MpeameTom gaHoro BuHaxoAy € MoandikoBaHi aMiHOKMCIOTY 3aranbHoi opMyrnu
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IX TayTOoMepu, X giactepeomepu, iX eHaHTioMepu, X CyMiLli Ta 1X coni, 3okpema, ix pi3ionoriyHo NPUNHATHI
COni NMPUEAHAHHA HEOPraHiYHUX YN OpraHiYHMX KUCINOT abo OCHOB, MikapCbKi 3aco0u, WO MICTATb Ui CMONYyKM, iX
3aCTOCyBaHHSA Ta Crnocib ix oaep>KaHHs.

Y HaBefeHin BuLLe opMYNi 3anULLKN MatoTb Taki 3HaYeHHS:

R 03Hayvae niHinHy ankineHy rpyny 3 1-7 atomamMu ByrneLo, ka B @-MoNoXeHHi Moxe OyTn 3amileHa

LMKnoarnkinsHot rpynoto 3 4-10 atomamu ByrneLto,

OfHieto abo aBoma heHinbHUMK rpynamu, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1,3-purinpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-3-in-
, 2,4(1H,3H)-piokcoTieHo[3,4-d]nipumianH-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-dInipumiamH-3-in-, 3,4-auvrigpo-
2(1H)-okcoTieHo[3,4-dlnipumigmH-1-4n-,  3,4-aurigpo-2(1H)-okcoTieHo[3,2-d]nipumignH-3-in-,  3,4-gurigpo-2(1H)-
okcoTieHo[3,2-d]nipumignH-14n-,  3,4-gurigpo-2(1H)-okcoxiHasoniH-1-in-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in-,
2(1H)-okcoxiHoniH-34n-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnao-3(4H)-okco-1,2,4-6eH30TiagiasnH-2-in-, 1,3-
avrigpo-2H-2-okcoimigasonipnanHin-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-34n-, 1,3-gurigpo-2H-2-
okcoimigaszon-1-n-aéo 3,4-gurigpo-2(1H)-okconipumigmnH-3-in-rpynoto, NpUYoMy ABi OCTaHHI rPYNN B 3aneXHOCTi
Bi obcTaBMH B nomnoxeHHi 4 Tta/abo 5 abo B nonoxeHHi 5 Ta/abo 6 mMoxyTtb 6yT oAHO- abo ABO3aMilLEHi
HWKYUMW TNiHIRHAMKW Y/ po3ranykeHUMU arkinbHAMK rpynamu, deHin-, 6ideHinin-, nipnavHin-, giasvHin-, dypun-,
TieHin-, niponin-, 1,3-okcasonin-, 1,3-tiasonin-, isokcasonin-, nipasonin-1-meTunnipasonin-, imigasonin- aéo 1-
MeTUn-imigasonin-rpynamm i 3amicHMKM MOXYTb ByTn oagHakoBMMM abo pisHUMK,

3B'A3aHMM Yepe3 aTOM BYIMeLU 5-4neHHUM retepoapoMaTUYHUM LIMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsia 3 aToMOM a3oTy aTOM KMCHIO, Cipku abo iHLWMIA aToM a30Ty, NpUYoMy aToM a3oTy iMiHOrpynu
Moxe 6yTn 3aMmilleHUI ankinbHO rpynoto,

abo 3B'sI3aHNM Yepe3 aToM BYIMeLo 6-4neHMM retepoapoMaTUyHUM LMKIIOM, L0 MiCTUTb OavH, ABa abo Tpu
aToMu asoTy,

NpUYOMy SIK 0 BKa3aHOrO paHille 5-4neHHOoro, Tak i 4O 6-4neHHOro reTepoapoMaTMYHOrO LUKy Yyepes ABa
CycigHi aTomMu Byrneuto Moxe Oytm npuegHaHa 1,4-GytagieHineHoBa rpyna i YTBOPEHi TakKuM YMHOM GiLVKIIiYHi
retepoapoMaTuyHi KifbLs TakoX MOXYTb Oy 3'eaHaHi Yepes aTom Byrneuto 1,4-6yTagieHineHoBoT rpynu,

npu HeoGXiOHOCTI B MONOXEHHI aToma a3oTy 3aMilleHy arnkinbHotw rpynot 3 1-6 atomamu Byrmeuto abo
PeHINMEeTUBHOK TPYNOK MiHINHY ankin amiHorpyny 3 1-6 atomamu ByrfeLto, sika B o-NOSIOKEHHI Moxe Oymu
3aMilleHa

uMKnoankinbHo rpynoto 3 4-10 atomamu ByrneLto,

ofiHieto abo aBoma cheHinbHUMK rpynamu, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-iHpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigason-1-in-, 2,4(1H,3H)-giokcoxiHazonin-1-4n-, 2,4(1H,3H)-
AioKcoxiHa3oniH-3-in-, 2,4(1H,3H)-piokcoTieHo[3,4-d]nipumignH-3-in-, 3,4-purippo-2(1H)-okcoTieHo[3,4-
d]nipymignH-34in-, 3.,4-purigpo-2(1H)-okcoTieHo[3,4-d]nipymiamH-1-in-, 3,4-pyrigpo-2(1H)-okcoTieHo[3,2-
d]nipumignu-3-n-, 3,4-gurinpo-2(1H)-okcoTieHo[3,2-d]nipumignH-1-in-, 3,4-gurinpo-2(1H)-okcoxiHazoniH-1-in-, 3,4-
avriapo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnpo-3(4H)-okco-
1,2,4-6eH30Tiagias3nH-2-n-, 1,3-aurinpo-4-(3-tieHin)-2H-2-okcoimigason-1-in-, 1,3-gurigpo-4-cpeHin-2H-2-
okcoimigaszon-14n-, 1,3-gurinpo-5-geHin-2H-2-okcoimigazon-1-in-, 1,3-gurigpo-2(2H)-okcoimigazo[4,5-c]xiHoniH-3-
in-, 3,4-purigppo-5-gpeHin-2(1H)-okconipumignu-3-n-, 3,4-gurigpo-6-cenin-2(1H)-okconipumignH-3-in-abo  1,3-
avrigpo-2H-2-okcoimigaso[4,5-b] nipnauH-3-in-rpynoto,

3B'A3aHMM Yepes3 aTOM BYrMeLUt 5-4neHHMM reTepoapoMaTUYHUM LIMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipkn abo nopsia 3 aToMOM a3oTy aTOM KMCHIO, Cipku abo iHLWMIA aToM a30Ty, NpUYoMy aToM a3oTy iMiHOrpynu
Moxe 6yTn 3aMmilLeHUI ankinbHO rpynoto,

3B'A3aHMM Yepes aToM BYrneLto 6-4neHnM reTepoapoMaTUYHUM LIMKIOM, WO MicTUTb 1, 2 abo 3 atomu as3oTy,

NpPUYOMy SIK 4O BKa3aHOrO paHille 5-4neHHoro, Tak i 4O 6-4neHHOro reTepoapoMaTMYHOro LUKy Yepes ABa
cycigHi aTomu Byrneuto Moxe OyTM npueaHaHa 1,4-6ytagieHineHoBa rpyna i YyTBOPEHi TakuM YMHOM GiLMKMiYHi
reTepoapomaTuyHi KirbUs TakoX MOXYTb Byt 3'eaHaHi yepes aTom Byrneuto 1,4-6yTagieHineHoBOT rpynu,

NPMYOMYy BKa3aHi paHile Ans 3amilleHHs arkin- i ankinamiHorpyn B -MOMOXeHHi deHin-, Hadtun- i
GicpeHinin-rpynu, a Takox nNpu HeobOXiAHOCTI YaCTKOBO MiAPOBaHi OOHO- i OBOUUKIIYHI reTepoapoMaTuyHi LMKIM Y
BYIMeLeBOMY KapKaci OAATKOBO MOXYTb Oyt ofHO-, ABO- Y4 Tpu3amillgHi atomamu ropy, xnopy abo 6pomy,
ankineHUMKM rpynamu, UMKNOoarkineHUMKM rpynamum 3 3-8 aTomMamu BYIMeLuto, HITPO-, arnkokcu-, eHin-,
beHinankoken-, TpudTopMeTUn-, ankokcukapboHin-, ankokcukapboHinarkin-, kapbokcu-, kapbokcuarkin-,
diankinamiHoarkin-, rigpokcu-, amiHo-, aueTunamiHo-, MponioHin-amiHo-, ©eH30in-, GeH3oinamiHo-, GeH30in
MeTunamiHo-, amiHokapboHin-, ankinamiHokapboHin-, AiankinamiHokapOoHin-, (1-niponiguHinkap6oHin-, (1-
ninepuanHin)kapoboHin-, (rekcarigpo-1H-aseniH-1-in)kap6oHin, (4-meTnn-1-ninepasuHin)-kap6oHin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, uwaH-, TpPMPTOpMETOKCU-, TPUPTOPMETUNTIO-, TpUdTOopMEeTUNCynbdiHin- abo
TpudptopmeTuncynboHin-rpynamu, nNpu4oMy 3amMiCHAKM MOXYTb Oyt ogHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30inamiHO- i BeH3oiNMeTNaMiHoOrpynNn B CBOK 4Yepry B (PeHiNbHIN YacTuHi A40AaTKOBO
MOXYTb OyTM 3amiweHi aTtomoMm dropy, xnopy abo Opomy, ankin-, TpudTOpMETUn-, amiHo- abo
aLeTunamiHorpyrnoto,

abo 3amLwok chopmynu
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p o3Havae uncna 1 abo 2
o) osHaqae Yncna 2 a6o 3 abo, HKLLI,O Y'i Y? He 03Havao® OAHOYacHO aToM a30Ty, TakoX 4ucno 1,
Y 03Hayva€ aToM a30Ty, AKLLO RS o3nauae BiNbHY Napy enekTpoHiB, abo atom Byrnewyo,
Y2 03Hauae atom asoTtyabo rpyny>CH-,
R® o3Havae BIJ'IbHy napy enekTpoHiB, SIKLLO Y' o3nauae atom asoTy, abo, AKLWo Y' 03Havae aTom BYyrneuto, -
aToM BOJHIO, arkinbHy rpyny 3 1-3 aTtomamu Byrmeuw, rgpokeu-, LUiaH-, amiHokapOoHin-, kap6okcu-,
anKOKcvu(ap60H|n- aMiHokapOoHinamiHo-, cbeHlnmeTvm abo deHinbHY rpyny,

R® osnauac aTom BOAHIO abo, AKLO Y' He € atomom a30Ty, TAKOX PasoM i3 3anMLIKOM R% o3Hauac
[04aTKOBUI 3B'A30K,

R’ 03Hauae aTtom BogHK abo, AKILO Y' He € aTomom asoTy, a R%i R® pa3oM npeacTaensloTe 4OAATKOBWN
3B'I30K, TAKOXX pa3oM i3 3anLIKOM RN o3nauae 1,4- -6yTagieHineHoBy rpyny,

RN o3Hauae aTom BofHI0 aBo ankinbHy rpyny 3 1-6 aTomamu ByrmeLo, Sika B o-MOMNOKEHH Moxe 6T ofHO-
4Yn ABo3aMilleHa

uuknoankinbHow rpynot 3 5-7 atomamu Byrneuto, 1-HadpTun-, 2-Hadptun-, rigpoKcu-, ankoken-, amiHo-,
arnkinamiHo-, giankinamiHo-, ninepuamHin-, MopdoniHin-, niponianHin-, rekcarigpo-1H-1-aseninin-, amiHokap6oHin-,
ankinamiHokapOoHin-, aueTMnamiHo-, UiaH-, amiHokapOoHinamiHo- abo arkinamiHokapOoHinamiHo-rpynow abto
eHin-, NipuarHin- abo Aia3uHiN-rpynoto, NpMYoMY Ui 3aMiCHUKN MOXYTb ByT ogHakoBUMK abo pisHUMU,

umMknoarnkineHy rpyny 3 5-7 aTtomamu Byrmeuto, deHin-, nipuauHin-, uaH-, amiHo-, 6eHsoinamiHo-,
amiHokapboHin-, ankinamiHokapOOoHin-, ankokcnmkapOoHin-, deHinankokcukapboHin-, amiHokapOoHinamiHo,

ankinamiHokap6oHinamiHo-, AiankinamiHo-«kap6oHinamiHo-, N-(amiHokap6oHin)-N-arnkin-amiHo-, N-
(ankinamiHokap6oHin)-N-ankinamiHo-,  N-(ankinamiHokap6oHin)-N-cbeHinamiHo-,  ceHinamiHo-kapGoHinamiHo-,
[beHin(ankinamiHo)kap6boHinamiHo-, N-(deHinamiHokap6oHin)-N-arkinamiHo-, N-(deHinamiHokapboHin)-N-

eHinamiHo-, BeH3oinamiHokapboHinamiHo-, heHinankinamiHo-kapboHinamiHo-, MipMAanHinamiHokapOoHinamiHo-,
N-(amiHokap6oHin)-N-ceHin-amiHo-, N-(ankinamiHokap6oHin)-N-ceHinamiHo-, N-(amiHo-kapboHinamiHokap6oHin)-
N-cbeHinamiHo-, N-(nipuguHin)-N-(amiHokap6oHin)amiHo-, N-(nipnauHin)-N-(ankinamiHokap6oHin)amiHo-,
deHinamiHo-, nipuguHinamiHo-, 4-[3,4-gurigpo-2(1H)-okcoxiHasoniH-34n]-1-ninepuavHin- abo AgiasvHinamiHo-
rpyny,

Hacu4eHui, 3 ogHUM abo ABoMa BiNbHUMW 3B'A3kaMu 5-7-uneHHuWn asa-, diasa-, Tpuasa-, okcasa-, Tiasa-,
Tiagiasa- abo S,S-giokcmao-Tiagiaza-reTepoumKI,

NpUYOMYy BKa3aHi BMLLE reTepoLMKIN MOXYTb OyTn 3B'si3aHi Yepe3 aTom ByrneLo abo a3oTyi

MOXYTb MiCTUTM oAHY abo ABi KapBoHiNnbHI rpynu 6insg atoma asory,

B MONOXEHHIi OOHOrO i3 atoMiB @30Ty MOXYTb OyTv 3amilleHi arkin-, ankaHoin-, apoin-,
rigpokcnmkapboHinankin-, ankokenmkapboHin-ankin-, deHinankokcu-kapooHinarkin-, deHinmeTMn- abo deHinsHo
rpynoto,

B MONOXEHHi ogHoro abo [BOX aTOMiB ByrfeLld MOXYTb OyTn 3amillgHi posranyxeHot abo niHiliHO
ankineHow rpynoto, deHin-, deHinme™n-, Hadptmn-, GideHinin-, NipunanHin-, giaswvHin-, dypun-, TieHin-, niponin-,
1,3-okcaszonin-, 1,3-tia3onin-, isokcasonin-, nipasonin-, 1-vetunnipasonin-, imigasonin- aéo 1-vetunimigasonin-
rpynamu, npuyoMy 3aMiCHUKN MOXYTb BYTY 0gHaKOBMMUK ab0 Pi3HUMU,

i MpuMyoMy y BKasaHUX BMLUE reTepouuMknax Yyepe3 ABa CycigHi aToMu Byrneut AO4ATKOBO Moxe Oytu
npuegHaHa arkineHosa rpyna 3 3-6 atomamu ByrneL abo KoHAEHCOBaHWI onediHHNI NOABINHWIA 3B'A30K OHOIO
i3 BKasaHMX BULUE HeHacuyeHWx retepouuknie 3 6eH3on-, nipuavH-, giaswH-, 1,3-okcason-, TiodeH-, dypaH-,
Tiason-, nipon-, N-meTun-nipon-, XiHOMiH-, |M|,qa30n abo N-veTnn-imigasonbHUM Kinbuem,

360 AKLLO Y' He € aTomom asoTy, a R%i R® pa3oM MpeacTaBnsalTb 4OAATKOBUN 3B'A30K, RN pasom i3 R’
03Hayvae Takox 1,4-6yTazieHineHoBy rpyny,

abo, AKLWo Y1 npecrasnge aTtom ByrneLto, RN pa3om i3 R% i3 3any4eHHAM Y' takox osHauae KapOOoHINbHY
rpyny abo HacU4YeHUin Y i3 OOHUM BiNlbHUM 3B'3KOM 5- abo 6-uneHHWUn 1,3-gjiasza-reTepoumnkn, kUi, B 3anexHOCTi
Bi4 0OCTaBMH, MOXEe MICTUTM OfHY 41 [OBi KapOOHiINbHi rpynu i, SKWO BiH HeHacMyeHW, Moxe OyTu
OEeH30KOHAEHCOBaHUI MO MOABIMHOMY 3B'A3KY i B MOJNIOXEHHI OAHOro i3 atoMiB @30Ty MOXe OyTM 3amilueHun
MeTun-, amiHo-KkapboHin-, riApokcvkapboHinarkin-, ankokokapOoHinankin-, deHinankokcu-kapboHinankin-,
eHinmeTn- abo eHinbHo rpynoto,

NPUYOMY HasiBHi y BKa3aHWX Nig No3HayYeHHI MU R® R"i RN 3anuvuikax peHin-, nipuguHin-, giasuHin-, dypun-,
TieHin-, niponin-, 1,3-okcasonini-, 1,3-tia3onin-, i3okcasonin-, nipasonin-, 1-meTunnipasonin-, imigazonin-abo 1-
MeTUniMigasonin-rpynu, a Takox 6eH3o-, TieHo-, nipndo- i AiasMHO-KOHAEHCOBaHI reTepouuknn y ByrneLeBoMy
Kapkacd A04aTKOBO MOXYTb OyTW ogHO-, ABO- YM Tpu3amilleHi aTomamu dtopy, xnopy abo 6pomy, ankinbHUMuK
rpynamu, UuKnoasnkineHMMM rpynamun 3 3-8 atomamu Byrneuto, HiTpo-, ankokcu-, ankinTio-, arkincynbdgiHin-,
ankincynbdoHin-, ankincynbgoHinamiHo-, deHin-, deHinankokcn-, TpudTopMeTUn-, ankokekapboHin-,
ankokcukapboHinarkin-, kapbokcu-, kapbokcuankin-, AiankinamiHoankin-, rigpokcu-, amiHo-, aueTuramiHo-,
nponioHinamiHo-, 6eH30in-, 6eH3oiNamiHO-, ©eH30iNMeTMNamiHO-, amiHokapOoHin-, ankinamiHokapboHin-,
AiankinamiHokapOoHin-, rigpokcuankinamiHokapboHin-, (4-mopdoniHin)kapoboHin-, (1-niponigmHin)kap06oHin-, (1-
ninepuanHin)kapboHin-, (rekcarigpo-1-a3eniHin)«kap6boHin-, (4-metnn-1-ninepasuHin)kapboHin-, MeTuneHAaiokeu-,
amiHo-«apboHinamiHo-, aMiHokapOoHinamiHoarkin-, arkinamiHokap6oHinamiHo-, ankaHoin-, uiaH-,
TpudptopmeToken-, TpUTOpMETUNTIO-, TpUdTOpMETUNCYNbQIHIN- abo TpudTopMeTUncynbdOHIn-rpynamm,
NPUYOMY 3aMmiCHUKM MOXYTb OyTM ofHakoBMMM abo pisHMMMW, a BKa3aHi paHiwe 6eH3oin-, GeHsoinamiHo-,
6eH3oinamiHo-«kapboHinamiHo- i 6eH301N MeTU amiHOrPyNuM B CBOKO Yepry B IeHiNbHIN YaCTUHI 4OATKOBO MOXYTb



OyTn 3amiweHi atomom dTopy, xnopy abo 6pomy, ankin-, TpudropmMeTUn-, amiHO- abo aLeTUIaMmiHOIPyrNow

a HasiBHi y BKasaHMX BULIE 3anuLikax ankinbHi rpynu, SKLWo iHWwe He Bkas3aHo, MOXYTb MicTutn 1-5 aTtomis
ByIneLto,

X 03Ha4vae aTom KucHio abo 2 atomu BOAH!HO,

ZosHaqae MeTUneHoBy rpyny abo rpyny - -NR'-, B sKiit

R [03Hauae aToM BOAHIO, ankin- abo cbeHmanKmbHy rpyny,

R osHauae aTom BoaHIO, ankinbHy rpyny 1-3 atomamu ByrmeLo, ankokcmkapOoHinsHy rpyny 3 2-4 atomamu
ByrneL abo peHinmeTunLHy rpyny,

n o3Ha4ae yncna 1 abo 2 abo, AKLWO m o3Ha4vae Yicno 1, Takox ymcno 0,

m o3Ha4ae ymucna 0 abo 1,

R? o3Havae deHin-, 1-Hadptun-, 2-nacdmmn-, 1,2,3,4-tetparigpo-1-Hadgptmn-, 1H-ingon-3-in-, 1-metun-1H-
iHgon-34n-, 1 -¢popmin-1 H-iHgon-3-in-, 1 -(1,1 -aMmeTMneTokcmkapboHin)-1 H-iHgon-3-in, 4-imigasonin-, 1-meTun-
4-imipasonin-, 2-tieHin-, 3-TieHin-, Tiasonin-, 1H-iHgason-3-in-, 1-metun-1H4Hpason-3-in-, GeH3o[b]dyp-3-in-,
6eH3o[b]tieH-3-in, nipuanHin-, XiHoniHin- abo i3oxiHoMiHIN-rpyny,

NpUYOMy BKa3aHi BULLE apoMaTUYHi i reTepoaTtoMaTUYHi 3anuLLIKU Y BYITIeLleBOMY KapKkaci JOAATKOBO MOXYTb
OyTn ogHO-, 4 BO- UM TpMU3aMmilLeHi aTomamu Topy, xrnopy abo 6pomy, posranyKeHumMmn abo NiHiIMHUMK ankinbHUMK
rpynamMmu, LuknoankineHuMu rpynamu 3 3-8 atomamu Byrneuto, deHinankinrpynamu, ankeHin-, arnkokcu-, eHin-,
deHinankokev-, TpudTOPMETUN-, ankoKcukapOoHinarnkin-, kapOokcuarkin-, ankoKkcuMkapOoHin-, KapOokcu-,
JiankinamiHoarkin-, giankinamiHoarnkokcu-, rigpoKCu-, HiTPO-, amiHO-, aueTunaMmiHo-, NponioHinamiHo-, 6eH30in-,
6eH3oinamiHo-,  GeHsoiNMeTunamiHo-,  MeTUNCYNbdOHINOKen-,  amiHokapBoHin-,  ankin-amiHokapboHin-,
diankinamiHokap©OoHin-, ankaHoin-, uiaH-, TeTpasonin-, eHin-, nipuavHin-, Tiazonin-, gypun-, TPUPTOPMETOKCH-,
TPUGTOPMETUNTIO-, TPUETOPMETUNCYNbQIHIN- 260 TPUDTOPMETUNCYNbGOHIN-TPYNaMm i 3amMiCHUKU MOXYTb ByTn
ofHakoBMMM abo pisHUMMK, a BKasaHi paHiwe 6eHsoin-, 6eH3oinamiHo- i 6eH3oinMeTUNamiHorpynn B CBOKO Yepry B
(heHINbHIN YacTuHI 4OOATKOBO MOXYTb OyTK 3aMilleHi aTomamu dropy, xnopy abo 6pomy, ankin-, TpucTopmeTUn-

, aMiHO- abo aLeTnnamiHorpynoto,
AosHaqae 3B'A30K @60 3B'A3aHum Yepes -CX-rpyny 3 NR R4 -rpynoio ABOBANIEHTHMI 3a5TULLIOK POPMYnKn
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R8| R® pa3om 03HaualTb N-NponineHoBy rpyny abo

R Oo3Haya€e aToM BOAH!0, ankin- abo deHinankinbHWn 3anuwok, a

R o3Hauae aTom BoAH abo posranyxeHy abo niHiinHy ankinbHy rpyny 3 1-5 atomamu Byrneuto, sika, sKLIO
BOHA JiHiiHa, B ®-NONOXEHHI MOXe Oyt 3amilleHa rigpokcu-, MepkanTo-, aMiHO-, arkinamiHo-, giarkinamiHo-, 1-
aueTuaunHIn-, 1-niponiguHin-, 1-ninepuguHin-,  rekcarigpo-1-a3enivin-,  MeTUNTIO-,  riApOKCMKapOOHiIn-,
amiHokapboHin -, amiHoiMiHOMeTMNamiHo-, aMiHokapboHinamiHo-, deHin-, 1H4Hgon-3-in-, 1-metmn-1H-ingon-3-in-,
1-dopmin-1H-iHgon-3-in-, 4-imigasonin-, 1-metun-4-imigasonin-, 1-HadgTMn-, 2-Hacptmn- abo nipuMAMHIN-rPynoto,
NPUYOMY BKasaHi reTepoumrKim, peHin- i HaTMN-rpPynM B CBOKO Yepry y ByrmeLeBoMy Kapkaci MoXyTb 6yt ogHo-,
[OBO- Y/ Tpu3aMilleHi aToMamn dptopy, xrnopy abo 6pomy, MeTun-, arnkokcu-, TpudTopMeTUn-, rMAPOKCU-, aMiHO-,
aueTMnamiHo-, amiHokapOoHin-, uiaH-, Tpu-pTOPMETOKCU-, MEeTUNCYNbMOHINOKeK-, TpUdTopMEeTUNTIO-,
TpUgTOPMETUNCYNbQIHIN- abo  TpudropMeTMNCcynbOHIN-rpynaMmu, MNpuyYoMy 3aMiCHUKM  MOXYTb  Oytn
OAHaKoBMMMK abo pPi3HWUMWK, | NPUYOMY BKasaHi NPU BU3HAYEHHI 3anULLKy R® rigpoKcu-, MepkanTo-, aMiHO-,
ryaHiguHo-, iHgonin- i imMigasonin-rpynn mMoxyte OyTn 3amilleHi NpUAHATAMKU B XiMii NEenTUAiB 3aXUCHUMM
3anuwkami, nepesakHo aueTmn-, 6eHsunokcukapboHin- abo TpeT.6yTnnokcnkapboHin-rpynamu,

R 03Hayae aToM BOAHIO,

ankineHy rpyny 3 1-7 atomamu ByrneLto, ska B ®-NONOXEHHi Moxe OyTn 3amilleHa uuknorekenn-, eHin-,
nipuavHin-, giasvHin-, rigpokeci-, amiHo-, ankinamidHo-, fgiarkinamiHo-, kapbokcu-, amiHokapOoHin-,
aMmiHokapboHinamiHo-, aueTunamiHo-, 1-niponignHin-, 1-ninepuanHin-, 4-(1-ninepuavkin)-1-ninepuguHin-, 4-
MopdoniHin-, rekcarigpo-1H-1-aszeninin-, [bic-(2-rigpokcmetun)jamiHo-, 4-ankin-1-linepa3uHin- a6o 4-(o-
rigpokemarkin)-1-ninepasuHin-rpynoto,

beHinbHYy abo NipUAVHINEHY rpyny,

npUYyomMy BKasaHi BULLE reTepouuKniyHi 3anuLKy i eHinbHi rpynyu 4oAaTKOBO Y BYrfeLeBoMY KapKaci MOXYTb
OyTM OoAHO-, OBO- 4M Tpu3amilleHi atomamu ¢Topy, Xopy abo Gpomy, MeTun-, ankokcv-, TpPMdTOpMEeTUs-,
rigpokcu-, amiHo-, aueTunamiHo-, amiHokapOOHin-, uiaH-, MeTUncynbgOHINOKCK-, TPUPTOPMETOKCU-,
TpudcptopmeTUnTio-, TpndTopMeTUncynbdiHin- abo TpndTopMeTUNCYNbOHIN-rpyNnamm i 3amiCHUKM MOXYTb ByTn
oAHakoBMMUK abo pisHUMK,

R* o3Hauae aTom BogHi0 a6o npu HeoOXiAHOCTI 3amileHy deHin- abo nipuavHin-rpynoto arkin-rpyny 3 1-3
aTomMamu syrneuio abo

R%*i R pa3omM i3 BKIIOYEHNM aTOMOM a30Ty 03Ha4aloTb 3aSULLOK 3aranbHoi hopmynu

RIZ

(CH),
/;\N [ {CHy), ’7 ™~ R (zvi,

S CRURM™
B IKOMY
03Hauvae aToM ByrneLto abo, AKLo R'™ o3Hauae BiNlbHY Napy eneKkTPOHiB, TaKOX O3HA4YaE aToM a3oTy,
r osHavae yucna 0, 1 a6o 2,
g o3Havae uicna 0, 1 abo 2,



R o3Havae atom BOAHIO, aMmiHO-, arkKinamiHo-, pfiarkinamiHo-, ankin-, uuknoarnkin-, amiHoarnkin-,
ankinamiHoarkin-, giankinamiHoarkin-, amiHoimiHomeTun-, amiHokapboHinamiHo-, ankinamiHokapOoHinamiHo-,
umKknoankinamiHokapboHinamiHo-, deHinamiHokapboHinamiHo-, amiHokapGoHinankin-, amiHokapboHinamiHoarkin-,
arkokcrkapOOoHin-, ankokckapBoHinankin-, kapbokcuarkin- abo kapbokcu-rpyny,

deHin-, nipnanHin-, giasvHin-, 1-Hadpmn-, 2-HadTn-, NipuanHinkapboHin- abo deHin-kapboHin-rpyny, gka vy
BYITELLEBOMY Kapkaci Mmoxe OyTM ofHO-, ABO- 4/ Tpu3amileHa aTtomom dTopy, Xxrnopy abo Gpomy, ankin-,
ankoKkcu-, MeTUnCcynbOHINOKCn-, TpudTopMeTUn-, TMApPOKCU-, amiHo-, aueTunamiHo-, amiHokapOoHin-,
amiHokapboHinamiHo-, aMmiHokapOoHinamiHoMeTun-, uUiaH-, kapbokon-, kapbarnkokcu-, kapbokcuarkin-,
kapbarnkokcuarkin-, ankaHoin-, o-(giankinamiHo)ankaHoin-, wo-(giankinamiHo)arnkin-, ®-
(miankinamiHo)rigpokcuarkin-, w-(kap6okev)-ankaHoin-, TpuTopmMeTOKCH-, TpudTropMmeTUnTio-,
TpucptopmeTuncynedinin-  abo  TpudtopmeTUncynbOHIN-rpynamMmu, nNpPUYOMYy 3aMiCHUMKM  MOXYTb  Oytn
ofHaKkoBMMM abo pisHUMK,

3B'a3aHy yepe3 aTtom asoty 1,3-gurigpo-2-okco-2H-imigasonin-, 2,4(1H,3H)-giokconipymignnin- abo 3,4-
avrigpo-2(1H)-okconipumiguHin-rpyny, sika moxe Oyt 3amiweHa deHinbHO rpyrnot abo ska no noAsiiHOMY
3B'A3Ky MOXxe OyTn koHAeHCcoBaHa 3 6eH30MbHUM, NipMAMHOBMM abo Aia3nMHOBUM KiNbLEM,

1,1-pgiokenpo-3(4H)-okco-1,2,4-6eH30TiagiasvH-2-in-rpyny,

4-10-uneHHy asauuknoarnkinbHy rpyny, 5-10-uneHHy okcasa-, Tia3a- abo giasaumkroankineHy rpyny, abo 6-10-
YneHHy a3abiuvkrnoankinesHy rpyny,

NPUYOMY BKa3aHi BULLE MOHO- i BiLWKNiYHI reTepoumknmy 3'egHaHi Yepes aTtoM a3oTy abo Byrneuro i

MOXYTb OyTM 3amilleHi arkinbHOw rpynow 3 1-7 aTtomMamu BYyIfeulo, ankadoin-, AiankinamiHo-,
eHinkapboHin-, nipnavHinkapGoHin-, KapOoKkcuankaHoin-, kapbokcvarnkin-, ankokcukapOoHinarkin-,
arnkoKkcukapOOoHin-, amiHokapbOoHin-, arkinamiHokap©OoHin-, arkincynbgoHin-, LMKnoarnkin- abo
UMKMoankinankineHoOK  rpyrot, nNpuv  HeoOXOHOCTI  arkinsamileHow B UMKMi  uuknoankinkapboHin-,
asaumkrnoarkinkapboHin-, giazauvknoankinkapboHin- abo okcasaumknoankin-«kapboHinsHO rpynoto,

NPUYOMY HasBHI B LMX 3aMiCHUKaX aniumknivyHi YactuHu Mictate 3-10 YneHiB LuKny, reTepoLMKIIiYHi YacTUHM
MicTsATb 4-10 uneHiB LMKy, @ BKa3aHi BULE (PeHiNbHi i NipUAMHINBHI 3anuLLKK B CBOKO Yepry MoXyTb 6yt ogHo-,
ABO- 4M TpusamiweHi atomamu dropy, xnopy abo Opomy, ankin-, ankokcu-, MeTUNCYNbgOHINOKCHU-,

TpUgTOpMETUS-, rigpokcu-, amiHo-, aueTmnamiHo-, amiHokapBoHin-, amiHokapOBoHinamiHo-,
aMiHokapboHinamiHomeTun-, LjiaH-, kapbokcu-, kapbarnkokcu-, kapbokcumarnkin-, kapbarnkokcuankin-, ankaHoin-, o-
(miankinamiHo)ankaHoin-, wo-(kapbokcv)ankaHoin-, TpUTOPpMETOKCH-, TpudTopMETUATIO-,

TPUGTOPMETUNCYNbQIHIN- abo  TpudTopMeTUNCynbOHIN-rpynaMmu, MNpuYoMy 3aMiCHUKM  MOXYTb  Oytn
oAHakoBMMUK abo pisHMMK, abo

R™ pasom i3 R™ i Y® o3Havalom 4-7-uneHHuit umknoanigpaTMyHNn LMK, B SIKOMY MeTUNEeHOoBa rpyna Moxe
6y 3amiweHa rpynoto -NH- abo -N(arkin)-,

NPUYOMY aTOM BOAHIO, NPUENHAHMII 1O aToMy a30Ty rpynu R'® Moxe GyTh 3aMilLeHI 3aXMCHUM 3aMULLKOM,

R" o3Hauae aTom BO/JIHIO,

ankineHUM 3anuwok 3 1-4 atomamu ByrmeLto, NPUYOMY NiHIMHUA ankiNnbHUI 3anULOK B ®-NOSIOXEHHI MOXe
Oy 3amiweHun deHin-, nipuavHin-, Aia3wHin-, amiHo-, ankinamiHo-, AiarkinamiHo-, 1-miponigwHin-, 1-
ninepumHin-, 4-meTun-1-inepasuHin-, 4-mopdoniHin-abo rekcarigpo-1H-1-aseninin-rpynoto,

ankokcukapOoHineHy, UiaH- abo amiHOKapOOoHiNbHY rpyny abo o3Havae BifbHY Mapy enekTPoHiB, SKLLO \&
npeacraensie atoM a3oTy, a

R®iR™ koxeH osHauac aTom BOJHI0 abo,

akwo Y® npeacrasnsie atom Byrmnewo, R'? pasom i3 R™ Takox o3Hauae HacTyNHUMiN ByrMeLEBO-BYIELIEBUIA
3B'a3ok, npuyomy R'® mae BkasaHi patille 3HayeHHsi, a R™ npeacraensie atom BoaHio, a6o,

akwo Y I'Ig)e,CI,CTaBJ'IFIS aToM Byrmeuto, R'? pasom i3 R™ Takox osHauae HaCTYMHWI BYITELIEBO-BYITELIEBUIA
3B'A30K, a R’ pasoMm i3 R® j 3ajisHUM NoABIMHMM 3B'A3KOM MpPeacTaBnsaiT> 4YacTKOBO rigpoBaHum abo
apoMaTUYHW 5-7-4neHHnin, MOHO- abo BiLmknivyHUI kapbouukn abo reTepoumkn,

npuyomMy BCi HasBaHi BULUEe ankifbHi i anKOKCUMbHI TPYNM, @ TaKOX HasiBHI B iHLWMX Ha3BaHMX 3anuiikax
arnkineHi rpynn, SIKWO iHWe He BKa3aHo, MOXYTb MICTUTW 1-7 aToMiB BYrneLto, BCi Ha3BaHi BULLE LMKNOASKifbHi
rpynu, a TaKOXK HasiBHi B iHLLUMX HA3BaHMX 3anULLKaX LMKIOANKiNbHi IPYNK, SKLLO iHLWEe He BKa3aHO, MOXYTb MiCTUTK
5-10 aTomiB Byrnewo i

npuyoMy nig HasBaHWM BULIE apoiNbHUM 3anuLKOM Ccnif po3yMiTW, Hanpuknag, 6GeH3oinbHnin abo
HaTOINbHUIA 3a5NLLOK.

Mig BkazaHUMM y HaBedEeHNX BULLE | HWKYE BU3HAYEHHSAX 3aXVICHUMM 3arMLLKaMK Crig pOo3yMiTW NMPUNHATI B
XiMiT nenTuaiB 3axMcHi rpynu, 3okpema,

npu Heob6xigHOCTI 3amilleHa y eHiNbHOMY siipi aTOMOM ranoreHy, HiTpo- abo eHinbHOW rpynoto, ogHieo
abo ABoma MeToKCu- rpynamm eHinankokeMkapOoHinsHY rpyny 3 1-3 atomMmamu BYrmeLo B anKoKGUIbHIN YacTuHI,

Hanpuknag, 6eH3nnokenkapboHin-, 2-HiTpo-6eH3nNoKcuKapBoHin-, 4-HiTpo-6eHannokcn-kapboHin-, 4-meTokeu-
6eH3nnokcrkapboHin-, 2-xnop-6eHannokcrkapboHin-, 3-xnop-6eH3aunnokcukapboHin-, 4-xrop-
OeHaunokcukapboHin-, 4-6icdeHinin-a, o-guMeTUNGEH3nNoKckapboHin- abto 3,5-guMeToKcu-ol,o-gUMeTUnN-
©eH3unokcukapOoHiINbHY rpyny,

ankoKCuKapOOoHinbHY rpyny 3 1-5 atomamm ByrneLo B ankinbHii YacTuHi,

Hanpuknaz, MeTOoKCUKapOoHin-, eTokcukapOoHin-, n-nponokcukapboHin-, i3onponokcu-«apboHin-, n-
6yTokcukapboHin-, 1-MeTMnnponoKcMkapOoHin-, 2-MeTunnponokcM-kapboHin- abo TpeT.0yTunokcmkapOoHinbHy
rpymy,

aninokcukapboHinery, 2,2,2-tpuxnop-(1,1-gumeTuneTokcm)kapboHin- abo 9-cTopeHinveTokcn-kapboHinbHy
rpyny abo

dopMminbHy, aueTnneHy abo TpudTopaueTUnbHY rpymny.

[aHni BuHaxig CTOCYeTbCA pauemaTiB, AKLWO CNoNnyku 3aranbHoi opmMynn | MICTATE Tmlie oguH XiparnbHUNn
enemMeHT. OpHauve, BMHaxi4 OXOMIIOE TaKOX OKPemi AiacTepeoMepHi napu aHtunois abo ix cymiwi, wWwo
YTBOPHOKTLCS B pasi HassiBHOCTI BinbLL, HiXk 0AHOro XipanbHOro eNeMeHTa B criofykax 3aranbHoi oopmynu |.

OcobnuBy nepesary MatTb CMONYKK, WO MignadalTb Nig 3aransHy gopmyny |, B AkMx Z npunMae 3HayeHHs



NR', a m npunmae 3HadveHHs 0, D- abo (R)«koHdirypoBaHi CTOCOBHO aMiHOKMCIOTHOI YaCTKOBOI CTPYKTYpu
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YaCTKOBOT CTPYKTYpU cpopMyrnun
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npocTopoBo NobynoeaHi aHanoriyHo (R)-kKoHirypoBaHi YacTKOBI CTPYKTYpi chopmynm V.

Cnonyku 3aranbHoi gopmynu | MatoTb LiHHI dbapmMakonoriyHi BMACTUBOCTI, WO 6a3yloTbCsl Ha iX CENEKTUBHUX
CGRP-aHTaroHictM4HmMx BnactmeocTtsax. HactynHum npegMeToM 4aHOro BUHaxody € nikapcbki 3acobm, Lo MicTATb
i Ccrnonyku, iXx 3acTocyBaHHs Ta iX BUTOTOBMEHHS.

OcobnuBo cnu:t BI,CI,MITVITI/I niarpyny cnonyk 3arankHoi oopmynu |, B sikux

A, R2 R3 R R1 X,Z,aTakoX m i 0 MaloTb HaBedeHi BULLE 3HAYEHHS, a

R o3Hauae npu Heo6x|,u,Hoc;T| B MONOXEHHI aToMa a30Ty 3aMilLeHy ankineHy rpyny 3 1-6 atomamu Byrnewo
abo 3amilleHy eHINMMEeTUNbLHO PYNOoK MiHIMHY ankinamiHorpyny 3 1-6 atomamu Byrneut, siki B ®-NONOKEHHI
MOXYTb OyTU 3aMmiLLeHi

LuKnoarnkineHot rpynoto 3 4-10 atomamu ByrneLto,

opHieto abo geoma dheHinbHUMYK rpynamu, 1-Hadtun-, 2-Hadtun- abo GideHinin-rpynoto,

1H-inpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-14n-, 2,4(1H,3H)-
piokcoxiHa3oniH-3-in-, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipumianH-3-n-, 3.,4-purinpo-2(1H)-okcoTieHo[3,4-
d]nipumignu-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipymiguH-1-in-, 3,4-purippo-2(1H)-okcoTieHo[3,2-
dInipumignn-34n-, 3,4-gurigpo-2(1H)-okcoTtieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHasoniH-1-in-, 3,4-
avrigpo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcmpo-3(4H)-okco-
1,2,4-0eH3oTiagiasnH-2-n-, 1,3-gurigpo-4-(3-tieHin)-2H-2-okcoimigason-1-in-, 1,3-purigpo-4-ceHin-2H-2-
okcoimigazon-14n-, 1,3-aurigpo-5-teHin-2H-2-okco-imigason-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso-[4,5-c]xiHoniH-
3-in-, 3,4-purigpo-5-ceHin-2(1H)-okconipumignH-3-in-, 3,4-gurigpo-6-cdeHin-2(1H)-okconipumignH-3-n-abo 1,3-
avrigpo-2H-2-okcoimigaso[4,5-blnipuamH-3-in-rpynoto,

3B'I3aHMM Yepe3 aTOM BYITEL 5-YNeHHUM reTepoapoMaTUyHUM LIMKITOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipky abo nopsia i3 aTOMOM a30Ty MiCTUTb aTOM KUCHIO, aToM Cipku abo e oauH aTtom asoTy NpuyomMy aToM
a30Ty iMiHOrpyNy Moxe OyTn 3aMilLeHWIA ankinbHo rpynoto, abo

3B'SI3aHVM Yepes aToM BYrMeLuo 6-4neHuM retepoapoMaTUyHUM LIMKIIOM, WO MicTuTb 1, 2 abo 3 aTtomu asory,
npuyomy siKk A0 5-uneHoro, Tak i 40 6-4NeHHOro reTepoapoMaTMYHOrO MOHOLMKIIYHOIO KinbLUs Yyepes ABa CYCiaHi
aToMu Byrmeulw Moxe Oytm npuegHaHa 1,4-OyragieHineHoBa rpyna i YTBOPEHi TakuMM YMHOM  GiLMKIIiYHI
reTepoapoMaTuyHi KifbLs TakoX MOXYTb Oyt 3'eaHaHi Yepes aTom Byrneuto 1,4-OyTagieHineHoBoT rpynu,

NpUYoOMy BKa3aHi paHille Ans 3amilleHHs1 ankinamiHorpyn B o-nosioKeHHi geHin-, Hadtun- i BideHinin-rpynu,
a TakoX Mpuv HeobXiAHOCTI YaCTKOBO riApOBaHi OOHO- i ABOLMKMIYHI reTepoapoMaTuyHi LMKM y BYITeLeBoOMY
Kapkacd A04aTKOBO MOXYTb OyTW ogHO-, ABO- YM Tpu3amilleHi aTomamu dtopy, xrnopy abo 6pomy, ankinbHUMuK
rpynaMmu, UuKnoarkineHuMu rpynamum 3 3-8 aTtomamum BYyrneulo, HiTpo-, arnkokcu-, deHin-, deHinankokcn-,
TPUGTOPMETUN-, aNKOKCMKapOOHin-, ankokcukapOoHinarkin-, kapbokcu-, kapbokcuarnkin-, giankinamiHoarkin-,
rigpoKkcu-, amiHo-, aueTurnamiHo-, nponioHinamiHo-, ©6eH3oin-, 6eH3oinamiHo-, ©GeH30INMeTUN-aMiHO-,
amiHokapboHin-, arkinamiHokap6oHin-, AiarnkinamiHokap6oHin-, (1-niponiguHin)«ap6oHin-, (1-
ninepuaHin)kapboHin-, (rexcarigpo-1H-asenin-1-in)kap6boHin-, (4-meTnn-1-ninepasuHin)kapboHin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, uiaH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUdTopMeTUNCYNbdiHIN- abo
TpucptopmeTUncynboHin-rpynamu, NpUYoMy 3aMiCHUKM MOXYTb Oyt oaHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHO- i BGeH30iNMVeTUNamiHOrpynM B CBOK 4Yepry B (PeHiNbHIA YacTuHi A0AaTKOBO
MOXYTb Oyt 3amileHi aTtomom dTopy, xmopy abo 6pomy, ankin-, TpudTopmeTun-, amiHo- abo
aueTvnamiHorpynoto,

npuMyoMy BCi Bka3daHi BuLLEe arnkifbHi i ankoKCUIbHI rpynu, a TakoX HasiBHI B iHLWWX Ha3BaHWX 3anuilkax
arnkinbHi rpynu, AKLLO iHLe He BKa3aHo, MOXYTb MiCTUTK 1-4 aTtomu Byrmeuo,

iX TayTomepu, ix giactepeomepu, ix eHaHTIOMepH, IX CyMiLLi Ta ix coni.

Kle Joro, 0Cco6nMBo cnid BiAMITUTY NiArpyny Cnonyk 3aranbHoi gopmynu |, B Aknx

R R R R11 X, Z,a TakoX m i n MaloTb 3HaYeHHS, BKa3aHi Ans HaBeAeHOl BULLE Niarpynu,

R osHavae niHiiHY ankinbHy rpyny 3 1-7 atomamu ByrmeL, sika B o-10MOKEHHI Moxe OyTv 3amiweHa



LMKnoarnkinsHot rpynoto 3 4-10 atomamm ByrmeLto,

opHieto abo geoma dheHinbHUMYK rpynamu, 1-Hadtun-, 2-Hadtun- abo GideHinin-rpynoto,

1,3-purigpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-3-in-
, 2,4(1H,3H)-giokcoTieHo[3,4-d] nipumigmH-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipumiavnH-3-in-, 3,4-gurigpo-
2(1H)-okcoTieHo[3,4-dnipumigmH-1-4n-,  3,4-aurigpo-2(1H)-okcoTieHo[3,2-d]nipumignH-3-in-,  3,4-gurigpo-2(1H)-
okcoTieHo [3,2-dInipumiguH-14n-, 3,4-auriapo-2(1H)-okcoxiHasoniH-1-in-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in-,
2(1H)-okcoxiHoniH-3-n-, 2(1H)-okcoxiHokcaniH-34n-, 1,1-giokcnao-3(4H)-okco-1,2,4-6eH3oTiagiasmH-2-in-, 1,3-
avrigpo-2H-2-okcoimigasonipnanHin-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-34n-, 1,3-gurigpo-2H-2-
okcoimigaszon-14n-a6o 3,4-gurinpo-2(1H)-okconipymiguH-3-in-rpynoto, NpMyYoMy KOXHa 3 [[BOX OCTaHHIX rpyn
nonoxeHH 4 Ta/abo B nonoxeHH 5 abo B nonoxeHHi 5 Ta/abo 6 moxe 6yTM ogHO- abo ABo3aMilleHa MiHIKHOK YK
po3ranykeHol arnkinbHUMu rpynamu, denin-, bideHinin-, nipuavHin-, giasuHin-, dypun-, TieHin-, niponin-, 1,3-
okcasonin-, 1,3-tia3onin-, isokcasonin-, nipazonin- 1-metunnipasonin-, imigasonin- abo 1-vetTuniMigasoninbHo
rpynamu i 3amicHVK1 MoXyTb OyTWM ogHaKoBUMYK abo pi3HUMMK,

3B'A3aHMM Yepe3 aTOM BYrMeL 5-4neHHUMM reTepoapoMaTUYHUM LMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipkn abo nopsig 3 aTOMOM a30Ty aTOM KMCHIO, Cipki abo iHWMIA aToM a30Ty, MPUYOMY aTOM a30Ty iMiHOTpynu
Moxe 6yTn 3aMmilleHUI ankinbHO rpynoto,

abo 3B'A3aHNM Yepe3 aToM BYrneL o 5-4neHHUM reTepoapoMaTUyYHM LUKITOM, Lo MiCTUTb OAWH, ABa abo Tpu
aToMu asoTy,

NpUYOMY SIK 4O BKa3aHUX BULLE 5-4neHHUX, TaK i 40 6-YNeHHMX reTepoapoMaTUYHNX MOHOLMKIIYHMX Kineup
Yepes ABa CyCioHi atomu Byrneut Moxe Oytv npuegHaHa 1,4-GytagieHineHosa rpyna i yTBOpPEHi TakuM YMHOM
GiuuKniYHi reTepoapomMaTUYHi KirnbUsi TakoX MOXYTb OyTn 3'egHaHi yYepe3 atom Byrneul 1,4-GyTagieHineHoBoil
rpynm,

NPUYOMY BKa3aHi paHiwe Ans 3amilleHHs arkinbHWUX rpyn o-nonoXeHHi deHin-, Hadptun- i GideHininsHi rpynu,
a TakoX Mpu HeobXiAHOCTI YaCTKOBO riApOBaHi OOHO- i ABOLMKAIYHI reTepoapoMaTuyHi LMKIM y BYITeLeBoMYy
Kapkacd A04aTKOBO MOXYTb OyTW oOHO-, ABO- YM Tpu3aMmilleHi aTomamu dtopy, xnopy abo 6pomy, ankinbHUMuK
rpynaMmu, UuKnoarkineHuMu rpynamum 3 3-8 aTtomamum Byrneulo, HiTpo-, arnkokcu-, deHin-, deHinankokcn-,
TpudpTopmMeTUn-, ankokcukapboHin-, ankokcukapboHinarkin-, kapbokcu-, kapbokcuarkin-, Aiankin-amiHoarkin-,
rigpokcv-, amiHo-, aueTunamiHo-, nponioHinamiHo-, ©6eH30in-, 6eH3oinamiHo-, GeH3oiNMeTUNamiHo-,
amiHokapboHin-, arkinamiHokapOoHin-, AiarkinamiHokap©6oHin-, (1-niponiguHin)«ap6oHin-, (1-
ninepuaHin)kapboHin-, (rexcarigpo-1H-asenin-1-in)kap6boHin-, (4-meTnn-1-ninepasuHin)kapboHin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, uiaH-, TpuropmeTokcn-, TpMTopP-MeTUNTIO-, TPUdTopMETUNCYNbMIHIN- abo
TpucptopmeTUncynboHin-rpynamu, NpuYoMy 3aMiCHUKM MOXYTb Oyt oaHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH3oinamiHo- i GeH3oiNMeTUn-aMiHOrpyNn B CBOIO 4epry B PeHiNbHIiA YacTuHi [0AaTKOBO
MOXYTb Oyt 3amiweHi aTtomom dTopy, xmopy abo 6pomy, ankin-, TpudTopmeTun-, amiHo- abo
aueTunamiHorpynoto, a

A 03Havae NpocTui 3B'A30K,

NPUYOMY BCi HasBaHi BULUE arKifbHi i ankOKCWUSIbHI TPYNK, a TaKOX HasBHI B iHWMX Ha3BaHWUX 3anulikax
ankinbHi rpynu, AKLLO iHWe He BKadaHo, MOXYTb MiCTUTK 1-4 atomu Byrnewyo,

X TayTomepu, ix giactepeomepu, ix eHaHTiOMepw Ta ix coni.

MepeBary MaloTb CNonyku 3aranbHoi popmynu |, B aknx

R o3Hayvae niHinHy ankineHy rpyny 3 1-5 atomamu ByrneLwo, Aka B @-MOMOXEHHI Moxe OyTn 3amilieHa

LMKIoarnkinbHO rpynoto 3 4-7 atomamm ByrfeLto,

opHieto abo geoma dheHinbHUMYK rpynamu, 1-Hadtmn-, 2-Hadptun- abo (4-6icpeHinin)-rpynoto,

1,3-purigpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-1-in-, 2,4(1H,3H)-giokcoxiHasoniH-3-in-
, 2,4(1H,3H)-giokcoTtieHo[3,4-d]nipumiann-3-in-, 3,4-aurigpo-2(1H)-okcoTieHo[3,4-d]nipumiguH-3-in-, 3,4-gurigpo-
2(1H)-okcoTieHo [3,4-dInipumiguH-1-in-, 3,4-gurigpo 2(1H)-okcoTieHo[3,2-dnipymignH-3-in-, 3,4-aurigpo 2(1H)-
okcoTieHo[3,2-d]nipumignH-14n-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-1-in-, 3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in-,
2(1H)-okcoxiHoniH-3+in-, 2(1H)-okcoxiHokcaniH-34n-, 1,1-giokcnao-3(4H)-okco-1,2,4-6eH3oTiagiasmH-2-in-, 1,3-
aurigpo-2H-2-okcoimigasonipnanHin-, 1,3-gurigpo-2(2H)-okcoimigaso-[4,5-c]xiHoniH-34n-, 1,3-gurigpo-2H-2-
okcoimigaszon-1n-a6o 3,4-gurigpo-2(1H)-okconipumianH-3-in-rpynamu, NpUYOMy OBi OCTaHHI rPynv B 3anEXHOCTI
Bi 06CTaBVH B NOMNOXeHHi 4 Ta/abo 5 abo B nonoxeHHi 5 Ta/abo 6 MoxyTb 6yTM OOHO- YM OBO3AMILLEHI HUKYUMMN
NIHIMHAMYW YM pO3ranyKeHUMK arnkinbHAMK rpynamu, deHin-, bideHinin-, nipuaHin-, giaswHin-, dypun-, TieHin-,
niponin-, 1,3-okcasonin-, 1,3-tia3onin-, isokcasonin-, nipasonin-, 1-vetunnipasonin-, imigasonin- aéo 1-vetmn
iMmigasonin-rpynamu i 3aMmicHVKM MoXyTe 6yTM ogHakoBuUMM abo pisHUMK,

3B'A3aHMM Yepe3 aTOM BYrMeLU 5-4neHHUMM reTepoapoMaTUYHUM LMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsa 3 aToMOM a3oTy aTOM KMCHIO, Cipku abo iHLWMIA aToM a3oTy, NpUYoMy aToM asoTy iMiHOrpynu
Moxe 6yTn 3aMilleHUI ankinbHO rpynoto,

3B'A3aHMM Yepe3 aToM BYrMeLo 6-4neHHUM reTepoapoMaTUYHM LIMKIOM, SIKMIA MiCTUTL oguH abo aBa atomu
asorTy,

npuyomMy sIK 40 5-4neHoro, Tak i OO 6-4YNeHHOro reTepoapoMaTUYHOro MOHOLMKIIYHOIO Kirbusa Yepe3 ABa
cycigHi atomu Byrneut moxe Oy npuegHaHa 1,4-OyragieHineHoBa rpyna i yTBOpeHi TakMM YMHOM OiLMKIiYHi
reTepoapoMaTuyHi KifbLs TakoX MOXYTb Oyt 3'eaHaHi Yepes aTom Byrneuto 1,4-0yTafieHineHoBoT rpynu,

abo o3Havae Npu HeOGXiAHOCTI B MOMOXEHHI aTOMa a30Ty 3aMilLeHy ankinbHy rpyny 3 1-3 atomamu ByrneLo
abo 3amilleHy (heHiNn-MeTUNBbHOIO TPYNOLD JIiHIAHY arkinamiHorpyny 3 1-4 atomMmamu Byrfeuto, ka B @-MOJIOKEHHI
Moxe ByTn 3amilleHa

LMKnoankinbHOo rpyrnoto 3 4-7 atomamu ByrreLto,

ofHieo abo gBoMa eHinbHUMK rpynamu, 1-Hadtun-, 2-HadpTun- abo (4-6ideHinin)-rpynoto,

1H-iHpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigason-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-1-4n-, 2,4(1H,3H)-
AioKkcoxiHa30niH-3-in-, 2,4(1H,3H)-piokcoTieHo[3,4-d]nipymignH-3-in-, 3,4-purippo-2(1H)-okcoTieHo[3,4-
d]nipyumignH-34n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipymiguH-1-in-, 3,4-purinpo-2(1H)-okcoTieHo[3,2-
d]nipumignu-3-in-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHazoniH-1-in-, 3,4-
avriapo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnao-3(4H)-okco-



1,2,4-0eH30oTiagiasnH-2-n-, 1,3-gurigpo-4-(3-tieHin)-2H-2-okcoimigason-1-in-, 1,3-purigpo-4-ceHin-2H-2-
okcoimigazon-14n-, 1,3-aurigpo-5-deHin-2H-2-okcoimigaszon-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-3-
in, 3,4-purinpo-5-ceHin-2(1H)-okconipumigun-3-in-, 3,4-gurigpo-6-ceHin-2(1H)-okconipumignH-34n- abo 1,3-
aurigpo-2H-2-okco-imigaso[4,5-b] nipnguH-3-in-rpynoto,

3B'I3aHMM 4Yepe3 aTOM BYITEL 5-YNeHHUM reTepoapoMaTUyHUM LIMKITOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsia 3 aToMOM a30Ty aTOM KUCHIO, Cipku abo iHLWMIA aToM a30Ty, NPUYOMy aToM a3oTy iMiHOrpynu
MoXe 6yTV 3amileHUI arkinbHOLo rpynoto,

abo 3B'A3aHMM Yepe3 aTOM Byrneul 6-4neHMM reTepoapoMaTUYHUM LMKIOM, SKM MicTuTb 1 abo 2 atomu
asoTy, NpUYOMY SK A0 5-4neHHoro, Tak i A0 6-4NeHHOro reTepoapoMaTUYHOrO MOHOLMKIIIMHOIO KifbLsa Yepes ABa
cycigHi aToMu Byrneuto Moxe O6yTm npuegHaHa 1,4-GytagieHineHoBa rpyna i YTBOPEHi TakKUM YMHOM GiLMKIIiYHi
reTepoapoMaTuyHi KifbLs TakoX MOXYTb Oyt 3'eaHaHi Yepes aTom Byrneuto 1,4-0yTagieHineHoBo1 rpynu,

NpUYOMy BKa3aHi paHile Ansg 3aMilleHHs arkin- ankinamiHorpynn B o-MONOXEHHi deHin-, Hadpmmn- i
GicpeHinin-rpynu, a Takox NpuM HeOBXiAHOCTI YaCTKOBO riApOBaHi OAHO- | ABOLMKIIYHI reTepoapoMaTuyHi LMKmM y
BYITeLLEBOMY KapKaci OAATKOBO MOXYTb Oyt ofHO-, ABO- Y4 TpU3amillgHi atomamu cropy, xnopy abo 6pomy,
ankineHUMKW rpynamu, UMKNnoarkineHUMKW rpynamm 3 5-7 atomamu BYrfeul, HIiTpo-, ankokcu-, deHin-,
deHinankokev-, TpuTOPMETUN-, ankoKcukapboHin-, arnkokcukapboHinarnkin-, kapbokcu-, kapbokcuarkin-,

giankinamiHoarkin-,  rigpokcu-, amiHo-, aueTMnamiHo-,  nponioHinamiHo-, 6eH30in-,  BGeH3oinamiHo-,
6eH3oinmeTnnamiHo-, aMiHokapboHin-, ankinamiHokapboHin-, piankinamiHokapboHin-, (1-niponiguHin)kapboHin-,
(1-ninepuanHin)kapboHin-,  (rekcarigpo-1H-aseniH-14n)kap6oHin-,  (4-mMeTun-1-inepasuHinkapboHin-,  (4-

MopdoniHin)kap6oHin-, ankaHoin-, uwiaH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUdTopMeTUNCYNbdiHIN- abo
TpucptopmeTUncynboHin-rpynamu, NpUYoMy 3aMiCHUKM MOXYTb Oyt oaHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHO- i GeH30INMVeTNamiHOIpynM B CBOK 4Yepry B (PeHiNbHIA YacTuHi A0AaTKOBO
MOXYTb Oyt 3amiweHi atomom dTopy, xmopy abo 6pomy, ankin-, TpudTopmeTun-, amiHo- abo
aueTvnamiHorpynoto,

abo 3anmLiok hopmynum

R (CH.),
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B SKOMY

p o3Hauae uncna 1 abo 2,

0 03Havae uuncro 2 abo, AKLo Y'i Y2 He o3HavaloTh O[HOYacHO aToM a3oTy, TakoX yucno 1,

Y' o3Hauae atom asoTy, AKLLO R® npepncraensie BiNbHY Napy enekTpoHiB, abo 03Hayae aTom ByrmeLt,

Y2 03Hauae atom asoTtyabo rpyny>CH-,

R® o3Hauae BiflbHY Napy enekTpoHiB, SKLIO Y' 03Hauae aTom asoTy, abo aTom BOAH!O, SKLLO Y" 03Hauae atom
BYINeLto, ankinbHy rpyny 3 1-3 atomamu ByrneLto, rigpokcu-, UiaH-, amiHokap6oHin-, kapbokcn-, ankokcukap6oHin-
, aMiHokapOoHinamiHo-, deHinmeTnn- abo ceHin-rpyny,

R® 03Hauae atom BogHio abo, sKWO Y' He € aToMOM asoTy, TakoX pa3oM i3 3anuikoM R° osHauae
[04aTKOBUI 3B'A30K,

R’ o3Hauae aTom BOAHIO abo, AKLIO Y' He € aTomom asoTy, a R R® pa3oM NpeacTaBnsalTs OOAaTKOBWA
3B'I30K, TAKOXX Pa3oM i3 3aNMLIKOM R" o3Hauae 1 ,/4-OyTagieHineHoBy rpyny,

R 03Hauae aTom BogHI0 ao ankineHy rpyny 3 1-3 atomamu ByrmeLto, ska B ®-NofoXeHHi Mmoxe 6y

3amilleHa uMknoarkineHoto rpynoto 3 5-7 atomamu Byrneuto, 1-HadTMn-, 2-HadpTun-, rigpokKcu-, ankoKcu-,
amiHo-, arkinamiHo-, AdiarkinamiHo-, ninepuavHin-, MopdoniHin-, niponianHin-, rekcarigpo-1H-1-aseniHin-,
amiHokapboHin-, ankinamiHokapboHin-, aueTMnamiHo-, LiaH-, amiHokapOoHinamiHo- abo ankinamiHokapboHinamiHo-
rpynoto abo ofHo- Yn ABo3amilleHa deHin-, nipuavHin abo AiasunHin-rpynaMm, NPUYOMY Li 3amiCHUKM MOXYTb ByTK
ofHaKoBMMM abo pisHUMH,

uMKrorekcun-, deHin-, nipuauHin-, uiaH-, amiHo-, 6eH3oinamiHo-, amMmiHokapOoHin-, ankinamiHokapOboHin-,
ankokcukapboHin-, deHinankokcukapboHin-, amiHokapOoHinamiHo-, ankinamiHokap6oHinamiHo-,
diankinamiHokap6oHinamiHo-, N-(@amiHokap6oHin)-N-ankinamiHo-, N-(arkinamiHokapGoHin)- N-arkinamiHo-, N-
(ankinamiHokap6oHin)-N-ceHinamiHo-, deHinamiHokapboHinamiHo-, [N-ceHin(ankinamiHo)lkapboHinamiHo-, N-
(cbeHinamiHokapboHin)-N-arkinamiHo-, N-(ceHin-amiHokapOoHin)-N-geHinamiHo-, 6eHaoinamiHokapboHinamMiHo-,

eHinankinamiHokapboHinamiHo-,  nipyauHinamiHokapboHinamiHo-,  N-(amiHokap6boHin)-N-deHinamiHo-,  N-
(ankinamiHokap6oHin)-N-ceHinamiHo-, N-(amiHokap6oHinamiHokap6oHin)-N-cdeHinamiHo-, N-(nipngunHin)-N-
(amiHokapboHin)amiHo-, N-(nipnamHin)-N-(ankinamiHokap6oHin)amiHo-, deHinamiHo-, nipuavHinamiHo-,

AiasuHinamiHo- abo 4-[3,4-gnrigpo-2(1H)-okco-xiHasoniH-3-in]-1-ninepnanHin-rpyny,

HacuyeHui, 3 ogHuM abo ABOMa BiNMbHMMM 3B'A3KkamMm 5-7-uneHHuW as3a-, giasa-, Tpuasa-, okcasa-, Tiasa-,
Tiagiasa- abo S,S-giokcmuaoTiagiasa-reTepouuki,

NpUYOMY BKa3aHi BULLE reTepoLUKIIN MOXYTb ByTu 3B'A3aHi Yepe3 aToM ByrreLo abo a3oTyi

MOXYTb MiCTUTM oAHY abo ABi KapBoHinbHi rpynu 6insg atoma asory,

B MONOXEHHI OOHOrO i3 aTtoMiB @30Ty MOXYTb OyTv 3amilleHi arkin-, ankaHoin-, apoin-,
rigpokcmkapboHinankin-, ankokcukapOoHin-arnkin-, deHinankokcukapOboHin-arnkin-, deHinmeTMnbHolO abo
PeHiNbHO rpynoto,

B MNOMOXEHHI ogHOro abo ABOX aTOMIB ByrMeLl MOXYTb OyTu 3amilleHi po3sranyxeHow abo niHiiHOW
ankineHow rpynoto, deHin-, deHinme™n-, Hadptn-, GideHinin-, NipuanHin-, giaswHin-, dypun-, TieHin-, niponin-,
1,3-okcaszonin-, 1,3-tiasonin-, isokcason-, mipasonin-, 1-metunnipasonin-, imigasonin- abo 1-vetunimigasonin-
rpynamu, npuyoMy 3aMiCHUKN MOXYTb OYTM 0gHAKOBMMK ab0 Pi3HUMU,

i MpMyoMy y BKasaHuxX BMLUE reTepouuknax 4Yyepes ABa CycigHi aToMu Byrneul AOAATKOBO Moxe Oytu
npuegHaHa arkineHosa rpyna 3 3-4 atomamu Byrneut abo onediHOBWIA NOABIMHUN 3B'A30K BKa3aHUX BULLE
HEHaCU4YeHUX reTepoLVKIiB Moxe OyTM KOHOEHCOBaHuA 3 OeH3on-, mipuauH-, AdiasvH-, 1,3-okcason-, TiodeH-,



dypaH-, Tiazon-, nlpon N-meTtun-nipon-, XiHoniH-, imigaszon- abo N-metun-imigason-umknom,

a60 AKLLO Y He € aToMOM asoTy, a R%i R6 pasom npeacTaBnaiTs AOAATKOBUW 3B'A30K, RN pasom i3 R’
03Havae TaKO>K 1,4-6yTrapieHineHoBy rpyny a6o,

skwo Y' osHauae aTom Byrmnewyo, RN pasom i3 R® i3 3anydeHHsm Y' Takox o3sHauae -kapGOHinbHY rpyny a6o
HaCUYeHMI Yn i3 OOHMM BiNbHUM 3B'A3KOM 5- abo 6-uneHHWn 1,3-Aiasa-reTepouukn, kv 6ins atomy asoTy Moxe
MicTUTN ofHY abo ABi KAapOOHiNbHI rpynu B LMK i, AKLIO BiH HEHACUYEHWA, MOXe ByT 6eH30KOHAEHCOBaHWA NO
NnoABiIHOMY 3B'A3KY i B MOJIOXEHHI OAHOrO i3 aTtoMiB a3oTy Moxe Oyt 3amiweHuin MeTun-, amiHo-kapOoHin-,
rigpokcmkapOoHinankin-, ankokcukapboHinankin-, heHinankokcukapboHin-ankin-, deHin-vetun-  abo
deHinrpynoto,

NpUYOMY HasiBHi y BKazaHWx Nig no3HayYeHHsI M1 R® R’ i RN sanuwukax deHin-, nipuauHin-, giasvtin-, dypun-,
TieHin-, niponin-, 1,3-okcasonin-, 1,3-tiazonin-, i3okcasonin-, nipasonin-, 1-metTnnipasonin-, imigasonin- aéo 1-
MeTUniMigasonin-rpynu, a Takok 6eH3o-, TieHO-, MipMAOo- i Aia3MHOKOHAEHCOBaHI reTepoLMKnN Y BYrmeLeBoMy
Kapkacd A04aTKOBO MOXYTb OyTW ogHO-, ABO- YM Tpu3amilleHi aTomamu dtopy, xrnopy abo 6pomy, ankinbHUMK
rpynaMmu, UuKnoankinbHUMK rpynamu 3 4-7 atoMamu Byrfewuto, HiTpO-, ankokcu-, arkinTtio-, ankin-cynbdiHin-,
ankincynbqoHin-, ankincynbgoHinamiHo-, eHin-, deHinankokcm-, TpPUTopMeTUN-, ankokckapOboHin-,
ankokcukapOboHinarkin-, kapbokcu-, kapbokcvarkin-, giankin-amiHoankin-, rigpokcu-, amiHo-, aueTuramiHo-,
nponioHin-amiHo-, 6eH30in-, 6eH30in amiHo-, 6eH3oinMeTMNnamiHo-, amiHOKapOOoHin-, ankinamiHokapOboHin-,
piankinamiHokap@oHin-, rigpokcuankinamiHokapOoHin-, (4-vopdoniHinkap6oHin-, (1-niponiguHin)kap6oHin-, (1-
ninepuanHin)kapboHin-, (rekcarigpo-1-a3eniHin)«ap6boHin-, (4-metun-1-ninepasuHin)kapboHin-, MeTuneHaiokeu-,
amiHo-«apboHinamiHo-, amiHokapboHinamiHoarkin-, arkinamiHokap6oHinamiHo-, ankaHoin-, uiaH-,
TpudptopmeTokCcn-, TpUTOpMETUNTIO-, TpUGTOPMETUNCYNbGIHIN- abo  TpudTopMeTUncynbdOoHInrpynamu,
NPUYOMY 3aMiCHUKM MOXYTb OyT1 ogHaKoBMMM abo Pi3HUMW, @ HAsIBHI y BKa3aHWX BULLE 3anuvLiKax ankinbHi rpynu,
AKLLO iHLWEe He BKa3aHo, MOXYTb MicTuTK 1-3 aToMK ByrneLto,

X 03Ha4vae aTom KucHio abo 2 atomu BOAH!HO,

ZoaHaqae MeTUNeHoBY rpyny abo rpyny - -NR'-, B sikiit

R’ o3Hauae aTom BogHIo 260 arkineHy rpyny 3 1 -3 aTomMamu ByrreLo,

R" osHauae aTom BogHIo, arnkineHy rpyny 3 1-3 atomamu Byrneuto abo ankokcukapOoHinbHy rpyny 3 2-4
aToMamu ByrneLo,

n o3Havae yncna 1 abo 2 abo, AKLWO m o3Ha4vae Yicno 1, Takox vmcno 0,

m o3Ha4ae yucna 0 abo 1,

R? o3Hauae deHrin-, 1-Hacdptmn-, 2-vacdmn-, 1,2,3,4-tetparigpo-1-Hadptun-, 1H-ingon-3-in-, 1-memwmn-1H-
iHoon-34n-, 1-dopmin-1H-iHgon-3-in-, 1-(1,1-gumeTuneTokevkap6oHin)-1H-ivgon-3-in-, 4-imigasonin-, 1-veTun-4-
imigasonin-, 2-tieHin-, 3-TieHin-, Tiasonin-, 1H-iHpason-3-in-, 1-metTMn-1H-iHaazon-3-4n-, 6eH3o[b]dyp-3-in-,
6eH3o[bltieH-3-in-, nipnanHin-, XiHoniHin- abo i3oxiHoMiHIN-rpyny,

NpU4YoMy BKa3aHi apoMaTU4Hi i reTepoapoMaTuyHi 3anuLLKn y BYrneLeBoMy Kapkaci 40JaTKOBO MOXYTb B6yTu
O[HO-, ABO- 4X Tpu3amilleHi aTomamu dropy, xrnopy abo 6Gpomy, po3ranykeHMMn abo MiHIMHUMUK arkinbHUMK
rpynamu, uuknoaskin-rpynamm 3 4-7 atomamu Byrmeuto, eHinankin-rpynamm, ankeHin-, ankokcu-, ¢eHin-,
eHinankoken-, TpudTopMeTUn-, ankokcukapboHinankin-, kapbokcuarkin-, ankokcukapboHin-, kapbokcu-,
diankinamiHoarkin-, giankinamiHoarnkokcu-, rigpoKcu-, HiTpo-, amiHo-, aueTnamiHo-, nponioHinamiHo-, 6eH30in-,
6eH3oinamiHo-, BeH3oinMeTMnamiHo-, MeTUNCYNbdOHINOKMM-, amiHokapOoHin-, arnkinamiHokap6oHin-,
AiankinamiHokapOoHin-, ankaHoin-, uiaH-, TetTpasonin-, peHin-, nipuguHin-, Tiazonin-, pypun-, TPUHTOPMETOKCH-,
TpucptopmeTUnTio-, TpndTopMeTUncynbdiHin- abo TpudTopMeTUncynbOHIN-rpynamu i 3amiCHUKM MOXYTb GyTn
ofiHaKoBMMM abo pisHUMH,

A oO3Hayae 3B'A30k abo 3'egHAHU Yepe3 KapOOHINMbLHY rpyny 3 R3R4N-rpynoro 3aranbHoi copmynu (1)
,qBOBaneHTHMVl 3anuwok hopmynm

s"\ .

BFIKOMy

R i R? pasom o3HauatoTh n- nporineHoBy rpynyabo

R O3Hayvae aTom BOAH abo arnkineHy rpyny 3 1-3 atomamm ByrneLto, a

R® 03Hauae aTom BoaHIo a6o po3ranykeHy 4u MiHiHy ankineHy rpyny 3 1-4 atomamu Byrneuo, sika, sKLIO
BOHa MiHiHa, B @-MOMNOXEHHI

Moxe Oyt 3amilleHa rigpokcu-, MepkanTo-, aMmiHO-, ankinamiHo-, AdiarkinamiHo-, 1-aueTMawHin-, 1-
niponiguHin-,  1-ninepmauHin-, rekcarigpo-1-aseniHin-, -MeTunTio-, rigpoKcMkapboHin-, amiHokapBoHin-,
amiHoiMiHOMeTMnamiHo-, amiHokapOoHinamiHo-, deHin-, 1H-ingon-3-in-, 1-metun-1H-iHgon-3-in-, 1-cdopmin-1H-
iHoon-34n-, 4-imigasonin-, 1-metun-4-imigasonin-, 1-Hadgpmwmn-, 2-Hacdpmn- abo nipuavHIn-rpynot, npu4oMy
BKa3aHi retepouvknu i OeHinbHi rpynn B CBOK Yepry y ByrneLeBOMYy Kapkad MOXyTb Oyt OAHO-, ABO- 4u
TpusamillgHi atomamum @Topy, xnopy abo Opomy, MeTun-, ankokcu-, TpudpropmeTun-, fgpoKen-, amiHo-,
aueTMnamiHo-, amMiHokapOoHin-, uiaH-, TpUATOPMETOKCU-, MeTUNCYNbOHINoKCK-,  TpUgTOpMETUNTIO-,
TpugTopMeTUn-cynbqiHin- abo  TpudTOpMETUNCYNbGOHIN-TPYNaMu, MPUYOMY 3aMIiCHUKM MOXYTb  Oytn
OAHaKOBMMM ab0o Pi3HUMU | MPUYOMY HASIBHI Y BKa3aHWX NPU BU3HAYEHHi 3amnunLLKy R® rpynax rigpokcu-, MmepkanTo-,
aMiHo-, ryaHiguHo-, iHgonin- i imigasonin-rpyny MoXxyts OyTi 3aMilleHi 3aXMCHUM 3arnLLKOM,

R® 03Hauae aTom BogHIo,

ankineHy rpyny 3 1-4 atomamu ByrmneLto, ka B ®-NOJIOKEHHI MoxXe OyTn 3amillgHa uvknorekenn-, eHin-,
nipuavHin-, giasvHin-, rigpokcvi-, amiHo-,  arnkinamiHo-, fJiarkinamiHo-, kapbokcu-, amiHokapboHin-,
aMiHokapboHinamiHo-, aueTunamiHo-, 1-niponianHin-, 1-ninepuanHin-, 4-(1-ninepuankin)-1-ninepuguHin-, 4-
MopdoniHin-, rekcarigpo-1H-aseniH-1-in-, [6ic-(2-rigpokcneTun)jamiHo-, 4-metun-1-ninepaswHin- ato 4-(o-
rigpokcmarnkin)-1-ninepasuHin-rpynoto,

(I1I),



heHinbHy abo MipUAVHINEHY rpyny,

npuyoMy BKa3aHi BULLE reTepouukniyHi 3anuLKy i eHinbHi rpynyu 4oAaTKoBO Y BYrneLeBoMY KapKkaci MOXYTb
6ytv ogHo-, ABO- 4M Tpu3amilleHi atomamu dTopy, xopy abo Gpomy, MeTun-, ankokcu-, TpudTopmMeTUn-,
rgpoKkcn-, amiHo-, aueTunamiHo-, amiHokapOoOHiNn-, UuiaH-, MeTUNCYNbGOHINOKCN-, TPUETOPMETOKCHU-,
TpudptopmeTUnTio-, TpndTopMeTUnCynbdiHin- abo TpndTopMeTUNCYNbAOHIN-rpYNamu i 3amMiCHUKM MOXYTb ByTn
ofHakoBMMU abo pisHUMMK,

R* o3Havae aTom BOAHIO abo npu HeOGXiAHOCTI 3aMmilleHy (PEeHINbHOK YK NiPUANHINBHOK TPYNOK METUIBHY
abo eTunbHy rpyny

abo R*i R* pa3om i3 BKMIOUEHMM aTOMOM a30Ty 03HAUATL 3aNWLLOK 3arabHoi hopMynu
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B SIKOMY

Y® o3Hauae atom Byrneuto abo, kLo R™ osHauae BiNbHY Napy eneKkTPOHIB, TAaKOX O3HA4YaE aToM as3oTy,

r o3Hadvae yncna 0, 1 a6o 2,

g o3Havae yucna 0,1 abo 2,

R osHauae aTtom BOAHIO, aMiHO-, arkKinamiHo-, pAiarkinamiHo-, ankin-, uUuKnoarkin-, amiHoarkin-,
arnkinamiHoarkin-, giarkinamiHoarkin-, amiHoiMiHOMeTun-, amiHokapboHinamiHO, ankinamiHokapGoHinamiHo-,
uuknoarnkinamiHokapboHinamiHo-, cdeHinamiHokapboHinamiHo-, amiHokapboHinankin-, amiHokapboHinamiHoarkin-,
ankokcukapboHin-, ankokcukapboHinankin-, kapbokcuankin- abo kapbokcu-rpyny, deHin-, nipuauHin-, giasunHin-, 1-
Hadpun-, 2-HadTnn-, NipuanHinkap6oHin- abo deHin«apboHin-rpyny, KOXHa 3 AKUX Y BYITIELLEBOMY KapKaci Moxe
Oy ogHo-, ABO- Y/ Tpu3amillgHa atomamu dTopy, xnopy abo 6pomy, ankin-, ankokcu-, MeTUNCcynbOHIN-oKCu-,
TpUgTOpMETUS-, rigpokcu-, amiHo-, aueTMnamiHo-, amiHokapOoHin-, amiHokapOoHinamiHo-,
aMiHokapboHinamiHomeTnn-, LiaH-, kapbokcu-, kapbarnkokcu-, kapbokcmarkin-, kapbankokcuankin-, ankaHoin-, o-
(miankinamiHo)ankaHoin-,  -(giankinamiHo)ankin-,  -(4iankinamiHo)rigpokcuankin-,  o-(kapbokcn)ankaHoin-,
TpudptopmeToken-, TpUdTOPMETUNTIO-, TPUdTOpMEeTUNCYnNbgoHin- abo TpudTopMeTUNnCcynbGOHIN-rpynamm,
NPUYOMY 3aMiCHUKM MOXYTb ByT 0gHaKkoBMMM abo pidHUMY,

3B'A3aHy 4epe3 aTtom asoTy 1,3-aurigpo-2-okco-2H-imigasonin-, 2,4(1H,3H)-giokconipyumignnin- abo 3,4-
avrigpo-2(1H)-okconipumiguHin-rpyny, KoxHa 3 AkMx Moxe Oyt 3amiweHa deHinbHow rpynoo abo no
noAgBiiHOMY 3B'A3Ky KOHAEHCOBaHa 3 6eH30IbHUM, NIPUAMHOBMM abo Aia3uHOBMM LIMKIIOM,

1,1 -piokenpo-3(4H)-okco-1,2 4-6eH3oTiagiasnH-2-in-rpyny,

4-10-4neHHy aszauwuknoarnkineHy rpyny, 5-10-4neHHy okcasa-, Tiaza- abo pfiasauuknoarkin-rpyny a6o 6-10-
YneHHy asabiuvkrnoarnkin-rpyny,

NpUYoMy BKa3aHi BMLLE MOHO- i BiLWKNiYHI reTepouvknm 3'egHaHi yepes atoM a3oTy abo Byrneuto i

MOXYTb OyTM 3amilleHi arkinbHow rpynoto 3 1-7 aTtomMamy Byrfeul, ankadoin-, AiankinamiHo-,
deHinkapboHin-, nipuanHinkapoboHin-, kapbokcuankaHoin-, kapbokcmarkin-, arnkokcukap6oHinarnkin-,
ankokcukapboHin-, amiHokap6boHin-, ankinamiHokapboHin-, ankincynbdoHin-, uuknoankin- abo yuknoankinankin-
rpynowo, npu HeobXigHOCTI  ankin3amilleHow B UMKMI  LuMKnoankinkapOboHin-, asauyuknoankinkapboHin-,
AiasaumknoarnkinkapboHin- abo okcasauuknoarnkinkapboHin-rpymnoto,

NPUYOMY HasiBHI B LMX 3aMiCHMKaX aniyuKniyHi YacTMHU MicTATb 3-10 uneHiB UKy, a reTepouUmnKiYHi YacTUHM
MicTaTb 4-10 UneHiB LUKy KOKHa i

BKasaHi BuLe PeHINbHAW | NipUAVHINBHUIA 3anNULLKKU B CBOKO Yepry MOXYTb OyTW OOHO-, ABO- YU TPU3aMiLLEHi
aTomMamu gTopy, xrnopy abo 6pomy, ankin-, ankokcu-, MeTUINCYNb@OHINOKeU-, TPUHTOPMETUS-, APOKN-, aMiHO-,
auetmmnamiHo-, amiHokapboHin-, amiHokapOoHinamiHo-, amiHokapOoHinamiHomeTun-, uiaH-, KapOokcu-,
Kapbarnkokcu-, kapbokcuarkin-, kap0bankokcuarkin-, arkaHoin-, w-(giankinamiHo)arnkaHoirn-, -
(kapbokcu)ankaHoin-, TpudTropmeTOoKCH-, TpudpropmeTMnTIO-, TpudpropmeTuncynbiHin- abo
TpmpTopmemncynbgaoriin-rpynaMM, NPUYOMY 3aMiCHUKM MOXYTb ByT1 ofHakoBMMKU abo pisHUMK, abo

R pasom i3 R'? i Y® oanauae 4-7-uneHHui LUKnoanipaTMYHUI LK, B SKOMY METUMEHOBA rpyrna Moxe 6ytu
3amiweHa rpynoto -NH- abo -N(ankin)-,

nNpU4oMy aToM BOAHIO, MPUEOHAHWNA [0 aTOMa a3oTy rpynu R™, moxe OyTV 3aMilLeHUN 3aXMCHUM 3aruLLIKOM,

R o3nauae atom BOJHIO, anKinbHWA 3anuLuok 3 1 abo 2 aTomMamu BYrmeLto, SKUR B o-NONOKEHHI MOoXe ByTu
3aMilLeHnn deHin-, NipuavHin-, giasuHin-, aMmiHo-, arkinamiHo-, giarkinamido-, 1-iponiguHin-, 1-NinepnguHin-, 4-
MeTun-1-inepasuHin-, 4-mopdoniHin-abo rekcarigpo-1H-a3eniH-1-in-rpynoto,

ankokcukapboHin-, die ujaH- aGo amiHoKapBGOHIN-rpyny abo O3Hauae BinbHY Mapy eNeKTPOoHiB, sKwo Y
npeacraensie atoM a3oTy, a

R®iR™ o3naualoTb KoxeH aTom BoaHto abo,

KW Y o3Hauae aTom Byrmeuo, R'Z pazom i3 R™ Takox 03Hauae HacTyNHMIA ByrmeLeBo-BYyrMeLeBnii 3B's30K,
npu4omy R mae Bka3saHi BuLLe 3HaueHHs, a R npeacTaensie atoM BOAHHO, abo,

skwo Y® npeacrasnsie aTom ByrneLio, R'2 pasom i3 R™ Takox osHauae HaCTYMHWI BYITELIEBO-BYITELIEBUIA
3B'A30K, a R pasom i3 R® noABiNHAM 3B'A3KOM NpPeACTaBnsAlT YaCTKOBO MApOBaHWA abo apoMaTUYHUA 5-7-
YNEHHNIN, MOHO- abo BiLukniYHUM kapbouvkn abo reTepourkn

npuyomMy BCi HasBaHi BULLE ankifbHi i anKOKCUMbHI TPYNM, @ TaKoX HasiBHI B iHLWMX Ha3BaHMX 3anuilkax
arnkineHi rpynu, SKLWO iHWe He BKa3aHo, MOXYTb MICTUTU 1-4 aToMu BYrneuto, BCi Ha3BaHi BULLE LIMKNOoanKinrpynu,
a TakoK HasfBHI B iHLWMX Ha3BaHWX 3anuuKax LMKAoarnkin-rpynu, SKLWO iHWe He BKa3aHo, MOXYTb MiCcTUTM 5-7
aToMmiB BYrneLo i

npuyoMy nig HasBaHWM BULIE apoiNbHUM 3anuLKOM Ccnif po3yMiTW, Hanpuknag, 6GeH3oinbHnin abo
HaTOINBbHUIN 3a5NLLOK,

ix TayTomepwu, ix giactepeomepu, ix eHaHTiomepu Ta ix coni.

Oco6nuBy Nigrp yny nepeBaxHUX CNonyk 3aranbHoi opMynu | CTaHOBNSITb CNOMYKK, B SKUX



A R% R® RY R" X Z, a 1akox m i n MatoTb 3HaUeHHs, BKa3aHi BULLE NPV BU3HAYEHH] NePEBAKHUX CMIOMYK
3aranbHoi opmynu |,

R 03Hayvae npu HeobXiAHOCTI B MOMOXEHHI aToMa a3oTy 3aMilLeHy arnkinbHOto rpymnoto 3 1-3 atomamu ByrneLo
abo eHiNMeTUNBHOK rPYNoto MiHiVHY ankinamiHorpyny 3 1-4 atomamu ByrmeLto, ska B o-NOMOXEHHI MoxXe ByTu
3amMilleHa

LMKIoarnkinbHO rpynoto 3 4-7 aTomamm ByrfeLto,

ofHieto abo aBoma heHinbHUMK rpynamm, 1-Hadptun-, 2-Hadptmn- abo (4-6ideHinin)-rpynoto,

1H-iHpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigason-1-in-, 2,4(1H,3H)-giokcoxiHazonin-1-4n-, 2,4(1H,3H)-
AioKcoXiHa30MiH-3-in-, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipum LLnH-3-in-, 3,4-purinpo-2(1H)-okcoTieHo[3,4-
d]nipumignH-3-n-, 3,4-aurigpo-2(1H)-okcoTieHo[3,4-d]nipymiguH-1-in-, 3,4-purippo-2(1H)-okcoTieHo[3,2-
d]nipumignu-3-n-, 3,4-gurinpo-2(1H)-okcoTieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHazoniH-1-in-, 3,4-
avrigpo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-n-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnpo-3(4H)-okco-
1,2,4-6eH30TiagiasnH-2-n-, 1,3-gurinpo-4-(3-tieHin)-2H-2-okcoimigaszon-1-in-, 1,3-gurigpo-4-cpeHin-2H-2-
okcoimigason-1-n-, 1,3-gurigpo-5-cpeHin-2H-2-okcoimigazon-1-in-, 1,3-gurinpo-2(2H)-okcoimigaso[4,5-clxiHoniH-3-
in, 3,4-purinpo-5-ceHin-2(1H)-okconipumiguH-3-in-, 3,4-gurigpo-6-ceHin-2(1H)-okconipumignH-34n- abo 1,3-
avrigpo-2H-2-okco-imigasol4,5-blnipuann-3-in-rpynoto,

3B'A3aHMM 4Yepe3 aTOM BYITEL0 5-UNeHHUM reTepoapoMaTUYHUM LMKIIOM, SIKUA MiCTUTb aToOM as30Ty, KUCHIO
abo cipku abo nopsia 3 aToMOM a30Ty aTOM KMCHIO, Cipku abo iHLWMIA aToM a30Ty, NpUYoMy aToM a3oTy iMiHOrpynu
Moxe ByTn 3aMilleHUI arnkinbHO rpymnoto,

abo 3B'A3aHVM Yepe3 aToM BYIMeL 6-4NeHHUM reTepoapoMaTUyHUM LMKIIOM, Sk MictuTb 1 abo 2 atomu
asoTy, NPUYOMY AK A0 5-UneHHoro, Tak i A0 6-YNeHHOro reTepoapoMaTUyYHOrO MOHOLMKIIIYHOTO KiNbLs Yepe3 OBa
cycigHi aTomu Byrneuto mMoxe 6ytm npuegHaHa 1,4-GytagieHineHoBa rpyna i yTBOPEHi TakKuM YMHOM GiLVKIiYHi
retepoapoMaTUyHi Kifb LS TaKOX MOXYTb OyTu 3'e¢aHaHi Yepes atom Byrneuto 1,4-6yTagieHineHoBoi rpynu,

NPUYOMy BKasaHi paHille Ans 3amilueHHS arkinamiHorpynu B o-NorfoXeHHi deHin-, Hadtmn- i GideHrinin-
rpynu, a TakoX npu HeoOXiAHOCTI 4acTKOBO TMApOBaHi OAHO- i OBOUUKIIYHI reTepoapoMaTtuyHi LUKIu Y
BYrmeLeBoMY KapKaci 4o4aTKOBO MOXYTb OyTM OAHO-, ABO- Y1 Tpu3amilleHi atomamu dropy, xnopy abo 6pomy,
ankineHUMKM rpynamy, UMKNOarkineHUMKM rpynamu 3 5-7 atomamm Bymeuto, HITPO-, arnkokcu-, eHin-,
eHinankoken-, TpudTopMeTUn-, ankokcukapboHin-, ankokcukapboHinarkin-, kapbokcu-, kapbokcuarkin-,

fdiankinamidHoarkin-, rigpokcu-, amiHO-, aueTunamiHo-, nponioHinamiHo-, 6eH30in-, GeH3o0inamiHo-,
6eH3oinmeTnnamiHo-, aMiHokapboHin-, arnkinamiHokapboHin-, piarkinamiHokapboHin-, (1-niponiguHin)kapboHin-,
(1-ninepuaunHin)kapboHin-,  (rekcarigpo-1H-aseniH-14n)kap6oHin-,  (4-memun-1-ninepasuHin)kapboHin-,  (4-

MopdoniHinkap6oHin-, ankaHoin-, waH-, TpUPTOpMETOKCU-, TPUPTOPMETUNTIO-, TpUTopMeTUNCYNnbdiHin- abo
TpudpTopmMeTUn-cyrnbdoHIN-rpynaMmu, NpuMyYoMy 3amiCHUKM MOXYTb Oyt ogHakoBMMM abo pi3HUMK, a BkasaHi
paHiwe 6eH30in-, 6eH30inamiHO- i GeH30iNMeTUN-amiHOrpynM B CBOK 4Yepry B (PEHiNMbHIM YacTMHi 40AaTKOBO
MOXYTb OyTM 3amiweHi aTtomoMm dropy, xnopy abo Opomy, ankin-, TpudTOopMeETUn-, amiHo- abo
aLeTMnamiHorpymnoto ,

npuyomMy BCi HasBaHi BULLE ankifbHi i ankOKCUIbHI TPYNKM, a TaKoX HasBHI B iHLWMX Ha3BaHMX 3anuwkax
arnkKineHi rpynu, SIKLWO iHLWe He BKa3aHo, MOXYTb MICTUTU 1-4 aTOMK ByrmeLto,

X TayTomepwu, ix giactepeomepu, ix eHaHTiomepw, iX cymiLli Ta ix coni.

