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D—G \O |
B AKiN:

D siBnsie coboto dpeHin, nipyann abo TiEHIN, KOKHUA 3
AKUX 0AHO3aMilLleHuIn abo aBo3amillennin Hal,

R' sBnsie coGoto H, =0, COOR®, OH, OA, NH_, arnkin,
wo mae 1,2,3,4,5 abo 6 aTOMIB Byrneuto, Ni, e u-
HIJ'I BiHiN, aninokcu, -OCOR NHCOA a6o NHSO-2A,
R? aensie coboto H, =0, OH, OA abo arkin, wo mae
1,2,3, 4 5 abo 6 atomiB Byrneuyto,

R1 i R pasoM anbTepHaTUBHO SIBMNsSOTbL cOGOM chi-
pouukniyHo 3B'sidaHe 3-6-uneHHe kapboumkniyHe Ki-
nbue,

R3 aBnsie co6oto H a6o A,

R* aiensie coboro H abo A,

®.

siBnsie coboto niponiguH-1,2-4iin, ninepu-
auH-1,2-aiin, okcasonignH-3,4- abo 3,5-aiin, Tiasoni-
avn-3 4-piin,  2,5-purigpo-1H-nipon-1,5-giin,  1,3-
aiokconaH+4,5-giin, 1,3-okcasunHaH-3,4-4iin, ninepa-
3uH-1,4-giin, TeTparigpodypaH-3,4-aiin abo aseTu-
anH-1,2-aiin,
G aBnsie coboto (CH2)n a6o (CH2)nNH-,
Xasngae co6oto CONH,
Y siBnsie coboto 1,3- abo 1,4-cbeHineH, WO He3amille-
HUI abo oaHo3aMileHU abo ABo3aMilleHUn MeTun-
oM, TpudTopMeTUnom, etunom, nponinom, Cl aéo F,
T aBnsie co6oto MopponiH-4-in, WO ogHO3aMiLLEeHWIA
abo gBo3amilleHUn KapOOHINMbHYM KUCHEM,
A siBnsie coboto HeposranykeHuin abo po3ranyKeHun
ankin, wo mae 1-10 atomie Byrneuto Ta B Askomy 1-7
aTOMiB BOAHIO MOXYTb OyTn 3amiHeHi F,
Hal npeacraensie F, Cl, Br a6o |,
n siBnsie coboto 0, 1 abo 2;
i IXHi dpapmaueBTMYHO npuAaaTHi NOXiAHi, conbBaTy,
coni i cTepeoizoMepu, BKNOYaO4UM IXHi CyMilli y BCiX
CMiBBiJHOLIEHHAX.
2. Cnonyku 3a nyHkToM 1, BUGpaHi 3 rpynu, WO BKMo-
vae:
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(R)-niponigmH-1,2-gnkap6okcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcoMopdoniH-4-n)deHin]}-(R)-niponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[3-drop-4-(3-
okcoMmopdoniH-4-n)deHin]}-(R)-niponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[2-cpTop-4-(3-
okcomopdoniH-4-n)dperin]}-(R)-niponignnH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[3-TpucpropmeTnn-4-(3-
okcomopdoniH-4-in)dpeHin]}-(R)-niponigunH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcoMopgoniH-4-n)deHin]}-(R)-ninepnavnH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-

85676 4

in)deHin]}-(R)-2,5-gurigponipon-1,2-gukapbokcamig,
N-[4-(3-okcomoponiH-4-in)-deHin]-(R)-1-(5-
xnopTiodeH-2-kapBoHin)niponiaMH-2-kapbokcamia,
N-[3-meTnn-4-(3-okcoMmopdoniH-4-in)-geHinl-(R)-1-
(5-xnopTiodheH-2-kapboHin)niponigMH-2-kapbokcamia,
3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(R)-okcasonignH-3,4-ankapbokcamig,
3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-
okcomopgoniH-4-in)deHin]}-(R)-okcasonigMH-3,4-
avkapbokcamig,
3-N-[(4-xnopdpeHin)]-4-N-{[4-(3-okcomopponiH-4-
in)denin])-(4R,5S)-5-meTunokcasonignH-3,4-
ankapbokcamig,
3-N-[(4-xnopdeHin)-4-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)deHin]}-(4R,5S)-5-
MeTunokcasonianH-3,4-ogukapbokcamia,
3-N-[(4-xnopdeHin)]-4-N-{[4-(2-okco-2H-nipngnH-1-
in)deHin]}-(4R,5S)-5-meTunokcasonignn-3,4-
ankapbokcamig,
3-N-[(4-xnopgeHin)]-4-N-{[3-cdbrop-4-(3-
okcomopdoniH-4-n)deHrin])-(4R,5S)-5-
MeTunokcasonianH-3,4-omkapbokcamia,
3-N-[(4-xnopdeHin)]-4-N-{[3-xnop-4-(3-
okcomopgoniH-4-in)deHin]}-(4R,5S)-5-
MeTunokcasonigni-3,4-amkapbokcamig,
3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)deHin]}-(4R,5S)-5-
MeTunokcasonianuH-3,4-gukapbokcamia,
3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomoponiH-4-
in)dpeHin]}-(S)-tiazonignH-3,4-amkapbokcamia,
3-N-[(4-xnopcpeHin)]-4-N- {[4-(3-0kcomoponiH-4-
in)gpeHin]}-(S)-1,1-giokco- N -TiazonigvH-3,4-
ankapbokcamig,
3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)deninl}-(S)-tiazonignH-3,4-
ankapbokcamig,
3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-
okcoMmopgoniH-4-in)deHin]}-(S)-1,1-giokco- 1N-
TiazonignH-3,4-omkapbokcamia,
N-[4-(3-okcomopdoniH-4-in)deHin]-3-(5-xnopTiodeH-
2-kap6oHin)okcasonignH-5-«apbokcamig,
N-[3-meTnn-4-(3-okcomopgoniH-4-in)dpeHin]-3-(5-
xnopTiodeH-2-kapboHin)okcasonianH-5-kapbokcamia,
1-N-[(5-xnopnipnanH-2-in)]-2-N-{[4-(3-okcomoponiH-
4-in)dpeHin]}-(2R,4R)-4-rigpokcuniponianH-1,2-
avkapbokcamig,
1-N-[(5-xnopnipnanH-2-in)]-2-N-{[4-(3-okcomoporniH-
4-in)cpeHin]}-(R)-4,4-gumeTokcuniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopchoniH-4-
in)peHin]}-(2R,4R)-4-rigpokcuniponiamH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)dpeHin]}-(2R,4R)4-
rigpokcvniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[2-dTOop-4-(3-
okcomopgoniH-4-n)dpeHin]}-(2R,4R)4-
rigpokecvniponiavH-1,2-opukap6okcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-cprop-4-(3-
okcomopgoniH-4-n)deHin]}-(2R,3S)-3-
rigpokemniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-dTop-4-(3-
okcomopdoniH-4-n)deHin]}-(2R,3S)-3-
rigpokcmniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdeHrin)]-2-N-{[4-(3-okcomopponiH-4-
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in)dpeHin]}-(2R ,4S)-4-rigpokevniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2S,4R)-4-rigpokevniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-3,4-gurigpokcuniponiguH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)peHin]}-(2R,4S)-4-a3ngoniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(2R ,4S)-4-amiHoniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(2R,4R)-4-asngoniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)dpeHin]}-(2R ,4R)-4-amiHoniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4S)-4-aueTtamiHoniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)peHin]}-(2R,4R)-4-auetamiHoniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R,4S)-4-
MeTuneynbgoHinamiHoniponiaunH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(2R,4R)-4-
MeTuncynbdoHinamiHoniponignH-1,2-ankapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)dpeHin])-(2R ,4R)-4-meTokcuniponiamH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)deHin]}-(2R 4R)-4-eTokenniponignn-1,2-
avkapbokcamig,
1-N-[(4-xnopeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-nponokcuniponianH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(2R ,4R)-4-aninokcvniponignn-1,2-
ankapbokcamig,
(3R,5R)-1-(4-xnopdbeHinkapbamoin)-5-[4-(3-
okcomopdoniH-4-n)deHinkapbamoin]niponignH-3-in
i30bytupar,
(3R,5R)-1-(4-xnopdeHinkapbamoin)-5-[4-(3-
okcoMopgoniH-4-in)deHinkapbamoin]niponianH-3-in
nponioHar,
(3R,5R)-1-(4-xnopdeHinkapbamoin)-5-[4-(3-
okcomopdoniH-4-n)deHinkapbamoin]niponignH-3-in
auerar,
4-N-[(4-xnopdeHin)]-5-N-{[4-(3-okcomopconiH-4-
in)dpeHin]}-1,3-giokconan-4,5-gukapbokcamia,
4-N-[(4-xnopdpeHin)]-5-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)deHin}-1,3-giokconaH-4,5-
Avkapbokcamig,
4-N-[(4-xnopdoeHin)]-5-N-{[4-(3-okcomopdoniH-4-
in)dpenin]}-1,3-giokconan-2,2-gumetnn-4,5-
avkapbokcamig,
4-N-[(4-xnopdeHin)]-5-N-{[3-meTnn-4-(3-
okcomopdoniH-4-in)deHin]}-1,3-giokconaH-2,2-
anmeTun-4,5-amkapbokcamia,
1-N-[4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
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in)dpeHin]}-1-BOC-ninepaanH-1,2-grkapbokcamia,
1-N-[4-xnopdeHin)]-2-N-{[4-(3-okcomopgroniH-4-
in)peHin]}-ninepasuH-1,2-ankapbokcamig,
1-N-[4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)geHin]}-1,3-okcasnmHaH-3,4-ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)deHin]}-(2R ,4S)-4-eTnHin-4-rigpokcuniponignH-1,2-
ankapbokcamig,
6-N-[(4-xnopdeHin)]-7-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-4-okca-6-asacnipo[2.4JrentaH-6,7-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)gpeHrin]}-(2R,4S)-4-
aueTtamiHoniponiguH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopcponiH-4-
in)deHin]}-(2R ,4S)-4-
6ymncynbdoHinamiHoniponignH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopponiH-4-
in)dpeHin]}-(R)-4-okconiponiguH-1,2-ankap6okcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)dperin]}-(2R,4S)-4-
amiHoniponignH-1,2-gvkap6okcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)denin]}-(S)-niponiguH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[2-pTop-4-(3-
okcomopgoniH-4-n)deHin]}-(2R,4R)4-
rigpokevniponiamH-1,2-ankapbokcamia,
N-[4-(3-okcomoponiH-4-in)deHinl-(2R,4R)-1-[2-(4-
xnopdeHin)auetnn]-4-rigpokcuniponignH-2-
kapbokcamig,
N-[4-(3-okcomopdoniH-4-in)deHin]-(2R ,4R)-1-(4-
xnop6eH3o0in)-4-rigpokcuniponiguH-2-kapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)dperin]}-(2R,4R)4-
MeTokcuniponiamH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[2-pTop-4-(3-
okcomopgoniH-4-n)deHin]}-(2R,4R)4-
MeTokcuniponigmH-1,2-ankapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdorniH-4-
in)deHin]}-(2R,4S)-4-(2-
MeTunnponaHoinamiHo)niponigamH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)deHin]}-(2R,4R)4-
eTokcuvniponiavH-1,2-gvkapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[2-dTop-4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4R)4-
eTokcuvniponiamH-1,2-gvkapbokcamia,
2-N-[(4-xnopdeHin)]-1-N-{[4-(3-okcomoponiH-4-
in)dpeHin]}-(R)-niponiamH-1,2-gpukap6okcamia,
2-N-[(4-xnopdeHin)]-1-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(S)-niponiguH-1,2-gukapbokcamia,
N-(4-xnopdeHin)-(R)-1-{2-[4-(3-okcomopcponiH-4-
in)dpeHinlauemmn}niponiaMH-2-«kapbokcamia,
N-(4-xnopdeHin)-(S)-1-{2-[4-(3-okcomopdoniH-4-
in)deHinjauemn}niponiamH-2-«kapbokcamia,
N-(4-xnopdeHin)-(2R,4R)-1-{2-[4-(3-okcomopdoniH-
4-in)dpeHin]aueTn}-4-meToKCMNiponianH-2-
kapbokcamig,
N-(4-xnopdeHin)-(2R,4S)-1-{2-[4-(3-okcomopdoniH-
4-in)-dpeninjauetmn}-4-meTokcuniponiguH-2-
kapbokcamia,
N-(4-xnopdeHin)-(2S,4R)-1-{2-[4-(3-okcomopdoniH-
4-in)dpeHin]aueTnn}-4-veToKCMNiponianH-2-



kapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[3-cdbrop-4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4R)4-
eTokcuniponianH-1,2-gukapbokcamis,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R,4R)-4-(npon-2-iHinokcu)niponiamH-1,2-
Avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(2R,4R)-4-(6yT-2-nHinoken)niponianH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(2R 4R)-4-(2,3-
avrigpokcunponokcm)niponianH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)cpeHin]}-(2R ,4R)-4-(2-rigpokcu-3-niponignH-1-
innponokcu)niponiavH-1,2-aukapbokcamin,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-(2-okcookcasoniamH-5-
inmeTokcu)niponiavH-1,2-avkap6okcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(2R,4R)-4-(3-amiHO-2-
rigpokcmnponokan)niponiavH-1,2-onkapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-cprop-4-(3-
okcomopdoniH-4-in)deninl}-(R)-2,5-gurigponipon
1,2-ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[2-pTop-4-(3-
okcoMmopgoniH-4-in)deHin]}-(R)-2,5-aurigponipon-
1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)dpeHin]}-(2S,3S)-3-rigpokcuniponignH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2S,4S)-4-rigpokcuniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-([2-kapBokcu-4-(3-
okcomopaoniH-4-n)deHinf}-(2R,4R)-3-
rigpokcuniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R,3S,4R)-3,4-gurigpokcuniponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[2-pTop-4-(3-
okcomopgoniH-4-n)geHin]}-(2R,4R)4-
aninokcuniponiguH-1,2-avkapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[2-dTop-4-(3-
okcoMmopgoniH-4-n)deHin]}-(2R,4R)4-(npon-2-
iHinokcu)niponiguH-1,2-aukapbokcamia,
1-N-[(4-xnopdeHrin)]-2-N-{[2-pTop-4-(3-
okcomopdoniH-4-n)dpeHinl}-(2R,4S)-4-(npon-2-
iHinokcu)niponiavH-1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)dpeHin]}-(2R,4R)-4-

(meToKCcHKkapBoHinveTokeH )NiponiamH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)cpeHin]}-(2R ,4R)-4-(kapbokcumeTokcm)NiponignH-
1,2-gukapbokcamia,
1-N-[(4-6pomdpeHin)]-2-N-{[2-dTOop-4-(3-
okcoMmopdoniH-4-n)deHin]}-(2R,4R)4-
MeTokcuniponignH-1,2-ankapbokcamig,
1-N-[(4-xnopdeHin)]-2-N-{[2-dbTop-4-(3-
okcomopdoniH-4-4n)deHrin])-(2R,4R)4-(2,3-
avrigpokcunponokcu)niponianH-1,2-aukapbokcamisa,
1-N-[(4-xnopdeHin)]-2-N-{[2-amiHokap6oHin-4-(3-
okcomopdoniH-4-n)geHin]}-(2R,4R)4-
rigpokeuniponiavH-1,2-opnkapbokcamia,
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1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopcponiH-4-
in)peHin]}-(2R,4R)-4-rigpokcu-2-metunniponiguH-1,2-
avkapbokcamig,
1-N-[(4-xnopdpeHin)]-3-N-{[4-(3-okcomopdoniH-4-
in)peHin]ininepnann-1,3-gnkapbokcamia,
1-N-[(4-xnopdeHin)]-3-N-{[3-meTnn-4-(3-
okcoMmopdoniH-4-n)deHin]ininepugnH-1,3-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdrorniH-4-
in)peHin]}-(2R,4R)-4-(2-veTokcieTokcM)niponianH-
1,2-gukapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[2-meTnn-4-(3-
okcomopgoniH-4-in)deHin]}-(2R,4R)4-
rigpokemniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopcponiH-4-
in)gpeHin]}-(2R,4R)-4-rigpokcuniponianH-1,2-
avkapbokcamig,
1-N-[(4-xnopdeHrin)]-2-N-{[2-(3-okcomoponiH-4-
in)deHin]}-(2R ,4R)-4-rigpokcuniponianH-1,2-
ankapbokcamig,

i ixHi drapmaueBTMYHO MpuAaTHI NOXiaHI, conbsaTth,
coni i cTepeoizoMepu, BKNOYAOUM IXHi CyMiLli y BCiX
CrMiBBiJHOLUEHHSAX.

3. Cnoci6 opepxanHsa cnonyk popmynu | 3a nn. 1 abo
2 i ix dpapmaLeBTMYHO NpMAaTHUX NOXiAHWX, CONbBa-
TiB, COMnen i cTepeoizoMepiB, SKUN xapakTepusyeTbCa
TUM, LLO A58 OAepXKaHHSA crnonyk hopmynu |, B sikin
W sBnsie co6oto N i

G aBnsie coboto NH,

crnonyky cdopmynu Il

E— R’
R‘—E \§7x—y—T
w
|

H Al

B AKil

R, R E, X, Yi T MaloTb 3HaueHHsl, 3a3HaueHi B MyH-
KTi 1, i

W aBnsie coboto N,

nigoatoTe B3aemogii 3i cnonykoto doopmynu lli
D-N=C=0, lll

B AKiN

D siBnsie coboto MoHoUWKIiYHe abo BiumknivHe, apo-
MaTu4He kapbouurkniyHe abo reTepoumkriyHe KinbLe,
wo mictutb Big 0 oo 4 atomie N, O Ta/abo S, ske
Hes3amiweHe abo oaHo3aMileHe abo GaraTtopa3oBo
3amilleHe Hal, A, ORS, N(Rs)z, NO,, CN, COOR? a6o
CON(R®),

Tal/abo

ocHoBy abo kucnoty dopmynu | nepetsoptooTb B
OfZHYy 3 ii conew.

4. Cnonykn cdopmynm | 3a nn. 1 abo 2 sk iHriGiTopm
dakTopa Koarynsauii Xa.

5. Cnonyku dopmynu | 3a nn. 1 abo 2 sk iHriGiTopn
dakTopa koarynsii Vlla.

6. Jlikapcokuin 3acib, WO MICTUTb NPUHANMHI OaHY
cnonyky copmynu | 3a nn. 1 abo 2 ta/a6o ii dapma-
LLeBTUYHO NpuaaTHi NoXiaHi, conbBaTtk, COni i cTepeo-
i3omepu, BKMOYaK4M ixHi Cymiwi y BCiX CniBBigHO-
LWeHHAX, i, 3a HeobxigHOCTI, HanoBHloBadi Ta/abo
OOMNOMDKHI pe4oBUHN.

7. Nikapcokuii 3acib, WO MicTUTb NMpPUHANMHI OfHY
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cnonyky dopmynu | 3a nn. 1 abo 2 ta/abo ii apma-
LeBTUYHO NPUAATHI NOXiAHI, CONbBaTH i CTepeoi3ome-
pu, BKINIOYaKYM ixXHi Cymilli y BCIX CMiBBIAHOLIEHHSAX i

NPpUHaVMHI OAWH J00ATKOBUMA aKTUBHWUA KOMMOHEHT
nikapcbkoro 3acooy.

BuHaxig BigHocuTbCA Ao cnonyk dopmynu |

2
E R
R"é X~—Y—T
W
X
B AKiN

R1, R? KOXHWUW, HE3aneXxHo OAuH Big OAHOro, SiB-
nsie coboto H, =0, Hal, A, etunin, OR®, N(R3)2, NOg,
CN, N3, COOR® CON(R?, - [C(R4)2]3n—Ar, - [C(RY 2]
Het, - [C(R*)2]--umknoarkin, -OCOR®, NR*COA a6o
NR’SO2A,

R'i R? pasom anbTepHaTMBHO ABNSAT COOOH
OiumkniyHo abo cnipounkniyHo 3B'A3aHe 3-X - 7-Mu
uneHHe kapbouwukniuHe abo reTepouukniyHe KinbLe,
wo mictntb Big 0 go 3 atomiB N, O Ta/abo S,

R® aense coboto H, A, H-C=C-CH2-, CH3-C=C-
CHp2-, -CH2>-CH(OH)-CH20H, -CH2-CH(OH)-CH2NHo,
-CH2-CH(OH)-CHHet', -[C(R*)z]n-Ar, - [C(R*):2]r-Het,
- [C(RManumknoarkin, - [C(R*)r-COOA abo -
[C(R*:IN(RY)2,

R* siBnsie co6oto H a6o A,

W sinsie coGoto N, CR® a6o sp*riGpuamnaosaHmit
aToM ByrmeLto,

E pasom 3 W gaBnsde coboto 3-x - 7-Mn uneHHe
HacunyeHe kapbouvkniyHe abo reTepouMKivHe Kifb-
ue, wo mictutb Big 0 go 3 atomie N, Big 0 go 2 aTo-
miB 0 Ta/abo Big 0 o 2 aToMmiB S, ke MOXe BKntoYva-
TV NOABINHMWI 3B'A30K,

D siBnsie coboto MoHouuknivyHe abo GiuuknivHe,
apoMmaTuyHe KkapOouukniyHe abo reTepoLUKIiYHe
Kinbue, wo mictutb Big 0 go 4 atomiB N, O Ta/abo S,
ske HesamiweHe abo ogHosamiweHe abo GaraTopa-
3080 3amiweHe Hal, A, OR® N(R®2 NOz CN,
COOR?® a6o CON(R®),

G sensie coBow -[C(RMaw, -[C(RMN2INR>-, -
[C(R)2nO-, -[C(R*)2]sS- a0 -[C(R*)=C(R*)]y-,

X gasnge coboo - [C(R‘t)z]nCONR3[C(R4)z]n-,
[C(R*:NR’CO[C(RY) 2], -[C(R*)2INRIC(R)z)r, -
[C(R*OIC(R)zlr-, -[C(R*)2A-CO[C(R*):]- abo -
[C(R)2:COO[C(R*)z]r,

Y npefcraensie ankineH, uuknoankineH, Het-aiin
abo Ar-aiin,

T aBnse cobok MoHouuKniYyHe abo OiuuknivHe,
Hacun4yeHe abo HeHacn4yeHe kapbouvknivyHe abo reTe-
pouukniyHe Kinbue, wo mictnte Big 0 4o 4 atomis N,
O Ta/abo S, WO oaHo3amilleHe abo ABo3amilleHe
=0, =S, =NR® =N-CN, =N-NO2, =NOR® =NCOR?,
=NCOOR® a6o =NOCOR? i sIKe, KpiM TOro, moxe by-
TM oAHO3aMilleHe, ABo3amilleHe abo TpusamilieHe
R® Hal, A - [C(R4)2ln-Ar, -[c (RM2l-Het, - [C(RY)2]-
umknoankinom, OR”, N(R%)2 NO., CN, COOR®,
CON(R%,, NR’COA, NR?*CON(R®)2, NR*S O,A, COR?,
SO.NR® 1a/a6o S(O)nA,

A aBnse coboto HeposranyxkeHun abo posrany-

D—G

XeHun arkin, wo mictmte 1-10 atomis Byrneuto, B
skoMy oaHa abo agi CHa-rpynu MmoxyTb B6yTn 3amiHeHi
atomamun O abo S Ta/abo -CH=CH-rpynamu Ta/ato
aonaTtkoBo 1-7 aToMiB BOOHIO MOXYTb OyTV 3aMiHeHi
F,

Ar aBnsie coboto deHin, Hadtmn abo GigeHin,
KOXKHUIA 3 SKMX He3aMilleHun abo oaHo3aMilLeHWUn,
ABO3aMilleHnit aGo TpusamiweHun Hal, A, OR®
N(R®2, NOz CN, COOR® CON(R%,; NRCOA,
NR’CON(R®),, NR*S0,A, COR?, SOzN(ngz, S(O)nA,
- [C(R*)2].-COOR? a60 - O [C(R*)2)-COOR?,

Ar' aBnse coboto deHin, HagTMn abo BGideHin,
KOKHUIA 3 SKMX He3aMilleHun abo oaHo3aMilLeHWUn,
OBO3amilleHun abo TpusamiweHun Hal, A, OR4,
N(R%2, NOz CN, COOR* CON(R%.; NR'COA
NR*CON(R%z, NR*S0O.,A, COR*, SO2N(RYz, S(O)A,
- [C(R*2]+~COOR* a60 -O [C(R*)2]e-COOR*,

Het aBnsie coboto MoHouukniYHe abo BiLukniyHe,
HacuyeHe abo HeHac/MYyeHe apomMaTU4HEe reTepoLVK-
niyHe kinbue, wo Mictute BiA 1 go 4 atomiB N, O
Ta/abo S, wo moxe Oy HesamiweHe abo ogHO3a-
MilleHe, ABO3aMilleHe abo TpusamiweHe Hal, A, -
CRYw-Ar, -  [CRYMI-Het, - [C(RY2-
umknoaskinom, OR®, N(Ra)z, NR3CON(R3)2, NO., CN,
- [C(R*2]-COOR?®, - [C(R"2l:-CON(R®2, NRCOA,
NR>S0O,A, COR® SO.NR?® S(O)nA Ta/abo kapGoHi-
NbHUM KUCHEM,

Het' aBnsie coboto MoHouuKniyHe abo BiLukniyHe,
Hacun4yeHe, HeHacuyeHe abo apomaTUyHe reTepoLVK-
nivyHe kinbue, wo mictuts Big 1 oo 4 atomie N, O
Ta/abo S, wo moxe Oyt HesamiweHe abo oaHO3a-
MiweHe abo gBosamiweHe KapOOHINbHWM KUCHEM,
=S, =NgR4)2, Hal, A, OR*, N(R%2, NO2, CN, COOR?,
CON(R*2, NR*COA, NR*CON(R%z NR*S0O2A, COR?,
SONR*Ta/a6o S(0)nA,

Hal saiBnsie coboto F, Cl, Br abo |,

n asnse coboto 0, 1 abo 2,

o aBnsie co6oto 1,2 abo 3,

Ta 0o iX drapmaueBTMYHO NpuaaTHUX NOXIAHUX,
CONnbBaTIB, CONEN i CTepeni3oMepiB, BKITHOUAKUM iXHi
CyMiLLi y BCiX CMiBBiAHOLUEHHSIX.

MeTolo BMHaxo4y € BUSIBNIEHHS HOBWUX CMOJYK,
IO BOJSOAi0Tb KOPUCHMMM BACTUBOCTAMM, 30KpeMa
TaKUX, KOTPi MOXYTb BMKOPUCTOBYBaATUCS Ansi ofep-
XaHHs nikapcokux 3acobis.

Byrno BusBneHo, WO cnonykn copmynu | i ixHi
coni MalTe Haa3BUYaMHO LiHHI papMakosioriyHi Bna-
CTUBOCTI, @ TaKOX rapHO nepeHocumMmicTio. 3okpema,
BOHM MaloTb BracTMBOCTI iHribyBatn chaktop Xa i
TOMY MOXYTb BWKOPWCTOBYBAaTUCA ONSA NiKYBaHHS i
npoginaktmkm  TpoMBoeMOBoniyHMX  3axBOpPHOBaHb,
Takux sk Tpomb03, iHpapKT Miokapaa, apTepiockre-
P03, 3ananeHHs, anonsekcis, cTeHokapaisi, pecTeHo3
nicns nnacTM4yHMX onepawii Ha cyguHax i nepembkHa
KYNbraBiCTb.

Cnonykn dopmynu | BignosigHO [0 BuHaxody
MOXYTb, KPiM TOro, TakoX iHribyBat dakTopu koary-
nauii Vlla, IXa i TpomGiH y kackagi 3ropTaHHs KPOBi.

MoxigHi apomMaTMyHOro amiguHy, Lo BOMNOAi0Th
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aHTITPOMOOTMYHOIO aKTUBHICTIO, OMMCaHi, Hanpuknag,
B EP 0 540 051 B1, WO 98/28269, WO 00/71508,
WO 00/71511, WO 00/71493, WO 00/71507, WO
00/71509, WO 00/71512, WO 00/71515 i WO
00/71516. LUwvknivHi ryaHignHn onsa nikyBaHHS TPOM-
6oemboniyHnxX 3axBOplOBaHb ONUCaHi, Hampwknag, y
WO 97/08165. ApomaTuyHi reTepoLnKiYHi Cronyku,
WO BOSOAiIOTb aKTUBHICTIO iHribyBaTM dhakTop Xa,
onucaHi, Hanpukrnag, y WO 96/10022. 3amiweHi N-
[(amiHoiMiHOMeTun)beHinankin]-
asareTepouukninamian sk iHribitopn daktopa Xa
onucadi B WO 96/40679. IHwi noxigHi kapbokcamigy
onucani B WO 02/48099 i WO 02/57236, iHwi noxigHi
niponignHy omnncaxi 8 WO 02/100830. IHWwi retepoum-
KnivHi noxigHi onucani B WO 03/045912.

AHTUTPOMBOTMYHMI | aHTVKoArynAUinHUA edekT
CMonyK BiANoOBIiAHO OO BUHaxody obymoBneHui iHribi-
TOPHOK A€o0 CTOCOBHO aKTUBOBAHOI KoarynsuidHoi
npoTeasu, BigOMOI 3a Ha3Bot cakTop Xa, abo iHriby-
BaHHSIM iHLWMX aKTMBOBAHWUX CEPUHOBMX MNpoTeas,
Takux gk gakTop Vila, daktop IXa abo Tpom6iH.

dakTop Xa sBnsie coboto ofHy 3 npoTeas, 3any-
YEHUX y CKNaZHMI npouec 3ropTaHHsa KpoBi. ®akTop
Xa kaTanisye nepeTBOpeHHs NPOTPOMGiHY B TPOMOiH.
Tpom6iH poswenntoe ibpuHoreH Ha MoHomepu ¢oib-
pUHY, KOTpIi, Nicns nonepeyYHoro 3LwmnBaHHS, iHiLilo0Tb
YTBOPEHHS TPOMOY. AkTuBaUis TPOMOIHY MOXe npu-
BOANTU OO BWHWKHEHHS TpomboemboniyHux 3axeo-
ptoBaHb. OfHak iHribyBaHHSA TPOMBIHY Moxe iHribyBa-
™M yTBOpeHHA ¢ibpuHy, 3anydeHoro B npouec
YTBOPEHHS TPOMOGiB.

IHribyBaHHA TpoMOiHY Moxe 6yt BU3Ha4eHo,
Hanpwvknag, 3a gonomoroto metogy G.F. Cousins Ta
iH. y Circulation 1996, 94, 1705-1712.

IHribyBaHHA hakTOopa Xa Takox Moxe 3anobiratv
yTBOpPEeHHIO TpombiHy. Cnonyku dopmynu | Bignosia-
HO OO0 BMHaxoAdy i TxHi coni 3anydeHi y npouec 3rop-
TaHHSA KPOBi LWNSIXOM iHriOyBaHHA ¢hakTopa Xa 1 Ta-
KUM YMHOM iHTiOYI0Tb YTBOPEHHS TPOMOIB.

IHriGyBaHHA dhakTOpa Xa cnonykamu BignoBigHO
00 BUWHaxody i BWMIpIOBaHHA aHTWKoarynauinHol i
aHTITPOMOOTUYHOI aKTUBHOCTI MOXe ByTn BU3HayeHe
3a gonomoroto TpaauuinHnx cnocoBis in-vitro abo in-
vivo. MpuaatHuii cnocié onucaHuiA, Hanpvknag, J.
Hauptmann Tta iH. y Thrombosis and Haemostasis
1990, 63, 220-223.

IHriGyBaHHA dhakTOopa Xa Moxe 6yt BUMIpSHO,
Hanpwvknag, 3a gonomoroto metogy T. Hara 1a iH. y
Thromb. Haemostas. 1994, 71, 314-319.

dakTop koarynauii Vila iHiujtoe 30BHIWLHIO YacTu-
HY Kackagy 3ropTaHHs KpoBi Nicrs 3B'A3yBaHHs 3 TKa-
HUHHMM PaKTOPOM i pOOUTL CBilA BHECOK B aKTUBALit0
dakTopa X 3 ofepxaHHAM bakTopa Xa. Takum 4u-
HOM, iHriGyBaHHA cbakTopa Vila 3anobirae yrBOpeHHs
dakTopa Xa i BignNoOBiAHO HACTyNHE YTBOPEHHIO TPO-
MOiHY.

IHribyBaHHsA dpakTopa Vila cnonykamu BignoBsigHO
00 BUHaxody i BWMMIpIOBaHHSA aHTUKoarynsuiiHoi i
aHTITPOMOOTUYHOI aKTUBHOCTI MOXe OyTVM BU3HayeHe
3a [JONoOMOrok TpaguuiiHnx cnocobiB in-vitro abo in-
vivo. TpaguuinHuin cnocib6 gns BuU3HAYEHHS iHribYy-
BaHHA cphakTopa Vila onucaHun, Hanpuknag, H. F.
Ronning Ta iH. y Thrombosis Research 1996, 84, 73-
81.

dakTop KoarynAuii IXa reHepyeTbCcsa y BHYTpILL-
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HbOMY Kackafi 3ropTaHHsi KPOBi i TaKOX 3anyjaeTbCs
B aKTMBauilo daktopa X 3 ogepxkaHHsaM dakTopa Xa.
Omxe, iHribyBaHHa dpakTopa IXa moxe 3anobiratu
YTBOPEHHIO (haKkTopa Xa iHLMM LLUMSXOM.

IHribyBaHHS dhakTopa IXa cnonykamu BignoBigHO
0O BMHaxody i BUMIPIOBaAHHA aHTUKOArynauiiHoi i
aHTITPOMBOTUYHOI aKTUBHOCTI MOXe OyTM BU3HA4eHe
3a gonomoroto TpaauuiiHnx cnocobiB in-vitro abo in-
vivo. MpuaaTtHuiA cnocié onucaHuiA, Hanpwknag, J.
Chang Ta iH. y Joumal of Biological Chemistry 1998,
273, 12089-12094.

Cnonykn BiOMOBIAHO OO BMHaxody, KpiM Toro,
MOXYTb 3aCTOCOBYBAaTUCA ANSA NiKyBaHHA MNyXWH,
NYXTMHHUX 3axBOploBaHb Ta/abo NyXIMHHUX MeTa-
cta3. Kopensuis MKk cniBBigHOLWEHHSM TKaHUHHOTO
dakTopa TF/caktopa Vlla i po3BMTKOM pi3HMX BUAIB
3M0sKiCHUX NyXnMH npodemoHcTpoBaHa T. Taniguchi i
N.R. Lemoine y Biomed. Health Res. (2000), 41
(Molecular Pathogenesis of Pancreatic Cancer), 57-
59. Y nybnikauisix, HaBeAEHUX HWKYE, OnMcaHa npo-
™mnyxnuHHa aia TF-VII i iHribitopyn dpaktopa Xa nyx-
nmH pisHux Tunie: K.M. Donnelly Ta iH. y Thromb.
Haemost. 1998; 79: 1041-1047; E.G. Fischer Ta iH. y
J. Clin. Invest. 104: 1213-1221 (1999); B.M. Muller Ta
iH. y Clin. Invest. 101: 1372-1378(1998); ME.
Bromberg Ta iH. y Thromb. Haemost. 1999; 82: 88-92.

