H, m), 1.10-
1.43 (3H, m), 1.43-1.65 (3H. m), 1.65-1.84 (2H, m),
2.42-2.53 (1H. m), 2.53-2.66 (1H, m), 2.97-3.12
(3H, m), 3.15-3.26 (1H, m). 6.51 (IH, dd, J = 1.0,
2.1 Hz). 7.06 (1H, dd, J = 2.0, 8.6 Hz), 7.17-7.23
(1H, m). 7.32 (1H, d. ) = 8.6 Hz), 7.44 (IH, d, J =
2.0 Hz), 8.36 (:H, brs).

1077

N\ _ZL IZ/

1H-AMP (DMSO-d6) dppm : 0.81-0.96 (1H, m),
1.06-1.35 (3H. m), 1.43-1.57 (2H, m), 1.58-1.74
(2H, m), 2.01 (1H, brs), 2.30-2.41 (2H, m), 2.75-
2.97 (4H. m). 6.31-6.37 (1H, m), 6.80 (1H, dd, J =
1.8, 8.4 Hz), 7.10 (1H, s), 7.25 (1H, t, ] = 2.7 Hz),
7.41 (1H, d. J = 8.4 Hz), 10.89 (1H, s).
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1078

\

[H-SIMP (DMSO-d6) dppm : 0.85-0.98 (1H, m),
1.12-1.35 (3H, m), 1.48-1.73 (4H, m), 2.17 (1H,
brs), 2.32-2.50 (2H, m), 2.76-3.01 (4H, m), 6.99-
7.08 (2H. m), 7.20 (1H, dd, J = 2.1, 8.7 Hz), 7.41
(1H, d, ] = 1.8 Hz), 7.58 (1H, d, J = 8.8 Hz), 7.67
(1H, d, ] = 8.8 Hz), 9.56 (1H, brs).

[0415]

Tabmuusa 130

Abcomoraa koHpirypaiia

[Tpuxm
ajl

R-S

AMP

Cinb

1079

o

IH-SIMP (CDCI3) éppm : 1.00-1.14 (1H, m), 1.20-
1.45 (3H, m), 1.45-1.60 (1H, m), 1.60-1.68 (1H, m),
1.68-1.85 (3H. m), 2.53-2.66 (2H, m), 2.95-3.10
(2H, m), 3.15-3.26 (2H, m), 7.33 (1H, dd, J = 2.1,
8.8 Hz), 7.37-747 (2H, m), 7.51 (IH, d, J = 2.1
Hz). 7.74-7.82 (3H, m).

1080

‘ ‘ “OCH;

1H-SIMP (CDCI3) ppm : 0.98-1.12 (1H, m), 1.17-
1.82 (8H, m), 2.48-2.64 (2H, m), 2.95-3.25 (4H, m),
3.90 (3H, s), 7.08-7.14 (2H, m). 7.31 (1H, dd, J =
2.1, 8.7 Hz), 7.47 (1H. d. ] = 2.0 Hz), 7.63-7.70
(2H, m).

1081

1H-AMP (CDCI3) é6ppm : 0.97-1.10 (1H, m), 1.15-
1.69 (6H, m), 1.69-1.84 (2H, m), 2.45-2.54 (1H, m),
2.54-2.63 (1H, m), 2.93-3.13 (3H, m), 3.13-3.25
(I1H, m). 7.19 (1H, dd, J = 2.0, 8.6 Hz), 527 (1H, d,
J=354Hz). 742 (I1H, d, ) =54 Hz), 7.59 (1H, d, J
=2.0 Hz). 7.79 (1H. d, J = 8.6 Hz).

1082

&

IH-SIMP (DMS0-d6) dppm : 0.95-1.22 (2H, m),
1.22-1.37 (1H, m). 1.39-1.51 (1H, m), 1.51-1.68
(2H, m). 1.68-1.78 (1H, m), 1.992.11 (1H, m),
2.92-3.75 (6H. brm), 4.30-5.75 (1H. br), 7.00-7.30
(2H, m). 7.30-7.52 (1H, m), 8.15 (1H, s), 9.45-
10.15 (2H, brm).

2 I'iapoxJI0pua

1083

-0
F
~
O
Cl

IH-SIMP (DMSO-d6) dppm : 0.90-1.05 (1H, m),
1.10-1.38 (2H. m), 1.49-1.66 (3H, m), 1.67-1.78
(1H, m), 1.96-2.08 (1H, m), 2.94-3.10 (1H, m),
3.10-3.42 (5H, m), 3.53-4.15 (1H, br), 7.08 (1H, d,
1 =83 Hz). 7.21 (1H. brs), 7.40 (1H, d. ] = 8.3 Hz),
8.12 (1H, d. J = 2.1 Hz). 9.51 (2H, brs).

2 Tigpoxnopua

1084

o
S
W

o

1H-AMP (DMSO-d6) dppm : 1.10-1.52 (4H, m),
1.52-1.69 (2H. m), 1.69-1.81 (IH. m), 2.03-2.22
(1H, m), 3.20-4.30 6H, m), 7.05 (1H, s), 7.25-7.70
(1H, m), 7.70-8.05 (2H, m), 8.14 (IH, s), 9.60-
10.47 (2H, m). (1H not found)

2 INigpoxsiopua
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1085

IH-SIMP (CDCI3) oppm : 1.00-1.13 (1H, m), 1.19-
1.45 (3H, m), 1.58-1.90 (5H, m), 2.52-2.65 (2H, m),
2.95-3.25 (4H, m), 7.22 (IH, dt, J = 2.5, 8.8 Hz),
7.36 (1H. dd, J = 2.0, 8.8 Hz), 7.40 (1H, dd, J =
25,99 Hz), 7.51 (1H, d, J = 2.0 Hz), 7.69-7.78
(2H, m).

1086

IH-AMP (DMSO-d6) dppm : 0.79-0.97 (1H, m),
1.05-1.56 (4H. m), 1.56-1.72 (2H, m), 1.77-1.90
(1H, m), 2.62-2.75 (IH, m), 2.79-3.19 (5H, m),
3.19-3.70 (1H, br), 3.75 (3H, s), 6.37-6.56 (2H, m),
6.78 (1H, d. J = 7.2 Hz), 7.30-7.14 (1H, m), 7.14-
7.33 (2H, m).

Dymapar

1087

IH-AMP (DMSO-d6) dppm : 0.86-1.00 (1H, m),
1.04-1.47 (4H. m), 1.47-1.57 (1H, m), 1.61-1.71
(1H, m). 1.77-1.86 (1H, m), 2.55-2.72 (2H, m),
2.92-3.16 (4H, m), 3.75 (3H, s), 5.25-6.25 (1H, br),
6.35 (IH, dd, ) = 0.4, 3.0 Hz), 6.96 (1H, dd, J = 1.9,
8.6 Hz), 7.25-7.33 (2H, m), 7.35 (IH, d. J = 8.6
Hz). (2H not found)

Oxkcanar

1088

IH-AMP (CDCI3) dppm : 0.95-1.11 (1H, m), 1.11-
1.42 (3H, m), 1.53-1.82 (5H. m), 2.45-2.55 (1H, m),
2.55-2.64 (1H, m), 2.98-3.12 (3H, m), 3.15-3.25
(1H, m). 3.75 (3H, s), 6.43 (1H, dd, J = 0.8, 3.1 Hz),
6.98-7.03 (2H, m), 7.12-7.15 (1H, m), 7.53 (1H, d. J
= 8.4 Ha).

1089

IH-AMP (DMSO-dé) dppm : 0.87-1.02 (1H, m),
1.08-1.50 (4H, m), 1.50-1.60 (IH, m), 1.62-1.72
(1H, m), 1.75-1.86 (1H, m), 2.57-2.76 (2H, m),
2.92-3.16 (4H, m), 3.20-4.38 (1H, br), 6.91 (1H, s),
7.09 (1H. dd, J = 1.9, 8.5 Hz), 741 (IH, d. J = 1.9
Hz), 7.52 {IH, d, ] = 8.5 Hz), 7.97 (1H, d, J = 1.8
Hz). (2H not found)

Oxkcanar

[0416]

Tabnnng 131

Abcomorna koHIrypamis

SAMP

Cinp

TH-AMP (CDCI3) oppm : 0.99-1.18 (I19H, m),
1.20-1.41 (6H, m), 1.49-1.68 (2H, m), 1.68-1.82
(3H, m). 249-2.64 (2H, m), 2.94-3.10 (2H, m),
3.10-3.25 (2H. m), 7.09 (1H, dd, J = 2.4, 8.8 Hz),
717 (1M, d, 1 = 2.4 Hz), 7.28 (1H, dd, J = 2.1, 11.0
Hz), 7.45 (1H. d. ] = 2.0 Hz), 7.59-7.66 (2H, m).
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~, CHs
N._/—CHs

PN-CH;

1091 /(
H3C CH30H3

IH-SIMP (CDCI3) oppm : 0.93-1.10 (IH, m), 1.14
(18H, d, | = 7.5 Hz). 1.20-1.45 (3H, m), 1.49-1.85
(8H, m), 2.58-2.74 (2H, m), 2.90-3.00 (1H, m),
3.00-3.08 (1H, m), 3.17-3.30 (2H, m), 6.74 (1H, dd,
J=0.7.3.2 Hz), 6.85 (1H, d, J = 7.3 Hz), 7.03-7.10
(1H, m), 7.17 (1H, d. § = 3.2 Hz), 7.26 (1H, d, ] =
8.3 Hz).

Jon

CHs,
1092 s

IH-AMP (CDCI3) oppm : 0.95-1.10 (1H, m), 1.10-
1.41 (21H, m), 1.53-1.80 (8H, m), 2.41-2.50 (1H,
m), 2.53-2.62 (1H, m), 2.95-3.10 (3H, m), 3.13-3.23
(1H, m), 6.56 (1H, d, J =04, 3.1 Hz), 6.97 (1H, dd,
J=2.1.88 Hz), 7.23 (1H, d, J = 3.1 Hz), 7.37-7.44
(2H, m).

2
1093 Si~CHs

1H-AMP (CDCI3) dppm : 0.94-1.06 (1H, m), 1.05-
1.25 (19H, m), 1.25-1.45 (2H, m), 1.53-1.80 (8H,
m), 2.42-2.50 (1H. m). 2.55-2.65 (1H, m), 2.90-3.00
(1H, m), 3.00-3.13 (2H. m), 3.16-3.25 (1H, m), 6.56
(1H, dd. J = 0.7, 3.2 Hz), 6.97 (1H, dd, ] = 1.7, 8.3
Hz), 7.20 (1H, d, J = 3.2 Hz), 7.32 (1H, s), 7.52
(1H, d, ] = 8.3 Hz).

[0417]
Tabnuus 132

AbcomoTHa KoHITypamisa

éz&

[Mpuxa
an.

SAMP

Cins

1094 NH

IH-SIMP (CDCI3) oppm : 0.95-1.09 (1H, m), 1.18-
1.55 (4H, m), 1.55-1.63 (1H, m), 1.66-1.85 (3H, m),
2.59-2.77 (2H. m), 2.81-3.01 (1H, m), 3.01-3.09
(14, m). 3.18-3.30 (2H. m), 6.67-6.71 (1H, m), 6.87
(1H, dd, J = 1.1, 7.2 Hz), 7.10-7.20 (3H, m), 8.15-
8.47 (1H, br).

N

1095

TH-IMP (CDCI3) dppm : 0.96-1.10 (1H, m), 1.11-
1.43 (3H, m), 1.52-1.84 (5H, m), 2.42-2.52 (1H, m),
2.54-2.64 (IH. m), 2.97-3.10 (3H, m), 3.14-3.25
(1H, m). 6.51 (1H. dd, ] = 1.0, 2.1 Hz), 7.06 (1H,
dd. J =2.0, 8.6 Hz), 7.17-7.23 (1H. m), 7.32 (1H, d,
J=8.6 Hz), 7.44 (1H. d. J = 2.0 Hz), 8.20 (1H, brs).

1096

4\\/21 IZ_\ 7

[H-5IMP (DMSO-d6) dppm : 0.81-0.95 (1H, m),
1.05-1.35 (3H. m), 1.41-1.57 (2H, m), 1.58-1.74
(2H, m), 2.05 (1H. brs), 2.30-2.41 (2H, m), 2.75-
2.97 (4H. m). 6.30-6.38 (IH, m), 6.80 (1H, dd, J =
1.8, 8.4 Hz). 7.10 (1H, s), 7.25 (1H, t. J = 2.7 Hz),
7.41 (IH, d. J = §.4 Hz), 10.89 (1H. s).
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1097 OO

OH

[H-IMP (DMSO-d6) oppm : 0.85-0.99 (1H, m),
1.12-1.36 (3H, m), 1.48-1.76 (4H, m), 2.17 (IH,
brs), 2.31-2.50 (2H, m), 2.76-3.01 (4H, m), 6.99-
7.08 (2H. m), 7.20 (1H, dd, J = 2.0, 8.7 Hz), 7.41
(1H, d, J = 1.6 Hz), 7.58 (1H, d, J = 8.8 Hz), 7.67
(1M, d, | = 8.8 Hz),9.57 (1H, brs).

[0418]

Tabnuus 133

AbBcomrHa KOHpIrypanis

[Tpukn

AMP Cins

1098

1H-AMP (CDCI3) dppm : 1.00-1.14 (1H, m), 1.20-
1.45 (3H, m), 1.45-1.68 (2H. m), 1.68-1.85 (3H, m),
2.53-2.66 (2H. m), 2.95-3.10 (2H, m), 3.15-3.26
(2H, m), 7.33 (1H, dd, J = 2.1, 8.8 Hz), 7.37-7.47
(2H, m). 7.51 (1H, d. J = 2.1 Hz), 7.74-7.82 (3H,
m).

1099

T

[H-IMP (CDCI3) oppm : 0.98-1.12 (1H, m), I.17-

145 (3H, m), 1.45-1.85 (SH, m), 2.49-2.64 (2H, m),

2.95-3.25 (4H, m), 3.90 (3H, 5), 7.08-7.14 (2H, m), .
731 (1H, dd, J = 2.1, 8.7 Hz), 7.47 (1H, d, ] = 2.0

Hz), 7.63-7.70 (2H, m).

1100

TH-AMP (CDCI3) oppm : 0.97-1.10 (1H, m), 1.15-
1.69 (6H, m), 1.69-1.84 (2H, m), 2.45-2.54 (1H, m),
2.54-2.63 (1H. m). 2.93-3.13 (3H, m). 3.13-3.25
(1H, m). 7.19 (1H, dd, ] = 2.0, 8.6 Hz), 5.27 (1H, d.
J =54 Hz). 742 (1H. d, ] = 5.4 Hz), 7.59 (1H, d. J
=2.0 Hz). 7.79 (1H. d, ] = 8.6 Hz).

1101

IH-IMP (DMS0-d6) dppm : 0.91-1.10 (1H, m),

1.10-1.37 (2H. m). 1.41-1.66 (3H, m), 1.66-1.79

(1H, m). 1.06-2.09 (1H, m). 2.95-3.55 (6H, m),

3.70-4.95 (iH. br). 7.00-7.17 (1H, m), 7.17-7.40 2 l'iapoxnopun
(24, m). 8.08-8.19 (1H, m), 9.33-9.90 (2H, m).

1102

O\/ @) / 0~

Cl

IH-SIMP (DMSO-d6) oppm : 0.92-1.09 (1H, m),

1.10-1.39 (2H. m). 1.47-1.68 (3H, m), 1.68-1.78

(1H, m). 1.99-2.09 (IH, m). 2.94-3.14 (1H, br),

3.14-3.50 (3H, brm), 4.05-5.03 (1H, br), 7.08-7.19 2 I'izpoxsopua
(1H, m). 7.25-7.36 (1H. m), 7.41 (1H, d, J = 8.2

Hz), 8.14 (1H.d. J = 1.6 Hz), 9.70 (2H, brs).

