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R1, Rz, R3, R* koXeH HesanexHo BMGpaHU i3 rpynu,
sIka cKnagaeTbcsl 3 BOOHIO, rarioreHy, Hepoasramnyxe-
HOro abo po3sranykeHoro, Hacm4yeHoro abo HeHacn-
YeHoro, HeoboB'A3KOBO MPUHANMHI MOHO3aMiLLEHOrO
anicpatmyHoro papgukana, HacudeHoro abo HeHacu-
YeHoro, HeobOB'A3KOBO MPUHAaMMHI MOHO3aMiLLEHOTO,
AKUN HeOBOB'A3KOBO MICTUTb MPUHAWMHI OMH reTe-
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poaTtoM Y KinbLi UyKknoanicaTMyHOro paavkana, skun
Moxe Oyt npuegHaHuiA HeoBOB'A3KOBO 4Yepes Mnpu-
HaMMHi MOHO3aMmilLeHy ankineHoBy rpyny ta/abo mo-
Xe Oyt KOHOEeHCOBaHMI HEOOOB I3KOBO NMPUHANMHI 3
MOHO3aMiLLEHO MOHO- ab0 MOMiLUMKNIYHOW KinbLe-
BOK CUCTEMOI, HEOBOB'A3KOBO MpUHAWMHI MOHO3a-
MilleHn apun- abo reTepoapunbHUN pagvikan, sKun
Moxe 6yt npuegHaHun HeOobOB'A3KOBO Yepes npu-
HaMMHi MOHO3aMmilLEeHY ankineHosy rpyny Ta/abo mo-
Xe Oyt KoHAeHCcOoBaHWn HeO6OB A3KOBO MPUHaNMHI 3
MOHO3aMILLEHOK MOHO- abo MOMIUMKMIYHOW KinbLe-
BOK CUCTEMOIO, HITPO, LiaHo, -OR12, -OC(=O)R13, -
SR™ -SOR'™, -SOR™, -NH-SOR™, -SONH; it —
NR15R16prI'IVI,

R® siBnsie co6ot0 BOLEHb, Hepo3ranyxeHun abo pos-
ranykeHumn, HacuyeHnih abo HeHacuyeHun, Heob-
OB’I3KOBO NPVHANMHI MOHO3aMiLLEHWIA anidaTUYHNI
pagvkan abo HacMyeHun abo HeHacu4veHui, Heob-
OB'AA3KOBO MNPMHaNWMHI MOHO3aMilLEeHWUW, AKMN Heob-
OB’SI3KOBO MICTUTb NpPWHANMHI OAMH reTepoaToMm Yy
KinbUi uvknoanidaTMYHnn pagukan,

R® R’, R® R’ koxeH HesanexHo BUGpaHWii i3 rpynu,
sika CKrnaJaeTbCs 3 BOAHK, HepoaranyxeHoro abto
po3ranyXeHoro, HacnyeHoro abo HeHacu4eHoro, He-
000B’'sI3KOBO NMPMHaNMHI MOHO3aMilleHOoro anigaTtny-
HOro pajgwvkana, HacudeHoro abo HeHacuMyeHoro, He-
00OB'SI3KOBO  NMpUMHaiMHi  MOHO3aMilLEHOTo,  SIKWIA
HeOoOOB'I3KOBO MiCTUTb NMPUHANMHI OOMH reTepoaToM
Yy Kinbui uwMKroanigpaTMYHOro pagvkana, uiaHo W
COOR" rpynu,

A siBnsie coGoto Mictoukosy rpyny -CHR™- aGo —
CHR™-CH.-,

R saBnsie co6oto BoaeHb, Hepo3ranyxeH1in ao poa-
ranykeHumn, HacuyeHnin abo HeHacu4eHun, Heob-
OB’I3KOBO NPVHANMHI MOHO3aMiLLEHWIA anidaTUYHNI
pagukarn, HacudeHun abo HeHacuyeHuh, Heob-
OB'A3KOBO MNPMHaNWMHI MOHO3aMilLeHWUW, AKMA Heob-
OB’SI3KOBO MICTUTb NpWHANMHI OAMH reTepoaToMm Yy
Kinbui  uknoanicaTMyHum pagvkan abo Heob-
OB'SI3KOBO MPWHANMMHI MOHO3aMillgHUIn apun- abo
reTepoapuneHA pagukan, skun moxe 6yt npuea-
HaHWA HeobOB'sI3KOBO Yepe3 MPUHaAMHI MOHO3aMi-
LeHy ankineHoy rpyny Ta/abo moxe Oyt KOHOEH-
COBaHMM Heo00B’s13K0BO NpVHaNMHi 3
MOHO3aMiLLEHO MOHO- abo MOMiLUMKNIYHOW KinbLe-
BOI CUCTEMOIO,

R" aBnsie coboto Heposranykenuit abo posranyxe-
HUI, HacuyeHut abo HeHacuveHu, HeoboB A3KOBO
NPUHAVMHI MOHO3aMilLeHUA anidaTUYHNn pagukan,
Hacuyenuin abo HeHacuveHu, HeobOB'A3KOBO MNpu-
HaVMHi MOHO3aMIlLEHWIA, SKUA HEeOoDOB'sI3KOBO Mic-
TUTb NPUHaANUMHI OAWH reTepoaToM Y KinbLlj LuMKnoa-
nicatMyHUn pagukan, akui Moxe Oyt npuegHaHun
HEeOOOB'sI3KOBO Yepe3 NMpMHanNMHi MOHO3aMiLLEeHy ar-
KineHosy rpyny Ta/abo mMoxe 6yTM KOHAEHCOBaHWA
HeobOB'I3KOBO NPMHaVMHI 3 MOHO3aMiLLEHOK MOHO-
abo noniuuKnivyHoo KinbLEeBo cucTemotro, abo Heob-
OB'SI3KOBO MPUMHANWMHIi MOHO3aMilleHUIA apun- abo
reTepoapuneHA pagvkan, sakun moxe 6yt npuea-
HaHWA HeobOB'sI3KOBO Yepe3 MPUHaMHI MOHOo3aMi-
LeHy ankineHoBy rpyny Ta/abo moxe Oyt KOHOEH-
CcoBaHUM1 He000B’sI3KOBO NPVHaNMHi 3
MOHO3aMILLEHOK MOHO- abo MOMILMKMIYHOK KinbLe-
BOIO cMCTEMOLO, abo

R n R" pa3oM 3 MiCTOYKOBMM aTOMOM a30Ty YTBO-
pOIOTb HEOOOB'A3KOBO MpPUHAMHI MOHO3aMilleHe,

79460 4

Hacu4yeHe, HeHacuyeHe abo apomaTUyHe reTepoLVK-
NiYyHe Kinbue, gKe MOoXe MiCTUTM NpUHAWMHI OOMH
iHWMI reTepoatoM Y Kinbui Ta/abo moxe Gyt KOH-
OEeHCOoBaHUN HeobOB'A3KOBO NMpPUHANMHI 3 MOHO3aMi-
LEHO MOHO- ab0 MOMILMKMIYHO KiNbLIEBOO CUCTe-
MOI0,

R™ aBnsie co6oto BoeHb, HeposranykeH1it aéo pos-
ranykeHun, HacuyeHni abo HeHacnmyeHwn, Heoo-
OB’A3KOBO NPUHANMHI MOHO3aMIiLLEHWI anidaTUYHNI
pagukarn, HacudeHun abo HeHacuyeHul, Heob-
OB'A3KOBO MNPWHAWMHI MOHO3aMilLEHWA, SKUA Heob-
OB’SI3KOBO MICTUTb NpPWHANMHI OAMH reTepoaToMm Yy
Kinbui uvknoanidaTMyHWiA pagvikan, skum moxe 0ytm
npuegHaHWA HeOOOB'I3KOBO Yepe3 MPUHANMHI MOHO-
3amileHy ankineHoBy rpyny Ta/abo moxe Oyt KOH-
OEeHCOBaHNn HeOBOB'sI3KOBO NMPUHAMHI 3 MOHO3aMi-
LWEeHOK MOHO- abo MOoMiUMKMIYHOK  KiNbLEBO
cuctemoro, abo HeoBOB'I3KOBO MPUHAMMHI MOHO3a-
MilleHUn apun- abo retepoapurbHUN pagukan, K
Moxe Oyt npuegHaHun HeoGOB'S3KOBO Yepe3 npu-
HaMMHi MOHO3aMmilLeHy ankineHoBy rpyny Ta/abo mo-
e Oyt KOHAEeHCOBaHMI HEOOOB I3KOBO MPUHANMHI 3
MOHO3aMILLEHOK MOHO- abo MOMiUMKMIYHOW KinbLe-
BOIO CUCTEMOIO,

R™ sBnsie co6oto BoeHb, HeposranykeH1it aéo pos-
ranykeHun, HacuyeHni abo HeHacnmyeHwn, Heoo-
OB’S1I3KOBO MPUHaNMHI MOHO3aMilleHUn anigaTtmyHnn
pagukan, HacudeHun abo HeHacuyeHul, Heob-
OB'A3KOBO MNPWHAWMHI MOHO3aMilLEHWA, SKUA Heob-
OB’SI3KOBO MIiCTUTb NpWHANMHI OAMH reTepoaToMm Yy
Kinbui uvknoanidaTMyHWiA pagvikan, skum moxe 0ytm
npuegHaHuiA HeOOOB'I3KOBO Yepe3 MPUHANMHI MOHO-
3amilleHy ankineHoBy rpyny Ta/abo moxe Oyt KOH-
OEeHCOBaHNn HeOOOB'I3KOBO NMPUHAMHI 3 MOHO3aMi-
LWEeHOoK MOHO- abo MOoMiUMKMIYHOK  KiNbLEBO
cuctemoro, abo HeoBOB'I3KOBO MPUHAMMHI MOHO3a-
MilleHUn apun- abo retepoapurbHUN pagukan, sSKuni
Moxe Oyt npuegHaHun HeoGOB'SI3KOBO Yepe3 npu-
HaMMHi MOHO3aMmilLeHy ankineHoBy rpyny Ta/abo mo-
e Oyt KOHAEeHCOBaHMI HEOOOB I3KOBO MPUHANMHI 3
MOHO3aMILLEHOK MOHO- abo MOMIUMKMIYHOW KinbLe-
BOI CUCTEMOIO,

R™ sBnsie coboto HepoaranyxeHui abo poasranyxe-
HUI, HacuyeHu abo HeHacuveHun, HeoboB A3KOBO
NpuMHaMMHI MOHO3aMilleHUA anidaTM4HUIA pagukan,
Hacu4yeHuin abo HeHacu4deHu, HeobOOB'S3KOBO Mpu-
HaWMHi MOHO3aMilLEHUI, SKUA HeobOB'SI3KOBO Mic-
TUTb NPUHaANMHI OAWMH reTepoaToM Y Kinbli LMKroa-
nicbaTM4yHUn pagukan, Sk mMoxe Oyt npuegHaHun
Heo0bOB'I3KOBO Yepe3 NMPUHaNMHI MOHO3aMilLEHy ar-
KineHosy rpyny Ta/abo Moxe OyTM KOHAEHCOBaHWA
HeOoOOB'I3KOBO NPUMHANMHI 3 MOHO3aMiLLEHOK MOHO-
abo noniuKnKnivyHoO KinbLEeBoo cuctemotro, abo Heob-
OB'SI3KOBO MPUWHANWMHI MOHO3aMillgHWIA apun- abo
reTepoapunbHA pagvkan, skuin moxe Oym npuep-
HaHUN HeoOOB'sI3KOBO 4Yepe3 MpPUHANWMHI MOHO3aMi-
LWeHy ankineHoy rpyny Ta/abo moxe 6yt KOHOEH-
COBaHuM He000B’sI3KOBO NpUHaNMHi 3
MOHO3aMILLEHOK MOHO- abo MOMiUMKMIYHOW KinbLe-
BOIO CUCTEMOIO,

R™ i1 R™ koxeH HesanexHo BUGpaHun i3 rpynu, sika
CkrnajaetbCa 3 BOAHIO, HeposranyxeHoro abo posra-
NyKeHoro, Hacu4eHoro abo HeHacum4eHoro, Heob-
OB’A3KOBO NMPWHAMMHI MOHO3aMiLLEHOrO anigaTUyHo-
ro pagukana, HacmyeHoro abo HeHacuyeHoro,
HEOOOB'I3KOBO MPUHAMMHI  MOHO3aMILLEHOro, SIKUM
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HeobOB’A3KOBO MICTUTL MPUHAVMHI OAMH reTepoaTom
y Kinbui yuknoanicpatMyHoro pagvkana, sikum Moxe
Oy npuegHaHwi HeobOOB'I3KOBO 4epe3 NpUHaNMHI
MOHO3aMiLleHy ankineHosy rpyny Ta/abo moxe Oytn
KOHOEHCOBaHWI HeODOB'S3KOBO MpUHAWMHI 3 MOHO-
3aMilLleHOl0 MOHO- abo MOoNILMKIIYHOW KiNbLEBOK
cuctemoro, abo HeobOB'SI3KOBO MPUHAMHI MOHO3a-
MilleHUn apun- abo retepoapuibHUN pagukan, K
Moxe Oyt npuegHaHuiA HeoBOB'A3KOBO 4Yepes Mnpu-
HaMMHi MOHO3aMmilLeHy ankineHoBy rpyny ta/abo mo-
Xe Oyt KOHOEeHCOBaHMIM HEOOOB I3KOBO MPUHANMHI 3
MOHO3aMILLEHOK MOHO- abo MOMILMKMIYHOK KinbLe-
BOI CUCTEMOIO,

a6o R™ i R™ pa3oM 3 MiCTOYKOBMM aTOMOM a3oTy
YTBOPIOKOTb Hacu4yeHe, HeHacuyeHe abo apomaTuyHe
reTepouukniyHe Kinbue, ske Moxe Oyt npuHanMHI
MOHO3aMilWeHUM Ta/abo MicTUTM npuHaMMHI OAWH
JJ%JaTKOBVIVI reTepoaToM Y KinbLi,

R" aiBnsie coboto BoaeHb, Hepo3ranyxeHuii abo pos-
ranykeHumn, HacuyeHnih abo HeHacu4eHun, Heob-
OB'S1I3KOBO MPUHANMHI MOHO3aMilLeHUI anidaTmyHuin
pagukan, HacudeHun abo HeHacuyeHuh, Heob-
OB'AA3KOBO MNPMHaNWMHI MOHO3aMilLEeHWUW, AKMN Heob-
OB’SI3KOBO MICTUTb NPWHANMHI OAMH reTepoaToMm Yy
Kinbui  uvknoanidaTMyHum pagvkan abo Heob-
OB’SI3KOBO MPWHANMMHI MOHO3aMillgHUIn apun- abo
reTepoapurbHUiA pagvkan, sikun moxe Oyt npuea-
HaHWA HeoObOB'SI3KOBO Yepe3 MPUHaAMHI MOHO3aMi-
LLeHy ankineHosy rpyny ta/abo moxe OyTM KOHAEH-
CcoBaHuMn Heo00B’s13K0BO NPUHaNnMHi 3
MOHO3aMILLEHO MOHO- abo MOMIUMKIIYHOW KifbLe-
BOIO CUCTEMOIO,

R'® aBnsie cob6oto BoaeHb, Hepo3ranyxeH1in ao poa-
ranykeHumn, HacuyeHnin abo HeHacu4eHun, Heob-
OB’I3KOBO NPVHANMHI MOHO3aMiLLEHWIA anidaTUYHNI
pagukarn, HacudeHun abo HeHacuyeHuh, Heob-
OB'A3KOBO MNPMHaNWMHI MOHO3aMilLeHWUW, AKMA Heob-
OB’SI3KOBO MICTUTb NpWHANMHI OAMH reTepoaToMm Yy
Kinbui  uknoanicaTMyHum pagvkan abo Heob-
OB'SI3KOBO MPWHANMMHI MOHO3aMillgHUIn apun- abo
reTepoapuneHA pagukan, skun moxe 6yt npuea-
HaHWA HeobOB'sI3KOBO Yepe3 MPUHaAMHI MOHO3aMi-
LeHy ankineHoy rpyny Ta/abo moxe Oyt KOHOEH-
COBaHMM Heo00B’s13K0BO NpVHaNMHi 3
MOHO3aMiLLEHO MOHO- abo MOMiLUMKNIYHOW KinbLe-
BOH CUCTEMOIO,

ae

SKWO oaMH abo aekinbka 3anmuikie R'-R"™ aensiom
coboto anipaTMYHUN paavKan, sIKUA 3aMilleHui oa-
HUM abo [aekinbkoma 3aMiCHMKaMW, KOKHUM i3 LUmMX
3amicHUKiB BUOpaHUI i3 rpynu, dka cKrnagaeTbCs 3
rigpoKcu, ranoreHy, posranyxeHoro abo Heposrany-
xeHoro Ci.4-ankokcu, poaranyxeHoro abo Hepoara-
nyxeHoro C1.4-nepdgtopankokcu, posranyxeHoro abo
HeposranykeHoro Ci.s-nepdroparnkiny, amiHo, kap-
6okcu, amigo, uiaHo, HiTpo, -SO2NH2, -CO-Ci4-
ankiny, -SO-Ci.s-ankiny, -SO2-C1.4-ankiny, -NH-SO.-
Cis-ankiny, ge Cig-arkin Mmoxe 6ytM B KOKHOMY Bu-
nagky posranyxeHum abo HeposranyxeHum, Hesami-
LeHoro abo npuHavMHi MOHO3aMilLeHOro geHinbHo-
ro abo HadTUNLHOrO pagMkana n HesamiweHoro abo
NPWHaNMHI MOHO3aMmilLeHOro dypaHin-, TieHin-, nipo-
nin-, imigasonin-, nipazonin-, NipuavHin-, NipumiauHin-
, XIHOMIHIN- i i30XiIHOMIHINMbHOrO pagukana, i SKLWO
OyOb-sIKUN OOWH 3i 3ragaHuX BULLE 3aMiCHUKIB € nNpu-
HaMMHi MOHO3aMiLLEHVNM, BKa3aHi 3aMiCHUKMN MOXYTb
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nepesaxHo 6yTn BUbpaHi i3 rpynu, ska cknagaetscs 3
F, Cl, meTuny 1 metokcu;

AKLWO oaMH abo gekinbka i3 3anmLLKiB R-R™ gengiom
coboto umknoanidaTMYHU pagukan, kUi 3amilleHun
oOHUM abo aekinbkoma 3aMiCHUKaMU, KOXKHUI i3 LUMX
3amicHUKIB BUOpaHUI i3 rpynu, gka ckrnagaetbcs 3
riApOKCY, ranoreHy, posranyxeHoro abo Heposrany-
xeHoro Cig-arkiny, posranyxkeHoro abo Hepoasrany-
xeHoro Ci4-ankokcu, poaranyxeHoro abo Hepoara-
nyxeHoro Ci.4-nepdropankokcu, peHoken, 6eHsoiny,
LIMKIIOreKcuIy, posranyxeHoro abo HepoaranyxeHoro
C14-nepdpToparnkiny, -NR"R®, ne R* R® koxeH Hesa-
nexHo BnbpaHui i3 rpynu, sika cknagaemcs 3 H, pos-
ranykeHoro abo HeposranyxkeHoro Ci.s-ankinbHoro
pagvkana, -CH>-CH2>-OH i cpeHiny, kapboken, amigo,
uiaHo, HiTpo, -SO2NH», -CO-C1.4-ankiny, -CO-OC1.4-
ankiny, -SO-Ci.sankiny, -SO2-C1.4ankiny, -NH-SO2-C+.
4-ankiny, ge Cis-ankin moxe 6ytm B KOKHOMY BUNag-
Ky po3aranyxeHum abo HepoaranykeHuMm, He3amille-
Horo abo npuHalMHi MOHo3amillgHoro ceHiny abo
HadTMny N He3amiweHoro abo MpuHaMHi MOHO3a-
MilweHoro dwypaHin-, TieHin-, niponin-, iMigasonin-,
nipasonin-, NipuauHin-, NipUMIiAWHIN-, XiHOMiHIN- i i30-
XIHOMIHIMBHOTO pagukana, i AKWo Oyab-aKUA OOUH i3
BKa3aHUX BULLE 3aMIiCHUKIB € NpUHaAVMHi MOHO3aMi-
LLEHWUM, BKa3aHi 3aMiCHVKM MOXYTb OYyTM nepeBaxHO
BUOpaHi i3 rpynu, aka cknagaetocsa 3 F, Cl, meTtuny i
METOKCHU;

AKLWO oavH abo gekinbka i3 sanuwkis R-R* 1 R'-R™
BKIIOYal0Tb arnkineHosy rpyny, ska 3amilieHa ogHuM
abo aekinbkoma 3amicHMKaMu, KOXHWUM i3 LuX 3amic-
HUKIB MOXXe BYyT! NepeBaxHO BUOpaHWi i3 rpynu, sika
CKINafaeTbCa 3 TOpPOKCKU, ranoreHy, po3ranykeHoro
abo HeposranyxeHoro Ci.4anKoOKcY, po3ranyKeHoro
abo HeposranyxeHoro Ci.4-nepdroparkokcu, posra-
TNY>KEHOro abo Hepo3ranyxeHoro Cia
nepdgroparnkiny, amiHo, kapbokcn, amigo, uiaHo, HiT-
po, -SO2NHy, -CO-C1.s-ankiny, -SO-C1.4-ankiny, -SO»-
C14-ankiny, -NH-SO2-C1.4-ankiny, e Ci.s-ankin moxe
OyTn posranykeHum abo Hepo3ranyKeHuM, Hes3ami-
LeHoro abo npuMHavMHiI MOHO3aMiLLeHOro ¢eHinbLHo-
ro abo HadTMNbHOrO pagMkana n HesamiweHoro ato
NpUHaMMH MOHO3aMileHoro dypaHin-, TieHin-, nipo-
nin-, imigasonin-, nipazonin-, NipuavHin-, NipumiguHin-
, XiHOMiHIN- i i30XiHOMIHINbHOrO pagvkana, i SKLWoO
OyOb-AKUA OAMH i3 BKa3aHMX BULLE 3aMiCHUKIB € Npu-
HavMHi MOHO3aMiLLEHMM, BKa3aHi 3aMiCHUKN MOXYTb
Oy nepeBaxHO BUOpaHiI i3 rpynu, Aka ckragaeTbes 3
F, Cl, meTuny 1 metokcu;

AKLWO oAMH abo aekinbka i3 3anuLlKiB R-R*n R"-R™
BKITIOYAE MOHO- ab0 NMOMILUKITIYHY KiNbLeBY CUCTEMY,
fAKa 3amilleHa ogHUM abo gekinbkoma 3amMmicHUKamu,
KOXHUI i3 UMX 3aMiCHWKIB BUOpaHui i3 rpynu, sika
CKINafa€eTbCa 3 TOpPOKCKU, ranoreHy, po3ranykeHoro
abo HeposranyxkeHoro Ci.4-arnkiny, posranyxeHoro
abo HeposranyxeHoro Ci.4-arkokcu, posranykeHoro
abo HeposranyxeHoro Ci.4-nepdroparnkokcu, posra-
TNY>KEHOro abo HepOo3ranyxeHoro Cia
nepdroparnkiny, amiHo, kapbokcu, amigo, uiaHo, keTo,
HiTpO, -SO2NH», -CO-C14-ankiny, -SO-Ci.s-ankiny, -
S0.-Ci4-ankiny, -NH-SO2-C14-ankiny, ne Ci4-ankin
MOXe Oyt posranykeHum abo HepoaranyXeHuMm,
He3amiweHoro abo npuHanNMHi MoHO3aMmilLeHoro de-
HinbHOro abo HapTMNLHOro pagukana  HeaamilleHo-
ro abo npuHaMMHi MOHO3aMILLEHOTO doypaHin-, TieHin-
, Niponin-, imigasonin-, nipasonin-, nNipuguHin-, nipm-
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MiAVHIN-, XIHOMIHIN- i i30XiHOMIHINY, i AKWO Oyab-sKkuUn
OAWH i3 BKasaHMX BULLE 3aMiCHUKIB € NPUHAMMHI MO-
HO3aMilLEeHUM, BKasaHi 3amiCHUMKM MOXYTb OyTn ne-
peBaxHO BMOpaHi i3 rpynu, ska cknagaetsca 3 F, Cl,
MeTUNy  METOKCMH;
e Kinbus MoHo- abo noniyukniyHoi KinbLeBoi cucre-
MU € 5- abo 6-4neHHMK 1 KinbLUeBo cuctemoto abo
KOXHE 3 MOro pisHMX Kineub € HaCU4eHNM, HeHacn4ye-
HMM abo apomaTUyHMM abo HeoBOB'A3KOBO MICTUTL
oavH abo gekinbka retepoaToMiB Y KinbUi, Ae BKa3aHi
retepoatomy € OAHaKkoBMMM abo pisHMMU 11 BUGpaHI
i3 rpynun, aka cknagaetbca 3N, O, S P,
AKLWO oAuH abo aekinbka i3 3anuLlKiB R-R*n R"-R™
ABNAITL C000t0 abo BKNHOYAOTL apuUibHUI pagukan,
KU € 3amiweHuMm ogHMM abo aekinbkoma 3amicHu-
KaMW, KOXHWUI i3 UUX 3aMiCHVKIB BUGpaHUi i3 rpynu,
sIKa CKNafaeTbCsl 3 APOKCU, ranoreHy, poaranyxeHo-
ro abo HeposranyxeHoro C14-ankokon, posranyxeHo-
ro abo HeposranyxeHoro Ci.4-arnkiny, po3ranyxeHoro
abo HeposranyxeHoro Ci.s-nepdTopankokcu, Hesa-
MileHoro abo NpuHavMHi MOHO3aMiLLeHOro heHoKCH,
He3amiweHoro abo NpuHarMHi MOHO3aMiLLEHOro OeH-
30iny, UMKnorekcuny, posranyxeHoro a6o Heposra-
nyxeHoro Ci.4-nepdropankiny, NR*R®, pe R R®
KOXEH He3anexHo BMOpaHuWi i3 rpynu, sika cknaga-
e€Tbca 3 H, posranyxeHoro abo HeposranyxeHoro Ci.
4-ankineHoro pagnkana, -CH>-CH>-OH i doeHiny, kap-
6okcu, amigo, uaHo, -CH(OH)(deHin), HiTpo, -
SO2NH2, -CO-C1.4-ankiny, -CO-OC1.4-ankiny, -SO-C1.
sankiny, -SO2-Ciasankiny, -NH-SO2-Ci4-ankiny, ge
Ci4-ankin moxe Oyt posranyxkeHum abo Heposra-
NyKEHWM, HesaMmilleHoro abo npuHavMHi MOHO3aMi-
LeHoro dueHinbHOro abo HagTMNbLHOrO pagukana n
He3aMiweHoro abo npuHanMHi MoHo3amillgHoro dy-
paHin-, TieHin-, niponin-, imigasonin-, nipasonin-, ni-
PUANHIN-, NIPUMIONHIN-, XIHONIHIN- | iI30XiIHOMIHINbHOrO
pagvkana, i SKwo Oyab-aKuin OauH i3 BKa3aHUX BU LLE
3aMiCHWKIB € MpWMHaWMHI MOHO3aMilLeHUM, BKa3aHi
3aMiCHUKM MOXYTb BYTU NepeBaxxHO BMOpaHi i3 rpynu,
ska cknapaetbca 3 F, Cl, meTtuny i MeTOKCVI
SAKLWO oauH abo aekinbka i3 3anuukis R'-R* 1 R"-R™
aBnsie coboto abo BKkNo4vae reTepoapmanMﬁ pam-
Kan, Skui 3amilleHmMin ogHum abo gekinbkoma 3amic-
HUKaMW, KOKHUI i3 LnX 3aMiCHUKIB BUOGpaHuii i3 rpynu,
sika CKnajaeTbesl 3 rigpoKCK, ranoreHy, poaranykeHo-
ro abo HepoaranyxeHoro C14-ankoko, posranyxeHo-
ro abo HeposranykeHoro Ci4arnkiny, posranyxeHoro
abo HeposranyxeHoro Ci4-nepdropankokcu, Hesa-
MileHoro abo npuHaMHi MOHO3aMiLeHOoro heHoKcK,
He3amiweHoro abo NpuHarkMHi MOHO3aMiLLEHOro OeH-
30iny, UMKIorekcuny, posrany»(eHoro a6o Heposra-
nyxeHoro Ci.4-nepdropankiny, NR*R®, pe R R®
KOXEH HesanexHo BuMOpaHuii i3 rpynn, sika cknaja-
eTbca 3 H, posranyxeHoro abo HepoaranyxeHoro Ci.
4-ankineHoro pagnkana, -CH2>-CH2-OH i deHiny, kap-
6okcu, amigo, ujaHo, HiTpo, -CH(OH)(cbenin), -
SO:2NH2, -CO-C14-ankiny, -CO-OC1.4-ankiny, SO-C.
s-ankiny, SO2-Ci4-ankiny, -NH-SO.-Ci4-ankiny, ae
Cis-ankin moxe 6ytm posranyxeHnm abo Heposra-
NyKEHUM, He3aMmileHoro abo npuHaMHi MOHO3aMi-
LeHOro deHinbHoro abo HagTMNbLHOrO pagukana n
He3amiweHoro abo npuMHanMHi MoHo3aMileHoro dy-
paHin-, TieHin-, niponin-, imigasonin-, nipasonin-, ni-
PUAONHIN-, NIPUMIONHIN-, XIHONIHIN- | iI30XiIHOMIHINbHOIrO
paavkana, i SKLwo Oyab-saKuin OOuH i3 BKa3aHUX BU LLE
3aMiCHWKIB € MpMHaWMHI MOHO3aMilLEHUM, BKa3aHi
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3aMiCHUKM MOXYTb BYTU nepeBaXHO BMOpaHi i3 rpynu,
AKa CKJ'Ia,ElaeTbCH 3 F, Cl, MmeTuny n meToKCMU;

skwo R i R" ta/abo R15 R YTBOpIOIOTL reTepo-
LUMKIivYHe Kirnbue, Ske 3amiweHe ogHuM abo aexinb-
KOMa 3aMiCHUKaMW, KOKHUI i3 LIMX 3aMiCcHWKIB BUGpa-
HUWI i3 rpynu, sika cknagaetbecs 3 rgpoKCu, ranorexy,
posranykeHoro abo HeposaranyxkeHoro Ci.4-arnkokcu,
posranykeHoro abo HepoaranyxeHoro Ci.s-arnkiny,
po3ranyeHoro abo Hepo3ranyxeHoro C1.
snepdpropankokcu, posranyxkeHoro abo Hepoarany-
xeHoro Ci.4-nepdroparnkiny, amiHo, kapbokcu, amigo,
uiaHo, HiTpo, -SO2NHj, -CO-Cig-ankiny, -SO-Ci.4-
ankiny, SO2-C1.sankiny, -NH-SO2-C1.4ankiny, ne Ci.a-
ankin moxe Oyt posranykeHum abo Heposranyxe-
HUM, He3aMileHoro abo NpuHar¥iMHi MOHO3aMiLLEHOro
eHinbHoro abo HaTUNbHOrO pagvkana W Hesami-
weHoro abo NpuHanMMHI MOHO3aMmilleHoro dypaHin-,
TieHin-, niponin-, imigasonin-, nipasonin-, NipuauHin-,
NiPUMIANHIN-, XIHOMIHIN- | i30XIHOMNIHINBLHOIO paanka-
na, i Aakwo Oyab-sKMI OAWH i3 BKa3aHMX BULLE 3aMic-
HUKIB € NPVHaVMHI MOHO3aMilLleHWM, BKa3aHi 3aMic-
HUKM MOXYTb ByTVM mepeBaxkHO BWOpaHi i3 rpynu, sika
CKna,u.aeTbcm 3 F, Cl, meTuny n MeTOKCI/I

skwo R n R" ta/abo R™ it R™ YTBOPHOKOTE reTepo-
LUMKIiYHe Kinbue, ske MICTUTb oAuH abo AekKinbka iH-
LMX reTepoaTtoMiB Y KinbLi, KOKHWN i3 LMX reTepo-
aToMiB BUGpaHwWii i3 rpynu, sika cknagaetbcs 3N, O 11
S,

AKWO omMH abo aexinbka i3 sarmwkis R-R™ aensiomn
coboto uuknoanicaTMyHUA pagukan, SKUM MIiCTUTb
oavH abo gekinbka retepoaToMiB Y KifbLii, KOXHUW i3
uux retepoatomiB BubOpaHuii i3 rpynn, sika cknaga-
etbcA3N,O, S P,

AKLIO OAMH abo AeKirnbKa i3 3anuLkis R'-R* i1 R'"-R"™®
ABNATL cobol abo BKMOYalOTb reTepoapmanMVl
paavkarn, sikui MicTuTe oguMH abo fekinbka reTepo-
aToOMIB Y KifbLj, KOKHWA i3 LMX reTepoaTomiB BubGpa-
HUI i3 rpynu, aka cknagaeteca3 N, O, S 11 P,
HeobOoBR'I3KOBO Yy hOpMi OQHOrO 3 MOro cTepeoizoMe-
piB, MepeBaXHO eHaHTiOMepiB abo AiacTepeomepis,
noro pauemarty abo y dopmi Cymilli NpMHaNMHi ABOX
Noro crtepeoisomepiB, NepeBaxHO eHaHTioMmepiB abo
piactepeomepiB, y 6yab-9KOMY CNiBBIZHOLUEHHI CyMi-
i, abo roro isionoriYHo NpUMHATHA Cinb abo corb-
BaT, BiANOBIQHO.

2. CI‘IOJ‘IyKVI sa n. 1, ski xapakTepusyloTbCst TUM, LLIO
R' R?% R® R* koxeH HesanexHo BMOpaHun i3 rpynu,
faka cknagaetsca 3 H, F, Cl, Br, Hepo3ranyxeHoro
abo posranyxeHoro, HacmyeHoro abo HeHacu4eHoro,
HeoOOB'I3KOBO MpPUHANMMHI  MOHOo3aMmileHoro Cie-
anigaTMyHoOro pagukana, HacmyeHoro abo HeHacu-
YeHoro, Heob6OB'A3KOBO MPUHAMMHI MOHO3aMiLLEHOrO,
SAKUN HeOOOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poaTtoMm Y kinbui Cag-uuknoanicatmyHoro pagukana,
AKMA MOXe Oyt npuegHaHum HeoBGOB'A3KOBO Yepes
npuHamMHi  MoHo3samilleHy Ci.e-ankineHoBy rpyny
Ta/abo Moxe Oyt KOHAEHCOBaHW HeoOOB'SI3KOBO
NpUHaMMHI 3 MOHO3aMILLEHOK MOHO- ab0 NoniUMKIiY-
HOHO KifnbLEeBOK CUCTEMOID, HEODOOB'I3KOBO NPUHANM-
Hi MOHO3amiweHoro, 5- abo 6-4neHHoro apun- ato
reTepoapurbHOro pagvkana, skuin Moxe 6yt npuea-
HaHUN HeobOB'I3KOBO 4Yepe3 MNpPUHANMHI MOHO3aMi-
weHy Ci.e-ankineHosy rpyny ta/abo moxe Oyt KOH-
JeHcoBaHNmn HeobOoB'sI3K0BO NPUHaMMHI 3
MOHO3aMILLEHO MOHO- abo MOMiLUKIIYHO KifbLe-
BOIO CMUCTEMOIO, HITPO, LiaHo, -OR ", -OC(=O)R"?, -
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SR™ -SOR™ -SO,R™, -NH-SOR' -SO:NHz i1 —
NR"™R'™® rpynu,
R® sBnsie co6ol BoaeHb, HepoaranyxeHui abo pos-
ranykeHumn, HacuyeHnn abo HeHacu4eHun, Heoob-
OB'SI3KOBO  MPUHaAMHI MOHO3aMiLLeHWIA Cie
anigaTMyHun pagukan abo HacuyeHuin abo HeHacu-
YeHUn, HeoBOB'A3KOBO MPUHAMMHI MOHO3aMILLEHUN,
AKUN HeOBOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poatoMm Y Kinbui Cs.s-LUuknoanicdatmyHmin pagvkan,
RG, R7, RS, R® KoXeH HesanexHo BMGpaHu i3 rpynu,
sika CKrnaJaeTbCs 3 BOAHI, HepoaranyxeHoro abto
po3sranyxeHoro, Hacu4yeHoro abo HeHacuMyeHoro, He-
000OB’'sI3kOBO  MpUHaWMHI  MOHo3aMmiweHoro  Cie-
anigaTMyHoro pagukana, HacuyeHoro abo HeHacu-
YeHoro, HeoboB'A3KOBO MPUHAVMHI MOHO3aMiLLEHOrO,
SIKMA HeOOOB'I3KOBO MiCTUTb NPUHANMHI OOMH reTe-
poaToM Y Kinbui Cs.s-LnknoanicaTMyHoro pagukana,
uiaHo 1 COOR" rpynu,
A aBnse cobok MiCTOUKOBY rpyny -CHR™- a6o
CHR™-CH-,
R asnsie cobowo BoaeHb, Hepo3aranyxeHui abo pos-
ranykeHum, HacuyeHun abo HeHacuyeHwn, Heob-
OB'A3KOBO  MPUHaNMHI MOHO3aMiLLEeHWUN Cie-
anicaTMYHUn pagmkan, HacuyeHurn abo HeHacnde-
HUIA, HeOOOB'A3KOBO MNPUHAAMHI MOHO3aMILLEHWN,
AKUN HeOBOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poatoM Yy KinbL Cag-UuknoanipatmuHni pagvkan
abo HeoOOB'sI3KOBO MPUHAWMHI MOHO3aMilLEHWUA, 5-
abo 6-uneHHWn apun- abo reTepoapunbHUIA pagukarn,
AKUA MOXe Oyt npuegHaHun HeoBOB'A3KOBO uYepes
npuHamMHi MoHo3samiweHy Cie-ankineHosy rpyny
Ta/abo mMoxe Oyt KOHAEHCOBaHW HeoOOB'SA3KOBO
NPUHaVMHI 3 MOHO3aMILLEHOK MOHO- ab0 NomMiyMKIiY-
HOIO KifbLEBOI CUCTEMOIO,
R" aense coboto Hepo3aranyxeHui abo poasranyxe-
HUIW, HacuyeHUn abo HeHacuyeHui, HeobOB SA3KOBO
npuHaNMHi mMoHosamileHuin Cie-anidpatmyHnn pagm-
Kan, HacuyeHnr abo HeHacuyeHU, HeobOB'A3KOBO
npuMHavMMH MOHO3aMilleHUA, SIKUA HeoBboB A3KOBO
MiCTUTb NMPUHaMMHI OaWH reTepoaToMm Y KimbLi Ca-g-
uuknoanicdaTMyHui pagvkan, skuin moxe 6ytn npu-
€OHaHWA HeoBOB'I3KOBO Yepe3 MpUHaiMHI MOHO3a-
miweHy Cie-ankineHoBy rpyny Ta/abo moxe Oytn
KOHOEHCOBaHUN HeOobOB'A3KOBO MPUHAMMHI 3 MOHO-
3aMilLleHol MOHO- abo NOoniUUKNIYHOK KiNbLEBOI
cuctemoto, abo HeobOB'SI3KOBO MpPUHAMHI MOHO3a-
MilweHunn 5- abo 6-uneHHMn apun- abo reTepoapusis-
HUM pagukan, Skun moxe 6ytTm npuegHaHun Heob-
OB’AI3KOBO 4Yepe3 npuHaMHi MoHo3amiweHy Cie-
ankineHoBy rpyny Ta/abo moxe Oyt KOHAEHCOBaHWiA
HEeOOOB'sI3KOBO MPUHAMMHI 3 MOHO3aMiLLEHOK MOHO-
abo noniuvknivHO KiNnbLLeBOK CUCTEMOLO, abo
R R" pas3oM 3 MiCTOYKOBUM aTOMOM a3oTy YTBO-
ploloTb HEOOOB'I3KOBO MpPUHAMHI MOHO3aMilleHe,
Hacu4yeHe, HeHacudeHe abo apomaTuyHe, 5- abo 6-
UYrneHHe reTepouVKnivyHe Kirbue, fke MOXe MICTUTU
NpUHaMMHI OAWH HWMI reTepoaToM Y Kinbui Ta/abo
KOHOEHCOBaHUN HeODOB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilLleHOol MOHO- abo NOonMiUUKNIYHOK KiNbLEBO
cucTemMolo,
R' asnsie co6oto BoaeHD, Hepo3aranyxeHui abo pos-
ranykeHum, HacuyeHun abo HeHacuyeHwn, Heob-
OB'A3KOBO  MPUHaNMHI MOHO3aMiLLEeHWUN Cie-
anicaTMYHUn pammkan, HacuyeHun abo HeHacnde-
HUIA, HeOOOB'A3KOBO MPUHAAMHI  MOHO3aMILLEHWN,
AKUN HeOBOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
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poaTtoM Yy Kinbui Css-UMkrnoanidatMyHun pagukan,
AKUA MOXe Oyt npuegHaHuin HeobOOB'A3KOBO Yepes
npuHamMHi MoHo3amilleHy Ci.e-ankineHoBy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHWN HeOOOB’sI3KOBO
NPUHaANMHI 3 MOHO3aMiLLEHOK MOHO- abo noniyuKkniY-
HOO KifbLUEBOK cuctemoto, abo HeoboB s13koBO Npu-
HaMHi MOHO3aMileHWn, 5- abo 6-yneHHu apun-
abo reTepoapunbHUA pagukan, Skun moxe 6yt npu-
€OHaHUA HeoBOB'I3KOBO Yepe3 MpUHaiMHIi MOHO3a-
miweHy Cie-ankineHoBy rpyny Ta/abo moxe 6yTn
KOHOEHCOBaHUN HeODOB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilLleHo MOHO- abo NOonMiUUKNIYHOK KiNbLEBO
cUCTEMOIO,

R™ aBnsie co6oro BoaeHD, Hepo3ranykeHnuin abo pos-
ranykeHun, HacuyeHni abo HeHacnMyeHwn, Heoo-
OB'SI3KOBO  MpPUHaMHI MOHO3aMiLLeHWIA Cie
anigaTMYHUn pagMkan, HacudeHun abo HeHacnue-
HUIA, HeOOOB'A3KOBO MNPUHAMMHI MOHO3aMILLEHWN,
AKUN HeOBOB'A3KOBO MICTUTb MPUHAWMHI OAMH reTe-
poatoM Yy Kinbui Cag-UukrnoanidatmyHmii pagukan,
AKMA MOXe Oyt npuegHaHun HeoBGOB'A3KOBO Yepes
npuHamMHi mMoHo3samileHy Ci.e-ankineHoBy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHWN HeOOOB’sI3KOBO
NpUHaMMHI 3 MOHO3aMiLLEeHO MOHO- abo noniumKniy-
HOK KinbLUEBOK cuctemoto, abo HeoboB A3k0BO Npu-
HaMMHi MOHO3aMmilLeHU 5- abo 6-uneHHK apun- abo
reTepoapurbHUiA pagvkan, sikuii moxe Oytm npuen-
HaHWA HeoOOB'SI3KOBO Yepe3 MPUHaMHI MOHO3aMi-
weHy Cr.e-ankineHoBy rpyny ta/abo moxe Oyt KOH-
[EeHCcoBaHuM HeobO0B'sI3K0BO npuUHaMMHi 3
MOHO3aMILLEHO MOHO- abo MOMiUMUKIIYHO KinbLe-
BOI CUCTEMOIO,

R™ saBnsie coboto HeposranykeHuit abo poaranyxe-
HWUIN, HacuyeHUin abo HeHacuyeHu, HeobOB A3KOBO
npuHamMHi MoHosamiweHun Ci.e-anidpaTuyHnin paan-
Kan, HacuyeHnn abo HeHacuyeHU, HeobOB A3KOBO
NPUHaNMHI  MOHO3aMiLLEHUA, SKUM HeoboB'A3KOBO
MiCTUTb NPUHaVMHI OguH reTepoaTtoM Y kinbuyi Casg
uuknoanidaTMyHUA pagvkan, skuii moxe Oytm npwm-
€OHaHUA HeobOB'A3KOBO Yepe3 MpUHaMHI MOHO3a-
MiweHy Cie-ankineHoBy rpyny Ta/abo moxe 6ytu
KOHOEHCOBaHUN HeOobOB SI3KOBO MPUHANMHI 3 MOHO-
3aMilLleHOl0 MOHO- abo MONILUKIIYHOK KiNbLEBO
cuctemoro, abo HeobOB'AI3KOBO MPUHAMMHI MOHO3a-
MilieHun, 5- abo 6- uneHHui apun- abo retepoapu-
NbHWA pagukarn, SKMn Mmoxe Oyt npuegHaHUn Heob-
OB'AI3KOBO 4epe3 npuHaMHi MoHo3amiweHy Ci.6-
arnkineHoy rpyny ta/abo moxe 6yt KOHOEHCOBaHWUA
HeobOB'I3KOBO NMPUHANMHI 3 MOHO3aMiLLEHOK MOHO-
ab0 NoniLKUKIiYHOIO KirnbLIeBO CUCTEMOIO,