Cnonyku chopmynm | MOXyTb 3aCTOCOBYBaTUCS K
aKTUBHI KOMMOHEHTU nikapcbknx 3acobiB npu niky-
BaHHi NioJen i y BeTepuHapii, 3okpema Ans nikyBaHHs
i npodinakTMkn Tpom6oemOBoniyHNX 3axBoptoBaHb,
Takux sk Tpomb0o3, iHapKT Miokapaa, apTepiockne-
pO3, 3ananeHHs, anonmnekcis, cTeHokapaisi, pecTeHo3
nicns NnacTMYHUX onepali Ha cyaumHax, nepembkHa
KynbraBiCTb, BEHO3HWIA Tpomb60o3, embonia nereHb,
apTepianbHuMii Tpom0O03, iwemia Miokapaa, HecTabi-
nbHa cTeHokapais 1 yaapu BHacnigok Tpom6o3y.

Cnonyku BignoBigHO [0 BUHAX04y TaKOX MOXYTb
3aCTOCOBYyBaTUCA ANsA NikyBaHHA abo npodinakTmkm
aTepoCKNepoTUYHUX 3aXBOPIOBAHb, TakMX AK 3aXBO-
ptoBaHHSA KOpOHapHOI apTepii, 3axBoptoBaHHSA Lepeb-
panbHOi apTepii abo 3axBoploBaHHs MNepudepruyHnX
apTepin. Cnonykn TakoxX MOXYTb 3aCTOCOBYBATUCH B
CMOMydeHHi 3 iHWMMK TpoMBoniTMYHUMHK 3acoBamm
npuv iHdapkTi Miokapga, Kpim Toro, Anst NnpodinakTMku
NOBTOPHOI 3aKyrnopku nicnst Tpom6onisy, YepesLuKip-
HOi TpaHcntoMiHanbHOI aHrionnactukmn (PTCA) i one-
pauin KOPOHAPHOTO LUYHTYBaHHS.

Cnonyku BignoBigHO A0 BUHaxony, Kpim Toro, 3a-
CTOCOBYIOTbCH Ans 3anobiraHHA NOBTOPHOrO Tpom6o-
3y B MiKpOXipyprii, KpiM TOro, 9K aHTUKOArynsaHTV npwu
BMKOPUCTaHHI LUTYMHU X OpraHiB abo npu remopgianisi.

Cnonyku, Kpim TOro, 3aCTOCOBYHOTbCS Afsi O4n-
LUEHHS KaTeTepiB i MeaMYHMX NPUCTOCYBaHb in Vivo y
nauieHTiB, abo sk aHTUKOArynaHTW Ans KOHCEPBYBaH-
HS KPOBi, NfasmMu M iHWKWX NPOAYKTIB KPOBi in Vitro.
Cnonyku BignoBigHO OO BMHaxony, KpiM TOro, 3acTo-
COBYOTbCH NpPU 3aXBOPHOBAHHAX, MPU SKUX 3rOPTaHHS
KpOBi Bifirpae KpUTUYHY ponb y nepebiry xsopobu
abo € pxepenom BTOPUHHOI NaTonorii, Npu Takux sk,
Hanpuknag, 3rosKiCHi NyXMHW, BKIOYayM meTtacra-
31, 3ananbHi 3aXBOPIOBaHHS, BKMOYAOYM apTpuTw, i
niaber.

Cnonyku BignoBigHO A0 BUHaxony, Kpim Toro, 3a-
CTOCOBYIOTbCH ANs NikyBaHHA MirpeHi (F.Morales-Asin
Ta iH., Headache, 40, 2000, 45-47).
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[Mpu nikyBaHHI onucaHUX 3axBOplOBaHb CrOMYKU
BiONOBIAHO OO BMHaxo4y TaKOX 3aCTOCOBYTbCHA B
CMOMyYeHHi 3 iHWUMKU TPOMBONITUMHUMU aKTUBHUMM
crnonykamu, Takumu siK, Hanpuknag, "aktueaTtop Tka-
HUWHHOro nnasmiHoreHa" t-PA, moandiikosaHun t-PA,
cTpenTokiHasa abo ypokiHasa. Cnonyku BignosigHO
00 BUHaxody BBOAsTbCH abo ofgHOYaCHO 3 3a3Hauye-
HUMK peyoBuMHamn, abo go abo nicra 3a3HaYeHuX
peyoBuH. OcobnMBO NEpPEBAKHMM € OOHOYACHE BBeE-
OEHHa 3 acnipuHoMm Ana 3anobiraHHA MOBTOPHOIO
yTBOpEeHHs1 TpombiB. Cnonyku BiANOBIOAHO 4O BUHAXO-
Ay TaKOX 3aCTOCOBYIOTbCSI B CMOMYYEHHI 3 aHTaroHic-
TaMu [MMKOMNPOTEIHOBOrO peuenTtopa TpoMbGoumTiB
(Ilb/llla), wo iHribytoTb arperauito TpombouUTiB.

BuHaxig BigHocuTbCA Ao crnonyk doopmynum | Ta
iXHiX conew i 4O cnocoby ogepKaHHA Cronyk opMy-
nwu | BignoBigHoO 4o nyHkTiB 1-16 Ta ix dhapmaLeBTny-
HO MPUMHATHUX NOXIAHMX, COMNbBAaTIB, CONen i ctepeo-
i3oMepiB, IKUN XapaKTepusyeTbCA TUM, LLIO

a) Ansa ogepXaHHsa cnonyk opmynu |, B akin

W aBnsie coboto N i

G aBnse coboto NH,

crnonyky copmynu Il
R
E
Fl“e X—Y—T
w
i
|
H
B AKiN
R R% E, X, Yi T MatoTb 3HAUeHHS, 3a3HaueHi B
NyHKTi 1, i

W aBnsie coboto H,

nigoarTb B3aemogii 3i cnonykoto dopmynu |l

D-N=C=0 11l

B AKin D Ma€ 3HayeHHs1, 3a3HayeHi B NyHKTi 1,

abo

0) ans ouepmaHHﬂ Cronyk (gopmynvl I, B gkin X
sensie cobolo - [C(R*)J.CONRIC(R*2lr, crnonyky
(bopmynm v

HNR? [C(R Yln-Y-T \Y

B AKiN R3 n, Yi T maloTb 3Ha4YeHHs, 3a3HayveHi B
nNyHKTi 1, niggatoTe B3aEMOAIT 3i cnonykoto dopmynum

\Y,
‘6 §— [C{R4),],-CO-L

D—G 0

B SKiN

L saensie coboto Cl, Br, | abo BineHy abo peaKuiVl-
HO 3,anH}/ dyHKUioHansHO moandiikoBaHy OH rpyny, i
R R R D, E, G, Wi n MmaloTb 3Ha4YeHHs1, 3a3HaYYeHi
B MYHKTI 1,

abo

B) ANS ogepxaHHsa cnomnyk cdopmynm |, B akin W
asnsie coboto N,

crnonyky gopmynu Il

2
£ R
R‘—é X—Y—T
w

H
B AKiN
R1, R2, E, X, Yi T matoTb 3Ha4yeHHs, 3a3Ha4veHi B
NyHKTI 1, i

W aBnsie coboto N,

nigaatoTb B3aemogji 3i cnonykoto dopmynu VI

D-G-CO-L Vi

B AKiN

D i G matoTb 3HaYeHHs1, 3a3HauyeHi B NyHKTi 1, i

L aensie coboto Cl, Br, | abo BinbHy abo peakuini-
HO 34aTHy yHKLUioOHanLHO MoamdikoBaHy OH rpyny,

Ta/abo

ocHoBy abo kmcnoTy dopMynu | nepeTBOpOOTL B
OJHY 3 I0r0 COMnewn.

BuHaxig Takox BigHOCUTbCA OO OMNTUYHO aKTUB-
HUX ¢hopM (CTepeocizomepam), eHaHTioMepam, pale-
Martam, giactepeomepam i rigpatam i conbBaTtam LmMX
crnonyk. TepMiH conbBaT CMONYK PO3YMilOTb Y 3Ha-
YeHHi afykTiB MOMeKyn iHepTHOro poO3YMHHMKa Ha
crnonykax, Lo YTBOPIOOTbCA 3aBOdKM CUIi iXHbOro
B3aEMHOro nputsraHHs. ConbBatu sBMSOTL coboto,
Hanpuknaz, MoHo- abo auvrigpaTt abo ankoronaTy.

Mig noHATTAM «hapMaLeBTUYHO MPUNHATHI NOXi-
OHi» pO3yMitoTb, HanpwvKrag, coni Cronyk BianoBigHO
00 BUHaxXoAy i TakoX TaK 3BaHi MPOTiKX CrONyK.

Mig NoHATTAM «NoOXigHI NPONIKiB» PO3yMilOThb, Ha-
npuknag, cnonyku cdopmymu |, wo € moandikoBaHu-
MW, HanpuKnaa, ankinoHot abo auMnbHOW rpynamu,
uykpamu abo onironentuaamu, i siki WBMAKO po3Llen-
NIOTLCA B OPraHisaMi 3 yTBOPEHHAM aKTUBHUX CMOSYK
y BiANOBIQHOCTI 3 BuMHaxodoMm. Lle noHATTs Takox
BKNloYae noxigHi GiopasknagyBaHux noniMmepis cro-
NyK BIAMOBIOHO OO BUHaxXody, SK OMWCAHO, Hampu-
knag, yInt. J.Pharm. 115,61-67(1995).

BuHaxig Takox BiOHOCUTBCA OO0 CyMillel Cromyk
dopmynu | BignoBiAHO OO BWHaxody, Hanpwvkrag, Ao
cymiller OBOX diacTepeomepiB, Hanpuknag, y cnis-
BigHoweHHi 1:1, 1:2, 1:3, 1:4, 1:5, 1:10, 1:100 abo
1:1000. OcobnuBo nepeBaxHVMW € CyMilli CTepeo-
i30MEepHMX CMOMyK.

BuHaxig Takox BigHOCUTbCS 4O NOXiAHMX Miposi-
AvHkapboHOBOI KucroTu, BUOpaHWMX i3 rpynu, LWO
BKITHOYAE:

1-N-[(4-xnopdeHin)]-2-N-[(1'-meTvn-[1,4"] 6Ginine-
puavHin-4-in)l-(2R,4R)-4-rigpokcuniponianH-1,2-
ankapbokcamig,

1-N-[(4-xnopdpeHin)]-2-N-[(3,4,5,6-TeTparigpo-2-
N-[1,4"] GinipuavHin-4-n)l-(2R,4R)4-
rigpokeuniponignH-1, 2-gukapbokcamia,

1-N[(4-xnopdpeHin)]-2-H-[(3,4,5,6-TeTparigpo-2H-
[1,4’] H-6inipnavHin-4-in)-(2R 4R )-4-eTokcyniponignH-
1,2-gukapbokcamia,

N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-(4-
nipuanH-44nninepasunH-1-kap6oHin)niponigmH-1-
kapbokcamia,

N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-[4-(2-
MeToKCcMdeHin)-ninepasuH-1-«kapboHinjniponigunH-1-
kapbokcamia,
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N-(4-xnopdeHin)-(2R,4R)-2-[4-(4-
dTop eHin)ninepasviH-1-«kap6oHin]-4-
rigpokeuniponignH-1-«ap6okcamia,

N-(4-xnopdeHin)-(2R,4R)-4-rigpokcn-2-[4-
rigpokcn-4-(4-vietTokcudeHin)ninepmuanH-1-
kapboHin]niponiguH-1-«kapbokcamig,

N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-(4-
nipuanH-24nninepasunH-1-kap6oHin)niponignH-1-
kapbokcamig,

N-(4-xnopdeHin)-(2R,4R)-2-[4-(4-eTvnninepasuH-
1-in)ninepmavH-1+«ap6oHin]-4-rigpokcuniponiguH-1-
kapbokcamig,

N-(4-xnopdeHin)-(2R,4R)-2-[4-(4,6-
AVMMeTUNipUMIAnNH-2-in)-ninepasuH-1«ap6oHin]-4-
rigpokcuniponigMH-1«ap6okcamia,

N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-[4-(1-
MeTunninepuanH-4-in)-ninepasunH-1-
kapboHin]niponiavH-1-+«apbokcamig;

1-N-[(4-xnopdeHin)]-2-N-{[2-(2-
AvMmeTunamiHoeTokcm)-4-mopdoniH-4-indeHin]}-
(2R,4R)-4-rigpokcuniponignH-1,2-gukapbokcamia,

1-N-[(4-xnopdpeHin)]-2-N-[(2-eTokcun-4-mopdoniH-
4-indeHin)]-(2R,4R)4-rigpokcuniponiguH-1,2-
avkapbokcamig,

1-N-[(4-xnopdpeHin)]-2-N-[(4-mopdroniH-4-in-2-
nponokcudeHin)l-(2R,4R)-4-rinpokcnniponigun-1,2-
avkapbokcamig, i ix apmaueBTMYHO NPURHATHI NOXi-
OHi, conbBaTtK, Coni i cTepeoizoMmepu, BKIOYauM ixHi
CymiLli y BCiX CMiBBiAHOLUEHHSIX.

BuHaxig Takox BigHOCUTbCA A0 MOXIAHWUX LMKIO-
neHTaHKapOOoHOBOI KMCNOTW, BUOPaHMX i3 rpynu, LIO
BKIIOYaE

N-[4-(3-okcomoponiH-4-in)deHin]-(pau)-2-[3-(4-
xnopdeHin)-ypeinoJunknoneHTaHkapbokcamia,

N-[3-meTnn-4-(3-okcomopponiH-4-in)deHin]-
(pau)-2-[3-(4-
xnopdeHin)ypeigolumknoneHtaHkapbokcamig, i ixHi
dapMaLeBTUYHO NPUNHATHI NOXiAHI, coNbBaTK, COni i
CcTepeoisomepu, BKIHOYaouy ixHi Cymilli y BCix criB-
BiQHOLLUEHHSIX.

Ons Bcix paavkanis, WO 3ycTpivaloTbest OinbLu
OAHOrO pasy, Takux, Hanpuknag, sik A, iXHi 3Ha4YeHHs
€ He3anexHMKn o4vH Big 0QHOrO.

Mpw 3ragyBaHHi BUwe i HwK4e, paaukany abo
napavetpu D, E, G, W, X Y, T, R'i R? maloTb 3Ha-
YeHHS, 3a3HaveHi nig dopmynoto |, AKLWO cneuiansHo
He 3a3Hau4eHe iHLle.

A sBnsie coboro ankin, Wo € Hepo3ranykKeHum
(niHinHMMm) abo posranyxkeHum i Mmae 1,2, 3,4, 5,6, 7,
8, 9 abo 10 aTomiB Byrneut. A NepeBaxHO SBMSE
cobolo mMeTun, KpiM Toro, eTun, mponin, isonponin,
6ymn, i3o6ytmn, BTop-OyTmn abo TpeT-Oytmn, Kpim
TOro, TakoX neHtun, 1-, 2- abo 3-metwmndymn, 1,1-,
1,2- abo 2,2-gumeTtunnponin, 1-eTunnponin, rekcun,
1-, 2-, 3- abo 4-metunneHtun, 1,1-, 1,2-, 1,3-, 2,2-,
2,3- abo 3,3-gumetunbymmn, 1- abo 2-etmnodytun, 1-
emun-1-meTnnponin, 1-emwn-2-metunnponin, 1,1,2-
abo 1,2,2-TpumeTUNNponin, KpiM TOro, NepeBaxHO,
Hanpwknag, TpudgpTopmeTnn. A HanbinbWw nepeBaxXHO
ABnsAe coboto arkin, wo mae 1,2, 3,4, 5 abo 6 atomis
BYIMeL, nepeBaxHo MeTun, eTun, nponin, isonpo-
nin, 6ymmn, i3obytmn, BTOp-6yT!UN, TPET-OYyTNN, NEH-
MR, rekcun, TpudTopmeTun, neHTtadtopeTun abo
1,1,1-TpudbropeTun.

Linknoarkin nepesaxHo sBMNsie cobor LMKIONPo-

nin, uvkno®GyTvn, UMKNOMeHTUN, uuknorekcun abo
LUMKIorenTus.

AnkineH nepeBaxHO dABnAe cobow MeTUneH,
eTUneH, NponineH, 6yTVIJ'IeH NeHTUNEeH abo rekcuneH,
Kpim Toro gosranyerMM arnkineH.

R'iR KOXKHWA, HE3ANEXHO OAMH Big 0OQHOrO, HB—
nsie coboto, nepeBaxHo, Hanpuknag, H, =0, COOR?,
OH, OA, NHy, ankin, wo mae 1, 2, 3, 4, 5 abo 6 aTo-
MmiB Byrneuto, N3, eTuHin, BiHin, aninokcu, NHCOA,
NHSO2A, OCH2COO0A abo OCH2COOH.

R’ nepeBaxHo aBnsie coboto H, =0, COOR3, Ta-
kui sk, Hanpuknag, COOA, OH, OA, NH», ankin, wo
mae 1, 2, 3, 4,5 abo 6 aTOMIB Byrneuto, Ni, eTuHin,
BiHiN, aninokcw, -OCOR TakuMh §K, Hanpvknag, me-
TMnkap6oHinoken, NHCOA, Takuh K, Hanpuknag,
aueTtamiHo, abo NHSO2A, Takmni sk, Hanpvknag, Me-
TuncynbgoHinamido; OCH2COOA, Takmin sk, Hanpu-
knag, OCH2COOCHS3; abo OCH2COOH.

R? nepeBaxHo saBnsie coboto H, =0, OH, OA, Ta-
KWW SIK, HAaNpuKrag, MeTokey, abo arkin, wo mae 1, 2,
3,4,5 abo 6 aTtomiB ByrneLuto.

B no,u,anbl.uomy nepeBaxHOMY BapiaHTi 3,u,|mc-
HEHHS1 BMHaxoAay, R' asnse coboto H, =0, COOR
OH, OA, NHy, ankin, wo mae 1,2, 3,4, 5 a606aTo—
MiB Byrneuto, N3, eTuHin, BiHiN, aninokcu, -OCOR
NHCOA, NHSO2A, H-C=C-CH32-, CH3-C=C-CH2-O-, -
O-CH2-CH(OH)-CH20H, -O-CH>-CH(OH) -CH2NHo>, -
O-CH2>- CH(OH) -CH2-Het, OCH2COOCH3 ato
OCHzCOOH

R? aense coboto H, =0, OH, OA abo ankin, Lo
mae 1,2, 3,4, 5 abo 6 atomiB ByrneLo;

Het aende coboto HacuyeHe 3-X - 6-TU uneHHe
reTepouuKniyHe Kinbue, Wwo MictuTb Big 1 Ao 3 atomis
N Ta/abo 0, sike moxe Oyt HesamiweHe abo ofHo-
3amiweHe abo aBo3amilleHe KapOOHINMbHUM KUCHEM,
Hal, A, OH, NH2, NO2, CN, COOA a6o CONH..

B nopamblwomy nepeBaxHOMYy BapiaHTi 3Ainc-
HeHHﬂ BUHaxoAy,

R' sensie coboto eTwHin, BiHiN, aninokcu, CHs-
C=C-CH2>-0-, -O-CH,-CH(OH) -CH20OH, -O-CH»-
CH(OH) -CH2NHo, -O-CH2-CH(OH)-CH2-Het,
OCH2COOCH3 abo OCH>COOH,

R? siBnsie co6oto H, A a6o OH,

Het' aBnse coboto HacuyeHe 3-X - 6-TU YneHHe
reTepoumKnivHe KifbLue, Wwo MictnTb Big 1 4o 3 atomis
N Ta/abo 0, wo moxe Oyt HelamiweHe abo ogHO3a-
MiweHe abo aBosamilieHe KapOOHIMbHWM KUCHEM,
Hal, A, OH, NH2, NO2, CN, COOA a6o CONHa.

B nopanbwomy nepeBaxHoMy BapiaHTi 3Ainc-
HeHHﬂ BMHaxony,

R' aense coboto eTuHIn, BiHiN, aninokcn, CHs-
C=C-CH2>-0O-, -0O-CH2>-CH(OH)-CH20OH, -O-CH»-
CH(OH)-CH2NH2, -O-CH2-CH(OH)-CH2-Het,
OCH2COOCH3 abo OCH2COOH,

R? aensie co6oto H, Aabo OH,

Het' aBnsie coboto HacuyeHe 3-X - 6-TU YneHHe
reTepouUMKIiyHe Kinbue, Wwo MictuTb Big 1 4o 3 aTomis
N Ta/abo 0, ake moxe Oy He3amiweHe abo ogHo-
3amiweHe abo gBo3amilleHe KapBoHiNbHAM KUCHEM.

Het' y paHomy BapiaHTi Hanbinblw nepeBaxHO
saBnse coboto NiponinuH, ninepuanH abo okcasonianH,
KOKHUA 3 SKMX He3amiweHun abo ogHo3amilleHun
KapOOHINbHUM KUCHEM.

R'i R? pasoM anbTepHaTUBHO ABMSOTL coboto 3-
X - 6-Tn yneHHe kapbouukniyHe abo retTepouuKrivHe
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Kinbue, wo mictutb Big 0 go 3 atomiB N, O Ta/abo S,
Wwo cnipouuknivHo abo GiuukniyHO 3B'A3aHe (cnony-

E
YeHo) 3 ( ) KinbLieBOl cucTeMoto. Y gaHomy
w

BapiaHTi 3-x - 6-Tn uneHHe kapObouwukniyHe abo rete-
pouMKniYHe Kinbue siBnsie coboto, Hanpuknaga, deHin,
UmMKnonponin, UMknoBytun, LMKMONEHTUN, LMKIOorek-
cun, nipugun, imigasonin, ninepuaMHin ato 1,3-
JiokconaHin.

R' i R? pasom yTBOpIOIOTb, 30KpeMa, 3-X - 6-Tu
yneHHe kapbouukniyHe Kinbue, WO CRipouUMKMiYHO

<E>
3B'A3aHe 3 W KinbLeBO cuctemolto. Y gaHo-

MYy BapiaHTi 3-X - 6-T YneHHe kapbouuWKNiYyHe Kinbue
nepeBaxHO ABMNSE COOOK LmKonponin, Lmknobyrun,
LMKITONEeHTUN abo LMKorekcun.

R? nepeBaxHoO siBnsie coboto H abo A, kpim Toro,
Takox ceHin, GeHaun a6o [C(R*)2].COOA, Takuii sk,
Hanpwvknag, CH>2COOCHs.

R* nepeBaxHo siBnsie coboto H abo A, HalbinbLw
nepesaxHo H.

COR? COR® i COR* sBnsitoTs coGoto, Hanpu-
knag, CHO a6o -COA.

-COA (aumn) nepeBaxHO ABMsE coboro aueTtnn,
NPOMIOHIN, KpiM TOro, TakoX OyTMpun, MNeHTaHoin,
rekcaHoin abo, Hanpuknag, 6eHsoin.

Hal nepeBaxHo sBnsie coboto F, Cl abo Br, ane
TakoX anbTepHaTUBHO |.

Ar sBnsie coboto, Hanpuknag, deHin, o-, M- abo
n-tonin, o-, M- abo n-etundeHin, o-, M- abo n-
nponindeHin, o-, M- a6o n-izonponindeHin, o-, M- abo
n-TpeT-6ytnndeHrin, o-, M- abo n-rigpokcugeHin, o-,
M- abo n-HiTpodeHin, o-, M- abo n-amiHodeHin, o-, M-
abo n- (N-wetunamiHo) dpeHin, o-, M- abo n-(N-
MeTunamiHokapboHin)-cpeHin, o-, M- abo n-
aueTtamigodeHin, o-, M-abo n-meTokcudpeHin, o-, M-

abo Nn-eToKCUdeHin, o-, M- abo n-
eToKkcukapOoHindeHin,  o-, M- abo n-(N,N-
AMMeTunaMmiHo)deHin,  o-, M- abo n-(N,N-
AvnMmeTunamiHokap6oHin)dgeHin, o-, m- abo n- (N-
eTunamiHo)deHin, o-, M- abo n-(N,N-

gieTunamiHo)doeHin, o-, M- abo n-dropdeHin, o-, M-
abo n-6pomdeHin, o-, M- abo n-xopdeHin, o-, M-
abo n-(metuncynbdgoHamigo) dexin, o-, m- abo n-
(MeTuncynboHin)deHin, o-, M- abo n-
deHokcudpeHin, Ginbw nepesakHo 2,3-, 2,4-, 2,5-,
2,6-, 3,4- abo 3,5-gudtopcoeHin, 2,3-, 2,4-, 2,5-, 2,6-,
3,4- abo 3,5- guxnopdpenin, 2,3-, 2,4-, 2,5-, 2,6-, 3,4-
abo 3,5-gubpomdenin, 2,4- abo 2,5-anHiTpodeHin,
2,5- abo 3,4-gumeTokcndpeHin, 3-HiTpo-4-xnopdeHin,
3-amMiHo4-xr0p-, 2-amiHO-3-x10p-, 2-amiHo-4-xrop-,
2-amiHO-5-x0p- abo 2-amiHo-B6-xnopdeHin, 2-HiTpo-
4-N ,N-gumeTtnnamido- abo 3-HiTp0-4-N,N-
anmeTtunamiHodpeHin, 2,3-giamiHodeHin, 2,3,4-, 2,3,5-
, 2,36-, 24,6- abo 3.,4,5-tpuxnopdeHin, 2,4,6-
TpumeToKcudpeHin, 2-rigpokcn-3,5-anxnopdeHin, n-
noadeHin, 3,6-gmuxnop-4-amiHocpeHin,  4-dgtop-3-
xnopdpeHin, 2-cpTop-4-6pomdpeHin, 2,5-audTop-4-
6pomdeHin, 3-6pom-6-meToKkCcudeHIn,  3-xnop-6-
MeToKCudeHin, 3-xnop-4-auetamigodeHin, 3-grop-4-
MeToKCUGeHin, 3-aMiHo-6-MeTundeHin, 3-xnop-4-

aueTtamigodeHin abo 2,5-gumeTnn-4-xnopdeHin.

Ar nepeBaxHo siBnsie coboto, Hanpuknag, geHin,
WO He3aMmilweHun abo ogHo3amilleHWn, aABo3aMmille-
HUIA abo TpusamiweHwun Hal, A, ORZ, OR3, SO2A,
COOR?a6o CN.

Ar 6inblw nepeBaxHo aBNse coboto, Hanpukrag,
eHin, wo HesamiweHuih abo oaHo3amilleHWUn abo
asosamiweHun Hal, A, OA, deHokecun, SO2A, SONHo,
COOR? abo CN, Takui sk, Hanpuknag, deHnin, 2-
MeTUNCynbdOHINgeHin, 2-amiHocynbdoHindeHin,
deHokcugpeHin, 2-, 3- abo 4-xnopdeHin, 3,4-
anxnopdeHin, 4-meTundeHin, 4-6pomdeHin, 3-grop-
4-meToKkcudeHin, 4-TpudptopmeToKCHeHin, 4-
eTokcudeHin, 2-meTokcudeHin, 3-uiaHodeHin, 4-
eToKcukapOoHindeHin, MeTokemkapboHindeHrin, kap-
©OokcugeHin abo amiHokapOoHindeHin.

Ar Hanbinblw nepeBaxHo sBNAe cobok Hesami-
LeHnn deHin, 4-xnop cpeHin abo 2-
MeTUnCynbdOoHINdeHIn.

G O6inbw nepeBaxHo sBnse cobow (CHz)n,
(CH2)nNH-, -CH=CH- a60o -CH=CH-CH=CH-.

X 6inbw nepeaxHo siensie coboto -CONH- abo -
CON(CH2COOA,) -.

X nepeBaxHo sBnAe coboto umkroarnkineH, Het-
aiin abo Ar-giin, 6inbw nepeBaxHo 1,4-cheHineH, Lo
He3aMileHu abo oaHo3amilleHui abo aBosamille-
Hun A, OA, CI, F, COOCHs, COOH, deHokcn abo
amiHOKapbOoHINOM, KpiM TOro, TakOX NipuauMHAaiin, ne-
peBaxHO NipuanH-2,5-4iin, ninepugnnHgin aéo ukIo-
rekCuneH.

X aBnsie coboto, 30kpema, NipuavHaiin, ninepu-
AMHAIIN, umknorekcuneH, abo deHineH, wWo Hesami-
weHMn abo ogHo3amilleHUih abo gBo3amilleHun A,
OA, CI, F, COOCH3, COOH, deHokcn abo amiHoKap-
OOHinom.

Het aBnse coboto, Hanpuknag, 2- abo 3-dypun,
2- abo 3-TieHin, 1-, 2- abo 3-niponin, 1-, 2-, 4- abo 5-
imigasonin, 1-, 3-, 4- abo 5-nipasonin, 2-, 4- abo 5-
okcazonin, 3-, 4- abo 5-3okcasonin, 2-, 4- abo 5-
Tiasonin, 3-, 4- abo 5-i3oTtiazonin, 2-, 3- abo 4-
nipngmn, 2-, 4-, 5- abo 6-nipumiguHin, kpim Toro, ne-
peBaxHo 1,2,3-tpuason-1-, -4- abo -5-in, 1,24-
Tpunason-1-, -3-abo -5-in, 1- abo 5-tetpasonin, 1,2,3-
okcapiason-4- abo -5-in, 1,2,4-okcagiason-3- abo -5-
in, 1,3,4-tiapiason-2- a6bo -5-in, 1,2,4-tiagiazon-3-
abo -5-in, 1,2,3-tiagiazon-4- abo -5-in, 3-abo 4-
nipuagasuHin, nipaswHin, 1-, 2-, 3-, 4-, 5-, 6- abo 7-
iHponin, 4- abo 5-43oiHgonin, 1-, 2-, 4- abo 5-
6eHsimigasonin, 1-, 3-, 4-, 5-, 6- abo 7-
6eHsonipasonin, 2-, 4-, 5-, 6- abo 7-6eH3okcaszonin, 3-
, 4-, 5-, 6- abo 7-6eHsizookcasonin, 2-, 4-, 5-, 6- abo
7-6eH3oTiaszonin, 2-, 4-, 5-, 6- abo 7-6eHsi3oTiasonin,
4-,5-, 6-abo 7-6eH3-2,1,3-okcapiasonin, 2-, 3-, 4-, 5-,
6-, 7- abo 8-xiHonin, 1-, 3-, 4-, 5-, 6-, 7- abo 8-
isoxiHonin, 3-, 4-, 5-, 6-, 7- abo 8-UMHONIHIN, 2-, 4-, 5-,
6-, 7- abo 8-xiHasoniHin, 5- abo 6-xiHokcarniHin, 2-, 3-,
5-, 6-, 7- abo 8-2H-6eH30-1,4-0kca3unHin, Kpim TOrO,
nepeBaxHoO 1,3-6eH3opiokcon-5-in, 1,4-
6eH3opiokcaH-6-in, 2,1,3-6eH3oTiagiason-4- abo -5-in
abo 2,1,3-6eH3-okcagiazon-5-in.

eTepouMKniYHi pagukanm TakoK MOXYTb Oytn
YacTkoBo abo UinKoM rigpoBaHi.

Het moxe, TakuMm 4YMHOM, TakoX SIBNATU coboto,
Hanpwknag, 2,3-gurigpo-2-, -3-, -4- abo -5-chypun,
2,5-gurigpo-2-, -3-, -4- abo -5-pypun, TeTparigpo-2-
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abo -3-dypun, 1,3-giokconaH-4-in, TeTparigpo-2- abo
-3-TieHin, 2,3-gurigpo-1-, -2-, -3-, -4- abo -5-niponin,
2,5-pgurigpo-1-, -2-, -3-, -4- abo -5-niponin, 1-, 2-abo
3-niponiguHin, TeTtparigpo-1-, -2- abo -4-imigasonin,
2,3-purigpo-1-, -2-, -3-, -4- abo -5-nipasonin, TeTpari-
apo-1-, -3- abo -4-nipasonin, 1,4-gurigpo-1-, -2-, -3-
abo -4-nipugun, 1,2,3,4-teTparigpo-1-, -2-, -3-, -4-, -
5- abo -6-nipugun, 1-, 2-, 3- abo 4-ninepnguHin, 2-, 3-
abo 4-mopdoniHin, TeTparigpo-2-, -3- abo -4-nipaHin,
1,4-piokcaHein, 1,3-giokcaH-2-, -4- abo -5-4n, rekcari-
apo-1-, -3- abo -4-nipugasuHin, rekcarigpo-1-, -2-, -4-
abo -5-ipumigwmHin, 1-, 2- abo 3-ninepasuHin, 1,2,3,4-
Tetparigpo-1-, -2-, -3-, -4-, -5-, 6-, -7- abo -8-xiHonin,
1,2,3,4-tetparigpo-1-, -2-, -3-, -4-, -5-, -6-, -7- abo 8-
i3oxiHonin, 2-, 3-, 5-, 6-, 7- abo 8-3,4-aurigpo-2H-
0eH30-1,4-0KCa3uHin, Kpim TOro, nepeBaxHO 2,3-
MeTuneHgiokcudeHin, 3,4-vetuneHgiokendgeHin, 2,3-
etuneHgiokcudpetin, 3,4-etunexgiokcudeHin, 3,4-
(amdTopeTrneHaiokcmn)deHin, 2,3-
avrigpobeHsodypaH-5- abo 6-in, 2,3-(2-
okcomeTuneHaiokev)deHin abo ansTepHatueHo 3,4-
aurigpo-2H-1,5-6eH3giokcennH-6- abo -7-in, kpim
Toro, nepeBaxHo 2,3-gurigpobeH3odypaHin abo 2,3-
Anriapo-2-okcodypaHin.

Het' nepeBaxHo siBnsie coboto, Hanmpuknag, 2-
abo 3-doypun, 2-abo 3-tieHin, 1-, 2- abo 3-niponin, 1-,
2-, 4- abo 5-imigasonin, 1-, 3-, 4- abo 5-nipasonin, 2-,
4- abo 5-okcasonin, 3-, 4- abo 5-izokcasonin, 2-, 4-
abo 5-tiasonin, 3-, 4- abo 5-3oTia3onin, 2-, 3- abo 4-
nipugmn, 2-, 4-, 5- abo 6-nipumiguHin, kpim Toro, ne-
peBaxHo 1,2,3-tpuason-1-, -4- a6bo -5-in, 1,2,4-
Tpunason-1-, -3-abo -5-in, 1- abo 5-tetpasonin, 1,2,3-
okcapiason-4- abo -5-in, 1,2,4-okcapgiason-3- abo -5-
in, 1,3,4-tiapiason-2- abo -5-in, 1,2,4-tiagiazon-3-
abo -5-in, 1,2,3-tiapiazon-4- abo -54n, 3- abo 4-
nipvagasuHin, nipaswkin, 1-, 2-, 3-, 4-, 5-, 6- abo 7-
iHponin, 4- abo 5-43oiHgonin, 1-, 2-, 4- abo 5-
6eHsimigasonin, 1-, 3-, 4-, 5-, 6- abo 7-
©eHsonipasonin, 2-, 4-, 5-, 6- abo 7-6eH3okcasonin, 3-
, 4-, 5-, 6- abo 7-6eH3i3okcasonin, 2-, 4-, 5-, 6- abo 7-
6eH3o-Tiasonin, 2-, 4-, 5-, 6- abo 7-6eHsi3oTiasonin,
4-,5- 6-abo 7-6eH3-2,1,3-okcapgiasonin, 2-, 3-, 4-, 5-,
6-, 7- abo 8-xiHonin, 1-, 3-, 4-, 5-, 6-, 7- abo 8-
isoxiHonin, 3-, 4-, 5-, 6-, 7- abo 8-UMHONIHIN, 2-, 4-, 5-,
6-, 7- abo 8-xiHazoniHin, 5- abo 6-xiHokcaniHin, 2-, 3-,
5-, 6-, 7- abo 8-2H-6eH30-1,4-0kca3nHin, Kpim TOrO,
nepeBaxHoO 1,3-6eH3opiokcon-5-n, 1,4-
6eH3opiokcaH-6-in, 2,1,3-6eH3oTiagiason-4- abo -5-in
abo 2,1,3-6eH3oxapiazon-5-n.

