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rae A, R3, C' v E umetoT ykaszaHHele B N 1 3HaYeHWA
5 CoeguHenue cdopmynel |, rae A euibpaH w3 rpyn-
nel, BKNKYawuwed H, -R1-Het, -R1-C1-Csanmn, KOTO-
peId MOMET BHITh HeobAsaTenbHo 3amelleH OfHOM
MIK HECKOMSKUMK TpyMNNamMK, BEIBpaHHEIMU W3 Mg po-
KcK, C1-C4amnKkoKcu, K -R'-C,- CsankeHuna, KOTOpbLIA
moxeT ObTb, HeoDA3aTENBHO, 3aMeller O4HOW WIK
HECKOMNBKMMK TRYMNaMK, BEIDpaHHEIMK M3 TMAPOKCH,
C4-C4 anrokcu, Het u -O-Het,

KaxKa e A R1, He3aBMcUMOo, BEIBpaH 1z rp)él'll'lbl, BKMHO-
varowen -C(O)-, -5-(0)2-, -0-C(O)- u -NR*-5{0)4-,
kaxkABEW Het, HesaBucKumMo, Baibpad M3 rpynnel, BKALO-
yarowen Cg-Crapun v 5-7 uNeHHBd HachiWEHHbIR
UINK HEHACHILEHHLIA TEeTepOoLUVEN, COASpPXallMA OfWH
MIK HECKOMEBKO reTepoaToMoB, BHEpaHHEX u3 N, O n
S, KoTOpbIA MOXeT Beme HeobasaTenbHO KOHAEHCH-
poeaH ¢ BeH3oNMbHEIM Konbyom, rge nMobod uneH wns
ykazaHHex Het moxer Owite HeobAzaTenbHo 3ame-
WweH OOHWM WMV HECKONbKWMW 3aMEeCTUTENAMM, Bbi-
BpaHHBIMKU W3 TPYNNB, BKMKYAKLWER OKCO, -ORQ, -RQ,
N(Rz -CN, -CO:R* 1 -5(0)2-NR )z,

KaxAEW R° Hesasucumo, BolbpaH W3 rpynnbl, co-
cToAweR u3 H u C4-C; ankuna,

B, ecnu npucyTcTBYET, NPEACTABNAET -NH-CH[Ra)-
Cl-
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R* BobpaH W3 rpynnsl, BkAYaoweid Het, Cy-
Ceankwn, C-Csankenun, C:-Csuwknoankun, rae no-
Dol 4neH ykazanHoro R moxeT Obime HeoDAzaTeNb-
HO 3aMelleH OAHWM UNKW HECKONBEUMK -C(D}-NH-Rz,
D v D', HesarUCHMO, BRIBPAHBI U3 FPYNMbI, BEMNIOYALD-
weii Ar, C-Cqankwn, koTopsld MoXeT BbiTe Heobs3a-
TenbHo 3ameweH C:-Cg ywknoankunom unun Ar, Co-
Caankenvn v Ca-Csuuknoankmn,

Ar BoiDpan w3 rpynnel, BKOYawwen dedHwn, 3-6
4YneHHoe KapbBouuknuueckoe Konbuo U 5-6 uneHHoe
reTepolMKIM-eckoe KonbUo, cofepXalliee O4WH Unn
HeCKaorbKo reTepoaTtomos, BaibpaHHeix na O, N n S,
rae yrkasaHHoe KapGoUWKNMYeckoe U reTepolniii-
YeCKOoe KOMbUQ MOMXET ObTb HaCHILLEHHBIM WKW HeHa-
CHIUEHHBIM U, HEOEA3ATENBHO, 3aMELLEHC OAHOR UK
HECKONEKUMU TPYNNamMKu, BEOpaHHEMK N3 OR* R*n
-N{RYz,
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Ceankun, KoTopsii mMoxeT ObiTe HeobAzaTenesHo 3a-
MelleH oAHUM UMK HECKONBEUMK R* nan Het,