1103

g\ O

1H-AMP (DMSO-d6) dppm : 1.12-1.51 (4H, m),

1.53-1.68 (2H. n), 1.69-1.79 (1H, m), 2.07-2.19

(1H, m), 3.20-4.27 6H, m). 7.04 (1H, s), 7.30-7.65 2 I'iapoxnopun
(1H, m). 7.65-8.05 (2H, m), 8.13 (1H, s). 9.65-

10.40 (2H, m). (1H not found)
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RS T
1104 - /
F

[H-IMP (CDCI3) oppm : 1.00-1.13 (1H, m), 1.18-
1.45 (3H, m), 1.58-1.90 (SH. m), 2.52-2.65 (2H, m),
2.95-3.11 (2H, m), 3.11-3.25 (2H, m), 7.22 (1H, dt,

=25, 8.8 Hz), 7.36 (1H, dd, J = 2.0, 88 Hz),
7.40 (1H, dd, J = 2.5, 9.9 Hz), 7.51 (1H, d, ] =2.0
Hz), 7.69-7.78 (2H, m).

F
O/

S
s/ N

Hs

[H-AMP (DMSO-d6) oppm : 0.80-0.96 (1H, m),
1.05-1.56 (4H, m). 1.56-1.72 (2H, m), 1.77-1.90
(1H, m). 2.62-2.75 (1H, m), 2.77-2.90 (IH, m).
2.90-3.19 (4H, m), 3.19-3.70 (1H. br), 3.75 (3H, s),
6.37-6.54 (2H. m), 6.78 (1H, d, I = 7.3 Hz), 7.30-
7.14 (IH, m), 7.14-7.31 2H, m).

®dymapar

A

Y

CHj

IH-AMP (DMSO-d6) dppm : 0.86-1.00 (1H, m),
1.04-1.47 (4H. m), 1.47-1.57 (1H, m), 1.61-1.70
(1H, m), 1.77-1.87 (IH, m), 2.55-2.72 (2H, m),
2.90-3.16 (4H, m), 3.75 (3H, s), 5.25-6.25 (1H, br),
635 (1H. 4, ) =29 Hz). 6.96 (1H, dd, J = 1.7, 8.6
Hz), 7.25-7.33 (2H. m), 7.35 (1H, d. J = 8.6 Hz).
(2H not found)

Oxkcanar

CHs

o7 N
/

IH-AMP (CDCI3) éppm : 0.96-1.10 (1H, m), 1.10-
1.44 (3H, m), 1.48-1.82 (5H, m), 2.45-2.55 (1H, m),
2.55-2.64 (1H, m). 2.98-3.12 (3H, m), 3.15-3.25
(JH, m). 3.75 (3H, 5), 6.43 (1H, dd, ) = 0.8, 3.1 Hz),
6.98-7.03 (2H, m), 7.12-7.15 (1H, m). 7.53 (1H, d, J
= 8.5 Hz).

1108 \>
@)

IH-AMP {DMSO-d6) dppm : 0.87-1.02 (IH, m),
1.08-1.50 (4H. m). 1.50-1.60 (1H, m), 1.62-1.72
(1H, m). 1.75-1.86 (IH, m). 2.54-2.76 (2H, m),
2.92-3.17 (4H. m), 3.20-5.40 (1H, br), 6.91 (1H. d,
J =12 Hz)., 7.10 (1H, dd. J = 1.9, 8.6 Hz), 7.4]
(1H, d, I = 1.9 Hz), 7.52 (I1H, d, ] = 8.6 Hz), 7.97
(1H, d, J = 2.0 Hz). (2H not found)

Okcanar

[0419]
Tabmuus 134

Abcomoraa korgirypamis
n:
rz”""»\ /N . \,'-CH3

IMpukn
aj.

AMP

Cins

1109

1H-AMP (DMSO-d6) dppm : 1.22-1.52 (6H, m),
1.56-1.97 (4H. m), 2.00-2.18 (1H, m), 2.75-2.95
(1H, m), 3.20-3.40 (1H, m), 3.40-3.60 (2H,m ),
3.96-4.10 (1H. m). 4.20-4.57 (1H, br), 6.91-7.01
(2H, m), 7.19-7.31 (2H, m), 8.69 (1H, brs), 10.11
(1H, brs).

2 lNinpoxyopua

m\
1110
Z OCH;

IH-SIMP (CDCI3) oppm : 1.15-1.33 (6H, m), 1.48-
1.58 (2FL m). 1.66-1.85 (4H, m), 2.68 (IH, t. | =
11.8 Hz), 3.02-3.12 (1H, m), 3.23 (1H, dd, J = 3.3,
11.4 Hz), 3.29-3.24 (1H, m), 3.76 (1H, td, J = 3.3,
1.4 Hz). 3.88 (3H, s), 7.00 (1H, d, J = 2.3 Hz),
7.02-7.30 (2H, m), 7.22-7.29 (1H, m), 7.57 (1H, d, J
= 8.8 Hz). 7.61 (1H. d, J = 9.0 Hz).
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1111

1H-AMP (DMSO-d6) dppm : 1.17-1.36 (2H, m),
1.36-1.51 (4H, m). 1.62-2.00 (4H, m), 2.06-2.17
(1H, m), 2.94-3.05 (IH, m), 3.30-3.50 (IH, m),
3.50-3.64 (2H. m). 4.04-4.13 (1H, m), 4.59-5.50
(1H, br). 7.17 (1H, d. J = 8.9 Hz), 7.31 (1H, d. ] =
5.4 Hz). 7.38 (1H, brs), 7.62 (1H, d, J = 5.4 Hz),
7.83 (1H. d, J = 8.9 Hz), 8.68 (1H, brs), 10.12 (1H,
brs).

2 I'iapoxnopua

1112

O

TH-IMP ( DMSO-d6 ) oppm : 0.99-1.17 ( 2H, m ),
1.30-1.49 ( 4H, m ). 1.55-1.75 ( 2H, m ). 1.75-1.98
(2H, m ). 1.98-2.13 ( 1H, m ), 3.12-3.28 (2H, m ),
3.28-3.50 ( 1H. m ). 3.67-3.85 (2H, m ), 6.67 ( 1H.
dd. J =3.4.8.6Hz ), 7.10 ( 1H. dd, I = 8.6, 10.7Hz ),
7.28 ( 1H. dd, J = 2.6, 2.6Hz ), 8.07 ( 1H, d, ] =
2.2Hz ). 8.43 ( 1H, br ), 9.94 ( 1H, br).

Finpoxnopun

1113

IH-SIMP ( DMSO-d6 ) ppm : 1.03-1.21 (2H, m ),
1.37-1.48 ( 4H, m ). 1.58-1.85 ( 3H, m ), 1.95-2.14
(2H, m ). 323 ( 1H. d, J = 10.6Hz ), 3.36-3.55
(2H, m). 3.64-3.76 ( IH, m ), 3.85-3.96 ( IH, m ).
701 ( 1H, d. 3= 7.6Hz). 734 ( 1H, dd, 1 = 7.7,
7.7Hz ), 746 ( 1H, d. J = 5.4Hz ), 7.57-7.62 ( IH,
m). 775 1H,d, ) = 54Hz ), 8.35-8.6 ( 1H. m ),
9.82 ( 1H, br).

ligpoxmnopua

[0420]
Tabmuus 134

Abcoawrraa kordirypamis

Tlpuxn

AMP

Cins

/
1114 )'

TH-SIMP (CDCI3) dppm : 0.95-1.10 (4H, m), 1.13
(18H, d. J = 7.3 Hz). 1.19-1.47 (7H, m), 1.59-1.67
(1H, m). 1 70-1.§4 (3H. m), 2.45-2.53 (1H, m), 2.57
(1H, dd, ! = 10.3, 11.0 Hz), 2.62-2.70 (1H, m), 3.12
(1H, dd. } = 2.7. 11.2 Hz). 3.16-3.24 (1H, m), 7.09
(1H, dd. J = 2.4, 8.9 Hz). 7.17 (1H. d, ] = 2.4 Hz),
727 (1H. dd, J = 2.1, 8.7 Hz), 7.44 (1H, d, J = 2.0
Hz). 7.59-7.65 (2H, m).

1115

IH-AMP (CDCI3) éppm : 0.94-1.12 (4H, m), 1.15-
1.46 (4H. m). 1.57-1.68 (2H. m), 1.68-1.85 (I1H,
m), 2.42-2.51 (1H, m), 2.59-2.70 (2H. m), 3.10 (1H,
dd, J =27, 112 Hz). 3.15-3.25 (1H, m), 7.29 (1H,
dd, J = 2.2, 8.6 Hz). 7.30-7.37 (1H, m), 7.42-7.49
(1H, m), 7.76 (1H, d. ] = 2.1 Hz), 793 (1H, d, ] =
7.2 Hz). 821 (IH, d, ] = 8.8 Hz), 829 (IH, d, J =
8.3 Hz).
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[0421]
Tabmuug 135
AbcomoTHa KOHGITYpaIs
g
(ﬁn\'\ /’N\_ ),‘\‘v“CHs
| 8] R}
LS.k o
T g
R4
Tipren R’ AMP Cins
aj.
IH-AMP (DMSO-dé6) dppm : 0.85-0.99 (4H, m),
/ 1.13-1.35 (3H, m), 1.49-1.75 (4H, m), 1.99 (1H,
brs), 2.32-2.50 (3H, m), 2.92-3.02 (2H, m), 7.00- )
1116 3 ~OH  7.09 2H. m). 7.19 (1H, dd, J = 2.1, 8.7 Hz), 7.41
== (1H, d, J = 1.8 Hz). 7.58 (IH, d. ) = 8.8 Hz), 7.66
(1H, d, J = 8.8 Hz), 9.56 (1H, brs).
IH-IMP (DMSO-d6) dppm : 1.10-1.57 (7H, m),
1.57-1.71 (2H. m), 1.71-1.82 (IH, m), 2.11-2.22
(1H,m ). 3.00-2.40 (6H. m), 7.22 (1H, t, J = 7.4 Hz), )
1117 7.35-7.85 (4H. m), 8.09 (1H, d. ) = 7.8 Hz), 8.37 2 liapoxsopua
N (1H, brs). 9.96 (2H, brs), 11.61 (1H, brs).
[0422]
Tabnuus 136
Abcomorna Kor(Irypamis
i o
P »“:.\,_,/ N \“_‘\.‘A.‘-CH 3
ST R!
g o
4
R
. R* AMP Cinb
al.
IH-AMP (CDCI3) éppm : 0.98-1.11 (4H, m), 1.17-
1.58 (4H, m), 1.58-1.85 (4H, m), 2.44-2.53 (1H, m),
TN 2.56-2.70 (2H, m), 3.12 (1H, dd, J = 2.8, 11.2 Hz),
1118 l s oz 3.15-3.25 (1H, m), 3.90 (3H, s), 7.08-7.16 (2H. m), -
OCH3 7.30 (1H. dd. J = 2.0, 8.7 Hz). 7.46 (1H, d, ] = 2.0
Hz), 7.65 {1H. d, ] = 4.8 Hz), 7.67 (IH, d, ] = 4.9
Hz).
1H-AMP ( DMSO-d6 ) dppm : 0.95-1.05 ( 1H, m ),
111 (3H,d.J=6.3Hz ), 1.15-1.5 (3H, m ), 1.5-1.6
1119 (TH, m), 1.65-1.75 (2H, m ), 1.85-1.95 ( IH, m ), 112 dymapar

2.65-2.85 ( 3H. m ), 2.85-4.35 (4H, m ), 6.50 ( 1H,
$).7.33( iH.dd,J =2.1,8.7Hz), 7.4-7.5 (2H, m ),
757 (1H.d.J = 1.8Hz ), 7.8-7.9 (3H, m).
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N X

1120

l|

27 /\F

TH-SIMP (CDCI3) oppm : 0.98-1.12 (4H, m), 1.18-
.48 (4H, m), 1.58-1.69 (1H. m), 1.69-1.85 (3H, m),
2.46-2.54 (1H, m). 2.37 (1H. dd, J = 10.2, 11.0 Hz),
2.62-2.70 (1H, m), 3.10-3.25 (2H. m), 7.22 (1H, dt,
J=2.6.8.8 Hz), 735 (1H, dd, J = 1.8, 8.7 Hz), 7.40
(1H, dd. | = 2.5, 9.9 Hz), 7.50 (1H. d, J = 1.9 Hz),
7.68-7.77 (2H, m).

[0423]
Tabmuus 137

AbcomorHa Koudirypamia

e f'l,_,N ~CH3
[
:

Tpuka

AMP

Cinb

1121

IH-SIMP (CDCI3) oppm : 0.97-1.17 (4H, m), 1.17-
1.49 (4H, m), 1.53-1.89 (4H. m), 2.42-2.55 (1H, m),
2.55-2.71 (2H, m), 3.08 (1H, dd, ] = 2.8, 11.3 Haz),
3.13-3.26 {1H, m), 7.19 (1H, dd, J = 2.0, 8.6 Hz),
727 (1H. d. ) = 5.4 Hz), 742 (1H, d, ] = 5.4 Hz),
7.58 (1H, d. J = 2.0 Hz), 7.78 (1H, d ,J = 8.6 Hz).

1122

1H-AMP (CDCI3) oppm : 0.85-1.02 (1H, m), 1.05
(3H, d. J = 6.4 Hz), 1.17-1.54 (4H. m), 1.54-1.63
(IH, m). 1.63-1.83 (3H, m). 2.40-2.55 (1H, m),
2.55-2.65 (1H, m). 2.65-2.74 (1H, m), 3.10 (1H, dd,
J=2.8.114Hz). 3.15-3.26 (1H, m), 7.12 (1H. dd, J
=0.7.7.6 Hz), 7.30 (1H, t. ] = 7.8 Hz), 7.35 (1H, d,
J=55Hz).757 (1H,d,J=5.5Hz), 7.64 (1H, d. J
= 8.0 Hz).

1123

IH-SIMP (DMS0O-d6) dppm : 0.90-1.04 (1H, m),
1.12 BH. d. ] = 6.4 Hz), 1.17-1.35 (2H, m), 1.35-
1.49 (1H, m), 1.50-1.62 (2H, m), 1.64-1.74 (1H, m),
1.84-1.94 (1H, m), 2.65-2.84 (3H, m), 3.10 (1H, dd.
J=29.11.7 Hz). 3.21-3.34 (1H, m), 4.30-6.30 (1H,
br), 6.49 (2H, s). 7.18 (1H, dd, J = 1.7, 8.4 Hz), 7.39
(1H, d, J = 5.4 Hz). 7.67 (IH, d, ] = 5.4 Hz), 7.75
{(1H,d,J = 1.7 Hz), 7.8 (1H,d, ] = 8.4 Hz).

®ymapar
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UA 111950 C2

Abcomorna KoHDIrypais

H
I/N «CHj
; S
Ny ";;/‘\N/
HR

AMP

Cine

1H-IMP (DMSO-d6) dppm at 80 °C: 0.96-1.38
(6H, m), 1.40-1.50 (1H, m), 1.50-1.80 (3H, m),
2.06-2.17 (I1H. m), 3.01-3.20 (2H, m), 3.27-3.40
(2H, m). 3.50-3.65 (IH, m). 5.90-6.39 (1H, b,
7.05-7.22 (2H, m), 7.32 (1H, brs), 8.03 (1H, d, ] =
2.0 Hz), 9.64 (1H, brs). 9.81 (1H, brs).

2 I'igpoxJiopun

I1H-AMP (DMSO-d6) dppm: 0.85-1.00 (1H, m),
1.05-1.38 (5H. m). 1.38-1.75 (4H, m), 1.87-2.00
(1H, m), 2.65-3.00 (3H, m), 3.12 (IH, dd, J = 2.8,
11.9 Hz), 3.30-3.47 (1H, m), 6.53 (2H, s), 7.04 (1H,
d. J = 8.3 Hz). 7.14 (1H, brs), 7.37 (1H, d, J = 8.3
Hz), 8.08 (1H, d, J = 2.2 Hz). (3H, not found)

dymapar

IH-AMP {DMSO-d6) dppm at 80 °C: 1.02-1.38
(64, m), 1.38-1.50 (1H, m). 1.50-1.79 (3H, m),
2.05-2.16 (2H. m), 3.10-3.29 (2H. m), 3.29-3.57
(2H, br), 3.57-3.73 (1H, br). 3.94 (3H, s), 4.30-4.25
(TH, br). 6.91 (1H, d, J = 8.4 Hz), 7.16 (1H, brs),
7.31 (1H, brs). 7.93 (1H, s), 9.72 (1H, brs).