[eTepoumkniyHi pagukamm TakoX MOXYTb 6yTu
YacTkoBO abo UinKoM rigpoBaHi.

Het' moxe, TakKMM YMHOM, TaKOX SIBMATU COOOI0,
Hanpwknag, 2,3-gurigpo-2-, -3-, -4- abo -5-chypun,
2,5-gurigpo-2-, -3-, -4-abo -5-cpypun, Tetparigpo-2-
abo -3-dypun, 1,3-giokconaH-4-in, TeTparigpo-2- ato
-3-TieHin, 2,3-gurigpo-1-, -2-, -3-, -4- abo -5-niponin,
2 ,5-pgurigpo-1-, -2-, -3-, -4- abo -5-niponin, 1-, 2-abo
3-niponiguHin, TeTtparigpo-1-, -2- abo -4-imigasonin,
2,3-purigpo-1-, -2-, -3-, -4- abo -5-nipasonin, TeTtpari-
apo-1-, -3-abo -4-nipasonin, 1,4-gurigpo-1-, -2-, -3-
abo -4-nippgmn, 1,2,3,4-teTtparigpo-1-, -2-, -3-, -4-, -
5- abo -6-nipugun, 1-, 2-, 3- abo 4-ninepnguHin, 2-, 3-
abo 4-mopdoniHin, TeTparigpo-2-, -3- abo -4-nipaHin,
1,4-piokcaHein, 1,3-giokcaH-2-, -4- abo -5-in, rekcari-
apo-1-, -3- abo -4-nipugasuHin, rekcarigpo-1-, -2-, -4-
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abo -51ipumiguHin, 1-, 2- abo 3-ninepasuHin, 1,2,3,4-
TeTparigpo-1-, -2-, -3-, -4-, -5-, 6-, -7- abo -8-xiHonin,
1,2,3,4-tetparigpo-1-, -2-, -3-, -4-, -5-, -6-, -7- abo -8-
i3oxiHonin, 2-, 3-, 5-, 6-, 7- abo 8-3,4-gurigpo-2H-
0eH30-1,4-0Kca3unHin, Kpim TOro, nepeBakHO 2,3-
MeTuneHaiokcudeHin, 3,4-metuneHgiokendgeHin, 2,3-
etuneHgiokcndpeHin, 3,4-etunexgiokcudpeHin, 3.4-
(amdTopmeTUneHgiokeu )deHin, 2,3-
anrigpobeH3odypaH-5- abo 6-in, 2,3-(2-
oKcomeTurneHgioken)peHin abo anstepHaTMBHO 3.4-
aurigpo-2H-1,5-6eH3aiokceniH-6- abo -7-n, kpiM Toro,
nepeBaxHo 2,3-purigpobeHsodypaHin  abo  2,3-
Aurigpo-2-okcodpypaHin.

T nepeBaxHoO sBMse cobo0 MOHOLMKIiIYHE abo
GiuMKkniyHe, Hacn4yeHe abo HeHacu4eHe reTepouMKIi-
YHe Kinbue, wo micute 1-2 atomn N Ta/abo O, wo
oAHo3aMileHe abo aeosamiweHe =0, =S, =NR?, =N-
CN, =N-NO; =NOR? =NCOR? =NCOOR? aGo
=NOCOR? sike, KpiM Toro, Mmoxe OyTM ofHO3amiLle-
He abo gBo3amiweHe Hal, Aabo OA.

Y nopanblUoMy BapiaHTi 34iiCHEHHs1 BUHaxogy, T
nepeBaXHO  SBMSIE coboto, Hanpuknag, 2-
iMiHONiNnepuanH-14n, 2-imiHoniponiguH-1-in, 2-imiHo-
1H-nipnauH-1-in, 3-imiHomopdoniH-4-in, 4-imiHo-1H-
nipnamH-14n, 2,6-giimiHoninepmnauH-1-in, 2-
iMiHoninepaswH-1-in, 2,6-giimiHoninepasnH-14n, 2,5-
aiimiHoniponignH-14n,  2-imiHo-1,3-okcazonignH-3-in,
3-iMiHO-2H-nipngasnH-24n,  2-imiHoasenaH-1-in, 2-
rigpokev-6-imiHoninepasuH-1-in abo  2-meTokcn-6-
iMiHoninepasuH-1-in.

T aBnsie coboto, 30Kkpema, MOHOUMKIIYHE, HaCKu-
YyeHe abo HeHacuyeHe reTepoUVKIliYHE Kinble, Lo
MictuTb 1-2 atomn N Ta/abo O, Wo ogHo3amilleHe
abo pgBosamiweHe =0, =S abo =NH i ske, kpim TOrO,
Moxe 6yTM ogHosamiweHe abo aso3amiwleHe Hal, A
Ta/abo OA.

T Ginblw nepeBaxHo ABMsie coboto ninepuamH-1-
in, miponigmH-1-in, nipuawH-1-in, mopdoniH-4-in, ni-
nepasuH-1-in, 1,3-okcazonignH-3-in, nipugasunH-2-in,
nipasuH-1-in, asenaH-14n, 2-as3abiumkro[2.2.2]JokTaH-
2-in, imigasoniguHin, Tiasonin abo 1,4-okcasenaHin,
KOKHUMA 3 AKMX O0OHO3aMilleHnin abo OBo3amilleHun
=0 abo =NH i ge pagukanu Takox MOXyTb Bytn oa-
Ho3amileHi abo pgBosamiweHi Hal, A Ta/abo OA;
HanoiNbLW NepeBaXHUMU € 3-0KCOMOPGOiH-4-in.

T kpim TOro, nepeBaxHO ABMSE COBOK TakoxX 2-
0KCO-3-meToken-1H-nipnanH-1-in.

D nepeBaxHO saABnsie coboto deHin, TieHin, nipu-
avn, cdypun, Tiasonin, niponin abo imigasonin, Kox-
HUIM 3 SKKUX ofHO3aMilleHUn abo aBo3amilleHnin Hal,
6inbLU NnepeBaXxHo deHin, nipnaun, TieHin, dpypmun abo
iMigasonin, KOXKHUIN 3 AKUX ogHo3aMilleHnn abo aBo-
3amiweHnn Hal.

(E>
Pagukan w nepeBaxHoO siBNsie coboto ni-

poniguH-1,2-giin, ninepnamH-1,2-4iin, ninepunanH-1,3-
niin, okcasonignH-3,4- abo -3,5-Aiin, TiasonignH-3,4-
aiin, 2,5-gurigpo-1H-nipon-1,5-giin, 1,3-giokconaH-
4,5-piin, 1,3-okcasuHaH-3,4-giin, ninepaswH-1,4-giin,
TeTparigpodypaHn-3,4-aiin abo aseTnanH-1,2-giin.
Cnonyku copmynu | MOXyTb MaT oguH abo ae-
Kifbka XipanbHUX LEHTPIB i TOMY MOXYTb 3ycTpivyaTu-
cs B pi3HMX cTepeoizomepHux cdopmax. dopmyna |
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OXONnHE BCi Ui hopmu.

Takum YMHOM, BUHaXxig BiAHOCUTLCSH, 30KpeMa, [0
cnonyk gopmynu |, B AKUX NpUHaNMHi OAMH i3 3a3Ha-
YeHUX pagukarnie Mae oaHe 3 NepeBaXHUX 3HaYeHb,
3a3HaveHux Buue. [esaki nepeBaxHi rpynu Cnomyk
MOXYTb OYyTV MpeacTaBneHi HacTynHUMK NigdopMy-
namu la-lw, wo Bignosigaot dopmyni | i B siknux 3Ha-
YeHHS pagukaniB CYTTEBO He BiApi3HAIOTLCA Bif 3Ha-
YeHb, NpuBeaeHnX Anst gopmMynu |, ane B Skux

B la D siBnsie cob6oto MoHoUMKIiYHe abo Biunkniv-
He, apomaTuyHe kapbouukniyHe abo reTepoumknivyHe
Kinbue, wo mictutb Big 0 go 4 atomiB N, O Ta/abo S,
wo He3amiweHe abo ogHo3amileHe abo gBo3amille-
He Hal;

B Ib D siBnsie coboto ceHin, nipuann, TieHin, dy-
pun abo iMigasonin, KOKHUA 3 SKUX OAHO3aMiLLEHMN
abo apos3amilieHun Hal;

Blc R1, R® KOXXHWUI, HE3aNeXXHO OAMH Bif OQHOrO,
asnsae coboto H, =0, COORB, OH, OA, NHgy, ankin,
wo mae 1, 2, 3, 4, 5 abo 6 atomie Byrneuto, N3, e -
Hin, BiHiNn, aninokcn, NHCOA, NHSO2A, OCH2COOA
abo 0CH2COOH;

B Id G aBnse coboto (CH2)n, (CH2)nNH-, -CH=CH-
abo -CH=CH-CH=CH-;

B le X siBnsie co6oto - [C(R*)2].CONR® [C(R*)]n-;

B If X saBndae cobow -CONH- abo -
CON(CH2COO0A) -;

B Ig Y aBnsie coboto wknoankineH, Het-giin ato
Ar-giin;

B Ih Y aBnse coboto nipuavHaiin, ninepnavHaiin,
umknorekcuneH, abo 1,4-ceHineH, Wo HesamileHUn
abo ogHo3amiweHun abo geosamiweHun A, OA, Cl,
F, COOCH3, COOH, ceHokcu abo amiHokapOoHinom;

B li T aBnsie coboto MOHOLMKNiIYHE, Hacu4yeHe abo
HeHacn4eHe reTepoumKniyHe Kinbue, Wo Mictnte 1-2
atomu N Ta/abo O, wo ogHosamilleHe abo ABo3aMi-
weHe =0, =S abo =NH i moxe 6yTM ogHo3amilleHe
abo aBosamiwleHe Hal, ATta/abo OA;

B |j T aense coboto ninepmanH-1-in, niponignH-1-
in, nipngnH-1-in, mopdoniH-4-in, ninepaawH-1-in, 1,3-
OKcasonianH-3-in, nipugasuH-2-in, nipasuH-1-in, ase-
naH-1-in, 2-as3abiymkno[2.2.2JoktaH-2-n, imigasonigy-
Hin, Tiasonin abo 1,4-okcasenaHin, KOXHUN 3 SAKUX
oaHo3amileHuin abo aso3amiwleHuit =0 abo =NH i ge
pagvkanu TakoX MOXYTb Oyt ogHo3amilleHi abo
Apo3amileHi Hal, A Ta/abo OA,;

B Ik Ar aBnsie coboto oeHin, Wo HesamilleHwui
abo ogHo3amilleHun abo aBosamilleHun Hal, A, OA,
SO2A, COOR?, SO2NH,, CN, COOA, COOH a6o de-
HOKCY;

B Il D aBnse coboto MoHoUMKNiYHe abo Giumkniy-
He, apomaTuyHe KapbouukriyHe abo reTepoumKnivyHe
Kinbue, wo mictute Big 0 go 4 atomie N, O T1a/abo S,
Lo He3amiweHe abo ogHo3amiweHe abo gBo3amille-
He Hal,

R1, R?2 KOXXHMUWN, HE3aNEeXHO OAUH Bifi OHOIO, AB-
nsie coboto H, =0, COOR®, OH, OA, NH, arnkin, wo
mae 1, 2, 3, 4, 5 abo 6 atomiB Byrneuto, Ni, eTuHin,
BiHin, aninoken, NHCOA, NHSO2A, OCH2COOA a6o
OCH2COOH,

R' i R? pasom anbTepHaTMBHO SIBNSIOTL COGOK
cnipouuknivyHo 3B'a3aHe 3-x - 6-Th YnNeHHe KapOoLUVK-
INiYyHe Kinbue,

R® sBnse coGoto H, A deHin, GeHsun abo
[C(R*:Z\COOA,

R* aBnse co6oto H abo A

W siBnsie co6oto N, CR® a6o spri6pummaosaHuii
aTom ByrneLto,

E pasom 3 W aensie coboto 3-x - 7-Mn uneHHe
HacunyeHe kapbouvkniyHe abo reTepoumKIivyHe Kisb-
ue, wo mictutb Big 0 go 3 atomie N, Big 0 go 2 aTo-
MiB 0 Ta/a6o Big 0 oo 2 aToMiB S, sike MOXe BKItoYa-
TV NOABIMHUN 3B'SA30K,

G siBnsie coboto (CH2)n, (CH2)aNH-, -CH=CH- a6o
-CH=CH-CH=CH-,

X siBnsie co6oto - [C(R*).CONRP[C(RY]-,

Y aBnsie coboto umknoarkineH, Het-giin ado Ar-
aiin,

Ar aBnse cobol deHin, Wwo HesamiweHnn abo
oAHO 3amilwleHMn abo paBosamiweHunn Hal, A, OA,
SO2A, COOR?, SO2NH,, CN, COOA, COOH a6o e-
HOKCH,

T aBnae coboo MOHOUMKNIYHE, HacudeHe abo
HeHacn4yeHe reTepouukniyHe Kinbue, Wwo Mictnte 1-2
atomu N Ta/abo O, wo ogHo3amiweHe abo gBo3ami-
weHe =0, =S abo =NH i moxe Oytm ogHo3amilleHe
abo aBo3amilleHe Hal, ATta/abo OA,

A saBnsie cobol HeposranyxkeHun abo poarany-
XeHun ankin, wo mae 1-10 atomiB ByrneLo Ta B 9KO-
My 1-7 aTomiB BOAHIO MOXYTb Gy 3aMiHeHi F,

Hal saBnsie coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2;

y Im D aBnse coboto deHin, nipugun, TieHin, dy-
pun abo iMigasonin, KOKHUA 3 SKUX O4HO3aMiLLEHWIA
abo aposamilleHun Hal,

R", R? kOXHUI, HE3ANEXHO O4MH Bif OOHOTO, SIB-
nsie coboto H, =0, COOR®, OH, OA, NH_, ankin, wwo
mae 1, 2, 3, 4,5 abo 6 atomiB Byrneuto, Ni, eTuHin,
BiHiN, aninoken, NHCOA, NHSO2A, OCH2COOA abo
OCH2COOH,

R'i R? pasoM anbTepHaTMBHO SIBNSOTL COOO
cnipouuknivyHo 3B'a3aHe 3-X - 6-TN YnNeHHe KapOouuK-
INiYyHe Kinbue,

R® siBnsie co6oto H, A a6o CH2COOA,

R* aBnse co6oto H abo A,

W aBnsie coboto N, CR? afo sz-l'iﬁpVI}J,l/l3OBaHVII7I
aToMm ByrTeLto,

E pasom 3 W aBnse coboto 3-x - 7-Mu uYneHHe
Hacu4yeHe kapOouvkniyHe abo reTepouMknivyHe Kirb-
ue, wo mictntb Bia 0 go 3 atomiB N, Big 0 go 2 aTo-
miB O Ta/a6o Big 0 0o 2 aTOMIiB S, sike MOXe BkIHOYa-
TV NOABINHUN 3B'SI30K,

G saBnse coboto (CHa2)n, (CH2)nNH-, -CH=CH- a6o
-CH=CH-CH=CH-,

X asnge coboto -CONH- abo -CON(CH2COOA)-,

Y saiBnsie coboto nipuavHaiin, ninepuanHaiin, umk-
norekcuneH, abo deHineH, Wo HesamiweHuin abo
ogHosamiweHnn abo asosamiweHun A, OA, ClI, F,
COOCH3, COOH, teHokeun abo amiHokapGoHinom,

T aBnse coboto ninepnaunH-1-in, niponignH-14n,
nipngmH-14n, mopdoniH4-in, ninepaswH-1-in, 1,3-
oKcasoniaunH-3-in, nipuaasuH-2-in, nipasuH-1-in, ase-
naH-1-in, 2-azabiumkno[2.2.2]okTaH-24n, imigasonigu-
Hin, Tiasonin abo 1,4-okcasenaHin, KOXHUN 3 AKUX
oaHo3aMmileHun abo aso3amiwleHuin =0 abo =NH i ge
pagukanu TakoX MOXyTb OyTM opHo3amiweHi abo
nBosamilleHi Hal, A ta/abo OA,

A aBnsie cobol HeposranyxkeHun abo poarany-
XXeHun ankin, wo mae 1-10 atomiB ByrmeLo Ta B AKO-
My 1-7 aTomiB BOAHIO MOXYTb Gy 3aMiHeHi F,
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Hal sBnsie coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2;

y In D aBnse coboto deHin, nipugnn abo Tiewin,
KOKHUIA 3 AKUX ofHO3aMilleHUMn abo ABO3aMmilleHun
Hal,

R' sensie coboto H, =0, COOR®, OH, OA, NHa,
ankin, wo mae 1, 2, 3, 4, 5 a6o 6 atomis Byrneuto, Na,
eTuHIn, BiHiN, aninokcu, -OCORS, NHCOA a6o
NHSO2A,

R? sBnsie coboto H, =0, OH, OA a6o arnkin, wo
mae 1, 2, 3, 4, 5 abo 6 aTomiB ByrneLyo,

R'i R? pasom anbTepHaTMBHO ABNSAT COOOH
cnipouuknivyHo 3B'a3aHe 3-x - 6-Tn YneHHe KapOouVK-
nNivyHe Kinbue,

R® aBnsie coboto H abo A,

R* siensie coboto H a6o A,

)
w

aBngae cobotwo niponignH-1,2-aiin, ninepuamH-1,2-
aiin, okcasonignH-3,4- abo 3,5-giin, TiasoniguMH-3,4-
aiin, 2,5-gurigpo-1H-nipon-1,5-giin, 1,3-giokconaH-
4,5-piin, 1,3-okcasnHaH-3,4-4iin, ninepaswvH-1,4-4iin,
TeTparigpodypaH-3,4-giin abo aszetnavH-1,2-giin,

G saBnsie coboto (CH2), abo (CH2)nNH-,

Xasnsie coboto CONH,

Y siBnsie coboto 1,3- abo 1,4-dheHineH, Wwo Hesa-
MilleHMn abo opHo3aMmilleHui abo aBo3amilleHUR
MeTunom, TpudpropmeTunom, etunom, nponinom, Cl
abo F,

T aenae coboto ninepuavH-1-in, niponignH-14n,
1H-nipuguH-1-in, mopdoniH-4-in, ninepasuH-14n, 1,3-
oKcasonignH-3-in, 2H-nipngasnH-2-in, nipasuH-1-in,
asenaH-1-in abo 2-a3abiumkno-[2.2.2]JoKkTaH-2-in, KoxX-
HUI 3 SIKUX OOHO3aMilleHWIn abo aBO3aMmilleHuI Kap-
OOHINbHAM KUCHEM,

A sBnsie coboto HeposranyxkeHun abo poarany-
XeHun ankin, wo mae 1-10 atomiB Byrneuwo Ta B KO-
My 1-7 aTomiB BOAHIO MOXYTb By 3aMiHeHi F,

Hal aBnse coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2,

y lo D aBnsie coboto deHin, nipuamn abo TieHin,
KOKHUIA 3 SKMX OogHO3aMileHnin abo OBO3amilleHun
Hal,

R' aense coboi H, =0, COOR?, OH, OA, NH.,
ankin, wo mae 1, 2, 3, 4,5 abo 6 atomis Byrnewto, Ns,
eTWHIN, BiHIN, aninokcu, -OCOR3, NHCOA a6o
NHSOA,

R? siBnsie coboto H, =0, OH, OA a6o ankin, o
mae 1,2, 3, 4,5 abo 6 atomis ByrneLyto,

R'i R? pasoMm anbTepHaTUBHO SABNSAOT Ccobo
cnipouuknivyHo 3B'a3aHe 3-X - 6-Th YnNeHHe KapOoLUVK-
NiYHe Kinbue,

R® siensie coboto H abo A,

R* aBnsie coboto H abo A,

( ) >
W
aBnsae coboto niponignH-1,2-aiin, ninepuamH-1,2-
niin, okcasonignH-3,4- abo 3,5-giin, TiasoniguMH-3,4-

aiin, 2,5-gurigpo-1H-nipon-1,5-giin, 1,3-giokconaH-
4,5-piin, 1,3-okcasnHaH-3,4-4iin, ninepaswvH-1,4-4iin,

TeTparigpodypaHn-3,4-aiin abo asetnamH-1,2-giin,

G aBnsie coboto (CH2)n a6o (CH2)nNH-,

Xaensie coboto CONH,

Y siBnsie coboto 1,3- abo 1,4-cbeHineH, Wwo Hesa-
MilWeHnn abo opaHosaMmilleHUt abo ABO3aMilLeHW
MeTuUMnoMm, TpudTopmMeTuniom, etunom, nponinom, Cl
abo F,

T siBnsie coboto mopdoniH4-in, Wwo ogHo3amille-
HUWIA 260 ABO3aMiLLEHUI KAPOOHINbHUM KUCHEM,

A aBnse cobor HeposranyxkeHun abo posrany-
XeHun ankin, wo mae 1-10 atomiB ByrmeLto Ta B 9KO-
My 1-7 aTomiB BOOHIO MOXYTb 6yT 3aMiHeHi F,

Hal npeacraense F, Cl, Br a6o |,

n sinsie coboto 0, 1 abo 2,

y Ip X siBnsie cobow - [C(R*)J.CONR? [C(RY)2]n
a60 -[C(R*)2lxCO[C(R*)2]-;

y lg Xasnsie coboro CONH a6o COCHy,

y Ir D siBnsie coboto dpeHin, nipuaun abo TieHin,
KOXKHUIA 3 AKUX ofHO3aMilleHM abo ABO3aMillleHun
Hal,

R' siensie coGoto H, =0, COOR®, OH, OA, NH,
ankin, wo mae 1,2, 3, 4,5 abo 6 atomiB Byrneuto, Ns,
eTuHin, BiHiN, aninokcu, -OCORS, NHCOA ab6o
NHSOA,

R? asnsie coboo H, =0, OH, OA a6o ankin, wo
mae 1, 2, 3, 4, 5 abo 6 aTomiB Byrnedwyo,

R'i R? pasom anbTepHaTMBHO ABMNSAT COOOHD
CnipouuknivyHo 3B'a3aHe 3-x - 6-Tn YneHHe KapOouvK-
nivyHe Kinbue,

R aBnse co6oto H abo A

R* signsie co6oto H a6o A,

)
w

aBnse coboto niponiguH-1,2-aiin, ninepuamMH-1,2-
niin, okcasonignH-3,4- abo 3,5-gjiin, TiasoniguH-3,4-
aiin, 2,5-gurippo-1H-nipon-1,5-giin, 1,3-giokconaH-
4.,5-piin, 1,3-okcasuHaH-3,4-giin, ninepaswH-1,4-giin,
TeTparigpodypaHn-3,4-aiin abo asetnanH-1,2-4iin,

G sensie coboto (CH2)n abo (CH2)nNH-,

Xaensie coboto CONH abo COCHz,

Y saBnsie co6oto 1,3- abo 1,4-cpeHineH, wo Hesa-
MilWleHMn abo opaHo3aMilleHUit abo ABO3aMilLeHUNn
MeTunom, TpudropmeTunom, etunom, nponinom, Cl
abo F,

T siBnsie co6oto mopdoniH-4-in, Wwo ogHo3amille-
HUWIA abo ABO3aMiLLEHUI KApPBOHINbHUM KUCHEM,

A aBnsie cobo HeposranyxkeHnn abo posrany-
XeHun ankin, wo mae 1-10 atomiB ByrmeLto Ta B 9KO-
My 1-7 aTomiB BOOHIO MOXYTb 6y 3aMiHeHi F,

Hal saiBnsie coboto F, Cl, Br abo |,

n sinsie coboto 0, 1 abo 2,

y Is D siBnsie coboto MoHouuknlyHe abo Giumkniy-
He, apomaTiyHe KapbouukriyHe abo reTepoumKnivyHe
Kinbue, wo mictute Big 0 go 4 atomie N, O T1a/abo S,
wo He3amiweHe abo ogHo3amilweHe abo gBosamille-
He Hal,

R1, R2 KOXXHUWN, HE3aNEeXHO OAWH Bif OHOTO, AB-
nsie coboto H, =0, COOR®, OH, OA, NHz, arnkin, wo
mae 1, 2, 3, 4, 5 abo 6 atomiB Byrneuto, Ni, eTuHin,
BiHin, aninokeu, -OCOR®, NHCOA a6o NHSO,A,

R'i R? pasoM anbTepHaTMBHO ABMNSAT COOOHD
cnipouuknivyHo 3B'a3aHe 3-X - 6-Tn uneHHe KapoboumK-
niYyHe Kinbue,
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R3 aBnsie coboto H abo A,

R* siensie co6oto H abo A,

W siensie co6oto N, CR® abo sp*ribpuamsosaHuit
aToM ByrmeLto,

E pasom 3 W aBnsie coboto 3-x - 7-MU uYneHHe
HacnyeHe kapbOouuvkniyHe abo reTepouMKnivyHe Kirb-
ue, wo mictutb Big 0 go 3 atomie N, Big 0 go 2 aTo-
miB 0 Ta/abo Big 0 o 2 aToMiB S, ke MOXe BKntoYva-
TV NOABINHWN 3B'SA30K,

G aense cobotro (CH2), abo (CH2)sNH-,

X asnse coboto - [C(R4)2]nCON R3[C(R4)2]n- abo -
[C(R)2-COIC(R*)]w,

Y aBnsie coboto Ar-aiin,

Ar aBnse cobow deHin, Wwo HesamiweHnn abo
oAHO 3amilwleHMn abo pasosamiweHunn Hal, A, OA,
SO2A, COOR?, SO:NH; a6o CN,

T aBnsie cob6oto mopdoniH-4-in, Wo ogHO3amiLLe-
HUI abo OBO3aMilLeHN I KapBOHINBHYM KUCHEM,

A sBnsie coboto HeposranyxkeHun abo poarany-
XeHun ankin, wo mae 1-10 atomiB Byrneuto Ta B KO-
My 1-7 aTomiB BOAHIO MOXYTb ByTV 3aMiHeHi F,

Hal aBnse coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2,

y It D aBnse coboto deHin, nipugun abo TieHin,
KOKHUIA 3 SKMX oaHO3aMilleHUin abo [Bo3aMilleHun
Hal,

R' aense coboi H, =0, COOR?, OH, OA, NH.,
ankin, skun mae 1, 2, 3, 4, 5 abo 6 aTomiB Byrneuo,
N3, eTuHin, BiHIN, aninokecu, -OCOR3, NHCOA,
NHSO2A, CH3-C=C-CH2-O-, -O-CH2-CH(OH) -
CH20OH, -O-CH2-CH(OH)-CH2NH2 abo -O-CH»-
CH(OH) -CHzHet,

R? aense coboto H, =0, OH, OA a6o ankin, wo
mae 1, 2, 3, 4, 5 abo 6 aTomiB Byrneuyo,

R'i R? pa3oM anbTepHaTMBHO SBNSATL CObOo0
CNipoLMKIiYHO 3B'A3aHe 3-X - 6-TN YneHHe kapbouuk-
nivyHe Kinbue,

R sBnsie coboto H abo A,

R* siBnsie co6oto H a6o A,

W
w

aBnsie coboto niponianH-1,2-aiin, ninepuan-1,2-
niin, okcasonignH-3,4- ato 3,5-Ajiin, TiasoniguH-3,4-
aiin, 2,5-gurigpo-1H-nipon-i,5-4iin, 1,3-giokconaH-
4,5-piin, 1,3-okcasnHaH-3,4-giin, ninepaswH-1,4-gjin,
TeTparigpodypaH-3,4-aiin abo azetnawH-1,2-giin,

G aBnsie coboto (CH2)n abo (CH2)nNH-,

X asnse coboo CONH a6o COCHz,

Y aBnsie coboto 1,3- abo 1,4-dheHineH, Wwo Hesa-
MilLleHMn abo opHo3aMmilleHui abo [Bo3aMilleHUI
MeTuUmoM, TpudTopMmeTuniom, etunom, nponinom, Cl
abo F,

T aBnse coboto mopdoniH-4-in, Wo ogHO3amiLLe-
HUIA abo ABO3aMiLLEHUI KapBOHINbHUM KUCHEM,

Het' aBnsie coboto HacuyeHe 3-X - 6-TU YNeHHe
reTepouUMKniyHe Kinbue, Wwo MictuTs Big 1 go 3 atomis
N Ta/abo O, wo Moxe OyTM He3amiweHe abo oaHo-
3amiweHe abo ABo3aMilleHe KapOOHINMbHUM KUCHEM,
Hal, A, OH, NH2, NO,, CN, COOA a6o CONH,,

A aBnse cobo HeposranyxkeHun abo posrany-
XeHun ankin, wo mae 1-10 atomiB Byrneuo Ta B KO-

My 1-7 aTomiB BOAHIO MOXYTb 6y 3aMiHeHi F,
Hal sBnsie coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2;

y lu D gaBnsie coboto deHin, nipuann abo TieHin,
KOKHMMA 3 SKMX ogHO3aMileHnin abo OBo3amilleHun
Hal,

R' aensae coboto H, =0, COOR3, OH, OA, NHa,
ankin, wo mae 1, 2, 3, 4,5 abo 6 atomis Byrneuo, Ns,
eTWHIN, BiHIN, aninokcu, -OCOR3, NHCOA, NHSO-2A,
H-C=C-CH2-, CH3-C=C-CH2-O-, -O-CH>-CH(OH)-
CH2OH, -O-CH2>-CH(OH)-CHoNH2 abo -O-CHo-
CH(OH)-CH2Het!,

R? aensie coboio H, =0, OH, OA abo ankin, Lo
mae 1, 2, 3, 4,5 abo 6 aTomiB Byrnewo,

R' i R? pa3om anbTepHaTUBHO SBMSIOTL COGOK
cnipoumknivyHo 3B'a3aHe 3-X - 6-Tn uneHHe kapoboumK-
NiYHe Kinbue,

R aBnse coboto H abo A

R* sinsie co6oto H a6o A,

@,
w

aBngae coboto niponignMH-1,2-giin, ninepuamH-1,2-
Aiin, okcasonignn-3,4- abo 3,5-giin, TiasonignH-3,4-
giin, 2,5-purigpo-1H-nipon-1,5-giin, 1,3-giokconan-
4,5-piin, 1,3-okcasnHaH-3,4-giin, ninepaswH-1,4-giin,
TeTparigpodypaH-3,4-giin abo azetnavH-1,2-giin,

G aensie coboto (CH2)n abo (CH2)nNH-,

X asnse coboro CONH, COCH,, CO a6o COO,

Y siBnsie coboto 1,3- abo 1,4-cheHineH, Wo Hesa-
MileHMn abo opHo3amilleHui abo aBoO3amilleHUR
MeTUnom, TpudpTopmeTunom, etunom, nponinom, Cl
abo F,

T aBnse coboto mopdoniH-4-in, Wwo ogHo3amille-
HUI abo ABO3aMiLLEHU KapBOHINMbHYM KUCHEM,

Het' aBnsie coboto HacuyeHe 3-X - 6-TU YneHHe
reTepouUyKIiyHe Kinbue, Wwo MictuTb Big 1 4o 3 aTomis
N Ta/abo O, wo moxe Oym He3amiweHe abo ogHO-
3amiweHe abo ABo3amilleHe KapOOHINbHUM KUCHEM,
Hal, A, OH, NHz2, NO2, CN, COOA a6o CONHz,

A aBnsie cobo HeposranykeHnn abo posrany-
XeHun ankin, wo mae 1-10 atomiB ByrmeLto Ta B 9KO-
My 1-7 aTomiB BOOHIO MOXYTb 6y 3aMiHeHi F,

Hal saiBnsie coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2;

y Iv D aBnsie coboto deHin, nipugnn abo TieHin,
KOXKHUIA 3 AKMX ofHO3aMilleHM abo ABO3aMillleHun
Hal,

R' aense coboto eTuHin, BiHiN, aninokcu, CHs-
C=C-CH2>-0O-, -O-CH>-CH(OH)-CH20OH, -O-CH»-
CH(OH)-CH2NH2 a6o -O-CH2-CH(OH) -CHzHet',

R? aensie co6oto H a6o OH,

R' i R? pa3om anbTepHaTMBHO SBMSHOT COGOI0
cnipouuknivyHo 3B'a3aHe 3-X - 6-TN YnNeHHe KapOouUuK-
INiYyHe Kinbue,

R® aBnsie co6oto H a6o A,

R* ainsie co6oto H a6o A,

( E)
w
sBnsie cobow niponignH-1,2-aiin, ninepuamH-1,2-
aiin, okcasoniguH-3,4- abo 3,5-giin, TiasonignH-3,4-

aiin, 2,5-gurippo-1H-nipon-1,5-giin, 1,3-giokconaH-
4.,5-piin, 1,3-okcasunHaH-3,4-giin, ninepaswH-1,4-giin,
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TeTparigpodypaH-3,4-aiin abo asetmanH-1,2-giin,

G aensie cobotro (CH2)n abo (CH2)nNH-,

Xsaensie coboto CONH, CO, COO abo COCHy,

Y siBnsie coboto 1,3- abo 1,4-cpeHineH, Wwo Hesa-
MilWeHun abo opHosamilleHU abo aABO3aMilleHun
MeTumnom, TpudTopMmeTunom, etunom, nponinom, Cl
abo F,

T aBnse coboto ninepuauH-1-in, niponignH-14n,
1H-nipnauH-1-in, mopdoniH4-in, ninepasuH-14n, 1,3-
okcasoniavH-3-in, 2H-nipuaasuH-2-in, nipasunH-1-in,
asenaH-1-in abo 2-a3abiumkno-[2.2.2]JokTaH-2-in, KoX-
HUI 3 SIKMX OJHO3aMilleHMIn abo oBO3aMilleHuI Kap-
OoHiNbHUM KncHem abo OA,

Het' aBnsie coboto HacuuyeHe 3-X - 6-TU 4YneHHe
reTepoLuKnivHe KifnbLe, Wwo MictnTb Big 1 4o 3 atomis
N Ta/abo O, wo Moxe OyTM HeszamiweHe abo ofHo-
3amiweHe abo ABo3amilleHe KapOOHINMbHUM KUCHEM,
Hal, A, OH, NHz2, NO2, CN, COOA a6o CONHz,

A sBnsie coboto HeposranyxkeHun abo poarany-
XeHun ankin, wo mae 1-10 atomiB Byrneuto Ta B KO-
My 1-7 aTomiB BOAHIO MOXYTb ByTV 3aMiHeHi F,

Hal aBnse coboto F, Cl, Br abo |,

n siBnsie coboto 0, 1 abo 2;

y lw D aBnsie coboto dpeHin, nipngun, TieHin, gy-
pun abo iMigasonin, KOKHUA 3 KX O4HO3aMiLLEHWIA
abo aBo3amilleHun Hal,

R' aense coboi H, =0, COOR?, OH, OA, NHy,
ankin, wo mae 1, 2, 3, 4,5 abo 6 atomis Byrnewo, Ns,
eTunHin, BiHin, aninokcu, NHCOA, NHSO2A,
OCH2COOA abo OCH2COOH,

R? siBnsie co6oto H, =0, OH, OA a6o ankin, o
mae 1,2, 3, 4,5 abo 6 atomis Byrneuyto,

R'i R? pasoMm anbTepHaTUBHO SBMNSAOT CobOOo
cnipouuknivyHo 3B'a3aHe 3-X - 6-Th YnNeHHe KapOoLUVK-
NiYHe Kinbue,

R® siensie coboto H abo A,

R* aBnsie coboto H abo A,

@
w

aBnsie coboto niponianH-1,2-aiin, ninepuan-1,2-
niin, okcasonignH-3,4- ato 3,5-Ajiin, TiasoniguH-3,4-
aiin, 2,5-gurigpo-1H-nipon-1,5-giin, 1,3-giokconaH-
4,5-piin, 1,3-okcasuHaH-3,4-giin, ninepaswH-1,4-gjin,
TeTparigpodypan-3,4-giin abo aseTnavH-1,2-aiin,

G aense coboto (CHaz)n, (CH2)nNH-, -CH=CH- a6o
-CH=CH-CH=CH-,

X 4aBnse coboww CONH, COCH2; abo -
CON(CH2COOQA,) -,

Y saiBnsie coboto nipuaMHAiin, ninepnanHaiin, umk-
norekcurieH, abo deHineH, Wo He3amiweHun abo
oaHo3amiweHun abo gsosamiweHun A, OA, ClI, F,
COOCHs3, COOH, deHokcu abo amiHokapboHinom,

T aiBnsie coboro mopdoniH-4-in, Wo ogHo3amiLLe-
HUI abo ABO3aMiLLEHUI KapOOHINbHYM KUCHEM,

A sBnsie coboto HeposranyxkeHuin abo poarany-
XeHun ankin, wo mae 1-10 atomiB Byrneuo Ta B KO-
My 1-7 aTOMiB BOAHIO MOXYTb OyTM 3aMiHeHi F,

Hal aensie co6oto F, Cl, Br a6o |,

n aBnse coboto 0, 1 abo 2;

i IX papMaueBTUYHO MPUIMHATHI NOXigHI, conbBa-
™, coni i cTepeoi3oMepn, BKIOYAKW ixHi cymiwi y
BCiX CNiBBiAHOLUEHHSX.