R™ i1 R™ koxeH HesanexHo BUGpaHMit i3 rpynu, sika
CKnagaeTbCa 3 BOOHIO, HepoaranyxkeHoro abo posra-
NyKEHOro, Hacu4eHoro abo HeHacu4veHoro, Heob-
OB'SI3KOBO  MPUHaWMHI MOHO3aMiLLEHOro Cie
anigaTMyHoro pagukana, HacmyeHoro abo HeHacu-
YeHOoro, HeobOB'I3KOBO NMPUHANMHI MOHO3aMiLLEHOTO,
AKUN HeoOOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poaTtoMm Y kinbui Cag-UuknoanicdatmyHoro pagukana,
AKUA MOXe Oyt npuegHaHun HeoBGOB'A3KOBO uYepes
npuHamMHi MoHo3samiweHy Cig-ankineHosy rpyny
Ta/abo mMoxe Oyt KOHAEHCOBaHW HeoOOB'SI3KOBO
NPUHaMMHI 3 MOHO3aMILLEHOK MOHO- ab0 NoniuMKIiy-
HOO KinbLEeBOW cuctemoro, abo Heobor'sA3koBO npu-
HalMHi MoHoO3aMiweHoro 5- abo 6-uneHHoro apun-
abo retepoapusnbHOro pagukana, skum moxe 6ytm
npuegHaHun HeoboB'A3KOBO Yepe3 NpUHanMHi MOHO-
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3amiweHy Ci.e-ankineHosy rpyny ta/abo moxe 6ytn
KOHAEHCOBaHNN HeobOB S13KOBO MNPUHANMHI 3 MOHO-
3aMilleHOl0 MOHO- abo MONILMKIIYHOW KiNbLEBOK
CcUCTEMOIO,
a6o R"™ i R™ pasom 3 MICTOYKOBMM aTOMOM a3oTy
YTBOPKOKOTb Hacu4veHe, HeHacuveHe abo apomaTtnyHe
5- abo 6-uneHHe reTepouukiiyHe Kinble, sike Moxe
Oyt anHa|7|MHi MOHO3aMilleHUM Ta/abo MmicTntu
NpUHaNMHI OOUH A0AaTKOBUM reTepoaToM Y KinbLyi,
R" sBnsie coboto BofeHb, Hepo3aranyxeHui abo pos-
ranykeHum, HacuyeHun abo HeHacuyeHwn, Heob-
OB'A3KOBO  MPUHaNMHI MOHO3aMiLLEeHWUN Cie-
anicaTMYHUn pagmkan, HacuyeHun abo HeHacnde-
HUIA, HeOOOB'A3KOBO MNPUHAAMHI  MOHO3aMILLEHWN,
AKUN HeOBOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poatoM Yy KinbL Cag-UuknoanidpatmuHui pagvkan
abo HeoO6OB'I3KOBO MpPUHAMHI MOHO3aMILLEHWUA 5-
abo 6- uneHHWn apun- abo reTepoapunbHUIA paau-
Kan, skuin moxe Oyt npueaHaHMi HeoBGOoB'A3KOBO
yepe3 npuHaMHIi MoHo3amiweHy C1g-ankineHoBy
rpyny Ta/abo moxe Oyt KOHOEHCOBaHWi Heob-
OB’SI3KOBO MPUHaMHI 3 MOHO3aMILLEHOI MOHO- abo
FIOJ'IILI,I/IKJ'II‘-lHOPO KiNbLIEBOIO CUCTEMOIO,
R™ aBnsie coboto BoeHb, Hepo3aranyxeHui abo pos-
ranykeHumn, HacuyeHn abo HeHacuveHun, Heob-
OB'A3KOBO  MPUHaNMHI MOHO3aMiLLeHWUN Cie-
anipaTMuHMi pagukan, HacuyeHuin abo HeHacude-
HUIA, HeOOOB'NI3KOBO MPUHAMMHI  MOHO3aMILLEHWN,
AKUAN HeOBOB'A3KOBO MICTUTb MPUHAWMHI OOMH reTe-
poatoM y KinbL Cag-uuknoanidpatmuHni pagvkan
abo HeoO6OB'I3KOBO MpPUHAMHI MOHO3aMILLEHUA 5-
abo 6-uneHHW apun- abo reTepoapuUbHUIA pagukan,
AKMA MOXe Oyt npuegHaHunm HeoBOB'A3KOBO Yepes
npuHamMHi MoHo3amilleHy Ci.g-ankineHosy rpyny
Ta/abo mMoxe Oyt KOHAEHCOBaHW HeoOOB'SI3KOBO
NpUHaMMHI 3 MOHO3aMILLEHOK MOHO- ab0 NoniyMKIiy-
HOIO KiNbLEBOK CUCTEMOIO.
3. Cnonykm 3a n. 1 abo 2, siki xapakTepu3yloTbCsa TUM,
Lo R1, R2, R3, R* koxeH HesanexHo BMOpaHun i3
rpynu, sika ckrnagaeteca 3 H, F, Cl, Br, HacnyeHoro,
posranykeHoro abo HeposranyxeHoro, Heob-
OB'AA3KOBO  MPUHANMHI MOHO3aMiLLEeHOro Ci3-
anipatmyHoro  pagukana, HacuMyeHoro, Heob-
OB’SI3KOBO MPUHaVMHi MOHO3aMiLLEHOrO, AKUA Heob-
OB’SI3KOBO MICTUTb NpWHANMHI OAMH reTepoaToMm Yy
Kinbui Cs- abo Cs-umknoanigaTMyHoro pagukana,
AKMA Moxe OyTM npuegHaHuin HeobOB'A3KOBO Yepes
NpuHaAMHi MOH03aMILIJ,eHy C+- abo Cz-aJ'IKIJ'IeHOBy
rpyn;/ HITPO, UiaHo, -OR™ OC(O)R1, -SR™ -
rpynu, nepeBa>KHo BUGpaHun i3 rpynu, sika
cknagaetbea 3 H, F, Cl, CH3z, CH2CH3, CF3, CF2CFs,
LMKIONEHTUAY, LMKINOreKCuny, HiTpo, UiaHo i -OR™,
4. Cnonykun 3a 6y/:gb SKuM 3 nn. 1-3, gKi xapakTepusy-
toTbca TMM, Wo R” aBnse coboto H abo posranyxe-
HUM abo HeposranykeHurn Ciz-arkinbHW pagukan,
nepesaxHo H, CHz a6o CH2CHa.
5. Cnonyku 3a 6y/:u> ﬂKMM 3 nn 1-4, sKi xapakTepuay-
IOTbCA TUM, LLO R R R R® KOXeH He3amnexHo B16G-
paHuii i3 rpynun, sika cknagaetoca 3 H, posranyxeHoro
abo Heposran eHoro Cs.z-arnkinbHoro paavkana,
uiaHo 1 COOR" rpyna nepeBaxHO BMOpaHa i3 rpynu,
ska cknagaetbesa 3 H, CHs, CH2CH3i uiaHo.
6. Cnonyku 3a 6y1%b akum 3 nn. 1-5, aki xapakTepwuy-
toTbest UM, wo R™ siBnsie coboto BogeHb abo posra-
nyxeHuin abo HeposranyxeHui Ci4-ankinbHUn pamm-
Kan.
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7. Cnonyku 3a 6yp,b kMM 3 nn. 1-6, gki xapakTepwusy-
toTbest UM, Wwo R'! BuGpaHnuit i3 rpynu, sika cknaga-
€TbCA 3 He3amilleHoro dueHiny, deHiny, Heob-
OB’S13KOBO npuvHaMMHi MOHO3aMiLLEHOrO
po3sranykeHum abo HeposranykeHum Ci.g-ankinbHum
pagvkanoMm, posranykeHoro abo HeposranyxeHoro
C14-ankokcvipagukana, posranyxeHoro abo Heposra-
nyxeHoro Ci.4-nepdroparnkinsHoro pagukana, posra-
nyxeHoro abo HepoaranyxeHoro Cisa-
nepdropankokcmpaavkana, F, Cl, Br, uuknorekcuny,
deHiny, deHokeun, eHinTio, 6GeH3oiny, uiaHo, -
C(=0)C1.2-ankiny, -C( O)OC1 2-anK|ny, kapbokey, -
CH(OH)((beHln) -NR*R®, e R", R® koxeH Hesanex-
Ho BMGpaHun i3 rpynn, ska cknagaemwcesa 3 H, posra-
nyxkeHoro abo HeposranyxkeHoro Ci4-arkinbHoro
pagukana, -CH2-CH2-OH i He3samiweHoro deHinsHoro
pagvkana,
HesaMiLLeHoro Tia3oslbHOro pagvkana,
rpynu 3aransHoi hopmynu (A)

CH2)n

ae
n o3Havae 1 abo 2,
Xsaensie coboto CH abo N,
Y asnsie cob6oto CHa, O, N-R®, CH-OH a6o C(=0),
R® aBnse coboto H abo posranyxkeHuin abo Hepoara-
nyxeHun Cq4-ankineHum pagvkan,
rpynu copmynu (B)
z
| (B)

X
N

rpynu copmynu (C

@: > ©)

rpynu 3araano'|'cbopmyn|/| (D)

N
—ro ©)
S

ne RP siensie co6oto H a6o posranyxeHun abo Hepos-
ranyxeHun Ci4-ankinbHum pagvkan,
i rpynm 3araan0| dopmynu (E)

oo -

RE siBnsie co6oto H, posranykeHuit ao Heposrany-
XeHnn CigalkinbHuin pagukan abo po3aranyxeHui
abo HeposranyxeHuin Ci4-ankokcupagukan,

W saBnsie coboto 3B’130K MK [ABOMa apoMaTUYHMMM
Kinbusmu, CH2, CH-OH a6o C(=0),

Z ﬂBﬂﬂC coboto CHy, O, S, CH-OH, C(=0) ato N RF
ne RF saBnsie co6oto H abo po3aranyxeHui abo Hepo3-
ranyxeHun Ci.s-ankinbHuiA pagukan.

8. Cnonyku 3a 6y1:u> AKUM 3 1. 1-5, aki xapakTepwu3y-
toTbest M, wo R i R" pasoM 3 MiCTOYKOBUM aTo-
MOM a3oTy yTBOp}O}OTb HacuyeHe 6-uneHHe reTepo-
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UMKniyHe Kinbue, sike € NpUHaiMHi MOHO3aMiLLEHUM
MeTUIbHUM paaukanoM Ta/abo KOHAEHCOBaHUM 3
He3aMmilweHMM abo npuHalNMHi MoHo3aMieHUM de-
HiN- abo UMKNOreKCUIibHUM pagukanom, Ae BKasaHun
deHin- abo LuKnorekCcuIbHWI pagmkan nepeBaxHo €
npuHamMHi MoHo3aMmiweHum F Ta/abo OCHa.

9. Cnonyku 3a 6yab-akmum 3 nn. 1-8, ski xapakTepusy-
toTbcs TUM, Wo R'™ sense co6ow H, Cis-ankinbHui
paavkan, UMKrorekevunbHuin abo deHinsHWin pagukan,
nepeBaxHo H, CH3, C2Hs abo deHin.

10. Cnonyku 3a 6yab-akum 3 nn. 1-9, ki xapakTtepu-
3W0TbCH TUM, LLO R'™ aensie co60t0 H, C1s-ankinbHui
paavkan, LMKrorekevnbHuin abo deHinsHWin pagukan,
nepeBaxHo H, CH3, C2Hs abo deHin.

11. Cnonyku 3a 6yab-akum 3 nn. 1-10, sKi xapakTtepu-
3yI0TbCS TUM, LU0 R" aense coboro H, Ci4-arnkinsHum
paavkarn, LMKkrorekeunbHuin abo deHinsHWin pagukan,
nepeBaxHo H, CH3, C2Hs abo deHin.

12. Cnonyku 3a 6yab-akum 3 nn. 1-11, sKi xapakTtepu-
3ylI0TbCS TUM, LIO R'S i1 R'® koxeH HesanexHo BMG-
paHwn i3 rpynu, sika cknagaetbes 3 H, C14-ankinsHoro
paavkana, UMKIIOreKCMbHOrO M (eHinbHOro paguka-
na, nepeBaxHO BUOpaHWiA i3 rpynu, Ska ckrnagaeTbcs
3 H, CHs, CoHs i cheHiny.

13. Crnonykn 3a 6yab-skum 3 nn. 1-12, aki xapakTepu-
3W0TbCH TUM, LLO R" saBnsie co60t0 H, C1.s-ankinbHui
pagukarn, uuknorekcunbHuin abo deHinbHuiA pagukan,
nepeBaxHo H, CH3, CoHs abo deHin.

14. Cnonyku 3a 6ygb-akum 3 nn. 1-13, sKi xapakTtepu-
3W0TbCH TUM, LLO R'® aBnsie co6oto H, C1.s-ankinHui
pagvkan abo deHinbHWA pagukan, nepeBaxHo H,
CHs abo deHin.

15. Cnonykm 3a 6yab-akum 3 nn. 1-14, sKi xapakTepu-
3yI0TbCS TUM, IO NpUHaNMHI OBa i3 3anuLLKiB R1, R2,
R3, R4, nepeBaxHoO R? 1 RS, He ABMATL cobOK BO-
O€EHb.

16. Cnonyku 3a 6ygb-akum 3 nn. 1-15, sKi xapakTtepu-
3yl0TbCS TUM, LLO R°sBnsie co6oto CH3 a6o CoHs.

17. Cnonyku 3a ogHvm abo aekinbkoma 3 nn. 1-16:

[1] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-2-
un)aueTamig,

2] 2-[4-(2-okco4H-6eH30[d][1,3]okcasmH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)aueTamig,

[3] 2-[4-(2-okco4H-6eH30[d][1,3]okcasmH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-gTop-3 -
unjaueTtamigy rigpoxnopua,

4 N-(4-6eH30indeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuamH-1-injaueTamia,
[5] N-(4-6eH3oindeHin)-2-[4-(2-okco-4H-
6eH3o[d][1,3]JokcasnH-1-in)ninepuannH-1 -injauetamigy
rigpoxnopug,

[6] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnH-1-in]-N-(5-okco-5,6,7,8-
TeTparigpoHadTaniH-2-n)aueTtamigy rigpoxnopua,

[7] 2-[4-(2-okco4H-6eH30[d][1,3]okcasmH-1-
in)ninepnann-1-in]-N-(9-okco-9H-gprop-4-
un)aueTtamigy rigpoxnopua,

[8] N(3-6eH30indeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuamH-1-injauetamigy
rigpoxnopug,

[9] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasunH-1-
in)ninepnanH-1-in]-N-(1-okcoiHgaH-5-n)aueTtamia,
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[10] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(1-okcoiHgaH-5-n)aueTamigy
rigpoxnopua,

[11] N-iHaaH-5-in-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamiay
rigpoxnopua,

[12] N-(2-veTokcmanbeHsodypaH-3-in)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJauetamigy rigpoxnopua,

[13] N-(4-uvknorekcundeHin)-2-[4-(2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[14] 1-{1-[2-(3,4-pnrigpo-2H-xiHoniH-1-in)-2-
okcoetun|ninepnanH-4-n}-1,4-
avrigpoberso[d][1,3]okcasnH-2-0Hy rigpoXnopuAa,

[15] 2-[4-(2-okco-4H-6eH30[d][1,3]okca3nH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-crop-3-mn)-2-
deHinavueTamigy rigpoxnopua,

[16] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-3-
unjnponioHamiay rigpoxnopua,

[171  N-(9-emn-9H-kap6ason-3-in)-2-[4-(2-okco-4H-
6eH3o[d][1,3]okcasunH-1-in)ninepuann-1-injauetamia,
[18]  N-(9-eTun-9H-kapbason-3-in)-2-[4-(2-okco-4H-
6eH30o[d][1,3]okcasnH-1-in)ninepuann-1-injauetamigy
rigpoxnopug,

[19] 2-[4-(6-meTun-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)aueTamig,

[20] 2- [4-(6-meTnn-2-okco-4H--6eH30[d][1,3]okcasuH-
1-in)ninepnauH-1-in]-N-(9-okco-9H-drop-3-
un)aueTtamigy rigpoxnopua,

[21]  N-(9-emn-9H-kap6azon-3-in)-2-[4-(6-veTtun-2-
okco-4H-6eH30[d][1,3]okcasuH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[22] N-(4-umknorekcundeHin)-2-[4-(6-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJauetamig,

[23] N-(4-uvknorekcundeHin)-2-[4-(6-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJaueTamigy rignpoxnopua,

[24]  N-(4-6eHsoindeHin)-2-[4-(6-meTnn-2-okco-4H-
6eH30o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetaminy
rigpoxnopua,

[25] N-(9-meTnn-9H-kap6a3on-3-in)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[26] N-(9,10-giokco-9,10-gurigpoaHTpaveH-2-in)-2-[4-
(2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[27] N-[4-(eTundeHinamiHo)deHin]-2-[4-(2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetaminy
rigpoxnopug,

[28] 2-[4-(6-meTn-2-okco-4H-6en30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-[4-
MeTundeHinamiHo)deHinjauetamigy rigpoxnopua,
[29] 2-[4-(2-okco-4H-6eH30[d][1,3]okcas3nH-1-
in)ninepnann-1-in]-N-[4-cdeHokcndeHinjauetamigy
rigpoxnopua,

[30] N-[4-(i3onponindeHinamiHo)deHin]-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamigy rigpoxnopug,

[31] 3-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)nponioHamigy rigpoxnopua,
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[32] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-eTun-9H«apbason-3-
in)aueTamiay rigpoxnopua,
[33] N-(4-xnopdeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,
[34] 2-[4-(6-xnop-2-okco-4H-6eH3o[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-xnopdeHin)auetamigy rigpo-
xnopwua,
[35] 2-[4-(8-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)aueTtamigy rigpoxnopua,
[36] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-3-
unjaueTtamigy rigpoxnopua,
[37]  N-(9-rinpokcn-9H-dprop-3-unn)-2-[4-(8-metnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepngnH-1-
inJaueTtamigy rigpoxnopua,
[38]  N-(9-rinpokcn-9H-drop-2-nn)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,
[39] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-rigpokcn-9H-crop-3-
un)aueTamigy rigpoxnopua,
[40] N-(9-ewn-9H-kap6ason-3-in)-2-[4-(8-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,
[41] 2-[4-(8-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-
TpudptopmeTundeHin)aueTamiay rigpoxnopua,
[42] 2-[4-(8-meTnn-2-okco-4H-6eH30[d][1,3]okcasznH-1-
in)ninepnanH-1-in]-N-dexinaueTtamigy rigpoxnopua,
[43] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-
TpudptopmeTUndeHin)auetamiay rigpoxnopua,
[44] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-dexinaueTtamigy rigpoxnopua,
[45] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasmH-1-
in)ninepnanH-1-in]-N-(4-
TpudgtopmeTundeHin)auetamigy rigpoxnopua,
[46] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-cdeHinauetamigy rigpoxnopua,
[47] N-(4-xnopdeHin)-2-[4-(8-meTnn-2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuanH-1-injauetamigy
rigpoxnopua,
[48] N-(4-uiaHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-injauetaminy
rigpoxnopua,
[49] N-(4-uiaHoeHin)-2-[4-(8-meTnn-2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuamH-1-injauetamigy
rigpoxnopug,
[50] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-uiaHopeHin)auetamigy  rig-
pOXIopuA,
[51] N-(4-auetmndpeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,
[52] 2-[4-(8-meTnn-2-okco4H-6eH3o[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-peHokcnderin)auetaminy
rigpoxnopug,
[53] N-(4-auetundpeHin)-2-[4-(6-xnop-2-okco-4H-
6en3o[d][1,3]okcasmH-1-in)ninepuanH-1-injauetamigy
rigpoxnopua,
[54] N-(4-aueTundeHin)-2-[4-(8-MmeTun-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-injauetaminy
rigpoxnopua,
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[65] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-cdeHokcudeHin)auetamigy
rigpoxnopua,

[56] N-(4-6eHsoindeHin)-2-[4-(8-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamiay
rigpoxnopua,

[57] N-(4-6eH3oindeHin)-2-[4-(6-xnop-2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepnamH-1-injauetamigy
rigpoxnopua,

[58] N-(2-xnopdpeHin)-2-[4-(6-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1 -injJauetamia,
[59] 2-[4-(6-meTnN-2-okco-4H-6eH30[d][1,3]okcas3nH-1-
in)ninepngnn-1-in]-N-(2-
TpudgTopmeTUndeHin)auetamia,

[60] 2-[4-(6-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-deHinauetamia,

[61] N-(4-uvknorekcundeHin)-2-[4-(8-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJaueTamigy rinpoxnopua,

[62] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnH-1-in]-N-(4-
umKnorekcundeHin)auetamigy rigpoxnopua,

[63] N-(2-6eH3oindeHrin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[64] N-(2-6eHsoindeHin)-2-[4-(8-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamigy
rigpoxnopua,

[65] N-(2-6eHzoindeHin)-2-[4-(6-xnop-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnamH-1-injauetaminy
rigpoxnopua,

[66] N-(2-6eHsoindeHin)-2-[4-(6-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-injauetamia,
[67] 2-[4-(6-meTun-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(4-deHokcnderin)auetaminy
rigpoxnopua,

[68] N-(4-aueTundeHin)-2-[4-(6-meTnn-2-okco-4H-
6eH30[d][1,3]okcasuH-1-in)ninepuanH-1-injauetamiay
rigpoxropua,

[69] N-(9-rinpokcn-9H-drop-3-nn)-2-[4-(2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopug,

[70] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-2-
un)aueTamigy rigpoxnopua,

[71] 2-[4-(6-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-2-
un)aueTtamigy rigpoxnopua,

[72] 2-[4-(8-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-2-
un)aueTtamigy rigpoxnopua,

[73] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcas3nH-1-
in)ninepnann-1-in]-N-(9-rigpokcn-9H-drop-2-
un)aueTamigy rigpoxnopua,

[74]  N-(9-rinpokcn-9H-dprop-2-nn)-2-[4-(6-vetTnn-2-
okco-4H-6eH30[d][1,3]okcasuH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[75] N-(9-rippokcn-9H-prop-2-un)-2-[4-(8-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJaueTamigy rigpoxnopua,

[76] N-(9-rinpokcn-9H-drop-3-nn)-2-[4-(6-vetTnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJaueTamigy rinpoxnopua,

[77]  N-(4-uuknorekcundpeHin)-2-[4-(7-dTop-2-0Kco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJaueTamigy rigpoxnopua,
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[78] N-(9-eun-9H-«ap6ason-3-in)-2-[4-(5-dTop-2-
okco-4H-6eH30[d][1,3]JokcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,
[79] N-(9-etmn-9H-+«ap6ason-3-n)-2-[4-(6-meTOKCU-2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,
[80] N-(9-emn-9H-kap6ason-3-in)-2-[4-(7-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,
[81] 2-[4-(5-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnH-1-in]-N-(9-etun-9H-«apbason-3-
in)aueTamigy rigpoxnopua,
[82] 2-[4-(5-¢rop-2-0kco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(4-cdeHokcudeHin)auetaminy
rigpoxnopua,
[83] 2-[4-(6-veTokcu-2-okco-4H-6eH30[d][1,3]okcasuH-
1-in)ninepmawH-1-in]-N-(9-okco-9H-crop-3-
un)aueTamig,
[84] N-gnbersodypaH-2-in-2-[4-(8-meTokcu-2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJavetamig,
[85] 2-[4-(7-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-gubeHsodypaH-2-inavueTtamig,
[86] 2-[4-(6-dprop-2-0kco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-grop-3-
un)aueTamig,
[87] 2-[4-(7-dTOp-2-0KCO-4H-6eH30[d][1,3]okcasmH-1-
in)ninepnanH-1-in]-N-(9-rigpokcn-9H-crop-3-
un)aueTamig,
[88] N-(9H-kap6ason-3-in)-2-[4-(5-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injaueTamia,
[89] N-(9H-«apbason-3-in)-2-[4-(5-dTop-2-0KCO-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuann-1-njauetamig,
[90] N-(9H-«apbaszon-3-in)-2-[4-(6-meToKCM-2-0KCO-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
injauetamig,
[91] N-(9-etTvn-9H-+«ap6ason-3-n)-2-[4-(5-meToKCU-2-
okco-4H-6eH30[d][1,3]JokcasumH-1-in)ninepnanH-1-
inJavetamig,
[92] 2-[4-(5-meTokcu-2-okco-4H-6eH30[d][1,3]okca3uH-
1-in)ninepnawH-1-in]-N-(4-deHokandperin)avetamig,
[93]  N-(9-rigpokcn-9H-dprop-3-un)-2-[4-(7-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepngnH-1-
inJauetamig,
[94] N-(9-rigpokcn-9H-dprop-3-mn)-2-[4-(8-meTokcn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnagnH-1-
injauetamig,
[95] N-gubeHsodypaH-2-in-2-[4-(5-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injaueTtamia,
[96] N-[4-(eTundeHinamiHo)dpeHin]-2-[4-(7-meTnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamig,
[97]  N-(9H-kap6ason-3-in)-2-[4-(8-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-njauetamia,
[98] N-[4-(eTundreHinamiHo)deHin]-2-[4-(8-veTokcn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJaveTtamig,
[99] N-(9-rigpokcn-9H-prop-4-mn)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamia,
[100] N-[4-(rigpokcudpeHinmeTun)deHin-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamig,
[101] N-[4-xnop-2-(2-xnop6eH3oin)deHin]-2-[4-(6-
MeTun-2-okco-4H-6enso[d][1,3]okcasunH-1-
in)ninepnanH-1-injauetamig,
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[102] N-[4-xnop-2-(2-xnop6eH3oin)deHin]-2-[4-(2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[103] N-[4-xnop-2-(2-xnop6eH30in)deHin]-2-[4-(8-
MeTun-2-okco-4H-6eH3o[d][1,3]okca3unH-1-
in)ninepnanH-1-injauetamigy rigpoxnopug,

[104] N-[4-xnop-2-(2-xnop6eH30in)deHin]-2-[4-(6-
xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnn-1-injauetamigy rigpoxnopua,

[105] 2-[4-(7-meTun-2-okco-4H-6eH30[d][1,3]okcasuH-
1-in)ninepnaun-1-in]-N-Ttiazon-2-inauetamia,

[106] 2-[4-(6-dTop-2-0KCcO-4H-BeH30[d][1,3]0KCa3MH-
1-in)ninepnguH-1-in]-N-Ttiazon-2-inauetamia,

[107] N-gubeHsoTiodeH-2-in-2-[4-(5-meTokcn-2-0Kco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJauetamig,

[108] 2-[4-(7-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-onbensoTiodeH-2-inaueTamia,
[109] 2-[4-(5-rigpokcun-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(4-
eHOKcudeHin)aueTamia,

[110] 1-{1-[2-(3,4-purigpo-1H-i3oxiHoniH-2-in)-2-
okcoetunininepuanH-4-in}-1,4-
avrigpo6eHso[d][1,3]okca3nH-2-0Hy rigpoxnopua,
[111] 2-[4-(6-¢TOp-2-0KCO-4H-6eH30[d][1,3]0KCa3MH-
1-in)ninepnawH-1-in]-N-xiHoniH-6-4naueTamig,

[112] 2-[4-(6-veTOKCK-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n}-N-xiHoniH-
6-inaueTamin,

[113] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-xiHoniH-6-inaueTamig,

[114] 2-[4-(6-dbTOp-2-0KCO-4H-BeH30[d][1,3]0KCa3mH-
1-in)ninepnawH-1-in]-N-(2-meTunbeHsoTtiazon-5-
in)auetamig,

[115] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(2-vetmn6eH3oTiason-5-
in)auetamig,

[116] 2-[4-(6-veTOKCU-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-in]-N-(2-
MeTunbeH3oTiazon-5-in)auetamia,

[117] N-(3-gumeTnnamiHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injaueTtamia,
[118] N-(4-gumeTnnamiHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-injauetamia,
[119] N-(3-gumeTunamiHodeHrin)-2-[4-(8-vetnn-2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJauetamig,

[120] N-(4-opmmeTunamiHodeHrin)-2-[4-(8-vietnn-2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJavetamig,

[121] N-(3-oumeTunamiHodeHin)-2-[4-(6-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamig,

[122] N-(4-mgmmeTnnamiHodeHin)-2-[4-(6-metnn-2-
okco-4H-6eH30[d][1,3]okca3mH-1-in)ninepnanH-1-
inJauetamig,

[123] N-(4-pieTnnamiHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-njauetamia,
[124] MeTUNoBUN edip 2-{2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-
inJaueTMnamiHo}6eH30MHOT KnCcnoT,

[125] metunosun edip 2-{2-[4-(8-meTnn-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnanH-1-
inJaueTMnamiHo}6eH30MHOT KnCcnoT,
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[126] N-(2-meTokcmambeHsodypaH-3-in)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamigy rigpoxnopua,
[127] N-2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(2-
MeTokcmambeHsodypaH-3-in)aueTamiay rigpoxnopua,
[128] memunosuin ediip 2-{2-[4-(6-x10p-2-0kco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnannH-1-
inJaueTMnamiHo}6eH30MHOT KncnoT,
[129] metunosun edip 2-{2-[4-(6-meTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-
injJaueTnnamiHo}oeH30MHOT KUCnoTH,
[130] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasznH-1-
in)ninepnann-1-in]-N-(4-
aieTmnamiHodpeHin)auetamigy gurigpoxnopua,
[131] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasmH-1-
in)ninepngnH-1-in]-N-{4-[eTnn-(2-
rigpokcieTun)amiHoldeHin}aueTamigy gurigpoxnopua,
[132] N-{4-[etnn-(2-rigpokcieTnun)amiHo]deHin}-2-[4-
(6-meTnn-2-okco-4H-6eH3o[d][1,3]okcazunH-1-
in)ninepnanH-1-injauetamigy gurigpoxnopwua,
[133] N-(4-gieTunamiHodbeHin)-2-[4-(6-MeTUn-2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepuanH-1-
inJauetamigy gurigpoxnopua,
[134] N-(4-pietTmnamiHogeHin)-2-[4-(8-meTnn-2-okco-
4H-6eH30[d][1,3]okcaanH-1-n)ninepuanH-1-
inJauetamigy gurigpoxnopua,
[135] N-{4-[eTnn-(2-rigpokcieTun)amiHo]deHin}-2-[4-
(8-meTnn-2-okco-4H-6eH3o[d][1,3]JokcasunH-1-
in)ninepnanH-1-injJauetamigy gurigpoxnopua,
[136] N-6eH30[1,3]giokcon-5-in-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuamH-1-injaueTamia,
[137] N-6en30[1,3]aiokcon-5-in-2-[4-(6-MeTUn-2-okco-
4H-6eH30[d][1,3]okcaaunH-1-in)ninepnauH-1-
inJaveTtamig,
[138] N-6eH30[l,3]miokcon-5-in-2-[4-(6-xnop-2-0Kco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJaueTaHig,
[139] N-6en30[1,3]niokcon-5-in-2-[4-(8-mMeTun-2-okco-
4H-6eH30[d][1,3]okcaanH-1-n)ninepuanH-1-
inJauetamig,
[140] N-{4-[eTun-(2-rinpokcieTnn)amiHo]peHin}-2-[4-
(2-okco-4H-6eH3o[d][1,3]okcasuH-1-n)ninepnanH-1-
inJauetamigy gurigpoxnopua,
[141] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasmH-1-
in)ninepnanH-1-in]-N-(4-
anmeTunamiHogeHinjaueTamigy avrigpoxnopua,
[142] N-(9-rinpokcn-9H-drop-3-nn)-2-[4-(4-metmn-2-
okco-4H-6eH30[d][1,3]JokcasumH-1-in)ninepnanH-1-
inJavetamig,
[143] N-(9-eun-9H-kap6ason-3-in)-2-[4-(4-vietnn-2-
okco-4H-6eH30[d][1,3]okcasunH-1-in)ninepnanH-1-
inJauetamig,
[144] 2-[4-(4-weTnn-2-okco-4H-6eH30[d][1,3]okcasmH-
1-in)ninepnawH-1-in]-N-(4-deHokanderin)auetamig,
[145] 2-{2-[4-(2-okco-4H-6eH30[d][1,3]okcasmH-1-
in)ninepngnH-1-injauetamiHo}6eH30iHa kucrnoTa,
[146] 1-{1-[2-(6-cbTOP-2-METNN-3,4-anrigpo-2H-
XiHOMiH-1-in)-2-okcoeTun]ninepnanH-4-in}-1,4-
aurigpo6eH3o[d][1,3]JokcasnH-2-0H,
[147] 6-xnop-1-{1-[2-(6-dTOP-2-MeTUN-3,4-AMrigpo-
2H-xiHoniH-1-in)-2-0kcoeTunininepuauH-4-in}-1,4-
avrigpo6eH3o[d][1,3]JokcasnH-2-0H,
[148] 1-{1-[2-(6-dpTOp-2-MeTUN-3 ,4-Anrigpo-2H-
XiHOMiH-1-in)-2-okcoeTun]ninepuanH-4-in}-6-vetnn-
1,4-purinpo6enso[d][1,3]okcasnH-2-0H,
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[149] 1-{1-[2-(6-dbTOp-2-MeTUN-3,4-anrigpo-2H-
XiHONiH-1-in)-2-okcoeTun]ninepuanH-4-in}-8-metun-
1,4-purigpo6eHnso[d][1,3]okcasnH-2-0H,

[150] 1-{1-[2-(6-veTOKCN-2,2 ,4-TPUMEeTNN-3,4-AUrigpo-
2H-xiHoniH-1-in)-2-okcoeTnnininepngnH-4-in}-1,4-
aurigpo6eH3o[d][1,3]JokcasnH-2-0H;

[151] 6-xnop-1-{1-[2-(6-veTokcn-2,2,4-TpymeTnN-3,4-
avrigpo-2H-xiHoniH-1-in)-2-okcoetun]ninepnanH-4-
in}-1,4-gurinpo6enso[d][1,3]JokcasnH-2-0H,

[152] 1-{1-[2-(6-veTOKCN-2,2 ,4-TpUMeTUN-3,4-Auriopo-
2H-xiHoniH-1-in)-2-0kcoeTunininepuanH-4-in}-8-
metun-1,4-gurigpobeH3so[d][1,3JokcasmH-2-0H,

[153] 1-{1-[2-(6-meTOKCMK-2,2,4-TpMETUN-3,4-Aunriapo-
2H-xiHoniH-1-in)-2-0kcoeTun]ninepnanH-4-in}-6-eTmn-
1,4-purinpo6enso[d][1,3]okcasnH-2-oH,

[154]  N-(9-rigpoken-9H-prop-3-un)-2-[4-(2-okco-7-
TpudgTopmeTnn-4H-6eH30[d][1,3JokcasnH-1-
in)ninepnann-1-injauetamia,

[155] N-(9H-«apba3son-3-in)-2-[4-(2-okco-7-
TpudgTopmeTnn-4H-6eH30[d][1,3JokcasnH-1-
in)ninepngnH-1-injaueTtamia,

[156] 2-[4-(2-okco-7-TpucpropmeTnn-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnanH-1-in]-N-(4-
beHoKcudeHin)aueTtamia,

[157] 1N-(9-emn-9H-«kapbason-3-in)-2-[4-(2-okco-7-
TpudgTopmeTun-4H-6eH30[d][1,3JokcasmnH-1-
in)ninepngnn-1-injauetamia,

[158] 2-4-(6,7-pndrop-2-okco-4H-
6en3o[d][1,3]okcasmH-1-in)ninepuamH-1-in]-N-(9-
rigpokem-9H-prop-3-nn)auetamia,

[159] N-(9H-«ap6ason-3-in)-2-[4-(6,7-gpmdTop-2-0KCO-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamig,

[160] 2-4-(6,7-pndrop-2-okco-4H-
6eH30[d][1,3]okcasuH-1-in)ninepuamH-1-n}-N-(4-
deHoKcugeHin)aueTamia,

[161] 2-4-(6,7-gndprop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n}-N-(9-etmn-
9H-kap6azon-3-in)aueTtamia,

[162] 2-[4-(4-meTun-2-okco-4H-6eH30][1,3]JokcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)aueTamia,

[163] 2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(3 -
anmeTunamiHodeHin)aueTtamia.

18. Cnocib ogepxaHHA noxigHUX OEH30KCa3UHOHY 3a
nn. 1-17, SkMin xapakTepu3yeTbCsa TUM, LLO NPUHANAMHI
OfHY cnonyky 3aranbHoi opmyrnu (Il)

N (1
R10 R11
ne R R™ matotb BrazaHi B n. 1 3HauJeHHs, nigaa-
I0Tb peakuii NpyHaiMHi 3 OOHIEl0 CONYKOK 3aranbHOl
dopmynu (lI1)
(0]

)J\ _G (I

F A

ne A Mae 3HayeHHs, BkasaHe B n. 1, F aBnsae coboto
ranoreH, rigpokcn abo O-auunbHy rpyny U G sense
cobolo ranoreH, NepeBaXHO XOp, y MpuaaTHOMY
peakuiiHoMy cepefioBULL} 1 Yy NPUCYTHOCTI MPUHANMHI
OfHi€el ocHoBM Ta/abo NpMHaMMHI OQHOrO AOMOMbKHO-
ro areHTa, i 34iNCHI0ITb peakLito OTPUMaHOI B TaKUN
cnoci6 cnonyku 3aranbHoi gopmynu (1V)
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(V)

oe A G, R 1 R" maloTb Bu3HaveHi BULLE 3HAYEHHS,
NPUHaVMHI 3 OOHIEKD CNONYKOK MiNepuanHy 3aranbHoi
dopmynu (V) i/abo noro cinnto, nepeBaxHO rigpo-
Xropuaom,

R! R®
R2
0
A
R3 N o)
R4 V)
R9 Ré
Re H R7

ae R'-R® maloTb 3HaueHHsi, BkasaHi B n. 1, y npugat-
HOMY peaKUiiHOMy cepefoBulli, HeobOOB'SI3KOBO B
NPUCYTHOCTI NpUHanMHi opHiei ocHoBM Ta/abo npwu-
HalMHi O[IHOTO JOMOMPKHOIO areHTa.

19. Cnoci6 opgepxaHHA Gi3ioNoriYHO NPUIHATHOT coni
noxigHoro 6eH30kca3uHOHY 3a nn. 1-17, sk xapak-
TEPU3YETHCS TUM, LLO NPUHaMMHI OOHY CMOMyKy 3ara-
nbHoi ¢opmynu (I), ska Mae NpUHaNMHI OOHY OCHOB-
Hy rpyny, niggalTb peakuii NpuHamMH 3 OAHieo
KMCMOTO, MEpPEeBaXHO HeopraHiyHow abo opraHiy-
HOIO KMCMOTO, NEPEBaKHO B NMPUCYTHOCTI NpuaaTHoO-
ro peakujiHoro cepenoBuLLa.

20. Cnocib ogepxaHHS ¢i3ionoriyHo NPUIHATHOT coni
noxigHoro 6eH30kca3uHoHy 3a nn. 1-17, skui xapak-
TEPU3YETLCA TUM, LLO NPMHANMHI OAOHY CMONYKY 3ara-
nbHoi dopmynu (1), aka Mae NpUHaWMHi OHY KMCNOT-
Hy rpyny, niggatoTb peakuii NpyHaWMHi 3 OAHiE
OCHOBOI, NEpeBaKHO B MPUCYTHOCTI NpuAaTHOroO
peakuiiHOro cepegoBmLa.

21. Cnonyku 3aranbHoi coopmynu (V) 3a n. 18:

[11 6-meTtun-1-(ninepuguH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[2] 7-memun-1-(ninepnguH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[8] 8-metun-1-(ninepnguH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[4] 5-xnop-1-(ninepuavH-4-in)-1,4-pgurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[5] 6-xnop-1-(ninepuavH-4-in)-1,4-purigpo-2H-3,1-
6eH30KCca3MH-2-0H,

[6] 8-xnop-1-(ninepnawH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[7] 6-drop-1-(ninepnanH-4-in)-1,4-gurigpo-2H-3,1-
6eH30KCca3MH-2-0H,

[8] 7-dprop-1-(ninepuauH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H,

[9] 5-meToKCu-1-(ninepuavH-4-in)-1,4-gurigpo-2H-3,1-
6eH30KCca3MH-2-0H,

[10] 6-meToken-1-(ninepnanH-4-n)-1,4-gurigpo-2H-
3,1-6eH30oKkcasnH-2-0H,

[11]  5-rigppoken-1-(ninepnanu-4-in)-1,4-gurigpo-2H-
3,1-6eH30KCa3nH-2-0H,

[12]  6-rigpokcn-1-(ninepnanH-4-n)-1,4-gurigpo-2H-
3,1-6eH30KkcasnH-2-0H,

[13]  8-rigpoken-1-(ninepnanH-4-n)-1,4-gurigpo-2H-
3,1-6eH3oKkcasnH-2-0H,

[14] 6,7-androp-1-ninepnanH-4-in-1,4-
aurigpo6eH3o[d][1,3]JokcasnH-2-0H i
[15] 1-ninepnanH-44n-7-tpudpropme™n-1,4-

aurigpo6eH3o[d][1,3]JokcasnH-2-0H,

HeobOoB’'I3K0BO y hopMi ix conen.

22. Nikapcbknin 3acib, SKMA MICTUTb NMPUHANMHI ogHe
noxigHe 6GeH30kca3vHOHY 3a Oyab-sikum i3 nn. 1-17,
HeoboB'I3K0BO Yy hOpMi OQHOrO 3 Oro cTepeoizoMe-
piB, MepeBaXHO eHaHTIOMepiB abo AiacTepeomepis,
noro pauemarty abo y dopmi Cymili npMHaiMHi ABOX
Noro crtepeoisomepiB y Oyab-ssKOMY CiBBIigHOLLEHHI
cymiwi, abo noro qisionorivHo NpPUIAHATHY cinb abo
conbBaT, BiAnoBigHo, i HeoboB'A3KOBO OAMH abo ade-
Kinbka hapMaueBTUYHO NPUNHATHUX a4 lOBaHTIB.

23. Nikapcbkuin 3acib 3a n. 22 Ans perynoBaHHSA pe-
uenTtopis Henponentudy Y, nepeBaxHO peuenTtopa
Henponentuay Y 5 (NPY5), ona perynioBaHHA Tpas-
NeHHs, nepeBaxHo Ans npodinaktmkn Ta/abo niky-
BaHHS 3aXBOPIOBaHb TPABMEHHS, NEPEBAKHO OXMPIH-
HS1, aHopekdii abo Gynimii, Ans npodinakTkm Ta/ato
nikyBaHHs 3axBoploBaHb nepudepruyHoi  HepBOBOI
CUCTEMU, 3axXBOPIOBaHb LieHTpanbHOI HepPBOBOI CUC-
Temu, giabeTy, apTpuTy, eninencii, Hecrnokoto, aenpe-
Cil, 3aXBOPIOBaHb CNPUINHATTHA, MEPEBAXHO MOPYLLEHb
nam’aTi, cepLeBO-CyOUHHUX 3axBopioBaHb, 6o0nio,
rinepTeH3MBHOIO CUHAPOMY, 3anarnbHUX 3aXBOPOBaHb
ab0 iIMYHHMX 3aXBOPIOBaHb.

24. 3actocyBaHHSA NPUHANMHI OOHOTO NOXiAHOrO GeH-
30KCa3nHOHY 3a Oyab-skum 3 nn. 1-17, HeoboB'A3KOBO
y dhopMi ogHOro 3 MOro crtepeoisomepiB, NepeBaxHO
eHaHTiomepiB abo gjactepeomepiB, MOro pauemaTty
abo y copmi cymili npuHa¥MHi OBOX MOro cTepeo-
i3omepiB y 6yab-akomy cniBBigHOLWIEHHI cymiwi, abo
noro isionoriyHo NpuRHATHOI coni abo cornbBary,
BiONOBIAHO, AN BUPOOHMUTBA MiKapCbKOro 3acoby
Ans npodinakTMkn abo nikyBaHHA 3axBOplOBaHb Tpa-
BMEHHS, NEPEBAXKHO OXMPIHHS, aHOpeKdT abo Bynimii.

[Oanun BnHaxig ctocyeTtbest nMoxigHux 6eH3okca-
3MHOHY 3aranbHoi cdopmynu (l), cnocobis ix opep-
XaHHs1, nikapcbknx 3acobiB, SKi MiCTATb TaKi Conykwy,
a TaKoxX iX 3aCTOCyBaHHA ANs oJepXaHHs NikapCbKo-
ro 3acoby Aonsa nikyBaHHa noanHn abo TBApMHK.

Henponentua Y (NPY), Bneple BuaineHuin 3 ex-
CTpakTiB MO3KYy cBuHi [Tatemoto i iH. Nature 1982,
296, 659], aBnae coboto 36-aMiHOKMCINOTHUIA NenTua,

AKAA HanexuTb OO CiMencTBa MaHKpeaTUyHWUX Mofni-
nenTuaiB, i € OAHUM 3 HANMOLIMPEHIUMX NenTuaiB y
rofloBHOMY MO3KY 1 Y LleHTparibHii HepBOBIl CUCTEMI.
Kpim Toro, NPY nowmpeHnin Takox y AesKUX 4yactu-
Hax nepndepnyHOi HEPBOBOI CUCTEMMN.

Oeski pocnimkeHHs MpLITYCTUNKM iCTOTHY pofb
NPY y peryntoBaHHi TpaBneHHs 1, 30Kpema, y xap4o-
BUX ANCHYHKUIAX, TaKUX SK OXMPIHHA, aHOopeKcCis ¢
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6ynimia. NPY € 0cobnmMBO KOPUCHUM SK MOTY>XHWIA
CTUMYNSTOP TpaBneHHs. Tak, BiAOyBaeTbCsl 3HaA4He
niaBvLeHHA aneTuty npu BBeAeHHi NPY 6eanocepe-
aHbo B LUHC cummx muwen [Clark J. T. i iH.
Endocrinology 1984, 115, 427; Levine A. S. i iH.
Peptides 1984, 5, 1025; Stanley B. G. i iH. Life Sci.
1984, 35, 2635; Stanley B. G. i iH. Proc. Nat. Acad.
Sci. USA 1985, 82, 3940]. 3 iHworo 6oky, NPY moxe
BigirpaBaTu porb Yy perynoBaHHi (OYHKUiIN CPURHAT-
T4, Hanpuknag, nam'ati [Flood J. F. i iH. Brain Res.
1987, 421, 280; Redrobe J. P. i iH. Brain Res. 1999,
848, 153], i € gitounm npm osHakax Hecnokoto [Heilig
M. i iH. Reg. Peptides 1992, 41, 61] i genpecii [Heilig
M. i iH. Eur. J. Pharmacol. 1988, 147, 465].

NPY Takox nowmpeHui y nepucepuyHii cucrte-
Mi. Jesiki gocnimpkeHHs nokasanu, Wwo BiH Moxe Bytn
BKJIHOMEHWUI cepef iHWoro B rinepTeH3usHi [Michal M.
C: i iH. J. Hypertens. 1995, 13, 153] i aHanreTMyHi
[Gehlert D. R. Life Sci. 1994, 55, 551] npouecu.