Kax LN F&”’, HE3ABUCUMO, BHIOPaH U3 rpynnbl, BKMO-
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6 CoeguvHeHWe no n 2, re A npegcraenaeT R'-Het
¥ D' euiBpaH U3 rpynnl, BrAYaWed C-Ciankun u
KOTORBIA MOMET DbiTb HEODA3aTENsHO 3aMeweH og-
HOW WMWK HECKONbKWMK TRyNnNamMu, BoiOpaHHbiMW 13
C3-Cgyurnoankuna, -OR% u Ar M Cqy ankeHun

7 CoepvHeHve no n 3, rae R BeibpaH w3 rpynnsl,
prntodanwen  Cqi-Ceanrmmn,  Cr-Ceankenun, Cs-Ce
yukroanknn, rage nboid uneH ykasaHHoro R® moxer
ObiTe, HEOCA3ATENbHC, 3aMELleH OfHUM WK He-
CKOMBKUMU 3aMECTUTENAMY, BRIBPAHHBIMY U3 MPYNNbI,
BKIKOHAKLWER —C(O}—NH—RE,

D' ewibpaH w3 rpynnel, BrModawwed Ci-Csankun,
KOTOpLIA MoxeT bbb, HeobasaTenkHo, 3aMmeLleH
OfIHOW WK HECKONBKMMW TRYNNAMK, BLIOpaHHBIMK W3
C3-Cs yurnoanknna, -OR’ u Ar, U CzankeHun

8 CoeguvHeHwe no n 4, rhe A npeacrasnseT F&1-Het,
KAkl i R’ npegcTaenaeT, Hesaencumo, C-Caankun,
KOTOpLIA MoXeT 6biTb HeobAsaTenbHO 3amelleH 3a-
MecTUTENEM, BLIDPEHHBIM U3 TRYNMNB, BRITOYAMLWEN -
C(Q)-NH-K n D' npeacranaet C-C4ankun, KOTORBIA
MO¥eT BbiTe, HeobAzaTensHO, 3amelleH rPYNnown,
BeIGpaHHol W3 Ci-CalyuKknoankuna, OR'wn AL n E
BeIGpaH W3 rpynnel, coctoAwed u3 Het, Het-Het n -
NR°R®

9 Coegurenwe no n 1, sulpaHHOE W3 rpynnbl,
BKMNOUAIOLLeR

(S)-N-1-(3-({3-aueTunamuHo-4-
dpropbeHsoncynehoHun]-6eHannaMuHe)-(13, 2 cuH)-
1-BeH-3un-2-rugpokcunponin-2-((xMHonnH-2-
kapboHWM-aMMHC)  cykuuHamug  wu o (S)-N-1-(3-((4-
aleTnnaMuHo-3-gpTopbeHzoncynedoHnny-
BeHanNaMuHe)-(1S, 2 cuH)-1-beHsun-2-
g porcynponun)-2-{(3MHoNWH-2-kapBoHWN)-aMUHO)-
CyKUMHaMng (coegnHeHue 2),
{3)-N-1-(3-((5-ayeTmnamMnHO-3-MeTUNTHAS0-2-
cynbdoHvmberannamubo}-(15, 2 cuH)-1-GeHsnn-2-
A pPOKCUNpoNUN)-2((XMHONWH-2-kapboHun)-
aMUHO)CYKUMHaMWA (coegHeHne S5),
(8)-N-1-(1-6eH3nn-3- (6eH3nn-{5-n3oKkcaszon-3-
nnTnodoeH-2-cynedoHnn)-amuHo)-(18, 2
rMAPOKCUNRPONKMY-2-{(XMHONWH-2-
KapboHUMaMUHO)CYEUNHAMKYA (coeHEHWe 6),
(S)-N-1-{3-({(BeH30(1,2,5)0rcaguaszon-4-
cynegoHn)bersunamuHo)-(1S, 2 cuH)-1-BeHsun-2-
rugpokcunponun)-2-((3MHonuH-2-kapGoHnn) amu-
HO)CYKUMHamMmy (coeguHerne 9),
M-1-(1-(S)-6eHann-3-(BeHzun-(3-cynbdramonn  Ben-
30NcYNbGOHUMY-2aMUHO-2-(CUH)-TU A POKCHU N ponkn)-2-
{(xvHONWH-2-kapboHun)aMUHO)CyKUUHAMKUE  (coegn-
HeHwne 10),