Cnonykn dopmynu |, a Takox BUXOHI pevOBUHM
ONnsa iXHbOro OJepXKaHHS MOXYTb, KpiM TOro, Gyt
ofepKaHi 3a ONOMOro MeTOAiB, BiAOMUX per se, 5K
onucaHo B niTepaTypi (Hanpuknag, y cTaHAapTHUX
poboTtax, Takmx sik Houben-Weyl, Methoden der
organischen Chemie [MeToan opraHiyHOi XiMmii],
Georg-Thieme-Verlag, LWTyTtrapT), BignosigHo Ao
YMOB peakLin, Wo BiAOMI i NPUAHATHI AN 3a3HaYeHUxX
peakuin. TakoX nNpu LbOMY MOXHa 3aCTOCOBYBaTU
pisHOMaHITHIi MoAMdikaUil, Wo BiAOMI perse, ane npo
AKi TYT JOKNAQHO He 3rafyeTbes.

3a HeobOXgHOCTI, BUXiOHI PEYOBMHU TaKOX MO-
XYTb YTBOPIOBATUCS in Situ TakKMM YAHOM, LLO BOHW He
BMAINATLCHA 3 peakuiHoi Cymili, ane noTiM BOHU
6e3nocepeHb0 NEPETBOPIOIOTLCSA B CNONYKM hopmy-
.

BuxigHi cnonykun copmyn I, I, 1V, Vi VI y uino-
My Bigomi. OgHak, SIKLO BOHU € HOBUMMU, TO BOHU
MOXYTb OyTW ogepxaHi MeTogamu, BigOMUMU perse.

Cnonyku gopmynu | nepeBaKHO MOXYTb OyTn
OfiepXaHi wnaxom B3aemogii cnonyk dopmynu Il 3i
crnonykamu gopmynu lll.

3BMYaAiHO peakLjlo 34iACHIONTL B iHEPTHOMY
PO3YMHHUKY, Y MPUCYTHOCTI PEYOBMHMU, LIO 3B'A3YE
KMUCMOTY, NepPeBaXHO MOpPOOKMUCY NyKHOro abo nyx-
HO3eMenbHOro mMeTany, kapboHaty abo GikapboHaTy
abo iHWoi coni cnabkoi KNCNOTU NYKHUX abo NMy>KHO-
3eMeflbHMX MeTaniB, MNepeBaXHO Karmito, HaTpito,
Kanbuito abo uesito. [JoaaHHs opraHiyHOi OCHOBM,
Takoi sK TpMeTunamiH, AMMeTunaHiniH, nipnguH abo
xiHoMiH, abo HagnMwKy (EeHONbHOr0 KOMMOHEHTa
dopmynu Il abo ankinosaHoro noxiaHoro opmynu il
Takox Moxe 6ytn cnpusatnueum lIl. Y 3anexHocrTi Big
3aCTOCOBYBaHWX YMOB, TpuBanicTb peakuil 3Haxo-
ONTbCS B iHTEpBani Bi4 AEKiNbKOX XBUNUH A0 14 aHiB,
i TemnepaTypa peakLii 3HaxoauTbCa B iHTepBani npu-
6nun3Ho Big 0° go 150°, 3aBmMyamHo B iHTepBani Big 20°
no 130°.

Mpvknagamn NpuaaTHUX iHEPTHUX PO3YNHHUKIB €
BYIMEBOAHI, Taki sk rekcaH, neTponevHuii edip, 6eH-
30r, Tonyon abo Kcunon; XNopoBaHi ByrmeBOAHi, Taki
K TpuxnopeTuneH, 1,2-guxnopeTaH, TeTpaxinopMme-
TaH, xnopocopm abo AmxriopMeTaH; CnMpTh, Taki §K
MeTaHON, eTaHon, i3onmponaHon, H-NponaHor, H-
OyraHon abo TpeT-OyTaHon; npocTi edipu, Taki Sk
pieTunosui edip, Aiisonponinosuin edip, TeTtparia-
podpypaH (Trd) abo giokcaH; rmikonesi edipu, Taki sk
€TUNEHMIKONbMOHOMETUMOBUA abo MOHOETUIIOBUIA
edhip abo etuneHmikonbaAMMeTUNOBUIA eddip (AMrnim);
KEeTOHM, TaKi 9K aueToH abo GyraHoH; amigu, Taki gk
aueTtamig, aumeTunauedamia abo gumeTtundopma-
Mig (OM®DA); HiTpMnK, Taki Sk aueToHiTpun; cynbdoK-
cnam, Taki 9k gumeTuncynbgokeng (QMCO); cipkoBy-
rmeub, KapboHOBI KWUCMOTW, Taki SK MypaluHa
kucrnoTta abo ouToBa KMUCroTa, HITPOCMONYKM, Taki sk
HiTpoMeTaH abo HiTpobeH3on; cknagHi eduipwn, Taki Sk
etTunauertar, abo cymilli 3a3HaYEHNX POIUNHHUKIB.

Cnonyku cdopmynu |, kpiMm Toro, nepeBakHO Mo-
XyTb OyTM ofepXaHi wnsaxom B3aemogii cnonyk do-
pmynu IV 3i cnonykamun cdopmynm V. 3BM4aiHO peak-
Lilo 34iMCHIOITL B iHEPTHOMY PO3YMHHUKY N B
YMOBaX, OMMCaHWX BULLE.

Y cnonykax copmynu V, L nepeBaxHO BNSiE co-
6oto Cl, Br, | abo BinbHy abo peakuiiHoO 3gaTHy MO-
andikosaHy OH-rpyny, Taky sik, Hanpuknag, akTmeo-



29 85676 30

BaHUN cknagHwui edip, imigasonig abo aknincynsdo-
Hinokcn, Wo mae 1-6 atomiB Byrmeuto (NepeBaxHO
MeTUNCcynbdoHINoken abo TpudTopmeTUnCynbgOHi-
nokcw) abo apuncynbdgoHinokeu, wo mae 6-10 atomis
BYITMeL (nepeBaxHo deHin-abo n-
TONiNCynbOHINoKcn).

Pagukanu uboro Tuny anst akTuByBaHHsI kapGok-
CUNbHOT TPYNN B 3BUYAMHUX peakuigx auunioBaHHS
onucaHi B niTepaTtypi (Hanpuknag, y CTaHAapTHUX
poboTtax, Takux sik Houben-Weyl, Methoden der
organischen Chemie [MeToan opraHiyHoi XiMi],
Georg-Thieme-Verlag, LWtyTtrapT).

AkTMBOBaHI cknagHi edipn CNpUSTNINBO YTBO-
paTbca in situ, Hanpwknag, yHacnigok [oAaBaHHSA
HOBt abo N-riapokcncykLmHimigy.

3BMYANHO peaKkUjlo 34iACHIOKTE B iHEPTHOMY
PO3YMHHUKY, Y MPUCYTHOCTI PEYOBMHMU, LIO 3B'A3YE
KMUCNOTY, NepeBaXHO OpraHiyHOi OCHOBW, TaKoi $K
DIPEA, TpueTunamiH, gumeTunaHiniH, nipuaguH ato
XiHOMiH, abo HapgnMUUKyY kapboKCUIbHOrO KOMMOHEHTa
dopmynu V.

Takox moxe 6yt cnpuaTnMBMM OO4aHHS rigpo-
OKMCY NyXHOro abo nyKHO3eMenbHOro MeTany, Kap-
6oHaTty abo GikapboHaTy abo iHWwoi coni crabkoi knc-
noT™M  NykHMX abo nyKHO3eMeNbHUX MeTanis,
nepeBaXxHO Kanito, HaTpito, kanbLito abo uesito.

Y 3anexHocTi Bif 3aCTOCOBYBaHWX yMOB TpuBa-
nicTb peakLuii 3HaxogMTbCsa B iHTepBani Big AeKiNbKox
XBUNMH Jo 14 gHiB, i TemnepaTypa peakuii 3Haxo-
AnTbCs B iHTepBani npubnusHo Big -30° go 140°, 3Bu-
YyaliHo B iHTepBani Big -10° go 90°, 3okpema Big npu-
6nu3Ho 0° go npubnusHo 70°.

MpnaaTHUMK IHEPTHUMW PO3YMHHUKAMMW € Ti, KOT-
pi 3ragai suLLe.

Cnonykun dopmynu |, Kpim TOro, NnepeBaKHO MO-
XyTb OyTM ofepaHi wnsaxom B3aemogii cnonyk do-
pmynu |l 3i cnonykamu dopmynu VI. 3BnyanHo peak-
Lit0 3OIMCHIOTE B IHEPTHOMY PO3YUHHUKY W B
YMOBAX, ONMUCaHMX BULLE.

Y cnonykax gopmynu VI, L nepeBaxHO 4Bnsie
coboto Cl, Br, | abo BinbHy abo peakuinHo 3gaTHY
moandikoaHy OH-rpyny, Taky 9K, Hanpvknag, akTu-
BOBaHUN ckrnagHwi edip, imigasonig abo aknincyns-
doHinoken, Wo mae 1-6 atomiB ByrneLto (nepeBaxHo
MeTUNCYrNbGOHINoKCn abo TprudTopMeTUNCYNbdOHiI-
nokcm) abo apuncynboHinokcu, wo mae 6-10 atomis
ByrneLto (nepeBaxHo eHin-abo n-
TonincynbdoHinokcn).

Cnonyku cdopmynu |, KpiM Toro, NnepeBaXHO MO-
XyTb BYTV ogepxaHi WnaxoMm B3aemogii cnonyku ¢o-
pmynu D-NHo, y sikin D mMae 3HaveHHs1, 3a3HayeHi B
nNyHKT 1, 3 NoxigHUM XxnopdopmiaTty, Hanpuknag 4-
HiITpOdEeHINxNnopgopmiaTtoM, 3 OAepPKaHHAM MPOMDK-
Horo kapbamarTy, i Moro HacTynHoi B3aemopii 3i cro-
nyxkoto popmynm l.

Lito B3aemogito 34iMCHIOT B yMOBaX, ONMMUCAHUX
BULLE.

Cnonykn dopmynu | Takox MoxyTb Oyt ogep-
XaHi BUAINEeHHSM Y BiflbHOMY CTaHi cnonyk copmMynu |
3 OQHOrO 3 iXHiX PYHKUiOHaMbHMUX NOXIAHWX LUNSXOM
06pobkn conbBonidytouuM abo rigporeHonizylo4num
areHToMm.

lMepeBaxHVMMW BUXIAHUMU pEYOBUMHAMU AN CO-
nbBoni3y abo rigporeHoni3dy € Ti, KOTPi BiANOBIAAOTL
dopmyni |, ane micTaTb BIiAMNOBIAHI 3axvLUeHi amiHO

Ta/abo rigpokcunbHi rpynu 3amMictb ogHiei abo BinbLue
BiNbHMX aMiHO Ta/abo rigpOKCUIbHUX FPYyM, NepeBax-
HO Ti, KOTpi HeCcyTb amiHO-3aXMCHY rpyny 3amicTb
aToMa BOJHIO, 3B'A3aHOr0 3 aTOMOM a30Ty, 0co6nnBo
Ti, kKOTpi Hecytb R-N rpyny, oe R' saBnsae coboto ami-
HO-3axucHYy rpyny, 3amictb HN rpynu, Tta/abo Ti, ski
HEeCcyTb riapOKCUN-3ax1cHy rpyny 3amictb aToma Boj-
HIO MAPOKCUIBbHOI rPYNU, Hanpukrag Ti, KOTpi BiANOBI-
aatotb dopmyni I, ane Hecytb -COOR" rpyny, ae R"
aBnAe cobOo rApOKCUN-3aXUCHY Trpyny, 3aMicCTb -
COOH rpynu.

Takox iCHye MOXNNBICTL NPUCYTHOCTI B MONeEKyni
BMXiAHOI PEYOBMHM BENUKOI KifbKOCTI - OOHAKOBUX
abo pi3HMX - 3axnLleHnX aMmiHo Ta/abo rigpoKCUIbHUX
rpyn. AKWO NPUCYTHI 3axUCHI rpynn BigpPi3HAOTLCA
ojJHa Big oAHOI, TO B 6aratbox BUMagkax BOHU MO-
XyTb OyTV BigLenneHi CenekTnsHO.

MoHaTTa "amiHo-3axucHa rpyna" y uinomMy Bigomo
i BIQHOCUTLCA OO rpyn, SKi € NpuaaTHUMK ANg 3axuMcTy
(bnokyBaHHS) amiHOrpynuM Bif XiMiYHWX peakuin, ane
AKi Nerko BMaansatoTbLCs nicns Toro, Ak 6baxaHa ximiy-
Ha peakuis 6yna npoBefeHa B iHLLIN YAaCTUHI MONEKY-
nu. TMNOBMMU TakMMM rpynamu €, 3oKkpema, He3aMi-
LeHa abo 3amilweHa aunsibHa rpyna, apusbHa rpyna,
aparkokcumeTurbHa rpyna abo apankineHa rpyna.
Ockinbkn amiHO-3ax1CHi rpynu BuAansTs nicns 6a-
XKaHoi peakuii (4 NOCriAOBHOCTI peakuiin), To ixHin
T™MN i pO3Mip He €, KpiM TOro, KPUTUYHUMW; OHaK,
nepesara Bi44aeTbcs TUM, WO matoTb 1-20, ocobrmeo
1-8, atomiB Byrnevwo.

MoHaTTa "aumneHa rpyna” cnig po3ymitv B camo-
MY LLMPOKOMY PO3YMiHHI B 3B'A3KY 3 JAHWM CNOCOOOM.
BoHo BKkMYae aunnbHi rpynu, NoxigHi Big anidgatny-
HUX, apanicdatmyHmMx, apoMaTuiHnx abo reTepoLK-
niyHnx kapboHoBMX KMCNoT abo cynb(OHOBUX KUC-
IoT, i, 30Kpema, anKkoKcuKapOOHinbHi,
apunokcukapOoHinbHi 1 ocobnneo aparnkokcukapbo-
HiNbHI rpynu. Tpuknagamn TakMX auunbHUX pyn €
ankaHoin, TakMi SK aueTun, nponioHin i Gyrmpun;
aparnkaHoin, Takum sk eHinaueTun; apoin, Takum sk
©6eH30in i Tonin; apunokcankaHoin, Takun sk POA;
arnkoKCVKapOOHin, Takui K MeTOKCMKapOOHin, eTok-
cukapboHin, 2,2,2-tpuxnopeTtokankapborin, BOC
(TpeT-6yTOKCUKapPOOHIN) | 2-oaeTokcukapboHin; apa-
NKOKcuKapboHin, Takmi sik CBZ ("kap6obeH3okcn"), 4-
meTokcmbeHannokcvkapboHin i FMOC; i apuncynb-
doHin, Takmn gk Mir. [lepeBaxHumMn amiHo-
3axvcHumu rpynamm € BOC i Mir, kpim Toro, CBZ,
Fmoc, 6eH3un i auetun.

MoHaTTa "rigpokcun-3axvcHa rpyna" Takox Yy ui-
NOMY BiIOMO i BIJHOCUTLCS 4O TPYM, WO € NpuAaaTHU-
MW ANS 3aXMCTy TAPOKCUIBbHOT rpynn Big XiMiYHWUX
peakuin, ane siki nerko BMAAnATbLCA NiCns TOro, K
baxaHa ximiyHa peakuia Gyna npoBefeHa B iHLIN
YaCTUHi Monekynu. TUNOBMMM TakKUMW rpynamu € 3a-
3Ha4yeHi BMLIE Hes3aMilleHi abo 3amileHi apunbHa,
aparkineHa abo auunbHa rpynu, KpiM TOro, Takox
ankineHi  rpynu. Tlpupoga i po3mip rigpokecun-
3aXUCHUX TPYM HE € KPUTUYHUMW, TOMY LLIO iX BuAa-
naTb nicna 6axaHoi XiMiyHOT peakuii abo nocnigos-
HOCTI peakLuii; nepesara BiggaeTbCca rpynam, Lo ma-
totb  1-20, ocobnueocti 1-10, aTomiB ByrmeLto.
Mpuknagamu rigpoKCUN-3axMcHUX rpyn €, y Yuchi
iHWMX, 6eH3un, 4-meToKkCMGEH3nnN, N-HiTPobeH30iIN, n-
ToNnyoncynbdoHin, TpeT-6yTnn i auetun, e 6eH3un i
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TpeT-6yT!n € 0cobnMBO NepeBaKHUMU.

Cnonyku copmynu | BUAINAKTb Y BiNlbHOMY CTaHi
3 IXHiX yHKLiOHANbHNX NOXIOHUX - Y 3aNeXHOCT Bij
BMKOPMUCTOBYBAHUX 3aXMCHWUX TPyn - Hanpuknag, 3a-
CTOCOBYHOUYM CUITbHI KUCMOTW, NEPEBaKHO 3aCTOCOBY-
toun TOY abo nepxrnopHy KUCMOTY, ane TakoX BMKO-
PUCTOBYIOTb iHLUI CUIbHi HEOPraHiYHi KUCNOTH, TakKi SK
consiHa kucroTa abo cipyaHa kucnoTa, culbHi opra-
HiYHi KapOOHOBI KMCNOTK, TaKi AK TPUXIIOPOLTOBA K-
cnota, abo cyrnbdoHOBI KUCMNOTU, Taki Ak 6eH3on- abo
n-tonyoncynbgoHoBa kucnoTa. [NpucytHicTe gopaTt-
KOBOTO iHEPTHOTO PO3YMHHVKA AOMYCKAETHLCS, ane He
3aBkam HeobxigHa. MPUAHATHUMMW iHEPTHMMM pO3-
YMHHWKaMM NEePeBaXXHO € OpraHiyHi, Hanpuknag, Kap-
OOHOBI KMCNOTW, Taki K ouTOBa KMCroTa, NpocTi edi-
pu, Taki sk TeTparigpodypaH abo fiokcaH, amigy, Taki
ak OM®A, ranoreHoOBaHi BYrmeBOAHiI, Taki ik AMxnop-
MeTaH, KpiM TOro, TaKoX CMUPTU, Taki SK MeTaHon,
eTaHon abo isonponaHon, i Boga. TakoX MPUAHATHU-
MW € CyMilli 3a3HaYeHUX BULLUE PO3YMHHWKIB. TPY
nepeBaXXHO BMKOPUCTOBYIOTL Y HaAnNuWwKy 6e3 fopa-
BaHHS iHLLIOMO PO3YMHHKKA, i MEPXIOPHY KMUCMOTY ne-
peBaXHO BUMKOPUCTOBYKOTb Y BUMSAAI CYMilli oLTOBOT
Knucnotun i 70% nepxrnopHOT KUCNOTU B CNiBBIOHOLUEHHI
9:1. TemnepaTtypa peakuii 4na 34iMCHEeHHA po3Luen-
JNeHHSA NepeBaXkHO 3HaX0AUTbLCA B iHTEpPBani MK Npu-
6nnsHo 0 i npubnusHo 50°, nepeBaxkHO Mk 15 i 30°
(kimHaTHa TemnepaTypa).

BOC, OBut i Mtr rpynn MoxyTb, Hanpuknag, ne-
peBaxHO OyTV BiALlenneHi Nnpyu BUKOpUCTaHHi TOY B
anxnopmeTtaHi abo BMKOPUCTOBYIOYM NpuGIM3HO 3-5
H. HCI y piokcani npn 15-30°, i FMOC rpyna moxe
Oy BiglenneHa, BUKOPUCTOBYOYM NpMOGMU3HO 5-
50% po3uuH gumeTunamiHy, gietunamidy abo nine-
puauHy B AM® A npu 15-30°.

BaxvicHi rpynu, WO MOXYTb OyTWM BUNyYeEHi rigpo-
reHoniTuyHo (Hanpuknag, CBZ, 6eH3nn abo BuaineH-
HS Yy BiflbHOMY CTaHi amigMHo rpynu 3 ii okcagjasorsbs-
HOrO  MOXigHOro), MOXyTb Oyt  BigLenneHi,
Hanpuknaz, o6pobkoo BOAHEM Y NPUCYTHOCTI KaTani-
3aTopa (Hanpuknag, KaTtanisatopa Ha ocHoBi 6naro-
poOOHOro MeTarny, Takoro sik managii, nepeBaxHo Ha
OCHOBI, Taki sk Byrinnsa). Mpyn upomMy npuaaTHIMM
PO3YMHHMKAMMN € PO3YMHHUKM, 3a3HaYeEHi BULLE, 30K-
pema, HanpvKnag, cnupTu, Taki sk MeTaHon abo eTa-
Hon, abo amigm, Taki sk QM®A. lNigporeHoni3 B OCHO-
BHOMY MPOBOAMTLCS MpW TemnepaTypax B iHTepBani
Mk npubnumsHo 0 i 100° i TMcky Mk npubnmaHo 1 i
200 6ap, nepeBaxHo npu 20-30° i 1-10 Gap. [igpore-
Honiz CBZ rpynu BiabyBaeTbca ycniluHO, Hanpwknag,
Ha 5-10% Pd/C y meTaHoni abo npu BUKOpUCTaHHI
dopmiaTy amoHito (3amicTb BogHw) Ha Pd/C y meTa-
Honi/OM® A npu 20-30°.

Mpvknagamu NpuaaTHUX iIHEPTHUX PO3YMHHUKIB €
BYIMEBOAHI, Taki sk rekcaH, neTponenHun edip, 6eH-
305, Tonyon abo KCunonm; XNopoBaHi BYrNeBOAHI, Taki
AK TpUXnopeTuneH, 1,2-guxnopeTaH, TeTpaxnopMme-
TaH, TpudptopmeTnnbeHson, xnopodopMm abo AMxmo-
pMeTaH; CNupTK, Taki Sk MeTaHor, eTaHon, i3onpona-
HOM, H-nMponaHon, H-6yraHon abo TpeT-OyTaHom;
npocTi edipy, Taki gk gieTunosui edip, giisonponino-
BMI edip, TeTparigpodypaH (TIFP) abo giokcaH; rni-
Konesi edoipu, Taki AK €TUNEHNIKONb MOHOMETUOBUI
abo mMoHoeTunoBui edip abo eTUneHMmikoNbAMMeTU-
noeuin edpip (oUrniM); KeToHW, Taki sik aueToH abo

OyTaHoH; amigu, Taki sk aueTamia, gumeTnnaueTtamia,
N-memmmniponmgoH (NMP) abo gumetnndopmamig
(OM®A); HiTpUNK, Taki 9K aueToHITPUN; CyrnbdoKcu-
an, Taki sk gumetuncynbdokeng (AMCO); cipkoByr-
neub, KapboOHOBI KMCMOTK, Taki K MypaluMHa KucnoTa
abo ouTtoBa KMcnoTa, HITPOCTONYKK, Taki AK HiTpOMe-
TaH abo HiTpoGeH3on; ckrnagdHi edipy, Taki Sk eTnna-
ueTaT, abo cymilli 3a3Ha4YeHNX PO3YNHHUKIB.

CknagHi edhipy MOXYTb NiggaBaTUCS OMUIMEHHIO,
Hanpwknag, BMKOPWUCTOBYIOUM OLITOBY KUCROTy abo
BukopucToBytoun NaOH a6o KOH y Bogi, Bogi/TT®
abo Bogi/giokcaHi Npy TemnepaTypax B iHTepBani Mk
0i100°.

BinbHi amiHOrpynn moxHa, KpiM TOro, auuniosatu
3BMYaiHMM cnocobom, BUKOPUCTOBYOYM XIOpaHria-
pug abo aHrigpung kmcnot, abo arkinooeaTtu, BUKOpU-
CTOBYIOUM He3amileHun abo 3amilleHuni ranoigarnkin,
abo BeoanTn B peakujto 3i CH3-C(=NH)-OEt, nepeBsa-
KHO B iHEPTHOMY PO34YMHHKKY, TAKOMY SIK AUXIIOpMe-
TaH abo TI® Ta/abo B MPMCYTHOCTI OCHOBM, TaKoi SK
Tpuetunamin abo nipuauH, npun Temnepatypax Big -60
go +30°.

OcHoBa copmynu | moxe Oyt nepeTeopeHa i3
3aCTOCYyBaHHSIM  KMCMNOTM B 3B'i3@HY KUCMOTHO-
afMTUBHY CiNb, Hanpuknag, LWnsixoM pearyBaHHs ek-
BiBaNeHTHUX KiNbKOCTEN OCHOBU i KNCMOTU B iHEPTHO-
MY PO3YMHHVKY, TaKOMY SIK €TaHOr, 3 HAaCTYIMHUM pO3-
naptoBaHHaM. [pUAHATHUMMK KUcrmoTammn Ang  uiei
peakuii €, 3okpema, Taki, KOTpi yTBOpIOIOTL didiosori-
YHO MPUNHATHI coni. Takum YMHOM, NpeacTaBnsETbCA
MOXITMBAM BWKOPUCTOBYBATM HEOPraHiyHi KUCMoTw,
Hanpuknag cipyaHy KUCMOTY, a30THY KUCMOTY, rano-
reHOBOZHEBiI KMUCMOTW, Taki sik consHa kucroTa abo
OpomuncTo-BoAHEBA kncnoTa, GocdopHi KUCHOTK, Taki
K opTodpoccopHa kucroTa, abo cynbdamiHoBy Kuc-
NoTy, KpiM TOro, opraHiyHi KUCNOTKU, 30KkpeMa aniga-
TWUYHI, anuUMKNiYHIi, apanigaTnyHi, apomaTuyHi abo
reTepoLVKIIiYHI OAHOOCHOBHI abo GaraTooCHOBHI Kap-
60HOBI, cyrnbdoHoBI abo cipyaHi KNCMOTW, HanpuKkrag
MypallMHa KucroTa, ouToBa KMCMoTa, MponioHOBa
KMCroTa, niBaniHoBa KucroTa, AieTMnouToBa Kucro-
Ta, MaroHoBa KucnoTa, OypwTMHOBa KMcnoTa, niMme-
niHoea kucnoTa, pymapoBa Kucriota, maneiHosa Kui-
crnoTa, MOJoYHa KMCroTa, BMHHA KucnoTa, sibnydHa
KMUCMOTa, NMMOHHA KWCMOTa, [MIKOHOBA KMCMoTa,
ackopbiHOBa KuMcroTa, HIKOTMHOBA KWUCMOTA, i30HIKO-
TUHOBa KUCNOTa, MeTaH- abo eTaHCcynb(oHOBa KUC-
noTa, eTaHgucynbgoHoBa KucnoTa, 2-
rigpokcieTaHCynbGOHOBa KuUcroTa, OeH30mcynbgo-
HOBa KucroTa, n-TonyoncynboHoBa KUcnoTa, Had-
TaniHMOHO- i -aMCyNbOHOBI KUCNOTK, i Naypuncynb-
¢oHOoBa KucrioTa. Coni 3 disionoriyHo
HENPUAHATHYMW KUCIOTaMK, Hanpwknag, nikpaTu,
MOXYTb 3aCTOCOBYBaTUCS ANs BuAineHHs Tta/abo
OUULLEHHSA crnonyk chopmynu |.

3 iHworo 60oky, cnonykn gopmynu | Moxyts Oytn
nepeTBOpeHi Yy BIiAMOBIAHI coni meTtany, ocobnueo
coni nyxHoro MeTany abo nykHo3eMenbLHOro MeTany,
abo y BIiANOBIOHI aMOHieBi coni, BMKOPUCTOBYHOUU
OCHOBMW (Hampuvknag, rigpooKuc HaTpilo, TiApOOKNC
Kanito, kapboHaT HaTpito abo kapboHaT karnito). Takox
npeacTaBns€TbCd MOXMMBUM BUKOPUCTOBYBaTU pisi-
OJIOMYHO NPUNHSTHI OpraHiYHi OCHOBW, Taki SK, Hanpu-
Knag, eTaHOMNyMiH.

BuHaxig Takox BiAHOCMTbCA OO NPOMDKHUX CMO-
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D aBnsae coboto deHin, nipuavn, TieHin, dypun
abo imigasonin, KOXKHUN 3 AKUX ogHo3aMilleHUn abo
aBo3amiweHunn Hal,

R’ siBnsie coGoto H, OH, OA, ankin, wo mae 1, 2,
3,4, 5 abo 6 aTomiB Byrneuto, abo eTUHin,

R? aensie coboto H, OH, OA ab6o arkin, wo mae
1,2, 3, 4,5 abo 6 atomiB ByrneLto,

o
w

siBnsie coboto niponignH-1,2-giin, ninepuannH-1,2-
[iin, okcasonignH-3,4- abo 3,5-4iin,

G aBnsie coboto (CH2)n, (CH2)nNH-, -CH=CH- abo
-CH=CH-CH=CH-,

Xasnsie coboto COOH,

A aBnsie coboto arkin, wo mae 1, 2,3,4,5 abo 6
aToMiB ByrmeLuto,

Hal aensie coboto F, Cl, Br a6o |,

n sBnsie coboto 0, 1 abo 2, i ixHimM i3omepam i co-
nam.

Hawnbinbw nepesaxHUMK € Crnonyku, BubpaHi 3
rpynu, WO BKIOYaE:

3-(4-xnopdeHinkapbamoin)okcasonignH-4-
KapboHOBY KNCIOTY,

3-(5-xnopTiodheH-2-kapbOoHin)okcasonianH-5-
KapOOHOBY KMCMOTY,

i ixHi isomepwu i coni.

Cnonykun onucaHi B npvknagi 2.

BuHaxig Takox BiAHOCUTLCA A0 CMONYK:

(2R,4S)-BOC-4-eTuHin-4-rigpokenniponignH-2-
kapboHoBa KucnoTa,

(2R,4R)-BOC-4-eTnHin-4-rigpokcuniponignH-2-
kapboHOBa KUcrnoTa,

ankin(2R,4S)-BOC-4-eTvHin-4-
rigpokcuniponignH-2-«kap6okcunar,

ankin(2R,4R)-BOC-4-eTnHin4-
rigpokcuniponiaMH-2-«apbokecunar,

ne arkinmae 1, 2, 3, 4, 5 abo 6 atomiB Byrneuo,
i ix i3omepam i consam.

OpepxaHHa onucaHe B npuknagi 8a.

BuHaxig Takox BigHOCUTLCA 4O NPOMDKHUX Cro-
nyk oopmynm 1-2

Ex

F{“{ ;-x—-v——r
w
|

H

I-1

B AKiN

R' aense cobot H, =0, COOR?, OH, OA, NHoy,
ankin, wo mae 1, 2, 3, 4,5 abo 6 atomis Byrnewto, Ns,
eTunHin, BiHin, aninokcu, NHCOA, NHSO2A,

OCH2COO0A abo OCH2COOH,

R? sensie coboto H, OH, OA a6o arkin, wo mae
1,2,3,4,5 abo 6 atomiB ByrneLuto,

R'i R? pas3oMm anbTepHaTUBHO ABNSAOTL COOOH
CnipouuknivyHo 3B'a3aHe 3-X - 6-Tn YneHHe KapOouvK-
nivyHe Kinbue,

R® aensie co6oro H a6o A,

®
w

aBnsge cobowo niponigMH-1,2-4iin, ninepuamH-1,2-
Aiin, okcasonianH-3,4- abo 3,5-4iin,

X asnsie coboto CONH,

Y siBnsie coboto 1,3- abo 1,4-cheHineH, Wwo Hesa-
MilleHMn abo opaHo3aMmilleHui abo aBo3amilleHUN
MeTUMnoM, TpudTopMeTUnom, etunom, nponinom, Cl
abo F,

T aBnse coboto ninepnaunH-1-in, niponignH-14n,
1H-nipuauH-1-in, mopdonin4-in, ninepasnH-14n, 1,3-
okcasoniaumH-3-in, 2H-nipuaasuH-2-in, nipasuH-1-in,
asenaH-1-in abo 2-azabiupkno [2.2.2]okTaH-2-in, KoX-
HUI 3 SIKMX OQHO3aMileHWA abo ABO3aMilLeHWIA Kap-
OOHINbHUM KUCHEM,

A aBnsie coboto arkin, wo mae 1, 2,3, 4,5 abo 6
aTomiB ByrreLto,

Hal siBnsie co6oto F, Cl, Br abo |,

n sinsie coboto 0, 1 abo 2,

i ixHiM i3omepam i conam.