IHmy ocoGnley niarpyny nepeBaXxHMX CNOMyK 3aranbHoi cbopmynm | cTaHOBMATL CNONYKK, B SIKUX

R R R R" , X, Z,a TakoX m i n MatoTb 3HAaYEHHS, BKa3zaHi N5 HaBeJeHUX BULLE NepeBaxkHUX Nigrpyn,

R o3Hauvae J'IIHII/IHy ankineHy rpyny 3 1-5 atomamu ByrneLto, sika B 0-NONOKEHHI MOXe ByTu 3amilleHa

LMKnoankinbHOo rpyrnoto 3 4-7 atomamu ByrneLto,

ofHieto abo aBoma heHinbHUMU rpynamm, 1-Hadptun-, 2-Hadptmn- abo (4-6ideHinin)-rpynoto,

1,3-gurigpo-2H-2-okcobeHsimigason-1-in-, 2,4(1H,3H) -giokcoxiHasonin-1-in-, 2,4(1H,3H)-giokcoxiHa3oniH-3-
in-, 2,4(1H,3H)-piokcoTieHo[3,4-dlnipumignH-3-in-,  3,4-gurigpo-2(1H)-okcotneHo[3,4-dlnipumigmH-3-in-,  3,4-
avrigpo-2(1H)-okcoTieHo[3,4-d]nipumiguH-1-in-,  3,4-purigpo-2(1H)-okcoTtieHo[3,2-d]nipumignH-3-in-, 3,4-gurigpo-
2(1H)-okcoTieHo[3,2-d]nipumigmH-1-n-, 3,4-gurigpo-2(1H)-okcoxiHaszoniH-1-in-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-3-
in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokengo-3(4H)-okco-1,2,4-6eH3oTiagiasuH-2-in-, 1,3-
avriapo-2H-2-okcoiMigasonipuavHin-, 1,3-aurigpo-2(2H)-okcoimigaso-[4,5-c]xiHoniH-3-in-11,3-gurigpo-2H-2-
okcoiMmigaszon-14n-abo 3,4-gurigpo-2(1H)-okconipumianH-3-in-rpynamu, NpuyYoMy OBi OCTaHHI rpyny B 3aNeXHOCTI
Big 06CTaBMH NonoxeHHi 4- Ta/abo 5 abo B nonoxeHHi 5 Ta/abo 6 MoxyTb 6yt ogHO- abo ABO3aAMILLEHI HWKUYMMMN
NiHIVHYMMW Y1 po3ranyKeHUMmn arnkinbHMMKn rpynamm, deHin-, 6icdeHinin-, nipuguHin-, giaswHin-, dypun-, TieHin-,
niponin-, 1,3-okcasonin-, 1,3-Tiasonin-, i3okcasonin-, nipasonin- 1-meTunnipasonin-, imigasonin- ato 1-
MeTuniMigasonin-rpynamu i 3aMmiCH1KU MOXYTb ByTM ogHaKoBUMM abo pisHUMK,

3B'I3aHMM 4Yepe3 aTOM BYITEL 5-UYNeHHUM reTtepoapoMaTUYHUM LIMKITOM, SIKUIA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsag i3 aToMOM a3oTy MiCTUTb aTOM KMCHIO, aTOM CipKW YM e oAWH aToM as3oTy, Npu4omMy aTtoMm
a30Ty iMiHOTPYNY MoXe OyT 3aMilLeHWIA ankinbHO rpyrnoto,

abo 3B'A3aHMM Yepe3 aTOM BYIMeL 6-4neHMM reTepoapoMaTUYHVM LMKIIOM, SIKUIA MiCTUTb oavH abo aBa
aTtomMu asoTy,

npu4oMy sik 40 5-4neHHoro, Tak i 40 6-4nNeHHOro reTepoapoMaTMYHOro MOHOLMKMIYHOTO KinbLs Yepe3 ABa
cycigHi aTomu Byrneuto Moxe 6ytm npuegHaHa 1,4-GytagieHineHoBa rpyna i YTBOPEHi TakKUM YMHOM GiLVKIIiYHi
retepoapoMaTUyHi KifbLs TaKoK MOXYTb OyTn 3'egHaHi Yepes atom Byrneuto 1,4-6yTagieHineHoBoi rpynu,

NPpUYOMy BKasaHi paHie pAand 3amilleHHS arkifbHUX rpyn B o-NMOMNOKEHHi deHinbHa, HadTunbHa i
GicpeHininsHa rpynu, a Takox nNpu Heo6XiQHOCTI YaCTKOBO TiApPOBaHi OAHO- i ABOLMKIIYHI reTepoapoMaTUYHi LUKIK
y BYINeLeBOMY KapKaci I04aTKOBO MOXYTb OyTM 0HO-, ABO- YM TpMU3aMillgHi aToMamu dtopy, xnopy abo 6pomy,
ankinbHUMK  rpynamu, UMKNIoarkineHUMK rpynamm 3 5-7 aTtomMamu Byrfneu, HIiTpo-, ankokcu-, deHin-,
beHinankoken-, TpudTopMeTUn-, ankokcukapboHin-, ankokcukapboHinarkin-, kapbokcu-, kapbokcuarkin-,

gdiankinamiHoarnkin-,  rigpokcu-, amiHo-, aueTMnamiHo-,  nponioHinamiHo-, 6eH30in-,  BGeH3oinamiHo-,
6eH3oinmeTnnamiHo-, aMmiHokapboHin-, ankinamiHokapOoHin-, giankinamiHo-kapboHin-, (1-niponiguHin)kapboHin-,
(1-ninepuanHin)kapbonin-,  (rekcarigpo-1H-a3eniH-1-in)«apboHin-,  (4-metun-1-ninepasuHinkapoboHin-,  (4-

MopdoniHin)kapBoHin-, ankaHoin-, uwiaH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUdTopMETUNCYNbMIHIN- abo



TpudpTopMeTUN-CyrnbOHIN-rpynaMmun, NpMYoOMy 3amiCHUKA MOXYTb Oyt ogHakoBuMmM abo pi3HUMK, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHo- i GeH3oiNMVeTUNamiHOrpynM B CBOK 4Yepry B peHinbHIA YacTuHi AoAaTKoBO
MOXYTb OyTM 3amiweHi aTtomoMm ropy, xnopy abo Opomy, ankin-, TpudTOpMETUN-, amiHo- abo
aueTunamiHorpynoto, a

A 03Havae NpocTUN 3B'A30K,

npuyomMy BCi Ha3BaHi BULUEe ankifbHi i anKOKCUMbHI TPYNM, @ TaKoX HasiBHI B iHLWMX Ha3BaHMX 3anuilkax
arnkineHi rpynu, SKLLO iHLWe He BKazaHo, MOXYTb MICTUTU 1-4 aToMK ByrneLto,

iX TayTomepwu, ix giactepeomepu, ix eHaHTioMepw, iX cymiwli Ta ix coni.

Ocob6nuBy nepesary MatoTb CNONYKK 3aranbHoi opmMynu |, B Akux

R 03Hayvae niHinHy ankineHy rpyny 3 1-3 atomamu ByrneLo, sika B CO-NONOXKEHHI Moxe OyTu 3amilleHa

LMKnoankinbHo rpyrnoto 3 5-7 atomamu ByrreLto,

OfHieto abo aBoma eHinbHUMK rpynamm, 1-Hadtun-, 2-Hadptmn- abo (4-6ideHinin)-rpynoto,

1,3-purinpo2H-2-okcobeHsimigazon-1-in-,  1,3-gurinpo-2H-2-okcoimigason-1-in- ab6o  3,4-aurigpo-2(1H)-
OKCOMipUMiaWH-3-in-rpynoto, NpMYoMy OBi OCTaHHI rpynu y BYIMeLEBOMY Kapkad MoXyTb OyTn 3amilleHi deHin-,
nipnanHin- abo giasvHin-rpynoto,

3B'A3aHMM Yepes3 aTOM BYrMeLt 5-4neHHUM reTepoapoMaTUYHUM LIMKIOM, SKWUA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo aBa aToMM a30Ty, NPMYOMY aTOM a30Ty iMIHOTPYNN Moxe ByTU 3aMilLeHWA ankinbHO rpyroto,

abo nipMAVHINEHYM 3anULLKOM,

NPUYOMY SiK 0O 5-UNEHHOro reTepoapoMaTUYHOrO MOHOLMKITIYHOIO KiflbLs, TaK i 4O NiPUANHINBHOIO 3anmvLKy
Yepes ABa CyCioHi atomu Byrneut Moxe Oytv npuegHaHa 1,4-GytagieHineHosa rpyna i yTBOpPEHi TakuM YMHOM
GiuvKniyHi reTepoapoMaTUyHi KinbLs MoXYTb ByTu 3'eaHaHi Yepes aTom Byrneuto 1,4-6yragieHineHoBoi rpynu,

abo npu HeobXigHOCTI B MONIOXKEHHI atoMa asoTy 3aMilleHy MeTWSIOBOK abo eTUNOBOK TPYMo iHiHY
ankinamiHorpyny 3 1-4 atTomamMmu ByrreLo, gka B o-NONOXeHH Moxe Oyt 3amilleHa

LMKIoarnkinbHO rpynoto 3 5-7 atomamm ByrmeLto,

ofHieto abo aBoma heHinbHUMU rpynamm, 1-Hadptun-, 2-Hadptmn- abo (4-6ideHinin)-rpynoto,

1H-inpon-3-in-, 1,3-aurigpo-2H-2-okcobeHsimigason-1-in-, 2(1H)okcoxiHoniH-3-in-, 1,3-gurinpo-4-geHin-2H-
2-okcoimigason-1-in-, 1,3-gurigpo-5-cerin-2H-2-okcoimigason-1-in-, 3,4-agurigpo-5-cerin-2(1H)-okconipyumignH-3-
in-, 3,4-gurigpo-6-cbeHin-2(1H)-okconipumignH-3-in- abo  1,3-gurigpo-2H-2-okcoimigaso[4,5-b]nipnanH-3-in-
rpynoto,

3B'A3aHNM Yepe3 aToM BYITELI0 5-4neHHUM reTepoapoMaTUYHUM LIMKIOM, SKWUA MiCTUTb aTOM a30Ty, KUCHIO
abo cipkn abo gBa aTomMm a3oTy, TPMYOMY aTOM a30Ty iMiHOTPYNnN Moxe ByTn 3aMmilLeHW ankinbHO rpynoto,

abo nipMAavHINEHUM 3anULLKOM,

NpUYOMY AK A0 5-4NEeHHOro reTepoapoMaTNYHOrO MOHOLMKMIYHOTO KifbLS, TaK i A0 MiPUAMHINBHOIO 3anmLKy
Yepes ABa CycigHi atomu Byrneul mMoxe O6ytv npuegHaHa 1,4-GytagieHineHoBa rpyna i yTBOpeHi TakuMm YMHOM
BiuvKNiYHi reTepoapoMaTUYHi KirbUs TakoX MOXyTb Oyt 3'egHaHi Yepes atom Byrmeut 1,4-6yTagieHineHoBol
reynu,

npuyoMy BKasaHi paHiwe Anga 3aMilleHHs ankinbHoi i arkinamiHorpynu B o-nornoXeHHi eHin-, HadTun- i
GicpeHinin-rpynu, a Takok Npum HeOOXiAHOCTI YaCTKOBO MiAPOBaHi OAHO- i ABOLUKIIIYHI reTepoapoMaTuyHi LMKIM y
BYrfneLeBoOMY KapKaci 4oAaTKkoBO MOXYTb Oyt ogHO- abo ABo3amilleHi atomamm ropy, xnopy abo 6pomy, ankin-
, HITpO-, anKkokcu-, TPUdTOPMETUn-, rfapoKcv-, amiHo-, aueTuramiHo-, npomnioHinamiHo-, ankaHoin-, uiaH- abo
TPMTOPMETOKCU-TPYNAMM, MPUHOMY 3aMiCHUKN MOXYTb ByTM ogHakoBumMm abo pisHUMK,

abo 3ammLok chopmynu

RS (CH,),
>Y‘/ \/Y’——g (111,

RN
(CHz)p
R 7
B SIKOMY
p o3Hauyae umcna 1 abo 2, o o3Hayvae uncno 2 abo, SKLWo Y'i Y2 e e OAHOYaCHO aTomMamu asoTy, TaKoX
yncrno 1,

Y' o3Hauae atom a3oTy, sKLWo R’ npefcTaBnsie BinNbHY Napy enekTpoHiB, a6o 03Hauae aTom ByrmeLto,

Y? o3Hauae atom asoTy a6o rpyny >CH-,

R® 03Hauae BinbHy Napy enekTpoHiB, sikLo Y' o3Hauae atom asoTy, abo, - skiwo Y' o3Hauae aTom ByrneLo, -
aToM BOAHIO, arkinbHy ryny 3 1-3 aTtomamu Byrmeul, r[gpoken-, LUiaH-, amiHokapboHin-, kapbokcu-,
ankokcukapboHin- abo amiHo-«kapboHinamiHorpyny abo deHinbHY Yi PeHINMEeTUNbHY pyny, B apoMaTUyHIN
YacTuHI 3amilieHy atomom dTopy, xrnopy abo 6pomy, MeTun-, MeTOKCU-, €TOKCU-, TPUGTOPMETUI-, MAPOKCHU-,
amiHo- abo aueTunamiHorpynoto,

R® osnauae atom BoaHio abo, sikwo Y' He € aTomMom a30Ty, TaKOX pasoM i3 3anuLIKOM R® o3Hauae
[00aTKOBUM 3B'A30K,

R’ o3Hauae aTom BOAHIO abo, SKLIO Y' He € aTomom asoTy, a R%i R® pa3oM NpeacTaBnsalTs JO0AaTKOBWA
3B'I30K, TAKOX Pa3oM i3 3a1LLIKOM R" o3Hauae 1 ,/4-OyTagieHineHoBy rpyny,

RN 03Hauae aTom BogHI0 a6o ankineHy rpyny 3 1-3 atomamu ByrmeLto, ika B o-NoroXeHHi Mmoxe 6yTu

OfHO-3aMilleHa uMKIoarkKineHoto rpynoto 3 5-7 atomamu Byrmeuto, 1-Hadptun-, 2-Hadptun-, rigpokcu-,
ankokcu-, aMmiHo-, ankinamiHo-, giankinamiHo-, ninepuavHin-, MopdoniHin-, niponiaMHin-, rekcarigpo-1H-1-aseniyin-
, aMiHOKapOOHin-, MeTunamiHokapOOHin-, aueTunamiHo-, UiaH-, amiHokapOoHinamiHo- abo arkinamiHo-
kapboHinamiHo-rpynoto abo ogHo- 4M ABo3amilleHa eHin-, nipuavHin- abo AiasuHin-rpynaMmu, npuyomy Ui
3aMiCHUKM € OJHaKOBMMM abo pi3HUMU,

uuKnorekcun-, deHin-, nipuauHin-, uiaH-, amiHo-, 6eH3oinamiHo-, aMiHokapOoHin-, ankinamiHokapOboHin-,
ankokcukapboHin-, eHinankokcukapboHin-, amiHokapOBoHinamiHo-, ankinamiHokap6oHinamiHo-,
piankinamiHokap6oHinamiHo-, N-(@amiHokap6oHin) -N-arkinamiHo-, N-(ankinamiHokap6oHin)-N-arnkinamiHo-, N-
(ankinamiHokap6oHin)-N-cbeHinamiHo-, deHinamiHokapboHinamiHo-, [N-cbeHin(ankinamiHo)lkapboHinamiHo-, N-



(dbeHinamiHokap6boHin)-N-ankinamiHo-. N-(cdbeHinamiHokap6oHin)-N-deHinamiHo-, 6eH3oinamiHokapGoHinamiHo-,

heHinankinamiHokapboHinamiHo-, nipuanHinamiHo-kapboHinamiHo-, N-(amiHokap6oHin)-deHinamiHo-, N-
(ankinamiHokap6oHin)-N-ceHinamiHo-, N-(amiHokap6oHinamiHokap6oHin)-N-ceHinamiHo-, N-(nipnamnHin)-N-
(amiHokapboHin)amiHo-, N-(nipuamHin)-N-(ankinamiHokap6oHin)amiHo-, deHinamiHo-, nipuavHinamiHo-,

AiasuHinamiHo- a6o 4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnamHin-rpyny,

Hacu4eHui, 3 ogHUM abo ABoMa BiNbHUMW 3B'A3kaMu 5-7-uneHHuWn asa-, diasa-, Tpuasa-, okcasa-, Tiasa-,
Tiagiasa- abo S,S-giokcmao-Tiagiaza-reTepoumKI,

NpUYOMY BKa3aHi BULLE TreTEPOLMKIM MOXYTb OyTM 3B'A3aHi 4Yepe3 aTtom Byrneuto abo asoTy i 6ing atomy
a30Ty MOXYTb MICTUTV oAHY abo ABi kapBOoHInbHI rpynu,

B MONIOKEHHI OJHOro i3 aToMiB a30Ty MOXYTb OyTM 3aMilleHi arkin-, ankaHoin-, riapokcukapboHinarkin-,
ankokcvkapboHinarkin-, peHinankokcukapboHinankin-, deHinveTnn- abo dgeHin-rpynoto,

B MONOXEHHI OAHOrMoO 4M OBOX aTOMIB BYrMeLl0 MOXYTb Oymm 3amileHi metvn -, deHin-, deHinveTtun-,
HadTun-, 6ideHinin-, TieHin-, nipnaMHin- abo AiasvHin-rpynammn, NpUYOMy 3amiCHUKU MOXYTb ByTM OQHAKOBUMU YK
pisHUMMK,

i MpMYOMy y BKasaHuX BMLUE reTepouuKknax Yyepes ABa CycigHi aToMu Byrneul AOAATKOBO Moxe Oytu
npuegHaHa arnkineHoea rpyna 3 3 abo 4 atomamu Byrmeuto abo one(biHHm?l 3B'A30K OQHOTO i3 BKa3aHWX BULLE
reTepouUVKniB Moxe 6yTv KOHOEHCOBaHUI 3 TIO(EeH 6eH3on-, NipuanH-, XiHoniH- abo AiasnHOBUM LI,VIKJ'IOM

a6o, sKwwo Y' He o3Hauae aTom asory, a R® pasom npepcraensiots gogaTkoBuii 3B'sizok, R pasom i3 R’
Oo3Havae TaKO)K 1,4-6yTagieHineHoBy rp yny a6o

AKLIO Y' o3Hauae aTom Byrnevuto, RN pasom i3 R%i3 3any4yeHHsaMm Y' Takox o3Hauae -kapOoHinbHY rpyny abo
HACUYEHMI Yn i3 OOHMM BiNbHUM 3B'I3KOM 5- abo 6-uneHHW 1,3-giasa-reTepouukn, sikuii 6ins atoMy a3oTy Moxe
MiCTUTM ofHy abo ABi KapOOHINbHI rPYNKN B LMK i, SIKLO BiH HEHACUYeHWUIA, MoXe Byt 6eH30KOHAEHCOBaHWUIA MO
NnoABIiHOMY 3B'A3KY i B MOSIOKEHHiI OAHOroO i3 aTomiB a3oTy Moxe Oyt 3amilueHWn metun-, amiHokapOoHin-,
rigpokcvkapOoHinankin-, ankokcukap6oHinarkin-, q)eHlnanKOKCMKapGOHmanKln deHinmeTMN- abo deHin-rpynoto,

NPUYOMY HasiBHi y BKa3aHMWX MNif NO3HAYEHHAM RN sanuikax deHin-, nipuavHin- a6o aiasuHin- rpynu, a Takox
TieHO-, 6eH30-, NipnMao- i Aia3MHO-KOHAEHCOBaHI reTepOLVKIIN Y BYrmeLeBoMy Kapkad AOAATKOBO MOXYTb OyTv
OAHO-, ABO- YU TpU3aMilleHi aTomamu ptopy, Xnopy abo 6pomy, MeTUnoBUMK rpynamu, HiITPO-, METOKCU-, ETOKCU-
, MeTuncynboHinamiHo-, TputTopmeTnn-, ankokcukapOboHin, ankokcukapboHinankin-, kapbokcu-, kapbokenarkin
- rigpokcu-, amiHo-, aleTunamiHo-, nponioHinamiHo-, amiHokapO6OoHin-, MeTunamiHokap6oHin-,
AvMeTunaMmiHokapOoHin-, rigpokcuarnkinamiHokapOoHin-, (4-mopcdoniHin)kapboHin-, (1-niponignHin)kap6bonin-, (1-
ninepuanHin)kapboHin-, (rekcarigpo-1-a3eniHin)«ap6boHin-, (4-metun-1-ninepasuHin)kapboHin-, MeTuneHAaiokeu-,
aMmiHokapboHinamiHo-, amiHokapOoHinamiHoaskin-, MeTurnamiHokapOoHinamiHo-, aueTtun-, uiaH- abo
TPUPTOPMETOKCU-TPYNaMM, MPUYOMY 3aMiCHUKN MOXYTb BYT 0AHaKOBUMU abo pi3HUMK,

HasfABHI Yy BKasaHWX BULLE 3anuIKax asnkKifbHi rpynu, SKWO iHWe He BKa3aHo, MOXYTb MiCTUTM 1-3 aTomu
ByrneLto,

X 03Ha4vae atom KucHio abo 2 aBa aTomm BOAHIO,

ZosHaqae MeTUIeHoBY rpyny abo rpyny - -NR'-, B sKiit

R 03Ha~4ae aToMm BoaHI0 abo meTunosy rpyny,

R o3Hauae atom BogHIo, MeTuroBy abo MeTokcMKkapOOoHINbHY rp yny

n o3Havae yncna 1 abo 2 abo, AKLWO m o3Ha4vae Yicno 1, Takox vmcno 0,

m_o3Ha4ae yucna 0 abo 1,

R? o3Hauae deHin-, 1-Hadtmvn-, 2-Hacdmmn-, 1,2,3 4-tetparigpo-1-Hacomn-, 1H-iHgon-3-in-, 1-meTMn-1H-
iHoon-34n-, 1-dopmin 1H-iHgon-3-in-, 1-(1,1-gumeTnneTokcukapboHin)-1H-iHoon-3-in, 4-imigasonin-, 1-veTun-4-
imigasonin-, 2-TieHin-, 3-TieHin-, Tiazonin-, nipuaMHin-abo xiHoniHin-rpyny,

NPUYOMY BKa3aHi apoMaTU4Hi i reTepoapoMaTvyHi 3anuLLKv Y ByrnmeLeBoMy Kapkaci 4OJAaTKOBO MOXYTb OyTu
OfHO-, ABO- 4M Tpu3amilleHi aTomamu dropy, xrnopy abo Gpomy, po3ranykeHMMu abo MiHIMHUMMK arkinbHUMK
roynamun 3 1-5 aTtomamu Byrmeulo, anin-, BiHiN-, METOKCU-, eTOKCU-, MPOrMoKcu-, 1-MeTuneTokcu-,
ONMEeTUNamMiHOETOKCU-, TPUETOPMETUN-, TMAPOKCU-, HITPO-, amiHO-, aueTuramiHo-, MNPOMiOHINamiHO-, amiHOo-
KapboHin-, meTtunamiHokap6oHin-, gumetTunamiHokapboHin-, aueTun-, uiaH-, MeTUNCcynbgoHinokcn- abo
TpUdTopmMeTOKCU-TPYNK, TETPA3onin-, deHin-, NipuavHin-, Tiasonin- abo dypun-rpynamu i 3amicHUKM MOXYyTb GyTn
ofHakoBuMu abo pI3HVIMl/I

A o3Hauvae 3B'A30k abo 3B'a3aHui Yepe3 kapOOHINbHY rpyny 3 NR®R*- rpynoto 3aransHoi chopmynm (1)
ABOBaNEeHTHWUI 3anmLwok hopmynm

R!
A&T (1113,
r® 0
B SIKOMY

R i R? pasom 03HauatoTb N-NporineHoBy rpyny a6o

R O3Hayae aTom BoAH abo MeTMnoBy rpyny, a

R® 03Hauae aTom BoaHI0 a60 NiHIVHY ankinbHy rpyny 3 1-4 atomamu ByrneLto, ska B o-nosnoxeHHi

Moxe Oyt 3amilleHa rigpokcu-, amiHo-, MeTunamiHo-, AMMeTUNamiHo-, rigpokcu-kapBoHin-, aMiHokapOoHin-,
aMiHoiMiHOMeTnnamiHo-, amiHokapboHinamiHo-, deHin- abo NipuAWHIN-rpynoto, NpUYoMy eHinbHa i NipnanHinbHa
rpPynv B CBOK Yepry Y ByrmeLeBOMY Kapkaci MOXyTb Oyt 3amilleHi atomom dropy, xnopy abo 6pomy, metun-,
MeTOKCM-, TpudpTopmeTn-, rigpoKcu-, amiHo-, aueTnnamiHo-, amiHokapboHin-abo uUiaHOrpymnoo i NPUYOMY HasBHI y
Ha3BaHUX MPWU BU3HAYEHHI 3amnuLLKIB R® rigpoKcu-, aMmiHO- i ryaHigMHO-TPYNM MOXYTb OyTW 3aMilleHi 3aXMCHUM
3anvLLKOM, Hanpuknag, deHinveTokcukapBoHineHUM abo TpeT.6yTMNoKCMKapOOHINMbHUM 3aMMLLKOM,

R 03Hayae aToM BOAHIO,

ankineHy rpyny 3 1-4 atomamu Byrfneu, Npu HeoBXAHOCTI 3aMilLeHY B ®-MOMOXEHHI LuKnorekenn-, deHin-,
nipuanHin-, rigpokcn-, amiHo-, MeTunamiHo-, AuMeTMIamiHo-, kapbokcu-, amiHokapBoHin-, amiHokapboHinamMiHo-,
aueTMnamiHo-, 1-niponiguHin-, 1-ninepuguHin abo 4-(1-ninepnavHin)-1-inepuanHin-rpynoto,



eHin- abo nipuavHin-rpyny,

npu4oMy BkasaHi BuLle deHin- i nipnauHin-rpyny 0ooaTkoBo y BYrneLeBoOMY Kapkac MoXyTb 6yt oaHo-, ABO-
yM Tpu3amiweHi atomoM dTopy, Xnopy abo OGpomy, MeTun-, METOKCU-, TPUGTOPMETUN-, FOPOKCU-, aMiHO-,
aueTunamiHo-, aMiHokapboHin- abo wiaHorpynoto,

R* o3Hauae aTom BoaHio a6o npu HeoBXiAHOCTI 3amilleHy (PeHINbHOK YM NIPUOVHINEHOKO FPYNO ankinbHy
rpyny3 1 2 aToMamu ByrmeLo

a6o R®i R* pa3om i3 BKII0YEHMM aTOMOM a30Ty 03HaAYalTb 3aNMLLOK 3arankbHoi hopMynmn

Rl?.

T
H
/fé\N/(CH " 2}/ g (v,

~CRYR™

B ﬂKOMy

Y? 03Hauae atom Byrneuto abo, Ko R' o3Hauae BiNbHY Napy eneKkTPOHIB, TAKOX O3Ha4YaE aToM as3oTy,

r o3Havae umicna 0, 1 abo 2,

g o3Havae uucna 0, 1 abo 2,

i3 3acTepexeHHsM, Lo cyma r+q ctaHoBuTs 0, 1,2 abo 3,

R osnauae atom BOAHIO, ankin-, uuknoarkin-, pgiarkinamiHo-, amiHoarnkin-, ankinamiHoarkin-,
AiankinamiHoarkin-, deHinamiHokapboHinamiHo-, ankokcnmkapGoHin-, ankokcukapboHinmeTnn-, kapbokcumeTun-
abo kapbokcu-rpyny,

deHin-, nipuauHin-, giasvHin-, nipuguHinkapboHin- abo deHinkapboHin-rpyny, KoXHa 3 SKUX y BYINELEBOMY
Kapkaci moxe Oyt ofgHO-, 4BO- UM Tpu3amilleHa aTtomamu ¢ropy, xnopy abo Gpomy, metun-, eTun-, nponin-,
MeTOKCMK-, TApoKcu-, w-(aiarkinamiHo)ankin-, w-(aiankinamiHo)rigpokcuankin - abo ankaHoINbHOKW rpPynoto,
NPUYOMY 3aMiCHUKM MOXYTb ByT 0HaKOBMMU abo pisHUMY,

3B'A3aHy 4epe3 aTtom asoTy 1,3-aurigpo-2-okco-2H-imigasonin-, 2,4(1H,3H)-giokconipymignnin- abo 3,4-
avrigpo-2(1H)-okconipumiguHin-rpyny, koxHa 3 skux Moxe Oyt 3amiweHa ¢eHinbHo rpynot abo no
noABilHOMY 3B'A3KYy O€H30KOHAEHCOBaHa 3 6eH30MbHVUM, NipaMHOBUM abo Aia3HOBUM LUKIIOM,

5-7-4uneHHy asauuknoarkineHy rpyny, 4-7-4neHHy okcasa- abo AiasauuknoankinbHy rpyny abo 7-9-uneHHy
asabiyuknoarkineHy rpyny,

NpUYoMy BKa3aHi BMLLE MOHO- i BiLWKNiYHI reTepouvknm 3'egHaHi yepes atoM a3oTy abo Byrneuto i

MOXYTb OyTM 3amilleHi arkinbHow rpynoto 3 1-7 aTtomMamy Byrfeul, ankadoin-, AiankinamiHo-,
deHinkapboHin-, kapbokcnmankaHoin-, kapbokcuankin-, ankokcu-kapOoHinarkin- abo ankokcukapBoHINbHO
rpynoto 3 1-4 atomMamu BYIMELd B aNKOKCWISbHIM  YaCTuHi, ankincynb@oHin-, uuknoarkin- abo
umKnoankinankineHow rpynot abo npu HEOOXiAHOCTI ankin3amileHow B UuKMi asauuknoankinkapboHin- abo
AiasaumknoarnkinkapboHinbHo rpymoto,

NPUYOMY HasiBHi Y LIMX 3aMiCHMKaX aniuMKmiyHi 3anuLwKU MiCTATb 3-7 YneHiB UMKy, a reTepoLuKiyHi 3anuLLKn
MICTATb 4-7 YNEHIB LMKy KOXEH i

BKasaHMN BuLle (eHiNKapOoHINbHMI 3anuok Moxe Oyt 3amilueHui atomom ropy, xrnopy abo Gpomy,
MeTMJ'I- METOKCU-, PVI(bTOpMeTVIJ'I-, rigpokcv-, amiHo- abo aueTunamiHorpynoto, abo

R" pasom i3 R Y2 03Havae 4-6-4neHHui LUKnoanihaTM4YHUI LUK, B SKOMY METUMEHOBA rpyrna Moxe 6ytu
3amilleHa rpynoto - NH abo -N(CHs3)-,

npu4yoMy aToM BOAHIO, NPUEAHAHMIA OO aTOMY a30Ty BCEPeAUHI rpynu R™ moxe Oy™ 3aMilLEeHUIN 3aXUCHUM
3anuwKoM, Hanpuknaa, peHinveTokcrkapboHin- abo TpeT.6yTMJ‘IOKCMKap6OHIﬂbHVIM 3a5MLLKOM,

R'? 03Havae aTom BOJHIO, ankinbHWi 3anuwiok 3 1 abo 2 atomamu ByrmeLto, AKUN B ®-NOJIOKEHHI MOXe 6yTn
3aMilleHWI heHiNnbHOW, NipUANHIN-, amiHo-, arnkinamiHo-, giankinamido-, 1-niponiguHin-, 1-ninepuamHin- aéo 4-
MeTun-1-ninepasvHinbLHOLo rpynoto,

MeToKcMKkapOoHin- abo eTokcukapboHin-, uiaH- abo amiHokapOoHinbHy rpyny abo o03Hayae BinbHY napy
eJ‘IeKTpOHIB sKwo Y npeacTaernsie atoM asoTy, a

R"®iR™ osnauatots aTom BOAHIO KOXEH 360

SAKLLO \& I'Ipe,EI,CTaBJ'IFle aToMm ByrTeLt, R'™ pasom |3 R™ 03HaualoTb Takox HaCTYMHWIA BYrMeLEeBO-BYINeLEBUN
3B'A30K, npmqomyR Mae BKa3aHi BULLE 3HauYeHHs, a R™ npeacraernsie atoM BogHto, abo,

akwo Y I'Ige,D,CTaBJ'IHS aTOM BYIIeLo, R’ pasom i3 R™ takox osHauae HaCTYMHWI BYINeLeBO-BYrNeLeBUN
3B'A30K, a R’ pasom i3 R™ i 3anydeHnin noAaBiMHWIA 3B'A30K MPeaCcTaBnsloTb YacTKOBO rigpoBaHui abo
apomMaTUyHWI N'aTn- abo LWEeCTU YeHHUI, MOHO- abo BiumknivyHMIA KapBouukn abo reTepoLmKI, KU MICTUTbL OOUH
abo aoBa aTomu a3oTy,

NPUYOMy BCi Ha3BaHi BULLE arKifbHi i arKOKCUIMbHI PYNW, a TaKoX HasiBHi B iHLMX Ha3BaHWUX 3anuiKax
arnkineHi rpynu, AKLLO iHWe He BKa3aHo, MOXYTb MiCTUTK 1-3 aTomMu Byrneuo, a

BCi Ha3BaHi BULLE LVKNOarkinrpynu, a TakoX HasBHI B iHLUMX Ha3BaHUX 3anuLKax LUKIoasrKifbHi rpynu, SKLO
iHLWe He BKasaHo, MOXYTb MiCTUTU 5-7 aTOMIB ByrmneLto,

iX TayTomepwu, ix giactepeomepu, ix eHaHTiomepw, ix cymilli Ta ix coni.

OcoGnmso nepesaxHy niarpyny nepeBaxHNX CMoNyK 3aranbHoi cpopmynm | cTaHOBNATL CNONYKK, B IKMX

A R% R} RY R" X Z a Takox m i n MawTb 3HaYeHHs, BKa3aHi npu BM3HAYeHHi OCOGNIMBO MepeBaKHUX
CMONyK 3aranbHoi cbopmynm l,a

R o3Hayvae npu HeobXiAHOCTI B NONOXEHHI aToMa as3oTy 3aMilleHy MeTUIbHOK abo eTUIbHOK rPyMoto NiHINHY
ankinamiHorpyny 3 1-4 atomamu ByrfeLo, sika B ®-NoJIoXeHH Moxe 0yt 3amileHa

LMKnoankinbHo rpyrnoto 3 5-7 atomamu ByrreLto,

ofHieo abo gpoma eHinbHUMM rpynamu, 1-Hadtnun-, 2-Hadptun- abo (4-6ideHinin)-rpynoto,

1H-inpon-3-in-, 1,3-gurigpo-2H-2-okcobeHsimigason-1-in-, 2(1H)}okcoxiHoniH-3-in-, 1,3-gurinpo-4-cdeHin-2H-
2-okcoimigason-1-in-, 1,3-aurigpo-5-ceHin-2H-2-okcoimigason-i-in-, 3,4-gurigpo-5-geHin-2(1H)-okconipumiguH-3-
in-,  3,4-gurigpo-6-ceHin-2(1H)-okconipumiamH-3-in-  abo  1,3-gurigpo-2H-2-okcoiMmigaso[4,5-b]nipnamH-3-in-
rpynoto,



3B'A3aHMM Yepes3 aToM BYIMEL0 5-4reHHUM reTepoapoMaTUYHUM LMKIIOM, SKUA MICTUTb aToM asoTy, aToM
KMUCHIO Y/ aToM cipkun abo ABa aToMU a30Ty, NPUYOMY aTOM a3oTy iMIHOrPYNn Moxe By 3amilleHUn ankinbHOM
rpynoto,

abo NipMAVHINEHYM 3anULLKOM,

NPUYOMY SK A0 5-4NeHHOro reTepoapomMaTMYHOr0 MOHOLMKIIYHOIO KifbLUs, Tak i80 NIPUAVHINBHOIO 3amnyLuKy
Yepes OBa CycigHi atomu Byrmeuto moxe Oytm npuegHaHa 1,4-6yTagieHineHoBa rpyna i yTBOpeHi Takum YMHOM
GiuvKNiYHi reTepoapomMaTUYHi KirnbUsl TakoX MOXYTb OyTn 3'egHaHi yYepes atom Byrmeuw 1,4-6GyTagieHineHoBoil
rpynu,

npuYoMy BKasaHi paHille Ans 3aMilleHHA arnkinamiHorpynu B o-MOMNOXEHHi eHinbHa, HadTunbHa i
GicpeHininsHa rpynu, a Takox nNpn Heo6XiQHOCTI YaCTKOBO TiApPOBaHi OAHO- i ABOLMKIIYHI reTepoapoMaTUYHi LUKIK
y ByrneLeBOMY Kapkaci JoJaTKOBO MOXYTb Oyt ofHO-, uM ABo3amilleHi aTomamu dropy, xiopy abo 6pomy,
arkin-, HITpo-, arnkokcu-, TPUTopMETUIN-, MAPOKCU-, aMiHO-, aueTUNamMiHO-, MPOMIOHINamMiHO-, arkaHoin-, uiaH- abo
TPUGTOPMETOKCU-TPYNaMm, MPUHOMY 3aMiCHUKU MOXYTb OyTK ogHakoBuMYK abo pisHMK,

npuyomMy BCi HasBaHi BULLE ankifbHi i anKOKCUMbHI TPYNM, @ TaKoX HasiBHI B iHLWMX Ha3BaHMX 3anuilkax
arnkineHi rpynu, SKLWO iHLWe He BKazaHo, MOXYTb MiCTUTU 1-3 aToMK ByrneLto,

iX TayTomepwu, ix giactepeomepu, ix eHaHTiomepw, iX cymiwli Ta ix coni.

HactynHy ocobnmBo nepesaxHy Niarpyny ocobnmeo nepeBakHUX CNONyK 3aranbHoi dpopmynu | ctaHoBNST™
cronyKi, B skux

R% R% R* R"™ X Z a Takokx m i n MaloTb 3HaueHHs, BKasaHi BULLE npv BU3HaYeHHi 0COBNMBO NEepPeBaKHOT
ninrpynw,

R o3Hayvae niHinHy ankinbHy rpyny 3 1-3 atomamu Byrneuto, ika B @-NoNnoxeHHi Moxe 6yt 3amilleHa

LMKnoankinbHo rpyrnoto 3 5-7 atomamu ByrreLto,

ofHieo abo gBoMa eHinbHUMM rpynamu, 1-Hadtun-, 2-Hadptun- abo (4-6ideHinin)-rpynoto,

1,3-gurigpo-2H-2-okco6eHsimigason-1-in-,  1,3-gurignpo-2H-2-okcoimigazon-1-in- abo  3,4-gurigpo-2(1H)-
OKCOMipUMianH-3-in-rpyrnoto, NpUyYoMy OBi OCTaHHI rpynu y BYIMeLEBOMY Kapkacd MOoXyTb OyTn 3amilleHi deHin-,
nipyavHin- abo giasmHin-rpynoto,

3'egHaHUM Yepes aToOM BYIMEL 5-YNeHHUM reTepoapoMaTUYHUM LIMKMOM, SKUIA MICTUTb aTOM a30Ty, KUCHIO
abo cipkn abo aBa aTomMu as3oTy, IPUYOMY aTOM a30Ty iMiHOrPYNN Moxe ByTh 3aMmilLeHW ankinbHO rpynoto,

abo nipMAavHINEHUM 3anULLKOM,

NpUYOMY AK A0 5-Y4NeHHOro reTepoapoMaTMYHOrO0 MOHOLMKIIIYHOTO KiNbUs, TaK i A0 MiPUAMHINBHOIO 3anmLKy
Yepes ABa CycigHi atomu Byrneul mMoxe Oytv npuegHaHa 1,4-GytagieHineHosa rpyna i yTBOpPEHi TakuM YMHOM
GiuMKniYHi reTepoapoMaTVyHi KinbUsA TakoX MOXYTb Oytn 3'egHaHi yepe3 atom Byrmeuto 1,4-6yTagieHineHoBol
reynu,

NPUYOMY BKa3aHi paHile Ansi 3aMilleHHs ankinbHUX rpyr B o-NonoXeHHi deHin-, Hadpmmn- i GideHinin-rpynu,
a TakoX npyv HeobOXigHOCTI 4acCTKOBO riApOBaHi MOHO- i OiUMKMIYHI reTepoapoMaTUYHi KiMbUs Yy BYITeLEeBOMY
Kapkaci 4o4aTKoBO MOXYTb Oyt ogHo- abo ABo3amilleHi aTomom ¢Topy, xnopy abo 6Gpomy, ankin-, HiTpo-,
ankokcu-, TpudTopMeTun-, TrigpoKcu-, amiHo-, aueTunamiHo-, nponioHinamiHo-, ankaHoin-, uiaH- abo
TPMTOPMETOKCU-TPYNAMMU, MPUHOMY 3aMiCHUKMN MOXYTb ByTM ogHakoBumm abo pisHuMu, a

A 03Havae NpocTUN 3B'A30K,

npuyomMy BCi HasBaHi BULUEe ankifbHi i anKOKCUMbHI TPYNM, @ TaKOX HasiBHI B iHLWMX Ha3BaHMX 3anuiikax
arnkineHi rpynu, SKLWLO iHLWe He BKazaHo, MOXYTb MiCTUTU 1-3 aToMmu ByrneLto,

iX TayTomepwu, ix giactepeomepw, ix eHaHTiomepu Ta ix coni.

LlinkoBnTy nepeBary MatoTb CNonyku 3aranbHoi dopmynu |, B SKnx

R o3Hauae niHiviHy ankinbHy rpyny 3 1-3 atomamu ByrneLto, ika B @-NonoXeHHi Moxe 6yt 3amilieHa

LMKnoankinbHo rpyrnoto 3 5-7 atomamu ByrreLto,

ofHieto abo gBoma deHinbHUMKU rpynamu, 1-Hadptmn-, 2-Hadpmn- abo (4-6idewinin)-rpynamu, npuyomy
BKa3aHi BYLLe apoMaTUYHi 3armMLLK1 4OAATKOBO MOXYTb ByTW 3amillueHi atTomom dotopy, xrnopy abo 6pomy, meTun-,
MeTOKCM-, aMiHO- abo aLeTunamiHorpynoto,

2-niponin-, 3-niponin-, nipnauHin-, 1H4HQON-3-in-, XiHoMiHIN- abo i30xiHoMiHINoo,

abo o3Hayvae Npu HeOOXOHOCTI B MOMIOKEHHI aToMa a3oTy A0AATKOBO 3aMilleHY MeTUIbHOK abo eTUIbHO
rpynoto NiHinHy ankinamiHorpyny 3 1-4 atomamu ByrneLto, sika B @-NoNoXeHHi Moxe ByTn 3amilleHa

LMKnoankinbHOo rpyrnoto 3 5-7 atomamu ByrneLto,

deHinbHolo rpynoto, ska moxe byt ogHO- YM ABO3amilleHa atoMom ropy, xiopy abo 6pomy, MeTun-, HiTpo-
, MeToKev-, TpudTopMeTnn-, rfApoKcv-, aMiHo- abo aueTunaMmiHorpynamu, npuMyYoMy 3aMiCHUKM MOXYTb Oytn
ofHakoBMMU abo pisHUMMK,

2-niponin-, 3-niponin-, nipuauHin-, 1H4HaoN-3-in-, XiHoNiHiN- abo i3oxiHoNiHIN-rpynoto, abo 3anuLwiok gopmynu

RS (CH.)
/ o
>Y' \/Y‘-—§ (Im,

RN
(CH:),
R* \7
B AKOMY
p 03Havae uncrna 1 abo 2,
o) o3Haqae yucrno 2 abo, aKkuwo Y i Y2 He o3HauaoTs O[HOYaCHO aToMM a3oTy, Takox umcno 1,
Y o03Hauae aToM a3oTy, KL R® 03Hauae BinbHy Napy enekTPoHiB, a6 03HauYae aToM ByITeL|o,
Y? o3Hauae aTom a3oTy a6o rpyny >CH-,
R® 03Hauae BinbHy napy enekTpoHis, skwo Y' npeacraBnsie atom asoTy, abo, skwo Y' npeactaBnsie aTom
Byrneléro 0O3Havyae aToM BOAHIO, ankifbHy pyny3 1 abo 2 atomamu Byrneuto, LiaH- abo deHin-rpyny,
03Hauyae aToM BOAHIO abo, SAKWO Y' He € aToMOM a30Ty, TakoX pasoM i3 3anuwkom R® osHauae
nop,aTKOBMVl 3B'A30K,



R’ o3nauae atom BogHio abo, skwo Y' He € aTomom asoTy, a R° i R® pazom npeacraensioTs [oAaTKOBWI
3B'A30K, TAKOXX Pa3OM i3 3aULLKOM R" o3Hauae 1 ,/A-byTagieHineHoBy rpyny,

RM osHauae aTom BogHio a6o arkineHy rpyny 3 1-3 atomamu Byrreuto, sika B ©-nonoxeHHi moxe 6ytn
3aMilleHa

ofHieto abo aBoma eHin- abo nipMaMHIN-rpynaMmmn, NPUMYOMy 3aMiCHUKM MOXYTb OyTn ogHakosBumu abo
pi3HUMU,

abo rigpoKCcUu- Yn METOKCUIPYNOoH,

beHinbHy rpyny, 0AHO- YM ABO3aMilleHy atoMom dTopy, xnopy abo 6pomMy, MeTanbHUMK rpyrnamMm, HiTpo-,
MEeTOKCM-, eTOKCU-, TpUTopMeTUn-, Napoken- abo uiaH-rpynamu, NPUYOMy 3amiCHUKM MOXYTb OyTV OQHaKOBUMM
abo pisHMMK, a0 heHinbHY rpyny, 3amillieHy MeTUNEHAiOKCU-TPYMoto,

2-nipnaunHin- abo 4-nipuavHin-rpyny,

amiHo-, 6eHsoinamiHO-, amiHoKapOOHiNn-, MeTunamiHokapboHin-, MeToKCMKapbOoHIn-, eToKcukapOOoHin-,
aMiHokapboHinamiHo-, MeTunamiHokapboHinamiHo-, N-(amiHokapGoHin)-N-metunamiHo-, N-(MeTunamiHokapboHin)-
N-MeTunamiHo-, N-(amiHokap6oHin)-N-(4-dropdeHin)amiHo-, N-(meTunamiHokap6oHin)-N-deHinamiHo-,
eHinamiHokap6oHinamiHo-, [N-ceHin(vetnnamiHo)lkapboHinamiHo-, N-deHinamiHokap6boHin)-N-metunamiHo-, N-
(cbeHinamiHokapboHin)-N-eHinamiHo-, 6eH3oinamiHokapboHinamiHo-, N-(amiHokap6oHin)-N-gpeHinamiHo-rpyny
abo deHinamiHo-rpyny, npu HeobxgHoOCTi B (eHINbHOMY UMKNi 3amiweHy amiHokapboHinamiHo- abo
MeTUNCyrnbdOHINamiHo-rpyrnoto,

1,3-gurinpo-4-ceHin-2H-2-okcoimigason-1-in-, 1,3-mrinpo-4-(3-tieHin)-2H-2-okcoimigason-14n-, 1,3-gurigpo-
5-dpeHin-2H-2-okcoimigason-1-in-, 7,3-gurigpo-2(2H)-okcobeHsimigason-1-in-, 1,3,3a,4,5,6,7,7a-oktarigpo-2(2H)-
okco-6ensimigason-1-in-, 1H-iHpon-3-in-, 2,4(1H,3H)-giokcoxiHasoniH-3-n-, 1,3-gurigpo-2(2H)-okcoimipaso[4,5-
blnipnann-3-n-, 1,3(2H)-giokco-1H-30iHgon-2-in-, 1H-6eHsimigason-1-in-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in-,
3,4-purigpo-2(1H)-okcoxiHazoniH-14n-, 2(3H)-okcobeHaokcason-3-n-, 1,3-purigpo-2(2H)-okcoimigaso[4,5-
dlnipymignH-3-in-,  2,3,4,5-tetparigpo-2(1H)-okco-1,3-6eH3oaiaseniH-3-in-,  3,4-gurigpo-2(1H)-okconipnao(2,3-
d]nipumignu-34n-, 2(1H)-okcoxiHoniH-34n-,  3,4-gurigpo-2(1H)-okcoxiHoniH-34n-,  2(1H)-okcoxiHokcaniH-3-in-,
3,4,4a,5,6,7,8,8a-okTarigpo-2(1H)-okcoxiHazoniH-3-in-, 1,1-giokenpo-3(4H)-okco-1,2,4-6eH30TiagiasmH-2-in-,
2,4(1H,3H)-giokcoTieHo[3,4-d]-nipumignH-3-in-,  3,4-gurigpo-2(1H)-okcoTieHo[3,4-dnipumiann-3-in-,  3,4-gurigpo-
2(1H)-okcoTieHo[3,2-d]nipumianH-3-n-, 2 ,4-purinpo-5-cpeHin-3(3H)-okco-1,2,4-Tpuason-2-n-, 1,3-aurigpo-5-
metun-4-ceHin-2(2H)-okcoimigazon-1-in-,  2,5-giokco-4-deHinimigasonignH-1-in-,  2,5-giokco-4-(cbeHinveTnn)-
imipasonigmH-1-in-, 3,4-purigpo-2,2-giokenpo-2,1,3-6eH3oTiagiasuH-3-in-, 1,3-gurigpo-4-(4-6icbeHinin)-2(2H)-
okcoimigazon-14n-, 1,3-purigpo-4-(2-Hadpmmn)-2(2H)-okcoimigazon-1-in-, 1,3-purinpo-4,5-gudpenin-2(2H)-
okcoimigaszon-14n-, 1,3-aurigpo-2(2H)-okcoimigaso[4,5-clxiHoniH-3-in-, 4-ceHin-2(1H)-okconipumiamH-1-in-, 4-[3,4-
avrigpo-2(1H)-okco-xiHasoniH-3-in]-1-ninepuantin-,  3,4-gurigpo-2(1H)-okconipnao[3,4-dlnipyumigmH-3-in-,  3,4-
avrigpo-2(1H)-okconipngo [4,3-d]nipyumignH-3-in- abo 2,3-gurigpo-4(1H)-okcoxiHaszoniH-3-in-rpyny,

NpUYoMy BKasaHi BULLE MOHO- i BiLMKMiYHI reTepouuknn B MNOMOXEHHI OOHOrO i3 aTOMIB a30Ty MOXYTb OyTM
3aMilLeHi MeToKankapObOoHiINVeTUbHOLo rpynoto Ta/abo

BKasaHi BMLWE MOHO- i GiUUKNIYHI reTepounKiM y BYIMELeBOMY Kapkaci Ta/abo B HasiBHUX y LUX rpynax
PeHINbHMX rpynax MoXyTb OyTM OAHO-, ABO- 4M Tpu3amilleHi atomamu dgTopy, xnopy abo Gpomy, meTun-,
TPUGTOPMETUN-, METOKCU-, TMOPOKCU-, aMiHO-, HiTpo-, deHin-, deHinmeTun-, kapboke-, meTokc/KapOOHin-,
eTOKCVKap6OoHin-, amiHokapOoHin-, MmeTunamiHokap6oHin-, rigpokcveTnnamiHokap6oHin-, (4-mopdoniHin)kap6oHin-
, (1-ninepungwuHin)kapboHin- abo (4-metun-1-ninepasuHin)-kapboHin-rpynamu, NPUYOMY 3aMiCHUKM MOXYTb OyTn
ofHaKkoBMMM abo PiSHVIMM i baraTokpaTHe 3aMilLleHHs! OCTaHHIMW TPbOMa 3aMiCHUKAMU BUKITHOYEHO,

abo, AKkwo Y He € aToMOM a3oTy, a R%i R® pas3oM MpeacTaBnsalTb 4OAATKOBUI 3B'A30K, RN pasom i3 R’
o3Hauvae Takox 1,4-6ytagieHineHosy rpyny,

a6o, skwo Y' npeacraensie atom symeuto, RN pasom i3 R® i3 sanyseHHsim Y' Takox osHauae kapBOHibHY
rpyny abo Hacu4eHun Y 3 OQHWUM BINIbHUM 3B'A3KOM M'ATU- abo WwecTnuneHHun 1,3-giasa-retepouukn,

AKWUA NOPYM i3 aTOMOM a30Ty MOX€E MiCTUTU KapBOoHiNbHY rpyny B LKII,

B MOJIOXKEHHI OQHOTO i3 aTOMIB @30Ty MOXe OyTV 3aMilLleHUI PeHiMbHO rPYNoto

i, AKLUO BiH HEHAcMYeHUn, Moxe By 6eH30KOHOeHCOBaHUIA NO NOABIMHOMY 3B'A3KY,

X 03Ha4vae aTom KucHio abo 2 atomu BOAH!HO,

Z 03Ha4ae MeTuneHoBy rpyny abo rpyny -NR'-, B skiit

R’ oaHauae atom BogHio a60o MeTUn-rpyny,

R'" o3Hauae atom BogHIO, MeTOoKCUKapOOoHin-, eTokcukapOoHin- abo meTun-rpyny,

n o3Havae ymicno 1, a m osHavae uncno 0 abo, n o3Havae umcno 0, am o3Havae uncno 1

R? o3Havae deHin-, 1-Hadtvn-, 2-Hadmwmn-, 1,2,3 4-tetparigpo-1-Hacdomn-, 1H-iHgon-3-in-, 1-metmn-1H-
iHgon-34n-, 1-(1,1-gumeTuneTokcukapboHin)-1H-iHgon-3-in, 2-TieHin-, 3-TieHin-, Tiazonin- abo arkinTiasonin-rpyny
3 1-3 aToMamu Byrnewto B ankinbHi YacTuHi, NipuauHin- abo xiHoniHin-rpyny,

nNpu4oMy BKasaHi BuLle (PeHiNbHi i HATUMBHI 3anNULLKN MOXYTb OyTM OOHO-, ABO- YM TpM3aMilLeHi aToMOM
dTopy, xnopy abo 6pomy, po3ranyk€HMMU Yy NiHINHUMKU ankinbHUMK rpyNamMun 3 KifbKiCTio aToMiB ByrmeL go 5,
ankokcurpynamn 3 1-3 atomamu Byrneuto, BiHIN-, anin-, TpudTOpMETUN-, MEeTUNCYNbGOHINOoKCH-, 2-
(BMmeTMnamiHo)-eToKCU-, riApoKCK-, LiaH-, HiTpo- abo amiHo-rpynamu, TeTpasonin-, eHin-, nipuamHin-, Tiasonin-
abo dypun-rpynamu i 3amicHVKM MOXYTb OyTM ogHakoBuMU abo pisHMMMK, a GaraTokpaTHe 3aMilleHHs N'aTbMa
OCTaHHIMM 3aMiCHMKaMW BUKIHOYEHO,

A o3Hauvae 3B'130k abo yepes kapOoHinbHY rpyny 3B'a3aHuii 3 rpynoto -NR3R4 cdopmynu (1) gBoBaneHTHWA
3anuLIok opmynum
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R%i R® pasom o3HauatoTb n-mponineHoBy rpyny a6o

R® 03Hauae aTom BoaHio a6o METUNBHY rpymny, a

R® 03Hauae aTom BogHI0 a60 NiHINHY ankineHy rpyny 3 1-4 atomamu ByrneLo,

ska B w-MONOXEHHi Moxe OyTn 3amilleHa amiHo-, MeTUnamiHo-, AMMeTUnaMmiHo-, aMiHoiMiHOMeTunamiHo- abo
amiHokapboHInamiHOrpymnow, NpPUYOMy Yy BKa3aHMX BULLE 3aMiCHUKax 3B'3aHU 3 aTOMOM a30Ty aTOM BOLHH
Moxe  Oymm  3amilleHMin  3aXMCHMM  3arMLLIKOM,  Hanpuknag,  deHinmeTokcmkapboHinbHuUM  abo
TPeT.6 yTMNoKcuKapOOoHiNbHUM 3aMMLLKOM,

R® 03Hauae aTom BogHI0 260

ankineHy rpyny 3 1-4 atomamu ByrneLo, 3amilLeHy B ®-NOJIOXEHHI aMiHO-, MeTUNamiHo-, AMMeTinamiHo- abo
4-(1-ninepuaunHin)-1-ninepuanHin-rpynoto,

R" o3Hauyae aTtom BogHI0, MeTUIBbHY 200 eTUNbHY rpyny

abo R*iR* pa3om i3 3any4eHMM aTOMOM a30Ty O3HAYaTh 3aNIULLIOK 3arasnibHoi hopmynu
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Y? o3Hauae aTom Byrneuto abo, kLo R™ osHauae BiNlbHY Napy eneKTPOHIB, TAKOX O3HA4YaE aToM as3oTy,

r osHavae umcno 1,

g 03Hauae yucno 1,

R osnauae atom BOOHIO, arkin-, AiarkinamiHo-, amiHoankin-, ankifnamiHoarkin-, AiankinamiHoarkin-,
deHinamiHo«kapOoHINamiHO-, ankokcuKapboHin-, ankokcokapOoHinveTun-, kapbokcumeTun- abo kapboken-rpyny
abo uuknoarkin-rpyny 3 4-7 aTomamu ByrneL B LUK,

6eH30in-, NnipuavHinkap6oHin-, deHin-, NipuavHin- abo giasuHin-rpyny, KoXHa 3 siKUX y BYrneLeBOMY Kapkadi
Moxe Oyt 3amiweHa atomom ropy, xropy abo Opomy, aueTun-, metun-, etun- abo meTokcurpynow abo
AVMeTMNaMiHOoanKinsHo rpynoto 3 1-4 atTomamu ByrmeLto, rgpoKCU3aMiLLeHO B ankifibHOMY 3aruLLKy,

3B'iI3aHy 4epe3 atoMm asoTy 1,3-aurigpo-2-okco-2H-imigaszonin-rpyny, sika Moxe Oyt KOHAEHCOBaHa Mo
noAgiiHOMY 3B'A3Ky 3 6€H30SIbHUM ab0 NIPUAMHOBUM LIUKITIOM,

1-niponigwHin-, 1-ninepugnHin-, 4-(aumeTunamiHo)-1-ninepuanHin-, 4-ninepuauHin- aéo 4-mopdoniHinrpyny,
NpUYOMy aTtom a3oTy 4-niNnepuanHINBEHOT rpyNu Moxe ByTn 3amilleHWi ankaHoinbHow abo arnkinbHoto rpymnoto 3 1-
7 atomamu Byrneuto,  6eH30in-, mMeTuncynbdoHin-,  3-kapOGokcunpomnioHin-, uuknonponinMeTun-,
ankokcukapboHinueTnn-abo kapbokcumeTtun-rpynord abo Moxe OyTM  3aMilleHUA  3aXUCHUM  3arvLLKOM,
Hanpvknag, eHinMeTokckapOoHinLHO abo TpeT.6yTnnokcrkapOoHinbHOK rpynoto, rekcarigpo-1H-1-aseninin-,
S-metun-8-a3abiunkno[3,2,1]okT-3-un-, 4-ankin-1-ninepasuHin-, rekcarigpo-4-arkin-1H-1,4-giaseniH-14n-, 1-ankin-
4-ninepnanHinkap6oHin-abo 4-ankin-1-ninepasunHinkapboHin-rpyny,

abo

R™ pasom i3 R™ i Y o3Hauae 5-uneHHuit UMKnoarnichaTuyHNii LMKD, B SKOMY MeTUIEHOBa rpyna Moxe GyTn
3amiweHa rpynoto -NH- a6o -N(CH3)-,

R o03nauae atom BOJHI0, ankifnbHWiA 3anuwiok 3 1 abo 2 atomamu ByrmeLto, SKUN B o-NOJIOKEHHI Moxe 6yTn
3amiweHuni 1-niponigwHin-, 1-ninepnavHin- abo 4-meTun-1-ninepasuHin-rpynoto,

MeTokcukapboHin- abo eTokcmkapboHin- abo uiaH-rpyny,

0O3Hayvae€ BiNbHy Napy enekTpoHiB, AKWo Y™ npeAcTaBnse atom asoTy, a

R®iR™ koxeH 03HaualoT aTom BOAHI0 abo,

skwo Y® npeacraensie atom Bymewo, R'? pasom i3 R™ Takox o3Hayae HacTynHUI ByrMeLeBO-BYrMeLEBUiA
3B'A30K, MpUyomMy R' mae BkasaHi paHille 3Ha4YeHHs, a R®™ npencraense aTom BoAHI0, abo,

SKWo Y® npeacTtaBnsie atom ByIMeLto, R" pasoMm i3 R™ Takox o3Hauae HaCTYMHWIA BYITELIEBO-BYITELIEBUIA
3B'A30K, a R pasom i3 R®j 3anydeHnM MoABiMHAM 3B'A3KOM O3Hava€e KOHOEHCOBaHYy yepe3 N'ATUUNEHHUI LuKn
iHgon-rpyny

NPUYOMY BCi Ha3BaHi BULLE arkifbHi rpynn, @ TakoX HasBHI B iHLUMX Ha3BaHWX 3anuLUKax arnkifnbHi rpynu, SKLwo
iHLLe He BKazaHo, MOXYTb MiCTUTK 1-3 aToMK ByrneLto,

X TayTomepu, ix giactepeomepu, ix eHaHTioMmepwu Ta ix coni.

Ocobnneo nepeBaxkHY NiATPYNY LiNIKOM NepeBaXHUX CNOMyK 3aranbHoi popmMynu | CTaHOBNATL CNOMyKK, B
AKNX

A Rz, R3, R4, R”, X, Z, a TaKOX m i N MaloTb 3HAYEHHS, BKasaHi BULLE NPW BU3HAYEHHI LiIKOM NepeBaKHUX
crnonyk 3aranbHoi coopmynu |, a

R o3Hayvae npu HeobXiAHOCTI B NONOXEHHI aToMa a3oTy 3aMilleHy MeTUIbHOK abo eTUIbHOK rPYMOoo NiHINHY
ankinamiHorpyny 1-4 atomamu ByrneLto, sika B o-nofiokKeHHi 3amilleHa

LMKnoankinbHOo rpyrnoto 3 5-7 atomamu ByrneLto,

heHinbHOLO rpynoto, Aka moxe byt ogHO- Y ABO3aMieHa atomom dropy, xmopy abo 6pomy, MeTun-, HiTpo-
, MeToKCu-, TpudTopMeTun-, rigpokcn-, amiHo- abo aueTMnamiHorpyrnor, NpUYOMy 3amiCHUKM MOXYTb Oytn
ofHakoBMMM abo pisHUMuK, abo

2-niponin-, 3-niponin-, nipnguHin-, 1H-Hgon-3-in-, xiHoniHin- abo i3oxiHoMiHIN-rpynoto, ix Tayromepwu, ix
adiactepeomepu, iXx eHaHTioMepHu, iX CymiLli Ta ix coni.

HacTtynHy oco6nvBo nepeBaxHy Migrpyny UinkoM nNepeBaXHUX CNOMyK 3aranbHoi dopmynu | cTaHoBnATb
CMOMyKW, B SIKUX

RZ, R3, R4, R”, X, Z, a TakoK m i N MalTb 3HAYEHHS, HaBeAeHi BULLE MNPV BM3HAYEHHI BKa3aHWUX BULLE
0C0bnMBO NepeBaXHUX MiArPyn,

R o3Hauae niHiiHy arkinbHy rpyny 3 1-3 atomamu Byrmneuto, Ska B ®-NOJNIOXKEHHI 3aMillleHa LWKoarkinsHo
rpynoto 3 5-7 atomamu ByrneLo,

ofHieto abo aBoma heHinbHUMK rpynamu, 1-Hadptun-, 2-Hadtnn- abo (4-GicbeHinin)-rpynoto, Npn4oMy BkasaHi



BULLE apOMaTUYHIi 3anu1LLKN MOXYTb ByTn 3amilieHi atomom cropy, xnopy abo 6pomy, MeTun-, MeTOoKCU-, aMiHO-
abo auetunamiHorpynoto,

abo 2-niponin-, 3-niponin-, nipnavuin-, 1H-ingon-3-in-, xiHoniHin- abo i3oxiHoNiHIN-rpynoto,

a A o3Hayvae NpoCTUit 3B'A30K,

iX TayTomepwu, ix giactepeomepu, ix eHaHTiomepw, iX cymiLli Ta ix coni.

Ak yinkom nepeBaxH MoXyTb G6yTWM Ha3BaHi, Hanpyknaza Taki Cronyku:

(1) 1-[NZ-[N-[[[Z-(Z-MeTOKCVId)eHiJ‘I)GTVIJ'I]aMiHO]Kap6OHiJ'I]-3,5-,E|,VI6p0M-D-TVIpO3I/IJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(2) 1 —[N2-[N-[[[2—(3-M eTokcudpeHin)etnnjamiHokap6oHinl-3,5-anbpom-D-Tuposun]-L-nisun}-4-(4-nipuamnin)-
ninepasuH

(3) 1 -[N2-[N-[[[2-(2,3-/:W|M eTokandpeHin)etmnlamiHolkap6oHinl-3,5-anbpom-D-tmposunn]-L-nisnn]-4-(4-
nipuaMHin)-ninepasuH

(4) 1—[N2-[N-[[[2—(3-MeTOKCMq)eHin)eTmn]aMiHo]Kap60Hin]-3,5-,q|/16p0M-D—TV|posmn]-L-apriHin]-4-(4-nipMp,MHin)-
ninepasuH

(5) 1 -[Nz-[N-[[[2-(2,3-}J,VIM eTokedpeHin)etunjaminolkap6oHin]-3,5-guépom-D-tnposnn]-L-nisnn]-4-(4-
nipuavMHin)-ninepasuH

6) 1 -[NZ-[N-[[[Z-(3-M eTokandpeHin)etmnlamiHolkap6oHinl-3,5-anbpom-D,L-tnpo3un]-D,L-nisun]-4-(1-veTun-4-
ninepuavHin)-ninepasvH

(7) 1-[N2-[N-[[[2-(3-MeTOKaA¢)eHin)eTmn]aMiHo]Kap60Hin]-3,5-/:u/|6p0M-D,L—Tmposmn]-D,L-ni3|/|n]—4-(4—
ninepuanHin)-ninepasvH
(8) 1 -[NZ-[N-[[[2-(3,4-LW| rigpokcndpeHin)etmnlamivolkap6oHin]-3,5-gubpom-D,L-tupo3unn]-D,L-niznn]-4-(4-

nipnavHin)-inepasuH

(9) 1-[N2—[N-[4-(2-MeTOKCI/Id:)eHiJ'I)-']-I'IiI'IepaSI/IHiJ'I]Kap60HiJ'I]-3,5-,El,|/l6pOM-D—TI/IpO3VIJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipI/IJ:WIHiJ'I)-
ninepasuH

(10) 1-[N2-[N-[4-(3-MeT0KcmcbeHin)-1-ninepa3V|Hin]Kap60Hin]-3,5-,qm6p0M-D-TMp03v|n]-L-ni3V|n]-4-(4-nipm,u,MHin)-
ninepasuH

11) 1-[N2-[N-[[(2-(peHineTV|n)aMiHo}<ap60Hin]-3,5-p,|/|6p0|v|-D-TMpo3mn]—L-ni3vm]—4-(4-nipm,qMHin)-ninepa3|/|H

(12) 1-[N2-[N-[[[2-(4-MeTOKCMd)eHin)eTmn]aMiHo]Kap60Hin]-3,5-,qw6p0M-D-TV|p03|/|n]-L-ni3V|n]-4-(4-nipMp,MHin)-
ninepasuH

(13) 1-[N2-[N-[[[2-(3-MeTOKcmq)eHin)eTmn]aMiHo]Kap60Hin]—3-(1—HacpTl/ln)-D—anaHin]-L-ni3V|n]-4-(4-nipvl,u,lein)-
ninepasuH

(14) 1-[N2-[N-[[[2-(3-ri,qp0KCV|cbeHin)emn]aMiHo]Kap60Hin]-3,5-,qw6p0M-D-TV|p03v|n]-L-ni3V|n]-4-(4-nipm,u,MHin)-
ninepasuH

(15) 1-[N2—[N-[3-g3-MeTOKCVICbeHiJ'I)-'] -okconponin}-3,5-anépom-D-Tupoann]-L-niavn]-4-(4-nipuanHin)-ninepasvH

(16) 1-[N“-[N-[[[2-(3-meToKCMeHin)eTMN]MeTMNamiHolkapboHini-3,5-gnbpom-D-Tupoa3unn]-L-nisun]-4-(4-
B TN N (d-borin- 1-rinepasuti | (- 4-nipuaueinal

-[N“-[N-(4- n-1-ninepasuHin)kap6oHin]-3,5-gu6pom-D-Tvposunn]-L-nisun]-(4-nipuguHin)-ninepasmH

(18) 1-[N2-[N-[4—(2-MeTvm(beHin)-‘l-ninepa3|/|Hin]Kap60Hin]-3,5-,qv|6p0M-D—T|/|p03|/|n]-L-ni3V|n]-4-(4-nipvlp,MHin)-
ninepasuH

(19) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuanHinkapboHin]-3,5-guépom-D-Tvposnn]-
L-ni3v|n]-4-(4—nipvu:LMHinZ-ninepasle

(20) 1-[N“-[N-[[[2-(3-meTokendpeHin)eTun]amiHokap6oHin}-3,5-guxnop-D,L-tmpo3nn]-D L-niznn]-4-(4-
nlpm,qmmn)-nlréepaam ' . ' . . ' .

(21) 1-[N“-[N-[4-(2-meTOKCUEHIN)-1NiNepa3vHinkapboHin]-3,5-ambpom-D-tnposun]-L-nisun]-4-(4-nipuguHin)-
ninepuaMH

(22) 1-[NZ-(N-(4,4-,q|AcpeHin-1-ninepm,quHin)Kap60Hin]-3,5-,q|/16p0M-D—TMp03|/|n]-L-ni3|/|n]-4-(4-nipMp,MHin)-
ninepasuH

(23) 1-[NZ-[N-(4-CbeHiJ'I-1-I'Iil'lepI/I,ELl/IHiJ'I)Kap60HiJ'I]-3,5-,ELI/I6pOM-D-TI/Ip03VIJ'I]-L—J'Ii3VIJ'I]-4—(4-I'IipM}J,I/IHiJ'I)-I'IiI'Iepa3I/IH

(24) 1-[N2-[N-[4-(4-(pTopd)eHin)—1-0|<oo6yTv|n]-3,5-q|/|6p0M-D-TMpoamn]—L-niamn]-4—(4-nipMp,MHin)-ninepaale

(25)1 -[N2-[N-[4,4-,qmcbeHin-1 -okcobytnn]-3,5-ambpom-D-tnpo3aun]-L-nisun]-4-(4-nipuauHin)-ninepasuH

(26) 1-[N2-[N-[4-L|,V|KnoreKcvm-1-OKc06yTV|n]-3,5-/:J,V|6p0M-D-TMpo3V|n]-L-ni3V|n]-4-(4-nipM,uylHin)—ninepasvm

(27) 1 -[N2-[N-[4—(4-aueTV|naM iHodeHin)-1-okcobymnl-3,5-anbpom-D-tuposunn]-L-nisnn]-4-(4-nipnaunHin)-
ninepasuH
(28) 1-[N2-[N-[4-(2-MeT0KcmcbeHin)-1 -ninepasuHin]kap6oHin}-3,5-amnxnop-D,L-tmpo3un]-D ,L-nisnun]-4-(4-

nipnamHin)-inepasuH

(29) 1-[Nz-[N-[4-[3-(TpM¢)TopMeTmn)(beHin]-1-ninepa3|/|Hin]—Kap60Hin]-3,5-nm6p0M-D,L—Tmpo3|/|n]-D,L-ni3mn]—4—
(4-nipnamnHin)-ninepasuH

(30) 1-[NZ-[N-[4-(2-XHOpd)eHiJ'I)-1-I'IiI'IepaSVIHiJ'I]KapGOHiJ'I]-3,5-,E|,VI6pOM-D-TVIpO3VIJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(31) 1 -[N2-[N-[4—(3,4-MeTI/IJ'IeH,EI,iOKCVId)eHiJ'I)-'] -ninepasuHin}-kap6oHin]-3,5-auépom-D-tnposunni-L-nisnnl-4-(4-
nipuavHin)-ninepasuH

(32) 1-[NZ-LN-(4-MeTVIJ'I-1-I'IiI'Iepa3VIHiJ'I)Kap60HiJ‘I]—3,5-£I,VI6p0M-D-TVIpO3VIJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI}J,VIHiJ'I)-FIiI'Iepa3VIH

(33) 1-[N“-[N-[4-(2-rippokcueTnn)-1-ninepasvHinkap6oHin]-3,5-ambpom-D-mpoaun]-L-nisnn]-4-(4-nipnaunHin)-
ninepasuH

(34) 1-[NZ-[N-[4-(4-I'IipVI}:|,VIHiJ'I)-1-I'IiI'Iepa3VIHiJ‘I]KapGOHiJ'I]-3,5-,£|,VI6pOM-D-TI/IpO3VIJ‘I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(35) 1-[NZ-[N-[4-(2-nip|/|,u,v|Hin)-1-ninepa3v|Hin]Kap60Hin]-3,5-,qv|6p0M-D—Tmp03V|n]-L-ni3|/|n]-4-(4-nipmp,MHin)-
ninepasuH

(36) 1-[N2-[N-[4-(,qmcbeHinmeTV|n)-1-ninepa:MHin]Kap60Hin]-3,5-,uM6p0M-D-TMpo3|/|n]-L-ni3V|n]-4-(4-nipM,u,MHin)—
ninepasuH

(37) 1—[N2-[N-[4-(d)eHinmeTmn)-1-ninepa3v|Hin]Kap60Hin]-3,5-,qm6p0M-D—T|/|p03|/|n]-L-ni3v|n]-4-(4-nipmp,MHin)-
ninepasuH

(38) 1-[N2-[N-[4-(4-HiTpOd.)eHiJ'I)-1-I'IiI'IepaSVIHiJ'I]KapGOHiJ'I]-3,5-£|,Vl6p0M-D-TVIpO3VIJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-



ninepasuH

(39) 1-[N2-[N-[4—(eT0Kc1/|Kap60Hir|)-1-ninepasmHin]Kap60Hin]-3,5-,q|/16p0M-D—TMp03|/|n]-L-ni3|/|n]-4-(4-nipMp,MHin)-
ninepasuH

(40) 1-[NZ-[N-[[[3-(2-MeT0KCVICbeHiJ'I)I'IpOI'IiJ'I]aMiHO]KaPGOHiJ'I]-3,5-L|,VI6p0M-D-TVIpO3VIJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(41) 1 -[N2-[N-[[[2—(3-6p0M deHin)eTunlamiHokap6oHin]-3,5-anbpom-D-Tuposnn]-L-nisunl]-4-(4-nipuaunHin)-
ninepasuH

(42) 1 —[N2-[N-[[[2-(3—HiTp0(peHin)emn]a MiHokap6oHin]-3,5-ambpom-D-tupo3unn]-L-nisnn]-4-(4-nipngunHin)-
ninepasuH

(43) 1 -[N2-[N-[[[2-(3-aueTv|naM uHodpeHin)etnnjamiHolkap6oHin]-3,5-guépom-D-Tvposun]-L-nisnn}-4-(4-
nipyavHin)-ninepasuH

(44) 1-[N2-[N-[[[2-(3-6pOMCbeHiJ'I)eTVIJ'I]aMiHO]Kap60HiJ'I]-3,5-,D,VI6pOM-D-TVIpO3I/IJ'I]—N6—(1 -

AnMeTnneTokcukap6oHin)-L-nisun]-4-(@4-nipuavHin)-ninepaswvH

(45) 1-[N2-[N-[(1,2,4,5-TeTparigpo-3H-3-6eH3a3eniH-3-inxap6boHin]-3,5-aubpom-D-tnpoann]-L-nizun]-4-(4-
nipnavHin)-inepasuH

(46) 1 -[N2-[N-[[[2-[3-(Tpv|¢)TopMeTmn)q)eHin]eTmn]aMiHo]-Kap60Hin]-3,5-nm6p0M—D-TV| po3un]-L-ni3nn]-4-(4-
nipnavHin)-ninepasuH

(47) 1-[NZ-[N-[[[Z-(?:-CbTOpd)eHiJ'I)eTVIJ'I]aMiHO]Kap6OHiJ'I]-3,5-,E|,VI6p0M-D-TVIpO3I/IJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(48) 1 -[N2—[N-[4-(2—MeT0KCV|(peHin)-1 -ninepasuHin]kap6orin]-3,5-anbpom-D-tnpoaunn]-L-niann]-4-(4-
drop cbeHin)-ninepasnH

(49) 1-[NZ-[4-aMiH0-3,5-JJ,VI6p0M-N-[[(2-CbeHiJ'IeTVIJ'I)aMiHO]Kap60HiJ'I]-D-CbeHiJ'IaJ'IaHiJ'I]-L-J'IiSVIJ'I]-4-(4-I'IipVI,D,VIHiJ'I)-
ninepasuH

(50) 1 -[N2-[N-[4—(2-M eTokcmdpeHin)-1-ninepuanHinlkapboxinl-3,5-auépom-D-tnposun]-L-nizun]-4-(4-
nipyavHin)-ninepasuH

(51) 1 -[N2-[N[4-(3-MeT0K0/|¢)eHin)-1 ,2,3,6-TeTparigpo-1-ninepnavHinkap6oHin]-3,5-an6pom-D-Tvpo3unn]-L-
niannl-4-(4-nipuguHin)-ninepasuH

(52) 1-[Nz-[N-[4-(2-MeTOKCMd)eHiJ'I)-1 ,2,5,6-TeTparigpo-1-ninepuavHinkap6oHin]-3,5-an6pom-D-Tvpo3unn]-L-
J'Ii3VIJ'I]-4-(4-I'IiEVI/J,VIHiJ'I)-I'IiI'Iepa3MH

(53) 1-[N“-[N-[(4-6icbeHinin)auetnn]-3,5-ambpom-D-mpoaun]-L-nizun]-4-(4-nipuguHin)-ninepasuH

(54) 1-[N2-[N-[4-(4-6p0McbeHin)-1oxco6yTv|n]-3,5-,q|/|6p0M-D-Tmpoamn]—L-niamn]-4—(4-nipMp,MHin)-ninepaavm

(55)1 -[Nz-[N-[4-g1 H-iHpon-3-in)-1-okcobymmn]-3,5-anbpom-D-tnpoaun]-L-niavn]-4-(4-nipuauHin)-ninepasuH

(56) 1-[N*-[N-(4,4-oncbeHin-1-ninepnaunHin)kap6oHin]-3,5-gnépom-D-tnposnn]-L-nisnn}-4-(4-nipnanHin)-
ninepasuH

(57) 1 -[N2-[N-(4-0|<co—1 -dpeHin-1,3,8-tpuasacnipol4,5]aeu-8-vn)kap6oHin]-3,5-gubpom-D-tnpoaunn}-L-nisun]-4-
(4-nipuauvHin)-ninepasunH

(58) 1—[N2-[N-[4-(1,3-/:w|rip,po-2(2H)oxooGeHsiMi,qason—1-in)—1-ninepm,qMHin]Kap60Hin]-4-aMiHo-3,5-,qv|6p0M-D-
deHinananin]-L-niaun]-4-(4-nipngnHin)-ninepeauH

(59) 1-[N2-[N-[4-(1,3-nmri,u,po-2(2H)-0K006eH3iMi,ua30n-1-in)-1-ninepm,u,lein]Kap60Hin]-4-aMiHo-3,5-,qm6p0M-D-
deHinanaHinl-i-niann}-4-(4-nipyavHin)-ninepasvH

(60) 1-[N2—[N—(4—(2-xnop(beHin)-1-ninepa3V|Hin]Kap60Hin]-4-aMiHo-3,5-,D,V|6p0M-D-(*)eHinanaHin]-L-nis|/|J'|]—4-(4-
nipnamHin)-ninepnaunH

(61) 1 -[NZ-[N-[4-(2-XJ'IOp¢)EHiJ'I)-1 -ninepasuHinkapboHinl-amiHo-3,5-anbpom-D-ceHinananin]-L-nisnnl-4-(4-
nipnavHin)-inepasuH

(62) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuanHinkapboHrin]-3,5-gnépom-D-Tvposunn]-
NB—(1 ,1-oumeTnneTokcmkapOoHin)-L-nisaun]-4-(2-nipuauHin)-ninepasuH

(63) 1 -[N2-[N-[[[2-(2-u1/| knorekcun)etvnlamiHokap6oHin]-3,5-ambpom-D-tupo3sunn]-L-nisnn]-4-(4-nipugunHin)-
ninepasuH

(64) 1-[N2-[N-[4—(2-xnopq)eHin)-1-ninepa3V|Hin]Kap60Hin]-3,5-,qv|6p0M-D—TV|posmn]-L-ni3V|n]-4-(4-nipmp,MHin)-
ninepuaMH

(65) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuauHinkapboHin]-3,5-guépom-D-Tvposnn]-
L-J'Ii3VIJ'I]—4-(4—I'Ii2pVI,ELI/|HiJ'I)-I'Iil'lepVI,ELMH

(66) 1-[N“~[N-[4-(amiHokap6oHin)-1-ninepugnHinkap6oHin]-3,5-anbpom-D-Tuposnn]-L-nisnni-4-(4-nipnanHin)-
ninepuaH

(67) 1-[N2-[N-[[[2-(‘I H-inpon-3-in)etun]amiHokap6oHin]-3,5-gm6pom-D-tnposun]-L-nisnn}-4-(4-nipuanHin)-
ninepasuH

?68) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-inepuanHinkapboHrin]-3,5-guépom-D-Tvposun]-
L-ni3aun]-4-(2-meTokendeHin)-ninepasvH

(69) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuanHinkapboHin]-3,5-gnépom-D-Tvposun]-
L-ni3mn]—4-(2—ni£)m,qvmin)-ninepa3v|H

(70)  1-[N“-[N-(4-okco-1-cpeHin-1,3,8-Tprasacnipo[4,5]aeu-8-n)kapboHin]-3,5-auépom-D-tnpo3un]-L-nisun]-4-
(2-meTOKCUGPEHIN)-NINEpa3nH

(71) 1 —[N2-[N-(4,4-,q|/|(peHin-1 -ninepuauvHin)kap6oHin]-3,5-gnépom-D-tnposuni-L-nisun]-4-(2-nipnanHin)-
ninepasuH

(72) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-14n)-1-inepuanHinkapbotin]-3,5-gubpom-D,L-
qaeHinanaHin]-L-nismn2]-4-(4-nipV|p,MHin)-ninepasle

(73) 1-[N“-[N-[4-(1,3-gurigpo-2(2H)-okcobeHsiminason-1-in)-1-ninepmamninkapboin}-3,5-auépom-D, L -
(beHinanaHin]-Ne-('l ,1-ommeTnneTokevmkap6oHin)-L-niaun]-4-(4-nipuanHin)-ninepasuvH

(74) 1-[N2-[N-[4-(2,3-,qur|opq)eHin)-1 -ninepasuHin]kap6onin]-3,5-anbpom-D-tmpoaun]-L-nisun]-4-(4-
nipuavHin)-ninepasuH

(75) 1-[N2-[N-[4-(3,5-,q|/|xnopq)eHin)-1 -ninepasuHin]kap6orin]-3,5-anbpom-D-tnpoaunn]-L-niann]-4-(4-

nipyavHin)-ninepasuH
(76) 1 -[N2-[N-[4-(2-L|,iaHq)eHin)-1 -ninepasunHinkapboHin]-3,5-anopom-D-Tnpo3un]-L-nisun]-4-(4-nipuavHin)-



ninepasuH

?77) 1-[N2—[N—(4—OKCO-1 -cpeHin-1,3,8-tpmasacnipol4,5]aeu-8-un)kapboHin]-3,5-anbpom-D L-cbeHinananinl-L-
niaunl-4-(4-nipuguHin)-ninepasuH

(78) 1-[N2-[N-(4-OK(I)-1-CbeHiJ'I-1,3,8-TpVIa3aCI'IipO[4,5]}J,eLI,-8-VIJ'I)Kap60HiJ'I]-3,5-L|,VI6p0M-D,L-d)eHiJ'IaJ'IaHiJ‘I]—NS-
(1,1-ammeTnneTokenkap6oHin)-L-nisnnl-4-(4-nipuamHin)-ninepasvH

(79) 1-[N2-[N-[4-[4-xnop-3-(Tqu)TopMeTmn)cbeHin]—1-ninepa3MHin]Kap60Hin]-3,5-nM6p0M-D-TMpo3mn]-L-ni3mn]-
4-(4-nipnavHin)-ninepasvH

(80) 1-[N2-[N-[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuanHinkapboHin]-3,5-gnépom-D-Tvposun]-
N6—(1 ,1-onmetTnneTokemkapOoHisn)-L-nidnn]-4-(4-nipuguHin)-ninepasuH

(81) 1-[4-amiH0-3,5-anbpom-N-C[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuavHinkapbowin]-D-
deHinanaHin]-4-(4-nipngnHin)-ninepuauH

(82) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimiaazon-1-in)-1-ninepugnHinkap6orin]-D-
deHinanaHin]-4-(@4-nipyavHin)-ninepasuH

(83) 1-[3,5-gu6pom-N-[[4-(1,3-gurinpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnamHinkap6boHin}-D-tpo3aun]-4-
(4-nipnaunHin)-ninepasuH

(84) 1-[N-[[4-[3,4-puriapo-2(1H)-okcoxiHasoniH-3-n]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTin)-D,L-
deHinanaHin]-4-[1-(1-vetnuneTun)-4-ninepuanHinl-ninepuavH

(85) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-anrigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuanHinl«apboHin]-D-
eHinanaHinl-4-geHinninepaauH

(86) 1-[4-amino-3,5-gn6pom-N-[[4-(1,3-anrigpo-6-meTnn-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-ceHinanaxin]-4-(4-nipuauHin)-ninepasvx

(87) 1-[4-amiH0-3,5-gmbpom-N-[[4-(1,3-amrigpo-5-meTmn-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-deHinanaxin]-4-(4-nipnauvHin)-ninepasvH

(88) 1-[4-amiHo-3,3-gnbpom-N-[[4-(1,3-anrigpo-5,6-anxnop-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-ceHinanaxin]-4-(4-nipuauHin)-ninepasvH

(89) 1-[4-amiH0-3,5-gn6pom-N-[[4-[1,3-aurigpo-3-(vmeTokcrkapOoHinveTnn)-2(2H)-okcobeHsimigason-14nj-1-
ninepuavHinkap6oHin]-D-deHinanaxin]-4-(4-nipnauvHin)-ninepasvH

(90) 1-[3,5-gu6pom-N-[[4-(1,3-gurinpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHinkapoboHin}-D-tmpo3aun]-4-
(4-ninepuawvHin)-ninepnavH

(91) 1-[4-amiH0-3,5-mbpom-N-[[4-(1,3,3a,4,5,6,7,7a-okTarigpo-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-deHinanaxin]-4-(4-nipnauvHin)-ninepasvH

(92) 1-[4-amiHO-3,5-guBpoM-N-[[4-(6eH30inamiHo)-1-ninepuamHinikap6oHin]-D-ceHinanaHin]-4-(4-nipuaunHin)-
ninepasuH

(93) 1-[4-amiH0-3,5-gu6pom-N-[[4-(amiHokapboHin)-1-ninepuamHinkap6oHin]-D-teHinanaHin]-4-(4-nipnaunHin)-
ninepasuH

(94)1-[4-amiH0-3,5-gnbpom-N-(4-okco-1-dpeHin-1,3,8-Tpmnasacnipo[4,5]neu-8-nn)xapboHin]-D-ceHinanaHin]-4-
(4-nipuauvHin)-ninepasunH

(95) 1-[3,5-am6pom-N-[[4-(6eH3oinamiHo)-1-ninepnanHinkap6oHin]-D-eHinananin]-4-(4-nipuamnin)-
ninepasuH

(96)  1-[3,5-onbpom-N-[[4-(1,3-agurigpo-6-veTnn-2(2H)-okcobeHsimigazon-1-in)-1-ninepunauHinl«apboHin]-D-
™mpo3unl-4-(4-nipnavHin)-ninepasuH

97)  1-[3,5-aubpom-N-[[4-(1,3-gurigpo-5-metnn-2(2H)-okcobeHsimigason-1-in)-1-ninepnamHinl«ap6oHin}-D-
™po3unl-4-(4-nipnavHin)-ninepasuH

(98) 3,5-}.'J,Vl6pOM-N2-[[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuantHinlkapoboHin]-D-tnposnHamig

(99) 1-[3,5-gubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHinikapboHin}-D-tnpo3aun]-4-
MeTunmninepasuH

(100) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposun]-
4-(1-metTnn-4-ninepnavHin)ninepasuvH

(101) 1-[3,5-aubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-Tnposnn]-
4-cbeHinninepasuH

(102) 3,5-/:I,VI6pOM-N2-[[4-(1,3-/J,Vll'i,Cl,pO-2(2H)-OKCO6eH3iMi,EIaBOJ'I-1-iJ'I)-']-I'Iil'lepVI,D,VIHiJ'I]KaDGOHiJ'I]-N,N-}:l,ieTVIJ'I-D-
TMPO3VHaMmIg,

(103) 3,5-am6pom-N[[4-(1,3-auriapo-2(2H)-okcobeHaiminason-1-in)-1-ninepuamHinkap6oHin]-N-[(4-
(ammeTunamiHo)6ytmn}-D-TnposunHamig,

(104) 1-[3-6pom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnauvHinlkap6oHin}-D-Tnpo3un]-4-4-
nipuaMHin)-ninepugnH

(105) 1-[3-6pom-N-[[4-(1,3-aurinpo-2(2H)-okcobeH3simigason-1-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(4-
nipyavHin)-ninepasuH

(106) 1-[3,5-ambpom-N-[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuamnHin}-kap6oHin]-D-tmposun]-
4-[1-(1,1-aumeTuneTokcrkapboHin)-4-ninepuanHinininepasuH

(107)  1-[4-amiH0-3,5-anbpom-N-[(4-LiaH-4-ceHin-1-ninepuanHin)kapboHin]-D-ceHinanaHin]-4-(4-nipuaunHin)-
ninepasuH

(108) 1-[3,5-ambpom-N-[(4-okco-1-dpeHin-1,3,8-1prasacnipo-[4,5]aeu-8-n)kapbonin]-D-tnpoaunn]-4-(4-
nipnamHin)-ninepasuH

(109) 1-[3,5-au6pomM-N-[(4-uiaH-4-deHin-1-ninepnanHin)kap6oHinl-D-tmpoaun]-4-(4-nipugnHin)-ninepasuH

(110)  1-[4-amiHo-3,5-gn6pom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepmaHinl«ap6oHin]-D-
deHinanaHin]-4-(2-nipnanHin)-ninepasuvH

(111)  1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunanHinl«ap6oHin]-D-
deHinanaHinl-4-(2-nipymignHin)-ninepasuH

(112) 1-[3,5-gubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tnposnn]-
4-(2-nipnavHin)-ninepasunH

(113)  1-[4-amiHo-3,5-ambpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunauHinl«ap6boHin]-D-
deHinanaHin]-4(nipasuHin)-ninepasvH



(114) 1-[4-amiHO-3,5-ambpom-N-[(4-0kco-1-deHin-1,3,8-Tpmasacnipo[4,5)aeu-8-unkapoboHin}-D-deHinananin]-
4-(2-nipnavHin)-ninepasuH

(115) 1-[3,5-anbpom-N-[(4-okco-1-cpeHin-1,3,8-Tpmuasacnipo-[4,5]aeu-8-n)kapboHin]-D-tmpo3nn]-4-(2-
nipnavHin)-inepasuH

(116) 1 -[4-amiHo-3,5-anbpom-N-[[4-(2,4(1H,3H)-giokcoxiHa3oniH-3-in)-1-ninepuavHinkap6oHin]-D-
deHinanaHin]-4-@4-nipuavHin)-ninepasuH

(117) 1-[3,5-m6bpom-N-[[4-(2,4(1H,3H)-miokcoxiHasoniH-3-in)-1-ninepuauHinlkap6oHin]-D-tvposnn]-4-(4-
nipuavMHin)-ninepasuH

(118) 1-[3,5-an6pom-N-[[4-(amiHokapBoHin)-1-ninepuanHinlkapboHin]-D-tnpo3unn]-4-(4-nipnavHin)-ninepasuvH

(119) 1-[4-amiHO-3,5-gm6pom-N-[(4-0kco-1-cpeHin-1,3,8-Tpnasacnipo[4,5]aeu-8-nnkapoboHinl-D-cdeHinananin]-
4-(nipaauHin)-ninepa3suH

(120) 1-[3,5-aubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-tnposnn]-
4-(2-nipumiguHin)-ninepaswH

(121)  1-[3,5-ambpom-N-[[4-(1,3-anrigpo-2(2H)-okco-imiaaso-[4,5-binipnann-3-in)-1-ninepuamHinkap6owin]-D-
Tmpo3nnl-4-(4-nipnguHin)-ninepasuH

(122) 1-[4-amino-3)5-anbpom-N-[[4-(1,3-auriapo-2(2H)-okco-imigaso[4,5-b]nipnamH-3-in)-1-
ninepuavHinkap6oHin]-D-ceHinanaxin]-4-(4-nipuauHin)-ninepasvx
(123) unc-1-[3,5-anbpom-N-[[4-(1,3-auriapo-2(2H)-okcobeHsimiaazon-1-m)-1-umknorekcun]-kapooHin]-D-

™mpo3unl-4-(4-nipnavHin)-ninepasuH

(124) TpaHc-1-[3,5-an6pom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-uvknorekcunl«apboHin]-D-
TMpo3unl-4-(4-nipnguHin)-ninepasuH

(125) 1-[N-L4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuguHinlkap6oHin]-3,5-gumeTn-D,L-
TMpo3nnl-4-(4-nipnavHin)-ninepasuH

(126) 1-[N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnguHinlkapboHin]-3,5-gumen-D,L-
™po3unl-4-(4-nipnavHin)-ninepuavH

(127) 1-[N-[[4-(1,3-purigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuavHinlkapborinl-3,5-gumetmn-D,L-
Tmpo3unl-4-(1-ninepnavHin)-ninepnavH

(128) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepunanHinl«ap6oHin]-D-
deHinanaHin]-4-(4-dbtopdeHin)-ninepasvH

(129) 1-[3,5-oubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuamnHin}-kap6oHin]-D-tmposun]-
4-(nipaauHin)-ninepasnH

(130) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunanHinl«ap6boHin]-D-
deHinanaHin]-4-(2-meTokcmdeHin)-ninepasunH

(131) 1-[4-amiH0-3,5-gm6pom-N-[(4-okco-1-cheHin-1,3,8-Tpnasacnipo[4,5]aeu-8-nnkapooHinl-D-deHinananin]-
4-(2-meTokevpeHin)-ninepasuH

(132) 1-[4-amiHO-3,5-gm6pom-N-[(4-okco-1-cpeHin-1,3,8-Tpnasacnipo[4,5]neu-8-nnkapooHinl-D-cdeHinananin]-
4-(4-cpropcpeHin)-ninepasmH

(133) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6oHin}-D-tmposunn]-
4-(2-meToKkevbeHin)-ninepasuH