2 I'iapoxnopun

1H-AMP (DMSO-d6) dppm at 80 °C: 1.03-1.38
(6H, m). 1.40-1.79 (4H. m), 2.06-2.18 (1H, m), 2.45
(3H,5). 3.12-3.31 (2H, m), 3.31-3.56 (2H, m). 3.56-
3.77 (1H, m), 5.39-6.13 (IH, br), 7.08-7.21 (2H,
m), 7.21-7.40 (I1H. m). 7.95 (1H, d, ] = 2.0 Hz),
9.79 (2H, brs).

2 Iigpoxnopua

IMpuka R
an.
IS
1124 O
F
S
1125 O
1126
\
1127 O
CH;
S

1128 7 N0

1H-IMP (DMSO-d6) dppm at 80 °C: 1.02-1.39
(6H, m), 1.45-1.80 (4H, m), 2.08-2.18 (1H. m),
3.10-3.30 (2H. m). 3.32-3.55 (2H, m), 3.55-3.74
(1H, m). 5.50-6.15 (1H, br), 7.16-7.25 (1H, m),
7.25-7.36 (2H. m), 7.47 (1H, d. J = 8.2 Hz), 7.94
(1H, d.] = 2.0 Hz), 9.55-10.05 (2H, brm).

2 l'iapoxnopun

@]

I[H-SIMP (DMSO-d6) dppm : 0.89-1.03 (IH, m),
1.08-1.35 (5H, m). 1.35-1.60 (3H, m), 1.63-1.73
(1H, m). 1.84-1.96 (1H, m), 2.62-2.85 (3H, m), 3.08
(1H, dd. J = 2.8. 11.8 Hz), 3.22-3.35 (1H, m), 6.50
(2H, 5). 6.91 (1H. dd, J = 0.9, 2.1 Hz), 7.07 (1H, dd,
J=1.7. 83 Hz), 7.36 (1H. s), 7.58 (1H, d, J = 8.2
Hz), 7.95 (IH.d. ] = 2.2 Hz). (3H not found)

®ymapar

1130 \>

1H-AMP ([)MS()-d6) dppm : 1.09-1.55 (7TH, m),
1.55-1.80 (3H, m). 2.10-2.22 (1H,m), 3.354.13
(SH, m), 4.13-5.22 (1H, br), 7.12 (1H, s), 7.60 (1H,
brs), 7.81 (1H, ), 7.98 (IH, brs), 8.15 (1H, s),
10.09 (2H, brs).

2 T'igpoxnopua
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1131

IH-SIMP (DMSO-d6) dppm : 0.90-1.06 (IH, m),
1.35-1.38 (5H. m). 1.47-1.67 (3H. m). 1.67-1.80
(1H, my. 1.99-2.11 (IH, m), 2.80-3.30 (4H, m),
3.40-3.60 (1H, m). 4.40-5.10 (1H, br), 7.13-7.38
(2H, m). 8.15 (1H, d. ] = 2.0 Hz), 9.05-9.58 (1H,
br), 9.70-9.95 ( IH, br).

2 lNiapoxsnopun

[0425]

Tabmwuua 139

AbcomiorHa RoHGITypalia

H
N +CHj

\

S
S

£ X

N,,_.
R?

Ix!l i }—-—-qI

[Tpuxna

SAMP

Cinb

1132

TH-AMP (CDCI3) oppm : 0.94-1.10 (4H. m), 1.13-
1.65 (6H, m), 1.65-1.83 (2H, m). 2.37-2.47 (1H, m),
2.55-2.69 (2H, m), 3.05 (1H, dd, J = 2.8, 11.2 Hz),
3.12-3.23 (IH. m), 3.77 (3H, s), 642 (1H. d, J =
0.7, 3.1 Hz), 70“(]H d,J=3.1Hz),7.08 (1H,d,J
=2.0, 8.6 Hz). 7.22-7.30 (1, m), 741 (1K, d.J =
1.8 Hz).

1133

IH-SIMP (DMSO-d6) dppm : 0.90-1.05 (1H, m),
1.09-1.35 (5H, m), 1.39-1.60 (3H. m), 1.64-1.76
{1H, m), 1.88-2.00 (1H, m), 2.68-2.79 (IH, m),
2.79-2.94 (2H, m). 3.01-3.11 (1H, m), 3.28-3.40
(1H, m)., 3.75 (3H, s), 6.36 (1H, d, )] = 0.6, 3.1 Hz),
6.51 (2H, s), 6.87 (1H, d, J = 1.7, 8.4 Hz), 7.18 (1H,
s), 7.27 (1H, d, } = 3.1 Hz), 747 (1H, d, ] = 8.3
Hz). (3H not found)

dymapar

1134

TH-SIMP (CDCI3) dppm : 0.82-0.92 (1H, m), 0.94
(3H, d, ] = 6.3 Hz), 1.06-1.34 (4H, m), 1.38-1.58
(2H, m). 1.59-1.75 (2H, m). 2.28-2.37 (1H. m),
2.37-2.49 (2H. m), 2.89 (1H, dd, J = 2.6, 10.8 Hz),
2.94-3.04 {1H, m), 3.86 (3H, s), 7.21 (1H, dd, J =
1.9, 8.9 Hz), 7.31 (1H, s), 7.36 (1H, d, J = 1.7 Hz),
7.51 (1H, d. J = 8.9 Hz).

1135

IH-AMP (DMSO-d6) dppm : 0.82-0.96 (1H, m),
1.01-1.33 (5H. m), 1.35-1.85 (4H, m), 1.85-1.96
(1H, m). 2.53-3.05 (3H, m), 3.05-3.23 (1H, m),
3.23-3.40 (1H, m), 3.76 (3H, s), 6.39-6.57 (3H, m),
6.79 (1H. d. ] = 8.0 Hz), 7.09 (IH. t, ] = 7.8 Hz),
7.17-7.28 (2H, m). (3H not tound)

dymapar

1136

[H-IMP (DMS0-d6) oppm : 0.93-1.10 (1H, m),
1.10-1.35 (5H, m). 1.41-1.59 (3H. m), 1.64-1.78
(1H, m). 1.91-2.04 (1H. m), 2.75-3.04 (3H, m), 3.11
(1M, dd. J = 2.0, 12.0 Hz), 3.32-3.46 (1H, m), 3.85
(3H, 5), 6.53 (2H, s). 7.15-7.23 (1H, m), 7.29 (1H,
dd, =19, 8.6 Hz). 7.42-7.49 (1H, m), 7.53 (1H. d.
J= 8.6 Hz). 7.56 (1H, d, ] = 8.3 Hz), 7.94 (1H, d, J
= 1.8 Hz). 8.15 (1H. d. J = 7.7 Hz). (3H, not found)

dymapar

[0426]
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Abconirraa KoBMbirypania

H
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N
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N’ :‘\'-N /‘"‘(
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1

Tpuxn
aj

AMP
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1137

S|

Cl

IH-AMP (CDCI3) dppm : 0.88-1.08 (4H, m), 1.15-
1.57 (4H,m), 1.60-1.68 (2H, m). 1.68-1.80 (2ZH, m),
2.31-2.39 (1H, m), 2.46 (1H. dd, ) = 10.4, 11.0 Hz),
2.55-2.63 (1H, m), 3.00 (1H, dd, J = 2.8, 11.2 Hz),
3.07-3.18 (iH, m). 7.03-7.09 (2H, m), 7.23-7.29
(2H, m).

1138

IH-AMP (CDCI3) oppm : 0.98-1.10 (4H, m), 1.20-
1.46 (4H, m), 1.65-1.90 (4H. m), 2.46-2.67 (3H, m).
3.10-3.25 (2H, m), 6.98 (1H, dd, J = 2.1, 8.5 Hz),
702 (IH, d, J=2.1 Hz), 7.54 (1H, d, ] = 8.5 Hz)

1139

IH-SIMP (DMSO-d6) ppm : 0.89-1.03 (1H, m),
1.11 (3H ,d. ) = 6.4 Hz), 1.17-1.34 (2H, m), 1.34-
1.47 (1H, m), 1.51-1.74 (3H. m), 1.82-1.94 (1H, m),
2.64-2.74 (2H, m), 2.74-2.84 (1H, m), 3.14 (1H. dd.
J = 3.0, 11.9 Hz), 3.20-3.33 (1H, m), 6.51 (2H, s),
6.97-7.04 (IH, m), 7.19 (1H, dd, ] = 2.4, 11.3 Hz),
7.50 (1H. . ) = 8.7 Hz), 8.90-11.40 (2H, br). (1H
not found)

Dymapar

1140

1H-AMP (DMSO-d6) dppm : 0.89-1.03 (1H, m),
1.10 (3H. d. ] = 6.4 Hz), 1.14-1.45 (3H, m), 1.48-
1.62 (2H, m), 1.65-1.73 (1H, m), 1.82-1.92 (1H, m),
2.58-2.8! (3H, m), 3.05 (1H, dd, ] = 3.0, 11.7 Hz),
3.19-3.30 (1H, m), 6.51 (2H, s), 7.11-7.18 (1H, m),
7.31-7.41 (2H, m). 9.00-11.60 (2H, br). (1H not
found)

®dymapar
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[0427]
Tabmuus 141
Abcomoria Roncbirypauia
CHs
I ] S
H |
R4
M R AMP Cinb
an
[H-AMP (CDCI3) oppm : 0.96-1.10 (4H, m), 1.13
—_ HaC CHy  (18H.d.J =73 Hz), 1.19-1.50 (7H, m), 1.58-1.67
-\\ CH3 (1H, m), 1.68-1.84 (3H. m), 2.45-2.53 (1H, m), 2.57
1141 (1H, dd. ! = 10.3, 11.0 Hz), 2.62-2.70 (1H, m), 3.12 )
Hs (IH, dd. J = 2.7, 11.2 Hz), 3.15-3.24 (1H, m), 7.09
HaC CHa (1H, dd. ! = 2.4. 8.9 Hz), 7.17 (1H. d, ] = 2.4 Hz),
727 (1H. dd, ) = 2.1, 8.7 Hz), 744 (1H. d, ] = 2.0
Hz), 7.59-7.65 (2H, m).
IH-AIMP (CDC)3) oppm : 0.94-1.12 (4H, m), 1.15-
O 1.46 (4H. m), 1.57-1.68 (2H. m), 1.68-1.85 (11H,
O m), 2.42-2.51 (1H, m), 2.59-2.70 (2H, m), 3.10 (IH,
1142 dd. J =27, 11.2 Hz), 3.15-3.25 (1H, m), 7.29 (1H, )
)\O‘}—CH dd, J = 2.2, 8.6 Hz), 7.30-7.37 (1H, m), 7.42-7.49
3 (1M, m), 7.76 (1H,d, J = 2.1 Hz), 7.93 (1H, d, J =
CHs 72 Hz)., 821 (1M, d. J = 8.8 Hz), 829 (1H. d, ] =
8.3 Hz).
[0428]
Tabnuus 142
AbGcomwraa RoHIrypania
TR
ANE N._,CH3
Ri s
N P
o H I\lj
4
R
H}:;KJ‘I R AMP Cinb
— = IH-SIMP (DMSQ-d6) dppm : 0.83-1.00 (4H, m),
_<\/_—>__ 112-1.35 (3H, m), 1.48-1.75 (4H, m), 1.99 (1H,
1143 \ / brs), 2.31-2.50 (3H, m), 2.92-3.03 (2H, m), 6.99- }

i\ —OH

7.09 (2H. m), 7.19 (1H, dd, J = 2.0, 8.7 Hz), 7.41
(1H, d. J = 1.7 Hz), 7.58 (IH, d, ] = 8.8 Hz), 7.66
(1H, d,J = 8.8 Hz), 9.57 (1H, brs).

w LIS )

| B

1H-AMP (DMSO-d6) dppm : 1.10-1.57 (7H, m),
1.57-1.71 (2H, m). 1.71-1.82 (1H, m), 2.11-2.22
(I1H,m ). 3.00-3.40 (6H, m), 7.22 (IH, t, ) = 74
Hz), 7.35-7.85 (4H. m), 8.09 (IH, d, ] = 7.8 Hz),
8.37 (1H, brs), 9.96 (2H, brs), 11.61 (1H, brs).

2 lNigpoxsiopua
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[0429]
Tabmms 143
AbBcomworaa KOHDITypais
H
H
-~ "‘x,;," R CH3
[ R l S|
- P
v, H N
R4
S R* AMP Cib
an
IH-AMP (CDCI3) éppm : 0.98-1.12 (4H, m), 1.18-
1.58 (4H, m), 1.58-1.85 (4H, m), 2.45-2.53 (1H, m),
2.562.70 (2H, m), 3.12 (1H, dd, J = 2.8, 11.2 Ha),
1145 3.16-3.25 (1H, m), 3.90 (3H, s), 7.08-7.16 (2H, m), -
OCHj, 7.30 (1H, dd, J = 2.01. 8.7 Hz), 7.46 (1H, d, ] = 2.0
Hz), 7.65 (1H, d, ] = 4.9 Hz), 7.67 (1H, d, ] = 4.9
Hz).
IH-AMP ( DMSO-d6 ) dppm : 0.92-1.06 ( 1H, m ),
111 (3H.d. J = 6.4Hz ). 1.16-1.51 ( 3H, m ), 1.52-
1.64 ( 1H. m ), 1.64-1.78 ( 2H, m ), 1.82-1.94 ( 1H,
1146 m ), 2.65-2.85 ( 3H, m ), 2.85-4.2 ( 4H, m ), 6.50 1/2 ®dymapar
(1H,s). 733 ( 1H, dd, ] = 2.1, 8.7Hz ), 7.39-7.51
(2H.m ). 7.56 ( 1H, d, J = 1.9Hz ), 7.80-7.89 ( 3H,
m ).
IH-SIMP (CDCI3) dppm : 0.98-1.12 (4H, m), 1.18-
1.48 (4H, m), 1.60-1.69 (1H, m), 1.69-1.85 (3H, m),
= = 2.46-2.54 (1H, m), 2.57 (1H. dd, J = 10.2, 11.0 Hz).
1147 2.62-2.71 (1H, m), 3.10-3.25 (2H, m), 7.22 (1H, dt, -
Y & J=2.6.8.8Hz), 7.35 (1H, dd, ] = 1.8, 8.7 Hz), 7.40
(IH, dd, } =2.5.9.9 Hz), 7.50 (1H, d, J = 1.9 Hz),
7.68-7.77 (2H, m).
[0430]
Tabnuus 144
Abcomawrraa koHIrypais
H
//"’ ".' _ C H 3
{ R
. r'-
H
o R SAMP Cinb
an
1H-AMP (CDCI3) éppm : 0.97-1.17 (4H, m), 1.17-
' 1.89 (8H, m), 2.41-2.50 (1H, m), 2.53-2.69 (2H, m),
1148 \> 3.08 (1H. dd, 1 = 2.8, 11.2 Hz), 3.13-3.22 (1H, m), B}
7.18 (1H. dd, J = 2.0, 8.5 Hz), 7.27 (1H,d, J = 5.4
S Hz), 742 {1H. d, J = 5.4 Hz), 7.58 (1H, d, J = 2.0

Hz),7.78 (1H.d J = 8.5 Hz).
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1149 / \_$§

1H-AMP (CDCI3) dppm : 0.86-1.02 (1H, m), 1.05
(3H, d. } = 6.4 Hz), 1.17-1.54 (4H. m), 1,54-1.63
(1H, m). 1.63-1.83 (3H, m), 2.39-2.55 (1H, m),
2.55-2.65 (1H, m), 2.65-2.74 (1H, m), 3.10 (1H, dd.
J=28.11.4 Hz). 3.15-3.26 (1H. m), 7.12 (1H, dd. J
=0.7,7.6 Hz), 7.30 (1H, t, ] = 7.8 Hz), 7.35 (1H, d,
1 =5.5Hz). 7.57 (1H, d, ] = 5.5 Hz), 7.64 (1H. d, J
= 8.0 Hz).

1150 /

1H-AMP (DMS0-d6) dppm : 0.90-1.04 (1H, m),
1.10-1.35 (5H, m). 1.35-1.62 (3H, m), 1.64-1.74
(1H, m). 1.84-1.95 (1H, m), 2.65-2.84 (3H, m), 3.11
(1H, dd, 1 = 2.8. 11.8 Hz), 3.21-3.35 (1H, m), 6.49
(2H, 5). 7.19 (1H. dd. 1 = 1.8, 8.5 Hz), 7.39 (1H, d.
J=54Hz), 768 (1H,d,J =54 Hz), 7.75 (IH, d, J
= 1.8 Hz), 7.81 (1H, d. J = 8.5 Hz), 7.50-9.40 (1H,
br).