BuHaxig Takox BigHOCUMTLCS, 30Kpema, 40 NpoMi-
XHuX cnonyk dopmynu |-2a

e
H"{ §'x—-vﬂ—'r
w
|

H

B AKiN

R' sBnsie co6oto H, =0, COOR®, OH, OA, NHx,
ankin, wo mae 1, 2, 3, 4, 5 abo 6 atomis Byrneuto, Hs,
eTuHin, BiHin, aninokcu, NHCOA, NHSO2A,
OCH2COOA a6o OCH>COOH,

R? asnsie coboto H, OH, OA abo arkin, wo mae
1,2,3,4,5 abo 6 atomis Byrneuyo,

R® siensie co6oto H a6o A,

@
w

aBngae coboto niponianH-1,2-gjin,

Xasnse coboto CONH,

Y siBnsie coboto 1,3- abo 1,4-cheHineH, Wwo Hesa-
MilleHMn abo opHo3aMmilleHui abo aBo3amilleHUR
MeTunoMm, TpudTopMeTunom, etunom, nponinom, Cl
abo F,

T aBnse coboto ninepnaunH-1-in, niponignH-14n,
1H-nipuauH-1-in, mopdoniH4-in, ninepasnH-14n, 1,3-
oKcasonignH-3-in, 2H-nipngasnH-2-in, nipasuH-1-in,
asenaH-1-in abo 2-a3abiumkno[2.2.2]JokTaH-2-in, KoxX-
HUI 3 SIKMX OJHO3aMileHW abo ABO3aMilleHWI Kap-
OOHINbHUM KNCHEM,

A aBnsie coboto arkin, wo mae 1, 2,3,4,5 abo 6
aTomiB Byrneyto,
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Hal sBnsie coboto F, Cl, Br abo |,

n asnsie cobotro 0, 1 abo 2,

i iXHiM i3omepaM i conam.

Haibinbw nepeBaxHUMK € crnonyku, BubpaHi 3
rPYnu, WO BKIIOYAE:

N-[4-(3-okcomopdoniH-4-in)deHin]-(S)-
niponiguH-2-«kapbokcamig,

N-[4-(3-okcomopdponiH-4-in)deHin]-(R)-
niponiguH-2-«kapobokcamig,

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-4-
rigpokcuniponiaMH-2-«ap6okcamia,

N-[4-(3-okcomopdponiH-4-in)deHin]-4-
rigpokcmniponiavH-2-kapbokcamia,

N-[4-(3-okcomopdponiH-4-in)dpeHin]-(R)4,4-
AnmeToKcuniponianH-2-kapbokcamia,

N-[4-(3-okcomopdoniH-4-in)deHrin]-(2R,4R)-4-
MeToKcMniponiamH-2 -kapbokcamif, i ixHi isomepn i
coni.

OpepxaHHs onucaHe, Hanpuknag, y npuknagi 1 i
7.

Cnonykn copmynu | BignoBigHO A0 BUHAXOAY i
crnonyku 3a nyHkTamu 24 i 25 moxytb 6yt xipanbHu-
MW 3aBASKN iX MONEKYNSAPHIA CTPYKTYpI i, BIANOBIAHO,
MOXYTb 3YCTPi4aTUCA B Pi3HUX eHaHTiIOMepHux ¢op-
Max. TOMy BOHM MOXYTb iCHyBaTM B paLeMiyHili abo B
OMNTUYHO aKTUBHIN popMi.

Ockinbkn hapmaueBTMYHA aKTUBHICTb paueMarTiB
abo cTepeoizomepiB CNOMyK BiAMOBIAHO OO BUHAX0O4y
MOXe€ BiJpI3HATUCH, TO MOXe BYyT Kpawwmm BUKOpUC-
TaHHA eHaHTioMepiB. Y UMX BUNagKax, KiHueBuin npo-
AYKT abo HaBiTb MPOMDKHI NPOAYKTU MOXYTb OyTu
po3aineHi Ha eHaHTIOMEPHi Cronykn XiMiyHuMu abo
disnyHMMK cnocoGamu, BigoMuMuK daxiButo B AaHil
ranysi TexHiku, abo HaBiTb BUKOPUCTOBYBATUCH, SIK
Taki, y cMHTe3i.

Y Bunagky pauemiyHMX aMiHiB, Aiactepeomepwu
BUAINAOTb i3 CyMili peakuielo 3 ONTUYHO aKTUBHWUM
po3ginatoumMm  areHtom. [lpuknagamu npugaTHuX
pPO34iNsYNX areHTiB € ONTUYHO aKTUBHI KUCIIOTU, TaKi
Kk R i S dopmn BMHHOI KUCIOTW, AiaueTUNBUHHOT
KNUCNOTW, [OUOEH3OINBUHHOT KWUCMOTW, MUraanbHOT
KMCNOoTU, s6MNy4HOT KMCMOTN, MOJTOYHOT KMCMNOTU, Npu-
AaTtHux N-3axulieHux amiHokucnoT (Hanpuknag, N-
6eH3oinnponiHy abo N-6eH3oncynbdoHiNNponiHy),
abo pi3Hi oNnTMYHO aKTMBHI KamdopCynbdOHOBI KNC-
not. Takox nepeBaXXHUM € XpomaTorpadiyHun pos-
Ain eHaHTioMepiB 3a JONOMOrOK ONTUYHO aKTUBHOIO
po3ainayoro areHTa (Hanpwknag, AMHITpobeH3oin-
deHinmiumHy, TpuaueTaTy Lentono3un abo iHWux no-
XiAHWMX BYrNeBoAHIB abo XipanbHO MOAMdIKOBaHNX
nonivepis MeTakpunarty, iMMob6iniaoBaHMX Ha cunika-
reni). MNpuoaTHUMKU ANs Uiei MeT entoeHTaMmu € BOOHI
abo cnupToBi CyMilli PO3YMHHUKIB, Taki siK, Hanpu-
Knapa, rekcaH/isonponaHon/aueToHiTpun, Hanpuknag,
y cniBBiAHOLEHHI 82:15:3.

BuHaxig Takox BiQHOCMTLCH [O 3aCTOCYBaHHS
cnonyk copmynmn | i cnonyk 3a nyHkTamm 24 i 25
Ta/abo ix disionoriyHo NPUMHATHUX comnen Ans npu-
roTyBaHHs nikapcbkoro 3acoby (dapmaueBTUYHOrO
npenapaTty), 30Kpema, 3a [JOMOMOrol HexiMiYyHMX
mMeToaiB. BoHn MoxyTb Byt nepeTBOpeHi B npuaaTHy
Ao030BaHy OpMYy pa3oM i3 NpuHavMHi OOHUM TBEp-
OnM, pigkum Ta/abo HaniBpigkuM HamnoBHOBa4YeM abo
OOMOMPKHOK PEYOBUHOIO i, 3@ HEOOXIAHOCTI, y KOMGi-
Hauii 3 oaHUM abo AeKinbkomMa iHWMMW aKTUBHUMMU

KOMMOHEHTaMW.

BuHaxig, kpiMm Toro, BigHOCUTLCHA [0 NiKAPCbKUX
3acobiB, WO MICTATb NPUHANMHI OaHY cnonyky dop-
Mynu | abo cnonyky 3a nyHkTamu 24 i 25 ta/abo ii
dapMaLeBTUYHO NPUNHATHI NOXiOHI, cONbBaTK, COni i
cTepeoisoMepu, BKIHOYalouy ixHi Cymili y BCiX cniB-
BiAHOLUEHHAX, i, NpU HeobGXAHOCTI, HanoBHHOBaui
Ta/abo AONOMDKHI PEYOBUHM.

Lli npenapaTt MOXYTb 3aCTOCYIOTbCS SIK NIKAPCbKi
3acobu npu nikyBaHHi nogen abo y BeTepuHapii.
MpupaTHi HanoBHIOBaui SBMSAOT COOOK OpraHiyHi
abo HeopraHiYHi peyvyoBUHM, WO € NpuaaTHUMKU O5s
eHTepanbHOro (Hanpwknag, nepoparnbHOro), napeH-
TapanesHoro abo micueBoro BBeeHHs i He pearyloTb 3
HOBVMMW CroNyKamu, Hanpuknag, Boda, POCAVHHI onil,
OEH3UMOoBI CNUPTW, ankineHrmikonm, nonieTUNeHrniko-
nm, rmigeponTtpuaueTaT, XenaTuH, BYrMeBOAHi, Taki
AK NakTo3a abo Kpoxmarnb, cTeapaT MarHito, Tarbk
abo BaseniH. MpuaaTHMMKM NS nepopanbHOro BBe-
OEHHa €, 30Kpema, TabneTku, nirynku, Tabnetkn 3
NOKPUTTSAIM, Karcynu, MOPOLUKA, TpaHynu, cuponu,
coku abo kpanni, npuaaTHMMK O pekTanbHOoro Bee-
OEHHA € cyrno3uTopil, npugaTHUMK ANs napeHTepa-
NbHOTO BBEAEHHSI € PO3YMHM, MEPEBAKHO HA Macrns-
Hih ocHoBi abo BOAHI pPO3YMHM, @ TaKOX CYCreHsii,
emynbcii abo iMnnaHTaT, i NpuaaTHUMK ans micue-
BOro0 BBEAEHHS € Masi, kpemu abo nopowku, abo Ta-
KOX iHTpaHasanbHi aeposoni. Hosi cnonykM Takox
MOXYTb Oyt niodinizoBaHi 1 ogepxaHi nioginisatn
MOXYTb BMKOPUCTOBYBATUCS, Hanpuknaa, Ans npuro-
TyBaHHA iH'ekUiMHMX npenapaTiB. 3a3HayeHi npena-
paTn MOXYTb cTepunidyBaTuca Ta/abo BknwoyaTty Oo-
NOMDKHI peYOBUMHU, TaKi SK 3MmallyBanbHi PeYOBUHU,
KOHCepBaHTW, cTabinizaTopu Ta/abo 3mouyBanbHi
peyvoBMHUN, emynbcudikaTopu, coni Ana mMoaudikauii
OCMOTMYHOIO TUCKY, BydepHi peyoBMHM, GapBHUKK 1
apomaTtunsaTtopu Ta/abo BenvKka KifbKiCTb iHLIMX aKTU-
BHMX KOMMOHEHTIB, Hanpuknag oamH abo kinbka BiTa-
MiHiB.

Cnonyku cdopmynu |, a Takox Cnonyku 3a nyHK-
TaMu 24 i 25 i ix di3ionoriyHo NpUMHATHI CoNi MOXYTb
3aCcTocoByBaTUCH [ANA MiKyBaHHA | npodinakTuku
Tpom60oemMBonivyHNX 3aXBOPIOBaHb, TaKUX SK TPOMBO3,
iHbapKT Miokapaa, apTepiocknepos, 3ananeHHsi, ano-
nnekcis, CcTeHokapgisi, pecTeHo3 nicnsg nnacTUYHUX
onepauin Ha cyaMHax, nepeMbkHa KynbraeiCTb, Mir-
peHb, NyXNWH, NYXIMHHUX 3aXBOPIOBaHb Ta/abo nyx-
NMHHUX MeTacTas.

Y uinomy, peyoBuMHW BIANOBIAHO OO BUHaxXody
nepeBaXXHO BBOAATLCA B A03aX y Aiana3oHi npnbnus-
Ho 1-500mr, 3okpema 5-100Mr Ha fo30BaHYy OAMHULO.
[oboBa Oo3a nepeBaXHO 3HAXoOUTLCSA B AianasoHi
0,02-10mr/kr Barv Tina. OpHak iHAMBIAyanbHa [03a
AN KOKHOro nauieHTa 3anexuTb Big Garatbox dgak-
TOpiB, Hanpuknag, Bi4 €deKTUBHOCTI KOHKPETHOI 3a-
CTOCOBYBAHOI CMONYKW, Big BiKy, Barv Tina, 3aranbHo-
ro cTaHy 300pOB's, CTaTi, XapyyBaHHS, Yacy i cnocoby
BBeJEHHS, BiJ LWBWAKOCTI BUAINEHHS, CMONyYeHHs
nikapcbkunx 3acobiB i BaXKKOCTi KOHKPETHOIO 3axXBOPHO-
BaHHS, WO NigOaeTbca JikyBaHH. MNepopansHe BBe-
OEHHS € NePEeBaXHUM.

Kpim Toro, BMHaxig BigHOCUTbCA 00 NiKapCbKUX
3acobiB, WO MICTATb NpUHaANMMHI oaHy cnonyky dop-
mynu | abo crnonyky 3a nyHkTamu 24 i 25 Ta/abo ii
dapmaLeBTMYHO NPUMHATHI NOXigHI, conbBaTK, CONi i
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cTepeoisoMmepn, BKIOYauM ixHi Cymili y BCiX cnis-
BiQHOLIEHHSIX, i NPUHAMMHI OOUH OOJATKOBUMN aKTUB-
HUI KOMMOHEHT Nikapcbkoro 3acoby.

BuHaxig TakoX BiAHOCUTbCA A0 KOMNMeKTy (Ha-
6opy), Lo cKNagaeTbCs 3 OKpeMUx nakeTiB

(a) edekTMBHOI KinbKoCTi cnonyku popmynm | abo
Cnonyku 3a nyHkTamu 24 i 25 ta/abo ii hapmavesTu-
YHO NpMOaTHUX NOXIOHMX, CONbBATIB, CONIEN i cTepeo-
i3oMepiB, BKOYaK4M ixXHi Cymiwi y BCiX CMiBBiAHO-
LLEHHSIX,

i

(6) edeKTMBHOT KiNbKOCTI 4OJATKOBOIO aKTMBHOIO
KOMTMOHEHTa NikapcbKoro 3acody.

KomnnekT Bkntoyae npuaaTHi EMKOCTI, Taki K KO-
pobKK, iHOMBIQyanbHi NnAWKKM, naketm abo amnynu.
KomnnekT moxe BkNoYaTtW, Hanpukrag, OKpemi am-
nynu, KOXKHa 3 SKUA MICTUTb edEeKTUBHY KifbKiCTb
cnonykn chopmynu | abo ogHiei 3i cnonyk 3a nyHkTa-
Mn 24 i 25 Ta/abo ii bapmaueBTMYHO NpuagaTHUX MNo-
XiOHWX, CONbBATIB i CTEpPeO0i3oMepiB, BKMYAOUN iXHi
Cymili y BCiX CNiBBIAHOLWEHHSX, i €eKTUBHY Kifb-
KiCTb I0aTKOBOrO aKTMBHOIO KOMMOHEHTa NikapCbKo-
ro 3acoby B po3unHeHit abo niodinizoBaHin opmi.

Kpim TOro, BMHaxia BigHOCUTLCS1 OO 3aCTOCYBaH-
HA crnonyk dgopmynu | i cnonyk 3a nyHkTamu 24 i 25
Ta/abo ix dhapmaueBTMYHO NpuaaTHUX NOXIAHUX, CO-
nNbBaTiB, COMen i CTepeoni3oMepiB, BKIOYAKYM iXHi
CymiWi y BCiX CNiBBIAHOLWIEHHAX, OANA MPUrOTyBaHHS
nikapcbkoro 3acoby Ans nikyBaHHs TpomM603y, iHdap-
KTy MioKapJa, apTepiockrnepoasy, 3ananeHHs, anonre-
KCii, cTeHokapgii, pecTeHo3a nicns nracTMYHnx one-
paui Ha cyamHax, NnepeMpkHOI KyrnbraBocCTi, MirpeHi,
NyXWH, NYXITMHHUX 3aXBOPHOBaHb Ta/abo MyxXmMHHUX
MeTacTas, y CnonydeHHi NpyHanMHi 3 ogHUM gopjat-
KOBVMM @KTUBHMM KOMMOHEHTOM MiKkapCbKOro 3acoby.

BuHaxig Takox BigHOCMTbCA A0 NiKapCbKoro 3a-
coby, wo wmicutb 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-
okcomopgoniH-4-in)deHin]}-(2R,4R)4-rigpokcu-

Va0 ODQ-QN%

niponignH-1,2-gukapbokcamia Ta/abo roro dapmade-
BTVYHO MPUWAHATHI MOXiAHI, CONbBaTK, COMi i CTepeo-
i3omepu, BKMOYa4M ixHi Cymiwi y BCiX CniBBiAHO-
LUEHHSX, | acnipuH.

BuHaxig Takox BiQHOCUTLCS OO 3aCTOCYBaHHA 1-
N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopchoniH-4-
in)peHin]}-(2R,4R)-4-rigpokcuniponiamH-1,2-
avkapbokcamigy Ta/abo 1horo capmaueBTMYHO npu-
JaTHUX NOXigHMX, CONbBaTiB, COMNeN i CTepeoi3oMepis,
BKITIOYAK0YM IXHi CyMiLLi y BCIX CMiBBIOHOLIEHHAX, ANs
NPUroTyBaHHSA nikapcbkoro 3acoby Ans nikyBaHHs
Tpomb0o3y, iHdapKTy Miokapaa, apTepiockneposy,
3ananeHHs, anonekcii, ctTeHokapaii, pecteHosa nic-
NS NNacTMYHWX onepauii Ha CcyauHax, nepemMikHol
KYNbraBoCTi, MirpeHi, NyxXnuH, NyXIUHHUX 3aXBopto-
BaHb Ta/abo NyXNMHHMX MeTacTtas, y KombiHauii 3
acnipyHom.

Mpwn 3a3HayeHHi BULLE | HWKYe, Y TemnepaTypa
HaBefeHa B rpagycax Lenbcia °C. Y HwkyeHaBene-
HMX Mpuknagax "3BuuyariHa obOpobka" o3Haudae, Lo
npu HeobxigHOCTI gopatots BoAy, pH, y 3anexHocCTi
BiJ CMONYKM KiHLEBOro NPOAYKTY, BCTAHOBMIOOTL, 3@
HeobXigHOCTI, Ha 3Ha4veHHi Big 2 oo 10, cymiw ekcr-
panyioTb eTunauetatom abo auxropmeTaHoM, dhasu
po34instoTb, OpraHiyHy ¢asy BUCYLWIYIOTb HaA Cymb-
daToM HaTpilo | BUNapIOKTh, | NPOAYKT ouMLLaoTb 3a
AonomMorot xpomarorpadii Ha cunikareni Ta/abo kpu-
cTanisauii. Rf 3HayeHHA Ha cunikareni; entoeHT. eTu-
nauetat/metanon 9:1. Mac-cnektpomeTpia (MS): El
(ionisaLia enekTpoHHUM ynapom) M

FAB (6ombapayBaHHS LWWBMAOKMMMK aToMaMW)
(M+H)"

ESI (enekTpopacnunioBankHa ioHizauis) (M+H)"
(SKLWO He 3a3HayeHe iHLe)

Mpwvknag 1

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)dpeHin]}-(R)-niponianH-1,2-gukap6okcamia  ("A1")
oJepXKyBanu aHanoriyHo HaCTYMHIN CxeMi:

DAPECI

1.1. 0,8r (5,2mMonnb) rigpaty 1-
nopokcmbeHsotpuasony, 1,12r (5,2mmorns) D-Boc-
nponiHy, 2r (10,4mmonb) rigpoxnopugy  N-(3-
anmeTtunamiHonponin)-N'-eTunkap6ogimigy
(DAPEC1) i 1,26mn N-meTvnmopdoniHy nocnigoBHO
pgogasanu go posumHy 1,0r (5,2vmornb)  4-(4-
aMmiHodeHin)MopdoniH-3-oHy B 25Mn anmeTtnndop-
Mamigy, i ogepXaHwi pOo3YMH nepemiwyBanu npu
KiMHaTHiIn TemnepaTypi npoTarom 12 roguH. MoTim
peakuiiHMn po34YnH yrnaploBanuM Hacyxo nig 3Huke-
HUM TUCKOM, 3anuok pecycneHayBanu B 10mn 5%-
HOro PO34YMHY rigpokapboHaTy HaTpito, i PO3UUH ria-
pokap6oHaTy HaTpito ABiYi ekcTparyBanu KOXHUA pas

Y Do
?\/N\Q\ﬁo

HC

10mn etvnaueTarty. NoTim 06'eaHani opraHivHi dasu
BMCYLWIYBanNM Hapj cynbdaTtoM HaTPilo i PO3UMHHUK
ynapioBanu, TBEPAUIA 3anuLLIOK po3TMpanu B Nopo-
wok 3 20mn pgietunoBoro edipy, ogepxyoun 1,4r
TpeT-6yTmn 2-[4-(3-okcomopaorniH-4-
in)deHinkap6amoin]niponiaMH-1«kapbokcunaty y Bu-
rnazai 6inoro nopowky; ESI 3 90.

1.2. 40mMn 4 H. consAHOT KMUCIOTM B AiokcaHi goaa-
Banu Ao po3uuHy 1,4r (3,60mmonb) TpeT-6ytun 2-[4-
(3-okcoMopdoniH-4-in)deHinkapbamoin]niponigmH-1-
kapbokcunaty B 20Mn fjokcaHy, i cymill nepemiLuy-
Banu npw KiMHaTHI TeMmnepaTypi NpoTarom 12 rognH.
Micns uen ocap BiAKINLTPOBYBaNM 3 BiACMOKTYBaH-
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HAM i nocrigoBHo npomueanu 10mMn giokcany i 10mn
aieTnnosoro edipy i BUCYWyBanM nNig 3HWKEHUM TUC-
KoM, opepxytoun 1,1r rigpoxnopugy N-[4-(3-
okcomopdoniH-4-n)deHin]niponiguH-2-«kap6okcamigy
y Burnagi 6inoro nopouuky; ESI 290.

1.3. 95mr (0,61mMmonb) 4-xnopdpeHinisoujaHaTy
pofdasanu Ao posdmHy 200mr (0,6 1Mmonb) rigpoxno-
puay N-[4-(3-okcomopdponiH-4-in)deHin]niponignH-2-
kapbokcamigy i 1Mn TpueTmnamiHy B 5mn meTuneH-
xnopway, i peakuiiHui po3yYMH nepemillyBanu npu
KiMHaTHIN TemnepaTtypi NpoTaroMm ABOX roguH. oTim
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peakuimHMn po3ynH npommBarm 5S5mn 1 H. consHoi

KMCMOTK i 5Mn BoAW, i PO34MH MeTUneHxnopuay Bu-
cywyBanu Hag cynbgaTtomM HaTpito. licnsa uboro pos-
YMHHUWK ynaprBanu nig 3HWKEeHUM TUCKOM, HeouunLLe-
HUR nNpoayKT nepekpucTanioByBanu 3
eTaHony/gieTmnosoro edipy, ogepxytoun 12 Omr 3a-
3HauyeHOi B 3aronosky cnonyku ("A1") y Burnsgi 6ino-
ro nopouuky; ESI443; tn,. 227,6°.
HacTynHi cnonyku ogepxyBanv aHanoriyHo
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcoMopdoniH-4-in)-geHninl}-(R)-niponignH-1,2-
avkapbokcamin, ESI 457, t,. 147° (po3knagaHHs);
1-N-[(4-xnopdeHin)]-2-N-{[3-cdTop-4-(3-
okcoMmopgoniH-4-in)-geHninl}-(R)-niponignH-1,2-
avkapbokcamig, ES1461, tir. 155°;
1-N-[(4-xnopdpeHin)]-2-N-{[2-dTop-4-(3-
okcomopdoniH-4-n)dperin]}-(R)-niponignnH-1,2-
avkapbokcamin, ES1461;
1-N-[(4-xnopdeHin)]-2-N-{[3-tpucpropmeTnin-4-(3-
okcomopdoniH-4-n)-cpeHin]}-(R)-niponignH-1,2-
ankapbokcamig, ESI 511, tn. 147°;
1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-ceHinl}-(R)-ninepngnH-1,2-
ankapbokcamig, ESI1471, thn. 140°;
1-N-[(4-xnopdpeHin)]-2-N-{[4-(2-okco-2H-nipngnH-
1-in)cpenin]}-(R)-niponianH-1,2-gukap6okcamia,
221°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipa3uH-
1-in) eHinl}-(R)-niponigmH-1,2-ankapbokcamia, ESI
438, tn. 227°;
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
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okcomopdoniH-4-n)-cpeHin]}-(S)-niponiamH-1,2-
ankapbokcamin, ESI457; tn. 174°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipnanH-
1-in)dpeHin]}-4,4-oudrtop-(R)-niponiavH-1,2-
avkapbokcamin, ES1473;
1-N-[(4-xnopdeHin)]-2-N-{[2-¢dpTop-4-(2-0kco-2H-
nipuamH-14n)-geHin]}-(R)-niponiguH-1,2-
ankapbokcamig, ESI455;
1-N-[(4-xnopdeHin)]-2-{[4-(2-okco-3-veTokcn-2H-
nipnamH-14in)-cpenin]}-(R)-niponiamy-1,2-
ankapbokcamin, ES1467.
Mpuknag 1a
N-[4-(3-okcomopdoniH-4-in)deHrin]-(R)-1-(5-
xnopTiodeH-2-kapboHin)-niponianH-2-«kapbokcamiz

(IIAB1 ll)
0,71r (4,66MMOIb) rigpaty 1-
rinpokembeHsoTpuasony, 0,76r (4,66mmonb)  5-

xnopTiodeHkap6oHoBOi kucrnoTtn, 1,79r (9,33mMmorb)
rigpoxnopuay N-(3-gnmetnaminonponin)-N'-
etnnkapbogiiminy  (DAPEC1) i 1,13vun  N-
MeTunmopdoniHy NocnigoBHO AoAaBanu OO PO3YUHY
1,35r (4,66mMmorb) N-[4-(3-okcomopdponiH-4-
in)dpeHin]niponignH-2-«kapbokcamigy B 30mMn gumeTu-
ndopmMamigy, i oOAepKaHUM PO3YMH MepemillyBanm
npu KiMHaTHIN TemnepaTtypi npotarom 12 roauH. [Mo-
TiM peakuiilHWA PO34YMH ynaproBanu Hacyxo Mif 3HU-
KEHMM TMUCKOM, 3arMLIOK pecycneHgyBanvm B 10mn
5%-HOro po3uuHy rigpokapboHaTty HaTpito, i po3ymH
rigpokapboHaTy HaTpilo OBiYi ekcTparyBanu KOXHWA
pa3 10mn etunauetaty. [NoTim o6'egHaHi opraHiyHi
ha3u BuCywyBanu Hag Cynb(aToM HaTpPilo i PO3YMH-
HUK ynaptoBanu, TBEpAWM 3anuLLoK po3Tupanu B Mo-
powok 3 20mMn gietunosoro edipy, ogepxywoun 1,2r
(59,4%) "AB1", ES1434; tnn. 195.

Cnonyky N-[3-meTnn-4-(3-okcomopdoniH-4-
in)dpeHin]-(R)-1-(5-xnopTiodpeH-2«apboHin)  niponi-
AvH-2+«apbokcamin, ESI 448; tun. 113° (po3knagaHHs1)
O[epXXyBanu aHanorivyHo.

Mpwvknag 1b

1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)dpeHin]}-(R)-2,5-gurigponipon-1,2-aukapbokcamig
OAepXyBanu TakuM YMHOM:
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a) 0,99r (5,1immomb) Goporigpugy HaTpito
(NaBH4) pogasanu B amocdepi asoTy A0 CycneHsii

a)

2 AranorivHo npuknagy 7
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0,82r (2,63mMonb) andpeHingucenexigy B 12mn tpeT-
OyraHony, i peakujiHy cymiw HarpiBarm B Konoi 3i
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3BOPOTHMM  XONOAUIBHUKOM MPUBNM3HO NpOTSrom
OZHI€T roAMHN OOTU, NOKW XXOBTUIN peaKLiiHA PO34nH
He cTaBaB 6e3bapBHuM. lMoTIM nNpu Uin TemnepaTypi
no kpannax gogasanu posumH 1,99r (4,11Mmmorb)
TpeT-6ymn (2R,4R)-4-meTaHcynboHinokcu-2-[4-(3-
okcomopdoniH-4-n)derinkapbamoin]-niponignH-1-
kapbokcunaTty (avB. npuknag 9.1) y 12mn tpet- 6yra-
Honmy, i micnsa UbOro peakuinHy cymill 3anuwanu Ha-
rpiaTMcs B KOMOi 3i 3BOPOTHUM XONOAWIBHUKOM Mpo-
TAroMm 12 roguH npu nepemilyBaHHi. Micns uboro
peakuiiHy CyMill OXOnoaXyBanu, PO3UYMHHUK yrapto-
Banu Nig 3HWKEHVM TUCKOM, 3alMLLOK pecycrneHay-
Banu B 20Mn eTvnaueTaTy, i OAEpPXaHUM PO3YMH
npomusanu 20mn soau. lMicna BuUCylyBaHHSA eTuna-
ueTtaTHoi dasm Hag cynbdaToM HaTtpito i posnapto-
BaHHi po3yuHHuKa ogepxysanu 1,82r (81,3%) tpet-
oymmn (1R,4R)-2-[4-(3-okcomopdoniH-4-in)-
eHinkapbamoin]-4-ceHincenaHinniponiguH-i-
kapbokcunary, ESI 545.

b) 1mn 30%-Hui nepekucy BogHto (H202) no kpa-
nnax popasanu npu 0°C  pgo  posumHy  1,72r
(3,16Mmorb) cnonykn ceneHy, ogepxaHoi Ha cragii
a), i 0,4mn nipuguHy B 25Mn meTuneHxnopuay. MNicna
LbOro peakLifnHy Cymill 3anuwiany Harpitucs go Kim-
HaTHOI TemnepaTypu NPOTAroM ABOX OAUH, MOTIM
popaesanu 10mn 5%-Horo po3uuwHy rigpocynbgaTy
Kanit, gasn po3ginsamm n opraHivyHy dasy npommusa-
nm 10Mn Hacu4eHoro po3yuHy rigpokapboHaTy Ha-
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21. 1,49vn (20,0mmonb) 37%-HOro BOAHOIO
po3uunHy popmanbaerigy gogasanv Ao po3unHy 2,10r
(20,0mmornb) D-cepuHy B 10Mn 1 H. BOOHOTO PO3YMHY
rigpookucy Hatpito. Ogep)XaHui pPO3YMH 3armianu
npu 5°C npotarom 18 roguH. Po3uuH HarpiBanu po
80°C, agogasanu 6,14r (40mmonb) 4-
xropdeHinisouiaHaTy i cymill nepeMillyBany npu uin
Temnepatypi npotarom 1 rogmnn. Cymiw 3ammwanu
OXOMOHYTU W YTBOpEeHUN ocaj BiadinsTpoByBanu.
dinbTpaT nigknenanu 3a gonomoroto 1 H. HCI i yTBO-
peHun ocapd BiodinbTpoBYBanu W BUCYyLIYBanu, oge-
pxytoun (R)-3-(4-xnopeHinkapbamoin)okcasonigmH-
4-kapboHoBy kucnoty y sBurnsai 6esbapsHoi TBepaoi
peyoBuHu; ESI 271.

2.2. 498mr (2,60mmorb) rigpoxnopugy N-(3-
anmeTunamiHonponin)-N'-eTunkapbogiimigy
(DAPEC1) popaBanu go po3uvHy 541mr (2,00Mmornb)
(R)-3-(4-xnopdeHinkapbamoin)okcasoniamH-4-
kapboHoBoi kucnomm i 384mr (2,00Mmorb) 4-(4-
amiHodeHinMopdoniH-3-oHy B 4mn  gumeTtnndop-
Mamigy (OM®A), i cymilw nepemiwysanu npu KiMHaT-
Hin TemnepaTypi npoTtarom 18 roguH. PeakuiiHy cy-

Tpito. MNoTiM opraHiyHy a3y BUCYLIYBanuW Hap Cyrb-
daTOM HaTPilo | PO3YMHHVK yrnaploBanu, 3anuLiokK
xpomaTorpadyBanu Ha cunikareni, ogepxyioun 0,73r
(59,7%) Tpet-6ymn  (R)-2-[4-(3-okcomopdponiH-4-
in)peHinkapbamoin]-2,5-gurigponipon-1-
kapbokcunarty, ESI 388.

Mopanbwy peakuito 34iNCHIOBaNM aHarnoriyHo
npuknagy 7, opepxytoun 1-N-[(4-xnopdeHin)]-2-N-
{[4-(3-okcomopdroniH-4-in)deHin]}-(R)-2,5-
aurigponipon-1,2-ankap6okcamin, ES| 441, t,,. 245.

HacTynHi cnonyku ogepxysanu aHanoriyHo

1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-1H-nipa3uH-
1-in)dpenin]}-(R)-2,5-gurigponipon-1,2-
avkapbokcamig,

1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-1H-nipnamnH-
1-in)geHin]}-(R)-2,5-aurigponipon-1,2-
avkapbokcamig,

1-N-[(4-xnopdeHrin)]-2-N-{[3-cprop-4-(3-
okcomopdoniH-4-n)deHin]}-(R)-2,5-gurigponipon-
1,2-gukapbokcamia,

1-N-[(4-xnopdeHin)]-2-N-{[2-dbTop-4-(3-
okcoMopdoniH-4-in)dpeHin]}-(R)-2,5-aurigponipon-
1,2-gukapbokcamia.

Mpwvknag 2

3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomoponiH-4-
in)dpeHin]}-(R)-okcazonianH-3,4-avkap6okcamia ("A2")
oJepXKyBanu aHanoriyHo HaCTYMHIN CxeMi:
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MiWw  gopasamm o HacuyeHoro PO34MHY
rigpokapboHaTy HaTpilo 1 yTBOpeHMin oca BiadinbT-
poByBanu, oaepxytoun 3-N-[(4-xnopdeHin)]-4-N-{ [4-
(3-okcomopdroniH-4-in)gpeHin]}-(R)-okcazonignH-3,4-
avkapbokcamig ("A2") y surnsgi 6esbapsHoi TBepaoil
peyoBuHu; ESI 461.
HacTynHi cnonyku ogepxysanu aHanoriyHo
3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-eHin]}-(R)-okcazonigmH-3 ,4-
ankapbokcamig, ESI1459;
3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomopdorniH-4-
in)gpeHin]}-(4R,5S)-5-vetunokcasonignH-3,4-
avkapbokcamig, ES|459;
3-N-[(4-xnopdeHin)-4-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)deHin]}-(4R,5S)-5-
MeTunokcasonianu-3,4-gukapbokcamia, ESI 473;
3-N-[(4-xnopapeHin)]-4-N-{[4-(2-okco-2H-nipnanH-
1-in)cpeHin]}-(R)-okcazonigmH-3,4-gnkap6okcamia,
ESI439;
3-N-[(4-xnopceHin)]-4-N-{[4-(2-okco-2H-nipnanH-
1-in)dpeHin]}-(4R,5S)-5-metunokcasonigmH-3,4-
ankapbokcamin, ES1453;
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3-N-[(4-xnopdeHin)]-4-N-{[3-cdpTop-4-(3-
okcomopgoniH-4-n)deHin]}-(4R,5S)-5-
MeTunokcasoniamu-3,4-gukapbokcamia, ESI477;

3-N-[(4-xnopdeHin)]-4-N-{[3-xnop-4-(3-
okcoMmopgoniH-4-n)deHin]}-(4R,5S)-5-
MeTunokcasoniamu-3,4-gukapbokcamia, ESI477;

3-N-[(4-xnopaeHin)]-4-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-ceHinl}-(4R,5R)-5-
MeTunokcasoniannH-3,4-ogukapbokcamia, ESI473;

3-N-[(4-xnopaeHin)]-4-N-{[4-(2-okco-2H-nipa3uH-
1-in)peHin]}-(4R,5S)-5-vetunokcasonigmH-3,4-
ankapbokcamin, ES|1454;

3-N-[(4-xnopdeHin)]-4-N-{[4-(2-okco-2H-nipa3uH-
1-in)dpenin]}-(R)-okcaszonigvH-3,4-onkapbokcamia,
ESI 440;

3-N-[(4-xnopdeHin)]-4-N-{[3-xnop-4-(2-okco-2H-
nipnavH-1-4in)derinf}-(R)-okcasonignH-3,4-
avkapbokcamin, ES1473.