(134) 1-[4-aminHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunauHinl«apboHin]-D-
deHinanaHinl-4-(5-meTokcv-4-nipumigunHin)-ninepasvnH

(135) 1-[3,5-ambpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuaunHin}-kap6owin]-D-tmposnn]-
4-(5-meToKCn-4-nipumiguHin)-ninepasvH

(136) 1-[N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuavHinlkap6orin]-D-tnpoann]-4-(4-
nipuaHin)-ninepasuH

(137) 1-[4-amiHo-N-[[4-(1H-6eHsimigazon-1-in)-1-ninepnanHinlkapborin]-3,5-anbpom-D-deHinanaHinl-4-(4-
nipuavHin)-ninepuanH

(138) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3(2H)-giokco-1H-izoingon-2-in)-1-ninepuanHin]-«kap6oHin]-D-
d)eHinanaHin]-4—g1-ninepm,qMHin)-ninepM;MH

(139) 1-[N“-[3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcoimigaso[4,5-b]nipnanH-3-in)-1-ninepuanHin]kapoboHin]-
D-TVIpO3VIJ'I]-N6-(1 ,1-onmeTnneTokcnkap6oHin)-L-nizunl-4-(4-nipyanHin)-ninepasuH

(140) 1-[N2-[3,5-AI/I6p0M-N-[[4—(2,4(1 H,3H)-giokcoxiHasoniH-3-in)-1 -ninepl/l,qvlHin]Kap60Hin]—D-TMpo3|/|n]—N6-
(1,1-ammeTneToKkenkap6oHin)-L-niaunl-4-(4-nipyavHin)-ninepasvH

(141) 1-[N2-[3,5-,qv|6p0M-N-[[4-(1 ,3-aurigpo-2(2H)-okcoimigasol4,5-bnipnanH-3-in)-1-ninepuanHinlkapboHin]-
D-mmpoaun]-L-niaun}-4-(4-nipyamHin)-ninepasvH

(142) 1 -[N22-[3,5-/:w|6p0M-N-[[4-(2,4(1 H,3H)-giokcoxiHasoniH-3-in)-1-ninepuanHinkap6boHin}-D-tmpo3aun]-L-
nisnnl-4-(4-nipnguHin)-ninepasuH

(143) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(4-
nipuaMHin)-ninepugnH

(144) 1-[3,5-amnbpom-N-[(4'(3'H)-okcocnipo[ninepuanH-4,2'(1'H)-xiHasoniH]-1-n)kap6oHin]-D-tnpo3unn]-4-(4-
nipuauHin)-ninepnaunH

(145) 1-[3,5-pmbpom-N-[[4-(1,3-amrigpo-2(2H)-okcoimigaso-[4,5-bJnipnavH-3-in)-1-ninepuannin]}«ap6oHin]-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(146) 1-[N-[[4-(1,3-purigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepugnHinlkap6oHin]-D,L-3-(4-
nipuavHin)anawinl-4-(4-nipuguHin)-ninepasvH
(147) 1-[4-amiH0-3,5-an6pom-N-[[4-(1,3-gurigpo-2(2H)-okcoimigazo[4,5-b]nipnanH-3-in)-1-

ninepuavHinkap6oHin}-D-deHinanarin]-4-(1-vetun-4-ninepugunHin)-ninepasvH

(148) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(1-
ninepyavHin)-ninepnanH

(149) 1-[3,5-gu6pom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-1-in)-1-ninepnguHinlkap6oHin]-D-tmpo3un]-4-(4-
nipuaMHin)-ninepuanH

(150) 1-[3,5-ambpom-N-[[4-(1,3-aunriapo-5-(MeTokcukap6oHin)-2(2H)-okcobeHsimigason-1-in)-1-
ninepuamHinkap6oHrin]-D-tnpoavn]-4-(4-nipyaHin)-ninepunanH



(151) 1-[3,5-m6pom-N'-[[4-(1,3-aurigpo-5-(rigpokcrkapboHin)-2(2H)-okcobeHsimigason-1-in)-1-
ninepnavHinkap6oHin]-D-tpo3un]-4-(4-nipuauHin)-ninepuavH

(152) 1-[3,5-anbpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]«ap6oHxin]-D-
TMpo3nnl-4-(4-nipnavHin)-ninepuamH
(153) 1-[3,5-amnbpom-N-[[4-(1,3-aurigpo-5-cheHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]-«kap6oHrin]-D-

TMpo3unnl-4-(4-nipuavHin)-ninepuavH

(154) 1-[N2-[3,5-,u146p0M-N-[[4-(3,4-/:w|ri,apo-2(1 H)-okcoxiHasoniH-3-in)-1-ninepnanHin]-«ap6oHin]-D-Tupoann]-i-
niann]-4-(4-nipuguHin)-ninepasuH

(155) 1-[3,5-oubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6oHin}-D-tmposun]-
4-(4-pTopheHin)-ninepasuH

(156) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposnn]-
4-(2-cpropcpeHin)-ninepasnH

(157)  1-[4-amiHo-3,5-gnbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnamHinl«ap6oHin}-D-
deHinanaHin]-4-(2-cbropdeHin)-ninepasvH

(158) 1-[4-amiH0-3,5-an6pom-N-[[4-(deHinamiHokapBoHinamiHo)-1-ninepuavHinlkap6borin]-D-deHinanawin}-4-
(4-nipuamnHin)-ninepasunH

(159) 1-[4-amiH0-3,5-anbpom-N-[[4-[N-(amiHokap6oHin)-N-cdeHin-amiHo]-1-ninepuanHin]«ap6orin]-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(160) 1-[3,5-m6pom-N-[[4-(amiHokapboHinamiHo)-1-ninepuamHinkap6owin]-D-tnposunn!-4-(4-nipngnHin)-
ninepuaMH

(161)  1-[4-amiHo-3,5-ambpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunanHinl«ap6oHin]-D-
deHinanaHin]-4-@4-nipumignHin)-ninepasuH

(162) 1-[3,5-anbpom-N-[[4-[2(3H)-okcobeH3okcazon-3-1n]-1-ninepuanHin]kapboHin]-D-tnpo3nn]-4-(4-
nipnamHin)-ninepnaunH

(163) 1-[N-[[4-(amiHokap6oHinamiHo)-1-ninepuamHinkapboHin]-3,5-au6pom-D-Tnpo3unnl-4-(4-nipnanHin)-
ninepasuH

(164) 1-[4-amiH0-3,5-An6pom-N-[[4-(deHinamiHokapboHinamiHo)-1-ninepuanHinlkapboHin]-D-ceHinananin]-4-
(1-ninepuanHin)-ninepuanH

(165) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposnn]-
4-(4-nipymiguHin)-ninepaswvH

(166) 1-[3,5-gu6pom-N-[[4-(MeTunamiHokapboHinamiHo)-1-ninepnanHinkap6oHrinl-D-tmpo3nn]-4-(4-nipnaunHin)-
ninepuanH

(167) 1-[3,5-abpom-N-[[4-[N-(amiHOoKkapB6OHiN)-meTMNamiHo]-1-ninepuavHinlkapoboHin]-D-tmposnn]-4-(4-
nipuaMHin)-ninepugnH
(168) 1-[N2—[N—[[4-(aMiHOKap60HinaM iHO)-1 -rliI'Iepl/lp.l/lHiJ'I]Kap6OHiJ'I]-3,5-,D,I/I6pOM-D-TVIpO3VIJ'I]-N6—(1 -

avmMeTuneTokcukap6oHin)-L-nisnn]-4-(4-nipnanHin)-ninepnanH

(169) 1-[3,5-onbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuamnHin}-kap6oHin]-D-tmposun]-
4-(3-nipnanHin)-ninepasvH

(170)  1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigaszon-1-in)-1-ninepunanHinl«ap6oHin]-D-
deHinanaHin]-4-(3-nipnanHin)-ninepasuvH

(171) 1-[3,5-agn6pom-N-[[4-(cpeHinamiHokapboHinamiHo)-1-ninepnanHinkap6oHinl-D-tmpo3nn]-4-(4-nipuaunHin)-
ninepasuH

(172) 1-[3,5-anbpom-N-[[4-(cbeHinamiHokapboHinamiHo)-1-ninepuanHin]kap6oHin]-D-tmpo3nn]-4-(1-
ninepuavHin)-ninepuauH

(173) 1-[2,5-anbpom-N-[[4-(1,3-aunrigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHin]«ap6oHin]-D,L-
deHinanaHin]-4-@4-nipnavHin)-ninepuguH

(174) 1-[2,5-ambpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHin]«ap6oHin]-D,L-
deHinanaHin]-4-(4-nipngnHin)-ninepa3vH

(175) 1-[3,5-anbpom-N-[[4-[N-(amiHokapboHin)-N-cheHinamiHol-1-ninepnauHinlkap6oHin]-D-tmpoaunn]-4-(4-
nipnamHin)-ninepasuH

(176) 1 -[N2-[3,5-,qm6p0M-N-[[4-(MeTmnaMiHOKap60HinaMiHo)-1 -|'IiI'IepVI}J,VIHiJ'I]Kap60HiJ'I]-D-TVIp03VIJ'I]-N6-(1 -
AvMeTuneTokcukap6oHin)-L-nisnnl-4-@-nipyavHin)-ninepuaH

177) 1-[N2-[3,5-/J,l/l6p0M-N-[[4-[N-(aMiHOKap60HiJ'I)MeTVIJ'IaMiHO]-1 -I'IinepI/I,D,MHiJ'I]Kap6OHiJ'I]-D-TVIp03VIJ'I]-N6—(1 -
AvmMeTuneTokcukap6oHin)-L-nisnnl-4-(@4-nipyavHin)-ninepuaH

(178) 1-[3,5-ogm6pom-N-[[4-[N-(MmeTunamiHokapboHin)-meTnnamiHol-1-ninepuauvHinlkap6oHin}-D-Tnpo3un]-4-4-
nipuaMHin)-ninepngnH

(179) 1 -[NZ-[N-[[4-(aMiH0Kap6OHiJ'IaM iHO)-1-ninepuanHin]kap6orin]-3,5-anbpom-D-tnposun]-L-nisun]-4-(4-
I'IipVI}:l,VIHiJ'I)-I'IiI'Ie?VI,EI,VIH

(180) 1-[N“-[3,5-anbpom-N-[[4-[N-(meTunamiHokapboHin)vmetnn-amiHol-1-ninepuanHin}-kapborin]-D-Tmposnn]-
N6—(1 ,1-onmeTnnetokemkapOoHin)-L-niann]-4-(4-nipuauHin)-ninepuauvH

(181) 1-[N2-[3,5-,!1I/I6pOM-N-[[4-[N-(aMiHOKap60HiJ'I)M6TMJ'IaMiHO]-1-I'IiI'IepVI,EI,VIHiﬂ]KapGOHiJ'I]-D-TMpO3MJ‘I]-L-J‘Ii3MJ‘I]-
4-(4-nipuavHin)-ninepnanH

(182) 1-[N2-[3,5—,qm6p0|v|-N-[4-[N-(MeTV|naMiHOKap60Hin)aMiHo]-1-ninepm,qmHin]Kap60Hin]-D-TV|p03mn]-L-nismn]-
4-(4-nipnavHin)-ninepnamH

(183) 1-[NZ-[3,5-,£|,I/I6pOM-N-[[4-[N-(MeTMJ'IaMiHOKapGOHiJ'I)METVIJ'IaMiHO]-'I-I'Iil'lepl/I,D,l/IHiJ'I]-Kap60HiJ'I]-D-TVIp03MJ'I]-
L-J'Ii3VIJ'I]-4-(4-I'IiJ)VIJJ,VIHiJ'I)-I'IiI'IepVIJ:lVIH

(184) 1-[N“-[N-[[4-[N-(amiHokapboHin)deHinamiHol-1-ninepnanHinkapboHinl-3,5-anépom-D-Tnposun]-L-nisnn]-
4-(4-nipnavHin)-ninepnamH

(185) 1-[N-[[4-[N-(amiHokapBoHin)deHinamiHo]-1-ninepmavHinlkapboHin]-4-amiHo-3,5-anbpom-D-
deHinanaHin]-4-(4-nipngnHin)-ninepuauH
(186) 1-[N-[[4-[N-(amiHokapBoHin)deHinamiHo]-1-ninepuanHin]-kap6oHin]-4-amiHo-3,5-An6pom-D-

deHinanaHin]-4-(4-nipnanHin)-ninepasuvH
(187) 1-[N-[[4-[N-(amiHokap6oHin)deHinamiHo]-1-ninepnanHin]-kapborinl-3,5-ambdpom-D-tnposnn]-4-(4-



nipuaMHin)-ninepuanH

(188) 1-[N2-[N-[[4-[2(3H)-OKCOﬁeHSOK(.‘a3OJ'I-3-iJ'I]—1-nil‘lepVI,El,IAHiJ'I]-Kap6OHiJ'I]-3,5—,D,I/I6pOM-D-TVIp03VIJ'I]-N6—(1,1-
AnMmeTuneTokcukap6oHin)-L-nisnnl-4-(4-nipyavHin)-ninepasvH

(189) 1-[4-amiHo-3,5-anbpom-N-[[4-(1H-iHaon-3-in)-1-ninepngnHinlkap6oHin]-D-deHrinananin]-4-(1-
ninepyavHin)-ninepnanH

(190) 1—[N2-[3,5-p,|/16p0M-N-[[4—(1 ,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepunanHinl«apborin]-D-
Twpoamn]-NG-(1 ,1-oumeTnneTokcukapboHin)-L-nidun]-4-(5-meToken-4-nipum (amHin)-ninepaswH

(191) 1 —[Nz-[2,5-/:w|6p0M-N-[[4—(‘I ,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepnamHinl«ap6oHin]-D-
q)eHinanaHin]-NG-(1 ,1-ommeTnneTokemkapBoHin)-L-niann]-4-(4-nipnanHin)-ninepasuvH

(192) 1-[N-[[4-[N-(amiHoKapBoHin)dpeHinamiHo]-1-ninepuaunHinl-kapboHin]-3,5-gmbpom-D-

™po3nnl-4-(4-nipnavHin)-ninepasuH

(193) 1-[3-6pom-N-[[4-(1,3-auriapo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHinkap6boHin}-D-tpo3aun]-4-
deHinninepasvH

(194) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(1-
umKnorekcun-4-ninepnauHin)-ninepasvH

(195) 1-[N?[3,5-an6pom-N-[[4-(1,3-auriapo-2(2H)-okcobeHaiminason-1-in)-1-ninepuannin}-«ap6oHin]-D-
TMpOSI/IJ'I]-NG-(‘] ,1-oumeTnneTokcukapOoHin)-L-nisun]-4-(1-ninepuauHin)-nine puanH

(196) 1-[N2-[N-C[4-(2-L|,ichpeHin)-1 —|1inepa3V|Hin}<ap60Hin]-3,5-,qV|6p0M-D-TV|p03V|n]-N6-(1 -
anMmeTuneTokcukap6boHin)-L-nisunl-4-(1-ninepnavHin)-ninepnavH

(197) 1—[N2-[3,5-,D,|/|6p0M-N—[[4—(1 ,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuamnHini-«kap6orin]-D-
Tmpo3sunl-L-nizun]-4-(1-ninepuaunHin)-ninepnavH

(198) 1-[N2-[N-[[4-(2-uiaH¢)eHin)-1-r|inepasMHin]Kap60Hin]-3,5-/:J,V|6p0M-D-Tmpoawn}-i-nismn]-4-(1-|'|inepV|/J,V|Hin)-
ninepuaMH

(199) 1-[3,5-guxnop-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuaunHin}-kap6owin]-D-tmposnn]-
4-(1-ninepmavHin)-ninepuavH

(200) 1-[3,5-anxnop-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamnHin}-kap6oHin]-D-tmposun]-
4-(4-nipnanHin)-ninepasvH

(201) 1-[4-amiH0-3,5-an6pom-N-[[4-(1,3-gurigpo-6-rigpokcn-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(202) 1-[3,5-gnbpom-N-[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepugnHin}-kapborin]-D-Tmposnn]-
4-(4-mopdoniHin)-ninepnanH

(203) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposun]-
4-(eTokcnkapOoHin)-ninepnanH

(204) 1-[3,5-gubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-Tnposnn]-
4-(gumeTMnamiHo)-ninepnaunH

(205) 1-[3-6pom-N-[[4-(1,3-aurinpo-2(2H)-okcobeH3imigason-1-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(1-
ninepyavHin)-ninepnanH

(206) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6oHin}-D-tmposun]-
4-(1-niponigmHin)-ninepnguH

(207) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposnn]-
4-(meTOKCVKapbOoHIn)-4-ceHinninepnanH

(208) 1-IN%[3,5-anGpom-N-[[4-(1,3-auriapo-2(2H)-okcobeH3iMifason-1-in)-1-ninepuamHin}-«apGoHin)-L-
mpo3un]-L-niaun]-4-(4-nipnavHin)-ninepasuvH

(209) 1-[N2-[3,5-J:|,VI6p0M-N-[[4-(1 ,3-ourigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamHin]«ap6oHin]-L-
mpo3un]-D-niznn]-4-@4-nipuavHin)-ninepasvH

(210) 1—[N2-[3,5-p,|/16p0M-N-[[4—(1 ,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepunanHin]«apbonin]-D-
mpo3un]-D-niznnl-4-@4-nipuavHin)-ninepasvH

(211) 1-[3,5-gubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepugnHin}-kapborin]-D-Tvposnn]-
4-(rigpokcvkap6oHin)-ninepnanH

(212) 1-(N2-[3,5-/J,M6p0M-N-[[4-(1 ,3-gurigpo-2(2H)-okcobeHsimiaazon-1-in)-1-ninepuamninl«ap6oHin]-D-
TVIpOSVIJ'I]-NG,NG-}élVIMeTI/IJ'I-L-J'Ii3VIJ'I]-4-(4-|'IipVI,EI,VIHiJ'I)-I'IiI'Iepa3VIH

(213) 1-[N“-[3-6pom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-tnposnn]-
L-niann]-4-(1-ninepuguHin)-ninepuanH

(214) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposun]-
4-(4-ninepnauHin)-ninepasvH

(215) 1-[3,5-gubpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-Tnposnn]-
4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-ninepuauH

(216) 1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kapborin]-D-Tvposnn]-
4-(1 ,3-,qmri,upo—2$2H)-oxcoiMip,a3o[4,5-b]nipmnMH-3-in)-ninepM,qMH

(217) 1-[N“-[3-6pom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin}-kap6orin]-D-tnposnn]-
N6-(1 ,1-oumeTnneTokcmkapOoHin)-L-nisnn]-4-(4-nipuguHin)-ninepasuH

(218) 1-[N2-[3-6p0M-N-[[4-(1,3-}J,Vll'i,ClpO-2(2H)-0KC06€H3iMiJJ,aSOJ'I-1-iJ'I)-1-|'IiI'IepVI,lJ,VIHiJ'I]-Kap60HiJ'I]-D-TVIpO3VIJ'I]-
L-ni3un]-4-(4-nipuguHin)-ninepasuH

(219)  (R)-1-[2-[N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimiaason-1-in)-i-ninepuanHinikapboHini-N-meTnamiyo]-3-
(3,5-ambpom-4-rigpokcudpeHin)-nponinl-4-(1-ninepnauHin)-ninepnavH

(220) (R)-1-[2-[N-[[4-(1,3-purigpo-2(2H)-okcobeHsimiaazon-14n)-1-ninepuaHinkapborin]amiHo]-3-(3,5-
Anbpom-4-rigpokevdeHin)-nponinl-4-(1-ninepnanHin)-ninepnanH

(221) 1-[N2-[4-aM iHO-3,5-gmbpom-N-[[4-(1,3-gurinpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHin]kap6oHin]-
D-d)eHiJ‘IaJ'IaHiJ'I]-N6,N6-,D,VIMeTVIJ'I-L-J'IiSVIJ'I]-4-(4-I'IipVI/:l,VIHiJ'I)-I'IiI'Iepa3VIH

(222) 3,5-/:u/|6p0M-N2-[[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigazon-1-n)-1-ninepuguHinkap6oHin]-N-[(2-[4-(1-
ninepuavHin)-1-ninepuauHinleTun}-D-tnposnHamig

(223) 1-[3,5-am6pom-N-[[4-[5-[(4-mopdhoniHin)kapboHin]-1,3-gurigpo-2(2H)-okcobeHsiminazon-1-n}-1-
ninepuamHinkap6oHrin]-D-tnpoavn]-4-(4-nipyaHin)-ninepunanH



(224) 1-[3,5-gu6pom-N-[[4-[5-[(4-meTun-1-ninepasunHin)kap6boHinl-1,3-aurigpo-2(2H)-okcobeHsimigazon-1-n]-1-
ninepuanHinl«ap6oHin]-O-tupo3un}-4-(4-nipnavHin)-ninepmavH

(225) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(4-
nipnavHin)-inepasuH

(226) 1-[4-amino-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHxin]-D-
deHinanaHin]-4-(1-ninepuavHin)-ninepuaMH
(227) 1-[4-amiHo-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-1-in)-1-ninepuamHinl«ap6oHxin]-D-

deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(228) 1-[3,5-auBpom-N-[[4-(3,4-auriapo-2(1H)-okcoxiHazoniH-1-in)-1-ninepnavHinlkap6oHin]-D-tmpoaun]-4-(1-
ninepuavHin)-ninepuauH

(229) 1-[3,5-anbpom-N-[[4-(1,3-gnrigpo-2(2H)-okcoiminaso-[4,5-dnipumiaun-3-in)-1-ninepuamHinkap6bowin]-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(230) 1-[4-amiHo-3,5-gn6pom-N-[[4-(3,4-purinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin]«ap6oHin]-D-
deHinanaHinl-4-(1-MmeTun-4-ninepyavHin)-ninepnanH
(231) 1-[4-amiHo-3,5-gnbpom-N-[[4-(2,3,4,5-TeTparigpo-2(1H)-okco-1,3-6eH3ogiazeniH-3-in)-1-

ninepnavHinkap6oHin}-D-deHinananin]-4-(1-ninepuaunHin)-ninepuanH

(232) 1-[N2-[4-aMiHO-3,5-,D,I/I6p0M-N-[[4-(3,4-,EI,I/IFi/J,pO-2(1H)-OK(I)XiH830]'IiH-3-iJ‘I)-1-I'IiI'IepI/I/:lVIHiJ'I]-Kap60Hin]-D-
deHinananin]-L-nizun]-4-(1-ninepngvHin)-ninepuanH

(233) 1—[Nz-[4-aMiH0-3,5-,EI,I/I6p0M—N-[[4-(3,4—,El|/|ri,£l,p0-2(1H)—OK(X)XiH830]'IiH-3-iJ‘I)-1-I'Iil'lepI/I}J,VIHiJ'I]-KapGOHiJ'I]-D-
deHinanaHin]-L-niaun]-4-(4-nipnanHin)-ninepasuvH

(234) 1-[N2-[4-aMiHO-3,5-,D,I/I6p0M-N-[[4-(3,4-,EI,I/IFi/J,pO-2(1H)-OK(I)XiH830]'IiH-3-iJ‘I)-1-I'IiI'IepI/I/:lVIHiJ'I]-Kap60Hin]-D-
deHinanaHin]-L-niaun]-4-(4-nipyamHin)-ninepnguH

(235) 1-[N2-[3,5-,qm6p0M-N—[[4—(3,4-AV|rinpo—2(1H)oxoo><iHasoniH-3-in)-1-ninepm,qmHin]—Kap60Hin]—D-Tmposvln]-
L-niann}-4-(1 —I'Iil'leg)l/I/:MHiﬂ)-ﬂinepl/l,D,MH

(236)  1-[N“-[3,5-anbpom-N-[[4-(1,3-gurigpo-4-ceHin-2(2H)-okcoimigaszon-1-in)-1-ninepunauHinl«ap6oHin]-D-
Tmpo3sun}-L-nisnn]-4-(4-nipnavHin)-ninepasvH

(237) 1-[N2-[4-aM iHO-3,5-gn6pom-N-[[4-(1,3-gurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-
ninepnavHinkap6oHin]-D-deHinananin]-L-nisnn}-4-(1-ninepuanHin)-ninepnavH

(238) 1-[N-[4-amiH0-3,5-ambpom-N-[[4-(1,3-auriapo-4-deHin-2(2H)-okcoimigason-1-in)-1-
ninepnavHinkap6oHin]-D-deHinananin]-L-nisnn}-4-(4-nipuanHin)-ninepasunH

(239) 1-[3,5-amnbpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]«kap6oHin]-D-
mpo3unl-4-(1-ninepnanHin)-ninepnavH

(240) 1-[4-amiH0-3,5-anbpom-N-[[4-(1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepmantHinikap6boHin]-
D-deHinananinl-4-(1-metmn-4-ninepuavHin)-ninepasunH

(241) 1-[4-amiH0-3,5-anbpom-N-[[4-(1,3-guriapo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuguHinlkap6oHin]-
D-dbeHinanaxinl-4-(1-ninepuanHin)-ninepugnH

(242) 1-[4-amiHO-3,5-gnbpom-N-[[4-(1,3-aurinpo-4-deHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]kapboHin]-
D-dreHinananinl-4-(4-nipnauHin)-ninepasunH

(243) 1-[4-amiH0-3,5-anb6pom-N-[[4-(1,3-aurinpo-4-geHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]kap6oHin]-
D-dbeninanaxinl-4-(1-metun-4-ninepuauHin)-ninepnavH

(244) 1-[3,5-ambpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]-«ap6oHin]-D-
Tmpo3unnl-4-(1-metun-4-ninepnauHin)-ninepasuH

(245) (R)-1-[2-[N-[[4-(3,4-purinpo-2(1H)-okconipuao[2,3-dInipumianH-3-in)-1-ninepuanHin}-kapboHinjamiHo]-3-
(4-amiH0-3,5-gn6pom cbeHin)-nponin}-4-(1-ninepuanHin)-ninepuanH

(246) R,S)-1-[2-[(3,5-anbpom-4-rinpokcudeHinmeTun]-4-[4-(1,3-gurigpo-2(2H JokcobeHs-imigason-1-in)-1-
ninepnamHinl-1,4-giokcobytmn}-4-(1-ninepuanHin)-ninepuavH

(247) 1-[N2-[2,5-,u,v|6p0M-N-[[4-(1 ,3-onrinpo-2(2H JokcobeHsimigason-1-in)-1-ninepugnHin}-kapOboHini-D-
teHinanaHin]-N°(1-mmeTuneTokcukapBoHin)-L-niann]-(4-nipuanHin)-inepuamH

(248) 1 -[N2-[3,5-,qv|6p0M-N—[[4—[2(3H)-0K006eH30Kca30n-3-in]-1 -ninepuanHinjkapborin]-D-

Tmpo3unl-L-nisann}-4-(4-nipuauHin)-ninepasuH

(249) 1-[N-[[4-[N-(amiHokapBoHin)deHinamiHo]-1-ninepnavHin]-kap6oHin]-4-amiHo-3,5-au6pom-D-
deHinanaHinl-4-[(1-ninepuanHin)meTMn}-ninepuaunH

(250) 1—[N2-[3,5-p,|/16p0M-N-[[4—(1 ,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHinl-«ap6orin]-D-
mpo3nn]-L-niaun]-4-(5-meToken-4-nipuMigvHin)-ninepasuH

(251) 1 -[NZ-[2,5-/J,VI6pOM-N-[[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHinl«ap6oHin]-D-
CbeHiJ'IaJ'IaHiJ'I]-L—J'Ii3VIJ'I]2-4-(4-I'IipI/I,D,I/IHiJ'I)-FIiI'IepM,D,I/IH

(252) 1-[N“-[2,5-am6pom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHin]-«ap6oHin]-L-
(beHiJ'IaJ'IaHiJ‘I]—L-J‘Ii3VIJ'Il—4-(4-I'IipVI/J,VIHiJ'I)-|'Ii|'|epVI}J,VIH

(253) 1-[N“-[2,5-anbpom-H-[[4-(1,3-anrigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepunauHin}«apboHin]-D-

deHinanaHin]-L-niaun]-4-(4-nipnanHin)-ninepasuvH

(254) 1-[N2-[3,5-/J,M6pOM-N-[[4-[N-(aMiHOKap60HiJ'I)d)eHiJ'IaMiHO]—1-I'IinepVI/J,MHiJ'I]Kap6OHiJ'I]-D-TVIp03VIJ'I]-N6-(1,1-
ANMeTUneTokcrkapOoHin)-L-niann]-4-(4-nipuavHin)-ninepasuH

(255) 1-[N2-[3,5-,qm6p0M-N-[[4-[N-(a|v|iHOKap60Hin)¢)eHinaMiHo]-1-ninepm,mAHin]Kap60Hin]-D-Tv|p03mn]-L-nismn]-
4-(4-nipnavHin)-ninepasvH

(256) 1-[Nz-[4-aMiH0-3,5-/:|,M6p0M-N-[[4-(1,3-,D,I/IFi,E|,pO-2(2H)-OKCO6EH3iMi,EI,aSOJ'I-'I-iJ‘I)-1-I'IiI'IepVI,ﬂVIHiJ'I]KapGOHiJ'I]-
D-deHinananin]-L-nisann]-4-(5-veTokcn-4-nipumigvHin)-inepasuH

(257) 1-[N-[4-amiHO-3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamninkap6boHin]-D-
deHinanaHin]-rmiun]-4-(4-nipnauHin)-ninepasvH

(258) 1-[4-amiH0-3,5-anBpom-N-[[4-(6eH30inamiHokapboHinamiHo)-1-ninepnanHinkapborinl-D-cdeHinananin]-
4-(4-nipnavHin)-ninepasvH

(259) 1-[4-amiHO-3,5-anBpomM-N-[[4-(6eH30TamiHoKapBoHinamiHo)-1-ninepuanHinlkapboHin]-D-ceHinananin]-4-
(1-ninepuavHin)-ninepnavH

(260) 1-[N-(4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepunanHinkapooHin]-D-



deHinanaHinl]-B-ananinl-4-(4-nipngnHin)-ninepasuH

(261) 1-[N-[4-amiHO-3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamninkap6oHin]-D-
deHinanaHin]-N-vetunmiunn]-4-(4-nipnauHin)-ninepasuH

(262) 1-[4-amiHo-3,5-anbpom-N-[[4-[N-(deHinamiHokapboHin)-deHinamiHo)-1-ninepuanHinl«apboHin]-D-
deHinanaHin]-4-(4-nipngnHin)-ninepa3uvH

(263) 1-[N-[[4-(1,3-pgurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamHinkapboHin]-[3-(2-Tienin)-D-ananin]-4-
(1-ninepuavHin)-ninepuavH

(264) 4-aMiHO-3,5-,CU/I6pOM-N2-[[4-(1 ,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepmaHin]«ap6oHin]-N-
MeTnn-N-[3-(4-meTun-1-ninepasunHin)nponin}-D-deHinanaHinamig

(265) 1-[N-[4-amiH0-3,5-gnbpom-N-[[4-(1,3-aurigpo-2(2H)-okcobeHsimiaason-1-in)-1-ninepuanHinkap6oHin]}-D-
deHinanaHinl-rniumnl-4-(1-ninepuavHin)-NinepuaH

(266) 1-[N-[4-amiHO-3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamHinkap6boHin]-D-
deHinananinl-L-anaxin]-4-(4-nipnanHin)-ninepasnH

(267) 1-[N2-[4-aMiHO-3,5-/JM6pOM-N-[[4-[N-(MeTVIJ'IaMiHOKap6OHiJ'I)CbeHiI'IaMiHO]-1-I'IiI'IepI/I/:lVIHiJ'I]-Kap60Hiﬂ]-D-
cbeHinanaHin]-NG-(1 ,1-ommeTuneTokcvkapOoHin)-L-niaun]-4-(1-ninepuanHin)-ninepuamH

(268) 1-[N-[4-amiHO-3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepmamHinkapboHin]-D-
deHinanaHin]-L-ananin}-4-(1-ninepuanHin)-ninepuamH

(269) 1-[4-amiHo-3,5-anbpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepa3uHin]kapboHin]-D-ceHinananinl-4-(1-
ninepuavHin)-inepuauH

(270) 1-[4-amino-3,5-anbpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepa3uHin]kapboHin]-D-deHinananinl-4-(4-
nipuamHin)-ninepasuH

(271) 1-[N2-[4-aMiH0-3,5-/:J,V|6p0M-N-[[4-[N-(MeTV|r|aMiH0Kap60Hin)cbeHinaMiHo]-1-ninepmnVlHin]-Kap60Hin]-D-
deHinanaHin]-L-nisun]-4-(1-ninepngwHin)-ninepnanH

(272) 1-N2—[[4-(1 ,3-aurigpo-2(2H)okcobeHsimigason-1-n)-1-ninepnavHinkap6orinl-1-(1,1-
anMmeTuneTokcukap6oHin)-D-tpunTtun]-4-(1-ninepuauvHin)-ninepuamH

(273) 1-[N-[4-amiHO-3,5-anbpom-N-[[4-(1,3-guriopo-2(2H)-okcobeHsiminazon-1-in)-1-ninepuamHinkapbowin]-D-
deHinananin]-N-metunrniynn]-4-(1-ninepnanHin)-ninepugunH

(274)  1-[4-amiHo-3,5-anbpom-N-[[4-[2(1H)-okcoxiHokcaniH-3-in]-1-ninepasuHin]kapboHin]-D-deHinanatin]-4-
(4-nipuauvHin)-ninepasunH

(275) 1-[4-amiH0-3,5-gn6pom-N-[[4-[2(1H)-okcoxiHokcaniH-3-in]-1-ninepasuHin]kapbonin]-D-deHinanawin}-4-
(1-ninepuawvHin)-ninepuavH

(276) 1-[4-amiH0-3,5-anbpom-N-[[4-[N-(amiHokap6oHin)-N-(4-dbropdeHin)amiHo]-1-ninepuamHinkapboHin]-D-
deHinanaHin]-4-(4-nipngnHin)-ninepasuvH

(277) 1-[4-amino-3,5-gnbpom-N-[[4-(1,3-anrigpo-2(2H)-okcobeHsimigason-1-in)-4-vetun-1-
ninepuavHinkap6oHin}-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH
(278) 1-[N2-[4-aM iHO-3,5-0m6poM-N-[[4-(1,3-aurinpo-2(2H)-okcobeHsimigason-1-in)-4-metun-1-

ninepw,u,wHin}<ap60Hin]-D-q)eHinanaHin]—NG-(1 ,1-ommeTtuneTokcukapOboHin)-L-nisun]-4-(4-nipuguHin)-ninepuavH

(279)  1-[4-amiHO-3,5-gnbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepuamninkap6oHin]-D-
deHinanaHin]-4-[3-aumeTMnamiHo)nponinl-ninepuavH

(280) 1-[N2-[4-aM iHO-3,5-gn6pom-N-[[4-(1,3-gurinpo-2(2H)-okcobeHsimigazon-1-in)-4-vetmn1-
ninepuamHinkap6oHrin]-D-geHinanaHin-i-nisun]-4-(4-nipuguHin)-ninepmuavH

(281) 1-[N-[[4-(1,3-auriapo-2(2H)-okcobeHsimigason-1-in)-1-ninepugnHinlkap6oninl-D-tpuntun]-4-(1-
ninepuavHin)-ninepuauvH

(282) 1-[4-amiHo-3,5-agnbpom-N-[[4-(3,4-onrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuavHinl«ap6oHin]-D-
CbeHiJ'IaJ'IaHiﬂ]-4—g5-MeTOKG/I-4-|'IipVIMi,EI,I/IHiJ'I)-I'IiI'Iepa3I/IH

(283) 1-[N“-[4-amiHO-3,5-anbpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-inepa3uHin]lkapboHin]-D-ceHinananin]-L-
niaun]-4-(4-nipnguvHin)-ninepuanH

(284) 1-[3,5-onbpom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuguHin]kap6oHin}-D-Tnpo3un]-4-(5-
MeTOoKCK-4-NiprMianHIN)-ninepasuH

(285) (R,S)-1-[2-[(3,5-aubpom-4-rigpokcudpeHinmeTtnn]-4-[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-
ninepuamHin-1 ,4-,£|,i0KCO6¥TVIJ‘I]—4-(4-I‘IipVI,EI,I/IHiJ‘I)-I'IiI'IepVI,EI,VIH

(286) 3,5-mmbpom-N“-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-n)-1-ninepnamHinkap6oHin]-N-[2-(4-meTun-
1-ninepaswuHin)etmn]-D-TuposnHamig

(287) 1-[N2-[3,5-/J,M6p0M-N-[[4-(1 ,3-gurigpo-2(2H)-okcobeHzimiaazon-1-in)-1-ninepuamninl«ap6oHin]-D-
mpo3unl-L-niaun]-4-(4-nipngvHin)-ninepasuvH

(288) 1-[3,5-ambpom-N-[[4-(7,9-aurinpo-6,8-giokco-1H-nypnH-9-in)-1-ninepngvHinlkap6oHin]-D-tmpoaun]-4-(1-
ninepuavHin)-ninepuauH

(289) (R,S)-1-[2-[(3,5-anbpom-4-rigpokcvdeHin)metun]-4-[4-(3,4-auriapo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuamHinl-1,4-giokcobytmn]-4-(1-ninepuanHin)-ninepuavH
(290) (R,S)-1-[2-[(3,5-anbpom-4-rigpokcndpeHin)vetun]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-

ninepuaHinl-1,4-giokcobytmn]-4-(4-nipnguHin)-ninepuavH

(291) (R,S)-1-[2-(4-amiHO-3,5-anbpombeH30in)-4-[4-(3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuantin]-4-
okcobytun]-4-(4-nipnavHin)-ninepnanH

(292) (R)-1-[3-(3,5-anbpom-4-rinpokcundeHin)-2-[N-[[4-(3,4-auriapo-2(1H)-okcoxiHazoniH-3-in)-1-
rliI'IepI/I/:u/IHiﬂ]KagGOHin]aMiHO]I'IpOI'IiJ‘I]-4-(1-rlil'lepl/I/:u/IHiJ'I)-I'Iil'lepVI,ﬂMH

(293) 1-[N -aU,eTVIJ'I-NZ-[3,5-}J,Vl6p0M-N-[[4-(3,4-,D,Vll'iﬂp0-2(1H)-OK(X)XiHa3OJ'IiH-3-iJ'I)-1-|'Ii|'|epVI,CLVIHiJ'I]Kap60HiJ'I]-D-
Tmposmn]-L-ni3mnl-4-(4-nipmnMHin)-ninepaavm

(294) 1-N -[64-aMiHo-3,5-p,|/|6p0M—N-[[4-(3,4—,qmrip,po-2(1H)-OKooxiHasoniH-S-in)-‘l-ninepM,D,MHin]-Kap60Hin]-D-
cbeHinanaHin]-NG,N -ayumeTun-L-nisunl-4-(4-nipuauHin)-ninepasvH

295) 1-[NZ-[3,5-}J,VI6pOM-N-[[4-(3,4-J:Wll'iﬂ,p0-2(1H)-OK(X)XiHGBOJ‘IiH-3-iJ‘I)—1-|'IiI'IepVI,IJ,VIHiJ'I]-Kap60HiJ'I]-D-TVIpO3VIJ'I]-
N N“-gumeTun-1-nisnn}-4-(4-nipuanHin)-ninepasunH

(296) (R,S)-1-[2-(4-amiHO-3.5-anbpombeH30in)-4-[4-(3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHin]-4-
okcobytun]-4-(1-ninepnavHin)-ninepuavH



(297) (R)-1-[3-(4-amiH0-3,5-aubpomdpeHin)-2-[N-[[4-(1,3-anrigpo-4-deHin-2(2H)-okcoimigason-1-in)-1-
ninepnanHinkap6orinjamiHo]nponin]-4-(1-ninepuanHin)-ninepnanH

(298) (R)-1-[3-(4-amiHo-3-6pomdpeHin)-2-[N-[[4-(1,3-ourinpo-4-ceHin-2(2H)-okcoimigazon-1-in)-1-
ninepumHinkap6oHin]amiHo]nponin]-4-(1-inepnanHin)-ninepmuanH

(299) (R)-1-[3-(4-amiH0-3,5-aubpombeHin)-2-[N-[[4-(3,4-anriapo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepnanHinkap6orinjamiHo]nponin]-4-(1-ninepuanHin)-ninepnanH

(300) (R)-1-[3-(4-amiHo-3-6pomdpeHin)-2-[N-[[4-(3,4-aurinpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuanHinkap6orinjamiHo]nponinl-4-(1-ninepuanHin)-ninepngnH

(301) (R)-1-[3-(3,5-anbpom-4-rigpokcundeHin)-2-[N-[[4-(1,3-auriapo-4-ceHin-2(2H)-okcoimigason-1-in)-1-
ninepuanHinkap6orinjamiHo]nponin]-4-(1-ninepuanHin)-ninepnanH

(302) (R,S)-1-[2-(4-amiH0-3,5-AnbpombeH30iNn)-4-[4-(1,3-aurinpo-4-deHin-2(2H)-okcoimigason-1-in)-1-
ninepnanHin]-4-okcobyrmnl-4-(1-ninepuauHin)-ninepuanH

(303) 1-[4-amiHo-N-[[4-[2-(amiHOkapBoHinamiHo )deHinamiHo]-1-ninepuanHinkapboHxinl-3,5-gnépom-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(304) 1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-aurinpo-7-(MeTokcmkapOboHin)-2(1H)-okcoxiHazoniH-3-n]-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(305) 1-[4-amiHo-N-[[4-[2-(MeTuncynbdoHinamiHo )ceHinamiHo]-1-ninepuamHinkapbonin]-3,5-au6pom-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(306) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-anrigpo-7-(rippokcnkapOboHin)-2(1H)-okcoxiHaszoniH-3-in}-1-
ninepnavHinkap6oHin}-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(307) 1-[4-amiH0-3,5-an6pom-N-[[4-[3,4-gurigpo-7-(MeTokevkapboHin)-2(1H)-okcoxiHazoniH-3-n]-1-
ninepuamHinkap6oHrin]-D-geHinanarin}-4-(4-nipuavHin)-ninepnavH

(308) 1-[4-amiHo-3,5-mbpom-N-[[4-[3,4,4a,5,6,7,8,8a-okTarigpo-2(1H)-okcoxiHazoniH-3-n]-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(309) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-7-(rinpokcvkapboHin)-2(1H)-okcoxiHaszoniH-3-in]-1-

ninepuamHinkap6oHrin]-D-geHinanarin}-4-(4-nipuavHin)-ninepnavH

(310) 1-[4-amiHo-N-[[4-[7-(amiHoKap6oHin)-3,4-auriapo-2(1H)-okcoxiHasoniH-3-n]-1-ninepnanHinlkap6oHin]-
3,5-anbpom-D-deHinanaHinl-4-(1-ninepuaunHin)-ninepuanH

(311) 1-[4-amiH0-3,5-anbpom-N-[[4-[7-(2-rinpokcreTnnamiHokapOoHin)-3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in]-
1-ninepuaunHin]-kap6oHxin]-D-deHinananin}-4-(1-ninepmuavHin)-ninepuavH

(312) 1-[4-amiHo-N-[[4-[7-(amiHoKap6oHin)-3,4-auriapo-2(1H)-okcoxiHasoniH-3-n]-1-ninepnanHinlkap6oHin]-
3,5-anbpom-D-deHinanaHin]-4-(4-nipnavHin)-ninepmamH

(313) 1-[4-amiH0-3,5-gnbpom-N-[[4-[7-(2-rigpokcreTnamiHokap6oHin)-3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-
1-ninepuawnHin]-kap6oHin]-D-deHinananinl-4-@-nipyavHin)-ninepyamH

(314) 1-[4-amiHo-3,5-am6pom-N-[[4-(1,1-giokcnpo-3(4H)-okco-1,2,4-6eH30TiagiaznH-2-in)-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(315) 1-[4-amiH0-3,5-mbpom-N-[[4-(1,1-gmiokcnpo-3(4H)-okco-1,2,4-6eH30Tiagia3nH-2-in)-1-
ninepuavHinkap6oHin]-D-deHinanaxin]-4-(4-nipuauHin)-ninepasvH

(316) 1-[3,5-anbpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]«ap6orin]-D-
mpo3nnl-4-(5-meTokcn-4-nipyumignHin)-ninepasuH

(317) 1-[4-amiHo-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHin]-D-

deHinanaHin]-4-(4-dTopdeHin)-ninepasuH

(318) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(4-
dTop cbeHin)-ninepasvH

(319) 1-[4-amino-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHxin]-D-
deHinanaHin]-4-(2-cTopdeHin)-ninepasuH

(320) 1-[4-amiHO-3,5-gubpom-N-[[4-(1,3-gurigpo-4-deHin-2(2H)wkcoimigason-1-in)-1-ninepuanHin]kapboHin]-
D-dbeHinananin]-4-(2-propcpeHin)-ninepasvH

(321) 1-[3,5-ambpom-N-[[4-(1,1-piokenpo-3(4H)-okco-1,2,4-6eH3oTiagiasnH-2-in)-1-ninepunamHinkap6oHin]-D-
TMpo3unnl-4-(4-nipuavHin)-ninepuavH

(322) TpaHc-1-[3,5-gubpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsiminason-1-n)-1-unknorekcunl«apboHin]-D-
mmpo3nnl-4-(1-ninepnanHin)-ninepnavH

(323) 1-[3,5-ambpom-N-[[4-(3,4-gurinpo-6,7-gumeTokcn-2(1H)-okcoxiHazoniH-3-in)-1-ninepuanHinkap6oHin}-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(324) 1-[N-[[4-(5-xnop-3,4-anrinpo-2(1H)-okcoxiHazoniH-3-n)-1-inepuanHinkapoonin]-3,5-guépom-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(325) 1-[3,5-ambpom-N-[[3-(3,4-anrigpo-2(1H)-okcoxiHasoniH-3-n)-1-niponiguHin]kap6oHin]-D-tmpo3un]-4-(4-
nipuavHin)-ninepuanH

(326) 1-[3,5-ambpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]-«ap6oHin]-D-
TMpo3unnl-4-(4-nipnavHin)-ninepasuH

(327) 1-[4-amiH0-3,5-anb6pom-N-[[4-(1,3-aurinpo-4-geHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]kap6oHin]-
D-deHinanaHin]-4-(4-nipuanHin)-ninepnguH

(328) 1-[3,5-ambpom-N-[[4-(3,4-aurigpo-8-meTokcn-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHin]-kap6oHrin]-D-
TMpo3unnl-4-(4-nipuavHin)-ninepuavH

(329) 1-[3,5-ambpom-N-[[4-(1,3-avrigpo-4-(4-meTokemdeHin)-2(2H)-okcoimigazon-1-in)-1-
ninepuamHinkap6oHrin]-D-tnpoavn]-4-(4-nipyaHin)-ninepunanH

(330) 1-[4-amiHo0-3,5-anbpom-N-[[4-(1,3-gurinpo-4-(4-vieTokcundpeHin)-2(2H)-okcoimigason-1-In)-1-
ninepuavHinkap6oHin]-D-ceHinanaxin]-4-(4-nipuauHin)-ninepasvx

(331) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-4-(4-meTokendeHin)-2(2H)-okcoimigason-1-in)-1-
ninepnanHinkap6orin}-D-deHinananin]-4-(1-vetun-4-ninepiagvHin)-ninepnamH

(332) 1-[3,5-agn6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]-nipumianH-3-in)-1-ninepunamHinkap6boHin]-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(333) 1-[3,5-anbpom-N-[[4-(3,4-aunrinpo-2(1H)-okcoTieHo[3,2-d]-nipumianH-3-in)-1-ninepuanHinkapboHin]-D-



po3unl-4-(4-nipnavHin)-ninepuavH

(334) 1-[N-[[4-(1,3-purigpo-4-[3-(TpudpTopmeTnn)-cbeHinl-2(2H)-okcoimigason-1-in)-1-ninepuguHinlkap6oHin]-
3-(4-nipnguHin)-D,L-anaHin]-4-(4-nipnavHin)-ninepasunH

(335) 1-[4-amiH0-3,5-anbpom-N-[[4-(3,4-aurinpo-2(1H)-okcoTieHo[3,4-d]nipumignH-3-in)-1-
ninepnavHinkap6oHin]-D-cdeHinanaHin]-4-(4-nipnanHin)-ninepmamH

(336)  1-[3,5-am6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,2-dnipumignH-3-in)-1-ninepnamHinl«ap6oHin}-D-
po3unl-4-(1-ninepnanHin)-ninepnavH

(337)  1-[3,5-agn6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]-nipumianH-3-in)-1-ninepuamHinkap6boHin]-D-
Tmpo3unl-4-(1-ninepnavHin)-ninepnavH

(338) (R)-1-[3-(4-amiH0-3,5-gubpomdpeHin)-2-[N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,4-dInipumigmH-3-in)-1-
ninepuanHinkap6oHinjamiHo]nponin]-4-(1-ninepuanHin)-ninepnanH

(339) (R)-1-[3-(4-amiH0-3,5-an6pomdbeHin)-2-[N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumigmH-3-in)-1-
ninepuanHinkap6oHrin}-amiHolnponin]-4-(1-ninepuguHin)-ninepuaunH

(340) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(1-
MeTun-4-ninepuanHin)-ninepnamH

(341) 1-[3,5-anbpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okco(migason-1-in)-1-ninepnamHin]-«kap6orin]-D-
TMpo3unl-4-(1-metun-4-ninepnguHin)-nine puanH
(342) 1-[4-amiH0-3,5-agnbpom-N-[[4-(1,3-gurigpo-4-(3-TieHin)-2(2H)-okcoimigason-1-in)-1-

ninepnavHinkap6oHin]-D-deHinananin]-4-(1-vetnn-4-ninepuanHin)-ninepmanH

(343) 1-[3,5-m6pom-N-[[4-(1,3-aurigpo-4-(3-TieHin)-2(2H)-okcoimigazon-1-in)-1-ninepunamin}«ap6oHin]-D-
TMpo3unl-4-(1-metun-4-ninepnguHin)-nine puanH

(344) 1-[3,5-ambpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigaszon-1-in)-1-ninepnanHin]-«kapo6oHin]-D-
Tmpo3unl-4-(rekcarigpo-1H-1-azeninin)-ninepnavH

(345) 1-[3,5-anbpom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuanHinkap6oHin]-D-tupoaun]-4-
(rekcarigpo-1H-1-a3eninin)-ninepuguH

(346) 1-[4-amiHO-3,5-anbpom-N-[4-(1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepmanHinikap6boHin]-
D-dreHinananinl-4-(rekcarigpo-1H-1-a3eninin)-ninepnamH

(347) 1-[4-amiH0-3,5-agnbpom-N-[[4-(3,4-onrinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuavHinl«ap6oHxin]-D-
deHinanaHin]-4-(rekcarigpo-1H-1-a3eninin)-ninepmanH

(348) 1-[4-amiHo-3,5-ambpom-N-[[4-(2,4-anrinpo-5-¢eHin-3(3H)-okco-1,2,4-Tpnason-2-in)-1-
ninepuavHinkap6oHin]-D-cdeHinananin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(349) 1-[4-amiHo-3,5-anbpom-N-[4-(2,4-aurinpo-5-ceHin-3(3H)-okco-1,2,4-Tpnason-2-in)-1-
ninepuamHinkap6oHin]-D-geHinanaxin}-4-(1-ninepnaunHin)-ninepuamH

(350) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-aurigpo-4-[3-(TpudropmeTnn)deHin]-2(2H)-okcoimiaazon-1-n]-1-
ninepuavHinkap6oHin]-D-cdeHinananin]-4-(1-vetnn-4-ninepuaunHin)-ninepuamH

(351) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-aurigpo-4-[3-(TpudptopmeTnn)deHin]-2(2H)-okcoiminazon-14n]-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(352) 1-[3,5-amnbpom-N-[[4-[1,3-auriapo-4-[3-(TpudpropmeTnn)-derin}-2(2H)-okcoimigason-1-in}-1-
ninepuavHinkap6oHin}-D-tnpo3un]-4-(1-ninepnanHin)-ninepuguH

(353) 1-[3,5-m6bpom-N-[[4-(1,3-aurigpo-4-(3-TieHin)-2(2H)-okcoimigazon-1-in)-1-ninepuaminl«ap6oHin]-D-
mmpo3unl-4-(1-ninepnanHin)-ninepnavH

(354) 1-[3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-ninepmanHin]«ap6owin]-D,L-
™po3unl-4-(4-nipnavHin)-ninepuavH

(355) 1-[4-amiHo-3,5-anbpom-N-[[4-(2,4-avrigpo-5-deHin-3(3H)-okco-1,2,4-cria3on-2-in)-1-
ninepnavHinkap6oHin}-D-cdeHinanarin]-4-(1-vetun-4-ninepugunHin)-ninepasvH

(356) 1-[4-amiHo-3,5-gn6pom-N-[[4-(3,4-purinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin]«ap6oHin]-D-
deHinanaHin]-4-(exco-8-metmn-8-azabiumkno[3,2,1]okT-3-un)-ninepasvH

(357) 1-[4-amiHo0-3,5-gnbpom-N-[[4-(1,3-gurigpo-4-(3-TieHin)-2(2H)-okcoimigason-1-in)-1-
ninepuavHinkap6oHin]-D-deHinanaxinl4-(1-metun-4-ninepuanHin)-ninepasnH

(358) 1-[3,5-anbpom-N-[[4-[1,3-aurigpo-4-[3-(TpucpropmeTnn)-deHin}-2(2H)-okcoimigason-1-n}-1-

ninepuanHinkap6oHin]-D-tnpo3aun]-4-(1-MeTun-4-ninepuavHin)-ninepasuH

(359) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-aurigpo-4-[3-(TpudptopmeTnn)deHin]-2(2H)-okcoimiaazon-1-n]-1-
ninepuavHinkap6oHin]-D-deHinanarin]-4-(1-vieTun-4-ninepuguHin)-ninepasvH

(360) 1-[4-amiHo-3,5-mbpom-N-[4-(3,4-gurinpo-2(1H)-okcoTieHo[3,4-d]nipumignH-3-in)-1-
ninepuamHinkap6oHin]-D-geHinanaxin}-4-(1-ninepnaunHin)-ninepuamH

(361) 1-[4-amiH0-3,5-an6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipmumignH-3-in)-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-vieTmn-4-ninepuguHin)-ninepasvH

(362) 1-[4-amiH0-3,5-an6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipmumignH-3-in)-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(363) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-auriapo-4-[3-(TpudptopmeTnn)deHin]-2(2H)-okcoiminazon-1n]-1-
ninepnanHinkap6orin]-D-deHinananin]-4-(rekcarigpo-1H-1-a3eniHin)-ninepnanH

(364) 1-[3,5-ambpom-N-[[4-[1,3-anrigpo-4-[3-(TpudTopmeTnn)-deHin]-2(2H)-okcoimigaszon-1-nj-1-
ninepuanHinkap6orin}-D-tnposun]-4-(rekcarigpo-1H-1-a3eninin)-ninepmavH

(365) 1-[N2-[3,5-gnbpom-N-[[4-[1,3-auriapo-4-[3-(TpucdropmeTnn)deHin]-2(2H)-okcoimigazon-1-nj}-1-
ninepuavHinkap6oHin}-D-tmpo3aun]-L-ni3un]-4-(4-nipuguHin)-ninepasvH

(366) 1-[4-amiHo-3,5-ambpom-N-[[4-(3,4-amrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuannin]«ap6oHin]-D-
deHinanaHinl-4-(1-etun-4-ninepugnHin)-ninepuanH

(367) 1-[4-amiHO-3,5-anb6pom-N-[[4-(1,3-aurinpo-4-geHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]kap6oHin]-
D-dbeninanaxinl-4-(1-etun-4-ninepnauHin)-ninepnavH

(368) 1-[4-amino-3,5-anbpom-N-[[4-[1,3-gurigpo-4-[3-(Tpudtopme™n)deHin]-2(2H)-okcoimigazon-1-in)-1-
ninepuavHinkap6oHin}-D-deHinanarin]-4-(1-etmn-4-ninepnauHin)-ninepuavH

(369) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-aurigpo-4-[4-(TpudptopmeTnn)deHin]-2(2H)-okcoiminazon-14n]-1-
ninepuaHinkap6oHrin]-D-geHinanarin}-4-(1-ninepnaunyin)-ninepasuH



(370) 1-[4-amino-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHin]-D-
deHinanaHin]-4-(1-etmn-4-ninepuanHin)-ninepasvH

(371) 1-[4-amino-3,5-anbpom-N-[[4-[1,3-gurinpo-4-[3-(Tpudtopme™nn)deHin]-2(2H)-okcoimigazon-1-in)-1-
ninepmaHinkap6orin]-D-geHinanaHinH-(1-eTun-4-ninepunamHin)-ninepasuH

(372) 4-(1-auetun-4-ninepmavHin)-1-[4-amiHo-3,5-gu6pom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuavHinkap6oHin]-D-cdeHinanaHin}-ninepuavH

(373) 1-[4-amiHo-N-[[4-(6-6pom-3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHinl-kapborin]-3,5-ambpom-
D-dbeHinananinl-4-(1-ninepuamuin)-ninepnavH

(374) 1-[4-amiHo-3,5-anbpom-N-[[4-(1,3-aurigpo-5-vietnn-4-cerin-2(2H)-okcoimigason-1-in)-1-
ninepnavHinkap6oHin]-D-ceHinanaHin]-4-(1-vetnn-4-ninepuaunHin)-ninepuamH

(375) 1-[4-amiHo0-3,5-anbpom-N-[[4-[1,3-gurinpo-4-(3-HiTpodheHin)-2(2H)-okcoiminazon-14n]-1-
ninepnavHinkap6oHin]-D-deHinanaHin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(376) 1-[4-amiH0-3,5-an6pom-N-[[4-[1,3-gurigpo-4-(3-meTokcndeHin)-2(2H)-okcoimigason-1-n]-1-
ninepnavHinkap6oHin]-D-cdeHinananin]-4-(1-vetnn-4-ninepuanHin)-ninepuanH

(377) 1-[4-amiHO-N-[[4-[4-(3-6pomdcbeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-in]-1-ninepuannin]«ap6oHin]-3,5-
anbpom-D-ceHinanain}-4-(1-metmn-4-ninepnanHin)-ninepuavH

(378) 1-[N2-[3,5-/J,M6p0M-N-[[4-(1 ,3-gurigpo-2(2H)-okcobeHsimiaazon-1-in)-1-ninepuamninl«ap6oHin]-D-
Twpoamn]-NG-(1 ,1-onmeTnneTokcukapOoHin)-L-niaun]-4-(4-nipngvHin)-ninepaswvH
(379) 1-[3,5-ambpom-N-[[4-[1,3-gurigpo-4-deHin-2(2H)-okcoimigason-1-inl-1-ninepnanHin}«ap6oHin]-D-

TMpo3unl-4-(4-gpropdeHin)-ninepasuH

(380) 1-[4-amiH0-3,5-gubpomM-N-[[4-[1,3-gurinpo-4-deHin-2(2H)-okcoimigason-1-nj-1-ninepnanHin]kap6oHin]-
D-deHinananin]-4-(4-gtopdeHin)-ninepasvH

(381) 1-[3,5-ambpom-N-[[4-[1,3-aurigpo-4-ceHin-2(2H)-okcoimigason-1-inl-1-ninepnanHin}«ap6oHin]-D-
Tmpo3unnl-4-(3-nipnauHin)-ninepasuH

(382) 1-[3,5-gu6pom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpo3un]-4-(3-
nipnamHin)-inepasuH

(383) 1-[4-amiHo-3,5-gn6pom-N-[[4-(3,4-anrinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHxin]-D-
deHinanaHin]-4-(3-nipuavHin)-ninepasuH

(384) 1-[3,5-ambpom-N-[[4-[1,1-piokcmao-3(4H)-okco-1,2,4-6eH30TiagiasvnH-2-in]-1-ninepuamHinkapboHin]-D-
™mpo3unl-4-(4-nipnavHin)-ninepasuH

(385) 1-[4-amiH0-3,5-anBpom-N-[[4-[1,3-aurigpo-4-deHin-2(2H)-okcoimigason-1-in}-1-ninepuanHinlkap6boHin]-
D-dbeHinananinl-4-(3-nipnanHin)-ninepasunH

(386) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-14nj-1-ninepmantHinikap6boHin]-
D-deHinananinl-4-(5-meTtokcun-4-nipymigunHin)-ninepasmH

(387) 1-[4-amiHo-3,5-gn6pom-N-[[4-(3,4-purinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin]«ap6oHin]-D-
deHinanaHin]-4-(2-nipngnHin)-ninepasuvH

(388) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-gurigpo-4-ceHin-2(2H)okcoimigason-1-in]-1-ninepunanHinkapoowin]-D-
deHinanaHin]-4-(2-nipnanHin)-ninepasuvH

(389) 1-[4-amiH0-3,5-agnbpom-N-[[4-(3,4-onrinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuavHinl«ap6oHxin]-D-
deHinanaHin]-4-(cdeHinamiHokapboHinamMiHo)-ninepnanH
(390) 1-[4-amiH0-3,5-anbpom-N-[[4-[4-[3,4-purigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepugmnHin}-1-

ninepugnHinkap6oHin]-D-deHinananin]-4-(5-meTokcn-4-nipumigunHin)-ninepasuH

(391) 1-[3,5-gubpom-N-[[4-[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in}-1-ninepuaunHin}-1-ninepnanHinlkapoboHin]-
D-tmpoann}-4-(5-vietokcn-4-nipumiganHin)-ninepasmH

(392) 1-[3,5-anbpom-N-[[4-[4-cbeHin-2(1H)-okconipumignH-1-in}-1-ninepuanHinlkap6oHin]-D-tnpo3nn]-4-(4-
nipnamHin)-ninepnaunH

(393) 4-uiaH-1-[3,5-anbpom-N-[4-(3,4-aurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnaunin]«ap6oHin]-D-
mpo3unl-4-geHinninepugunH
(394) 1-[4-amino-3,5-gnbpom-N-[[4-(3,4-anrinpo-2(1H)-okcoxiHadoniH-3-in)-1-ninepmnavHin}«kap6oHLw]-D-

deHinanaHin]-4-@4-nipumignHin)-ninepasuH

(395) 1-[4-amiH0-3,5-gubBpom-N-[[4-[1,3-gurigpo-4-deHin-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapboHin]-
D-dreHinananinl-4-(4-nipumigunHin)-ninepasmH

(396) 1-[3,5-anbpom-N-[4-[1,3-aurigpo-4-cdeHin-2(2H)-okcoimigaszon-1-in}-1-ninepnaminl«ap6oHin}-D-
™po3nnl-4-(4-nipymiguHin)-ninepasuH

(397) 1-[3,5-omnbpom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuguHin]kap6oHin}-D-Tnpo3un]-4-(4-
nipumigunHin)-ninepasmH

(398) 1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHoniH-3-in]-1-ninepuavHinl«ap6oHin]-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH
(399) 1-[4-amiH0-3,5-mbpom-N-[[4-[1,3-aurinpo-4-(4-cdbropdeHin)-2(2H)-okcoimigazon-1-n]-1-

ninepuavHinkap6oHin}-D-deHinanarin]-4-(5-vetokcn-4-nipumiguHin)-ninepasuH

(400) 1-[4-amiHO-3,5-gubpomM-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepuaunHin]kapboHin]-D-deHinanaHin]-4-(1-
ninepuavHin)-ninepuauH

(401) 2-[3,5-pn6pom-N-[[4-(3,4-aurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepugnHinlkap6orinl-D-tmpo3un]-
1,2,3 ,4-Tetparigpo-5H-nipuao[4,3-blinaon

(402)  1-[4-amiH0-3,5-aubpomM-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepuanHin]kapboHin]-D-deHinanaHin]-4-(4-
nipnavHin)-inepasuH

(403) 1-[4-amino-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHoniH-3-in]-1-ninepnavHinl«ap6oHxin]-D-
deHinanaHin]-4-@4-nipyavHin)-ninepasuH
(404) 1-[4-amiHo-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuavHinl«ap6oHin]-D-

deHinanaHin]-4-(4-etundeHin)-ninepasvH

(405) 1-[3,5-au6pom-N-[[4-(3,4-auriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpoaun]-4-(4-
dTop cheHin)-1,2,5,6-teTparigponipngnH

(406) 1-[3,5-anbpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepuamHinkap6oHrin]-D-tnposnn}-4-(4-nipunanHin)-



ninepasuH

?407) 1-[3,5-an6pom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHoniH-3-n]-1-ninepnanHinlkap6oHin]-0-tmpo3nn]-4-(4-
nipyavHin)-ninepasuH

(408) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-14n]-1-ninepmantHinikap6boHin]-
D-dbeHinananinl-4-[4-(1-okcoeTtvnn)deHin]-ninepasunH

(409) 1-[4-amiHo-3,5-gnbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnamHin]«ap6oHin}-D-
deHinanaHinl-4-[4-(1-okcoetnn)deHin]-ninepaswH

(410) 1-[3,5-gu6pom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnguHinlkap6oHin]-D-tmpoaun]-4-(4-
dTopbeH3oin)-ninepmanH

(411) 1-[4-amiH0-3,5-ambpom-N-[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigazon-1-in]-1-ninepuamHinkapboHin]-D-
deHinanaHin]-4-uiaH-4-geHinninepuanH

(412) 1-[3,5-ambpom-N-[[4-(3,4-aurigpo-2(IH)-okcoxiHazoniH-3-in)-1-ninepnavHinlkap6oHin]-D-tmpoaunn]-4-(4-
drop cbeHin)-ninepngunH

(413) 1-[3,5-amnbpom-N-[[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuavHinikap6oHin]-D-tvpoaun]-4-
[(rekcarigpo-1-mMeTnn-4-nipuanHinkap6oHin]-ninepasvH

(414) 1-[4-amino-3,5-anbpom-N-([4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuaHin]-«kap6oHrin]-D-
deHinanaHin]-4-[3-(ammeTMnamiHo))nponin}-ninepasuH

(415) 1-[4-amiH0-3,5-auBpom-N-[[4-[1,3-gurinpo-4-deHin-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapboHin]-
D-dreHinanaxinl-4-[3-(ammeTvnamiHo)nponin]-ninepasunH

(416) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuaHin]-«kap6oHin]-D-
deHinanaHin]-4-(@4-vetnn-1-ninepasnHin)-ninepuanH

(417) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-14nj-1-ninepmantHinikap6boHin]-
D-deHinanaxinl-4-(4-metun-1-ninepaswHin)-ninepnamH

(418) 1-[4-amiHo-3,5-gnbpom-N-[[4-[1,3-gurigpo-4-[3-(TpucbropmeTnn)deHin]-2(2H)-okcoimigazon-1-in}-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(ekco-8-meTmn-8-a3zabiunkno[3,2,1]okT-3-nn)-ninepasumH

(419) 1-[N-[4-[[1,3-purigpo-2(2H)-okcoimigason-1-n]-1-ninepnavHinlkap6oHin]-3-(tpudpropmetnn)-D,L-
deHinanaHin]-4-(ekco-8-vetmn-8-a3abwmkno[3,2,1]JokT-3-un)-ninepasunH

(420) 1-[3,5-am6pom-N-[[4-[7-(MeTokcvkap6oHin)-3,4-aurigpo-2(1H)-okcoxiHazoniH-34n]-1-
ninepuanHinkap6oHin]-D-tnpo3aun]-4-(4-nipuauHin)-ninepuavH

(421) 1-[3,5-anbpom-N-[[4-[7-(riapokcvkap6oHin)-3,4-aurigpo-2(1H)-okcoxiHazoniH-3-m]-1-
ninepuavHinkap6oHin}-D-tnpo3aun]-4-(4-nipnanHin)-ninepuavH

(422) 1-[3,5-am6pom-N-[[4-[7-(MeTokcvkap6oHin)-3,4-auvrigpo-2(1H)-okcoxiHazoniH-34m]-1-
ninepuamHinkap6oHin]-D-tpoann]-4-(1-ninepnonHin)-ninepuanH

(423) 1-[3,5-ambpom-N-[[4-[7-(rinpokcukapboHin)-3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in}-1-
ninepuamHinkap6oHin}-D-tnpo3aun]-4-(1-ninepnanHin)-ninepuguH

(424) 1-[4-amiHo-3,5-anbpom-N-[[4-[7-(MeTnnamiHokapboHin)-3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in}-1-
ninepuavHinkap6oHin]-D-cdeHinanaHin]-4-(4-nipuanHin)-ninepmamH

(425) 1-[3,5-gn6pom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnavHinlkap6oHin]-D-tmpoaun]-4-(4-
MopdoniHin)-ninepuanH

(426) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]-«kap6oHxin]-D-
deHinanaHin]-4-(aymeTMnamiHo)-ninepnauH

(427) 1-[3,5-pm6pom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-n]-1-ninepuguHinlkap6oHin]-D-tmpo3nn]-4-(1-
niponiguHin)-ninepuavH

(428) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]«ap6oHin]-D-
deHinanaHinl-4-(4-mopdoniHin)-ninepnavH

(429) 1-[3,5-anbpom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuamHinkap6oHin]-D-Tvpo3vn]-4-
(aMmeTnnamiHo)-ninepuanH

(430) 1-[4-amiHO-3,5-gMbpom-N-[[4-[7-[(4-meTnn-1-nTepa3uHT)kapboHin]-3,4-aurigpo-2(1H)-okcoxiHasoniH-3-
in}-1-ninepuaunHin]kapboHin}-D-deHinanaxin]-4-4-nipuauHin)-ninepuanH

(431) 1-{4-amiH0-3,5-anbpom-N-[[4-(2,5-piokco-4-deHinimigazonigmH-1-in)-1-ninepnanHin]«ap6orin]-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(432) 1-[3,5-anbpom-N-[[4-(2,5-giokco-4-cbeHinimigasoniamH-1-in)-1-ninepngvHinlkap6oHin]-D-tmpoaun]-4-(4-
nipnamHin)-ninepnaunH

(433) 1-[4-amiH0-3,5-aubpoM-N-[[4-[2,5-niokco-4-(deHinveTnn)-imigasoniguH-1-in)-1-ninepuanHinlkap6boHin]-
D-deHinanaHin]-4-(4-nipuanHin)-ninepnguH

(434) 1-[3,5-anbpom-N-[[4-[2,5-piokco-4-(peHinmeTun)imigasoniguH-1-in}-1-ninepuanHin]-«kap6oHrin]-D-
Tmpo3unl-4-(1-ninepuaunHin)-ninepnavH
(435) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]-«kap6oHxin]-D-

deHinanaHinl-4-(1-niponignHin)-ninepmamH
(436) 1-[3,5-ambpom-N-[[4-[3,4-aurigpo-2(IH)-okcoxiHazoniH-3-in]-1-ninepnguHinlkap6oHin}-D-Tnpo3un]-4-(1-
MeTun-4-ninepunavHin)-ninepasuH

(437) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuannin]«apboHin]-D-
deHinanaHinl-4-(1-meTun-4-ninepuamHin)-ninepasvH
(438) 1-[4-amiHo-3,5-gnbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuavHin]«ap6oHin}-D-

deHinanaHin]-4-umknorekcunninepasuH

(439) 1-[3,5-ambpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepnanHinikap6oHin]-D-tmposun]-4-
LMKnorekcunninepasuH

(440) 1-[4-amiH0-3,5-agn6pom-N-[[4-(3,4-gurinpo-2,2-giokcnpo-2,1,3-6eH3oTiagiazvH-3-in)-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(441) 1-[4-amiHo-3,5-agn6pom-N-[[4-(3,4-gurinpo-2,2-giokcnpo-2,1,3-6eH3oTiagia3vH-3-in)-1-
ninepuavHinkap6oHin]-D-cdeHinananin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(442) 1-[4-amiHo-3,5-an6pom-N-[[4-(3,4-gurinpo-2,2-giokcnao-2,1,3-6eH3oTiagias3vH-3-in)-1-
ninepuaHinkap6oHin]-D-geHinanaHin}-4-(4-nipuavHin)-ninepnavH



(443) 1-[3,5-gn6pom-N-[[4-[1,3-aurigpo-4-(4-cpropdeHin)-2(2H)-okcoimigason-1-n]-1-ninepmantinikapboHin]-
D-tmpoann}-4-(1-vetun-4-ninepuanHin)-ninepasuH

(444) 1-[3,5-gm6pom-N-[[4-[1,3-gurigpo-4-(4-dropdeHin)-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapoboHin]-
D-mmpoaun}-4-(1-ninepnguHin)-ninepnamH

(445) 1-[3,5-gn6pom-N-[[4-[1,3-aurigpo-4-(4-droppeHin)-2(2H)-okcoimigason-1-in}-1-ninepuannin]kapboHin]-
D-tnpoaunl-4-(4-nipyanHin)-ninepasuH

(446) 1-[3,5-gm6pom-N-[[4-[1,3-gurigpo-4-(4-dropdeHin)-2(2H)-okcoimigason-1-in}-1-ninepuanHinlkapboHin]-
D-tvpoaun]-4-(1-wetun-4-ninepuanHin)-ninepuanH

(447) 1-[4-amiH0-3,5-an6pom-N-[[4-[1,3-aurigpo-4-(4-dbropdeHrin)-2(2H)-okcoimiaazon-14n]-1-
ninepuavHinkap6oHin]-D-ceHinanaxin]-4-(4-nipuauHin)-ninepasvx

(448) 1-[4-amiH0-3,5-agnbpom-N-[[4-[1,3-gurigpo-4-(4-dropdeHin)-2(2H)-okcoimigazon-14n]-1-
ninepnavHinkap6oHin]-D-deHinanaHin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(449) 1-[4-amiHo-3,5-am6pom-N-[[4-[1,3-aurigpo-4-(4-dropdeHin)-2(2H)-okcoimigason-14in}-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(450) 1-[3,5-anbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHinlkap6orin]-M-vietnn-D-
™po3unl-4-(4-nipnavHin)-ninepuavH

(451) (R,S)-1-[2-[(3,5-anbpom-4-rinpokcudeHinMeTun]-4-[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-1-

ninepuaHinl-1,4-giokcobytmn]-4-(4-nipuauHin)-ninepasvx
(452) (R,S)-1-[2-[(3,5-anbpom-4-rigpokendpeHin)metun]-4-[4-[1,3-gurigpo-4-deHin-2(2H)-okcoimigazon-1-n]-1-
ninepuaHinl-1,4-giokcobytmn]-4-(4-nipnaunHin)-ninepasvH

(453) (R,S)-1-[2-[(3,5-anbpom-4-rinpokcndeHinMeTun]-4-[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-1-
ninepuamHinl-1,4-giokcobytmnl-4-(1-metnn-4-ninepuanHin)-ninepasvH
(454) (R,S)-1-[2-[(3,5-anbpom-4-rigpokcudeHinmeTun]-4-[4-[3,4-aurigpo-2(1H)-okcoxiHaszoniH-3-in}-1-

ninepuamHinl-1,4-giokcobytmn]-4-(1-meTun-4-ninepuanHin)-ninepuanH

(455) (R,S)-1-[2-[(3,5-anbpom-4-rinpokendeHin)Metun]-4-[4-[1,3-gurigpo-4-deHin-2(2H)-okcoiminazon-14n]-1-
ninepuamHinl-1,4-giokcobytmnl-4-(1-ninepuanHin)-ninepuavH

(456) 1-[3,4-guxnop-N-[[4-[3,4-auriapo-2(1H)-okcoxiHazoniH-3-in]-1-ninepunanHinkap6orin]-D,L-deHinananin]-
4-(1-ninepuavHin)-ninepuavH

(457) (R,S)-1-[2-[(3,5-anbpom-4-rinpokendpeHin)Mmetun]-4-[4-[1,3-gurigpo-4-deHin-2(2H)-okcoimigazon-14n]-1-
ninepuaHinl-1,4-giokcobytmn]-4-(4-nipnguHin)-ninepuavH

(458) (R,S)-1-[2-[(3,5-aubpom-4-rigpokendpeHinmetnnl-4-[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-14nj}-1-
ninepnanHinl-1,4-giokcobyrmnl-4-(rekcarigpo-1H-1-asenixin)-ninepnamH

(459) (R,S)-1-[2-[(3,5-anbpom-4-rinpokcudeHinmetun]-4-[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-34n]-1-
ninepnanHinl-1,4-giokcobyrmnl}-4-(rekcarigpo-1H-1-aseninin)-ninepnanH

(460) 1-[3,5-anbpom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuamHinkap6oHin]-D-Tvpo3vn]-4-
uuKnorenTunninepasunH

(461) 1-[3,5-anbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuavHinkap6oHin]-D-tvposun]-4-
LMKIIONeHTMNNinepasuH

(462) 1-[3,5-am6pom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuaunHinkap6oHin]-4-veTokcn-D-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(463) 1-[3,5-6ic-(TpucropmeTnn)-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in}-1-1inepnanHin]«apbowin]-D,L-
deHinanaHin]-4-@4-nipyavHin)-ninepasuH

(464) 1-[3,5-6ic-(TpudropmeTnn)-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuavHin]«ap6oHxin]-D,L-
deHinanaHin]-4-(1-ninepuavHin)-ninepunaMH

(465) 1-[3,5-6ic-(TpucbropmeTnn)-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in}-1-ninepnauHin]«ap6boHin]-D,L-
deHinanaHin]-4-(rekcarigpo-1H-1-aseniHin)-ninepnguH

(466) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-gurigpo-4-(4-GideHinin)-2(2H)-okcoimigazon-1-in}-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH
(467) 1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-aurigpo-4-(2-HadTnn)-2(2H)-okcoimigason-1-inj-1-

ninepnavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(468) 1-[3,5-onbpom-N-[[4-[1,3-gurigpo-4-(2-Hadtnn)-2(2H)-okcoimigason-1-in]-1-ninepunauHinl«ap6oHin]-D-
mmpo3nnl-4-(1-ninepnanHin)-ninepnavH

(469) 1-[3-6pom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHa3zoniH-3-in]-1-ninepuanHin]kap6oHin]-D L-deHinanaHin]-4-
(1-ninepuavHin)-ninepuavH

(470) 1-[3,5-ogm6pom-N-[[4-[1,3-auriopo-4-(4-6icpeHinin)-2(2H)-okcoimigason-1-in]-1-ninepunanHinkapooHin]-D-
mmpo3nnl-4-(1-ninepnanHin)-ninepnavH

(471) 1-[N-[[4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuanHin]kapboHin]-3-(4-6iceHinin)-D,L-anaHin]-4-
(1-ninepuanHin)-ninepuavH

(472) 1-[3,5-gnbpom-N-[[4-[1,3-gurigpo-4-6iceHinin-2(2H)-okcoimigaszon-1-in]-1-ninepmamHin]«aoboxin]-D,L-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(473) 1-[3,5-ambpom-N-[[4-[1,3-aurinpo-4-(2-meTokcndeHin)-2(2H)-okcoimigason-1-nj-1-
ninepuamHinkap6oHin]-D-tpoann]-4-(1-ninepuonHin)-ninepuanH
(474) 1-[4-amino-3,5-anbpom-N-[[4-[1,3-gurigpo-4-(2-meTtokcndpeH1n)-2(2H)-okcoimigazon-14n]-1-

ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(475) 1-[3,5-6ic-(TpudbtopmeTnn)-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuavHin]«ap6oHxin]-D,L-
deHinanaHin]-4-(1-vetmn-4-ninepuamHin)-ninepuauH

(476) 1-[3,5-6ic-(TpucpropmeTnn)-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in}-1-ninepnanHin]«ap6boHin]-D,L-
deHinanaHin]-4-(1-vetnn-4-ninepuanHin)-ninepasuH

(477) 1-[3,4-gnxnop-N-[[4-[3,4-aurigpo-2 (1H)-okcoxiHazoniH-34n] -1-ninepuauwHin] kapbowin-] -D, L-
deHinanaHin] -4-(4-nipnanHin)-ninepasvH

(478) 1-[3-6pom-N-[[4-[3,4-aurinpo-2(1H)-okcoxiHasoniH-34n]-1-ninepnavHinlkap6oHin]-D,L-ceHinananin]-4-
(rekcarigpo-1H-1-a3eninin)-ninepuguH

(479) 1-[3-6pom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHasoniH-3-n]-1-ninepuavHinlkap6oHin]-D,L-deHinanaHin}-4-



(1-metnn-4-ninepuaunHin)-ninepmanH
(480) 1-[3-6pom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuanHin]kap6oHin]-D,L-deHinanaHin]-4-
(4-nipuamvHin)-ninepnamH

(481) 1-[4-amiH0-3,5-anb6pom-N-[[4-[4-(3,4-anxnopdeHin)-1,3-agurigpo-2(2H)-okcoimigason-14nj-1-
ninepnanHinkapborin}-D-deHinananin]-4-(rekcarigpo-1H-1-aseniHin)-ninepnanH
(482) 1-[4-amiH0-3,5-anbpom-N-[[4-[4-(3,4-guxnopdeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-n]-1-

ninepuavHinkap6oHin]-D-deHinananin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(483) 1-[4-amiHO-N-[[4-[4-(3-xnopdeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-in]-1-ninepuanHinl-«kap6oHin]-3,5-
anbpom-D-ceHinananin}-4-(1-metmn-4-ninepnanHin)-ninepuavH

(484) 1-[4-amiHO-N-[[4-[4-(3-xnopdpeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-in]-1-inepuanHinl}«kap6oHini-3,5-
anbpom-D-ceHinanatin]-4-(rekcarigpo-1H-1-a3eninin)-ninepnavH

(485) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuaHin]-«kap6oHrin]-D-
eHinanaHin]-4-(1-6eH30in-4-ninepuavHin)-ninepnamH

(486) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]-«kap6oHxin]-D-
deHinanaHin]-4-(1-vetmncyne oHin-4-ninepuavHin)-ninepuanH

(487) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaHin]-«kap6oHrin]-D-
deHinanaHin]-4-[1-(3«ap6okcn-1-okconponin)-<4-ninepuavHinl-ninepnavH

(488) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaHin]-«kap6oHin]-D-
deHinanaHinl-4-(1-rekenn-4-ninepnanHin)-ninepuavH

(489) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuaHin]-«kap6oHin]-D-

deHinanaHin]-4-(1-umknonponinveTnn-4-ninepuanHin)-ninepuavH

(490) 1-[3,5-gnu6pom-N-[[4-(2,4-guriapo-5-deHrin-3(3H)-okco-1,2,4-Tpnason-2-1)-1-MninepunanHinkapooHin]-D-
po3nnl-4-(1-meTun-4-ninepuavHin)-ninepuaMH

(491) 1-[3,5-gnbpom-N-[[4-(2,4-gurigpo-5-deHin-3(3H)-okco-1,2,4-Tpnazon-2-1)-1-ninepugnHinkap6oHin}-D-
mpo3unl-4-(1-ninepnanHin)-ninepnavH

(492) 1-[3,5-gu6pom-N-[[4-(2,4-guriapo-5-geHrin-3(3H)-okco-1,2,4-Tpnason-2-1)-1-ninepunanHinkapooHin]-D-
Tmpo3nnl-4-(1-meTun-4-ninepuavHin)-ninepasunH

(493) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]«ap6oHrin]-D-
deHinanaHin]-4-[1-(eTokcmkapboHinmeTnn)-4-ninepuaunHinl-ninepuanH

(494) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaHin]-«kap6oHin]-D-
deHinanaHinl-4-[1-(kapbokcumeTnn)-4-ninepnanHinl-ninepuanH

(495) 1-[4-amiH0-3,5-an6pom-N-[[4-[1,3-gurigpo-4,5-andeHin-2(2H)-okcoimigason-1-in}-1-
ninepuaHinkap6orin]-D-geHinananin}-4-(1-vetmn-4-ninepuanHin)-ninepuamH

(496) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuaHin]-«kap6oHrin]-D-

eHinanaHinl-4-[(4-nipuauHin)kap6oHin]-ninepaswH

(497) 1-[3,5-gubpom-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-inl-1-ninepnauHinlkap6oHin]-D-tmpo3un]-4-(4-
MeTun-1-ninepasvHin)ninepuaMH

(498) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuanHin]-«kap6oHrin]-D-
deHinanaHin]-4-(rekcarigpo-4-vietun-1H-1,4-giaseniH-1-in)ninepnanH

(499) 1-[4-amiH0-3,5-guBpom-N-[[4-[1,3-gurinpo-4-deHin-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapboHin]-
D-dbeHinanaxinl-4-(rekcarigpo-4-metun-1H-1,4-giasenin-1-in)ninepmavH

(500) 1-[4-amiHo-3,5-gnbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnamHin]«ap6oHin}-D-
deHinanaHinl-4-[(1-veTnn-4-ninepuauHin)kap6oHin]-ninepasvH
(501) 1-[3,5-ambpom-N-[[4-[1,3-anrigpo-4-deHin-2(2H)-okcoimigason-1-in]-1-ninepunanHin]-«kapo6oHrin]-D-

™mpo3nnl-4-(4-metun-1-ninepasuHin)ninepuanH
(502) 1-[3,5-anbpom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuamHinkap6oHin]-D-Tvpo3vn]-4-
(rekcarigpo-4-metn-1H-1,4-giaseniH-1-in)ninepnavH

(503) 1-[3,5-ambpom-N-[[4-[1,3-anrigpo-4-deHin-2(2H)-okcoimigason-1-inl-1-ninepunanHin]-«kap6oHin]-D-
Tmpo3sunl-4-(rekcarigpo-4-metun-1H-1,4-giazenin-1-in)ninepuguH
(504) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]«kap6oHin]-D-

deHinanaHinl-4-[(4-vetnn-1-ninepaavHin)kapOoHin]-ninepnavH
1-[4-amiHo-3,5-anbpom-N-[[4-[1,3-gurigpo-2(2H)-okcoimiaaso[4,5-c]xiHoniH-3-in]-1-

ninepuavHinkap6oHin]-D-ceHinananin]-4-(1-ninepuaunHin)kap6oHin]-ninepnavH

(506) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTun)-D L -
deHinanaHin]-4-(1-vetmn-4-ninepuamHin)-ninepuauH

(507)  1-[3-xnop-N-[[4-[3,4-aurinpo-2(1H)-okcoxiHasoniH-3-n]-1-ninepngvHinlkap6oHin]-D,L-ceHinananin]-4-
(1-ninepuanHin)-ninepuanH

(508) (R,S)-1-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHinl-2-[[3-(TpudropmeTnn)deHinlveTnn]-
1,4-piokcobymmnl]-4-(1-metnn-4-ninepuanHin)-ninepmanH

(509) 1-[4-amiHo-3,5-anbpom-N-[[4-[4-(3-6BpomdeHin)-1,3-anrigpo-2(2H)-okcoimiaazon-1-n]-1-
ninepuavHinkap6oHin]-D-deHinanaHin]-4-(ekco-8-meTmn-8-a3abiyuunkno[3,2,1]okT-3-un)-ninepasumH
(510) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-auriopo-4-(3-meTokcndpeHin)-2(2H)-okcoimigazon-1-4n]-1-

ninepnavHinkap6oHin]-D-deHinanaHin]-4-(ekco-8-metnn-8-aszabiunkno[3,2,1]okT-3-nn)-ninepasumH

(511) 1-[N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHinlkapboHin]-3-meTokcu-D,L-peHinananin]-
4-(1-ninepmavHin)-ninepuavH

(512) 1-[N-[[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnauHinlkap6oHin]-3-meTokcu-D,L-cpeHinananin]-
4-(1-meTnn-4-ninepnaunHin)-ninepasuH

(513) 1-[N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuauHinlkap6oHin]-3-meTokcn-D L -cpbeHinananin]-
4-(4-nipnavHin)-ninepasvH

(514) 1-[N-[[4-(3,4-awrigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuauHinlkap6oHin]-3-veTokcn-D L-beHinananin]-
4-(ekco-8-veTnn-8-a3abiuukno[3,2,1]okT-3-nn)-ninepasuvH

(515) 1-[N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuauHinlkap6oHin]-3-veTokcn-D L -cbeHinanaHin]-
4-(1-eTvn-4-ninepuaHin)-ninepasuH



(516) 1-[NZ-[3,5-,D,I/I6pOM-N-[[4-(3,4-/J,I/Iri,up0-2(1H)-OKCOXiHa3OJ'IiH-3-[J'I)-1-|'IiI'IepI/IJZJ,I/IHiJ'I]-KapGOHiJ'I]-L-TI/IpO3I/IJ'I]-
D-niann}-4-(4-nipuavHin)-ninepasuH

(517) 1-[N2-[3,5-/:w|6p0M-N-[[4-(3,4-,umriupo-2(1H)-OKooxiHaaoniH-3-in)-1—ninepw,u,mHin]-Kap60Hin]-D-TMposwn]-
D-nisnn}-4-(4-nipyavHin)-ninepasuH

(518) 1-[N2-[3,5-u|/|6p0|v|-N-[[4-(3,4-,q|/|ri,u.po-2(1H)oxooxiHa3oniH-3-in)-1-ninepm,qMHin]-Kap60Hin]-L-Tmpoavm]-
L-niann]-4-(4-nipnguHin)-ninepasuH

(519) 1-[4-amiHo-3,5-agnbpom-N-[[4-(1,3-anrinpo-4-(3-rinpokcndpeHin)-2(2H)-okcoimigason-1-in)-1-
ninepnavHinkap6oHin]-D-deHinananin]-4-(1-vetnn-4-ninepuanHin)-ninepmanH

(520) 1-[4-amiHO-N-[[4-[4-[3,5-6ic-(TpudTopmeTun)deHinl-1,3-aurigpo-2(2H)-okcoimigason-1-inj-1-
ninepuavHinkap6oHin]-3,5-ambpom-D-cbeHinananin}-4-(1-vetnn4-ninepuaunHin)-ninepuavH

(521) 1-[4-amiHo-3,5-agnbpom-N-[[4-(3,4-onrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuavHinl«ap6oHin]-D-
deHinanaHinl-4-(4-ninepnavHin)-ninepnanH

(522) 1-[3,5-gmbpom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuguHinlkap6oHin]-D-tmpo3nn]-4-(4-
ninepuavHin)-ninepnanH

(523) 1-[3,5-abpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHinkapoboHrin]-4-
(meTnncynbdoHinoken )-D-derinananinl-4-[1-(veTuncyns oHin)-4-ninepuamHinl-ninepnavH

(524) 1-[3,5-gu6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHinkap6oHin}-D-tmpo3aun]-4-[1-
(meTnncynbdoHin)-4-ninepnanHinl-ninepuavH

(525) 1-[3,5-gubpom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHinkapo6oHin}-D-tmpo3aunn]-4-[1-
(umknonponinMeTun)-4-ninepuavHinl-ninepManH

(526) 1-[3,5-gubpom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHinkap6oHin}-D-tupo3aun]-4-[1-
(rigpokcvkapOoHinveTnn)-4-ninepuanHin}-ninepuauH

(527) 1-[N-[[4-(3,4-puriapo-2(1H)okcoxiHasoniH-3-in)-1-ninepuamHinkapboHin]-3-(2-metnn-4-tiasonin)-D,L-
anaHin]-4-(1-ninepnguHin)-ninepuavH

(528)  1-[N-[[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-n)-1-ninepuamHinkapbonin]-3-(2-wetnn-4-tiazonin)-D,L-
anaHin]-4-(4-nipuavHin)-ninepasuH

(529) (R,S)-1-[2-[(1-Hadptun)meTun]-4-[4-(3,4-aurinpo-2(1H)-okcoxiHa3zoniH-3-in)-1-ninepuauntin}-1,4-
aiokcobymun]-4-(1-ninepuanHin)-ninepnanH
(530) (R,S)-1-[2-[(1-HadTun)meTnn]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuaunHinl-1,4-

aiokcobymn]-4-(1-metun-4-ninepmavHin)-ninepnavH

(531) (R,S)-1-[2-[(3-meTokcndpeHin)MeTnnl-4-[4-(3,4-avrigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHinl-1,4-
piokcobymmn]-4-(1-ninepuanHin)-ninepuanH

(532) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaunHin]kap6oHin]-3-eTeHin-D,L-deHinanaxin}-4-
(rekcarigpo-1H-1-a3eninin)-ninepuauH

(533) 1-[3,5-ambpom-N-[[4-(3,4-gurigpo-2(1H)-okconipuao-[3,4-dInipumianH-3-in)-1-ninepugnHinkap6oHin}-D-
mpo3unl-4-(1-ninepnanHin)-ninepnavH

(534) 1-[4-amiHo-3,5-anbpom-N-[[4-(3,4-gurigpo-2(1H)-okconipnao[3,4-dI]nipumignH-3-in)-1-
ninepuavHinkap6oHin]-D-cdeHinananin]-4-(1-vetnn-4-ninepuaunHin)-ninepmanH

(535) 1-[3,5-ambpom-N-[[4-(3,4-purigpo-2(1H)-okconipnao([3,4-dnipumignH-3-in)-1-ninepuamHinkap6owin]-D-
po3unl-4-(1-meTun-4-ninepasuHin)-ninepuanH

(536) 1-[4-amiHo-3,5-an6pom-N-[[4-(3,4-gurigpo-2(1H)-okconipugo[4,3-cilnipumignH-3-in)-1-
ninepuavHinkap6oHin]-D-deHinananin]-4-(1-ninepuaunHin)-ninepuamH

(537) 1-[3,5-ambpom-N-[[4-(3,4-purigpo-2(1H)-okconipuao[4,3-dnipumignn-3-in)-1-ninepuamHinkapbowin]-D-
Tmpo3nnl-4-(1-ninepnaunHin)-ninepnavH

(538) (R,S)-1-[2-[(1-Hadtun)meTnn]-4-[4-(3,4-gurigpo-2(1H)-okconipnao[3,4-cllnipumignH-3-in)-1-
ninepuamHinl-1,4-giokcobytmn]-4-(1-meTun-4-ninepuanHin)-ninepuanH

(539) (R,S)-1-[2-[(1-Hadpun)meTnn]-4-[4-(3,4-gurinpo-2(1H)-okconipuao[3,4-d]nipymiguH-3-in)-1-
ninepnanHinl-1,4-giokcobyrmn}-4-(1-meTtmn-4-ninepasuvHin)-ninepuavH