{3)-N-1-{1-(5) -Bensnn-2-(cuH-rmgpokcKun-3-
{n3c0yTIN-(S-Nnvpnaun-2-nrnoder-2-
cyNbGOHUM2MUHO) NponuM)-2-((XxMHONKUH-2-
KapboHuN)aMWHe) cykyuHamug {(coegHeHne 12),
(8)-N-1-(3-((4-ben3zoncynbhoHunTHodeH-2-
cynbgoHun) n3obytunamnHo)-(1S, 2 cwH)-1-6eHzun-
2-rmgpokcunponum-2-{((xMHONWH-2-
KapboHUMaMUHO)CYELUNHAMKYA (coeHeHWe 13),
(S)-N-1-(1-(S)-6eH3un-3-({(4-
bropbeHsoncynehoHWN)-U3oEyTUNIAaMUHO)-2-(CYH)-
rugpokcunponun)-2-((3MHoNH-2-kapBoHWN)aMHHO)-
CYKUMHaMmua{coegnHerne 14),

CHH)-2-
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{S)-N-1-(3-{{4-aueTunammHo-3-
thTopbeHzoncynbdoHUN)-u300yTHNaMUHO)-(15, 2
cUuH)-1-BeH31uN-2-rua pokcunponuny-2-((XMHONWUH-2-
kapboHun)-amMuHO)CYKLMHAMUA (coequHeHWe 15]),
{S)-N-1-{3-{{3-aueTnamuHo-4-
pTopbenzoncynbgpoHun)-uzobyTunamuHa)-(1S, 2
CHH)-1-Deraun-2-rngpokcunponmn-2-((XHHONWH-2-
kapboHun)-amuHo)cykLMHaMug (coeguHeHve 16),
(S)-N-1-{(1-(S)-Benzun-3-((4-
aueTunamuHobeH3oncyneoH M) n3oByTNaMmHo)-2-
{cuH)-rnaporcrnponun)-2-((XMHONMUH-2-
kapborun)amuHo)cykynHamug {coegnHeHwe 17),
(S)-N-1-(3-((5-aueTMNaMUHO-3-meTuTNas3on-2-
cyNuoHNNINZ0BYTUNAMUHO)-(1S, 2 cWnH)-1-beHaun-
2-rnapokcunponun-2-{(xWHONMUH-2-kap BOHWM}-aM1HO)
CYKUMHamMUE (coeguHeHue 18),

(5)-M-1-(3-{(3-
ayetnnamuHoberzoncynesoHWMINIobyTVNaMUHO)-
(15, 2 CUH)-1-BeH3HN-2-rnA poKCHN ponKn)-2-
{((xuHONUH-2-kapBonun)amuHo)cykUUHaMKua  {coegu-
HeHwe 19),

{S)-N-1-(3-{{(6en3o(1,2 S)okcagwazon-4-cynbgoHwn)-
wzobyTHnamnHo)-{13, 2 cuH)-1-CeHsun-2-
TMAPOKCHNPONWM-2-((XMHONWH-2-
kapboHun)amMuHo)CykLMHamMua (coeguHeHue 20),
N-1-((15, 2 cWH)-1-6eHann-2-rmapokc-3-(1-
u3o06yTun-3, 3-guMeTHNCcyNbgdaMua) nponun)-2-
{{(xHonnH-2-rapboHun)amMu Ho) cykuuHamug (coegu-
HeHwe 21),

N-1-(3-({4-
aueTunaMuHobeH3oncyneoHM)n3cByTMNaMIMHO)-
{15, 2 CWH)-1-68H3NN-2-rMaPOKCMNPONU)-2-
{nmpngwH-2-nnmeTokcnkapboHunamMmuH)-3-5-
meTunbyTupamug (coegunHeHne 22),

N-1-(3-({4-
ayeTunamMuHobeH3oncynedoHWMINIoBYTUNAMUHO)-
{15, 2 cWH)-1-BeH3un-2-rug po-kcunponun)-2-
{nupngwH-4-nnmeTokcnkapboHUNamMUHO) -3-8-
meTunbyTupamug (coegunHeHne 23),
N-1-(3-{(4-bropGensoncynedponmn}  naobyTunamu-
HO)-(15, 2 cuH)-1-BeHann-2-rmapokcrnponun)-2-
{nupngvH-2-unmeTokcnkapboHUnamMuHo)-3-5-
meTunByTupamung (coeguHeHne 28),