Mpuknag 2a

Mpu 34iiCHEHHI MeTOAMKN aHanoriyHo npuknagy
2, Buxoasum 3 (R)-knNeoHiHy

HO [‘“‘EOH
NH,

oZlepXKyBanu HacTyrHy Cromnyky

DAPECI

3.1. Po3unH 4,54r (54,0MMmornb) rigpokapboHaTy
HaTpito i 3,60r (27,0mmonb) 2-(S)-tiazonignH-4-
kapboHoBOi kmcnotn B 50mn Boam Harpisanu go 80°C
i pojasanu 8,461 (54,0mMmonb) 4-
xropdeHinizouiaHaTty. PeakuinHy cymiw nepemilly-
Banu npu uin Temnepatypi npotsirom 1 rogmHu. Cy-
Mill 3anMLianu OXONIOHYTU N YTBOPEHUK ocap Biadi-
nbTpoByBanu. PinbTpaT NiaKMCnanNn 3a gornomoroto 1
H. HCI i yrBopeHun ocapg BigdinbTpoByBanu i BUCY-
wyBanm, OLlEPXKYIO4M (S)-3-(4-
xropgeHinkapbamoin)tiazonignH-4-kapboHOBOI  KMC-
notn y surmsaai 6e3bapsHoi TBepAoi pevosuHu; ESI
287.

3.2. 498mr (2,60mmorb) rigpoxnopugy N-(3-
anmeTunamiHonponin)-N-etunkapbogiimigy
(DAPEC1) gopasanu go po3ydmHy 573mr (2,00Mmornb)

6-N-[(4-xnopdeHin)]-7-N-{[4-(3-okcomopdoniH-4-
in)geHin]}-4-okca-6-azacnipo[2.4]JrentaH-6,7-
ankapbokcamig

Mpuknag 3

3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomophoniH-4-
in)deHin]}-(S)-tiazonignn-3,4-amkapbokcamig ("A3") i

3-N-[(4-xnopdeHin)]-4-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(S)-1,1-giokco-1 7\.6-Tia30ﬂiJJMH-3,4-
ankapbokcamin ("A4") opepKyBanu aHaroriyHo Ha-
CTYMHIN cxemi:

(S)-3-(4-xnopdpeHinkapbamoin)-tiazonianH-4-
kapboHoBoi kucnom i 384mr (2,00mmornb) 4-(4-
amiHoeHin)MopgoniH-3-oHy B 4mn  aunmeTundop-
Mamigy (AMPA), i cymiw nepemiwysany npu KimHaT-
Hin TemnepaTypi npoTtarom 18 roguH. PeakuiiHy cy-
MiL Jopasamm o Hacu4eHoro pO34MHY
rigpokapboHaTy HaTpito, i yTBOpeHuit ocaa BiadinbT-
posyBanu, ogepxytoun 3-N-[(4-xnopdeHin)]-4-N-{[4-
(3-okcomopdoniH-4-in)dpeHin]}-(S)-tiasoniauH-3,4-
avkapbokcamia ("A3") y Burnsigi 6e3bapBHoi TBepaoi
peyoBuHu; ESI 461.

3.3. Po3unH 1,9r okcoHy B 30Mn Bogu gogasanu
o cycneHsii 450mr (0,976mmornb) "A3" y 50mn meTa-
HOMYy, i peakuinHy cymilw nepemiwysanu nNpu KiMHaT-
Hi TemnepaTypi npoTarom 24 roauH. PeakuiviHy cy-
Mill gojaBanu OO BOAM W YTBOpEHUM ocag
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BigdinbTpOBYBanu i BuCywyBanu, ogepxyioun 3-N-
[(4-xnopdeHin)]-4-N-{[4-(3-okcomopdoniH-4-
in)dpeHin]}-(S)-1,1-giokco-1 2°-TiasonignH-3,4-
ankapbokcamin ("A4") y Burnsigi 6e3bapBHOi TBepaoi
peyoBuHu; ESI 493.

HacTynHi cnonyku ogepxyBanv aHanoriyHo

3-N-[(4-xnopaeHin)]-4-N-{[3-meTnn-4-(3-
okcoMopdoniH-4-n)-deHinl}-(S)-TiazonignH-3,4-
ankapbokcamig, ES1475;

3-N-[(4-xnopdeHin)]-4-N-{[3-meTnn-4-(3-

H
HzN\iﬂ,OH +
0

HCHO +

Of

DAPECI

41. 1,48mn (19,9vmornb) 37%-HOro BOAHOM
po34nHy hopManbaerigy gogasanu 4o po3ynHy 2,00r
(19,0mmonb) DL-isocepuHy B 10Mn 1 H. BOAHOIO po3-
YMHY rigpookucy HaTpito. OgepKaHui po3ynH 3arnm-
wann npun 5°C npotarom 18 rogwH. Po3umH 3,461
(19,17Mmornb) 5-xnopTiodeHkapboHinxmopuay B 10mn
aLeToHy Mo Kpannsx godasanu O LUbOro po3yvHy B
TemnepaTtypHomy iHTepBani 0-5°C. [Npu kpannuHHOMY
JofaBaHHi 3HauveHHs pH nigTpymyBanu 6nusbko 7
LWNAXOM [oAaBaHHA TBepAoro rigpokapboHaTy Ha-
Tpito. lMicna 3aBeplueHHs JoAaBaHHSA Cymill 3anuiia-
nn HarpitTMca o KiMHaTHOT TemnepaTtypu, gofaBanmu
BOAY i CYMiW eKkcTparyBanu TpeT-6ymmn meTtnnosum
edipom. BogHy dasy nigkmucnanm 3a gonomorow 1 H.
HCI i ekctparyBanu TpeT-0yTvn mMeTunosum edipom.
Lito opraHiyHy cpasy Bucywysanu Hap cynbdatom
HaTpito ¥ ynaptoBanu, ogepxyrun 3-(5-xnopTiodeH-
2-kapboHin)okcasonignH-5-«kapboHOBY KNCMNOTY Y BU-
rnaai 6e36apBHOi TBEpAOT peyoBmHM; ESI 262.

42. 479mr (2,50mmonb) rigpoxnopugy N-(3-
anmeTtunamiHonponin)-N-etunkapoogiimigy
(DAPEC1) popasanu go po34ymHy 500mr (1,91mMmorns)
3-(5-xnopTiogeH-2-kapOoHin)okcasonignH-5-

oy

okcomoponiH-4-in)-cpeHin]}-(S)-1,1-aiokco-12°-
TiazonignH-3,4-gpukapbokcamia, ESI 507;

3-N-[(4-xnopeHin)]-4-N-{[4-(2-okco-2H-nipnanH-
1-in)deHinl}-(R)-tiasoniguH-3,4-gukapbokcamia, ESI
455.

Mpwvknag 4

N-[4-(3-okcomopdoniH-4-in)deHin]-3-(5-
xnopTiodeH-2-kapboHin)-okcasonianH-5«apbokcamis
("A5") ogep>kyBanu aHanoriYHO HaCTYIMHIN CxeMmi:

0 ~f‘h
ol Q

NaOH

kapboHoBoi kucnom i 367mr (1,91mmornb) 4-(4-
amiHodeHin)MopdoniH-3-oHy B 5mn gumeTtundop-
Mamigy (AM®PA), i cymiw nepemiwyBanu npu KimHaT-
Hi TemnepaTypi npoTtarom 18 rogmH. PeakuiiHy cy-
MiW  gojaBamm o HacCU4eHoro PO34MHY
rinpokap6oHaTy HaTpito, i yTBOpeHuin ocag BiadinbT-
poByBanu, ogepxyoun  N-[4-(3-okcomopdoniH-4-
in)deHin]-3-(5-xnopTiodeH-2-kapboHin)okcazonignH-
5-kapbokcamig ("A5") y Burnsai 6e3bapBHoi TBepaOi
peyoBuHu; ESI 436.

HacTynHi cnonyku ogepxyBanu aHanoriyHo

N-[3-meTnn-4-(3-okcomoponiH-4-in)deHinl-3-(5-
xnopTiodeH-2-kapboHin)okcasoniguH-5-kapbokcamia,
ESI 450;

N-[4-(2-okco-2H-nipnanH-1-in)deHin]-3-(5-
xnopTiodeH-2-kapBoHin)okcasoniguH-5-kapbokcamia,
ESI430.

Mpwvknag 5

1-N-[(5-xnopnipngnH-2-in)}-2-N-{[4-(2-okco-2H-
nipnavH-14n)derinl}-(2R,4R)-4-rigpokcvniponionH-
1,2-gukapbokcamig ("A6") opepxyBanu aHanoriyHo
HACTYMHIN CxeMmi:

HO,

NH, | ("'1"'!(“ o
N = Q’DTO + H g O\N
5 O BV
cl Ve

MipHAHH

N-e'mmiisonponinamm
AHXTOPMETAH

5708
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894mr (4,43mmorb) 4-HiTpodbeHinxnopdopmiaty
Aofdasanu o posynHy 570mr (4,43mMmonb) 2-amiHO-5-
xropnipuauHy i 0,73mn (9,0mmonb) nipnguHy B 50mMn
ONXNopMmeTaHy, i Cymill nepemillyBanu npu KiMHaTHINA
Temnepatypi npotdarom 1 rogunu. [lo ogepxaHoi cy-
cnensii  pgogasanu  1,49r (4,43mmonb) xnopuay
(2R,4R)-4-rigpokcn-2-[4-(2-okco-2H-nipnguH-1-
in)peHinkapbamoin]-niponiguHito i 1,5mn (9,0Mmorb)
N-eTvngiisonponinamiHy, i peakuinHy cymil nepemi-
WwyBanu npu KiMHaTHIN TemnepaTypi npotarom 18
roavH. PeakuiiHy cymill ynaptosanu, i 3anuLloK Xpo-
mMartorpadyyBanu Ha cunikarenesii KOJOHLi 3 OUXIO-
pMeTaHoM/MeTaHonoMm 95:5 ak eneHToM, o4epXyio-
un 1-N-[(5-xnopnipnanH-2-in)]-2-N-{[4-(2-okco-2H-
nipnamH-14n)derinl}-(2R ,4R)-4-rigpokcuniponignH-
1,2-aukapbokcamig ("A6") y Burnsai 6es3bapsHoi TBe-
paoi pevosuHu, ESI1454.

HacTynHi cnonyku ogepxysanu aHanoriyHo

1-N-[(5-xnopnipugunH-2-in)]-2-N-{[4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4R)4-
rigpokcuniponiaMH-1,2-ankap6okcamig, ES1460;

1-N-[(5-xnopnipugunH-2-in)]-2-N-{[4-(2-okco-2H-

HO

O,
N O — &

85676 48

nipaswuH-1-in)deninl}-(2R,4R)-4-rigpokcyniponiguH-
1,2-gukap6okcamia, ESI 455;
1-N-[(5-xnopnipngnH-2-in)}-2-N-{[3-dpTop-4-(2-
okco-2H-nipugmH-1-n)-ceHin]}-(2R,4R)-4-
rigpokevniponianH-1,2-ankapbokcamig, ESI472;
1-N-[(5-xnopnipngnH-2-in)}-2-N-{[4-(2-okco-2H-
nipnaH-14n)dpeHinl}-(R)-4,4-gumeToKcuNiponiavH-
1,2-gukapbokcamia, ESI 498;
1-N-[(5-xnopnipunanH-2-in)]-2-N-{[4-(3-
okcoMopdoniH-4-in)dpeHin]}-(R)-4,4-
anmeTokcuniponignH-1,2-gukapbokcamia, ESI 504;
1-N-[(6-xnopnipnaunH-3-in)]-2-N-{[4-(2-okco-2H-
nipnavH-14n)deninl}-(2R,4R)-4-rigpokcuniponigny-
1,2-gukapbokcamig, ESI 4 54;
1-N-[(6-xnopnipnanH-3-in)}-2-N-{[4-(2-okco-2H-
nipaswuH-1-in)deninl}-(2R,4R)-4-rigpokcyniponignH-
1,2-pnkapbokcamia, ESI 455.
Mpuknag 6
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipnanH-
1-in)dpenin]}-(R)-4,4-gumeTokcuniponiamH-1,2-
avkapbokcamin ("A7") opepXyBanu aHanoriyHo Ha-
CTYMHIN cxeMmi:

L2 g

D‘J‘ o MipHIHE 0,( o

K

i
HCl/niokcar  ©

MeTaHOR

6.1. Jo cymiwi gopasanu 12,2r (122mmornb) ok-
cuay xpomy (VI), Butpumanoro npu 0°C, 22mn nipu-
AvHy i 50mn guxnopmeTaHy, i Cymill nepemiluyBanm
npw Takiv xxe TemnepaTypi npotarom 30 xBunuH. Pos-
YMH 3amMwanu Harpitucsa Ao KiMHaTHOT TemnepaTypu,
i no kpannax gogasanu po3dnH 5,00r uuc-Boc4-
rigpoken-D-nponiHy B 80Mn gnxnopmeTaHy NnpoTarom
5 xBunuH. lMNMicna nepemillyBaHHA NpU KiMHaTHIN Tem-
nepatypi npoTaroMm 1 roAMHM pPo3ynH iNbTpyBanu i
ginbTpaT ynaptoBanu. 3anuLoK po3noginanm mik 1
H. HCI i TpeT-6ytun metunosum ediipom. OpraHiyHy
a3y BucywyBanuM Hag cynbdaToMm HaTpito, ynapto-
Banu i nepekpucranisoByBanu 3 AieTMnoBoro edqi-
py/netponenHoro edipy, ogepxytoun Boc-4+«eTo-D-
nponiH y surnagi 6e3bapsHoi TBepaoi peyosuHu; ESI
130.

6.2. 742ur (3,00mmonb) etun 2-etokcu-1,2-
avrigpoxiHonuH-1«ap6okennaty (EEDQ) popasanu
Ao cycnensii 459mr (2,00Mmmonb) Boc-4«eTo-D-
nponiHy i 372mr (2,00mmornb) 1-(4-amiHodeHin)-1H-
nipuavH-2-0Hy B 25mMn Tonyony, i Cymilw nepemiLuy-
Banu npuv KiMHaTHI TeMnepaTypi npoTarom 18 roouH.
HopaBanu 200mn TpeT-6ytn meTunoBoro ecipy 1
yTBOpeHun ocapg BiadinbTpoByBanu. [o dineTpaty
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ponasanu 200mn neTpornerHoro eduipy 1 ogepxxaHum
ocap BiadineTpoByBanu, oaepxyioun Tpet-6ytmn (R)-
4-okco-2-[4-(2-0kco-2H-nipnavH-1-in)deHin-
kapbamoin]niponiguH-1-«apbokcunaty BUrNagi Kopu-
YHIOBaTOI TBEPAOI peyoBmHK; ESI 398.

6.3. 10mn meTaHony popaBanyM OO0 CyCMeH3ii
400mr (1,01mmonb) TpeT-6yTMn (R)-4-okco-2-[4-(2-
okco-2H-nipnanH-1-n)cdeHinkapbamoin]niponigmH-1-
kapbokcunaty B 5mn 4H. HCI y giokcaHi, i cymiw ne-
pewmilyBanu npu KiMHaTHIA TemnepaTtypi MPOTAroMm
ofHiei rognHn. PeakuinHy cymiw ynaptosanu, ogep-
xytoun xrnopug (R)-4,4-gumeTtokcmn-2-[4-(2-okco-2H-
nipuaH-1-4n)deHin-kapbamoin]niponiguHito y Burnagi
KOpWYHIoBaTOi TBEPAOI pevoBuHN; ESI 344.

6.4. 0,12mn Tpnetmnaminy i 127mr (0,830Mmonb)
4-xnopdeHinisoujiaHaTy goAasBanu Ao po3unHy 250mr
(0,658mmornb) xnopuay (R)-4,4-anmeTtokcn-2-[4-(2-
okco-2H-nipnanH-1-n)deHinkapbamoin]niponiguHio B
10mn gmxnopmeTaHny. [licns nepemiwyBaHHA npuy
KiMHaTHI TemnepaTypi NpOTAroM OAHIel roavHn pea-
KLiVHY CymilL ynaptoBanu, i 3anuLiok xpomartorpady-
BanM Ha cvnikarenesii KOMOHUi 3 AuxnopmeTta-
HoM/MeTaHonoM 95:5 sk entoeHToM, ogepxkyoun 1-N-
[(4-xnopdpeHin)]-2-N-{[4-(2-okco-2H-nipnanH-1-
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in)cpeHin]}-(R)-4,4-gumeTokcuniponignH-1,2-
avkapbokcamig ("A7") y Burnsai 6esbapsHoi TBepaoi
peyoBuHu; ESI 497.

Mpwknag 7

“80C

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(2R,4R)-4-rigpokcuniponiamH-1,2-
ankapbokcamig ("A8") opepxyBanu aHanoriyHo Ha-
CTYMHIN cxemi:

VA
" na _Q_N)_? HO
o

HO

71. 16r (12,86mmornb) emn 2-eTokcu-1,2-
avrigpoxiHonuH-1«ap6okennaty (EEDQ) popasanu
ao cycneHsii  15r (64,86mmornb)  umc-N'-BOC-4-
rinpoken-D-nponivy i 12,47r (64,86Mmornb  1-(4-
amiHodeHin)-1N-nipuamH-2-0oHy B 250mMn Tonyony, i
Cymill nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 18 roguH. MoTiM ocamkeHuii NPoOAYKT BiA-
dinbTpoOBYBanu, NocnigoBHO npomueanu 50mn Tony-
ony i 50mn gietmnosoro edipy i BACYWlYBanu B Cy-
WwunbHin wadi, ogepxytoun 24.5r (93,2%) Tpet-
6ymn  (2R,4R)-4-rigpokcn-2-[4-(3-okcomopdoniH-4-
in)dpeHinkapbamoin]niponianMH-1-«kapbokcunaty y Bu-
rmsgi cipo-6inoro nopouky. ESI406.

7.2. 300mMn 4 H. conAHOT KMUCMOTU B AiokcaHi ao-
jasanu po posunHy 15r (37mmornb) TpeT-6ytun
(2R,4R)-4-rigpokcn-2-[4-(3-okcomopdoorniH-4-
in)peHinkapbamoin]niponigMH-1«apbokcunaty B
200mn piokcaHy, i cymiw nepemillyBanu npu KiMHaT-
Hin TemnepaTtypi npotarom 12 roguH. loTim ocag
BiAgdoiNnbTpOBYBanu, npomwusanu 50mMn  giokcaHy i
50mn gieTunosoro edipy i BUCYLIYBanNu B CYLUMMbHIN
wadi, ogepxyroum 12,64r (100%) rigpoxnopunay N-[4-
(3-okcomopdponiH-4-in)deHin]-(2R,4R)-4-
rigpokcuniponigMH-2«ap6okcamigy y Burnsgi 6inoro
nopouky. ESI 306.

7.3. 12,64r (36,98mmonb) rigpoxnopugy N-[4-(3-
okcomopdoniH-4-n)deHin]-(2R ,4R)-4-
rigpokevniponiavH-2-«kapbokcamigy cycneHgysanu B
1200mn guxnopmeTaHy i goaasanu 54mn Tpuetuna-
MiHY MpW OXONMOMKEHHI Ha NboadaHiIA Gawi. MoTim go
CyMiWi no Kpanngx gogasanuM  po3yvMH 5,961
(38,83mmornb) 4-xnopdpeHinizoujaHaty B 100mn gmx-
nopmeTtaHy npu 2°C npotarom 1,5 roauH, i nicnsa ubo-
ro peakuinHAM PO3YMH 3anuiiann nepemillyBaTncs
aonaTtkoBo nNpoTsroMm 30 XBUMMH NPU OXONOKEHHI Ha
neogi. MNMoTiM AMXnopMeTaHOBUI PO3YNH MOCHIAOBHO
npomueanu 100mn 1 H. congaHoi kucnotm i 100mMn
BOAM i BUCYWYBanu Hapg cynbdatom HaTtpito. licna
LbOro OcCylyBay BigdinbTpoByBanu i po34nH MeTu-
neHxnopway ynaptoBanu go 1/3 nepsuHHoro ob'emy
Ha POTOPHOMY BWUMAapPHWKY, OCaKEeHWA NPOAYKT Bif-
dinbTpoBYBanu, npomwusanu 50MN  NeTponenHoro
eqipy i BUCYyLIYBanNu B CYWMIbHIN Wwadi, OAEPXYyro4n

EEDQ

I4N HCl miokcar

SO -
el

14.,6r (86%) 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-
okcomopgoniH-4-n)deHin]}-(2R,4R)4-
rigpokevniponiavH-1,2-gnkapookcamigy ("A8") y Bu-
rnsai 6inoro nopowky, ESI459; tnn. 216°.
HacTynHi cnonyku ogepxysanu aHanoriyHo
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdgoniH-4-n)-cdeHin]}-(2R,4R)4-
rigpokevniponiaMH-1,2-ankap6okcamia, ESI 473; ton.
250°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipnamnH-
1-in)dpeHin]}-(2R,4R)-4-rigpokcuniponianH-1,2-
ankap6okcamig, ESI453; tr. 160°;
1-N-[(4-xnopdpeHin)]-2-N-{[2-dpTop-4-(3-
okcomopgoniH-4-n)-cdeHin]}-(2R,4R)4-
rigpokevniponiaMH-1,2-ankap6okcamia, ESI 477; ton.
235°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okconipaanH-1-
in)deHin]} (2R,4R)-4-rigpokcuniponignH-1,2-
ankapbokcamig, ES|1454;
1-N-[(4-xnopdpenin)]-2-H-{[2-PTop-4-(2-0kCO-2H-
nipnamH-14n)-cpeHin]}-(2R,4R)-4-rigpokcuniponiamH-
1,2-pnkapbokcamia, ESI1471;
1-N-[(4-xnopdeHin)]-2-N-{[3-cprop-4-(3-
okcomopgoniH-4-n)-denin]}-(2R,3R)-3-
rigpokemniponiaMH-1,2-ankapbokcamia,
1-N-[(4-xnopdpeHin)]-2-N-{[3-dTop-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,3S)-3-
rigpokcvniponiamH-1,2-ankapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[3-cdbrop-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
rigpokcvniponiamH-1,2-ankapbokcamia,
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-3-meTokcn-
2H-nipnguH-1-in)-deHin]}-(2R 4R )-4-
rigpokcuniponiaMH-1,2-ankap6okcamig, ESI 483.
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2S,3S)-3-rigpokcuniponignH-1,2-
ankapbokcamig, ESI459;
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2S,4S)-4-rigpokcuniponianH-1,2-
ankapbokcamin, ESI1 459

H xHGI
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1-N-[(4-xnopdeHin)]-2-N-{[2-meTokcnKkapBoHin-4-
(3-okcomopdponiH-4-in)deHin]}-(2R 4R )-3-
rigpokeuniponignH-1,2-ankapbokcamig, ESI 517, ton.
119; i 3 HbOro WNSAXOM rigponisy

1-N-[(4-xnopdpeHin)]-2-N-{[2-kapBbokcn-4-(3-
okcomopdoniH-4-n)-ceninl}-(2R,4R)-3-

HO. 0,

S baaes

8.1. 5,51mn (35mMmonb) gietun asogukap6okcu-
naty (DEAD) no kpannax gogasanu npu 0°C B atmo-
cchepi asoty Ao po3umHy 7,0r (7,26mmonb) TpeT-
oymn (2R,4R)-4-rigpokcn-2-[4-(3-okcomoporniH-4-
in)dpeHinkap6amoin]niponiamH-1-+«kapbokcunaty, 5,771
(34,5Mmomb) n-HiTpOGeH3oMHOI  kucmotm i 9,18r
(35mMmonb) TpudeHindocgiHy y 350mn TeTparigpo-
dypaHy. licna uporo peakuinHy cymilw 3anuianu
nepemillyBaTuca Npu KiMHaTHIA TemnepaTypi NpoTs-
rom 12 rogvH i ynaptoBanuM Hacyxo nig 3HWKEHUM
TUCKOM, OO 3anuwky gopgasanu 20Mn MeTUNEeHXo-
puay, i po34nMH MeTuneHxnopuay nocnigoBHO NPOMU-
Banu 10MN Hacu4eHOro PO3YMHY XIOopuay HaTpito i
10mn BOAM i BUCYWyBanu Hapg cynbdaToM HaTpito.
MoTiMm ocywysay BiAdINLTPOBYBaNM i  PO3YNHHUK
yraptoBanu Ha poTOPHOMY BUMapHUKY, 3aULLOK po3-
TMpanu B nopowok 3 30mMn gietTunosoro eqipy, oae-
pxytoun 8,5r (88,8%) Tpet-6ytun (2R,4S)-4-(4-
HiTpo6eH30inokcK )-2-[4-(3-okcomopdoniH-4-
in)dpeHinkapbamoin]niponiaMH-1-«kapbokcunat y Bu-
rnsai anerka >xoBTyBaTMX kpuctanis, ESI 555.

8.2. AHanoriyHo npuknagy 7, npu B3aemogii TpeT-
6ytmn (2R,4S)-4-(4-HiTpOobeH30iNOKCK )-2-[4-(3-
okcomopdoniH-4-n)deHinkapbamoin]niponignH-1-
kapbokcunaty opgepxyeanu cnonyky (3S,5R)-1-(4-
xnopdeHinkapbamoin)-5-[4-(3-okcomopdoniH-4-
in)dpeHinkapbamoin]niponignH-34n 4-HitpobeHsoaT y
BUIMSAI )KOBTyBaTM X Kpuctanis, ESI 608.
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rigpokeuniponigmH-1,2-ankap6okcamig, ESI 503, ton.
145°,

1-N-[(4-xnopdeHin)]-2-N-{[2-meTokcnkapBoHin-4-
(3-okcomopdoniH-4-in)dpeHin]}-(2R,4R)-4-
rigpokcuniponignH-1,2-amkapbokcami, i 3 HbOro
LUNSXOM rigponisy

1-N-[(4-xnopdeHin)]-2-N-{[2-kapbokcn-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
rigpokcuniponiaMH-1,2-ankapbokcamia,.

Mpwvknag 8

1-N-[(4-xnopdpeHin)]-2-N-{ [4-(3-okcomopdoniH-
4-in)dpeHin] }(2R,4S)-4-rigpokcuniponignH-1,2-
ankapbokcamin ogepXyBanvM aHasioriyHO HaCTYMHIN
cXeMmi:

1N NaOH

~° D
e “ flﬁj’:@m

8.3. 0,075Mn 1 H. pPO34HY riAPOOKUCY HaTPito
JoJaBanu npy OXONOMKEHHI Ha INbofi OO0 PO3YMHY
50mr (0,082mmonb) (3S,5R)-1-(4-
xnopdeHinkapbamoin)-5-[4-(3-okcomopdoniH-4-
in)dpeHinkap6amoin] niponignH-3-iny 4-HiTpobeH3oaTty
B 2MI METaHOony, i peakuiiHy cymill nepemillyBanu
npotarom 15 xeunuH. Ocapg BiadinLTpoByBanu i nNpo-
MuBanu 2mn MeTaHony i BUCYLLYBanu, OAEpPXYHoun
35mr  (93%)  1-N-[(4-xnopdoeHin)-2-N-{  [4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4S)-4-
rigpokevniponiamH-1,2-ankapbokcamig y surmsagi 6es-
6apsHux kpucrtanis, ESI 459, thn. 243° (posknagaHHs).

3a aHanoriyHow MeTOAUKOI OfEpPXKYBanu

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2R,3S,4R)-3,4-gurigpokcuniponignH-1,2-
ankapbokcamin, ESI475, tn,. 247;

1-N-(4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)peHin]}-(2S,4R)-4-rigpokevniponianH-1,2-
ankapbokcamin, ESI459; tw,. 253°;

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)geHin]}-3,4-gurigpokcuniponignH-1,2-
avkapbokcamig.

Mpuknap 8a

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2R,4S)-4-eTuHin-4-rigpokcuniponignH-1,2-
ankapbokcamin, ESI 483, opmepxyBanun aHamnoriyHo
HaCTYMHIN cxemi:
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B TIOAANLILOMY 3iHCHIOBAJIH
aHamoriyHo NpHKRany 7

HacTynHi cnonyku ogepxyBanu aHanoriyHo

1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-1H-nipnamnH-
1-in)peHin]}-(2R,4S)-4-eTMHIN-4-rigpokcuniponigmH-
1,2-pukapbokcamia, ES1477;

1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipa3uH-
1-n)cpeHin]}-(2R,4S)-4-e TMHIN-4-rigpokcnniposnianH-
1,2-gpukap6okcamig, ESI1478.

9.1. 1,3mn (16,65MMonb) MeTaHCynbdOHINXMNo-
puay no Kpannax AoAaBanu MNpu OXONOMHKEHHI Ha
neofi go posunHy 4.,5r (11,1Mmonb) TpeT-6ytmn
(2R,4R)-4-rigpokcn-2-[4-(3-okcomoponiH-4-in)  ce-
Hinkap6amoin]niponignH-1-kapbokcunaty B 20Mn

Mpuknag 9

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)gpeHin]}-(2R,4S)-4-a3nponiponignH-1,2-
avnkapbokcamig ("A9") i 1-N-[(4-xnopdbeHin)]-2-N-{[4-
(3-okcoMopdponiH-4-in)deHin]}-(2R,4S)4-
amiHoniponiguH-1,2-ankap6okcamig ("A 10") ogepxy-
BaIn aHarmnoriyHo HaCTYMHIN CXeMi:

nipuanHy, i peakuinHMm po3ymMH nepemillyBanv npu
KiMHaTHiIn TemnepaTypi npoTsaroMm 12 roauH. [oTim
nipuavH ynapoBanu nig 3HWKEHUM TUCKOM, A0 3arm-
WKy gogasanu 10Mn HaCMYEHOro PO3YMHY NIUMOHHOT
KWUCNOTK, | KNCAWA PO3YUH OBiYi eKcTparyBanu KOXHUN
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pa3 10mn mMeTuneHxnopugy. lMicnsa usoro o6'egHaHi
opraHiyHi ¢a3u npommeanu 10Mn HacM4eHOro po3ym-
Hy Xropuay HaTpilo i BUCywWwyBanu Hag cynbdatom
HaTpito. Mpu BupaneHH ocywyBaya WNAXoMm inbT-
pauii i posnaptoBaHHi pPO3YMHHMKA oAdepXKyBanu 5,41
(100%) TpeT-6yTUn (2R ,4R)-4-meTaHCynbdOHIN-oKeun-
2-[4-(3-okcomopdoniH-4-in)deHinkapbamoin] niponi-
AvH-1«apbokcunaty y Burnagi >xxoetyBatoi onii, ESI
484.

9.2. Cymiw 54r (11,7Mmorb)
(2R,4R)-4-meTaH-cynb oHinokcu-2-[4-(3-
okcomopdoniH-4-n)deHinkapbamoin]-niponignH-1-
kapbokcunarty i 3,69r (56,8mMMonb) asuagy HaTpito B
50mn anmmetnndopmamigy (OMPA) nepemiwysanu
npu 60°C npotarom 12 roauH. MMoOTIM HEPO3YMHHY
pevyoBuHY BiAGINbTPOBYBANU, i inbTpaT ynaptosanu
Hacyxo MiA 3HWKeHUM TuckoM. [licna uboro 3anuLIok
po3unHsanM B 20MN BoAU, i BOOHUA PO3YMH ABIidi eKCT-
paryBanu KoxHur pa3 10mn metunenxnopugy. Ha
3aBepLUeHHs 00'egHaHi MeTUNEHXTOPUAHI eKCTpakTn
OAMH pa3 npomusany 10MM HACUYEHOTO PO3YMHY
Xropuay HaTpilo i BAUCyWYyBanu Hag cynbdatoM Ha-
Tpito. Mpn BMAANEHHi ocywyBaya Wwnsxom dinbTpauil
i posnaptoBaHHi po3YvMHHMKA ogdepkysanu 4.,8r
(100%) TpeT-6ymn (2R,4S)-4-a3npo-2-[4-(3-
okcomopdoniH-4-n)deHinkapbamoin]niponignH-1-
kapbokcunaty y BUMMAAi 3nerka XoBTyBaTUX KpucTa-
nig, ES1431.

9.3. AHanoriyHo npuknagy 7, npu B3aemogii TpeT-
oymmn (2R,48S)-4-a3npo-2-[4-(3-okcomopdporniH-4-
in)deHinkapbamoin]-niponignH-1«apbokcunaty ope-
pxysanu cnonyky 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-
okcoMopdoniH-4-n)-deHinl}-(2R,4S)-4-
asuponiponiavH-1,2-gukap6okcamin ("A9") y surnagi
6inoro nopowky, ESI 459, tn,. 145.

9.4. Po3unH 25mr (0,052mmone) "A9" i 20,46Mr
(0,08Mmornb) TpudeHindocdiHy B cymiwi 0,5mn TeT-
parigpocypaHy i 0,5mMn BoauM nepemiwyBanu npwu
KiMHaTHIn TemnepaTypi npoTarom 12 roguH. MoTim
ocapKkeHun okcua TpudeHindocdiHy BiadinbLTPOBY-
Banu, inbTpaT ynaptoBanu Hacyxo, i 3anuLLoK o4n-
wanu wnsaxom npenapatmeHoi BEPX (aueToHiT-
pun/soaa/0,1% TpudTopouToBa KucnoTa),
opepxytoun 12mr (40%) 1-N-[(4-xnopdeHin)]-2-N-{[4-
(3-okcomopdroniH-4-in)gpeHin]}-(2R,4S)4-amiHo-
niponignH-1,2-gukapbokcamiagy ("10") y surnagi 6es-
6apBHux kpucrtanie, ESI 458.

3a aHanoriYHo MeToAVKOK OAePKYBanu Crony-
KK

TpeT-6ytnn

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoposiH-4-

in)deHin]}-(2R ,4R)-4-asmgoniponiamH-1,2-
ankapbokcamin, ESI1484, th,. 125°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-amiHoniponigvH-1,2-
avkapbokcamig, ESI1 458, tn,. 110°;
1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-eninl-(2R,4S)-4-
amiHoniponignH-1,2-ankap6okcamig, ES1472, tyn. 218.

Buxogsuu 3 4-aMmiHOCNONYK,

a) nNpu B3aemogii 3 aLeTUNXIopMaoM odepxysa-
v cNonykn

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2R,4S)-4-aueTamiHoniponigMH-1,2-
avkapbokcamig,

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2R,4R)-4-auetamiHoniponignH-1,2-
avkapbokcamin, ES|458;

i aHanoriyHo

1-N-[(4-xnopdeHin)]-2-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)-deHin]}-(2R,4S)-4-
aueTtamiHoniponiguH-1,2-aukap6okcamia, ESI 514, tyn.
170°;

b) npu B3aemogii 3 MeTUNXNoOpnaoM oJepXKyBanu
CMonyKn

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)deHin]}-(2R ,4S)-4-
MeTuncynbgoHinamiHoniponignMH-1,2-avkapbokcamig
i

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)deHin]}-(2R,4R)-4-
MeTuncynbgoHinamiHoniponigMH-1,2-ankapbokcamia;

C) npu B3aemogii 3 BymMncynbgOHINXIopMAoM
OLlepXXyBarnm Croyku

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(2R,4R)-4-
6ymmncynbdoHinamiHoniponianH-1,2-gukap6okcamia,

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(2R ,4S)-4-
6ymncynesdoHinamiHoniponignH-1,2-gukapbokcamia,
ESI592;

d) npu B3aemogji 3 i300yMpunxnopugom ogep-
xyBann  cnonyky  1-N-(4-xnopdpeHin)}-2-N-{[4-(3-
okcomopdoniH-4-n)dpeHin]}-(2R,4S)-4-(2-
MeTunnponaHoinamiHo)niponignH-1,2-
avkapbokcamig, ESI542; tq,. 169.