(540) (R,S)-1-[2-[(1-Hadpun)meTnn]-4-[4-(3,4-guriapo-2(1H)-okconipuao[3,4-d]nipymignH-3-in)-1-
ninepnaHinl-1,4-giokcobytnnl-4-(1-ninepuanHin)-ninepuavH

(541) (R,S)-1-[2-[(3-eToKCMdeHIN)MeTUN]-4-[4-(3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuaunHinl-1,4-
aiokcobymnl-4-(1-metun-4-ninepaswvHin)-ninepnavH

(542) (R,S)-1-[2-[(3-eToKCHdeHIN)MeTUN]-4-[4-(3,4-anriapo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-1,4-
piokcobymmn]-4-(1-ninepuanHin)-ninepuanH

(543) (R,S)-1-[2-[(3-eTokcndpeHin)MeTnn]-4-[4-(3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnauntinl-1,4-
aiokcobymn]-4-(1-metun-4-ninepmavHin)-ninepnavH

(544) (R,S)-1-[4-[4-(3,4-guriaopo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin}-2-[[3-(1-
MeTtuneTtokcu)peHinivetmn]-1,4-giokcobymnl-4-(1-metnn-4-ninepuanHin)-ninepuavH

(545) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin}-2-[[3-(1-
meTuneTtokcu)perinivetnn]-1,4-giokcobymmnl-4-(1-metnn-4-ninepasuHin)-ninepuavH

(546) (R,S)-1-[4-[4-(3,4-auriapo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHin}-2-[[3-(1-
MeTuneTokcn)peHinmetun]-1,4-giokcobytmnl-4-(1-ninepuavHin)-ninepuamH

(547) (R,S)-1-[4-[4-(3,4-purippo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHinl-2-[(315-gumeTundenHinvetnnl-1,4-
aiokcobytun]-4-(1-ninepuanHin)-ninepnanH

(548) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuaunHinl-2-[(3,5-gumeTundeHin)vetnnl-1,4-
aiokcobytunl-4-(1-meTnn-4-ninepasuHin)-ninepuavH

(549) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHinl-2-[(3,5-agumeTundenHinvetvnnl-1,4-
aiokcobymmn]-4-(1-metun-4-ninepuavHin)-ninepnamH

(550) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHin]-2-[[3-[2-
(ammeTnnamiHo)eTokcu]deHinmetnnl-1,4-giokcobytun]-4-(1-metun-4-ninepasuHin)-ninepnavH

(551) 1-[3,5-anbpom-N-[[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuamHinkap6oHin]-D-tuposun]-4-[(1-
MeTun-4-ninepasuHin)kapboHin]-ninepnanH

(552) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-anriapo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]«ap6oHin]-D-



deHinanaHin]-4-[4-(1-okcoetnn)-1-ninepasuHin]-ninepnanH

(553) 1-[3,5-amb6pom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-n)-1-ninepuanHinkap6oHin]-D-mpoaunn]-4-[4-
(1-okcoeTun)-1-inepasuHin]-ninepnavH

(554) 1-[4-amiH0-3,5-anbpom-N-[[4-[1,3-gurinpo-4-ceHin-2(2H)-okcoimigason-14nj-1-ninepmantHinikap6boHin]-
D-deHinanaxinl-4-[4-(1-okcoeTtvn)-1-ninepasuHin]-ninepngnH

(555) 1-[3,5-ambpom-N-p-[1,3-anrigpo-4-geHin-2(2H)-okcoimigason-1-in]-1-ninepuanHin]«ap6oHin]-D-
™po3unl-4-[4-C-okcoetvn)-1-ninepasvHin}-ninepuavH
(556) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHin]«ap6oHin]-D-

deHinanaHin]-4-[(1-vetun-4-ninepasvHin)kapboHin]-ninepasnH

(557) 1-[4-amiH0-3,5-ambpom-N-[[4-[1,3-auriapo-4eHin-2(2H)-okcoimigazon-1-in]-1-ninepuamHinkap6oHin]-D-
deHinanaHin]-4-[(1-vetun-4-ninepa3svHin)kapOboHin]-ninepasnH

(558) 1-[3,5-gn6poM-N-[[4-(3,4-Aunriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepugnHinlkap6orin1-D-tuposun]-4-[(4-
nipuaHinkapboHin]-ninepasuH

(559) 1-[4-amiHo-3,5-anbpom-N-[(4-okco-1-ninepuaunHin)kap6oHin]-D-deHinananinl-4-(1-metun-4-
ninepuavHin)-inepuauH
(560) 1-[4-amino-3,5-agnbpom-N-[[4-(3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinl«ap6oHxin]-D-

eHinanaHinl-4-[4-[4-(avmeTnamino )6ytmn]deHin]-ninepasuH

(561) 1-[4-amiH0-3,5-auBpom-N-[[4-[1,3-gurinpo-4-deHin-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapboHin]-
D-deHinananin]-4-[4-[4-(aumeTnnamiHo )oytun]deHin]-ninepasuH

(562) 1-[3,5-amnbpom-N-[[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuamHinkap6oHin]-D-tupoaun]-4-[(1-
MeTun-4-ninepasuHin)kapboHin]-ninepasuH

(563) 1-[3,5-ambpom-N-[[4-(1,3-aurigpo-4-ceHin-2(2H)-okcoimigaszon-1-in)-1-ninepnanHin]-«kapo6oHin]-D-
mpo3unnl-4-[(1-veTtnn-4-ninepasuHin)kapboHin]-ninepasuH

(564) 1-[4-amiHo-N-[(4-amiHO-1-ninepuauHin)kapboHin]-3,5-anbpom-D-deHinananin]-4-(1-metmn-4-
ninepuavHin)-ninepnanH

(565) 1-[4-amiHo-3,5-ambpom-N-[[4-(3,4-amrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuannin]«ap6oHin]-D-
deHinanaHinl-4-[4-(avmeTnamiHo)-1-ninepnanHin}-ninepuanH

(566) 1-[4-amiH0-3,5-an6pom-N-[[4-(1,3-aurinpo-4-geHin-2(2H)-okcoimigason-1-in)-1-ninepuanHin]kap6oHin]-
D-dbeHinanaxinl-4-[4-(ammeTvnamiHo)-1-ninepuanHin}-ninepuguH

(567) 1-[4-amiH0-3,5-gubpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepuanHin]kapboHin]-D-deHinanaHin]-4-(4-
MeTun-1-ninepaswuHin)-ninepnavH

(568)  1-[4-amiHO-3,5-auBpom-N-[[4-[2(1H)-okcoxiHoniH-3-in]-1-ninepuaunHin]kap6boHin]-D-deHinananin]-4-[4-
(anmeTunamino)-1-ninepuanHin}-ninepuanH

(569) 1-[3,5-m6pom-N-[[4-[2(1H)-okcoxiHoNiH-3-in]-1-ninepuauHin]kap6oHin]-D-tnposnn]-4-(4-vietnn-1-
ninepasuHin)-ninepuanH

(570)  1-[N2-[[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-n)-1-ninepuanHinkap6oHin]-N'-meTun-D-tpunTtun]-4-(1-
MeTun-4-ninepuavHin)-ninepuavH

(571) 1-[N2-[[4-(3,4-puriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanninkap6orin]-N'-metun-D-tpuntnnH-4-
MeTun-1-ninepasunHin)- I'III'IepI/I,E[I/IH

(572) 1- [N -[[4-(1,3-purinpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepnantinlkap6oHin}-N'-metmn-D-
TpunTun]-4-(1-meTun-4- I'III'IepI/I,E[VIHIJ'I)-FIII'IepI/I,E[I/IH
(573) 1- [N -[[4-(1,3-purigpo-4-deHin-2(2H)-okcoimigazon-1-in)-1-ninepnanHinlkapborin]-N'-metmn-D-

TpunTUN]-4-(4-MeTun-1-ninepasuHin)-ninepnavH

(574) (R,S)-1-[4-[4-(3,4-avrigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuantHinl-2-[(3,4-oguxnopdexinMeTtun}-1,4-
aiokcobymn]-4-(1-metun-4-ninepmavHin)-ninepnamH

(575) (R,S)-1-[4-[4-(3,4-puriapo- 2(1H) OKCOXiHa3oniH-3-in)-1-ninepuanHinl-2-[(3,4-amxnopderinmeTmn]-1,4-
piokcobymnl-4-(4-metn- 1-n|nepa3V|H|n) ninepnavH

(576) 1- [N -[[4-(3,4-pyrigpo-2(1H)-okcoxiHazorniH-3-in)-1-ninepuaHinkapboHrin]-N'-(1,1-
avnMmeTuneTokcukap6boHin)-D- TlenTvm] -4-(4-meTun-1-ninepaswvHin)-ninepnavH
(577) 1- [N -[[4-(1,3-puriapo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepnanHinkapborin]}-N'-(1,1-

anMmeTuneTokcukap6oHin)-D-tpunTun]-4-(4-vietun-1-ninepasuvHin)-nine puavH

(578) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHaszoniH-3-m)-1-ninepuawnHinl-2-[(3,5-anbpomdeHinvetnnl-1,4-
aiokcobytun]-4-(4-metun-1-ninepaswHin)-ninepnavH

(579) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuawnHin]-2-[(3,5-ambpomdeHinvetvnnl-1,4-
aiokcobytun}-4-(1- MeTVIJ'I-4-I'III'IepVIJJ,VIHIJ'I)-I'III'IepVI,E[VIH

(580) 1-[N*[[4-(3,4-aurinpo-2(1H)-okcoxXiHazoniH-3-in)-1-ninepuanHinjkapGorinl-N'-(1,1-
anMeTuneTokcukap6oHin)-D- TpI/II'ITI/IJ'I] -4-(1-meTun-4-ninepuanHin)-ninepuavH

(581) 1- [N -[[4-(1,3-purinpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepuantinlkap6onin]-N’-(1,1-
AanMmeTuneTokcukap6oHin)-D-tpunTun]-4-(1-vieTun-4-ninepnanHin)-ninepuauvH

(582) 1-[4-amiHo-3,5-gnbpom-N-[[4-(2,3-anrinpo-4(1H)-okcoxiHasoniH-3-in)-1-ninepnavHinl«ap6oHxin]-D-
deHinanaHinl-4- (1 -MeTun-4- ﬂll‘lepM[:[I/IHIJ'I)ﬂII'IepM/:[VIH

(583) 1- [N -[[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuavHinkap6oHin]-N'-vetun-D-tpuntun]-4-[4-
(aMmeTnnamiHo)-1- nlnepMp,VlHln] ninepnavH

(584) 1- [N -[[4-(1,3-purigpo-4-deHin-2(2H)-okcoimigaszon-1-in)-1-ninepnavHinlkap6oHin]-N’-metmn-D-
TpunTUn]-4-[4-(anmeTinamivo)-1-ninepuanHinj-ninepuawH

(585) 1-[4-amiHo-N-[[4-[4-(4-amiHO-3,5-anbpomdpeHin)-1,3-gurigpo-2(2H)-okcoimigaszon-1-n}-1-
ninepuavHinkap6oHin]-3,5-ambpom-D-tbeHinananin}-4-(1-ninepnaunHin)-ninepmamH

(586) 1-[4-amiHO-N-[[4-[4-(4-amiHO-3,5-agnbpomcbeHin)-1,3-aurigpo-2(2H)-okcoimigason-1-in}-1-
ninepmp,MHin]Kap60Hin]-3,5-,uy|6p0M-D-cbeHinanaHin]—4-(4-MeTV|n-1-ninepaavmin)-ninepvm,vm

(587) 1 [N2 [[4-(3,4-gurigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepnavHinkapbowHin]-N'-(1,1-
avnMmeTuneTokcukap6boHin)-D- TlenTvm] -4-[4-(aMmeTrnamiHo)-1-ninepnanHin}-ninepuanH

(588) 1- [N -[[4-(1,3-puriapo-4-ceHin-2(2H)-okcoimigason-1-in)-1-ninepnanHinkap6oxinl-N'-(1,1-

anMeTuneTokcrkapooHin)-D-tpuntun]-4-[4-(avmeTunamiio)-1-ninepuavHin}-ninepnamH



(589) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-2-[(3,5-anbpom-4-
meTtundeHinveTtnun]-1,4-giokcobymmnl-4-(4-metun-1-ninepasuHin)-ninepuavH

(590) (R,S)-1-[4-[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuantinl-2-[(3,5-andpom-4-
MeTundeHin)MeTun]-1,4-giokcobytmn]-4-(1-metnn-4-ninepuamHin)-ninepnavH
(591) (R,S)-1-[4-[4-(314-purigpo-2(1H)-okcoxiHazoniH-3-n)-1-ninepuguHin]-2-[[3,4-gndrop-5-

(TpncbropmeTun)-cheHinlmetnnl-1,4-giokcobytun]-4-(1-metun-4-ninepmavHin)-ninepnanH

(592) (R,S)-1-[4-[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnawHinl-2-[[3,4-androp-5-(TpucpropmeTnn)-
deHinlmetun]-1,4-giokcobytun]-4-(4-meTvn-1-ninepasunHin)-ninepnaunH

(593) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuannin}-2-[(3,4-ognxnopdeHin)metmnl-1,4-
niokcobymmn]-4-(eTokcukapBoHin)-ninepuanH

(594) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuaunHinl-2-[(3,4-guxnopdeHinvetvnl-1,4-
aiokcobymmn]-4-(eTokcukapBoHinmeTnn)-ninepunavH

(595) (R,S)-2-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuaunninl-2-[(3,4-guxnopdeHinvetvunl-1,4-
piokcobymmn]-6-metun-2,6-giazacnipo[3,4]okTaH

(596) (R,S)-1-[4-[4-(3,4-avrigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuantHinl-2-[(3,4-oguxnopdexinMeTun}-1,4-
aiokcobytun]-4-(rippokcukapboHinmeTnn)-ninepuamH

(597) (R,S)-1-[4-[4-(3,4-aurigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuanHinl-2-[[1-meTun-1H-iHgon-3-injvetun)-
1,4-piokcobymmnl]-4-(4-metnn-1-ninepasvHin)-ninepnanH

(598) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuantHinl-2-[[1-metun-1H-iHgon-3-injvetun]-
1,4-piokcobytmnl-4-(1-metnn-4-ninepuanHin)-ninepmanH

(599) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuauHinl-2-(eTokcu-«ap6boHin)-2-[[1-MeTun-
1H-iHpon-3-injwetun]-1,4-giokcobytun]-4-(4-meTun-1-ninepasunHin)-ninepnavH

(600) (R,S)-1-[4-[4-(amiHokapboHinamiHo)-1-ninepuanHin]-2-[[1-memun-1H-ngon-3-injmetun]-1,4-
aiokcobytun]-4-(1-metun-4-ninepuavHin)-ninepuanH

(601) (R,S)-1-[4-[4-(amiHokapBoHinamiHo)-1-ninepnavHin]-2-(eTokcrkapboHin)-2-[[1-meTun-1H-Hgon-3-
inlmetn]-1,4-giokcobytnn]-4-(4-meTnn-1-ninepasunHin)-ninepnavH

(602) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-2-[(3,5-ambpom-4-
meTokcudpeHin)metnnl-1,4-giokcobytun]-4-(4-metun-1-ninepaswHin)-ninepnavH

(603) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuaunHinl-2-[(3,4-guxnopdeHinvetvnl-1,4-
aiokcobymn]-4-kap6bokcuninepuamnH

(604) (R,S)-1-[4-[4-(314-purippo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHinl-2-[(3,5-gnépom-4-
meTokcudpeHin)metnnl-1,4-giokcobymun]-4-(1-metun-4-ninepuavHin)-ninepnamH

(605) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuauvHin]-2-[[4-cdrop-3-(TpudTopmeTin)-
deHinmetnn]-1,4-giokcobytun]-4-(4-meTun-1-ninepasuHin)-ninepuanH

(607) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-2-C[4-cTop-3-(Tpudropme Tnn)-
deHinlme™n1-1,4-giokcobytnnl-4-(1-meTnn-4-ninepuanHin)-ninepuamH

(607) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTin)-D,L-
deHinanaHinl-4-(1-etun-4-ninepngnHin)-ninepasmH

(608) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-n]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTun)-D L -
deHinanaHinl-4-(1-MmeTun-4-ninepuaHin)-ninepasvH

(609) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTun)-D,L-
deHinanaHin]-4-(1-ninepuavHin)-ninepuaMH

(610) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-n]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTun)-D L -
deHinanaHin]-4-@4-nipuamHin)-ninepasuH

(611) 1-[N-[[4-[3,4-purigpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuaunHinlkap6oHin]-3-(tpudtopmeTin)-D,L-
deHinanaHin]-4-@4-nipnavHin)-ninepuguH

(612) (R,S)-1-[2-[(4-amiH0-3,3-gubpomceHin)meTun]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepnaHinl-1,4-giokcobyrmn}-4-(1-ninepnanHin)-ninepuavH

(613)  1-[3-xnop-N-[[4-[3,4-auriapo-2(1H)-okcoxiHasoniH-34n]-1-ninepnavHinlkap6oHin]-D,L-ceHinananin]-4-
(1-meTvn-4-ninepuauvHin)-ninepnauH

(614)  1-[3-xnop-N-[[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-4n]-1-ninepngvHinlkap6oHin]-D,L-deHinananin]-4-
(rekcarigpo-1H-1-a3eninin)-ninepuauH

(615)  1-[3-xnop-N-[[4-[3,4-auriapo-2(1H)-okcoxiHaszoniH-3-in]-1-ninepuanHin]kap6oHin]-D,L-deHinanaHin]-4-
(umknoneHTUN)-ninepasunH

(616) (R,S)-1-[4-[4-(3,4-guriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnaunHin}-2-[(3-meTundeHin)metun]-1,4-
aiokcobymn]-4-(1-ninepuanHin)-ninepnanH

(617) (R,S)-1-[4-[4-(3,4-guriapo-2(1H)-okcoxiHa3oniH-2-in)-1-ninepuaunHin}-2-[[3-(tpudpropmeTnn)-
deHinlmetn]-1,4-giokcobytun]-4-(rekcarigpo-1H-1-aseniHin)-ninepuamH

(618) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHin]-2-[[3-(TpudropmeTnn)-
derin]metnn]-1,4-giokcobytun]-4-(ekco-8-metnn-8-aszabiumkno[3,2,1]okT-3-un)-ninepasvH

(619) 1-[3-6pom-N-[[4-(1,3-gurigpo-4-ceHin-2(2H)-okcoimigazon-1-in)-1-inepuanHinl«ap6oHin]-D,L -
deHinanaHin]-4-(1-ninepuavHin)-ninepunamH

(620)  1-[3-uiaH-N-[[-4-[3,4-aurigpo-2(1H)-okcoxiHasoniH-34n]-1-ninepngvHinlkap6oHin]-D,L-ceHinananin]-4-
(1-ninepuanHin)-ninepuanH

(621) 1-[N-[[4-[3,4-gurigpo-2(1H)-okcoxiHazoniH-3-4n]-1-ninepuauHinlkapooHin]-3-veTun-D,L-deHinananin]-4-
(1-ninepuanHin)-ninepnamH

(622) 1-[N-[[4-(1,3-aurigpo-4-deHin-2(2H)-okcoimigason-1-in)-1-ninepmamHinkap6oHin]-3-wetmn-D,L-
deHinanaHin]-4-(1-ninepuavHin)-ninepuaMH

(623) 1-[3-meTun-N-[[4-[3,4-aurinpo-2(1H)-okcoTieHo[3,4-d]-nipumiamH-3-inl-1-ninepnanHin]«ap6oHin]-D,L-
deHinanaHinl-4-(1-ninepnavHin)-ninepnanH

(624) 1-[N-[[4-[1,3-puriapo-4-(3-meTokedeHin)-2(2H)-okcoimigason-1-in]-1-ninepuanHinl-kap6oHinl-3-meTun-
D,L-cbeHinananin]-4-(1-ninepuanHin)-ninepuaunH

(625) 1-[N-[[4-[1,3-aurigpo-4-[(3-(TpudproppmeTnn)-eHinl-2(2H)-okcoimiaason-14nj-1-ninepmantHinikapoboHin]-



3-metnn-D,L-cdeHinananin]-4-(1-ninepmuaunHin)-ninepmanH

(626) 1-[3-6pom-N-[[4-[1,3-guriapo-4-[(3-(TpucropmeTnn)-peHin]-2(2H)-okcoimigason-14in}-1-
ninepuavHinkap6oHin]-D,L-cdeninananinl-4-(1-ninepugnHin)-ninepnanH

(627) 1-[3-6pom-N-[[4-[3,4-anrigpo-2(1H)-okcoTieHo[3,4-d]-nipumianH-3-in}-1-inepmnanHin]«ap6owin]-D,L-
deHinananinl-4-(1-ninepnavHin)-ninepnanH

(628) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHinl-2-[[3-(TpudropmeTnn)-
deHinlmetnl-1,4-giokcobytun]-4-(1-ninepnavHin)-ninepnavH

(629) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHin]-2-[[3-(TpudropmeTnn)-
deHinlmetnnl-1,4-giokcobytun]-4-(1-meTun-4-ninepuavHin)-ninepasunH

(630) (R,S)-1-[4-[4-(3,4-gurinpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuaunHin}-2-[[3-(tpudpropmeTnn)-
deHinlmetnnl-1,4-giokcobytun]-4-(4-nipnavHin)-ninepasuH

(631) (R,S)-4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHin]-4-okco-2-[[3-(Tpudpropmetnn)-

deHinme™n]-N-[2-(4-vweTnn-1-ninepasuHin)eTun]-6ytaHaming

(632) 1-[N-[[4-[3,4-purinpo-2(1H)-okcoxiHazoniH-34n]-1-ninepuauHinlkap6oHin]-3-(1H-teTpason-5-in)-D,L-
deHinanaHin]-4-(1-ninepuavHin)-ninepunamMH

(633) 1-[3-6pom-N-[[4-[1,3-auriapo-4-(3-veTokcndeHin)-2(2H)-okcoimigason-1-in}-1-ninepuanHin]kapboHin]-
D,L-dbeHinanaxin]-4-(1-ninepuavHin)-ninepnguH

(634) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaHin]-2-[(2-Hacdptvn)metun]-1,4-
aiokcobymn]-4-(1-ninepuanHin)-ninepnanH
(635) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHin]-2-[[2-

(TpndbropmeTun)deHinlmeTun]-1,4-giokcobytnnl-4-(1-ninepuauHin)-ninepuamH

(636) 1-[N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-n]-1-ninepnaunHin]kapooHin]-3-HiTpo-D,L-deHinanaxin}-4-
(1-metnn-4-ninepnaunHin)-ninepmanH

(637) (R,S)-1-[2-[(4-amiH0-3,5-anbpomdeHin)meTnn]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in)-1-
ninepuaHinl-1,4-giokcobytmn]-4-(1-meTun-4-ninepuanHin)-ninepuanH

(638) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHin]-2-[[2-
(TpnpropmeTun)deHinimeTnn]-1,4-giokcobytmn}-4-(1-meTnn-4-ninepuanHin)-ninepuanH

(639) (R,S)-1-[2-[[3,5-6ic-(TpudropmeTun)deHinlmeTun]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuaHinl-1,4-giokcobytmnl-4-(1-meTun-4-ninepuanHin)-ninepuanH

(640) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHin}-2-[(3,4-oymeTokcudpeHin)meTmn]-
1,4-piokcobytmnl-4-(1-metnn-4-ninepuanHin)-ninepmanH

(641) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaHin]-2-[(2-Hacptvn)metun]-1,4-
aiokcobytunl-4-(1-meTnn-4-ninepuanHin)-ninepuanH

(642) (R,S)-1-[4-[4-(3,4-purippo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnantin}-2-[(3,4-aumeTokcudpeHin)veTvn]-
1,4-piokcobytmnl-4-(1-ninepuamnHin)-ninepuamH

(643) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHin]-2-[[3-
(TpnpropmeTun)deHinlmeTnn]-1,4-giokcobytmnl-4-(4-ninepuavHin)-ninepuavH

(644) (R,S)-1-[4-[4-(3,4-pgurigpo-2(1H)-okcoTieHo[3,4-d]nipumianH-3-in)-1-ninepnauHinl-2-[[3-
(TpndbropmeTun)deHinlmeTun]-1,4-giokcobytnnl-4-(1-meTmn-4-ninepuanHin)-ninepuauvH

(645) (R,S)-1-[2-[(3-6pombeHin)meTnn]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepngnHinl-1,4-
aiokcobymn]-4-(1-metun-4-ninepmavHin)-ninepnavH

(646) (R,S)-1-[2-[(3-6pomdbeHin)meTnn]-4-[4-(3,4-amrigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepugnuinl-1,4-

piokcobymmn]-4-(1-ninepuanHin)-ninepuanH

(647) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHazoniH-3-n)-1-inepnanHin]-2-[[3-(1-nponeH-3-in)deHinjvetmn]-
1,4-piokcobytmnl]-4-(1-ninepuamnHin)-ninepuanH

(648) (R,S)-1-[2-[3-(BidpeHinin)meTnn]-4-[4-(3,4-gurigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuaunHin}-1,4-
arkcobymn]-4-(1-ninepnanHin)-ninepngnH

(649) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuavHin]-2-[[3-(nipuguHin)derinivetnn]-1,4-
aiokcobymn]-4-(1-ninepuanHin)-ninepuanH

(650) (R,S)-1-[4-[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnguHinl-2-[[3-(2-tiazonin)peHinMeTunl-1,4-
piokcobymn]-4-(1-ninepuanHin)-ninepuanH

(651) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHinl-2-[[3-(2-cdypnn)deHinlwetvnnl-1,4-
aiokcobytun]-4-(1-ninepuanHin)-ninepuanH

(652) (R,S)-1-[4-[4-(3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHin]-2-[(3-nponindeHin)meTnn]-1,4-
aiokcobytun]-4-(1-ninepuamHin)-ninepuanH

(653) (R,S)-1-[4-(2)4-purigpo-5-ceHin-3(3H)-okcoTpuasonin)-1-ninepnavHin]-2-[[3-
(TpndpropmeTun)deHinlmeTnn]-1,4-giokcobytnnl-4-(1-meTmn-4-ninepuanHin)-ninepuauH

(654) (R,S)-1-[4-[1,3-aurigpo-2(2H)-okcoiminaso[4,5-clxiHoniH-34n]-1-ninepuauHin]-2-[[3-
(TPpnpropmeTun)deHinlmeTnn]-1,4-giokcobytmnl-4-(1-meTmn-4-ninepuanHin)-ninepuauH

(655) (R,S)-1-[2-[(4-xiHoniHIN)MeTUN]-4-[4-(3,4-Aurinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-1,4-
aiokcobymmn]-4-(1-metun-4-ninepuavHin)-ninepnamH

(656) (R,S)-1-[2-[(4-xiHoniHin)MeTun]-4-[4-(3,4-anriapo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuantinl-1,4-

Aarkcobymnl-4-(1-ninepnanHin)-ninepngnH

(657) 1-[2-[(1,2,3,4-TeTparigpo-1-+Hadtun)metnnl-4-[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnauHinj-
1,4-piokcobymmnl-4-(1-meTnn-4-ninepuanHin)-ninepuamH

(cymiw pgiactepeomepis)

(658) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHaszoniH-3-in)-1-ninepuanHinl-2-[(3,4-AnbpomdeHinvetvnnl-1,4-
aiokcobymmn]-4-(1-metun-4-ninepuavHin)-ninepnamH

(659) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuawvHinl-2-[(3,4-anbpomdeHinvetvnl-1,4-
aiokcobyran]-4-(4-metmn-1-ninepaswHin)-ninepnamH

(660) (R,S)-1-[2-[(4-xiHoniHIN)MeTnN]-4-[4-(3,4-Aurinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-1,4-
piokcobymmn]-4-(4-metun-1-ninepaswHin)-ninepnavH

(661) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHin]-2-[(4-rippokcn-3,5-



anmeTtundeHinmetn]-1,4-giokcobytnn]-4-(1-ninepnanHin)-ninepugunH

(662) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuannin]-2-[(4-rigpokcn-3,5-
anmeTtundeHin)metn]-1,4-giokcobytun]-4-(4-metun-1-ninepaswvHin)-ninepnanH

(663) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaunHin]-2-[(4-rippokcn-3,5-
anmeTtundeHinmetinl-1,4-giokcobytun]-4-(1-metun-4-ninepnanHin)-ninepnanH

(664) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuamHin]-2-[(4-meTtokcun-3,5-
anmeTtundeHinmetnl-1,4-giokcobytun]-4-(1-ninepnanHin)-ninepugunH

(665) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuamHin]-2-[(4-meTokcun-3,5-
anmeTtunderinmetnnl-1,4-giokcobytun]-4-(4-metun-1-ninepasvHin)-ninepnanH

(666) (R,S)-1-[4-[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHin]-2-[(4-weTtokcn-3,5-
anmeTtundeHin)metnl-1,4-giokcobytun]-4-(1-meTun-4-ninepuanHin)-ninepnanH

(667) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuamHinl-2-[(1-Hacptmn)metun]-1,4-
aiokcobytun]-4-(4-metun-1-ninepasuHin)-ninepnavH

(668) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuaHin]-2-[(1-Hacdpmn)metun]-1,4-
aiokcobyTun]-4-(1-meTuncynbqoHin-4-ninepuanHin)-ninepuamH

(669) (R,S)-1-[2-[3,5-ambpom-4-meTundeHinmeTun]-4-[4-(3)4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepnaHinl-1,4-giokcobytmnl-4-[4-[4-(aumetunamiio)6ytun]deHinl-ninepasvH

(670) (R,S)-1-[4-[4-(3,4-purinpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-2-[[4-(1,1-
anvmeTtvnetvun)derinivetnnl-1,4-giokcobymn]-4-(1-metmn-4-ninepmavHin)-ninepnavH

(671) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepnanHinl-2-[[4-(1,1-

anvmeTtnneTtun)deHinivetnnl-1,4-giokcobymmn]-4-(1-metun-4-ninepasuHin)-ninepnavH

(672) (R,S)-1-[2-[(3,4-onxnopdbeHin)meTnn]-4-[4-(3,4-aurigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuantinl-1,4-
aiokcobymnl-4-[4-(aMmeTnnamiHomeTun)deHinl-ninepnanH

Ta ix coni.

Cnonykun 3aranebHoi copmynm | opepxyBanvcs NPUHLMNOBO BiJAOMMMW MeTogaMu, NMPUYOMY 30Kpema,
MoaundiKyBanuca nNpuiHATI Y Ximii nenTugie cnocobu (aue., Hanpuknag, Houben-Weyl, Methoden der Organischen
Chemie, Bd. 15/2). £k amiHHi 3ax1CHi rpynyu MOXYTb BYTM BUKOPUCTaHi 3axvcHi rpynu, onncadi B Houben-Weyl,
Methoden der Organischen Chemie, Bd. 15/1, npuyomy nepeBary MaloTb ypeTaHOBI 3axvCHi rpynu, sk,
Hanpuknaz, dTopeHinveTokcn-kapOboHinbHa, deHinveTokcrkapboHinbHa abo TpeT.-6yTMnokcnkapboHinbHa rpynu.
MoXnmBo HasiBHI y 3anuKax R? Ta/abo A cnonyk 3aranbHoi poopmynu | abo B ix nonepegHvkax OyHKLiOHanNbHi
rpynu ans 3anobiraHHa NobBiYHUM peakuisM [0AaTKOBO 3aXvLLA@TbCA MIOXOKUMW 3aXUCHUMMW rpynamu (ams.,
Hanpuknag,: G.B. Fields et al., Int. J. Peptide Protein Res. 35. 161 (1990); T. W. Greene, Protective Groups in
Organic Synthesis). Ak 3axuweHi y 60KOBMX naHuUlorax amiHOKUCIOTM Takoro TWMy Cnig Ha3BaTu, 30Kpema,
Arg(NO2), Arg(Mtr), Arg(di-Z), Arg(Pmc), Lys(Boc), Lys(Z), Orn(Boc), Orn(Z), Lys(C1-Z), ski, 9k npasuno, € y
npoaaxy y opmi noxigHux. MNMpu upomy cnig matm Ha yeasi, WO ANS 3aXUCTy a-amMiHo- abo amiHorpyn 6okoBux
NaHLorB BUKOPUCTOBYIOTLCS Tak 3BaHi OpTOroHanbHi KOMGiHaLii 3aXMCHUX rpyn, HaNpuKnaa;:

3axuct N (6okoBi naHwtorm) N*-3axuct
p-TonyoncynbOoHin deHinMeToKCMKapOoHin
TpeT.6 ytunokcukap6oHin
deHinMeTokcHMKapOOoHin (4-meTokcudpeHin)vMeTokcukapOoHin

TpeT. 6yToKCcnKkapOoHIn

afjamaHTunokcmkapboHin bideHininizonponinokcn-«kapboHin
i30HIKOTUHOTNOKCKKAPBOHIN

O-HiTpogeHincynbdeHin

dopmin

TpeT. 6yTokcukapboHin deHinmeTokcMkapOoHin

p-Tonyoncynb@OoHin

o-HiTpodeHincynbdeHin GideHininizonponinokcn-«kap6oHin

9 -cbTOpeEHINMETOKCUKAPOOHIN

aueTun, TpudropaueTvn, dopmin, TpeT.6 ytmnokcukap6boHin

(2-xnopdpeHin)-meTokcukapboHin,
(4-xnop-geHin)meTokcuKkapboHin,
4-(HiTpOdeHin)MeTokcuKkapOoHin,
dranoin

3amicTb 3axvcTy 60KOBMX amiHOMpyn MOXYTb ByTW 3acTocOBaHi 3amilleHi y 60KOBMX NaHuorax Hitpo- abo
LiaHo-rpynamMm amiHokMcnoT abo ix noxigHi, Wo MiCTATb NPeKypCopHi yHKUIT, Hanpuknag, 5-uiaHHopBsaniH.

3axvCT OCHOBHUX (DYHKLi GOKOBMX NAHUIONB BIACYTHIX Yy NPOAAXKY o.-aMiHOKMCMOT, WO XapaKkTepusyloTbCs,
Hanpuknag, (amiHoimiHoMeTun)-rpynaMmu, Moxe 6yt 34iMCHEHNIA TaKUM K€E YMHOM, K | 3axX1CT BOKOBMUX NaHLoriB
apriHiHy Ta noro noxigHux (oue. Takox M. Bodanszky, Teptide Chemistry", Springer-Verlag, 1988, S. 94-97); B
AKOCTi  3axvCHUX  rpyn  Ans  (aMmiHoiMiHOMeTun)-rpyn  ocobnueo  nNpuaaTHi  P-TONYyoncynbdoHin-,
Me3nTUneHcynbgoHin-(Mts-), MeToKCMTpUMeTUndeHincynsoHin-(Mtr-), 2,2,5,7,8-neHTameTUN-xpOMaH-6-
cynbdoHin-(Pmc-), neHTaxnopdeHoKCUKapOboHin- Ta HITPO-3ax1CHi rpynu.

[na BnacHe cnonyvyeHHs MoandikyloTbCs BigoMi i3 xiMii nentTnais metoam (ovB., Hanpuknad, Houben-Weyl,
Methoden der Organischen Chemie, Bd. 15/2). NepeBaxHO BUKOPUCTOBYIOTLCS Kapbogiimign, Sk, Hanpuvknag,
avumkrorekevnkap6ogiivig (DCC), giisonponinkap6ogiimig (DIC) abo etun-(3-gumeTvnamiHonponin)-kap6oaiimia,
O-(1H-6eH3oTpuason-1-in)-N,N,N’,N’-tetpametunypoHiirekcagropodocdgar (HBTU) abo -tetpadrtopobopaTt
(TBTU) abo 1H-beHsoTpuason-1-n-okcu-tpic (mmetunamiHo) -grocdoHin-rekcagpropodgocdar (BOP).
HopnaeaHHam 1-rigpokenbeHsotpuasony (HOBt) abo 3-rinpokcn-4-okco-3,4-aurigpo-1,2,3-6eH3oTtpna3svHy (HOODt)
MOXHa 3a 6axaHHIM [O4AaTKOBO NPUrHiYyBaT paLeMisadito abo 36inbLuyBaTi WBMAKICTb peakLii.

Cnony4eHHs 34iAcHIoTb 3a3BMYal 3 EKBIMOTNIAPHUMW AOMSIMU CMOMYyYYBaHMX CKIAA0BMX i CNONYy4HOro 3acoby



Yy PO34YMHHUKY, TakOMy SK [uxIopMeTaH, TeTparigpodypaH, aueToHiTpun, aumeTundopmamig (DMF),
anmetunauetamig (DMA), N-metunniponigoH (NMP) abo ix cymiwi i npu Temnepatypax Big -30 go +30°C,
nepesaxHo Big -20 pgo +20°C. B pasi HeobOXigHOCTI $K JonMombkHa OCHoBa BuKopucToBYeTbCcs N-eTun-
aiisonponinamiH (DIEA) (ocHoBa XtoHira).

AK HacTynHUM cnocib cnonydyeHHs ANA CMHTE3y CNonyk 3aranbHoi gopmynu | 3acTocoByBaBCA Tak 3BaHWiA
«aHrigpugHun cnocito» (aue. Takok; M. Bodanszky, "Peptide Chemistry”’, Springer-Veriag 1988, S. 58-59; M.
Bodanszky, "Principles of Peptide Synthesis", Springer-Veriag 1984, S. 21-27). lNepeBary Mae «3milaHun
aHrigpugHui cnocib» y BapiaHTi Bayrana (J.R. Vaughan Jr., J. Amer. Chem. Soc. 73, 3547 (1951)), 3rigHO 3 sikum
i3 BMKOPUCTaHHAM i306yTMNOBOrO ecTepy X1OpBYrNeueBoi KUCMAOTM Y MPUCYTHOCTI OCHOB, Takux §K 4-
MeTunMopdoniH abo 4-eTnmMopdoniH, oAePXKYI0Tb 3MilUaHuiA aHrigpua i3 npy HeobXigHOCTI N-3ax1LLEHUX o
aMiHOKMCIOT, WO MignaratTe 3'€QHaHHI0, i MOHOI300YTMNOBOIO ecTepy ByrneLeBoi Kucrnotu. OgepxaHHs Uporo
3MilLaHOro aHrigpuay i CnonydeHHs 3 amiHaMu 34JINCHIOTL LNAXOM peakuii B 0gHOMY peakuiHoMy ob'emi i3
BMKOPMCTaHHSAM BKa3aHMWX BULLE PO3YMHHIKIB Npu TemnepatypaxBig -20 go +20°C, nepesaxHo Big 0 go +20°C.

MoxnmBo HasiBHi y GOKOBMX naHulorax a-aMiHOKUCIOTHUX YacCTKOBUMX CTPYKTypax 3axucHi rpynu nicns
yTBOpeHHA N- i C-TepMiHanbHO 3aMilLleHMX MOXiAHWMX aMiHOKMCMOT Ha 3aKiHYeHHs BigLEenmoTLCA B NPUHLUMMI
BiAOMMMMU i3 MiTepaTypy peareHTamu, a came apurcyrnbqOHin- i reTapuncynb@OHINBHUMKN 3aXMCHUMM TpynaMm
NnepeBaxHO auuaoniTMYHO, TOBTO 3 BUKOPUCTAHHAM CUIbHUX KWUCMOT, NEPEeBaXHO TPUATOPOLTOBOI KUCIOTH,
HITPO- i apUIMeToKCN-KapOOHINbHUMU 3aXUCHUMK TPYMaMK MAPOreHoNITMYHO, HaNpuknaz, BOAHEM Y NPUCYTHOCTI
nanagito Mopa i i3 BUKOPUCTaHHSAM NbOASAHOT OLITOBOIT KUCIIOTU K PO3UYMHHMKA. FAKLIO peyvyoBMHA MiCTUTb YyTIMBI
00 rigporeHoniy dyHKUii, HaNnpuknag, aTomu ranoreHy, Takoro ik xnop, 6pom um oA, deHinveTtaHonsHy abo
retTapunMeTaHonbHy yHKUiT abo ©eH3nnreTepoaTOMHUI 3B'A30K, 30kpema, OeH3UN-KUCHEBWUI 3B'A30K, TO
BiALLENMEHHSA HITPOrpynu 3A4iINCHIOTL TaKOX HE TiAPOreHONiTMYHO, Hanpuknaz, i3 BMKOPUCTaHHSM LMHK/2N
TpudptopouToBOi KMCNoTK (aue. Takox: A. Turan, A. Patthyi S. Bajusz Acta Chim. Acad. Sci. Hung, Tom. 85 (3),
327-332 [1975]; C.A. 83, 206526y [1975]), xnopuay onosa(ll) B 60-% BOAHOMY PO34YMHi aMei3eHOBOT KMCMOTU
(amB. Takox: SUNSTAR KK, JA-A-3271-299), uMHKY y NpMUCyTHOCTI oUTOBOI KMcrnotu (aue. Takox: A. Malabarba, P.
Ferrari, G. Cietto, R. Pallanz, M. Berti, J. Antibiot 42, (12), 1800-1816 (1989)) abo 3 BMKOpPUCTaAHHAM HaZLMMULLIKOBOT
KinbkocTi BogHOro 20-1poueHTHOro po3unHy xnopuay TmtaHy(lll) y BoaAHOMY pO34nHi MeTaHony i y NPUCYTHOCTI
BOAHOrO amoHin-aueTaTHoro 6ydepa npu 24°C (amB. Takox: R.M. Freidinger, R. Hirschmann, D.F. Veber, J. Org.
Chem. 43, (25), 4800-4803 [1978]).

HasiBHi 3a neBHMX yMOB Yy OOKOBMX NaHLUOrax o-aMiHOKMCIOT NPeKypcopbl (OYHKLIT TAaKOX Ha 3aKiHYeHHSs
MOXYTb OYyTM MepeTBOpEeH: LUNAXOM rigporeHonidy y 6axkaHi aMiHOMYHKLIT; Npy LUbOMY HiTpOarkinbHi rpynu 3a
BiAOMMX XiMiKaM yMOB AaloTb amiHOAIKIiMbHi rpynu, a LiaHorpyna nepeTBoplOETLCA Y aMiHOMETUSBHY rpyny.

3aMicTb UbOro HiTpuUnbHi yHKLIT MOXYTb OyTM TakoX BIOAHOBMEHI HasBHUMW Y MOMEKYNi KPUTUYHUMU
dYHKLiSMUK, 30Kpema, amMmiHOrpyrnamMmu, CeneKkTMBHAMMN KOMMIEKCHUMU rigpudamn (ous. Takox: J. Seyden-Penne,
"Reductions by the Alumino- and Borohydrides in Organic Synthesis", VCH Publishers Inc., 1991, S. 132ff.).
Hanpuknaz, Goporigpuaom HaTpito y MeTaHoni Ta y npucytHocTi xnopuay kobanbTy(ll), 6oporigpuaoMm HaTpito y
TeTparigpodpypaHi y npucytHocTi TpudTopoLuTOBOi KucrnoTu abo Goporigpuaom TeTpakic-(n-6ytin)-amoHito y
AVXNOPMETaHi; BIAHOBMEHHA aniaTMyHMX HITPOMYHKLIA A0 NEepBUMHHMX aMiHOMYHKLIN MOXMMBE TakoX 3a
ponomoroto 6oporigpnay HaTpito y npucytHocTi xnopuay onosa(ll) abo auetunaueTtoHaTy migi(ll), 6e3 BTpyYaHHs
y HasiBHi y cnonykax Tuny | kapbokcamiHorpynu (auB. Takox: J. Seyden-Penne, ibid. S. 1371f.).

[ns ogepxaHHA BUHAWAEHMX CNOMYK 3aranbHoi popmynu | ocobnneo npuaaTHAMKM € Taki cnocoou:

a) Ana ogepxaHHa cnonyk 3aransHoi dopmynu |, B AKin

R o3Havae niHinHy ankinsHy rpyny 3 1-7 atomamu ByrneLo, gka B ©-NofoOXeHHi Moxe Bytn 3amilieHa

uMKnoankinbHot rpynoto 3 4-10 aTomamu ByrneLto,

ofiHieto abo aBoma cheHinbHUMK rpynamu, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1,3-gurigpo-2H-2-okco6eHsimigason-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-3-n-
, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipumignH-3-in-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipumignn-3-in-, 3,4-aurigpo-2
(1H)-okcoTieHo[3,4-d]nipumiguH-1-in-,  3,4-gurigpo-2(1H)-okcoTieHo[3,2-dnipumiguH-3-in-,  3,4-gurigpo-2(1H)-
okcoTieHo[3,2-d]nipumignH-14n-, 3,4-gurigpo-2(1H)-okcoxiHazoniH-1-in-,  3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in-,
2(1H)-okcoxiHoniH-3-n-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnao-3(4H)-okco-1,2,4-6eH30TiagiasnH-2-in-, 1,3-
aurigpo-2H-2-okcoimigasonipuamHin-, 1,3-gurigpo-2(2H)-okcoimigaso-[4,5-c]xiHoniH-3-n-, 1,3-aurigpo-2H-2-
okcoimigaszon-14n-abo 3,4-purigpo-2(1H)-okconipumMigmnH-3-in-rpyrnoto, NpUYoMy ABi OCTaHHI rpynNn B 3anexHOCTi
Big 06CTaBMH B NONOXeHHi 4- Ta/abo 5 abo B nonoxeHHi 5 Ta/abo 6 MOXyTb BYTM O4HO- YN ABO3AMILLEHI HWKYMMMN
NiHIVHUMUW Y1 po3ranykKeHUMK arnkinbHMMK rpynamu, deHin-, 6ideHinin-, nipuguHin-, giasuHin-, dypun-, TieHin-,
niponin-, 1,3-okcasonin-, 1,3-tiazonin-, i3okcasonin-, nipasonin-1-memmnnipasonin-, imigasonin- ato 1-
MeTuniMigasonin-rpynamMm i 3amiCHUKM MOXYTb ByT1 ogHakoBMMYK abo pisHUMK,

3B'I3aHMM 4Yepe3 aTOM BYITEL 5-YNeHHUM reTepoapoMaTUyHUM LIMKITOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsia 3 aToMOM a30Ty aTOM KUCHIO, Cipku abo iHLWMIA aToM a30Ty, NPUYoOMy aToM a3oTy iMiHOrpynu
MoXe ByTV 3amileHUI arkinbHOLo rpymnoto,

abo 3B'S3aHVM Yepe3 aToMm ByrmeL 6-4neHHVM reTepoapoMaTUyHMM LIVKIIOM, SIKUIA MiCTUTb OAWH, ABa abo
TPW aToMu asoTy,

NpUYOMy SIK 4O BKa3aHMX BULLE 5-4neHHUX, TaK i O 6-YNeHHUX reTepoapoMaTUYHNX MOHOLMKIIYHUX KineLub
Yyepes [ABa CycigHi atomu Byrneul mMoxe 6ytv npuegHaHa 1,4-GyragieHineHoBa rpyna i yTBOpEHi TakuM YMHOM
OiUMKNiYHI reTepoapoMaTUYHi KiNbLs TakOX MOXYTb Oytn 3'egHaHi yepe3 aTtom Byrmeuto 1,4-OyTafieHineHoBol
rpynu, i

NPUYOMy BKa3aHi paHille Anst 3aMilleHHs ankinbHUX rpyr B o-NonoXeHHi deHin-, Hadpmun- i GideHinin-rpynu,
a TakoX npyv HeoOXiAHOCTI 4acCTKOBO riApoBaHi MOHO- i OiUMKMiIYHI reTepoapoMaTuUYHi KiMbUs y BYITELLEBOMY
Kapkaci 4OAaTKOBO MOXYTb Oyt OAHO-, ABO- Y/ TpM3aMilleHi atToMoM ¢Topy, Xropy abo 6pomy, ankinbHUMMK
rpynamu, UMKNoarkineHMMu rpynamum 3 3-8 aToMaMu BYyIMeLlo, HIiTPO-, arnkokcu-, eHin-, deHinankokcu-,
TPUGTOPMETU-, anKoKcMkapOOoHin-, ankokcukapOoHinarkin-, kapbokcu-, kapbokcuarnkin-, giankinamiHoarkin-,
rigpokeK-, amMiHo-, aueTunamiHo-, nponioHinamiHo-, 6eH30in-, ©6eH3oinamiHo-, GeH3oinMeTunamMiHo-,
amMiHokapboHin-, ankinamiHokap6oHin-, AiankinamiHokap6oHin-, (1-niponiguHin)kap6oHin-, (1-



ninepuaHin)kapboHin-, (rexcarigpo-1H-aseninH-1-in)kap6boHin-, (4-metun-1-ninepasuHin)kapboHin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, waH-, TpPUPTOPpMETOKCU-, TPUPTOPMETUNTIO-, TpUdTOopMEeTUNCYNnbdiHin- abo
TpucptopmeTUncynbOHINbHUMN TpyNamm, NPUYOMY 3aMiCHVKN MOXYTb ByT oaHakoBMMK abo pi3HUMMU, a BKasaHi
paHiwe 6eH30in-, 6eH30inamiHO- i BeH3oiNMeTNaMiHOrpyNn B CBOK 4Yepry B PeHinbHIi YacTuHi 40AaTKOBO
MOXYTb OyTM 3amiweHi aTtomoMm dropy, xnopy abo Opomy, ankin-, TpudTOopMeETUn-, amiHo- abo
aLeTunamiHorpyrnoto,

abo 3ammLok chopmynu

N (CH,),
>Y'/ \/Y’—g (11),

RN
(CHy),
rR' \
B SIKOMY
R° R® R’,R", Y', 0 p MatoTb HaBeAeHi BULLE 3HAYEHHS,
Y? o3Hauae rpyny CH, a
Z o3Havae rpyny NR1, npuyomy R'mae HaBe[eHi BULLEe 3HaYeHHS:
KapboHOBI KMCROTK 3aranbHoT dopmynu VI,
RCOzH (Vi)
B AKiN
R mae HaBefeHi BuLLe 3HaYeHHs, cnonydatoTb 3i cnonykamu 3araneHoi opmynu VI,
RZ

4
(?H-.»)..
he ©Om o (VIID)
N A, »
Z R" N
X e
A R

B SAKin

R2 R® RY R A X, m in maioTb HaBeaeHi BULE 3HAYeHHS, a

Z 03Havae rpyny NR', npuyomy R' Mae HaBefeHi BULLE 3HAYEHHS,

i, B pasi He0O6XiQHOCTI, 34iCHIOTL 3aKMOYHE BigLLENEHH 3aXCHUX rpyn abo NnepeTBOPEHHS1 MPEKYPCOPHMX
OYHKLi onmcaHMmMm BuLLe cnocobamu.

CnonyveHHs 34iNCHIOKTL i3 3aCTOCYBAHHAM BiAOMMX i3 XiMiT nenTuaiB i oNMcaHmXx BULLE CnocobiB, 30kpeMa, i3
BukopuctaHHsam DCC, DIC, HBTU, TBTU a6o BOP a6o 3miwaHum aHrigpuaHumM cnocobom.

b) Ins ogepxaHHA cnonyk 3aranbHoi dopmynu |, B gkii R Mae 3HayeHHs1, BkasaHi y cnocobi a), Z o3Hauvae
rpynyNR1, a R1, Rz, R3, R4, R”, A, X, m i n MaloTb HaBeeHi BULLIE 3HAYEHHS:

cnonyku 3aransHoi popmynm 1X,

R-CO-Nu (IX)

B AKin R Mae 3HaueHHs1, BKa3aHi y cnocobi a), a

Nu o3Hayae BigXigHy Trpyny, Hanpuknag, aToMm ranoreHy, Hanpwukrag, xmiopy, Opomy abo wnopgy,
ankincynbgoHinokenrpyny 3 1-10 atomamm Byrneuto B ankinbHii YacTuHi, deHincynbdoHinokem- abo
HadTUNCYNb OHINOKCUIpyny, Npu HeOOXiAHOCTI OAHO-, ABO- YM TpM3aMilleHy aToMom xropy abo Gpomy, metun-
abo HiTporpynot, NpMYoOMy 3aMiCHUKM MOXYTb OYTM OoAHaKOBMMM abo pisHUMK, 1H-imigason-1-inbHy rpyny, npu
HeobXxigHoCTI 3amileHy 1 abo 2 meTunbHUMMK rpynamm y ByrmeueBoMmy kapkaci 1H-nipason-1-in-, 1H-1,2,4-
Tpuason-1-in-, 1H-1,2,3-tpuason-1-n-, 1H-1,2,3,4-tetpason-1-in-, BiHiN-, nponaprin-, p-HiTpodeHin-, 2.4-
OVHITpOGeHIN-,  TpuxiopdeHin-, neHTaxnopdeHin-, neHTadgpTopdeHin-, nipaHin- abo  nipyaHin-,
anmeTunamiHinokan-,  2(1H)-okconipyuann-14noken-,  2,5-giokconiponiguH-1-inokcun-,  dgranimigunokcn-,  1H-
6eH3oTpmason-14nokcu- abo aumaHy rpyny,

crnonyyaloTb 3i cnonykamu 3aransHoi popmynu Vi,

R:
4
(?Hz)n
(C=0),, . (VIIX)
H\ A, /R
Z g N
. i
X R

B SAKi

R2, RS, R4, R”, A, X, m i n maloTb HaBedeHi BULLIE 3HAYEHHS, a

Z 03Havae rpyny NR', npuyomy R' Mae HaBeeHi BULLE 3HAYEHHS,

i, B pasi He06XiQHOCTI, 34ICHIOTL 3aKMOYHE BifLLENNEHHS 3aXCHUX rpyn abo NepeTBOPEHHST MPEKYPCOPHMX
OYHKLi onmcaHMmMm BuLLe cnocobamu.

[MepeTBOpEHHS 3A4iMCHIOKTL B yMoBax peakuin LoTtreH-BaymaHHa a6o AltHxopHa, To6To cknafoBi BBOAATL Y
peakuito y NPUCYTHOCTI LOHaMeHLLe OAHOr0O ekBiBaneHTa JOMNOMBKHOT OCHOBM Mpu TemnepaTypax Big -50°C go
+120°C, nepeBaxHo Big -10°C go +30°C, i npn HEo6XigHOCTi B NPUCYTHOCTI PO3YMHHUKIB. AK OOMOMBKHI OCHOBU
MOXYTb OYTV BUKOPWUCTaHi NMEpPeBaKHO MOPOKCMAM MYKHUX i My)KHO3eMernbHMUX MeTaniB, Hanpuknaz, rigpokcug
HaTpito, rigpokcma kanito abo rigpokena 6apito, kapboHaTn NyKHWX MeTanie, Hanpuknag, kapboHaT HaTpito,
kapboHaT kanito abo kapboHaT uesito, aueTaTM NyKHUX MeTaniB, Hanpuknag, aueTaT HaTpito abo kanito, a Takox
TPETUHHI amiHn, HanpuKnag, NipuanH, 2,4,6-TpUMeTUNNIPUAMH, XiHOSMiH, TpueTunamid, N-etun-giisonponinamid, N-
eTun-gnuuknorekcunamin, 1,4-giaszabiumkno[2,2,2JoktaH abo 1,8-giasabiumkno[5,4,0lyHaeuU-7-eH; 9K PO3YMHHYIKK
MOXYTb OyTW BMKOpPMCTaHi, Hanpukrnag, AuxiopmeTaH, TeTparigpodypaH, 1,4-giokcaH, aueToHiTpun,



anmetundopmamia, mmetunauetamig, N-metun-niponigoH abo ixX cymili; AKWO 9K [OMOMDKHI  OCHOBM
BMKOPUCTOBYIOTLCS MiAPOKCUAM NyKHUX abo NyxHo3eMenNbHUX MeTaniB, kapboHaTh abo aueTaTn NyKHUX MeTani.,
00 peakLinHOT CyMilLli K CriBPO3YMHHUK MOXe JoAaBaTUCs BoAa.

c) Ins ogepxaHHA cnonyk 3aransHoi gopmynu |, B sikin

R o3Ha4ae npm Heo6XiAHOCTI B NONOXEHHI aToMa a3oTy 3aMilleHy arnkinbHy rpyny 3 1-6 atomamu Byrnewo
abo samilleHy eHINMMEeTUNLHOK PYNOoK0 MiHIVHY ankinamiHorpyny 3 1-6 atomamu ByrmeLto, gka B ®-MONOKEHHI
Moxe 6yTv 3amilleHa

LMKnoankinbHow rpynoto 3 4-10 atomamu Byrfeuto,

OfHieto abo aBoma deHinbHUMK rpynamm, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-inpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-14n-, 2,4(1H,3H)-
AiokcoxiHa3oniH-3-in-, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipymignH-3-n-, 3,4-gurinpo-2(1H)-okcoTieHo[3,4-
d]nipumignn-3-in-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipymiguH-1-in-, 3,4-gurippo-2(1H)-okcoTieHo[3,2-
dlnipumignn-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHasoniH-1-in-, 3,4-
aurigpo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-aiokenao-3(4H)-okco-
1,2,4-6eH30TiagiasnH-2-n-, 1,3-purinpo-4-(3-tieHin)-2H-2-okcoimigason-1-in-, 1,3-aurigpo-4-geHin-2H-2-
okcoimigason-14n-, 1,3-gurigpo-5-ceHin-2H-2-okcoimigazon-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-clxiHoniH-3-
in-, 3,4-guriapo-5-ceHin-2(1H)-okconipumignn-3-in-, 3,4-gurigpo-6-deHin-2(1H)-okconipumwmH-3-in- abo 1,3-
aurigpo-2H-2-okcoimigaso[4,5-blnipuanH-3-in-rpynoto,

3B'A3aHVM Yepes3 aToM ByrmeLlo 5-uneHHMM reTtepoapoMaTUyHUM LIMKIIOM, SIKWA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsA i3 aToOMOM a30Ty MiCTUTb aToM KMUCHIO, aTOM Cipkv abo e oavMH atoM a3oTy, NpuyomMy aTtom
a30Ty iMiHOrpyNu Moxe OyTn 3aMilLeHuWIA ankinbHot rpynoto, abo

3B'A3aHMM 4epe3 aToMm ByrmeLUl 6-YNeHHVM reTepoapoMaTUYHUM UMKIOM, Wwo Mictute 1, 2 abo 3 atomu
asory,

NpUYOMy SK A0 5-4YNeHHOro, Tak i A0 6-4NeHHOro reTepoapoMaTUYHOro MOHOLMKMIYHOTO KinMbLs Yepe3 ABa
cycigHi aTomMu Byrneuto Moxe O6yTm npuegHaHa 1,4-GytagieHineHoBa rpyna i YTBOpPEHi TakKuM YMHOM GiLVKIIiYHi
reTepoapoMaTuyHi KifbLs TakoX MOXYTb Oy 3B'a3aHi yepes aTom Byrneuto 1,4-6yragieHineHoBo1 rpynu, i

NpUYOMy BKa3aHi paHille Ans 3amilleHHS arKifbHOI YaCTUHW ankinamiHorpynM B o-NOJIOXEHHI eHinbHa,
HadgTMNbHa i OideHininbHa rpynu, a TakoX npu Heo6GXiQHOCTI 4YacTKOBO riApoBaHi MOHO- | GiUuKnivHi
reTepoapoMaTuyHi KinbLs y ByrMeLeBOMY Kapkaci 4OJATKOBO MOXYTb GyT 0fHO-, ABO- Y/ TpU3aMilleHi aToMaMu
dTopy, xrnopy abo 6pomy, ankinbHAMK rpynamu, LMKNoarkineHMMK rpynamu 3 3-8 atomamu ByrmeLto, HiTpo-,
ankokcu-, deHin-, deHinankokcm-, TpudTopMeTUn-, ankokcukapboHin-, ankokcukapboHinankin-, kapbokcu-,
kapbokcuarkin-, giankin- amiHoarnkin-, riagpokcu-, amiHo-, aLeTunamiHo-, nponioHinamiHo-, 6eH30in-, 6eH3oinamiHo-
, beH3oinveTMnamiHo-, amiHo-kapboHin-, ankinamiHokapboHin-, giankinamiHokapboHin-, (1-niponianHin) kap6oHin-,
(1-ninepuanHin)  kapboHin-, (rekcarigpo-1H-asenin-1-inkapboHin-, (4-metun-1-ninepasuHin)«apbonin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, uwiaH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUdTopMeTUNCYNbdiHIn- abo
TpucptopmeTUncynboHin-rpynamu, NpuUYoMy 3aMiCHUKM MOXYTb Oyt oaHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHO- i BGeH30INMVeTUNamiHOIpynM B CBOK 4Yepry B (PeHiNbHIA YacTuHi A0AaTKOBO
MOXYTb Oyt 3amiweHi atomamu Topy, xnopy abo Opomy, ankin-, TpudTOopMeTUn-, amiHo- abo
aueTvnamiHorpynoto,

abo 3ammLIok chopmynu

R? (CH,),
>Y'/ \Yz-—g (113,

RN
(CHy),
R s
B AIKOMY
R% R® R’,R", Y', 0 p MatoTb HaBeAeHi BULLE 3HAYEHHS,
Y? o3Hauae atom asoty, a
Z o3Havae rpyny NR1, npuyomy R'mae HaBe[eHi BULLE 3HaYeHHsi: aMiHu 3aranbHoi opmMynu X,
R-H (X)
B SAKii
R mae HaBefeHi BuLLE 3HAYEHHS,
nepeTBOPIOIOTL NOXIAHVMI BYrfieLeBOi KNCNOTN 3aranbHoi copmynu X,

o}
X‘JLX' (X3
B SAKin
X1 o3Havae HykneodyrHy rpyny, nepesaxHo 1H-imigason-1-in-, 1H-1,2,4-Tpnason-14n-, TpuxnopmeTokm-
abo 2,5-giokconiponignH-iHnokcn-rpyny,
i cnonykamu 3aranbHoi opmynu VIII,
RZ.
ffli'*a)f.
(C=0),, @ {VIII}
\N,
Rli )
L
B SIKil
RZ, R3, R4, R”, A, X, m i n MmaloTb HaBedeHi BULLIE 3HAYEHHS, a
Z 03Havae rpyny NR', npuyomy R' Mae HaBeaeHi BULLE 3HAYEHHS,
i, B pasi He0b6XiAHOCTI, 34IVCHIOITL 3aKMOYHE BiALLENeHHS 3axXVCHUX rpyn abo nepeTBOPEeHHsS MPEKYPCOPHMX

H
\Z



OYHKLi onMcaHMmMm BuLLe cnocobamu.

B npuHumni gBocTyniHyacTi peakuii npoBoAsiTe, SK NpaBwuio, B OQHOMY peakLuiiHoMy ob'emi, a came: Ha
nepwin cragii ogHy i3 aBox cknagosux X abo VIl 3 ekBiMONspHOM KinbKicTo NoxigHOT Byrmeuesoi KUCNOTU
3aranbHoi popmynu Xl y npuaaTtHOMY pO3UMHHUKY BBOOATL B PeaKLito MpU HKYin TeMnepaTypi, a NoTiM AoJalTb
LLOHaMMeHLLe eKBIMONAPHI KinbkocTi iHWmx cknagosumx VIII abo X i nepeTBOpeHHS 3akiHUyoTb Npw GinbLL BUCOKIN
Temnepatypi. [lepeTBopeHHs Oic-(TpuxnopmeTnn)-kapboHaToM 3AIACHIOTL NEPEeBaKXHO B MPUCYTHOCTI
LLOHarMeHLLe 2 eKkBiBaneHTiB (BiZHOCHO KinbKocTi Bic-(TpuxnopmeTun)-kapboHaTy) TPeTMHHOT OCHOBM, Hanpuknag,
TpueTUnamiHy, N-eTun-giisonponinaminy, nipuauHy, 1,5-piazabiuvkno[4,3,0]HoH-5-eHy, 14-
Aiasabiuvkno[2,2,2]oktaH abo 1,8-giaszabiumkrio[5,4,0lyHaeu-7-eHy. AK pO3yYMHHUKK, SKi MatoTe Byt 6e3soaHUMY,
MOXYTb OYyTW BWKOPWUCTaHIi, Hanpuknag, TeTparigpodypaH, AiokcaH, gumeTtundopmMamia, gumetunauvetamia, N-
MeTun-2-niponigoH, 1,3-aMmeTvn-2-imigasoniguHoH abo aueToHITPUN, NpU BUKOPUCTaHHI Oic-(TpuxnopmeTun)-
kapboHaTy Ak -kapboHiNbHOI CknNagoBoi Nepesary MatoTb 6e3BOAHI XNOPBYIMEBOAHI, Hanpuknag, AMXIopMeTaH,
1,2-gnxnopeTaH abo TpuxnopetuneH. [iana3oH TemnepaTypu peakuii: Ans nepwioi cragii peakuii Big -30 go
+25°C, nepeBaxHo Bif -5 po +10°C, ans pgpyroi crapii peakuii Big +15°C OO TemnepaTypy KUMiHHA
BMKOPUCTOBYBAHOIO pO34nMHHUKA, nepeBaxHo Big +20°C go +70°C (ame. Takox: H.A. Staab, W. Rohr, "Synthesen
mit heterocyclischen Amiden (Azolide)", Neuere Methoden der Praparativen Organischen Chemie, Band V, S. 53 -
93, Veriag Chemie, Weinheim/Bergstr., 1967; P. Majer, R.S. Randad, J. Org. Chem. 59, 1937-1938 (1994), K.
Takeda, Y. Akagi, A. Saiki, T. Sukahara, H. Ogura, Tetrahedron Letters 24 (42), 4569 - 4572 (1983)).

d) Ona opepxaHHA Crnonyk 3aranbHoi dopmynu |, B sikii 3B'A3aHi 3 rpynamu R i Z kapBoHinbHi rpynu
npeacraenatoTe kapbamig-kapboHineHi rpynu, npuyomy Kapbamig-kapboHin naHKkoBaHUN LLOHAaNMEHLLEe OJHIElD
NH-rpynoto, i B sikiA

R o3Havae npu HeOOXiOHOCTI B MOJIOKEHHI aToMa as30Ty A40AAaTKOBO 3aMilleHy ankifbHOK rpynot 3 16
aTtomamMu Byrneuo abo beHin MeTun bHOK TPYNOK NiHIMHY arkinamiHorpyny 3 1-6 atomamu Byrreuto, sika B o-
NonoXeHH Moxe 6yTn 3amileHa

uMKnoankinbHot rpynoto 3 4-10 atomamu ByrneLto,

ofiHieto abo aBoma cheHinbHUMK rpynamm, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-iHpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigason-1-in-, 2,4 (1H,3H)-giokcoxiHaszoniH-1-n-, 2,4(1H,3H)-
AiokcoxiHa30niH-3-in-, 2,4(1H,3H)-piokcoTieHo[3,4-d]nipymignH-3-n-, 3,4-purippo-2(1H)-okcoTieHo[3,4-
d]nipyumignH-34n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,4-d]nipymiguH-1-in-, 3,4-purinpo-2(1H)-okcoTieHo[3,2-
d]nipymignn-3-in-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipymianH-1-in-, 3,4-mrigpo-2(1H)-okcoxiHasoniH-1-in-, 3,4-
avriapo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-giokcnpo-3(4H)-okco-
1,2,4-6eH30TiagiasnH-2-n-, 1,3-gurinpo-4-(3-TieHin)-2H-2-okcoimigason-1-in-, 1,3-aurigpo-4-geHin-2H-2-
okcoimigaszon-14n-, 1,3-gurinpo-5-cgeHin-2H-2-okcoimigazon-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-3-
in-, 3,4-gurigpo-5-cpenin-2(1H)-okconipumignH-3-in-, 3,4-avrigpo-6-ceHin-2(1H)-okconipyumignH-3-in- abo 1,3-
avrigpo-2H-2-okcoimigaso[4,5-b] nipnauH-3-in-rpynoto,

3B'A3aHMM Yepes3 aTOM BYIMeLUt 5-4neHHUM reTepoapoMaTUYHUM LIMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
uM cipkm abo nopsp i3 aToMOM as3oTy aTtoOM KWUCHIO, Cipku abo e oaMH aToMm asoTy, MpMYoMy aTtom asoTy
iMiHOrpynn MoxKe ByTV 3aMilleHUI arnkinbHO rpynoto, abo

3B'A3aHMM 4Yepes3 aToM ByrneLuo 6-4neHHUM reTepoapoMaTMyHUM LMKIOM, sikuiA MicTute 1, 2 abo 3 aTomu
as30Ty, NpUYOMY SIK A0 5-uneHHoro, Tak i 4o 6-4NeHHOro retepoapoMaTUYHOrO MOHOLMKIIIMHOIO KiNbLs Yyepe3 ABa
cycigHi aTomu Byrmeuto Moxe OyTM npueaHaHa 1,4-6ytagieHineHoBa rpyna i YyTBOPEHi TakuM YMHOM GiLMKMiYHi
reTepoapoMaTuyHi KifbLs TakoX MOXYTb Byt 3B'a3aHi yepes aTom Byrneuto 1,4-6yragieHineHoBoi rpynu, i

npuyoMy BKasaHi paHie Ana 3amilleHHS ankinbHOI YaCcTWMHW arkinamiHorpymn B OO-MOMOXEHHI deHin-,
Hadpun- i BicpeHinin-rpynu, a Takox Npy HeOOXiAHOCTI YaCTKOBO APOBaHi MOHO- i BiLWKNIYHI reTepoapoMaTUyHi
KinbLus y ByrneueBoMy Kapkaci 4o4aTKoOBO MOXYTb 6yTM ogHO-, ABO- UM TpmU3aMileHi aTomom ¢ptopy, xnopy abo
6pomy, ankinbHAMK rpynamu, LMKnoarkinbHUMu rpynamu 3 3-8 aTtomamu BYrneLto, HiTPO-, ankokcu-, deHin-,
deHinankokev-, TpudTopMeTUn-, ankokcukapOoHin -, ankokcukapOoHinankin-, kapbokcu-, kapbokcuarkin-,
diankinamiHoarkin-, rigpokcu-, amiHo-, aueTun-aMiHo-,  MponioHinamiHo-, 06eH30in-, GeH30inamiHo-,
6eH3oinmeTnnamiHo-, aMmiHokapboHin-, ankinamiHokapOoHin-, giankinamiHo-«kapboHin-, (1-niponiguHin)kapboHin-,
(1-ninepuawnHin)kapboHin-, (rekcarigpo-1H-aseniH-1-4n) -kapOGoHin-, (4-metun-1-iinepasuHin) -kap6oHin-, (4-
MopdoniHin)kap6oHin-, ankaHoin-, uwiaH-, TPMPTOpMETOKCU-, TPUPTOPMETUNTIO-, TpUdTOopMeTUNCynbdiHin- abo
TpudpTopmMeTUN-CyrnbOHIN-rpynaMmun, NpMyYoMy 3amiCHUKM MOXYTb Oyt ogHakoBuMmM abo pi3HUMK, a BKasaHi
paHiwe 6eH30in-, 6eH3oinamiHo- i 6eH3oiNVeTNamiHorpynM B CBOK 4Yepry B (PeHiNbHIM YaCcTuHi A0AaTKOBO
MOXYTb OyTM 3amiweHi aTomoMm ropy, xnopy abo Opomy, ankin-, TpudTOopMETUN-, amiHo- abo
aLeTMnamiHorpyrnoto,

abo 3ammLwok chopmynu

RS (CH,),
>Y'/ \/Y’—§ {11,

RN
'(CHz)n
R® 7
B IKOMY
R5, R6, R7, RN, Y1, O i p MaloTb HaBeAEeHi BULLE 3HAYEHHSA, a Y2 03Havae aTom asory,
Z o3Havae rpyny NR', a
R' 03Hauae aTom BOfHIO a60, SIKLIO R 03HaYa€e B MOMOXEHHI aTOMa a30Ty HE3aMiLLEHY | HEPO3ranyKeHy, B 1o-
NONOXEHH NP1 HeobXiAHOCTI 3amilLeHy ankinaMiHorpyny, Takox ankinbHy abo deHinankineHy rpyny:
aMiHu 3aranbHoi popmynum X,
R-H (X)
B AKih R Ma€e HaBeeHi BMLLE 3HAYEHHS,
nepeTBOPIOIOTL NOXIAHVMI BYrfieLeBoi KUCNOTK 3aranbHoi opmynu XI',



o)
e

B AKIN

X?  o3sHavae deHokeurpyny,  AKLLO X} osHauae (1H)-1,2,3,4-TeTpason-1-inbHuii  3anuuok, 4-
HiTpOdeHOoKcurpyny, €Akwo X o03Hayae 4-HiTpodpeHoKenrpyny, i aToM XIopy, SKLWO X® osHauae 24,3-
TpUXNopdeHOKCUIpyny, a Takox crnonykamu 3aransHoi popmynu VIII',

RZ

4

(SHy)y

(C""O}m 2 7 (VIII")
H A /R

~ ~
/" [‘]-[
R X R

B SIKil

R2, R3, R4, R”, X, A, m i n MalTb HaBeOEHI BULLE 3HAYEHHS, a

R" 03Hauae aTom BogHIo a6o, siKLLO R 03HauaE B NONOXeHHi aToma a30Ty He3aMmilleHy i Hepo3aranyxeHy, B co-
NONOXEHH NP1 HeobXiAHOCTI 3amilLeHy ankinamiHorpyny, Takox o3Havae arnkinbHy abo deHinankinbHy rpyny,

i, B pasi Heob6XiQHOCTI, 34IMICHIOITL 3aKMOYHE BifLLENMEHHA 3aXMCHNX rpyn abo NepeTBOPEHHs MPEKYPCOPHMX
OYHKLi onmMcaHMmMm BuLLe cnocobamu.

[MepeTBOpEHHA B NpuHUWMI ABOCTadiiHi 3 NPOMDKHAM YTBOPEHHAM YpeTaHiB, WO MOXYTb OyTW i30MbOBaHi.
OpHave, NepeTBOPEHHSA MOXYTb OYTW 3iNCHEHI TaKOX LUNAXOM peakuii B ogHOMY peakuitHoMy o6'emi. Ha nepuwin
cTagii ogHy i3 cknagosux X at6o VIII' BBOASITb B peakuito 3 eKBiIMOMSIPHO KifbKiCTHO MOXiQHUX BYINELEeBOi KMCNOTU
3aranbHoi dopmynn XI' y MiOXOXKOMY PO3YMHHUKY NPU HWKYIA TemnepaTtypi, NoTiM A0AalTb LUOHaMMeHLUe
eKBIMOJIAIpHI KinbkocTi iHWKnx cknagoBux X ab6o VIII' i 3akiHuytoTb peakuito npu Ginblu BUCOKIA TemnepaTypi.
MepeTBOpeHHA 34IACHIOIOTL NEpPEeBaXKHO Yy 0e3BOAHMX PO3UMHHUKAX, TakuX siK, Hanpuknag, TeTpariapodypaH,
adiokcaH, agumeTtundopmamig, agumeTtvnaudeTtamign, N-meTtun-2-niponigoH,  1,3-gumeTvn-2-imigasoniavHoH,
aueToHiTpun abo 6e3BoAHI XNOPBYMEBOAHI, Hanpuknag, auxnopMmeTaH, 1,2-guxnopetaH abo TpuxnopeTuneH.
TemnepaTypa peakuii nexuTs B Aiana3oHi: Ans nepuoi cragii peakuii sig -15 go +40°C, nepesaxHo Big -10 go
+25°C, pna ppyroi cragii peakuii Big +20°C po TemnepaTypy KWMiHHA BUKOPUCTOBYBAHOMO PO3YMHHUKA,
nepeBaxHo Big +20°C go 100°C (aue. Takox: R.W. Adamiak, J. Stawinski, Tetrahedron Letters 1977, 22, 1935-
1936; AW. Lipkowski, S.W. Tam, P.S. Portoghese, J. Med. Chem. 29, 1222 -1225 (1986); J. lzdebski, D. Pawlak,
Synthesis 1989, 423 - 425).

e) [ins ogepxaHHa cnonyk 3aranbHoi gopmynu |, B sikinn Z o3Hadvae rpyny NH, a

R o3Hayvae npu Heo6XiAHOCTI B NOMOXEHHI aToMa a3oTy 3amilleHy arnkifbHOLo rpyrnoto 3 1-6 atomamu ByrneLo
abo beHin MeTUnbLHOO rpyNoto NiHINHY ankinamiHorpyny 3 1-6 atomamu ByrmeLto, Ska B o-NoNoKeHHi moxe 6yTun
3aMilleHa

LMKnoankinbHow rpynoto 3 4-10 atomamu ByrfeLto,

OfHieto abo aBoma eHinbHUMK rpynamm, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-inpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-14n-, 2,4(1H,3H)-
piokcoxiHa3oniH-3-in-, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipymignH-3-n-, 3,4-gurinpo-2(1H)-okcoTieHo[3,4-
d]nipumignn-3-in-, 3,4-purigpo-2(1H)-okcoTieHo[3,4-d]nipumignH-1-in-, 3,4-gurippo-2(1H)-okcoTieHo[3,2-
d]nipumignn-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHasoniH-1-in-, 3,4-
avrigpo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-aiokenao-3(4H)-okco-
1,2, 4-beHsoTiagiaznH-2-in-, 1,3-auvrinpo-4-(3-TieHin)-2H-2-okcoimigason-1-in-, 1,3-aurigpo-4-geHin-2H-2-
okcoimigazon-14n-, 1,3-aurigpo-5-deHin-2H-2-okcoimigazon-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-3-
in-, 3,4-guriapo-5-ceHin-2(1H)-okconipumignn-3-in-, 3,4-gurigpo-6-deHin-2(1H)-okconipumignH-3-in- abo 1,3-
aurigpo-2H-2-okcoimigaso[4,5-blnipuanH-3-in-rpynoto,

3B'A3aHVM Yepes3 aToM ByrmeLlo 5-uneHHMM reTtepoapoMaTUyHUM LIMKIIOM, SIKWA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsA i3 aToMOM a30Ty MiCTUTb aToM KMUCHIO, aTOM Cipkv abo e oavMH atoM a3oTy, NpuyomMy aTtom
a30Ty iMiHOrpyNy Moxe OyTn 3aMmilLeHWiA ankinbHot rpynoto, abo

3B'A3aHMM Yepe3 aToM BYrMeLto 0-4neHVM reTepoapoMaTVyHMM LMKIIOM, WO MicTiTb 1,2 abo 3 aTtomu a3orTy,
npUYoMy siK A0 5-4neHHoro, Tak i 4o 6-4NeHHOro retepoapoMaTUYHOrO MOHOLMKITIYHOTO KiNbLSA Yyepes ABa CycigHi
aTtoMun Byrneulw moxe 6ytm npuegHaHa 1,4-6ytagieHineHosa rpyna i YTBOPEHi TakMM YMHOM  GiLVKIIiYHi
reTepoapoMaTuyHi KinbLst TakoX MOXYTb OyTi 3'eaHaHi Yepes aToM ByrneLo 1,4-6yTafieHineHoBoi rpynu, i

NPUYOMY BKa3aHi paHile Anst 3aMilleHHs ankinbHUX rpyr B o-NonoXeHHi deHin-, Hadpmwmn- i GideHinin-rpynu,
a TakoX npyv HeoOXiAHOCTI 4acCTKOBO riApOBaHi MOHO- i OiUMKMIYHI reTepoapoMaTUYHi KiMbUsd Yy BYITeLeBOMY
Kapkaci 4oAaTkoBO MOXYTb OyTW OoOHO-, ABO- UM Tpu3amilleHi aTomamu dtopy, xnopy abo 6pomy, ankinsHUMM
rpynaMmu, UuKnoarkineHUMu rpynamu 3 3-8 aTtomamu BYyrneul, HiTpo-, arnkokcu-, deHin-, deHinankokcu-,
TPUGTOPMETUI-, anKOKcMKapOOHin-, ankokcukapOoHinarkin-, kapbokcu-, kapbokcuarnkin-, giankinamiHoarkin-,
rigpokcn-, amiHo-, aueTunamiHo-, nponioHinamiHo-, 6eH30in-, ©6eH3oinamiHo-, GeH3oinMeTunamMiHo-,
aMiHokapboHin-, arnkinamiHokap6oHin-, JiankinamiHokap6oHin-, (1-niponiguHin)kap6oHin-, (1-
ninepuanHin)kap6boHin-, (rekcarigpo-1H-a3eniH-1-in)kap06oHin-, (4-menn-1-ninepasuHin)kapboHin-, (4-
MopdoniHin)kapboHin-, ankaHoin-, waH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUTopMeTUNCynbgiHin- abo
TpudptopmeTuncynboHin-rpynamu, NpUYoMy 3amiCHUKM MOXYTb Oyt ogHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHo- i GeH30iNMVeTUNamiHoOrpynM B CBOK 4Yepry B (PeHinbHIA YacTuHi A0AaTKOBO
MOXYTb OyTM 3amiweHi aTtomoMm dropy, xnopy abo Opomy, ankin-, TpudTOopMeETUn-, amiHo- abo
aleTunamiHorpynoto,

abo 3ammLok chopmynu



S
R\Y'/{CHZ):(’—g (11
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RS R',

B AKOMY

RS, R6, R7, RN, Y1, O p MaloTb HaBeeHi BULLE 3HAYEHHS, a
Y? 03Hauae atom asoty:

i3ouiaHaTV 3aranbHoi opmynu Xll,

R?
/
(GH),
(C=0), (XII)
A, R
0=C=N RY N
X g
B KN R2, R3, R4, R”, A, X, m i n maloTb HaBedeHi BuLUEe 3HAYEHHs, NepeTBOPIOTL aMiHaMW 3aranbHOi
opmyrnun X,
R-H (X)

B AKih R Mae HaBedeHi BULLE 3HAYEHHS,

i, B pasi He0O6XiQHOCTI, 34iCHIOTL 3aKMOYHE BigLLENeHHs 3axXMCHUX rpyn abo NnepeTBOPEHHS1 MPEKYPCOPHMX
OYHKLi onMcaHMmMm BuLLe cnocobamu.

MepeTBOpeHHs 3aincHioTs npu Temnepartypax Big 0°C go 150"C, nepeBaxHo Big 20°C 100°C, npwu
HeobXiAHOCTI B MpUCYTHOCTI 6e3BOAHOINO PO3YMHHUKA, TaKOro, Hanpuknag, sk TeTparigpodypaH, 1,4-giokcaH,
anMmeTvndopmamia, oaumeTunaveTamia, N-metmn-2-niponigoH abo 1,3-gumeTnn-2-mMigaszonigMHoH abo ix cymilui.

f) Ans ogep)kaHHa cnornyk 3aranbHoi goopmynu |,

B SKil

R 03Hauae niHinHy, B NoNoXeHHi aToMa a3oTy He3amilleHy ankinamiHorpyny 3 1-6 atomamu ByrneLto, ska B o-
NonoxeHH Moxe 6yt 3amilleHa

LMKnoankinbHow rpynoto 3 4-10 atomamu ByrfeLto,

OfHieto abo aBoma eHinbHUMK rpynamm, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-inpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigazon-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-14n-, 2,4(1H,3H)-
piokcoxiHa3oniH-3-in-, 2,4(1H,3H) -piokcoTieHo[3,4-d]nipumignH-3-in-, 3,4-gurinpo-2(1H)-okcoTieHo[3,4-
d]nipumignu-3-in-, 3,4-gurigpo-2 (1H) -okcoTieHo [3,4-d] nipymiguH-1-in-, 3,4-gurigpo-2 (1H) -okcoTieHo[3, 2-d]
nipumignH-3-in-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumianH-1-in-, 3,4-gurigpo-2(1H)-okcoxinazoniH-1-in-, 3,4-
aurigpo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniH-3-in-, 1,1-aiokengo-3(4H)-okco-
1,2,4-6eH30TiagiasnH-2-n-, 1,3-purinpo-4-(3-tieHin)-2H-2-okcoimigason-1-in-, 1,3-aurigpo-4-geHin-2H-2-
okcoimigazon-14n-, 1,3-aurigpo-5-deHin-2H-2-okcoimigazon-1-in-, 1,3-gurigpo-2(2H)-okcoimigaso[4,5-c]xiHoniH-3-
in-, 3,4-guriapo-5-ceHin-2(1H)-okconipumignn-3-in-, 3,4-gurigpo-6-deHin-2(1H)-okconipumignH-3-in- abo 1,3-
aurigpo-2H-2-okcoimigaso[4,5-blnipuanH-3-in-rpynoto,

3B'3aHVM Yepes3 aToM ByrmeLlo 5-uneHHMM retepoapoMaTUyHUM LIMKIIOM, SIKWA MICTUTb aTOM a30Ty, KUCHIO
abo cipku abo nopsAa i3 aToMOM a30Ty MiCTUTb aToM KUCHIO, aTOM Cipkv abo e oavMH atoM a3oTy, NpuyomMy aTtom
a30Ty iMiHOrpyNu Moxe OyTn 3aMmilLeHWiA ankinbHot rpynoto, abo

3B'A3aHMM Yepes3 aToM ByrmeL 6-4neHuM retepoapomMaTMYHUM LIKIIOM, WO MicTuTb 1, 2 abo 3 aTomu a3orTy,
npuyomMy sik A0 5-uneHHoro, Tak i 4o 6-4NeHHOro reTepoapoOMaTUYHOIO MOHOLMKIIIYOIO KinblUs Yyepes ABa CYCiaHi
aTtoMu Byrneulw moxe 6ytm npuegHaHa 1,4-6ytagieHineHoBa rpyna i YTBOPEHi TakuM YMHOM  GiLVKIIiYHI
reTepoapoMaTuyHi KinbLst TakoX MOXYTb OyT1 3'eaHaHi Yepes aToM ByrneLo 1,4-6yTagieHineHoBoi rpynu, i

NpUYoMy BCi BKasaHi BULLE ANsi 3aMilUeHHs arkinamiHo-rpynu B o-NONOXEHHi deHin-, HadTun- i GideHinin-
rpynv, a TakoX npu HeobXiAHOCTI 4acTKOBO TiApOBaHi OOHO- i OBOUMKNIYHI reTepoapoMaTtuyHi LKW y
BYIMeLeBOMY Kapkaci 4o4aTKOBO MOXYTb Oyt O4HO-, ABO- UM Tpu3aMilleHi atomamu dTopy, xnopy abo 6pomy,
ankineHUMKU rpynamu, UMKroankineHUMuU rpynamu 3 3-8 aTtomamu BYrmeLlo, HiTpo-, arnkokcu-, deHin-, deHin-
ankokcu-,  TpudTopMeTUn-,  arkokcukapOoHin-,  ankokcvkapOoHinarkin-, kapbokcu-,  kapbokcuarkin-,
gdiankinamiHoarkin-, rigpokcu-,  amiHO-, aueTunamiHo-, nponioHinamiHo-, 6eH30in-, 6GeH30inamiHo-,
6eH3oinMeTnnamiHo-, amiHokapboHin-, ankinamiHokapOoHin-, giankinamiHokapboHin-, (1-niponiguHin)«ap6boHin-,
(1-ninepuaunHin)kapbonin-,  (rekcarigpo-1H-aseniH-14n)kapboHin-,  (4-metun-1-ninepasuHinkapboHin-,  (4-
MopdoniHin)kapboHin-, ankaHoin-, waH-, TPMPTOPMETOKCU-, TPUPTOPMETUNTIO-, TpUTopMeTUNCynbgiHin- abo
TpudptopmeTUncynboHIN-rpynamu, NpUYOMy 3amiCHUKM MOXYTb Oyt ogHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH30in-, 6eH30iNamiHO- i GeH30iNMVeTUNamiHoOrpynM B CBOK 4Yepry B peHinNbHIA YacTuHi A0AaTKOBO
MOXYTb OyTV 3amilueHi aTomom dTopy, xropy abo 6pomy, ankin-, TpudropmeTmn-, amiHo- abo aueTunamiHo-
rpynamu, a

Z 03Havae rpyny NR', npuyomy R' Mae HaBefeHi BULLE 3HAYEHHS!:

i3ouiaHaTy 3aranbHoi dopmynum X,

R=C=0 (X
B AKiln R Mae HaBeaeHi BuLLE 3HAYEHHS, NepeTBOPIOIOTL crnonykamu 3aransHoi copmynu VI,



RZ
ﬂf“z)“
(C=0), . . (VIII)

A, /R ’
R [}l
X gt

Bakin R R3, R* R" A X, m i n MaioTb HaBeeHi BULLE 3HAYEHHS, a

Z o3Havae rpyny NR', npuyomy R mae HaBeqeHi BULLE 3HAYEHHS,

i, B pasi Heo6XiQHOCTI, 34iMCHIOTL 3aKMoYHE BifLLENNEHH 3aXMCHNX rpyn abo NepeTBOPEHHST MPEKYPCOPHMX
YHKLA onncaHMmm BuLe cnocobamu.

MepeTBOpeHHs 3pincHoTe Npu TemnepaTtypax Big 0 go 150°C, nepeBaxHO npu TemnepaTypax Big 20 go
100°C, i npu HeoOxigHOCTI B MpucyTHOCTi 6e3BOAHOIO PO3uYMHHMKA, Takoro sk TeTpariapodpypaH, 1,4-giokcaH,
anmeTundopmamia, aumetunauetamia, N-vetun-2-niponigoH aéo 1,3-aumeTnn-2-mMigasoniaMHoH.

n) Ons onep»(aHHﬂ cnonyK 3araan0| dopmynu |,

B SAkin R, Z, R R R R , A, m i n MaloTb HaBedeHi BULLE 3HAYEHHS, a X Ma€ HaBedeHi BULLE 3HAYEHHS,
AKLWO A He 03Havae 3B'A30K, a6o O3Ha4ya€e aToM KUCHHO, SIKLLO A 03Ha4yae NPOCTU 3B'A30K:

kapboHOBI kMcrnoTu 3araneHoi opmynu XV,
[4

Nz

(CH),

fo) { C=0 )m (XIV)

“SoH

BFIKIVI R, Z, R , M i N MaloTb HaBeAeHi BULLE 3HAYEHHS,

R? mae 3HaquH;| BKa3aHi BMLUE ONS 3anuLKy R? 260 o03Hauyae 3aMilLEHUI BKa3aHUMM BULLE 3aXVUCHWUMM
rpyrnamm 3ammiLoK R?,

A Mae 3HauyeHHs, BKasaHi Buwe aAng 3anuuky A abo, skwo A o3Havae ,D,BOBaJ'IeHTHVIVI 3anunLwokK
amiHokMcrnotn, y OOKOBOMY naHLUKo3i MIiCTUTb NPEKYPCOPHUA 3anuLLOK AN 3anuLLKy R®, Hanpwknaa,
LiaHNponifoBMA 3arNLLIOK,

cnonyqarOTb 3i cnonykamu 3aranbHoi oopmynu XV,

H-NR°R* (XV)

B skin R®i R* MatoTb HaBedeHi BULLE 3HAYEHHS,

i, B pasi He06XiQHOCTI, 34iMCHIOTL 3aKMoYHE BifLLENNEHH 3aXCHNX rpyn abo NepeTBOPEHHST MPEKYPCOPHMX
YHKLiA onncaHMmm BuLe cnocobamu.

CnonyveHHs 34iNCHIOTL i3 3aCTOCYBAHHAM BiAOMMX i3 XiMiT nenTuaiB i onMcaHmx BuLLEe cnocobiB, 3okpeMa, i3
BukopuctaHHam DCC, DIC, HBTU, TBTU a6o BOP a6o 3MiwaHum aHrigpuaHum crnocobom.

Akwo BmMkopucToByBaHa BuxigHa crionyka XIV eHaHTIOMEpPHO yucTa, TO NpU CNoMydeHHi cnig paxyBaTtuca 3
YaCTKOBOK, a MpW BUKOPUCTaHHI TpueTunamiHy B $KOCTi AOMOMDPKHOI OCHOBWM |  gumeTtundopmamiay,
auMmeTunaueTtamigy UM N-mMeTun-niponigoHy B SKOCTI PO3YMHHMKA MOXIMBO TakOX MOBHOK pauemizauieto C-
TepMiHanbHOT aMiHOKUCOTK.

h) ina ogepkaHHsa cnonyk 3aransHoi dopMynu |, B Aikin X 03Ha4Ya€e aTOM KMUCHIO:

kapboHOBI KMCMOTU 3aranbHoi opmynu XVI,

R?
/
(CHy),
JCJ)\ ((i:=O)n ©(XVI)
OH
R z.’m
o

B$|KII/I R,Z R", min maloTb HaBeaeHi BuLLE 3HaquH;| a

R? mae 3HaquH;| BKa3aHi BMLIE ONSA 3anuvLKy R? abo o03Hauyae 3aMilLEHU BKa3aHUMMW BULLE 3aXMUCHWUMM
rpynamm 3ammuwok R%,

crnonyyatoTb 3i cnonykamu 3aransHoi gopmynu XVII,

" 3
H’A\N’R (XVID)

L

B SAKil

A Mae 3HauyeHHs, BkasaHi Buwe Ana 3anuuky A abo, skwo A o3Haudae ,EI,BOBaJ'IeHTHVIVI 3anumLok
aMiHOKMCnoTn, y OOKOBOMY naHUi3i MICTUTb MPEKYPCOPHUIA 3anuwok ANs  3anuLKy R®, Hanpvknaa,
ulaanonlnoamm 3arunLLIoK,

R i R* matotb HaBeeHi BULLE 3HAYEHHS,

i, B pasi He0O6XiQHOCTI, 34iCHIOTL 3aKMOYHE BifLLENEHH 3aXCHNX rpyn abo NnepeTBOPEHHs1 MPEKYPCOPHMX
OYHKLi onmcaHMmMm BuLLe cnocobamu.

CnonyveHHs 34iNCHIOTL i3 3aCTOCYBAHHAM BiAOMMX i3 XiMil nenTuaiB i ONMcaHuMX BULLE CNOCODIB, 30kpeMa, i3
BukopucTaHHsim DCC, DIC, HBTU, TBTU a6o BOP a6o 3miwaHum aHrigpuaHumM cnocobom.