®ymapar

[0431]
Tabnuug 145

Abcomraa Kordirypanis

Tpukn
an

SAMP

Cinb

1151

IH-AMP (DMSO-d6) éppm at 80 °C: 0.96-1.39
(6H, m). 1.40-1.50 (IH, m), 1.50-1.80 (3H, m),
2.05-2.15 (1H. m), 2.98-3.20 (2H, m), 3.20-3.40
(2H, m). 3.42-3.64 (1H, m), 5.23-6.05 (1H, br),
7.05-7.21 (2H, m), 7.30 (1H, brs), 8.03 (1H, s), 9.56
(1H, brs), 9.77 (1H, brs).

2 T'iapoxnopua

1152

IH-IMP (DMS0-d6) dppm: 0.85-1.00 (1H. m),
1.65-1.38 (5H. m). 1.38-1.75 (4H. m), 1.87-2.00
(1H, m), 2.65-3.00 (3H, m), 3.12 (1H, dd. J = 2.8,
11.9 Hz), 3.30-3.47 (I1H, m), 6.53 (2H, s), 7.04 (1H,
d.J =83 Hz). 7.14 (1H, brs), 7.37 (1H, d, J = 8.3
Hz), 8.08 (1H. d, J = 2.2 Hz). (3H, not found)

®ymapar

1153

£

OCHj

1H-AMP (DMSO-d6) dppm at 80 °C: 1.00-1.38
(6H, m), 1.38-1.50 (1H, m), 1.50-1.79 (3H, m),
2.05-2.14 (2H. m). 3.09-3.25 (2H. m), 3.25-3.50
(2H, br). 3.54-3.70 (1H, br), 3.94 (3H, s), 4.35-5.05
(1H, br). 6.90 (1H, d, J = 8.4 Hz), 7.07-7.20 (1H,
m). 7.27 (1H, brs), 7.92 (1H, d. 1 = 1.8 Hz). 9.68
(1H, brs).

2 I'igpoxaopun

1154

5

CH

w

IH-IMP (DMSO-d6) ppm at 80 °C: 1.05-1.38
(6H, m). 1.38-1.52 (1H, m), 1.52-1.62 (1H, m),
1.62-1.79 (2H. m), 2.09-2.18 (1H, m), 2.46 (3H, s),
3.17-3.37 (2H. m). 3.37-3.66 (2H, m), 3.66-3.75
(1H, m). 6.25-7.10 (1H, br). 7.14 (1H. d. ] = 7.8
Hz), 7.19-7.30 (1H, m). 7.40 (1H, brs), 7.97 (1H, d,
J=2.1 Hz), 9.88 (2H. brs).

2 I'iapoxnopun
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1155

1H-AMP (DMSO-d6) dppm at 80 °C: 1.00-1.38
(6H, m). 1.45-1.80 (4H, m), 2.08-2.18 (1H, m).
3.06-3.27 (2H, m). 3.27-3.49 (2H, m), 3.53-3.70
(1H, m), 4.94-5.68 (1H, br). 7.13-7.22 (1H, m),
7.25-7.35 (2H. m), 7.45 (IH, d, J = 8.2 Hz), 7.93
(1H, d, J = 1.5 Hz), 9.45-10.00 (2H, brm).

2 lN'igpoxnopun

1156

IH-AMP (DMSO-d6) dppm : 0.89-1.03 (1H. m),
1.05-1.35 (5H, m), 1.35-1.61 (3H, m), 1.61-1.75
(1H, m). 1.82-1.96 (1H, m), 2.62-2.86 (3H, m), 3.08
(1H, d, J = 11.6 Hz), 3.21-3.36 (1H, m), 6.50 (2H,
s), 6.91 (1H, d, ] = 2.0 Hz), 7.07 (1H, dd, J = 1.3,
8.3 Hz), 7.36 (1H. s). 7.58 (1H, d, ] = 8.2 Hz), 7.95
(1H, d, J = 2.2 Hz). (3H not found)

Dymapar

1157

IH-AMP (DMSO-d6) dppm : 1.09-1.55 (7H, m),
1.55-1.80 (3H, m). 2.10-2.22 (IH,m), 3.30-4.10
(SH, m), 4.10-5.20 (1H, br), 7.11 (1H, s), 7.58 (1H,
brs), 7.80 (1H. s), 7.97 (1H, brs), 8.15 (1H, s),
10.06 (2H, brs).

2 Iigpoxnopua

1158

1H-AMP (DMSO-d6) éppm : 0.90-1.10 (I1H, m),
1.15-1.38 (5H, m). 1.47-1.69 (3H, m), 1.69-1.80
(1H, m). 2.00-2.11 (1H, m), 2.80-3.40 (4H, m),
3.40-3.60 (1H, m), 5.35-6.36 (1H. br), 7.13-7.44
(ZH, m), 8.15 (IH, d. J = 2.0 Hz), 9.08-9.66 (1H.
br), 9.66-10.08 (1H. br).

2 I'iapoxnopun

[0432]
Tabmuug 146

AGcoawrra koHpITYpaIlis

H
H o
‘/"m“ *Ev" N C H 3

Mpuxa

AMP

Cine

1159

IH-SMP (CDCI3) oppm : 0.95-1.10 (4H, m), 1.10-
1.54 (4H, m), 1.54-1.65 (2H. m), 1.65-1.83 (2H, m),
2.37-2.47 (1H, m). 2.35-2.69 (2H, m), 3.05 (1H, dd,
J =28, 11.2 Hz), 3.12-3.23 (1H, m), 3.77 (3H, s),
6.42 (1H. d. ] = 0.7, 3.1 Hz), 7.03 (I1H, d, J = 3.1
Hz), 7.08 (1H, d, J = 2.0. 8.6 Hz), 7.22-7.30 (1H,
m), 7.41 (IH, d, ) = 1.8 Hz).

1160

IH-AMP (DMS0-d6) dppm : 0.90-1.05 (1H, m),
1.09-1.35 (SH. ), 1.39-1.60 (3H, m), 1.64-1.75
(1H, m). 1.88-2.00 (1H, m), 2.67-2.95 (3H, m), 3.07
{1H, dd. | = 2.8, 12.0 Hz). 3.28-3.40 (1H, m), 3.75
(3H, s), 6.36 (iH, d. ] = 0.6, 3.0 Hz), 6.51 (2H, s),
687 (1H,d.J=1.6.8.4 Hz). 7.18 (1H, 5), 7.27 (1H,
d. J = 3.0 Hz), 7.47 (1H, d, J = 8.3 Hz). (3H not
found)

dymapar
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1161 N

IH-AMP (CDCI3) dppm : 0.82-0.92 (1H, m), 0.94
(3H, d, J = 6.3 Hz), 1.06-1.34 (4H, m), 1.38-1.58
(2H, m), 1.59-1.75 (2H, m), 2.28-2.37 (IH, m),
2.37-2.49 (2H, m), 2.89 (1H, dd, J = 2.6. 10.8 Hz),
2.94-3.04 (1H. m), 3.86 (3H. s), 7.21 (1H, dd, J =
1.9, 8.9 Hz). 7.31 (1H, s), 7.36 (I1H. d.J = 1.7 Hz),
7.51 (1H, d, ] = 8.9 Hz).

1162 N

IH-SIMP (DMSO-d6) dppm : 0.80-0.99 (1H, m),
1.00-1.35 (5H, m), 1.35-1.98 (5H, m), 2.53-3.25
(4H, m), 3.23-3.40 (1H, m), 3.76 (3H, s), 6.40-6.58
(3H, m). 6.79 (1H, d, ] = 8.0 Hz), 7.09 (1H, t, ] =
7.8 Hz), 7.17-7.28 (2H, m). (3H not found)

dymapar

1163

1H-AMP (DMSO-d6) dppm : 0.93-1.08 (1H, m),
1.10-1.35 (SH, m), 1.401-1.60 (3H, m), 1.64-1.75
(1H, m). 1.90-2.03 (1H, m), 2.72-3.00 (3H, m), 3.11
(1H, dd. J = 2.0. 12.0 Hz), 3.32-3.43 (1H, m), 3.85
(3H, s), 6.52 (2H. s). 7.15-7.23 (1H, m), 7.29 (1H.
dd.J = 1.9, 8.6 Hz), 7.43-7.49 (1H, m), 7.53 (1H, d,
J=8.6Hz). 7.56 (1H. d, ] = 8.2 Hz), 7.94 (1H, d. )
= 1.8 Hz). 8.14 (1H. d. ] = 7.7 Hz). (3H,

not found)

dymapar

[0433]
Tabmuusg 147

AbcomorHa KoHGIrypaiia

Ipuxa R

AMP

Cinp

1164 |

[H-AMP (CDCI3) oppm : 0.88-1.08 (4H, m), 1.15-
1.42 (3H, m), 1.42-1.60 (1H, br), 1.60-1.69 (2H, m),
1.69-1.82 (2H, m). 2.31-2.39 (1H, m). 2.46 (1H, dd,
J= 104, 11.0 Hz). 2.55-2.63 (1H, m). 3.00 (1H, dd,
J=2.8.11.2 Hz) 3.07-3.18 (IH, m), 7.02-7.09 (2H,
m), 7.23-7.29 (2H. m).

Cl
CN

1H-AMP (CDCI3) oppm : 0.98-1.10 (4H, m), 1.22-
1.46 (4H, m), 1.65-1.90 (4H, m), 2.46-2.67 (3H, m),
3.10-3.25 (2H. m), 6.98 (1H, dd, J = 2.1, 8.6 Hz),
7.2 (1H, d.J = 2.1 Hz), 7.54 (1H, d, ) = 8.6 Hz)

F
1166 \©:
Cl

TH-IMP (DMSO-d6) Sppm : 0.90-1.03 (IH, m),
1.12 3k ,d. ] = 6.4 Hz), 1.17-1.34 (2H, m), 1.34-
1.48 (1H, m), 1.52-1.74 (3H. m), 1.84-1.94 (1H, m),
2.65-2.75 (2H, m). 2.74-2.84 (1H, m), 3.14 (1H, dd,
J=3.0, 11.9 Hz), 3.22-3.34 (1H, m), 6.51 (2H, s),
6.97-7.04 (1H, m), 7.19 (1H, dd, I = 2.4, 11.3 Hz),
7.51 (1H. t, J = 8.6 Hz), 8.60-11.75 (2H, br). (IH
not found)

®dymapar
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1167

1H-AMP (DMSO-d6) dppm : 0.88-1.02 (1H, m),
1.11 3H. d. J = 6.4 Hz), 1.14-1.45 (3H, m), 1.48-
1.62 (2H, m), 1.65-1.73 (1H, m), 1.82-1.92 (1H, m),
2.60-2.81 (3H, m), 3.05 (1H, dd, J = 3.0. 11.8 Hz),
3.19-3.30 (1H, m), 6.51 (2H, s), 7.11-7.18 (1H, m),
7.30-741 (2H, m), 8.85-11.65 (2H, br). (1H not
found)

®ymapar

[0434]
Tabnuus 148

AbGcommorna koHbirypamis

H
?N  CoHs
SR

nn

R
- N e

ol

~

\

T

Mpuka

AMP

Cinb

1168

[H-IMP ( DMSO-d6 ) dppm : 0.8-1.0 ( 4H, m ),
1L1-1.6 ( 7TH, m ). 1.6-1.7 ( 1H, m ), 1.8-1.9 ( IH,
m ), 2.5-2.75 ( 3H, m ), 2.85-3.9 ( 5H, m ), 6.5-6.55
(2H, m). 7.1-7.2 (2H, m ), 7.3-7.4 (2H, m ).

Dymapar

1169

IH-SIMP { CDCI3 ) dppm : 0.94 ( 3H, t, J =
7.5Hz), 0.95-1.1 ( 1H. m), 1.15-1.5(5H, m ), 1.5-
1.85 ( SH. m ). 2.46-2.69 ( 3H, m ), 2.91-3.01 ( 1H,
m).3.18 (1H,dd, J = 2.7, 11.2Hz ). 3.91 ( 3H, s ),
7.08-7.14 (2H. m ). 7.31 ( 1H ,dd, J = 2.1, 8.7THz ),
747 (1H.d. 3 =2.0Hz), 7.64-7.7) (2H, m ).

1170

IH-AMP ( DMSO-d6 ) éppm : 0.82-1.03 (4H, m ),
1.09-1.36 ( 2H, m ). 1.41-1.59 ( 4H, m ), 1.59-1.75
(2H, m ). 1.92-2.06 ( 1H, m), 2.71-3.07 ( 3H, m ),
3.10-3.20 ( 1H. m), 3.20-3.32 ( 1H, m ), 6.56 ( 4H,
$),6.97-7.26 (3H,m ), 11.5 ( 5H, m).

2 ®ymapar

1171

IH-SIMP { DMSO-dé6 ) 6ppm : 0.85-1.05 ( 4H, m ),
1.1-1.4 ( 2H, m ), 1.45-1.65 ( 4H, m ), 1.65-1.85
(2H, m ), 2.05-2.15 ( 1H, m ), 2.85-3.22 ( 3H, m ),
3.22-3.38(2H, m ), 4.09 ( IH, br),7.24 ( I1H.d,J
= 75Hz ). 7.35-7.5 (2H, m ), 7.7-7.8 ( 2H, m ),
9.15-9.35 ( 1H, m ). 9.35-9.55 (I1H, m).

2 Tiapoxsiopun

1172

IH-AMP { CDCI3 ) éppm : 0.93 ( 3H, t, J =
7.5Hz ), 9.98-1.09 ( 1H, m ), 1.14-1.50 ( 5H, m ),
1 55-1.85 ( SH, m ), 2.44-2.53 ( 1H, m ), 2.55-2.68
(2H, m ), 2.9'-3.00 ( 1H, m ), 3.15 ( 1H, dd, J =
2.7, W.iHz ), 720 ( 1H. dd, J = 2.0, 8.6Hz ), 7.27
(1H,dd. J=0.5,54Hz), 743 ( 1H,d, ] = 5.4Hz ),
7.59 (1H.d.J=2.0Hz),7.79 ( 1H,d, ) = 8.6Hz ).