[No6Gpe BuBYeHi eHOoreHHi Ginku, siki CTaHOBNATL
NPY-3B'a3yBanbHi peuentopu. [eski 3 HuUX 6ynu kro-
HOBaHi " ekcnpecoBaHi. 3apa3 BiAOMO LWICTb Pi3HMX
niaT™Mnie peuenTtopis, a came, Big Y1 go Y6, [Hispkind
P. A i iH. Annu. Rep. Med. Chem. 1996, 31, 1;
Grunemar L. i iH. TIPS Reviews., 15, 153]. KoxeH
niamn peuentopa NPY 3B1MYanHo 3B'A3aHMN 3 Pi3HOIO
GionoriyHot akTMBHicTIO. Hanpwuknag, peuentop Y2
BKMIOYEHUN B iHOYKLiO KOHBYNbCINA Y wypis [Dumont
Y. iiH. Brit. J. Pharmacol. 2000, 129, 1075].

OcTaHHiM 0OyB igeHTUdikoBaHM peuentop Y5
[Hu n in. J. Biol. Chem. 1996, 271, 26315]. [loBeae-
HO, Wo peuenTop Y5 Mae yHikanbHUn apmakonoriy-
HUIM Npodine TPaBMEHHSA B MOPIBHAHHI 3 iHWMMW nig-
mMnamu peuentopa. Tonm dakT, wo nenmmg [D-
Trp32]NPY, cenekTMBHUI aroHicT Y5-peuentopa 6e3
crnopigHeHocTi ao Y1 peuenTtopa, CTUMYIOE Tpas-
neHHs B wypiB [Gerald C. i iH. Nature, 1996, 382,
168], niaTBepKye rinoTe3y npo Te, Wo peuentop Y5
3B'A3aHU 3 HAAJIULLKOBUM CnoXuBaHHAM iKi. OTke,
cnonykn-aHTaroHict peuentopa Y5 mMoxyte Oyt
eeKTMBHMMN ANA iHriOyBaHHA TpaBreHHa N ayxe
KOPUCHUMU [N KOHTPOMK 3axXBOPHOBaHb, TaKMX siK
OXUPiHHS abo 3axBOpIOBaHb TPABIEHHS, NEPEBAKHO
aHopekdii abo 6ynimii, abo piabetis, apTputy abo
eninencii.

Bynn onucaHi geski HenenTMAHI aHTaroHicTn
NPY5. Tak, oTpumaHi 2-aMiHOXiHA30MiHOBI MOXigHI
[WO 9720823, 1997 (Novartis AG)], cynbcoHamiam
[WO 9719682, 1997 (Synaptic Phammaceutical
Corp.)], nipasorm [WO 9824768, 1998 (Banyu
Phamaceutical Co., Ltd)], amiHonipygmHn [WO
9840356, 1998 (Banyu Phamaceutical Co., Ltd)], N-
aparkin-2-tetpaniHamiHn [WO 0020376, 2000 (Ortho
McNeil Phamaceutical Inc.)], geski amigm [WO
9835957, 1998 (Bayer Corp.)], nipuguHosi n nipnmi-
anHosi noxigHi [WO 9940091, 1999 ( Amgen Inc.)],
kapbasonu [WO 0107409, 2001 (Astra Zeneca AB.)] i
cnipoisoxiHoniHoHn [WO 0113917, 2001 (Bristol-
Myers Squibb Co.)].

MoxigHi GeH30KCa3nHOHY, siki MatoTb GionorivHy
aKTMBHICTb BigHOCHO peuenTopiB NPY, He onucaHi B
PiBHi TEXHIKM. €OUHUMW PO3KPUTTAMMU NOXIOHUX BEH-
30KCa3nHOHY 3 BIioNoriYHOK aKTUBHICTIO, siIka CTOCY-
€TbCA aHTaroHictiB P2X7-peuentopu, CTOCYeTbCA
nikyBaHHa 3ananbHWX, iMyHHMX abo cepueBo-
CyouHHMX 3axsoptoBaHb [WO 01044213, 2001

(Astrazeneca AB)], aHTaroHicTiB peLentopa OKCUTO-
UMHy, npugaTtHux y Tokororii [WO 9725992, 1997
(Merck Co., Inc.)], oo aHTaroHicTiB ale agpeHeprivyHo-
ro peuentopa [WO 9528397, 1955 (Merck Co., Inc.)]
abo iHribiTopiB depmeHTy dapHeaunnpoTeiHTpaHc-
depasun [WO 9738665, 1997 (Merck Co., Inc.)].

Tak, MeTOol JaHOro BUHAXO4y € OOepXKaHHA Ho-
BMX CMOMNYK, AKi € NpUAATHUMU, 30KpEMa, SIK aKTUBHI
pPEYoBMHU B NiKapcbkMx 3acobax, NnepeBakHo B nikap-
Cbkux 3acobax ons perynioBaHHs peuenTopiB HENpo-
nentmgy Y, 0cobnnBO NepeBakHO peLenTopa Henpo-
nentnay Y 5 (NPY5), ona perynioBaHHS TpaBreHHs,
nepeBaxHO Ana npodinaktukn Ta/abo nikyBaHHA 3a-
XBOPIOBaHb TPaBMEHHS, NEPEBAKHO OXKUPIHHS, aHo-
pekdii, ©Oynimii abo pgiabetiB, Ana npodinakTukn
Ta/abo nikyBaHHS1 3axBOpIOBaHb MepudepuyHoi Hep-
BOBOI CUCTEMMU, 3aXBOPIOBAHb LIEHTparnbHOI HEPBOBOI
CMUCTEMMU, HECMNOKOI, Aenpecii, NOpYyLeHb CMPUMHAT-
T4, MNEepeBaXHO MOpylweHb naMm'aTi, CcepLeBo-
CYyOMHHWX 3axBoploBaHb, Oonto, eninencii, apTputy,
rinepTeH3MBHONO CUMHAPOMY, 3anarnbHUX 3axBoplo-
BaHb, IMYHHMX 3aXBOPIOBaHb N HLUMX 3aXBOPHOBaHb,
onocepeakoBaHux NPY5, y ccaBuiB, BKMAOYaum mnio-
OVIHW.

BkasaHa wmeTa pocsaraetbca  3abesneyeHHAM
Ccnonyk-noxigHNMXx 6eH30KCa3nHOHY 3aranbHoi opmy-
(1),
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R1, Rz, Ra, R* koxeH HesarnexHo BMOpaHun i3
rpynu, sika ckragaeTbCa 3 BOAHHO, ranoreHy, Hepos-
ranykeHoro abo po3ranykeHoro, HacuyeHoro abo
HeHacM4yeHoro, HeobOB'I3KOBO MpPUMHANWMHI MOHO3a-
MileHoro anicatmyHoro pagvikana, HacuyeHoro ato
HEeHacn4yeHoro, HeobOB'I3KOBO MPUHANWMHI MOHO3a-
MilLEeHOro, SIKUA HeOOOB'A3KOBO MICTUTb MPUHANMHI
OAVH reTepoaToM Yy KinbLi umkrnoanidatmyHoro pagm-
Kana, skunm moxe Oyt npueaHaHuin HeobOB'A3KOBO
Yyepes MpUHaMHI MOHO3aMiLLEHY arnkineHoBy rpyny
Ta/abo mMoxe Oy KOHOEHCOBaHMI HeOoOOB'I3KOBO
NpUHaMMHI 3 MOHO3aMiLLEeHO MOHO- abo noniunKniy-
HOHO KiNnbLEBOK CUCTEMO, HEOOOB'A3KOBO MPUHANMHI
MOHO3aMiLleHoro apurn- abo retepoapuiibHOro paam-
Kana, skun moxe 6yTM npuegHaHUn HeoBOB'A3KOBO
Yyepes NpUHaNMHi MOHO3aMiLLEeHYy arnkineHoBy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHWN HeOOOB'I3KOBO
NPUHaMMHI 3 MOHO3aMiLLEHO MOHO- abo noniuMKiy-
HOK KiNbLIeBO CUCTEMOI, HITPO, UiaHo, -OR12, -
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OC(=0)R", -SR"* -SOR™, -SOR' -NH-SOR"™, -
SOzNH2 1 -NR™R"® rpynu,

R® npepncraensie coGolo BOgeHb, Hepoaranyxe-
HUM abo posranykeHnn, HacuyeHu abo HeHacuye-
HUN, HeoOOB'A3KOBO MNPUHAMMHI  MOHO3aMiLLEHWIA
anigaTMyHun pagukan abo HacuyeHuin abo HeHacu-
YeHUn, HeoOOB'A3KOBO MPUHANMMHI MOHO3aMILLEHUN,
AKMN HeobOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poaToM Y KinbUi uuknoanidatmyHnin paguvkan,

RG, R7, R8, R® KOXeH HesanexHO BMOpaHun i3
rpynu, sika CKnajaetbCs 3 BOAHIO, HEPO3rasny)XeHoro
abo posranykeHoro, HacuyeHoro abo HeHacU4eHoro,
HeoObOoB'I3K0BO MPMHAaNMHI MOHO3aMillgHoro anida-
TUYHOTO pagukana, HacmyeHoro abo HeHacu4eHoro,
HEeOOOB'I3KOBO MPUHAMMHI  MOHO3aMILLEHOro, SKUNI
HeobOB'I3KOBO MICTUTbL MPUHAVMHI OMH reTepoaTom
y Kinbyi uuknoanicpaTMyHoro pagvkana, uiaHo 1 -
COOR" rpynu,

A npepgcrasnsie cobo MiCTOYKOBY rpyny -CHR™-
a6o -CHR'"®-CHo-,

R™ aBnsie co6oto BoaeHs, Hepo3aranyxkeHui abo
po3ranykeHuin, HacudeHnin abo HeHaCUYEeHWN, He-
000B'A3KOBO NMpMHaMMHI MOHO3aMilleHUn anidaTny-
HUIA pagukan, HacuyeHuin abo HeHacMyeHwn, Heobo-
B'A3KOBO nNpUHaMMHI MOHO3aMILLEHWN, AKUN
HeobOB'A3KOBO MICTUTbL MPUHAWMHI OAMH reTepoaTom
y Kinbui umknoanicatmyHuin pagvkan abo Heo6oB'sA3-
KOBO MpUHaMMHI MOHO3aMilleHun apun- abo reTepo-
apunbHWA pagukan, SKum moxe Oyt npuegHaHwin
HeOOOB'sI3KOBO Yepe3 NpuHaNMHIi MOHO3aMiLLEeHy an-
KineHosy rpyny Ta/abo Moxe OyTM KOHOEHCOBaHMWIA
HeoO0O0B'I3K0BO NPMHANMHI 3 MOHO3aMiLLEHOK MOHO-
ab0 NoniLUKIiIYHOLO KirnbLIeBOK CUCTEMOIO,

R™ npeacrtaensie cobok HeposranyxkeHuii abo
po3ranykeHui, HacudeHun abo HeHacuyeHun, He-
00O0B'I3KOBO MpUHaVMHI MOHO3aMilLeHUI anidgaTtny-
HUIM pagukan, HacuyeHu abo HeHacMyeHu, Heobo-
B'A3KOBO NpuHanMHi MOHO3aMiLLEHWI, AKUN
HeOO0OB'I3K0BO MiCTUTb NPUHANMHI OMH reTepoaToM
y Kinbui uvkrnoanidatMyHUn pagykan, Sk Moxe
Oy npuegHaHwWi HeobOB'A3KOBO 4Yepe3 NpUHaNMHI
MOHO3aMiLLUeHY arnkineHoBy rpyny Ta/abo moxe 6yt
KOHAEHCOBaHUIN HeOoBOB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilLleHol MOHO- abo NOomMiLUUKNIYHOK KiNbLEBO
cuctemoto, abo HeobOB'AI3KOBO MpUHaMMHI MOHO3a-
MilleHn apun- abo reTepoapunbHUN pagvikan, sKun
Moxe Oyt npuegHaHun HeobOB'A3KOBO Yepe3 npu-
HaMMHi MOHO3aMmilLeHy ankineHosy rpyny ta/abo mo-
e ByTn KOHAEHCOBaHWN HeOOOB'A3KOBO NPUHANMHI 3
MOHO3aMiLLEHO MOHO- abo MOMILMUKIIYHOW KifbLe-
BOK cuctemoto, abo

R it R™ pasom 3 micTeukoBum aTomMoMm a3oTy
YTBOPIOOTb HEOOOB'A3KOBO MpUHAVMHI MOHO3aMiLle-
He, Hacu4eHe, HeHacmyeHe abo apoMaTu4yHe reTepo-
UMKMiYHe Kinble, SKe MoXXe MICTUTU MPUHaWMHI OauH
iHWWMIA reTepoaToM Y KimbLi Ta/abo moxe Oytn KOH-
OEHCOBaHUN HeobOOB'A3KOBO MPUHAMMHI 3 MOHO3aMi-
LEeHOo MOHO- abo NOoniUMKiYHOW KiNbLEBOK cucTe-
MOI0,

R™ aBnsie co6oto BoaeHs, Hepo3aranyxkeHui abo
po3ranykeHui, HacudeHun abo HeHacuyeHun, He-
000B'A3KOBO MpMHaMHI MOHO3aMilleHUn anidaTny-
HUIM pagukan, HacuyeHu abo HeHacMyeHu, Heobo-
B'A3KOBO NpUHaMMHI MOHO3aMILLEHWN, AKUN
HEeOO0OB'I3KOBO MiCTUTb NMPUHANMHI OMH reTepoaToM
y Kinbu uvkrnoanidatMYyHUn pagykan, Sk Moxe

6y npuegHaHwin HeobOB'A3KOBO 4epe3 NpUHaNMHI
MOHO3aMiLLUeHY arnkineHoBy rpyny Ta/abo moxe Gyt
KOHOEHCOBaHUN HeOoBOB'A3KOBO NMPUHANMMHI 3 MOHO-
3aMilLleHo MOHO- abo NOoniUWKNIYHOK KiNbLEBO
cuctemoro, abo HeobOB'AI3kOBO MpUHaANMHI MOHO3a-
MilleHn apun- abo reTepoapunbHUn pagvikan, sKun
Moxe OyTm npuegHaHun HeoBOB'A3KOBO Yepe3 npu-
HaMHi MOHO3aMiLLEeHY ankineHoBy rpyny Ta/abo mo-
*e byt KoHAeHCOBaHWn HeOBOB'A3KOBO NMPUHANMHI 3
MOHO3aMILLEHO MOHO- abo MOMiLMUKIIYHO KifbLe-
BOH CMCTEMOIO,

R™ sBnsie co6olo BoAEHb, HEPO3ramnyKeHun abo
po3ranykeHui, HacuyeHnn abo HeHacuyeHwuin, He-
000B'I3KOBO MpUMHAVMHI MOHO3aMilLeHUIn anigaTtny-
HUM pagukan, HacuyeHun abo HeHacmyeHun, Heobo-
B'A3KOBO npuHaMMHi MOHO3aMiLLEHWIA, AKUN
HeoO0O0B'I3K0BO MiCTUTb NPUHANMHI OAMH reTepoaToM
y KifbU uMknoanipatMyHUA pagukan, SKMn Moxe
6y npuegHaHwin HeobOB'A3KOBO 4epe3 NpUHaNMHI
MOHO3aMiLLUeHY arnkineHoBy rpyny Ta/abo moxe Gyt
KOHOEHCOBaHUN HeOoBOB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilLleHo MOHO- abo NOoniUWKNIYHOK KiNbLEBO
cuctemoro, abo HeobOB'A3KOBO MPUHAMMHI MOHO3a-
MilleHnn apun- abo reTepoapunbHUn pagvikan, sKun
Moxe OyTm npuegHaHun HeoBOB'A3KOBO Yepe3 npu-
HaMMHi MOHO3aMiLLEeHY ankineHoBy rpyny Ta/abo mo-
Xe Byt KOHAeHCOBaHW HeOBOB'A3KOBO NMPUHANMHI 3
MOHO3aMILLEHO MOHO- abo MOMiUMUKIIYHO KinbLe-
BOH CMCTEMOIO,

R™ npencrasnsie cobol HepoaranykeHuit abo
po3ranykeHui, HacuyeHnn abo HeHacuyeHwuin, He-
000B'I3K0BO NpMHaVMHI MOHO3aMilleHUIA anidgaTtny-
HUIM pagukan, HacuyeHu abo HeHacmyeHun, Heobo-
B'A3KOBO npuHaMMHi MOHO3aMiLLEHWIA, AKUN
HeoObO0B'I3K0BO MiCTUTb NPUHANMHI OAMH reTepoaToM
y Kifby uMknoanipatMyHuUn pagukan, SKMn Moxe
Oy npuegHaHwin HeobOOB'A3KOBO 4epe3 NpUHaNMHI
MOHO3aMiLLleHy arnkineHoBy rpyny Ta/abo moxe 6yTn
KOHOEHCOBaHUN HeOoBOB'A3KOBO NMPUHANMMHI 3 MOHO-
3aMilLleHo MOHO- abo NOoniUWKNIYHOK KiNbLEBO
cuctemoro, abo HeobOB'A3KOBO MPUHAMMHI MOHO3a-
MilleHnn apun- abo reTepoapunbHUn pagvikan, siKun
Moxe OyTm npuegHaHun HeoBOB'A3KOBO Yepe3 npu-
HaMHi MOHO3aMiLLEeHY ankineHosy rpyny Ta/abo mo-
*e Byt KOHAeHCOBaHWN HeOBOB'A3KOBO NMPUHANMHI 3
MOHO3aMILLEHO MOHO- abo MOMiLUKIIYHO KirbLe-
BOK CCTEMOIO,

R™ i1 R™ koxeH HesanexHo BuGpaHWil i3 rpynu,
sIka CKrnajaetbca 3 BOOHIO, Hepo3ranykeHoro abo
po3ranyXeHoro, HacnyeHoro abo HeHacu4yeHoro, He-
000B'A3K0OBO MpUHaNMHI MOHO3aMilleHoro anidgaTtny-
HOro pagwvkana, HacudeHoro abo HeHacuM4yeHoro, He-
000B'A3KOBO  MpMHAMMHI  MOHO3aMilUEHOro, SIKWiA
HEeOOOB'I3KOBO MiCTUTb NMPUHANMHI OMH reTepoaToM
Y Kinbui yuknoanicpaTMyHoro pagukana, skum Moxe
6yTM npuegHaHWn HeobOB'I3KOBO 4Yepe3 MPUHaANMHI
MOHO3aMiLLeHy arnkineHoBy rpyny Ta/abo moxe 6yt
KOHOEHCOBaHUN HeOoBOB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilLleHol MOHO- abo NOonMiUUKNIYHOK KiNbLEBO
cuctemoto, abo HeoGOB'A3KOBO MPUHAMHI MOHO3a-
MileHoro apun- abo reTepoapunbHUIA pagukana,
AKMA MOXe Oyt npuegHaHun HeobOB'A3KOBO Yepes
nNpUHaMMHI MOHO3aMmilLeHy arnkineHoBy rpyny Ta/abo
Moxe OyTM KOHOEHCOBaHUIM HEODOB'AI3KOBO MPUHANM-
Hi 3 MOHO3aMiLLEHO MOHO- abo NoNiUMKiYHO Kinb-
LIeBOIO0 CUCTEMOIO,



27 79460 28

abo R®inR™ pa3oMm 3 MiCTOYKOBUM aTOMOM a30-
Ty YTBOpPIOIOTb HacuyeHe, HeHacuyeHe abo apomaTu-
YHE reTepouMKmivHe Kinble, ske Moxe OyTn npuHan-
MHi MOHO3amileHoro Ta/abo MICTUTM NpUHaANMHI
OAVH A0AaTKOBUN reTepoaToM Y KinbLy,

R siensie coboto BoaEHb, Hepo3aranyxkeHui abo
po3rany)keHuin, HacudeHnin abo HeHaCUYeHUNn, He-
000B'A3KOBO MpMHaWMHI MOHO3aMilleHNn anidaTny-
HUIA pagukan, HacuyeHuin abo HeHacuyeHwn, Heobo-
B'A3KOBO NpUHaMMHI MOHO3aMILLEHWN, AKUN
HeobOB'A3KOBO MICTUTb MPUHAVMHI OAMH reTepoaTom
y Kinbui uvknoanidatMyHmin pagvkan abo Heobos'sas-
KOBO MpUHaMMHI MOHO3aMilleHun apun- abo reTepo-
apurbHWA pagukan, sk Moxe Oyt npuegHaHui
HeOOOB'I3KOBO Yepe3 NMpMHaNMHIi MOHO3aMiLLEHY an-
KineHoBy rpyny Ta/abo moxe Oyt KOHOEHCOBaHMM
HeoO0O0B'I3K0BO NPMHANMHI 3 MOHO3aMiLLEHO MOHO-
ab0 NoniLKUKIIYHOIO KirnbLIeBOK CUCTEMOLO,

R' npencraensie co6oto BoaeHb, Heposramnyxe-
HUM abo posranykeHuin, HacuyeHui abo HeHacude-
HWUIA, HeODOOB'A3KOBO MPUMHAWMHI  MOHO3aMiLLEHWN
anipaTmuHn pagvkan, HacMyeHun abo HeHacude-
HUI, HeOBOB'A3KOBO MPUHANMHI MOHO3aMILLEHWN,
AKNA HeobOB'A3KOBO MICTUTb MPUHAWMHI OOMH reTe-
poatoM Yy Kinbui uuknoanicpatMyHmMii pagukan ato
HeobOB'A3KOBO MpWHAVMHI  MOHO3aMiLLEHUA apur-
abo reTepoapunbHUi paaukan, Skun moxe 6yt npu-
€OHaHWA HeobOB'A3KOBO Yepe3 MpUHaliMHI MOHO3a-
MilLEeHY arnkineHoy rpyny 1a/abo moxe OyTM KOHAEH-
CcoBaHuMn He0boB'A3K0BO npuHaMMHi 3
MOHO3aMILLEHO MOHO- abo MOMIUMKIIYHOW KifbLe-
BOH CMCTEMOIO,

Heo0oB'sI3K0BO Y hopMmi OAHOro 3 iX CTepeoiso-
MepiB, NeEpPeBaXHO eHaHTiomepiB abo Aiactepeome-
piB, iX pauemartiB abo y dopmi cymiwi nNpuHaNMHI
OBOX ii cTepeoi3omepiB, MEpeBaXHO €HaHTIOMepiB
abo piactepeomepis, y Oyab-AKOMY CNiBBiAHOLUEHHI
cymiwi, abo ix diisionoriyHo NpuiHATHI coni, abo co-
NbBaTW, BiANOBIOHO.

MoHo- abo noniuukniyHa kinbuesa cucrtema 3rig-
HO i3 JaHUM BMHaxX0[0M O3Ha4ya€ MOHO- abo NoniLuK-
niyHy BYIMEBOOHEBY KiMbLIEBY CUCTEMY, fIka MOXe
Oy™M Hacu4eHo, HeHacMyeHow abo apoMaTUYHOLD.
AKWo KinbLueBa cuctema € NoniuuKiYHO, KOXHE 3
NOro pi3HMX Kineub MoOXe MaTu Pi3HUN CTyMiHb Hacu-
YeHHs1, TOOTO BOHO MOXe ByTM HacuyeHuM, HeHacu-
YyeHUm abo apomMaTMyHUM. HeoBoB'A3KOBO KOXHE 3
Kinelb MOHO- abo MOMIUMKMIYHOT KiNbUEBOT CUCTEMMU
MOXe MIiCTUTM ofuH abo fgekinbka retepoaTtomiB y
Kinbui, ki MOXyTb 6yt ogHakoBuMM abo pisHUMW i
AKi MOXYTb NEpeBaXHO BMOMpaTUCH i3 rpynu, ska
cknagaetbea 3 N, O, S n P, 6inblw nepeBaxHo BUOU-
paTtucs i3 rpynu, sika cknagaetbca 3 N, O i S. lNepe-
BaXXHO MOMiUWMKMIYHA KifbLeBa cMcTemMa MOXe BKIIo-
YyaTM OBa kKinbus, Ski € koHAeHcoBaHumu. Kinbus
MOHO- abo NoniUMKNiYHOT KiNbLEeBoi cMcTeMm € nepe-
Ba)kHO 5- abo 6-4neHHUMM.

Akwo oaMH abo gekinbka 3anuuikiB R-R™ ggnsa-
10Tb CO00I0 anidaTMYHUIN paguKkan, SKUA 3amilleHun
oAHVMM abo Jdekinbkoma 3amiCHMKaMM, SIKLWO He BKa-
3aHe iHLe, KOXEH i3 uMx 3aMiCHUKIB Moxe Byt nepe-
BaXXHO BMOpaHMWI i3 rpynu, sika cknagaeTbes 3 rigpo-
KCW, ranoreHy, poaranyxeHoro abo HepoaranyxeHoro
C1.4-ankokcu, posranykeHoro abo HepoaranykeHoro
C1.4-nepdropankokeun, posranyxeHoro abo Heposra-
nyxeHoro Ci4-nepdropankiny, amiHo, kapbokcw,

amifo, uiaHo, HiTpo, -SO2NH3, -CO-C1.4-ankiny, -SO-
Cis-ankiny, -SO2-Ci.s-ankiny, -NH-SO>-Ci.s-ankiny,
ae Ci4-ankin moxe 6GyTM B KOKHOMY BMMagKy poara-
nyxeHuMm abo HeposranyxkeHum, HesamiweHoro abo
nNpUHaMMHi MoHo3amileHoro deHinbHoro abo Had-
TUNbLHOIO pagukana h HesamileHoro abo npMHaNMMHI
MOHO3aMmilleHoro dypaHin-, TieHin-, niponin-, imiga-
3onin-, nipasonin-, NipuauHin-, NipUMiguHin-, xiHoni-
HiN- i i3oxiHoNiHINbHOTrO paaukana, GinbLl NepeBaXxHO
BMOpaHUA i3 rpynu, sika ckragaetbcs 3 rigpokeu, F,
Cl, Br, meTokcu, etokeu, CF3 i He3amilleHoro deHi-
NbHOro pagvkana. Akwo 6yab-aknuin oauH 3i 3ragaHux
BULLE 3aMiCHVKIB € NPMHANMHI MOHO3aMiLLEHUM, BKa-
3aHi 3aMiCHUKM MOXYTb NepeBaxHO OyTM BUOpaHi i3
rpynu, sika cknagaetbes 3 F, Cl, meTnny n MmeTokcu.

AkwWwo oamMH abo aekinbka i3 3anmLkiB R'-R™ qg-
nsATb  cobo  UuknoanidaTMyHuin  pagukan, siKum
3aMmilleHMin ogHUM abo AekinbkomMa 3aMiCHUKaMu,
AKWO He BM3HAYEHe iHLUe, KOXKEH i3 LMX 3aMiCHUKIB
Moxe OyTM nepeBaxHO BUOpaHWUN i3 rpynu, sika ckra-
[aeTbCsA 3 TigpoKCKM, ranoreHy, poaranyxeHoro ato
HeposranykeHoro Cis-ankiny, posranyxeHoro ato
HepoaranyxkeHoro Ci.4-ankokcn, posranyxeHoro abo
HeposranyxeHoro Ci.s-nepdropankokey, eHoKeH,
©eH30iny, LMKnorekcnny, posranyxeHoro abo Hepos-
ranykeHoro Crs-nepcropankiny, -NR*R®, ne R*, R®
KOXEH HesanexHo BMOpaHui i3 rpynu, sika cknaga-
eTbca 3 H, posranyxeHoro abo HepoaranyxeHoro Ci.
4-ankineHoro pagmkana, -CHo-CH2-OH i cbeHiny, kap-
6okcu, amigo, uiaHo, HiTpo, -SO2NHz, -CO-Cis4-
ankiny, -CO-OC1.4-ankiny, -S O-C1.4-ankiny, -S02-C1.4-
ankiny, -NH-SO>-Ci4-ankiny, ge Cig-ankin moxe
OyTM B KOXXHOMY BUMNAgKy posranyxeHum abo Hepos-
ranykeHuMm, HesamillgHoro abo npuvHaliMHi MOHO3a-
MilleHoro deHiny abo Hadptuny 1 HesamilleHoro abo
NpUHaVMHI MOHO3aMilLEeHOro doypaHin-, TieHin-, nipo-
nin-, imigasonin-, nipazonin-, NipuavHin-, NipumiguHin-
, XiHOMiHIN- i i30xiHOMiHINbHOrO paavkana, 6inbw ne-
peBaXHO BMOpaHMWI i3 rpynu, gka cknagaetbea 3 rig-
poken, F, Cl, Br, metnny, etuny, MeTokCcu, eTOKCH,
6eH3oiny, deHoken, yuknorekcuny, -CFs, -CO-CHs, -
CO-0OCHs, -NRARB, oe RA, RE koxeH HezarnexHo Bu-
OpaHuii i3 rpynu, sika cknagaetces 3 H, posranykeHo-
ro abo HeposranyxeHoro C1.4-ankinbHoro pagukana, -
CH2-CH2-OH i dbeHiny, i HesamiweHoro deHinsHoro
pagukana. Akwo 6yab-akvMi OOWH i3 BKa3aHMX BULLE
3aMiCHUKIB € MpUMHAWMHIi MOHO3aMilLeHUM, BKasaHi
3aMiCHUKM MOXYTb BYyTM nepeBaxHO BMOpaHi i3 rpynu,
sika cknagaetbea 3 F, Cl, MeTuny h meTokcu.

Akwo oauH abo gekinbka i3 3anuLLKIiB R.-R* i1
R'-R™ BkniovatoTb ankineHoBy rpyny, sika 3amilLeHa
ogHMUM abo Aekinbkoma 3amicHUKaMu, SIKWO He BU-
3HayeHe iHLe, KOXKEH i3 UMX 3aMiCHUKIB Moxe Oytn
nepeBaxHO BUOpaHWIA i3 rpynu, sika CKradaeTbcs 3
riApoKc1, ranoreHy, posranyxeHoro abo Heposrany-
xeHoro Ci.s-arnkokcu, posranyxeHoro abo Heposra-
nyxeHoro C1.4-nepgTopankokcu, posranyxeHoro abo
HepoaranyxeHoro Ci4-nepdroparkiny, amiHo, Kap-
6okcu, amigo, uiaHo, HiTpo, -SO2NHz, -CO-Cis4-
ankiny, -SO-Ci.4-ankiny, -SO2-C1.4-ankiny, -NH-SO»-
Ci4-ankiny, ge Cis-ankin moxe 6yt posranyxeHum
abo HeposranyxeHum, HesamilweHoro abo NpuHaviMHi
MOHO3aMmileHoro deHinbHoro abo HadpTMnbLHOro pa-
avkana n HesamiweHoro abo npuMHaMHI MOHO3aMi-
LweHoro dypaHin-, TieHin-, niponin-, imigasonin-, nipa-
30Mnin-, MipuauHIN-, NipUMIGMHIN-, XIHOMIHIMN- i
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i30XiHOMiHINbHOrO paaukana, 6inbL nepeBaxHO BMO-
paHui i3 rpynu, sika cknagaetbcsa 3 rigpokeun, F, Cl,
Br, metokcu, etoken, CF3 i HesamiweHunn deHiny.
AKLwo 6yab-aKWUA OAMH i3 BKa3aHUX BULLE 3aMiCHUKIB €
NPUHaMMHI MOHO3aMilUEHWUM, BKa3aHi 3aMiCHUKM MO-
XyTb 6yTM nepeBaxKHO BMOpaHi i3 rpynu, sika cknapja-
etbea 3 F, Cl, meTuny 1 MmeToKCH.

Akwo oanH abo gekinbka i3 3anuwikie R™-R* i
R'.R™ gkniouae moHo- abo NOMIUMKNIYHY KinbLieBy
cucTemy, sika 3amilweHa ogHnum abo fekinbkoma 3ami-
CHUKaMK, SIKLWIO He BM3HAYEHe iHLle, KOXEeH i3 uux
3amicHuUKIB Moxe Byt nepeBaxHO BuGpaHuUiA i3 rpy-
nu, ska cknagaetbcs 3 fApoKCcu, ranoreHy, posrany-
XXeHoro abo HeposranyxeHoro Ci4-arkiny, posrany-
XeHoro abo  HeposranykeHoro  Ci.s-ankokcu,
po3ranykeHoro abo Hepo3ranyKeHoro Cis
nepcdropankokcu, posranykeHoro abo Heposranyxe-
Horo Ci.4-nepdptopankiny, amiHo, kapbokcu, amigo,
uiaHo, keTo, HiTpo, -SO2NH2, -CO-C1.4-ankiny, -SO-
Ci.g-ankiny, -SO2-Ci.s-ankiny, -NH-SO2-Ci.s-ankiny,
Ae Cig-ankin moxe 6y posranyxeHum abo Hepos-
ranykeHumMm, HesamilleHoro abo npuvHaMHi MOHO3a-
MilleHoro deHinbHoro abo HadTMNbHOrO paavkana n
He3aMiweHoro abo npuHanMHi MoHo3amillgHoro dy-
paHin-, TieHin-, niponin-, imigasonin-, nipasonin-, ni-
PUAVHIN-, NIPUMIQWHIN-, XIHOMIHIN- | i30XiHOMiHiNYy,
6inbLU NepeBaxHo i3 rpynu, sika ckrnagaeTbcs 3 rigpo-
keu, F, Cl, Br, meTuny, etnny, meTtokcu, etokeu, CFs,
KeTO, LjiaHo 1 He3aMilleHOro eHinbHOro paaukana.
Akwo Byab-aKuin 0AMH i3 BKa3aHMX BULLE 3aMICHUKIB €
NPUHAVMHI MOHO3aMilLEHMM, BKasaHi 3aMiCHUKN MO-
XyTb 6yTM nepeBaxxHO BMOpaHi i3 rpynu, ska cknaga-
etbea 3 F, Cl, meTuny n meTokcm.

FIKLu,o oauH abo geKinbka i3 3anuLkiB R'-R*
R'-R™ agnsiome cobow abo BkMoYaOTL apVIJ'IbHVIVI
paavkarn, sSkui € 3amilleHuM ogHVMM abo ekinbkoma
3aMiCHMKaMW, SIKLLIO HEe BM3HAYEHe iHLe, KOXKEH i3 UMX
3aMmicHUKIB MoXXe OyTM nepeBaHO BUOpaHWiA i3 rpy-
nun, sKa cknagaetbca 3 ApPOKCU, ranoreHy, posrany-
XeHoro abo HeposranyxeHoro Ci.4-ankokcu, posra-
nykeHoro abo  HeposranykeHoro  Cig-arnkiny,
po3ranyXeHoro abo Hepo3ranyXeHoro Cis
nepgropankokcu, HesamiweHoro abo npUHaNMHI
MOHO3aMmiLleHoro eHoKcKu, HesamiweHoro abo npu-
HaMMHi MOHO3aMilleHOro GeH30iny, LUKIorekcuny,
po3ranyXeHoro a60 Heposrany>KeHoro Cia-
nepdroparnkiny, NR*R®, ne R* R® koxeH HesanexHo
BMOpaHuM i3 rpynu, sika cknagaetbca 3 H, posrany-
XeHoro abo HepoaranyxeHoro Ci.4-ankineHoro pamm-
kana, -CH2-CH>-OH i dbeHiny, kapbokecu, amigo, uia-
HO, -CH(OH)(dpeHin), HiTpo, -SO2NH3z, -CO-Ci4-
ankiny, -CO-OC1.4-ankiny, -S O-C1.4-ankiny, -S02-C1.4-
ankiny, -NH-SO.-Ci4-antony, ge Cig4-ankin moxe
OyTn posranykeHuMm abo HeposranykeHuM, Hes3aMi-
LeHoro abo NpuHavMHi MOHO3aMiLLEeHOro geHinbHo-
ro abo HadTUnNbHOro paaMkana n HezamileHoro abo
nNpUHaMMH MoOHo3aMmiweHoro dypaHin-, TieHin-, nipo-
nin-, imigasonin-, nipasonin-, NipUAavHIn-, NipuMiguHIn-
, XiIHONiHIN- i i30XiHONIHINbHOrO pagukana, Ginbw ne-
peBaXHO BUOpaHMWI i3 rpynu, sika cknagaeTbes 3 rig-
pokev, F, CI, Br, wmemuny, etwuny, uiaHo, -
CH(OH)(ceHin), meTokcu, eTOKCU, HE3aMiLLEHOro abo
nNpUHaMMHI MOHO3aMmileHoro 6eH30iny, He3amilleHo-
ro abo npuHavMHi MoOHO3aMILLEHOTO PeHOKCU, LUMKJIO-
rekcun, CFs, -CO-CHj, -CO-OCHs, -NR*R®, ge R* R®
KOXEH HesanexHo BubpaHuWi i3 rpynu, sika cknapga-
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eTbeca 3 H, posranyxeHoro abo HepoaranyxeHoro Ci.
4-ankineHoro pagukana, -CHo>-CH>-OH i cpeHiny, i
He3aMilweHoro deHinbHoro pagukana. Akwo 6yab-
KU OOWH i3 BKa3aHMX BULLE 3aMiCHUKIB € NPUHaMHI
MOHO3aMILLEHUM, BKa3aHi 3aMiCHUKU MOXYTb Oytn
nepeBaxHO BMOpaHi i3 rpynu, saka cknagaetbca 3 F,
Cl, meTuny 1 MeTOKCH.

Akwo oauH abo aexinbka i3 sanuwkis R'-R* i
R'°-R™ ggnse cobow abo Bkntouace retepoapuibHUA
paavkan, Skui 3aMmileHnn ogHum abo pekinbkoma
3aMiCHMKaMW, SIKLLIO HEe BM3HAYEHE iHLIe, KOXKEH i3 LUMX
3amicHUKiB Moxe Byt nepeBaxHO BUbGpaHuUiA i3 rpy-
nu, ska cknagaetbcs 3 MApoKCU, ranoreHy, posrany-
XeHoro abo HeposranyxkeHoro Ci.4-ankokcu, posra-
nykeHoro abo HeposranykeHoro  Cis-arkiny,
po3ranyeHoro abo Hepo3ranyxeHoro Crs
nepgropankokcu, HesamiweHoro abo npUHaNMHI
MOHO3aMmileHoro eHoKcK, HesaMmiweHoro abo npu-
HaMMHi MOHO3aMileHOro OGeH30THY, LMKrorekcuny,
po3ranyXeHoro a6o Hepoarany»(eHoro Cis
nepdroparnkiny, NR*R®, ne R* R® koxeH HesanexHo
BMOpaHuM i3 rpynu, sika cknagaetbcs 3 H, posrany-
XeHoro abo HepoasranyxkeHoro Ci.s-ankinbHoro pagu-
kana, -CH2-CH>-OH i deHiny, kapbokecu, amigo, uia-
HO, HiTpo, -CH(OH)(cbeHin), -SO:NH2, -CO-Cis-
ankiny, -CO-OC1.4-ankiny, SO-Ci4-ankiny, SOx-C1.4-
ankiny, -NH-SO>-Ci4-ankiny, ge Cig-ankin moxe
Oym posranyxkeHum abo Hepo3ranykeHuMm, Hesami-
LweHoro abo npuMHaiMHi MOHO3aMiLLEHOro (PeHinbHO-
ro abo HadTMNBHOrO pagvkana n HesamiweHoro abo
nNpUHaMMH MOHO3aMileHoro dypaHin-, TieHin-, nipo-
nin-, imigasonin-, nipasonin-, NipuanHin-, NipumianHin-
, XiIHOMiHIN- i i30XiHONIHINbHOrO pagukana, Ginbw ne-
peBaxHO BUOPaHWI i3 rpynu, ska ckrnagaetbcs 3 rig-
pokeu, F, Cl, Br, meTuny, etuny, uiaHo, MeTokcu, eTo-
KCW, He3aMilleHOro abo npuHavMH MOHO3aMiLLEeHOro
©6eH30iny, He3amilleHoro abo MpUHa¥MHI MOHO3aMi-
weHoro  cpeHokew, Lukrorekecuny, CF3 -
CH(OH)(cbeHln) -CO-CHs, -CO-OCH3, -NRA R ne
R" R® koxeH He3anexHo BMOpaHun i3 rpynu, sika
CKJ'Ia,ElaGTbCﬂ 3 H, posranyxeHoro abo Hepoaranyxe-
Horo Ci.4-ankinbHoro pagukana, -CH>-CH2>-OH i dpe-
HiNy, i He3aMileHoro deHinbHoro paavkana. Axkwo
OyOb-sIKUN OOUH i3 BKa3aHMX BULLE 3aMiCHUKIB € Npu-
HaWMHi MOHO3aMilLEHUM, BKa3aHi 3aMiCHVKU MOXYTb
Oy nepeBaxHO BUOpaHi i3 rpynu, Ska cknagaetbes 3
F, Cl, metun l7| MeTOKCVI

Skwo R it R" ta/a6o R™ it R" yrBOpiotoTs re-
TepOLUMKINiYHe Kinbue, sike 3amilleHe ogHMM abo aeki-
NbKOMa 3aMiCHUKaMU, SIKLIO HEe BM3HAYEHe iHLUe, KO-
XKEeH i3 UMX 3aMmiCHMKIB MoOxe OyTn nepeBaxHO
BMOpaHUM i3 rpynu, sika cknajaetbcs 3 rigpoKcu, ra-
noreHy, posranyxeHoro abo HeposranyxeHoro Ci.4-
arikokcu, posranyxeHoro abo HeposranykeHoro Ci.4-
arnkiny, posranyxeHoro abo HeposranykeHoro Ci.4-
nepcdropankokcu, posranykeHoro abo Hepoaranyxe-
Horo Ci.4-nepdroparnkiny, amiHo, kapbokcu, amigo,
uiaHo, HiTpo, -SO2NH3, -CO-Cigs-ankiny, -SO-Ci4-
ankiny, -S02-C+.s-ankiny, -NH-SO2-C1.4-ankiny, ge Ci-
4-ankin moxe Oyt poaranyxeHum abo Hepo3aranyxe-
HMUM, He3aMileHoro abo NpuHaiMHi MOHO3aMiLLEHOro
deHinbHoro abo HagTUNBHOrO pagvkana W Hesami-
LweHoro abo NpPUHaNMHI MOHO3aMilLeHOro dypaHin-,
TieHin-, niponin-, imigasonin-, nipasonin-, NipuguHin-,
NipUMIANHIN-, XIHONIHIN- i i30XIHONIHINBHOTO paauka-
na, 6inbLl nepeBaXHO BMOpaHUN i3 rpynu, Ska ckra-
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aaetbca 3 rigpokeu, F, Cl, Br, meToKCU, eTokcK, Me-
muny, CF3 i HesamiweHoro deHinbHOro paavkana.
Ao 6yab-SKuUn OAVH i3 BKa3aHWX BULLE 3aMiCHUKIB €
NPUHaMMHI MOHO3aMiLUEHWUM, BKa3aHi 3aMiCHUKM MO-
XyTb 6YTM NepeBaxHO BMOPaHIi i3 rpynu, sika cknapga-
etbesa 3 F, Cl, meTuny n meTokcu.

Akwo R™ i R ta/abo R 1 R™ YTBOPIOKOTL re-
TEPOLMKIIYHE KinbLe, ke MICTUTb OauH abo dekinbka
iHLWMX reTepoaToMiB Yy KinbUi, SKWO He BU3HaYeHe
iHWe, KOXeH i3 uux retepoaToMiB moxe Oytn nepe-
Ba)KHO BMOpaHun i3 rpynu, sika cknagaetscsd 3 N, O i
S, 6inbL NnepeBaxHO i3 rpynu, ska cknagaetsca 3 N i
0.

Akwo oaMH abo Aekinbka i3 3anuLkis R'-R'™ gp-
naTb  coboK  uuknoanipatTMyHMn  pagukan, SKum
MicTUTb oauH abo fekinbka retepoatoMmiB Y KinbLi,
SIKLLO He BM3HA4eHe iHLLUe, KOXEH i3 UuX retepoaToMiB
Moxe OyTM nepeBaxHO BUOpaHWIA i3 rpynu, sika ckra-
aaetbca 3 N, O, S n P, 6inbw nepeBaxHo i3 rpynu,
ska cknagaetbess 3N, O S.

Akwo oaMH abo Aekinbka i3 3anuLkiB R.-R* i1
R-R™ aensitots coBoto abo BKMOYAIOTL reTepoapu-
NbHUA pagvkan, sIKMA MiCTUTb oauH abo Aekinbka
retepoaToMiB y KifbLi, SKWO He BU3HaYeHe iHLe,
KOXEH i3 UMX reTepoaToMiB MOXe Oyt nepeBaxHO
BMOpaHunM i3 rpynu, sika cknagaemwca 3 N, O, S n P,
6inblw nepeBaxHO i3 rpynu, sika cknagaetbca 3 N, O
nS.