Akwo BmkopucToByBaHa BuxigHa crionyka XIV eHaHTIOMEpPHO uucTa, TO NpU CMOoMydeHHi cnig paxyBaTtuca 3
YacTKOBOK, a MPW BUKOPUCTAHHI TpUeTUNaMiHy B SKOCTI JOMOMPKHOI OCHOBM i aumeTundopmamigy,
avnMmeTvnaueTtamigy yum N-mMeTun-1iponigoHy B SKOCTI PO3YMHHMKA MOXMMBO TakOX MOBHOK pauemizauieto C-
TepMiHanbLHOi aMiHOKMCNOTHU.

i) Ana ogepxaHHs cnonyk 3aransHoi hopmMynu |, B skii



R npu HeoOXiAHOCTI B MONOXEHHI aToMa a3oTy 3aMilleHy ankinbHow rpyrnoto 3 1-6 atomamm Byrneu abo
PEHINMETUNMLHOIO TPYNOK0 MiHIHY ankinamiHorpyny 3 1-6 atomamu Byrneuto, sika B ®-MOMOXeHHI Moxe 6yTun
3aMilleHa

LMKnoankinbHoto rpynoto 3 4-10 aTomamu ByrneLto,

ofHieto abo aBoma eHinsHUMuK rpynamm, 1-Hadtun-, 2-Hadptmn- abo GiceHinin-rpynoto,

1H-iHpon-3-in-, 1,3-gurinpo-2H-2-okcobeHsimigason-1-in-, 2,4(1H,3H)-giokcoxiHazoniH-1-4n-, 2,4(1H,3H)-
AiokcoxiHa3oniH-3-in-, 2,4(1H,3H)-giokcoTieHo[3,4-d]nipymignH-3-n-, 3,4-purigpo-2(1H)-okcoTieHo[3,4
d]nipyumignH-34n-; 3,4-purigpo-2(1H)-okcoTieHo[3,4-d]nipumianH-1-in-, 3,4-pyrippo-2(1H)-okcoTieHo[3,2-
d]nipumignn-3-n-, 3,4-gurigpo-2(1H)-okcoTieHo[3,2-d]nipumigunH-1-in-, 3,4-aurinpo-2(1H)-okcoxiHazoniH-1-in-, 3,4-
avriapo-2(1H)-okcoxiHazoniH-3-in-, 2(1H)-okcoxiHoniH-3-in-, 2(1H)-okcoxiHokcaniHn-3-in-, 1,1-giokcnao-3(4H)-okco-
1,2,4-6eH30TiagiasnH-2-n-, 1,3-purinpo-4-(3-tienin)-2H-2-okcoimigason-1-in-, 1,3-aurigpo-4-geHin-2H-2-
okcoimigason-14n-, 1,3-gurigpo-5-cenin-2H-2-okcoimigazon-1-in-, 1,3-gurinpo-2(2H)-okcoimiaaso[4,5-clxiHoniH-3-
in-, 3,4-gurigpo-5-cpenin-2(1H)-okconipumianH-3-in-, 3,4-avrigpo-6-ceHin-2(1H)-okconipyumignH-3-in- abo 1,3-
aurigpo-2H-2-okcoimigaso[4,5-blnipuanH-3-in-rpynoto,

3B'A3aHMM Yepes3 aTOM BYIMeLl 5-4neHHUMM retepoapoMaTUYHUM LIMKIIOM, SIKUA MICTUTb aTOM a30Ty, KUCHIO
abo cipkn abo nopsia i3 aToMOM a30Ty MiCTUTb aTOM KMUCHIO, aTOM Cipkv abo e oavH atoM a3oTy, NpuyomMy aTtom
a30Ty iMiHOrpyNu Moxe ByTn 3aMilLeHMIA ankinbHot rpynoto, abo

3B'A3aHMM 4epe3 aToM ByrmeLUl 6-4neHHUM reTepoapoMaTUYHUM UMKMOM, Wwo Mictutb 1, 2 abo 3 atomu
aso0Ty, MpMYOMY SK A0 5-4reHoro, Tak i Jo 6-4neHHOro reTepoapoMaTUYHOrO MOHOLWMKITIYHOTO KiNbLs Yyepe3 ABa
CycigHi aTomMu Byrneuto Moxe Oytv npuegHaHa 1,4-GytagieHineHoBa rpyna i YTBOPEHi TakKuM YMHOM GiLVKIiYHi
reTepoapoMaTUYHi KifbLsa TaKoX MOXYTb 6yTn 3'eaHaHi Yepes aTtom Byrneuto 1,4-6yTagieHineHoBoi rpynu,

npuyoMy BKasaHi paHile Ana 3amilleHHs arkifbHOI YaCTUHU ankinamiHorpynu B @-MONOXEHH deHin-,
HadgTMN- i GidbeHinin-rpynu, a Takox Npu HeoOXiAHOCTI YAaCTKOBO rApPOBaHi OAHO- i ABOLMKIIYHI reTepoapoMaTUYHi
LMKIK Y BYrNeLueBoMY Kapkaci A40AaTKOBO MOXYTb OyTn 04HO-, ABO- YM TpM3aMilleHi atTomamu dtopy, xnopy abo
6pomy, ankinbHUMK rpynamu, UMKINoankinbHUMu rpynamu 3 3-8 aTtomMamu ByrfeLto, HIiTPO-, ankokcu-, deHin-,
deHinankokev-, TpudTOpMETUI-, anKoKCMKapboHin-, ankokcu-kapOoHinarkin-, kapbokon-, kapbokcuarkin-,

diankinamiHoarkin-, rigpokcu-,  amiHO-,  aueTunamiHo-,  MponioHinamiHo-,  06eH30in-, 6GeH30inamiHo-,
6eH3oinmeTnnamiHo-, amiHo-kapBoHin-, arkinamiHokap6oHin-, giarnkinamiHokapboHin-, (1-niponiguHin)kap6boHin-,
(1-ninepuaunHin)kapboHin-,  (rekcarignpo-1H-a3enin-1-inkapboHin-,  (4-meTun-1-ninepasuHin)«apboHin-,  (4-

MopdoniHin)kap6oHin-, ankaHoin-, uwiaH-, TPMPTOpMETOKCU-, TPUPTOPMETUNTIO-, TpUdTOopMETUNCYNbdiHin- abo
TpudptopmeTuncynboHin-rpynamu, NpuUYoMy 3amiCHUKM MOXYTb Oyt ogHakoBumu abo pisHMMU, a BkasaHi
paHiwe 6eH3o0in-, 6eH3oTnamiHo- i GeH30iNMeTUNaMiHOrpPyNn B CBOKO 4epry B PeHinbHIiA YacTuHi [0AaTKOBO
MOXYTb OyTM 3amiweHi aTtomoMm dropy, xnopy abo Opomy, ankin-, TpudTOpMETUN-, amiHo- abo
aueTMnamiHorpyrnoto,

abo 3ammLok chopmynu

RS (CH,), .
>Y'/ \/‘F—é (1m),

RH
(CHI),
R® \7
B IKOMY
R5, R6, R7, RN, Y1, O i p MaloTb HaBeAEeHi BULLE 3HAYEHHS, a Y2 03Havae aTom asory,
Z 03Ha4Ya€e METUIIEHOBY rpyny,
X o03Havae gBa aToMu BOAHIO,
A 03Ha4vae NpocTui 3B'A30K,
m Mae 3Ha4YeHHs 1
n Mae 3HayeHHs 0:
kapboHOBI kncrnotu 3aransHoi opmynu XVIII,

2
R s}
. )CLI’F}; (XVIID)
H\O N

B AKiN RZ, R® iRR4 MaloTb HaBeOeHi BULLE 3HAYEHHS,
crnonyyaroTb 3 amiHaMmu 3aranbHoi popmynm X,
R-H X
B Ki R Mmae HaBeeHi BULLE 3HAYEHHS.
Cnony4eHHs 34iACHIOTL i3 3acCTOCYBaHHAM BiAOMMX i3 XiMii nenTuaiB i onncaHux BuLLe crnocobiB, 3okpema, i3
BukopuctanHam DCC, DIC, HBTU, TBTU a6o BOP a6o 3miwaHum aHrigpuaHum crnocobom.
j)é],ﬂﬂ QAePXKaHHA CrOosyK 3aransHoi popmynu |, B sKin
R” i R" malTb HaBefeHi Bulle 3HAaYeHHs 3a BMHATKOM aToOMiB BOAHK, Z O3Hayae MeTurneHosy rpyny, X
O3Ha4vae [Ba aTOMM BOAHI0, A 0O3Ha4ae NPOCTUIA 3B'30K, M 03Havae uncno 1, a n osHavae uucno 0:
BTOPMHHI amiHu 3aransHoi popmynm XVa,
H-NR*R* (XVa)
B AKiN
R*® i R* matotb 3HaueHHsi, HaeegeHi euwe ans R® i R* 3a BuMHATKOM aToMiB BOAHIO, MEpPeTBOPIOIOTH
dopmansaerigom i CH-aungHnmm cnonykamu 3aranbHoi oopmynu XIX,

R [s]
U (XIX)
R

B AKin R mae HaBeaeHi Bmu.l,é 3Ha4yeHHs, a
R? mae HaBe[eHi BMLUE 3HAYEHHS, OaHAYe i3 3aCTePEXEHHSAM, LLIO HAsABHI 3@ NEBHUX YMOB KUCMOTHI dhyHKLiT,



Hanpuknag, riapoKCUIbHI IPYNK, 3aXvLLEHi NiIOX0XYMU 3aXVCHUMU rpyrnamMu.

Peakuito npoBogsiTe nepeBaxHO y crnabko KMCMOMY cepefoBWLlj i3 BUKOPUCTAHHAM CMWPTIB, Hanpuknag,
MeTaHomny 4n etaHony, abo HWKUMX anidaTtMyHmx KapOOHOBMX KWUCMOT, HanMpuKnag, OLTOBOi KACMOTW, B SIKOCTI
PO3YMHHUKIB MpM TemnepaTypax Bif KiMHaTHOI OO TemnepaTypu KWMiHHA BWKOPMCTOBYBAHOrO PO3yuHHMKA. B
nepeBaXXHOMY BapiaHTi MiHeparbHy Cinb, Hanpuknag rigpoxnopua BTOPUHHOIO amiHy 3aranbHoi opmynn XVa
HarpiBaloTb 3 napadopmanbaerigoM i KeToHoM 3aranbHoi opmynu XIX y ouToBIN KMcnoTi Ao TemnepaTypu 50-
80°C.

k) Ansa ogepxaHHs cronyk 3aranbHoi dpopmynm |,

B akin R, R% R% R* R", X, Z, m i n matoTb HaBefeHi BULLE 3HAuYeHHs!, a A o3Hauae 3'eqHaHUit yepes -CX-
rpyny 3 NR3R4-rpynoro ABOBaneHTHUI 3anmiiok copmynu lll,

Ri
AX‘S\T/H}. (III) "
rR® 0

B AKOM
R® 03ngae aToM BOAHI0, ankinbH1n abo deHinantoneHUM 3anuLuokK, a
R® o3Havae NiHINHY ankineHy rpyny 3 1-5 aTtomamu Byrmeulo, 3aMilleHy B ®-MOMOXEHHI
amiHoiMiHOMeTMMnamiHOo-rpynoto,
crnonyku 3aranHoi popmynm XX,
NH

I =
2

Nu NH,
B SAKin
R, R2, R3, R4, R“, X, Z, m i n MalTb HaBeOEeHi BULLE 3HAYEHHS,
R® 03Hauae aTom BOZHIO, alnKinbHMI ab0 deHinantonbHWi 3anuLuIokK, a
R® o3Hauae ankineHy rpyny 3 1-5 atomamu ByrneLo, 3aMilleHy B ®-NonoXxKeHHi NeEPBUHHOK aMiHO-TPYroto,
nepeTBOPIOIOTL NOXIAHVMI BYrfieLeBOi KNCNOTK 3aranbHoi chopmynu XXI,
NH

(XXI})

2

Nu NH,

B SKiN
Nu? o3Hauae BiOXiAHY rpyny, Hanpukrag, ankokcu-, ankinTio-, ankincynbdiHin- abo ankincynbgoHinrpyny
KokHa 3 1-10 aTomamu ByrmeuUl B ankifnbHiM YacTUHi, Hanpuknag, MeToKcn-, eTOKCU-, MEeTUNTIo-, eTUNTio-,

MeTuncynb@iHin-,  eTuncynbiHin-,  nponincynbdiHin-,  izonponincynbgiHin-,  MeTuncynbdoHin-  abo
eTuncynboHinmpyny, atom xnopy, die SO2H-, SOzH- a6o OPOCI,-rpyny, abo 3anuwwok 3aransHoi opmynm XXII,
R‘li
fly% XXII)
=N (
R!G
B SAKin

R™iR™, saxi MOXYTb ByT1 ogHaKkoBMMKU abo pisHMMM, O3HaYalTb aToMWn BOAHIO abo ankinbHi 3anmiwky 3 1-3
aToMamMu ByrmeLo.

Mpun HeobGXigHOCTI, Hanpukag, Koau Nu? osHauae anKoKCUIbHY rpyny, 3aMicTb Cnomyk 3aranbHOT opMynu
XXI MmoxyTb ByTN BUKOPWCTaHI iX MiHeparbHi coni, Hanpvknag, ix HemTpanbHi cynbdatn abo ix rigpoxnopunan.

[MepeTBOPEHHSA 3AINCHIOIT aHanoriyHo BiAOMUM i3 niTepatypu cnocobam (ame. G.B.L Smith, J. Amer. Chem.
Soc. 51, 476 [1929];. B. Rathke, Chem. Ber. 17, 297 [1884]; R. Phillips, H.T. Clarke, J. Amer. Chem. Soc. 45.,
1755 [1923]; S.J. Angyal, W.K. Warburton, J. Amer. Chem. Soc. 73, 2492 [1951]; H. Lecher, F. Graf, Chem. Ber.
56. 1326 [1923]; J. Wityak, S.J. Gould, S.J. Hein, D.A. KesZer, J. Org. Chem. 52,2179 [1987]; T. Teraji, Y. Nakai,
G.J. Durant, WO-A-81/00109, Chem. Abstr. 94, 192336z [1981]; C.A. Maryanoff, R.C. Stanzione, J.N. Plampin,
J.E. Mills, J. Org. Chem. 51, 1882-1884 [1986]; AE. Miller t J.J. Bischoff, Synthesis 1986, 777; R.AB. Bannard,
A.A. Casselman, W.F. Cockbum, G.M. Brown, Can. J. Chem. 36, 1541 [1958]; Aktieselskabet Grea, Kopenhagen,
DE 28 26 452-C2; K. Kim. Y-T. Lin, H.S. Mosher, Tetrah. Letters, 29, 3183-3186 [1988]; H.B. Arzeno et al., Synth.
Commun. 20, 3433-3437 [1990], H. Bredereck, K. Bredereck, Chem. Ber. 94, 2278 [1961]; H. Eilingsfeld, G.
Neubauer, M. Seefelder, H. Weidinger, Chem. Ber. 97, 1232 [1964]; P. Pruszynski, Can. J. Chem. 65, 626 [1987];
D.F. Gavin, W.J. Schnabel, E. Kober, M.A. Robinson, J. Org. Chem. 32, 2511 [1967]; N.K. Hart, S.R. Johns, J.A.
Lamberton t+ R.I. Willing, Aust J. Chem. 23. 1679 [1970]; CIBA Ltd., Belgisches Patent 655 403; Chem. Abstr. 64,
17481 [1966]; R.AB. Bannard, A.A. Casselman, W.F. Cockburn, G.M. Brown, Can. J. Chem. 36, 1541 [1958]; J.P.
Greenstein, J. Org. Chem. 2, 480 [1937]; F.L. Scott, J. Reilly, J. Amer. Chem. Soc. 74. 4562 [1952]; W.R. Roush,
AE. Walts, J. Amer. Chem. Soc. 106, 721 [1984], M.S. Bematowicz, Y. Wu, G.R. Matsueda, J. Org. Chem. 57,
24972502 [1992]; H. Tsunematsu, T. Imamura, S. Makisumi, J. Biochem. 94, 123-128 [1983]) npu TemnepaTtypax
Big 0°C po +100°C, nepeBaxHo Big +40°C go +80°C, i3 BUMKOPUCTaHHAM IHEPTHUX PO3YMHHUKIB, HaMpWKnag,
anxrnopmeTany, TeTparigpodypaHny, 1,4-giokcaHy, aueToHiTpuny, ,qmmemn(i)opmamip,y, anmeTunaueTtamigy, N-
MeTun-niponigoHy abo ix cymiwen - B 3anexHocTi Big npupoa rpynu Nu® 4acto y NpUCYTHOCTI JOMOMDKHUX
OCHOB, 30Kpema, kapboHaTiB NMyKHUX MeTaniB, Takux sik kapboHaT HaTpito abo kapboHaT kanito, abo TPeTUHHI
amiHun, nepeBaxkHo N-eTun-giisonponinamiH abo TpueTnami.

MoawndikoBaHi 3rigHO 3 BMHaxXOAOM aMiHOKMCMOTW 3aranbHoi dopmynn | MICTATb LWOHaMMeHLWwe OAWH



XipanbHUA LEHTP. AKWO 3ammMwok A TakoX XipalbHWA, ToAi CMONYKM MOXYTb nepebyBatn y ¢opmi OBOX
AdiactepeomepHux nap aHTMnogie. BuHaxig oxonmntoe Ak okpemi isomepu, Tak i iX cymilLui.

PosgineHHa giactepeomepiB 34iMCHIONTE Ha OCHOBI iX Pi3HUX (Pi3NKO-XiIMIYHMX BMACTUBOCTEN: Hanpwuknag,
LNAXOM ¢hpakLiOHOBAHOT KpMcTanisauii i3 MiAX0Xoro po3ynmHHMKa, LWAXOM PianHHOT xpoMaTorpadii nig BUCOKUM
TMcKoM abo KONMOHKOBOI XpomaTorpadii i3 BUKOpUCTaHHAM XipanbHux abo HexipanbHuX cTauioHapHux ¢as.

PosgineHHs pauemaris, Wo nignagatts nig 3aransHy opmyny |, 34iMCHI0TL, Hanpuknag, WNAXoM piauHHOT
XpomaTtorpadii nig BMCOKMM TUCKOM Y NiAXOKWUX XipanbHWX cTauioHapHux dasax (Hanpwknag, Chiral AGP,
Chiralpak AD). PauemaTu, WO MicTUTb OCHOBHI abo kucni dyHKLUiT, MOXYTb OyTM po3dineHi yepes giactepeoMepHi,
ONTUYHO aKTUBHI COMi, LLO YTBOPIOKTLCA NPU NEPETBOPEHHI ONTUYHO aKTUBHOK KUCIOTOM, Hanpuknag, (+)- abo (-
)-BUHHOKO KucroToto, (+)- abo (-)-giaueTunBUHHOK KucnoTtot, (+)- abo (-)-MoHomeTunTapTpatom abo (+)-
KamopocynbdoHOBO KUCroTo, abo ONTUYHO aKTMBHUMKU OcHOBamu, Hanpuknag, (R)-(+)-1-deHineTmnamitom,
(S)-(-)-1-dpeHineTnamiHom abo (S)-6pyumHom.

3a TpaguuinHMM MeTOAOM pOo3AifieHHs1 i3oMepiB pauemaTt Crnonyku 3aranbHoi copmynu | nepeTBopiooTh
BKa3aHWMMN BULLE OMTUYHO AKTUBHUMW KUCIOTaMU YU OCHOBaAMW Yy EKBIMOMSPHIN KiNMbKOCTI B PO3YUHHUKY i
oAepKaHi KpucTaniyHi giactepeoMepHi ONTUYHO aKTUBHI COJi PO3AiNAt0T 3 BUKOPUCTAHHAM iX PiBHOT PO3YMHHOCTI.
Lle nepeTBOpeHHs moxe Byt npoBedeHe B ByOb-AKMX PO3YMHHMKAX, IO MaloTb AOCTATHIO BiAMIHHICTb CTOCOBHO
pPO34YMHEHHSA conei. BukopucToByloTb nMepeBaXHO MeTaHon, eTaHon abo ix cymiwi, Hanpwknag, y o6'emHoMy
BigHoweHHi 50:50. Micnsa uboro KOXHY ONTUYHO aKTUBHY Ciflb PO3YUHAIOTL Y BOAI, HEMNTPani3yloTb OCHOBO, TaKOHO
AK KapboHaT HaTpito UM KapboHAT Kanit, PO3YMH IOKOr0 HATPIK0 YM IOKOro Kamito, i TaKMM Y/HOM OAEPKYIOTb
BiAMOBIAHI BiNbHI cnonyku y (+)- abo (-)-dopmi.

Jinwe (R)-eHaHTiomep abo cymiwl OBOX ONTUYHO aKTUBHMX [iaCTEPEOMEpPHMX CMOMYK, WO nignagatTs nig
3aranbHy dopmyny |, MOXHa ogepkaTu TakOX LMASXOM 34INCHEHHA OMWCaHWX BULLE peakuin CuHTe3y 3
BMKOPMCTaHHAM Niaxoxoi (R)-koHirypoBaHOi peakuifiHoi cknagosoi.

BuxigHi maTepianu, HeobXigHi Ans cuHTE3y cnonyk 3aranbHoi dopmynu |, 3aransHux dopmyn VI, IX; X, X,
XI, XP, X, XV, XVa, XVII, XXI, XXll, a TakoX BWKOPUCTOBYBaHi aMiHOKMCIOTW HasiBHi y Nnpoaaxy abo MoXyTb
OyTn ogepXxaHi BigoMumu i3 nitepatypu cnocobamu.

Cnonyku 3aransHoi dopmynu VI, B sikin Z o3Havae rpyny NR', a Takox cnonyku 3aransHoi cdopmynn VI,
npuyoMy X 03Ha4yae aToM KMCHIO, MOXYTb OyTv oaepaHi Bigomumm cdaxiBuaMm i3 ximii nentugs cnocobamu i3
3aranbHOBKUBaHNX BUXIOHUX MaTepiani..

I3ouiaHaTn 3aranbHoi copmynm Xl nerko Moxyte Oyt ogepXaHi i3 MOXiAHWX o-aMiHOKMCNOT 3aranbHoi
dopmynu VIII', B akin R' o3nauae aTom BogHIo, a pelwTa 3anuLKiB MalTb BKa3aHi BULLE 3HA4YeHHs, abo i3 ix
rigpoxnopuais WNSIXOM NepeTBOpPeHHs dhocreHom, andocreHoM abo TpMGOCreHOM y NPUCYTHOCTI NipuanHY (auB.
Takox: J.S. Nowick, N.A. Powell, T.M. Nguyen, G. Noronha, J. Ora. Chem. 57, 7364-7366 [1992]).

Kap6oHosi kncnotu 3aransHux copmyn XV i XVI moxyte 6yt ogepxaHi i3 BignoBigHnx ectepiB kapboHOBMX
KNCIOT LUSIXOM OMUIEHHS, NEPEBAKHO Y NPUCYTHOCTI MiAPOKCHAY NiTito.

Kap6oHoBi kucnotn 3arancHoi copmynm XVIII ogepXyoTe LWNSXOM OMWIEHHSA BigMNoBiAHWX ecTepiB
KapbOHOBMX KUCIIOT, SIKi, B CBOK Yepry, MOXYTb OyT1 ofep)kaHi i3 MigxoXunx BTOPUHHUX aMiHiB, ecTepiB 4-apun-4-
oKCcobyTaHOBOT KMCNOTY Ta popmanbaerigy wnaxom peakuii MaHHixa (Mannich).

Cnonyku 3aranbHoi hopMynu XIX ogepxytoTb 3BU4anHMuy cnocobamum i3 niaxoxumx 4-okcobyTaHOBUX KACAOT i
aMiHiB 3aranbHoi opmynn X.

MpomikHI cnonyku 3aranbHoi dopmynu XX nignagatTb Nig 3aranbHy dopmyny | i, Takum ynmHom, nig obcar
OXOpOHM AaHoi 3aseku. Lii cnonykn moxyTtb 6yTn ogepxaHi, Hanpuknaza, onucaHuMmm B Hin cnocobamu a)-h).

OpepxxaHi cnonyky 3aranbHoi dopmynu |, 3okpema Ans ¢apMaueBTUYHMX 3aCTOCyBaHb, MOXYTb Oytn
nepeTBopeHi B IX i3i0NOMYHO NPUAHATHI COMi OpraHiYHMX YN HEOPraHiYHMX KUCMOT. AK KMCNOTM Ans ubOoro
MOXYTb ByTN BUKOpPUCTaHIi, Hanpukrag, consHa kucnorta, 6poMmncToBoaHeBa KucroTa, ocdopHa KMcnoTa, a3oTHa
KMCMoTa, cipyaHa KucnoTa, MeTaHCynbgOoHOBa KWcnoTa, P-TONyoncynbGoHOBa KWcnoTta, OuToBa KWCMOoTa,
bymapoBa kucroTa, OypLITMHOBA KMCMOTa, MOJIoYHa K1CnoTa, MuHAaneHa KucnoTa, ssionyyHa KucnoTa, fMMoHHa
KMCroTa, BUHHa KucrnoTa abo maneiHoBa KucrnoTa.

Kpim TOro, ogepxaHi Takum 4YMHOM HOBiI Cnonyku ¢opmynu |, SKLWO BOHM MICTATb KUCMOTHY (DYHKLIIO,
Hanpwvknag, kapbokennbHy rpyny, Npu BaxaHHi MOXYTb OyTM NepeTBOPEeHi B iX COMi NPUEAHAHHSA HEOPraHiYHMX Yn
opraHi4yHMX OCHOB, 30KpemMa, Anga dapmaLeBTUYHOro 3aCTOCYBaHHS - Y X doidionoriYyHo NpUnHATHI coni. Mpu ubomy
SIK OCHOBU MOXYTb OyTV BMKOpPWUCTaHI, Hanpuknag, rigpokcua HaTpito, rigpokeua kanito, amiak, LuvKrnorekannamiH,
AVuUKnoreKkcnnamii, eTaHonamiH, gieTaHonamiH i JpueTaHonamiH.

Hosi cnonyku 3aranbHoi copmynu | Ta ix @isionorivHo npuHATHI coni matTe CGRP-aHTaroHicTUYHI
BMacCTMBOCTI i NnposABUIM Aobpy cnopigHeHicTb y gocnigxeHHi 38'a3yBaHHA CGRP-peuenTtopis.

[Ona poeedeHHs cnopigHEHOCTI cnonyk 3aranbHoi dopmynm | oo CGRP-peuenTopiB nomHM 1A  ix
aHTaroHiCTMYHMX BNacTMBOCTEN Oynn NnpoBeaeHi Taki gocnign:

A. JlocnipxeHHs 38'a3yBaHHA 3 SK-N-MC-knitnHamu, ekcnpecytoummu CGRP-peLenTop nioaunHm

SK-N-MC-knitmHn kynbtuByBanu B "Dulbecco's modified Eagle Medium". CepepoBuile KOHMIYEHTHUX
KynbTyp Buaananu. Knitvam agsidi npommsann PBS-6ydepom (Gibco 041-04190 M), nogasaHHsam PBS-6ydepa,
3miwaHoro 3 0,02% EDTA, po3unHeHoro i i30Mb0BaHOro LWAsiXoM LeHTpudyrysaHHs. licna pecycneHayBaHHS B
20mn "Balanced Salts Solution" [BSS (8 mM): NaCl 120, KCI 5,4, NaHCOs3 16,2, MgSO4 0,8, NaHPO4 1,0, CaCl.
1,8, D-rmoko3m 5,5, HEPES 30, pH 7,40] knitnHn agivi ueHtpudpyryesanm npu 100 x r i pecycneHgysanu B BSS.
Micna BU3HAYeHHs KiNbKOCTI KMiTMH iX romoreHidyBanu 3a gonomoroto Ultra-Turrax i npotarom 10 xBunuiH
ueHTpudyrysanu npu 3000 x g. HagocagoBy piavHy BUansnu i 3aanuok peueHTpudyrysanu i pecycneHgysanu
B Tpic-0ydepi ((10mM T1pic, 50mM NaCl, 5MM MgClz, 1MM EDTA, pH 7,40), 36arayeHomMy1% anb0OymiHy i3
cMpoBaTKu KpoBi Benukoi poratoi xygobu i 0,1% 6auntpauuHy (1mn/1000000 knitnH). MomoreHisoBaHy Macy
3amopoxysanu npu 80°C. Mem6paHHi npenapaTun 3a Takux yMOB CTabinbHi NPOTAroM 6 TUXHIB.

Micna po3amopoXyBaHHS FOMOreHi30BaHy Macy po3BOAMMM Yy cniBeigHoweHHi 1:10 3 Gycdepom Ans aHanisis
(50mM Tpic, 150mM NaCl, 5mM MgCl2, 1mM EDTA, pH 7,40) i npotarom 30 cekyHa romoreHisyBanu 3a
pornomoroto Ultra-Turrax. 230Mkn romMoreHidoBaHoi macv iHkyByBanu npoTsarom 180 xBUNuWH nNpu KiMHaTHINA
Temnepatypi 3 50nM 125I-171o,c|,0T1/1posvu'l-CaIc:itonin-Gene-ReIaced Peptide (CGRP) (Amersham) npu 3pocTatouin
KOHUEeHTpauii TecT-pe4yoBuMHM Yy 3aranbHoMmy o6'emi 250mkn. IHKyOyBaHHSA 3akiHYyBanu LUMAXOM  LUBUAKOIO



GinbTpyBaHHA Yepe3 obpobneHnii nonietnneHimiHom (0,1%) GF/B-cknoBONOKOHHWI hinbTp 3GMpaHHAM KIiTUH.
3B'iI3aHy nNpoTeiHOM papfioakTUBHICTb BM3HA4YanuM 3a [AOMOMOrol nivnfbHUKA rama-dyactok. HecneumdivHe
3B'A3yBaHHS BU3Ha4anu 3a piBHeM 3B'A3aHOI pagioakTMBHOCTI nicna npucytHocTi 1MkM niogcbkoro CGRP-aneda
nig yac iHkyoyBaHHS.

AHani3 KpuMBOi «KOHLEHTpaUia-3B'I3yBaHHA» 34iNCHIOBANMM 3a 4OMOMOrOK KoMM'toTepa MeTO4OM HETiHIHOIO
HaGNWKEeHHS 4O KPUBOI.

Cnonyku 3aranbHoi doopMynu | nokazanu B onncaHoMy TecTi 3Ha4yeHHs 1C50<10000HM.

B. CGRP-aHTaroHiam B SK-N-MC-knitHax

SK-N-MC-kniTuHu (1MnH. knitiH) Asidi npomusanu B 250mkn iHkybauinHoro 6ydepa (Hanks' HEPES, 1mM 3-
i306yTnn-1-meTunkcaHTmH, 1% BSA, pH 7,4) i nonepegHs0 iHKyOyBanu npu Temnepan}/pl 37°C npotarom 15
xBunuH. Micna nogasaHHs CGRP (1 OMKn) sIK aroHicTa B 3pocTalumx koHueHTpauisax (107 -10° M) abo gogaTtkoBo
TECT-PEYOBUHYN B 3-4 Pi3HMX KOHLEHTpaUiaX Lwe pa3s iHkybysanu npoTsarom 15 xBUnuH.

Micna uboro BHYTpiWHbOKNITMHHMIA CAMP ekctparysanu gopasaHHaM 20Mkn 1M HCI ueHTpudyryBaHHAM
(2000 x g, 4°C npoTarom 15 xBunuH). HagocagoBy piavHy 3aMmopoxyBanu pigkuMm azotom i 36epiranu npu -20°C.

Bmict cAMP B npo6ax BU3Ha4anu 3a onoMorok pagioiMyHHoro aHanisy (dipma Amersham), a s3HayeHHst pAz
@HTaroHiCTMYHO aKTMBHUX PEYOBWH BU3Hayanu rpadiyvHo.

Cnonyku 3araan0| dopmynn | B onucaHin in-vitro-tect-mogeni CGRP-aHTaroHiCTM4Hi  BNacTMBoCTi B
ulana30H|/:|,031O 1075w

Takum 4YMHOM, 3aBASKM CBOIM (hbapMaKOSIOMNYHUM BNaCTUBOCTSM, CMONYKM 3aranbHoi dopmynm | Ta ix coni
hi3ionoriYHo NPUAHATHUX KUCIOT Y4 OCHOB NpuAaTHI Ans NikyBaHHA Ta npodinakTvkyn ronosHx 6onis, 3okpema,
MirpeHer abo knacTepHux ronoBHMx Gonie. KpiM Toro, cnonyku 3aransHoi coopmynu | NO3MTUBHO Ait0Tb TakoX Npu
TaKUX 3aXBOPIOBAHHAX: iCYriH-HE3aNEeXHUN LyKpoBuUiA OiabeT, kapAioBackynspHi 3axXBOPIOBAHHS, 3aXBOPHOBAHHS
WKipW, 30Kpema, TennoBi Ta MNPOMEHEBI YLWKOMKEHHHA LIKIpW, BKMAYHO 3 COHAYHWMMK Onikamu, 3ananbHi
3axBOPIOBaHHA, Hanpuknaz, 3axBoploBaHHA cyrnobiB (apTpuT), 3ananeHHs nereHb, anepriyHMin puHIT, actMa,
3aXBOPIOBaHHSA, MOB'A3aHi 3 HAAMIPHUM PO3LUMPEHHSIM CYOAWH i 3YMOBMEHUX LIMM 3MEHLUEHHSIM KPOBOTOKY Y
TKaHWHax, Hanpuknag, LWOK i Cencuc, a TakoX HeCPUNHATHICTL MopdiiHy. o TOro X Crnosnyku 3aranbHoT hopMynm
| MmatoTb B3arani nonerwysanbHy Aito Ha 6onicHi cTaHwu.

[o3yBaHHs, HeobOxigHe AONs [OOCSArHEHHs BiAMOBIAHOrO edekTy, CTaHOBWUTb MpU BHYTPILLHbOBEHHOMY YK
niawkipHomy BBeAeHHi Big 0,0001 go 3mr Ha kinorpam Baru Tina, nepe BaxHo 0,01-1Mr/kr, a npu opanbHOMY,
Has3anbHOMY uM iHransaTMBHOMY BBeAeHHi - Big 0,01 go 10mr/kr, nepeBaxHo 0,1-10mr/kr, 1-3 pa3un Ha OeHb.

[o Toro X, ogepxaHi 3rigHO 3 BMHAXOAOM CMONykM 3aranbHoi dopmynu | npy HeobXiAHOCTI MOXYTb
3aCTOCOBYBaTUCS B KOMOGIHaUii 3 iHWMMW aKTUBHMMUW PEYOBMHAMU, TaKUMW $K, Hanpvknaz, npoTuOmMoBOTHI,
NPOKIHETUYHI, HEWPOMEeNTUYHi, NPOTUAENPECUBHI, MPOTUKOHBYNbLCMBHI 3ac0o0W, aHTAroOHICTM HEWHOKIHIHY,
peuenTopa rictamiHy-H1, npoTumyckapuHHi 3acobu, B-6nokipaTtopu, o-aroHiCTM Ta a-aHTaroHicTv, eproarnkanoigu,
cnabki aHanbreTMku, HeCTEPOIAHI NpoTU3ananbHi 3acobu, KOPTIKOCTEPOiAW, aHTaroHiCTU Kanbuito, 5-HT1p-aroHicTu
Ta iHLWi 3acobun NPoTW MirpeHi, pa3om i3 ogHMM abo KinbkoMa iHEpTHUMK HoCciAMKU Ta/abo po3pipkyBavamm, Takumu
AK KYKYPYOA3SHUIA KpoxMarlb, FakTo3a, TPOCTUHHWIA LYKOp, MIKpOKpMCTasniyHa Lenro3a, creapat MarHito,
noniBiHINMIPONiAOH, NMMMOHHA K1CIOTa, BUHHA KMUCNOTa, Boga, Cymilli: Boga/eTaHon, Boga/miuepuH, Boaal/copbir,
BOAa/nonieTMneHrikons, NPonineHrnikonb, LeTuncTeapunosuin cnmpT, kapbokcumeTunuentornosa abo >XMpoBmicHi
pPEYOBUHU, TaKki K TBEpPAWM XUpP, Ta iX Cymili, y 3BMYAMHMX raneHoBux gopmax, Takux sk tabneTtku, gpaxe,
Karcyrnu, MOpoLLKK, CycneH3sii, po3unHu, aepo3oni abo caiui.

Takvm YnHOM, ANs BKa3aHMX BULLE KOMOGIHALN B AKOCTi iHLUMX aKTUBHUX PEYOBUH MOXYTb BYTU BUKOPUCTaHI,
Hanpvknag, Menokcukam, eprotamid, aurigpoeprotamid, MeToknonpamia, JoMnepuaoH, audeHriapamid, LUKMi3uH,
npoMeTa3uH, XNopnpoMasuH, [AekcameTasoH, dryHapu3uH, OEKCTPONpOonoKcudeH, MenepuanH, nponpaHosnon,
HaZosoN, aTeHONoN, KIOoHIAWH, iHOOpaMiH, kapbamaseniH, deHiTOiH, BanbnpoaTt, aMITPUMTUIIH, nigoKaiH,
avntiazem abo cymatpunTtaH Ta iHWwi 5-HTi-aHoricTv, Hanpuknad, HapaTpunTaH, 30MbMiTpUNpar, asiTpuUMTaH,
pusatpuntaH Ta enetpunTtaH. [lpu uboMy Ao3a ANS UMX aKTMBHUX PEYvYOoBUMH CTaHOBUTbL Big 1/5 3BUYalrHO
peKoMeHO0BaHOiI MiHiManbHOT go3v [o 1/1 HopManbHOI pekoMeHOoBaHOi [o3n, To6To, Hanpuknag, And
cymatpunTaHy Big 20 go 100mr.

Llle oaHMM 0G'ekTOM BUHAXO[y € 3aCTOCYBAHHS CMONYK 3arankHOT hopMynu | sk LiHHUX AONOMBKHIX 3ac06iB
ONst oJepKaHHsS Ta OuMLIeHHs (adhiHHa xpomaTorpadhisi) aHTUTIN, a TakoX - nicnd BiANOBIAHOIO pafjoakTUBHOIO
MapKyBaHHS1, HaNpUKNag, LNsSXOM NPSMOro MapkyBaHHs! idoTonamn 2| un "'| TpuTitoBaHHS MiAXOXMX NonepeHix
cTadin, Hanpuknag, WNsxom 3amilleHHa atoma ranoreHy Tputiem, y RIA- i ELISA-aHanizax Ta sk giarHOCTUYHUX
YM aHaniTMYHNX SOMNOMBKHUX 3aCO6iB y AOCNIMKEHHI HEMPOTPaHCMITTEpIB.

HasepeHi HWKYe npuknagm MatoTb AeTanbHille NOACHATU BUHAXIA:

MonepepaHi 3ayBaxeHHs:

[Ons BCiX cnonyk HaBe,ELeHI 3a[0BiflbHI pe3ynbTatm eneMeHTapHMX aHanisis - iHdpadepsoHoi (IR),
ynbTpadionetosoi (UV), "H-AMP- i, sk npaBuo, TaKoX Mac-cnekTpockonii. AKLO iHWe He BKasaHo, 3HaYyeHHs R
O[lepXXaHi i3 3acToCyBaHHAM roTOBMX XpomartorpadiyHux nnactmH cunikarermb 60 Fass (E. Merck, Darmstadt,
aptukyn Ne5729) 6e3 HacuMyeHHs Kamepu. AKLWO BiACYTHI AeTanbHiWi AaHi Woao KoHQirypadii, To 3anuuwaetbcs
BIAKPUTUM MWUTAHHSA NPO Te, Mae MoBa MPO YUCTUIA E€HaHTIOMEP, YM HacTynuna 4dactkoBa abo HaBiTb MOBHa
pauemisauisa. na xpomaTorpadii BUKOpMCTOBYBanucs Taki entoeHTn abo ix cyMilli (CKOpoYeHHS v/v=0/0 03Hauae,
LLO HaBeAEeHO 00'eMHI CMiBBIAHOLLEHHSI PEYOBUH):

FM1 = guxnopmeTtaH/uunknorekcaH/metaHon/amiak 7/1,5/1,5/0,2 (o/o/o/o)

FM2 = guxnopmeTtaH/MeTaHon/amiak 7,5/2,5/0,5 (o/o/0)

FM3 = guxnopmeTtaH/meTaHon 8/2 (o/o)

FM4 = puxnopmeTaH/ectep OUTOBOI KMCNOTM/METaHON/UMKIOreKCaH/KOHL,. BOAHWA pPO3YMH amiaky =
59/25/7,5/7,5/1 (o/o/olo/o)

FM5 = ecTtep ouTtoBoi kucnotm/guxnopmetaH = 7/3 (0/o)

FM6 = ecTtep ouToBOi kucnomm/netponerHui etep = 1/1 (o/o)

FM7 = gpuxnopmeTaH/MeTaHON/KOHL,. BOOHUIN po3unH amiaky = 80/20/1 (o/o/o)

B onuncax gocnigis BUKOPUCTOBYIOTLCS TaKi CKOPOYEHHS :



Fp: Temnepatypa nnasneHHs, T.nn.
(Z.): po3knagaHHa (po3skn.):

DIEA: N,N-giizonponin-etunamiy

Boc: 1,1-AMMeTMNeTOKoN )KapOoHin
TBTU: 2-(1H-6eH3oTprason-1-n)-1,1,3,3-teTpameTnnypoHin-tetpagtopobopat
HOBLt: 1-rigpokcnbeH3oTprason-rigpaT
CDT: 1,1'-kapboHingu(1,2,4-tpuason)
THF: TeTparigpodypaH

DMF: anmeTtundopmamis

Fmoc: (9-gpTopeHinmeTokon )kapOoHin
EE: €TUnoBui ectep oLTOBOI KUCMOTH
PE: neTponenHun etTep

LM: PO3YMHHMK

[Mop. Ne: NOpsAAKOBUN HOMEP

3HayeHHa ckrageHux i3 nitep i Ymcen CMMBOMIB, BUKOPUCTaHUX Y MpuKNagax, NosACHIETLCA Y HaBeAeHoOMY
HWKYe ornaai:
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A. OgepikaHHA NPOMbBKHMX CMOMYK
Mpwknag A1
OpepxaHHS Cnonyk 3aranbHOT CTPYKTYpHU:



e,
Ar-(\N (CH,}

H

1 ,3-nmr|,qpo-4-(3-|\/|eT0Ka/|q)eHin)—1 -(4-ninepuawnHin)-2H-imigason-2-oH

a) 4-[1,3-gurigpo-43-veTtokandpeHin)-2(2H)-okcoimigason-1-in] -1-(1,1-gume TMne Tokev-«kapOboHin)-ninepuanH

[o cymiwi, wo cknapgaeteca i3 20,0r (0,10monb) 4-amiHo-1-(1,1-aMMeTMneToKCUKapboHin)-ninepuanHy, 8,2r
(0,1monb) BessogHoro auetaty HaTpito i 150mMn gnxnopmeTaHy 3 nepemillyBaHHAM i JOTPMMaHHAM TemnepaTypu
peakuii Big 0°C po +10°C kpannamun gopgasamm po3uuH 25,0r (0,109vonb) 3-veTokcndeHaumnopomigy B 50mn
anxrnopmeTtaHy. [lepemiwyBanu npoTarom 5 roavH Mpu KiMHaTHIM TemnepaTtypi, noTim gogasanu 19,51
(0,296morb) uiaHaTy HaTpito, 18mMn NboAsHOT ouToBOI kMcnotn i 10mMn Boa | nepemiwyBanu we 12 roguH npwm
KiMHaTHIN TemnepaTypi. Cymiw nepemiwysany 3 10 nNbOAAHOT BOOM, BiAOKPEMIOBaNu AuxnopmMeTaHoBy dasy,
Asivi npomuearm B 200Mn BOAM, 5-NPOLEHTHUM BOOHWMM PO3YMHOM rigpokap6oHaTty HaTpito, 20-NpoueHTHUM
BOAHVM PO3YMHOM NMMOHHOT KMCROTY i 3HOBY BOAOKD, CYLUMIN HaA Cyrb haToOM MarHito i BUnaptoBanv y BakyyMi.
3annLwok po3soanmM y MeTaHoni. [laBanv nocTtosaT NPOTAroM Houi, BigdinbTpOByBany BUKpUCTanisoBaHum ocag,
peTenbHO NpoMMBarM Moro TpeT, ByTMn-MeTunoBuM eTepoM i ogepyBanu nicna CywiHHg y sakyymi 11,51 (30,8%
BiJ TeopeTnyHoro) 6e3bapBHUX KpUcTanis.

MS: M'=373

BianosigHMM YnHOM Gynu ogepkaHi:

(1) 4-[1,3-aurigpo-4-deHin-2(2H)-okcoimigason-1-in}-1-(1,1-agumeTuneTokcrkapboHin)-ninepuanH

R 0,51 (FM4)

(2) 4-[1,3-gurigpo-4-(4-vieTokcnmdpeHin)-2(2H)-okcoimigason-1-in}-1-(1,1-gaumeTnneTokcn-kapOoHin)-ninepnavH

Buxig: 23,8% Big TeopeTMyHOro

(3) 4-[1,3-purippo-4-[3-(TpudtopmeTn)deHin]-2(2H)-okcoimigazon-1-in}-1-(1,1-aMme TMNEToKCMKapOOHin)-
ninepnavH

IR (KBr): 1685,7cm™ (C=0)

(4) 4-[1,3-purigpo-5-meTnn-4-teHin-2(2H)-okcoimigason-1-in]-1-(1,1-gumetnneTokcm-kapboHin)-ninepuavH

Rf 0,23 (,umxnopmeTaHlmeTaHon 9/1 o/o)

IR (KBr): 1687,6cm ™' (C=0)

MS: M'=357

(5) 4-[1,3-puriopo-4-(3-HiTpodbeHin)-2(2H)-okcoimigason-1-inl-1-(1,1-aumeTMne ToKcMKapOOHiIn )-ninepnanH

Buxig: 29,1% Big TeopeTMyHOro

MS: M*'=388

(6) 4-[4-(3-6pomdpeHin)-1,3-aurigpo-2(2H)-okcoimigazon-1-inl-1-(1,1-gumeTmneTokev-kapboHin)-ninepuanH

Buxig: 13,1% Big TeopequHoro

IR (KBr) 1685cm™" (C=0)

MS: M'=421/423 (Br)

(7) 4-[1,3-purigpo-4, 5-,qv|¢>eH|n 2(2H)-okcoimigazon-1-in]-1-(1,1-gumeTuneTokcmkapboHin)-ninepnavH

IR (KBr) 1680,1699cm ™' (C=0)

MS: M'=419

(8)4-M1 3-/.1|/|r|,qpo-4 (4-dpropdpeHin)-2(2H)-okcoimigason-1-in}-1-(1,1-aumeTuneTokcn-kapOoHin)-ninepmamH

IR (KBI‘)16320M (C=0)

MS: M'=388

(9) 4-[4-(4-6icveHinin)-1,3-aurigpo-2(2H)-okcoimigason-1-in]-1-(1,1-aumeTMNeToKCMKapOOHIN)-ninepuanH

Buxig: 21,6% Big TeopeTnyHoro, 6e3bapsHi kpuctanm

Rf: 0,6 (eTunosun eCTep OLTOBOI KUCNOTN)

IR (KBr): 1681,8cm™ (C=0)

(10) 4-[1,3-gurigpo-4-(2-Hacptnn)-2(2H)-okcoimigason-1-in]-1-(1,1-gumeTnuneTokcmkapboHin)-ninepuanH

Buxia: 30% Big TeopequHoro Kpuctanu

IR (KBr): 1679,9cm™' (C=0)

(11) 4-[1,3-purigpo-4-(2-meTokemdeHin)-2(2H)-okcoimigason-1-inj-1-(1,1-aMmeTnneTokcm-kapoboHin)-
ninepuaMH

R 0,86 (FM1)

(12) 4-[4-(3,4-pnxnopdeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-in}-1-(1,1-gumeTune Tokcn-kapooHin)-
ninepuamH

Buxia: 62% Big TeopeTtuyHoro, 6e3bapsHi kpuctanu

Rf. 0,34 (emnoemm ecTep ouTOBOT KUCNOTH)

IR (KBr): 1687cm’ (C 0)

(13) 4-[4-(3-xnopdeHin)-1,3-anrigpo-2(2H)-okcoimigazon-1-n]-1-(1,1-gumeTMneTokcn-KapboHiN )-ninepManH

Buxig: 21% Big TeopeTnyHoro

Rf: 0,6 (eTunoBuin ectep oUTOBOI KucnoTu/meTtaHon 9/1 o/o)

(14) 4-[1,3-gurinpo-4-(3-rinpokcndpeHin)-2(2H)-okcoimigason-1-in}-1-(1,1-gumeTnneTokcu-kapooHin)-
ninepuavH

Buxig: 60% Big TeopeTVHHoro

IR (KBr) 1682cm’ (C 0)

MS: M"=359

(15) 4-[4-[3,5-6ic-(TpndbtopmeTnn)peHin}-1,3-aurigpo-2(2H)okcoimigason-1-inl-1-(1,1-
AVMeTMneToKcukapOoHin)-ninepuavH

Buxia: 3,2% Bin, TGOPeTVI‘-IHOFO

IR (KBr): 1687,6cm™ (C=0)

Rf: 0,95 (,qunopmeTaHlmeTaHon 9/1 olo)



(15) 4-[4-(4-amiH0-3,5-anbpomdeHin)-1,3-gurigpo-2(2H)-okcoimigason-1-in}-1-(1,1-aumeTnneTokcrkapboHin)-
ninepuaH

Buxig: 4,6% Big TeopeTMyHoro

IR (KBr): 1684cm™ (C=0)

Rr. 0,48 (FM4; Macherey-Nagel POLYGRAM® SIL G/U V254 roTosi NniBku Ans TOHKOLIAPOBOT XxpomaTorpadii)

b) 1,3-gurinpo-4-(3-veTokendeHin)-1-(4-ninepnanHin)-2H-imigason-2-oH

Po3unH 11,5r (0,0308morb) 4-[1,3-aurigpo-4-(3-meTokendeHin)-2(2H)-okcoimigason-1-inl-1-(1,1-
anmeTuneTokcrkapOoHin)-ninepuguHy B 150mMn guxnopmeTaHy 3miwyBanu 3 15Mn TpUTOpOLITOBOI KMCNOTHU, a
noTiM NPOTArOM HOYi nepemiwysBany nNpu KiMHaTHIM TemnepaTypi. PeakuiiHy cymiw 3rywyBanu y BakyyMmi,
3anuuwok 3miwysanu 3 10mMn BOAM | HagaBanu SBHO amiadyHO-NYXHOro Xxapaktepy. OpepxaHui ocapj
BiAMiNbTPOBYBaNM, peTenbHO NPOMUBANU BOAOK i MPOTAroM Houi npu TemnepaTypi 50°C cywmnu y BakyyMi.
Opepxysanu 7,0r (83,1% Big TeopetnyHoro) 6esbapBHMX kpucTarnis i3 3HauyeHHAM Rf 062 (auxnopmeTaH/meTaHon
9/1 o/o).

BianosigHuM yMHOM Gynu oaepkaHi:

(1) 1,3-gurigpo-4-deHin)-1-(4-ninepugnHin)-2H-imigason-2-oH

Rr. 0,22 (FM1; Macherey-Nagel POLYGRAM® SIL G/U V254 roTosi Nnisku Ans TOHKOLIAPOBOT XxpomaTorpadii)

IR (KBr): 1672cm ™ (C=0)

(2) 1,3-gurinpo-4-(4-meTokcnceHin)-1-(4-ninepuamntin)-2H-imigazon-2-oH

IR (KBr): 1670cm™ (C=0)

MS: M'=273

(3) 1,3-aurigpo-4-[3-(tpudropmeTun)deHinl-1-(4-ninepuamHin)-2H-imigason-2-oH

IR (KBr): 1687,6cm™ (C=0)

(4) 1,3-gurinpo-5-meTnn-4-ceHin-1-(4-ninepnaunHin)-2H-imigason-2-oxH

Buxig: 76,2% Big TeopeTMyHOro

IR (KBr): 1679,9cm™* (C=0)

MS: M'=257

(5) 1,3-gurigpo-4-(3-HiTpodeHin)-1-(4-ninepuamnin)-2H-imigason-2-oH

Buxig: 94% Big TeopeTnyHoro

IR (KBr): 1677,8 (C=0); 1137,8,1197,6, 1349,9 (NO2) cm™

(6) 4-(3-6pomdpeHin)-1,3-gurigpo-1-(4-ninepmamuin)-2H-imigazon-2-ox

Buxia: KinbkicHmi

IR (KBr): 1676cm™ (C=0)

(7) 1,3-gurigpo-4,5-andeHrin-1-(4-ninepnguHin)-2H-imigazon-2-oH

IR (KBr): 1670cm™ (C=0)

MS: M'=319

(8) 1,3-aurinpo-4-(4-dropdeHin)-1-(4-ninepuamHin)-2H-imigazon-2-oH

Buxig: 30% Big TeopeTn4HOro

R 0,2 (entoeHT: eTMNoBnin ectep oL TOBOT Kucnotu/MeTaHon/koH,. amiak 9/1/0,3 o/o/o).

IR (KBr): 1682cm™ (C=0)

(9) 4-(4-6idpeHinin)-1,3-aurigpo-1-(4-ninepugntin)-2H-imigazon-2-oH

Buxig: KinbkicHWn

IR (KBr) ToudbTopauetaty 1679,9cm ' (C=0)

(10) 1,3-gurigpo-4-(2-Hadtn)-1-(4-ninepuguHin)-2H-imigazon-2-ox

Buxig: 28,2% Big TeopeTMyHOro

Rf: 0,03 (FM1)

IR (KBr) ToudbTopaueTtaty 1678cm™" (C=0)

(11) 7-(2-meTokcndpeHin)-1-(4-ninepnguHin)-2H-imigason-2-oH

Buxig: 18,8% Big TeopeTMyHOro

Rf: 0,22 (FM1)

IR (KBr) ToudbTopaueTaty 1681,6cm ' (C=0)

(12) 4-(3,4-puxnopdeHin)-1,3-gurigpo-1-(4-ninepuaunHin)-2H-imigason-2-oH

Buxig: KinbkicHWn

IR (KBr) ToudbtopaueTaty 3197 (N-H); 1685 (C=0) cm™

(13) 4-(3-xnopeHin)-1,3-aurigpo-1-(4-ninepnavHin)-2H-imigason-2-oH

Buxig: 98% Big TeopeTnyHoro

R 0,25 (entoeHT: eTMNOBUI ecTep OLTOBOI KUcrnotTn/meTaHon/koHu. amiak 9/1/0,3 o/o/o)

(14) 1,3-purippo-4-(3-rigpokcudeHin)-1-(4-ninepuauHin)-2H-imigason-2-oxH

Buxig: 90% Big TeopeTMyHOro

Rf: 0,075 (FM1)

IR (KBr):1670 (C=0) cm™

MS: M'=259

(15) 4-[3,5-6ic-(TpudpropmeTnn)dpeHinl-1,3-gurigpo-1-(4-ninepuamuin)-2H-imigazon-2-ox

Buxig: 71% Big TeopeTMyHOro

Rf: 0,15 (FM1)

IR (KBr): 1701 (C=0) cm™

MS: M'=379

(16) 4-(4-amiHo-3,5-gmbpomdeHin)-1,3-gurigpo-1-(4-ninepnanHin)-2H-imigazon-2-oH

Buxig: 44% Big TeopeTU4HOro

Rr. 0,71 (FM1; Macherey-Nagel POLYGRAM® SIL G/UV254 roTosi nnisku ans TOHKOLLAPOBOi XpomaTorpadii)

IR (KBr): 1676 (C=O)cm™"

Mpuknag A2

2,4-purippo-5-eHin-2-(4-ninepuamnin)-3H-1,2,4-tpnason-3-oH



a) 1-(9H-dTopeH-9-inmeTokankapOoHin)-4-ninepnanHoH-(1,1-guMeTnneTokcnmkapOoHin)rigpasoH

Cymiw, wo cknagaetbcsa i3 16,0r (0,05monb) 1-(9H-propeH-9-inmeTokcrkapboHin)-4-ninepuanHoHy, 7,25r
(0,055momb) TpeT.-6yTMnoBoro ectepy rigpasnHoameizeHoBoi kucnotm b 250mn etaHony npoTarom 1 roguHu
KUM'STUNW 3i 3BOPOTHUM XONOAMTMbHUKOM. PO3UMHHUMK BigraHanu y Bakyymi, ofepxaHuin MacnsHUCHUA 3arnmLLoK
po3Tupanu i3 gietunosum edipom. OgepkaHuii Npy UpOMY KpUcCTaniyHun ocad BiadinbTpoByBanu npomMmsanu
HEBENUKOIO KiNnbkicTio gieTnnosoro edipy. Micns cywiHHA nNpoaykTy y Bakyymi ogepxxysanu 21,71 (99,7% Bif
TeopeTu4Horo) 6esbapBHuMx kpuctanis 3 T.nn. 156-158°C (poskn.).

b) N-(1,1-ammeTnneTokcrkap6boHin)-N’-[1-(9H-bropeH-9-inmeTokcnkapboHin)-4-ninepuanHinl-rigpasnH

Po3unH 21,7r (0,05monb) 1-(9H-dTopeH-9-inmeTokcukapboHin)-4-ninepugnHoH-(1,1-
AnMeTnneTokcukap6oHin)-rigpasoHy B 200mMn NboAsiHOI OLTOBOI KMCMNOTY rigpyBanu y npucyTHocTi 2,0r okenay
nnatmHu(lV) npm KiMHaTHIA TemnepaTtypi i TMCKOBI BoAHIO 3 6ap A0 MOrMWMHaHHA po3paxoBaHOro o6'eMy BOAHIO.
BiaginsTposyBanu Big katanisatopa, inbTpaT 3rylwyBany y BakyyMi i 3anuLLOK PO3YMHSNW Y HEBEIMKIN KifbKOCTi
gietunosoro edipy. OcamkeHi nicna 3-rooMHOro BiACTOIOBaHHA Mpu  KiMHaTHIM TemnepaTypi Kpuctanu
BigdinbTpOBYBanM, NPOMUBAMM HEBENWKOK KifbKiCTIO AieTurnoBoro edipy Cywmnu y BakKyymi npu KiMHaTHIn
Temnepartypi. Ogepxysanu 21,8r (99,6% Big TeopeTuyHoro) 6esbapsHnx kpuctanis 3 T.nn. 135-137°C i R+=0,235
FM 3).
( E)SI-MS: (M+H) =438

c) [1-(9H-cropeH-9-inmeTokcukapBoHin)-4-ninepuauHin)-rinpasvH-rigpoxnopung

21,8r (0,0498morb) N-(1,1-gumetnneTokcukapboHin)-N'-[1-(9H-dTopeH-9-veTokc-kapOoHin)-4-
ninepuavHinirigpasvHy posynHanu B 100Mn TpMdTOPOLTOBOI KUCMOTH | NpOTAroM 1 roAuHM nepemiwlysanu npwm
KiMHaTHI TemnepaTypi. HaanuiwkoBy TpUpTOpOLTOBY KUCMOTY BUOANANM Y BaKyyMi, 3anMLIOK PO3UnMHANM B S0MnN
BoAn i 10-N1pPOLEHTHUM BOAHUM PO3YMHOM KapboHaTy HaTpitlo BCTAHOBMIOBANM NyXHWA xapakTtep. Ekctparysanu
BMYEPNHO AUXIOPMETaHOM, O6'€fHaHi eKCTpakT! Cylmnu Hapg cynbdaTom MarHito i BuMaploBanu y BaKyyMi.
OpepxaHuii TakKMM YMHOM 3amULLOK PO3BOAWUIM €TUMOBUM €CTEPOM OLITOBOI KMCIOTWU i AOJABaHHAM eTepHOro
XNOPWCTOBOAHEBOIO PO34MHY NepeTBoptoBanu B rigpoxnopug. Micna nepekpuctanisauii i3 6e3BogHoOro etaHony
opepxysanu 6,2r (33,3% Big TeopeTnyHoro) 6e3bapBHux kpuctanie 3 T.nn. 160-162°C.

C20H23N302+HCI (373,88)

Ber.C 6425H 647N 1124Cl 948

Gef.: 64,14 6,46 10,99 9,46

d) 2,4-purigpo-5-ceHin-2-[1-(9H-propeH-9-inmeTokcmkaboHin)4-ninepnavHinl-3H-1,2,4-Tpnason-3-oH

Po3unnn 5,56r (0,0165monb) [1-(9H-dbTOpeH-9-in-meTokemkapboHin) -4-ninepuavHinl-rigpasuHy B 60mn
TeTparigpodypany i 3,7r (0,0177momb) N-(eTokcukap6oHin)-6eHatioHamigy B 30mMn  TeTparigpodypaHy
o6'egHyBanu i npoTarom 1 roguHyM KUN'ATUAM 3i 3BOPOTHUM XOMNOAUINBHUKOM, MPUYOMY BUBINIbHABCA CIPKOBOAEHb.
PO34nHHUK BigraHanM y BaKyymi, OAepXaHUn MacrsHUCTUWA 3arMLLUOK MPOKUMN'AYyBanu 3 HEBENUKOK KifbKiCTIO
aueToHiTpuny. JaBanM OXONOHyTW, OOAATKOBO OXOMO[KyBanu 330BHI NbOASHOIO BOAOK i odepxaHuii ocap
BiadinbTpOBYBanM HyT4-inbTpom. OpepxyBanu 4,0r (52% Big TeopetuyHoro) 6e3b6apBHMX kpuctanis 3 T.nn.
142°C i R=0,38 (FM4).

IR (KBr): 1685,7cm™ (C=0)

e) 2,4-purinpo-5-peHin-2-(4-ninepuauntin)-3H-1,2 4-tpnason-3-oH

Cymiw, wo cknagaetbes i3 9,0r (0,0193monb) 2,4-gurigpo-5-deHin-2-[1-(9H-propeH-9-inmeTokcvkapboHin)4-
ninepumHin}-3H-1,2,4-tpnason-3-oHy, 50mn TeTparigpodypany i 70mMn gieTunamiHy nepemiwyBanM [[o
3aKiHYeHHs1 peakuii, 34iiCHIOBaHOI LLUNSIXOM TOHKOLLApOBOT XpomaTtorpadii npu KiMHaTHIN TemnepaTypi. PO3umMHHMK
BMAANANW y BaKyyMmi, ofepaHui 3armwok 3miwysanu 3 300mn Boav i npotarom 30 xBMRMH 0GpoGnsanu
yrbTpa3BykoM. BiadineTpoByBann HyT4-giNibTPOM BiJ HEPO3YMHHUX YACTOK i BOAHWUM phinbTpaT BunaptoBarm y
Bakyymi. OpgepXaHui TakMM YMHOM 3alMLLOK MNPOKWM'AYyBanM 3 HEBENUWKOK KiNbKiCTIO MeTaHony nicns
OXONOMAXEHHA BiAdinbLTpoBYBaNN HyTY-pinbTpoM. lNicna cywiHHa ogepxysanu 0,58r (12,3% Big TeopeTUyHOro)
6e3bapBHux kpucTanise 3 T.nn. 294°C (po3kn.) i R=0,1 (FM 1).

IR (KBr): 1681,8cm™ (C=0)

Mpwknag A3

OpepxaHHA Cnonyk 3aranbHOT CTPYKTYPU:

Co

2:1 o]

H

3,4-purigpo-3-(4-ninepuaunHin)-2(1H)-nipnao[2,3-d]-nipymionHoH

a) N-(2-nipngwHin)-2,2-pgumeTunnponaHamiz

[o posuuny 94,1r (1,0monb) 2-amiHonipuamHy i 173mn (1,25mornb) Tpnetunamivy B 400mn gnxnopmeTtaHy
KpannsaMu gojasanu i3 30BHILLHIM OXOMOMXEHHAM nboasHoto Bogow 132,51 (1,099monb) niBanoinxnopuay B
150mn guxnopmeTaHy. lNepemiwyBanyM nNpoTaroM 2 roavH npu KiMHaTHIN TemnepaTypi i BigdinbTpoByBanu Big
yTBOpPEHOro TpuetunamiHrigpoxnopugy. ®inbTpat npommBanu BoAOH i ABiYi S5-POLEHTHMM BOAHMM PO3YMHOM
rigpokapboHaTy HaTpilo, MiCNs Yoro cywmnu Hag cynbdaTtom HaTpito. [licna 3Bu4anHOT AOBOOKM OAEepKyBamnm
157,5r (88,4% Big TeopeTnyHoro) 6e3bapsHux kpuctanis 3 T.nn. 74-76°C.

BignosigHUM YnHOM ogepxysanu:

N-(4-nipnavHin)-2,2-gumeTnnponaHamis

Buxig: 74 % Big TeopeTMyHoro

T.nn. 137-140°C (miizonponinosun eTtep)

IR (KBr): 1687cm™ (C=0)

b) N-(3-chopmin-2-nipyanHin)-2,2-gumeTunnponaHamig

3 [poTpuMaHHAM TemnepaTypu peakuii -78°C po posunHy 89,1r (0,5mMornb) N-(2-nipugnHin)-2,2-
anmeTtunnponaHamigy B 300mn 6e3BogHoro TeTparigpodypaHy kpannsmu gogasanu 781mn (1,25monb) 1,6-
MOJIIPHOTO PO34YMHY N-OyTUNniTito B n-rekcadi. Cymiwi gaBanu NoOBiNMbHO Harpitucs o TemnepaTypu 0°C i
nepemillyBany NpoTArom npoTaromMm 3 roguH npw L Temnepatypi. MoTim 3HoBy oxonogxysanu go -78°C i 3



AOTPUMaHHAM Ui€l TeMnepaTypu kpannamu gogasanu po3uuH 109,6r (1,5mornk) anmetnndopmamigy B 150mn
6e3BoaHoro TetparigpodypaHy. [laBanu Harpituca go 0°C, a noTim 3milyBanu cymiw 13 1n neoasHoi Bogu. Micna
UbOro nigkMcnoBanu 12-1poUEeHTHUM BOOHUM PO3YMHOM COJISIHOT KUCIOTW, JoAaBaHHAM TBepaoro kapboHaty
Kanito HaJaBanu NY)XHOro xapakTepy i BUMEpPNHO ekcTparyBanu gietunosum etepoMm. OG'egHaHi eTepHi BUTSHKKK
cywmnu Hapg cynbdpatom HaTpito | BunaptoBanu. KpuctaniyHum 3anvuwok nicna  nepekpucTanisaudii i3
aiisonponinosoro etep mae T.nn. 83°C.

Buxia: 94,0r (91,2% Bia TeOpeTUYHOrO).

BignosigHUM YnMHOM opepxyBanu:

(1) N-(4-cbopmin-3-nipuamHin)-2,2-gumeTunnponaHamis,

Buxig: 52% Big TeopeTMyHoOro

Rt 0,5 (auxnopmeTtaH/meTaHon/koHy. amiak 90/10/0.1 o/o/o)

IR (KBr) rinpoxnopuay: 1695cm™ (C=0)

MS: M'=206

(2) N-(3-chopmin-<4-nipuamHin)-2,2-gumeTunnponaHamiz

OpepxaHy 3 KifMbKiCHAM BUXOO4OM YEpBOHYBaTy MacnAHWUCTY piavHy BUKOpWUCTOBYBanu 0e3 nopanbLuoi
06pobku.

P ¢) N-[3-[[[1-(deHin meTnn)-ninepuavHinjamiHolMeTun}-2-nipuanHing}-2,2-gumeTunnponaHamis

Po3uuH 8,2r (0,0398momb) N-(3-chopmin-2-nipuamHin)-2,2-gumetunnponaHamiay i 7,6r (0,04monb) 4-amiHo-1-
(dbeHinmeTvn)ninepuavHy B 80mn metaHony nopuismu 3miwysanu 3 1,7r (0,045monb) Goporigpuay HaTpito i
3aranom 24 roAuMH KuUN'aTunu 3i 3BOPOTHWMM  XONMOAMIBbHUKOM. PO3YMHHWK BUOANamM y BaKyyMi, 3anuiiok
po3nofinanu Mix BOAOK i €TUNOBUM ecTepoM OUTOBOT KucrnoTh. OpraHiyHy gasy cywmnmn Hag cynbdgaTomMm HaTpito
i 3BiNMbHANM Bi4 PO34MHHMKA. 3aMMLLOK PO3TMpPanu 3 AiisonponinosuM eTepoM i BiadinbTpoByBanu HyT4-iNbTPOM.
Opepxysanu 6,0r (39,6% Big TeopeTnyHoro) 6esbapsHnx kpuctanis 3 T.nn. 138°C.

BignosigHUM YnHOM ogepxyBanu:

(1) N-[4-[[[1-(cbeHinmeTN)-4-ninepnanHinjamiHolmeTnn]-3-NipnavHinj-2,2-guMeTunnponaHamig

Buxig: 94% Big TeopeTM4HOro

Rt 0,4 (auxnopmeTtaH/meTaHon/koHy. amiak 90/10/0.1 o/o/o)

YKoBTyBaTy MacnsiHUCTy piavHY BUKOPUCTOBYBANW y HACTYMHIl cTagii 6e3 4oaaTKOBOT OUMCTKM.

(2) N-[3-[[[1-(cbeHinmeTN)-4-ninepnanHin]amiHolmeTnnl-4-nNipnavHin}-2,2-guMeTunnponaHamig

Buxig: 11,6% Big TeopeTMyHOro

IR (KBr): 1689 (C=0) cm™

d) 2-amiHo-3-[[[1-(deHinmeTnn)-4-NinepuamnHinlamiHoMeTun]-nipnavH

Cymiw, wo cknagaetbea i3 6,0r (0,0158monb)  N-[3-[[[1-(deHinmeTnn)-4-ninepmaHinjamiHoMeTnn}-2-
nipuavHinl-2,2-pgumetunnponaHamigy i 100Mn KOHL. CONSHOT KNCMOTN NPOTATOM 3 rogvH KUN'ATUAN 3i 3BOPOTHUM
xonoavnbHukoMm. Cymill BAUMapioBanu y Bakyymi, oAepXaHUi 3anuLiok Po3UUHANM Yy HEBENUKIN KiNbKOCTi BOM i
JoJaBaHHsAM TBepdoro kapboHaTy kanilo HagaBanu NyxHoro xapaktepy. EkctparyBanu BuYeprnHO €TUNOBUM
eCcTepoM OLTOBOI KMCMOTW, cywumnu ob'egHaHi eKCcTpakTW Hag CcynbdaToM HaTpilo i BuNapitoBany y BaKyyMi.
3anunwok peTenbHO po3Tupanu 3 fgiisonponinosum etepom i ogepkysanu 4.2r (89,7% BiA TeOpPEeTUYHOrO)
6e36apBHuX kpucTanis 3 T.nn.114°C.

BignosigHUM YnHOM ogepxysanu:

(1) 3-amiHo-4-[[[1-(deHinMeTnN)-4-ninepuagnHin]amiHoMeTMn]-nipuauH

Buxia: 96% Big TeopeTnyHoro

Rt 0,42 (aguxnopmeTaH/meTaHon/koHy,. amiak 90/10/0,1 o/o/o)

>KoBTyBaTy MacnsH1CTy pianHy BUKOPUCTOBYBANM Y HACTYMHIN cTagii 6e3 noganbLoi o6pobku

(2) 4-amiHo-3-[[[1-(deHinmeTnn)-4-ninepuanHin]lamiHoeTun]-nipugavH

Buxia: kinbkicHWn

KoBTyBaTy MacnsHuCTy pianHy BUKOPUCTOBYBANW y HacTynHil ctagii 6e3 nogansLwoi o6pobku

e) 3,4-gurigpo-3-[1-(deHinmeTnn)-ninepnanHinl-2(1H)-nipngo[2,3-d]-nipumignHoH

Cymiw, wo cknagaetbes i3 4,2r (0,0142vonb) 2-amiHo-3-[[[1-(cbeHinmeTnn)-4-ninepuauHinjamiHolveTvn]-
nipuavHy, 2,4r (0,0148vornb) N,N'«apboningiivigazony i 50mn aumetundopmamigy npotsarom 30 XBUNUH
HarpiBanu go TemnepaTypyu 100°C. Le tenny cymiw 3miwysanu 3 300Mn nbogaHoOi BoAW, OfepXaHun ocap,
BiAiNnbTPOBYBaNM HyTY-iNbTPOM | NepekpucTanisyBanu i3 aueToHiTpuny. Nicna CyWwiHHS Y BaKyymi oaepxyBanu
4,51 (98,3% Big TeopeTuyHoro) 6e3bapsHux kpucrtarnis 3 T.nn. 187°C.

BignosigHUM YnHOM ogepxyBanu:

(1) 3,4-gurigpo-3-(1-(deHinmetnn)-4-ninepnanHinl-2(1H)-nipnao[3,4-d]-nipymignHoH

BesbapsHi kpuctanm

Buxig: 33% Big TeopeTMyHOro

IR (KBr): 1676cm™" (C=0) MS:

M'=322

(2) 3,4-purippo-3-[1-(denHinmeTnn)-4-ninepnanHinl-2(1H)-nipnao[4,3-d]-nipyumignHoH

T.nn. 155°C (po3kn.)

Buxig: 99% Big TeopeT4HOro

IR (KBr): 1680cm™ (C=0)

f) 3,4-gurigpo-3-(4-ninepnaunnin)-2(1H)-nipnao[2,3-dJHipumianHoH

Po3uuH 4,71 (0,0146monb) 3,4-gurinpo-3-[1-(deHinmeTnn)-4-ninepuauHinl-2(1H)-nipnao[2,3-d]-nipumignHoH B
50mn meTaHony rigpyBanu npu Temnepatypi 50°C i y npucytHocTi 2,0r 20-N1poueHTHOro nanagito Ha Byrinni go
3aKiH4YeHHs nornMuHaHHSa BoAHio. [llicns BuaaneHHs kaTtanisatopa i po3unHHuka opepxyeanm 3,3r (97,3% Bif
TeopeTu4Horo) 6e36apeBHoi macnsiHucToi piamHm 3 R=0,35 (FM1).

IR (KBr): 1660,6cm™ (C=0)

BignosigHUM YnMHOM opepxyBanu:

(1) 3,4-purippo-3-(4-ninepmanHinl-2(1H)-nipnao[3,4-d]-nipymignHOH

BesbapsHi kpucTtanu

Buxig: 95% Big TeopeTyHoOro



IR (KBr): 1662cm™ (C=0)

MS: M'=232

(2) 3,4-gurinpo-3-(4-ninepuavHinl-2(1H)-nipnao[4,3-d]-nipymiguHoH

>KosTyBaTa cmona

Buxig: 97% Big TeopeTnyHoro

IR (KBr): 1672cm™" (C=0)

R 0,12 (FM1)

Mpwknag A4

meTunosun ectep 3,4-aunrigpo-3-(4-ninepmamHin)-2(1H)-okcoxiHa3oniH-7-kapboHOBOT KMCHOTU

a) (E)-1-(aumetunamiHo)-2-[4-(MeTokcukapBoHin)-HiTpodeHinl-eTeH

Cymiw, wo cknagaetbes i3 98,3r (0,504morb) MeTunoBoro ectepy 4-meTun-3-HiTpobeH3onHoi kucnotm, 78,0r
(0,655momb) N,N-gmmetndopmamia-gumeTunavertany ta 1n gumetundopmamigy npoTarom 3 roguvH Harpisanu
Ao 140°C. PO34MHHMK BiAraHammM y BaKyyMi, 3anuLLOK peTerbHO po3Tmpamm 3 1n meTaHony. [licnsa cywiHHA Y
Bakyymi ogepxyeanu 119,5r (94,7% Big TeopeTnyHOro) YepBOHOT aMOPHOI PeYOBMHM, LLIO BUKOPUCTOBYBAach
Aani 6e3 4OAATKOBOIO OYULLEHHS.

b) 4-(meTokcukapboHin)-2-HiTpobeH3anbaerig,

Do cymiwi, wo cknagaetbca i3 119,5r (0,478vonb) (E)-1-(ammetrnamino)-2-[4-(MeTokcukap6oHin)-2-
HiTpodpeHin]-eTeHy i 1,3n cymiwi Bopa/teTparignpodypaH (1/1 o/o) nopuismu popasamm 308,0r (1,44morb)
MeTanepiogaTy HaTpilo, NPUYOMY LUMSAXOM 30BHILLHBOIO OXOJIOMKEHHST NbOASHOK BOAOK TemnepaTtypy peakuii
niatpyumysann Hwk4ye +30°C. lNepemiwyBanu cymiw we 2,5 rogvH npu KiMHaATHIA TemnepaTypi, a nNoTiM
ginbTpyBanu. Ocap peTenbHO npoMmMBanM eTUroBMM ecTepoM outoBoi  kucrotu. OpraHivyHy dhasy
BiJOKpEMMOBarM, BOAHY BUYEPMNHO eKcTparysany eTurnoBMM ecTepoM ouTtoBoi kucnotn. O6'egHaHi dasmn ectepy
OLTOBOI KWCIOTU CylwnnuM Hag cynbdaToMm HaTpilo i BunapioBanu Yy Bakyymi. MacnsHucTy piguHy, Lo
KpuUcTaniayetbcsl 4Yepe3 [JeHb, BUKOpUCTOBYBanu pJdani 6e3 gogatkoBoro ouunlleHHs. Buxia: 87r (87% Big
TEOPETUYHOIO).

c) metunosui ectep 4-[[[1-(deHinmeTnn)-4-ninepnguHin]amiHolmemn]-3-HiTPOOGEH30MHOT KNCTIOTH

Oo posumHy 41,0r (0,215momb)  4-amiHo-1-(cbeHinmetun)ninepuamHy i 45,0r  (0,215monb)  4-
(meToKCcHKapboHiIn)-2-HiTpobeH3anbaerigy B 1n meTaHony nopuismv gogasamm npu KiMHaTHIA TemnepaTtypi 8,3r
(0,22monb) 6oporigpuay Hatpito i noTim nepemiwyBanu npoTarom 30 XBMIMH Npu TiKk e Temnepatypi. Cymiw
3miwyBanu 3 10 NboOAAHOT BOAM | BUYEPNHO ekcTparyBanu TpeT.-6ytunmetunosum etepoM. O6'eaHaHi ekCcTpakTy
CyWWMnu Hag cynbdaToM HaTpilo i 3rywyBanu y BaKyyMmi, 3anulIOK PO3YMHANN Yy AKOMOra MEHLUIN KiNbKOCTi
MeTaHony i wWnaxom o06po6kM MEeTaHONMbHMM PO34YMHOM XITOPBYITIEBOAHIO MEPETBOPHOBANU Yy TiApPOXIOPUA.
KpucTaniyny cinb BigdinbTpoByBanu, npomMuBanu MeTaHoONoOM i AieTUNoBUM eTepoM, MiCna 4Yoro po3Boaunv
BOAOH0 i 32 JONOMOIOK HaCMYEHOTo BOAHOIO pO34nHy kapboHaTy Kanito Hagasanu nyxHoro xapaktepy. Ogepxany
CYMiLL BU4EPMHO eKcTparyBanu eTMnoBMM eCTEPOM OLTOBOI KMCNOTU, 06'eaHaHi BUTSKKU eCTepPy OLITOBOT KUCIOTK
cywmnu Hag cynbcatom HaTtpito i Bunaptoanu. Ogepxysanu 58,2r (70,6% Big TeOpeTUYHOIO) )XOBTO-4EPBOHOT
MacrstHUCTOI piavHK, sika BUKOpMCTOBYBanack gani 6e3 nogatkosoi 06podku.

d) meTunosun ectep 3-amiHo-4-[[[peHinmeTnn)-4-ninepugnHinjamiHoMeTnnl-6eH30MHOT KUCHOTH

PosunH 58,0r (0,151momb) metunoeoro ectepy 4-[[[1-(deHinmeTnn)-4-ninepuavHinjamiHoMeTnn]-3-
HiTpobeH30MHOT kncrotm B 800mMn meTtaHony rigpyBanu y npucytHocTi 10r 5-npoueHTHOro popfito Ha Byrinni
npoTArom 7 rogvH npu KimHaTHIN TemnepaTypi. Katanisatop BigdinsTpoByBanu, dinbTpaT BUNapoBanm y BakyyMi.
OpepxyBanu 50,0r (93,7% Big TeopeTnyHoro) 6e3bapBHMX KpucTanisB, WO BWKOPMCTOBYBanucb pani 6es
[04aTKOBOTO OYULLIEHHST.

e) wmetunoBun ectep 3,4-gurigpo-3-[1-(deHinmeTnn)-4-ninepnantin]-2(1H)-okcoxiHazoniH-7-kapboHOBOT
KNCRoTn

OpepxyBann aHanoriyHo npukrnagy A3e) i3 wmetunosoro ectepy 3-amiHo-4-[[[1-(deHinmeTnn)-4-
ninepuanHinjamiHolmetTnnl-6eHzorHoi kucnotn i N,N’'«ap6oHin-giimigasony 3 Buxoaom 66,3% Big TEOPETUYHOTO.
XKoeTyBaTi kpuctanu.

IR (KBr): 1714,6; 1664,5 cm™' (C=0)

f) MmeTunosun ectep 3,4-gurinpo-3-(4-ninepnantin)-2(1H)-okcoxiHazoniH-7-«kapboHOBOT KMCNOTH

Po3uun 35,5r (0,0936momb) meTunosoro ectepy 3,4-gurigpo-3-[1-(cpeHinmeTun)-4-ninepuauHinl-2(1H)-
OKCOXiHa30miH-7-kapboHoBoi kncnot B 400Mn MmeTaHony rigpyBanu y npucytHocTi 5r 10-npoueHTHOro nanagjto Ha
Byrinni npotsarom 5 roamH npu 50°C. Katanisatop BiadinbTpoByBanu, dinbTpaT BANaptoBanu y Bakyymi. 3anmiiok
postupanu 3 150Mn eTmnoBoro ecrepy ouTOBOT KMCMNOTU i BiAdiNbLTPOBYBaNM HyT4-inbTpoM. Micnsa cywiHHa y
Bakyymi ogepxysanu 20,4r (75,3% Big TeopeTnyHoro) 6e3bapBHMX KpUcTanis, WO BUKOPUCTOBYBanuchb pani 6es
A0AaTKOBOTO OYULLEHHS.

IR (KBr): 1718,5; 1672,2 cm' (C=0)

AHanoriyHo ogepxyBanu:

(1) 3,4-purigpo-3-(4-ninepmamHin)-2(1H)-xiHazoniHoH

Rf: 0,3 (FM1)

IR (KBr): 1662,5¢cm™" (C=0)

(2) 3,4-gurinpo-8-meTokcn-3-(4-ninepuanHin)-2(1H)-xiHazoniHoH

Rf: 0,35 (FM1)

(3) 3,4-aurippo-6,7-aumeToKken-3-(4-ninepuaunHin)-2(1H)-xiHasoniHoH

Rt 0,40 (FM1)
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Mpwknag A5

3,4-purigpo-3-(4-ninepnguHin)-1H-tieHo[3,4-d]nipymianH-2-oH-TpudTopaueTaT

a) MeTunoBun ectep 4-(eTokcnkapBoHinamiHo)-TiodeH-3-kapOoHOBOI KNCIOTU

Cymiw, wo cknagaetbcsa i3 50,0r (0,258mornb) rigpoxnopuay MeETUNOBOrO ectepy 4-amiHoTiodeH-3-
kapboHoBoi kucrotu, 700mn Tonyony, 26r (0,257mornb) TpueTtunamiHy i 27mn (0,283mornb) eTunosoro ecrepy
XOpBYrAeLeBoi KUCAOTU NPOTAroM 5 roguH KUN'aTunu 3i 3BOPOTHUM XONOAUSMbHUKOM. BigdinbTpoByBanu Bif
HEPO3YMHHUX YaCTOK, QINbTPAT BUNApOBann y BakyyMi i nepekpucTaniaysany 3anuLlioK i3 NeTposieHoro etepy.



Opepxysanu 59,0r (99,8% Big TeopeTnyHoro) 6e3bapeHux kpucrtanis 3 T.nn. 52°C.

BignosigHum 4vMHOM ofepXyBanu i3 MeTUnoBoro ectepy 3-amiHoTiodeH-2-kapBoHOBOI KUCNOTU | eTUIIOBOTO
ecTepy XIOpPBYITIELIEBOI KUCMOTM KpUCTaniyHui MeTunoBuii  ectep  3-(eTokcu-kapboHinamiHo)-TiopeH-2-
kapboHoBOI kKMcnoTu 3 Buxogom 98,7% Big TeOpeTUYHOro.

IR (KBr): 1739,7; 1622 om” (C=0,C=0C)

b) 4-(eTokcmkapboHinamiHo)-TiodeH-3«apbokcanbaerig,

B oxonomxeHy nbogom cycnensito 12,9r (0,34morb) rigpuay nitinantomidito 8 800mMn TpeT.-6ytunmetmnosoro
eTepy npu TemnepaTypi 6nusbko 0°C kpannamu gogasarm po3udmH 59,1r metunosoro ectepy (0,258morb) 4-
(eTokcukapboHinamiHo)-TiopeH-3«kapboHoBoi  kucnom B 200mMn  TpeT.-6yTMn-meTunoBoro eTepy i cymiw
nepewmiwysanu we 2 rognHu npu 10°C. MoTim kpannamu gogasanu nocnigosHo 13mn sBoau, 13mn 2N BogHoro
po34mHy igkoro HaTpy i 39mn Boam i nepemilyBanu NpoTArom 1 roguHM Npu KiMHaTHIN TemnepaTypi. PinbTpyBanu,
Ao dinbTpaTy gogasanu nopuiamu i 3 nepemiwyBaHHsaM 500r aktmeoBaHoro okcugy mapraHuio(lV)-okema. Micns
3aKiHYeHHs1 peakuii, 34iACHIOBAHOI LWNAXOM TOHKOLWApPOBOi xpomaTorpadii, we pa3 inbTpyBanu, inbTpaT
BMNaptoBanu y Bakyymi. KpucraniyHmii 3anviiok BukopuctoByBanu gani 6e3 goaaTtkoBoro ounileHHs. Buxig: 28,2r
(54,9% Big TEOPETUYHOTO).

BignosigHum u4nHOM opepxyBanu i3 MeTMnoBoro ectepy 3-(eTokcmkapboHinamiHo)-TiodpeH-2-kapboHoBOT
kncnoTn 3-(eTokcukapboHinamiHo)-TiodpeH-2-«kapbokcanbaerig 3 Buxogom 71,9% Big TEOpeTUYHOTO.

c) 4-[[[1-1,1-onmeTnneTokcuKkap6oHin)-4-ninepnavHinlamiHo]-meTnn]-3-(e TokcvkapboHinamiHo )-TiodbeH

Cymiw, wo cknagaetbes i3 28,2r (0,142vornb) 4-(eTokcrkapboHinamiHo)-TioceH-3-«kapboxanbgerigy, 28,2r
(0,1741momb)  4-amiHo-1-(1,1-gumeTuneTokcmkapboHin)ninepmaHy i 300mMn  Tonyony i3 3acTOCyBaHHAM
BOAOBIAAINOBaYa KMN'ATUNN 3i 3BOPOTHUM XONOAMIMBbHMKOM [0 3aKiHYeHHSI YTBOPEHHSI BOAMW. PO3UYMHHMK BUAananm
y BakyyMi, 3anuwok pos3dnmHanmu y 300Mn meTaHony i npu KiMHaTHIN TemnepaTypi nopuismu 3miwysanu 3 5,51
(0,145monb) 6oporigpuay HaTtpito. MNepemiwysany we npoTarom 1 roguHu nNpu KiMHaTHIA TemnepaTtypi, NOTiM
BMNaploBany y BakyyMi i 3anmuLIOK po3nofinsnu Mk Bogot i TpeT.-bytun-meTtunosuMm etepom. OpraHivHy dasy
CyWMNn Hapg cyrb haToOM HaTpIlo i Y BaKyyMi 3BifbHANN Bif PO3UYMHHUKA. MacnsiHUCTUI 3amnLLOK BUKOPUCTOBYBaNMW
0e3 noganbLoro ounLleHHs1. Buxia: 54,0r (99,9% Bia TeopeTUyHOro).

BignosigHum unHoM opepxysBanu i3 3-(eTokcukapBoHinamiHo)-tiodeH-2-kapboxanbaerigy, 4-amiHo-1-(1,1-
AnMmeTuneTokcukapboHin)ninepnanHy i 6oporigpuay HaTpito 2-[[[1-(1,1-gumeTUneToKCU-KaPOOHIN)-4-
ninepuaHinjamiHolmeTmnl-3-(eTokcnkap6boHinamiHo)-TiodpeH 3 Buxogom 100% Big TeopeTnyHoro.

IR (KBr): 1728,1; 1693 ,4 cm' (C=0)

d) 3,4-purigpo-3-[1-(1,1-aumeTuneTokcukapboHin)-4-ninepuamninl-1H-TieHo[3,4-d]nipumionH-2-oH

Po3unH 54,0r (0,141monb) 4-[[[1-(1,1-ammeTnneToKCUKapboHin)-4-ninepuaHinjamiHoMeTmn]-3-
(eTokcukapboHinamiHo)-tiodpeHy B 300mMn anmetundopmamigy npotarom 4 roauvH Kun'aTunm 3i 3BOPOTHUM
xonoaunnbHvkom. [licns 3akiHY4eHHa peakuii, 34iMCHIOBaHOI LUMSXOM TOHKOLIApOBOi XxpomaTtorpadii, we Tenny
cymiw 3miwysBanu 3 1n nboasHoi Boau. Kpuctaniynmin ocag BigdinbTpoByBanu i CyluMnu y BEHTUNALUIAHIN wadi
npu 30°C.

Buxig: 47,5r (99,8% Big TeOpeTUYHOrO).

BignosigHum wiHoMm opepxysanu i3 2-[[[1-(1,1-aumeTnneTokcukapboHin)-4-ninepuanHinjamiHoMeTun]-3-
(eTokcukap6boHinamiHo)-TiocpeHy 3,4-gurigpo-3-[1-(1,1-gumeTuneTokcn-kap6oHin)-4-ninepnanHinl-1H-tieHo[3,2-
d]nipumignH-2-oH 3 BUXxogom 71% Big TeopetnyHoro. besbdapsHi kpuctanu 3 T.nn. 200°C (aueToHiTpun).

IR (KBr): 1683,8; 1654,8 cm ' (C=0)

e) 3,4-purigpo-3-(4ninepnauHin)-1H-Tieno[3,4-dInipumianH-2-oH-Tpudropauetat

Cymiw  10,0r (0,0296mormb) 3,4-gurigpo-3-[1-(1,1-aumeTuneTokcrkapboHin)-4-ninepmuavHinl-1H-TieHo[3,4-
dlnipumignnH-2-oHy i 50mn  TpudptopouToBOi KMcnotm npoTarom 30 XBUNMH nNepemillyBann nNpu  KiMHaTHIN
Temnepatypi. Ogepkanui nicna BuganeHHd HagnMLKOBOI TPMATOPOLTOBOI KUCMOTWM 3anuLok po3Tvpanu 3
gieTunosMm etepom i BiAgdinbTpoByBanu Hyty-binbTpoM. OpepxyBanu 5.8r (55,8% Bio TeopeTnyHoro)
6e36apBHMX KpucTanis, ki BUKOpUCTOBYBanu 6e3 noaarbLLUoro OUMLLEHHS.

IR (KBr): 1664,5¢cm™" (C=0)

BignosigHum 4nHoM opepxyeanu i3 3,4-gurinpo-3-[1-(1,1-aumeTnneTokcukap6oHin)-4-ninepnanHinl-1H-
TieHo[3,2-d]nipumianH-2-oHy | TpUPTOPOLTOBOT KUCNOTU KpUcTaniyHin 3,4-aurigpo-3-(4-ninepuauHin)-1H-tieHo[3,2-
d]nipumignH-2-oH-TpudbtopaueTat 3 Buxogom 100% Big TeopeTnyHOro.

IR (KBr): 1685,7; 1656,8 cm™' (C=0)

Mpvknan A6

3,4-gurinpo-3-(4-ninepuavHin)-2(1H)xiHonoH-rigpoxnopuza

Cymiw, wo cknapaetbea i3 1,1r (4,949mmonb) 3-(4-nipnannin)-2(1H)-xiHornoHy (D.R. Bragg, .D.G. Wibbertey,
J. Chem. Soc. 1961, 5074 - 5077), 100mn etaHony, 5mn (5mmonb) 1N consaHoi kucrnot i 0,2r okengy nnatmHn(1V)
npoTarom 4 roavH rigpyBanu npu KiMHaTHIN TemnepaTypi. KaTtanisatop BiaginsTpoByBanu, inbTpaT BuNnaposanm
y BaKyyMi, 3anuwiok postupamm 3 isonponaHonom. OcafxeHi kpuctanu BiadinbTpoByBanu HyTY-inbTpOM,
npomMuBany i3oNponaHon i 4ieTMNoBYM eTePOM i CyLUMNN Y BaKyyMi.

Buxig: 0,64r (56,2% Big TeOpeTUYHOrO).

IR (KBr): 1666,4cm”’ (C=0)

MS: M'=230

m/e=146, 84

Mpuknag A7

3-(4-ninepuauHin)-2(1H)-xiHonoH

Cymiw, wo cknagaetbes i3 8,6r (0,0387monb) 3-(4-nipuamHin)-2(1H)-xiHonoH, 1,2n etaHony, 39mn
(0,039mornb) 1IN condaHoi kucrnoTn i 3,0r 10-npoueHTHOro Nanagjto Ha Byrinni rigpysanv npu TemnepaTypi 40°C go
nornMHaHHs 6nmnssko 0,08mone BogHto. Cymill 3BiNbHANM Big KaTanisatopa, GinbTpaTt BMNapOBanu y BakyyMi,
3anuwok possoaunu y 200mMn BoAu i HagasBanu amiadHO-NYXHOro xapaktepy. [logaBanu KyXOHHOT coni Ao
Hacu4eHHs i Ge3nepepBHO ekcTparyBanu OMXITOPMETaHOM 3 BUKOPUCTaHHAM nepdopaTopa. AuxnopmeTtaHoBy
hady BunaptoBanu, ofepKaHwi 3anuwok XpomaTorpadiyHo BigokpemnioBanu Bif NobiYHMX MNPOAYKTIB Ha
cunikareni 3 BukopuctaHHam FM1. Migxoxi dpakuii 06'egHyBanu, 3BiNMbHAMM Big PO3YMHHUKA, PO3YUHANM Y
HEBEeNVKIN KifbKOCTi i30MponaHon i eTaHoSlbHYUM PO3YMHOM XIOPUCTOrO BOAHIO MepeTBOpHOBanu B rigpoxmnopua.