1173

1H-SIMP ( DMSO-d6 ) dppm : 0.85-1.05 (4H, m ),
1.15-1.35 ( 2H, m ), 1.35-1.5 ( 2H, m ), 1.5-1.6
(3H, m ), 1.65-1.75 ( I1H, m ), 1.85-1.95 ( I1H, m),
2.65-2.85 { 3H. m }, 3.05-3.2 ( 2H, m ), 3.6 ( 3H,
br).6.51 (2H, ). 7.19 ( 1H, dd, J = 1.9, 8.5Hz ),
7.39 (1H, dd, J = 0.5, 5.4Hz ), 7.68 ( I1H. d, ] =
S4Hz), 7.76 ( 1H,d. J =1.8Hz). 7.81 (1H.d, ] =
8.5Hz).

dymapar
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[0435]
Tabnuus 149
AbcomioTHa KOHMIrypallis
H
NN CHy
e N
reM RS
E ‘!*:f::/ "!- =
L. &
R8 .,\;___r_,, ..RS
RT
N R® R® R’ R® RO MS(M+1)
N
=
N
1174 -H \gN// Ha -H H -H 327
&S
1175 -H -H 0" ~"CHj -H H 317
N
\f Y-CHj
1176 H N- O/ H H H 327
~
1177 -H D H H H 314
N
1178 H Nk/\ H H H 328
s
~
~
1179 H @ H H H 310
\
1180 -H -H LN/\ -H -H 344
|
SO
Ny
N
1181 -H [ ] H 5 H 357
N
CHj
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1182 -H EN]

1183 -H -H ( N -H
L
J -H -H 342

1184 -H -H O
323

328

Ny,
1185 -H \1/ -H -H -H
N~
1186 -H (N H -H -H 328
~
1187 -H N H -H -H 330
L0
—0
1188 -H -Cl \_Q -H -H 385
" |
H H f -H -
1189 \() H 351
OCH;
Z\
S
1190 -H N§< H -H -H 342
CH;
1191 -OCH3 -OCH3 -H -H -H 305
1192 -H -H -O(CH2)2CH3 -H -H 303
/TN
1193 -H -H —N  NCH;j; -H -H 343
N/
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1194 F H -OCH3 -H -H 293
1195 £l H H £ -H 347
1196 -l H H -H H 297
™~ N
1197 -H O/I/“ -OCH3 -H H 381
s
1198 -OCH3 -H -Cl -H -H 309
1199 F -l H H -H 297
1200 CH3 -H -OCH3 i -H 323
—0 —
1201 -H -OCH3 / H -H 381
\_/
1202 H H N H H 311
N/
\
1203 H (/N] H H -H 342
Ly
)
1204 -H H /)l -H H 357
N
HsC
1205 -H -H COCH(CH3)2 H -H 303
=
1206 H \\/\N -H -H -H 312
O/
1207  -OCH2CH3 -H H H -H 289
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N
O
1208 -H ‘ A H -H -H 337
i
-
1209 -Cl -CF3 -H -H -H 347
1210 -H -H -CH2CH(CH3)2 -H -H 301
1211 -CN -H -Cl -H -H 304
N
1212 H H I: j H H 330
@)
i
1213 H H (N: M H 310
[0436]
Tabauus 150
Abcomorna xonirypanisa
H
M\ CHj
s T‘CHS
R g g
F N
Rd
Tpuicn R MS(M+1)
an
1214 ~N 296
P
» L\ ~
1215 E \\C J 299
N
=N
1216 \ / 296
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1217 301
7
1218 - | 338
N(CHs),
a
1219 HaC \]/1 330
o~ O
O
1220 {ﬁ j 303
N0
1221 ©\O 330
Hg,C'N\[()
O
f/N' \>
1222 o 296
AN
1223 l 314
S
F
N
1224 o ?\1 299
—N\_/  CHs i
O _CH,
1225 327
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S—_CH;
1226 / \ ?’\1/ 316
HaC
N\
1227 — N 342
1228 Q CHs 315
CHj

1229 _Cg—_\/ 299

/~—\ .CHj
1230\ X/'N

\ / 314
N J
1231 {\Q)}o 313
[0437]
Tabmaus 151
AbGcommoTHa KoH(ITYpamisd
H
H
AN CHs
[ S f"CHs
H R
Wy R MS(M*1)
aj.
N
1232 r\ll( _N 277
OCH3
1233 l N 260
N~
CHs
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=N
1234 {)—N@ 316
N
7 N i
1235 #_<““N N 329
/\
1236 @—N 315
=N
~N
/
5
1237 : 326
1238 322
/—\ N @]
1239 \=N)— \_/ 331
1240 | S 280
1241 | oy 264
N~ E
1242 | N ~OCH; 276
-
1243 N” Cl 280
4 l
1244 | >N 246
Z
1245 >N 247
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N-N
1246 1 __\ 323
1247 _{“@ 296
1248 /" CH, 260
N--—.
<10
1249  — 286
@)
N
1250 —< 302
S
1251 - | 276
" OCH,
T
1252 _<s OCH, 332
SN
» \
1253 *QW
N
1254 /N CF; 314
-
1255 S/LN 25
\—/
N
1256 I 261
N~
1257 372
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1258 i 330
N~ Cl
N™ XYY Y
t
1259 E:H’\N/ ~ 373
g\‘ A\ 'OCH3
1260 — 3 326
OCHj
N
1261 —< \ 7/ 326
N AN
1]
1262 N~ 277
OCH3
1263 /t I/*> 302
\N S
1264 rl\l A NS 297
|
N
1265 N” F 264
e |
1266 /N CN 271
N.—
1267 \N / F 264
1268 ‘/’ 246

/
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296

1269

1270

247

1271

276

1272

264

1273

247

1274

330

Cl

1275

280

1276 (\\/( Cl
N/

1277

261

297

1278
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1279 N” 7 302
bl
1280 g _4N 266
CH
N N
1281 ‘g 328
7\
1282 \\N,N 263
CH; CHs
A
1283 S: N 266
H3C
[0438]
Tabauus 152

SH N. .CHa
H
R.4

MS(M-+1)

1284 OOCF3 315

1285 L ; j 282
Lot 2
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1286 245
CH
1287 [ e 261
P
OCHs
1288 277
1289 312
1290 274
1291 ‘ e 299
5B
CF;,
1292 OO 281
1293 —~<\_—>‘SCH3 277
1294 337
~ )
O A
AN
1295 | P 317
CFj3
F
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1296 261
2~.CHj
1297 l 279
N
Cl
1298 267
F
F
1299 /[:{::1\ 267
F F
>
1300 //7 \ 0 275
1301 [::i::} 297
OCHF»
1302 | N 283
CI” >~"F
1303 263
F
CH3
1304 [::%::l\ 249
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1305 279
f
CHs
1306 285
F F
F
1307 279
i F
OCHs
N
1308 | 279
7 “CH4
Cl
/\
1309 282
=N
1310 ﬁo> 275
N @)
o @ -
1312 __/ '\ N/ “CHa 296
\__
1313 297
F F
OCHs
1314 /[:i:]\ID 297
F CH,
F
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9”

1315 265
7
1316 N | 250
CH;
CHj
1317 275
CHs;
OCHj
F
1319 I 319
1320 o) 271
/
1321 /; ‘> 288
%N/"\S
1322 J: j\ 277
H5;C CH;
F
1323 © 231
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1324 249
F
- @j
1326 Q\j\\‘ 288
, S
N
1327 | 270
7 "CHj
CN
“
1328 ] 309
# Cl
OCH,CHj
1329 263
CHs
F
1330 NS CHs 296
7
HsCO
1331 A/(;\:\ 311
\\M<\__/x
= N— CH3
1333 —<\:>—</O,\r'5 313
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1334 "<\ / \\r 328

@}

N, 286
o S,

i, N#CHS
1337 \_:/>_<\N_,o 313

1338 ) | 371
e T Lca
. ! @)
1339 N7 "\ 288
S
o

\
1340 ‘<—:—-§ = 323
\_/

1341 \"ZQ 306

[0439]
Tabnuus 153
AbcomoTaa kordiryparia

HN__CH,
R S

(BLT
A

|4

Dlimmst R’ MS(M-+1)
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1342 315
OCF,
1343 [\ 282
=
N
1344 | N 245
"
CHs
1345 [ b 261
>
OCHj
1346 277
1347 312
1348 | h 274
-
N(CH3),
1349 TN 299
P
CF3
1350 333
CFj
Cl
1351 @ 245
CHs
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1352 281

1353 /@ 299
Cl “Cl

1354 277
SCHj

1355 [:j::] 337
e
I

135 [i
) CF,

F
1357 [::i:] 261

1358 267
F
F

1359 Q 267
F F
| N
4
1360 » 275
@]
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1361 297
OCHF,
1362 | N 283
I >FF
=
1363 | 263
N
CHs
1364 [:{::1\ 249
F
1365 @\ 279
i Cl
CHs
/’L\
1366 } 285
7 F
F
1367 279
F
OCHs
1368 279
CH3
Cl
7\
1369 __ﬁ> 282
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1370 #Z | O> 275
N 0
B7 0 273
J \ / CH3
1372 4 — 296
1373 297
FNF
OCH;
1374 ©\ 297
F OCHs
F
1375 7 | 265
St i)
=
1376 - [ 259
CH;
1377 275
1378 299
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1379 319
1380 271
1381 288
1382 231
1383 249
1384 271
1385 288
\
1386 ﬂi e 270
CHs
CN
1387 263
CHa
F
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1388 282
1389 337
1390 311
1391 333
1392 313

— N_CH
1393 _<; /}{\ # 328

1394 L | 297

1395 m 286
_ /" "CHs

— $

1396 Wan W 313

1397 7 I =N 282
N /

J/k]L
1398 K 371

o | Cl
S0
1399 IIJ/ N 288
NS
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1400 = N 323
\_/
1401 Q 306
CN
[0440]
Tabnuug 154
Abcomorna koudirypanis
H
H ! s s
N ]
s
LRl
N
H Rq
Hpate R MS(M 1)
a. _
1402 307
1403 325
Cl
Cl
1404 309
F
Cl
\\
|
1405 i ] 316
F
Cl
CN
1406 309
Cl
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|

|
=
x

1407 /\ 296
N
H
1408 E ]\\ 321
N~ "CN
H
1409 / /[ 297
N N
N N
l x
1410 " 341
7 >F
CHF,
1411 357
Cl
OCHF,
1412 / 331
S
E
1413 / 347
S
Cl
F
1414 / l 331
0 N
Cl
1415 / 31
O

O
xI
(X
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-
O~

1416 333
1417 F 325
< 2 CH

1418 N
335
“CN
Cl
-
1419 B _ 347
\ /S
=
1420 {t@ 297
O
o
1421 321
“CN
1422 \/ _ 314
N~
H F
1423 %%OH 323
w o -
“
1425 AL 315
F

256

C2



UA 111950

1426 331

Cl

[0441]
Tabmuus 155
Abcosmoraa KoHpIrypais

("\}?,N ._j
J

MS(M+1)

RJ
1427 307

1428
Cl

325
Cl
7
1429 n | 300
F
Cl
1430 316
Cl
CN
1431 300
Cl
F
1432 /\ 296
N
H
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1433

::z; Jj\
i

CN
1434 andl \ 297
N N
N N
[
1435 341
Q,
OCHF,
1436 357
Cl
OCHF,
1437 / 331
S
F
1438 347
Cl
1439 4 331
O
Cl
1440 k/ 311
O

O
I
)
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333

1441

1442

335

CHs
CN

N/ N

1443

Cl

347

1444

297

1445

321

NH

1446

CN

314

1447

o
(2]

OH

1448

332

1449

1450
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1451 331

Cl

[0442]
Tabnuus 156
AGcosmiorna koHbIrypamist

AN
R4
Hpacr R? MS(M-+1)
an.
==
1452 \ / 307
1453 325
Cl

1454 309

Cl
1455 316
Cl

CN
1456 —Qj 313
=

1457 309
Cl
=
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F
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E (@]
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CN
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N
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1474 ko \;FOH 323
/=\ s —
il
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1477 331

Cl

[0443]
Tabmuus 157
ABcomoTra KoHGDITYpanis

MS(M+1)

H
R4
1478 307

1479 325
Cl

1480 ‘ 309

/

Cl

1481 316
Cl

1482 “_*<::::E::f§ 313
e
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Cl
F
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1484 /\ 296
N
H
1485 :N | 321
N CN
1486 \/ 7 \ 297
N .
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\
1487 ‘ l 341
F
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1488 357
: Cl
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/
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F
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Cl
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Cl
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1501 \ 7/ CN 332
1502 315
F
1503 331
Cl

[0444]
Tabnuug 158
BinnocHa kouirypanis
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F
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“CN
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Cl
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1526“ AW OH 297
1527 \ 7 N CN 306
1528 C© 289
F
1529 @ 305
Cl
[0445]
Tabmaug 159
AbcoaoTHA KOHQINYpanist
H
H
AN _.CHj
(s R]
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S
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F
7
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Tabmnus 160
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[0452]

dapmMakornoriyHe AocnigkKeHHs 1

BumiptoBaHHa cepoToHiHy (5-HT) iHribyioya akTuMBHICTb 3axBaTy TeCTOBOi CMONykn 3
BMKOPUCTaHHSM CMHaANTOCOMM MO3OKY LLypiB

Cawmui wypiB Bictapa 6ynu gekanitoBaHi, Ta iXx M0O30K OyB BuOaneHui Ta PO3TUHEHUMW AO5iA
BuAaneHHs POHTanbHOI KOpU rOfIOBHOrO MO30KY. BigokpemneHy poHTanbHy KOpy rOnOBHOMO
MO30Ky po3milytoTb y 20 Barosux yactkax 0,32 MonbHoro (M) po3unHy LyKpO3Wu Ta rOMOreHi3yloTb B
romoreHizatopi lNoTttepa. NomoreHaT ueHTpudyryote npn 1000 g npu 4 °C npotarom 10 xBUnuKH, Ta
cynepHaTaHT noTiM ueHTpudyryoTb npu 20000 g npu 4 °C npoTdarom 20 xsunuH. Ocag cycneHayoTb
y iHkybauinHomy 6ydepi (20 mM HEPES 6ydep (pH 7.4), wo mictute 10 TM rmokosun, 145 T™M
xnopugy Hatpito, 4.5 mM xnopwuay kanito, 1.2 TM xnopuay marito, Ta 1.5 TM xnopugy karnbLito).
CycneHsito BKOPUCTOBYIOTb Y SKOCTi CUPOi CMHANTOCOMHOI dopakLii.

[0453]

Peakuito 3axBaTy NpOBOASTb, BUKOPUCTOBYIOUM KOXHY KOMIPKY 96-KOMiIpHOI KpYrno-gOHHOT Tapinku
Ta 200 pi 3aranbHOK MICTKICTIO pO34MHY, WO MICTUTbL MapriniH (iHanbHOi KoHUueHTpauii: 10 uM) Ta
ackopObiHOBOI kucnotu (piHanbHOT KoHUeHTpauii: 0.2 mg/ml). [0454]

Oco6nu1BO, PO3YMHHMK, HENOMiYeHUn 5-HT, Ta nepiogM4yHo po30aBneHi TECTOBI CMNOMNyKM OKPEMO
A0oAaloTb KOMIpOK, Ta CMHANTOCOMHY cbpakuito gogatoTe y kinbkocTi 1/10 diHanbHoro ob'emy go
KOXHOT KOMipKM Ta npeiHkyoytoTb npu 37 °C npotarom 10 xBunuH. MNoTiM gogatTb TPITiA-MiYeHun 5-
HT posuunH (diHanbHOI KoHueHTpauii: 8 nM) gnsa iHidiauii peakuii 3axsaty npu 37 °C. Yepes 10
XBWUMWH, peakuilo 3axBaTy 3aBepLlyloTb LUMSAXOM BaKyyMHOro qinbTpyBaHHA u4epe3 96-KOMipHY
CKNOBONOKHAHY binbTpyBanbHy Tapinky. Oani, ginbTp NpoMMBaloTb XONO4HMM COSTbOBUM PO34YMHOM
Ta noTim gocTatHbO BucywyloTb. JopatoTe MicroScint-0 (PerkinElmer Co., Ltd.), Ta BuMmiptoTb
pagioakTuBHICTb ocagy Ha (inbTpi. [0455]

3HavyeHHs 3axBaTy, OAEpPXaHOro LWISAXOM [JOAaBaHHS TifbKM Takoro PO34YMHHMKA, sikui OyB
Bu3HauyeHun gk 100 %, Ta 3HayeHHs 3axBaTy (HecneumdiyHe 3Ha4YEeHHs 3axBaTy) OA4epXKaHe LUMSAXOM
pofaBaHHA HenomivyeHoro 5-HT (dpiHanbHOT koHueHTpadii: 10 uyM) BumsHavawTe gk 0 %. 50 %
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iHriOylo4y KOHLIEHTpaLilo BM3HAYalOTbh 3 KOHLUEHTpaLlii TeCTOBOI crnonyku Ta ii iHribyo4oi akTMBHOCTI.
Pesynbtatu nokasaHi B Tabnuui 60.