4-prop-N-((2 cuH, 38)-2-ruppokcu-4-denun-3-((S)-
TeTparng podypan-3-nnokcnkapbornnamMuHo)-0yTvn)-
N-nz06yTUNbeHsoncynehoHamu (coenHeHne 35),
3. 4-guxnop-N-{(2 cun, 35)-2-rugpokcn-4-pe HWN-3-
{(5)-TeTparngpodypaH-3-unokcHKapboHUNaMuHo)-
ByTun)-N-n3cbytunbensoncynobgponamng  (coegure-
Hue 37),

N-(4-(2 cun, 3S)-2-rmapokcu-4-eHun-3-(NUpUanH-3-
WNMETOKCHKAPBOHUNAMIUHO) by-
TumusobyTuncynedamonn)gpern)-ayetaMmng  (co-
eanHeHne 44),
{1,1-avmeTnaTokcukapboHunamuio)-(2 cuH, 3S)-2-
rMAPoKCKH-d-cbeHrnbyTun)nscbyTnamma 2, 4-
AWMETUMTUAZ0N-D-CYNbOKUCNOTH (CoeAUHeH e 48),
N-{4-{((2 CUH, 33)-2-rvapokcu-4-chbeHun-3-(5)-
TeTparngpodypaH-3-unokcukapboHunamMmuHo)EyTum)
u3zobytuncynecdamonn) dceHun) adetamwng (coegu-
HeHwe 48),

d-prop-N-((Z2 cuH, 35)-2-ruagporcu-4-peHun-3-((F)-
TeTparugpodypaH-3-wnokcnkapboHunamMuHo)-ByTnn)-
N-H306yTWNBeH3oncynetboHaMua{coegnHeHne 52,
{(2 cun, 35)-2-rugporcH-4-cbeHun-3-(NupugnH-3-
WrnmMeTokcHrkapboHunamu-
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HO)ByTN)n3obyTnnamuabenso(1,2,5) okcagHaszon-5-
CyNbOHOBOW KMCNOTE (CcoeqnHeHne 32),

M-(4-({(2 CUH, 35)-2-rupporcu-4-dernn-3-((R)-
TeTparnipodypad-3-UunokcHkapboHunamMuHo)ByTIN)
nacbyTuncynsdamonndeHwn) ayetamug v N-(4-(((2
CHH, 358)-2-rmaporcn-4-bennn-3-((S)-
TEeTparngpodypad-3-

nnekcukapboHHNaMK-

HO)BYTUN)W 30ByTUNCYNehamMoun)deHn) aueTamMug
{coepuHeHune 86),

N-(2-dbTop-5-(((2 cwuH, 38)-2-rngpokcu-4-cberHnn-3-
((5)-TeTparngpodypaH-3-

nnekcukapboHNaMm-

HO)BYTUNY)W 30BYyTUNCYNBhamMoun)deHuN)aleTamMu g
{coepuHeHune 88),
N-{3-{{(2 CUH,
TeTparngpocdypaH-3-
nnekcukapboHNaMm-

HO)BYTUNY)W 30BYyTUNCYNBhaMoun)-deHunaleTamMu g
{coepuHeHue 91),

4-prop-MN-({(2 cuH, 3S)-2-rnapokcu-4-herun-3-((R)-
TeTparngpodypai-3-unokcrkapBboHunamMuHo)byTun)-
N-naoGyTunenzoncynsgporamug{coeguHerue S3),
N-(4-{{{cvH)-2-rngpokcn-(S)-4-heHnn-3-
((reTparnapodpypar)-(R)-3-