BesbapsHi kpuctanu.

Buxia: 2,68r (26,2% Bia TeOPETUYHOrO).

MS: M'=228

IR (KBr):1651cm™ (C=0)

Mpwvknag A8

5-xnop-3.4-gurigpo-3-(4-ninepnamnHin)-2(1H)-xiHazoniHoH

OxonompkeHnn nbogom po3umH 6,3r (0,0177monb) 5-xnop-3,4-gurigpo-3-[1-(cpeHinmeTun)-4-ninepuauHinj-
2(1H)-xiHa3oniHOHY (ogepkaHoro aHamoriyHo npwuknagy Ade)) B 50mMn guxnopmeTaHy 3 AOTPMMaHHAM
Temnepatypu peakuii 0°C kpannamu amiwysanu 3 3,34r (0,0234mo0nb) a.-xnopeTUoBOro ectepy XMopByrMeLeBoi
KMCNOTKW, NiCNs Yoro Aasanu MOBIMbHO HarpiTMcs A0 KiMHATHOI TemnepaTypu. PeakuinHy cymiw 3rywyBanu y
BaKyyMi, 3anuwok po3soaunu y 50mn meTaHony i npotaroM 4 roavH KUN'aTUnu 3i 3BOPOTHUM XOSNOAMIbHUKOM.
Micna oxonomkeHHs BiAdiNnbTPOBYBany HyTY-inbTPOM oaepxaHun 6esbapsHumn ocag.

Buxig: 2,0 i (42,5% Big TeopeTUYHOrO).

IR (KBr): 1666,4cm™ (C=0)

Mpuknag A9

6-6pom-3,4-aurigpo-3-(4-nineonguHin)-2(1H)-xiHa3oniHoH-rigpo6pomia

[o posunHy 6,16r (0,075monb) HaTpinaueTaty i 11,565r (0,05monb) 3,4-auvrigpo-3-(4-ninepnantin)-2(1H)-
XiHa30MHOHY B CyMiLLi, WO cknagaeTbed i3 150Mn nboasHOT oL TOBOT KUCOTK | 35Mn BOAM KpannaMu gogasanu 3
nepemillyBaHHAM i AOTPUMaHHAM TemnepaTypu peakuii 13-15°C po3uumH 8,8r (0,055mornb) 6e3BoaHoro 6pomy B
20Mn NboAsHOI OUTOBOI KMCnoTn. PinbTpyBanu i BUNaptoBanm inbTpaT y BakyyMi. 3anu1LLOK 3 METOK BUAANEHHS
HeopraHiYHMX CKNagoBux N'aTb pasiB po3sogunu B 50mMn auxnopmeTaHy, inbTpyBanu i BunaptoBanu, NoTiMm
pO3TMpanu 3 HEBENMKOIO KiNbKiCTIO aueToHiTpuny, npu4omMy BigbyBanacsi kpucrtanisauia. BigdinbTpoByBanu HyTy-
iNbTPOM, NPOMMBANM CyMILLLLIKO aueToHiTpun /aieTurosuin etep (1/1 o/o) i ogepkyBanu MiCNA CywWiHHA Y BaKyyMmi
5,5r 6e3bapeHUX kpuctanis 3 T.nn. 288°C (poskn.). MNepepobkod MaTOUHOro po3yMHy odepxysanu we 4,5r
MaTepiany Takoi X sikocTi. 3aranbHui Buxia: 10,0r (51% Big TeopeTUUHOro).

C13H17BraN3 (391,10)

Ber.C |39,92H| 4,38Br | 40,86 N | 10,74

Gef.: 39,72 4,36 41,56 10,24
IR (KBr): 1670,3cm™' (C=0)
Mpuknag A10

3-(4-ninepnawvHin)-2,4(1H,3H)-xiHazoniHAioH

a) 2-amiHo-N-[1-(dpeHinmeTUN)-4-ninepuaunHini-6eHzamig,

o oxonomxeHoro nboAoM po3uuHy 28mn (134mmorb) 4-amiHo-1-(ceHinmeTtun)ninepnguHy B 200mn
TeTparigpodypaHy nopuismu gogasanu 21,9r (134mmornb) aHrigpuay isaToHoBOI kncnotm. OgepxaHy CycneHsito
nepemiwyBanM npoTarom 2% roauH npu KiMHaTHiIA TemnepaTypi i 2% roavH npu TemnepaTypi 3BOPOTHOrO
xonoaunbHWKa, MNiCNA 4oro 3BiNbHANW Bif4 PO3YMHHMKA. 3anuWIOK po3unHanu B 100mMn rapsyoro etaHony,
OZlepXXaHUM po34vH Nicns AofaBaHHs 5T akTMBOBaHOIO BYNiNMA MiggaBanu rapsavomMy dinbTpyBaHH0. OcagkeHnui
nicna OXonoKeHHA KpucTarniyHy macy BiadinbTpoByBanu, npoMueanu [LiisonponisioBuM eTepoM i Ccywumnun y
Bakyymi npu 50°C. OpepxyBanu 28,3r 6e3bapBHuX KpuctaniB. I3 o6'egHaHMX MaTOYHMX PO3YMHIB MOXHA
izonoBaty We 3,11 NpoAyKTY Takoi X skocTi. 3aranbHun Buxia: 33,4r (80,6% BiA TeOPETUYHOrO).

IR (KBr): 1620cm™" (C=0) MS:

M'=309

b) 3-[1-(cbeHinmeTnn)-4-ninepnavHini-2,4(1H,3H)-xiHazoniHAioH

OpepxyBanu aHanoriyHo npuknagy A3e) i3 2-amiHO-N-[1-(cbeHinmeTnn)-4-ninepnanHin]-6ex3amigy i N,N’-
kapboHingiimigasony 3 Buxogom 97,8% Bia TeopeTuyHoro. besbapsHi kpuctanm 3 T.nn. 223°C.

IR (KBr): 1720; 1647 cm™' (C=0)

MS: M'=335

c) 3-(4-ninepuauHin)-2,4(1H,3H)-xiHasoniHgioH

OpepxyBanu aHanoriyvHo npuknagy A3f) i3 3-[1-(dbeHinmetnn)-4-ninepnavHinl-2,4(1H,3H)-xiHazoniHgioHy
LUNSIXOM FiAPOreHonidy y NpMCYTHOCTI nanagito Ha Byrinni 3 Buxogom 70% Big TeopeTuyHoro.

R 0,075 (FM1)

IR (KBr): 1703; 1657 oM’ (C=0)

Mpwknag A11

3,4-purigpo-3-[1-(4-ninepnaunHin)-4-ninepnanHinl-2(1H)-xiHasoniHoH

a) 3,4-purigpo-3-[1-[1-(cdeHinmeTnn)-4-ninepnguHin]-4-ninepnavHinl-2(1H)-xiHasoniHoH

Cymiw, wo cknagaetbes i3 5,75r (0,0249monb) 3,4-gurinpo-3-(4-ninepuauHin)-2(1H)-xiHazoniHony, 4,75r
(0,0251momb)  1-(dpeHinmeTnn)-4-ninepuanHoHy i 100mn  etaHony npotarom 30 xBunuMH o0b6pobrnanu B
YNbTPa3BYKOBIN BaHHI, NoTiM amiwysanu 3 9,5mn (0,03 1monk) isonponinaty Tutany(lV), npuyomy vepes 10 xeunumH
yTBOpIOBanach KpucrtaniyHa Maca. loTiM 3 nofansumM BUKOPUCTaHHSM YNbTPa3BYKOBOI BaHHU NpoTsirom 2%
roavH Harpieanu npu 35°C, oxonomkyBanu 0o KiMHaTHOI TemnepaTypu i nopuismu gogasam 1,05r (0,0167monb)
uiaHoboporigpuay HaTtpitlo, NpUYOMy 3a [OOMOMOroK PO3BEAEHON0 METAHOMbHOIO PO34UMHY COMSIHOT KUCMOTU
niagTpumyBanu 3HadeHHsa pH 5-6, i BuTpumMyBanu npotarom 24 roauH npu KiMHaTHIin TemnepaTypi. lMicnsa uyboro
pojasanu we pa3 1,05r (0,0167monb) uiaHoboporiapvHy HaTpito i moBTOptoBanuM onucaHe Buwe. [licns
3aranbHOro Yacy peakuii 48 roguH posknaganM gogaBaHHAM Boau i 06pobnsamm 3BnvanHum YmHom. OpgepkaHui
CMPOBVHHWI NPOAYKT OYULLANM WNSXoM XpoMaTtorpadii Ha cunikareni i3 BukopuctaHHam FM4. Opepxxysanu 7,051
(70 % Big TeopeTnyHOro) 6e3bapBHOT KpUCTaniuHOi PEYOBUHN.

BignoBigHMum unHOM opepxyBanuM i3 TponiHOHYy i 1-(cpeHinmeTun)ninepasvHy ekco-4-(8-vetun-8-
asabiuukno[3,2,1]okT-3-nn)-1-(deHinmeTnn)ninepasuH 3 Buxogom 48,9% Bia TeopeTnyHoro. besbapsHa, amopHa
pevosunHa 3 R=0,36 (FM1).

b) 3,4-gurigpo-3-[1-(4-ninepuauHin)-4-ninepuamtin1-2(1H)-xiHasoniHoH

OpepxyBanu aHanoriyHo npuknagy A3f) i3 3,4-gurigpo-3-[1-[1-(deHinveTnn)-4-ninepmuanHinl-4-ninepngvHinj-
2(1H)-xiHa3oniHOHY LWNSXOM riAporeHorni3y, ofgHade, i3 BMKOPUCTaHHAM kaTtanisdatopa [lipnmaHa (Peaman), 3



BuxoaoM 92% Bif TeopeTnuHoro. BeabapsHi kpuctanu 3 R=0,48 (Macherey-Nagel, POLYGRAM® SIL G/zs4 roToBi
nnisku gns DC; entoeHT: guxnopmeTtaH/MeTaHon/ LmknorekcaH/koHu. amiak 68/20/10/5 o/o/o/o).

IR (KBr): 1660,6cm™" (C=0) MS:

M'=314

Mpwknag A12

3-(4-ninepnaunnin)-3,4,4a,5,6,7,8,8a-oktarigpo-2(1H)-xiHasoniHoH-aueTat

Po3uuH 5,0r (17,17mmonb) 3,4-gurigpo-3-(4-ninepuauHin)-2(1H)-xiHasoniHoH-auetaty 70mMn  meTaHony
rigpyBanu npu KiMHaTHIn TemnepaTypi i Y npucytHocTi 1,0r kaTanidatopa «okcug pogito(lll)/rippokcna nnatmHm
(IV)» (46,45% pogito, 20,15% nnaTtuHn) OO 3aKkiHYEHHSA NOMMWHaHHA BOAHIO. 3BiNMbHANM Big KaTanisatopa i Bif
pPO34YMHHUKA, 3anuwiok postupanu 3 10mn AiisonponinoBoro eTepy i KifbkomMa Kpannamu isonponaHony i
BiAdINbTPOBYBaNM HYTY-inbTPOM yTBOpEHUI KpucTaniaT. licnsa cywiHHa y Bakyymi ogepxysanu 4,4r (86,2% Bia
TeopeTnyHoro) 6es3bapeHux kpuctanie 3 Ri=0,3 (entoeHT: anxnopmeTaH/ MeTaHon/koHu. amiak 7,5/2,5/0,5 o/o/o).

IR (KBr): 1641cm™' (C=0) MS:

M'=237

Mpuknag A13

1,1-piokcmao-2-(4-ninepnaHin)-3(4H)-1,2,4-6eH3oTiagiasnHOH

a) amig 2-HiTpo-N-[1-(deHinmeTnn)-4-ninepuauHin}-6eH3eHcynboOHOBOT KMCNOTK

I3 30BHIlLHIM  OXONMODKEHHAM  MbOAsSHOW  Bogow Ao po3uvHy 38,0r  (0,2momb)  4-amiHo-1-
(cbeHinmeTnn)ninepnanny i 22,0r (0,22monb) TpueTnnamiHy B 250Mn xnopodgopmy KpannsaMu gogasany po3ynH
44 3r (0,2monb) 2-HiTpobeHseHcynboHinxnopuagy B 250mn xnopodopmy. Micns 3HaTTa oxonomkeHHsa we 30
XBUMMH MepeMillyBanyM npu KiMHaATHIN TemnepaTypi, NOTIM peakUiMHy Cymill ABidi NpoTpywysBanu 3 BOAOH
(kokHoro pasy no 1m). BogHi BuTskkvM Wwe pa3 ekctparyBanu 100Mn gmxnopmetaHy, micns 4oro ob6'egHaHi
opraHivHi a3u cylwmnu Hag cynbdaToM HaTpito | BunapioBanu y Bakyymi. OgepkaHy 3 Buxogom 75,0r (99,9% sig
TEOPETUYHOTO) B'A3KY, X)KOBTO-KOPUUHEBY PEHOBUHY BUKOPUCTOBYBanNM Aani 6e3 o4aTKOBOro OUULLEHHS.

IR (KBr): 3363,7 (NH); 1541,0 (NO2); 1365,5 (NO2 a60 SO); 1346,2 (NO2 a6o SO;); 1168,8 (SO2) cm™

b) amig 2-amiHo-N-[1-(deHinveTnn)-4-ninepnaHin]-6eH3eHcynbPOHOBOI KUCIOTU

[o posuuHy 75,0r (0,2monb) amigy 2-HiTpo-N-[1-(deHinveTnn)-4-ninepnamHinl-6eH3eHCynbOHOBOT KUCIOTK
B 2,0n eTaHony KpannaMu gofasanuy npy KiMHaTtHii TemnepaTtypi po3dmH 174,0r (0,828 monb) anTioHiT-gurigpaty
HaTpito B 700mn Bogum. lMicna 3aTyxaHHA ek30TepMiyHOT peakuii npoTarom 4,5 rogMH HarpiBanu 3i 3BOPOTHUM
XONoAuNbHMKOM, MOTIM BiAraHAMM eTaHonN i ekcTparyBanv ogepxaHy BoaHy dasy auxnopmeTtaHoM. O6'egHaHi
AVXNOPMETaHOBI BUTSXKKA CYLUMMM Hag Cynbdatom HaTpitlo i BMnaproBanu, OAepXaHWi 3anuviiok ouuLlanu
wnaxom xpomaTtorpadii Ha cunikareni i3 BUKOPUCTaHHAM CyMilli guxnopMmeTaH/MeTtaHon/koHu. amiak 80/20/0,25
(o/o/o). OpepxyBanu 6,51 (8,6% Big TeOpeTUYHOrO) B'A3KOT MACHSHUCTOI PiANHN.

IR (KBr): 1319,2, 1153 ,4 cm™' (SO2)

¢) 1,1-giokenpo-2-[1-(deHinvetvnn)-ninepuanHinl-3(4H)-1,2,4-6eHsoTiagiasnHoH

OpepxyBanu aHanoriyHo npukrnagy A3e) i3 amigy 2-amiHo-N-[1-(deHinmeTtnn)-4-ninepnguHinl-
6eH3eHcynbdoHoBoi kncnot i N,N’«ap6oHingjivigasony 3 suxogom 78% Big TeopeTuyHoro. besbapBHi kpucTtanm
3T.nn.169-171°C.

IR (KBr): 1693,4 (C=0); 1359,7, 1340,4, 1188,1 (SOz) cm™’

d) 1,1-giokcupo-2-(4-ninepmamnin)-3(4H)-1,2,4-6eH3oTiagiasnHoH

OpepxyBanu aHanoriyvHo npuknagy A3f), ogHave, i3 BUMKOpMUCTaHHSAM KaTanidatopa [lipnmaHa 3amicmb
nanagito Ha akTMBoBaHOMY Byrinni, 3 Buxogom 90% Big TeopeTnyHoro. be3bapeHa, amopdHa peyoBuHa.

IR (KBr): 1705,0 (C=0) cm™

Mpuknag A14

3,4-purinpo-2,2-giokenpo-3-(4-ninepnanHin)-2,1,3-6eH3oTiagiasuH

a) 3,4-purigpo-2,2-giokcnao-3-[1-(derHinveTtnn)-4-ninepmavninl-2,1,3-6eH3oTiagia3nH

Mpn TeMnepaTypi 3BOPOTHOrO XxonoaunbHnka Ao po3unny 3,4r (0,0354monk) cynbdamiay B 200mMn nipuanHy
npotarom 1,5 roguH kpannamu gogasany po3unH 11,0r (0,0372monb ) 2-amiHo-N-[1-(deHinmeTnn)-4-ninepnanHin]-
6eH3eHmeTaHamiHy B 200MN nipuavHy i NOTIM CyMiLL NPOTAroM 6 roAuH Kun'aTunm 3i 3BOPOTHUM XONOAMUITEHVKOM .
Cymiw 3BiNbHANM Bi4 PO3YMHHMKA, 3anMLIOK OuMLLAnU LWNAXOM XpomaTtorpadii i3 BUKOPUCTAHHSAM  CyMiLli
€TMIOBOro ecTepy ouToBOi kKucnotu/metaHon 9/1 (o/o). Ogepxysanu 5,51 (43,5% Big TeopeTnyHoro) 6e3bapBHoT
aMopdHOT peyvoBUHN.

IR (KBr): 1344,3,1186,9 cm™ (SO»)

b) 3,4-gurinpo-2,2-giokcnao-3-(4-ninepmamnin)-2,1,3-6eH3oTiagiasuH

OpepxyBanu aHanorivHo npuknagy A3f) i3 3,4-gurigpo-2,2-giokenpo-3-[1-(deHinvetnn)-4-ninepuamtinl-2,1,3-
OeH3oTiagia3nHy WNAXOM KaTamiTUYHOrO rigpyBaHHA Yy MPUCYTHOCTI nanagjlo Ha BYrinmi 3 KinbKiCHUM BUXOOOM.
Bes3bapBHa, amopdHa pevoBuHa.

IR (KBr): 1263,3, 1105,1 cm™* (SO2)

Mpuknag A15

D,L-4-deHin-1-(4-ninepnaunHin)-imigasonianH-2,5-aioH

a) NZ-(1 ,1-onmetnneTokcmkap6oHin)-N-[1-(deHinmeTnn)-4-ninepuaunHinl-D,L-deHinrmiumHaming

Cymiw, wo cknagaetbca i3 10,0r (0,0398morb) N2-(1,1-,EI,VIMeTVIJ'IeTOKCVIKap60HiJ'I)-D,L-(beHiJ'IFJ'IiLl,VIHy, 7,57r
(0,0398momb) 4-amiHo-1-(cpeHinmeTun)ninepuauny, 10mn Tpuetunaminy, 12,8r (0,0399momnb) TBTU i 5,4r
(0,0353mornb) N-rigpokcnbersoTpuason-rigpaty 8 200mn cymiwi THF-DMF (1/1 o/o) nepemiwysanvu npoTaromMm
Houi nMpu KiMHaTHIN TemnepaTypi. OgepXaHuin nicna BMAANEHHs PO3YMHHUKA 3afuLLOK PO3BOAUMN B €TUNOBOMY
ecTepi OLTOBOI KMCMOTW, NPOMMBANM HacM4YeHMM PO3YMHOM rigpokapboHaTy HaTpilo, Cywmnu Hag cynbdaTtom
HaTpito i BunaptoBanu y sakyymi. Ogepxysanu 14,8r (87,8% Big teopeTtnyHoro) 6e3bapBHoi, aMOPEHOT peYHOBUHN.

IR (KBr): 1701,1, 1676,0, 1652,9 cm™' (C=0)

AnanoriuHo ogepkyBanu i3 N*(1,1-oumeTuneTokcnkap6oHin)-D,L-cpeHinananiny i 4-amiHo-1-(cbeHin
MeTun)ninepuauHy B 3 Buxogom 85 % Big TeopetnuHoro N-(1,1-gumetnnetokcm-kapboHin)-N-[1-(beHinmeTnn)-4-
ninepnanHinl-D,L-cberinanaHiHamig,. BesbapsHa, amopdHa pevoBMHa 3 R~=0,83 (entoeHT:

AnxrnopmMmeTaH/umknorekcaH /MeTaHon /koHy. amiak = 70/15/15/2 o/o/o/o).
IR (KBr): 1683,8, 1651,0 cm™” (C=0)



b) N-[1-(deHinmeTnn)-4-ninepuawnHini-D,L-®eHinrmiunHamig-6ic-tpudptopauerar

OpepxyBanu aHanorivHo npukragy AbSe) i3 NZ-(1,1-/J,VIMeTMﬂeTOKCVI-KapGOHiJ'I)-N-['I -(deHinveTnn)-4-
ninepnaHin]-D,L-ceHinrniumHamigy i TpyTOpPOLTOBOI KMCMOTU 3 KiMbkKicCHUM BuxodoM. besbapsHa, amopdHa
peyosuHa 3 R=0,56 (FM1).

AHanorivHo  ogepxysanu i3 N2-(1,1-gumetuneTtokcukapboHin)-N-[1-(deHinmeTnn)-4-ninepnanninl-D,L-
deHinanaHiHamigy 3 Kinbkichum Buxogom 92% Big TeopetnyHoro N-[1-(cdpeHinmeTnn)-4-ninepuauvHinl-D,L-
deHinanaHiHamig-6ic-Tpudpropavuetat

IR (KBr): 1670,3cm™" (C=0)

¢) D,L-4-dperin-1-[1-(cbeHinmeTnn)-4-ninepnanHinl-imigasoniguH-2,5-aiox

Opepxysanu aHanoriyHo npuknagy A3e) i3 N -[1-(cdeHinmeTun)-4-ninepuaunHin]-D,L-ceHinrmiumHamigy i N,N'-
kapboHingiimigasony 3 Buxogom 57,3% Big TeOpeTUYHOTO.

BesbapeHi kpuctanu p R=0, 68

IR (KBr): 1774 4, 1712,7 cm™' (C=0)

AHanoriyHo ogepxyBanu i3 N-[1-(cbeHinmeTnn)-4-ninepnantin]-D,L-ceHinanaHiHamigy 3 KinekicHiM BUX040M
93% Big TeopeTnyHoro D,L4-(deHinveTnn)-1-[1-(beHinmeTnn)-4-ninepuguHin}-imigasoniguH-2,5-gioH. beabapBsHi,
yucTi kpuctanu 3 R=0,6 (emoeHT anxnopmeTaH/meTaHon/uvknorekcaH/koHu. amiak = 7/1,5/1,5/0,2 o/o/o/o).

IR (KBr) 1764,8,1708,8 cm™ (C=0)

MS: M'=363

d) D,L-4-cdbeHin-1-(4-ninepngnHin)-imigasonignH-2,5-aiox

Opepxysanu aHanorivHo npuknagy A3f) is D,L-4-cdeHin-1-[1-(peHinmeTnn)-4-ninepngvHin}-imigasonigny-2,5-
JIOHY LUNAXOM riaporeHoniay y NpucyTHOCTI Nanagito Ha Byrinni 3 BuxoaomM 84,3% Big TeopeTnyHoro. besbapsHa,
amopdHa peyosunHa 3 Ri=0,5.

IR (KBr): 1766,7, 1706,9 cm™ (C=0)

AHanoriyHo opepxyBanu i3 D,L-4-(cpeHinmeTun)-1-[1-(cdeHinmeTnn)-4-ninepnguHinl-imigazoniguH-2,5-gioHy
D,L-4-(deHinveTnn)-1-(4-ninepuaunHin)-imigazonigvH-2,5-gioH.  BesbapeHi  kpuctarm 3 R=0,24  (enoeHT:
JJ,VIXJ'IOpMeTaH/MeTaHOJ'I/U,VIKJ'IOI'eKcaH/KOHU, amiak = 7/1,5/1,5/0,2 o/o/o/o).

IR (KBr): 1766,7, 1705,0 cm™ (C=0)

Mpuknag A15

1,3-aurinpo-3-(4-ninepuawHin)-2(2H)-imigaso[4,5-c]xiHonoH

a) 1-[2-(aueTunamiHo)deHin]-2-6pomeTaHoH

Oo kunnsyoro po3umHy 50,0r (0,282monb) 1-[2-(aueTnnamiHo)deHinletaHoHy B 400mMn  xnopodopmy
KpannsaMu gofasanv npu KiMHaTHIn Temnepatypi 45,0r (0,282morb) cyxoro 6pomM. PO34MHHMK BigraHANK, 3anmLLoK
po3noainanu MbK OWXIIOPMETAHOM | HACUYEHUM, OXOMOAXEHUM IbOJOM PO3YMHOM rigpokapboHaTy HaTpito.
OpraHiyHy a3y cywmnu Hag cynbdaToM HaTpilo, BUNapoBanmM y Bakyymi, 3anuwok po3Tupanu 3 AieTUNoBUM
eTepoM i BiadinsTpoByBanu Hyt4-inbTpoMm. MNicnsa cylwiHHA y Bakyymi ogepxysanu 35,41 (49% Bia TeOpeTUyHOro)
6e36apBHuX kpucTanie 3 R=0,48 (emoeHT neTponenHun eTep/eTMNoBNin ectep oLTOBOI knucrnotm 2/1 o/o).

IR (KBr): 1685,69, 1664,47 cm™' (C=0)

MS: M'=255/257 (Br)

b) 4-[2-(aueTnnamino)deHinl-1,3-gurigpo-1-[1-(peHinmeTnn)4-ninepnavHin}-2H-iminason-2-oH

Oo posunHy 26,3r (0,138momb) 4-amiHo-1-(cpeHinmeTnn)-ninepugmHy i 17,8r (0,138monb) DIEA B 300Mn
aNXnopMeTaHy kpannsmu gogasanu po3umH 35,4r (0,138mornb) 1-(2-(auetun-amiHo)deHin]-2-6pomeTaHOHY B
150Mn AguxnopMeTaHy i BUTPUMYBanu Cymill LWe 2 roguMHU npu KiMHaTHIN TemnepaTypi. MNOTiM i3 30BHILUHIM
OXONOMXEHHAM Inbogom popaBanu 13,5r (0,20monb) uiaHaty HaTpito i 12MN NMbOAAHOI OUTOBOi KWUCMOTW i
nepemillyBanu Cymill NPOTArOM HOYi y NbOAsHIA GaHi, Wo po3Ttae. NMpommuBanu BoAOK i HACUYEHUM PO3YUHOM
PO34YMHOM TrigpokapboHaTy HaTpito, Cywmnu Hag cynbdaToM HaTpilo i 3BiMbHANWM Bi4 PO3YMHHUKA. 3anuLLoK
postmpanu 3 50Mn cymiwi eTunoBuMn ectep ouTtoBoi kucnotu/metaHon (9/1 o/o), ogepxaHi kpuctanu
BiAiNnbTPOBYBaNM HyT4Y-QiNbTPOM, NPOMMBAaNM €CTEPOM OLTOBOT KUCMOTH | cylumnm y Bakyymi. Ogepxysanu 37,0r
(68,7% Big TeopequHoro) 6e3bapBHux kpucTanie 3 R=0,41 (entoeHT: ganxnopmetaH/metaHon 9/1 o/o).

IR (KBr)16780M (C=0)

MS: M"'=390 (Br)

c) 4-(2-amiHodpeHin)-1,3-gurigpo-1-[1-(peHinmeTnn)-4-ninepugunHini-2H-imigason-2-ox

Cymiw  3,0r (7,68mmornb) 4-[2-(aueTunamiHo)deHinl-1,3-aunrigpo-1-[1-(pbeHinmeTnn)-4-ninepnanHinl-2H-
imigazon-2-oHy, 50mn 5N igkoro HaTpy i 25Mn eTtaHony npoTaroM 3 TOAUH KWN'ATUNW 3i 3BOPOTHUM
XonoaunbHWKOM. [licna OXonomKeHHs BiAOKPeMMoBanu opraHiyHy dasy, Cylwmnu Hapg cynbdaTom HaTtpito i
BMMaptoBanu y Bakyymi. OgepxxyBanu 3 KinbkicHuM Buxofom 6e3bapBHY amopdHy pedoBnHy 3 R=0,53 (entoeHT:
anxnopmetaHMeTtaHon 9/1 o/o).

d) 1,3-gurigpo-3-[1-(deHinmeTnn)-4-ninepnauHinl-2(2H)-imigaso[4,5-clxiHonoH

Po3uuH 2,671 (7,66mMmonb) 4-(2-amiHodeHin)-1,3-aurigpo-1-[1-(cdeHinmeTnn)-4-ninepuanHinl-2H-imigason-2-
oHy B 50Mn xnopodgopmy 3miwysanu 3 3,0r napacdopmanbgerigy i npotarom 3,5 roguMH KMN'aTMnm 3i 3BOPOTHUM
xonoaunnbHvkom. OgepkaHnii Nicns BUMaploBaHHS PO3YMHHMKA 3anuviok po3soavnu B 100mn meTaHony i 3a
JOMOMOrOK MEeTaHOMbHOIO PO3YMHY COMSIHOT KMCMOTU HadaBanu KUCMOro xapakTepy. [licns nepemiwyBaHHs
npoTtarom 1 rogMHu Npy KiMHaTHIA TemnepaTypi BunmBanu B 300MN HacMYeHOro po34dmHy rigpokapboHaTy HaTpito.
OpeprkaHy Cymill BAYEPNHO eKcTparyBanu eTUroBuM €CTEpPOM OLTOBOI KMCNOTWU, O6'€AHaHi eKCTpakT Cywmnm
Haa cynbdaToM HaTpilo i BUNapoBanu y BakyyMi. 3anuwiok ounwanu wnaxom xpomartorpadii Ha cunikareni i3
BuKopuctaHHaM FM4. 13 migxoxux dpakuin isontosanu 0,5r (18,2% Big TeopeTtnyHoro) 6e3bapBHoi, amopdHoi
peyoBuHu 3 R=0,24 (FM4)

IR (KBr) 1689cm” (C 0)

MS: M"'=358 (Br)

e) 1,3-gurigpo-3-(4-ninepuawvHin)-2(2H)-imigaso[4,5-clxiHonoH

OpepxyBanu aHanoriyHo npuknagy A3f) i3 1,3-aurigpo-3-[1-(deHinmeTnn)-4-ninepunamHin}-2(2H)-imigaso[4,5-
C]XIHOMOHY WNAXOM FApOreHonidy y MPUCYTHOCTI nanagito Ha Byrinni 3 Buxogom 98,5% Big TeopeTuyHoro.
BesbapeHi kpuctanum 3 R=0,63 (FM1).

MpuknagA17



OpepxaHHa B-(MeTokcrKkapOoHin)-apeHbyTaHOBUX KUCTOT

3,5-anbpom-4-rigpokcu-B-(MeTokcmkapOoHin)-6eH3eHOyTaHOBa KucrnoTa

a) 4-(deHinmeToKCK)-6eH3ansaerig

[o po3uuny 36,6r (0,3mornb) 4-rigpokcnbeHsanbaerigy B 100mMn eTaHony KpannsaMmu gogasanu nocrnigoBHO
po3umH 12,0r (0,3monb) rigpokena HaTpito B 100mn Boan i po3unH 36,5mn (0,307monb) 6eH3unbpomigy B 100mMn
eTaHony i BUTpuMyBanu cymiw npotarom 1 roguHu npu 50°C. ETaHon 3Ha4yHOO Mipoo BigraHsaM, nig KiHeub y
BaKyyMmi, ogepxxaHy BOAHY €MYMbCilo po3noAinsanu Mk BOAOK i eTUIOBUM eCTepoM OLTOBOI KMCNOTU. EcTepHy
dasdy cywmnu Hapg cynbdaTtoM HaTpilo i BunaptoBanu y Bakyymi. Opgep)kaHui 3arMLLoK KpucTamidyBanu npu
PO3TUPaHHI 3 MEeTPONEeNHUM eTePOM i NepekpucTaniayBanu i3 giisonponinosoro etepy. Ogepxxyeanu 48,0r (75,4%
BiJ TeopeTnyHoro) 6esbapsHux kpuctanis 3 T.nn. 118-122°C.

b) 3-(meTokcukap6oHin)-4-[(4-deHinveTokcn)deHin]-3-6yTeHoBOT KMCnoT

o ceixonpurotoBneHoro po3ymHy 2,3r (0,1monb) Hatpito B 300mMn 6e3BogHOro meTtaHony gogasanu 14,6r
(0,1mMonb) MmeTunoBoro ecrepy GypLUTMHOBOT KMCMNOTU i MicnA NiBrOAMHHOIO NepeMillyBaHHS KpannsaMu gogasanm
po3umH 21.2r (0,1monb) 4-(cpeHinmeToken)-6eH3anbaeriny B 100mn 6e3BogHoro meTaHony. [licns wsoro
KUM'STUNU NpoTAroM 6 roAguH, BiAraHANM MeTaHon Mg HopManbHUM TUCKOM | OAepXaHui 3ymn BUTPUMYBanu
npoTtarom 30 xsunuH npu Temnepatypi 80°C. OgepxaHy B'A3Ky macy nepemiwysany 3 11 cymili OLTOBOI KUCNOTH
i Bogn (1/1 o/o), ocamkeHy Cymill BUYEpPMHO eKcTparyBanu eTUroBUM ecTepoM ouToBOi kucnotn. O6'egHaHi
eKCTpaKTW ecTepy OLTOBOi KMCIOTM B CBOK Yepry ekcTparyBanvM HacuyeHMM po3uuHOM KapboHaTy Kamnito.
EkcTpakty KapGoHaTy kanito o6epexHO MiaKMCroBanM OLTOBOK KUCNOTOK, a NOoTiM BUYEPrNHO ekcTparysanm
ecTepom OuTOBOi KucroTu. Lli ekcTpaktm nmpomwmBanu BOAOK, CYWMNW Hapg CynbdaTom HaTpilo i y Bakyymi
3BIMbHANW  Bif, PO3YMHHMKA. 3anuLUOK O4YMLLANM LUNSXOM KOJMOHKOBOI XpomaTtorpadii Ha cunikareni i3
BMKOPUCTaHHSAM CyMiLli AUXTopMeTaH/NeTponenHnn eTep/nboasHa outoBa kucnota 25/74/1 (o/o/o). OnepxyBanu
0e36apBHY, YaCTKOBO KpucTaniyHy giactepeomepHy cymiw 3 Buxogom 16,0r (49% Big TeopetnyHoro). R=0,68
(enoeHT: eTnnNoBKiA ectep ouToBOI kMcnotTu/neTponenHui etep 1:2 o/o).

IR (KBr): 1899,2cm™ (C=0)

AHanoriyHo ogepxyBanu:

(1) I3 3-(TpncbropmeTn)b6eH3anbAeriay i AMMETUNOBOro ectepy GypLUTUHOBOT KMCNOTK 3-(METOKCUMKapPOOHIn)-
4-[3-(TpndropmeTnn)-deHin]-3-6yreHoBy KMCNOTY 3 BUXoAoM 21% BiA TeOpEeTUYHOrO.

IR (KBr): 1738, 1726 cm ' (C=0)

ESI-MS: (M-H)"=287

(M+H)*=289
(M+Na)"=311

(2) 13 1-HadTanbaerigy i oumMeTUIoBoro ectepy Oyp WTMHOBOIT kncnotm 3-(MeTokevkapboHin)-4-(1-HadTnn)-3-
6yTeHoBY KncnoTy 3 Buxogom 60% Big TeopeTUYHOro.

BesbapeHa macnsHuCTa pignHa

IR (KBr): 1712cm™ (C=0)

MS: M'=270

(3) I3 3,5-gumeTnn-4-cpeHinueTtokcnbeHsanbaeriny i OUMETUNOBOrO ectepy OypLITMHOBOT Kucnotm 3-
(meToKCHKapOoHIn)4-[3,5-aumeTnn-4-peHinmeTokcndeHinl-3-6yteHoBy  Kucnoty 3 Buxogom  66%  Bifg
TeopeTnyHoro. besbapeHa macnsiHMCTa pianHa, Wo BUKOPUCTOBYBaNach 6e3 OUNLLEHHS.

(4) 13 4-amiHO-3,5-gnbpombeHs3anbaerigy i AMMETUNOBOroO ecTepy OypLUTMHOBOI KMCnotn 4-(4-amiHo-3,5-
AanbpomaeHin)-3-(MeTokcm-kap6oHin)-3-6yteHoBY KMCcnoTy 3 BUXoAoM 21% Big TEOpEeTUYHOrO.

(5) I3 3-cbeHinmeToKCMBEH3aNbAETAY | AMMETUNOBOIO ecTepy OypLUITUHOBOI KUCMOTU 3-(MeToKckapGoHin)-4-
(3-dbeHinmeTokcHdeHIn)-3-6yTeHoBY KMCNoTy 3 BUXo4oM 37 % Bif TeOpeTU4HOro.

c) 4-rippoken-p-(MeTokcrkapboHin)-6eH3eHOyTaHOBa KucnoTa

OpepxyBanu aHanoriyHo npuknagy A3f) i3 3-(MmeTokcukapboHin)-4-[(4-cdeHinmeTokcun)deHin]-3-0yreHoBoT
KMCNOTW LUMAXOM rigporeHoni3y y npucyTHOCTi nanagito Ha Byrinni 3 Buxogom 96% Big TeopetnyHoro. besbapsHa
mMacnaHucta piguHa 3 R=0,5 (entoeHT: eTnnoBuin ectep OLTOBOI KucnoTu/neTponeiHnii eTep/nboasiHa oLuToBa
kucnoTa 66,3/33,3/0,4 o/o/o).

AHanoriyHo ogepxyBanu:

(1) I3 3-(meTokcnkap©OoHin)-4-[3-(TpudTopmeTun)deHinl-3-6yreHoBoT  kMcrioTM  B-(MeTokcn-kapGoHin)-3-
(TPndTopmeTnn)-6eH3eHbyTaHoByY kncnoTy 3 Buxoaom 80% Big TeopetnyHoro. Ri=0,59 (entoeHT: eTMnosuin ectep
ouTtoBoi kucrnotu/netponenHun etep 1/1/o/o). ESI-MS: (M-H)'=289

(2) I3 3-(meTtokcukapboHin)-4-(1-Hadptn)-3-6yTeHOBOI  KMCNOTW, OAHaye, i3 BUMKOPUCTAHHAM OKcvAay
nnamuun(lV) sk kaTanisatopa, p-(MeTokcukapOoHin)-HadTaniHOyTaHoBY kucnoty 3 Buxogom 31% Big
TeopeTUYHOoro.

IR (KBr): 1734, 1711 (C=0) cm™’

MS: M'=272

Ak nobiyHmi  npoaykT isontoBanu 8,4% Big TeopeTnyHoro P-(meTtokcukap6GoHin)-1,2,3,4-teTparigpo-1-
HadpraniH-6yTaHOBOI KMCNOTH.

IR (KBr): 1736, 1712 (C=0) cm™’

M®: M"=276

(3) I3 3-(meTtokcukapboHin)-4-[3,5-aumeTmn-4-gpeHinmeTokenmdeHin]-3-6yreHoBoi  kucrnot  3,5-gumeTnn-4-
rigpokev-B-(MeTokcrkapOoHin)-6eH3eHbyTaHoOBY KMCNoTy 3 BUxoaom 48% Big TeopeTUyHoro.

R=0,11 (FM1)

IR (KBr):1716 (C=0) cm™'

MS: M'=266

(4) 13 3-(MeToKCUHKapBOHiIn)-4-(3-cheHinmeTokcndeHin)-3-6yTeHoBoT kncnom 3-rigpokcn-p-(MeTokcrkapboHin)-
6eH3eHOyTaHOBY KMCNOTY 3 BUXoA4oMm 59% Big TeopeTUyHoro.

R=0,24 (neTponenHun etep/eTMnoB1i ectep oLTOBOI KUCNOTU/MLOAAHA ouToBa KucroTta 6/4/0,2 o/o/o)

IR (KBr): 1714 (C=0) cm™

MS: M'=238



(5) I3 3-(MeTokckapOOoHin)-4-(4-amiHo-3,5-gmbpomdeHin)-3-6yTeHOBOI KMCIOTA | Y MPUCYTHOCTI TpUueTUnamiHy
4-amiHO-B-(MeTOKcuKapboHin)-6eH3eHbyTaHOBY  KMCMNOTYy 3 KinbkicHum — Buxogom  Ry=0,53  (entoeHT:
anxrnopmeTtaH/MeTaHon/MboaaHa ouToBa kucrnota 90/10/1,5 o/o/o))

IR (KBr): 1728 (C=O)cm™'

MS: M'=237

d) 3,5-gubpom-4-rigpokcun-B-(MeTokcmkapboHin)-6eH3eHOyTaHOBa KucrnoTa

Oo posuuHy 12,0r (0,05monb) 4-rigpokcn-3-(MeTokevkap6oHin)-6eH3eHbyraHoBOi kncnotn 200Mn NbOASHOT
ouTtoBoi kucnoTtu gogasanu 150mn Boaum i 8,0r auetaTy HaTpito, a NOTIM Kpannsmu gopasarm po3unH 15,581
(0,0975monb) 6pomy B 60Mn nMboasiHOI OLTOBOT KMcroTu. MpoTsarom 1 rogMHy nepemiwlyBanu npu KiMHaTHIn
Temnepatypi, NOTiM A0 ABOX TPETWH BWMNapioBanu y BakKyymi i 3anuoK po3noginany MK BOAOK i €TUNoBUM
ecTepomM OLTOBOi KMCMOTU. EKCTpakTM ecTepy OLTOBOI KMCNOTW NPOMMBanM BOLOM, CylMnu Hag cynbdaTtom
HaTpito i BunaptoBanu y Bakyymi. [licna 3miwyBaHHA 3 pfiisonponinoBum eTepoM ofepxyBanu 6e3bapsHuii
kpuctanizat. Bwuxig: 12,0r (62,2% Big TeopetmyHoro). R~=0,4 (eneHT: eTunoBWIA ecTep OLTOBOI
KucnoTu/neTponenHui etep/neoasHa outosa kucnota 49,8/49,8/0,4 o/o/o).

IR (KBr): 1724cm™ (C=0)

MS: M"=394/396/398 (Br2)

Mpwknag A18

1-(3-nipnamnHin)ninepasuH

a) 1-(®eHinmeTun)-3-(3-nipnavHin)ninepaswH

o po3suumHy 5,0r (0,0515monb) 3-dpropnipmanHy i 43,5mn 1-(peHinmeTun)ninepasmHy B 300mn 6e3BogHoro
AieTMNOBOro eTepy Kpannamu godasanu npu TemnepaTypi KuniHHg i npotarom 2,5 roamH 55mn (0,112monb) 2-
MOJSIIPHOTO PO34MHY PEeHINniTiio B CyMilli uuknorekcaH/gietunosun etep (7/3 o/o) i noTim BuTpumyBanu we 4
FOAVHW Npu TemnepaTypi 3BOPOTHOTO XONoAuSbHUKA. CHPOBMHHUI MacrsHUCTUA NPOAYKT, OAepKaHWi nicns
3BMYariHOi 06pOBKKM, ouMLIANN LWNAXOM KOMOHKOBOI xpomaTorpadii Ha cunikareni (30-60MKM) i3 BUKOPUCTAHHAM
cymiwi FM1/umnknorekcan (7/3 o/o). Ogepxysanu: 12,0r (92% Big TeopeTnyHoro) 6e36apBHOI MaCHAHUCTOI PiANHN
3 Rf 0652 (FM4; Macherey-Nagel, POLYGRAM® SIL G/UV254 nonepedHb0 NOKPWUTI NNacTUKOBI NAACTUHKM AfA
TOHKOLLIAPOBOI piAMHHOI XpomaTorpadii).

MS: M'=253

b) 1-(3-nipnavHin)ninepasvH

OpepxyBanu aHanoriyHo npuknagy A3f) i3 1-(deHinmeTun)-3-(3-nipnavHin)ninepasuHy LWns XoM rigporeHonisy
y NPUCYTHOCTI nanagito Ha Byrinni 3 BuxogomMm 55% Big TeopetnyHoro. besbapeHa macnsHucTa pignHa 3 Rr 0,35
(FM1).

IR (KBr): 165269cm ' (C=N)

Mpuknag A19

1-(1-umknorekcun-4-inepuguHin)ninepasvH-TpictpudpTopaueTaT

a) 1-(1,1-gpumeTnneTokcmkapboHin)-4-[1-(peHinmeTnn)-4-ninepnanHinjninepaswH

Po3uuH, 15,0r (0,8054morb) 1-(1,1-pumeTuneTokcvkapborin)ninepasmHy i 14,26mn  (0,08053monb)  1-
(dbeHinmeTnn)-4-ninepuavHoHy B 250Mn MeTaHoMy, SKOMY KpanmnsiMu OLTOBOT KMCMOTWA BCTAHOBMIOBANWN 3HAYEHHS
pH mbk 5 i 6, nopuiamu 3miwyeanu i3 3aranom 4,13r (0,0624monb) 95-npoueHTHUM UWiaHoGoporigpuay HaTpito,
NPUYOMY Kpannsmu oLTOBOT KUCNOTY NiATPUMYBanu 3HadeHHs pH 5-6. MNicna nepemilwyBaHHSA npoTtsarom 18 roovH
npu KiMHaTHIN TemnepaTypi Cymill BunaptoBanu Yy BakyyMi, 3anulOK HagaBanu COAO-MYXHOro xapakTepy i
po3noAinanu Mk BoAO i ETMOBUM €CTEPOM OLTOBOI KucnoTu. MNicna 3aBnyanHoi 06pobkm da3n ectepy oUTOBOT
kmcnoTn ogepxkyeanu 21,76r (75,2% Bia TeopeTMyHOro) B'a3koi 6e3bapBHOi MacnsHMcToi pignHu 3 R 0,66 (FM1).

b) 1-(1,1-oumeTnneTokcukap6oHin)-4-(4-ninepuanHin)ninepasvH

OpepxyBann aHamnorivHo npwknagy A3f) i3 1-(1,1-aumeTuneTokcukap6boHin)-4-[1-(dpeHinmeTnn)-4-
ninepyavHinninepasvHy WNaxoMm TigporeHonidy, ogHave, i3 BMKOPMCTaHHAM kaTtanisatopa [liprimaHa 3amictb
nanagito Ha Byrinni, 3 Buxogom 79,7% Big TeopeTnyHoro. besbapsHi kpuctamm 3 R=0,3 (FM1).

c) 1-(1,1-gumeTuneTokcvkapboHin)-4-1-umknorekcun-4-ninepuavHin)ninepasunH

OpepxyBanu aHanoriyHo npuknagy A19a) i3 1-(1,1-aumeTvneTokcukap6oHin)-4-(4-ninepnauHin)ninepasvHy i
LMKrorekcaHoHy 3 Buxonom 99% Big TeopetnyHoro. 6esbapsHa, B'A3ka MacnaHucTa pigvHa.

MS: M'=251

d) 1-(1-umknorekcun-4-ninepnauHin)ninepasvH-TpictpudTopaueTaT

OpepxyBanu  aHamnoriyHo npuknagy Ab5e) i3 1-(1,1-gumetuneTtokcmkapboHin)4-(1-umnknorekcnn-4-
ninepuavHin)ninepasuHy i TPUPTOPOLITOBOT KNCNOTK 3 KinbKicHUM Buxogom. besbapsHi kpuctanm 3 R=0,2 (FM1).

Mpuknag A20

1-(1-en-4-ninepmavHin)nine pasuH-Tpurigpoxnopus,

a) 1-(1-etn-4-ninepuanHin)-4-(deHinveTin)ninepasunH

OpepxyBanu aHanoriyHo npuknagy A19a) i3 1-etun-<4-ninepuanHoHy i 1-(dpeHinmeTun)ninepasnHy 3 BUX040M
71% Big TeopeTnyHoro. besbapsHa, amopdHa pedoBuHa 3 R=0,46 (FM4).

b) 1-(1-eTMn-4-ninepuamHin)ninepasuH-Tpurigpoxnopug

Cymiw, wo cknagaetsca i3 36,3r (0,126monb) 1-(1-etun-4-ninepmamnHin)-4-(deHinmetnn)ninepasunHy, 300mn
1N consaHoi kncnomm i 200Mn meTtaHony rigpyBanu npu KiMHaTHIn TemnepaTtypi i y npwucyrHocTi 4,0r 10-
NPOUEHTHOrO Managito Ha Byrinni 4O NPUMWHEHHSI MOIMMMHAHHA BoAHH. [Micna 3BuyanHoi 0bpobku opepxyBanu
22.9r (59,3% Big TeopeTnyHoro) 6e3bapBHOI, KpUCTaniyHOi PEYOBUHN.

MS:M'=197

BignosigHum umHomM i3 ekco-4-(8-meTnn-8-a3abiumkno-[3,2,1]JokT-3-un)-1-(peHinmeTun)ninepasmH  (aue.
npvknag Al1a)) wnsaxom rigporeHonidy y NnpucyTHOCTI nanagjio Ha Byrinni 3 Buxogom 91% Big TeopeTnyHoro
oaepxyBanu ekco-1-(8-vetnn-8-asa-6iuukno[3,2,1]okT-3-nn)nine pasnH-Tpuriapoxnopma

MS: M"'=209

Mpuknag A21

1-eTnn-4-(4-ninepuavHin)ninepuanH

a) 1-(dpeHinmeToKCMKapOOHIn)-4-(4-ninepuanHin)ninepnavH



Ho cymiuwi, wo cknagaetbes i3 72,375r (0,3monb) GininepuguH-gurigpoxnopuay, 1500mn metaHony, 75mn
Boaun i 100mr GpomcbeHony ronyboro kpannsiMv OofaBanu 3 MepemillyBaHHSAM i Npu KiMHATHIN TemnepaTypi
ofiHo4acHo po34uH 51,18r (0,3mMonb) 6eH3UIoBOro ecTepy XNopBYyrMeLeBoi kKucnot B 75mn Tonyony i 6N po3uumH
igkoro Hatpy (6nm3bko 80Mn) TakMM 4YMHOM, WO KOMip iHAMKaTOpa MOCTIMHO 3MiHBaBcsA. Mo 3aKiHYeHHI
aofasaHHA, WO notpebye 6nm3bko 4 roauH, po3soavm 300mMn BOOM | OpraHiYyHMIA PO3YMHHVK BigraHanu y
Bakyymi. BoaHy a3y, WO 3anuwmnacs, i3 30BHILUHIM OXOMNOMDKEHHAM MiOKMCNIOBANM COMAHOK KUCMOTOlo,
BMYEPMHO ekcTparysanu AieTunosnum etepoM, a noTiM SO-NPOoLEHTHUM PO34YMHOM iQKOrO Karnito Hadasanu NyxXHoro
xapaktepy. EkcTparyBanu BMYEpPNHO AUXIOPMETAHOM, CywunuM oO0'egHaHi OUXIIOPMETaHOBI BUTSDKKM Hag
cynbaToMm MarHito i Bunaptosanu ix y Bakyymi. OgepxaHy 6e3bapBsHy, B'A3Ky, MacrnsHUCTY PiauHY, WO NOBINbHO
KpUCTaniayeTbCsl, BAKOPMCTOBYBanNu Aani 6e3 4oaaTkoBoro ounileHHs. Buxig: 87,3r (96,2% Big TeopeTnyHoro).

IR (KBr): 1701,1cm™ (C=0)

b) 1-etnn-4-[1-(cbeHinmeTokcukapboHin)-4-ninepuauHinininepnavH

Oo po3sumHy 18,14r (0,061Monb) 1-(deHinmeTokevkap6oHin)-4-(4-ninepugvHin)ninepuguHy B 450mMn cymiwui
meTaHon/soga (1/1 o/o) 3 nepemiwyBaHHAM i 3 poTpumaHHam TemnepaTypu 15-20°C popasarm 10,051
(0,152monb) 95-noueHTHOro UWiaHoGoporigpuay HaTpito, a Takox 50mMr 6pomkpesonnypnypy. MoTim kpanmsmu
Aofdasanu nonepemMiHHo po3umH 10,57t (0,24mornb) auetanserigy B 50mn metaHony i 1N consHy KMcnoTty Taknm
YAHOM, IO KONip CyMiWi NOCTINHO 3MiHIOBaBCA Big CUMHBOrO A0 XOBTOro. [licna 3akiHYeHHs nepeTBOpPEHHs
CONSAHOI KUCroTo BCTaHoBmnoBanu pH 2 i agidi ekctparysanu 200mn gietunosum etepom. BogHum dhasam
HaZaBanu NyXHOro XapakTepy i BUYEPMNHO eKkcTparyBanu anxnopmeTtaHoMm. O6'eaAHaHi OMXIOPMETaHOBI BUTSHKKM
cywmnu Hap cynbdaToM MarHito i BunaptoBanu y Bakyymi. OgepxaHun 6e3bapBHUIA, KPpUCTaniyHMM 3anmLiok
ouyMlann LWsSXoM KOMOHKOBOI Xpomatorpadii Ha cunikareni (30-60mkM) i3 BukopuctaHHam FM1. Buxig
6e3bapBHux kpucTanis 3 T.nn. 93-96°C: 7,9r (39,2% Big TEOPETUYHOTO).

IR (KBr): 1699,2cm™ (C=0)

c) 1-etnn-4-(4-ninepuavHin)nine puanH

Po3uun 7,6r (0,023momnb) 1-eTun-4-[1-(deHinmeTokcn-kapOoHin)-4-inepuanHinininepuanHy B Cymilli, Lo
cknapaetbea i3 70mn metanony, 30mn Boan i 10Mn MboAAHOT OLTOBOT KMCNOTK TigpyBanu y npucytHocTi 10-
NPOLEHTHOrO Nanagjlo Ha BYrinmi Npu KiMHaTHIN TemnepaTypi i TMCKOBI BOAHIO 3 6ap A0 NPUNWHEHHSA MNOMMUHAHHA
BoAH. Micnsa 3BMYarHOi 06pobKM odepXKyBanu BKasaHy CNonyky y Burnaai 6e36apBHOi MacnsHUCTOT piavHu 3
KiNTbKiCHUM BUXOOM.

Mpuknag A22

rekcarigpo-1-vietun-4-(4-ninepnantin)-1H-1,4-giasenix

a) rekcarigpo-1-vetnn-4-[1-(beHinmetnn)-4-ninepugntini-1H-1,4-giaseniH

OpepxyBanu aHanoriyvHo npwuknagy Al1a) i3 rekcarigpo-1-metun-1H-1,4-giazeniny i 1-(deninmeTnn)-4-
ninepnanHoHy 3 BuxoaomM 35% Big TeopetnyHoro. besbapsHa, B's3ka MacrnsaH1McTa piguHa.

MS: M'=287

BianosigHuM yMHOM Gynu ogepkaHi:

(1) 1-metnn-4-[1-(peHinmeTnn)-4-ninepngvHinlninepasunH

i3 1-meTunninepasvHy i 1-(deHinmeTnn)-4-ninepuanHoHy

Buxig: 39,9% Bia TeopeTnyHoro, 6esbapeHa, B'A3ka MacnsH1CTa piaHa

(2) 1-aue™n-4-[1-(cpeHinmeTnn)4-ninepuguHinininepasuH

i3 1-aueTunninepasuvHy i 1-(deHinmeTnn)-4-NinepuanHoHy

Buxia: 24,2% Big TeopeTnyHoro, 6e3bapeHa, B'si3ka MacnsHucTa piagvHa

Rt 0,46 (entoeHT: eTMNOBUI ecTep OLTOBOI Kncnotu/meTtaHon/koHu,. amiak 50/50/2 o/o/o)

IR (KBr): 1647¢cm™ (C=0)

M®: M"=301

(3) 4-(aumeTnnamiHo)-1-[1-(dbeHinmeTnn)-4-ninepuanHinl-ninepuavH

i3 4-(ogumeTunamiHo)ninepuamHy i 1-(deHinmeTnn)-4-ninepuanHoHy

Buxig: 28,9% Big TeopeTnyHoro; 6e3bapsHa, B'A3ka MacnaHucTa piavHa

Rfs: 0,58 (entoeHT: eTMNOBUI ecTep OLTOBOI Kncnotu/meTtaHon/koHu,. amiak 50/50/2 o/o/o)

M>: M'=301

(4) 1-[1,1-aumeTnneTokevkapboHin)-4-[4-(cdpeHinmeTnn)-1-ninepasuHinninepuanH

i3 1-(1,1-gumeTnneTokcmkapboHin)-4-ninepuanHony i 1-(dpeHinmeTun)ninepasnHy

Buxia: 86,6% Big TeopeTuyHoro. besbapsHa, amopdHa peyoBuHa

Rt 0,58 (entoeHT: gnxnopmeTtaH/meTaHon 9/1 o/o)

b) rekcarigpo-1-meTnn-4-(4-ninepuantin)-1H-1,4-giaseniyH

OpepxyBann aHanorivHo npuknagy A3f) i3 rekcarigpo-1-metnn-4-[1-(cerinmeTun)-4-ninepnguHin}-1H-1,4-
AiaseniHy WnsaxoMm rigporeHoniay, ogHave, i3 BAKOPUCTaHHAM KaTarnizatopa [MipnmaHa 3amicTe nanagjto Ha Byrini,
3 KinbkicHum BuxogoM. besbapeHa, B'A3ka MacnsHUCTa piavHa.

MS: M'=197

BianosigHUM 4nHOM Gynu oaepkaHi:

(1) 1-meTnn-4-(4-ninepmavHin)ninepaswH

i3 1-metun-4-[1-(deHinmeTnn)-4-ninepnauHinininepasmHy 3 KinbkicHum Buxogom. besbapBHa, B'A3ka
MacrsiHUCTa piguHa.

MS: M'=183

(2) 1-aue™mn-4-(4-ninepmaunHin)ninepasuH

i3 1-auetmn-4-[1-(dbeHinmetnn)-4-ninepnauHinlninepasvHy 3 Buxogom 81,9% Big TeopeTnyHoro. besbapsHi
KpucTanu.

IR (KBr): 1631cm™ (C=0)

(3) 4-(aumeTnnamiHo)-1-(4-ninepuauHin)ninepnanH

i3 4-(gymeTnnamino)-1-[1-(cpeHinmeTnn)-4-ninepugvHin}-ninepuauHy 3 KinbkicHum BuxogoMm 76,8% BIA
TeopeTuyHoro. besbapsHa, amopdHa peyoBuHa.

(4) 1-(1,1-pumeTUneToKcrkapboHin)-4-(1-ninepasuHin)nine puavH-rigpoxnopua

i3 1-(1,1-aMveTnneTokcnmkap6boHin)-4-[4-(deHinmeTnn)-1-ninepasuHin] ninepuavH-rigpoxnopugy. Buxia: 96%



Big TeopeTnyHoro. besbapeHi kpuctanu

Rf: 0,23 (entoeHT: gnxnopmeTtaH/meTaHon 9/1 o/o)

Mpuknag A23

4-[(4-meTnn-1-ninepasvHin)kapboHin]-ninepuanH-6ic-tpudTopaueTar

a) 1-(1,1-gumeTnneTokcmkapboHin)-4-ninepmanHkapboHoBa KucnoTa

Oo cymiwi, wo cknagaetbea i3 25,9r (0,2monb) ninepuanH-4-kapboHosoi kucnotn, 200mn (0,2momb) 1N
po3uunHy igkoro HaTpy i 200mn TeTparigpodypaHy gopasanu 48,0r (0,22monb) au-Tpet.-6yTMnoBoro ectepy
nipoByrmeLeBoi KWCMOTM | MepemilyBanu MNpoOTAroM HOYi Mpu KiMHaTHI TemnepaTypi. TeTparigpodypaH
BiAraHANN, Ha 3aKiHYEHHS Y BaKyyMi, i ogep>KaHnii BOAHUIN PO3YMH NiOKMCOBaNM NMMMOHHOI0 KucnoTtoto. OcagxeHi
6e36apBHi kpucTanu BiAdINbTPOBYBANU HYTY-INLTPOM i CYLLMNN Y BEHTUNALiNHIN wadi npu 40°C.

Buxia: 45,51 (99,2% Big TeopeTVNHoro)

IR (KBr): 1733,9, 1662,5 cm ' (C=0)

b) 1-(1,1-onmeTnneTokcukapBoHin)-4-[(4-veTun-1-ninepasuHin)«apboHin]-ninepuanH

OpepxyBanu aHamnorivHo npuknagy A15a) i3 1-(1,1-pumeTuneTokcv-kap6oHin)-4-ninepnanHkapboHoBOT
Kucrnotu i 1-metmnninepasuHy y npucyrtHocti TBTU 3 Buxogom 76% Big TeopeTtnyHoro. besbapsHa, amopdHa
peyoBuHa 3 R=0,64 (emoeHT anxnopmeTaH/meTaHon/koHu. amiak 50/50/1 o/o/o).

IR (KBr): 1693, 1678 cm ' (C=0)

BianosigHuM yMHOM Gynu ogepkaHi:

(1) 1-metn-4-[[4-(1,1-ammeTnneTokcrkapboHin)-1-ninepasuHinkapboHin]ninepnanH

i3 1-veTtnn-4-ninepuanHkapboHoBoi kucrnom i 1-(1,1-gumeTuneTokcrkapboHin)ninepasnHys suxogom 97% Bia
TeopeTuyHoro. besbapsHi KpucTanm.

IR (KBr): 1683,8, 1629,8 cm™' (C=0)

(2) 1-(1,1-pumeTUneToKcrkapboHin)-4-(i30HiKOTMHOIN)NiNepasuH

i3 1-(1,1-gumeTuneTokcrkapboHin)-ninepasuny i 4-nipuauHKapOGoHOBOT KUCIOTU 3 BUXOA0M

76,8% Big TeopemnuyHoro. bBesbapsHi kpuctanm 3 T.nin.  139,2-140,2°C i R=0,84 (entoeHT:
aNxnopmeTaH/MeTaHoN/KOoHL,. aM|aK 90/10/1 o/o/o).

IR (KBr): 1689,5, 1625,9 cm™' (C=0)

c) 4-[[4-meTun-1-ninepasuHin)kapboHin]-ninepuanH-6ic-tpudptopavetat

Opepxysanmu aHaroriyHo npuknagy  Abe) i3 1-(1,1-ammeTMneToKcnKkap6OoHin)-4-[(4-veTtun-1-
ninepasuHin)kap6oHin]-ninepuavHy i TpudTopouToBoi kucrnom 3 Buxogom 89% Big TeopeTuyHoro. besbapsHa,
amopdHa peyoBmMHa.

BianosigHuM yMHOM Gynu ogepkaHi:

(1) 1-metn-4-[(1-ninepa3avHin)kap©boHin)-ninepuamH

i3 1-memun-4-[[4-(1,1-aumeTnneTokcukapoboHin)-1-ninepasuHinlkapboHinl-ninepuamHy i TpudropouToBoi
KMCcnoTu 3 Buxoaom 57% Big TeopeTVHHoro BesbapsHa, amopdHa peyoBuHa.

IR (KBr) 1679,9, 1645,2 cm™' (C=0)

MS: M'=211

(2) 4-(i3oHikoTMHOIN)NiNEepasuH-TpudTOpaLeTaTt

i3 1-(1,1-gumeTnneTokcrkapboHin)4-(i3oHikoTMHOIN)NinepasuHy i TPMETOPOLTOBOI KMCrnoTn 3 BuxogoM 98,3%
Big TeopeTnyHoro. besbapeHa, amopdHa peyvoBMHa.

IR (KBr): 1676,0cm™ (C=0)

Mpuknapg A24

OpepxaHHs CNOMyK 3aranbHOT CTPYKTYpH:
Boc— 4~ NR'R*

1-[N?-(1,1-OMMeTMNeToKcMKapGOHin-N°-(deHinmeTokcukaoBoHin)-L-nisnn1-4-(4-nipuamHin)ninepasux

[o cymiwi, wo cknapgaetbes i3 18,8r (0,0494monb) Boc-Lys(Z)-OH, 6,5r (0,05morns) DIEA, 16r (0,05mornb)
TBTU, 6,6r (0,049monb) HOBt i 100mMn aumeTtundopmMamigy kpannamun gogasanu 3 nepemillysaHHam 8,1r (0.0494
Morb) 1-(4-nipuanHin)ninepasuHy, posdnHeHoro B 40mn DMF, i nepemilyBanm npoTAromMm Hodi Npu KiMHaTHIN
Temnepatypi. PO3UMHHVMK BMOAnsAnu y BakyyMmi i 3anuLIOK pO3BOAWIM B €TUIIOBOMY €CTepi OLTOBOI KUCHOTW.
EcTepHy a3y nocnigoBHO npomusamm Tpudi 70Mn HaCMYEHOro BOAHOIO PO34MHY rigpokapboHaTy HaTpito i oanH
pa3 70Mn HacM4eHOro BOAHOMO PO3YMHY KYXOHHOT COMi, CYLMNN HaA CynbaToM HaTpilo i 3rylyBann y BakyyMi.
Opepxysanu 24,2r (93,2% Big TeOPeTUYHOrO) XOBTOI MAaCrAHUCTOI piAuMHM, $KY BuUKOpucToByBanun 6e3
[0AaTKOBOTO OYULLEHHSI.

IR (KBr): 1650, 1713 cm' (C=0)

R (FM1): 0,59

AHanoriyHo ogepxysarnu:

A | NR°R” MpuMiTky % BUxoay Rt EntoeHT IR [cm™]
A9 C1 KLHSFO";N‘;"SI‘*Sgsq 63,2 0,4 FM1 (KBr): C=0 1705,0/1649
Ad C1 93,2 0,59 FMIA (KBr): C=01647,7:1712,7
A5 C1 66 0,55 FMIA (KBr): C=01655/1709
A5 C8 54 0,8 FMI (KBr): C=01653/1713
A6 C8 91 0,8 FMI (KBr): C=01645/1710,8
AT0 | CA 63 05 FMI (KBr): C=01665/1695
A0 | C8 30 0,41 FVA (KBr):.C=0 1662/1699
Mpuknag A25
O,El,ep)KaHHﬂ CronyKk 3aranbHoi dopmyniu
Obz- ANRR®

1- [N (q)eH|nmeT0KCV|Kap60Hin)-N6-(1.1-/J,MMeTmneTOKCMKap60Hin)-i-ni3vm1-4-(4-nipV|/:lV|Hin)ninepa3V|H
Oo cymiwi, wo cknagaetscs i3 100r (0,253momb) Z-Lys(Boc)-OH, 86,1r (0,268mome) TBTU i 36,3r



(0,263momp) HOBt B 600Mn gvmeTtvndopmamigy 3 nepemiwyBaHHAM pgopgasanu 43,0r (0,263mormb) 1-(4-
nipyavHin)-ninepasuny i 47,2mn (0,268monsb) DIEA | cymiw nepemiwyBanyM npoTAroM Houi Mpu KiMHATHIRA
TemnepaTypi. PeakuinHy cymill 3ryuyBanu y Bakyymi i 3anuwiok po3noginanm Mk eTUNIOBUM eCTepoM OLTOBOT
KMUCNOTK i HACMYEHUM BOOHUM PO3YMHOM TigpokapOoHaTy HaTpito. BogHy a3y Lie ABivi ekcTparysanum CyMilULLto
«ecTep outoBoi kucnomm/metaHon» (10/1, o/o) i ob'eaHaHi opraHiyHi hasm npomMBanM HaCUYEHUM PO3YNHOM
rinpokap6oHaTy HaTpito. OpraHiuyHy a3y nicnsi CyLiHHA Hag cynbgaToM HaTpilo 3ryllyBanu y Bakyymi, 3anmLiok
po3sogurm B 750Mn ectepy oUTOBOI KUCMOTK | MPoMUBanu Yotupu pasu no 100mn Boau, wicte pasis no 100mn 1-
NPOLEHTHOTO PO34uHy rigpocynbdaTy Kanito, ogvH pa3 100mn Boau, Asidi no 100mMn 3-NPOUEHTHOrO BOAHOIO
po34nHy amiaky, a Takox Apidi no 100mn Boau. OpraHiyHy a3y nicnsa CywiHHA Hag cynbdaTtom HaTpito
arywyBanun. Ogepxysanu 120r (87% Bia TeOpeTUYHOIO) LifbOBOro NPOAYKTY Y BUMMAAI MacnaHUCTOT PiauHKN, SKUIn
BUKOPWCTOBYBanu Ansa nojarnbLlumx nepeTsopeHs 6e3 404aTKOBOMO OYULLEHHS.

IR (KBr): 1709¢cm™ (C=0)

Rf(FM1): 0,59

EI-MS: M'=525

AHanoriyHo ogepxysarnu:

A [ NR°R” MpumiTky % BuUxoQy MS Rr | EntoeHT IR[cm™]
A3 C4 100
: (KBr): C=0
A3 C3 TpueTMnamiH sik ocHoBa 100 0,8 FM1 1643,311710.8
(KBr): C=0
A11 C1 98,8 0,5 FM1 1705,0/1643.3
A3 C1 81 El;M'=525 | 0,59 FM1 (KBr): C=0 1708,8:
A3 C5 LC/SiOo/FM4 95 El-MS =52510,67| FM4
A3 | c6 THE.LC/SIOZFM 92 082| rma | (KB fgﬁ 13710’8:
A3 C8 CUPOBVHH. NPOAYKT 100
Mpuknag A26
OpeprxaHHa Cnonyk 3aranbHOi opmynu:
H—ANRR*

1-[N6-(cbeHunimeTokCrKapOOoHIn)-L-nidun]-4-(4-nipuavHin)ninepasunH

[Oo cymiwi, wo cknagaetbca i3 24,2r (46mmonb) 1- [N 2-(1,1-,cu/uvleTMn-eTon((:l/u(ap60Hin)— N &
(dbeHinmeToKCMKaPOOHIN)-L-nisnn]-4-(4-nipuguHin)ninepasmHy i 150mn  Metunenxnopugy pgopasanu 50mn
TPUGTOPOLTOBOT KMUCNOTM | peakuinHy CyMill nepemilyBanu MpPOTAroM HOYi NpuW KiMHaTHIA TemnepaTypi.
PeakuiiHy cymiw HenTpanisyBanv OAaBaHHAM HACMY4EeHOro BOAHOMO PO34MHY rigpokapboHaTy HaTpito, opraHiyHy
dasy cywmnu i 3rywyBanu y Bakyymi. OgepxxyBanu 12r (62% Big TeOpeTUYHOro) UifboBOi CNONYKWU Yy BUrMAAI
6e36apBHOT MacnsHNCTOI PianHW.

IR (KBr): 1648cm™ (C=0)

R¢(FM1): 0,5

AHanoriyHo ogepxyBanu:

A NR°R* MpuUMiTKN %Buxoay Ry EntoeHT IR[em™]
A9 C1 100 04 FM2 (KBr): C=01676,0: 1645,2
A C1 61,5 0,48 FM1 (KBr): C=01647,7:1712,7
A5 C1 55 0,42 FM1 (KBr): C=0 1651
A5 cs BMKopMCTOBy}?Tb aani sk 100 0.19 EM1
CUPOBUHHNIA MPOOYKT
A6 C1 82 0,3 FM1 (KBr): C=01647: 1676
AB cg | BuKopuctosyiotb Aani Ak 100 0,23 FM1 (KBr): C=0 1674
CUPOBUHHNIA NPOAYKT
A10 C1 38 0,55 FM1 (KBr): C=01643
A10 cs BMKOpMCTOBy}?Tb aani fk 100 0.15 EM1
CUPOBUHHWIA MPOOYKT
Mpwknag A27
OpepaHHsA cnonyk 3aranbHOT GopMynu:
H—ANRR*

1—[N6-(1 ,1-onmeTnneTokcmkap6oHin)-L-niaun]-4-(4-nipnanHin)-ninepaswvH

Po3unH 120r (0,228wmonb) 1-[N2-((peHinMeTOKCMKap60Hin)-N6-(1,1-,D,MMeTmneTOKCMKap60Hin)-L-ni3vm]—4-(4—
nipuguHin)ninepasvHy 8 1000mn metaHony i 240mn 1M BogHOro po3unHy rigpocynbdaTty Kanioo rigpysanu B
npucytHocTi 30r managito Ha Byrinni (10%) npu TemnepaTypi 20°C i TmckoBi BogHO 3 6ap OO0 MpPUNUHEHHN
nornMHaHHa BoAHk. KaTtanizaTtop BigdinbTpoByBanu, cinbTpaT BUNapoBanu y BakyyMi, 3anuLoK po3Boannm y
CymiLLi i3onponaHonMeTaHon i 4OAaBaHHAM KOHLEHTPOBAHOMO BOOHOIO PO34YMHY amiaky BcTaHosmoBanu pH 7-8.
Pos3unH dinbTpyBanu i Bunaptosanu o cyxoro ctaHy. Opgepxysanu 87r (97% Big TeopeTUyHOro) MmacrsaHUCTol

iANHN.

P IR (KBr): 1634, 1701 cm' (C=0)

R 0,79 (ectep ouToBOi KUCNOTU/METaAHOM/KOHL,. BOAHUI PO34MH aMiaky = 6/4/1 (o/o/o)

AHanoriyHo ogepxyBanu:

[ A TNRRY]J MpuMiTKL [% Buxopy] MS [ Rr | EntoeHT | IRem T |




. - (KBr): C=0
r | ca 93 | TMiNacar3) | 0 FM1 1637 5:
1706,9
(KBr): C=0
A3 C3 100 0,3 FM1 1641,3: 1705
(KBr): C=0
Al1 C1 78,5 0,2 FM1 1701,1:
1641,3
A7 C1 6e3 KHSOq 80,2 0,2 FM7
Our. Our. (KBr): C=0
A3 C1 ecTtep/MeTaHON/BOAH. 97 0,79 | ecTep/meTaHON/BOAH. 1633,6:
po34. amMiaky po3y. amiaky 6/4/1/(viviv) 17011
(KBr): C=0
A3 C5 6e3 KHSOq 53 0,39 Fiv4 1733,9:
1624,0
(KBr): C=0
A3 C6 6e3 KHSOq 89 0,38 Fv4 1706,9:
1645,2
A3 C8 |[CwuposuHHWA npoaykT| 100 0,3 FM1
Mpuknag A28
OpeprxaHHSA CnonyKk 3aranbHoOi opmynu
CH, O R

H,C T
HaC>L0JL'," ASNRTR!
H ©O

1—[N2-[N-(1 A -,ElI/IMeTVIJ'IeTOKCMKap6OHiJ'I)-3,5—,D,VI6pOM-D-TVIpO3VIJ'I]—N6—(CbeHiJ'IMeTOKCI/IKap6OHiJ'I)-L-J'Ii3I/IJ'I]-4-(4-
nipnamHin)-ninepasuH

Oo cymiwi, wo cknagaetbca i3 2,58r (5,88mmornb) N-[(1,1-gumeTtnneTtokcu)kapboHrin]-3,5-anbpom-D-
Tmpo3uHy, 1,03r (8mmore) DIEA, 1,93r (6mmonk) TBTU, 0,79r (5,8vmonb) HOBt i 100mn gumeTtnndopmamiay 3
nepemilwyBaHHAM kpannamwn pogasann  2,5r  (5,88mmons) 1-[Ne-[(d)eHiﬂMeTOKCI/I)Kap60Hiﬂ]—L-J'Ii3VIJ‘I]—4-(4—
nipuguHinininepasvHy, posunHeHoro B 50mMn gumetundopmamigy. PeakuinHy cymiw nepemiwyBany npoTsiroMm
HOui MpU KIMHaTHIN TemnepaTypi, NOTIM 3ryllyBanu y Bakyymi i 3anuLIoK po3Bounn B €TUITIOBOMY ecTepi OUTOBOI
kucnotu. OpraHiyHy a3y npomuBanu AOBiYi HACMYEHUM BOAHWM PO3YMHOM rigpokapboHaTy HaTpilo i oauH pas
HaCU4YEeHUM BOOHWM PO3YMHOM KYXOHHOI COni, Cywmnu i 3rywyBanu y BakyyMmi. OumiieHHa 3gincHioBanu 3a
AOMNOMOrO KOMOHKOBOT XpomaTtorpadiii (okcug antomiHito, cTyninb akmsHocTi |l (6% Bmict Bogn) (ICN
Biomedicals), entoeHT: ectep ouToBOi kKucnotm/metaHon/amiak = 8/2/0,5 (o/o/0), noTim MmeTaHon/amiak = 7/3 (0/0)).
Opepxysanu 4,0r (80% B(a TeopeTMyYHOro) amoppHOi peyYOBUHM.

IR (KBr): 1643, 1709 cv™' (C=0)

R 0,52 (FM1)

ESI-MS: (M+H)"=845/847/849 (Br2)

AHanoriyHo 6ynu ogepxaHi (B KOKHOMY pasi n=1):



%

" R? ]' A |NR'R* Mpumitu ! Buxony ' Mms Ry | Emwoenr | IR [em™)
LM: THF:
AST7 | A0 | C4 |  riepersop. 100
SIK CHPOB. Npox.
i Mepeteop. :
ast| a0 c11 SImm_mm] 69
ESL(M+H) = (KBr): C=0
AS4 | AD| c20 59
600/2/4(Br) 1639: 1707
AS1 | AD| C4 i N |
AS4 | AD | C19 | 53 051 FM1 1
" Mepevsop. : (KBn: C=0
REFLADE o1 | 100 e
NE!y sxocxosa
AS4 | AT | C1 | * ffapernop. 100 04| FM8
#K CHPOB. NPOA.
) - (KBr): C=0
ESl:(M+H) =
AS1]| A4| C1 80 052 Fm1 1643.3;
845/7/3 (Bry) s,
: KBn): =0
Boc-AS4 ELM = (
ASE| A0 | CS | | oo s 83 serAs@Ery |05 TS :‘ggi
s4 | A0 c15 | Lo/sionrms s ool ae [ToRE”
AS4 | A0 c1 {Ou/F 86 ss2r4/8Ery | 4 1705.9.
641.3
(KBn: C=0
AS1| A0 | €5 | LC/SIONFMS 81 05| FMs 1705.0;
1637.5
g p KBn: C=0
LC/SIONFM4 El:(M+H)” = (
4| A 2 ; :
Asé | Ao| cis s 85 sava@Eny (042 M 1706.9;
16433
TEE (KB: =0
AS1|A0| C15 : 76 053] FM4 1701.1;
LC/SIC,/FM4 Py
. N ;=0
. ESE(M+H) = (KB 2
AS4 | A0 | -C3 | LCISIONFMS 8 | ssamooeny) 07| FMe 113‘:2
(KBn: c=0
AS1 | A0 | c16 | LCISIONFM4 as 035 Fm1 1705;
16413
(KBn: c=0
AS1|AD| C6 | LC/SIOJFMS 84 054 FM8 1701.1;
16355
(KBn): C=0
AS4 | A0 | c18 | LcisioyFMe 85’ 066 FMé 1705;
1641.3
: (KBr): =0
as1| A0 car 0 043 FM1 1645;
1714.5
(KBr): C=0
Asa | a0 | ca7 a5 051 FMm4 1643.3;
1705
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OpeprxaHHSA Cnonyk 3aranbHoi opmynu

R ! AJﬁJR‘R" Mpumitkn | Burony ! ms l Ry , Enwoent { IR [em™]
AS4 I'A0 | C39 100 (cvpwd) [0.681 FM1
AS4 1 A0 | C40 3% oy
AS1 'AU c4az ] %0 o.43l Fm1 | (KBN:C=0
| ; 1645/1715
Ase | a0 | caz | 10 051] Fms | (KED:CRO
: . 1643/1705
! EE/M (KBr): C=0
Ast | Ao | caz . 0.9 | FENOH 14636 1678
! ; 1659
AS1 | Ao | c44 S 0. | EE/MeCH | (KBr): C=0
i i 95/5 | 1638/1701
i EIM = EE/MeOH | (KBn: C=0
As1 | A0 | cas .
2| soas@e | %Y1 e | 1e3atess
T ELIM =
Ast| a0 | ca7 80 see/aa/s00 |0.95( EE/MEOH | (KBn: C=0
) ‘ o1 | 18381705
(Bra)
AS1| A0 | c4e | : g | EE/MeOH | (KBn: C=0
| e i i l 9N | 1636/1684
H .
! EEMe (KBn): C=0
As4 | A0 | cas L 08 9”0” 16431707 ;
. CN 2235
| M= EEMeOH . c=
AS1| A0 | cs0 93 | 598/600/602 | 0.9 Qi { (8rk Sug
| e | 16361708
EE/ MeoH/
as1 | A0 cst 100 1 0.1 NHoH | ®Bn:C=0
| ssoq | 1638707
AS4 | AD | C52 | s (Kan: C=0
sl 0.58] FM1 | yesri70s
As4 | A0 | Cs p  ELM (KB C=0
2 8 | 601735 @Br) 1638/1705
AS4 | A0| cse 4 | Estasr)” = (KBn): C=0
8101214 (Bry) 1638/1701
CH,Cly/
AS1| A0 cs3 5 - MeOH/ | (KBrj: C=0
e 045" \HOH | 1838/1709
701301
] CHiClyf
© MeOH/ | (KBr):C=0
AS4 [ AG | c51 ;
- 0.35) NH.OH | 1se1r16891
50/50/0.5
CHClY
As4 | a0 | css 7 Biie ™ jegel MWOME NENsceo
620/31/33 (Bry) NHOH | 164111707
9/1/0.1
AS18I AD | Ca 00 031 FMi
EE/ MeQH/
Ast8| A0 | c1 56 05| NHoH | (KBD:C=0
911 1693
AS4 1 A0 C8 | | 100 | |
/| A nreRY npwwine | ogee | ms | Re| Emcenr | iR
l CRCRT |
El: M = MeQH/ : (KBr): C=0
AST [ A0 | €53 100 | g e 1910] Noon | e
701901 |
b E - (KB C=0
As4 | a0 cro | 470 | i
CHyCla !
MeQH/{ | (KBr:C=)
AS1 | AD | CB4 3.0 0.50 NH4OH | 16381707
sanon |
AST | A0 | CT0 0.0 ) [
CHaCla/
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As4a a0 €12 50.0 0.s0f (ot
i g0/1QN
25191 AD | CB 880 | |
AS357 A0 C8 i 92.0 I 10.70 M1
AS36! AD | CB T 880 1 i
Mpuknag A29
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1-(4-amiHo-3,5-anbpom-D-tbeHinanaHin)-4-(4-nipnanHin)ninepasunH

Cymiw, wo cknaganacb i3 39r (0,089mornb) 4-amiH0-3,5-gu6pom-N-[(1,1-gumeTuneTokcn)«apboHin]-D-
deHinanaHiny, 35,7r (0,111monb) TBTU, 12,3r (0,089morb) HOBt, 14,51 (0,089monb) 1-(4-nipuaunHin)-ninepasuHy
i 19,5mn (0,111monb) DIEA B 1000Mn TeTtparigpodpypaHy nepemilyBany NpOTAroM HOYi MpW KiMHATHIN
Temnepatypi. PeakuinHy cymil cTpylyBanu ogvMH pa3 3 HaCU4eHMM BOAHMM PO3YMHOM KYXOHHOI coni i ABidi 3
HacM4YeHMM BOAHMM  pO34YMHOM  rigpokapboHaTy HaTpito. O6'egHaHi BogHi  basn  ekcTparyBanu
TeTparigpodypaHom, a 0b'eaHaHi TeTparigpodypaHoBi a3 npoMuBanm HaCUYEHUM BOLHUM PO3UYMHOM KYXOHHOT
coni. lNicna cywiHHA opraHivyHOT ha3n cynbdaToM HaTpilo 3rylwyBanu Yy BaKyyMmi i 3anuwwoK 'PO34MHANM B
€TUNoBOMY ecTepi ouToBOi kucrotu. EcTtepHy a3y nicnsi MOBTOPHOro CyWiHHA dinbTpyBanu i 3rywyBanu y
Bakyymi. OgepxyBanu 52,5r npoMikHOT Cnonykn y BUrMsaAi B'A3K0T MacngHUCTOT pianHW, SKy NOTiM 3MiwyBanu 3
300mMn metuneHxnopuay i 80mMn TPUAETOPOUTOBOI KMCNOTM | MPOTArOM HOYI MepemMillyBanv npu KiMHaTHIN
Temnepartypi. PeakujinHy cymill BunaproBanu y Bakyymi, ogepKaHuii 3anuiiok postmpanm 3 etepom. Ogepxysanu
45,8r (72% Big TeOpPETUYHOIO) LiNbOBOro NPOAYKTY Y BUMMsAAi 6inoi amopgHoi pe4oBuHM.

IR (KBr): 1643, 1674 cm™' (C=0)

R+ 0,36 (ectep ouToBOi kucnotu/meTtaHon = 6/4 (0/0))

AHanoriyHo 6ynu oaepxaHi (B KOXKHOMY pasi n=1):
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Mpuknag A30

OpeprxaHHA Cnonyk 3aransHoi opmynu
0 R?
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o

1-[NZ-[N-(Q-CbTopeHiJ'IMeTOKCI/IKap60HiJ'I)-3,5-/J,I/I6p0M-D-TMpO3MJ‘I]-N6-[1 ,1-onmeTnneTokcu-«apOoHin)-L-nismn]-
4-(4-nipuavHin)-ninepasvH

Cymiw, wo cknaganace i3 63r (0,1123mornb) N-[(9-cdTropeHinmeTokcu )-kapboHin]-3,5-anbpom-D-TuposnHy, 44r
(0,1123monb) 1—[N6-(1 ,1-AnmeTnneTokcukap6oHin)-L-nisnn]-(4-nipuguwin)-ninepasunHy, 39,7r (0,1235momb) TBTU,
15,5r (0,1123momb) HOBt, 21,7mn (0,1235momb) DIEA i 600mn aumeTtundopmamigy npotarom 20 roauvH
nepemiwlysanu npu KiMHaTHIN TemMnepaTypi. PeakUiiHy cymill 3ryliyBanu y Bakyymi i 3armMLIOK po3noginanm Mk
CYMILLLLIO € TUNOBUIA ecTep ouToBOI kncnotm/metaHon (10/1 o/o) i Hacn4yeHVM BOOHUM PO34YMHOM rigpokapboHaTty
HaTpito. OpraHiyHy a3y npomuBany HacM4eHUM BOOHWM PO3YMHOM rigpokapboHaTy HaTpito i micna CyLiHHS
3rywyBanu y Bakyymi. 3anuiiok ABivi nepekpucTanidyBanu i3 isonponaHony (22,6r; 22% BiA TeOpeTUYHOrO),
MaTOYHUA PO3YMH OYMLLAMNM, BUMAPIOBANM i OUMLLIANM LUMASIXOM KOJNOHKOBOI xpomaTtorpadii (MN-cunikarens 60,
Macherey Nagel, 70-230 mesh ASTM; entoeHT: ecTep ouToBOi KMcnotu/ metaHon = 8/2 (0/o0)). OgepxxyBanu Lie
28.,0r (26,7 % Big TeOpeTUYHOro) KiHUeBOoro NpoAyKTy. 3aranbHun suxia: 49% Big TeopeTUYHoro.

IR (KBr): 1641, 1705 cm™' (C=0)

R+ 0,46 (ectep ouToBOi kucnotu/meTtaHon = 6/4 (0/0))

ESI-MS: (M+H)"=933/935/937 (Br2)

AHanoriyHo ogepxyBanu:
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Mpuknag A31

OpepXaHHs cnonyk 3aranbHOT GopMynm
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1—[N2-(3,5-,qv|6p0|v|-D-Tmpoamn)-Ns-(1 ,1-aumeTnneTokcmkapboHin)-L-nidnn]-4-(4-nipuguHin)-ninepasmH

Oo cymiwi, wo cknagaetbcs i3 63r (0,1123monb) N-[(9-dbTopeHinveToken )kap6oHin]-3,5-am6pom-D-tnposnHy,
44r (0,1123monb) 1-[N°(1,1-aumeTnneTokcukap6oHin)-L-nisun]-4-(4-nipuauHin)ninepasuty, 39,7r (0,1235Mornb)
TBTU, 15,5r (0,1123monb) HOBt i 1500mn TeTparigpodypaHy MOBifbHO, Kpanmsmu gogasam 21,7mn
(0,1235mornb) DIEA, a noTiMm peakuiHy cymill NpPOTAromMm 2 roAvH nepemiwysany npu KiMHaTHIN TemnepaTypi.
Micna popaBaHHa 200Mn AieTMnamiHy 3HOBY MepeMillyBanu MNPOTArOM HOYI NpW KiMHATHIN TemnepaTtypi.
PeakuiviHy cymiw 3miwyBanm 3 1000mMn HacuM4eHOro pO3YMHY KYXOHHOI coni, Ao0pe nepemiwyBanu i
BiJOKpemmoBarm BogHy dasy. Micns cTpywyBaHHA BogHOI dha3u Tpudi 3 500mn TeTparigpodypaHy i 06'egHaHHS
opraHivyHux gas cymiw npommsamm Tpudi no 500mMn HACUYEHOro BOAHOIO PO34YMHY KYXOHHOT coni, Tpudi no 200mn
HaCU4YeHOro BOAHOMO pO34uHY rigpokapboHaTty HaTpito i oamMH pa3 500mMn HacMYeHOro BOAHOIO PO34YMHY KYXOHHOI
coni. OpraHiyHy a3y cywmnu i 3rywyBanu y BakyyMi. 3anuwiok OuMLLany LWAsSIXOM KOJFIOHKOBOI xpoMaTorpadii
(MN-cunikarenb 60, Macherey-Nagel, 70-230 mesh ASTM, eniweHT: ecTtep OLTOBOI KMCMOTW/MeTaHOMN/KOHL.
BOOHMI Po34nH amiaky = 8/1/0,25 (o/o/o)). OgepxyBanu 40,0r (50% Bia TeopeTnyHoro) HGaxaHoro KiHLEeBOro
NpoaykTy.

IR (KBr): 1641, 1699 cm™' (C=0)

R 0,2 (ectep ouTtoBOi KMCMOTU/METaHON/KOHL. BOAHWI PO34MH amiaky = 6/4/1 (o/o/o))

ESI-MS: (M+H)"'=711/713/715 (Bry)

AHanoriyHo 6ynu ogepXaHi (B KOXKHOMY pasi n=1):
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Mpuknag A32
OpepaHHs cnonyk s3aranbHoOT GopMynu
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1—[Nz-(3.5-)1I/I6pOM-D-TI/IpOIiVIJ'I)-NG—(d)eHiJ'IMeTOKCVIKap60HiJ'I)-L-J‘Ii3I/IJ'I]-4-(4-I'IipI/I,ELVIHiJ'I)-FIil'lepa3I/IH

[o cymiui, wo cknaganacs i3 4r (4,7Mmornb) 1-[N2—[N-(1 ,1-anmeTnneTokemkapBoHin)-3,5-gnépom-D-Tnposunn]-
N6-(cbeHir|MeTOKCMKapGOHin)-1-ni3|/|n]-4-(4- nipuguHin)-ninepasudy i 80mn MeTuneHxnopuay pogasanu 20Mn
TPUATOPOLTOBOT KMUCNOTM | peakuinHy CyMill nepemiwyBanu npoOTAroM HOYi Npu KiMHaTHIA TemnepaTypi.
PeakuiviHy cymilwl HenTpanisyBanu AoAaBaHHAM HacM4eHOro BOOHOMO PO3YMHY rigpokapboHaTy HaTpito, opraHivyHy
dasdy cywmnu Hap cynbdatom HaTpitlo i 3rywyBanu y Bakyymi. Ogepxysanu 2,2r (64% Big TeopeTUyHOro)
amMopdHOi PEYOBUHM.

IR (KBr): 1643, 1680 cm™' (C=0)

R 0,5 (FM1)

ESI-MS: (M+H)"'=745/747/749 (Bry)

AHanoriyHo 6ynu ogepXaHi (B KOXKHOMY pasi n=1):
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Mpuknag A33

4-(4-nipnanHin)-1-[3-@-nipnawHin)-D,L-anaHin]-ninepasuHrigpoxnopua,

16,4r (0,04mornb) 1-[N-[(1,1-aMmeTneToKCM )KapOOHin]-3-(4-nipuamHin)-D L-anaHin]-4-(4-nipnguHin)-
ninepasuHy, po3uHeHoro B 100Mn meTaHony, amiwyBanu 3 20MN eTepHOI CONAHOT KUCMOTU | HarpiBanu cymiw Ao
40°C. KiHueBa cnonyka kpuctanidyBanacs i3 peakuinHoi cymiwi. Buxia: 9,2r (60% Big TeopeTnyHoro)

R 0,1 (FM1) T.nn.:198-200°C

Mpuknag A34

OpepxaHHS cnonyk 3aranbHoOi opmMynu:
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1—[Nz-(3,5-,qm6p0|v|-D-Tmpoamn)-N5(1 ,1-anmeTnneTokcukapboHrin)-L-nisaun]-4-(4-nipnguHin)-ninepasuH

Cymiw 50r (53,5mMmorb) 1—[N2—[N-(9-chopeHinmeT0KmKap60Hin)-3,5-,qm6p0M-D-TMp03mn]—N6—(1 -
anmeTuneTokcukap6boHin)-L-nisunl-4-(4-nipngvHin)-ninepasvdy i 300mn  gieTunamiHy 3 nepemillyBaHHSAM
HarpiBanu go 60°C. [Jopasanu 100mn meTaHony i nepemiwyBanu we 5 rognH npu 60°C. PeakuiiHy cymiw
BMMapoBanu y Bakyymi i 3anuLuok o4nLianui WnaxomMm KoroHkosoi xpomatorpadii (MN-cunikarens 60, Macherey-
Nagel, 70-230 mesh ASTM, entoeHT: ecTep ouUTOBOI Kucrnotu/metaHon = 6/4 (0/0)). Ogepxysanu 26r (68% Bif
TEOPETUYHOro) Binoi niHW.