[0456]
[Tabnuus 60]

Tecrora cnosyxa 50% IuriSitopHol koHuenTpauii (nM)
Crionyka npuknagy 2 7.1
Cnonyka npuknany 7 1.0
Cnomyxka npuknany 8 2.4
Crnonyka npuknany 10 6.2
Cromyka npuknagy 13 5.1
Cnosyka npuknany 15 12,5
Cniomyka nipuknany 27 5.8
Crionyka ripuknaay 33 2.6
Crnionmyxa npuknany 72 2.6
Crnomyka nipuknany 77 0.8
Cnionyka nipuknany 85 72
Cnonyka npukaany 106 9.7
Cnomyka npuknany 112 7.1
Cnonyka npuknany 118 13.7
Crnomyxa npukrany 120 9.2
Crnonyka npukrany 124 8.5
Crionyka nipuknany 125 4.7
Crnonyka npuknany 130 5.3
Cnomyka npuksany 131 6.1
Cronyka npuknagy 132 8.8
Cnonyxa npuknagy 136 1.3
Crnonyka npukiany 150 5.4
Crosyka npuknamy 165 12.0
Cnomnyka npuknany 186 82
Crnonyka npuknany 187 5.8
Cnonyka npuknany 188 6.0
Crnonyxa npuknany 191 3.2
Cronyxa npuknany 192 2.9
Cnonyka npukiany 193 34
Crnonyxka npuknany 196 4.4
Cnonyxka npuknany 233 7.4
Crionyka npukragy 246 6.8
Cnomyka npukrany 247 42.8
Cnonyka npukrany 273 44.0
Cnionyka ripuknany 276 7:2
Cnomnyxa npuknany 281 5.8
Cronyka npuknany 285 19.7
Cnonyka ripuknangy 288 36.1
Crnonyxka npuxnany 300 80.1
Crnonyka npuknany 307 16.3
Crnonyka npuknamy 322 9.6
Crionyxa npuknany 344 638
Crionyka npuknany 346 10.0
Cnonyxka npuknany 348 6.4
Cnonyka npuknany 405 6.4
Criomyka npuknany 409 35.6
Cnonyka npuknany 468 3.8
Cnosryka npuknany 577 5.2
Crionyka npugrany 579 4.3
Crnomyka nipusrany 580 2D
Cnonyka npuknany 582 1.1
Crionyka ripuknany 586 5.2
Cnonyka npuxnany 587 0.9
Cnonyka npuxiaany 593 4.9
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Cnomyxa npuknagy 610 4.6
Cnomyka npukiany 621 7.0
Crnonyka npuknany 641 2.2
Cnonyka nipuknany 654 1.5

Cromyka nipukrany 717 4.2
Crnomyxa ripuknany 778 87.5
Cromyka ripukrany 780 6.5
Criomyka nipuknagay 781 6.2
Cnonyka npuknagy 791 1.4
Crionyxka ripuknany 805 42.6
Cnonyka npuknany 841 28.1
Cnonyxa npuxnany 850 T
Cnonyka npuknany 867 4.7
Crnonyka npuknany 884 7.3

Crnonmyka npuknamy 895 sS4
Croiyka npukiaay 918 10.0
Crnonyka npuknany 962 18.7
Cnonyka npuknany 983 6.5

Cnonyka npuknany 993 4.8
Crnonyka npuknany 1026 2.4
Cnonyka npuknany 1047 0.7
Cnomyka npuknany 1083 S

Cnomyxa ripukrany 1113 S.4
Crnonyka ripukrany 1121 8.5
Cnonmyka npukrany 1124 7.1

Cnosyka rippknagy 1318 40.7
Cnonmyxa npuknany 1326 37.8
Cnosyka npuknany 1333 84.2
Cnomyxa npuknamy 1341 6.8
Crnomyka npuknany 1534 38.1

[0457]

dapmakornoriyHe AocnimpKeHHS 2

BumiptoBaHHs  HopeniHedpiHy (NE) iHribyto4oi aKTMBHOCTI 3axBaTy TECTOBOi  CMOMYKM
BUKOPUCTOBYIOYM CMHANTOCOMY MO3OKY LLYypiB

Cawmui wypiB Bictapa 6ynu gekanitoBaHi, Ta iXx M0O30K OyB BuOaneHui Ta PO3TUHEHUMW AO5iA
BuAaneHHs rinokamuycy. BigokpemneHui rinokamnyc nomiwyoTe y 20 BaroBux udacTtkax 0,32
MonbHoro (M) pO34MH UyKpO3M Ta T[OMOreHi3yloTb B romoreHizatopi [lottepa. [omoreHat
ueHTpudpyrytots npu 1000 g npu 4 °C npotsrom 10 XBUNWH, Ta cynepHaTaHT NOTIM LEHTpUdyryoTb
npu 20001) g npu 4 °C npotsarom 20 xeunuH. Ocag cycneHayoTb y iHkybauiiHun Bydep (20 mM
HEPES 6ydep (pH 7.4), wo mictute 10 TM rntoko3u, 145 TM xnopugy HaTpito. 4.5 TM xnopwuay kanito,
1.2 T™M xnopugy marxito, Ta 1.5 TM xnopugy kanbuito). CycneHsito BUKOPUCTOBYIOTb Y SIKOCTi CUMPOI
cvHanTocoMHoI dopakuii. [0458]

Peakuito 3axBaTy NpoBOAAT;, BUKOPUCTOBYIOUM KOXHY KOMIPKY 96-KOMIpHOT KPYrno-AOHHOT Tapinku
Ta 200 Wi 3aranbHOK MICTKICTIO pO34MHY, WO MICTUTbL napriniH (piHanbHOI KoHUeHTpauii: 10 uM) Ta
ackopObiHOBY KMcnOTy (biHanbHOI KoHUeHTpauii: 0.2

mg/ml). [0459]

Oco6n1BO, PO34UHHMK, HemnomideHun NE, Ta nepiogMyHo po30aBneHi TECTOBi CMOMyKM OKpeMO
4o4atTh 40 KOMIPOK, Ta CMHANTOCOMHY (opakuilo AodarTb y KinbkocTi 1/10 ciHanbHoro ob'emy go
KOXXHOT KOMipKM Ta npeiHkybytotb npu 37 °C npotarom 10 xBunuvH. MNoTim, TpiTin-miveHnn NE posuumH
(chiHanbHOT KOHUEHTpauii: 12 nM) gogatoTb ons iHiuiauii peakuii 3axsaty npu 37 °C. Yepes pecatb
XBWUMWH, peakuilo 3axBaTy MepepuBaloTb LWUMASXOM BaKyyMHOro qinbTpyBaHHA 4Yepe3 96-KOoMipHY
CKNOBONOKHAHY binbTpyBanbHy Tapinky. Jani, ¢inbTp npoM1MBaloTb XONOAHMM COSIbOBUM PO3YUHOM
Ta MoTiM JocTaTHbO BucywyoTb. [JopatoTb MicroScint-O (PerkinElmer Co., Ltd.). Ta BuMiptolOTb
pafioakTMBHICTb ocaay Ha inbTpi. [0460]

3HayeHHs 3axBaTy, OOEepXXaHoK LUNAXOM [A04aBaHHSA TiMbKWM TaKOro pPO3YMHHUKA, Ak OyB
BusHayeHnn sk 100 %, Ta Ta 3HayeHHs 3axBaTy (HecneuudpiyHe 3Ha4YeHHs 3axBaTy) ofepXKaHe
LWNAXoM gofaBaHHs HenomivyeHoro NE (diHanbHOI koHUeHTpauii: 10 uyM) BusHadvaoTb gk 0 %. 50 %
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iHriOylo4y KOHLIEHTpaLil0 BM3HAYalTbh 3 KOHLUEHTpaLii TeCTOBOI crnonyku Ta i iHribyro4ol akTMBHOCTI.
Pesynbtaty nokasaHi B Tabnuui 61. [0461]

[Tabmuaws 61 |
TecToBa crioxyka 50% Iuribiropxol kokuerTpauii (nM)

Cnonyxa npuknamy 2 4.6
Criosmyxa npuknagmy 7 9.5
Cronyxa npuknany 8 60.9
Cnonyxa npukraxy 10 8.8
Crniomyka rmpuknany 13 14.3
Cnonyka ripuknazgy 15 1.0
Crnomyka npuknany 27 0.9
Cnonyxka npuknany 33 0.7
Crnomyka nipukrany 72 1.0
Crionyxa nipuknaguy 77 3.9
Crnonyka npuknagy 85 4.9
Crnomyka npuknagy 106 372
Crionyxa nipukiiagy 112 873
Cronmyka mpuikrany 118 3z
Coonyka nipuksany 120 9.2
Cnonyxa npuxaany 124 0.8
Cnomyka npaknamy 125 1.9
Criontyka npuknany 130 0.5

Criomyka npuknany 131 0
Cronyxa npakniany 132 3
Crnonyka npuknany 136 0.
Cnomyka npuknany 150 2
Crnonyka npuknany 165 2
Cnonyka npukniany 186 3
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Cnomyka npuknany 187 6.0
Cnonyka nipuknany 188 0.8
Crnonyka npuxnany 191 2.1
Cronyxa npukiagy 192 3.6
Cromyka npuknany 193 4.4
Cnonyka npuknany 196 1.7
Cnomyka npuknany 233 32
Crnomyka npuknany 246 3.8
Cnoryxa npuknany 247 6.6
Cnosryka npuknany 273 6.8
Cnonyka npuknany 276 4.5
Crnonyka npuknangy 281 2.0
Cnonyxa npuknamy 285 1.4
Cnonyka npuknamzy 288 22.0
Crnonyka npukrany 300 9.9
Crnonyka ripukrany 307 40.4
Cnonyka npuknany 322 40.1
Crionyka nipuknany 344 7.5
Crnionyka npuknany 346 8.8
Cromyka nipuknany 348 4.6
Crnonyka npuknagy 405 4.4
Cnonyxa npuknany 409 0.1
Cnomyka npuknany 468 7.5
Cnomyka nipuknany 577 59
Cnonyka npuknany 579 5.l
Crnionyxa npuxnany 580 5.4
Crionyxa npuknany 582 6.0
Crnonyxka npukiany 586 4.0
Crnonyxa npuknany 587 1.9
Crnonyka npuknany 593 3.3
Crnionyka npuknany 610 5.9
Crionyka npuknany 621 0.7
Cnonyxka npuknany 641 76.0
Crniomyka nipukrany 654 1.0
Cnonyxa nipuknagny 717 4.8
Cnomyka npuknany 778 4.2
Cnomyka nipuknany 780 0.6
Cnosyka ripuknany 781 3.0
Crnomyka nipuknanxy 791 0.7
Cnonyka nipuknany 805 30.4
Crnonyka npukiany 841 0.9
Cnomyka npuksany 850 1.0
Cnonyka npuknany 867 11.7
Crnonyxa npuknany 884 4.8
Crnionyka npuknagy 895 3.0
Cnonyka npukaany 918 0.8
Crnonyka npuknany 962 3.9
Cronyxka ripuknany 983 47.6
Cronyka npuknany 993 8.7
Cnomyka npukrany 1026 42
Crnonyka npuknrany 1047 0.7
Crnonyka nipuxnagy 1083 2.5
Cnosnyxka npuxsany 1113 17
Crnionyka npukaamy 1121 0.7
Crnomyka npuknany 1124 0.8
Cnonyxa npukiaany 1318 6.6
Crionyka npukiany 1326 1.8
Crionyka nipuknagy 1333 3696
Cronyka npuknagy 1341 a2.7
Cronyka npuxizany 1534 4.0

289



10

15

20

25

UA 111950 C2

[0462]

dapmakornoriyHe AocnimKeHHa 3

BumiptoBaHHs gonamiHy (DA iHriGylo4oi akTMBHOCTI 3axBaTy TECTOBOI CMOMYKM BUKOPUCTOBYHOYM
CMHaNTOCOMY MO3OKY LLYpiB

Camui wypie Bictapa 6ynu gekaniToBaHi, Ta iXx MO30K OyB BuAaneHWn Ta pO3TUHEHUW ANS
BUOaneHHs kopnyc crtpiatymy. BigokpemneHuin kopnyc ctpiaTym nomiwytoTb y 20 BaroBmx 4acTkax
0,32 monbHoro (M) po34MH ULYKPO3M Ta FOMOreHi3ytloTb y romoreHisaTtopi [loTtepa. [omoreHaT
ueHTpndyrytote npu 1000 g npu 4 °C npotarom 10 XBUNWUH, Ta CynepHaTaHT NoOTiM LIEHTPUYTyOTb
npu 20000 g npu 4 °C npotarom 20 xBunuH. Ocag cycneHaywTb Yy iHKybauinHun 6ydep (20 ™™
HEPES 6ydep (pH 7.4), wo mictute 10 TM rntokosu, 145 TM xnopugy HaTpito, 4.5 TM xnopugy kanito,
1.2 T™M xnopuagy marxito, Ta 1.5 TM xnopuay kanbuito). CycrneHsito BUKOPUCTOBYIOTb Y AKOCTi CUPOI
CMHaNTOCOMHOI dopakuii. [0463]

Peakuito 3axBaTy NpoBOAsATb BUKOPUCTOBYIOUM KOXHY KOMIPKY 96-KOMIpHOI KPYrfO4OHHOI Tapinku
Ta 200 Wi 3aranbHO MICTKICTIO pO34MHY, WO MICTUTbL napriniH (piHanbHOI koHUeHTpauii: 10 uM) Ta
ackopObiHOBY kMcnoTy (iHanbHOT KoHueHTpauii: 0.2 mg/ml). [0464]

Ocobnuneo, po34MHHUKK, HenomideHun DA, Ta nepiognyHo po3baBrieHi TECTOBI CMOMYKU OKPEMO
AodatoTb 40 KOMIpOK, Ta CMHaNTOCOMHY dhpakuito gogatoTb Yy kinbkocTi 1/10 °F diHanbHoro o6'emy go
KOXXHOT KOMipKu Ta npeiHkybytoTe npu 37 °C npotarom 10 xBunuH. lMoTim, TpiTin- MIHeHI/II/I DA po3yuH
(dbiHanbHOi KOHUeHTpauji: 2 nM) gogatoTe ANs iHiuiauil peakuii 3axBaTy npu 37C, Yepes3 pgecatb
XBWITMH, peakuilo 3axBaTy MepepuBaloTb LUMSAXOM BaKyyMHOro inbTpyBaHHs 4yepe3d 96-KOMipHY
CKITOBONOKHSAHY pinbTpyBanbHy Tapinky. Aani, dinbTp NnpoMmnBatoTb XONOAHUM COSNbOBUM PO3YMHOM
Ta NoTiM JoCTaTHbO BuCywyoTb. [ogatoTe MicroScint-O (PerkinElmer Co., Ltd.), Ta BumipiooTh
pafioakTMBHICTb ocaay Ha inbTpi. [0465]

3HayeHHs 3axBaTy, OAEpPXKaHOro LWNAXOM AO0AABaHHA TifbKM TaKoro PO3YMHHWMKA, Sk OyB
Bu3HaveHnn sk 100 %, 3HadyeHHs 3axBaTy (HecneumdiyHe 3HaAYEHHS 3axBaTy) OAepXKaHe LUMAXOM
AofaBaHHs HernoMiveHoro DA (dpiHanbHOI koHUeHTpauii: 10 uM) BusHavatoTb sk 0 %. 50 % iHribytouy
KOHLIEHTpAaL,il0 BM3HA4aloTb 3 KOHLIEHTpaL,ii TECTOBOI CMONYyKM Ta i iHribyto4oi akTUBHOCTI. Pe3ynbTaTtu
nokasaHi B "TiGnuni 62.
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[0466]
[Tabrmuns 62]

Tecropa crioyka 50% InribiropHoi koHuenTpauii (nM)
Cnonyxka npuknany 2 85.9
Cnonyxka npuknany 7 78.9
Crnionyxka npuknany 8 377.8
Cnomyka nipuksany 10 64.8
Criomyka npuknany 13 85.4
Cromyxa nmpuknagy 15 68.4
Crnonyka nipuknagy 27 31.9
Cronyka npuxnany 33 15.1
Crnonyka npukiany 72 47.9
Cnonyxa npuknagy 77 41.2
Cnomyxa npuknamy 85 95.7
Crnonyka npuxnany 106 336.8
Cnomyka npuxragy 112 263.7
Crnonyxka npuxnany 118 8.3
Cnonyka npuksany 120 187.2
Cnonyxa npukrapy 124 9.1
Crnomyka ripuxnany 125 52
Crnionyka npuknany 130 3.9
Cnomyxa ripuknany 131 8.3
Cnonyxka ripekrany 132 3.9
Cnomyka nipukrany 136 ol
Cronyxa ripukrany 150 200.5
Cnonyxa npuknagy 165 6.8
Cromyxka npuknany 186 20.8
Cnonyxa npuxnany 187 12.1
Crionmyxa npuknany 188 7.9
Cnonyka npuknany 191 13.5
Cniomyka npukiany 192 8.6
Crionyka ripuknazny 193 5.7
Cnonyxa npuknany 196 18.3
Crnonyka npuknany 233 38.8
Cnomyka npuknany 246 8.8
Crionyka mpuisiany 247 8.7
Cnomyka npuknany 273 8.7
Cnonyka npuknany 276 10.9
Crionmyka npuknagy 281 6.6
Crnonyka nipukraay 285 43.9
Cromyka ripykrany 288 74.7
Crionyka ripysrany 300 8.3
Crionyxa ripuknany 307 68.2
Crionyka mpuknany 322 67.7
Cnonyka npuknamgy 344 9.8
Cnomyxka nipuknamy 346 7.8
Cnonyka npuknany 348 273
Crnomyka npuknany 405 74.8
Cnonyka ripuknagy 409 632
Cnonyxa npuxnany 468 54.0
Cnonyka npuknany 577 419
Cnomnyxka mpuknagy 579 40.5
Cnonyxa npuxnagy 580 202.0
Cromyka npukiany 582 68.8
Crionyka rnpukiagy 586 93.0
Coonyka npuknagy 587 To.1
Crionyka nmpuknagy 593 9.7