Mpwvknag 10

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)deHin]}-(2R ,4R)-4-meTokcuniponiamH-1,2-
ankapbokcamig ("A11") ogepxyBanu aHanoriyHo Ha-
CTYMHIN cxeMmi:
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10.1. 0,94mn (15,1Mmonb) MeTumoguay gona-
Banu B atmocdepi a3oTy Ao cymiwi 1r (4,32mMmornsb)
unc-N'-BOC-4-rigpokcu-D-nponiHy i 3,31r
(14,27mmornb) okengy cpibna B 15mn aueToHy, i pea-
KLiVHY CymilL nepemillyBanu npu KiMHaTHIA Temnepa-
Typi npotarom 4 8 roguH. lNoTim ocag BiadiNbLTPOBY-
Banu i (inbTpaT ynaptoBanuM Hacyxo Nig 3HWKEHUM
TMcKoM, ofepxkytoum 1r (89,2%) meTtunosoro edipy
unc-N'-BOC-4-meToken-D-nponiHy y Burnsagi 6e3tap-
BHOI onii, Wo niggaBanu noganbLwi peakuii 6e3 go-
[aTKOBOro ounLleHHs, ESI 260.

10.2. 25mMn wmetaHony, 25mn Bogu i 0,28r
(11,57mmornb) rigpookucy niTivo Aogasanu A0 po3yu-
Hy 1r (3,85mMMonb) metTunosoro edipy umc-N'-BOC-4-
MeTokcu-D-nponiHy B 75mn Tetparigpodypany (TFd),
i peakuiiHMA pO3YVH MepemillyBanu npw KiMHaTHIA
Temnepatypi npotarom 5 roguH. oTiM MeTaHon i
Tr® ynaptoBanu Ha poTOPHOMY BUMNAPHUKY, BOAHUW
pPO34MH OAMH pa3 ekcTparyBanu LUMS XOM CTpYLUyBaH-
HA 3 10MN MeTuneHxnopuay i nigknenanu ao pH 2 3a
[OMOMOTOK HAaCUYeHOTo PO3UYNHY TMMOHHOT KUCIOTH,
i KMCnuA po3unH [OBiYi eKkcTparyBanu KOXHUW pas
10mn meTuneHxnopuay. MNpun BucywyBaHHi ob'egHa-
HUX OpraHiyHuX a3 Hapg cynbdaToM HaTpito i po3na-
ptoBaHHi po3unHHMKa ogepxysanu 0,51 (53%) umc-N'-
BOC-4-meTokcun-D-nponiny y Burnsgi 6nigoi onii, wo
NocTyrnoBo KpucTtanisysanacs, ESI 246.

10.3. AnanoriyHo npwknagy 7, npu B3aemopji
uunc-N'-BOC-4-veToken-D-nponiHy ogepxyBanu cro-
nyky 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopcboniH-
4-in)dpeHin]}-(2R,4R)-4-meTokevniponiamH-1, 2-
avkapbokcamin ("A11") y Burnagi 6inoro nopoLuky,
ESI1473, tnn. 133.

HacTynHi cnonyku ogepxyBanu aHanoriyHo

1-N-[(4-xnopdeHin)]-2-N-{[2-cpTop-4-(3-
okcomopdoniH-4-n)-ceHinl}-(2R,4R)4-
aninokcuniponiguH-1,2-avkap6okcamia, ESI 517, ton.
106°

dy o
~

c

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-eTokevniponianH-1,2-
avkap6okcamin, ES1487, tn. 136°;

1-N-[(4-xnopeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(2R ,4R)-4-nponokcuniponignH-1,2-
avkap6okcamig, ESI 501, tir. 106°;

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R ,4R)-4-aninokcvniponignn-1,2-
avkapbokcamin, ESI 499, tn,. 100° i y Burnsagi nobiy-

HOrO NPOAYKTY
2-N-{anin-[4-(3-okcomopdoniH-4-in)peHin]}-1-N-

[(4-xnopdoeHin)]-4-rigpokcuniponianH-1,2-
avkapbokcamig, ESI1499;
1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(3-
okcomopgoniH-4-n)-deHin]}-(2R,4R)4-
MeTokcuniponigmH-1,2-avkapbokcamin, ESI 487, tu.
140°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipnamnH-
1-in)dpeHin]}-(2R,4R)-4-meTokenniponiann-1,2-
ankapbokcamig, ESI467, thr. 133°;
1-N-[(4-xnopdpeHin)]-2-N-{[2-dTop-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
MeTokcuniponigmH-1,2-avkapookcamin, ESI 491, tu.
109°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-2H-nipa3uH-
1-in)deHin]}-(2R,4R)-4-meTokenniponiann-1,2-
ankapbokcamig, ESI468, th,. 127°;
1-N-[(4-xnopdeHrin)]-2-N-{[3-cprop-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
MeTokcuniponigmH-1,2-avkapookcamin, ESI 491, tu.
99°;
1-N-[(4-xnopdpeHin)]-2-N-{[2-¢pTop-4-(2-0kCcO-2H-
nipnaH-14n)-cpeHin]}-(2R,4R)-4-meTokcmniponianH-
1,2-gukapbokcamia, ESI 485;
1-N-[(4-xnopdpeHin)]-2-N-{ [4-(2-okco-2H-nipa3nH-
1-in)cpenin]}-(2R,4R)4-eTokcuniponignH-1,2-
avkapbokcaming, ESI1482, tn,. 132°;
1-N-[(4-xnopdeHin)]-2-N-{[3-cdbrop-4-(3-
okcoMmopdoniH-4-n)-ceHin]}-(2R,4R)-4-
eTokcuniponiavH-1,2-gukapbokcamia, ESI 505, tun.
131°;
1-N-[(4-xnopeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-(npon-2-Hinokcn)niponiamH-1,2-
ankapbokcamin, ESI1497, tn. 120°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopconiH-4-
in)dpeHin]}-(2R 4R)-4-(6yT-2-iHinokeun )niponignH-1,2-
ankapbokcamig,
1-N-[(4-xnopdpeHin)]-2-N-{[2-dpTop-4-(3-
okcomopdoniH-4-n)-ceninl}-(2R,4R)4-(npon-2-
iHinokem)niponiguH-1,2-aukapbokcamia, ESI 515, tan.
108°;
1-N-[(4-xnopdeHin)]-2-N-{[2-dbTop-4-(3-
okcomopdoniH-4-n)-ceninl}-(2R,4S)-4-(npon-2-
iHinokem)niponiguH-1,2-agukapbokcamia, ESI 515, tan.
92°;
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)dpeHin]}-(2R,4R)-4-
(meTokcvkapBoHinveTokcu)niponiamH-1,2-
ankapbokcamig, ESI 531, tnn. 106°; i 3 HbOro WNsXoM
rigponisy
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R ,4R)-4-(kapbokcumeToKCm)NiponignH-
1,2-gukapbokcamig, ESI 517, tin. 134°;
1-N-[(4-6pomdpeHin)]-2-N-{[2-dTOp-4-(3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
MeTokcuniponigmMH-1,2-ankapookcamin, ESI 536, tun.
103.

Mpuknaa 11
(3R,5R)-1-(4-xnopdeHinkapbamoin)-5-[4-(3-
okcomopdoniH-4-in)deHin-kapbamoin]niponignH-3-in
izobytupaTt ("A12") ogepxxyBanu aHanoriyHo HacTyn-

Hi cxeMmi:
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Po3unH 0,2r (0,44mmornb) "A8" i 0,146mn i3omac-
NgHOro aHrigpuay B 1Mn nipuavHy nepemillyBanu
npu KiMHaTHIN TemnepaTtypi npotarom 12 roauH. [Mo-
TiM 0O peakuiinHoi cymiwi gogasanu 10Mn etunaue-
TaTy, i eTmnaueTaTHUA PO34UH NOCNIAOBHO NMpoMMBa-
nm 5Mn 1 H. ConsiHOT KUCROTW i SMN Hacu4yeHoro
pPO34MHY Xropuay HaTpilo i BUCYLIYBanu Haz cynbda-
Tom HaTpito. lMpy BuAaneHHi ocywyBaya LWASXOM
GinbTpauii i po3naptoBaHHi pPo34YMHHUKA odepXyBanu
183mr (79,3%) (3R,5R)-1-(4-xnopdeHinkapbamoin)-
5-[4-(3-okcomopdroniH-4-

in)deHinkapbamoinjniponianH-3-ny isobytupaty
Y
é_/o 1 exs. NaOH
€ o

o0 H:O/miokcan

~
2,5 exs. NaOH
saoracn g 3L
(VI +]

H,O/miokcan Q

cl

HacTynHi cnonyku ogepxysanu aHanoriyHo

4-N-[(4-xnopdpeHin)]-5-N-{[3-meTnn-4-(3-
okcoMmopgoniH-4-in)-geHrinl}-1,3-giokconaH-4,5-
Avkapbokcamig,

4-N-[(4-xnopdpeHin)]-5-N-{[4-(2-okco-2H-ipnamnH-
1-in)denin]}-1,3-giokconan-4,5-gpukapbokcamia, ESI
440;

4-N-[(4-xnopdpeHin)]-5-N-{[4-(3-okcomopdoniH-4-
in)dpeHin]}-1,3-giokconan-2,2-gumetTnn-4,5-
avkapbokcamin, ES1474;

4-N-[(4-xnopdeHin)]-5-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-ceHin]}-1,3-giokconaH-2,2-
anmeTun-4,5-gmkapbokcamig, ESI1488;

4-N-[(4-xnopdeHin)]-5-N-{[4-(2-okco-1H-nipnanH-
1-in)-cpeHin}-1,3-giokconaH-2,2-gumetnn-4,5-
ankapbokcamig, ES1468.

Mpuknag 13

AHanoriyHo npuknagy 7, npu B3aemogii N-[4-(3-
OKCOMOpPQPOniH-4-in) eHin]-1-BOC-ninepasnH-2-
kapbokcaminy 3 4-xnopdeHiniso-uiaHatoM oaepxKy-
Banu Crosnyky

1-N-[4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)cpeHin]}-1-BOC-ninepasnH-1,2-gukapbokcamig
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("12") y Burnagi 6innx kpucranis, ESI 529, tnn, 129.
HacTynHi cnonyku ogepxyBanu aHanoriyHo
(3R,5R)-1-(4-xnopdeHinkapbamoin)-5-[4-(3-

okcoMmopdoniH-4-in)deHinkapbamoin]niponianH-3-in

nponioHart, ESI 515;
(3R,5R)-1-(4-xnopdeHinkapbamoin)-5-[4-(3-

okcomopdoniH-4-n) cdeHinkapbamoin] niponiaMH-3-4n

auertar, ESI 501, tan. 148.

Mpwvknag 12
4-N-[(4-xnopdeHin)]-5-N-{[4-(3-okcomopdoniH-4-
in)peHin]}-1,3-giokconan-4,5-gukapbokcamia  oaep-

XyBanu aHarnori4Ho HaCTYMHin cxemi:

O . .

a

DAPECH

(o

o
(}i@\%\:‘gn@\m

Mpu BuganeHHi BOC-rpynu ogepxysanmu

1-N-[4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-ninepaswH-1,2-ankapbokcamig.

Mpw aHanorivyHin peakLii 4-xnopdeHinisoujiaHaTy
3 N-[4-(3-okcomopdponiH-4-in)deHin]-1,3-0kcasanHaH-
4-kapbokcamifom ofepKyBanu CronyKy

1-N-[4-xnopdeHin]-2-N-{[4-(3-okcomopdoniH-4-
in)dpeHin]}-1,3-okcasuHan-3,4-ankapbokcamia.

Mpuknag 13-1

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)dpeHin]}-(R)-4-okco-niponianH-1,2-gukapbokcamin
ofepKyBanu aHanori4Ho HacCTyrHin cxemi:
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0,21r (0,98vmonb) xnopcopmiaty nipuaunHio
(PCC) popaBarm go po3umHy 0,3r (0,65mMmornb) 1-N-
[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)peHin]}-(1R,4R)-4-rigpokcuniponianH-1,2-
Avkapbokcamigy (npuknag 7) y 15mn meTtuneHxnopu-
Ay, i peakuinHy cymil nepemillyBanu npu KiMHaTHIN
Temnepartypi npotarom 4 8 roauH. NoTiM ocag Biadi-
NbTpoBYBanu, i inbTpaT TPUYi NPOMUBANU KOXHWIA
pa3 20mMn Boau i BACYWYyBanu Hapg cyrnbgaToM Ha-
Tpito. Micna LbOro PO3YMHHUK yraproBanu, 3anuLuoK

J
z:|:

()

;\J ¢
ounwanu wnsaxom npenapatmeHoi BEPX, ogepxytoun
140mr (47%) 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-
okcomopdoniH-4-in)dpeHin]}-(R)-4-okco-niponignH-
1,2-ankapbokcamigy y Burmsiai 6inoro nopouky, ESI
457, tn. 154.

Mpwknag 13-2

N-[4-(3-okcomopdponiH-4-in)deHnin]-(2R,4R)-1-[2-
(4-xnopdpeHin)auetnn]-4-rigpokcuniponiguH-2-
kapbokcamif ofepKyBanu aHasnoriyHo HaCTYMHIN
cxXemi:

LA O

EEDQ

0,25r (1,46mMmonb) 4-xnopdeHinoLToBOI KUCIOTU
i 0,361 (1,46Mmonb) etun 2-eTOKCKN-1,2-
avrigpoxiHonuH-1-«ap6okevnaty (EEDQ) nocnigosHo
aofasanu npu KiMHaTHIM TemnepaTtypi A0 PO34YUHY
0,5r (1,46mmonb) N-[4-(3-okcomopdoniH-4-in)deHin]-
(2R,4R)-4-rippokcuniponignH-2-kapbokcamigy — (npu-
knag 7.2) i 0,2mn Tpretunaminy B 20mn Tonyony.
[MoTiM ofepXaHy peakuinHy cymiw 3anuwanu nepe-
MillyBaTUCS NPW KiIMHATHIN TemnepaTypi npotarom 12
roavH, nicnsa uboro nocnigosHo npommeanu 10mMn 1 H.
congaHoi kucnotv i 10Mn HacMyeHoro po3ynHy rigpo-
kapboHaTy HaTpito, i opraHiyHy cbasy BuCyLLIyBanuM
Hag cynbdaTtom HaTpito. [Micns UpOro PO3YMHHMK
yraptoBanu, HEOYMLLEHWUA NPOAYKT OUMLLANN LUNSAXOM
npenapaTtuBHoi BEPX, opepxytoun 0,31r (46,4%) N-
[4-(3-okcomoponiH-4-in)deHin]-(2R,4R)-1-[2-(4-
xnopdeHin)auetnn]-4-rigpokcuniponignH-2-

XHCI

"

bgoo

ci

kapbokcamigy y Burnsagi 6inoro nopowwky, ESI 458, ton.
141°.

HacTynHi cnonyku ogepxysanu aHanoriyHo

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-(4-
xnop6eH30in)-4-rigpokcuniponigmH-2-kapbokcamia,
ESI 444, thn. 216°;

N-[4-(3-okcomopdponiH-4-in)deHnin]-(2R,4R)-1-(1-
1H-inpon-3-in-meTaHoin)-4-rigpokcuniponignH-2-
kapbokcamig, ESI 449, t, 283°;

N-[4-(3-okcomopdoniH-4-in)denin]-(2R,4R)-1-(1-
1H-iHpon-6-in-meTaHoin)-4-rigpokcuniponignH-2-
kapbokcamig, ESI 449, tn,. 148.

Mpwknag 13-3

1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-in)deHin]}-(2R,4R)4-
eTokcuniponiavH-1,2-gukapbokcamig
aHarnoriyHo HaCTYMHIN cxemi:

ofepxkysanu
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Cycnensito  5r (21,62mmornb) umc-N'-Boc-4-
rinpoken-D-nponivy i 8,66r (43,24mmornb) etun 4-
TonyoncynbdgoHaTty B 5mn TetparigpodypaHy (TIr®)
Aojasanu o posuvHy 2,94r (73,5MMornb) rigpookucy
HaTpito B 5Mn Boau. MoTim peakuiviHy cymil nepemi-
wysanu npu 40°C npoTsarom 12 roguH i nicnsg Lboro
ynaproBanm Ha POTOPHOMY BUMAPHUKY, i 3anuLLOK
pecycneHaysanuv B 10Mn Bogu.

Micna uboro BOAHWI PO3YMH ABiYi NMpoOMMBaM
KOXHUA pa3 10Mn MeTuneHxnopuay i nigkucnanu 3a
OOMOMOTO 2 H. ConsiHoi kncrotm. OgepkaHui Kuc-
NUA PO3YMH TPUYI ekcTparyBanu KOXHWA pa3 20Mn
MeTunenxnopugy. [Mpu BucywyBaHHi 06'egHaHMX
METUNEHXTOPUA, HUX EKCTPaKTIB HaA cyrnbdaToM Ha-
Tpito i po3naploBaHHi po3dmHHMKa ogepyBanu 4,87t
(86,9%) wmc-N’-BOC-4-etokem-D-nponiHy y surnsagi
6e36apeHoi onii. ESI: 232.

AHanoriyHo npuknagy 7, npyu B3aemopii umnc-N’-

%\.,,f,o +
o m@wi

/\FO
he!

1,01r (5,00mmonb) 4-HiTpodeHinxnopdgopmiaTy i
0,404mn (5,00mmornb) nipuanHy AogaBanu 40 po3yu-
Hy 961mr (5,00mMmorb) 4-(4-amiHodeHin)MopdorniH-3-
oHy B 10Mn guxnopmeTaHy, i CyMill nepemillyBanu
npu KiMHaTHIn TemnepaTypi npoTtarom 1 roguHu. Jo
cycneHsii gogasanu 1,31r (5,00mmorns) xnopuay (R)-
2-(4-xnopcpeHinkapbamoin)niponiguHito i 2,55mn
(15,0mmonb)  N-etungiisonponinamiHy.  PeakuinHy
cymilW nepemiwyBanu Mpu KiMHATHIM TemnepaTypi
npotarom 12 roguH i NOTIM ynaproBanu, i 3anuLok
XpomaTtorpadpyBanu Ha cunikarenesin KOnoHui, ofe-
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BOC-4-eTokcun-D-nponiHy ogepxxysanu cnonyky

1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4R)4-
eTokcvniponiavH-1,2-gukapbokcamig, ESI 501, tun.
117.

Cnonyku

1-N-[(4-xnopdeHin)]-2-N-{[4-(2-okco-1H-nipnaunH-
1-in)dpenin]}-(2R,4R)4-eTokcumniponignH-1,2-
ankapbokcaming, ES1481, twr. 209°;

1-N-[(4-xnopdeHin)]-2-N-{[2-dTop-4-(3-
okcomopgoniH-4-n)deHin]}-(2R,4R)4-
eTokcuniponiguH-1,2-aukapbokcamia, ESI 505, ton.
187°; ogepxyBanu aHarnoriyHo.

Mpuknag 134

2-N-[(4-xnopdpeHin)]-1-N-{[4-(3-okcomopdoniH-4-
in)deHin]}-(R)-niponianH-1,2-gpnkapbokcamia  ogep-
XyBarnu aHanoriyHo HaCTYMHIN cxeMi:

CJEN\<J\08\Ct

ON‘& TIipHAKH

EtNiPr,

pXyroun 2-N-[(4-xnopdpeHin)]-1-N-{[4-(3-
okcomopdoniH-4-n)deHin]}-(R)-niponigunH-1,2-
Avkapbokcamia y BUrmsAi xXoBTyBaToi TBEpAOi peyo-
BUHU, ESI443.

2-N-[(4-xnopdeHin)]-1-N-{[4-(3-okcomopdoniH-4-
in)gpeHin]}-(S)-niponiguH-1,2-gukapbokcamia, ESI
443, opgepxyBanu aHasnorivHo.

Mpwknap 13-5

N-(4-xnopdeHin)-(R)-1-{2-[4-(3-okcomopdoniH-4-
in)peHinlaueTun}niponignH-2-«kapbokcamia  ogoepxKy-
BaIn aHanoriyHo HaCTYMHIN CXeMi:
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Hakite,

4.82r (19,5Mmornb) eTtun 2-eTOKCKN-1,2-
avrigpoxiHonuH-1«ap6okennaty (EEDQ) popasanu
ao cycneHsii 2,80r (13,0mmonb) N-Boc-D-iponiHy i
1,66r (13,0Mmonb) 4-xropaHiniHy B 50mn Tonyony i
Cymill nepemiwyBanu npu KiMHaTHIN TemnepaTtypi
npotarom 3 roavH. PeakuiiHy cymiw dinbTpyBanu i
0o dinbTpaTy AodaBanu netponenHun edip. YTBO-
peHun ocapg BigdiNnbTpoBYBaNu i BUCyLWyBanu, ogep-
Xyroun TpeT-6yTnn (R)-2-(4-xnopdeHin-
kapbamoin)niponignH-1-«kap6okcunat y surnsai 6es-
6apBHUXx kpucranis; ESI 325.

4,00r (12,3mmorb)  TpeT-Oytun  (R)-2-(4-
xnopdeHinkapbamoin)niponignH-1-«apbokcmnaty
pO34mHAnM B 20Mn

4 H. HCI y piokcaHi i 3anuwanu npu KiMHaTHIlA
TemnepaTtypi npotarom 2 roguwH. PeakuinHy cymiw
ynaptoBanu i Bucywysanu, ogepxyroum xnopug (R)-2-
(4-xnopdpeHinkapbamoin)niponiguHito y Burnsgi aner-

Ka KOpUuHIoBaToi TBepaoi pevouHu; ESI 225.

0,26mn (2,4mmonb) 4-meTtunmopdponiny i 230mMr
(1,2mMmmorb) rigpoxrnopuan N-(3-
anmeTtunamiHonponin)-N'-eTunkapbogiimigy
(DAPEC1) gopgasanu go po34dmHy 261mr (1,00Mmornb)
xnopuay (R)-2-(4-xnopeHinkapbamoin)niponiavHito i
235mr (1,00Mmornb) 4-(3-okco-mopdoniH-4-
in)peHinoytoBoi kucrotM B 2mn OM®A, i cymiw ne-
pemilyBanu npu KiMHaTHIA TemnepaTypi npotarom 18
roanH. PeakuiHy cymill BHOCunu y Boay 1 yTBOpe-
HUM ocag BigdinbTpoByBanu, ogepkyoum N-(4-
xnopdeHin)-(R)-1-{2-[4-(3-okcomopdroniH-4-
in)deHinlauetmn}niponigmH-2-kapbokcamifg y surmagi
3nerka Kopu4HioBaToi TBepLOT peyoBuHN; ESI 442.

N-(4-xnopdeHin)-(S)-1-{2-[4-(3-okcomopdoniH-4-
in) deHin] aueTtuniniponignH-2-«kapbokcamia, ESI
442, opepxyBanu aHanorivHo.

OnepxaHHs KOMNOHERTA xapGoaoaoi KHUCAOTH

Sy | HAN' o
’Erc + ci"

aue‘mﬂrrpml
14,61 (92,7mmonb) xnopuay (2-
XIopeToKCcu)aueTnny gogasanu go cycneHsii 20,0r
(92,7mmorb) rigpoxnopuay etn 4-

amiHoeHinauetaTy B 25mn Tonyony, i cymiw Harpi-
Banu Npu KUMiHHi npoTsarom 24 roguH. PeakuiniHy cy-
Mill ynaptoBanu i BUCYLLYBanu, oAepxyloun etun {4-
[2-(2-xnopeTokcu)aueTunamiHoldeHinjauetat y Bu-
rmazi )XoBTyBaTol TBepAoi peyosuHu; ESI 300.

43.,4r (133mmonb ) kapboHaTy Lesito fjogasanu 4o
po3unmHy  26,6r  (88,8mmornb) emwmn  {4-[2-(2-

TanyoR cl ~"o ’\“)q
“~~ Dnerma o -~
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xrnopeTokcu)aueTunamiHol-cperinjauetaty B 100mn
aueToHITPUAY i Cymill nepemiluyBanu nNpu KiMHaTHINA
Temnepatypi npotarom 18 roguH. PeakuiHy cymill
dinbTpyBanu, i dinbTpaT ynapioBanu, oAepKyluu
emun [4-(3-okcomopdroniH-4-in)dpeHinjaueTat y Bu-
rnagi xxosTyBaToi onii; ESI 264.

20,2r (76,8vmonb) etun [4-(3-okcomopdoniH-4-
in)deHinjauetaty po3umHsanu B po3uuHi 3,37t rigpo-
oKkucy HaTpito B 40Mn eTaHony, i peakuinHMin pO3yuH
nepemillyBanu npu KiMHaTHIn TemnepaTypi NpoTsroMm
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18 rognH. PeakujnHy cymiw ynaptoBanu, i 3anuLiok
pPO34MHANKM y Bogi i nigkmenanu go pH 3 3a gonomo-
roto 1 H. congaHoi kucnoTn. Cymil ekctparysanu eTu-
naueTaToMm, i opraHiyHy dasy BucyllyBanu Hapg cy-
nbchatoM HaTpilo W ynapitoBanu, ogepkyroum 4-(3-
OKcoMOoponiH-4-)PeHiNoUTOBY KUCMNOTY Yy BUMALj
XOoBTyBaTOl TBEpAOi peyosuHu; ESI 236.

HacTynHi cnonyku ogepxysanu aHarnoriyHo npu-
knagy 13-5:

N-(4-xnopdeHin)-(2R,4R)-1-{2-[4-(3-
okcoMopdoniH-4-n)deHin]-aueTun}-4-
MeToKcuniponigMH-2-kapbokcamia,

N-(4-xnopdeHin)-(2R,4S)-1-{2-[4-(3-
okcomopdoniH-4-n)teHin}-auetnn}-4-
MeToKkcuniponigMH-2-kapbokcamia,

N-(4-xnopdeHin)-(2S,4R)-1-{2-[4-(3-
okcomopdoniH-4-in)deHin}-auetmn}-4-

Ap,OMNHIIMOA

MeToKcuniponignMH-2-kapbokcamia,
N-(4-xnopdeHin)-(S)-1-{2-[4-(2-okco-1H-nipnamH-
1-in)dpenin]auetTvn}-niponianH-2-«kap6okcamia,
N-(4-xnopdeHin)-(S)-1-{2-[4-(2-okconiponiganH-1-
in)peHinlaueTvn}-niponiamH-2-«kapbokcamig,
N-(4-xnopdenin)-(R)-1-{2-[4-(2-okconiponignH-1-
in)dpeHinlauemn}-niponignH-2-«kapbokcamia,
N-(4-xnopdeHin)-(R)-1-[4-(2-okconinepmnanH-1-
in)oeHsoin]niponignH-2-«kapbokcaming,
N-(4-xnopdeHin)-(R)-1-[4-(2-okconinepnamnH-1-
in)dpeHinokcrkapboHin]-niponiamH-2-«kapbokcamia.
Mpuvknag 13-6
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)deHin]}-(2R,4R)-4-(2,-3-gurigpokcunponokev)  ni-
poniavH-1, 2-gukapbokcamin ogepyBanu aHanoriv-
HO HaCTYMHIN CxeMmi:
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NMO. N-meTimmopgoma-N-okcan

1,55r (38,6Mmonb) rigpnay HaTpito nopuismu go-
gasanu B aTtmocdepi asoty Ao posuuHy 10,3r
(42mmornb)  1-TpeT-6ytun 2-memun (2R, 4R)4-
rigpokevniponiavH-1,2-opukapbokevnaty i 36,34mn
(420mmornb) 3-6pom-1-nponeHy B 100mn gumeTtun-
dopmamigy (OM®DA), i noTim cymiw nepemiwyBanm
npu KiMHaTHIn TemnepaTtypi nNpoTarom 15 XBUMMH.

MoTim po peakuinHOl cymiwi nopuismu gogasamm
9,73r (42mmornb) okcmay cpibna, i peakuiiHy cymil
3anuwanu nepemillyBaTmca npu KiMHaTHI Temnepa-
Typi gogaTkoso npoTarom 12 roguH. lMicna uboro pe-
akuinHy cymiw dinbTpysanu, dinbTpaTt ynaptoBanu
Hacyx0 Mif 3HWKEHMM TUCKOM, i 3amMLLIOK pecycrneH-
ayBanu B 20MN HaCUYeHOro PO34YMHY NIMMOHHOI KUC-
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notu. lMNicna uen ocapg sBigdineTpoByBanu, dinbTpaT
ABidi ekcTparyBanm KOXHui pa3 20mn eTtunaueTary.
Mpwn BucywyBaHHi 06'egHaHNX opraHiyHUX a3 Hag
cynbgaToM HaTpilo i po3napoBaHHi pO3YMHHKKa ofe-
pxyBann 11,6r Tpet-6ytun 2-memmn (2R,4H)4-
aninokcuniponignH-1,2-gukapbokcunaty y BuUrmsaAi
YepBOHO-KOpUYHeBoi onii; ESI 286.

6,16r (52,6mmornb) N-MeTunmopdoniHy N-okcuagy
(NMO) i 193,7mr gurigpaTy ocmaTy Kanito nocnigoBHO
Aojasany nNpu KiIMHaTHIN TemnepaTypi 40 PO34nHY 5
(17,52mmone)  1-tpet-0ytun  2-metun  (2R,4R)-4-
aninokcuniponignH-1,2-gukapbokcunaty B 60mn Bo-
an, 25mn aueTtoHy i 10mn TpeT-GytaHony, i cymiw
nepemiwysanu npotarom 48 roguH. MNoTim go peak-
uirHoi cymiwi gogasanu 6,6r (52,6mmonb) cynbdiTy
HaTpito, CyMilW nepemiwyBanu nNpu KiMHaTHIA Temne-
paTypi OoOaTKOBO NpOTArom roguHu. [llicna uboro
peakuiiHy cymill ynaptoBanu nig 3HWKEHUM TUCKOM,
3anuwok pecycneHgysanu B 50mMn Boau, i BogHUA
pO34MH ABidi ekcTparyBanu KoxHuin pas 20mn etuna-
ueTaTy. lpn BucywyBaHHi o06'€¢gHaHMX OpraHiYHMX
a3 Hag cynbaToM HaTpito i po3naproBaHHi PO3YNH-
Huka opepxyBamm 4,71 1-TpeT-6yTvn  2-meTun
(2R,4R)-4-(2,3-gurigpokcmnponokev)niponignH-1,2-
Avkapbokcunaty y Burnaai xxosTysatoi onii; ESI 320.
1,06r rigpookucy niTito gogasanM A0 PoO3yvHy 4,61
Lboro metunoeoro egipy B 40mn TeTparigpodypaHny,
10mn meTtaHony i 10mMn BoAw, i peakuiHy cymiw ne-
peMillyBanu Npu KiMHaTHI TemnepaTypi npoTarom 12
roavH. lMoTiM peakuiiHy cymill ynaptoBanu nig 3HW-
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KEHUM TUCKOM, O BOAHOrO po34nHy goaasanu 10mn
HACUYEHOro PO3YMHY JIMMOHHOI KMCINOTU, WO 3arm-
LUMBCH, | CYMiLLl TPUYI ekcTparyBanm KoxHui pas 20mn
eTnnaueTtarty. [pn BUCYIYyBaHHI 06'egHaHNX opraHiy-
HUX a3 Hag cynbgatoM HaTpilo i po3naproBaHHI
po34ynHHuKa odepyBanu 4,3r tpeT-6ytmn (2R,4R)-4-
(2,3-purigpokeunpornoken)niponiaunH-1,2-
AvkapbokcunaTy y BuMmMsAgi XosToro nopouky; ESI
306. AHarnoriyHo npuknagy 7, 3 Lei KUCIoTN OAepXKy-
Banu CMOnyKy 1-N-[(4-xnopdeHin)]-2-N-{[4-(3-
okcoMmopdoniH-4-in)deHin]}-(2R,4R)4-(2,3-
avrigpokcunponokcm)niponianH-1,2-avkapbokcamis;
ESI 533.

1-N-[(4-xnopdeHin)]-2-N-{[2-dbTop-4-(3-
okcomopdoniH-44n)deHin]}-(2R,4R)4-(2,3-
aurigpokcunpornokeun)niponianH-1,2-gukapbokcamia;
ESI 551, ogepxyBanu aHanorivyHo.

Mpwknap 13-7

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)peHin]}-(2R,4R)-4-(2-rigpokcu-3-niponianH-1-
innponokcu)niponiamH-1,2-gukapbokcamia,

1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)deHin]}-(2R ,4R)-4-(2-okcookcazonignH-5-
inmeTokcu)niponiamH-1,2-gvkapbokcamip i

1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoporniH-4-
in)deHin]}-(2R 4R)-4-(3-amiHo-2-
rigpokcmnponokev)niponignH-1,2-gmkapbokcamia, ESI
532, tw. 115; opepxyBanu aHamnoriyHO HaCTYMHIN
cxXeMmi:
““»jj"
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Mpuknag 13-8
1-N-[(4-xnopdeHin)]-2-N-{N-
MeTokcukapboHxnmeTun-N’-[4-(3-okcomopdoniH-4-

°\_}“©‘“>_O)’ v?%/

NaHIﬂWA

oe(‘ﬁ

in)deHin]}-(2R ,4R)-4-meTokcuniponiamH-1,2-
avkapbokcamin ogepXyBanuM aHasoriyHO HaCTYMHIN

g o%,ﬁ

=§" -

N ‘O'”b_(\f

61mr (2,54mmorb) rigpuay HaTpito gogaBanv Oo
po3umHy 1r (2,31mmornb) TpeT-6ytun (2R,4R)-4-
MeToKcu-2-[4-(3-okcomopponiH-4-in)-
deHinkapbamoininiponiamH-1+«apbokcunaty  (ogep-
XaHoro aHanoriyHo npuknagy 7.1) y 20mn gumeTtnn-
dopmamigy, i cymiw nepemiwyBanuM Npu KiMHaTHINA
Temnepatypi npotarom 30 xBunuH. NoTiM Ao peak-
uinHoi cymiwi gogaeanu 0,22vr (2,31Mmornb) metun
OpomaueTaTy, NiCNg UpOro Cymill 3anuwanu nepe-
MillyBaTUCA NpuU KiIMHaTHIA TemnepaTypi npoTarom 12
roavH. lMoTiM peakuiiHy cymill ynaptoBanu nig 3HW-
XXEHUM TUCKOM, 3armLiok pecycrnieHgyBanm B 20Mn
BOAM, i BOAHWMA PO3YMH TpUWui ekcTparyBanum KOXHWA
pa3 20mn MetuneHxnopuay. Mpu BucyysBaHHi 06'-
€OHaHUX opraHiyHMxX a3 Hapg cynbdaToM HaTpito i
po3naploBaHHi po3ynHHMKa ogepxyeanm 1,1r TpeT-

oytun (2R,4R)-4-meTOKCN-2-
{meTokcukap6oHinmeTnn-[4-(3-okcomopdoniH-4-
Ch ™0
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R
TEA

HO o HD
N
Z -G{O)OCH,Ph
13-9.1. 6,32r (40,3vmorb) (2-

XNOpEeTOKCH)aLeTunxnopuay gogasanu [0 PO3YUHY
10r (40,3mmorb) OeH3un (4-
amiHouvkrorekevn)kapbamarty i 6,2mn TpueTunamiHy
(TEA) y 300mn TeTtparigpodypaHy, i noTiM cymil
nepemillyBanu npu KiMHaTHIN TemnepaTypi NpoTsaroMm
20 roguH. lMoTiM peakuinHy cymiw ynaptoBanu nig
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in)peHinlkapbamoin}niponianH-1+«kapbokcunaty y
Burnsagi xosrtyeatoi onii; ESI (M-BOC) 392.