IR (KBr): 1641,1691 cv™' (CO)

Rf: 0,2 (ectep ouToBOT KMCNOTU/METAHON/KOHLL. BOOHWI PO34MH aMiaky = 6/4/1 (o/o/o))

ESI- MS: (M+H)"=710/712/714 (Bry)

AHanoriyHo ogepxysarnu:
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Mpuknag A35

1-[NZ-[N-[[[-Z-(Z-MeTOKCVI(beHiJ'I)ETVIJ'I]aMiHO](apGOHiJ'I]-3,5-/:I,M6p0M-D-Tl/lp03VIJ'I]-NG-((beHiJ'IMeTOKCVIKap60HiJ'l)-L-
nisnnl-4-(4-nipnguHin)-ninepasuH

Ho posumHy 1,0r (1,34mmornsb) 1-[N2—(—3,5-,qv|6p0M-D—TV|posmn)—NG-((beHinMeTOKcvu(ap60Hin)—L-ni3v|n]—4-(4—
nipuavHin)-ninepasuny B 80mn TeTparigpodypaHy gopgasanu 0,28r (1,6MMornb)2-veTokcudeHeTunisoljaHaTy i
cymiw npotarom 3 AHIB nepemillyBany nNpu KiMHaTHIn TemnepaTypi. PeakuinHy cymiw 3rywyBanu y BakyyMi i
3anuvWwoK oYMLAanM LWNaxoMm KomnoHkoBoi xpomatorpadii (MN-cunikarems 60, Macherey-Nagel, 70-230 mesh
ASTM, entoeHT: MeTuneHxnopua/mMmetaHon/uuknorekcan/amiak = 350/75/75/10 (o/o/o/o)). Onepxysanu 0,5r (40%
Bi TeopeTnyHoro) 6e3bapBHOT aMOphHOT pe4OBUHN.

IR (KBr): 1639cm™ (C=0)

Rf: 0,49 (FM1)

ESI-MS: (M+H)"=922/924/926 (Bry)

Mpuknag A36

OpepkaHHs cnonyk 3aranbHOT opMynu:
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4—aMiHo-3,5-,qV|6p0M—N2—[[(2-cbeHineTvm)aMiHo]Kap60Hin]-D-q)eHinanaHinmeTmnoamﬂeCTep

Cymiw, wo cknagaetbcq i3 1,271 (7,73mmonb) CDT B 150mMn TeTparigpodypaHy Npy OXONOMKEHHI NbOoOM
amiwyBann 3 0,72mn (5,15mMornb) Tpuetunaminy i 2,0r (5,15mMmonb) rigpoxnopuay 4-amiHo-3,5-gnbpom-D-
deHinanaHiHMeTMnoBoro ectepy, nepemiwyBanu we 30 XBUIMH NpPU OXONOMKEHHI NboAoMm i 1 roguHy npwu
KiMHaTHI TemnepaTypi. MNicna uboro pogasanu 0,82mn (6,44MMornb) GeH3eHeTaHaMiHy i Cymill NpoTaroMm 5 roauH
KMM'ATUNK 3i 3BOPOTHUM XONOAUNBHUKOM. PeakLUjiHy cymill 3rywiyBanu y BakyyMi, 3arvLIOK pO3BOAMMA €TUNIOBUM
ecipoM OLTOBOiI KACINOTW i MPOMUBANM HAaCUYEHMM BOOHMM PO34YMHOM rigpokapboHaTty HaTtpito. Micns CywiHHA
OpraHivyHoi hasy pO3YMHHUK BMAAMANM Yy BaKyyMi, 3anulLUOK po3TvpanM 3 eTepoMm i BigdinbTpoByBanu ocag.
Opepxysann 1,69r (66% Bia TeopeTnyHOro) amoppHoi TBEPAOT PEHOBUHM.

IR (KBr): 1632, 1732 cm (C=0)

Rf: 0,63 (ectep ouTOBOT KMCMOTH)

ESI-MS: (M+H)"=498/500/502 (Br2)

BignosigHum yvHoM Gynu oaepxaHi (B KoxHOMY pasi n=1):
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N15 | AS3 38 0.60 | rerponedtuietep | (KBr): C=0 1695.5
=9/ (viv)
NG | AS21 76 o.sa{ EE (KBn:g;g 1aeer
NBG | AST 100 ] i
NEE | AS4 83 1. 10561 FMT
N122 | AST | 3% 1 I ]
N122 | ASA 38 |
ESE (M+H)" :
NeE |AS17 2 | =6zas57 (025 FMt (B Cg
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Mpuknag A37

OpeprkaHHA CnomnyKk 3aranbHOi opmynu:

0 { Rz
RAZ,QOH
o]

4-aMiHo-3,5-/:|,V|6p0M-N2-[4-(2-xnopq3eHin)-1-ninepa3MHin]Kap60Hin]-D-cpeHinanaHiH

ectepy  4-amiHo-3,5-01BpoM-N>[4-(2-xnopceHin)-1-
ninepasuHinlkap6oHin]-D-ceHinananiHy B cymiwi, wo cknagaetscsa i3 30mn metarHony i 20mn BoAn godasanu
0,25r (10,0mMonb) rigpokcmay NiTito i NOTIM Cymill NepemillyBanu NpoTAroMm 3 roovH Npu KiMHaTHIA TemnepaTypi.
Micna pgopaeaHHs 2,0r (50mmonk) rigpokenay Hatpito po3soamnu S0mMn Boau. PeakuiriHy cymilw nepemiwysanu
npotarom 15 XBMNWH B ynNbTPa3BYKOBI BaHHI, MOTIM MPOTArOM HOYi NpW KiIMHaTHIN TemnepaTypi i 3rywysanu y
Bakyymi. OpepxxaHuin 3ammwok 3miwysanu 3 100mn Boau i BoAgHy d¢hasy Agidvi cTpywysanu 3 50mn edipy.
HopasaHHaM 2M BOAHOMO pPO34YMHY COMSIHOT KMCMOTW BCTaHoBnwoBanu pH 3-4 i Tpuyi ekctparyBanu ectepom
ouToBoi kncrnotm. O6'eaHaHi ekcTpakTV ecTepy OLTOBOT KUCMOTM MPOMMBANM BOAOK, MOTIM CYLLMIN i 3ryLuyBanu y
Bakyymi. Ogepxysanu 1,6r (58% Bia TEOPETUYHOIO) XK OBTO-KOPUYHEBOT MaCSHUCTOT PiAVHN.

Oo

po3unHy  2,8r

(4,9mmonb)

IR (KBr): 1616, 1724 cw'' (C=0)
Rt 0,33 (ectep outoBoi kncnotn/metaHon = 8/2 (0/o))
ESI-MS: (M+H)"=557/559/561/563 (Br, Cl)
BignosigHum YmHOM Gynu oaepxaHi (B KoXHOMY pasi n=1):

MeTuInoBoro



%
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Mpuknag A38
OpeprkaHHSA CNonyk 3aranbHOi opmynu:

Z
o R

Ao

) o

3,5-an6pom-N-[[[2-(3-meToKkCndeHin)eTunlamiHolkap6oHin]-D-Tmpo3uH

Cymiw, wo cknagaetbca i3 24r  (46,3vmomb) meTunoBoro  ectepy  3,5-gubpom-N-[[[2-(3-
MeTokcudeHin)etunlamiHolkapboHin]-D-tnpo3uHy i 5,0r (50mmonb) rigpokcuay nitito 8 200mMn Boau npoTsirom 1
roavHu nepemiwysanu npy 60°C. TBepamnin NpoayKT BiACMOKTyBanu i dinbTpaT npommsany 200mMn ectepy oLTOBOI
kncrnotn. JogasaHHAM 1M BOAHOrO pO3YMHY COMSHOI KUCROTM BCTaHoBnoBatm pH BogHoi dasu 34 i Tpuui
ekcTparysanu 150mn ectepy outoBoi kucrnotn. O6'egHaHi ha3n ectepy ouLTOBOI KMCNOTU MPOMMBANM BOAOIO,
cywunu Hag cynbdatom HaTpito i 3rywysanu y Bakyymi. 3anuwok po3tupanu 3 edipom. Ogepxysanm 9,11 (38%
Big TeopeTn4Horo) 6e3bdapBHOI TBEPAOT PEYOBUHM.

IR (KBr):1719¢cm™" (C=0)

R 0,57 (ectep ouToBOi KMCNOTU/MeTaHON/NbOAsIHA ouToBa kucrnoTa = 9,5/0,5/0,2 (o/o/0))

BignosigHum yvHoM Bynu ogepxaHi (B KoXHOMY pasi n=1):
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Mpuknag A39

MeTUNoBU ectep NG-[(‘I ,1-J:WlMeTI/IJ'IeTOKCI/I)Kap6OHiJ'I]-N2—[N-[[[2—(3—MeTOKCI/|CbeHiJ'I)eTI/IJ'I]aMiHO]-K8p60HiJ‘I]-3,5-
anbpom-D-tnpoaun]-L-nisuHy

[o cymiuwi, wo cknagaetses i3 10r (19,4mmone) 3,5-anbpom-N-[[[2-(3-meTokcudpeHin)etmnlamiHokapboHin]-D-
TMpPO3uHy, 2,61 (20mmorb) DIEA, 6,41 (20mmone) TBTU, 2,64r (19,5MMornb) HOBt | 200mn gumeTtundopmamiay
KpannaMu gopgasanu 3 nepemiwyBaHHAM  po3uuH  5,04r  (19,4vmonb) H-Lys(Boc)-OMe B 50Mn
anmeTundopmamigy i nepemiwyBanu cymiwl ApOTAroM HOYi NpuW KiMHaTHIN TemnepaTypi. PeakuiiHy cymiw
3rywyyBanu y Bakyymi i 3anuwok possoaunu B 250Mn ecTtepy outoBol kucrotu. MNoTim a3y ectepy ouToBOT
KMcnotu npomueanu Apidi 100Mn HacMYeHMM BOOHMM PO34YMHOM rigpokapboHaTty HaTpito, oguH pa3 100mn 20-
NPOLEHTHUM BOAHUM PO3YMHOM JIUMOHHOT KMCNOTW, a noTiM oauH pa3 100Mn Hacu4yeHuM BOOHWM PO3YMHOM
KYXOHHOI coni. OpraHiyHy a3y cywmnu cynbaTom HaTpito, 3rylyBany y Bakyymi i 3anyLIoK OYMLLAnm LWASXoM
KOnoHkoBoi xpomaTorpadii (MN-cunikarens 60, Macherey-Nagel, 70-230 mesh ASTM, entoeHT: ectep ouTOBOI
kucrnoTtu/neTponenHun etep = 2/1 (0/0)). MNicna BMaaneHHs po3vynMHHUKA y BaKyyMi 3anuLLOK po3Tupanu 3 edipom,
ofepxaHy amopdHy TBepAy pevoBuHy (9,5r; 66% Big TeopeTUYHOro) BiAdINbTPOBYBaNN HYTY-INbTPOM i CYLLUMIU.

IR (KBr): 1632; 1657, 1682, 1734 am™' (C=0)

R 0,64 (eTvnoBun ectep OUTOBOI KMCOTH)

ESI-MS: (M+H)*=757/759/761 (Brz)

(M+Na)*=779/781/783 (Br»)

Mpuknag A40

N°-[(1,1-aumeTnneTokcm kap6oHin]-N*[N-[[[2-(3-MmeTokcucbeHin)eTun]amiHo]kapGoHin]-3,5-aubpom-D-
TMPO3urni-L-ni3unH

CyMmiw, wo cknagaetbes i3 7,75r (10,4MMOrMb) METUOBOIO eCTEPY NS-[(1 ,1-/:I,MMeTVIJ'IeTOKCVI)-Kap60HiJ‘I]-N2-[N-
[[[2-(3-meTokencbeHin)eTun]amiHolkap6oHin]-3,5-audpom-D-tnposun]-L-nisvHy, 3,51 (140mmornb) rigpokcmay niTito i
150Mn BOAM MPOTArOM HOMI MepemiwyBany npu KiMHaTHIAM TemnepaTypi. BogHy dasy npomuBanu ectepom
OUTOBOI KMCNOTW, goAdaBaHHaAM 1M BogHOro po3uvHy rigpocynbdaty Kanilo HagaBanu KWUCNOro Xapaktepy i
eKkcTparyBanuM ectepom ouTtoBoi kucrnotu. OpraHiyHy a3y cywwmnu Hag cynbdgaToM HaTtpilo i 3rywyBanm y
Bakyymi. Ogepxysanu 6,9r (91% Bia TEOPETUYHOIO) XKOBTYBaTOI MaCMSAHUCTOI PiaNHN.

IR (KBr): 1653cm™ (C=0)

R 0,7 (ectep ouTtoBoi kKncrnotn/mMmeTaHon/nMboasiHa outosa kucnoTta = 9/0,5/0,5 (o/o/0))

ESI-MS: (M-H)- =741/743/745 (Br2)

Mpwknag Ad1

1—[N2-[N-(q)eHinmeTOKCMKapGOHin)-3,5-,D,Mxnop-D-TMp03Mn]-NG-(1 ,1-onmeTnneTokcukap6oHin)-L-nizun]-4-(4-
nipyavHin)-ninepasuH

Cymiw, wo cknagaetbcs i3 5r (13,0mmornb) 3,5-anxnop-N-[(deHinmeTokcem kapbonin]-D-umposuny, 5,1r
(13,0mmonb) 1-[N6—[(1,1-,qmmeTmneTOKcm)Kap60Hin]-L—ni3mn]-4-(4-nipm,qMHin)-ninepa3v|Hy, 1,81r (14mmonb) DIEA,
4.17r (13mmonb) TBTU, 1,75r (13,0mmons) HOBt i 200mn TeTparigpodypaHy nepemiwyBany npu KiMHaTHINA
TemnepaTypi MPOTAroM HOMi.

PeakuiviHy cymil 3rywyBanuy y Bakyymi, 3anvLoK po3BOAUIN y CYMiLLi ecTep ouTOBOI kncnotu/metaHon (95/5)



i ABiYi MpOMMUBANM HACUYEHUM BOLAHMM PO3YMHOM rigpokapboHaTy HaTtpito. OpraHivyHy dasy cywumnm, 3rywysanm y
BaKyyMmi i ouMLLany 3anuLLoK LWNSxXom konoHkosol xpomatorpadii (MN-cunikarens 60, Macherey-Nagel, 70-230
mesh ASTM, entoeHT: ecTep ouTOBOI kMcrnoTu/mMeTaHon = 6/4 (o/o)). Ogepxysanu 6,0r (61% Big TeopeTUYHOrO)
YKOBTYBATOi MAaCNAHUCTOT PiguHN.

R 0,47 (FM1)

ESI-MS: (M+H)"=757/759/761 (Cl)

Mpuknag A42

OpepaHHs cnonyk 3aranbHOT GopMynm

2

2,5
R N’QA‘NR‘R‘

H_ O

1-[NZ-[N-[[[2-(3-MeTOKCVId)eHiJ'I)eTI/IJ'I]aMiH0]Kap60HiJ'I]-3,5-,EI,VI6pOM-D-TVIpO3VIJ'I]—N6-[(1 -
anmeTuneToken kapboHin]-L-nisun]-4-(1-metun-4-inepuguHin)-ninepasuH

Oo cymiwi, wo cknagaetbea i3 1,1r  (1,5mmorb) Ne-[(,EI,VIMeTVIJ'IeTOKCI/I)-Kap60HiJ'I]-NZ-[N-[[[Z-(?)—
MeTokcudeHin)etunlamiHolkapboHin]-3,5-guépom-D-tnpo3un]-L-nisuny, 0,79r (6,1Mmonb) DIEA, 0,52r (1,6Mmornb)
TBTU, 0,2r (1,5mmonb) HOBt i 100mn gumetundopmamigy npu KiMHaTHIN TemnepaTypi Kpannsmu Aofasanuv
po3uuH 0,44r (1,5Mmornb) 1-(1-meTun-4-ninepuavHin)ninepasvHy 8 30mMn aumeTundopmamigy, nicnsg 4oro cymill
nepemilwyBanM npOTArOM HOuYi | 3rywyBanu Yy BakyyMi. 3anuwok po3Boaunu y Cymiwi ectep OLTOBOI
kucrnotuMeTtaHon (95/5), Agidi npomueanm 70Mn HaCU4EHUM BOLHUM PO3YMHOM rigpokapGoHaTy HaTpito, CyLMmnm
Hapg cynbdaTom HaTpito i 3rywyBanu y Bakyymi. Ogepxxyeanu 1,1r (81% Big TeopetnyHoro) 6e36apBHOI MiHW.

R+ 0,34 (ectep ouTOBOI KUCNOTU/METAHOMN/KOHL,. BOAHWI PO34MH amiaky = 7/2/1 (o/o/o))

AHanoriyHo ogepxysanu (n=1):

m:ni a‘] A IHR’E‘I MpumiTea ]uf'w] Re F"’""" IR fem™]

(KBr):
Nts[astjan| ct | e | 70 o4o| Fu3 [ceoresra;
1641.3
Mpuknan A43
1-[NZ-(3,5-,uI/IXJ'IOp-D-TVIpO3I/IJ'I)-N6-[(1 ,1-oumeTnneTokcm )kapboHin]-L-niann}-4-(4-nipyavHin)-ninepasvH
Po3unH 6r (7,9mmonb) 1-[Nz-[N-[(CbeHiJ'IMeTOKCVI)Kap60HiJ'I]-3,5-£I,VIXJ'IOp-D-TVIpO3VIJ'I]-N6-[(1 -

AnMeTuneToken kapboHin]-L-nisnn]-4-(4-nipnauHin)-ninepasvHy B Cymilli, WO cknagaetbcsa i3 200mn meTtaHony i
20mn BogHoro 1M posunHy rigpocynedaTy kanito npotarom 40 xsunuH rigpysanu y npucytHocTi 0,5r nanagito
Mopa sk kaTanidatopa npu KiMHaTHiI TemnepaTtypi i TuckoBi BogHi 3 6ap. Katanizatop BigdinbTpoByBanu,
peakuiiHy Cymill BuMnapioBarm y BaKyyMi A0 CYXOro CTaHy i B 3anuvLKy AOAABaHHAM 2MIT KOHLEHTPOBaHOro
BOAHOIO po34MHy amiaky BctaHoBmnoBanu pH 6nusbko 10. MpoaykT Kinbka pasiB ekcTparyBanu i30NponaHorioMm,
06'egHaHi i30MponaHoONoBI EKCTPaKTU 3ryllyBanu y BakyyMi i o4epKaHui 3anuLLoK oYMLLIani LWNSXoM KONMOHKOBOT
xpomatorpadii  (LiChroprep, Si60 posmip 3epHa: 2040vmkm, dipma Merck (Dammstadt); enwoeHT:
MeTuneHxnopua/metaHon/amiak = 350/75/75/10 (o/o/o/o)). OpepxyBann 2,5r (51% Big TeOpeTUYHOrO)
6e36apBHOi, aMoppHOi TBEPAOT pEHOBUHM.

IR (KBr): 1641, 1705 cm ' (C=0)

R 0,27 (FM1)

Mpwknag Ad4

OpepaHHs cnonyk 3aranbHOT opMynu:
Fmoc-A-NRR*

1—[N2-[(9—cpTopeHinMeTOKcm)Kap60Hin]-NG-(2,2,5,7,8-neHTa|\/|eTv|nxp0MaH—6-cvnb(p0Hin)-L—apriHin]-(4-
nipuavHin)-ninepasuH

Oo cymiwi, wo cknaganacs i3 7,0r (10,6mMmonb) Fmoc-Arg(Pmc)-OH, 1,42r (11,0mmorne) DIEA, 3,53r
(11,0mmomb) TBTU, 1,35r (11,0mmonb) HOBt i 50mn DMF 3 nepemiluyBaHHAM Kpannsimu gogasanu po3dvH 1,74r
(10,6mmomb) 1-(@-nipngwHin)-ninepasuHy B 20mn DMF. PeakuinHy cymiw nepemiwysanu we 3,5 roguH npwm
KiMHaTHI TemnepaTypi, a noTim 3rywyeanu npu 40°C y munbokomy BakyyMi. 3anvLwoK pO3YMHSNM B €TUITOBOMY
ecTepi OUTOBOT KUCMOTW, OpraHiuHy a3y ABidi NpoOMUBanM HacM4yeHUM BOAHMM PO34YMHOM rifpokapboHaTy HaTpito,
cywmnu Hag cynbdatoM HaTpito i 3rylwyBanM y BaKyymi. 3anuwok postupanu 3 gietmnosum edipom,
BiadinbTpOBYBaNM HyTY-pinbTpOM i cywmnu. OgepxyBanu 7,85r (96% BoA TeopeTMyHOro) GakaHOro KiHUEeBOro
NPOAYKTY, AKUA BUKOPUCTOBYBanM 6e3 noAarbLUOro OYNLLEHHS.

Rf: 0,5 (FM1)

AHanoriyHo ogepyBanu:

%
A|NRR'|  muxopy Ry Ernoant IR [em™)
{KEB): C=0
A3l C18 -] 0.55 P4 1843 1711
Mpuknag A45
OpeprxaHHa Cnonyk 3aranbHOi opmMynu:

H-ANR’R*

1-[NG-(2,2,5,7,8-neHTaMeTmnxpomaH-G-cynb(pOHin)-L-apriHin]—4-(4-r|ipMp.VlHin)-ninepasmH

Po3zunH  8,5r (11,1mmorb) 1-[N2-[(9-¢)TopeHinMeTOKaA)Kap60Hin]-NG-(2,2,5,7,8-neHTameTV|nxp0MaH-6-
cynboHin)-L-apriHin}-4-(4-nipuamuin)-ninepasuvHy 8 100mn THF amiwysanu 3 16mn gieTunamidy i npotarom 2,5
roAvH nepemillyBanu nNpu KiMHaTHin TemnepaTypi. PeakuiiHy cymill 3ryulyBanu y BakyyMmi i ogepxaHui 3anmLuok
ouMAanNn WNAXoM KOmMoHkoBoi xpomatorpadii (MN-cunikarens 60, Macherey-Nagel, 70-230 mesh ASTM,



entoeHT: FM1). Ogepxysanu 3,3r (54% Big TeopeTnyHOro) amopHoOi TBEpA0T PEHOBUHN.
Rf. = 0,19(FM1)
IR (KBr): 1637cm™ (C=0)
AHanoriyHo oaepXyBanu:

%
A NRR* BuxoAy IR fem™]
(KBn): C=0
A3 cia 80 ig37.5; 1705

I'IpMKna,u, A46

1- [N NC-gumeTnn-N2 [(CbeHmMeTOKCVI)KapGOHIJ'I] -L-niznn]-4-( -nlpwp[ Hin)-ninepasvH

9,6r (18,3mmonb) 1- [N -[(1,1-ammeTnneTokcn )kapOoHin]-N*-[(cbeHinveToken )kapboHrin]-L-nisnn]-4-(4-
nipuavHIn)-ninepasuHy NpoTAroM Houi nepemiwysanu B 200mMn 5-NpoLEeHTHOro po3ynHy TpMETOPOLTOBOI KUCNOTH
B /J,VIXJ'IOpMeTaHI MoTiM peakuinHy cymiw 3rywyeanu y Bakyymi. Ogepxysanu 13,471 (97% Bia TeopeTUyHOro)
GaxaHoro 1- [N -[(cbeHinmeToKCK )KapboHin]-L-nizaun]-4-(4-nipnavHin)-ninepasuny y Burmagi TpudrtopaueTaTHol
coni. Micna uysoro 7,0r (9,1MMONb) CUPOBUMHHOIO MPOAYKTY PO34YMHANM B 200mMn BOAM i 3 OXONOMAXKEHHSAM Y
nbogaHin G6aHi gomasanu 4,1mn 40-NpouUeHTHOro po3unHy dopmanbgerigy (45,6mmonb). PeakuiiHy cymill
npotarom 10 XBMNWH NepemillyBany Npu KiMHaTHIA TemnepaTypi, 3 OXONOMKEHHSM Y NbOASHIN 6aHi 06epexHo
amiwyBanu 3 1,5r (40mmonb) 6oponapuay HaTpito, MOTIM i3 30BHILLHIM OXONOMKEHHSM nbodom i3 4,1mn 40-
NPOLEHTHOTO po34nHy chopmanbaerigy (45,6Mmons), nicra Yoro peakujinHy cymiw we 10 xBUNMH nepemillyBanm
npw KiIMHaTHIN TemnepaTypi i 3 OXONOAXEHHSM Y NbOAsHIN 6aHi amiyBanu 3 1,5r (40mmonb) 6oporigpuay HaTpito.
3HayeHHs pH peakUuiHOT cymilli NOCTIMHO KOHTPOMOBanNM Mig Yac peakuii i, JoAatyn kpannsamu TpudTopoLToBY
KMCNOTY, NOCTiNHO niaTpumyBanu Big pH 3 go pH 6. MNoTim cymiw nepemiwyBanu npotarom 30 xeunuH npu 5°C,
AonaBaHHAM kapboHaTy kanito BctaHoBnoBanu pH 10 yoTnpwu pasu ekctparyBanu KOXHoro pasy 50mn etunosoro
ecTepy ouTtoBoi kucnotu. OB6'egHaHi opraHiyHi a3u cywmnu, 3rylyBanv y BakyyMi i ogepXaHwi 3anuLuok
ouMLIanu WIaxoM KoroHkoBoi xpomaTtorpadii (MN-cunikarens 60, Macherey-Nagel, 70230 mesh ASTM,
€rl0eHT: ecTep OLTOBOI KMCNOTU/METaHON/KOHL,. BOOHUA pO3unH amiaky = 6,5/3/0,3 (o/o/o)). OpepxxyBanu 2,3r
(56% Big TEOPETUYHOTO) 6e36apBH0| MacrnstHUCTOI pianHu.

IR (KBr): 1711, 1649 cm (C 0)

Rf. 0,2 (FM7)

ESI-MS: (M+H) =454

Mpuknapg A47

OpepxaHHs cnonyk 3aranbHoi popmynu
0 NR'R
CH,

MeTUIOoBUN ecrep (R,S)-4-amiHo0-3,5-anbpom-y-okco-B-[[4-(4-nipnavHin)-1-inepuanHinMeTun]-
©6eH3eHOyTaHOBOT KMCNOTU

Cymiw, wo cknaganacs i3 10r (27mMMornb) MmeTnnoBoro ecrepy 4-amiHo-3,5-anbpom-y-okcobeH3eHOyTaHOBOT
kucnotu, 5,4r (27mmorne) 4-(4-nipuavuin)-ninepngudy i 1,5r (45mMmonk) napadopmanegerigy cycneHaysanu B
20Mn NMbOAAHOI OLTOBOI KUCMOTK i 3 NepeMillyBaHHAM HarpiBamm y macrnsiHin 6aHi (Tfemnepatypa 6aHi: 100°C).
Yepes 3 roguHm we pas gopgasanu 1,5r (45vmonb) napacdopmanberigy i Cymill nepemillyBanu we npotarom 3
roavH npu 100°C, a noTim npoTarom 1 roguHu npu 125°C. PO34YMHHUK BUAANANN Yy BaKyyMi i 3aNULLIOK pO3BOANMIN Y
800mn Boaun. BogHin gasi gogaBaHHAM kapboHaTy HaTpilo HagaBamm NyXHOro xapakTepy i ekcTparyBanu Asidi no
500mn ecTtepy ouToBOi kucnotn. OB6'egHaHi eKCTpakT ecTepy OLTOBOI KMCMOTU CYLUMNK, 3ryLLyBanu y BaKyyMmi i
OYMLLANN 3anuLLOK LWNAXOM KomnoHkoBoi xpomaTtorpadii (MN-cunikarens 60, Macherey Nagel, 70-230 mesh
ASTM, entoeHT: ecTep ouToBOT kncnotu/metaHon = 9:1)). Ogepxysanu 1,0r (6,8% Big TeopeTnyHoro) 6axaHoro

KIHLI,eBOI'O npoayKTy yBVIFJ'Iﬂ,EI,I MacnsiHUCTol pI,EI,I/IHVI
IR (KBr): 1716,5¢cm"

R 0,7 (FM1)
AHanoriyHo ogepxyBanu:
%
RZ INRR'| muxopy | R [imoem IR fem™)
{KBr): G=0 1672.2:
AS4| cs a5 0.68 | FM1 "i7339
Mpuknag A48

OpepxaHHs cnonyk 3aranbHoi popmynu

0O+ F
H.Dﬂ\,l__ NR'R

(R,S)-4-amiH0-3,5-an6pom-y-okco-6-B-[[4-(4-nipuguHin)-1-ninepugnHinlmemn]-6eH3eHbyTaHOBa K1cnoTa

Cymiw, wo cknagaetbea i3 1,0r (1,9mmornb) metunoBsoro ectepy (R,S)-4-amiHo-3,5-gubpom-y-okco-B-[[4-(4-
nipuavHin)-1-ninepuauHinlMe Tun]-cbeHinbyraHoBoi kmucnotn, 5mn 1N posumHy igkoro Hatpy i 50mn giokcaHy,
NPOTAroM HOYi NepemillyBany npu KiMHaTHI TemnepaTypi i npotarom 1 rognHm npy 60°C. noTiM peakLiinHy cymill
HenTpanidyBann gogasaHHaM 5Mn 1N consiHOT KUCNOTK, 3rywlyBanu y BaKyymi i 3anuLLIOK CylUMIW Yy BaKyyMHin
cywmnbHin wadi. Opepxysanu 0,971 (100% Big TeopeTnyHoro) 6axaHoro NPoayKTy, KU NepeTBoploBany Jani
6e3 OYMLLEHHS.

Rf: 0,15 (FM1)



AHanoriyHo ogepXKyBanu:

%
a‘|nn‘a" L E.momrrl IR [em™]
AS4] CB o5 0.2 | FM1 | (KB C=0 1660
Mpuknag A49

3,5-anbpom-4-rigpokcu-p-(MeTokcrkapboHin)-6eH3eHbyTaHOBa kucrnoTa

[o po3suuHy 12r (0,043monb) 4-rigppokcmn-(3-(MeTokcrkapboHin)-6eH3eHbyraHoBoi kucnot B 200mMn ouToBOT
kncrnoTtu gogasarm 150mn Bogm i 8r aueTaTty HaTpito, 3 nepeMillyBaHHAM Ao4aBanu Kpannamu po3ymH Smn 6pomy
B 60MN OLTOBOI KUCMOTK, BUNApOBanu peakuiHy CyMill y BakyyMi i nepemillyBanu 3anuiiok 3 sofoto. Boany
(ba3y NOBTOPHO eKCTparyBanu ecTepoM OLTOBOT KMCMOTU, 06'eaHaHi opraHiuHi dha3m npommsanu BoAoto. OpraHiyHi
€KCTPaKTM Cylmnu, 3rywysanu Yy BakyyMi | ofepKaHun TBepauMin 3anuwok nepekpucranisysanu i3
giizonponinosoro etepy. Ogepxysanu 12r (70% Big TEOpeTUYHOrO) KiHLEBOIO NPOAYKTY.

R+ 0,4 (ectep ouTtoBoi kncrnotu/netponenHnin edip/noasHa outosa kucnota = 5/5/0,4 (o/o/o)

ESI-MS: (M+H)"=394/6/8 (Br>)

Mpuknag A50

OpeprkaHHSA Cnonyk 3aranbHOi opmynu:

RZ

0
OCH,
R

0

MeTUIIOBMIA ectep (R,S)-2-[(3,5-ambpom-4-rigpokcudpeHin)metnnl-4-[4-(1,3-aurinpo-2(2H)-okcobeHsimigason-
1-in)-1-ninepnanHin]-okco-0yTaHOBOT KMCIOTU

Po3uuH 2,0r (5mMmonb) 3,5-ambpom-4-rigpoken-(3-(MeTokcukapboHin)-6eH3eH6yTaHoBoiI kncnom B 80mn THF
3 nepemillyBaHHAM 3miwysanu 1,6r (5mmons) TBTU, 0,761 (Smmons) HOBt, 1,25r (Smmons) 4-(1,3-gurigpo-2(2H)-
okcobeHsimigazon-1-in)ninepmavH i 1,03r (8mMmornb) DIEA. PeakUiiHy cymill npoTsirom 6 roguH nepemillysanu npu
KiMHaTHIA TemnepaTypi, @ NoTiM 3rywyBanu y Bakyymi. OgepXaHuii 3anuLoK 3MillyBanu 3 HaCUYEHUM BOOHUM
pO34MHOM rigpokapboHaTy HaTpilo i Kinbka pasiB ekcTparyBanu ectepom outoBoi kncnotm. O6'eaHaHi opraHiyHi
€KCTpaKTW NOCMiJOBHO NPOMMBANN HacUYeHWM BOAHWM PO3YMHOM rigpokapboHaTy HaTpito i BOAO, CyWMAW Hapg,
cynbdatoM HaTpito i arywyBanu y Bakyymi. Ogepxysanu 3,0r (50% Big TeOpeTUYHOro) LiflbOBOrO NPOAYKTY, AKUIA
nepeTeoptoBany Aani 6€3 ouMLLEHHS.

IR (KBr): 1714,8cm™ (C=0)

Rt 0,7 (ecTtep ouToBOi KMCNOTU/NETponenHni edip = 7/3 (0/0))

AHanoriyHo ogepxysarnu:

RCO| R* | % Buxogy MS R/ | Enwoeut IR fem™]
NGB | AST a8 0.661 FMI
(KBr): C=0
N8B | AS2 100 0.77]  FM1 ol i
(KBr): C=0
N138| AS2 100 |ELM =485[0.300 FM1  |1843/1672
11732
ELM =
(KBr): C=0
NEG | AS4 28 60%18)”0 pss) PMe |
NES | AS36 &3 - 0.561  FM4
NGB | AS38 82
NGB |AS48] 100 0.68| _FM1
NGB | AS18 22
NE6 | AS38] 100
— (KBr): C=0
N10g]| AS21 39 0.3s] EE iy
N113] AS21 57 0.15) EC/PE 95/5
N134] AS21 20 0.15] EE
N6 | AST 700 0.75]  FM1
NGB | AS53 20

Mpwknag A51

(R)-1-[2-amiH0-3-(3,5-gnbpom-4-riapokcundpeHin)nponinl-4-(1-ninepuguHin)-ninepuavH

o cycneHsii, wo cknagaetsca i3 3,8r (100mmone) rigpnay nitivantomiuito B 400mn THF 3 nepemiwyBaHHAM
npu KimHaTHIn TemnepaTypi npotarom 30 xBunuH nopuismv gopasanu 14,4r (20mmonb) 1-(3,5-gnbpom-D-
Tmpo3un)-4-(1-niepnanHin)-ninepnavH. Peakuinny cymiw kun'atunm  npotdarom 30 XBAMWMH MpW  KiMHaTHINA
TemnepaTtypi i nNpoTArom 2 roAuH 3i 3BOPOTHWM XONMOAUIbHUKOM, a MoTiM HenTpanidyBanM o6epekHUM
aogaBaHHaM 1mn Boau i 5,1M KOHLEHTPOBAHOIO BOAHOMO PO34YMHY COMAHOI kucnotu. Micna pogasaHHsa 100mn
MeTaHony BiACMOKTyBanu TBepAauh ocap i dinbTpaT 3rywyBann y Bakyymi. OgepxaHui 3anmwok ouvanm
LNsAXomM  KoroHkoBol xpomatorpadiii (MN-cunikarens 60, Macherey-Nagel, 70230 mesh ASTM, entoeHT:
MeTUNEHXNTOPUA/METaHOMN/KOHL,. BOAHMIA po3uuH amiaky = 8/2/0,2 (o/o/o)). Opepxysanu 54r (57% Big
TEOPETUYHOTO) LiNIbOBOIro NPOAYKTY Y BUMMsAAi amopdHOT TBEpAOT peUYOBUHM.

IR (KBr): 3420cm™" (NH>)

R 0,4 (FM2)



ESI-MS: M'=473/475/477 (Br2)

AHanoriyHo ogepxKyBanu:

I3 1-(4-amiH0-3,5-anbpom-D-cbeHinananin)<4-(1-ninepuavHin)-ninepuanHy 3 kinekicHum Buxogom 56,5% Big
TeopemmyHoro  (R)-1-[2-amiHO-3-(4-amiHo-3,5-anbpomdeHin)nponin-4-(1-ninepmuavHin)-ninepugyi 3 Ry 0,12
(enoeHT: anxnopmeTaH/mMeTaHon/umknorekcan/koHuy. amiak 7/1,5/1,5/0,2 (o/o/o/o)).

Mpuknag A52

(R)-1-[3-(4-amiH0-3,5-gnbpomdeHin)-2-[N-[(1,1-ammeTrneTokcu )kapboHinjamiHolnponin]-4-(1-ninepuaunHin)-
ninepuaMH

[o po3uunHy 10r (0,017monb) 1-[4-amiHo-3,5-Anbpom-N-[(1,1-aumeTnneTokcn kapboHin]-D-deHinananinl-4-(1-
ninepuamHin)-ninepugnHy B 350mn giokcaHy pgogasanu 3,1r (0,082mons) Goporigpuay HaTpilo i 0XonomKyBanm
peakuivHy cymiw go 5°C. lMoTim 3 nepemiwyBaHHAM KpannsaMu gopasanu po3unH 4,92r (0,082monb) ourtoBoi
kmncrnotv B 100mn giokcaHy. PeakuinHy cymiw nepemiwysanv we OAHY roAuvHy Npu KiMHaTHIN TemnepaTypi i
npotarom 3 roauH npu 85°C. lNMicnsa uboro amiwysanu 3 NbOAAHO BOAOK, OPraHiYHUA PO3YUMHHUK BUAANANN y
BaKkyyMmi i oepXaHun BOAHUW 3amnuLLIOK 3HOBY eKcTparyBanu MmeTuneHxnopuzom. OG'egHaHi opraHiyuHi dasm
CyWwmnu, 3rywyBanu y BakKyymi i OJepKaHWiA 3amnuvoK O4MLIanu LUMsSIXOM KOJTOHKOBOIT xpomaTtorpadii (MN-
cunikarene 60, Macherey-Nagel, 70-230 mesh ASTM, eneHT: MeTuneHxnopua/meTaHoN/UMKIorekcaH/KoHL,.
BoAHMI amiak = 3600/150/150/20 (o/o/o/o). OgepxyBanu 4,11 (42% Big TeopeTuyHoro) 6e3bapBHOI MiHK.

IR (KBr):1705¢cm™' (C=0)

Mpuknag A53

(R)-1-[2-amiHO-3-(4-amiHO-3,5-AnBpomMdpeHin)nponin]-4-(1-ninepunanHin)-ninepuanH

[o cymiwi, wo cknaganacs i3 4r (7mmonb) (R)-1-[3-(4-amiHo-3,5-anbpomdaeHin)-2-[N-[(1,1-aMmeTuneToken)
kapboHinlamiHo]-nponin]-4-(1-ninepugunHin)-ninepnamnny i 100mMn metuneHxnopuay 3 nepemiwysaHHam npu 10°C
noBinbHO, Kkpannamu popasannm 40mn  TpUTOPOUTOBOT KUCMOTW. PeakujinHy cymiw npoTarom 2 roguH
nepemillyBanu npu KiMHaTHIN TemnepaTypi, a NOTiM 3rywyBanu y Bakyymi. Ogep>xaHui 3anuLUoK 3millyBanu 3
NbOJSHOK BOAOK, A0AaBaHHAM KOHLUEHTPOBaHOMO BOAHOIO PO34YMHY aMiaky HajaBanM OCHOBHOIO XapakTepy i
ekcTparyBanu Tpudi no 200mn pgietunoBoro etepy. OO'egHaHi eKCTpakTM Cywmnu i 3rywyBanm y BaKyyMi.
Opepxysanu 3,4r (100% Big TeopeTMYHOro) aMopdHOiT TBEPAOT PEHOBUHN.

IR (KBr): 1683,8, 1616,3 (C=0)

Rf: 0,02 (FM4)

Mpuknag A54

MeTUNoBUiA ectep (R,S)-4-[4-[3,4-purinpo-2(1H)-okcoxiHasoniH-3-inl-1-ninepnanHin]-4-okco-2-[[3-
(TpndbropmeTnn)eHinlMeTun]-6yTaHoBOT KMCNOTK

OpepxyBanu  ananoriyHo  npuknagy Al5a) i3 memmnosoro  ectepy  (R,S)-3-kap6okcn-2-[[3-

(TPpnbropmeTun)peHinlweTun]-nponaHoBoi  kucriotm i 3,4-aurigpo-3-(4-ninepngnHin)-2(1H)-xiHasoniHoHy 3
BMxofoM 27,3% Bia TeopeTnyHoro. besbapsHa, amopcHa pevoBuHa 3 Ri=0,25 (entoeHT: eTMnoBuit ectep oLToBOT
KNCoTK).

MS: M'=503

BignogigHo ogepxysanu:

I3 meTtunoeoro ectepy (R,S)-3-kapbokcn-2-[(3,5-gubpom-4-rigpokcudpeHin)vetnnl-nponaHoBoi knucnotm i 3,4-
avrigpo-3-@4-ninepnannin)-2(1H) xiHaszoniHoHy 3 Buxogom 98% Bia TeopetnyHoro metunosui ectep (R,S)-4-[4-
[3,4-purigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuauHinl-4-okco-2-r(3,5-gubpom-4-rigpokcndeHin)me mn]-6yraHoBoi
kncnoTn 3 R+=0,66 (entoeHT: amxnopmMmeTaH/uukrorekcaH/ metaHon/koHu. amiak 7/1,5/1,5/0,2 [o/o/o/0)).

Mpuknag AS5

(R,S)-4-[4-[3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in]-ninepuaunHin}-okco-2-[(3,5-aubpom-4-
rigpokcndpeHin)veTnn]-6yraHoBa kucnoTa

Cymiw, wo cknagaetsca i3 3,0r (4,92umons) wmetunosoro ectepy (R,S)-4-[4-[3,4-gurigpo-2(1H)-
OKCOXiHa3omMiH-3-n]-1-ninepnanHin]-4-okco-2-[(3,5-anbpom-4-rigpokcmudeHin)metmn]-6ytaHoBoi  kucnotn, 30mn
(30mmonb) 1N igkoro Hatpy i 20mMn meTaHony nNpoTarom 3 rogvMH nepemiwyBany npv KiMHaTHIN TemnepaTypi,
notim possogmmm 100mn Boam i kpannamu amiwysanu 3 30mn 1N consHoi kncnotm. Ocag sigdinsTpoByBanu i npu
50°C cywmnu y BeHTURAUiINHIA  wadi. be3bapeHa, amopdHa pedoBmHa 3 R=0,38 (entoeHT:
anxnopmeTtaHMeTaHon/neoasHa ouToBa kucnoTa 9/1/0,15 (o/o/o)). Buxia: 2,5r (85,4% Big TeopeTuyHoro).

BignogigHo ogepxysanu:

I3 metunosoro ectepy (R,S)-4-[4-[3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuamHin]-4-okco-2-[[3-
(TPndbropmeTnn)eHinlveTun]-6ytaHoBoi kucnotm 3 Buxogom 79% Big TeopeTtnyHoro (R,S)-4-[4-[3,4-purigpo-
2(1H)-okcoxiHazoniH-34n]-1-ninepmanHin}-4-okco-2-[[3-(TpudtopmeTnn)deHinjmetun]-6ytaHoBy Kucnoty 3
R=0,34 (entoeHT: eTUNoBWi ecTep OUTOBOI KMCINOTU/NboassHa ouToBa kucnoTa 99,8/0,2 (0/0)).

IR (KBr): 1703, 1643 cm™' (C=0)

Mpuknag AS6

MmeTtunosun ectep  3,5-gubpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaHin]«ap6oHin]-N-
MeTun-D-tnposuHy

a) 1-(xnopkap6oHin)-4-[3,4-gurinpo-2(1H)-okcoxiHasoniH-3-in]ninepuavH

o cymiwi, wo cknagaetbes i3 7,0mn (6nunsbko 14mmonb) 20-NpoLeHTHOro po3unHy docreHy B Tonyonii 2,02r
(20mmonb) TpueTunaminy B 300mn TeTparigpodypaHy nopuisMun gogasany 3 AOTPUMaHHAM TemnepaTypu peakuii
6nunsbko 0°C cycneHsito 1,5r (5,60mmonb) 4-[3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in]ninepuavHrigpoxnopugy B
100mn  TeTparigpodypaHy. [lepemiwyBanu we ofHy roauvHy npu  Temnepatypi Big 0°C po +5°C,
BiAdiNbTPOBYBaNM Bi4 YTBOPEHOro TpueTUnamiH-rigpoxnopmuay i 3BiNbHANM inbTpat Big PO3YMHHUKA.
OpeprxaHuin 3anuLLoK po3Tmpanu 3 Aiisonponinosum eTepoMm i BigdinbTpoByBanu HyTY-inbTPoM. IMicna CywiHHA
y Bakyymi opepxysanum 0,7r (42,6% Big TeopetTnyHoro) 6es3bapBHux kpuctanie 3 R=0,17 (entoeHT:
anxnopmeTtaH/aueToH 9,5/0,5 (0/0)), Wo BMKOpPUCTOBYBanuch Aani 6e3 4o4aTKOBOMO OYMLLEHHS.

b) metunoesun ectep 3,5-gubpom-N-[[4-[3,4-aurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnanHin}«ap6oHin]-N-
MeTun-D-tnposuHy

Oo posunHy 4,9r (13,3mmornb) meTtunosoro ectepy 3,5-aubpom-N-veTun-D-tupoauHy i 4,04r (40mMmorb)
TpueTunaminy B 500mn TeTparigpodypaHy KpannaMmu gogasarm npu KiMHaTHIM TemnepaTtypi NpoTaromMm 3 roauH



po3uvH 3,92r (13,34mMmornb) 1-(xnopkap6boHin)-4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in] ninepuaHy B 1N
TeTparigpodypaHy. [loTiMm npoTarom 12 roavH HarpiBamM npu TemnepaTypi 3BOPOTHOrO XonoAurbHUKa,
oxonogxysanu i BiadiNnbTpOBYBaNM Bi4 OcCa[KeHoro TpuetTunamiHy. ®PinbTpaT BuNapioBanu, 3aruULIoOK
po3noainanu Mk eTMnoBnUM eCTepoM OLTOBOI KMCMOTH i 20-NPOLIEHTHUM BOOHWM PO3YMHOM JFIMMOHHOT KUCIIOTU.
OpraHiyHy a3y cywmnmn Hag cynbgaTom HaTpilo, 3HOBY BMMAPIOBANM y BaKyyMmi, 3anyvLLIOK OYMLLANM LUNSXOM
KOMOHKOBOI xpomaTtorpadiii Ha cunikareni i3 BUKOPUCTAHHAM  CyMilli «eTUNoBUMWA ecTep  OUTOBOI
kucrotu/netponenHnin etep» 9/1 (o/o). MNepepobka nigxoxux dpakuin gae 3,2r (38,5% Big TeopeTMyHOro)
©6e36apBHOI, amopHoi peyoBuHUN 3 R=0,45 (entoeHT: eTUNoBUIA eCcTep OLTOBOT KMCIOTK).

IR (KBr): 1739,7, 1660,6 cm™' (C=0)

ESI-MS:  (M+H)"'=623/625/627 (Br2)

(M+Na)'=645/647/649 (Brz)
(M+K)"'=661/663/665 (Brz)

Mpuknag AS7

mMeTunosun ectep 3,5-ambpom-4-metokem-D-chbeHinanaHiHy

o cymiwi, wo cknapgaetbesa i3 5,5r (14,12mmornb) 3,5-gmbpom-4-meToken-D-cpeHinananin-rigpoxnopuay i
55mMn metaHony gogasanyv 150Mn HaAcUM4eHOrO METAHOMBHOIMO PO3YMHY COMAHOI KUCMOTW | MepemiluyBanu
npotarom 20 roauH Npu KiMHaTHIN TemnepaTypi. OgepxaHuii Nicna BiAFOHKM PO3YMHHMKA 3amnuLLOK pO3MillyBanu 3
50Mn BoAM i HacM4eHUM po34MHOM rigpokapboHaTy HaTtpito BcTaHoBnoBanu pH 8. Ocap BiadinbTpoByBanu,
nepemiwyBanu 3 10mn i3onponaHony i BiACTOOBanM NPOTArOM Houi. PinbTpyBanuM HEPO3YMHHI CKNagoBi i
GinbTpaT BUNapoBanu y Bakyymi. 3anvLoKk BUKOPUCTOBYBaNM B NoAarnbLlUMX peakLisix Sk CUPOBUHHUIA MPOAYKT.

Buxia: 1,0r (28,7% Big TeopeTnyHoro) ©6e3bapBHOi MacngHuctoi piavhm 3 R=0,55 (entoeHT:
ONXITOPMETaH/eTUNOBUI eCcTep OLTOBOT KUCIOTU/LMKIIOrekcaH/MeTaHon/koHL,. amiak = 300/80/25/25/3 (o/o/o/ol)).

Mpuknag A58

1-(4-amiHo-3,5-anbpom-D-deHinanaHin)-4-(4-nipumiguHin)ninepasuH

a) 1-(2-xnop-4-nipumiguHin)-4-(deHinmeTnn)ninepasuH

Cymiw, wo cknagaetben i3 9,9r (0,0664monb) 2,4-auxnopnipumiguHy, 200mn Bogu i 11,7mn (0,0673monb) 1-
(dbeHinmeTMN)NiNepasnHy NPOTAroM 2 roavH Harpisanu B ynbTpasBykoBin BaHHI npu 40°C. licna oxonomkeHHs
KapboOHaTOM Kanito BCTAHOBMIOBANWU INYXHWA XapakTep i BAYEPNHO eKcTparyBanu eTUroBUM €CTEPOM OLTOBOI
kucrotv. OpepkaHnii nicng  3BUMYaHOT OGPOOKM  CMPOBWHHWIA MPOAYKT OYMLLANM  LUMSIXOM  KOJNTOHKOBOT
xpomaTorpadii Ha cunikareni (30-60Mkm) i3 BUKOpUCTaHHAM ogHoro i3 entoeHTiB FM2 | FM4 (2/1 o/o). Mepepobka
niaxoxux dpakuin pae 7,4r (38,6% Big TeopeTnyHoro) 6es3bapsBHoi macnaHucToi pignHn 3 R=0,51 (FM4;
Macherey-Nagel POLYGRAM® SIL G/U Vzs4, roTOBI NAiBKM AN TOHKOLLAPOBOT XpoMmaTorpadii).

MS: M'=288/290 (CI)

b) 1-(4-nipymiguHin)ninepasuH

Po3uuH 7,4r (0,0256momb) 1-(2-xnop-4-iipumiguHin)-4-(dpeHinmetun)ninepasuty 8 100mn  etaHony vy
npucytHocTi 2r 10-npoueHTHOro Nanagito Ha Byrinni rigpyBanu npotarom 4 roamH npu 40°C i TMckoBi BogHo 5 6ap.
OpepaHuin nicns 3BU4YariHOT 06pOOKN CMPOBUMHHWUIA MPOOYKT OYULLIANW LWSIXOM XpoMaTorpadii Ha cunikareni (30-
60MKM) i3 BUKOpUCTaHHsAM cymiwi FM1/uuknorekcaH 9/1 (o/o). beabapsHi kpuctamm 3 R=0,3

(FM1/umknorekcaH 9/1 (o/o)); Macherey-Nagel POLYGRAM® SIL G/UV254, roTosi NiiBku A TOHKOLIAPOBOi
xpomaTorpadii).

Buxig: 1,71 (40,7% Big TeopeTUyHOro).

¢) 1-[4-amiHo-3,5-ambpom-N-(1,1-gumeTunetokcmkapboHin)-D-ceHinananin)-4-(4-nipumiguHin)ninepasuH

OpepxyBanu aHarnoriyvHo npuknagy A15a) i3  4-amiHo-3,5-anbpom-N-(1,1-aumeTunetokan-«kapboHin)-D-
deHinanaHiny i 1-(4-nipumiguHin)ninepasuH y npucytHocti TBTU 3 Buxogom 92% Big TeopeTtnyHoro. besbapsHa,
amopdHa pevosunHa 3 Ri=0,42

(FM4; Macherey-Nagel POLYGRAM® SIL G/U V254, roTosi nniBku Ans TOHKOLLIAPOBOi XpoMaTorpadii).

IR (KBr): 1705,0, 1643,3 cm! (C=0)

MS: M'=582/584/586 (Br>)

d) 1-(4-amiHo-3,5-gnbpom-D-ceHinanatin)-4-(4-nipumiguHin)-ninepasuH

OpepxyBanu aHanoriyHo npuknagy A1b) i3 1-[4-amiHo-3,5-au6pom-N-(1,1-agnmeTnnetokcm-«kapboHin)-D-
eHinanaHin)-4-(4-nipumiguHin)-ninepasvHy 3 Buxogom 52% Big TeopetuyHoro. besbapeHa, amopdHa pevoBuHa
3 R=0,55 (FM1; Macherey-Nagel POLYGRAM® SIL G/U V254, roTosi nnieku Ans TOHKOLLAPOBOi XpoMaTorpadii).

IR (KBr): 1681,8cm™ (C=0)

MS: M'=482/484/486 (Br>)

Mpuknag A59

OpepxaHHS cnonyk 3aranbHoOi opmMynu:

R:
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(R,S)-4-[4-(3,4-purigpo-2(1H)-okcoxiHasonin-3-in)-1-ninepuaunHinl-2-[[4-(1,1-ammeTunetvn)deninlvetmn}-4-
okcobytaHoBa KucnoTa

Cymiw, wo cknagaetbes i3 4,81 (8,3mMmonb) eTunosoro ectepy 4-[4-(3,4-auriapo-2(1H)-okcoxiHasoniH-3-in)-1-
ninepnanHinl-2-[[4-(1,1-pmmeTnn-etun)eHin]metmn]-2-(eTokcn-kapboHin)-4-okcobyraHoBoi  kmucnotv,  200mn
etaHonyi41,5mn 1N igkoro HaTpy NpOTAroM 3 roAuH KUN'aTunu 3i 3BOPOTHUM XONOAUNBHUKOM .

ETtaHon Bupananu y BakyyMi, 3anuwok possoaumm 50mn Bogu i 1IN BOOHUM PO3YMHOM COMSHOT KUCAOTU
BcTaHoBnoBanu pH 3. OcampkeHy pevoBuHY BiodinbTPOBYBanM, 'PYHTOBHO MPOMUBaNM BOAOK i cywmnu y
Bakyymi. OgepxxyBanu 3,8r (96% Big TeopeTnyHoro) 6esbapeHux kpuctanis 3 T.nn. 139-141°C i R=0,65 (entoeHT:

N
|



EE/MeOH/nbopgsaHa outoBa kucnota 90/10/1 o/o/o).
IR (KBr): 1724, 1647 oM’ (C=0)
MS: BigcyTHiIN M*, m/e = 246, 231, 147
AHanoriyHo ogepxysarnu:

R | 'I"I_pnMirm B;z‘omr, . Ms Ry EntoenT IR fem™] -
AS29 100
AS16 7 fsi:gﬂﬂfg;H();r; .30 Aigl{lM;ES‘IHOL

] = o g e
AS32 100 Eé,';ﬁé‘,;“gf,’ i [Pt (1'232”?;3
asas 0 | mwe=sas Jozo| R N | o
AS31 100 0.20 i:zgg 2::’2;:1!
AS17 100 e%ilh*:gfz?();r:\ aze| ool e | Ce
AS34 78 | ESERAYE logs Agolt 80
AS19 70 — Ai%&”&?ﬁ.’s %ig!ﬁ;]
AS46 78 | ESEUAHI= 1o29 FM1 ‘Kaféf“
ASS0 o7 0.05 EE
AS2 Uo,:';g:_‘[im g | ESt %;H)*z ﬁ'éi?jﬁ;?
AS29 1L Tk il Saauioos
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Mpuknag A60

OpepaHHs cnonyk 3aranbHOT opMynu:
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eTunoBuin ectep 4-[4-(3,4-aunrigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHinl-2-[[4-(1,1-
anmeTnneTvun)deHiniveTnn]-2-(eTokcrkapboHin)-4-okcobyTaHOBOI KMCIOTK

Cymiw, wo cknagaetbca i3 2,31r (10mmonb) 4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-ninepuanHy, 3,64r
(10mMonb) (3, (3-b6ic-(eTokcn-kapboHin)-4-(1,1-gumeTnneTnn)-6eH3eHOyTaHOBOI KMCNOTU, SMN TpueTUnaminy, 3,51
(11mMonb) TBTU, 200mn TeTparigpodypaHy i 20mn gaumeTtundopmamigy npoTarom 5 rognmH nepemillyBanu npu
KIMHaTHIN TemnepaTypi. PO3UMHHUK BMAananm y Bakyymi, 3anuLIOK pO3BOAUNM Yy OUXTOPMETaHi, OAepKaHun
PO3YMH CyLIMNWN HaA cynbdaToM HaTpilo i 3BiMbHANW Bi4 PO34YMHHMKA. [licna OUYMLLEHHS LINAXOM KOMOHKOBOT
xpomaTorpadii Ha 400r cunikarento (Amicon, 35-70MKM, e€TUNOBWA ecTep OUTOBOI KWCIOTM SK €JII0EHT)
opepxysanu 4,8r (83% Big TeopetnyHoro) 6e3bapeHoi, amopdHoi peyoBnHu 3 R=0,63 (entoeHT: EE).

IR (KBr): 1734, 1668, 1653 cm™' (C=0)

MS: M'=577 (Br2)

AHanoriyHo ogepxysarnu:



R2 | % suxoay Ms Ry EnmioenT IR fem-)
As28| 75 I 0.8 M
AS18 58 0.5 EE
El M*= {KBr): C=0
ASS g5 A 0.7 Fil4 1649 /1 1683 /
BTTITSM1 {Erﬁ __1?34
(KBr): C=0
AS32 T4 0.5 Fr4 1647 7 1858 /]
1734
(KBn: C=3
AS3T [: 1] 0.5 EE 184911734
CRLL, /
b MeOH/ | (KBr: C=0
AS3Y & B M= 574 0.5 NHOH | 185811741
oo
{iKBn: C=0
El: M*=
ASTT 23 0.5 EE 1645 / 1686
70708 :E::_} 1738 1 1759
(KB C=0
AS3d4 75 El: M*= 60T 0.8 EE 1648 7 1668 /]
1736
{KBr): C=0
AS18 &7 0.8 Fuat 1647 / 1688/
1734
. [(KBr): C=0
AS4E a0 El: M*= 572 0.8 Fi1 ol
! (KBe): C=0
Asso| 78 mﬁ;;‘:*; 0.6 BE  |1645/ 1888
2 1730
ASZ 51
Mpuknag A61
OpepxaHHA Cnonyk 3aranbHoi opmynu
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B,B-6ic-(eTokcukap6boHin)-1-metun-1H-ingon-3-6ytaHoBa KucnoTa

OpepxyBanu aHanoriyHo npuknagy A1b) i3 Tpet.-6ytmnosoro ectepy (3, (3-6ic-(eTokcnkap6boHin)-1-meTun-
1H-inpon-3-6yTaHOBOT KUCNOTY LUNSIXOM NEPETBOPEHHS TPUTOPOLITOBOK KMCMOTOK Y AUXTOPMETaHI 3 BUXOA0M
63,5% Big TeopeTnyHoro. besbapsHi kpuctanu 3 T.nn. 127-130°C (giisonponinosuii eTep).

IR (KBr): 1738, 1712 cm™' (C=0)

AHanoriyHo ogepxyBanu:



R* |'% euxopgy?| MS Re | Emoewr | IR[em™
AS29 100
E=/MeOH/
AS16 100 0.7 AcOH
97.5/2.2/0.25
ASS 100 0.8 PEEEZ21
- (KBn): C=0
ass2| 100 0.58) PEEE21 | {707
(KBr): C=0
AS33 100 1736
{KBr): C=0
AS17 52 170711726
/1755
EE7MeOH o
AS34 90 0.8 AcOH 2';?}2”322
97.5/2.5@.25
PE/EE/ (KBr): C=0
AS19 100 0.76 AcOH 6/311 1738
. (KBr}: C=0
AS46 az 0.35 FM1 1732
’ (KBr): C=0
ASS0 71 1712711734
/1759
o PE/EE/ | (KBr):C=0
And 3T |BRM =272]0.42) ) copsi0.2] 171114734
Mpuknag A62

OpepkaHHs cnonyk 3aranbHOT GopMynu:

CHy lJD Rz
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TpeT.-6yTmnosui ectep B,B-bic-(eTokerkapboHin)-3,5-AumeTMn6eH3eHOyTaHOBOT KUCIOTH

Oo po3umHy 13,8r (50,2vmmornb) gietunosoro ectepy [(1,1-AMMmeTuneTokCcMkapOboHin)MeTun]-MmanoHoBOi
kucrnoTtn B 400mn 6e3BogHoro TetparigpodypaHy AoAaBany i3 30BHILLHIM OXONOMKEHHSAM MbOAAHOK BoAo 2,31
(52,7mmonb) rigpuay Hatpito. MMicna nepemilyBaHHS NPOTArOM MiBFOAWHW KpannsMu 4oAAaBanu 3 JOTPUMaHHAM
Temnepatypu peakui' Big 0 go +5°C posumH 10,0r (50,2mmornb) 3,5-ammeTun GeHsun Gpomigy B 80Mn
TeTparigpodpypaHy, nicna 4oro gasanu Cymiwi npoTtarom 14 rogwH Harpituca Ao KiMHaTHOI TemnepaTtypu.
PeakuiviHy cymill y BakyyMi 3BifbHAM Bi4 PO34MHHMKA, 3aNULLOK 3MiwyBanu 3 200mn 10-NpoLeHTHO0 NIMMOHHOK
KMCMOTOK i BUYEPIHO eKcTparyBany eTurnoBumM ectepoM ouToBoi kucnotn. O6'egHaHi ekcTpakTv nicrnst 3BMYaniHOb
0b6pobkn pgasarm 19,71 (100% Big TeopeTnyHoro) 6Ge3bapBHOi MacrnsaHucToi pimHn 3 Ri=0,67 (entoeHT:
AnxnopmeTaH), aky 6e3 oUnLLEeHHA BUKOPUCTOBYBANW B HACTYNMHUX CTaAisax.

AHanoriyHo ogepxyBanu:



R? NpumiTkn % Buxomy MS Ry | Entoent IR {em™)
AS29 100
AS18 62 06] CHCh
Est M+H) = [ 05| pere (KBn): C=0
AS5 91 poe i | EEE 21 | )
AS32 a8 076| pees oy |8 C=0
.. e i 789 6=
AS33 78 0.55{  CHyCl s
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AS31 . methyl-1H-indol- L El: M =417 | 0.7 an 1734
methoiodid . e
b b S| CHGH WS v
et 0 |ssorssa 8ry] ° Ch 1734
AS34 93 Bl M =450 | 0.5 | CH:CI/PE 1/1 ‘Kﬁ’;gg"’
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AS19 87 0.83] CH.Ch e
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Mpuknag A63

(dbeHinmeTnn)-ectep B,B-6ic-(eTokcukapboHin)-4-(1,1-gumeTnneTn)-6eH3eHbyTaHOBOT KUCNOTH

OpepxxyBanu aHaroriyHo npvknagy A62 i3 gietTnnosoro ectepy [(deHinmeTokcrkapboHin)-mMeTnn]-ManoHoBoi
kucrnotm i 4-(1,1-gumeTnneTun)-6eH3nnbpomiay y NpuMcyTHoOCTI rigpuay HaTtpito 3 BuxoaoM 53% Big TEOPETUYHOTO.
BesbapeHa macnsHucTa pignHa 3 R=0,21 (entoeHT: gnxnopmeTaH/neTponeriHuii etep 2/1 o/o).

IR (KBr): 1738cm™ (C=0)

Mpwuknag A64

MeTUIoBUN ectep 4-[4-(3,4-gurigpo-2 (1H)-okcoxiHasoniH-3-in)-1-ninepuanHin]-2-[[3-(1-
MeTuneTokcn )peHinMeTnnl-4-okcobyTaHOBOT KUCMOTU

[Oo poswHy 2,0r (4,43mmonb) meturoBoro ectepy 4-[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepnanHinl-2-[(3-rigpokcudeHin)metmnl-4-okcobyraHoBoi kucrnot B 30mn 6Ge3sogHoro gumeTundopmamigy
popasanu 0,2r (4,4vmornb) 55-nMpoueHTHOT cycneHsii rigpuay HaTpito B napadiHoBomy Macni. [Micna 30-
XBUITMHHOTO MepemillyBaHHSA Npu KiMHaTHIN TemnepaTypi kpannamu gogasamm 0,5mn (4,8vmorns) isonponinioama
i BATPUMYBanNu no Agi rOAMHW Npu KiMHaTHIN TemnepaTypi i npu 70°C. OpepXaHui nicna BMAANEeHHS NeTKux
CKMNaZoBuMX 3aMMLLIOK pO3MoAinsanM Mk BoAO i eTMNOBUM eCTepoM ouToBOI kucnot. OpraHiyHy dasy npoMuBanm
HaCU4YeHMM PO3YMHOM XMOPUAY HaTpilo, CylMnM Hag cynbdaToM MarHito i 3HoBy BunaptoBanvi. CUPOBUHHUN
NPOAYKT ounanu wnaxoMm xpomaTtorpadii Ha cunikareni (60MkM) i3 BUKOPUCTAHHAM cCrnovaTky AMXIIOpMeTaHy,
noTiM cyMiLi MmeTaHon/koHu,. amiak (9/1 o/o). Opgepxysanu 0,9r (42% Big TeopeTnyHoro) 6e3bapBHOi, amopdHOT
peyosunHm 3 R=0,32 (FM4).

IR (KBr): 1734, 1668 cm™' (C=0)

MS: M"'=493

BignosigHuM uuHOM opepxyBanu i3 MeTtunosoro ectepy 4-[4-(3,4-gurigpo-2(1H)-okco-xiHazoniH-3-in)-1-
ninepuanHinl-2-[(3-rigpokcndeHin)metnnl-4-okcoOyTaHOBOT KMCNOTU | eTunnoanay metunosun ectep 4-[4-(3,4-
avriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuauHin}-2-[(3-eTokcndpeHin)-metmnl-okcobytaHOBOI KMCMOTU 3 BUXOAOM
67% Big TeopeTnyHoro. besbapsHa, amopdHa pedosuHa 3 R=0,29 (FM4).

IR (KBr): 1734, 1666 cm™' (C=0)

MS: M'=479

Mpuknag A65

,B-6ic-(eTokcukapboHin)-4-(1,1-gumeTnneTnn)-6eH3eHbyTaHoOBa K1cnoTa

OpepxyBanu aHanorivHo npukrnagy A58b) i3 deHinmetunosoro ectepy B,p-bic-(eTokcn-kap6oHin)-4-(1,1-
avMMeTuneTnn)-6eH3eHOyTaHOBOT KUCMOTY LUMSIXOM KaTaniTMYHOTO rigpyBaHHSA y NPMCYTHOCTI nanagito Ha Byrinni 3
BMxoaoM 95% Big TeopeTnyHoro. be3bapsHa, B'i3ka macnsHucTa pianHa 3 R=0,16 (entoeHT: AnxrnopmeTaH).

IR (KBr): 1739¢cm™' (C=0)

Mpuknag A66

1-meTun4-[(1-ninepasuHin)kapboHin}-ninepasvH-6ic-(TpndpropaveTaT)

a) 4-[[4-(1,1-ammeTnneTokenkapOboHin)-1-ninepasunHinkap6oHin]-1-meTunninepasvH

[o posuunny 1,11 Tpudpocreny (3,7mmornb) B 20Mn guxnopmeTaHy npoTsarom 30 XBUnvH KpannsaMun goaasanm
npu KiMHaTHiIA TemnepaTypi cymiw i3 1,2r (10mmonb) 1-metunninepasuHy, 0,38mn (22mMMonb) DIEA i 35mn
AVXnopmeTaHy i noTim gogasanu po3uuH 1,9r (10mmone) 1-(1,1-gumeTuneTokevkapboHin)-ninepasuny i 0,38mn
DIEA B 20mn AauxnopmetaHy. [licna nepemiwyBaHHA MpPOTArOM TOAVHW MNPW  KIMHATHIR  TeMmnepaTypi
BiadiNbTPOBYBaNM HEpPO3UMHHI CKNMadoBi i GinbTpaT BMNapoBanu y Bakyymi. [licna ouvLlEeHHS CUPOBWHHOTIO
NPOAYKTY LUMSAXOM xpomaTtorpadii  Ha cunikarerni (Amicon, 35-70MKMm) i3 BMKOPUCTAHHAM
anxrnopmeTan/meTtaHon/koHy. amiak (80/20/1 o/o/o) opepxyBanu 700mr (22% Big TeopeTuyHoro) 6e3bapBHMX
kpuctanis 3 T.nn. 130°C.

IR (KBr): 1691, 1641 cm™' (C=0)

b) 1-meTun-4-[(1-ninepasuHin)kap6oHin]-ninepasuH-6ic-(TpudropaueTar)



OpepxyBanu aHanoriyHo npuknagy Alb), ogHaue, 6e3 0OpoOKM BOOHUM PO3UMHOM amiaky, i3 4-[[4-(1,1-
AnMeTuneTokcukap6oHin)-1-ninepasuHinlkap6oHin]-1-veTunninepasuHy i TpUTOPOLITOBOT KUCMOTU 3 BUXOOOM
99,6% Big TeopeTuyHoro. besbapBHa, amopdHa peyoBuHa 3 Ri=0,17 (entoeHT: aMxnopmeTaH/MeTaHOmN/KOHL,.
amiak 50/50/0,5).

IR (KBr): 1678cm™ (C=0)

MS: M'=212

Mpuknag A67

1-[4-[4-(aumeTnnamiHo)6yTnn] deHinl-ninepasvH-gurigpoxnopug

a) amig N,N-ammeTun-4-grop-y-okcobeHseHbyTaHOBOT KNCMOTH

Oo po3sunHy 30,5r (0,155momb) 4-crop-y-okcobeH3eHOyTaHOBOI kucrnot B 470mn TeTtparigpodpypaHy 3
nepemillyBaHHAM i npu KiMHaTHIW TemnepaTypi pogasanu 35,0r (0,216momb) N,N’«apboHingiimigason i
BATPMMYBaNU wWe 2,5 roanHn npu KiMmHaTHIM TemnepaTypi. [pn iHTEHCMBHOMY 30BHILLUHLOMY OXOJSTOAXKEHHI NbOJ0-
eTaHombHOW cymiwwo Beogunu 13,7r (0,304monb) avmeTtvnamiy. Micna 12-rogMHHOrO BUTPUMYBaHHSA Mpu
KIMHaTHIN TemnepaTypi PO3YMHHUK BUOANAnM y BaKyyMi, 3arMLLIOK po3noginanu Mbk guxnopmetaHom i 10-
NPOLEHTHUM BOAHUM PO3YMHOM FIMMOHHOT KUCMOTU, OpraHivyHy a3y cylwmnu Hag cynbdaToMm HaTpito i We pas
BMNaptoBanu y Bakyymi. [licng OuYMLUEHHS CUPOBMHHOTO MNPOAYKTY LWMASAXOM Xxpomatorpadii Ha cunikareni
opepxysanu 30,22r (87% Big TeopeTnyHoro) 6esbapsHux kpucTtanie 3 R=0,31 (entoeHT: eTMnoBui ectep ouTOBO|
KuMcnoTu/nboasiHa outosa kucrnota 99,99/0,01).

IR (KBr): 1680, 1647 oM’ (C=0)

b) amig N,N-gumeTun-y-okco-4-[4-(cdeHinmetun)-1-ninepasuHin}-6eH3eHOyTaHOBOT KMUCNOTH

Cymiw, wo cknapaetbces i3 33,48r (0,15monk) amigy N,N-amumeTun-4-drop-y-okcobeH3eHOyTaHOBOT KMCNOTH,
29,6r (0,168momb) 1-(deHin-meTun)ninepasuHy i 6mn DIEA, npotarom 6 roguH Kun'atmnu 3i 3BOPOTHUM
xonoaunneHvkom. Jopasarm we pa3s 30r (0,17monb) (deHinmeTnn)ninepasuvH i BUTpUMYBanu e 7 roavH npu
TeMmnepaTtypi 3BOPOTHOMO xonoaunbHyKa. CyMmill poO3UMHANM Yy HEBENWKIA KiNbKOCTI AMXIOPMETaHy i ounwanm
LLNSIXOM KOJIOHKOBOI XpoMaTorpadii Ha cunikareni i3 BUKOPUCTAHHAM CyMilli AuxnopmMeTaH/MeTaHon/koHL,. amiak
(99/1/0.5). OpepxaHui i3 Nigxoxmx dpakLin 3anMLLoK 3millyBanu 3 Aii3onponinoBuM eTepoM, odepaHi kpuctanm
nepekpucraniaysanu i3 etaHony. OgepxxyBanu 42,22r (74% Big TeopetnyHoro) 6e36apsHux kpuctanis 3 R=0,69
(entoeHT: anxnopmeTaH/meTaHon/koHu. amiak 95/5/0,5 o/o/o).

IR (KBr): 1662, 1643 cm' (C=0)

c) 4-[4-[4-(oumeTnnamiHo)-1-rigpokcnbytun]deHinl-1-(dbeHin-meTun)ninepasumH

OpepxyBanu aHarnoriyHo npuknagy A51 i3 amigy N,N-gumetun-y-okco-4-[4-(cbeHinmetnn)-1-ninepasvHinl-
0eH3eHOYTaHOBOI KMCMOTU LWNAXOM BiAHOBIEHHS rigpuaom niTivaniomitio 3 BuxogoM 61% Big TeopeTuyHoro.
BesbapsHa, amopcHa peyoBuHa 3 Ri=0,62 (entoeHT: eTMNOBUA ecTep oL TOBOT kucnotu/metaHon 1/1 o/o).

MS: M'=367

d) 1-[4-[4-(anmeTnamiHo )oyTnun]cpeHin]-ninepasnH-gmriapoxnopua

OpepxyBann  aHanorivHo  npukrnagy A20b) i3 4-[4-[4-(aumeTvnamiHo)-1-rigpokcmbytunideHin-1-
(cbeHinMeTUN)NINEPa3UHY LUMSAXOM KaTaniTMYHOIO rigpyBaHHSA Y NPUCYTHOCTI Nanagito Ha BYTiNmi i CONsHOI KUCNoTn
3 KinbkicHum BuxogoMm. besbapBHa, amopdHa pedoBnHa 3 R =0,37 (entoeHT: eTUNoBUMA ecTep OuTOBOi
kucnotuMeTaHon 50/50/0,5 o/o/o).

B. OnepxaHHs KiHLEeBUX CNOMYyK

Mpuknag 1

OpepxaHHS cnonyk 3aranbHoOi opmMynu:

o R’
B ,@A
R™ 2 X “NRR®

1-[N-[4-(1,3-awurigpo-2(2H)-okcobeHsimigason-1-in)-1-ninepuguHinlkap6oninl-3,5-anépom-D-Tupoann]-4-(4-
nipuavHin)-ninepasuH (Mopsigkosuin Ne. 83)

Cymiw, wo cknaganacs i3 2r (3,44MMorb) 3,5-,D,VI6pOM-N2-[4-(1,3-L|,Vlri,D,pO-2(2H)-0Kd)6€H3iMi}J,a3OJ'I-1-iJ'I)-1-
ninepuanHinkap6oHin}-D-tposuny, 0,59r (3,6mMmons) 1-(4-nipuguin)-ninepasuny, 1,27r (3,96mmorns) TBTU,
0,471 (3,44mmonb) HOBt, 0,7mn (3,96mMmons) DIEA i 100mn TeTparigpodypaHy nepemiwlysanv npu KiMHaTHIN
TemnepaTypi IpoTAroM Houi. PeakuinHy cymiw npoTpyLuyBany oAuMH pa3 3 HACUYEHUM BOAHUM PO3UYMHOM KYXOHHOT
coni, ABiYi 3 HAacM4yeHMM BOAHMM PO3YMHOM rigpokapboHaTy HaTpilo i 3HOBY 3 HACU4YEHUM BOOHUM PO3YMHOM
KYXOHHOiI coni. OpraHiyHy casy cywmnu, 3ryliyBanu y BakKyyMi i CUMPOBWHHWIA MPOAYKT OuYMLLANN LUMASAXOM
konoHkoBoi xpomaTorpadii (MN-cunikarenb 60, Macherey-Nagel, 70-230 mesh ASTM, entoeHT: ectep ouToBO|
kucnotmetarnon = 9/1/ {otoi)). Ogepxysanm 550Mmr (22% Big TeopeTMYHOro) aMopdHOro TBEPAOTO MPOAYKTY.

IR (KBr): 1601, 1636. 1696 cm™' (C=0)

R 0,67 (FM2)

ESi-MS: (M+H)" - /26/728/730 (Brz)
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1-[N?-[4-amiHo-N-[[4-(2-xnopdeHin)-1-ninepasuHin|kapGoHinl-3,5-an6pom-D-deHinanaHin]-L-nisun]-4-@4-
nipuavHin)ninepasvH-6ic-(tpudropavetart) (Mop. Ne. 51)

Cymiw, wo cknagaetbesa i3 0,56r (1,0mMmornb) 4-aMiHo-Nz-[[4-(2-xnopcbeHin)-1-ninepasmHin]-|<ap60Hin]-3,5-
anbpom-D-cbeHinanaHivy, 0,41r (1,05mmornb) 1-[N6-(1 ,1-ommeTuneTokev-kap6oHin)-L-nisnn}-4-(4-
nipyavHinininepasvHy, 0,35r (1,10mmone) TBTU, 0,14r (1,0mmons) HOBt, 0,2mn (1,10mmonb) DIEA i 100mn
anmeTundopmamigy nepemilyBany nNpu KiMHaTHIN TemnepaTtypi NPOTAroM Hodi. PeakuiiHy cymill 3ryulyBanu y
BaKyymi i po3noginsany Mk MeTUNeHXIopuaoM i HacMYeHUM BOJAHMM PO34YMHOM rigpokapboHaTty HaTpito.
OpraHiyHy a3y npoTpywyBanM Mo OOHOMY pasy 3 HaCWYeHMM BOOHVMM PO3YMHOM rigpokapboHaTy HaTpito i 3
BOAOH0, CYLUMNW i 3rylyBanuy y BakyyMi. CUPOBUHHUI NPOAYKT OYMLLANM LWNSAXOM KOJIOHKOBOT XpomaTorpadii (MN-
cunikarenb 60, Macherey-Nagel, 70-230 mesh ASTM, enteHT: ecTtep ouTOBOI kucroTu/meTaHon = 8/2 (o/o/)),
possogurm B 30Mn mMetuneHxnopuay i npotaroM 3 roguMH npu KiMHaTHIM TemnepaTypi nepemiwysanu 3 3Mmn
TpudptopouToBOi  KMCMOTW. PeakuiiHy cymiw BunaplBanu y BakyyMi, 3anuwok po3tupanu 3 edipom i
BiJICMOKTyBanu ocagxeHy amopdHy pedosuHy (0,43r, 37% Bia TeOpeTU4HOro).

IR (KBr):, 1643, 1678 cm™' (C=0)
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1 —[Nz-[3,5-}_'J,I/I6p0M-N—[[[(2—M eTokcudpeHin)vetunlamiHolkap6oninl-D,L-n pOZSVIJ'I]—NG—(d)eHiJ'IM eTokcukapboHin)-
L-niaun]-(4-nipyavHin)-ninepasnHy
(1,34mmornb)

dinbTpOM i cylumnu.
IR (KBr): 1641, 1717 cm’' (C=0)
ES -MS:

AHanoriyHo ogepxyBanu:

(M+H)*=908/910/912 (Brz)
(M+H+Na)**=466,7 (Br>)

1-[NZ-(3,5-,£|,I/I6pOM-D-TVIpOSI/Iﬂ)-NG-(CbeHiJ'IMeTOKCVIKap60HiJ'I)-L-J'Ii3MJ'I]-4-(4-
nipyavHin)-ninepasuny B 50mn tetparigpodypaHy npoTsirom 40 xBUnvH KpannsMu gofaBanu 40 OXONOMHKEHOro
ao Temnepatypm -10°C i poamiwaHoi cycneHsii 0,33r (2,01lmmone) CDT B 50mn TetparigpodypaHny. MoTim
peakuiHy cymiw MpoTAroM 2 roauvH nepemiwysany npu KiMHaTHIM TemnepaTypi i 3miwyBanm 3 0,22mn
(1,675mmonb) 2-veTokcnbeHseHMeTaHamiHy. [licns UbOro cymilwl NpPoOTAroM 2 roMH Kun'atunu 3i 3BOPOTHUM
XONOAUMNBbHUKOM i NPOTArOM HOMi NPUW KiIMHATHIA TeMnepaTypi. PeakuiiHy cymill 3ryuysanu y Bakyymi, 3anmLiok
po3Tupanu 3 edipom i ocampkeHy TBepay pedosuHy (1,1r; 90% Big TeopeTMyHOro) BiAMINLTPOBYBaNM HyTY-
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5/5/0,5 (o/o/o)). OpepxyBanu 0,38r (55% Big TeOpeTMYHOIO) aMOpHOT TBEPAOT PEHOBUHN.
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IR (KBr): 1643,1678 v (C=0)Rr. 0,6 (FM1)

ESI-MS: (M+H)*=832/834/836/838 (Brz, Cl)
AHanoriyHo ogepxysarnu:




"%

Ub?. Reo| z | &P | A |NRWR* [n| Mpwwinar o000 Ms Ry | Emoent | IR [em™]
ESE (M+H)" = ;
21 | N6 |N-H| At |A1] c4 65 | 8zam0m2 | 03 FM1 | (KBr:C=0
1635.5
{Brs)
ESL: (M+H) = (KBr): C=0
VRl NN NS A TR B | arsmmia | 2 FMT | 16433 1676
ESE (M+H)' = (KBrk G=0
L PRBT [REEAN [RE] % | assmmer | ! FM1 | 163e: 1705
ESE (M+H) = {KBr): C=0
12| nso |n-H| as1 |A1] ¢1 e I gai | (S
ESL: (M+H)" = -y
154| N6 [N-H| st [A1] <1 s0 | esaom2 | 0. Py | (KBrkC=0
1645: 1653
(Bra)
ESE (MeH)" = : icohy ;:105
197 | N15 [N-H] ast [a1] ca 21 | ssas1E3 | 018 B i o
(Bra) P
11341
(KBY. C=0
ESI: (M+H) = 1675; CN
18| N51 |N-H| Ast |a1]| ca 77 | s2em133 | oz FM7 | 2221.8: CF3
(8ra) 1201.5:
1180.¢: 1132
: b (KBM): C=0
218| N15 |N-H| Ass [a1] c1 257 |ESE(M#H) =1 545 FM1 1695.3;
77618 (8r)
1635.5
3 - {KBr): C=0
287 | N15 | N-H| AS1 |A8] C1 36.5 Esigg:"“ *l 05 FM2 1695.3;
(Brz)
1637.5
; - (KBr): C=0
18 { N15 |N-H{ Ast |at] cf wa |ESEMSHY =l FM2 1695.3;
854/6/8 (8rq) 16975




™5
f‘l:gp. reol z | R? {AINR Npusiten snxfz.qy Ms Ry Emoest IR [em™]
'ESL (M+H)" = (KB): C=0
14 [ N1 N-H] As1 {ar] e 55 [S | 033 FM2 i
ESE (M+H) = {KBn): C=0
16 [n12 {NH] ast [ar] c1 sea |SSL UMD ¥1 055 Faz | | HO0C
ESI: (MeH)" = 3‘4*‘;”3'“”'
29 [ N2z [N-H| As1 |a1] ©1 91.2 | sermerr1 | 08 FM2 1sk3'§-’°
(Bra) 1678.0
ESI (M+H)" = (KBr): C=0
30 | n23 {N-H| Ast fA1] et 823 | as3vsmm | oS FM2 1642,3;
GO 1676.0
- KBt): C=0
ESk: (M+H)" 2 {
31 | n2e [nt| ass (A1) o1 0 e o | 05" FM2 1645.2-
16760 |
, - e C=0
63 | nas InH] as1 a1l ¢ 100 |ESLIMEHY=p 4 0 FM2 1643.3:
764/618 {Bra) ;
1676.0
ESL (MeH) = (KBr). C=0
68 | 15 |N-H] Ast [a1] ca o0 |t 08 | M o
. | ESE e = (KBr): =0
69 | n1s [NH| A1 [a1] ©s e | Santar | 018 ] FM 1683 81638
ESE (MoH) = KBN): C=0
70 | Nas {N-HE A1 fa1] cs 89 | sgremor | 0.2 FM1 [ 1895.3:1676.
{Brs) 1)
. - ' HBM): C=0
71 I N6 || As1 [At] cs g2 [ESEIMeHI =l 50 I FMa 1678.0;
874/6/8 (Brz) b
ESE (M+H) = {KBr: C=0)
72 n1s|nH] ass |ar] e o7 | s3maoraz |02  Fa 1885.7:
(8r2) 16433
{K&r): C=0
] Sk (M+H)" = 1683.6:1645,
77 | nas fnen| ass ja1] ¢ 6 | Sanrn (o |0I304] FMI v
4273
. .. Wee): C=0 |
2a | N18 [NH) Ast [a1] ¢ g4 JESLUMHYS) 500 | oy 1676.0;
TISITR (81 g
. ’ {KBr): G2
25 | n1e (| Ast lar] ¢ gy [ESEMMAH =l 505 1 ppy 1676.0;
357 (Bra) -
18433
. i {KBr); C=0
28 | N2o InM] Ast fat] o1 98 ELM'= | 449 FM1 1676.0:
762/4/8 (Bra) :
16422
. - (KBr): C=Q
27 | n21 (NI ast at] e gg [ESEIMEHY =l 40, FM1 1676.0;
814/6/8 {Brz) i
. ESL (MeH) = (KBn: C=0
41 | N3 |nmf astfa1] @ w7 | s3sizaaciaz ] coa | Fmr 1675.0;
(Bry) : 1643.3
- . (KB, C=0
42 [ Nas [N-H{ Ast [at] o1 g3 [ESEIMAHY =l 440 | Mt 1576.0:
803/5/7(Bre) s
) .. Won: C=0
43 | N35 | N-H| AST{A1] CF g7 [ESEMHY =1 554 FM1 1678.0:
815179 (863) ik
R . (Kary. C=0
53 | Na2 [NHI AsT |a1] ¢t gg [EShMeHY =1 4 4 FM1 1676.0;
8057719 (Bf!) 1634.3




i)

‘I"ih?f‘ rea| z | R | A [NRR [nf Mpuminen {00y Ms R | Enwenr | IR [om™)
CESE (MeH)" = (KSr): C=0
54 | Naa [ n-H| AST{AY] c1 ]t 84 | sasmwisr | om FM1 1678.0:
{Bry) 1643.3
ESL: (M+H) = {KBr): =0
55 | Naa [N-H| ast lat] er | 95 | 7saraigo0 | 0.07 FM1 1676.0;
{Bra) 1643.3
ESI (M+H) = (KBt} C=0
67 | N4 [N-Hi AsT a1l c1 (i 80 | 7e7aer801 | 0.08 FM3 1682.9;
{Brz) 1643.3
ESI: (M+H)" = (KBr): C=0
184 | NT7 [0eH] as1 {a1] ce | 8 | Seime e | OV O Rl
. ‘s {KBr): C=0
248) N78 [N-| Ast At ¢t a7 %?5}(7?9*?5]” 014 | FM1 {16433 1676:
: 1772.5
ESL: (MeH) = {KBr): C=0
181| 75 |N-t] ast {ar] ca |1 5 | o ary | 004 FMr | e
ESI: (M+H) = (KBr): C=0
1821 n7e In-R| ast [a1] ca 1 93 | Seasm o | 004 | BBEC=
ESL: (M+H] = {KBrY, C=0
183 | N74 fnNer] as1 fan] s | O (St iaey| 008 Fur | BERCD
250 | 13 |n-H] ast [a1] e |1 08 %g‘g;{,“f;:‘g; 014 | FMI 1%’233‘2_':1':20
ESk: (M+H)" = . (KBrY: C=0
251 N1s In-Hiasto[at] ce 4 84 | sarauat | o027 EMt 1635.5:
(Bra) 1683.4
ESI: (M*H) = (KB ¢=0
2521 N1s {N-H]Asta(A1] ¢4 |1 a7 | sarmaat | 034 EM1 1837.5;
(Bra) 1685.7
ESI: (M+H) = e
253 N1§ {N-H|ast0fa1] ¢1 [t 82 | eswawez | 018 | Fms "‘5%9‘;“’
{Brg)
255 | N77 |N-H] as1 [at] c1 i g4 Essé::ég::ér; 0.08 M1 ?232105;2
i - {K8r): C=0
256 | N15 {N-H] Ase [a1] c1a |1 74 i':kg:;’gr;' 0.28 FM1 1833.6;
g 1633.8
271 | N8t fn-H| ase Jas| cs [ 7 ‘i?ﬁ};f;:‘alh;' 02 FM1 ‘Kag',i’c‘
: ) . BT, G20
ESI: (M+H)" = :
280 | a4 |N-H| Ase [a1] cs 11 86 0.26 M1 1625.5:
868/B/70 {Brs) s
BatCH/
. i ESI: {M+H)" = ACOM/ H20| (Kar): C=0
N5 (eH] ast [{Aa1] o1 fo 9 | enwre e | 92 |“eaun | e 1em0
fviviv}
ESI: (M+H) = .
179 f N73 [N-H| st [a1] e | 86 | 7remwmy | 003 | Fwmi :‘s}?zﬂé-igs
{Bry) )
ESL (M#H) = {K2r): C=0
NES |N-H{ AS4 a0 1 78 | eamis g | O A | s
s18| nes [N ast [maf cr o] SMORERS | a2 0.1 M1
517 Ngs [N-H| a5t {a1] ¢1 |1 n':;_’“,f]f?éﬁ) 80 0.1 FM1
518 | s |nor| ast [at] cr 1] SNPR) es 0.1 FM1
Mop. P I — 7
foptreo| z | R? [ A |NRSR! fn] Mpuwina | o Ms R | Encert | ®fem’)
521] nes {N-H| AS4 Jao) c17 [4] THROMFE | TS %ﬁ:‘s'f;;);: 6.15 FM1 ‘112231223
: F
522| Ne6 {N-H| AS1 [Ae] c17 [1] THFDMF | 100 ?f;’;},‘;‘g{” 045 | EM fi’ég?j“;;:
. 4
643 | neg [cHa|as21tae) cir (4 s3 |ESE ‘6":;"’"‘ 035 | Fm ‘:;g"sr}fé;g
Ne6 |CHal Asz |ao| c17 |1 100 | erM=621 | 035 FM1 “‘51’6’;‘03“




Mpuknag 7
OpepxaHHs cnonyk 3aranbHoi popmynu

a ( R?
AL
LA “NRR’

H ©

1-[N-[N-[[[(2-meTokancpeHin)meTMn]amiHokapboHinl-3,5-amdpom-D,L-tuposnn]-L-nizun}-4-(4-nipnamHin)-
ninepasuH

Cymiw, wo cknagaetbesa i3 910mr (1,0mMmonb) 1-[N2-[N-[[[2—(2-MeTOKcqueHin)MeTvm]aMiHo]-Kap60Hin]-3,5-
,D,I/I6pOM-D,L-TVIp03VIJ'I]-N6-[(CDEHiJ'IMeTOKCVI)Kap60HiJ'I]-L-J'Ii3VIJ'I]-4-(4-I'IipM,lJ,VIHiJ'I)-I‘IiI'Iepa3VIHy, 50mn nboasiHOl

OUTOBOI KMCMOTH, 25MNn 3341pOUEHTHOrO pPO3YMHY OPOMMUCTOrO BOAHIO B OUTOBIA KUCMOTI i 2MN aHisony,
nepemillyBany npuv KiMHaTHIN TemnepaTypi NpoTArom Houi. PeakuinHy cymiw 3miwyBanu 3 gietmnosum edipom i
O[lepPKaHUM Knevkuin ocad BiAdinbTpoByBanM HyTY-inbTpoM. CUPOBMHHMI MNPOAYKT OYULAnM  LUMASXOM
KornoHkoBoi xpomaTorpadii (MN-cunikarens 60, Macherey-Nagel, 70-230 mesh ASTM, entoeHT: ectep oLTOBOI
KMCNnoTuMeTaHON/KOHL,. BOAHWMA po3yuH amiaky = 8/2/0,2 (o/o/o)). OpepxyBanu 0,371 (48% Big TeopeTUYHOrO)
aMopdHoi TBEPAOT PEHOBUHU.
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2 | N2 [ast{at] ¢1 ] 100 _',iijggfg?ss 048 | FM2 1(:4?3‘;:3

2 NH® 34196
4 | na|asafar] c1 | 28 ;9;12%“2"?&_3 052 | Fm2

Mpwvknag 8
OpepxaHHs cnonyk 3araneHoOT opMynu

0 nRz

R’J\N/Q\'A‘NRsﬁ
H ©

1—[N2-[N-F4-(4-cpTop¢)eHin)-1 -okcobytmnl-3,5-anbpom-D-Tnpos mn]-N6-[(1 ,1-aumeTnneTokcmn)kapboHin]-L-
nisnnl-4-(4-nipnguHin)-ninepasuH

Oo posunHy 0,18r (0,001mormb) 4-(4-propdpeHin)-6yTaHOBOI KMCNOTM B CyMilli, LU0 CKMagaeTbest i3 4mn
anmeTundopmamigy i 10mn TeTparigpodypaHny, 3 nepemiwyBaHHAM gogasanu cymiw i3 0,71r (0,001monb) 1-[N2-
(3,5—,u,|/|6p0M-D-Tmpoamn)—Ne-[((beHinmeTOKcm)-Kap60Hin]—L—niamn]-4—(4-nipm,qMHin)-ninepasvmy, 0,32r (0,001mornb)
TBTU i 0,13r (0,001monb) DIEA i cymiw npoTsirom 2 gHiB nepemilyBany B atmocaepi asoty. [oTim peakuiiHy
CYMiLL 3ryLLyBanuy y BakyyMi i ogepKaHuii 3anmLoK po3soanim B guxrnopMeTaHi. OpraHiyHy dasy npoTpywysanu 3
20-NpOLUEHTHMM BOAHMM PO3YMHOM JIUMOHHOI KMCMNOTM, a noTim 3 10-MPOLUEHTHUM BOLHMM PO3YUHOM
rigpokap6oHaTy HaTpilo, CyLIMNM Hag cynbdaToM HaTpito, PiNbTpyBanu i 3rywysany y Bakyymi. icnsa amilyBaHHS
3anuuky 3 edgipom ogepxysanu 0,68r (77% Big TEOpPeTUYHOrO) LiNbOBOro MPOAYKTY y BUMMAAI aMopdHoi
pevoBUHMN.