[MepeBaxHuMK cnonykamu 3aranbHoi ¢opmynu
(I) € cnonyku, y siknx R1, R2, R3, R* koxeH HesanexHo
BMGpaHun i3 rpynu, sika cknagaemwcs 3 H, F, Cl, Br,
HepoaranykeHoro abo posranyKeHoro, Hacu4eHoro
abo HeHacu4yeHoro, HeobOB'A3KOBO MPUHAAMHI MOHO-
3amiweHoro Ci.e-anidpatMyHoro pagmkana, HacuyeHo-
ro abo HeHacM4yeHoro, HeoOOB'I3KOBO MpPUHANMHI
MOHO3aMILLEHOro, SIKUN HEeoOOB'I3KOBO MPUHANMHI
MiCTUTb  OgMH  retepoatoM Yy  Kinbui  Csas-
uuknoanicdaTMYHOro paavkana, skun moxe 6yt npu-
€OHaHWA HeobOB'A3KOBO Yepe3 MpUHaMHI MOHO3a-
MiweHy Cie-ankineHoBy rpyny Ta/abo moxe 0Oytn
KOHAEeHCOBaHWI HeOoBOoB'A3KOBO MPUHAWMHI 3 MOHO-
3aMilLleHOl0 MOHO- abo MOoniUMKIIYHOW KiNbLEBOK
CUCTEMOLD, HEOOOB'I3KOBO MPMHAMMHI MOHO3aMmille-
Horo 5- abo 6-4neHHoro apurn- abo reTepoapurbHOro
pagvkana, sikuii moxe Oyt npvegHaHuii HeoboB'si3-
KOBO 4epe3 nMpuHaWMHi  MoHo3amiweHy Ci.6-
arkineHoy rpyny ta/abo moxe 6yt KOHOEHCOBaHWUIA
HeoOOB'I3KOBO NPMHANMHI 3 MOHO3aMiLLEHOK MOHO-
abo noniumMKNiYHOO KinbLLEeBOK CUCTEMOLO, HITPO, Lia-
Ho, -OR™ -OC(=O)R™, -SR'* -SOR™, -SO,R™, -NH-
SO:R™, -SO2NH; i1 -NR™R" rpynu,

R® npeacraense cobokw BoAeHb, Hepo3ranyxe-
HUM abo posranykeHuin, HacuyeHui abo HeHacude-
HWI, HEOOOB'A3KOBO MPMHAVMHI MOHO3aMiweHWn C1.6-
anidpatmuHmni pagvkan abo HacuyeHn abo HeHacu-
YeHul, HeobOOB'I3KOBO MPUHANMHI MOHO3aMiLLEHWHA,
AKNA HeobOB'A3KOBO MICTUTb MPUHANMMHI OOMH reTe-
poaTom yKiJ‘IbLéi Cag-uvknoanidaTMyHmin pagvikan,

R® R’, R®, R® koxeH He3arnexHo BUGpaHUM i3
rpynu, sika CKNnajaeTbCsl 3 BOAHIO, HEPO3ramnyXeHoro
abo posranyxeHoro, HacM4eHoro abo HeHacu4eHoro,
HeobOB'A3KOBO MPWHaNMHI  MOHo3amiweHoro Ci.e-
anicaTMyHoro pagukana, HacuyeHoro abo HeHacu-
YeHoro, HeoboB'A3KOBO MPUHAaMMHI MOHO3aMiLLEHOrO,
AKUA HEeoBOOB'A3KOBO MICTUTb MPUHANMMHI OOMH reTe-
poaToMm Y Kinbui Ca.s-LUnknoanicaTMyHoro pagukana,

uiaHo 1 COOR" rpynu,

A siBnsie co6oto mictouosy rpyny -CHR'®- a6o -
CHR™-CHy-,

R' sBnsie co6oto BoAEHb, Hepo3ranyxeHun ato
po3ranykeHui, HacuyeHnn abo HeHacuyeHwuin, He-
000B'A3KOBO  MpUHaVMHI  MoHo3amiweHnn  Cie-
anigaTMYyHUn pammMkan, HacuvyeHurn abo HeHacnue-
HUIA, HeOOOB'A3KOBO MPUHAVMHI MOHO3aMILLEHUN,
SAKNN HeobOOB'A3KOBO MICTUTb MPUHAMMHI OOMH reTe-
poatoMm Yy Kinbl Cag-uuknoanicpatmyHnin pagvkan
abo HeoOOB'A3KOBO MNPUHANMHI MOHO3aMilleHun 5-
abo 6-4neHHUN apun- abo retepoapunbHUA pagukarn,
AKMA MOXe Oyt npuegHaHun HeobOB'A3KOBO Yepes
npuHamMHi MoHo3amiweHy Cie-ankineHosy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHWN HeOOOB'I3KOBO
NPUHaANMHI 3 MOHO3aMiLLEHOK MOHO- abo noniyuKkniY-
HOIO KifbLEBO CUCTEMOIO,

R" npeacraensie cobow HepoaranyxkeHun abo
po3ranykeHuin, HacuyeHnin abo HeHacuyeHun, He-
0060B'A3Kk0OBO  MpUHaVMHI  MoHo3amiweHnn  Cie-
anigaTMYHUn pamMkan, HacuveHun abo HeHacnde-
HUIA, HEeOOOB'A3KOBO MPUHAVMHI MOHO3aMILLEHWN,
AKUN HeobOB'A3KOBO MICTUTb MPUHAMMHI OOMH reTe-
poaToM Yy Kinbui Cssg-UMkrnoanidaTMyHuin pagukarn,
AKMA Moxe OyTM npuegHaHun HeoOOB'A3KOBO Yepes
npuHamMHi  mMoHosamileHy Ci.e-ankineHoBy rpyny
Ta/abo Moxe Oy KOHOEHCOBaHMI HeOoOOB'I3KOBO
NpUHaMMHI 3 MOHO3aMiLLEeHO MOHO- abo noniumKniy-
HOK KinbLUEBOK cuctemoro, abo HeoboB'A3KOBO Mpu-
HaMHi MOHO3aMilleHUI 5- abo 6-uneHHun apun-abo
reTepoapurbHUiA pagvkan, sikuii moxe Oymm npuen-
HaHWA HeOOOB'I3KOBO Yepe3 MpPUHaAVMHI MOHO3aMi-
weHy Cr.e-ankineHoBy rpyny ta/abo moxe Oyt KOH-
AeHcoBaHUN Heo60B'A3K0BO nNpUHaNMHI 3
MOHO3aMILLEHO MOHO- abo MOMiUMUKIIYHO KirbLe-
BOO cuctemMoto, abo

R i R" pa3omM 3 MiCTOYKOBMM aTOMOM a3oTy
YTBOPIOOTb HEOOOB'A3KOBO MPUHAVMHI MOHO3aMilLe-
He, Hacn4eHe, HeHacnyeHe abo apomaTtuyHe, 5- abo
6-4rneHHe reTepouUVKITivHe Kinbue, sike MOXe MiCTUTU
NPUHaNMHI OAWH HWMI reTepoaToM Y Kinbui Ta/abo
Moxe OyTM KoHOEeHcoBaHE HEOOOB'A3KOBO NMPUHANMHI
3 MOHO3aMiLLEHO MOHO- ab0 MOMILUKITIYHOLO KinbLe-
BOK CUCTEMOIO,

R'™ aBnsie co6oto BOOEHb, Hepo3ranyxeHui abo
po3ranykeHui, HacuyeHnn abo HeHacuyeHwuin, He-
000B'A3KOBO  MpUHalMHI  MoHo3amiweHun  Cie-
anipatmyHnn pagukan, HacmyeHud abo HeHacuye-
HUIA, HeOOOB'A3KOBO MPUHAMMHI MOHO3aMILLEHUN,
AKUN HeobOOB'A3KOBO MICTUTb MPUHAMMHI OOMH reTe-
poatoMm Yy Kinbui Cssg-UMkrnoanidatMyHun pagukarn,
AKMA MOXe Oyt npuegHaHun HeoBOB'A3KOBO Yepes
npuHamMHi MoHo3samiweHy Cig-ankineHosy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHWM HeOOOB'I3KOBO
NPUHaMMHI 3 MOHO3aMILLEHOK MOHO- abo noniunKIiy-
HOI0 KirnbLeBol cucteMoto, abo HeoBOB'I3KOBO Npu-
HalMHi MOHO3aMilLleHWIA, 5- abo 6-4neHHWUIn apun-abo
retepoapuiibHUiA pagukan, Skui moxe Oytm npuvea-
HaHWN HeobOB'A3KOBO Yepe3 NPUHaNMHI MOHO3aMi-
weHy Ci.e-ankineHosy rpyny Ta/abo moxe Oyt KoH-
JleHcoBaHuNin HeobOoB'sI3K0BO NPUHaMMHI 3
MOHO3aMILLEHO MOHO- abo MOMiUMKMIYHOW KinbLe-
BO CUCTEMOIO,

R™ npeacraensie cobo BoAeHb, Hepoaranyxe-
HUIA abo po3ranyKeHuin, Hacu4eHmn abo HeHacuye-
HWIA, HEOOOB'A3KOBO NMPMHAWMHI MOHO3aMiweHWn C1.6-
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anipatmuHn pagukan, HacMyeHun abo HeHacuye-
HUIA, HeOOOB'I3KOBO MPUHAMMHI MOHO3aMILLEHWN,
AKUA HEeobOB'A3KOBO MICTUTbL MPUHANMMHI OOMH reTe-
poatoMm Yy Kinbui Casg-UMknoanidammyHun pagukan,
KA Moxe OyTM npuegHaHun HeoOOB'A3KOBO Yepes
npuHamMHi MoHo3amilleHy Ci.g-ankineHoBy rpyny
Ta/abo Moxe OyTM KOHAEHCOBaHW HeOOOB'I3KOBO
NPUHaVMHI 3 MOHO3aMILLEHOK MOHO- ab0 NoniymKiy-
HOIO KinbLEeBO cuctemoto, abo HeoboB'A3KOBO Npu-
HalMHi MOHO3aMilLeHUI 5- abo 6-yneHHUI apun-ato
retepoapuiibHUIA pagukan, sSkum moxe Oytm npuea-
HaHWN HeobOB'A3KOBO 4Yepe3 NpUHaMHI MOHO3aMi-
weHy Ci.e-ankineHosy rpyny Tta/abo moxe Oyt KOH-
[JeHCcoBaHN" HeobOoB'sI3K0BO NPUHaMMHI 3
MOHO3aMILLEHOK MOHO- abo MOMILMKMIYHO KinbLe-
BOI CUCTEMOIO,

R npeacrtaense coboi HeposranyxkeHu abo
po3rany)keHuin, HacudeHnn abo HeHaCUYeHUNn, He-
000B'A3KOBO  MpUHaAMMHI  MoHO3amieHun  Cie-
anicaTMYHUn pagmkan, HacuyeHun abo HeHacnde-
HUIA, HeOOOB'AI3KOBO MPUHANMHI  MOHO3aMILLEHWNA,
AKUN HEeobOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-
poatoM Yy Kinbui Cas-UMkrnoanidammyHun pagukan,
AKMA MOXe Oyt npuegHaHWn HeobOB'A3KOBO Yepes
npuHavMH MoHo3amiweHy Cie-ankineHosy rpyny
Ta/abo Moxe OyTM KOHOEHCOBaHW HeOOOB'I3KOBO
NPUHaNMHI 3 MOHO3aMiLLEHOK MOHO- abo noniymKkniy-
HOLO KinbLEBO cuctemoto, abo HeoboB'A3KOBO Npu-
HaMMHi MOHO3aMilleHun, 5- abo 6- yneHHUn apun-
abo reTepoapunbHUM pagukan, Skum moxe 6yt npu-
€OHaHWA HeobOB'A3KOBO Yepe3 MpUHaliMHI MOHO3a-
miweHy Cie-ankineHoBy rpyny Ta/abo moxe Oytn
KOHAEHCOBaHUN HeOBOB'A3KOBO MPUMHANMMHI 3 MOHO-
3aMilLleHol MOHO- abo NOomMiUUKNIYHOK KiNbLEBOI
cucTemMolo,

R'™ it R™ koxeH HesanexHo BMOpaHui i3 rpynu,
sika CKrnaJaeTbCs 3 BOAHK, HepoaranyxeHoro abo
po3ranyXeHoro, HacnuyeHoro abo HeHacu4eHoro, He-
000B'A3KOBO  MpUHaVMHI  MOHo3aMiweHoro  Cie-
anigaTMyHoOro pagukana, HacuyeHoro abo HeHacu-
YeHoro, HeobOoB'A3KOBO MPUHAVMHI MOHO3aMiLLEHOrO,
AKNA HEeobOB'A3KOBO MICTUTb MPUHAWMHI OOMH reTe-
poaToM Y Kinbui Cs.s-LUnknoanicaTmyHoro pagukana,
AKMA MOXe Oyt npuegHaHun HeobOB'A3KOBO Yepes
npuHamMHi mMoHosamileHy Ci.e-ankineHosy rpyna
Ta/abo mMoxe Oyt KOHAEHCOBaHW HeOoOOB'A3KOBO
NpPUHaMMHI 3 MOHO3aMILLEHOK MOHO- ab0 NoniyMKIiy-
HOK KinbLEBOK cuctemoro, abo HeoboB'A3KOBO Npu-
HalMHi MoHo3aMmilleHoro, 5- abo 6-uneHHoro apun-
abo retepoapunbHOro pagukana, SKum moxe 0yt
npuegHaHun HeoboB'A3KOBO Yepe3 MpPUHaMHi MOHO-
3amiweHy Ci.e-ankineHosy rpyny ta/abo moxe 6ytn
KOHAEHCOBaHNN HeoBOoB'A3KOBO MPUHANMMHI 3 MOHO-
3aMilleHOl MOHO- abo MONILMKIIIYHOW KiNbLEBOK
cUcTeMolo,

abo R"iR™ pa3oM 3 MiCTOYKOBUM aTOMOM a30-
Ty YTBOpIOIOTb HacuyeHe, HeHacuyeHe abo apomaTu-
YyHe 5- abo 6-uneHHi reTepoumkriyHe KinbLe, ke Mo-
Xe 6yt npvHanMHi MOHO3aMileHM Ta/abo MicTuTn
rIpVIHaVIMHI OJVH iHWMIA reTepoaToM Y KinbLi,

R" aBnsie cobot BogeHb, Hepo3aranyxkeHui abo
po3ranykeHuin, HacudeHnin abo HeHaCUYEeHUN, He-
000B'A3KOBO  MpUHaAMMHI  MoHO3amieHun  Cie-
anicaTMYHUn pammkan, HacuyeHun abo HeHacnde-
HUIA, HeOOOB'A3KOBO MPUHANMHI MOHO3aMILLEHWN,
AKMN HeobOB'A3KOBO MICTUTb MPUHANMHI OOMH reTe-

poatoMm y KinbL Cag-uuknoanicpatmyHnn pagvkan
abo HeoO6OB'I3KOBO MpPUHAMHI MOHO3aMiLLEHUA 5-
abo 6- uneHHnn apun- abo reTepoapurbHUIA pagu-
Kan, skuin moxe OyTv npuegHaHui HeobOB'A3KOBO
Yyepe3 npuHaiMHI MoHo3aMmiweHy Ci.g-ankineHoBy
rpyny Ta/abo moxe 6yTm KOHAEeHCOBaHWA HeOBOB'sI3-
KOBO NMpWHaNMHI 3 MOHO3aMiLLEHOK MOHO- abo noni-
LMKITIYHOO KiNbLIEBOK CUCTEMOLO,

R™ npepacraensie coGoto BoAeHb, Hepoaranyxe-
HUM abo posranykeHui, HacuyeHui abo HeHacude-
HWIA, HEOOOB'A3KOBO MPMHAVMHI MOHO3aMiweHWn C1.6-
anipatmyHnn pagmkan, HacMyeHun abo HeHacuye-
HUIA, HEeOOOB'A3KOBO MPUHAVMHI MOHO3aMILLEHUN,
AKUN HeODOOB'A3KOBO MICTUTb MPUHAMMHI OOMH reTe-
poatom y Kinbu Cag-uuknoanipatmuyHnin pagvkan
abo Heo6OB'I3KOBO MpWHaWMHI MOHO3aMilleHui 5-
abo 6-uneHHW apun- abo reTepoapuUrbHUIA paavkan,
AKMA Moxe OyTM npuegHaHun HeoOOB'A3KOBO Yepes
npuHamMHi  mMoHosamilleHy Ci.e-ankineHoBy rpyny
Ta/abo Moxe Oyt KOHAEHCOBaHW HeoOOB'A3KOBO
NpUHaMMHI 3 MOHO3aMiLLEHOK MOHO- abo noniumKniy-
HOIO KiNbLIEBOK CUCTEMO, HEOBOB'A3KOBO Yy hOpMi
OAHOro 3 iX CTepeoi3omMepiB, NepPeBaXHO eHaHTioMe-
piB abo piactepeomepis, ix pauemartiB abo y dopMi
cymileln npuvHanMHi ABOX ii cTepeoisomepiB, nepe-
BaXXHO eHaHTiomepiB abo pAiactepeomepis, y Oyab-
AKOMY criBBigHOLWEHHI cymiwi, abo ix disionoriyHo
NPUIAHATHI coni, abo conbBaTK BiANOBIQHO.

Oco6nuBo nepeBa>|<HV|MV| € Cromnyku 3aranbHoi
dopmynu (1), pe R', R’ R® R’ koxeH HeszanexHo
BMGpaHun i3 rpynu, sika cknagaemwcs 3 H, F, Cl, Br,
Hacu4eHoro, posranykeHoro abo Hepo3ranyxeHoro,
HeobOB'A3KOBO MpUHaWMHI  MOHO3aMmiweHoro Ci.3-
anicpatmyHoro pagukana, HacM4eHoro, HeoboB'A3KO-
BO MPWHaMMHI MOHO3aMiLLEeHOoro, skl HeoboB'A3KOBO
MiCTUTb NPUHaNMHI OOMH reTepoaToM Yy Kinbui Cs- abo
Ce- umknoanicdaTMyHOro pagukana, skum moxe 0yt
npmep,HaHMﬁ HeobO0B'A3KOBO Yepes I'IpI/IHal7IMHi MOHO-
3amiweHy Cq- abo Cz-aJ'IKIJ'IeHOBy rp}/ny, HiTpO, UiaHo,
-OR™, -0C(=0)R™, -SR™ i1 -NR"™R ™ rpynu, nepesa-
XHO B1GpaHuii i3 rpynu, sika cknagaetbca 3 H, F, Cl,
CHj3;, CH2CH3, CF3, CF2CF3, unknonentun, LI,MKnoreK-
Cun, HiTpo, UiaHo i -OR" j pewTa pagukanis R%-R™
MalTb BKasaHe BULUE 3HA4yeHHs, HeoboB'A3KOBO Yy
dopMi 0gHOrO 3 X CTepeoni3oMepiB, NePEeBaXHO eHaH-
TiomepiB abo piactepeomepis, ix pauemaTtiB abo y
dopmi cymiwi npuvHanMMHi OBox ii cTepeoisomepis,
nepeBaxHO eHaHTioMmepiB abo pAiactepeomepis, Y
Oyab-sIKoMy cniBBiAHOLLEHHI cymiLi, abo ix dizionori-
YHO MPUNHATHI coni, abo conbBaTy BiANOBIAHO.

Takox 0cobnnBo NepeBaXXHUMU € CMOMYKKU 3ara-
nbHoT dopmynn (1), y sikux R® siensie coboto H abo
posranyxkeHuit abo HeposranyxeHun Ci.z-arkinsHui
paavkan, nepeBaxHo H, CHz abo CH2CHs, i pewra
pagukanis R®-R'™ maiotb BkasaHe BULLE 3HAuEHHS,
HeoboB'A3KOBO Yy hopMi OfHOrO 3 iX CTepeonisomepiB,
nepeBaXHO eHaHTioMepiB abo pgiactepeomepis, ix
pauemartiB abo y opMi cymiwi npuvHamMHi gBox ii
cTepeoi3omepiB, NepeBaxHO eHaHTiomepiB abo aiac-
TepeomepiB, y Oyob-AKOMY CRiBBIAHOLUEHHI CyMmilLLi,
abo ix duisionoriyHo NpuRHATHI coni, abo corbBaTh
BiANOBIgHO.

Takox 0cobnmBeo nepesaxHUMK e Cnonykn 3ara-
nbHoi dopmynu (1), ae R®, R’, R, R? koxeH Hesane-
)KHO BMOpaHuiA i3 rpynu, sika cknagaetmca 3 H, posra-
nykeHoro abo HeposranyxkeHoro Ci.z-arkinbHoro
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paavkana, uiaHo i1 COOR" rpynu, nepeBaxHo BUG-
paHun i3 rpynu, sika cknagaetbcst 3 H, CHs, CH2CH3 i
LiaHorpynu, i pewrTa paavkanis R R18 MalTb BKa-
3aHe BHULLE 3HAYeHHHA, He0bOB'A3KOBO Yy PopMi OAHO-
ro 3 ix ctepeociaomepiB, NepeBaxkHO eHaHTiomepiB abo
piactepeomepiB, ix pauemaTiB abo y dopmi cymiLui
npUHaMMHI 4BOX il cTepeoi3omepiB, NepeBakHO eHaH-
TiomepiB abo giactepeomepis, y Oyab-gKoMy CniBBia-
HOLLUEHHi cymiLui, abo ix chisionoriyHo NPUNHATHI coni,
abo conbBaTW BigNOBIAHO.

Takox ocobnmeo nepeBa>KHV|MV| € Cronyku 3ara-
nbHoi dopmynu (1), ae R' siBnsie coGoto BogeHb ato
po3sranyxkeHuit abo HeposranyxeHun Ci.s-arnkinbHui
pagukan, i pewra pagukanis R"-R'™ matoTb BKasaHe
BULLE 3HAYEHHS, HEOOOB'A3KOBO Y POPMi OAHOTO 3 iX
cTepeoizomepiB, NepeBaxHO eHaHTiomepiB abo Aiac-
Tepeomepis, ix pauemariB abo y dopmi cymiwi npu-
HalMHI OBOX ii CTepeoi3omepiB, NEPEBAKHO EHaHTIO-
MepiB abo  giactepeomepiB, y  Oygb-sikomy
cniBBigHOLWEHHI cymiwi, abo ix disionoriyHO NpUNHsa-
THi coni, abo conbBaT BiAMNOBIOHO.

Takox ocobnueo NepeBaxHVMM € CMIoMyky 3ara-
neHoi dopmynu (l), e R™ BMOGpaHun i3 rpynu, sika
CknajaeTbCsl 3 He3aMilleHOoro heHinLHoro pagukana,
deHinbHOro papgukana, HeobOOB'A3KOBO MNPUHAVMHI
MOHO3aMILLEHOro posranyKeHum abo Heposranyxe-
HUM Ci.4-arnkinbHUM pagukarnom, posranyxeHoro ato
HeposranykeHoro Ci4-ankokcupagvkana, posrany-
XEHoro abo Hepo3ranyKeHoro Cis
nepdgropankinbHOro pagvkana, posranykeHoro abto
HepoaranykeHoro Ci.s-nepgropankokeupaukana, F,
Cl, Br, umknorekcuny, deHiny, deHokcu, deHinTio,
6eH30|ny yiaHo, -C(=0)Ci-ankiny, -C O)OC1£
ankiny, -kapbokcu, -CH(OH)(dbeHin), -NR*RE, pe R”,
R® koxeH HesanexHo BUGpaHUit i3 rpynu, sika ckra-
paetbcsa 3 H, posranykeHoro abo Hepo3ranyxeHoro
Ci4ankineHoro pagukana, -CHo-CH>-OH i He3awmi-
LLeHOoro ¢eHinbHOro pagukana, HesamilleHoro Tias3o-
NbHOroO paavkana,

rpynu 3aranbHoi oopmyrnu (A)

<)

(A),

ne

n o3Hauae 1 abo 2,

X aensie coboto CH abo N,

Y saense coboo CHp O, N-R° CH-OH a6o
C(=0),

R siBnsie co6oto H abo posranyxkeHun abo He-
posranykeHun Cig-ankineHUn pagukan, rpynu cop-
mynu (B),

7 N
AN
(®)

rpynu coopmynm (C),
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()

rpynu 3aranbHoi oopmynu (D),

N
\>——R°
s
()

ae Rp aBnge cobowo H abo poasranyxeHuin abo
Hepoaranykenui Cis-ankinbHui pagukan
i rpynu 3aranbHoi popmynu (E),

E)

ae

RF sBnsie co6oto H, posranyxeHuin abo Hepoasra-
nyxeHmn Ci4-ankineHMn pagvkan abo posranyxeHun
ab0 HeposranyxeHuin Ci4-ankokcupagvkan,

W saBnsie cobow 3B'A30K Mbk ABOMa apoMaTtny-
HUMK Kinbuamn, CH2, CH-OH a6o C(=0),

z ABnAe coboto CHz, O, S, CH-OH, C(=0) ato N-
R ae R" aBnse coboro H abo posranyxenuii abo
HeposranykeHni Cis-arkineHws pagvkan i pewra
paavkanis R'2.R™ maiotb BrasaHe BULLE 3HAYEHHS,
HeoboB'A3KOBO Yy opMi OfHOrO 3 iX CTepeoni3omepiB,
nepeBaXHO eHaHTioMepiB abo paiactepeomepis, ix
pauemartis abo y cdopmi cymiwi npuHawmHi ABOX il
cTepeoi3omepiB, NepeBaxHO eHaHTiomepiB abo aiac-
TepeomepiB, y Oyaob-AKOMY CRiBBIAHOLUEHHI CyMmilLLi,
abo ix dquisionoriyHo nNpunHATHI coni, abo conbBaTh
BiANOBIQHO.

Takox ocobnmeo l‘lepeBa)KHMMI/I € Crnonyku 3ara-
neHoi dopmynu (1), oe R # R" pa3omMm 3 MicTeuko-
BMM aTOMOM a30Ty YTBOPKWOTb HacuveHe 6-yrneHHe
reTepouvKIiyHe Kinbue, sike NpuHanMHi MOHo3aMmiLle-
HUIA MeTUIbHUM paaukanom Ta/abo KoHOeHCcoBaHWI 3
He3aMmilweHMM abo NpuHalNMHI MoHO3aMileHUM dhe-
HiN- abo UMKNOreKCUIibHMM pagukanoM, Ae BKasaHun
eHin- abo UMKNOreKCUIbHU pagukan nepeBaxHO
npuHamMHi MoHo3amiweHu F ta/abo OCHsg, i pewTa
pagukanis R'2-R™ matoTb BrazaHe BULLE 3HAYEHHS,
HeoObO0B'sI3KOBO Y hOpMi OOHOro 3 iX CTepeoni3omepis,
nepeBaxHO eHaHTioMepiB abo giacTepeomepiB, ix
pauemartiB abo y cdopmi cymiwi npuHawmHi gBox i
cTepeoi3omepiB, NepeBakHO eHaHTiomepiB abo giac-
TepeomepiB, y Oyaob-aKOMY CRiBBIAHOLIEHHI CyMilLLi,
abo ix diisionoriyHo NpuRHATHI coni, abo corbBaTh
BiJMoOBIgHO.

Takox ocobnmeo nepeBa>KH|/|M|/| € CMnornyku 3ara-
nbHoi dopmynu (1), ae R' siensie cobowo H, Cia
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ankineHUM pagukan, UMKNIoreKCunbH1Mi pagukan ato
deHinbHMn pagvkan, nepesaxHo H, CHs, CoHs aGo
deHinbHMA pagukan, i pewTta pagvkanis R™-R'™ ma-
I0Tb BKa3aHe BuLLE 3HAYeHHs, HEOOOB'A3KOBO Y hop-
Mi 0OHOro 3 iX CTepeoi3oMepiB, NepeBaXHO eHaHTio-
MepiB abo piactepeomepiB, ix pauemaTtiB abo y
dopmi cymiwi npuvHamMMHi OBox ii cTepeoisomepis,
nepeBaxHO eHaHTioMepiB abo pAiactepeomepis, Y
Oyab-skoMy cniBBiAHOLIEHHI cymiLli, abo ix dizionori-
YHO NPUNHATHI coni, abo conbBaTK BiANOBIAHO.

Takox 0cobnmMBo NepeBaXKHUMU € CMOMYKKU 3ara-
nbHoi dopmynu (1), ae R™ siensie coboo H, Cia
ankineHUM pagukan, UUKIorekennbHuin abo deHinb-
HUI pagvkan, nepesaxHo H, CHs, C2Hs abo deHin, i
pewrTa pagukanis R'™-R'™ matoTb BKasaHe BULE 3Ha-
YeHHs1, HeobOoB'A3KOBO Yy hopMi ogHOro 3 ix cTepeo-
i3omepiB, nepeBaXHO eHaHTiomepiB abo AdiacTtepeo-
MepiB, ix pauemartiB abo y opmi cymilli npuHanNMHi
ABOX i CTepeoi3oMmepiB, NMepeBaXXHO eHaHTiomMepiB
abo piactepeomepiB, y Oyab-sKOMY CNiBBIAHOLUEHHI
cymiwi, abo ix diisionoriyHo NpuiHATHI coni, abo co-
NbBaTK BiANOBIQHO.

Takox ocobnueo NepeBaxHUMK € Cronykun 3ara-
nbHoi copmynm (1), ae R™ siBnsie co6oto H, Cia-
ankineHUM pagukan, UMKIorekeurnbHun abo deHinb-
HUIA pagvkan, nepeBa»(Ho H, CHs, CoHs abo doeHin, i
pewrTa pagukanis R™-R™ matotb BrasaHe BuLLe 3Ha-
YeHHs, HeobOoB'A3KOBO y hopMi ogHOro 3 ix cTepeo-
i3omepiB, NepeBaXXHO eHaHTiomepiB abo AjacTtepeo-
MepiB, iX pauemartiB abo y opMi CyMiLli NPpUHaNM Hi
OBOX 1i cTepeoizomepiB, NepeBaXHO €HaHTioOMepiB
abo piactepeomepiB, y Oyab-AKOMY CNiBBiZHOLUEHHI
cymiwi, abo ix disionoriyHo npuHATHI coni, abo co-
NbBaTK BiANOBIQHO.

Takox ocobnueo nepeBa>|<HV|MV| € CMonyku 3ara-
nbHoi dopmynm (I), oe R' 11 R'® koxeH HesanexHo
BMOpaHUM i3 rpynn, dKka CKnagaeTbcs 3 H, Cis-
ankinbHoro pagvkana, LMKIOreKcvMnbHOro n deHinb-
HOro pajvkarna, NepeBaxHO i3 rpynu, aka cxnap,aeTb-
cn 3 H, CHs, C2Hs i cbeHiny, i pewra pagukanis R"
R matoTb BkasaHe BULLE 3HAYEHHSI, HEOBOB'SI3KOBO y
dopmi 0aHOrO 3 iX CTEPE0i3OMEPIB, MEPEBAKHO EHAH-
TiomepiB abo piactepeomepis, ix pauematiB abo y
dopmi cymiwi npuHaviMHI OBOX il cTepeoisomepis,
nepeBaxHO eHaHTioMepiB abo pJiactepeomepis, Y
Oyab-AKoMy cniBBiAHOLEHHI cymiLli, abo ix dizionori-
YHO NMPUNHATHI coni, abo conbBaTV BiANOBIAHO.

Takox ocobnueo NepeBaxHMMK € Cronykn 3ara-
nbHoi copmynu (1), ae R siBnsie co6oto H, Cia-
ankineHUM pagukan, UMKIorekeurnbHuin abo deHinb-
HUIA pagvkarn, nepeBa>|<Ho H, CHs, C2Hs abo doeHin, i
pewrTa pagukanis R'™ matoTb BrasaHe BULLE 3HAYEH-
HS1, He06OB'A3KOBO Y hopMi OOHOTIO 3 X CTepeoi3ome-
piB, NepeBaXXHO eHaHTIoOMepiB abo fiactepeomepis, ix
pauemartis abo y copmi cymiwi npuHavmHi ABOX il
cTepeoisomepiB, NepeBaxHO eHaHTiomepiB abo Aaiac-
TepeomepiB, y Oyob-AKOMY CRiBBIAHOLUEHHI CymiLui,
abo ix dqisionoriyHo nNpunHATHI coni, abo combBaTh
BiANOBIQHO.

Takox ocobnmeo I'IepeBa)KHMMM € CMonyku 3ara-
nbHoi chopmynm (1), ae R™ siBnsie co6oto H, Cia-
ankineHun pagmkan abo deHinbHUN pagukan, nepe-
BaxxHo H, CH3 abo ceHin, i pewrTa pagvkanis maTs
BKa3aHe BMLUE 3HA4YeHHS, HeoOOB'A3KOBO Yy POpMi
OAHOro 3 iX CTepeoni3omMepiB, NEPEBaXHO eHaHTioMe-
piB abo piactepeomepis, ix pauemartis abo y cdopmi

cymilli npuvHanMMHi ABOX ii cTepeoizomepiB, NepeBax-
HO eHaHTioMepiB abo giactepeomepis, y Oyab-sKoMy
cniBBigHOLWEHHI cymiwi, abo ix disionoriyHO NpunHa-
THi coni, abo conbBaTK BiAMNOBIAHO.

Haibinbw nepeBaXxHMMU € CMONyKu 3araan0|
dopmynu (1), ge I'IpMHaVIMHI nBa i3 sanuwkis R', R?,
R® R*, nepeBaXxHo R? i R® He ﬂBﬂﬂlOTb co6oro BO-
AeHb, | pagvkanu i3 rpynu R', R% R® 1 R, siki He siB-
NsI10Tb COBOI0 BOAEHb, @ TakoX peLuTa paavkanis R°-
R'® maloTb BkasaHe BULLE 3HAYEHHS, HEOGOB'SI3KOBO y
dopmi 0gHOrO 3 iX CTepPE0i30MEpIB, NEPEBAKHO EHaH-
TiomepiB abo piactepeomepis, ix pauemaTtiB abo y
dopmi cymiwi npuvHamMMHi OBOX ii cTepeoisomepis,
nepeBaxHO eHaHTiomepiB abo giactepeomepis, Yy
Oyab-AKOMY CniBBiAHOLEHHI cymiLi, abo ix disionori-
YHO NPUNHSATHI coni, abo conbBaTU BiANOBIAHO.

Hanbinbw I'IepeBa)KHMMM € CronykKu 3aranbHoi
cdopmynn (1), ae R° fBnse co6oro CHs a6o CoHs, i
pewrta pagvkarnis R-R* it R®-R™ maiots mxazaHe
BULLE 3HAYEHHS, HEOOOB'A3KOBO Y POPMi OAHOTO 3 iX
cTepeoi3omepiB, NepeBaxHO eHaHTiomepiB abo piac-
Tepeomepis, ix pauemariB abo y dopmi cymiwi npu-
HanMHi OBOX ii cTepeoi3omepiB, NEPEBAKHO EHaHTIo-
MepiB abo  giactepeomepis, y  Oyob-sakomy
CniBBIAHOLLEHHI cymilli, abo ix ¢hi3ionoriyHo NpunHA-
THi coni, abo conbBaTK BiAMNOBIAHO.

Hanbinbw nepeBaXHUMWU € HACTYMHI CMNONyKK-
noxigHi 6eH3okcasnHy 3aransHoi popmynm (l):

[1] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-[-(9-okco-9H-grop-2-
un)aueTamia,

[2] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)aueTamia),

[3] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-3-
un)aueTtamigy rigpoxnopua,

[4] N-(4-6eH3oindeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasuH-1-in)ninepuamH-1-injaueTtamia,
[5] N-(4-6eH3oindeHin)-2-[4-(2-okco-4H-

6eH3o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopug,

[6] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(5-okco-5,6,7,8-
TeTparigpoHadTaneH-2-in)auetamigy rigpoxnopua,

[7] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-gprop-4-
un)aueTtamigy rigpoxnopua,

8 N-(3-6eH3oindeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetaminy
rigpoxnopug,

[9] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnn-1-in]-N-(1-okcoiHgaH-5-in)aueTtamia,

[10] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(1-okcoiHgaH-5-in)auetamigy
rigpoxnopua,

[11] N-iHpaH-54n-2-[4-(2-okco-4H-
6eH30o[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamigy
rigpoxnopua,

[12]  N-(2-veTokcnambeHsodypaH-3-in)-2-[4-(2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepungnH-1-
inJauetamigy rigpoxnopua),

[13]  N-(4-uukrorekemndpeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[14] 1-{1-[2-(3,4-purigpo-2H-xiHoniH-1-in)-2-
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okcoetunininepnanH-4-in}-1,4-
avrinpo6exso[d][1,3]okcas3nH-2-0Hy rigpoxnopua,

[15] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-mn)-2-
deHinavueTamigy rigpoxnopua,

[16] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-3-
un)nponioHamigy rigpoxnopua,

[17] N-(9-ewmn-9H-«apbason-3-in)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamig,

[18] N-(9-etvn-9H-~«apbason-3-in)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJaueTtamigy rigpoxnopua,

[19] 2-[4-(6-veTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(9-okco-
9H-gTop-3-un)auetamia,

[20] 2-[4-(6-veTnn-2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepuanH-1-in]-N-(9-okco-
9H-prop-3-un)aueTtamiay rigpoxnopua,

[21] N-(9-eun-9H-kapbason-3-in)-2-[4-(6-vieTnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepuamH-1-
inJaueTamigy rinpoxnopua,

[22]  N-(4-umknorekcundperin)-2-[4-(6-MmeTun-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamig,

[23]  N-(4-umknorekcundein)-2-[4-(6-meTnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnagnH-1-
inJauetamigy rigpoxnopug,

[24] N-(4-6ensoindeHin)-2-[4-(6-veTnn-2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamigy rigpoxnopua,

[25] N-(9-meTun-9H-«apbason-3-in)-2-[4-(2-okco-
4H-6eH30[d][1,3]okca3unH-1-in)ninepnavH-1-
inJauetamigy rigpoxnopua,

[26] N-(9,10-gnokco-9,10-gurigpoaHTpaueH-2-in)-
2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnanH-1-injJauetamigy rigpoxnopua,

[27] N-[4-(etundpeHinamino)deHin]-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJaueTamigy rinpoxnopua,

[28] 2-[4-(6-meTnn-2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuanH-1-n}-N-[4-
MeTundeHinamiHo)deHinlauetamigy rigpoxnopug,

[29] 2-[4-(2-okco-4H-6eHsol[e][1,3]okcasnH-1-
in)ninepnanH-1-in]-N-[4-deHokcudpeHin)auetaminy
rigpoxnopua,

[30] N-[4-(isonponindeHinamiHo)deHinl-2-[4-(2-
okco-4H-6eH30[d][1,3]JokcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[31] 3-[4-(2-okco-4H-6eH30[d][1,3]okcasmnH-1-
in)ninepnanH-1-in]-N-(9-okco-9H-drop-3-
un)nponioHamigy rigpoxnopua,

[32] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n}-N-(9-etnn-
9H-kap6a3on-3-in)aueTamigy rigpoxnopug,

[33] N-(4-xnopdeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-injauetaminy
rigpoxnopug,

[34] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(4-
xnopdpeHin)aueTtamiay rigpoxnopua,

[35] 2-[4-(8+vieTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-in]-N-(9-okco-
9H-prop-3-nn)aueTtamiay rigpoxnopua,

[36] 2-[4-(6-xnop-2-okco-4H-

6eH3o[d][1,3]okcasnH-1-in)ninepnamH-1-in]-N-(9-okco-
9H-dprop-3-nn)aueTtamigy rigpoxnopua,

[37] N-(9-rippokcn-9H-drop-3-nn)-2-[4-(8-vetnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepnamH-1-
inJauetamigy rigpoxnopua,

[38] N-(9-rigpoken-9H-goTrop-2-un)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJaueTamigy rigpoxnopua,

[39] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-in]-N-(9-
rigpoken-9H-dTop-3-nn)auetamigy rigpoxnopug,

[40] N-(9-etun-9H-kapbason-3-in)-2-[4-(8-vetnn-
2-okco-4H-6eH30[d][1,3]okca3uH-1-n)ninepnamH-1-
inJaueTtamigy rigpoxnopua,

[41] 2-[4-(8-vieTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-n]-N-(4-
TpudptopmeTundeHin)auetamiay rigpoxnopua,

[42] 2-[4-(8-veTnn-2-okco-4H-
6eH3o[d][1,3]okcasunH-1-in)ninepnannH-1-4n]-N-
deHinavueTamigy rigpoxnopua,

[43] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnH-1-in]-N-(4-
TpudptopmeTundeHin)auetamiay rigpoxnopua,

[44] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-4n]-N-
deHinavueTamigy rigpoxnopuma,

[45] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n}-N-(4-
TpudptopmeTundeHin)ayeTamiay rigpoxnopua,

[46] 2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-in]-N-ceHinauetamigy rigpoxnopua,

[47] N-(4-xnopdeHin)-2-[4-(8-meTun-2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepnamH-1-injauetamigy
rigpoxnopua,

[48] N-(4-uiaHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-injauetamigy
rigpoxnopug,

[49] N-(4-uiaHodpeHin)-2-[4-(8-meTnn-2-okco-4H-
6eH30o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetaminy
rigpoxnopug,

[50] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(4-
LiaHodeHin)aueTamigy rinpoxnopua,

[51] N-(4-aueTundeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamigy
rigpoxnopua,

[52] 2-[4-(8-veTnn-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnanH-1-in]-N-(4-
deHOoKCcUeHiNn)aueTamigy rigpoxnopua,

[63] N-(4-auemundpeHin)-2-[4-(6-xnop-2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[54] N-(4-auetundeHin)-2-[4-(8-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJaueTamigy rigpoxnopua,

[55] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(4-
deHoKCcudeHiNn)aueTamigy rigpoxnopug,

[56] N-(4-6eHsoindeHin)-2-[4-(8-veTnn-2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnanH-1-
inJauetamigy rigpoxnopua,

[57] N-(4-6eH3oindeHin)-2-[4-(6-xnop-2-0kco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepuamH-1-injauetaminy
rigpoxnopua,

[58] N-(2-xnopdeHin)-2-[4-(6-veTnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-injauetamia,
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[59] 2-[4-(6-veTnn-2-okco-4H-
6eH30[d][1,3]JokcasnH-1-in)ninepuanH-1-n]-N-(2-
TpudptopmeTundeHin)aueTamia,

[60] 2-[4-(6-veTnn-2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuanH-1-n}-N-
deHinavueTamia,

[61]  N-(4-umknorekcundeHin)-2-[4-(8-vetnn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[62] 2-[4-(6-xnop-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepunanH-1-in]-N-(4-
uuknorekcundeHin)auetamigy rigpoxnopua,

[63] N-(2-6eH3oindeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasunH-1-in)ninepnanH-1-injauetaminy
rigpoxnopug,

[64] N-(2-6eHsoindeHin)-2-[4-(8-meTnn-2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJaueTtamigy rigpoxnopua,

[65] N-(2-6eHsoindeHin)-2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injauetamigy
rigpoxnopua,

[66] N-(2-6eHsoindeHin)-2-[4-(6-MeTnN-2-0KCo-
4H-6eH30[d][1,3]okcasuH-1-n)ninepuanH-1-
inJavetamig,

[67] 2-[4-(6-veTnn-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepunanH-1-in]-N-(4-
deHoKcudeHin)aueTamigy rigpoxnopua,

[68] N-(4-auetundpeHin)-2-[4-(6-meTnn-2-okco-
4H-6eH30[d][1,3]okcaanH-1-n)ninepuanH-1-
inJaueTamigy rinpoxnopua,

[69] N-(9-rigpoken-9H-drop-3-un)-2-[4-(2-okco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepnamH-1-
inJauetamigy rigpoxnopug,

[70] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-in]-N-(9-okco-
9H-prop-2-nn)aueTtamiay rigpoxnopua,

[71] 2-[4-(6-meTun-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(9-okco-
9H-dgTop-2-un)avueTtamigy rigpoxnopua,

[72] 2-[4-(8-weTnn-2-okco-4H-
6eH3o[d][1,3]okcasmH-1-in)ninepnanH-1-in]-N-(9-okco-
9H-prop-2-nn)aueTtamiay rigpoxnopua,

[73] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-in]-N-(9-
rinpoken-9H-dTop-2-nn)auetamigy rigpoxnopua,

[74] N-(9-rippokcn-9H-drop-2-nn)-2-[4-(6-vieTnn-
2-okco-4H-6eHso[d][1,3]okca3uH-1-4n)ninepuanH-1-
inJaueTamigy rigpoxnopua,

[75] N-(9-rinpokcn-9H-gprop-2-un)-2-[4-(8-metnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-n)ninepuamH-1-
inJauetamigy rigpoxnopug,

[76] N-(9-rippokcn-OH-drop-2-nn)-2-[4-(6-vetnn-
2-okco-4H-6eH30[d][1,3]okca3uH-1-n)ninepnamH-1-
injJaueTtamigy rigpoxnopua,

[77]  N-(4-uvknorekcundeHin)-2-[4--(7-cpTOp-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

[78] N-(9-emn-9H-«apbason-3-in)-2-[4-(5-¢pTop-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepnanH-1-in]
aueTtamigy rigpoxnopua,

[79] N-(9-eTun-9H-«apbason-3-in)-2-[4-(6-
MeTokcmn-2-0kco-4H-6eH3o[d][1,3]okca3unH-1-
in)ninepnanH-1-injJauetamigy rigpoxnopua,

[80] N-(9-etun-9H-kapbason-3-in)-2-[4-(7-veTtnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-4n)ninepuamH-1-
inJaueTamigy rinpoxnopua,

[81] 2-[4-(5-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n}-N-(9-etnn-
9H-kap6azon-3-in)aueTamigy rigpoxmnopug,

[82] 2-[4-(5-gpTOp-2-0KCO-4H-
6eH30[d][1,3]JokcasnH-1-in)ninepnanH-1-in]-N-(4-
deHoKcudeHin)auetamigy rigpoxnopua,

[83] 2-[4-(6-veToKCK-2-0KCO-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnamH-1-in]-N-(9-okco-
9H-prop-3-un)aueTtamia,

[84] N-gubeHsodypaH-2-in-2-[4-(8-meTokcun-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamig,

[85] 2-[4-(7-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-4n]-N-
anbeHsodypaH-2-inaueTtamia,

[86] 2-[4-(6-dpTOp-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnamH-1-in]-N-(9-okco-
9H-¢prop-3-nn)aueTtamia,

[87] 2-[4-(7-dpTOp-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-(9-
rinpokem-9H-drop-3-nn)auetamia,

[88] N-(9H-«ap6ason-3-in)-2-[4-(5-MmeTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
inJavetamig,

[89] N-(9H-«apbason-3-in)-2-[4-(5-¢TOp-2-0KCO-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJauetamig,

[90] N-(9H-«ap6a3zon-3-in)-2-[4-(6-veTokcn-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauetamig,

[91] N-(9-etn-9H-+«ap6azon-3-n)-2-[4-(5-
MeTokcu-2-0kco-4H-6eH3o[d][1,3]okcasmH-1-
in)ninepnann-1-injauetamia,

[92] 2-[4-(5-veToKCMK-2-0KCO-4 H-
6eH30[d][1,3]okcasuH-1-in)ninepuamH-1-n}-N-(4-
deHoKcugeHin)aueTamia,

[93] N-(9-npgpokcn-9H-drop-3-nn)-2-[4-(7-vetnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-n)ninepnanH-1-
inJavetamig,

[94] N-(9-rigpokcun-9H-crop-3-mn)-2-[4-(8-
MeToKkcmn-2-0kco-4H-6eHso[d][1,3]Jokca3mnH-1-
in)ninepngnn-1-injauetamia,

[95] N-anbeH3odypaH-2-in-2-[4-(5-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJauetamig,