291



10

15

UA 111950 C2

Cnomyxka nipukmnany 610 13.2
Cronyka rpuknagy 621 [28.5
Croonyka rnpuknany 641 9.7

Crnoryka npuknagy 654 9.0

Crionyxa npuxnany 717 60.1
Crionmyka npuxnany 778 4.9

Cnonyxa nmpuxnany 780 4.3

Cnonyxa npuxnazgy 781 52

Crnonyxa npuknany 791 160.9
Cnonyka nipukiany 805 83.8
Cnonyxka npuknany 841 5.1

Crionyka npuknany 850 7.0

Crnomyka npuknagy 867 85.7
Crnomyxka rnipuknany 884 52.8
Cnonyka npuknagy 895 19.9
Criomyka npuknany 918 42.0
Cnonyka npukrany 962 69.5
Crnonyka ripuknagy 983 172.6
Crionyka ripuknazny 993 38.6
Cnonyka rnipuknany 1026 12.3
Cromyka npuknany 1047 I

Cnonyka npuxnany 1083 53.7
Crionyka npuknay 1113 26.0
Cronyxa npuxrany 1121 29.9
Cnonyka npuknany 1124 49.3
Cnomyka npukrazny 1318 83.5
Crnonyxka npukiany 1326 91.8
Cnonyka npukaaay 1333 73.0
Cnonyka npuknany 1341 113.3
Cnonyka npuknany 1534 214.8

[0467]

dapmakornoriyHe gocrnigkeHHsa 4 TecT NpMMyCcOBOro nnaBaHHS

Llen TecT npoBoagsaTb BignosigHO o crnocoby Porsolt et al. (Porsolt, R.D., et al., Behavioural
despair in mice: A primary ckpiHwr test for aHtTngenpecaHtn. Arch. int. Pharmacodyn. Then, 229, pp
327-336 (1977)).

[0468]

TecTtoBy cnonyky cycneHaylTb y 5 % rymiapabik/conboBuii po3yuunH (W/v), Ta L CYCneHsito
BBOAATb opanbHO camuto ICR muwi (CLEA Japan, Inc. (JCL), Bikom 5-6 Heginb). Yepes ogHy roauvHy,
MULLY MOMILLYIOTb Y BOAHWI pe3epByap i3 rmmbuHoo Boam 9.5 cm Ta TemnepaTtypi Bogu 21-25 °C 1a
HeramHo micns uboro gaklTb cnpobyBaTu nnaBaTv NPOTAroM 6 XBWIMH. MOTiM Yac, NPOTArom SIKOro
Muwa Byna piepyxoMoro (4ac HepyxoMOCTi) BUMIPIOETLCA NMPOTArOM MpUHaiMHI 4 xBunuH. Cuctema
SCANET MV-20 AQ BuroTtoBneHa Melquest Ltd. BukopuctoByBanacb y BUMMIpIOBaHHAX Ta aHanisi
Yyacy HepyxoMOCTi.

[0469]

Y UbOMY eKkcnepuMeHTi TBapuHU nigaasanu Ail TECTOBUX CMOMYK, WO BUSBAANN

BiJHOBNEHHs Yy 4ac HepyxomocTi. Lle OeMOHCTpye, Lo TecTOBi CMONYKW KOPWUCHI Y SKOCTI
aHTMaenpecaHTiB.

292



10

15

20

25

30

35

40

45

50

UA 111950 C2

OOPMYIJIA BUHAXOLY
1. FeTepouunknivyHa crnonyka, npeacTaeneHa 3aranbHo dopmynoto (1), abo i cinb:
R
| 2
(CHy), N 3
/ \%R
X\ (CH,)
2/n
(CH)y N7
R4

ae m, 1 Ta n BigNoBigHO NpeacTaBnsaloTb Uine 1 ado 2; X npeacrasnse -O- abo -CH,-;

R! npeactaense BogeHb, C1-C6ankineHy rpyny, rigpokci-C1-C6ankineHy rpyny, 3axucHy rpyny,
BMbpaHy 3-nmomix 3amiweHoi abo HesamiweHoi C1-C6ankaHoinbHOi, dTanoinbHoi, C1-
C6ankokcmkapbOoHINbHOI, 3amiLleHol abo He3aMilLLeHoT aparnkinokcmkapboHinbHOT, 9-
PTOPEHINMETOKCMKaPOOHINbLHOI, HiTpodeHincynbdeHinbHoi, apankineHoi Ta C1-C6ankincuninbHoi
rpg/nm abo Tpu-C1-Céankincuninokci-C1-C6ankinbHoi rpynu;

R® Ta R®, Wo MoxyTb 6¥TVI ogHakoBi abo pi3Hi, KOXXeH He3sanexHo npeacTaensde BodeHb abo C1-
C6ankinbHy rpyny; abo R” Ta R® 3B’A3aHi Ta yTBOPHOIOTL UMKIo-C3-C8arnkinbHy rpyny; Ta

R’ npeactaensie 6yab-sKy 3 HUKYEHABEAEHNX pyn:

(1) cbeHinbHa rpyna,

(2) ingoninbHa rpyna,

(3) 6eH3oTieHinbLHa rpyna,

(4) HadbTUnbHa rpyna,

(5) 6eHsodbypunbHa rpyna,

(6) xiHoninbHa rpyna,

(7) i3oxiHoninbHa rpyna,

(8) mipuamneHa rpyna,

(9) TieHinbHa rpyna,

(10) aurigpobeH3okcasuHinbHa rpyna,

(11) aurinpobeH3ofiokcuHinbHa rpyna,

(12) gurigpoxiHoninbHa rpyna,

(13) xpomaHinbHa rpyna,

(14) xiHokcaniHinbHa rpyna,

(15) avrigpoiHaeHinbHa rpyna,

(16) aurigppobeHsodypwunbHa rpyna,

(17) 6eHsopgiokconinbHa rpyna,

(18) iHpasoninbHa rpyna,

(19) 6eHsoTiazoninbHa rpyna,

(20) iHponiHinbHa rpyna,

(21) TieHonipuanneHa rpyna,

(22) TeTparigpobeHsaseniHinebHa rpyna,

(23) TeTparigpobeH3ogiaseniHinbHa rpyna,

(24) purinppobeHsopiokceniHinbHa rpyna,

(25) pnyopeHinbHa rpyna,

(26) nipupasuHinbHa rpyna,

(27) TeTparigpoxiHoninbHa rpyna,

(28) kapbasoninbHa rpyna,

(29) deHaHTpunbHa rpyna,

(30) purigpoaueHadTuneHinbHa rpyna,

(31) nipononipnannbHa rpyna,

(32) aHTpunbHa rpyna,

(33) 6eH3omiokcuHinbLHa rpyna,

(34) niponigmHineHa rpyna,

(35) nipasonineHa rpyna,

(36) okcagiasonineHa rpyna,

(37) TeTparigpoHadTUnbHa rpyna,

(38) purigpoxiHa3oniHinbHa rpyna,

(39) 6eH3okcasoninbHa rpyna,
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(40) TiasoninbHa rpyna,

(41) xiHazoniHinbHa rpyna,

(42) dpranasuHinbHa rpyna,

(43) nipasuHinbHa rpyna, Ta

(44) xpomeHinbHa rpyna, ae

Ui apoMaTunyHi abo reTepoLMKIIiYHI rpynu MOXYTb MaTu Bif, O4HOIO 4O YOTMPbOX 3aMICHMKIB,
BNOpaHux 3

(1-1) aToma ranoreny,

(1-2) C1-C6ankinsHol rpynu,

(1-3) C1-CbankaHoineHoI rpynu,

(1-4) ranorensamiweHoi C1-C6ankinbHoi rpynu,

(1-5) ranoreHsamiweHoi C1-C6ankokcurpynu,

(1-6) uiaHorpynn,

(1-7) C1-C6ankokcurpynu,

(1-8) C1-C6ankinTtiorpynu,

(1-9) imigasoninbHoi rpynu,

(1-10) Tpu-C1-C6ankincunineHoi rpynu,

(1-11) okcagiasoninbHOi rpynu, Wwo moxe matn C1-C6ankinbHy(i) rpyny(u),
(1-12) niponignHineHOT rpynu, WO MoXe MaTu okcorpyny(m),

(1-13) cbeHinbHOT rpynu, wo Moxe matu C1-C6ankokcurpyny(m),

(1-14) C1-C6ankinamiHo-C1-C6ankineHoi rpynu,

(1-15) okcorpynu,

(1-16) nipasoninbHoi rpynu, wo moxe matn C1-C6ankinbHy(i) rpyny(n),
(1-17) TieninbHOI rpynu,

(1-18) cpypunbHOI rpynuy,

(1-19) TiasoninbHoi rpynu, wo moxe matn C1-C6ankinehy(i) rpyny(u),
(1-20) C1-C6ankinamiHorpynu,

(1-21) nipumignneHoi rpynu, wo moxe matn C1-CéankineHy(i) rpyny(m),
(1-22) dpeHrin-C2-CbankeHinebHoOT rpynu,

(1-23) dbeHokeUrpynu, WO MOXe MaTu aToM(M) ranoreny,

(1-24) deHokci-C1-CbankineHoi rpynu,

(1-25) niponignHin-C1-C6ankokcurpynu,

(1-26) C1-C6ankincynbgamoineHol rpynu,

(1-27) nipuagasunHinokeurpynu, wo moxe matn C1-C6ankinbHy(i) rpyny(u),
(1-28) peHin-C1-CbankinbHoi rpynu,

(1-29) C1-C6ankinamiHo-C1-C6ankokcurpynm,

(1-30) imigasonin-C1-C6ankineHoi rpynu,

(1-31) deHrin-C1-Cbankokcurpynu,

(1-32) rigpokecurpynu,

(1-33) rigpokci-C1-C6ankineHoi rpynu,

(1-34) okcasonineHoTi rpynu,

(1-35) ninepuaunbHOI rpynu,

(1-36) miponineHoi rpynu,

(1-37) mopdoninin-C1-CéankineHoi rpynu,

(1-38) minepasuHin-C1-C6ankineHoi rpynu, wo moxe matun C1-C6ankineHy(i) rpyny(um),
(1-39) ninepngnn-C1-C6ankinbHoi rpynu,

(1-40) niponignHin-C1-C6ankinbHoi rpynu,

(1-41) mopdoniHinbHOI rpynu, Ta

(1-42) ninepasuHinbHOi rpynu, wo moxe matn C1-CéankinbHy(i) rpyny(un).
2. leTepoumknivyHa cnonyka, npeacTaBreHa 3aranbHot dopmynoto (1), abo i cinb 3rigHO 3 MYHKTOM
1, e

R’ npeacTaensie 6yab-siKy 3 HUKUYEHABEAEHWX rPYM:

(1) dbeHinbHa rpyna,

(2) iHgoninebHa rpyna,

(3) 6eHsoTieHinbHa rpyna,

(4) HadpTnbHa rpyna,

(5) 6eHsodypunbHa rpyna,

(6) xiHoninbHa rpyna,

(7) isoxiHoninbHa rpyna,

(8) nipugunbHa rpyna,
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(9) TieninbHa rpyna,

(10) aurigpobeHsokcasuHinbHa rpyna,
(11) purigpobeH3oaiokcuHinbHa rpyna,
12) purigpoxiHoninbHa rpyna,

13) xpomaHinbHa rpyna,

14) xiHoKkcaniHinbHa rpyna,

15) purigpoiHaeHinbHa rpyna,

(16) puriopobeH3odypunbHa rpyna,
(17) BeHsoaiokconinbHa rpyna,

(18) iHpasoninbHa rpyna,

(19) 6eHsoTiazoninbHa rpyna,

(20) iHponiHinbHa rpyna,

(21) TieHonipuguneHa rpyna,

(22) TeTparigpobeHsaseniHinebHa rpyna,
(23) TeTparigpobeH3oaiaseniHinbHa rpyna,
aurigpobeH3ogiokceniHinbHa rpyna,
dnyopeHinbHa rpyna,
nipMaasuHinbHa rpyna,
TeTparigpoxiHoninbHa rpyna,

(28) kapbasoninbHa rpyna,

(29) dbeHaHTpunbHa rpyna,

(30) purigpoaueHadTnEHInLHa rpyna,
(31) nipononipnanneHa rpyna,

(32) aHTpunbHa rpyna,

(33) 6eH3oaioKCUHInNbHa rpyna,

(34) niponigmHinbHa rpyna,

(35) nipasoninbHa rpyna,

(36) okcapgiasoninbHa rpyna,

(37)

(38)

(
(
(
(

vvvv

(24

(25
(26
(27

TeTparigpoHadTUNbHa rpyna,
aurigpoxiHasoniHinbHa rpyna,
(39) 6eH3okcasoninbHa rpyna,
(40) TiasoninbHa rpyna,

(41) xiHazoniHiNbHa rpyna,

(42) dbranasuHinsHa rpyna,

(43) nipasuHineHa rpyna, Ta

(44) xpomeHinbHa rpyna, ge

36
37
38

Ui apomaTtunyHi abo reTepounKIiYHi rpynu MoXyTe MaTu 1-4 3aMiCHWMKKW, BUOPaHi 3 HAaBEAEHNX HIDKYE:

(1-1) aTom ranoreny,

(1-2) C1-C6ankinbHa rpyna,

(1-3) C1-C6ankaHoinbHa rpyna,

(1-4) ranorensamiweHa C1-C6ankinsHa rpyna,
(1-5) ranorexsamiwieHa C1-C6ankokeurpyna,
(1-6) uiaHorpyna,

(1-7) C1-C6ankokcurpyna,

(1-8) C1-C6ankinTiorpyna,

(1-9) imipasoninbHa rpyna,

(1-10) Tpu-C1-C6ankincuninebHa rpyna,

(1-11) okcagiasoninbHa rpyna, wo moxe matn 1 C1-C6ankineHy rpyny,

(1-12) niponiguHinbHa rpyna, Lwo Moxe mMatu 1 okcorpyny,

(1-13) deHinbHa rpyna, wo moxe matu 1 C1-C6ankokecurpyny,
(1-14) C1-C6ankinamiHo-C1-C6ankinbHa rpyna,

(1-15) okcorpyna,

(1-16) nipasoninbHa rpyna, wo moxe matn 1 C1-C6ankineHy rpyny,
(1-17) TieninbHa rpyna,

(1-18) cpypurnbHa rpyna,

(1-19) TiasoninbHa rpyna, wo moxe matn 1 C1-C6ankineHy rpyny,
(1-20) C1-C6ankinamiHorpyna,

(1-21) nipumigunbHa rpyna, wo moxe matu 1 C1-CéankinbHy rpyny,
(1-22) dpeHrin-C2-C6ankeHinbHa rpyna,

(1-23) deHokeurpyna, Wwo Moxe Matu 1 aToM rarnoreHy,

~— — ~— —
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(1-24) cpeHokci-C1-C6ankinsHa rpyna,

(1-25) niponigunHin-C1-C6ankokcurpyna,
(1-26) C1-C6ankincynbcdamoinbHa rpyna,
(1-27) nipuaasuHinokeurpyna, wo moxe matn 1 C1-C6ankineHy rpyny,
(1-28) deHnin-C1-C6ankinbHa rpyna,

(1-29) C1-C6ankinamiHo-C1-C6ankokcurpyna,
(1-30) imigasonin-C1-C6ankinbHa rpyna,
(1-31) deHrin-C1-C6ankokcurpyna,

(1-32) rigpokcurpyna,

(1-33) rigpokci-C1-C6ankinbHa rpyna,

(1-34) okcasoninbHa rpyna,

(1-35) ninepuanneHa rpyna,

(1-36) niponineHa rpyna,

(1-37) mopdoninin-C1-CéankineHa rpyna,

—_ — ~— ~—

(1-38) ninepasuHin-C1-C6ankineHa rpyna, wo moxe matu 1 C1-C6éankineHy rpyny,

(1-39) ninepmann-C1-C6ankinsHa rpyna,

(1-40) niponiguHin-C1-C6ankinbHa rpyna,

(1-41) mopdoniHinbHa rpyna, Ta

(1-42) ninepasuHinbHa rpyna, wo Moxe matu 1 C1-C6ankineHy rpyny.