IR (KBr): 1641, 1676 cm ' (C=0)

Rt 0,65 (FM2)

ESI-MS: (M+H)"=875/877/879 (Br2)

(M+H+Na)*"=449/450/451 (Br»)
AHanoriyHo 6ynu ogepxaHi (B KOKHOMY pasi n=1):



; : %
MePiRco| R? [ A [NRORY| Mpuwitin [0 ) Ms Re Ermoen) R fem™]
DMF/THE - . (KB0: C=0
123( N62 [AST]AD] CT Ly posumnd 20 "E{.Sz',_‘:‘g‘g:gm‘ 03 |Fut | ey
DMETTHE . " KB7): C=0
12¢| N63 |As1{A0} C1 MMMHH“J 53 E_‘,i'é,f["fg‘gm 0z (M1 143,
DMF/THF J £l M= (KBr): C=0
322\ Ne3 |As11A0| €8 | ol 10 720mims arg| O3 | TM1 116529%2;
. Br): C=0
ESI; (M+H)" = W
N11 [As1|a3] c 45 1625.9;
: o 873/5/7 (Bry) e
TREIOMF .
ESIL: (M+H) = : C=0
N18 |astfa3| e F“ posamng i e :"gr NI gre-c.
THF/OME .
: - ESL: (M+H)" = (KBr): C=0
N20 |AST[AS] C1 Ly posimmnnd %8 | seasrr @ry | 97 | FM7 | tgsas
THFIOME »
ESh (M+H)" = KBr): C=0
N21 JAS1}A3] C1 lax PO3YMHHMK 78 91712:'8 (B);-._,_] 047) FM7 (1;)43.3 §
THFIDMF .
ESI: (M+H)" = KBr): C=0
N46 AS1A3] C1 b posunon] 80 | T O (E’m ass | pur |50 C
THFIDMF .
Na3 [Ast|a3| e1 I"“"”‘““"““i 75 075 | FM7 ‘K?&SCZ’O
THF/DMF | ESl: (M+H) = :
N44 AS1|A3] 1 }AK poaq,,‘,.,"“,{ 79 896/98/900 | 0.65 | FM7 ‘ngzg(:;o
: {Bra)
Mpwvknag 9
OpepaHHsA cnonyk 3aranbHoOT GopMynu
2
B
n
R N’QFA‘NRJR“
H ©

1—[N2-[N-[[[(3-MeTOKcmbeHin)eTmniaMiHo]Kap60Hin]—3,5-,u,|/|xnop—D-TV|p03mni—L-niamni-4—(4-nipMp,MHin)-
ninepasnH-6ic-(tpudpropaueTat) LLop. Ne. 20)

o oxonopxeHoi oo Temnepatypu -10°C cycneHnsii 0,33r (2mmornb) CDT i 1mn TpyetunamiHy B 6rm3sko 30mn
TeTparigpodypaHy 3 nepemilyBaHHaM npoTarom 60 xBunuH kpannamu gogasanu po3unH 1,0r (1,6mmonsb) 1—[N2-
(3,5—,u,V|xnop-D—T|/|p03V|n]-N6-[(1 ,1-anmeTnneToken)-kapboHinl-L-nisunl-4-@4-nipnguHin)-ninepasuHy B 50mn
TeTparigpodypaHy. PeakuiliHy cymiw nepemiwysanu npotarom 1 roguHn npu 0°C, a noTiM 2 rognH npy KiMHaTHIA
Temnepatypi, 3miwyBanun 3 po3unHoMm 0,24r (1,6mMmorb) (3-veTokcudpeHin)-etaHamiHy B TeTpariapodypaHi,
npoTarom 3 rogvH KUN'aTUNW 3i 3BOPOTHUM XONOAWIMBHWKOM i NMPOTAroM HOMi nepemiwyBany npu KiMHaTHIn
TemnepaTtypi. lMicng BMAaneHHA po3yMHHUKA Yy BaKyyMmi 3anuLLIOK OYULLANM LUMASIXOM KOFOHKOBOT XpomaTorpadii
(MN-Kieselgei 50, Macherey-Nagel, 70-230 mesh ASTM, entoeHT: FM1). OgepXaHy TakKuM YMHOM MPOMBKHY
CMONYKY NPOTArOM HOYi NepeMillyBanu B Cymilli S5mMn TpudtopouToBoi Kucnot i 80Mn AnxnopmeTaHy, pO3UMHHUK
BMAANANN y BakyyMi i 3anuwok postupanu 3 edipom. Opgepxysanu 709vr (43% Big TeopeTnyHoro) 6axaHoi
CMONYKW y BUMAAi amoppHOi TBepOOT peHOBUHU.

IR (KBr): 1643,1676 cm™' (CO)

Rf. 0,41 (FM2)

ESI-MS:  (M+H)"=700/702/704 (Br2)

(M+2H)"*=350,7/351,7/352,7 (Br2)

BianoBigHMM ynHOoM Gynu oaepxaHi (B KOKHOMY pasi n=1):



OpeprxaHHA Cnonyk 3aranbHOi opmynu:

s 1 % = N
RCO| R* | & |NR'R* NpusiTen A ms Ry Fruoewy g [em™)
ESi: (M+H) = (KSr): Cad
NiT JAST (A1 C1 MEl, Rx 0CHOBS 55 788/800v802 | 02 | FM 1643.3;
{8r;) | 1878
: - (KBA): C=0
nag |Ast|at] c1 | NeEn, meocwosa | g5 Eﬁ%ﬁuﬂ{a;} 01| FAun | 18452
1676
ESl: M=H)" = (KEr: C=0
NEd AST AL C1 MELy Rk dcHOES 76 B28/M30:832 | 0.2 | FMY 1643.3;
(Bry) 1678
: ESl (M+H)" = (KBr: C=0
nao |ast{ar] or | N AKOHORR | oo 0 | Teaemzano | 02| PMi | 164
Dehydratisienmg (Bry) 1678
ESl: (MeH) = (KBr): C=0
et [astar| o1 | NEb dkdowosa § o o | eoemaemo | 02) FMi | 16452
AerigpammaLa {Bry) 1679.9
. :CaQ
. ESI: (MeH) = (KBr): C=
N18 [AS1|A1] C4 NEL sieGoioea 5 | Zpee e ] 03 | Fut 1?2;:‘
T (KB C=0
AX OCHOBE ESI: (MeH)" = .
Nés |AS1|a1] c4 MEt, 32 | germmt @y | 02| P 1?3;‘5,
i . (MEBr): C=0
NaT[As1(a1] o4 | NEW axGonosa | 284 Efmg&; 01| w1 | 18385
1678
: . (KBr): C=0
ESI: (M+H)" = g’
N3s |ast|a1| €1 NEL AKOCHOGA | 85 fo-0opig | ©-35] FMI 1@1
nes | asa|at| cs 69 iﬂmﬂ:gﬁ; 033) Ay | (A9 80
THF | DMF ESL (M+H) = (KBr): C=0
Nes |Asfatl €1 | : 16 | mart @yl %2 ™M1 | g
ESI: (Me+H) = (KB} C=0
NEGE |AS4 AT C4 63 867/5971 (Bry) 0.42| FMA 164
ESI: M+H)' = {KEr): C=0
235 | N85 |AsT|a1] ca 873517 (Br 027) Pt | TR
ESL: (MeH) = {KBr): C=0
236 | NT1 |ASTIA1] €1 o 8807274 (8r,) 02| A 1635: 1678
: ESl: (M+H)" =
NT1 [AS4]A1| CH B4/5/8 (Br2) 025] FM1
ES]; (M+H) = {KBe): C=0
il o 5 [ 2 eromuma @] 2 | ™M f1641; 1602
Mop.. 1 " % #
Ne |RCO| R* | AINRTRY|  Tlpwmimn | ms Ry Frioskt IR fem)
Binuennerxs Boc- (KB): C=0
. 3axMCHOI TpyAU ESl: (M+H)" = 1: 5
18 | N4 [ast]ar| c1 | 3 YR 263 | Gisrr (ory |55] M2 | 16413
poauuHomM HCI 17165
Biauennenns Boc-- ESI: (M+H) = .
3aXHCHOT [pyTH ; {KBr): C=0
17 | N13 |ASTIAY| C1 | SBXGHO TRV 55.2 799/38011503 0.55) FMz {00 <
pozumHomM HCI (8r)
Bigwennexxn Boc- o .
AS 3aXACHOT FpynK s ESE (M+H) = {KBr): C=0
NS Al © METZHOALHIAM 4t 829731733 (Bry) i 16394
posynnom HCI :
Biguienneuun Boc-
3aXUCHOT rpyni ESI: (M+H)" = (KBn): C=0
10 { N7 {AS1{A1] C1 METAHONL UM 57..3 829/31133 (Bry) 0.32| FM2 1639.4
poadutiom HC!
: . (K8n): C=0
20 | N2 |as3{a1| c1 a3 |ESEME =10, b oo | 1e43a:
700/2/4 (Bry) hie
__1676.0
y - {KBr): C=C
283|N102{AS4[A3| C4 | NEtsaxoowosa | 65 | ESU M) =ioau) myg | a7
(Br) o
Mpuknag 10
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n
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1—[Nz-[ﬁ-[4-(2,3-p,lﬂxn0p(beHiJ'I)-']—I'Iil'lepa3VIHiJ'I](ap60HiJ'l]-3,5—,CI,VI6pOM-D-TVIpO3VIJ'I]-L-J'Ii3VIJ'I]-4—(4-FIipI/I,ElMHiJ'I)-
ninepasuH-Tpic(tpudpropauetar) (Mop. Ne. 74)

Oo posunHy 0,35r (2,immorb) CDT B 50Mn TeTparigpodypaHy gogasanm 3 oxonomkeHHam (0°C) i
nepemiwysaHHam 1,0r (1,4mmornb) 1-[NZ-(3,5-,EI,VI6pOM—D-TVIpO3I/IJ'I)-N6-[(1,1-,EI,VIMeTVIﬂeTOKCI/I)Kap6OHiﬂ]—L-J‘Ii3VIﬂ]-4—
(4-nipnaunHin)-ninepasuny i nepemiwysanu 30 xaunuH npu 0°C i we 30 xBUNuMH Npu KiMHaTHIN TemnepaTypi. Micna
popasaHHs 0,471 (1,75mmonb) 1-(2,3-gnxnopdpeHin)ninepasvH-rigpoxnopugy i 0,25mMn TpyetmnamiHy peakuiiHy
CYMill MPOTArOM 5 roAvMH KWN'STUNW 3i 3BOPOTHUM XONOAUIBHUKOM i MiCNsi OXONOMHKEHHS 3miwyBanm 3 70mn
HaCU4YeHUM BOOHMM PO34YMHOM rigpokap6oHaTy HaTtpito. OpraHiyHy casy BigokpemnioBanu, BogHy a3y AOBidi
npoTpywysanu B 50mn TeTparigpodypaHy. O6'egHaHi opraHiyHi ha3m npomuBamm HacM4YeHUM BOOHWM PO34MHOM
KYXOHHOI coni, Cylumnun Hag cynbdatoM MarHito, qinbTpyBanu i 3rylyBanu y Bakyymi. 3anuvuiok postupanu 3
edipom, BigdinbTpoBYBaNM HYTY4-PINLTPOM, a MOTIM NPOTATOM 2 TFOAUH MepemiwyBanu B cymiwi 50mn
anxnopmeTaHy i S5mn TpudTopouToBoi KMCrnoTw. icns 3rylueHHA peakuiHOI CyMmilli y Bakyymi i po3TupaHHs
3anuuwky 3 edipom ogepxkyeanu 0,8r (47 % Big TeopeTM4HOro) amopdHoi TBEpA0T PEYOBUHM.

IR (KBr): 1643,3, 1676 cm' (CO)

Rf: 0,78 (FM7)

ESI-MS: (M+H)"'=867/869/871/873/875 (Br2)

(Cly)
(M+2H)"*=434/435/436/437 (Bry) (Cl2)

BignosigHum yvHOM Gynu oaepxaHi (B KoXHOMY pasi n=1):



IMop. %
Ne | RCO| R* | A INR'R*| gyxony ms Ry | Enwent | IR fem}
x .y MeQH/NH4 [(KBr): C=0
36 | N29 [Ast{at]| c1 | 173 85859'@%;"?%‘) 035 OH=9/1 [1643.3:
iy [1874.1
. . % (KBr): C=0
208| N15 [ast|{at| c1 | s3s | ESEMHH) = g il Emz  f1gers
854/6/8 (Bra) '
1635.5
WP (<8n: C=0
20| N15 {as1{at| c1 | 477 | ESL:MHH) = foeel Mz ligesa:
854/6/8 (Brz) : '
: 1637.5
. :C=0
; ESI: (M+H)" = SKBg: C
210/ N1 |astfat] et | 28 | SRIONE S loss)  Fw2  [iesss;
1635 4
ESI: (M+H)" = (KBr): C=0
75 | Nso |ast|a1| c1 | 165 | es7mserimams |063]  Fm2 1643.3;
(Br,Cly) 1676.0;
ESI: (M+H) = (KBr): C=0
74 [ Ndg [ast{at| c1 | 47 | ss7mamimas |06s| P2 1643.3;
(Brs.Cla) 1676.0
KBY: C=0
ESI: (M+H)" = 16433;
76 [Nst|ast|atf ct | 13s | OION S loss| Pz TS
2189
: KB: C=0
ES): (M+H)" =
9N . :
79 | nsz fastlat| 1 | 14 [ ES TN 2 loss|  Fme 1645.2:
1676.3
) T (KEn: C=0
45 | N37|ast|a1] c1 | 43 | BSUMMD = Hagl muo 1643.3;
784/6/8 (Bra) :
1678.0
: 5 (KBr): C=0
39 | N3z as1|ar| c1 | 4s3 | ESLMMH) = ool Mg 1643.3;
7857719 (Bry) .
1678.0
(KBr): C=0
ESI: (M+H) = 1643.3;
3 (N3t [astian| o | sar | ERLOWD S Jos | Amz | o
1543.0
) ) . KEn: C=0
37 | N30 (ast1]a1] c1 | 616 E;'s}é%*(’;)r" 06| FM2 1643.3:
8131577 (Bry) 1676.0
ESI: (M+H)" = (KB): C=0
35 | N28 [ast|atl c1 | 745 | SRR = loss| A2 B
(KBn): C=0
ESI: (MHH)" = 1641.3:
3 |N27 fastfat c1 | 3ss | SRSTED S loas| Amz |l
3409.9
5 (KB): C=0
. ESI: (M+H)" = ;
32| N2s fastfat] c1 | soo | ZSICEELS loas| w2 112-;213
ESl: (M+H) = (KBr): C=0
33 | N26 {AS1]AY1] C1 42 76769171 (Br) 0.33 FM2 1676.0
s (KBn: c=0
40 | N33 |ast|at] c1 | 145 Ea%lz}gg*'? = lose| Fm2 1643.3;
(8r) 1676.0
Mop. % i
{ e |REO| R? | A INR'R*| ayyony Ms Ry | EmoesT | IR fem’)
. 1 C=0
ESI: (M+H)" = (KBe): C=
28| Ns |assjat) ot | 672 | SUAS E Jods| P2 1641.3;
1716.5
. KBr): C=0
: ESI: (MHH)" = (
64 | N23 ; :
23fAstiaf ca | a9 | il Cyfoss] M2 1627.8; .
1678.0
. . (KBr): C=0
65 | N15 |as1{at| cs | 41 Eas_,:'yé%*g S |ost| Fwz 1831.7;
1695.3
365{N111{AS1{a1{ c1 | 369 | ESI:(MHH) = 1449 (KBr): C=0
: 839/41/43 (Br2) FM1 | 162811676

Mpwuknag 11
1—[Nz-[N-[[[z—(2,5-,EWIMeTOKG/|CbeHiJ'I)eTI/IJ'I]aMiHO]Kap60HiJ'I]-3,5-,ql/I6p0M-D,L-TVIpO3I/IJ'I]—L-J'Ii3I/IJ'I]—4-(4—I'IipVI,qMHiJ'I)—



ninepaswuH (Mop. Ne. 3)

Cymiw, wo CKnap,aeTbCﬂ i3 0,8r (0,84mmorb) 1- [N -[N-[[[2-(2,5-ammeTOKCUDEHIN)eTUN]amiHOkap6oHin]-3,5-
anbpom-D,L-tmposnn]- NG -[(cbeHinmeToKcn )kapboHin]-L-nisun]-4-(4-nipuauHin)-ninepasuHy, 50mn nboasiHOl
OLTOBOI KNcnot, 25mn 33-npoLeHTHOro po3ynHy 6pOMUCTOrO BOAHIO B OLTOBIM KMCMOTI | 2MM aHi3ony, NpoTArom
12 rogvH nepemilyBanu npu KiMHaTHIM TemnepaTypi. PeakuiiHy cymil 3milyBanu 3 [ieTUNOBUM €TEPOM i
ofjepKaHun ocap inbTpyBanu HyTyY-iNnbTPOM. TBepAMM 3anuok ouvwanu wnsxom xpomatorpadii (MN-
cunikarenb 60, Macherey-Nagel, 70-230 mesh ASTM, entoeHT: ecTep OUTOBOT KUCIOTU/METaHON/KOHL,. BOAHMWNA
po3uvH amiaky = 8/2/0,2 (o/o/o)). OpepxyBanu 0,3r (44% BiZ TEOPETUYHOrO) LiNbOBOrO NPOAYKTY Y BUMMAAI
amopdHoi TBepAoT peuoBMHN.

IR (KBr): 1643,3cm” (C 0)

Rf: 0.17 (ectep OLI,TOBOI KNCroTU/MeTaHON/KOHL. BOOHWIA pO34nH amiaky = 6/4/1)

ESI-MS:  (M+H)* 818/820/822 (Br2)

(M+2H)"*=409,5/410,5/411,5 (Br2)

Mpuknag 12

1-[N2-[3,5-/:J,V|6p0M-N-[[[2-(3-MeT0KCV|(beHin)eTmn]aMiHo]Kap60Hin]-D-TV|poamn]-L-apriHin]-4-(4-nipvu:J,MHin)-
ninepasuH-bic- (Tpmq)TopaueTaT) (Mop. Ne. 4)

Cymiw, wo cknaganacsa i3 20Mn TpMTOPOLTOBOT KUCHOTH, 13MJ‘| aHizony i 0,9vmn eTtaHauTiony npwu
OXOMO/XKEHHI NMbOAOM  3MiLlyBanu 3 2,1r (1,9mmornb) TBEpAoro 1[N -[3,5-an6pom-N-[[[2-(3-meToKCHdEeHIn)-
etunjamido]kap6oHin]-D-tmpoaun]- N® -(2,2,5,7,8-neHTameTnN-xpomaH-6-cynb oHin)-L-apriHin}-4-(4-nipnaunHin)-
ninepasvHy i nepemiwlyBanu we 45 XBUNWH 3 OXONOMKEHHAM NbOAOM, @ NOTIM NPOTAroM 3 roguH Npu KiMHaTHIN
Temnepatypi. OgepxaHun ocag BigdiNbTPOBYBanNW i BUAANANW, inbTpaTt 3ryllyBanu y Bakyymi, ogepxaHui
3anuvLwoK 3MilllyBanu 3 TONYOSOM i Lie pa3 BunapoBanuy y Bakyymi. OgepXaHui Takum YMHOM TBEPAUN 3arnmLioK
po3milyBanu y cymiwi gietunosoro edipy i aueToHy, yTBopeHy biny TBepay pe4oBuHY BiAdiNbTPOBYBanNu HyTY-
DiNbTPOM i cyumnu. O,qepmyBanM 1,71 (65% Big TEOPETUYHOIO) LiiNlbOBOT CMOMYKHU.

IR (KBr): 1674, 1645 cm (C 0)

Rt 0,15 (FM: BuOH/AcOH/H20 4/1/1 (o/o/o))

ESI-MS:  (M+H)"=816/818/820 (Br2)

(M+2H)"*=408,6/409,6/410,6 (Br2)

Mpwknapg 13 OpepxaHHa cnonyk 3aranbHoi opMynu:

0 _R?

R NRR

(R,S)-1-[2-(r4-amiH0-3,5-anbpombeH30in)-4-[4-(3,4-amrinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuanHin}-4-
okcobytun]-4-(4-nipnguHin)-ninepuanH (Mop. Ne. 291)

Cymiw, wo cknagaetsea i3 0,97r (1,8mmomb) (R,S)-4-amiHo-3,5-anbpom-y-okco-B-[[4-(4-nipuamHin)-1-
ninepugnHinivetmn]-6eHseHbyraHoBoi  kucnotn, 0,48r (1,8vmornb) 4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-
ninepuavHy, 2mn Tpuetunaminy, 0,58r (1,8mmornb) TBTU, 0,24r (1,8wmorne) HOBt, 25mn THF i 25mn DMF,
NpoTAroMm 4 roauH nepemiwlysanu npu KiMHaTHIN TeMnepaTypi. PeakuUiiHy cymill 3rywyBanu y Bakyymi, 3anuLiok
pPO3BOAUIIM B CYMilLLi €TUINIOBOIO ecTepy OLTOBOI KUCNOTK | MeTaHony (95/5 (0/0)) i npoMuBanu HacYeHVM BOAHUM
po34uHOM rigpokapboHaTty HaTpito. OpraHiyHy a3y Cylwmnu i 3rylysanu y BakyyMi. 3anmiok ounwany Wwisxom
xpomatorpadii  (MN-cunikarens 60, Macherey-Nagel, 70-230 mesh ASTM, enweHT: ecTep OUTOBOI
kucrnotuMetaHon = 9/1 (o/o), notim MN-cunikarenb 60, Macherey-Nagel, 70-230 mesh ASTM, enioeHT:
meTunenxnopua/etaHon = 9/1 (o/o)). Ogepxysanu 0,2r (15% BiA TEOPETUYHOrO) LiNbOBOrO NPOAYKTY Yy BUMMAAI
6inoi amopdHoT TBEPAOT PEYOBMHMN.

IR (KBr): 1668,3cm™' (C=0)

Rr: 0,5 (FM2)

ESI-MS:  (M+H)"=737/739/741 (Br2)

(M+Na)*'=759/761/763 (Brz)

AHanoriyHo ogepKyBanu:

Top. P n .
Ne iRCD R |ana4iauxmy| Ms | R Enioent !m fem-1]
H ESL (M+H)" 3 ¢
291 |N66 {AS4l C4 | 15 l=7aTROnm1: 036 CHCLY | (KBr: C=0
l e ] EOH 1668
i ESE: (M+H) | )
296 |N66 |AS4] C8 | 14 | =74387 | 086 M1 Gctiréfo
: (El‘z) l
ESt: (M+H)" ]
302 |N71|As4| c8 | 19 | =7s5700 0.54 FM1 ‘K"’;g'agm
(Bry) |
Mpuknag 14

1-[4-amiHO-N-[[4-[7-(amiHOKap6OoHin)-3,4-amriapo-2(1H)-okco-xiHa3oniH-3-in]-1-ninepmavHin]-kap6oHin}-3,5-
anbpom-D-cbeHinanaHin}-4-(4-nipuamnin)-ninepmamnt (Mop. Ne. 312)

a) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-7-(MeTokcvkapOoHin)-2(1H)-okcoxiHasoniH-3-in]-1-
ninepuamHinkap6orin]-D-geHinanarin}-4-(4-nipuantin)-ninepnavH (Mop. Ne. 307)

OpepxyBanu aHanorivHo npuknagy 3 i3 meTtunosoro ectepy 3,4-gurigpo-3-(4-ninepuauHin)-2(1H)-
OKCOXiHa30miH-7-kapboHoBOoi kucnot, 1-[4-amiHo-3,5-gnbpom-D-cbeHinananin}-4-(4-nipuaunHin)-ninepnaunHy i CDT
3 BuxogoMm 27,2% Big TeopemnuyHoro. besbapeHa, amopdHa pevoBuHa p Rf 0,5 (enteHT:
AnxnopmeTaH/uuknorekcaH/meTtaHon/ kKoHu,. amiak = 7/1,5/1,5/0,2 (o/o/o/o)).



IR (KBr): 1718,5,1670,3, 1618,2 cm™' (C=0)
ESI-MS: (M+H)"=796/798/800 (Br2)
(M+Na)*=818/820/822 (Brz)

BianosigHMM YnHoM Gynu ogepXkaHi:

I3 meTunosoro ectepy 3,4-anriapo-3-(4-ninepnguHin)-2(1H)-okcoxiHasoniH-7-«kapboHoBOi kncnot, 1-[4-amiHo-
3,5-anbpom-D-ceHinananin]-4-(1-ninepugntin)-ninepngmyy i CDT 3 Buxogom 30,3% Big TeopeTuyHoro 1-[4-
aMmiHo-3,5-gmbpom-N-[[4-[3,4-gurigpo-7-(meTokcrkap6boHin)-2(1H)-okcoxiHazoniH-3-in]-1-ninepnanHin]kap6oHin]-D-
deHinanaHinl-4-(1-nipnannin)-ninepuauH (Mop. Ne. 304) 3 R=0,75 (FM1).

IR (KBr): 1720,4, 1668,3, 1620,1 cm™' (C=0)

ESI-MS: (M+H)"=802/804/806 (Br2)

(M+Na)*=824/826/828 (Br2)

I3 meTunoeoro ectepy 3,4-aurigpo-3-(4-ninepngnHin)-2(1H)-okcoxinasoniH-7-«kap6oHosoi kucnotu, 1-(3,5-
anbpom-D-tnposun)-4-(1-ninepuamin)-ninepuanny i CDT 3 Buxogom 35% Big TeopeTtuyHoro 1-[3,5-an6pom-N-[[4-
[7-(meToKCcHkap6oHin)-3,4-aurinpo-2(1H)-okcoxiHazoniH-3-inl-1-ninepnanHinkap6oHxin]-D-tmpo3nH-4-(1-
ninepuamHin)- ninepuauH (Mop. Ne. 422) 3 Rt 0,54 (enoeHT: guxnopmMeTaH/uvKnorekcaH/MeTaHon/ KoHL,. aMiak =
7/1,5/1,5/0,2 (o/o/olo)).

IR (KBr): 172064, 166863, 162763 cM™' (C=0)

ESI I-MS: {(M+H)* = 803/805/807 (Brz)
(M+Na)* = 825/827/829 (Bra)

I3 metunosoro ectepy 3,4-gurinpo-3-(4-ninepnauntin)-2(1H)-okcoxiHazoniH-7-«apboHoBoi kucrnotn, 1-(3,5-
anbpom-D-tnpoaun)4-(4-nipnanHin)-ninepuanny i CDT 3 Buxogom 45% Big TeopetnyHoro 1-F3,5-anbpom-N-[[4-
[7-(meTokcrkap6oHin)-3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in}-1-ninepnavHinkap6oHin]-D-tmpo3nn]-(4-nipuanHin)-
ninepuavH (Mop. Ne. 420) 3 R; 0,56 (FM1).

IR (KBr): 1718,5, 1654,5, 1624,0 cm™' (C=0)

ESI-MS:  (M+H)"=797/799/801 (Br2)

(M+Na)'=819/821/823 (Brz)

b) 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-7-(rinpokcvkapboHin)-2(1H)-okcoxiHaszoniH-3-in]-1-
ninepuanHinkap6oHrin]-D-deHinananin]-(4-nipnannin)-ninepugnH (Mop. Ne. 309)

OpepxyBanu aHanoriyHo npuknagy A37) i3 1-[4-amiHo-3,5-gubpom-N-[[4-[3,4-auriopo-7-(meTokcukapboHin)-
2(1H)-okcoxiHa3oniH-3-n]-1-ninepuanHinlkapboHin]-D-deHinanaHin]-4-(4-nipuguHin)-ninepuanHy LLNSAXOM
OMWUIIEHHS rigpokcMaoM niTito 3 Buxogom 95% Big TeopeTtnyHoro. besbapsHa, amopdHa pevosBuHa 3 Rf 0,25
(enoeHT: anxnopmeTaH/mMeTaHonkoHu. amiak = 7,5/2,5/0,5 (o/o/o)).

IR (KBr): 1666,4, 1614,3 cm™* (C=0)

ESI-MS: (M-H)"'=780/782/784 (Br>)

BianosigHMM YnHOM Gynu ogepkaHi:

I3 1-[4-amiHno-3,5-an6pom-N-[[4-[3,4-gurigpo-7-(MeTokcvkapboHin)-2(1H)-okcoxiHasoniH-3-in}-1-
ninepnamHinkap6oHin]-D-cdeHinanaHin]-4-(1-ninepuaunHin)-ninepuaMHy 3 kinbkicHum  Buxogom  60,2%  Big
TEOPETNYHOTO 1-[4-amiH0-3,5-gn6pom-N-[[4-[3,4-gurigpo-7-(rippokcrkapbonin)-2(1H)-okcoxiHasoniH-3-in}-1-

ninepuavHin)ikapborin]-D-ceHinanaHin]-4-(1-ninepuguHin)-ninepugud (Mop. Ne. 306) 3 R¢ 0,15 (FM1).
IR (KBr): 1635,5cm ™, wmpokun (C=0)
ESI-MS: (M+H)"'=788/790/792 (Br2)
(M+Na)"=810/812/814 (Brz)

I3 1-[3,5-anbpom-N-[[4-[7-(meTokcukap6oHin)-3,4-aurigpo-2(1H)-okcoxiHasoniH-3-n]-1-ninepnanHinlkap6oHin]-
D-tvpoaun]-4-(1-ninepuanHin)-ninepuavHy 3 KinbkicHum Buxogom 62% Big TeopetnyHoro 1-[3,5-ambpom-N-[[4-[7-
(rinpokcnkap6oHin)-3,4-gurinpo-2(1H)-okcoxiHazoniH-3-inl-1-ninepuguvHinkap6oHin]-D-tmpoavn]-4-(1-
ninepuanHin)-ninepugnH (Mop. Ne. 423) 3 Rf 0,03 (entoeHT: AMxnopmeTaH/uuknorekcaH/meTaHon/ KoHU. amiak =
7/1,5/1,5/0,2 (o/o/olo)).

IR (KBr): 1635,5cm ™, wupokui (C=0)

ESI-MS: (M+H)"=789/791/793 (Br2)

I3 1-[3,5-anbpom-M-[[4-(1,3-guriapo-5-(meTokcmkap6oHin)-2(2H)-okcobeHsimigason-1-in)-1-
ninepugnHinkap6oHin]-D-tupoann}-4-(4-nipuanHin)-ninepuanHy 3 kinekicium suxogom 80% Big TeopeTuyHoro 1-
[3,5-anbpom-N-[[4-(1,3-aurigpo-5-(rigpokcukap6oHin)-2(2H)-okcobeHsimigason-1-in)-1-ninepnavHinlkap6oHin]D-
TVIpO3VIJ'I]-4-(4-I'IipVI}J,VIHiJ'I)-I'IiI'IepVIF,I/IH (Mop. Ne. 151). BesbapsHa, amopdHa peyoBMHa.

IR (KBr): 1701,1,1625,9 cm™ (C=0)

ESI-MS: (M+H)"=767/769/771 (Br2)

(M+2H)""=383/384/385 (Bry)

13 1-[3,5-anbpom-N-[[4-[7-(meTokcrkapOoHin)-3,4-gurigpo-2(1H)-okcoxiHazoniH-3-n]-1-ninepuaunHinlkap6oHin}-
D-tvpoann]-4-(4-nipuamHin)-ninepuanHy 3 kinbkicHum Buxogom 82% Big TteopetuyHoro 1-[3,5-ambpom-N-[[4-[7-
(rinpokcvkapboHin)-3,4-aurigpo-2(1H)-okcoxiHa3oniH-34n]-1-ninepuauHinlkap6oHin]-D-Tupo3un]-4-(4-nipuauHin)-
ninepnavH (Mop. Ne. 421) 3 R¢0,03 (FM1). BesbapsHa, amopdHa peyoBuHa.

IR (KBr): 1625 wumpokuit cm™' (C=0)

ESI -MS: (M+H)"=783/785/787 (Br2)

(M+Na)*=805/807/809 (Br2)

c) 1-[4-amiHo-N-[[4-[7-(amiHokap6oHin)-3,4-aurigpo-2(1H)-okcoxiHasoniH-6-in]-ninepnanHinkap6oHxin]-3,5-
anbpom-D-ceHinananin}-(4-nipuguHin)-ninepuamnn (Mop. Ne. 312)

OpepxyBanu aHanoriyHo npuknagy 1 i3 1-[4-amiH0-3,5-an6pom-N-[[4-[3,4-gurigpo-7-(rigpokcm-«kapboHin)-
2(1H)-okcoxiHasoniH-3-n]-1-ninepuanHinlkapboHin]-D-deHinanaHin]-4-(4-nipuguHin)-ninepuauHy i kapboHaty
amoHito y npucytHocti TBTU 3 Buxogom 40,6% Big TeopetnyHoro. besbapeHa, amopdgHa peyvoBnHa 3 Rr 0,8
(entoeHT: anxnopmeTaH/mMeTaHonkoHu. amiak = 7,5/2,5/0,5 (o/o/o)).

IR (KBr): 1670,3, 1616,3 cm' (C=0)

ESI-MS: (M+H)*=781/783/785 (Br2)



(M+Na)*"=803/805/807 (Brz)

BianosigHUM yMHOM Gynu oaepkaHi:

I3 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurigpo-7-(rinpokcvkapboHin)-2-(1H)-okcoxiHazoniH-3-in]-1-
ninepnanHinkap6orin]-D-cdeHinananin]-4-(4-nipnavHin)-ninepyavHy i etaHonamiHy 3 BuxogoMm 34,6% Big
TeopeTnyHoro 1-[4-amiHo-3,5-gn6pom-N-[[4-[7-(2-rigpokcneTunamiHo-kapOoHin)-3,4-gurigpo-2(1H)-okcoxiHa3oniH-
3-in]-1-ninepuaunHinikap6oHin]-D-deHinananin]-4-(4-nipnannin)-ninepugnd  (Mop. Ne. 313) 3 R~=0,7 (entoeHT:
anxnopmeTtaHMeTaHon/koHy. amiak = 7,5/2,5/0,5 o/o/o).

IR (KBr): 1662,5, 1618,2 cm™' (C=0)

ESI-MS: (M+H)+=825/827/829 (Br2)

(M+Na)'=847/849/851 (Brz)
(M+2H)""=413/414/415 (Bry)
(M+H+Na)*"=424/425/426 (Br»)

I3 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-aurigpo-7-(rinpokcmkapboHin)-2(1H)-okcoxiHasoniH-3-n]-1-
ninepnanHinkap6oHrin]-D-cdeHinananin]-4-(4-nipuauHin)-ninepuavHy i 1-metunninepasvHy 3 Buxogom 44,9% Big
TEOPETUYHOTO 1-[4-amiHO-3,5-anbpom-N-[[4-[7-[(4-meTnn-1-ninepasunHin)-kap6bonin]-3,4-gurigpo-2(1H)-

OKCOXiHa30riH-3-vn-1-ninepuavHinkap6boHin]-D-ceHinananin}-4-(4-nipnankin)-ninepuanH (Mop. Ne. 430) 3 R=0,28
(entoeHT: eTnnoBumn eCTep ouToBOi kKncrnotn/metaHon/koHu. amiak = 8/1,5/0,3 o/o/o).
IR (KBr): 1618,2cm™ (C=0)
ESI-MS: (M+H)+ = 864/8S6/868 (Brz)
(M+Na)*=886/888/890 (Brz)
(M+2H)""=432/433/434.7 (Br2)

I3 1-[4-amiH0-3,5-anbpom-N-[[4-{3,4-anrigpo-7-(rigpokcnkapOoHin)-2(1H)-okcoxiHazoniH-3-n}-1-
ninepnanHinkapborin]-D-cdeHinanaHin]-4-(4-nipuanHin)-ninepuanHy i xnopuay metunamoHito 3 suxogom 37% Big,
TeopeTuyHoro  1-[4-amiHo-3,5-gnbpom-N-[[4-[7-(MeTunamiHokap6oHin)-3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in}-1-
ninepuaHinkap6oHin]-D- cbeHlnanaHln] -4-(4-nipnguin)-ninepnavH (Mop. Ne. 424) 3 R=0,49 (FM1).

IR (KBr): 1662,5, 1622 cm™ (C=0)

ESI -MS: (M+H)*=795/797/799 (Br)

M+Na)'=817/819/821 (Brz)

I3 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-7-(rinpokcvkapboHin)-2(1H)-okcoxiHasoniH-3-in]-1-
ninepnanHinkapborin]-D-deHinanaHin]-4-(1-ninepuanHin)-ninepuanHy i kapboHaty amoHito 3 Buxogom 12% Big
TEopeTUYHOro 1-[4-amiHO-N-[[4-[7-(amiHOKap6BoHin)-3,4-auriapo-2(1H)-okcoxiHa3oniH-3-in}-1-

ninepnanHinkap6orin]-3,5-mbpom-D-ceHinananin]-4-(1-ninepuauntin)-ninepuamd  (Mop. Ne. 310) 3 Rg=0,7
(entoeHT: ,D,VIXJ'IOpMeTaH/MeTaHOJ'I/KOHLI, amiak = 7,5/2,5/0,5 (o/o/o)).

IR (KBr): 16703 1618,2 cm' (C=0)

ESI-MS: (M+H)"=787/789/791 (Br2)

I3 1-[4-amiHo-3,5-anbpom-N-[[4-[3,4-gurinpo-7-(rinpokcvkapboHin)-2(1H)-okcoxiHaszoniH-3-in]-1-
ninepnanHinkapborin]-D-cdeHinanaHin]-4-(1-ninepuanHin)-ninepuaMHy i etaHonamiHy 3 Buxogom 11,4% Bifg
TeopeTnyHoro 1-[4-amiHo-3,5-gn6pom-N-[[4-[7-(2-rigpokcmeTunamiHo-kap6oHin)-3,4-gurigpo-2(1H)-okcoxiHazoniH-
3-in]-1-ninepuaunHinlkap6oHin]-D-deHinananin]-4-(1-ninepnavHin)-ninepnand (Mop. Ne. 311) 3 R=0,65 (entoeHT:
AMXnopMeTaH/MeTaHoN/KoHL,. aM|aK =7,5/2,5/0,5 (o/o/o)).

IR (KBr): 1660,6, 1620 1cm’ (C=0)

ESI-MS: (M+H)"=831/833/835 (Br2)

(M+2H)""=416/417/418 (Brz)
(M+H+Na)""=427/428/429 (Br»)

Mpwknag 15

4-(1-aue™n-4-ninepuauHin)-1-[4-amiHo-3,5-an6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuanHinkap6orin]-D-ceHinananin]-ninepuauH (Mop. Ne. 372)

a) 1-[4-amiH0-3,5-Anbpom-D-deHinanaHin]-4-[1-(1,1-gumeTnn- eTOKCI/IKap6OHIJ'I)-4 ninepnavHin}-ninepnguH

Cymiw, wo cknagaetbes i3 5,60r (0,01Monb) 4-amiHo-3,5-anGpom-N*(9-dpropeHinveTokan-«apBoHin)-D-
deHinanaHiny, 1,35r (0,01monb) HOBt, 3,21r (0,01mornb) TBTU, 1,29r (0,01monb) DIEA, 2,68r (0,01monb) 4-[1-
(1,1-ammeTneToKCMKapboHin)<4-ninepuautinl-ninepuavHy i 150mn  TetparigpodypaHy, npotaroMm 2 roguH
nepemiwyBanM npu KiMHaTHIN TemnepaTypi. [licna noBHoro nepeTBopeHHA fogasanu 20mMn AieTunamiHy i
nepemiwysanu we 18 roavH nNpu KiMHaTHIN TemnepaTypi. PeakuiinHy cymiw BunaptoBanu y BakyyMi, 3anuLLok
possogurm B 200Mn guxnopmeTaHy i NOCnigoBHO NpoMuBanu KoxxHoro pasy 100 mMininiTpamm HacnU4eHoro po3ynHy
XNOpUAY HaTpito i HACMYEHOro PO34MHY rigpokapboHaTy HaTpito i cywmnu Hapg cynbdaTom MmarHito. OgepxaHy
nicns BUAaneHHs po3YnMHHUKA YepBOHYBaTYy MacCnsHUCTY PigVHY ouMLwanu wnaxom xpomaTtorpadii Ha cunikareni
(30-60MKkM) i3 BUKOpPUCTaAHHAM cnovatky guxnopmetaHy, notim FM4. OpgepxyBanu UinboBy cnonyky B dopMi
6e3bapBHOi, amopdHoi pe‘—lOBVIHVI i 3 Buxogom 4,31r (73,3% Big TeOPETUYHOTO).

IR (KBr): 1687,6cm™ (C=0)

MS: M'=586/588/590 (Br>)

b) 1-[4-amiHo-3,5-anbpom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuanHini-kap6oHini-D-
deHinanaHini-4-[1-(1,1-gumeTnneTokcMkapboHin)4-ninepuanHini-ninepuanH

Opepxysanu aHanoriyHo npvknagy 4 i3 1-[4-amino-3,5-anbpom-D-deninananinl-4-[1-(1,1-
AMMeTuneTokcuMkapboHin)-4-ninepuanHin]-ninepuanHy, CDT i 3,4-gurigpo-3-(4-ninepuanHin)-2(1H)-xiHaszoniHoHy 3
KifbKiCHAM BUXOLOM. Ees6apBHa, amopdHa peyvoBunHa.

IR (KBr)167GCM $C =0)

MS: (M+H) 844/846/848 (Br2)
(M+Na)'=866/868/870 (Brz)
c) 1-[4-amiH0-3,5-ambpom-N-[[4-(3,4-amriapo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnauHinl«apboHin]-D-

deHinanaHinl-4-(4-ninepngwHin)-ninepnanH WWop. Ne. 521)

OpepxyBanu aHarnoriyHo npuknagy A1b), ogHave, i3 BUKOPUCTaHHAM iOKOro HaTpy 3aMicTb amiaky, i3 1-[4-
aMmiHo-3,5-gm6pom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnavHin}-kap6oHin]-D-deHinananin]-4-[1-
(1,1-oumeTneTokcnKapOOoHin)-4-ninepnauHin]-ninepuanHy WnsxoMm o6pobkn TPUGTOPOLITOBOK KUCMOTOK 3



BMxoaoM 75% Big TeopetnyHoro. besbapsHa, amopdHa pevoBmHa.
IR (KBr): 1666,4, 1620,1 cm! (C=0)

MS: (M+H)"=744/746/748 (Br2)
(M+2H)""=372/373/374,5 (Br2)
d) 4-(1-auetun-4-ninepmavHin)-1-[4-amiHo-3,5-au6pom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-

ninepnanHinkap6orin}-D-ceHinananin]-ninepuaun (Mop. Ne. 372)

Po3zuvH  0,372r (0,499vmorb) 1-[4-amiHo-3,5-anbpom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepnavHinkap6oHin]-D-cdeHinananin]-4-(4-ninepnauHin)-ninepnanyy i 0,07r (5,5Mmmonb) DIEA B 50Mn
AVXNOPMETaHy i3 30BHILLUHIM OXONMOMKEHHAM NbOAAHOI0 BOAOK Kpannsamu 3miwysanu 3 0,043r (5,48mmons)
auetunxnopuay, a noTiMm npoTsaroMm 1 roguHu nepemillyBanu npu KiMHaTHI TemnepaTypi. PO34nMHHVK Bugansanu y
BaKyymi, 3anu1LIOK po3MillyBanu 3 Bogot i pinbTpyBanu. OinbTpyBanbHUN 3aNMULLOK CYLLMIW Y BaKyyMi i oumianm
LLUNSXOM KOMOHKOBOI Xpomartorpadiii Ha cunikareni (30-60mkm) i3 BukopuctaHHam FM4. Tligxoxi entoatm
BMNaploBanu, 3anuiok po3tmpanu 3 gieturiosuM edipom i inbTpyBanu Hyty-ginbTpom. Opepxysanu 230mr
(58,5% Big TeopeTyHOro) 6e3bapBHUX KpUcTanis.

IR(KBr): 1622cm™ (CO)

MS: (M+H)'=786/788/790 (Br2)

(M+Na) '=808/810/812 (Br2)

BignosigHo ogepxysanu:

1-[4-amiH0-3,5-gnbpom-H-[[4-[3,4-anrigpo-2(1H)-okcoxiHasoniH-3-in]-ninepuguHin]-kap6onin]-D-deHinanawin]-
4-(1-6eHzoin-4-ninepugunin)-ninepuaunH (Mop. Ne. (485)).

BesbapBsHi kpucTtanm

R¢0,74 (FM1)

IR (KBr): 1626, 1668 cm ' (C=0)

ESI-MS: (M+H)"=848/850/852 (Br2)

Mpuknag 16

1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHasoniH-3-in]-1-ninepuanHinkapoboHin]-D-
deHinanaHin]-4-(1-meTuncynboHin-4-ninepnanHin)-ninepnanH (Mop. Ne. 486)

Po3unH 0,372r  (0,499Mmmonb) 1-[4-amiH0-3,5-anbpom-N-[[4-(3,4-gurigpo-2(1H)-okcoxiHazoniH-3-in)-1-
ninepuavHinkap6oHin]-D-cdeHinananin]-4-(4-ninepuauHin)-ninepuanHy i 0,07r (5,5Mmonb) DIEA B 50Mn
ONXITOPMETaHY i3 30BHILLHIM OXOJIOMKEHHSIM JbOASHOK BOAOK Kpannamu 3miwysanu 3 0,063r (5,5Mmonb)
MeTaHCynbOHINxXnopmay, a notiM nNpoTtarom 1 roavHWM nepemillyBanu Npu KiMHaTHIR TemnepaTypi. PO3uYnHHYMK
BMAANSANN Y BaKyyMi, 3arMLLOK 3MillyBanu 3 Bogot i pinbTpyBanu. QinbTpyBanbHU 3anULLIOK CYLLMAN Y BaKyyMi i
ouMlANM  WNASXOM KOJIOHKOBOI Xpomatorpadiii Ha counikareni (30-60MkM) i3  BMKOPUCTAHHAM  CroYaTtKy
anxnopmetaH, a notim FM4. Tigxoxi enatv BunapioBanu, 3arMLIOK po3Tvpanu 3 AieTurnoBum edipoMm i
BiAdinbTpoBYBaNM HyTy-inbTpoM. OgepxxyBanu 220mr (53,5% Big TeopeTnyHoro) 6e3bapBHMX KpUcTanis.

IR (KBr): 1668, 1618 cm™' (C=0)

MS: (M+H)*=822/824/826 (Br2)

(M+Na)'=844/846/848 (Brz)
(M+K)"'=860/862/864 (Br2)

BianosigHuM yMHOM Gynu ogepkaHi:

(1) 1-[3,5-anbpom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuanHin|kap 6oHin]-4-
(metuncynbdoHinokcu)-D-ceHinananin]-4-[1-(metuncyne oHin)-4-ninepuanHinl-ninepuamH  (Mop. Ne. (523)) 3
Buxoaom 12% Big TeopeTUYHoro.

R 0,54 (FM1)

IR (KBr): 1628, 1665 cm ' (CO)

ESI-MS: (M+H)=901/903/905 (Brz)

(2) 1-[3,5-ambpom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-5-in)-1-ninepuanHinkap6oHin]-D-Tupoann]-4-[1-
(meTnncynbdoHin)-4-ninepuanHinl-ninepnanH (Mop. Ne. (524)) 3 Buxogom 12% Big TeopeTUYHOro.

R¢0,50 (FM1)

ESI-MS: (M+H)"=823/825/827 (Br2)

(3) (R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-5-n)-1-ninepuaHin]-2-[(1-Hacdpmn)metun]-1,4-
aiokcobymn]-(1-meTtuncynsoHin-4-ninepmanHin)-ninepuavH (Mop. Ne. (668)) 3 Buxogom 56% Big TeopeTnyHoro.

R¢0,70 (FM1)

IR (KBr): 1630, 1666 cm™' (C=0)

MS: M'=699

Mpwknag 17

1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHa3oniH-3-in]-ninepuauHin}-kap6oHin]-D-ceHinanawin]-
4-[1-(3-kapbokcu-1-okconponin)4-ninepuaunHinl-ninepmuant (Mop. Ne. 487)

Cymiw, wo cknagaetbea i3 0,372r (0,499vmonb)  1-[4-amiH0-3,5-gmbpom-N-[[4-(3,4-gurigpo-2(1H)-
OKCOXiHa30miH-3-in)-1-ninepuanHinkap6oHin]-D-ceHinanaHinl-4-(4-ninepungunin)-ninepuaundy, 0,11r  (1,1mMmorb)
aHrigpugy O6ypwTuHoBoi kucnotm i 150mn TeTparigpocypaHy npoTarom 1 roAvHA KUM'ATANM 3i 3BOPOTHUM
XonoannbHUKOM. PeakUiiHy Cymilll Y BaKyyMi 3BiflbHSAM Big PO3YMHHMKA, 3aSTMLLOK OYMLLANIM LMASIXOM KOSTOHKOBO T
xpomaTorpadii Ha cwunikareni (30-60mkm) i3 BukopuctanHam FM1. Tligxoxi enwatn BunaproBanu, 3anuilok
po3Tvpanu 3 pdietunosum ediipom i BigdinbTpoByBanu Hyt4-inbTpom. Opepxysann 175mr (41,5% Bif
TeopeTu4Horo) 6e3bapBHMX KpucTanis.

IR (KBr): 1668, 1608 cm™' (C=0)

MS: (M-H)"=842/844/846 (Br2)

(M+Na)'=868/870/872 (Brz)

Mpuknag 18

1-[4-amiH0-3,5-anbpom-N-[[4[3,4-aunrigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuguHinkap6oHin]-D-
deHinanaHinl-4-(1-rekenn-4-ninepuavHin)-ninepuanH (Mop. Ne. 488)

Cymiw, wo cknagaetbesa i3 0,372r (0,499mmonb)  1-[4-amiHo-3,5-gubpom-N-[[4-(3,4-gurigpo-2(1H)-
OKCOXiHa30/iH-3-n)-1-ninepuavHinkap6boHin]-D-cdeHinananinl-4-(4-ninepuanHin)-ninepmuanHy, 0,05r (0,499mmornb)



rekcaHany, 0,03r (0,5mMonb) nboasiHOT ouToBOi Kucrotv i 150mn TeTparigpodypaHy, npotarom 1 roavHu
nepemiwysanu npu KiMHaTHin Temnepatypi. [licna popasaHHs 0,116r (0,52mmonb)  95-npoueHTHOro
TpuaueTokemboporigpuay HaTpito we 2,5 rogMH BUTpMMYBanu Mpu KiMHaTHIN TemnepaTypi. Cymiw y Bakyymi
3BINIbHANW Bi4 PO3YMHHMKA, 3aSMLIOK PO3noginsanu Mk 20-NPOLEHTHMM BOAHMM PO3YMHOM KapbOoHaTy HaTpito i
ONXMOPMETaH, CYLUMNN opraHivyHy a3y Hag cynbdaTtoMm MarHito i BunaptoBamm ii. 3anuwiok ounwianu LWnsxom
KONoHKoBOi xpomaTtorpadii Ha cunikareni (30-60MkM) i3 BukopucTaHHAM FM4. Tigxoxi entoatn Bunaprosanu,
3anuvwoK po3tupanu 3 gietunosum edhipom i BiadinbTpoByBanu Hyt4Y-dinbTpom. Ogepxyeanu 100mr (24,2% Big,
TeopeTu4Horo) 6esbapBHMX KpucTanis.

IR (KBr): 1666, 1620cm ™ (C=0)

MS: (M+H)*=828/830/832 (Br2)

(M+Na)'=850/852/854 (Bry)
BianosigHUM YnHOM Gynu oaepkaHi:

(1) 1-[4-amiHo-3,5-gnbpom-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepnavHin]«ap6oHin}-D-
deHinanaHinl-4-(1-uuknonponininetmn-4-ninepuaunuin)-ninepuavH  (Mop. Ne. (489)) 3 Buxogpom 23% Big
TEOpEeTUYHOrO.

R¢0,65 (FM1)

IR (KBr): 1622, 1666cm ™' (C=0)

ESI-MS: (M+H)"=798/800/802 (Brz)

(2) 1-[4-amiH0-3,5-gnbpom-N-[[4-r 3,4-purinpo-2(1E)-okcoxiHazoniH-3-n]-ninepuaHin]-«kap6oHin]-D-
eHinanaHinl-4-(etokemkapboHinmeTun)-4-ninepuguHin}-ninepnanH - (Mop. Ne. (493)) 3 Buxogom 43% Bif
TeopeTnyHoro. R 0,72 (FM1)

IR (KBr): 1620, 1666 cm ' (C=0)

ESI-MS: (M+H)"=730/732/734 (Br2)

(3) 1-[3,5-anbpom-N([[4-(3,4-aurigpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepuawHinikap6oHini-D-Tupoaun]-4-[1-
(umknonponinveTun)-4-ninepuauvHinl-ninepuamnt (Mop. Ne. (525)) 3 Buxogom 46,5% Big TeOpeTUYHOTrO.

R 0,50 (FM1)

IR (KBr): 1622, 1662 cm ' (C=0)

ESI-MS: (M+H)"=799/801/803 (Br2)

Mpuknag 19

OpepkaHHs cnonyk 3aranbHOT opMynu:

O ( nRZ
RAZ’E’A‘NR’R‘
2 9

1-[N-[[4-[3,4-aurinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuaunHin}-kapboHin]-3-eteHin-D L-deHinanaHin]-4-
(rekcarigpo-1H-1-a3eninin)-ninepugunH (Mop. Ne. 532)

Cymiw, wo cknagaetbca i3 200mr (3mMormb) 1-[3-6pom-N-[[4-[3,4-auriapo-2(1H)-okcoxiHasoniH-3-n]-1-
ninepnanHinkap6orin]-D,L-deHinanaHin]-4-(rekcarigpo-1H-1-aseninin)-ninepuamyy, 108mr (0,33MMonb) BiHiN-
Tpubymmnonoea (ALDRICH No. 27143-8), 50mr TeTpakic-(TpudeHindocdin)-nanagito (Merck No. 818193), cnigy
2,6-an-tpeT.-6ytnn-4-metundeHony i 10mn 6e3BoAgHoOro Tonyony, NPoTAromM 5 rogvH KUN'ATunu 3i 3BOPOTHUM
XonoavnbHUKoM. OXonomKeHy peakuiiHy cymill dinbTpyBanu Yyepes akTMBoBaHe BYrinns, ginbTpaTt BUnaprosanu
y Bakyymi. Ogep>xaHui 3anmLLOK 3 BUKOPUCTAHHSAM CMoYaTKy YACTOro AN XIIopMeTaHy, NOTIM CyMiLLi MeTaHOM/KOHL.
amiak (9/1 o/o) oumwanu WNAXOM KOMOHKOBOI XpomaTorpadii Ha cwunikareni. [Migxoxi enwaTtn peTenbHO
po3millyBanu 3 TpeT.-6yTun-meTMnoBmMmM eTepoMm i BiadinbTposyBanu HyT4-dinbTpoMm. Ogepxysanu 60mMr (32,6%
BiA TeopeTnyHoro) 6e3bapBHux kpuctanis 3 Ry 0,25 (FM1).

MS: M'=612

AHanoriyHo 6ynu ogepxaHi (B KOKHOMY pasi n=1):

ePireo] z | Rt [ A|NRR: [Gxoy|  MS  [Emoest| Re| Rpem’)
647 | N66 |CHa| AS40{A0] C8 | 75" [ERM =611 FM1 | 05 fém;,,:,g
648 N8B {CH|AS41|A0| C8 | S8 [E:M =647 FMT |07 9;52;1223
649 NB8 |CHy; AS42[ A0} CB 8 |ELM =648| FM1 |08 5?32;123
650 Nes [crofasas(ao] c& | 11 [ermr=sse| Fm1 [os| H32C
est| Nes [cHy|asaalao| ca | o4 |mnmr=sar| Fur [os| $5%C
§52| N&6 {CH,| AS45|A0] C8 83 |[EnRM"=613| FMt 06 ?s_‘ﬁ._?j,gg

Mpuknag 20
OpepxaHHS cnonyk 3aranbHoi opmynu:

CH,
(R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHa3oniH-3-in)-1-ninepuaunHin]-2-(eTokcmkapboHin)-2-[[1-metnn-1H-
iHoon-3-nlmeTtun]-1,4-giokcobytmnl-(4-meTun-1-ninepasuxin)-ninepuauvH (Mop. Ne. 599)



OpepxyBanu aHarnoriyHo npukragy 1 i3 (R,S)-4-[4-(3,4-gurigpo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHin]-2-
(eTokcukap6oHin)-2-[[1-meTnn-1H-iHaon-3-inlweTnn}-4-okco6yTraHoBOI KMUCIOTH, 4-(4-vetnn-1-
ninepasuHin)ninepuamHy i TBTU 3 Buxogom 10% Big TeopetnyHoro. besbapsHa, amopdHa pedvoBuHa 3 R=0,2
(anxnopmeTaH/imeTaHon/koHu. amiak 90/10/1 o/o/o). IR (KBr): 1722, 1662, 1637 oM (C=0)

MS: M'=711

BianosigHum YHOM ofepxysanu i3 (R,S)-4-[4-{1,3-purigpo-4-ceHin-2(2H)-okcoimigason-1-in)-1-
ninepnamHinl-2-(eTokcvkap6boHin)-2-[[1-meTun-1H-Hgon-3-injMeTun]-4-okcobyraHoBoi  kucrnomm,  4-(4-vetun-1-
ninepasuHin)ninepuamHy i TBTU (R,S)-1-[4-[4-(amiHo+«apboHinamiHo)-1-ninepnamHin]-2-(eTokcmkapboHin)-2-[[1-
memun-1H-ingon-3-injmetnn]-1,4-giokcobytun]-(4-metmn-1-ninepasvHin)-ninepuamH  (Mop. Ne. 601) 3 Buxogom
20% Big TeopeTnyHoro. besbapsHa, amopdHa pedoBuHa 3 R=0,25 (auxnopmeTtaH/meTaHon/koHu. amiak 90/10/1
o/o/o).

E)SI -MS: (M+H) =624

(M+Na)"'=646
(M+H+Na)""=323,8

Mpuknag 21

1-[3,5-aubpom-N-[[4-(1,3-guriapo-2(2H)-okcobeHsimigason-1-in)-1-ninepuanHinikapboHini-D-tnposun]-4-
(rinpokcnkap6oHin)-ninepuaunH (Mop. Ne. 211)

OpepxyBanu aHanoriyHo npuknagy A38 i3 1-[3,5-anbpom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigazon-1-in)-1-
ninepuanHinkap6boHin]-D-tnposun]-4-(eTokcmkapOoHin)-ninepuanHy i BOAHOIO PO3YMHY Trigpokengy niTito 3
BuxogoMm 79% Big TeopeTnuHoro. besbapsHa, amopdHa peyoBuHa 3 Rf 0,54 (etunosui ectep OUTOBOI
KucnoTuMeTaHon /nboasHa outosa kucrnoTa 9/1/0.3 o/o/o).

IR (KBr): 1691,5, 1622,0 cm™' (C=0)

ESI-MS: (M-H)*=690/2/4 (Br2)

Mpuknapg 22

1-[3,5-ambpom-N-[[4-(1,3-gurinpo-2(2H)-okcobeHsimigason-1-in)-1-ninepnanHinlkap6onin}-D-tmpoaun]-4-(4-
ninepuaHin)-inepasuvH (Mop. Ne. 214)

OpepxyBanu aHanoriyHo npuknagy A24 i3 3,5-gn6pom-N-[[4-(1,3-gurigpo-2(2H)-okcobeHsimigason-1-in)-1-
ninepuavHinkap6oHin]-D-tmpo3suny, 1-(1,1-aMmeTuneTokcn-kap6oHin)-4-(1-ninepasunin)-ninepuauny i TBTU, a
TAKOX 3aKMYHUM NEepPEeTBOPEHHSIM OJEPKaHOro MPOMIXXHOIO MPOAYKTY TPUMTOPOLITOBOK KUCMOTOM BigMNoOBIiAHO
o npuknaay A1b) 3 Buxogom 4,2% Big TeopetnyHoro. besbapeHa, amopdHa pevosuHa 3 Ry 0,25 (FM1).

IR (KBr): 1624,0cm™ (C=0)

ESI-MS: (M+H)"=732/4/6 (Br2)

Mpuknag 23

(R)-1-[2-[N-[[4-(1,3-anriapo-2(2H)-okcobeHsimigason-1-in)-1-ninepuguHinlkap6oHin]-N-metunamiio]-3-(3,5-
anbpom-4-rigpokevdeHin)-nponin]-4-(1-ninepuanHin)-ninepuauH (Mop. Ne. 219)

a) 1-(xnopkap6oHin)-4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in)-ninepuanH

Ho po3suuHy 3,0r (13,8mMonb) 4-(1,3-aurigpo-2(2H)-okcobeHsimigason-1-in) ninepuanny i 2,7mn (15mMMonb)
DIEA B 100mn Tonyony kpanmnsMu AoAaBanu i3 30BHILLHIM OXONOMKEHHAM NbOASHOK BOAOK po3uvH 1,8mn
(14,9vMonb) audocreHy B 15mn Tonyony i we 17 rognH BUTpMMYBanuM npu KiMHaTHIM Temnepatypi. Ocapg
BiadiNbTPOBYBaNM HYTY-QiNbTPOM, peTenibHO NpoMMBanuM MEeTpPoferHUM eTepoM, a NOTIM po3uvmMHAmM B S0MN
anxrnopmeTany. OgepXaHuii po3ymH ABidi npoTpywyBanu 3 50Mn 7-NPOUEHTHOr0 BOOHOMO PO3YMHY PO3UMHOM
rigpokapboHaTy HaTpito, cywmnun Hag cynbdaTom HaTpito i BunaptoBanu y Bakyymi. Ogepxysanu 3,0r (73% Big
TeopeTuyHoro) 6e3bapBHoi peyoBuHM 3 Rf 0,25 (guxnopmeTaH/auetoH 9/1 0/0), SKy BUKopucToByBanu Aani 6es
OYMLLEHHS.

b) (R)-1-[3-(3,5-anbpom-4-rigpokcideHin)-2-(N-metunamiHo }-nponin]-(1-ninepuanHin)-ninepngmH

Oo cycneHsii 2,3r (60mMonb) niTivanmtomivinrigpugy B 100mn 6e3BogHoro TeTparigpodpypaHy Kpannsmu
AoJaBanv 3 nepeMillyBaHHAM i Npu KiMHaTHIn TemnepaTypi po3unH 11,0r (18,66mMorb) 1-[3,5-anbpom-N-(1,1-
AanmeTnneTokcukapboHin)-D-tmpoaun]-4-(1-ninepuauvHin)-ninepnamHy B8 100mn 6e3BogHoro TeTparigpodypaHy.
MepemiwyBanu we 15 xBUnNvH Npy KIMHATHIN TemnepaTypi | NOTIM KUA'ATUAM NPOTAroM 3 roAuH NPU 3BOPOTHOMY
xonoavnbHuky. OxonomkeHy cymiw 3amiwysanu 3 3mn 20-NpoLEeHTHOro BOAHOTO PO3YMHY XOpUaY aMOHito, NOTiM
cywmnu cynbgaTtoM marHito. ®inbTpyBanu, ocag Ha GinbTpi NpoMuBanu 3aranbHo KinbkicTio 300Mn cymiLui
€TWUMNoBOro ecTepy OLTOBOI kncnot i metaHony (1/1 o/o) i o6'egHaHi hinbTpaTv BUNapioBanu y Bakyymi. 3anuok
oYMLLIANN LIMAXOM KOMOHKOBOI XpomaTorpadii Ha cunikareni i3 BAKOPUCTaHHAM CyMilli eTUIOBUIA ecTep OLTOBOT
kucrnotuMeTtaHon (8/2 o/o). 13 migxoxux dpakuin isontosanu: 1. 2,9r (31% Big TeopeTnyHoro) 6e36apBHOI
pevoBnHu 3 Rf 0,13 (entoeHT: MeTaHon), sika igeHTMdikyBanaca sk 1-(3,5-gnbpom-N-meTun-D-tmpoann)4-(1-
ninepuanHin)NinepuanH:;

IR (KBr): 1668,3cm™" (C=0)

MS: M'=501/3/5 (Brz)

i

2.1,8r (20% Big TeopeTnyHoro) 6e3bapBHOT peyoBuHM 3 Rf 0,05 (entoeHT: meTaHon), Ska igeHTMdikyBanacs
AIK UinsoBa cnonyka:

ESI-MS:

(M+H)"=488/490/492 (Br2)

(M+2H)"=244/245/2486,5 (Br>)

c) (R)-1-[2-[N-[[4-(1,3-guriapo-2(2H)-okcobeHsimigason-1-in)-1-ninepuguHinlkap6oHxinl-N-metmnamiyo 1-3-(3,5-
anbpom-4-rinpokemdeHin)-nponin}-4-(1-inepuanHin)-ninepuanH (Mop. Ne. 219)

Oo cymiwi  09r (1,84mMonb) (R)-1-[3-(3,5-anbpom-4-rigpokevdeHin)-2-(N-vietunamiHo-nponinl-4-(1-
ninepuavHin)-ninepuaunny i 0,65mMn (3,7mMMonb) DIEA B cymiui, wo cknagaetbca i3 30mMn TeTparigpodypaHy i
20mn gumetundopmamiagy, kpannsmu gopasanv posdwmH 0,571 (2,02mMonbk) 1-(xnopkap6oHin)4-(1,3-gurigpo-
2(2H)-okcobeHsimigazon-1-in)-ninepugvHy B 30mMn gumetundopmamigy. lMpoTdarom Houi nepemiwyBanu npu
KiIMHaTHIn TemnepaTypi i MOTiM BuNapioBanuM CcyMilw y BakyyMmi. 3anuwok o6pobnsanu 300Mn  cymiiio
TeTparigpodypaH/eTnnoBuii ectep ouTtoBoi knucnotu (1/1 o/o) i ogepkaHUn PO3YMH ABiYI MPOTPYLLYBANN KOXHOIO
pasy 3 100mMn Hacu4eHOro BOAHOMO PO34YMHY rigpokapboHaTy HaTpilo, CyWMnM Hag CcynbgaToM HaTpito i



BMMNapIoBany y BakyyMi, 3anuLloK OYULLANM LIMSXOM KOJNOHKOBOT XxpoMaTtorpadii Ha cunikareni i3 BAKOPUCTaHHAM
cymiwi amxnopmetaH/ meTtaHon (8,5/1,5 o/o). 13 06'egHaHmx dpakuin isontoeanun 390mr (29% Big TeopeTUYHOro)
6e36apBHOl peyoBnHM 3 Rr 0,46 gumxnopmeTaH/u,MKnoreKcaH/MeTaHon/KOHu. amiak 75/13/15/2 olo/o/o).

IR (KBr): 1695,3, 1624,0 cm™ (C=0)

ESI-MS: (M+H)*=731/3/5 (Br2)

Mpuknapg 24

1-[3,5-ambpom-N-[[4-[5-[(4-mopdponiHin)kap6oHin]-1,3-anrigpo-2(2H)-okcobeHsimigazon-1-in]-1-
ninepnanHinkap6orin]-D-tnpo3aun]-4-(4-nipugnnin)-ninepuamnH (Mop. Ne. 223)

o pPO34MHy 400mr (0,5mMorb) 1-[3,5-ambpom-N-[[4-(1,3-auriapo-5-(rigpokcrkap6oHin)-2(2H)-
okcobeHsimigazon-1-in)-1-ninepuamHinkap6oHin]-DTupo3nn]-4-(4-nipuauHin)-ninepuamHy B 10mn  6e3BogHoro
TeTparigpodypaHy Aogasanu npu KimHaTHiv TemnepaTypi 100mr (0,6mMMonk) N,N'-kap6oHingiimigasony, npotarom
30 xsunuH Harpisanu npu 50°C i notim gogasanu 90mr (1mMMonb) mopdoniHy. icns OBOroAMHHOMO HarpiBaHHs
npu TemnepaTypi Big 50 Ao 60°C PO3YMHHMK BUOANANW y BaKyymi i ouuwanu 3anuok LUNSAXOM KOJNOHKOBOT
xpomaTtorpadii Ha cunikareni (30-60MKM) i3 BUKOPUCTAHHAM B SIKOCTI €MIOEHTY cnovaTky AUXITopMeTaHy, noTim
cymiwi anxnopmeTaH/meTtaHon 9/1 (0/0), i HAOCTaHOK cymili AnxnopmMmeTaH / meTaHon/koHu. amiak 9/1/0,2 (o/o/o).
I3 nigxoxux dpakuin ogepxkysanu 250mr (60% Big TeopeTnyHoro) amopdHoi 6e36apBHOT PEYOBUHM.

IR (KBr): 1712,7,1625,9 cm™' (C=0)

ESI-MS:  (M+H)'=838/840/842 (Br2)

(M+2H)""=419/420/421,5 (Br2)

BignosigHUM YnHOM ogepxyBanu:

I3 1-[3,5-ambpom-N-[4-(1,3-gurigpo-5-(rigpokcrkapboHin)-2(2H)-okcobeHsimigazon-1-in)-1-
ninepuavHinkap6orin]-D-tpoann]-4-(4-nipyuanHin)-ninepuanHy, 1-metvnninepasvHy i N,N’-kap6oHingimigasony
1-[3,5-anbpom-N-[[4-[5-[(4-meTnn-1-ninepasuHin)«apboHin}-1,3-gurinpo-2(2H)-okcobensimigazon-1-inj-1-
ninepuanHinikap6oHin]-D-tmpo3un]-4-(4-nipuguHin)-ninepuanH (Mop. Ne 224) 3 Buxogom 52% Big TEOPETUYHOTO.
BesbapBHa, amopdHa peyoBUuHa.

IR (KBr): 1710,8, 1625,9 cm™' (C=0)

ESI-MS:  (M+H)"'=851/853/855 (Brz)

(N+2H)"=426/427/428 (Br>)

Mpuknag 25

1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHa3oniH-3-in]-1-ninepuanHinkap6oHin]-D-
deHinanaHinl-4-[1-(kapbokcumeTun)4-ninepuaunHinl-ninepmnamnt (Mop. Ne. 494)

OpepxyBanu aHanoriyHo npuknagy A37, oaHave, i3 BUKOPUCTaHHSM TeTparigpodypaHy 3aMicTb MeTaHony, i3
1-[4-amiH0-3,5-anbpom-N-[[4-[3,4-anrigpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepuanHinlkap6oHin]-D-deHinananinl-4-
[1-(eTokcukap6oHinMeT!N)-4-NinepuavHIn]-ninepuanHy WS XoM nepeTBOPEeHHs BOAHMM PO3YMHOM rigpokeugy
niTito 3 Buxogom 51% Big TeopeTnyHoro. besbapsHa, amopdHa peyoBuHa.

ESI-MS:  (M-H)'=800/802/804 (Br>)

(M+H)*=802/804/806 (Br2)
(M+Na)'=824/826/828 (Brz)

Mpuknag 26

1-[3,5-ambpom-N-[[4-(3,4-gurinpo-2(1H)-okcoxiHazoniH-3-in)-1-ninepnanHinkap6oxin]-D-tmpo3un]-4-[1-
(rinpokenkapboHinveTnn)-4-ninepuantin]-ninepngmH (Mop. Ne. 526)

OpepxyBanu aHamnoriyvHo npukrnagy 18 i3 1-[3,5-aubpom-N-[[4-(3,4-aurigpo-2(1H)-okcoxiHasoniH-3-in)-1-
ninepnanHinkap6oHin]-D-tmpo3un]-4-(4-ninepuanHin)-nNinepuanHy, €TUoBOro ecTepy rMioOKCUNOoBOi KACMOTH i
TpraueTokenboporigpnay HaTpilo, a TakoX 3aKMIOYHMM OMUIIEHHAM OOEPXaHOro SK MPOMDKHWUIA MPOAYKT, ane He
XapakTepusoBaHOro 1-[3,5-ambpom-N-[[4-(3,4-aunriapo-2(1H)-okcoxiHasoniH-3-in)-1-ninepuanHinlkap6oHin]-D-
Tnpo3unl-4-[1-(eTokcukapboHin-mMeTn)-4-ninepuanHinl-ninepuanHy iogkuM HaTpoMm BigMOBiAHO A0 npuknagy A55.
OpepxyBanu 6e3bapBHy, aMOpch1y peyoBuHY 3 BUX0AoM 35% Bif TEOPETUYHOTO.

IR (KBr): 1625,9 wmpokun cm™ (C=0)

ESI-MS:  (M+H)"=803/805/807 (Br2)

(M+Na)"'=825/827/829 (Br»)

Mpwknag 27

1-[4-amiHO-N-[(4-amiHO-1-ninepnanHin)kap6oHin]-3,5-anbpom-D-deHinananinl-4-(1-metmn-4-ninepnanHin)-
ninepuavH (Mop. Ne. 554)

Ho cymiLui, Lo cknapganacs i3 930mr  (1,48mMonb) 1-[4-amiH0-3,5-anbpom-N-[(4-okco-1-
ninepuaHin)kap6boHin]-D-geHinanaHin]-4-(1-metn-4-ninepuavHin)-ninepnanny, 1143mr (14,8mMonb) aueTaty
amoHito (Merck No. 1115) i 30mn 6e3BogHOro MeTaHONy AogasBanu 3 MepemillyBaHHAM i NpW KiMHaTHIN
Temnepatypi 653mr (10,4MMonb) 95-npoueHTHOro uiaHoGoporwpuay Hatpito (Aldrich 15.615-9) i nepemiwysanu
npoTaromMm Houi. KOHUEHTPOBaHO COMSHOK KUCMOTOK BCTaHoBMoBanu pH<2 i BuMnaptoBanu cymill y BaKyyMi.
3anuwok possoaMnn  BoAok 40-NpOLEHTHVM PO3YMHOM iOKOrO HaTpy HadaBanu NyKHOro xapakTepy.
EkcTparyBanu BuyepnHO ANXNOpMETaHOM, Cylmnny ob'eaHaHi ekcTpakT Haj, cynbdaTom HaTpito i Bunaptosanu ix
y BaKyyMi. 3anuwioKk ouuwianu LWAsxoM KOSOHKOBOI xpomaTorpadii Ha 100r cunikarento (Amicon, 35-70MkmM) i3
BMKOPUCTaHHSAM CyMilli AuxnopmeTtaH/mMeTaHon/ KoHu. amiak (60/40/5 o/o/o). 13 o6'eaHanux dpakuin isontoBanu
250mr (27% BiQ TEOPETUYHOrO) LinboBOro npoaykTy y Burmsaai 6esbapsHoi amopdHoi pevoBuHm 3 Rf 0,15
(amxnopmeTaH/MeTaHon/koHu. amiak 50/50/0.5 o/o/o).

IR (KBr): 1618 wmpokui cm™”! (C=0)

ESI-MS: (M+H)"=627/629/631 (Br2)

(M+Na)'=649/651/653 (Brz)
(M+2H)"=314/315/316 (Br2)

Mpuknag 28

(R,S)-1-[4-[4-(3,4-purigpo-2(1H)-okcoxiHazoniH-3-in)-1-nineonaunHini-2-[(3,4-mxnopgeHin)metun]-1,4-
aiokcobymn]-4-(rigpokcvkap6oHinveTtun)-ninepuauH (Mop. Ne. 596)

OpepxyBanu aHanorivHo npuknagy A55 i3 (R,S)-1-[4-[4-(3,4-aurigpo-2(1H)-okcoxiHasoniH-3-in)-1-
ninepnaHinl-2-[(3,4-mxnopdeHin)metun]-1,4-giokcobytnn]-4-(eTokcmkapboHinMe TMn)-ninepuanHy LLISAXOM



OMWUIIEHHS iAKMM HaTpom 3 Buxoaom 86% Big TeopetnyHoro. besbapsHa, amopdHa peyosuHa 3 Rf 0,76 (eTnosui
ecTep ouToBOT KucnoTu/MeTaHon/neogsHa ourtosa kucnota 70/30/1 o/o/o).
IR (KBr): 1716, 1635 cm™' (C=0)
ESI-MS: (M-H)"=613/615/617 (Cl>)
(M+H)"=615/617/619 (Cl2)
(M+Na)"'=637/639/641 (Cly)

Mpuknag 29

1-[N-[[4-[3,4-avrinpo-2(1H)-okcoxiHazoniH-3-in]-1-ninepugnHin}-kap6oHin]-3-(1H-TeTpazon-5-in)-D,L-
deHinanaHinl-4-(1-ninepnguHin)-ninepnauH (Mop. Ne. 632)

[o pO34NHY 1,6r (2,68MMonb) 1-[3-uiaH-N-[[4-[3,4-aurigpo-2(1H)-okcoxiHasoniH-3-n]-1-
ninepnanHinkap6orin}-D,L-deHinananinl-4-(1-ninepuguHin)-ninepugniHy B8 400mn  Tonyony popasanu 8,51
(35mMonb) aumay Tpmbymnonosa(lV) (Synthesis 1976. 330) i kun'aTnn cymiw NPOTAromM 4 AHIB NPW 3BOPOTHOMY
xonoanneHuky. OgepxaHun nicns BUAANEHHS PO3YMHHMKA 3anvLIOK 3MillyBanu 3 eTUMOBMM €CTEPOM OLTOBOT
KMUCNOTKW, YTBOPEHUW ocaj BiadinbTpoByBanu HyTy-inbTPoM i i3 BUKOpPUCTaHHAM FM1 dk enoeHTy ouuwanu
LUNSIXOM KOJOHKOBOT xpomaTtorpadiii Ha cwunikareni. lMicns 3BuyanHoi obpobkn ogepxysanu 400mr (24% Big
TeopeTu4Horo) 6esbapsHnx kpucrtanis 3 R¢ 0,2 (FM1).

IR (KBr):1653cm™ (C=0)

ESI-MS: (M+H)"=641

(M+Na)*=663

HaBepeHi Buwe npuknagn onucyloTb OAepKaHHA dapmaueBTUYHMX (POPM, KOTPi SK aKTUBHY PEYOBUHY

MicTATb Oyab-AKY CNONyKy 3aranbHoi gopmynu I:

Mpwuknag |

Kancynu anst nopouKoBoi iHransuji i3 BMiCTOM akTUBHOT pe4YoBUHM 1Mr
Cknag:

1 Kancyna Ans NOPOLUKOBOT iHransAuiiMiCTUTb:

AKTMBHOT p€4YOBUHMU 1,0mr

JlakTo3n 20,0mr

Kancyna i3 TBepaoro xenatmHy 50,0mr

71,0mr
Cnocib BUroTOBMNEHHS:
AKTUBHY pE4vOBUHY NepemMentolnTb A0 PO3Mipy YacTok, HeobxigHoro Ana iHranauii. MNMoapiGHeHy akTuBHY
peyoBMHY OAHOPIAHO MEPEMILLYIOTh i3 NakTo30t0. CyMILLLLIO HAMOBHIOKTL Kancynu i3 TBEpAOro XemaTuHy.
Mpwuknag |l
IHransyuiiHun posunH ana Respimat® is BMicToM akTUBHOT peyYoBuHN TMr

Cknag:

1 xig BMiLLye:

AKTMBHOT p€4YOBUHMU 1,0mr
Xnopuay 6eH3ankoHito 0,002mr
IuHaTpinauyetaty 0,0075mr
Boan ounweHoi oo 15,0MKn

Cnocib BUrOTOBMNEHHS:
AKTUBHY peyoBMHY Xropuia BeH3arkoHilo po3unHAIOTL Y BOA | 3anvBatoTb y kapTylwi Respimat®.

Mpuknag I

IHranAuinHMn po3YnH Ana aepo30sibHOro po3nunoBaYa 3 1Mr akTMBHOT PEYOBUHM
Cknap:

1 pnakoH MicTUTL:

AKTUBHOT pEYOBUHM 0,1r

Xnopwuay HaTpito 0,18r

Xnopuay 6eH3ankoHito 0,002r

Boawn ounweHoi, go 20,0mn

Cnocib BUroTOBMNEHHS:
AKTVMBHY peYOBMHY XNOPUA HATpIto | Xnopma 6eH3ankoHil0 pO3UYNHAIOTL Y BOAI.

Mpwknag IV

[o3yBanbHU aepo3osib 3 poBGoYMM ra3om i3 BMICTOM akTUBHOT PEYOBUHM 1MT
Cknap:

1 xig MicTUTb:

AKTMBHOT pe4YOBUHU 1,0mr

Jleuetnny 0,1%

Po6ouoro rasy oo 50,0mkn

Cnocib BUrOTOBMNEHHS:
MoapibHeHy 0o MikpoYacTOK aKTUBHY PEYOBUHY OAHOPIAHO CYCNeHAYI0Tb Y CyMilli NeunTuHY i poboyoro rasy.
CycneH3sieto 3anoBHIOITE HaMipHUI 6aroHYWK 3 4O3yBanbHUM KNanaHoM.

Mpwknag V

HaszanbHnin aepo3ornb i3 BMICTOM akTMBHOT pe40OBUHM TMT
Cknag:

AKTUBHOT PEYOBUHU 1,0mr

Xnopuay HaTpito 0,9mr

Xnopuay 6eH3ankoHito 0,025mr
OuHaTpinaueTtaty 0,05mr

Boawn ounieHoi, go 0,1mn

Cnocib BUroTOBMNEHHS:
AKTUBHY peYOBUHY i JOMNOMKHI 3ac06U PO3UNHSAOTL Y BOAI | 3anMBatoThb Y BiANOBiAHI NOCYAMHU.



Mpwknag Vi
IH'EKLiHAA PO3YMH 3 SMT aKTUBHOT PEYOBUHU Ha S5MnN

Cknapg:

AKTMBHOT p€4YOBUHMU S5mr
[nioko3n 250mr
AnbOymiHy i3 cMpoBaTKu KpoBi nioanHn - 10Mr
[mikodpypony 250mr
Boaw ans in'ekuin, oo 5mn
BurotoBneHHs:

mikodbypon i rnooko3y po3unHsTL Yy BOAI ANSA iH'eKUin; AodalTs anbOymiH; 3 HarpiBaHHSM PO34MHATL
aKTUBHY pPE4YOBUHY;, JONUBAKOTL BOAOK AN iH'eKUin Jo noTpibHoro ob'emy; B aTMocdepi a3oTy 3anusawTb Yy
amnynu.

Mpuknag VIl

IH'EKLiIMHNIA PO34MH i3 BMICTOM akTUBHOT peyvoBrHM 100mM/20Mn
Cknap:

AKTUBHOT pE4OBMHM 100mr

Monokaningurigpococdaty = KHoPO4  12mr
OunaTpivrigpdocdaTty =

NazxHPO4-2H.0 2mMr
Xnopuay HaTpito 180mr
AnbOymiHy i3 cupoBaTKkm KpoOBi nognHn - 50mr
Monicop6aTy 80 20mr
Boaw ans iH'ekuin go 20mn
BuroTtoBneHHs:

Polysorbat 80, xnopua HaTpito, MoHoKanimaurigpodocdaT i guHaTpinrigpodgocdaT po3ymMHAKTL Y BOAi ANg
iH'eKUin; OodalTs IHCYNIH: 3 HarpiBaHHAM PO3YMHAOTL aKTMBHY PEYOBMHY; OONMBAOTL BOAOK ANS iH'ekuin 0o
noTpibHoro o6'emy: 3anvBatoTb y amnynu.

Mpwuknag Vil

JliocpinisaTt i3 BMiCTOM akTMBHOT pe4yoBuHK 10MT
Cknaga:

AKTUBHOT pE4OBUHM 10mr
MaHHiTy 300mr
AnbOymiHy i3 cnpoBaTku KpoBi nognHn - 20mr
BuroTtoBneHHs:

MaHHIT po3unHsitoTb Y BoAi AN iH'eKUi; foatoTs anbOymiH; 3 HarpiBaHHSAM PO3YUHSIIOTL aKTUBHY PEYOBUHY;
JONVBaTb BOAM ANs iH'eKUin [o noTpibHoro ob'eMy; po3nuBalTb Y aMnynu; BUMOPOXYOTb. PO3YMHHMK Ansi
niogpinizaty

Polysorbat 80 = Tween 80 20mr
MaHHiTy 200mr

Boaw ans iH'ekuin oo 10mMn
BuroTtoBneHHs:

Polysorbat 80 i MaHHIT po3unHsAIoTL y BOAI ANS iH'EKLiN; po3nMBaloTb y amnynu.
Mpuknag IX

TabneTkn i3 BMICTOM akTMBHOI peyvoBuHM 20mMr Cknag;:
AKTUBHOT pE4OBMHM 20mr
JTakTo3n 120mr

Kykyp yassiHoro kpoxmarto 40mr
CteapaTy marHito 2mr
Povidon K 25 18mr
BuroTtoBneHHs:

AKTVBHY peuYyoBWHY, NaKTO3y i Kpoxmanb OAHOPIAHO NepemillyloTb; rPaHymiolTs 3 BOOHWM  PO3YMHOM
NoOBIAOHY; 3MILLYIOTb i3 CTeapaTOM MarHito; NpecyloTb Ha TabneTyBanbHi MawwmHi; Maca Tabnetku 200mr.

Mpuknag X

Kancynu i3 BMicTOM akTMBHOI pe4yoBuHU 20MT.
Cknap:

AKTUBHOT PE4OBMHM 20mr
Kykyp yassiHoro kpoxmarto 80mr
KpemHeBoT kncrnoTu,

BMCOKOAMCNEPCHOI Smr
Cteapaty marHito 2,5mr
BurotoBneHHs:

AKTUBHY PEYOBWHY, KpOoxMarb i KpeMHEBY KUCNOTY OAHOPIAHO MepeMmillyioTb; Yy KancyroBasibHiA MalumHi
CYMILLLLIO 3aNOBHIOKOTb Kancyrnu i3 TBEpA0ro XenaTtnHy posmipy 3.

Mpuknag Xl

CaBiui i3 BMiCTOM aKTUBHOT pe4OBUHM

Cknap:

AKTUBHOT pE4OBMHM 50mr

Teepaoro xupy ao 1700mr

BuroTtoBneHHs:

TeBepaui Xup po3TONOTL Npu TemnepaTtypi 6nmnssko 38°C; nepemerneHy akTVBHY PEYOBMHY OAHOPIOHO
AVCnepryioTb Yy PoO3TONSIEHOMY TBEPAOMY XWUPOBI; nicnd oxonomkeHHs fo 35°C s3anuBalte y nonepegHso
OXonogKeHi opmu.

Mpwuknag Xl



BopgHuWiA po3unH Ans Ha3arnbHOro BBEOEHHS! i3 BMICTOM aKTUBHOT peyoBuHM 10Mr
Cknag:

AKTUBHOT pEYOBUHU 10,0mr
ConsHOT KUCINOTKU Y KiNbKOCTI,

HeoOXiaHIN Ana yTBOPEHHS

HenTpansHoi coni

MeTtunoBoro ectepy

naparigpokcmbeH30MHOI KUCnoTU

(ArB) 0,01mr
MponinoBoro ectepy

naparigpokcnbeH30MHOT KUCNOTH

(Nre) 0,005mr
Boau ouniieHot, ao 1,0
BurotoBneHHs:

AKTMBHY PEYOBUHY PO3YMHSAIOTb Y OYMLLEHIA BOAi; A04Al0Tb CONSHY KWUCMOTY OO YTBOPEHHS MpO30poro
pPO34vHYy; goAarTb MeTunoBun i nponinosuin ectepu lMIMB; ounweHO BoOoK [0BOAATbL 00'eM poO3uMHYy 00
noTpiGHOro; po34MH CTEPUNI3YIOTL | PO3NUBAKTL Y BIAMOBIAHI MOCYANHN.

Mpwuknag Xl

BopgHuWiA po3unH Ana Ha3arbHOro BBEAEHHS i3 BMICTOM aKTMBHOT PEYOBUHM SMr
Cknag:

AKTUBHOT pEYOBUHM 5mr

1,2-nponaHgiony 300mr

ligpokcneTMnuenionosm Smr

Cop6iHOBOI kncnoTu Tmr

Boan ounweHoi oo 1Mn

BurotoBneHHs:

AKTUBHY pEYOBUHY PO3UMHALOTL Y 1,2-NnponaHAioni, roTYI0Tb PO3YNH MAPOKCUETUNLIENIONO3M Y OYULLEHI BOA)
i3 cop6GiHOBOI KMCMOTOM i AoAalTe PO3YMH aKTUBHOI PEYOBWHUW; PO34YNH CTEPUNI3YIOTL | PO3NUBAKOTL Y BiAMNOBIAHI
NocyauHMN.

Mpwknag XIV

BoaHwi po3ymH Ana BHYTPiLLHbOBEHHOIO BBEAEHHS i3 BMiCTOM aKTUBHOI peYOBUHN SMT

Cknap:

AKTMBHOT p€4YOBUHMU S5mr
1,2-nponaHgiony 300mr
MaHHiTy 50mr
Boaw ans iH'ekuin oo 1Mn
BurotoBneHHs:

AKTUBHY peYOBUHY PO34MHANM B 1,2-NponaHgioni; po34ynMH AONMBalTb BOAOK Maibke A0 noTpibHoro o6'emy;
[OJalTb MaHHIT | JONMMBalTb BOAOK [0 MNOTPIOHOro 06'eMy; poO3uMH CTEpUMi3yloTb, PO3NUBAOTL Y OKPEMI
nocyamHu i obpobnsTe y aBTOKNaBi.

Mpwknag XV

JlinocomHun npenapaT A4 BHYTPilLHbOBEHHOIO BBEAEHHS i3 BMiCTOM aKTMBHOI pe4oBUHU 7,5Mr

Cknap:

AKTMBHOT p€4YOBUHMU 7.5Mmr
JleunTuH, Hanpuknag, ninoig E 80 100,0mr
Xnopectepon 50,0mr
niuepuH 50,0mr
Boaw ans iH'ekuin go 1,0mn
BurotoBneHHs:

AKTUBHY pPEUYOBMHY PO3UYMHSAIOTL Y CYMiLLi NEeLUUTUHY i XropecTepcny; PO3ynH 40AatoTb A0 CYMiLi rAilepuHy i
BOAMW | TOMOreHi3yloTb Mi BUCOKUM TUCKOM; OAepXaHni ninoCOMHUI npenapar i3 AOTPUMaHHSM acenTUYHUX yMOB
3anvBatloTb Yy BiANOBIOHY MOCYONHY.

Mpuknag XVI

CycneHsia anst HasanbHOro BBEAEHHS i3 BMiCTOM aKTUBHOT pe4oBUHN 20Mr
Cknap:

AKTUBHOT PE4OBMHM 20,0mr
Kap6okcumeTunuentonosm

(CMC) 20,0mr
BydepHoi cymiLui

MoHoriapodpocdaT HaTpito/ CKinbkun Tpeba
aurigpodocdaTt HaTpito, pH

6,8 (quantum satis)
Xnopuay HaTpito 8,0mr
MeTtunosoro ectepy

naparigpokcnbeH3oMmHoT

kucnotu (MFB) 0,01mr
Mponinosoro ectepy

naparigpokcnbeH3omHoi

kucrnoTu (MrB) 0,003mr
Boawn ounwieHoi, ao 1,0mn
BurotoeneHHs:

AKTUBHY pEYOBMHY CYCNEHAYITb Y BOAHOMY PO34UMHI KapOoKCMMEeTUMLENonoau; iHWi cknagosi NocnigoBHO
4o4atoTb 4O CYCMeH3il i CycneHsito JOMOBHIOTL BOAOK A0 NOTPIOHOro ob'emy.



Mpwknag XVII

BopaHa cycneHsia onsa nigwkipHoro BBeAEHHS i3 BMiCTOM akTUBHOI peyoBuHU 10Mr
Cknapg:

AKTMBHOT p€4YOBUHMU 10,0mr

BydepHoi cymiwi moHorigpodocdat

HaTpito/gurigpodocdaT HaTpito,

CKinbkun Tpeba go pH 7,0
Xnopuay HaTpito 4.0mr
Boaw ans iH'ekuin go 0,5mn
BurotoBneHHs:

AKTUBHY PEYOBUHY PO34MHAOTL Yy docaTHOMY OydepHOMY pO34YmHi, Micns OOAaBaHHS KyXOHHOI coni
AONnvBaloTb BOAOK A0 NOTpidHOro o6'emy. Po3umH cTepuni3ywib i nicns po3nuBaHHA Y BiAMNOBIAHI NOCYAWHW
06po6ratoTb Y aBTOKNABI.

Mpwuknag XVIII

BopHa cycneHsia onsa nigwkipHOro BBEAEHHS i3 BMiCTOM aKTUBHOT pe4YOBUHU SMr
Cknaga:

AKTUBHOT pEYOBUHM 5,0mr

Polysorbat 80 0,5mr

Boaw ans in'ekuin 0,5mn

BurotoBneHHs:

AKTUBHY pEYOBWHY CYCMEHAYOTEL Y po34nHi nonicopbaty 80 i 3a fonoMorok BiAnoBigHOT TeXHIKK (Hanpuknag,
MOKPOIo MepeMerntoBaHHS, romMmoreHisawi nig BMCOKMM TUCKOM i T.N.) NOoApPiGHIOTL 40 PO3MIPIB YacTOK OrmM3bKo
1mkM. CycneHsiio i3 AOTPMMaHHAM acenTUYHMX YMOB pO3NnBatoTh Y BiAMOBIAHI NOCYANHN.