[96] N-[4-(eTundeHinamiHo)deHin]-2-[4-(7-
MeTnn-2-okco-4H-6enso[d][1,3]JokcasuH-1-
in)ninepnanH-1-injauetamia,

[97] N-(9H-«apbason-3-in)-2-[4-(8-xnop-2-okco-
4H-6eH30[d][1,3]okcasun-1-in)ninepuamH-1-in]  aue-
Tamig,

[98] N-[4-(eTundeHinamiHo)deHin]-2-[4-(8-
MeTokcu-2-0kco-4H-6eH3o[d][1,3]okcasmH-1-
in)ninepnann-1-injauetamia,

[99] N-(9-rigpokcn-9H-dTop-4-nn)-2-[4-(2-okco-
4H-6eH3o[d][1,3]okcaanH-1-n)ninepuguH-1-
inJavetamig,

[100] N-[4-(rippokcndperinmeTnn)dpeHin-2-[4-(2-
okco-4H-6eH30[d][1,3]okca3mH-1-in)ninepnanH-1-
inJauetamig,

[101]  N-[4-xnop-2-(2-xnop6eH30in)deHin]-2-[4-
(6-meTnn-2-okco-4H-6enso[d][1,3] OKCcasuH-1-
in)ninepnanH-1-injauetamia,

[102] N-[4-xnop-2-(2-xnop6eH30in)deHin]-2-[4-
(2-okco-4H-6eH30[d][1,3]okca3uH-1-n)ninepnanH-1-
inJaueTamigy rigpoxnopua,
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[103] N-[4-xnop-2-(2-xnop6eH3oin)deHin]-2-[4-
(8-metnn-2-okco-4H-6eH30[d][1,3]okcazunH-1-
in)ninepngnH-1-injaueTtamigy rigpoxnopug,

[104] N-[4-xnop-2-(2-xnop6eH3oin)deHin]-2-[4-
(6-xnop-2-okco-4H-6eH3o[d][1,3]okcasnH-1-
in)ninepnanH-1-injaueTtamigy rigpoxnopug,

[105] 2-[4-(7-vetnn-2-okco-4H-
6eH3o[d][1,3]JokcasmH-1-in)ninepuannH-1-  n]-N-tiason-
2-inaueTamig,

[106] 2-[4-(6-cpTOp-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnannH-1-4n]-N-Ttiason-
2-inaueTamig,

[107] N-gubeHsoTioeH-2-in-2-[4-(5-meTokcu-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepnanH-1-
inJauertamig,

[108] 2-[4-(7-xnop-2-okco-4H-
6eH30[d][1,3]okcasmH-1-in)ninepuamH-1-n}-N-
anbeHsoTioheH-2-naueTamia,

[109] 2-[4-(5-rigpokcn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(4-
beHoKcudeHin)aueTamia,

[110] 1-{1-[2-(3,4-anrigpo-1H-i30xiHONiH-2-in)-2-
okcoetunininepnanH-4-in}-1,4-
avriapo6exso[d][1,3]okcas3nH-2-0Hy rigpoxnopua,

[111] 2-[4-(6-cpTOp-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-14n]-N-xiHoniH-
6-inaueTamia,

[112] 2-[4-(6-meTokcu-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-4n]-N-xiHoniH-
6-inaueTamia,

[113] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-xiHoniH-
6-inaueTamin,

[114] 2-[4-(6-cpTOp-2-0KCO-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(2-
MeTunbeH3oTiazon-5-in)auetamia,

[115] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(2-
MeTunbeHsoTiazon-5-in)auetamia,

[116] 2-[4-(6-meTokcu-2-okco-4H-
6eH3o[d][1,3]okcasnH-1-in)ninepnanH-1-n]-N-(2-
MeTunbeHsoTiazon-5-in)auetamia,

[117] N-(3-mumeTnamiHodpeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-injauetamig,

[118] N-(4-pmmeTnamiHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasunH-1-in)ninepuamH-1-injaueTamia,

[119] N-(3-gmmeTunamiHogeHin)-2-[4-(8-metnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepuamH-1-
inJauetamig,

[120] N-(4-pumeTunamiHodeHin)-2-[4-(8-vetnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepuanH-1-
inJauetamig,

[121] N-(3-aumeTunamiHoeHin)-2-[4-(6-meTnn-
2-okco-4H-6eHso[d][1,3]okca3uH-1-4n)ninepuamH-1-
inJauertamig,

[122] N-(4-pmmetunamiHodpeHin)-2-[4-(6-meTnn-
2-okco-4H-6eH3o[d][1,3]okcasuH-1-n)ninepuamH-1-
injauetamig,

[123] N-(4-pieTvnamiHodeHin)-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-injaueTamia,

[124] wmetunosun edip 2-{2-[4-(2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-
injJaueTnnamiHo}oeH30MHOT KMUCnoTH,

[125] metunosun ediip 2-{2-[4-(8-meTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
injJaueTMnamiHo}oeH30MHOT KMCnoT,

[126] N-(2-veTokcnambeHsodypaH-3-in)-2-[4-(2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJauetamigy rigpoxnopua,

127 N-2-[4-(6-xnop-2-0kco-4H-
6eH30[d][1,3]JokcasmH-1-in)ninepnamH-1-n]-N-(2-
MeTokcmambeH3odypaH-3-in)aueTamiay rinpoxnopua,

[128] metunosui ecip 2-{2-[4-(6-x10p-2-0KCO-
4H-6eH30[d][1,3]okcasnH-1-n)ninepuanH-1-
inJaueTMnamiHo}6eH30MHOT KncnoT,

[129] meTtunosun edip 2-{2-[4-(6-veTnn-2-okco-
4H-6eH30[d][1,3]okcasnH-1-n)ninepnanH-1-
injJaueTMnamiHo}oeH30MHOT KUCnoTH,

[130] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-n]-N-(4-
dieTunamiHodpeHin)auetamigyourigpoxnopua,

[131] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-n]-N-{4-
[eTun-(2-rigpokcieTun)amiHoldeHin}aueTamigy awria-
poxnopua,

[132] N-{4-[eTun-(2-rigpokcieTnn)amiHo]peHin}-2-
[4-(6-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepnann-1-injauetamigy gurigpoxnopua,

[133] N-(4-pieTvnamiHodeHin)-2-[4-(6-meTun-2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJauetamigy gurigpoxnopua,

[134] N-(4-pieTvnamiHodpeHin)-2-[4-(8-meTun-2-
okco-4H-6eH30[d][1,3]okcasuH-1-in)ninepnanH-1-
inJauetamigy gurigpoxnopua,

[135] N-{4-[etnn-(2-rigpokcieTun)amiHoldeHin}-2-
[4-(8-meTnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnn-1-injauetamigy gurigpoxnopua,

[136] N-6eH30[1,3] piokcon-5-in-2-[4-(2-okco-4H-
6eH30[d][1,3]okcasunH-1-in)ninepuann-1-injauetamia,

[137] N-6eH30[1,3]miokcon-5-n-2-[4-(6-MeTUn-2-
okco-4H-6eH30[d][1,3]okcasumH-1-in)ninepnanH-1-
inJauetamig,

[138] N-6eH30[1,3]gmiokcon-5-n-2-[4-(6-xnop-2-
okco-4H-6eH30[d][1,3]okcasuH-1-in)ninepnanH-1-
inJavetamig,

[139] N-6eH30[1,3]amiokcon-5-in-2-[4-(8-vetnn-2-
okco-4H-6eH30[d][1,3]okca3mH-1-in)ninepnanH-1-
inJauetamig,

[140] N-{4-[etnn-(2-rigpokcieTun)amiHo]deHin}-2-
[4-(2-okco-4H-6eH3o[d][1,3]okcasuH-1-in)ninepnanH-
1-inJaueTtamigy gurigpoxnopua,

[141] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-n]-N-(4-
anmeTunamiHogeHinjaueTamigy avrigpoxnopua,

[142] N-(9-rigpokcu-9H-cprop-3-un)-2-[4-(4-
MeTnn-2-okco-4H-6enso[d][1,3]JokcasunH-1-
in)ninepnann-1-injauetamia,

[143] N-(9-eun-9H-«ap6ason-3-in)-2-[4-(4-
MeTun-2-okco-4H-6enso[d][1,3]okcasnH-1-
in)ninepnann-1-injauetamia,

[144] 2-[4-(4-vietnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepnanH-1-n]-N-(4-
beHoKcudeHin)aueTtamia,

[145] 2-{2-[4-(2-0kco-4H-6eH3o[d][1,3]okcasnH-1-
in)ninepnanH-1-injauetamiHo}6eH3oiHa kucroTa,

[146] 1-{1-[2-(6-dTOpP-2-MeTUN-3,4-Anrigpo-2H-
XiHOMiH-1-in)-2-okcoeTun]ninepuanH-4-in}-1,4-
avrigpo6eH3o[d][1,3]JokcasnH-2-0H,

[147] 6-xnop-1-{1-[2-(6-cpTOP-2-MeTUN-3,4-
aurigpo-2H-xiHoniH-1-in)-2-okcoeTun]ninepnanH-4-
in}-1,4-gurinpo6enso[d][1,3]Jokcas3nH-2-0H,

[148] 1-{1-[2-(6-dTOp-2-MeTUN-3,4-Amnriapo-2H-
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XiHOMiH-1-in)-2-okcoeTun]ninepuanH-4-in}-6-meTun-
1,4-gurinpo6eHnso[d][1,3]JokcasnH-2-0H,

[149] 1-{1-[2-(6-dTOp-2-MeTUN-3,4-Aunrinpo-2H-
XiHOMiH-1-in)-2-okcoeTun]ninepnanH-4-in}-8-metun-
1,4-purinpo6eHso[d][1,3]okcasnH-2-0H,

[150] 1-{1-[2-(6-veTOKCN-2,2 4-TpymeTNN-3,4-
avrigpo-2H-xiHoniH-1-in)-2-okcoeTunjninepuanH-4-
in}-1,4-gurinpo6enso[d][1,3]JokcasnH-2-0H;

[151] 6-xnop-1-{1-[2-(6-MeTOKCK-252 ,4-TPUMETUI-
3,4-aurinpo-2H-xiHoniH-1-in)-2-okcoeTun]ninepuanH-
4-in}-1,4-guriopo6eH3o[d][1,3]okcasnH-2-0H,

[152] 1-{1-[2-(6-veTOKCN-2,2 4-TPpMeTNN-3,4-
aurigpo-2H-xiHoniH-1-in)-2-okcoeTunjninepuanH-4-
in}-8-metun-1,4-gurigpo6eH3o[d][1,3]JokcasnH-2-oH,

[153] 1-{1-[2-(6-veTOKCN-2,2 4-TpMeTNN-3,4-
aurigpo-2H-xiHoniH-1-in)-2-okcoeTunjninepuanH-4-
in}-6-me™n-1,4-gurinpo6en3so[d][1,3]JokcasnH-2-oH,

[154] N-(9-rigpokcn-9H-drop-3-unn)-2-[4-(2-okco-
7-tpudpropmeTnn-4H-6eH3o[d][1,3]JokcasunH-1-
in)ninepngnH-1-injauetamig,

[155] N-(9H-kap6a3on-3-in)-2-[4-(2-okco-7-
TpudgtopmeTun-4H-6eH30[d][1,3JokcasmnH-1-
in)ninepnanH-1-injauetamig,

[156] 2-[4-(2-okco-7-TpucpropmeTnn-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-n]-N-(4-
heHokcudeHin)aueTtamia,

[157] N-(9-etun-9H-«kapbason-3-in)-2-[4-(2-okco-
7-TpndropmeTnn-4H-6eH3o[d][1,3]JokcasnH-1-
in)ninepnanH-1-injauetamig,

[158] 2-4-(6,7-pndprop-2-okco-4H-
6eH30[d][1,3]okcasunH-1-in)ninepuanH-1-n]-N-(9-
rinpoken-9H-crop-3-mn)auetamia,

[159] N-(9H-kap6ason-3-in)-2-[4-(6,7-pmdTOp-2-
okco-4H-6eH30[d][1,3]okcasmH-1-in)ninepngnH-1-
inJaveTtamig,

[160] 2-4-(6,7-ancprop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-in]-N-(4-
deHoKcudeHin)aueTamia,

[161] 2-4-(6,7-mmdrop-2-okco-4H-
6eH30[d][1,3]okcasunH-1-in)ninepuann-1-in]-N-(9-etun-
9H-kap6a3on-3-in)auetamia,

[162] 2-[4-(4-vetnn-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuamH-1-in]-N-(9-okco-
9H-prop-3-nn)aueTtamia,

[163] 2-[4-(6-xnop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n]-N-(3-
anmeTunamiHodeHinJaueTamia.

B iHWwoMmy BapiaHTi 34IMCHEHHA AaHUA BUHaXg
TAKOX CTOCYeTbCA cnocoby oaepkaHHa Cronyk-
noxigHnx 6eH3okca3nmHoHy 3aransHoi copmynu (1), oe
R'-R" matoTb BraszaHe Buwe 3HaueHHs, BiONoBigHO
00 SIKOro MpUWHaNMHI O0dHa cronyka 3aranbHoi dop-
mynu (I1),

Z—I

Rw/ \Rﬂ

Uy

ae R i# R maiotb BrasaHe BULLE 3HAYEHHS,
pearye npuvHamMHi 3 OAHI€l0 CNOMYKOK 3ararnbHOl
dopmynu (Il1),

M s

F A

(Im

ae A mae BkasaHe BuLLe 3Ha4yeHHs, F aBnse co-
6oto ranoreH, rigpoke abo O-aumrnbHy rpyny 1 G
aBnsie cobot ranoreH, NepeBaxHo X1op, y Niagxoas-
LOMY peakuinHOMYy cepedoBuUll W Yy MNPUCYTHOCTI
NpuWHanWMHi OfHiei ocHoBK Ta/abo MpuHaNMHi 0gHOTO
OONOMDKHOIO areHTa, i 34iNCHI0ETLCA peakLisi B Takun
cnocib oTpumaHoi cnonyku 3aranbHoi (1V)

o)
R /'-L G
g A/

11

A—2Z

(Iv),
ne A G, R 1 R" matotb nesHi BULLIE 3HAYEHHS,
NPUHaNMHI 3 OJHIEID CMOMYKOO NiNepuanHy 3aranbHoi
dopmynu (V) i/abo ix cinnto, nepeBaxHo rigpoxnopu-
Aom,

R' R’
R2
0
R® N/J\e
R
R r®
RB T

(¥

ne R'-R® matoTb nesHi BULLE 3HAYEHHs, Y Nigxo-
ASLWOMY peakuilHoMy cepefosuLl, He0B0B'A3KOBO B
NPUCYTHOCTI NpUHaNMHI OpHiei ocHoBM Ta/abo npwu-
HalMHi OZIHOrO JOMOMPKHOIO areHTa.

3rigHo i3 BMHaxogom, croci6 moxe Oytn inocT-
poBaHUN NPUKNaAOM HaCTYMHOI peakLuiHoi cxemu 1:
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e R'-R" matoTb BrasaHi BULLIE 3HAYEHHS.

Migxooawmm peakuiiHuMm cepefoBuLLEM €, Ha-
npuknag, opraHivyHi po34nMHHKKK, Taki sk edipu, nepe-
BaXKHO dieTunosuin edip, giokcaH, TeTparigpodypaH,
anmeTunmikoneemn edip abo cnvpTu, Hanpuknag,
MeTaHON, eTaHOoN, NponaHon, i3onponaHon, oyraHon,
i3obyraHon, TpeT-6yTaHon, abo ByrneBoAHi, nepesa-
KHO ©eH30n, TOnyon, KCWSOM, rekcaH, LMKIoreKkcaH,
neTponenHui ediip, abo ranoreHoBaHi BYrMEeBOAHI,
Hanpvknag, guxnopmeTaH, TPUXIIOpMeTaH, TeTpax-
nopmeTaH, AUXNOPEeTUNEH, TPUXNOpPeTUNeH, xnopbe-
H30M abo/ iHWI PO3YMHHUKM, NEPEBAKHO eTunale-
TaT, TpMeTUnamiH, nipuavH, OuMeTuncynbdokeua,
anmeTundopmamia, rekcameTundocdopamia, aue-
TOHITPWN, aueToH abo HiTpomeTaH. MoXyTb TakoxX
BMKOPUCTOBYBATUCH CyMilli, 3aCHOBaHi Ha OOHOMY
abo [ekinbKoX Bka3aHMX BULLE PO3YMHHMKAX.

OcHoBaMW, $IKi MOXYTb BMKOPUCTOBYBATUCS B
cnocobax 3rigHO i3 JaHMM BWHAXoA4OM, 3BUYAWHO €
opraHiyHi abo HeopraHiyHi OCHOBW, NEPEBAXHO TiApo-
KCUam NyKHUX MeTaniB, Hanpuknag, rigpokcua HaTpito
abo rigpokema kanito, abo oTpyMMaHi 3 iHWMX MeTanis,
Taki sk rigpokema Gapito abo pisHi kapboHaTn, nepe-
BaXKHO kapboHaT kanito, kapboHaT HaTpito, kKapboHaT
KanbLito, abo ankokcuau, Hanpuknag, MeTokeug Ha-
Tpito, MEeToKCWUA, Kanito, eTokcug HaTpilo, MeToKkcuz
Kanito, eTokcua kanito abo TpeT-byTokeug kanito, abo
opraHiyHi aMiHW, NepeBaxHO TpuUeTUnamiH, Aiisonpo-
ninetmnamiH abo retepouvknuM, Hanpuknag, 1,4-
Aia3abiumkno[2,2,2]okTaH, 1,8-
niasabiuvkno[5,4,0lyvaeu-7-eH  nipuavH, giamiHoni-
pUAVH, auMeTUnamiHonipuanH, MeTunninepuauH ato
MopdoriH. MoXyTe TakoX BUKOPUCTOBYBATUCS MYXKHI
MeTanu, Taki sk HaTpii, abo ix rigpuaun, Hanpuknag,
rigpua HaTpito. Cymiwi, 3acHoBaHi Ha ogHin abo peki-
NbKOX BKa3aHWX BULLE OCHOBaX, MOXYTb TaKOX BMKO-
pucToByBaTUCS.

BkasaHi BMLUEe OCHOBM MOXYTb BUKOPMCTOBYBaTU-
cs ona cnocoby sk nigxoadaw AONOMBKHI areHTu. IH-
WMMK MigxXoasawWwmMMmM  JOMNOMPKHUMW areHTamun Ans
BKasaHUX BULLUE peakui €, Hanpukrag, gerigpyrodi
areHTn, Taki sk kapbogiimign, Hanpuknag, giisonponi-
nkapbogiimig, uuknorekcunkapbogiimia abo Ne(3-
anmeTunamiHonponin)-N'-eTunkap6ogiimigy rigpo-
xropua, abo kapboHinbHiI cnonyku, Hanpuknag, Kap-
OoHingiiminason abo cepepn iHWMX CMONYKK, Taki SK
i306yTunxnopdgopmiat abo MeTaHCynbGOHIN xnopug.

Lli peareHT\ 3BMYaiHO BUKOPUCTOBYIOTLCS B KiMbKOC-
Tax Big 0,5 0o 5mMonb Ha 1Monb BiANOBIAHWX peareH-
TiB. Lli OCHOBMW 3BUYalHO BUKOPUCTOBYIOTLCH B Kiflb-
koctax Big 0,05 go 10monb Ha 1Monb BiANOBIOHUX
peareHTiB.

Y [esknx onucaHux peakuiax cuHtesdy abo npu
ofdepaHHi cnonyk 3araneHux cdopmyn (1), (1), (1),
(V) i (V), moxe 6ytn HeobxigHW Ta/abo GaxaHwi
3axucT 4ytTnuemx rpyn abo peareHTiB. 3axuct moxe
3[iNcHIOBaTUCA 3a JOMOMOIOK 3BUYAMHUX 3aXUCHUX
rpyn, onucaHux y piBHi TexHiku [Protective groups in
Organic Chemistry, ed. J. FW. McOmie, Plenum
Press, 1973; T.W. Greene & P.G.M.Wuts, Protective
Groups in Organic Chemistry, John Wiley & sons,
1991]. BkasaHi pxeperna HaBeaeHi TyT ik NOCUNaHHs
SIK YacTMHa PO3KPUTTS. 3aXUCHI TPYNN MOXYTb TaKOX
BigWwennoBaTMCa 3BUYaMHUMKW MeTogamun, Jobpe
BiJOMMUMU cepeiHbOMY (baXiBLEBI B AaHIN ranysi.

Cnonyku 3aransHux dpopmyn (1), (1), (IV) i (V) €
KOMEepLiiHO JOCTYNMHMMUN abo MOXYTb ByT oTpUMaHi
cnocobamu, BigOMMMUK cepeaHboMy (haxiBLeBi B Aa-
Hiv ranysi. Peakuis cnonyk saransHoi dopmyn (1V) i
(V) 3 opepxaHHAM cnonyk-noxiAHMX 6€H30KCa3NHOHY
3aranbHoi dgopmynun (I) moxe Takox 34iicHIOBaTUCS
3BUYaHMMUM crocobamu, BiZOMUMU cepeaHboMy dha-
XiBLIEBI B JaHiN ranysi.

BamileHi cnonykn 6eH30KcasuHOHY 3ararnbHoil
dopmynu (V), oe R% aBnse coboto H, nepeaxHo
CUHTE3YIOTbCS i3 3aMilLEHOl aHTPaHINoBOi KMCNOTU
abo signosigHoro edipy Yepes BiANOBIOHNIA 3aMmille-
HUM GeH3urnoBuin cnmpT (OuB. cxemy 2, cnocib A).
BigHoBHMM aMiHyBaHHAM 1-Boc-(TpeT-
6ymnkap6oninokcn) Boc-ninepugnHoBa rpyna BBO-
OnTbcs B 3aMmilleHunit 6eH3unosuin cnupT. BeHsokca-
3MHOHOBE KiNbLie OAepPXKYIoTb LuKnisaLieto i3 Tpudoc-
reHOM. BigwenneHHs Boc-3axucHoi rpynu
30iCHI0ETLCS 00pOBKOLD B KMCIIOMY CepeoBuLL Bif-
nosigHo o cnocoby, onncaHomy B [Williams # iH., J.
Med. Chem. 1995 38, 4634 i nisHiwe Bell 1 iH., J.
Med. Chem., 1998, 41, 2146], ki HaBeAeHI TyT SK
NOCUNaHHA W CTaHOBMSITb YaCTUHY PO3KPUTTA BMHa-
xony. Peakuieto Takoro 3amilieHoi cnonyku 6GeH3o-
KCasuHoHY 3aranbHoi dopmynu (V) 3 ranoreHoBaHUM
amigom 3saranbHoi dopmynu (IV) yTBOpHOOTBCA CMNO-
nykn-noxigHi 6eH30Kkca3uHOHY 3aranbHoi hopMynu
(D).

BigHoOBnNEeHHAM BiAMOBIAHUX KETOHIB 3BUYaNHUMK
cnocobamu, BigjoMMMMK cepedHboMy dhaxiBueBi B Aa-
Hi ranysi, Hanpuknag, BioHoBneHHsM Goprigpnaom
HaTpito (amB. cxemy 2, cnocib B, R5=Z), moxytb 6ymn
OTPUMaHi cnonyku-noxigHi GEeH30KCasMHOHY 3ararnb-
Hoi cpopmynm (1), e R® siBnsie coBoto Hepoaramnyxke-
HUM abo posranyxeHuit, HacuyeHui abo HeHacude-
HWIA, HeOOOB'A3KOBO MPWHAWMHI  MOHO3aMiLLEHWN
anidpatmuHni pagukan abo HacuyeHnh abo HeHacu-
YeHuI, HeobOB'AI3KOBO MpPUHAVMHI MOHO3aMILLEHUN,
AKUN HeobOB'A3KOBO MICTUTb MPUHAMMHI OOMH reTe-
poaTtoM Y KinbLj uvknoanigatMyHuin pagmkan (nosHa-
YeHun Zycnocobi B).
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Cxema 2
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Cnonyku 3aransHoi dopmynu (IV) € komepuinHo
JOCTyNHUMYK abo MOXyTb Oyt oTpumaHi BigNoOBiAHO
0o cxemu | 3BuyaiHUMmn cnocobamm, BigoMMmMmn cepe-
OHbOMY chaxiBueBi B AaHin ranysi. Mo cyrti BignosigHa
crnonyka 3aranbHoi cdopmynu (ll) pearye i3 xnopaue-
mnxnopugom abo BiAMOBIAHOK CMOMNYKOK 3aranbHOi
dopmynum (IIl) y npucyTHOCTI opraHiyHOT peakuiiHoi
CyMiLli, NepeBaxHO OMXIIOpMeETaHy, i OCHOBW, nepe-
BaXKHO TpueTunamiHy Ta/abo giisonponinetmnamiuy.

[aHun BUHaxia TakoX CTOCYETbCS HOBUX NPOMDK-
HUX CMONYK, @ CaMe, HACTYNMHMX CMOSyK 3ararnbHoi
chopmynin (V):

[11 6-meTun-1-(ninepnauH-4-in)-1,4-aurigpo-2H-
3,1-6eH3okcasnH-2-0H,

[2] 7-meTun-1-(ninepuauH-4-in)-1,4-gurigpo-2H-
3,1-0eH30KCa3nH-2-0H,

[8] 8-meTun-1-(ninepuauH-4-in)-1,4-gurigpo-2H-
3,1-6eH30KkcasnH-2-0H,

[4] 5-xnop-1-(ninepnavH-4-in)-1,4-gurigpo-2H-
3,1-6eH30KCa3nH-2-0H,

[5] 6-xnop-1-(ninepnawH-4-in)-1,4-gurigpo-2H-
3,1-6eH30KkcasnH-2-0H,

[6]  8-xnop-1-(ninepuauH-4-in)-1,4-gurigpo-2H-
3,1-6eH3okcasnH-2-0H,

[71  6-drop-1-(ninepuauH-4-in)-1,4-gurigpo-2H-
3,1-6eH30KkcasnH-2-0H,

[8] 7-drop-1-(ninepuauH-4-in)-1,4-anrigpo-2H-
3,1-6eH30KkcasnH-2-0H,

[9] 5-meToken-1-(ninepunavH-4-in)-1,4-anrigpo-2H-
3,1-6eH30KCa3nH-2-0H,

[10] 6-meTokCcu-1-(ninepuamH-4-in)-1,4-gurigpo-
2H-3,1-6eH30KCca3nH-2-0H,

[11]  5-rippokcmn-1-(ninepmnanH-4-in)-1,4-gurigpo-
2H-3,1-6eH30KCca3uH-2-0H,

[12] 6-rinpokeu-1-(ninepuamH-4-in)-1,4-gurigpo-
2H-3,1-6eH30KCca3nH-2-0H,

[13] 8-rippokcm-1-(ninepnanH-4-in)-1,4-gurigpo-
2H-3,1-6eH30Kca3nH-2-0H,

[14] 6,7-gucbTop-1-ninepngmH-4-in-1,4-gurigpo-
6eH30[d][1,3]JokcasnH-2-0H

[15] 1-ninepnanH-4-in-7-tpudpropmetn-1,4-
aurigpo-6eH3o[d][1,3]JokcasnH-2-0H,

HeoboB'sI3K0BO y hopMi ix conen.

B iHwomy BapiaHTi 34INCHEHHA AaHUA BUHaXg
TaKOX CTOCYeETbCHA CMOCcoOy oaepxaHHs COnewn Ccro-
nyk-noxigHUXx GeH30KCa3WHOHY 3aranbHoi opMymu
(), oe npuHaMMHi ogHa cronyka 3aranbHoi opMynm
(), aka mae npuHaMHi OQHY OCHOBHY rpyny, pearye 3
HeopraHiyHo abo opraHiYHO KMUCMOTO, NepeBax-

HO B MNPUCYTHOCTI NiAXOAALOI peakuiiHOl CyMmilLLli.
Migxo4awmm peakuivHMM cepefoBULLEM € BrasaHi
BuLEe cepegoBuwa. [lligxooawmmm HeopraHiYHMMU
KMCNoTamMmu €, Hanpuknag, consiHa kucnoTa, 6pomo-
BOAHEBa KucnoTa, dpocdopHa KucnoTa, cipyaHa Kuc-
noTta, as3oTHa KucnoTa, NiAXoOAWMMM OpraHiyHMMK
KMNCMOTaMK €, Hanpvknag, NMMMOHHa KucnoTa, manei-
HOBa KucnoTta, hymapoBa KUCMOTa, BUMHHA KucnoTta
abo ix noxigHi, Taki Sk N-TonyoncynbcgoHoBa KWUCMo-
Ta, MeTaHcynbgoHOoBa kucroTta abo kamdopcyrnbdo-
HOBa KMCroTa.

B iHwWomy BapiaHTi 34iiCHEHHs1 OaHWA BUHaxg
TaKOX CTOCYETbCS CNOCOOY ofepxaHHs conewn cro-
NyK-noxigHMx ©GeH30KCa3MHOHY 3aranbHoi dopmMynu
(), e NnpuHav¥iMHi ogHa cnonyka 3aranbHoi opmynu
(), axa Mmae NpUHaNMHI OOHY KMCNOTHY rpyny, pearye
3 ogHMM abo fgekinbkoma niaxoAsWwMMU OCHOBaMW,
NnepeBaXHO B NPUCYTHOCTI NiAXOAALWOro peakuiiHOro
cepeposuvua. lMigxogawmmu ocHoBaMW €, Hanpu-
Knag, rigpokenan, kapboHaTM abo ankokciau, Ski
BKSIIOYAlOTb MiAXOAALW KaTioHW, OTpuUMaHi, Hanpu-
Knag, 3 NyKHUX MeTarniB, NTy)KHO-3eMeNbHUX MeTaniB
abo opraHiuHux kaTioHis, Hanpuknag, [NHnR4n]", ge n
o3Havae 0, 1, 2, 3 abo 4 n R aBnse coboto posrany-
XXeHun abo HeposranyxkeHu Cis-ankinbHuWA pagu-
Kan.

ConbBaTu, NnepeBaxHO rigpaTti, cnonyk-noxigHux
6eH30Kkca3nHoHyY 3aranbHoi opmynun (1) MoXyTb Ta-
KOX Oyt OTpMMaHi cTaHgapTHMMu cnocobamu, Bigo-
MVMU cepefHbOMY ha XiBLEBI B AaHiN ranysi TeXHIKn.

Axkwo cnonyku-noxiaHi 6eH3okca3uHOHY 3aranb-
Hoi cpopmynm (I) ogepxytoTb y dopmi cymilen cre-
peoisomepiB, 0cobnMBo eHaHTioMepiB abo fgiacTtepe-
OMepiB, BKa3aHi Ccymiwi MoxyTb OyTM po3gineHi
cTaHZapTHUMK cnocobamu, BiZOMUMW CcepeaHbOMY
daxiBLUeBi B OaHiN ranysi TexHiku, Hanpuknag, Xpo-
maTtorpadiiyHumm cnocobamm abo kpucranizauieto 3
XipanbHUMW peareHTamu.

OunLLEHHS 1 BAZINEHHA cnonyk-noxigHux 6eH30-
KCasuHOHy 3aranbHoi ¢opmynu (I) abo BignosigHoro
cTtepeoizomepy, abo coni abo conbBaTty BiAMNOBIAHO,
npu HeOoOXiAHOCTI, MOXe 3AiNCHIoBAaTUCS 3BMYANHUMMU
cnocobamu, BigOMMMUK cepeaHboMy (haxiBUeBi B Aa-
Hi ranysi TexHiku, Hanpuknag, xpomaTorpadivyHnmu
cnocobammn abo nepekpucTanisadieto.

Cnonykun-noxiaHi 6eH30Kca3nHOHY 3aranbHoi ¢o-
pmynu (I), ix cTepeoizomepun abo BignoBigHi coni ato
CONbBATN € TOKCMKOJOMYHO MPUUAHSATHUMMU W, OTKE,
nigxoaaTb K papmMaLeBTUYHO aKTUBHI pe4oBUHM Ans
ofepKaHHs NnikapcbkMx 3acobiB.

[aHun BrvHaxig, OTKe, TaKOX CTOCYETbCS Nikap-
CbKOro 3acoly, SKUN MiCTUTb NPUHaAVMHI ogHe noxig-
He GeH30kca3nHOHy 3araneHoi dgopmynu (l), Heobo-
B'I3KOBO Yy pOpMi OOHOro 3 WOro cTepeoi3omepis,
nepeBaxHO eHaHTiomepiB abo giactepeomepis, oro
pauematy abo y dopmi Cymilli npuHaMHi ABOX NOro
cTepeoisomepiB, NepeBaxkHO eHaHTiomepiB abo aiac-
TepeomepiB, y Oyab-AKOMY CMiBBIAHOLUEHHI CyMiLui,
abo roro ¢isionoriYyHo NPUMUHATHY Cinb abo conbBear,
BignoBigHO, i He06oB'A3kOBO OoAuH abo Adekinbka da-
pMaueBTUYHO NPUNRHATHUX a4 'lOBaHTIB.

Kpim TOro, gaHmn BMHaxig Takox CTocyeTbcs dha-
pMaLeBTUYHOT KOMMO3WLii, sika MiCTUTb NPUHaANMHI
OfHY Cnonyky-noxigHe ©G€H30KCA3MHOHY 3ararnbHOi
dopmynu (1), He0OOB'I3KOBO Y YOPMi OAHOTO 3 i CTe-
peoisomepiB, NepeBakHO eHaHTiomepiB abo piacTe-
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peomepi., ii pauematy abo y opmi cymilli npuHan-
MHi ABox ii cTepeoizomepiB y 6yab-akomy cniBBigHO-
WeHHi cymiwi, abo ii isionoriyHo NPUIAHATHY Cinb
abo conbBaT, BiANoBiAHO, | HEOOOB'A3KOBO OAMH abo
Aekinbka d¢apmaueBTUYHO NPUAHATHUX ag'toBaHTIB,
SIKi He BKJTOYEHI B NikapCoKkuii 3acio.

MepeBaxHO nikapcbknii 3acid nigxoaMTb ans pe-
rynioBaHHA peuenTopiB HerponenTuay Y, nepeBaxHo
peuentopa Henponentuay Y 5 (NPY5), ana perynio-
BaHHSA TpaBIEHHs, NepeBaXHO AnA npodinakTukm
Ta/abo nikyBaHHs 3axBOplOBaHb TpaBMeHHs, nepesa-
XXHO OXMPiHHSA, aHopekcii abo Bynimii, 4na npodinak-
TMKKN Ta/abo nikyBaHHS 3axBOplOBaHb nepudepuyHoi
HEpPBOBOI CMCTEMMU, 3aXBOPOBaAHb LEHTparbHOI Hep-
BOBOi cuctemu, giabertis, apTpuTy, eninencii, Hecrno-
KO0, Oenpecii, nopyweHb CIPURHATTA, NepeBaXHO
nopyLleHb Nam'siTi, CepLeBO-CYAMHHMX 3aXBOPHOBaHb,
6ornto, rinepTeH3VBHOrO CMHAPOMY, 3ananbHuX 3a-
XBOPIOBaHb abo iMYHHNX 3aXBOPIOBaHb.

[aHun BUHaxig TakoX CTOCYETbCS 3aCTOCYBaHHS
NpUHaNMHI OAHIEl cnonykn-noxigHoro 6eH3oKkca3uHo-
Hy 3aranbHoi dopmynu (l), HeoboB'A3KOBO Yy hopmi
0OAHOrO 3 ii cTepeoi3omepiB, NepeBaXXHO eHaHTIOMepiB
abo piactepeomepis, ix pauemaTy abo y dopmi cy-
Milli NpuHanNMHi OBOX il cTepeoisoMepiB, NepeBaXXHO
eHaHTiomepiB abo pgiactepeomepiB, y Oyab-gakomy
cniBBiAHOLWEHHI cymiLi, abo ii dhisionoriyHo NPUIHAT-
HoT coni abo conbBaTy, BiANOBIAHO, ANst BUPOGHULT-
Ba NikapCbKOro 3acoby Anis perynioBaHHs peLenTopis
HenponenTuay Y, NnepeBaxHo peuenTtopa Hemponen-
™may Y 5 (NPY5), ona perynioBaHHSA TpaBrneHHs, ne-
peBaxHO Ans npodinakTukM Ta/abo nikyBaHHA 3a-
XBOPIOBaHb  TPABMEHHS, MEPEeBaXHO  OXUPIHHS,
aHopekdii abo 6ynimii, ans npodinakTvkn Ta/abo ni-
KyBaHHS 3axBoploBaHb nepudepuyHoi HepBOBOI CUC-
TEMMU, 3aXBOPHOBaHb LIEHTPanbHOT HEPBOBOT CUCTEMM,
niabeTiB, apTpuTy, eninendii, Hecnokow, Aenpecii,
NOpYLLEHb CIPUIHATTS, NEPEBKHO NOpPYLIEHb Nam'a-
Ti, CEpLIEBO-CYAMHHUX 3aXBOPIOBaHb, Bonto, rinepTeH-
3MBHOIO CUHAPOMY, 3arnalbHMX 3axBoptoBaHb abo
iMYHHUMX 3aXBOPIOBaHb.

Jlikapcoknia 3acib moxe 3HaxoanTUcs B Oyab-siKin
dopmi, AKa nigxoauMTb AN 3aCTOCYBaHHA ANA noan-
HU Ta/abo TBapuWHM N MOXEe OTPUMYBATUCSA CTaHOapT-
HUMKU cnocobamu, BIZOMUMU cepeaHboMY ha XiBLEBI
B JaHin ranysi TexHiku. Cknag nikapcbkoro 3acoby
MOXe 3MiHIOBaTUCH 3aMeXHo BiJ cnocoly BBeAEHHS.

Jlikapcoknin 3acié gaHoro BUHaxo4y MOXe, Ha-
npuknag, BBOAUTUCS NapeHTepanbHO B KOMOiHaUil 3i
3BMYANHUMMU iH'EKLIMHUMW PIOKMMW HOCIAMUW, TakMMK
Ak Boga abo nigxogswi cnnpTu. 3BuyarHi hapmaue-
BTUYHI aa'loBaHTU ANs iH'eKUIN, Taki sk cTabinisaTopwu,
contobinisatopu n 6ydepn MoXyTb OyTU BKIOYEHI B
Taki iH'ekuUinHi komno3amuii. Lli nikapceki 3acobu mo-
XYTb iH'EKYBATUCA BHYTPILLHbOM'A30BO, BHYTPILLUHbO-
YepeBVMHHO ab0 BHYTPILLHbOBEHHO.

TNlikapcbki 3acobu 3rigHO i3 gaHMM  BUHaXo4oM
MOXYTb TAKOX CKIafaTWCs B KOMMO3ULi, SKi BBOAATH
oparnbHo, siKi MicTaTb oauH abo aekinbka gizionoriyHo
NPUIHATHUX HOCIIB abo ekcuwunieHTiB, y TBepai abo
pigkin cdopmi. Lli KoMno3unuii MoXyTb MiCTUTU 3BUYaM-
Hi iHrpegieHTN, Taki SK COMyYHi areHTW, HanoBHIOBa-
yi, NyOpPUKaHTU N NPUAHATHI 3BONOXKYBaNbHI areHTw.
Komnoauuii MoxyTe npuiiMaty Oydb-siky 3BUYANHY
dopmy, Taky gk Tabnetku, mintoni, kancynu, gpaxe,
BOAHIi abo mMacnsHi po3unHu, cycneHsii, emynbcii abo

opMy Cyxoro MOpOLLKY, siKka MiaxoauTb AN po3yun-
HEeHHs y BOAi iHWOMY NiaXoAsLwWwoMy pigkomy cepeao-
BULL Nepep 3acToCyBaHHAM, Asi HeraHoro abo KoH-
TPONbOBAHOIO BUBINIbHEHHS.

Pigki opanbHi cdopMy BBEAEHHA MOXYTb TaKoK
MicTMTK neBHi fobaeky, Taki SK nigcoromKyBadYi, Bia-
OYLIKN, KOHCepBaHTU N emyrnbcudikatopyn. HeBoaHi
pioki Komnosmuii ana oparnbHOro BBEAEHHS MOXYTb
TaKoX MICTUTW icTiBHi Macna. Taki pigki komnosuuii
MOXYTb OyTM CTaHAApPTHMM YMHOM iHKamnCcynbOBaHi,
HanpvKnag, y >XenaTMHOBI Kancynu B OOAWHUYHIA O0O-
30BaHil KinbKOCTi.

Komnoauuii gaHoro BuHaxo4y MOXYTb TakoX Ha-
HOCUTUCSA MiCLLeBO ab0 3a JOMOMOIOH CBiYOK.

BkasaHi BuLe KOMMNO3uUii BKkNOYaTb NepeBax-
Ho Big 1 oo 60% 3a Baroto ofgHiei abo aekinbka cro-
nyK-noxigHUX GeH30KCa3WHOHY 3aranbHOoi opMyru
(), Heob6OB'AI3kOBO Y hopmi 0gHOrO 3 ii cCTepeoisome-
piB, NepeBaXxHO eHaHTioMepiB abo agiactepeomepis, iX
pauemartiB abo y copmi cymiwi npuHavmHi gBox il
cTepeoisomepiB y 0yab-9KOMY CMiBBIAHOLUEHHI CyMi-
wi, abo ii disionoriyHo NpuMHATHOI coni abo conbBa-
Ty, BiANOBIAHO, i Big 40 0o 99% 3a Baroto niaxogsaLLlo-
ro dapmaLeBTUHHOIO 3B'A3yBanbHOl
PEYOBUHUN(PEYOBUH).

LlopeHHe [o3yBaHHSA ANA NIOOUHWM W TBApUHU
MOXe 3anexaTu Big ¢akTopiB, 3anexHo Big BuAY,
abo iHwWKX dakTopiB, Takux sik BiK, Bara abo CTyniHb
XBOpoOM 1 cuna xeopobu. LLlogeHHe [o3yBaHHS Onis
NOANHKU 3BUYaHO cTaHoBuTb Big 1mr go 500mr pe-
YOBWHMU, sIKY BBOASITb, B 0AMH abo Aekinbka npuinomis.

dapmakonoriyHi MeToanku

AHani3 Ha 3B'A3yBaHHA 3 peLenTopoM Hewponen-
™may Y5:

MeTog (1)

B ekcnepumeHTanbHOMYy MpOTOKOMi OOTPUMYBa-
nncsa metogy M. Gobbi 1 iH. Ak onncaHo B [M. Gobbi,
T. Mennini, A Vezzani: Autoradiographic
Reevaluation of Binding Properties of [125I][Leu !
Pro*] Peptide YY it [?°] Peptide YYass to
Neuropeptide Y Receptor Subtypes in Rat Forebrain,
Journal of Neurochemistry, 1999, 72, 1663-1670],
AKUN HaBeAEeHWN TyT K MOCUMaHHA W CTAaHOBUTL Yac-
TUHY PO3KPUTTHA, pa3oMm 3 moandpikauigamu. Camuis
wypie Wistar ymeptBnsinu o6e3ronoBneHHsM, iX Mo-
30K LUBMOKO BUOANSANW W BUTArany Kopy rofioBHOrO
MO3KY. 'omoreHisauito NpoBOAMNN B XOSNIOAHUX YMO-
Bax y Oydepi: 120mM NaCl, 4,7wvM KCI, 2,2mM
CaCl, 1,2MM KH2POs, 12MM  MgSOs, 25mM
NaHCOs3, 5,5mMM rtokoan, pH 7,4, Ha Ultra-Turrax
romoreHisaTopi NPOTAroMm 15 CeKyHA npu
13,50006/x8. CniBBiQHOLUEHHA MDK Barow cupoi TKa-
HUHU N oG'emom Oydepa - ABagusTvkpaTHe. Mem-
OpaHu ueHTpudpyryBanm npotarom 10x8 npu
48,00006/x8. CynepHaTaHT BigoKkpemmoBanuM W 3a-
NULLIOK MPOMMBanNuU, pecycrneHayBanu n LeHTpUudgyry-
Banu we Tpu pasn. KiHueBe pecycneHayBaHHA MeM-
OpaH 3gjncHioBanu B bydepi: 120mM NacCl, 4,7mM
KCI, 2,2mM CaCly, 1,2MM KH2PO4, 1,2MM MgSOs,
25mMM NaHCOs, 5,5MM rntokosn, 0,1% BCA, 0,05%
6aumTtpaumvHy, pH 7.4, y cniBeBigHoweHH 20Mn/r cupoi
TkaHWHWU. PapioniraHa BukopucToByBaBcs [ 2 l-PYYs
36 Y KOHUeHTpauii 28nM. InkybauinHum o6'em: 500Mmkn.
KoHueHTpauito 1mMkn BIBP 3226 gopmaBanu 80 iHKY-
OauiHoro cepepoBulla AN HAaCUYEHHSA pelenTopa
Y1. Inkybauito 3givicHioBarm npu 25°C npotsarom 120
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XBUMMH | 3akiH4yBanu LwwBuakow dinbTpauielo B
Harvester Brandel Cell yepes ¢inbTp i3 cknoBofokHa
Big Schleicher & Schuell GF 3362, 06pobneruin 0,5%
pPO34MHOM nonieTuneHiminy. PinbTpn Tpy pasu npo-
MMBanu Ha xonogi 2mn Toro x Oydepa, AKuiA BUKOpK-
CTOBYETLCS MPU roMoreHizauii. PinbTpy nepeHocunm
B MOCYAMHW 1 AojaBany 5mvn pigkoi CUMHTUISUIAHOT
cymiwi Ecoscint H y koxHy nocyauny. lNMocyauHn 3a-
nuwann B CTINKOMY MOMNOXEHHI Ha JdeKinbka roauH
nepea nigpaxyBaHHAM Ha CUMHTUASAUIMHOMY MiYnrib-
Huky Wallac Winspectral 1414. HecneundivHe 3B'a-
3yBaHHS BM3Havanu B npucytHocTi 1MkM pNPY (nen-
ponentua Y cBuHi). AHanis nposoamnu Tpudi.