3. leTepouuknivyHa cnonyka, npeacTaBreHa 3aranbHot dopmynoto (1), abo ii cinb 3rigHO 3 MYHKTOM

2, 0e

m npeacTasnsie 2; 1 Ta n BigNoBigHO NpeacTaBnaATb wine uncno 1; X npeacraense -CH,-;
R' npeacrtaensie BogeHb, C1-C6ankinbHy rpyny, rigpokci-C1-CéarnkinsHy rpyny, 6eHsunsHy rpyny a6o

Tpu-C1-C6ankincuninokci-C1-C6ankinbHy rpyny; Ta
R’ npeacraBnsie 6yab-siKy 3 HUKYEHABEAEHWX rPyM:
(1) cbeHinbHa rpyna,

(2) ingoninbHa rpyna,

(4) HadbTMnbHa rpyna,

(5) 6eH3odypunbHa rpyna, Ta

(31) nipononipugunsHa rpyna, oe

Ui apomaTtunyHi abo reTepoumKniyHi rpynu MoXyTb MaTh 1-4 3aMiCHMKN, BUOPaHi 3 HUWKYEeHaBeOEHWX:

(1-1) atom ranoreHy,

(1-2) C1-C6ankinbHa rpyna,

(1-3) C1-C6ankaHoinbHa rpyna,

(1-4) ranorensamiweHa C1-C6ankinbHa rpyna,

(1-5) ranorexsamiweHa C1-C6ankokeurpyna,

(1-6) uiaHorpyna,

(1-7) C1-C6ankokcurpyna,

(1-8) C1-C6ankinTiorpyna,

(1-9) imipasoninebHa rpyna,

(1-10) Tpn-C1-C6ankincuninbHa rpyna,

(1-11) okcagiasoninbHa rpyna, wo moxe matn 1 C1-C6ankineHy rpyny,
(1-12) niponiguHineHa rpyna, wo Moxe matu 1 okcorpyny,

(1-13) deninbHa rpyna, wo moxe matn 1 C1-Céankokcurpyny,
(1-14) C1-C6ankinamiHo-C1-C6ankinbHa rpyna,

(1-15) okcorpyna,

(1-16) mipasoninbHa rpyna, wo moxe matn 1 C1-C6arnkinsHy rpyny,
(1-17) TieHinbHa rpyna,

(1-18) cpypunbHa rpyna,

(1-19) TiazoninbHa rpyna, wo moxe matu 1 C1-C6ankinbHy rpyny,
(1-20) C1-C6ankinamiHorpyna,

(1-21) nipumigunbHa rpyna, wo moxe matu 1 C1-CéankinsHy rpyny,
(1-22) dheHin-C1-C6ankeHinbHa rpyna,

(1-23) dpeHokeurpyna, LWo Moxe Matu 1 aToM ranoreHy,

(1-24) cpeHokci-C1-CBarnkineHa rpyna,

(1-25) niponiaunnin-C1-C6ankokcurpyna,

(1-26) C1-C6ankincynbcamoinbHa rpyna,

(1-27) nipuaasuHinokeurpyna, wo moxe matn 1 C1-C6ankineHy rpyny,
(1-28) dheHin-C1-C6ankinbHa rpyna,

(1-29) C1-C6ankinamiHo-C1-C6ankokecurpyna,

~— — — —
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(1-30) imipasonin-C1-C6ankinbHa rpyna,

(1-31) cpenin-C1-Cbankokcurpyna,

(1-32) rigpokecurpyna,

(1-34) rigpokci-C1-C6ankinbHa rpyna,

(1-35) okcasoninbHa rpyna,

(1-36) ninepugunbHa rpyna,

(1-37) niponinbHa rpyna,

(1-38) mopdponiHin-C1-C6ankineHa rpyna,

(1-39) ninepasuHin-C1-C6ankinbHa rpyna, wo moxe matn C1-C6ankinbHy(i) rpyny(un),

(1-40) ninepnann-C1-C6ankinsHa rpyna,

(1-41) niponignHin-C1-C6ankinbHa rpyna,

(1-42) mopdponiHinebHa rpyna, Ta

(1-43) ninepasuHinbHa rpyna, wo moxe matn 1 C1-C6ankinbHy rpyny.

4. eTepoumkniyHa crnonyka, npegcrasneHa 3aranbHo dopmynoto (1), abo ii cinb 3rigHO 3 NYHKTOM
3, oe

R' npepcTaBrnsie BOAEHD;

R® Ta R® wo MOXYTb OyTW opgHakoBi abo pisHi, KoxXeH He3anexHo npepactaense C1-C6ankinbHy
rp4yny; abo R* Ta R® 3B'sizaHi Ta yTBOPHOOTh LMKkNo-C3-C8ankinbHy rpyny; Ta

R™ npegctaensie Oyab-siky 3 HWKYEHaBEAEHUX TPyr:

(1) cbeHinbHa rpyna,

(2) ingoninbHa rpyna,

(4) HadbTHnbHa rpyna,

(5) 6eHsobypunbHa rpyna, Ta

(31) nipononipuannesHa rpyna, ge

Ui apomaTtunyHi abo reTepounKiYHi rpynu MoXyTe MaTu 1-2 3amiCHUKKM, BUOPaHI 3:

(1-1) atoma ranoreny,

(1-2) C1-C6ankineHoi rpynu,

(1-5) ranoreHsamiuweHoi C1-C6ankokcurpynu,

(1-6) uiaHorpynu, Ta

(1-7) C1-C6ankokcurpynm.

5. leTepouuknivyHa cnonyka, npegcTaBrneHa 3aranbHo dopmynoto (1), abo ii cinb 3rigHO 3 NYHKTOM
4, aka BMOpaHa 3-nomix:

(4aS,8aR)-1-(4-xnopodeHin)-3,3-aumeTungekariapoxiHokcanidy,
2-xnopo-4-((4aS,8aS)-3,3-gumeTunokrarigpoxiHokcani-1(2H)-in)6eH3oHiTpuny,
(4aS,8aR)-1-(3-xnopo-4-dropodeHin)-3,3-gumeTungekarigpoxiHokcaniHy,
(4aS,8aR)-1-(7-pTopobeH3odypaH-4-in)-3,3-aumeTnngekarigpoxiHokcanidy,
5-((4aR,8aS)-3,3-gumeTunokrarigpoxiHokcanin-1(2H)-in)-1-metun-1H-iHaon-2-kapboHiTpuny,
(4a'R,8a'S)-4'-(7-meTokcubeH3odypaH-4-in)okTarigpo-1'H-cnipo[umknobyTtaH-1,2'-xiHokcaniHy],
(4aS,8aR)-1-(6,7-agndTopobeH3odypaH-4-in)-3,3-anmeTungekarigpoxiHokcaniny,
5-((4aS,8aS)-3,3-gumeTnnokrarigpoxiHokcanid-1(2H)-in)-1H-iHgon-2-kapboHiTpuny,
(4aS,8aS)-1-(6-uiaHoHadTaneH-2-in)-3,3-gumeTnngekarigpoxiHokcaniHy,
(4aS,8aS)-3,3-gumeTun-1-(1H-nipono[2,3-b]nipnavH-4-in)aekarigpoxiHokcaniny,
(4aS,8aS)-1-(4-(andTopomeTokcn)-3-cbTopodenin)-3,3-aMmeTunngekarigpoxiHokcarniHy,
(4aS,8aS)-1-(4-(andTopomeTokcu)deHin)-3,3-gMmeTunaekariapoxiHokcaniHy Ta
(4aR,8aR)-1-(4-(ondpTopomeTokcn)-3-cpropodeHin)-3,3-aumeTungekarigpoxiHokcaniHy.

6. ®apmaueBTMYHA KOMMO3WLUiS, WO MICTUTb FeTEepOLMKIiYHY CMONyKy, MpeacTaBreHy 3arasnbHo
dopmynoto (1), abo ii cinb 3rigHO 3 NYHKTOM 1 9K akTVBHWWA IHrpegieHT Ta apmMaueBTUYHO
NPUAHATHUIA HOCIN.

7. TMpodinakTnyHniA Ta/abo TepaneBTUYHWUIA 3acid npoTu po3nagiB, CNPUYMHEHUX 3HUKEHOH
HEeMpOTPaHCMICIED CEPOTOHIHY, HopeniHedppuHy abo AonamiHy, WO MICTUTb SK aKTUBHWIA iHrpedieHT
reTepoLMKIiYHy cnonyky 3aranbHoi coopmynu (1) abo ii cinb 3rigHO 3 NyHKTOM 1.

8. MNpodbinakTnyHWin Ta/abo TepaneBTUYHWIA 3acib 3rigHO 3 NYHKTOM 7, Ae po3nag BuOpaHuni 3 rpynu,
LLO CKMNafaeTbca 3 Aenpecii, AeNPECUBHONO CTaHy, CNPUYMHEHOIO po3nagoM aganTadii, 6eHTEeXHOCTI,
CMPUYMHEHOT po3nagoM aganTauii, OeHTEXHOCTi, CNpPUYMHEHOI Pi3HOMaHITHUMK XBopobamu,
3aranbHMX po3nagie 6eHTexHocTi, obii, HaB'A3NMMBMX MaHiakanbHMX po3nagiB, Po3nagiB MaHiku,
NnocTTpaBMaTUYHUX CTPECOBUX PO3nafdiB, FOCTPUX CTPECOBMX po3nagis, iNOXoHApIl, AucouiaTUBHOI
aMHesii, yHuKatoui po3nagiB 0cobUCTOCTI, TiNnecHMx gucMopdivyHnX po3nagisB, po3nagiB xapyyBaHHs,
OnacucTocCTi, XiMiYHOI 3anexHocTi, 6onto, dibpomianrii, xBopobu AnburenmMepa, posnagiB nam'aTi,
XBOpobu [MapkiHCOHa, CMHOPOMY HECMOKIHMX Hir, eHAOKPUHHMX pOo3rafiB, Ba3ocnasMy, MO304YKOBOI
aTakcii, WYHKOBO-KULLKOBUX pO3fiafiB, HeraTMBHOMO CUHAPOMY LIM30dIpeHii, nepeaMeHCTpyanbHOro
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CUHAPOMY, CTPECOBOrO HETPMMAaHHS cedi, cMHapoMy TypeTTa, po3nagiB rinepakTMBHOCTI 3 AediunTtom
ysarn (ADHD), aytuamy, cuHgpomy Acneprepa, po3nagiB KOHTPOMK iMNyNnbCiB, TPUXOTUNOMAaHI,
KnenTtoMaHii, posnagie, MOB’A3aHNX 3 a3apTHMMM irpaMu, KracTepHOro rofioBHOrO OO0, MirpeHi,
XPOHIYHOI MapOKCU3MarbHOI reMikpaHil, CMHAPOMY XPOHIYHOI CTOMIMEHOCTI, nepegyacHoi eakynauil,
YOSOBIYOI IMNOTEHLi, HAapKonencii, NepPBUHHOI riNepCOMHIT, KaTannekcii, cMHaApPoOMy acdikcii yBi CHi Ta
rorioBHoro 6onto.

9. lMpoginakTnyHMi Ta/abo TepaneBTUYHMIA 3acib 3rigHO 3 NyHKTOM 8, Ae Aenpecia BubpaHa 3 rpynu,
LLIO CKMafaeTbesl 3i 3HA4YHMX AenpecuBHUX poanagis; 6inonapHux | posnagais; GinonspHux Il poanagis;
3MillaHUX CTaHiB; OUCTUMIYHMX PO3nagiB; WBUOKO3MIHHMX-0INONApPHMX po3nagiB; aTMnoBOI Aenpecii;
CE30HHUX adeKTMBHUX po3najiB; MicnsinofioroBoi  Aenpecii;  rinomMenaHxonii;  peKkypeHTHUX
KOPOTKOYaCHUX [OenpecuBHUX PO3nagiB; PEe3VCTEHTHOI [Oenpecii; XPOHIYHOI Aenpecii; noasiiHoI
aenpecii; po3naaniB HacTPO, BMKITMKAHMX arikoronem; 3millaHmx GeHTeXHO-AenpecrMBHUX po3nagis;
Aenpecii, CNpUYNHEHO! PISHUMKU ISUYHMMWN  3aXBOPIOBAHHAMK, TakuMu K cuHapom KyuwinHra,
rinoTmpeos, rinepnapatupeos, xBopoba ApfdicoHa, CUMHOPOM ameHopei-ranakTtopei, xBopoba
MapkiHcoHa, xBopoba Anburerimepa, LepebpoBackynspHa AeMeHilisl, iHapKT rofIoBHOro MO3KY,
KPOBOBWINB FONIOBHOIO MO3KY, CyGapaxHoiganbHUN KPOBOBUIMB, LIYKPOBUIA AiabeT, BipyCHi iHeKLil,
PO3CISIHUI CKNepo3, CUHAPOM XPOHIYHOI CTOMJIEHOCTI, XBOPOOM KOpOHapHOI apTepii, 6inb, pak i T. A.;
npeceHinbHa [Aenpecis; CeHinbHa pJenpecia; genpecia AiteMm Ta Monogux naen; aenpecis,
crnpuymMHeHa nikamu, gK, Hanpuknag, iHTepdepoH, i T. 4.

10. MpoginakTnyHMin Ta/abo TepaneBTUYHMI 3acib 3rigHO 3 NYHKTOM 8, Ae BEeHTEXHICTb, CrpuynHeEHa
Pi3HOMaHITHUMK XxBopoGamu, BuOpaHa 3 rpynu, WO CKNagaeTbCd 3 OEHTEXHOCTI, CNPUYUHEHOI
YLUKOKEHHSAMM rONOBMK, iH(DEKLiIMU FONIOBHOMO MO3KY, YLUKOIKEHHSMW BHYTPILUHBLOrO ByXa, CepueBol
HeJoCTaTHOCTI, apwuTMmii, rinepagpeHaniamy, rinepTupeosy, acTMu Ta XPOHiYHOI OBCTPYKTUBHOI
XxBOpobu nereHb.

11. MpodinakTuyHun Ta/abo TepaneBTUYHMI 3acib 3rigHo 3 NyHkTOM 8, Ae 6inb BMBpaHWi 3 rpynu, LWo
cKragaeTbecs 3 XpPoHiYHoro 6omto, ncmMxoreHHoro 6o, HeBponaTu4Horo Gonto, daHTomHoro 6orto,
NoCTrepneTUYHOI HeBparrii, TPaBMaTUYHOrO LiepBiKanbHOro CUHAPOMY, OON0 NPU MOLUKOOXKEHHSIX
CMMHHOIO MO3KY, TpuUreMiHanbHoI HeBpanrii, AiabeTu4HOI HeBponarii.

12. 3acTocyBaHHSA reTepoLmKIivyHOI cnonyku 3aranbHoi doopmynu (1) abo ii coni 3rigHo 3 Oyab-sIKUM 3
nyHkTiB 1-5 51K nikapcbkoro 3acoby.

13. Cnoci6 nikyBaHHS Ta/abo npodinakTvku po3nagiB, CIPUYMHEHUX 3HWKEHOK HENPOTPaHCMICIED
CEpPOTOHIHY, HopeniHedpuHy abo gonamiHy, WO BKMAYAE BBEAEHHS TETEPOUMKITIYHOI CMNOSyKu
3aranbHoi oopmynu (1) abo ii coni 3a nyHkTamu 1-5 noguHi abo TBapuHiI.

Komm’'totepHa BepcTka O. Psibko
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