Mpw BuganeHHi BOC-rpynn ogepxysanu 1-N-[(4-
xnopdeHin)]-2-N-{N-meTokcm-kap6oHinmeTnn-N'"-[4-
(3-okcomopdponiH-4-in)  deHin}-(2R,4R)4-meToken-
niponiguH-1,2-gukapbokcamia, ESI 545, tnm. 106°.

Cnonyky

1-N-[(4-xnopdpeHin)]-2-N-{N-
MeTokcmkapBoHinveTun-N'-[2-gTop-4-(3-
okcoMmopdoniH-4-n)peHin]}-(2R,4R)4-
MeTokcuniponigmH-1,2-ankapookcamin, ESI 563, tu.
100°, ogepxyBanu aHarsoriyHo.

Mpwknag 139

1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdroniH-4-
in)umkrorekcan-1-inf}-(2R,4R)-4-rigpokcuniponianH-
1,2-ankapbokcamia ogepxkysanu aHarnoriyHo HacTym-
Hi cxeMi

A

3HWKEHMUM TUCKOM, 3anunLLoK pecycneHgysanu B 20mMn
BOAW, | BOOHWA PO34YMH TpUYi eKcTparyBanu KOXHWN
pa3 20mn eTunaueTaty. Nicna uboro o6'egHaHi opra-
HiYHi dasn BuCyWwyBanu Hag cynbdaTtom HaTpito i
PO3YMHHUK ynaptoBanu, 3anuLlok pecycneHayBanu B
20Mn aueToHiTpMNA, i 4O ogepXaHoro po3ynHy goaa-
Banu 2,3r kapboHaTh uesito. MNMoTiM peakuiiHy cymiL
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3anuwanu nepemiwyBaTncsa npu KiMHaTHIA Temnepa-
Typi npoTtArom 48 roavH i nicnsg Luboro ynaptosamm nig,
3HWKEHMUM TUCKOM, 3anunLLoK pecycneHgysanu B 20Mn
BOAM, i BOOHMIA PO3YMH HOTMPU pasu ekcTparysanmu
KOKHA pa3 20mn etunauetaTty. [MoTim o6'egHaHi
opraHiyHi ha3un BuCyLwWYyBanu Hag cynbdaToM HaTpito
i PO3YMHHMK ynaptoBarm, 3asMLLOK pecycrneHayBanu B
50mn TeTparigpodypaHy, OO OOEepXaHOoro pPo34YuHYy
nopasanu 0,3r 5% nanagito/Byrinni, i cymiw rigpyea-
N1 00 NPUNUHEHHST NOMMUHaHHA BoAHto. [licna uboro
KaTtanizatop BigdinbTpoByBanu, i inbTpaT ynapto-
Banu Hacyxo nif 3HWXEeHUM TUCKOM, oaepxyroun 1,51
4-(4-amiHouuKnoreKcun)MopdoniH-3-oHy 'y  BUMAi
6e36apsHoi onii; ESI 199.

13-9.2. AHanoriyHo npuknagy 7.3, npy B3aemogji
umnc-N'-BOC-4-rigpokcu-D-nponiHy i 4-
xnopdeHinizouiaHaTy ogepxysanu cnonyky (2R, 4R)-
1-(4-xnopdpeHinkapbamoin)-4-rigpokcuniponigmH-2-
kapboHoBy kucnoty; ESI 285; tn,, 132°

13-9.3. AHanoriyHo npuknagy 7.1, npn B3aemogji
amiHy 13-9.1 i kucrnotn 13-9.2 ogepKyBanu Cnonyky
1-N-[(4-xnopdpeHin)]-2-N-{[4-(3-okcomopdoniH-4-
in)umkrnorekcan-1-in}-(2R,4R)-4-rigpokcuniponiamH-
1,2-avkap6okcamig, ESI 465; tn,. 245°.

Mpuknag 13-10

HacTynHi cnonykn ogepxysanu aHarnoriyHo npu-
Kknagy 7

1-N-[(4-xnopdpeHin)]-2-N-[(1'-meTun-[1,4’] Ginine-
puauvHin-4-in)l-(2R,4R)-4-rigpokcuniponianH-1,2-
ankapbokcamin, ESI 464; tq, 78°

o

1-N-[(4-xnopdeHin)]-2-N-[(3,4,5,6-TeTparigpo-
2H-[1,41 GinipuanHin-4-n)l-(2R,4R)4-
rigpokcvniponiaMH-1,2-ankapbokcamia, ESI 444

Cl

o ﬁ’%
N\ /
Cl

1-N-[(4-xnopdeHin)]-2-N-[(3,4,5,6-TeTparigpo-
2H-[1,4'] GinipnanHin-4-in)-2R,4R)4-
eTokcuniponiavH-1, 2-avkap6okcamia, ES1472;

N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-(4-
nipuanH-4-nninepasunH-1-kap6oHin)niponignH-1-
kapbokcamig, ESI 430

.
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\
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T

N-(4-xnopcpeHin)-(2R 4R )-4-ripokcu-2-[4-(2-

MeToKcMeHin)-ninepasuH-1«ap6oHinjniponignH-1-
kapbokcamig, ESI 459

H MeO

} &N~
_ Z"NJ

N-(4-xnopdeHin)-(2R,4R)-2-[4-(4-
drop cbeHin)ninepasnH-1-«kapboHin]-4-
rigpokeuniponignH-1-kapbokcamia, ES1447;
N-(4-xnopdeHin)-(2R,4R)4-rigpokcn-2-[4-
rigpokcn-4-(4-meTokcndeHin)ninepnanH-1-
kapboHin)niponiguH-1-«kapbokcamin, ESI 456;
N-(4-xnopdeHin)-(2R,4R)4-rinpokcn-2-(4-
nipuanH-24nninepasunH-1-kap6oHin)niponignH-1-
kapbokcamig, ESI 430;
N-(4-xnopdeHin)-(2R,4R)-2-[4-(4-eTvnninepaswH-
1-in)ninepnanH-1+«ap6oHin]-4-rigpokcuniponignH-1-
kapbokcamig, ESI 465;
N-(4-xnopdeHin)-(2R,4R)-2-[4-(4,6-
AMMEeTUANipUMIANH-2-in)-ninepasuH-1-«ap6oHin]-4-
rigpokevniponignH-1-«ap6okcamia, ESI1 459;
N-(4-xnopdeHin)-(2R,4R)4-rinpokcn-2-[4-(1-
MeTunninepuavH-4-in)-ninepasunH-1-
kapboHin]niponiauH-1«apbokcamia; ESI 450;
1-N-[(4-xnopdeHin)]-2-N-{[2-(2-
AvmMeTunamiHoeTokcm)-4-mopdoniH-4-indeHin]}-
(2R,4R)-4-rigpokcuniponignH-1,2-gukapbokcamia, ESI
532;
1-N-[(4-xnopdeHin)]-2-N-[(2-eTokcn-4-MopdoniH-
4-indpenin)]-(2R,4R)4-rigpokcuniponiguH-1,2-
avkapbokcamin, ES|1489;
1-N-[(4-xnopdpeHin)]-2-N-[(4-mopdponiH-4-in-2-
nponokcudeHin)l-(2R,4R)-4-rinpokcnniponigun-1,2-
avkap6okcamig, ESI 504;
Mpwknag 13-11
HacTynHi cnonyku ogepxyBanu aHanoriyHo npu-
Kknagy 7
1-N-[(4-xnopdeHin)]-2-N-{[4-(2-imiHoniponignH-1-
in)peHin]}-(2R,4R)-4-rigpokcuniponiamH-1,2-
ankapbokcamin, ES1442;
1-N-[(4-xnopdpeHin)]-2-N-{[3-meTnn-4-(2-
imiHoniponiguH-1-in)-deninl}-(2R,4R)-4-
rigpokcvniponiaMH-1,2-ankap6okcamig, ESI 456;
1-N-[(4-xnopdeHin)]-2-N-[4-{2-[(E)-
uiaHiMmiHo]imigasonignH-1-in)-deHin]}-(2R ,4R)-4-
rigpokemniponiamH-1,2-gpnkapbokcamia, ESI 468;
1-N-[(4-xnopdpeHin)]-2-N-{[4-(2-imiHO-5-
MeTunTiazon-3-in)deHinl}-(2R,4R)4-
rigpokemniponiamH-1,2-ankapbokcaming, ESI473;
1-N-[(4-xnopdeHin)]-2-N-{[2-amiHokapBoHin-4-(3-
okcomopdoniH-4-n)deHin]}-(2R,4R)4-
rigpokcuniponigMH-1,2-ankapbokcamig, ESI 502;

wO
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1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdorniH-4-
in)deHin]}-(2R,4R)-4-rigppokcn-2-meTunniponiguH-1,2-
ankapbokcamig, ES1457.

Mpuknag 13-12

o]

«QWfC

O o

Po3unH 1r (6,62mmonb) 5-xnop-2-
TiocpeHkapbokcanmbaerigy i 1,3 8r (13,23mMmonb) ma-
noHosoi kucrnot B 0,07mMn ninepuanHy i SmMn nipuam-
Hy HarpiBanu B Konbi 3i 3BOPOTHVYM XONOAUITbHMKOM
npotarom 2 roauvH. lMicna uboro peakuinHUm po3yvH
3anuwiany oxornoHyTn, NoTiM BnmMBanu B 20Mn BoaM i
nigkncnsanm go pH 1 3a JONOMOoro 2 H. COMsiHOI Knc-
not. MNpoaykT, Wo BMNaB B ocaj Y LUbOMY MpoLeci,
BiAMiNbTPOBYBanNM 3 BiACMOKTYBaHHAM i BUCYLLYBanu
B cywmnbHin kamepi npu 80°C, opepxytoum 1,02r (E)-
3-(5-xnopTiogeH-2-in)akpunoBoi KNCNOTU y BUMMALI
KopuyHeBux kpuctanie, ESI 189. AHanoriyHo npukna-
Ay 7.1, npu B3aeMopji Mbk cronykoto 3 npuknagy 7.2 i
(E)-3-(5-xnopTiodheH-2-in)akpunosoto KucrioToro oge-
pxxyBanu crnonyky N-[4-(3-okcomopdroniH-4-in)deHin]-
(2R,4R)-1-[(E)-3-(5-xnopTioteH-2-in)akpunoin}-4-
rigpokevniponiavH-2«apbokcamig y Burnagi 6e36ap-
BHUX KpucTanis, ESI 476, tnn. 151.

HacTynHi cnonyku ogepxyBanv aHanoriyHo

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-TiodpeH-3-inakpunoin]-4-rigpokcuniponignH-2-
kapbokcamin, ESI 442, tn,. 137°;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(2E,4E)-5-cbeHinneHTa-2,4-gieHinoin]-4-
rigpokeuniponignH-2«ap6okcamia, ES1462, tn,. 127°;

N-[4-(3-okcomopdoniH-4-in)deHnin]-(2R,4R)-1-
[(E)-3-(5-meTnndypaH-2-in)akpunoin]-4-
rigpokcuniponignH-2«ap6okcamia, ESI 440, tn,. 133°;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-TiodheH-2-in-akpurnoin]-4-rigpokcmniponianH-2-
kapbokcamig, ESI 442;

N-[2-¢prop-4-(3-o0kcomopdponiH-4-in)deHin]-

(2R ,4R)-1-[(E)-3-(5-xnop-TiodheH-2-in)akpunoin]-4-
MeTokcuniponiamH-2-kapbokcamig, ES|1 508;

N-[2-cpTop-4-(3-0kcoMophoniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-(5-xnop-TioceH-2-in)akpunoin]-4-
rigpokeuniponignH-2-«kap6okcamia, ES1494, tn, 111°;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(4-xnopdbeHin)akpunoin]-4-rigpokcuniponignH-
2-kapbokcamin, ESI470;

N-[4-(3-okcomopdponiH-4-in)denin]-(2R,4R)-1-
[(E)-3-(3,4-anxnopdeHrin)akpunoin}-4-
rigpokeuniponignH-2-«ap6okcamia, ESI1 504;

N-[4-(3-okcomopdoniH-4-in)deHnin]-(2R,4R)-1-
[(E)-3-(4-xnopdeHin)akpnnoin]-4-meTokenniponignH-
2-kapbokcamia, ES| 484;

m‘mmﬂiﬂepl‘]ﬂﬂ]‘l
C
100°C

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopTioceH-2-in)-akpunoin]-4-
rigpokemniponiaMH-2-kapbokcamif ogepxyeanu aHa-
NOri4YHO HaCTYMNHIN cxeMmi:

GO
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N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(3,4-anxnop-deHin)akpunoin]-4-
MeTokcuniponigMH-2-kapbokcamig, ESI 518;

N-[4-(3-okcomopdoniH-4-in)derin]-(2R,4R)-1-
[(E)-3-1H-iminazon-4-inakpunoin]-4-
rigpokevniponignH-2«ap6okcamia, ESI1426;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopTioceH-2-in)akpunoin]-4-
MeTokcuniponigmH-2-kapbokcamig, ESI 490;

N-[4-(3-okcomopdoniH-4-xn)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
rigpokevniponiaMH-2-«kapbokcamia, ESI 460;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
MeToKkcuniponigMH-2-kapookcamin, ESI 474;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(4-xnopdeHin)akpunoin]-4-eTokcuniponignH-2-
kapbokcamig, ESI 498;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(3,4-anxnopdeHrin)akpunoinl-4-
eTokcuniponianH-2-«ap6okcamia, ESI 532;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
eTokcuniponiguH-2-«kap6okcamia, ESI 488;

N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-xnopTioceH-2-in)akpunoin]-4-
eTokcuniponiguH-2-«kapbokcamia, ESI 504;

N-[2-cpTop-4-(3-0kcoMoponiH-4-n)deHin]-
(2R,4R)-1-[(E)-3-(4-xnopdpeHin)akpunoin]-4-
rigpokevniponiaMH-2-«kapbokcamia, ESI 488;

N-[2-dTop-4-(3-okcomoponiH-4-in)deHinl-
(2R,4R)-1-[(E)-3-(3,4-guxnopdeHin)akpunoin]-4-
rigpokcuniponignH-2«ap6okcamia, ES1522;

N-[2-dTop-4-(3-okcomoponiH-4-in)deHinl-
(2R ,4R)-1-[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
rigpokcuniponignH-2«ap6okcamia, ES1478;

N-[2-cbTop-4-(3-0kcoMopdroniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
MeTokcuniponigMH-2-kapbokcamig, ESI492;

N-[2-dTop-4-(3-0kcomopdponiH-4-in)deHin]-
(2R,4R)-1-[(E)-3-(4-xnopdpeHin)akpunoin]-4-
MeTokcuniponianH-2-kapbokcamia, ESI 502;

N-[2-dTop-4-(3-okcomopdponiH-4-in)deHin]-
(2R,4R)-1-[(E)-3-(3,4-anxnopdeHin)akpunoin]-4-
MeTokcuniponigmH-2-kapbokcamig, ESI 536;

N-[2-cpTrop-4-(3-0kcoMopdoniH-4-n)deHin]-
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(2R,4R)-1-[(E)-3-(4-xnopdeHin)akpunoin]-4-
eTokcuniponianH-2-«kap6okcamig, ESI 516;
N-[2-¢pTop-4-(3-okcomopdhoniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-(3,4-anxnopdeHin)akpunoin]-4-
eTokcuniponianH-2-«kap6okcamig, ESI 550;
N-[2-¢dpTop-4-(3-okcomopdponiH-4-in)deHin]-
(2R,4R)-1-[(E)-3-(5-xnopdypaH-2-in)akpunoin]-4-
eTokcuniponianH-2-«ap6okcamig, ESI 506;
N-[2-cbTrop-4-(3-0kcoMopdroniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-(5-xnopTiotheH-2-in)akpunoin}-4-
eTokcuniponianH-2-«ap6okcamia, ESI 522;
N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-1H-imipa3on-4-in-akpunoin]-4-
eTokcuniponiguH-2-«kapbokcamia, ESI 454;
N-[2-¢prop-4-(3-okcomopdponiH-4-in)deHin]-
(2R,4R)-1-[(E)-3-1H-imiga3on-4-inakpunoin]-4-
rigpokeuniponignH-2-«kap6okcamia, ES1 444;
N-[2-cpTop-4-(3-0kcoMophoniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-1H-imigazon-4-inakpunoin]-4-
MeToKkcuniponigmH-2-kapbokcamig, ESI 458;
N-[2-¢pTop-4-(3-okcomopdoniH-4-n)deHin]-
(2R, 4R)-1-[(E)-3-1H-imiga3on-4-inakpunoin]-4-
eTokcuniponianH-2-«kap6okcamin, ESI472;
N-[2-cbTrop-4-(3-0kcoMOpdhoniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-nipnanH-3-inakpunoin}-4-
rigpokeuniponignH-2-«ap6okcamia, ESI 455;
N-[4-(3-okcomopdoniH-4-in)deHnin]-(2R,4R)-1-
[(E)-3-nipnanH-3-nakpunoinl-4-eTokenniponiamH-2-
kapbokcamig, ESI 465;
N-[2-¢pTop-4-(3-0kcomopdponiH-4-in)deHin]-
(2R,4R)-1-[(E)-3-nipnamnH-3-inakpunoin}-4-
MeTokcuniponiamH-2-kapbokcamig, ESI 469;
N-[2-cpTOp-4-(3-0kcoOMOphoniH-4-n)deHin]-
(2R,4R)-1-[(E)-3-nipnamnH-3-inakpunoin}-4-
eTokcuniponiguH-2-«kapbokcamia, ESI 483;
N-[4-(3-okcomopdoniH-4-in)denin]-(2R,4R)-1-
[(E)-3-nipnamH-3-inakpunoin]-4-rigpokcuniponianH-2-
kapbokcamig, ESI 437;
N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-nipnanH-3-nakpuoin]-4-veTokcuniponianH-2-
kapbokcamig, ESI 451;
N-[4-(3-okcomopdoniH-4-in)denin]-(2R,4R)-1-
[(E)-3-nipnamH-4-inakpunoin]-4-rigpokcmniponianH-2-
kapbokcamig, ESI 437;
N-[4-(3-okcomopdoniH-4-in)deHnin]-(2R,4R)-1-
[(E)-3-nipnanH-4-inakpunoinl-4-eTokenniponiamH-2-
kapbokcamig, ESI 465;
N-[4-(3-okcomopdponiH-4-in)deHin]-(2R,4R)-1-
[(E)-3-1H-imignazon-4-in-akpunoin]-4-
MeTokcuniponiamH-2-kapbokcamig, ESI 440;
N-[4-(3-okcomoponiH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(4-6pomTiodeH-2-in)akpunoinl-4-
rigpokeuniponignH-2-«kap6okcamia, ES1521;
N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(4-6pomTiodeH-2-in)akpunoinl-4-
eTokcuniponianH-2-«kap6okcamig, ESI 549;
N-[4-(3-okcomopdoniH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-6pomTiodeH-2-in)akpunoinl-4-
rigpokeuniponignH-2-«ap6okcamia, ES1521;
N-[4-(3-okcomopdponiH-4-in)deHin]-(2R,4R)-1-
[(E)-3-(5-6bpomTiocheH-2-in)akpunoin]-4-
eTokcuniponianH-2-«ap6okcamia, ESI 549.
Mpuknag 13-13
HacTynHi cnonyku ogepxyBanu aHasoriyHo npu-
knaay 7

N-(4-xnopdeHin)-(R)-1-[4-(2-okconinepnamnH-1-
in)oeHsoin]niponiguH-2-«kapbokcamin, ESI 426;
N-(4-xnopdeHin)-(S)-1-[4-(2-okconinepnanH-1-
in)6eH3oin]niponianH-2-«apbokcamisg, ES| 426;
1-N-[(4-xnopdpeHin)]-2-N-{[4-(5-okco-1,4-
okcasenaH-4-in)dpeHinl}-(R)-niponiguH-1,2-
ankapbokcamin, ES1457;
1-N-[(4-xnopdeHin)]-2-N-{[4-(5-okco-1 ,4-
okcasenaH-4-in)gpeHin]}-(2R.4R)-4-
rigpokemniponiamH-1,2-ankapbokcamig, ES1473;
1-N-[(4-xnopdpeHin)]-2-N-{[4-((S)-2-meTnn-3-
okcomopdoniH-4-n)-ceHin]}-(2R,4R)4-
mapokenniponiann-1,2-gpukapbokcamia, ESI473;
1-N-[(4-xnopdeHin)]-2-N-{[4-((S)-2-veTnn-3-
okcomopdoniH-4-n)-cpeHin]}-(2R)-niponiamH-1,2-
avkapbokcamin, ESI1457;
1-N-[(4-xnopeHin)]-2-N-{[4-((R)-2-veTnn-3-
okcoMmopdoniH-4-n)-ceHin]}-(2R,4R)-4-
mapokeniponiann-1,2-opukapbokcamia, ESI473;
1-N-[(4-xnopeHin)]-2-N-{[4-((R)-2-veTnn-3-
okcomopdoniH-4-n)-peHin]}-(2R)-niponignH-1,2-
ankapbokcamig, ES1457;
1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomoponiH-4-
in)-2-cpeHokcncpeninl}-(2R)-niponiamH-1,2-
ankapbokcamin, ESI 535;
1-N-[(4-xnopdeHin)]-2-N-{[2-pTop-4-((R)-2-
MeTun-3-okcomopdoniH-4-in)deninl}-(2R,4R)-4-
mapokenniponiann-1,2-gpukapbokcamia, ESI491;
1-N-[(4-xnopdeHin)]-3-N-{[4-(3-okcomoporniH-4-
in)deHin]ininepnann-1,3-gnkapbokcamia, ES1457;
1-N-[(4-xnopdpeHin)]-3-N-{[3-meTnn-4-(3-
okcomopdoniH-4-n)-peHin]ininepnanH-1,3-
ankapbokcamig, ES1471;
1-N-[(4-xnopdeHin)]-2-N-
okcasenaH-4-in)deHinl}-(2R,4R)-4-
rigpokemniponiavH-1,2-opnkap6okcamia, ESI473;
1-N-[(4-xnopdeHin)]-2-N-{[2-meTnn-4-(3-
okcomopgoniH-4-n)-deHin]}-(2R,4R)4-
rigpokevniponiamH-1,2-ankapbokcamiag, ESI473;
1-N-[(4-xnopdpeHin)]-2-N-{ [4-(3-okcomopdoniH-
4-in)dpeHin] (2R ,4R)-4-rigpokcuniponignH-1,2-
avkapbokcamig, ESI1459;
1-N-[(4-xnopdeHin)]-2-N-{[2-(3-okcomopconiH-4-
in)peHin]}-(2R,4R)-4-rigpokcuniponiamH-1,2-
avkapbokcamin, ESI1459.
Mpwknag 13-14
HacTynHi cnonyku ogepxyBanu aHanoriyHo npu-
Kknagy 7
N-[4-(3-okcomopdoniH-4-in)deHin]-(pau)-2-[3-(4-
xnopdeHrin)-ypeinoJunknoneHtaHkapbokcamig, ESI
457

[4-(3-okco-1,4-

CkfjggllgN\[::J‘Njij
cr’(::T'NH (_o

N-[3-meTun-4-(3-okcomopdoniH-4-in)deHin]-
(pau)-2-[3-(4-
xnopdeHin)ypeigolumknoneHtaHkapbokcamig, ESI
471.

Mpwknaa 13-15
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1-N-[(4-xnopdeHin)]-2-N-{[4-(3-okcomopdorniH-4- 1,2-aukapbokcamia, ESI 517, opepxyBanu, gk onuca-
in)deHin]}-(2R,4R)-4-(2-meTokcieTokCn)niponianH- HO
O
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Hanpvknag, cunTes 1-(4-amiHo-2-veTundeHin)ninepnanH-2-oHy:

Q
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PA/C

14.2. CnHTe3 deHinninepMaoHOBOI NaHkn 6e3 MeTUNbHOT rpynu:

q \ ’b cp0 Q. \
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1-(4-AmiHO-2-MeTUNdeHIN)NinepuanH-2-oH 0AepXyBanu, Hanpukag, Sk onMcaHo aani:
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X e e,

CB;CO, NO,
CH,CN PdIC \%

14.3. 1-(4-AmiHodeHin)-1H-nipa3uH-2-oH

Q- O, 2 QO

$nCl, 7=\
—_— \ N——C}—NH2
eTaHon

14 .4. 1-(4-amiHo-2,5-gumeTnndpeHin)ninepuanH-2-oH

¥ imoit TIOPOLIOK, K2CO3
+ -
ON KI, 140 N

i .

Pd/C

14.5. 1-(4-AMiHO-3-Me TUNdEeHIN)ninepuanH-2-oH
F
. ) £s£9, ON
o IMOA |

H HN
Pd/C
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14.6. 1-(5-AmiHonipuauH-2-in)ninepuaMH-2-0H

ON-~ -~
7 N
ON‘Q—C g‘lo D,MCDA | |

Ny

B Hle\
PJ/C N

14.7. 1-(4-AmiHoMmeTundeHin)ninepuanH-2-oH

_csea Ns
%lo AM®A I
H, Ra Ni jN H,  HN
NH/MeOH - [ Pd/C
14 .8. 2-(4-AmiHoeHIn)-2-a3abiumkno[2.2.2] okTtaH-3-0H

r
k%] " é MimEmi nopomok, K poa
Kl, 145°C
NO;

Pd/C
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14.9. 1-(3-AMiHO-6-eTMNdEHIN)NiponiaMH-2-0H

1. LlMdeJnema
’\
qu: +Br\/\ﬁ0 2. NaOH ©:~;\/\[r°"
% HN%"S%
, HS0,95-08%>
o

0}
14.10. 2-(4-AmiHo-2-TpudTopMeTUndeHin)-2-azabiuvkno-[2.2.2JoktaH-3-0H

F ! ko, & TN F
|=|: + o 08 = o F
NO, RN AMOA F
F
NO,
7 3
H, o ON F
PU/C @F

14.11. 1-(4-AmiHo-3-xnopdeHin)niponignH-2-oH

Ch |
. o0, L)
B §

NO:
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14.12. 1-(4-AmiHO-2-TpudTOpMETUNEHIN)NINepUANH-2-0H

F

B mimenit nopowox, KGO,
* O NEF
K1, 150°C *@

S
U

Pd/C

14.13. 3-(4-AmiHO-2-MeTundeHin)-1,3-0KkcasnHaH-2-oH

ON . \FO Miaauii nopomot, |gC__—(¥)3
r Kl 150°C

Y’

H
Pd/C C‘IO

14.14. 4-(4-AmiHodbeHin)MopdoniH-3-oH

NO, KMnQCHpl,  NO:
% XNOPHA BEHIHITPHETHIAMOHIIO j\|

H, HN ﬁi\l
Pd/C

14.15. 1-(4-AmiHobeHin)nipuamH-2-OH
F

S CsCO, NO:
+ 0 AMSA |
-

NO:

sncl, TN

€TaHON
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14.16. 1-(4-AmiHO-2-MeTUNdeHIn)NinepMaMH-2-oH

+* B l v — \/\/\(rN
; ;H, ' pnenva o
2

Cs,CO, NO, H, HAN
S S r———
CH,CN Pd/C \O:L%

14.17. 1-(4-AmiHodeHin)-1H-nipnanH-4-oH

_SLJ

@ + N MOA N
m B
_2.-.

Ra Ni l&
(8]

14.18. 1-(4-AmiHobeHiN)-4-TpeT-6yTnokcrkapboHinninepasnH-2-oH

@Q % GOre

= *w - WON*

14.19. 1-(3-AmiHobeHIN)ninepnanH-2-oH

r
&Nl MiaHul MopomnIokK, chog Q]
+
CH; >, 140°C X @m
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14.20. 1-(4-AmiHoeHIN)-2kanponakTam

F

Q ¥ nMch N: D 'O
NO:

XN10pHA Ra N|
BEHINNTPUETANAMOHID

14.21. 1-(4-AmiHo-3-dpTopdeHin)ninepnanH-2-oH

ﬁ.m@_@

0

14.22. 1-(4-AmiHo-2-dpTropheHin)ninepuanH-2-oH

@ Do 52 Grfna

iz OfDm

14.23. 1-(4-AmiHo-2-dTopheHin)-2-«kanponaktam

F
F CsLO,

@ * d) MoA N d '{ j

NO

KMRQCHC!, m@b H, HNQ-:D
Xnopug - Ra Ni E

BeH3unTPUeTUNAMONIID
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14.24. 4-(4-AmiHo-2-cbTopdheHin)-1,4-okcasenaH-5-0H

o 0,1 exs. Cul ©
y\l 2,3 ox8. Cs,C0s Ha _@_N}«\
HN _O" + W0 02em CHNCHOHNCH, p

aleToHiTpun, 75°C

14.25. 4-(4-AmiHo-3-cheHokcndpeHin)MoponiH-3-0H

. F 2y g
' _/-CI au&rﬁgs vn n
. ON 0 H}_/O' - a 02" '\._/0
o

= 00 T"‘ M#U

aueTomTpmn
14.26. 2-[3-(4- XnopqaeHln)ype|no]|.|,vn<noneHTaH|<ap60Hoaa Kucnorta
NaHCOa

o B T o

14.27. 1-(4-XJ'IOpd:)eHiJ'IKapGa_MO'I'J'I)I'IiI'Ie.pI/I/J,I/IH-3-Kap60HOBa Kucnota

R " NaHCO, . N )

" b'@_mo v U - OI_QN _

' £ o on HO - n OH
14.28. 4-(4-AmiHooeHin)-1,4-okcasenaH-3-0H

Q 0
TEMPO oKvcnioBanHs »—\ S }_\

HQ/_\O—\_\ —_— Ho o-\_\ o O\_\

[} < cl

o»—-C}—NH2 o&—\ Ce,C0y bal
E—J""' O*N_Q_ﬁ o_\_\c: S — OQN_O_U
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OkucnioBaHHa TEMPO 3pgiricHioBanM BignosigHO
00 onucaHoro B HacTynHin nitepaTtypi: L. DelLuca Ta
iH., J. Org. Chem. 68, 4999-5001 (2003).

dapmMakonorivHi gaHi

CnopigHeHicTb o peuenTopis

TaGmuusg 1
W cnonykm FXa-ICg [M] TF/FVIIa-ICs [M]
"AL™ 1,8x107® 2,3x107°
“A2" 2,7x10°®
"AB1” 1,8%10°° 3,9x10°¢
“RE" 3,7%x10"?

HwkyeHaBedeHi npukrnagm ctocytotbca dapma-
LeBTUYHMX NpenaparTiB:

Mpuknag A: dnakoHu ang iH'ekuin

pH posunHy 100r akTMBHOrO KOMMOHeHTa dop-
mymu | i 5r NaoHPO4 y 3n GignctunboBaHoi Boau
BCTaHOBMOBanNM Ha 6,5, BUKOPUCTOBYIOYN 2H. CONSAHY
KMUCNoTy, cTepunidyBanu dinbTpaLieto, nepeHocumm y
dnakoHn ansa iH'ekuin, nioginisyBanm B CTepuiibHUX
YMOBaXxX i 3anevaTyBanu B CTepUnbHUX ymoBax. Kox-
HUA nakoH Ans iH'ekuin MiCTUTe SMr aKTMBHOIMO
KOMMOHEHTA.

Mpuknag B: CynoauTopii.

Cymiw 20r akTMBHOrO KOMMOHeHTa dopmynu |
poannasnanu 3 100r coesoro neuntuHy i 1400r kaka-
0BOI on1iT, po3nuBanu B Npec-opMu i OXONOSHKYBanu.
KoxHuii cynoauTopin MicTuTe 20Mr akTMBHOTO KOMMO-
HeHTa.

Mpuknag C: Po3uuH

Po3unH rotyBann 3 1r akTMBHONO KOMMOHEHTa

thopmynu I, 9,38r NaH2PO42H,0, 28,48r
Na2HPO412H20 i 0,1r 6eHsankoHinxnopmay B 940mn
6ignctunboBaHoi Boau. pH po3yvHy BCTaHOBMOBaNM
Ha 6,8 i 06'em po3unHy goBoaunu Ao 1n i crepunisy-
Banu LWNAXOM OMPOMiHIOBaHHA. Lle po3unH moxe
BMKOPMCTOBYBa TMCS Y OPMi OYHUX Kpanenb.

Mpwvknag D: Masb

500Mr akTMBHOIO KOMMOHEHTa hopmynu | 3amiLuy-
Banu 3 99,5r BaszeniHy B acenTUYHNX yMOBaX.

Mpwknag E: Tabnetku

CyMiWw 1Kr akTMBHOrO KOMMOHeHTa dopMynun |,
4kr nakTosun, 1,2kr KkapTonfsHoro kpoxmanto, 0,2kr
TanbKy i 0,1kr cteapaTy marHito cnpecosysanu Ang
ofdepKaHHA TabrneTok 3BMYAMHMM CMOCOOOM Takvm
YMHOM, LLIOG KOXHa TabneTtka mictuna 10Mr aKkTMBHO-
ro KOMMOHEHTA.

Mpwknaa F: TabneTkn 3 NOKpUTTSIM

TabneTtkn cnpecoByBanu aHanoriyHo o [lpu-
knagy E v notim nokpuBanu 3BuMyaiHMM criocobom
NOKPUTTAM i3 caxapo3u, KapTOnmsHOro Kpoxmarnto,
TanbKy, TparakaHTty i 6apBHuKa.

Mpwknag G: Kancynu

2K aKTUBHOrO KOMMOHeHTa dopmynu | nomiwanu
y TBEPAi XenaTVHOBI Kancynyu 3BMYalHMM CrloCOOOM
TakMM 4YMHOM, OO KOXHa Kancyna mictuna 20Mmr ak-
TUBHOIO KOMMOHEHTA.

Mpwknag H: AMnynn

Po34nH 1kr akTMBHOrO KOMMOHeHTa chopmynu |y
60n GiguctnnboBaHoI BOAM cTepunidyBanu dinbTpa-
uieto, nepeHocMnu B amnynu, niodginisysanu B ctepu-
NbHMX YMOBaX i 3anevaTyBanu B CTEPUINbHUX yMOBaX.
KoxHa amnyna Mictute 10Mr akTMBHOIO KOMMOHEHTA.

Komn’'toTepHa BepcTka A. Kpynescbkuia

MignucHe

Tupax 28 npvm.

MiHicTepcTBO OCBiTM i Hayku YKpaiHu

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

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