MeToga ()

Cnocobu, ki BUKOPUCTOBYIOTLCS At OO4epKaHHA
MemOpaH i 3B'A3yBaHHA € aHanoriYHMMu Ao cnocobis,
onucanHux [Y. Hu, B. T. Bloomquist et al. B Y. Hu, B.
T. Bloomquist et al., Journal of Biological Chemistry,
1996, 271, 26315-26319 3 moandikauismu]. BkazaHe
OXXepeno HaBeJeHe TYT SIK MOCUIAaHHSA W CTaHOBUTHL
YacTMHy po3kpuTTa. KnitnHu C6 TpaHcdekTyBanu 3
peuentopoM Y5 wypa. KniTuHu BupoLlyBanu B CTaH-
OapTHUX KyrnbTyparbHUX yMOBaXx B 150cm? nnatukax i
36Mpanu 3a gonomorol ryMmoBoro ckpebka n 10mn
PBS. KnitvHn 3 n'aTu nnawok 36upanu 1 ueHTpndy-
rysanu npu 2,50006/x8 npotdarom 5x8 (4°C). 3anuwiok
npomwuBanu pecycneHayBaHHsm B 3mn bydepa (Tris-
HCI 10mM, pH 7,4), romoreHizyBanu 3a 40MNOMOTO0
romoreHidatopa Potter S, 10 pasis cTpywyBanu npu
60006/x8 i ueHTpudyrysanu npu 48,00006/x8 npoTa-
rom 20x8 (4°C). 3anuwok pecycrneHayBann B 8mn
membpaHHoro 6ydepa (Tris-HCI 25mMM, NaCl 120mM,
KCI 5mM, KH2POs 1,2mM, CaCly 2,5MM, MgSOs
1,2mM, BCA 0,15mr/mn, 0,5mr/mn GauuTtpaumHy, pH
7,4) i nOBTOpPHO romoreHizyBanu 3a gonomMoroto Potter
S, 10 pasiB ctpywyBanu npu 60006/x8. KoHUeHTpauUis
Ginka npu iHKsyﬁau.i'l' ctaHoBuna 40mkr/mn. Pagionira-
Hoom 6yB [2’-PY'Y (100nM) y saranbHomy iHkyGa-
uiHomy o6'emi 200mkn. Micng iHkyOyBaHHs npun 25°C
NpoTAromM 2rof peakuito 3ynuHANM AoJaBaHHAM Smn
neopsaHoro 6ydepa (Tris-HCI 25mM, NaCl 120mM,
KCI 5MM, KH2PO4 1,2mMM, CaCl, 2,5MM, MgSOs
1,2mM, pH 7,4) i 3giicHioBanu wBMAky dinbTpaLio B
Harvester Brandell Cell, BukopuctoBytoum dinbTpu
(Schleicher & Schuell GF 3362), nonepeaHbo 06po6-
neHi npotarom asox roavH 0,5% nonieTuneHiMiHOM.
®inbTpy NpommBanu oguH pa3 5 mn neogaHoro 6y-
depa. PinbTpM NnepeHocMnM B NNACTUKOBI NMOCYOUHMU
Ona cuMHTUNALiiT 1 gogaBann SMN CUMHTUNALIAHOT
cymiwi Ecoscint H. KinekicTe npucyTHbOT pagioakTve-
HOCTI BM3Hayanu Ha niymnbHuky Wallac Winspectral
1414. HecneuundiyHe 3B'A3yBaHHA BU3HA4Yanu B npu-
cytHocTi 1MKM pNPY. AHani3 Ha 3B'a3yBaHHS NpoBO-
ANy Tpuui.

MeTog (Ill)

3B'I3yBaHHSA 3 HerponenTnaoMm Yo

EkcnepumeHTanbHMn NPOTOKOM BigNOBIJAB Me-
Toanui Y. Dumont i iH. ak onucaHo B [Y. Dumont, A
Fournier, S. St-Pierre, R. Quirion: Characterization of
Neuropeptide Y Binding Sites in Rat Brain
Preparations Using [125I][Leu31, ProM]Peptide YY and
[*°l|Peptide  YYas3s as Selectve Y1 @ Y2
Radioligands, Journal of Phamacology and
Experimental Therapeutics, 1995, 272, 673-680, 3
HeBenvkuMn moaudikauiamu]. BkasaHe mxepero
HaBedeHe TyT sIK MOCWUMAHHA W CTaHOBUTb YAaCTUHY

PO3KPUTTS.

CawmuiB wypis Wistar ymeptensnum ob6esrososnio-
BaHHAM, X MO30K LUBUAKO BUTSAranu v Bupisanu rino-
KamHyc. [OmoreHisauilo 3dincHoBanu B XOMNOAHWUX
ymoBax y 6ydepi: 120mMM NaCl, 4,7uM KCI, 2,2mM
CaClz, 1,2mM  KH2POs4, 1,2MM  MgSQs4, 25mMM
NaHCO3, 5,5mM rnokosun, pH 7,4, 3a gonomorowo
romoreHidatopa Ultra-Turrax npoTtsarom 15 cekyHz npu
13,50006/xB. CniBBigHOLIEHHA MDK Barok cupoi Tka-
HUHU 11 o6'emom Oydepa - pgecsaTvkpaTHe. MembpaHu
ueHTpudyrysanu npotsarom 10x8 npu 48,00006/xB.
CynepHaTtaHT BifOKpeMIoBanu 1 3anuLlok npoMmnea-
nu, pecycneHayBanu N uUeHTpudyrysanu e pfga
pasu. KiHueBe pecycneHaoyBaHHS MeMOpaH 34iAcHo-
Bann B Oydepi: 120mM NaCl, 4,7mM KCI, 2,2mM
CaCl, 1,2MM KH2POs, 12MM MgSOs, 25mM
NaHCOs, 5,5MM rnokosun, 0,1% BCA, 0,05% GaunT-
pauuHy, pH 7.4, y cniBeigHoweHHi 90Mn/r cnpoi Tka-
HUHK. BrvkopucTaBscs pagioniraHa [125I]-PYY&36 Y KOH-
ueHTpauii 28nM. IHkybauinHunm ob'em: 500mkn.
IHkyBauito 3giicHioBanu npu 25°C npotarom 150
XBUNWH | 3akiHJyBanmu LWBMAKOK inbTpauielo B
Harvester Brandel Cell yepes cinbTp 3i cknosonokHa
Big Schleicher & Schuell GF 3362, nonepeaHLo 06-
po6nexoro 0,5% po3unHom nornieTuneHiMiHy. PinbT-
pu TpX pasv npoMuBanM Ha xonodi 3mn Tmm xe Oy-
depom, SKUA BUMKOPUCTOBYETLCS MPWU rOMOreHisadlii.
dinbTpY NepeHocunM B NocyauHy n gopaasanu 5Sun
pigKkoi cuMHTMNALINHOT cymiwi Ecoscint H y koxHy
nocyamHy. lMocyouHn samMwanu B CTiIKOMY MOJSio-
XEHHi Ha aekinbka rogvH nepej nigpaxyBaHHAM Ha
CUMHTMAAUIMHOMY nivnnbHUKY Wallac Winspectral
1414. HecneumndiyHe 3B'A3yBaHHA BU3HA4anu B npu-
cytHocTi 1MKM pNPY (nenponentug Y cBuHi). AHanis
NpoBOAUIM TPWYi.

Mopgeni noBeAiHkM (BUMIPIOBAHHS CMOXMWBAHHS
ki)

B o6ox Tectax BukopucToByBanu LypiB (camui
W, 200-270r, otpumasi Big Harlan, S.). lWypam 3a-
Oes3neyvyBanu CnpuaTINBi YMOBU NSt TBAPUH NpPOTS-
rom npuvHaWMmHi 5 gHiB nepen noyaTkom 6yab-AKOT
ekcnepvMmeHTanbHoOi npouenypu. [lpoTarom LbOro
nepiogy TBapvH NOCENANN B rpynax 3 n'aTv TBApUH y
HaniBnpo3opi kamepn n 3abe3nedyBanu Pkew W BO-
poto. MNMpuHanmMHi 3a 24 rogMHn nepen Tectamu TBa-
PUHU aJanTyBanu A0 OAUHOYHOTO NPOXUBaHHS.

HiyHe rogyBaHHS:

CnoxunsaHHA iXi BUMipioBarm B AOMAaLLHIX Kame-
pax Anst 3HWKeHH HecneungiYHUX CTPECOBUX BMNU-
BiB Ha CMOXWBAHHA PKi, SIKi BMHMKAOTL BHACHiOOK
3MiHM ymMOB yTpumaHHsa. [asanu Bky n Boay. besno-
cepeaHbO nepef BUMUKAHHAM CBiTNa LWYpPiB 3BaXYy-
Banu, paHgoMi3yBanu 1 BBOAUIM peyOBUHY (OparbHO
abo BHYTpPilLHbOYepeBNHHO), nnauebo abo BMOpaHi
crnonyku 6eHaokcasuHy 3aranbHoi popmynu (I). MoTim
LypiB noBepTanu B KaMepu " BUMIpOBamm KinbKiCtb
DKi, 9Kka 3anuiieHa Ha BepxHi KpuLili. BKy, sika 3a-
nuwmnacs, i Bary TBApMHW BUMIpIOBaNu Ha HacTymn-
HUI PaHOK.

BkasaHi Buwe cnocobu onucaHi B [Ants Kask i
iH., Europan Joumal of Phammacology 414 (2001)
215-224 »n Turnbull n iH., Diabetes, Vol. 51, August
2002, sxi HaBefeHi TyT K NOCWUMaHHA W CTaHOBNATHL
YaCTUHY PO3KPUTTSA].

Lii BnbpaHMx cnonyk Ha CNoXMBaHHSA iXi B LLYpIB,
AKi NiggaBanMcs ronoayBaHHHo:
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LLlypie niggasanu ronogyBaHHIO NPoTArom 23 ro-
AVH y KNiTMHaXxX i nicnsa uporo nepiogy BBOAUMM peyo-
BMHY (OpanbHO abo BHYTPILLHbOOYEPEBUHHO), NnaLe-
60 abo BMOpaHi cnonykn GeH3oKcasuHy 3aranbHOoi
dopmynu (I). Yepes oaHy roguHy nonepegHbo 3Ba-
XeHy DKy 3anuann Ha BepxHin Kpuvuidi 1 BUMiptoBa-
N cyMapHe CnoXuBaHHsa i yepes 1, 2,4 Ta 6 roanH.

Metogn onucadi B [Ants Kask 1 iH., Europan
Journal of Phamacology 414 (2001) 215-224 i
Turnbull 1 iH., Diabetes, Vol. 51, August 2002, aki
HaBedeHi TyT K MOCUNaHHA W CTaHOBMAATb YaCTUHY
po3KpUTTA].

HactynHi npuknagu ekasaHi gng iniocTpadii ga-
HOro BMHaxody, arne BOHW He MOBUHHI obmexyBatn
obcar gaHoro BUHaxoay.

Mpuknagn

MpombkHi cnonyku 3araneHux gopmyn (1V) i (V)
ofdepXKyBanuM 3BMYaMHMMM cnocobamu  opraHiyHol
Ximii, BIGOMUMU cepeHbOMY haxiBLIO B AaHiV ranysi.
OpepxaHH OeskuX MPOMBKHUX CMOMYK 3aranbHuUX
dopmyn (1V) i (V) nokasaHo HwxYe:

Mpwknag A:

CwuHTe3 cnonykm 3aransHoi oopmynu (1V)

2-xnop-N-(4-dbeHokcudpeHin)auetamis,

oA, OO = Ay

[o po3uunHy 4-cpeHokciaHininy (1,85r, 10Mmornb) i
TpueTnamidy (2,07mn, 15mmonb) B 25mMn cyxoro
AnXnopMmeTaHy gogasanu nopuioHHO Po34MH xropa-
uetunxnopugy (1,18r, 10,5mMmorns) B 10mMn cyxoro
anxnopmeTtaHy. OTpMMaHy peakuiiHy cyMil nepemi-
WwyBanu npoTarom 1 roavHu Npu KiMHaTHI Temnepa-
Typi. Micns uboro BkasaHy peakuiinHy Cymill NPpoOMU-
Banun 2x30mn HCI (2N) 1x30mn Bogu, BUCylwyBanu
Hag cynbdaToM HaTPito W PO3UYNHHUK YyrnaproBanu.
OpepxyBanm 248r (Buxig 95%) 2-xnop-N-(4-
heHoKkcudeHin)jauetamiay.

14 cm™ (KBr): 3270, 1660, 1506, 1490, 1236, 843,
752,691.

Mpwknag bB:

CuHTe3 cnonyku 3aransHoi coopmynu (V)

OpepxaHHA 6-xrop-1-(ninepuguH-4-in)-1,4-
avrinpo-2H-3,1-6eH30kca3nH-2-0HY rigpoxnopuay

(]
D’\](ji‘w X NH N’go N/J*o
NH, D S—— —_—
(a) o) ()
N N \N

b ) CiH
Boc Boc
W)

a) 1-(TpeT-Bytunokcmnkap6oHin)-4-[4-xnop-(2-
rigpokcmmMeTundeHinamiH)jninepnamH

a) Po3wH 1-(TpeT-6yTMnokcukapboHin)-4-
ninepuanHoHy (20r, 0,10morb), 2-aMiHO-5-
xrop6eH3unosoro cnupty (17,34r, 0,11morb) i oyTo-
Boi kucnotn (14mn, 0,22mornb) y cyxomy Tomyoni
(500mn) HarpiBanu nNpu KUN'ATiHHI i3 3BOPOTHUM XO-
NOAUNBHUKOM 3 BUAArNeHHSIM BOAM 3a [[OMOMOrOH
aseoTponHoi AuctunAuii 3 nactkow [AiHa-Ctapka,
npotarom 6 roguvH. Cymiw noTiM oxonogxysanu W
KOHUEHTpyBanu y Bakyymi 0o nonosuHu ob'emy. [do
oTpuMaHoro po3uvMHy gogasanu NaBH3CN (20r,

0,32monb) i cyxun TI® (300mn). lMoTim npoTsrom
OfHi€el roguHM npukanyesanu ourtoBy kucroty (10mn,
0,17monb). Peakujio nepemiwyBanu npu KiMHaTHIRA
Temnepatypi npoTarom 24 roauH. Cymill KOHLEHTPY-
Banu y BakyyMi 1 3anuLIOK pO3YvHANM B eTunauerarTi
(750mn), npomumBanu HacnyeHum po3vumHoMm NaHCO3
(4x250mn) i HacuyeHum posunHom NaCl (250mn),
BMCYLLUYBanu 1 ynaptoanu Aocyxa. 3anvLok ouna-
N NpUCKopeHolo Xpomatorpadieto, entioYn CyMi-
wuo eTunaueTaT.netTponenHun edip (1:3). MoTpi6-
HUIA NPOAYKT oAepXyBanu y Bumsagi macna (32,7r,
96%1).

H AMP (CDCls): 1,32 (d, J=11,2Hz, 2H), 1,41 (s,
9H), 1,92 (d, J=11,2Hz, 2H), 2,92 (t, J=12,0Hz, 1H),
3,10 (s, 1H), 3,37 (m, 1H), 3,88 (d, J=13,7Hz, 2H),
4,49 (s, 2H),4,75 (s, 1H), 6,52 (d, J=8,6Hz 1H), 6,96
(s, 1H), 7,07 (d, J=8,6Hz 1H).

0) 1-(1-TpeT-bBytunokcukapboHin-4-ninepuamHin)-
6-xnop-1,4-anrigpo-2H-3,1-6eH30kca3nH-2-0H

[o po3unHy 1-(TpeT-6ytunokcukap6oHin)-4-[(4-
xnop-(2-rigpokcumeTun)deHinamiHo )jninepnanHy
(27,0r, 79vmornb) y cyxomy TI'd (250mn), oxonogxe-
Homy po 0°C, popasanu N, N-giisonponinetunamid
(DIEA) (43mn, 0,25monb) i TpucocreH (8,65r,
29,2mmorb). Peakuito nepewmiwysanu npu 0°C npoTa-
rom 1rof i nNpu KiMHaTHIA TemnepaTypi NpOTArom
72roa. JopaBanu etunosuin eqip i CyMiLll OXOnoaxy-
Banu npu 0°C npoTtarom 3rog i noTim BiadiNbTpoBy-
Banu rigpoxnopug DIEA. BiadineTpoBaHnin po3ynH
ynaptoBanu gocyxa N 3anuviok po3yvHanu B eTuna-
ueTaTti (750mn), npomveanu 5% PO34YNHOM FIUMOHHOT
kucnotn (2x500mn), Bogoto (250mMn) i HacuyeHUM
po3unHom NaHCOs (2x500mn). ETunaueTaTtHuii pos-
umH Bucywysanun (MgSOa), BigdinsTpoByBanu n yna-
proBanu nNpu 3HWKEHOMY TUCKY. 3anuLLOK nepeHou-
M B KuNasuMn etunoeBun edip A0 PO3YMHEHHS
BCbOrO TBEPAOI PEYOBMHM N MOTIM OXONoaxysanu
NPOTArOM HOYi, OAEPXY0UM MOTPIGHY CNONYKY B KpUC-
TaniyHin dopmi (28,9r, 67%).

TemnepaTypa nnaeneHHsa: 177-179°C

'H AMP (CDCls): 1,46 (s, 9H), 1,79 (d, J=10,1Hz,
1H), 2,54 (m, 2H), 2,78 (m, 2H), 3,96 (m, 1H), 4,28
(m, 2H), 5,02 (s, 2H), 6,98 (d, J=8,7Hz, 1H) 7,13 (d,
J=2,4Hz, 1H), 7,28 (dd, J=8,7Hz, J=2,4Hz, 1H).

B) 6-xnop-1-(ninepnaunH-4-in)-1,4-gurinpo-2H-3,1-
©6eH30KCca3nH-2-0Hy rigpoxnopug,

Po3uuH 1-[(1-TpeT-6yTnokcunkapboHin)-4-
ninepuaHin}-6-xnop-1,4-gurigpo-2H-3,1-
OeH3okcasunH-2-0Hy (24r, 65mMmonb) B etunauerarTi
(500mn) oxonompkysanu go 0°C. lMNoTim gogasanu 5M
PO34MH CONSAHOT KUCMOTK B eTunoBomy edipi (500mn)
i oTpuMaHy cymiw nepemiwysanu npu 0°C npoTarom
4rop. OtpymaHun ocag 3bupanu dinbTpauieto, npo-
MuBanu egipoM i BUCYLLYBanu y Bakyymi, O4epxytoum
noTpibHUI NpoayKT y BWUMSAZI TBEPAOI PEYOBUHU
(16,95r, 97%).

TemnepaTypa nnaeneHHa: 254-257°C

'H AMP (CD;OD): 2,13 (d, J=12,2Hz, 2H), 2,88
(m, 2H), 3,20 (m, 2H), 3,53 (d, J=12,8Hz 2H), 4,24
(m, 1H), 5,16 (s, 2H), 7,31 (m, 2H), 7,41 (dd,
J=8,8Hz, J=2,6Hz, 1H).

Oesxi 3amiweHi cnonykn 3,1-6€H30KCa3MH-2-0HY
ofdepXyBanu 3a AOMOMOrOK BIAMOBIAHO 3aMilUEHMX
©eH3MnoBNX CnupTiB BIQHOBMEHHAM BiAMNOBIAHO 3a-
MiLLIEHMX aHTPaHINOBUX KMCAOT 3a 4ONOMOrOoH0 fiTina-
nomMorigpuay 1 iHWuxX BigOMMX BiGHOBHUKIB cnocoba-
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MK, gobpe BigoOMUMU cepeHbOMY paxiBUIO B OaHIN
ranysi TexdHiku (ouB. cxemy 2), Hanpwuknag, 6-meTun-
1-(ninepuguH-4-in)-1,4-purinpo-2H-3,1-6eH30Kca3nH-
2-0H, 7-vetnn-1-(ninepuamH-4-n)-1,4-gurigpo-2H-
3,1-6eH30kCcasnH-2-0H, 8-meTun-1-(ninepugnH-4-in)-
1,4-gurigpo-2H-3,1-6eH30kcasnH-2-0H, 5-meTokcu-1-
(ninepnanH-4-in)-1,4-anrippo-2H-3,1-6eH30kcasnH-2-
OH, 6-dTop-1-(ninepnauH-4-in)-1,4-gurigpo-2H-3,1-
OeH30kca3unH-2-0H,  8-meTokeu-1-(ninepuamHin)-1,4-
avrigpo-2H-3,1-6eH30Kkca3nH-2-0H, 5-metnn-1-
(ninepugnn-4-in)-1,4-gurigpo-2H-3,1-6eH30kca3nH-2-
OH, 7-dTop-1-(ninepnauH-4-in)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H, 5-dptop-1-(ninepnanH-4-in)-1,4-
avrigpo-2H-3,1-6eH30Kca3nH-2-0H, 6-meTOKCU-1-
(ninepuaunnin)-1,4-gurinpo-2H-3,1-6eH3okcasnH-2-0H,
5-xnop-1-(ninepnawnHin)-1,4-gurigpo-2H-3,1-
6eH30Kca3nH-2-0H, 7-xnop-1-(ninepuanHin)-1,4-
avrigpo-2H-3,1-6eH30Kca3nH-2-0H, 8-xrop-1-
(ninepuaunnin)-1,4-aurinpo-2H-3,1-6eH3okcasnH-2-0H
n iHwux. Peakuis BignosigHMx cnonyk 5-meTokcu-1-
(ninepuaunnin)-1,4-aurinpo-2H-3,1-6eH3okcasnH-2-
OHYy, 8-meTokcu-1-(ninepuaunHin)-1,4-gurigpo-2H-3,1-
6eH30KcasnH-2-0Hy 1 6-meToKkeu-1-(Ninepuavnin)-1,4-
avrigpo-2H-3,1-6eH30Kkca3nH-2-0Hy 3BMYANHUMKN CrMO-
cobamu, Hanpwknag, 3 BBrs B iHepTHOMY opraHiyHomy
PO3YMHHUKY, MPUBOAWIA OO OAEpPXKaHHs BiANOBiOHO
cnonyk  5-rigpoken-1-(ninepnantin)-1,4-gurigpo-2H-
3,1-6eH30Kca3nH-2-0Hy, 8-rigpokcu-1-(ninepuaunHin)-
1,4-purigpo-2H-3,1-6eH30KkcasnH-2-0Hy 1 6-rigpokcn-
1-(ninepuanHin)-1,4-gurigpo-2H-3,1-6eH3okcasnH-2-
OHY. He3amilweHun 6eH3okcas3nH-2-oH 1-(ninepuaunH-
4-in)-1,4-gurigpo-2H-3,1-6eH30Kca3nH-2-0H  OaepXKYy-
Banu BignoBigHO Ao cnocoby, onucaHoro B [J. Med.
Chem. 1995, 38, 4634 i1 J. Med. Chem. 1998, 41,
2146, aki HaBegeHi TyT 9K NOCUNaHHA N CTaHOBNATbL
YacTMHY PO3KpUTTA].

3aMmilleHi aHTpaHinoBi KMCNOTVM BiAHOBMNIOBANM
3BMYaiHMMK cnocobamu, BiZoMUMU cepeaHboMy dha-
XiBUIO B AaHii ranysi TexHiku, Hanpuknag, BUKOPUC-
ToBytoun LiAlH4 sk BigHOBHUI areHT y 6e3BOAHOMY
Tr® B atmMocdbepi iHepTHOro rasy, Hanpwknaa, aproHy
abo asoty. Lleit cnoci6 € oyxe edekTMBHUM 1 y Bi-
NblOCTi  BMNAZKIB ogepxysanu  BignoBigHi  2-
aMiHOBGeH3nnNCNUpTK 3 AyXKe XOPOoLUMMMN BUXOAAMN.

BaranbHa iHCTPYKUis Ana BiAHOBMEHHS 3aMille-
HUX aHTPaHINOBMX KMCMOT: Y Tpuropny konby, obnaa-
HaHy MeXaHi4YHO MiLlankow W OTBOPOM ANA ras3ono-
aibHoro asoTy, nomiwann 100mn 6e3sogHoro TId i
116,6mMmone LiAIH4 1 oTpumaHy cycneHsito oxono-
axysanu go 0°C. Micna gpopaBaHHA 58,3Mmorb Bia-
NoBiAHOI 3amileHol aHTpaHinoBoi kucrotm B 150mn
6esBogHoro TI'®, oTpumaHy peakuiiHy cymill Harpi-
Banu A0 KiMHaATHOI TemnepaTypu W MepemillyBanu
Oina opgHiei roguHu. Mpu oxonomxkeHHi go 0°C go
cymiwi obepexHo gopasanu 4,7mn Bogu , 4,7mn
NaOH 15%sar., i notim 14mn Boau. OTpuMaHy cy-
creHsito BigdineTpoBYBanNM 1 NpoMuBanu eTunaue-
TaToOM.

OpraHiyHy ba3y npomuBanM BOOOH, BUCYLLYBa-
N A pO3YMHHUK ynaptoBarm. Y GinbLocTi Bunagkis
OTPMMaHMI NPOAYKT MOXEe BMKOpWUCTOBYBatTUCHA 6e3
[04aTKOBOIO OYULLEHHS.

Mpwknag 1:

OpepxaHHA 1-{1-[N-(9-okco-9H-prop-2-
un)amiHokap6boHinveTnn]-4-(ninepuguHin)}-1,4-
avrigpo-2H-3,1-6eH30KcasnH-2-0Hy rigpoxnopuay.

Cymiw 1-(4-ninepuawvHin)-1,4-gurigpo-2H-3,1-
6eH3okcasnHoHyY rigpoxnopuay (2,68r, 10mmore), N-
(9-okco-9H-brop-2-un)-2-xnopauvetamigy (2,99r,
11mmonb) i K2COs (5,53r, 40mmonb) y AMDA (40mn)
nepemillyBany NpoOTAroM HOYi MpW KiMHATHIA Temne-
paTypi. MNoTtim pgogasanu H2O (100mn) i oTpymaHun
ocap 36upanu dinbTpauieto. TBepay pevyoBUHY po3-
YMHAMKW B rapsyomy eTvnaueTarTi, N(pOMUBanmM BoAOH,
AeKaHTyBanu, BUCYLLyBanu 1 ynaptosanu gocyxa. pH
3anuLky, posunHeHoro B EtOH, posoamnu go pH=3
3a gonomoroto 1M po3unHy conaHoi kucnotm B EtOH
n BigdinbTpOBYBanM 3 odepKaHHAM MOTPiOHOro rig-
poxropuay B KpuctaniyHin dopmi (3,73r, 74%).

Mpuknag 104:

OpepxaHHsa N-[4-xnop-2-(2-xnop6eH3oin)deHin]-
2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
inlninepnann-1-njaueTtamigy ringpoxnopuay

o
‘ O
o
Tt o L 58
NTo -
- CI/\er Ccl 1) AMOAK2CO3 O
o 2)HCI/ EtOH i 0.
Her N cl o kn,u ' cl

° ol

Cymiw 1-(4-ninepuawvHin)-1,4-gurigpo-2H-3,1-
6eH3okcasnHoHy rigpoxnopuay (161mr, 0,60mMMorns),
2-(2-xnopaueTamif)-2',5-anxnopbeH3odeHoHy
(226mr, 0,66mMmorb) | K2CO3 (330mr, 2,40mMmorb) y
OM®A (10mn) nepemiwyBanu nNpw KiMHaTHIA Temne-
paTypi npoTtarom Houi. lNicna uporo gogasanu H>O
(15mn) i oTpuMaHun ocapa BigokpemmoBanu dineTpa-
uieto. Teepay pevYoOBMHY PO3YMHANWM B eTunaueTaTi,
npoMuBanu BOAO, BUCYLLYBaNU M PO3YMHHUK yna-
ptoBanu. OTpMMaHuI y Takuii cnocib 3anmLok po3yn-
HANKW B eTaHoni U npu gogasaHHi 0,22vn 2,8M pos-
UYMHY CONSAHOI KUCNOTN B abcC. eTaHONI rigpoxnopuaHa
Cinb KpucTanisyBanacs, kpuctanu sigdinbTpoByBanu
n sucywysanu. Opepxysanu 209mr 6inoi TBepaoi
peyoBuHMN (Buxig 61%).

Y (CM'1) KBr: 3398, 2860, 1702, 1493, 1295,
1246, 1202, 1042, 946, 758.

"H-MP: 1,9 (d, J=129Hz 2 H) 2,9 (m, 2 H) 3,2
(m, 2H)3,5(d,J=11,2Hz 2H) 4,0 (s, 2H) 4,2 (m, 1H)
50(s,2H)7,3(m,4H)7,4 (m,1H)7,5(m,2H) 7,5 (m,
1H) 7,6 (dd, J=8,5, 2,4Hz, 1H) 7,8 (d, J=8,5Hz 1H)
10,2 (s, 1H) 10,9 (s, 1H) (AMCO-d6).

TemnepaTtypa nnaeneHHs: 201-204°C

TemnepaTypu nnaBneHHs W OaHi crnekTpockonii
anst ineHTndikauii aesknx i3 cnonyk-noxigHnx 6eHs3o-
KCasuHOHY 3aranbHoi dopmynu (l), oTpumaHmx aHa-
noriyHo o cnocobis, onucaHuxy Mpuknagax 1 n 104,
nokasaHi B HaCTynHuUx Tabnuusx:

Y cnonykax signosigHo o npwknagis 1-100 tpu
samichukn R', R R® i1 R, a Takox samicHukn R5-R®
yci siBnAtoT, coboto H. Tak, 3aranbHa dopmyna (I)
Moxe OyTM npepcrtaBneHa B crnpolueHin dopmi (la),
BKa3aHin HWK4e, Ae R” o3Hayvae BiANOBiAHWMI 3aMic-
Huk R™-R*.
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S | mE| oA | R® R Cim | 1 (°C) Mow’  [H-SIMP (300 Mi2)b (povaoua)
(IN\’L: 128 {5,./=6,8 Fiz. 36, 2,00 4, J = 119 Fiz, 3H),

248, 2966, .93 (m, J = 115 Hz, H), 3.43 (m, 2H), 1,68 (d. J -
1683, 1608, (10,3 Hz. 2H), 428 (m, 3H). 441 (g, J = 6.8 Hz,
®ow o | om W HCI | 246-250 (1493, 1299, DH), 5,16 s, 2H), 7.15 (m, 2H). 7.30(d, /= 7.3 Hz.
J 1226, 1040, [IFD), TAL {m, 3H), 7,62 (m, 3H), 8,05 (d, /= 7,9 Fiz,
HC TT1,745  (IHD, BATgs, 1H), 1033 (s, 1H), 11,15 (s, TH).
1,72(d, - 11,

"z,lmuﬂxlll).ustn

1706, 1611, i), 2,62 m. 3H), 299 &, 7= 11,0 Hz, 2H), 323

237200 1506, 1508, [ 2k 385 1), S06 4 .
1292, 1214 1|5(a.1H).7.:1(|_; 7.3 Hz, 1H), 7.58 (e, 4

i 7 (d, = 7.3 Ha, 110,806 (5, 1H), 10,07 s, 1H).

g=<>-—=

(1)

Wmdd
1,99 (d, J= 134 Hz, 2H). 2.27 (s, 3H), 289 (m,

(1851, 1296, ¥d,J =84 Hz, 1H), 739 (1, J= 7,3 Hz. IH), 761

241, 1606, 2,00 (d, ] = 12,6 Hz, 2H), 2,90 (m, J = 12,6 Hz, 2H), 282, 1111 K, SH), 8,07 (s, 1H), 10,38 (s, 1H), 11,65 (s, 1H).
608, 15608, 3,43 (m, 2H), 3,66 (d, /= 9,7 Hz, 2H), 421 (s, TH), - =

HCL | 276-280 1463, 1391, 4,28 (m. 1H), 5,16 (s, 2H), 7,13 (m. 1H), 7.34 (m, I.:‘;g.;":.:.:al;u}_zlﬁﬁ zll{;.!;l&;;n

1293, 1259, 4H), 7,59 (d. = 7,0 Hz, 2H), 7,76 (m, 3H), 8,00 (s, h i

683, 1482, 3.68(d, 4 = 10,4 Hr, 7H), 422 (m, 3H), 442

Ban1, 1707, ), 342 dm, 2H), 367 (e 2H0), 428 (m, 3H), 5,11
Cim | 1 ("C) M oa® H-AMP (300 MHz),6 (potmmmn ) 2 | gcm, | oHy H HOL | 250257 (16831608, fs, 21T), 7,09 (m, 1H), T.184d, /= 8.4 Hz, 1H), 7,28
B

[1206,739.  [1H), 10,26 (s, 1H), 11,36 (s, IH). (IMCO-d,) 2 |ecn, | oy | W O

I
HCI | 247-252 [1460, 1299, g, = 7.1 Hz, 2H), 5.11 (s, 2H). 7,10 (m, 1H), 7,18
P 1225 2H), 730 (d, J = B4 Hz, 1H), 745 (m, 1H), 7,60
Cinb | 1y (*C) [4on” 'H-AMP (300 MHz)3 (posanrisiin) H,C }mﬁgnl‘l'l-mlgx TH), B.46 (s, TH),
9
L= I”)i’;llﬂ&liﬁil]hg.‘ﬂﬂi&ﬁ];l;(
BH), 2,99 (d, 4= 11, ), 3,24 (s, 2H), (.| % 1o . ] Y
1M, .13 (.21, .00 (, J= 7.3 Ha. 11, 737 (4. Mp. | g A [ Cime | 1, ("C) 4 ow H-AMP (300 MHz),5 (povumim)

F 7,7 Hz, 2H) 737 (LS = 7,5 Hz, 2H), 7,59 (m,

HCl =275 (1467, 1451, 5,16 (s, 2H), 7,13 (m, 1H), 730 (d, J = 7,5 Hz, IH),
1283, 4 |37 (e, $H1), 1,71 (m, SH), 1,05 (d, J = 12,0 Hz,
o T T ey 11D 1023 6. (428, 2925, 2H). 2.26 s, 3H). 243 (m, 1H), 2.89 (m, /= 115

1011769 IH). 11,46 (s, LH). (IMCO-&) 1711, 1691, Hz, 2H). 341 (m. 2H). 3,57 (m. 2H) 4.17 (m,
1,73 (&, 3= 11,7 Hz. 2H1), 236 (m, J = 112 Hz, 2H)] 2 |ecm | an | HCL | 242246 1507 1293 26 m. 1D, S0, 210,709

2H).
(s, TH), 7,17 (d, J =
261 (m. J= 11,7 Hz, 2H), 2,98 (4, /= 10,8 Hz. 2H).

630, 3445,

M
), 7,68 14 4= 7.5 Hz, 1), 8.07 i, 1H), 10.22 (5, boos 2840, Lg Ezms;:: :g?ﬁ’xg”ﬂﬁ;ﬂﬁ?
i 2 |scH | cHy, | H — | 155187 |};Us| 5, 2H), 3,83 {m, 1H}, 5,06 {5, 2H), 7,06 (s, IH),
[433, 1705, 2,02 (d, /= 12,6 Hz, 2H), 2,91 (m, J = 12,6 Hz, 2H) " .13 (m, 4H), 7,51 (d, /= 8.2 Hz, 2H), 9,64 (s, 1H).
1609, 1557, 3,43 (m, 2H), 3.67 (d. J = 9.9 Hz, 2H), 4.26 (m, 3H), 046 (IMCO-4)
\©\O 12181039, 6 Hz, 200, 7,18 4.~ 86 Hz, 10,729 6,
(s, 2H), 3,87 (m, J- 11,7 Hz, 1H), 5,11 (s, 2H),| Ba1, 767 un;mus(u-uu:_zu) 10,32 (5, 1H),
09 (1. F= 13 Ha, 1H), 727 (@, J= 73 Hz,

ms:ﬁ H), 4.22 (5, 2H), 4,32 (m, 1H), 5,17 (s, 2H), 7,13

- 17 H), L1l (s, 1
[7.36 (. J = 7,7 Ha, 1H), 7,54 {t, J = 7.3 Hz, 2H), x,w:d,;-u,:uz_m).m(mu}.zm(.\
\282, 1045, 760 (m, 510, 1,83 (s, 110, 10,18 s, 1H). JIMCO- B432, 2995, by 3 45 g, 3H), 3,68 (m, 2H), 4.27 (m, 3H), 5,11
prer 1702, 1598,
24 . " 244 1539, 1314, s, 2H), 7,10 (s, 1H), 7,18 (d, J = 8.2 Hz, 1H), 7,29
2,00 (d, = 11,9 iz, 2H), 2,91 (m, J = 12,6 11z, 2H] 6CH, | CH: | H HEL | 2020 B0, o Y, = 8.2 Ha, 2H), 7.55 (1, = 1.3 Hr, 2H), 7,66
(457, 1685, 341 (m, 2H), 3,65 (d, J = 11,2 Hz, 2H), 4,26 (m, & “’; " Am, 3H), 777 (d, J = B8 Hz, 2H), 7,86 (4, J = B4
o | 3aa 1599 15420 BHD 5,06 (s, 20), 7,12 (m, 1H1), 730 (d, = 75 He, bz, 20, 1035 (s, 1H), 161 (5, 1),
1401, 1; TH), 7,39 (d, J= 3,8 Hz, 2H), 7,54 (m, 2H), 7,68 (m,} 03 (d, J= 12,4 Hz, 2H), 2,93 (m, J = 11,3 Hz, 2H)
700 BH), 781 (m, 4H), 10,31 (s, 1H), 11,51 (5, 1H), 42 (m, 2H), 369.(&, 4 11,2 H, 2H), 3,86 (5,
]

709,
m. 1), 7.20 (d, J = 7.3 Hz, 1H), 7,30 (4, 4= 1.3
= - 7, 1496,
u . 4 b H || H HCI | 191193 160 e, 50y 7 e 3E0, 750 (0 o 102 Fi. 2
® Cim | 1 (°C) Filew H-AMP (300 MHz),5 (poramnk) ﬁ:l-r;gm' P AHEES s Ay ey g

Emmn. 1,98 (e, 481, 252 {m, 2H), 291 (m, 4H), 3,41 (m,
671, 1592, 2H), 3,64 (m, J = 10,4 Hz, 2H), 4,25 (m, 3H), 5,16
HCI | 260:264 (1549, 1301, s, 2H), 7,14 (m, 1H), 7,30 (4, J = 7,3 Hz, 1H), 7,40

&m;. 1204, [:Lz}%).u:tn%;.r.sﬁ(m.f-uu; H), Mp- | Rr* A K" R Cimb | 1 (*C) 4 eu” ‘HAMP (300 M), (posunme)
043,770 (102245, 1H), 11,15 s, [H). (IMCO-de)

BA7 (s, 1H), 10,26 (s, 1H), 1,09 (s, 1H). (IMCO-
)

— 1 [2.03 (d, J = 12,1 Hz, 2H), 2,92 (m, J = 11,4 Hz, 2H),

710, 1698, B03 (& =12, Ha, 2H), 2,80 (m, J= 11,2 He, 2H) 5466, 3078, [543 (m, 2H). 3.69 (&7~ .7 Hz, 2H), 439 fm. 3H),
aon, 541 20 m, 20, 470 (8.1 112 He 20, 429 1679, 1591, 15,16 (5, 2H), 7,14 (m. 1, 7,14 (m, 11, 7,30 (4, /
Her | 270273 fuaes, 1390, (11 f““”-“’-’ 16 (s, 2H), 2,14 (m, 1H), 7.30 % u o | H HCI | 280-282 (1551, 1332, 7.3 Hz, 1H), 7,39 (d, /= 7.3 Hz, 1H), 739 (d, /=
1200, 1263, (& . 742 (m, 410, 7,61 (m, 41D, 7.8 1293, 1201, {13 Ha, 2H), 7,92 (m, 2H), K8 (d, /= £3 Hz, TH),
201,737 L <'“"“J mgnum; 10,96 (s, 1HD). I BI3.725 " 21 m 3H) RST s 1. 1030 . . 1165 5
RO/~ 2T He 8, 205 - 1121 ) 1,09.(8,4=7,0 1z TH). 200 (4, 7= 12.1 Fiz, 211},
547,168, (5,33 {m, 28), 3,64 4, T~ 10,6 Hr, 2H 432, 2980, 290 (m, /= 11,3 Hz, 2H), 3,37 (m, 2H), 3,63 (m,
et | 214218 16091592, B0t .3 (10, 536 (¢ 200, 713 1D, 336 1714, 1685, PH), 371 fq, 4~ 7.0 He. 2H), 4,153, 210, 4,29
1298,1208, (e, 3H), 754 (m, AE1D 771 fon. 310, 7,86 (d. S 8,1 E TR TR N et | 2seast ok . 11 31600 2068 .70 4T B0
043,721 [He, 1H), £,08 (s, TH), 10,17 (s, 1H), 10,99 (s, 1H), P 1258, 1204,
UIMCO-d) H,E 170,753
73 (d,J = 11,5 Hz, 2H), 2,36 (m, J = 11,0 Ha, ZH),
327, 1720, 259 {m, 4H), 267 (&, = 10,8 Hz, 2H), 3,05 (m, LI 7.0H 38,1 i,
foae, 1392, s, 2976, 1708, .27 (s, 3H), 288 (m. /= 1.3 Hiz, 2H). 341 (m.
— | 206-208 [1514, 1285, ”i‘;;ﬂ‘j#,ﬁi’;:ﬂ“:ﬁﬂ;:”"' 160,1509, Dif), 3,63 4, /11,2 Hz, 2), 3,70 (q, /~ 7,0 Hz,
Ry 10,758 (5,200,295 6, 10 104 6. 10 * ecn | o | N el | s i7s msl‘iu'a‘;fo"f)u:.ém?ﬂ:;nl!l‘(::Hi\H‘;.?ln
’ ; z . 10, 16, fn, 3H, 7,00 (4, < s
HE o0, o 20,728 . 2001737 8. i 20
§ 1024 (s, 1H), 10,97 (s, 1H). JTMCOwd)
Cim | 60 Pew’ PHAMP (300 MHz) (posammuns)

044, 1703, 2,01 (d,.J= 12,8 Hz, 2H), 2,90 (m, J = 12,1 Hz, 2H) |

- = = 1686, 1506, 341 (m, 2H), 3,63 (m, 2H), 4,18 (s, 2H), 4.29 (m,
s, s, PO B 0, 10 o TS0 2w Lo [ n | UL )| o oo bt e b S, st s o
o

q4 |98
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1595, 1555, 1226, 1040, {m, 2H), 7,35 (m, SH), 7,67 (d, J = 8,8 iz, 2H),
2H), 4,25 (m. 3H), 5,16 (s, 2H), 7,12 (m, 1H), 7,30
HICT | 272277 1000, 1280 0= 7.1 i 1H), 738 = 37 Wi, 260,763 s, PiL.804 1028 ¢s IED) 1113 (s LFD). CIMCOA)
Not2, 771 PH). 794 (5, 1H), 10.28 (5, 1H). 11,48 (s, 1H).
) Mp. | g* A [ L R" Cimb | 14 ("C) Moo ummmmmum
2049, 1701, 1,99 (m. 4H), 2.83 (m, 6H), 3,43 (m, 23H), 3,63 (4. J - SR S i IS s AT—
1607, 1558, [~ 10,1 Hz. 2H). 4,17 (s, 2H), 429 gm, 1H), 5,15 (5, (02 (4, J= 6,6 117, 611), 1.92 (d, J= 12,4 Fiz, 2H1),
HCI | 230231 1496, 1354, ZH), 7,15 (m. ZH), 730 (d. J = 7.5 Hz. 1H), 737 (m, B8 (m 1= 06788 21, 118 = 1031,
A * 16,901,/ = 7.2 Hz, 1H), 7.12 (m, 6H1), 7.30 {m, 6H),
o 448, 1592, 2,02 (d, S = 12,8 Hz, 2H), 2,91 (m, J = 10,6 Hz, 2H), HCE™ CH,y 1 (s, 1H), 9,85 (s, LH). (IMCO-dg)
1860, 1432, 3,45 (m, 2H), 3,68 (d, J = 12,1 Ha, 2H), 3,99 (3, g.ai(d.JHi.SHz.Z?l).Lﬁ!'(m,J'lZJ"Z.wl
2| HCL | 182-187 (1400, 1299, (3H). 4.29 (s, 2H), 4.42 (m, 1H), 5,16 (5. 2H), 7.10- .08 (m, 2H), 3,24 (1n, J = 12,1 H, 2H), 3,44 (m,

BH), 3,601, J = 114 Hz, 2H), 429 (m, 1H), 5,16

1209, 1043, [8.40 (10 H), 10,18 (s, 1H)1LI8 (s, LH). (IMCO-
) Eiercd o . 2H). 713 (m, 1H). 730 ¢d. J = 6.8 Hz, 1H), 7.38

170, 721
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1,29 {m, 5H), 1,72 (m, SH), 2,00 (d, J= 13,2 Hz, Km. 3H), 7.62 (m. 4H), 307 (s. 1H). 10,15 (s, [H),
(o o m).zzmmx zx&:&zﬂ).lm T Zﬂéﬁlﬂfmm‘?’im 4, = 12,4 Hz, IH),
.uz(':hnﬁf‘ T u:] H).Tg'm-r- u(':hrinm 2970,1712, 2,90 {m, 2H), 3.43 (m, 2H), 3,68 (m, 2H), 427 (m,
[7,38 (m, 2H), 7,54 ( 8,2 Hz, 2H), 10,28 (s, 32| s1 CH, H HCI | 263268 1691, 1492, 3H), 4,81 (g, / = 7.0 Ha, 2H), 5,16 (5, 2H), 7,17 (1. /|

HCl

w
)

1H), 10,96 (5, 1H W 1376, 1294, = 7.4 Hz, 1), 7,44 (m, 4K, 7,61 (m, 3HD), 8,05 (4, ]
J 1201, 1043 = 7.9 Hz, 1H), 847 (s, 1H), 10,33 (s, 1H), 11,16 (5,
A |13, IMCO-4)

e’ H-SIMP (300 Mi2)8 (poveaso)
b R i ¢ ! 454, 3057, (1,99 (. J = 12.4 Hz, 2H), 2.9 (m, J = 11,5 Hz, 2H

1701, 1610, (3,40 (m. 2H), 3,63 (& /= 11,0 Hz, 2H), 420 (5,
| 1,91 m, 4H), 2,73 (1, /= 6,5 He, 2H), 2,03 {m, J = B B |on| B HCI | 272276 . zu),us:‘-;tm 5,15 (s, 2H), 7,12 (m, 1H), 7,29
L 1390, Hz, 2H), 3,40 (m, 2H), 3,66 (m. 4H), 4.28 (m, ("] 394, 1292, {d, /= 7,3 Hz, 1H), 740 (m, 4H), 760 (d, /= &8
a® HEL 198203 1207 1205, (11, 4,52 (m. 210, 5,15 (5, 2H), 7,25 (m, BED, 10.18 1254, 1024 Fia. 2H), 10,28 s, 1H), 11,35 is, 1H). (JIMCO-de)
1039, 753 Y, IH). (JIMCO-dg)
1(d. 7= 12,0 Hz. 1H), 2,06 (d, J = 12,8 Fz, [H). Tp. [ R* A R R Cime | 1. (°C) [Hen’ 'H-SAMP (300 MHz).8 (pormstinnk)
3435, 1709, 294 (m, 3H), 3.23 (m. TH), 345 (m, 1F1), 3,78 m,
16911608, 1), 4,32 (m, 1H), 5,14 (s, 2H), 549 (s, 1H), 7,12
HCL | 247249 41561, 1298, {im, 1H), 7,28 (&, 7= 7.3 Ha, 141), 7,38 (m, TH), 7,59) gﬁ' :m g{;‘s;(-d&, l:;‘?:& %i:thz(:lz:al&
66, 743 7 2 TH), 10,73 (s, 1) . -
. :2.?& 1'“;_4) (:nm_mjmml o 1 1073 s 1 #lea|ow | H HOL | 279282 ;3 :zss. m, 1H), .16 (5, 2H), 740 (m, SH), 7,68 (d. /= 8.8
1199, 1042, Fi 2H), 1026 (. LH). 11,24 6. 1H). (IMCO-4)

1,62 (d, S = 6.4 Hz, 3H), 2,08 (d, J = 13,0 Hz, 2H),

HO | 242.252 ke R.91 (m, 2H), 3.57 (m. 2H), 4,35 (m, 2H), 5,16 (s,

10, 3014,
[2H), 7.12 (m, IH), 7.38 (m. 4H). 7.65 (m, SH), 8,14 701, 1609,

, R:13(d, /= 12,8 Hz, 2H), 2,40 (s, 3H), 2,91 (m,
; RH), 3,42 (m, 2H), 3,63 (d, /= 10.2 He, 2H), 3,34
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D105 5 A1, 1177 - (m, 1H), 4,25 (s, ZH), 5,08 (s, 2H), 7,10 (m, 2H),
HCI | 233-236 (1371, 128 ) -
IJD(LJ 7.0z, 3H), 1237 1100, (125 (6= 6.8 Ha 1R 73810, = 7,4 Ha, 111,

g
P

7(d, J= 10,6 Hz. 2H),
J

" 1762 (m, SH), 8,07 (s, TH), 10,27 (s, IH), 11,75 (s,
.39 (m, 2), 2,66 (m, 2H), 3,04 @, )= 116 Fz,
ﬁ‘:g}ﬁ e, !Jn(a 2H), 3,90 (m, TH), 3,04 (8, /= 11,0 - UIMCO-d)
— a2 ISJI‘HM 3,20 (s, 2H), 3,90 (m, 1H), 441 (q,/ = 7.0
208, 1040, H{.Z}{Li\!(ﬁﬁﬂ?lﬂﬂi‘?}ﬂal"}.“?
nes, a7 LS =75 Hz 1H),7.29 (m. (m. 2H), 7,58 % | o |cie | &
d m, 3H), 8,07 (= 7,5 He, 1H), £42 (5, 1H),9,76
(3, 1H). CIMCO-d)

16, 768,
1

B4ZL, 1701, (201 (.= 11,8 Ha. 2H), 2,88 {m, 2H), 342 (m,
1609, 1560, [2H), 3.66 (d, J = 11,8 Hz. 2H), 4,30 (m, 3H). 5,16
529 {1371 1208, [s, 2H), 7,39 (m, 4H), 7,60 (m, SH), £08 (s, 1H),
1201 1039 {5, 1H), 11,75 s, 1H). (1MCO-de

9
o~ |
W
z

13 (d, J= 133 Hz, 3H), 240 (s, 3H), 291 m J=

0 pos i SRR B
7 X " 2H), 3,83 (m. 1H), ™ s
8-CH, | CIy H HCl | 207-212 ;;?l.l 3, s, 11), 5,86 W0, 7L o, 2803, 733
oH m, 3H), 7,64 (4, =73 He, un.&osu
(C0-d)

7,580
[1H), 10\19(1 H), 11,22 §s. TH). (JIMA
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Ip. | p* A R R Cim | 1, (°C) e H-STMP (300 M), (possmss) Mp. [ g* A R" Rr" Cim | 1, (°C) 4o’ "H-AMP (300 MHz),5 (powassmx)
01 (d, J = 128 Hz, 2H), 2.91 (m, ZH), 3,42 (m, 1,3 {m, 4 F) 1,7 (m, 6 H) 2,0 (d, J<15,7 Hz, 2 H) 2.4}
oS Yoo DI, 568 - 8 21, 453 30, 459 . poe- 1o o 102010 e 2330 12
5 1 92 (broad, 1607, 1547, H) 3.6 (« 1 (3, 2H) 4,
Bl ow jom|ow ner | Gl e s, I.‘};(’.:.ﬂﬁﬂnns(f_g'n,}?;?(:.:-uu?lm 2l ea|an | B HICH | 249256 11203 1201, bz, 1 H) 51 (5,2 H) 7.1 (d, J=8,6 Hz. 2 H) 7.3 (e,
L 1205, 1042, L3 18 1T 151, 172 (m, 210, 7.96 (5, 1H), 1043, 830 3 H) 7,5 (d, 86 Hz, 2H) 10,1 (be, 1 H) 10,5(s, 1
o T o, uicoLag (MCO-05)
201 (d, J = 119 Hz. 2H), 2,88 (m. 2H), 339 (m,
b B S gy R ey
¥lea | o | u HCI | 219222 |40, 295, ZH), 5:45 (5, 1H), 3,86 (brond, 1H), 7,36 (m, SH), @ u few | m HEl (20116 |58 18 )51 (5,2H) 701,071 By 1H) T4 (m, 8 )
li200, 1047 [1¥4 (m. 3K 764 (4. /= 72 Ha. L), 806 (s, LHD), S0 6 (m, 1) 77 (4,057, He, 21D 10,1 (o, 1)
oH s 10,28 (s, 1H), 11,17 (s, 1H). (AMCO-d) B4.77 L0 ). UIMOG-d6)
128, J= 70z, 3H), 2,13 (d, J= 11,8 Hz, 2H),
1449, 2076, 240 (5, 3H), 2,02 (m, 2H), 3,40 (m, 2H). 3,64 (d, J 2.0(d, <134 Mz 2H) 23 (5,3 H) 28 (m, 2 H) 30
7 1.0 Hz. 2H), 384 (m, TH), 417 (5, 2H), 441 1, o, O [413,2961, fm, 2 H) 33 (d, J=10,8 Hz, 2H) 3,7 (1. F=12.2 iz, |
40 fpoHy | ol | o N HO | 229-232 .0 He, 2H), 5,09 (s, 2H), 7,13 {m, 3H), 7,25 {d, J o | scn " 1Ol | 168176 [1986, 1606, H) 3.8 (5, 2 H) 5,068, 2 H) 7,0 (m, 2 H) 7,2 (, J7.7
J 26, 1225, = 7,3 Hz, 1H), 7.44 (m, 1H), 7.60 (m, 3H), 8,05 (d, i | CH: 1262, 1033, Mz, 1 H) 7.3 (1, =75 Hz, L H) 74 (m, 4 H) 7,6 (m,
HC 953, 745 .7 HiE, 1H), BA3 (5, TH), 10,18 (s, 1K), 11,09 (5, O B3I 375 2 H) 7.7 (4,47 He, 2H) 10,05, 1 1) 10,7 (5,1
1H). (IMCO-4,) H). (IMCO-86)
0449, 2090, 2.1 (d. J=12.7 Hz 2H)24 (5, 3 H) 29 (m. 2 1) 3.4
1703, 1610, {m, 2 H) 36 (d, /12,0 Fiz, 2 H) 3,8 (¢, J=11,5 Hiz, 1 o 0 259, 1686, 194138 H 2 H) 27 (m.2H) 31 (m. 2 H) 3.3
4| gCHy | Cily H HCI | 264-274 (1556, 1327, H) 4,1 (s, 2H) 5,1 (3, 2H) 7,1 (m, 2 H) 7.2 (d, /7, 1491, 1299, [&J=10.6 Hz 2H) 3.9 (s, 2H) 4.2 (m, L H) 5,145,
CF, 19, 1065, Hz. 1 H) 7,7 (d, J<8,5 Hz, 2H) 7.8 (s, 2 H) 0.2 (s, 85 | sl | CHy H HCL 167178 |t gy RH) 724 (o SH) 7.5 (m, 3H) 7.6 (. 2H) 77 (d.
952,844 |11 11,1 (5, 1 H). (IMCO-d6) O b3, 770 (/=81 HE 2H) 100 (s, 1 HY 0.8(s, 1 H). UIMCO-
16)
p. | g* A R" R Cimh | 1, (°C) T 'H-AMP (300 MHz).8 {possmmmmx)
S~ Mp.| g* A R R Cim. |t (°C) Mo’ H-AMP (300 MHz).8 (pormomax)
190, 1696, lllllFUJHl-“ﬂl‘!’.“"::fl’:ﬁ‘]l}::(}
" fs, 2 H)3,6(m, 2 H) 3.8(m, | H) 4,1 (s, 5, L8 (d. 9, 2 IH)2. 2H)29
4 | sem| cm | B \© Hel | 232.939 ;;??:r;;!ﬁ.:Hl’ll(n\BH}'l.l(d}-TSHAIHH)(I-HS o O 3448, 2934, @&.ﬁ%&?%f}(ﬂ-ﬁ?ﬂ;zmu
Pio2H) 264 6. He 2H) 101 ( 1 H) 106G 1702, 1634, Ks.2 H) 43 (1L /=128, 46 Hz, 1 H) 5.0 (5.2 H) 7.0
66 | ocH, | CH | M - |17 - e R
UPMCO-d6) b O 509, 1445, {m, 2 HY 7.1 (m, 1 H) 7,5 (m, 2 H) 76 (m, 4 ) 7,8
S0z 1A 20(q S50 HZ I 13 0 156, 1045 m, 2H) 87 . J=8,1 Hz, | H) 11,9 (s, 1 H).
m, 2 H) 3,6(d, <122 He, TH} 4.2 (5, 2H) 43 (d, (CDCl-4)
U122 Hz, 1 H) 5.1 (s 2H) 7.0 (m. | H) 7.2,
Sl mjak ) n \Q et Dor e K7 (o a3 1 08 o s D0 (d, 14,1 Hz, 2H) 2.2 (5, 3 H) 26 (m, 219 3.3
oF Y m.zmu(m.u-qm,!(xm)m,n(xm} . m, 2H) 3.6 (&, J-12,1 Hz, 7H) 4.1 (5, 2H)4,2 (m,
. Dado, 1691,
6CHy | CHy | H HOH [ 294237 (0" G’ |ns.1uszug’1ainﬂuzgfm’:,zmm«.
TTT1 U=7,8 Hiz, 2 H) 1.6 (d, J=6,0 He, 2 H) 10,1 (3, 1 H)
zmd..r-n9H.z,zmzom2mmm:ﬂ):.o o 1233, 1038
12,242, 2 HY 4,1 5,2 H) 4.3 (m, | H) 5,1 65, 06 (s, 1 H). (TMCO-d6)
Hlea | om | on \Q Hel B H) 7,1 (/=73 Hz, 1 H) 7,3 (m, 2 H) 7.4 (m, 3 1) 2927, 1705, 2.0(d, J<13.2 He, 2H) 22 (5,3 H) 2,5 (5, 3 H) 2.8
(16 (i, /=76 Hz, 2 HY 10,1 (5, 1 H) 10,6 (5. | H). 1666, 1594, {m. 2 1) 3.4 (m, 2 H) 3,6 (4, J=12,1 T2, 2 H) 4.2
[AMCO-d6) 68 | 6.cH, | CH, H GH, HCI | 273-277 (1595, 1508, {m,3 H) 5,1 (s, 2 H) 7,1 (s, | H} 7.2 (m, 2 H) 7,7 (d,
o JZE7, 1117 83 Er2H) 1.8 6, B8 Ha 7H) 102 .1 )
ﬁf,’ 1611, POW.F129HE 21) 25(q, 113212 2 H) 3.3 9 839 109 (s, 1 H). (IMCO-d6)
s y 1326, (M2 H) 3608, 12,0 He, 2142 (5, 2 1) 43 fm, O (118 Fiz, 3H) 20 (. TF0 3.4 (. 237
&Cl [ CHy | H \ch HO | 284285 'ﬁ;::’uﬁ:nmm:u)'a.to(m,:lfln'nmzmu‘:nz PIIRIOT. LG pe123 Hz, 2H) 4,2 (5, 2 H) 43 m, | H) 1 (5,
B as 020 THILOG I o u |a " . [ Hsale LT 110730210 .
e 7.5 (dd. <82, 1.8 Hz, 1 H) 76 (m. 2H) 7.6 (d.
o 1|m|u)|.n:a.)-|.au;|unom.|m
Mp. | Rr® A Rr° R" PELSIMP (300 MHZ),S (potmsms) 10,7
5.0m.Huﬂz.zmum.zmssmmn.o M| gr 0 " o
3 Hz 2H 4,1 (5,2 H) 43 (m. ] H) 5,1 (s, " ¥ AR ® Gl | w0 [FAME (300 M8 !
) m |ok | " |zm71(«u-f 59 Hz, 2H)7,3 (m, 5H) 7,6 (d,
=8,5 Hz, TH) 10,1 (5, 1 H) 106 (s, 1 H). (IMCO- z.acd.}-umzzu)u(m.zunum.zHJL
2 | sc1 H - He | 730 (d, 2 H) 43 (m, 3 H) 32 (5, 2H) 73 (m, 1
ot (dec) 183, lm.3H]7.6(n.21-D11(m.JH)I.D(sIH)lDJ
Z.IEd.J-IJJHJ.ZIN.I[l.3|IJ29(m.1H)3.1 @ 1 H) 114 (5 | H), (IMCO-46)
v , fm, 2H) 36 (d, J<29 Hz, TH) 36 (s 41,2 o
47 fpomy | om | o1 HCI | 245.253 1597, 1541, H)sﬂh.uﬂ"l(m.zmu(ﬂ.ﬂlﬂmw
a 1492, 1280, n:ul-“lu;lh.zmm(m 2TH) 10215, 1) O 0 B0 (d, J-11,7 Hz, 2H) 23 (5, 3 H) 29 (m, 2H) 3.2
1255, 1201 10,8 UMCO-d5) . m. 2 H) 3.6 (4. 2H) 4.2 (m. 3 H) 5.1 (5.2 H) 7. (5,
Tean| ot | o HCL | 281-285 3000 [LHY 7.3 (m. 3 HY 7.6 (m. 2 HY 7.7 (m. 3 H) 80 (s, 1
m_l{m b0 (4, J=12,7 Hz, 2H) 29 (m, 2H) 34 (m, 2 1) 3.7 5 ) 10,3 (5.1 H) 11,4 6, 1 H). JIMCO-46)
. . (d, J=11,5 Hz, 211) 4.3 (m, 3 ) 5,1 (5, 2 H) 7,1 (m,
Ho| o) R \©\ HCL | 268282 1600, 1538 LIDA36 T8 M | B) 4 (2 )T . 4 RO (4, 119 Hr, 2H) 24 (5,3 H) 29 (m, 2133
oN s 00205, 110 111 (5, 1) UIMOO-06} O O o m, 2 ) 364,210 38 (m, | H) 4215, 2 W) 5 (s,
T sch | o | H . e | o8 Soq, 270 m 2 HV 73 m 3 HY 76 (m, 2H) 7.7 (.
(48,2078, 2,1 (d, /=134 Hz. 2H) 24 (5,3 HD 29 (m, 2 H) 33 BH) 80 (s, 1H) 10,305, 1 H) 11,4 s, 1 H).
223, 1707, fm, 2 H) 3,6 (d. /=114 Hz, TH) 3.8 (L =1 1.0 He, | o JMCO-d6)
O lecw, | o | o HCL | 220-234 (1600, 1541, D 4,1 (3, 2 H) 5,1 (5, 2H) 7.1 (m, 2 H) 7.2 (d, S, 2,0(4, /=123 Hz, JH) 19 (m, 2 H) 33 (m, 2H) 3.1
N 1035, 950, Hz, 1 H)7.7 (m, 4 H) 10.2 (s, 1 H) (L, J=11.2 Hz, 2H) 4,1 (3,2 H) 4,3 {m, 1 H) 5,1 (5,
) B | a1 H - HCl | 286289 BH) S48 1 H) T2 (4,573 Ha 1 H) 7,3 (4, 0574
o Bz 11073 m TH) 7.5 . 2102 8 e
M| RY | oA | R® r Cian | 1, (°C) Mow’  HAMP (300 MH2)S (povansin) oH ?m’g&”‘i'ﬂl(ﬂ"l'ﬂ- G 1H)
bale e B0, 1261 21125 (n 21033 (n 2H) 34 o | m* | A | R R Cim | 4 (C) Mow'  [HAMP (300 MH2)5 (pormunms)
0 e s a1, 1H) 5.1 (5, || | i I
oCl | oHy | W \©\ HEL | 74278 100, Ao )7, (o, 3H) 7.8 (5,4 H) 102 (s, 1) 1107, 1 BO(d, 121 Hz 2H) 23 5,3 H) 29 (m. 2 1) 3.4
- loso, iz |1 LIMCO-36) baga, 3045, M 2H) 37 J1LA Ha, 21 43 (m, 3 5.1 65,
- . 0-0 1605, 1560, £ HYSS (51 H) 59 (b, THIT (5,1 H) 7.2,
3044, P0G, J=13,5 He, 2H) 28 (s, 3 H) 29 (m, 2 H) 3.3 T |ecHy | CH; [ H HCL | 196199 |10 1000 et Ha 1 HYD3 (m, 2H) 73 (1 =70 Ha, | H)
, fm, 2 H) 36 (d, =114 Bz 2H) 4.1 (s, 2 H) 43 {m, 1207, 1040 [16 (@ JT1 He, LHY 264, <79 Hz. | HLLT (m,
Silw |ew| w cH, | HO | >2m0 LH) 5.1 (s, ZH) T (. | H) 7.2 (d, /7.3 Hz, | H) oH . RH) 80 (s, 1 H) 103 {5, LH) 11,25, 1 H).
N 7.3(m. 2 H) 7.7 d. 8.8 Hz. 2 H) 7.9.(d. /8.8 Hz. - {IMCO-dt)
2H) 10.2 (31 H) 10,8 (5, | H). (IMCO-d6) B (d, 13,5 Hz 2H) 24 (5,3 H) 29 (m, 2H) 33
260, 1688, m. 2 H) 3.6 (4. /=110 Hz, 2H) 3,8 (4, 11,7 Hz, |
.1 4, 13,0 Fiz, 2F) 23 s, 3 AV 29 (g 119 O O
[414.3039  Hea 2 H) 32 (me2 136 (=111 iz, 2 HY 38 14 75 |acH, | oy | B . Hol | 2mans e o B e 2 a3 17
52 17101691, |=11,3 He, 1 H) 4,0 (5,2 1) $,0 (5, 2 H) 6.9 (m, 4
BCH | o | H HEL 12067 i50a 1ag7, ¥1) 7,0 (m, TH) 7.2 0, 17,0 Hi, L H) 7.3 (4, -84 aH ﬁ‘iﬂ;é;‘]’q’ﬂt‘?m‘”""-*""""?
o L1487, ! 5, 5.
1223 HEZH) IS (I3 He ZH) 101 0. 1H) 105 o b (=132 He, 31 3.2 1,3 1) 29 o333
79,3475, B0 13,71z, 2111 25 (5, 3 129 i, 210 34 O-O p : Im i1 sl e 2L o 2 D42
iy (M 2H) T (d 11L.9FHz 2H) 42 (5, 2 H) 4.3 (m, 76 | 6CHy | CHy H HCH | 238241 t
= 2en20s a1, 1, (L) S 2HY T4 3770k ) toat 1T D 31078 (4 7l 1088 0110 101
01 o | oH HC 2 . 1600, . B .5 (m. . (5
o H, 545, 1263, BO(L SR TH) 10205 THI1LO G, LH). oH o 1) 10,7 (5,1 1), O}
] 1041, 948 .2 (m, 1 H) 1.4 (m, 4 H) 1.7 (d, 11,1 Hz, 1 Fy 18]
m, 4 H) 2,0 (d, J=11.6 Hz. 2H) 2,5 (m, 1 H)2.8(d,
7)o |ew | n wa | m 5 U106 e 2 1) 34 (m2 )36 (m. 2 H) 42 (.2
Mp. | Rr¥ A R R Cim. ] o ¥ H) 4.3 (m, 1 H) 5.2 (s, 2 H) 70 (1. =8,3 Hz, | H)
L (°C) e in-zwnmmxa(pm‘m) [.2 (d. J=8.1 Hz, 2 H) 7.4 (m, 2 11) 7.5 (d, J=8,1 Hz,
ha22, 207, B1 (@15 Ha, ZHI24 (5,3 HI 23 (3H) 29 ) 10215, 1 1) 1090 1 CO-86
1701, 1676, (M- 2H033 (L JS13S Ha, 21 36 (4, =123 Ha 2
S gcH, (o | H on, | HO| s2m0 1500, 1o, Ii':t(;':;,‘;&"ﬁ,';’;i‘ﬁff;’,’é‘;-_;ﬂh |>l1n‘ R oA R Cim [ 100 [ew'  [HAMP (300 MHz)5 (possmmmng)
1256,950, b ¥ - S — -
o k35,713 EHI79GSREHL2H) 1025 L H) 109 (s, 1 1.3 (L /=71 Hz, 3 H) 2,1 (d, J-12,1 Hz, 2 H) 29 (d,
(IMCO-d6) \Q\—/(j 717, 1693, =101 Hz, 2 H) 34 (m, 2 H) 3.7 (m, 2 H) 4.2 (5.2
2990, 1714, 1625, 1479, [H) 4,4 (m, | H) 4,4 (q, 7,1 Hz, 21) 5,345, 2 H)
(d. J<132 Hz, 2H) 29 (m. 2 H) 33 (m. 2 H) 3.6 w | sr lom | ® - ETR B0 (o . | B T2 73 e, TF) 73 (0,
# d, 2 H) 4.1 (s, 2 H) 43 m, 1 5,1 (5,2 H) 7,0 (m,| 1'Hz, 1H) 7,5 (m, 2 H) 7,6 m, 3 H) 8,1
6Cl | CHy | H HOI | 262267 7,0 (ST Fiz, 1 EDT3 (. 5 1) 7,6 (d, -9,0] ) {81 He, 1H) 7.5 (m. 2 H) 7.6 (m, 3 H) .1 (d.
o f : Ho L=7.6 Hz, | HY 8.5 (s, 1 HY 10,3 (s, 1 H) L1045, 1
2HY 102 (s, 1H) 10,6 (5, 1 H). JIMCO-d6) N H). (IMCO-46)
1.3 (L =T Hz, 31 2,0 (&, J=11,6 iz, 2 1) 2.9 (d,
z TH)29(m. 1H) 3,
Baza,2em, B e Doad, 1673, =106 He,2 H) 3.4 i, 2 H) 3,7 (m, 2 ) 3.8 5. 3
D O 1701, 1645, s m i 1401 1503, 1491, 15,2 (5,1 H) 43 (m, 1 H) 4410, /69 Ho. 2 )
36 |eCH, | CH | H HCL | 17 1se7.1541, F,(m_m]u" THz 11 9 6-0CH,| CH, | H ) HCI | 258 (1283,1229, [5,1 (s, 2H)6,9 (m, 2H) 7.2 (1, ~7.THe, | H) 74
j2s1, 133, Hm!")u(ﬂll: “u(“m m(,_ J 1036, 809, [d. J=8.6 Hz, | H) 7.5 (L J=7.6 Hz, | H) 7.6.(m, 3
Q p2s, 85 u;. HE 8.1 (d, S<76 Hez, 1 H) 8.5 (5,1 H) 10,3 65,1 H)
e 9
3449, 3051, 2,0(d, J=13,2 Hz, 2 1) 29 (m, 2H) 3,3 (m, 2 1) 38 13663 1he 3 20 (& FTIE T T IATS
O O 1708, 1599, (4. /-39 Hz, 2 H) 4.2 (3, 2 H) 42 m, | ) 5,1 (5,2 BH) 3,0 (d, J=14,1 Hz, 2H) 35 (m, 2 1) 37 (m, 2
lect | cH | H HCl | 256-259 (1541, 1315, H) 7,3 (m, IH) 7,5 (1, J<7,3 He, 2H) 76 (t, 7.9 B 4,2 (s, 2 H) 4,3 (m, 1 H) 4,4 (q, J=6,9 Hz, 2 H)
1203, 1041, 1 H) 7,7 (m, 2 H) 7.7 (m, 4 HY 10,2 (5, 1 H) 10,9 80 | 2.cH, | CH, H N HCI | 263 (8,2 ) 7,0 (d, J2%, 1 Hz, 1 H) 7.24m, 3 H) 7.8
a 702 fs, | H) (IMCO-d6) J 47,6 He, | H) 76 (m. 3 H) 8,1 (d, J=8,1 Hir, 1
He B 8.5 (5. 1 H) 103 (5, 1 H) 11,0 (s, 1 H). (IMCO-
Mp.| R* A R" R Ciae |ty (°C) Hom” 'H-AMP (300 MH2)3 (poramsming)
177, 3045, [1,9(d, J=13,7 Hz. 2H) 23 (s, 3 HY 24 (m, 2 H) 29 e | R* | A | R" R" t(°C) qumm),arm;
1701, 1595, fim, J=124,4.0 Hz, 2 H) 3,1 (m, 2 H) 3.2 (5,2 H)
SE|eCHy | CHy | H 146-148 1492, 1215, 3,1(m.||{)u{ums.n|n:m1l(u..hu L3, J-68 iz, SH) 2,1 (d, 111 Hz, 2129
T ey Cr0 i B
P26, 1 ). (CDClyd) Blsalan| w N HEL T 34200, 1047, 1221, 01,3 Ha, 11 7.3, 00,1 Mz LE) 75 (.
Fy |3(¢.*|:.1H;2||:1‘3u‘sz.nm.zmzs c) 183 H) 7.6 (m, 3 H 8,1 (d, 7.6 Hz, 1 H) B (s, 1 H)
(qd, /=126, 4,1 Hz, 2 H) 3,1 (d, /=118 Hz. 2 H) 3.2) Hy 0.2 (s, 1 H) 109 (s, | H). (JIMCO-45]
9 6cH, | Ol | H - IR (0 1Y (521 69 2 2,0 (d, J=12,6 Hz, 2 H) 29 (L, =11, 1 iz, 2 1) 3,8
1326, 1114, ) 7,1 (d, J=0.0 Ha, | H) 7.6 (d J=E.E He. 2 H) 7.8 2989, 1719, fm, 2H) 3,6 (m. 2 H) 42 (5, 2 H) 4.3 (1, J=11,6 Hz,
1067, 846 [d. /9.0 Hz, 2 H) 94 (3, | H). (CDCh-d) 2 s | on | om \©\ ,© Hor | aar 18241807, [UHIS3 (6 210 7.0 (4 K1 Hz, 2H) 7.0 (a3 H)
T80, =117z 3H) 23 (5, 3 A @, =113 ‘ o 488, 1229, 1 (1, J=1.3 Hz, LH) 723 {d, 46 Hz, LH) 74 (1
50,2799, Lo G tad, 124,36 e, 23,1 6,11 1071, 779 U=8,1 Hz, TH) 7.5 (m, 1 H) 7.7 (d, 9,1 Hz. 2H)
s 1697, 1601, b4y 2H) 32 (5,2 H) B8 (L, M2, 3.7 He 1 H) 5.1 030 1H) L) L(e, 2 4
sCi, | o | H | rseasT 2, waan, LR T 11D 7,005, 1 1D 70 m, 2 9 (d, J-12.1 He 2 H) 2.5 (1 =116 Hz 7 H) 29
I . 7 (m. 2 1) 76 (4,076 He, 2 1) 92 5, 1), . 2 1) 3.1 (4. J=11.6 Hz, 2 H) 3.2 (5.2 H) 3.3 (m.
CDCLd) 8 leocn, oy | n p . N m HH) 5,1 (5,2 H) 6,7 (d, J<2.0 Hz, 1 H) 6,9 (m, 1 H)
13 (i, 4 W) 17 (o, 6T 21 &, J-12,1 1, 21023 1"”'7"'(fu‘:’ém'}'gn"?sm’m&?%ﬁ
e L e ° Ryt —
6 | gcH, | i | H Hel | 29253 flan 1sso, |36 410 DIEL S ' m.kn,mx.zumlw-wmz.m ]
' 2571077 o v o o 123,40 He 21031 0 118 i 21132
PR e s " 2H) 38 m, 1 H)3,9(5, 3H) 5,0 (5, 2 H) 6,84,
¥ ls0cH| CH | H 8 7,1 Ha, 1 1) 6,9 (d, J<7.6 He, | H) 7,1 (m, 1 H)
o 3 (6. J=7.6 Hz. 1 H) 7 (1, J=7,8 He, | H) 76 (m,
H) 8.0 (d, J=7.1 Ha, | H) 84 (d, =20 Hz, 1 1)
)4 (s, | H) (CDCL-d)
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Tip.

Y

85

7-ci

CcHy

=
=

g
Ra

1 (°CH

37

o 91T,
N I

| H-SAMP (300 MHz),5 (poswmnni)

(Hz 2H) 2.5 (L -1 Ha 2H) 29 |
12,5, 4,0 Hz, 2 H) 3,1 (d, J~11.6 Hz, 2 ) 3.2|

e 5, ZH) 3, LH) 51, 2H) 7,1 5 1 )L (3,
, 2HIT3 (L 7,1 He, L HD 7,5 @t J=7.8 Ha, | H) 7,6
" fm, 3 H) 80 (d, 27,1 Hz, | H) 8.4 (d, }<2,0 Hz, |

1} 9,3 (5, 1 H). (CDCL-d)

6F

:

7

19(d, J=12,1 Fiz, 2H) 2,5 {1, J=11,6 Hz, 2H) 2.9
(m, 2 H) 3,1 (d, /11,6 iz, 2 H) 3,2 (5, 2 H) 3,81,
1

06 11,9 e, 11)5,1 (3,2 H) 69 (d, J-66 T,
* 2,0(m, 1 H) 7,1 (L, =7,1 Hz, 1 H) 7.3 (1, J=7,3 Hz
" LH) 74 (& A<7.6 Ha, | H) 7.5 (1, J=7,3 Hz, 1 H)

[7.6 (d, J=7.6 Ha, 1 H) 7,6 (m, 2H) 8,0 (s, 1 H) 9.4
5,1 H). (CDCld)

87

CHy

y
(|
»

2

136

1399, 1719,
1618, 1509,
199, 1042,
69

19(& /12,1 He, 2 H) 24 (L 119 Hz, 2 H) 29
(m, 2 H) 3,1 (m, 2 H) 3.2 (s, 1 H) 3,8 (qd. F=12.1.
.8 Hz, 1 1) 5.1 (3,2 H) 5.6 (s, 1 H) 6.8 (m, 2 H}
1 (m, 1 )73 (t, J6,8 Hz, | H) 7,4 (m, 2H) 7.6
(m, 3 H) B0 d, J=2,0 Hz, | H)9,2 (s, 1 H). (CDCl,-|
M)

S-CH;

B

-z

23

247, 1701,

1204, 1033,
30

1476, 1245, }12

L9(d J=11.6 Hz, 2 HY 2.3 (5, I H) 24 (L J=11.4
Hz 2H) 29 (qd, /12,3, 4,0 Hz, 2 H) 3.1 (d. J=11.g|
2H)32 (5, 2H) 3,8 (ddd, =119, 8,1, 3,8 Hz, |

H) 5.1 (s, T H) 6,9 (4, /=78 Hz, (m, 2 H)

" P (m, 3 H) 7,5 (dd, J-B.6, 2,0 Ha, | H} 8,1 (d,

V7,6 Hz, | H) 8,3 (s, | Hy B4 (5, 1 H) 9,2 (s, 1 H).
CDCld)

Ip.
101

N-[4-xmop-2- (Z-mopﬁemoul)q:e}{m]-z-[d—(é-merm 2-oxco-4H-

Genzo[d][1,3] 1-in)minep 1-i]
\ﬂ::\(\ 1H-AMP
“lo 1.8 (d, ~119Hz, 2 H) 2,1 (5,3 H) 2,5 (t, /~11,8 Hz, 2 H)
o 28(m,2H)3,1(d,/~11,0Hz, 2H)3,3 (s,2H) 4,4 (,
o J=12,6 Hz, 1 H) 5,0 (s, 2 H) 6,4 (d, /=8,4 Hz, 1 H) 6,9 (s, |
"‘I)N H) 7,5 (m, 6 H) 7,6 (d, /~8,2 Hz, 1 H) 8,9 (d. /~8,8 Hz, 1
T H) 12,7 (s, 1 H) (CDCls-d)
o

I (KBr)
1705, 1648, 1561, 1500, 1284, 1220, 1093, 1041, 961, 821,
753

taa: 228-232°C

1p.

R

£l
z
n

Cian

T (°C)

"H-AMP (300 MH2),5 (posasmmin)

CH;

=
-z

9, =136 10z, 210 24 (m, 2 1) 29 144, =123,

" B.SH2 2 W32 116 He, 2H) 3,2 (5,2 H) 39

(m, | H) 8,2, 2 H) 6.9 (d, 9,1 Hz, 2 H) 7.2 (ddd,

" W-R0,5.2,3,0 Hz, 1H) 7.3 (m, 1 H) 74 (m, 3 H)
' [75(dd. 88 23 Hz, | H) R1 (d. /<76 Hz, | H)

Bl (s 1) 8,4 (3 | 1) 9.2 (s, | H) (CDClid)

6-0CH,

CHy

=

T-Z

135

1.9 (d, <106 Hz, ZH) 2.4 (1, STL1 Hz, 2H) 2.9
4, 12,3, 3,5 Hz, 2 1) 3,0 o, J-116 Fir, 2 H) 32

y A5, 2H)38 (s, 3H) 3.8 (m, 1 H) 5,1 (s, 2 H) 6,7 (d,
* 2.5 He, L H) 6.9 (m. 1 H) 7044, J=9,1 Hz, | )
" 7,2 (ddd, /7.8, 5,6, 2,3 Hz, | H) 7.4 (m, 3 H) 7,8

(dd, J~8.6, 2,0 Hz, 1 H) 8,1 (d, /8,1 Hz, 1 H) 8,3
(5, | H) 84 (d, J-2,0 Haz, | H) 9,2 {s, | H). (CDCly-
g

920, 1719,
1676, 1604,
1478, 1257,
1086, 772,
a9

1AL =71 Az 3 19 (4 =121 He, ZHH 2.4
V=114 He, 2H) 29 (m, 2 1) 3.2 (0, /11,6 Hz, 2
1)3.2 (. 2H) 3,9 (m, 4 H} 44 (3. J=7,1 Hz, 2 1)
2 (s, 2H) 6,7 (d. J-B.6 He. | H) 6.7 (4, 8.1 Hz, 1
H) 72 (1 J=1.3 Hz, 1H) 73 (1 =83 He. 1 H) 7.4
e, 2 H) 7.5 (m, | F) 7.6 (dd, J=8.6, 2,0 Hz, | H)
£,1 (d, J=6,1 Ha, | H) 8.4 (L =20 Hz, | H) 0203,
1 H). (€DCH-d)

Tip.
102

N-[4-xn0p-2-(2-xnopbersoin)denin]-2-[4-(2-oxco-4H-6en3o[d][ 1,3] oxcasnn-1-
imninepums- 1 -injaneraminy riapoxiopua.

o

TH-5IMP

2,0(d,J=13,7 Hz, 2 H) 2,9 (m, 2 H) 3,3 (m, 2 H) 3,5 (m, 2
H)4,1(s,2H) 4,2 (m, 1 H) 5,1 (s, 2H) 7.1 (s, 1 ) 7.2 (d,
=70 Hz, 1H) 7,3 (s, 3 H) 7,5 (m, 1 H) 7,6 (m, 3 H) 7,7 (d,
J-8,2 Hz, 1 H) 7.8 (m, 1 H) 10,2 (s, 1 H) 11,0 (s, 1 H)
(IMCO-d6)

14 (KBr)
3386, 1702, 1686, 1523, 1288, 1238, 1041, 960, 761

s 175-184°C

ip.

Cian

T (*C)

Fow’

'H-HMP (300 MHz)8 (possumsinn)

5-OCH;

CH,

y
A

Y
4

2943, 1719,
1605, 1509,
1478, 1257,
1082, 772

1.9 (d, J=11,6 Hz, 2 H) 2.4 (m, 2 H) 2.9(m, 2 H) 3,1
d, J=11,1 Hz, 2H) 3.2 dm. 2 H) 3.8 (m, 1 H) 3.9
(m, 3 H) 5.2 (m. 2 H) 67 (m, 2 H) 7.0-(m. 4 H) 7.1
m, 1 H) 7,3 (m, 3 H) 76 (m, 2 H) 9.1 (s, 1 H).
(CDCly-d)

7.cH,

o
3

136

406, 2935,
1686, 1500,
1459, 1289,
1215, 1043

19(d, 111 Flz, 2 H) 24 (m, 2H) 29 (qd, =124,
{38 Hz, 2 H) 3.1 (d J~11,6 Hz 2H) 3.2 (s, 2H) 3.8
m, 4 H) $,1(s, 2H) 53 (5. | H} 6.7 (d. ~2.5 He |
16,9 (m, 1 H) 7,0 (d, /8,6 Hz, | H) 7.2 (m, | H}
[T (m, 3 H) 7.5 (dd, J=8,6, 2,0 Hz, | H) 8,1 (d,
.#TEII‘I[DL!(sIH)U(d.J-lBHaIIl)

st

2
¥

143

8,2 (5, 1 H). (CDClyd)
00 (d, J<9.6 H, 2"]1.10.)4”"!.1"}2.0

2H) 3,1 (d, 4=11,1 He, 2H) 3,1 (5, 2 H) 3.8 (m,
13,905, 3H) 500, 2H) 5.6 65, 1 ) 6.8 (d,
7.1 Hz | H)6.9 (d. J=8.1 Ha. | H)T.1 (L J=7.8

" bz 1) T4 2 ) 2.5 (6, 8,1, 2,0 Mz, 1 1)

16 (m. 2H) 7.7 (d, 7.6 Hz, | )80 (5, 1 1) 9,3
5, 1 H). (CDCly-d)

N-[4-xnop-2-(2-xnopbensoin)penin]-2-[4-(8-mernn-2-okco-4H-
Genso[d][1,3]orcasus- 1 -in)minepuany- 1-in]aneraminy ri

XJT0PHI.

1H-SMP

2,1 (d, /=13,4 Hz, 2 H) 2,3 (s, 3 H) 2,9 (m, 2 H) 3,2 (m, 2
H) 3,5 (m, 2H) 3,8 (m, 1 H) 4,0 (s, 2 H) 5,0 (s, 2 H) 7,0
(m, 2 H) 7,2 (d, J=7,5 Hz, 1 H) 7,3 (s, | H) 7,4 (m, 1 H) 7,5

:

L!)ﬂ. 1719,
163, 1526,
1482, 1193,
[toa1, 773

1

1.9 (d J=12,1 Hz, 2 H} 2.3 (s, 3 H) 24 (m, 2 H) 3,0
g, J=12.5,3,5 Hz, 7H) 3,1 (d, J=116 He, 2 H) 3.2
5 2H) 3.5 (ol 121, 3.8 Hz, | Hy 5.1 (5. 2 H) 6.9
m, 2 H) 7.30m, 1 H) 73 (6 0=7,1 He, LY 7,5 (1,
V=78 Ha, | H) 76 (m, 3 H) 8,0 (d, /=76 Hz, | H)
4 (d, J<2,0 Hz | H) 9,3 (s, | H). (CDCl )

104

[p. HJ v |(m, 3 H) 7,6 (d, J=8,8 Hz, 1 H) 7,8 (d, /=8,4 Hz, 1 H) 10,1
103 ] ° (s, 1 H) 10,9 (s, 1 H) (JIMCO-d6)

T4 (KBr)

3398, 2864, 1701, 1670, 1477, 1288, 1236, 852, 748

t 177-185 °C
Ip. |N-[4-x0p-2-(2-x10p6ensoin)denin]-2-[4-(6-xnop-2-okco-4H-

Gemso[d][ 1,3]okcasun- 1-im)minepumn- 1 -inJaueraminy rigpoxnopua.

=
LY

t (°C)

4 o

I'H-AMP (300 MHz).5 (paswmnan)

7-CH;

T
\_/
Lb

2

1718, 1686,
1520, 1492,
1383, 1309,
1247, 1210,

1.2 (1. 47,1 Hz, 3H) 194, J~10,6 Hz. 2H) 2.4
m, 5 H) 2.9 (qd, J=12.5, 4,0 Hz, 2 H) 3,1 (d, 11,6
Hz, 2 H) 3,2 (5, 2 H) 3,8 (g, J=7.1 Hz, 2H) 3.8 (m,
I8 H) 5,105, 2 H) 6,9 (an, 5 1) 7,0 (im, 3 H) 7,2 (m, 2
) 7.5 (d, 8.6 Hz, 2 H) 9,1 (3, 1 H). (CDClyed)

8Cl

£l
I-Z

289, 1733,
1663, 1527,
1494, 1460,
1225, 1183,
41

205 2124 (1, J-109 Tz, 2 1) 2.9 (qd, 7124,
8 iz, 2 H) 3,1 (4, /=1 16 Hz, 2 H) 32 (5,2 H) 3.9
g, J4-11,7,3,8 Hz, | H)5,0(s,2H) 7,1 (m, 2 H}
7.2 (m, | H) 7.4 (m, 4 H) 7.6 (dd. =86, 2.0 Hz, 1
H)B.1 (5, 1 H) 8,1 (d, J=7.6 Hz. | H) B.4{d, 2,0
Hiz. | H) 9,3 5, | H). (CDCled]

8OCH;|

CH;

=
W

p—

216

422, 2980,
1701, 1510,
1492, 1388,
1287, 1252,
10881026

20 1.1 Hz, IH) 22 (6, 12,1 Fiz. 2H) 29
m, 2H) 3,3 (m, 2H) 3,7 (4 S<11,1 Hz, 2H) 38 (g,

;T HE 2 4048 IH) 4,0 (m, 1 H)Y 4.2 (5 2HY

2 (5, 2H) 6,9 (m, 4 H) 7.1 (d, 86 He, 2 H) 7,2
m, 2 H) 7,3 (m, 2 H) 7.6 (d, 58,6 Hz, TH) 102 (5,
1 H) 11,0 (s, | H). (CDCl;-d}

o

TH-SIMP

1,9 (d,/=12,9 Hz, 2 H) 2,9 (m, 2 H) 3,2 (m, 2 H) 3,5 (d,
J=11,2 Hz, 2 H) 4,0 (5, 2 H) 4,2 (m, 1 H) 5,0 (s, 2 H) 7,3
(m, 4 H) 7,4 (m, 1 H) 7,5 (m, 2 H) 7,5 (m, 1 H) 7,6 (dd,
J-8,5,2,4 Hz, 1 H) 7,8 (d, /=8,5 Hz, 1 H) 102 (s, | H)
10,9 (s, 1 H) (IMCO-d6)

T4 (KBr)
3398, 2860, 1702, 1675, 1493, 1295, 1246, 1202, 1042,
946, 758

tyr 201-204°C

T
a R

oH

209210 13

356,1715,

2.0 (4, 49,7 Hz, 2 H) 2.8 (L J=12.3 Hz. 2H) 3,0
m, 2 H) 3.2 (d, J=11,0 He, 2H) 3,3 (3, 2H) 39 (m,
1 H) $.1(s, 2 H) 8.6 . J=9.7 Hz, | H)7.1 (m, 2 H)

" 1.2 (d, 8,1 He, | H) T4 (m, 4 H) 7.7 (d, =73 Mz,
" [LH) T84L/T8 He, | HY 8.0 (d,/~73 He, | H)
" B3 RN LT (5 1 H)

[Mge)

H-STMP (300 MFL2).5 (possaninin)

240.249

!!291»11
fﬁ]!‘lm
11397, 1204
041,745

1

R.0(d. =134 Fiz, 2 11) 2.9 (m. 2 1) 34 (m, 2 11) 3.6
4, J=11,2Flz, 2 H) 4,1 45, 2 H) 4.3 (m, 1 H) 5,1 G5,

ZH)ST(s 1 H) 7,0 (m, | H) 7.2 (m, 2H) 7.3 (m, 4
H) 7.3 (m, 4 H) 7,5 (m, 1 H) 7,6 (on, 1 H) 10,1 (s, 1

1) 106 (5, 1 Hy

Tiazon-2-inameramia.

2-[4-(7-menn-2-oxco-4H-6ensol d][ 1,3 Joxcasun- 1-im)minepmmn- 1-in]-N-

O,
Q

TH-IMP
1,9 (d, J=12,6 Hz, 2 H) 2,4 (s, 3 H) 2,5 (m, 2 H) 2,9 (m,
J=12,5,4,0 Hz, 2 H) 3,1 (d, J=11,6 Hz, 2 H) 3,3 (5, 2 1) 3,9
(m, 1 H) 5,0 (s, 2 H) 6,9 (s, 1 H) 6,9 (d, J=7,6 Hz, 1 H) 7.0

Op. | u.]) (d, J=3,5Hz, 1 H) 7,0 (d, J=7,6 Hz, 1 H) 7,5 (d, J=3,5 Hz, 1
105 T 1 H) 10,4 (s, | H) (CDCls~d)
Y (KBr)
2920,1718, 1618, 1528, 1458, 1383, 1294, 1208, 1143, 1045
t: 193 °C
2-[4-(6-¢rop-2-oxco-4H-Genso[ d][ 1,3 Jokcasun- 1-im)ninepramn- 1 -in]-N-Tiazon-
2-inauerami.
" IH-IMP
\G\/N\Lc 1,9 (d, J=13,6 Hz, 2 H) 2,5 (td, /=12,1, 2,0 Hz, 2 H) 2,8 (qd,
{j J=12,6, 3,8 Hz, 2 H) 3,1 (d, J=11,6 Hz, 2 H) 3,3 (s, 2 H) 3,9
m (m, 1 H) 5,1 (s,2 H) 6,9 (d, /=7,1 Hz, 1 H) 7,0(d, /=3,5 Hz,
1[?5 ..ﬁ,u\'rT 1H) 7,1 (m, 2 H) 7,5 (d, J=3,5 Hz, 1 H) 10,3 (s, 1 H)
&0 1 (CDCly-d)
T (KBr)
2935, 1701, 1528, 1500, 1458, 1271, 1207, 1145, 1045, 730
Lot 67°C
Ilp. |N-aubenzorioden-2-in-2-[4-(5-meroken-2-okco-4H-6enso[d][ 1,3 Joxcasun-1-
107 | imninepuans- 1 -injaueramia,
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~

o,
Q)
QoY

TH-SIMP

1,9 (d, J=12,1 Hz, 2 H) 2,4 (m, 2 H) 3,0 (m, 2 H) 3,1 (4,
J=11,6 Hz, 2H) 3,2 (s, 2H) 3,8 (m, 4 H) 5,2 (s, 2H) 6,7 (1,
J=8,3 Hz, 2H) 7,3 (t, /=8,3 Hz, 1 H) 7,5 (m, 2 H) 7,6 (dd,
J=8,6,2,0 Hz, 1 H) 7.8 (m, 2 H) 8.2 (m, | H) 8,6 (d, J<2,0
Hz, 1 H) 9,3 (s, 1 H) (CDCly-d)

T4 (KBr)
2935, 1719, 1605, 1509, 1477, 1257, 1141, 1084, 766, 733

tm: 210°C

2-[4~(7-xn0p-2-okco-4H-Genso[d][ 1,3]okcazun- 1 -in)minepuaus- 1-ii]-N-
uGensotioden-2-inaneTamin.

S,
O
QoY

1H-SIMP
1,9 (d, J=11,1 Hz, 2 H) 2,5 (t,/=11,1 Hz, 2 H) 2,9 (qd,

J=12,4,3,8 Hz, 2 H) 3,1 (d, J=11,6 Hz, 2 H) 3,2 (s, 2 H) 3,8
(ddd, J=12,1,8,1,4,0 Hz, 1 H) 5,1 (s, 2 H) 7,1 (m, 3 H) 7,5
(dd, J=6,1, 3,0 Hz, 2 H) 7,6 (d, J=8,6 Hz, 1 H) 7,8 (m, 2 H)

11.1098 8,2 (dd, /=5,8,3,3Hz 1 H) 8,6 (s, 1 H) 9,3 (s, ] H) (CDCls-
d)
I9 (KBr)
3300, 1718, 1682, 1509, 1472, 1431, 1293, 1199, 1043, 806,
760, 726
ot 236 °C
2-[4-(5-rizpokch-2-okco-4H-6ensold][ 1,3 Joxcasun- 1-in)minepaans- 1 -in]-N-(4-
denokcudeHin)aueTamin,
9 1H-AMP
ffi 2,1 (m, 2 H) 3,0 (d, J~12,1 Hz, 2 H) 3,5 (m, 2 H) 3,7 (d,
o | J=10,1 Hz, 2 H) 4,2 (s, 2 H) 4,3 (m, 1 H) 5,2 (s, 2 H) 6,7 (d,
(rj J=8,1 Hz, 1 H) 6,9 (m, 1 H) 7,1 (d, J=8,6 Hz, 2 H) 7,1 (d,
Io. ' [J=9,1 Hz, 2 H) 7,2 (m, 2 H) 7,5 (t, J=8,1 Hz, 2 H) 7,7 (d,
S 2L ,@"“f J=8,6 Hz, 2 H) 10,2 (s, 1 H) 10,2 {s, 1 H) 10,9 (s, 1 H)
@ (JIMCO-d6)
4 (KBr)
3192, 1701, 1609, 1560, 1508, 1476, 1229, 1071, 954, 779,
696
ot 256 °C
Tp. | 1-{1-[2-(3,4-mirinpo-1H-izoxinonin-2-in)-2-oxcoeTnn |ninepuaun-4-in}-1,4-
110 | aurinpobenzo[d][1,3]okcasuu-2-0Hy riAPOXIOPHI.

1H-AMP

2,0(d, /=12,7 Hz, 2 H) 2,8 (1, J=6,0 Hz, 1 H) 2.9 (m, 3 H)
3,3 (m, 2 H) 3,6 (m, 3 H) 3,7 (t, /=6,0 Hz, 1 H) 4,3 (m, 1 H)
4,4 (s, 2 H) 4,6 (m, 2 H) 5,2 (5, 2 H) 7,1 (t, J=7,4 Hz, 1 H)
7,2(m, 4 H) 7,3 (d,/=7,1 Hz, 1 H) 7.4 (m, 2 H) 10,0 (s, 1
H) (AMCO-d6)

T4 (KBr)
3048, 2878, 1687, 1658,1606, 1464, 1397, 1043, 771

ty :226-230°C

XiHOMiH-6-inateTanm|

2-[4-(6-¢Top-2-okco-4H-Genso[d][ 1,3 Joxcasun- 1-im)minepuans- 1-i1}-N-

.

LGy,
O

TH-5IMP

19 (d, J/=12,1 Hz, 2 H) 2,5 (1, J=1 1,1 Hz, 2 H) 2,9 (¢d,
J=12,5, 4,0 Hz, 2 H) 3,1 (d, J=11,6 Hz, 2 H) 3,3 (s, 2 H) 3,8
(m, 1 H) 5,1 (s, 2 H) 6,9 (dd, J=7,6, 2,5 Hz, 1 H) 7,0 (m, 2

Tlp. mmtj H) 7,4 (dd, J=8,1, 4,0 Hz, 1 H) 7,8 (dd, J=8,8, 2,3 Hz, | H)
11| Sy ° 8,1(d,J=9,1 Hz, 1 H) 8,1 (d, /=8,6 Hz, 1 H) 8,3 (d, J=2,0
Hz, 1 H) 8,8 (m, 1 H) 94 (s, 1 H). (CDCl;-d)
T4 (KBr)
1701, 1500, 1458, 1272, 1205, 1044, 768
1y, 84 °C
2-[4-(6-meToKCH-2-0Kc0-4H-Genszo[d][ 1,3 ]okcasun-1-in)ninepuaun-1-in)-N-
XiHONiH-6-inaeTamis.
! IH-SAIMP
*C(‘i 1,9 (d, /<12,1 Hz, 2 H) 2,5 (m, 2 H) 2,9 (qd, /~12,5, 4,0 Hz,
W0 12°H) 3,1 (d, J=11,6 Hz, 2 H) 3,2 (s, 2 H) 3,8 (m, 4 H) 5,1 (s,
(5 2H)6,7(d,/=2,5 Hz, 1 H) 6,9 (m, 1 H) 7,0 (d, /=9,1 Hz, |
Ip. ) H) 7.4 (dd, J=8,3,4,3 Hz, 1 H) 7,8 (dd, /=9,1, 2,0 Hz, 1 H)
w2 | OO f 8,1(d, /9,1 Hz, 1 H) 8,1 (d, J=7,6 Hz, 1 H) 8,4 (d, /2.5
W Hz, 1 H) 8,8 (m, 1 H) 9,4 (s, 1 H). (CDCl;-d)
14 (KBr)
3385, 1701, 1560, 1501, 1459, 1278, 1215, 1042
tw: 73 °C
Mp. |2-[4-(6-xnop-2-oxco-4H-Genso[d][ 1,3 Jokcasnn-1-in)minepwiun-1-in]-N-

113

XiHO/TH-6-inaneTamix

a

1,
0
Y

TH-IMP
19 (d, J=10,1 Hz, 2 H) 2,5 (m, 2 H) 2,9 (qd, J=12,5, 4,0 Hz,
2H) 3,1 (d, 11,6 Hz, 2H) 3,3 (5, 2H) 3,8 (m, 1 H) 5,1 (s,
2H) 7.1 (5, 1 H) 7,1 (m, 2 H) 7,4 (dd, J=8,6, 4,0 Hz, 1 H)

m/‘ 7.8 (dd, J=9,1,2,5 Hz, 1 H) 8,1 (d, /~9.,1 Hz, 1 H) 8,2 (d,
W J=8,1 Hz, 1 H) 8,4 (d, /~2,5 Hz, 1 H) 8,8 (d, /=2,5 Hz, 1 H)
9,4 (s, 1 H). (CDCls-d)
T (KBr)
3410, 1718, 1604, 1527, 1497, 1379, 1199, 1043
o, 87 °C
| 2-{4-(6-frop-2-okco-4H-6enso[d][ 1,3 Joxcasnn-1-in)minepuaun- 1 -in]-N-(2-
| MeTHIGeH30TIa30)-5-in)aueTamia
| F 1H-AMP
; mg 1,9 (dd, J=12,4, 1,8 Hz, 2 H) 2,4 (td, J=12,1, 2,0 Hz, 2 H)
@ 2,8 (s,3H) 2,9 (m, 2 H) 3,1 (d, /12,1 Hz, 2 H) 3,2 (5, 2 H)
JHD. 3.8 (qd, /~12,1,3,8 Hz, L H) 5,1 (s, 2 H) 6,9 (dd, /<76, 2.5
114 n—ﬁ"j{‘ Hz, 1 H) 7,0 (m, 2H) 7,5 (dd, /<8,6, 2,0 Hz, 1 H) 7,8 (d,
A, Ll J=8.,6 Hz, 1 H) 8,3 (d, /<2,0 Hz, 1 H) 9,3 (s, 1 H). (CDCl;-
d
4 (KBr)
1701, 1501, 1459, 1271, 1206, 1045
to: 99 °C
2-[4-(6-xs10p-2-okco-4H-Gemio[ ][ 1,3 jokcasmu- 1-im)mimepumin- 1-im]-N-(2-
MeTiiben3oTiason-S-injaleramia.
“COL e
o (1,9 (d,J=11,6 Hz, 2 H) 2,5 (td, /=12,1,2,5 Hz, 2 H) 2.8 (s,
[jj 3H) 29 (qd, ~12,5,4,0 Hz, 2 H) 3,1 (d, J<11,6 Hz, 2 H)
Tp. . 3.2(s,2H)3,8 (m, 1H) 5,1 (5,2 H) 7,0 (s, 1 H) 7,1 (m, 2
115 ,1—,@/‘1) H) 7,5 (dd, /~8,6, 2,0 Hz, 1 H) 7,8 (d, /~8,6 Hz, 1 H) 8,4 (s,
. ° 1H) 9,3 (s, 1 H). (CDCly-d)
' (KBr)
1718, 1605, 1509, 1465, 1379, 1292, 1200, 1043
e 197 °C
Ip. |2-[4-(6-meToKCH-2-0Kc0-4H-Ger3o[d][ 1,3 Joxcasmn- 1-im)minepaaun- 1-in]-N-(2-
116 | MermiGensoTiason-5-n)aneramia

1H-AMP

1,9 (d, /511,6 Hz, 2 H) 2,5 (m, 2 H) 2,8 (s, 3 H) 2,9 (qd,
J=12,5,4,3Hz, 2H) 3,1 (d, /~11,1 Hz, 2 H) 3,2 (5, 2 H) 3.8
(s, 3H) 3,8 (m, 1 H) 5,1 (s, 2H) 6,7 (d, J<2,5 Hz, 1 H) 6,9
(m, 1 H) 7,0 (d, J=9,1 Hz, 1 H) 7,6 (dd, J=8,6, 2,0 Hz, 1 H)
7.8 (d, J=8,6 Hz, 1 H) 8,3 (d, J=2,0 Hz, 1 H)9,3 (s, 1 H).
(CDCly-d)

T4 (KBr)
1701, 1505, 1464, 1279, 1214, 1043

taa: 91 °C

Ip.
17

N-(3-Tumernnaminodenin)-2-[4-(2-oxco-4H-Genso[d][ 1,3 ]okcazun-1-
immimepuans-1-in]aneramin.

L,
N ‘@,n\g)

H-sIMP

1,9 (d, /=11,9 Hz, 2 H) 2,4 (t, J=11,8 Hz, 2 H) 2,9 (tq,
J=12,4,3,9 Hz, 2 H) 3,0 (s, 6 H) 3,1 (d, J=11,7 Hz, 2 H) 3,2
(s,2H) 3,8 (m, 1 H) 5,1 (5, 2 H) 6,5 (dd, /=84, 2,4 Hz, 1
H) 6,9 (d, J=7,9 Hz, 1 H) 7,1 (m, 5 H) 7,4 (1, /=7,8 Hz, | H)
9,0 (s, 1 H) (CDCls-d)

T4 (KBr)
3410, 2913, 1719, 1686, 1528, 1498, 1466, 1287, 1203,
1048, 764

tua: 148-153°C

N-(4-Tlnmernnaminodenin)-2-[4-(2-okco-4H-6enso[d][ 1.3 ]okcasnn-1-
in)nminepuaus- 1-injaneramin.

—_

g\ 1H-AMP
..lu 1,9 (d, /~13,7 Hz, 2 H) 2,4 (t,J~12,1 Hz, 2 H) 2,9 (m, 2 H)
fj 2,9 (s, 6 H) 3,1 (d,J=11,5 Hz, 2 H) 3,2 (s, 2 H) 3,8 (m, 1 H)
Tip. | 71) 5,1 (s,2H) 6,7 (m, 2 H) 7,1 (m, 3 H) 7,4 (m, 1 H) 7,5 (m, 2
118 | u H) 8,9 (s, 1 H) (CDCl;-d.
<, g T ) 8,9 (s, 1 H} (CDCls-d)
: T4 (KBr)
3392, 1718, 1525, 1499, 1292, 1205, 1134, 1046, 813, 768,
753
t: 128 °C
Ilp. |N-(3-dumernnaminogenin)-2-[4-(8-methn-2-okco-4H-Genso[d][ 1,3 ]okcasun-1-
119 |in)ninepuaun-1-in] i1,

1H-5IMP

2,0 (d, /=11, Hz, 2 H) 2,3 (t, J=11,4 Hz, 2 H) 2,4 (5, 3 H)
2,9 (m, 2 H) 3,0 (s, 6 H) 3,1 (m, 2 H) 3,1 (s, 2 H) 3,4 (m, 1
H) 5,0 (s, 2 H) 6,5 (m, 1 H) 6,9 (d, J=8,1 Hz, 1 H) 7,0 (m, 2
H) 7,2 (m, 3 H) 9,0 (s, 1 H) (CDCl;-d)
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9 (KBr)
3346, 1719, 1677, 1611, 1500, 1474, 1283, 1217, 1036, 775

E’:(fsin

Aoy

et 166 °C

Tlp.
120

N-(4-Aumerunaminodenin)-2-{4-(8-metnn-2-okco-4H-6en3o[d][ 1,3 Jokcasun-1-
in)minepuHH-1-injaneramin.

o
o7

TH-AMP
2,0(d, J<11,9 Hz, 2H) 2,3 (t, J<1 1,6 Hz, 2 H) 2.4 (s, 3 H)
2,9 (m, 2H) 2,9 (s, 6 H) 3,1 (d, J~11,7 Hz, 2 H) 3,1 (5,2 H)
34 (tt,/<11,7,3,7 Hz, 1 H) 5,0 (s, 2 H) 6,7 (d, J=8,8 Hz, 2
H) 7.0 (m, 2 H) 7.2 (&, J=6.0 Hz, 1 H) 7,5 (d, J=9,0 Hz, 2
H) 89 (s, 1 H) (CDCly-d)

T4 (KBr)
3346, 1719, 1672, 1524, 1283, 1219, 1036, 813

tu: 152°C

N-(3-JlnmeTnnaminogenin)-2-[4-(6-mernn-2-okco-4H-6enso[d]( 1,3 |okcasnn-1-

im)nineprmn-1-injanetamin

|
]_
|

1H-AMP
19 (d, J=12,6 Hz, 2 H) 2,3 (s, 3 H) 2,4 (m, 2 H) 2.9 (m, 2
H) 3,0 (s, 6 H) 3,1 (d, J=12,3 Hz, 2 H) 3,2 (5, 2 H) 3,8 (m, 1

?zp] | \»J H)S5,1(s,2H)6,5 (s, 1 H) 6,9 (d, /=19,0 Hz, 3 H) 7.2 (m, 3
M M. =
U 1 H) 9,0 (s, 1 H) (CDCly-d)
IY (KBr)
3346, 1727, 1671, 1610, 1501, 1294, 1215, 1042, 806, 760
tya: 134-138°C
N-(4-Tumerunaminodenin)-2-[4-(6-merun-2-oxco-4H-6en3o[d]( 1,3Jokcasuu-1-
in)minepums- 1-in)aneramizs.
\ﬁ\i 1H-5IMP
) 1,9(d, ~119Hz,2H) 23 (s,3H) 2,4 (5, 2H) 2,8 (5,2 H)
{j 29(s,6 H)3,1(d,2H)3,2(s,2H) 3,8 (s, | H) 5,0 (5,2 H)
Ip. 6,7 (d, J=8,9 Hz, 2 H) 7,0 (m, 2 H) 7,1 (d, J~ 8,4 Hz, | H)
122 D«Wv 7,5 (d, J=8,9 Hz, 2 H) 8,9 (s, 1 H) (CDCls-d)
~ a
f 4 (KBr)
3278, 1719, 1523, 1509, 1214, 1045, 811, 763
tyat 120°C
Tlp. |N-(4-Hieranaminodenin)-2-[4-(2-okco-4H-Genso[d][ 1,3 Joxcazmnn-1-
123 | in)ninepuann-1-irlaneramin, 1
L [1-MP
o | L,1(t,J=7T,0Hz, 6 H) 1,9 (d, /~12,3 Hz, 2 H) 2,4 (td,
@ J=11,9,2,0 Hz, 2 H) 2,9 (m, 2 H) 3,1 (d,J=11,7 Hz, 2 H)
3.2(s,2H)3,3(q,/~7,1 Hz, 4 H) 3,8 (m, 1 H) 5,1 (s, 2 H)
@'"Y 6,7 (d, J=9,0 Hz, 2.H) 7,1 (m, 3 H) 7,4 (d, J=9,0 Hz, | H)
/j ° 7.4 (d, J<9,0 Hz, 2 H) 8,9 (s, 1 H) (CDCls-d)
T4 (KBr)
3338, 1720, 1677, 1523, 1499, 1261, 1203, 1049, 817, 753
to: 129 °C
Metunosnit edip 2- {2-[4-(2-oxco-4H-6ensofd][ 1,3 ]oxcaun- 1-in)ninepuman-1-
injaueTunamino }Gexsofinoi kuenortu.
@\ 1H-AMP
n’lo 1,9 (d, J=11,7 Hz, 2 H) 2,4 (id, J=11,6, 1,8 Hz, 2 H) 3,0
| (jj (qd, J=12,4,3,9 Hz,2H) 3,1 (d, J11,3Hz,2H) 3,2 (5, 2
. | °T° H) 4,0 (s, 3 H) 4,2 (qd, /~12,3, 3,8 Hz, 1 H) 5,1 (s, 2 H) 7,1
1;4 é"‘\(‘ (9, /7,1 Hz, 2H) 7,2 (t, J<6,1 Hz, 1 H) 7,3 (m, 1 H) 7,5
° (d, J=8,2 Hz, 1 H) 7,5 (m, 1 H) 8,0 (dd, J=8,0, 1,6 Hz, | H)
8,8 (m, 1 H) 12,1 (s, | H) (CDCly-d)
4 (KBr)
3232, 1702, 1583, 1521, 1450, 1385, 1262, 1204, 1090,
1045, 772, 749
1y 180 °C
Mernnosnit edip 2-{2-[4-(8-memun-2-oxco-4H-Genso[d][ 1,3 Joxcaina-1-
imninepuus- 1 -in]auer ino} GensoiHol KHCIOTH.
1H-AMP
(F(:Lu 1,9 (d,~12,3 Hz, 2 H) 2,3 (t, /~12,7 Hz, 2 H) 2,4 (s, 3 H)
, Q 3,0(m,4H)3,2(s,2H) 3.4 (m, 1 H) 4,1 (5,3 H) 50,2
L) H) 7,1 (m, 3 H) 7,2 (d, J=7,3 Hz, 1 H) 7,5 (m, | H) 8,0 (dd,
Tp. éﬂf J=8,0, 1,7 Hz, 1 H) 8,8 (d, /8,4 Hz, 1 H) 12,2 (s, 1 H)
125 ° (CDCly-d)
T (KBr)
3202, 1727, 1705, 1508, 1449, 1270, 1215, 1089, 1033, 765
tnyt 169 °C
Mp. |N-(2-meroxcuanbensodypan-3-in)-2-[4-(2-okco-4H-Genso[d][1,3Joxcasnn-1-
126 |im)minepummn- 1-injaneraminy rinpoxmopun

C%U

QXY

TH-AMP
2,1(d, /13,9 Hz, 2 H) 2.4 (s, 3 H) 2.9 (m, 2 H) 3.3 (m, 2
H) 3,6 (4, J=11,2 Hz, 2 H) 3,8 (m, 1 H) 4,0 (m, 3 H) 4.2 (s,
2H) 5,1 (s,2H) 7,1 (m, 2 H) 7.3 (d, /=7,5 Hz, | H) 7.4 (t,
J=7,6 Hz, 1 H) 7,5 (1, J=7,8 Hz, 1 H) 7,7 (d, J=8,1 Hz, 1 H)
7,9 (s, | H) 8,1 (d, /=6,8 Hz, 1 H) 8,4 (s, 1 H) 10,2 (s, 1 H)
(IMCO-d6)

T4 (KBr)
3423, 1701, 1678, 1534, 1474, 1200, 1171, 1035, 760

toa: 272 °C

Tlp.
127

METORCHMGEH30 !

N-2-[4-(6-xn0p-2-oxco-4H-Genso[d][ 1,3 Jokcasun-1-imnineprus-1-inN-(2-

aH-3-LraneramMigy riJpoxaopu

o,
O
CLTJ::(T“f .

TH-IMP

2,0 (d, ~12,6 Hz, 2 H) 2,9 (m, 2 H) 3,3 (m, 2 H) 3,5 (m, 1
H) 3,7 (d, J=10,1 Hz, 2H) 4,0 (s, 3 H) 4,3 (5, 2 H) 5,2 (5, 2
H) 7.4 (m, 5 H) 7,7 (d, /=8, Hz, 1 H) 7.9 (s, | H) 8,1 (d,
J=7.7Hz, 1 H) 8,4 (s, 1 H) 10,2 (s, 1 H) (IMCO-d6)

T4 (KBr)
3422, 1701, 1541, 1459, 1299, 1196, 1166, 1036, 764

twr: 197 °C

o,

Memwiornii edip 2-{2-[4-(6-xmop-2-oxco-4H-Genzo[d][1,3]okcaznn-1-

im)ninepunus-1-in AlETHIAMIHO } GeH30IHOI KHCI0TH
o 1H-AMP

19 (d, J=11,4 Hz, 2H) 2,5 (t, J=11,4 Hz, 2 H) 2,9 (m, 2 H)
3,1(d, J=11,5 Hz, 2H) 3,2 (s, 2 H) 4,0 (s, 3 H) 4,2 (qd,

Ip. doo (..5 J=12,6,39Hz, 1 H) 5,1 (5,2 H) 7,1 (m, 2 H) 7,3 (m, | H)
123 &*f 7,4 (d, J=8,8 Hz, 1 H) 7,6 (m, 1 H) 8,1 (dd, /=7,9, 1,6 Hz, |
@ H) 8,8 (d, /=8,4 Hz, 1 H) 12.1 (s, 1 H) (CDCls-d)
4 (KBr)
1702, 1508, 1448, 1259, 1201, 1090, 756
it 153°C
[Ip. |Merunosuii edip 2-{2-[4-(6-meTin-2-oxco-4H-Genzo[d][ 1,3 Joxcaznn-1-
129 | in)ninepuane-1-in)aneTniamino} Gensofinol kucaoTH

IH-AIMP

1,9 (d,/=11,4 Hz, 2H) 2,3 (s, 3 H) 2,4 (m, 2 H) 2,9 (qd,
J=12,4,3,8Hz,2H) 3,1 (d, 11,4 Hz, 2 H) 3,2 (5,2 H) 4,0
(s,3H)4,2(m, 1 H)5,0(5,2H) 7,0 (5, 1 H) 7,1 (m, 2 H)
7,3 (d,J=8,4 He, 1 H) 7,6 (t, J=7,0 Hz, 1 H) 8,1 (dd, J=8,1,
1,6 Hz, 1 H) 8,8 (m, 1 H) 12,1 (s, 1 H) (CDCl;5-d)

I (KBr)
1701, 1509, 1448, 1265, 1219, 1091, 756

t 153 °C

2-[4-(6-xn10p-2-okco-4H-6enso[d][ 1,3]okcasun-1-in)minepuann-1-in]-N-(4-
aierwiaminodenin)aneraminy auriapoxIopu

TH-SMP
1,0 (1, J=7,0 Hz, 6 H) 2,0 (d, J=13,7 Hz, 2 H) 2,9 (m, 2 H)
3,4 (m, 6 H) 3,6 (d, J=13,0 Hz, 2 H) 4,3 (m, 3H) 5,2 (s, 2
H) 74 (s,3H) 7,8 (s, 4 H) 10,3 (s, 1 H) 11,5 (s, 1 H) 12,9

Ip. i (s 1 H) (IMCO'd6
136 /\ND/!J (s, 1 H) (IMCO-d6)
A ™ T4 (KBr)
3427, 2980, 2423, 1708, 1515, 1494, 1373, 1317, 1297,
1200
b
T_ 2-[4-(6-x10p-2-okco-4H-Genso[d][ 1,3 Jokcasnn-1-in)ninepumma-1-in]- N-{4-
[ern-(2-rigpokcieTnmamino] derin aueTaminy ANriAPOXIOPHA
Crr, | HHAMP
L)"j“ 1,0 (t, /=7,1 Hz, 3 H) 2,0 (d, J/~13,0 Hz, 2 H) 2,9 (m, 2 H)
; 3,4 (m, 2 H) 3,5 (m, 6 H) 3,6 (d, /=119 Hz, 2 H) 4,2 (s, 2
Tlp. | o, JF ‘!J H)4.3 (m, 1H)5.2(s,2H) 7,4 (5,3 H) 7.6 (m, 4 H) 10,3
131 A " (s, 1 H) 11,4 (s, 1 H) (IMCO-d6)
14 (KBr)
3392, 2658, 1701, 1515, 1493, 1376, 1316, 1201, 1039
tun
Ilp. |N-{4-[Emin-(2-rigpokcieTsn)amino]denin }-2-[4-(6-meTrn-2-oxco-4H-
132 |Genzo[d][1,3]okcasun-1-in)ni 1-in]e iy AHTiAPOXIOPHI

1H-AIMP

1,0 (t, J=7,0 Hz, 3 H) 2,0 (d, J=13,4 Hz, 2 H) 2,3 (s, 3 H)
2,9 (m, 2 H) 3,4 (d, J=12,3 Hz, 2 H) 3,5 (m, 6 H) 3,6 (d,
J=10,8 Hz, 2H) 4,3 (m, 3 H) 5,1 (s, 2H) 7,1 (5, 1 H) 7.2
(d,/=8,1 Hz, 1 H) 7,3 (m, 1 H) 7.7 (m,4 H) 10,3 (s, 1 H)
11,4 (s, 1 H) (JIMCO-d6)
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| \(x 4 (KBr) i N-Benzo[ 1,3 niokcon-5-in-2-[4-(8-merun-2-okco-4H-6enso[d][ 1,3 Jokcasnn-1-
L, |3366, 2983, 2508, 1701, 1619, 1563, 1509, 1318, 1294, in)ninepuamn- 1 -injaneramin
1261, 1217, 1039 ‘ 1H-AMP
o Q:,.l 2,0 (d, J~13,0 Hz, 2 H) 2,3 (m, 2 H) 2,4 (s, 3 H) 2,9 (qd,
O,N\.) { f] J=122,3,6 Hz, 2 H) 3,1 (d, J=2,4 Hz, 2 H) 3,1 (5,2 H) 3.4
oy ° Tp. ” (tt, /=11,7,3,7 Hz, 1 H) 5,0 (s, 2 H) 6,0 (s, 2 H) 6,8 (d,
A »a 139 | 'Qf"\.) J-8,2 Hz, 1 H) 6,9 (m, 1 H) 7,0 (m, 2 H) 7,2 (d, J=1,1 Hz,
T e 1 H) 7,4 (d, /=2,2 Hz, 1 H) 9,0 (s, | H) (CDCly~d)
N-(4-Tiernnamizodenin}-2-[4-(6-meTnn-2-oxco-4H-6enzo[d][ 1,3 Jokcasnn-1-
i) minepaHH-1-inJaneTamigy auriapoxJIopH " (KBr)
X H-5IMP 3316, 1711, 1686, 1534, 1490, 1242, 1212, 1033
o | 1,0 (t, J=7,0 Hz, 6 H) 2,0 (d, J=12,1 Hz,2 H) 2,3 (s, 3 H) ty,: 173,5
2,9 (m, 2 H) 3,5 (m, 6 H) 3,6 (d, J=11,0 Hz, 2 H) 4,3 (m, 3
I {ji H)5,1(s,2H) 7,1 (s, 1 }}1) 7,2(d, J=8,6 Hz, 1 H) 7,3 ?:l N-{4-[enn-(2-rinpoxcieTun)amino] gesin}-2-[4-(2-oxco-4H-
13133; ’Q’HH J=8,6 Hz, 1 H) 7,8 (m, 4 H) 10,3 (s, L H) 11,4 (s, | H) 12,9 | 6ensofd][1,3]okcasun-1-inninepumn-1-inJaneraMiny murigpoxtopan
Ay ° (s, 1 H) (JIMCO-d6) Q\/\l TH-AMP
i 0| 1,0 (t, /=7,0 Hz, 3 H) 2,0 (d, J=13,4 Hz, 2 H) 2,9 (m, 2 H)
4 (KBr) 3,5(m,9H)4,2(s,2H)4,3 (m, 1 H) 5,2 (s,2H) 7,1 (m, |
3423,2982, 1701, 1618, 1561, 1509, 1459, 1318, 1294, Ip. W’ |H)7.3(d,J=7,3 Hz, 1 H) 74 (s, 2H) 7,7 (m, 4 H) 103 (s,
1215, 1039 140 o Ty | TH)1LS (5, 1H) (IMCO-d6)
[ = e =q
T4 (KBr)
N-(4-Tierunaminobenin)-2-[4-(8-meran-2-okco-4H-Genso[ d][ 1,3 ]okcaznn-1- 3342, 2943, 2501, 1702, 1515, 1467, 1316, 1260, 1204,
imninepuany-1-in) ; H-'N_Ep.uzﬁupuxnopm 1043, 770
H- |taat
q\l 1,0 (t, J= = {
o (1,0 (t, J=7,0 Hz, 6 H) 2,1 (d, /=13,5 Hz, 2 H) 2,4 (5, 3 H) I
(B 2,9 (m, 2 H) 3,3 (m, 4 H) 3,5 (m, 4 H) 3,8 (t, /~11,6 Hz, 1 2-[4-(6-mnp—2-ox:.;_o-4H-5en_:w[d][1,_3]oxca3m|-1-b[)nincpunuﬂ-1-m]-N-(4-
W H)4,2(s,2H)5,1(s,2H)7,1 (m,2H) 7,3 (d, /~6,6 Hz, 1 Wwomwm
Tip. /@"‘1) H)7,8(s,4H) 10,2 (s, L H) 11,4 (5, 1 H) 12,8 (5, 1 H) O AP
134 | o~y ¢ (IMCO-dé6) { o |2,0(d, 12,6 Hz, 2 H) 2,9 (m, 2 H) 3,0 (s, 6 H) 3,4 (d,
J by I J=11,9 Hz, 2 H) 3,6 (m, 2 H) 4,2 (s, 2 H) 4,3 (m, 1 H) 5,2
4 (KBr) 141 (5, 2H) 7,4 (m, 4H) 7,6 (m, 3H) 10.2.(5, 1 H) 11,1 (5, 1
3412, 2804, 1693, 1622, 1577, 1519, 1473, 1382, 1289, \“_Q*WJ H) (IMCO-d6)
1261, 1224, 1021 ! S
T (KBr)
I 3448, 2958, 2400, 1716, 1701, 1518, 1495, 1200
p. N—{4-[Enm-(Z-rinpoxciemn)aMiﬂc]d)eﬂii}}-27[4—(8jmerun-_2-oxco-4H- o'
135' Genzo[d][1,3]okcasnn-1-in)ninepuany-1-in|aueTamixy auriapoxnopua
TH-AMP Mpuknag 142:
J=7,0Hz,3 H)2,1 (d, J=12,5 Hz, 2H) 2,4 (5, 3H ;
T 33 (a2 1) 56 (ms S ED ot (12 151 (2 N-(9-rinpokcn-9H-gprop-3-un)-2-[4-(4-meTun-2-
H) 7,1 (m,2H) 7,3 (d, J=7,1 Hz, 1 H) 7,7 (s, 4 H) 10,2 (s, OKCO-4H-6eH30[d][1 ,3]OKCG3VIH-1 -IJ'I)I'III'IepVI,D,VIH-1 -
1 H) 11,3 (s, 1 H) (IMCO-d6) in]au‘eTaMip‘_
Mpuknag 143:
o |T4 iy .
@:J% 3387, 2983, 2624, 1701, 1566, 1515, 1383, 1320, 1281, N-(9-etun-9H-«ap6ason-3-n)-2-[4-(4-meTun-2-
1219 okco-4H-6eH30[d][1,3]okcasuH-1-in)ninepnanH-1-
" " inJauetamig.
"‘/j"@, f el Mpvknap 144:
2-[4-(4-metnn-2-okco-4H-6eH30[d][1,3]okcasnH-1-
N-Benso[1,3]aioxcon-5-Ui-2-{4-(2-oxco-4H-Gerso[d][ 1,3 Joxcasmn-1- in)ninepnanH-1-in]-N-(4-deHokcudeHin)avetamia.
im)ninepuauH-1-in]aneramin mn puknag 145
TH-AMP :
O:le ;1?1 ](d3 ﬁg;_ ;l; 1?1 lell_g (;dzﬁzl}?) ig ?Lf_g) gi ((1]11 2-{2-[4-(2-okco-4H-6eH30[d][1,3]okcasnH-1-
s =2,5 Mz, »e (8, W8 (1t, S<12,0, 4, . . . . <
Eljpé» Hz, 1 H) 5,1 (5,2 H) 6.0 (s, 2 H) 6.8 (d, /=82 Fz, 1 H) 60 inninepnanH-1-inj-aueTtamiHo}6eH3oiHa KucroTa.
. ,Qf (m, 1H) 7,1 (m, 3H) 7,4 (m, 2 H) 9,0 (s, 1 H) (CDCla-d) Mpuknan 146:
e T &Bn 1-{1-[2-(6-dTOp-2-MeTUN-3,4-AUriapo-2H-XiHOMiIH-
3417, 1719, 1686, 1542, 1491, 1241, 1204, 1034 1 -in)-Z-OKCOGTVU'l]Hil'leleﬂl/lH-4-iJ'|}-1 A4-
e 1838 avrinpo6enso[d][1,3JokcasnH-2-0H.
N-Benzo[ 1,3]miokcon-5-in-2-[4-(6-meTHin-2-okco-4H-6enzo[d][ 1,3 ]okcasun-1- ‘ n puknag, 147:
im)ni -1-ix]anerami .
= m"ﬁ:m.,\i e ~ 6-x710p-1-{1-[2-(6-cpTOp-2-MeTUn-3,4-Aurinpo-2H-
o |19(d 10,4 Hz, 2 H)2.3 (5, 3 H) 2,4 (t, J=11,4 Hz, 2 H) XiHOMiH-1-in)-2-okcoeTnnininepugnH-4-in}-1,4-
Hj 2,9 (qd, /12,3, 4,1 Hz, 2 H) 3,1 (d, /~11,9 Hz, 2 H) 3,2 .
Tp. . (s, 2 H) 3,8 (tt, /~11,8,3,7 Hz, 1 H) 5,1 (s, 2 H) 6,0 (s, 2 avrigpo6exso[d][1,3]JokcasnH-2-0H.
137 Q’QY H) 6,8 (d, J=8,2 Hz, 1 H) 6,9 (m, 3 H) 7,1 (d, J=9,9 Hz, | Mpuknag 148:
° H) 7.3 (d,/=2,0 Hz, 1 H) 9.1 (s, 1 H) (CDCly-d . . ;
- 7 Ha 1E)9.1 (s, 1 ED (CDCl-) 1-{1-[2-(6-cpTOp-2-MeTVN-3 4 -Auriapo-2H-XiHomiH-
T4 (KBr) 1-in)-2-okcoetun]ninepuanH-4-n}-6-vetnn-1,4-
3408, 1709, 1531, 1484, 1211, 1029, 809 .) ] pr }
o 13,0 avrigpo6en3o[d][1,3]JokcasnH-2-0H.
Mpuknag 149:
N-Benso 1, 3] miokcon-5-i1-2-[4-(6-xn10p-2-okco-4H-6en3o[d][1,3] okcaanr-1- . . )
D e o b 2-ows0-A T Sasmol T lomwesws 1-{1-[2-(6-cpTOp-2-Me -3 4-aurinpo-2H-XiHoriH-
B TH-5IMP Sin)-2- i 44m- 1 4-
mo 19 @, J12,6 Fiz, 2 H) 2.4 (m, 2 H) 29 (qd, =12, 37 1 |r!) 2-okcoeTnnininepuanH-4-n}-8-metun-1,4
, 513, 29}0333511-5(1' J?)];sl}zz, g g; é,g Esggg zg E:’J—B , aurigpo6eH3o[d][1,3]JokcasnH-2-0H.
p- =11,9,3,8 Hz, 1 W (s, .0 (s, .8 (d, =8, .
138 {:,—'«,) Hz, 1 H) 6,9 (m, 1 H) 7,0 (d, J=8,6 Hz, 1 H) 7,2 (d, /=2.4 MNpuknag 150: .
r ° Hz, 1 H) 7,3 (m, 2 H) 9,0 (s, 1 H) (CDCl-d) 1-{1-[2-(6-meToKkCN-2,2,4-TpYMeETUN-3,4-Anriapo-
CReT) 2H-xiHoniH-1-in)-2-okcoeTnnininepngnH-4-in}-1,4-
3300, 1719, 1686, 1529, 1490, 1241, 1199, 1035 pvrippo6e3o[d][1,3JokcasnH-2-0H.
toe: 185,7-187,3 anKnaﬂ 151:

6-xnop-1-{1-[2-(6-meTOKCK-2,2 4-TpMETUN-3 4~
aurigpo-2H-xiHoniH-1-in)-2-okcoeTun]ninepuanH-4-
in}-1,4-aurinpo6enso[d][1,3]JokcasnH-2-0H.

Mpwknag 152:
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1-{1-[2-(6-veTOKCN-2,2 4-TPpUMeTUN-3,4-purigpo-
2H-xiHoniH-1-in)-2-okcoeTunininepnanH-4-in}-8-
MeTun-1,4-anrigpo6eH30[d][1,3]JokcasnH-2-0H.

Mpwvknag 153:

1-{1-[2-(6-veTOKCN-2,2 4-TPUMeETUN-3,4-puriapo-
2H-xiHoniH-1-in)-2-0kcoeTunininepuanH-4-in}-6-
MeTun-1,4-anrigpo6eH3o[d][1,3]JokcasnH-2-0H.

Mpwvknag 154:

N-(9-rigpokcn-9H-prop-3-nn)-2-[4-(2-okco-7-
TpudgtopmeTun-4H-6eH30[d][1,3JokcasmnH-1-
in)ninepnanH-1-injauetamia.

Mpwvknag 155:

N-(9H-«apba3zon-3-in)-2-[4-(2-okco-7-
TpudgTopmeTun-4H-6eH30[d][1,3JokcasmnH-1-
in)ninepnanH-1-injauetamia.

Mpwvknag 156:

2-[4-(2-okco-7-TpudpropmeTnn-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuann-1-n]-N-(4-
deHoKcudeHin)aueTamia.

Mpuknag 157:

N-(9-etun-9H-«ap6ason-3-in)-2-[4-(2-okco-7-
TpudgtopmeTun-4H-6eH30[d][1,3JokcasmnH-1-
in)ninepnanH-1-injauetamia.

Mpuknag 158:

2-4-(6,7-androp-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepunanH-1-in]-N-(9-
rigpoken-9H-rop-3-mnn)auetamia.

Mpuknag 159:

N-(9H«apbason-3-in)-2-[4-(6,7-andTop-2-oKco-
4H-6eH30[d][1,3]okcasuH-1-n)ninepuanH-1-
inJauetamig.

Mpuknag 160:

2-4-(6,7-pandTop-2-okco-4H-
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6eH3o[d][1,3]okcasnH-1-in)ninepnanH-1-in]-N-(4-
deHOoKcUudeHin)aueTamia.

Mpuknag 161:

2-4-(6,7-ancrop-2-okco-4H-
6eH30[d][1,3]okcasnH-1-in)ninepuanH-1-n}-N-(9-etmn-
9H-kap6azon-3-in)auetamia.

Mpvknag 162:

2-[4-(4-meTnn-2-okco-4H-6eH30[d][1,3]okcasunH-1-
in)ninepnann-1-in]-N-(9-okco-9H-grop-3-
un)aueTtamig.

Mpwvknag 163:

2-[4-(6-xnop-2-okco-4H-6eH30[d][1,3]okcasnH-1-
in)ninepngnn-1-in]-N-(3-
anmMeTunamiHodeHin)aueTamia.

Mpwknag 164:

Mpwvknag cknagy TabneTku:

Cnonyka Mpuknagy 18 5mr
JTakTo3a 60mr
KpuctaniyHa uentorosa 25mvr
MosigoH K 90 5mr
[MNpexenatnHisoBaHUi Kpoxvarsb 3mr
KonoigHwuii giokena KpeMmHito imr
Cteapat marHito Tmr

3aranbHa Bara TabneTku 100mr

BkasaHi BuLle iHrpedieHTn 3MillyBanu n cnpeco-
ByBanu B TabneTtky 3BuMYyanHUMW criocobamu, Bifo-
MUMU cepeaHbOMY haxiBUEBI B AaHil ranysi TexHiku.

dapMaKkonorivHi gaHi:

(a)

3B's3yBaHHA Henponentuay Ys B Y2 cCnomyk-
noxigHnx 6eH3okcasuHy 3aransHoi dopmynu (l) Bu-
3Havarm crnocobamu | 1 lll. desiki 3Ha4YeHHs1 BKasaHi B
HaCTYMNHin Tabnuui 1.

Tabnuusa 1
Cnonyka npvknagy 3B'a3yBaHHs HenponenTuay Ys 3B'a3yBaHHA HevponenTuay Y
[“"I-PYY(s.35) BIBP 3226 sat. Kopa ronoeHoro mo3ky wypis | [ “"I]-PYY(s-36) [inokamnyc wypis
Ki (HM) Ki (HM)
3 6,4 >1000
4 7,3 >1000
5 8,3 >1000
6 18,4 >1000
18 34 >1000
20 0,87 >1000

(6)
3B'A3yBaHHs HenponenTuay Ys Cronyk-noXigHnX
6eH3okcasuHy 3aranbHoi dopmynu (1) BusHavanu

cnocobom Il. [leaki 3Ha4yeHHs BKasaHi B HaCTYMHin
Tabnuui 2.

Tabnuuga 2
Cnonyka npvknagy 3B'a3yBaHHsA HenponenTuay Ys
[“I-PYY Y5 Knituau C6 pekoMbiHaHTHOO peLenTopa Lypis
ICs0 (HM)

107 23,5
111 7,7

112 41,8
114 40,7
116 106,0

(B)
BignoBigHO [0 onucaHoOro Buue TECTy HiYHOro
rogyBaHHs, BU3Hayanu Aii cnonyk-noxigHux 6eHso-

KcasuHy 3aranbHoi dopmynu (l) 3rigHo i3 gaHum
BMHaxXo04OM Ha CNOXMBaHHA Dki. [eski pesynbtatm
BKasaHi B HaCTynHin Tabnuui 3.
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Tabnuuysa 3
Cnonyka | Hdosa (mr/kr) BHyTpillboo4yepeBuHe [is
npuknagy BBEJEHHS
20 40 3Me.HLIJeHI-!FI CNOXMBaHHA BKi N 3HWKEHHS Bary Tina TBapuHM B
NOPIBHAHHI 3 KOHTPOJIEHOLO FPYNOL0
18 40 3Me.HLLIEHI-!$I CMOXMBAHHSA Ki 1 3HWKEHHS Bary Tina TBapuHu g
NOPIBHAHHI 3 KOHTPOJIBLHOIO FPYMOI0
35 20 3Me.HUJeHI-!FI CMOXMBaHHA BKi N 3HWKEHHS Bary Tina TBapvHu B
NOPIBHAHHI 3 KOHTPOJILHOO rPYMNoto

Komn'totepHa BepcTka O. [anoHeHko

MignncHe

Tupax 26 npvm.

MiHicTepcTBO OCBiTM i Hayku YKpaiHu

[epkaB Hui fenaprameHT iHT eneKTyanbHOI B acHoCTi, By . Ypuubkoro, 45, m. Kui, MCIT, 03680, YkpaiHa

O “YkpaiHCbKuiA iIHCTUT YT NPOMMCIIOB Oi BNAacHocTi”, Byn. [NasyHoea, 1, M. Kue — 42, 01601