nnokcukapboHWNaMm-
HO)6yTN)n3oByTNcynedamonn)deHrm)ayeTamng
{coepnHeHne 94),

d-cbTop-N-(2 CWH, 38)-2-rngpokcu-4-heHnn-3-
{{TeTparnapodypar-(R)-3-
WNMETOKCHKapBOHUNaMUHO) EyTun)-N-
nacbytunbensoncynedoHaMng v 4-bTop-N-(2 cuH,
38)-2-rnapokcu-4-cheHun-3-((teTparngpodypat) - (S)
-3-nnmeTokcukaptoHNamMuHo)GyTm)-M-
WacbyTunbeHsoncynedoHaMng (coeuHeHHa 97),
A-cpTop-N-((2 CUH, 35)-2-rugpokcu-4-heHHn-2-
{npwauH-3-nn-meTokcKkapGoHMNaMuHo)ByTUM)-N-
n3obyTunbeHsoncynedoHaMmg (coegureHue 98),
d-xnop-N-{((2 cuH, 38)-2-rmgpokcn-d-hernn-3-((5)-
TeTparngpodypan-3-unokcrkapbonnamnHo)oyTun)
W3cbyTunbeHsoncnedoHamMuy (coequHeHe 99),
N-{(2 GHH, 33)-2-rngpokcu-4-cdheHun-3-((5)-
TeTparngpodypai-3-unokcrkapBboHunamMuHo)byTun)-
N-n306yTun-4-meTokcubensoncynedoHamng (coegm-
HeHwe 100),

4-tpTop-N-(2-(cuH)-rna pokcu-3-{(2-okcasonufoH-(S)-
4-prmeTokcHkapboHnamMuHo)-4-(S)-cheHunByTn)-
N-n3o6yTunbeHzoncynsdoramug (coegyvHeHne 109),
1-amng-3-((2 cuH, 33)-2-rnapokcu-4-cderun-3-(3-(S)-
TeTparngpodypad-S-
WMOKCUEAPBOHUNAMUHO)DBYTUMIN30BYTUNaMKg  BeH-
3o0n-1,3-aucynedgoHOBOR KMCNOTH (CoefuHeHue 112),
2 CUH, 33)-2-rvgpokcu-4-hbeHun-3-((5)-TeTpa-
rugpodypan-3-unokcrkapboHnnamnHo)Gytun) -
n3chyTunamng pypad-3-cyneoHoBON KcnoTel (co-
efuHeHwne 113),

M-({3-annunokcukapboHUNaMUHE)-(2 CUH, 35)-
2-rngpokcu-4-geHnnBytin)-N-yuknoneHTUnMeTn-4-
dbropbeHsoncynegoramug (coegnHenne 114),
N-gyurnoneHTunmeTun-N-((3-atokcnkapboHun  amu-
HO}-(2 cCwuH, 35)-2-rngpokcu-4-thennnbyTvn) -4-
dTopbeHsoncynehoHami (coefnHerne 115),
4-xnop-N-ynknonentunmeTurn-N-((2  cuH,  33)-2-
g pokcu-4-perun-3-((3)-TteTparmg pocypaH-3-
WnokcKukapboHnaMuHEe)ByTN)BeH3oncynbhoHaMKE
{coegurerne 1186),

35)-2-rmaporcn-4-beHnn-3-{(S)-
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4-ynop-N-ywrnoneqtunmetin-N-{((2  cwn,  35)-2-
MAPOKCKH-d-tbeHrn-3-(nupuanuH-3-
WNMeToKCHKapBoHUN)ByTUN)beH3oNcyNsoHaMny
{coeguHeHue 118),

N-{4-(uvknoneHTunmMeTun)-((2 cuH, 38)-2-rmaporcn-4-
pernn-3-((S)-TeTparnapodypan-3-
wnokcukapboHMnammHE)OyTuN)-cynedramonn)-
therumayeTammy (coegurerne 125),

3-xnop-MN-{(2 cuH, 35)-2-rugpokcu-4-beHun-3-((5)-
TeTparugpodypaH-3-unokcukapboHunamuHo)  ByTun
}-N-n306yTun6enzoncynedoramug {coeguHeHne
138),
d-xnop-N-ynknoneHTunmeTnn-N-(2-(cuH)-rngpokcn-3-
{(2-okcasonnaoH-4-(S)-unmeTun) okcukapboHunamu-
Ho}-4-beHunByTun)-6eHzoncynedoHaMny (coegure-
Hue 139),

N-uuknoneHTunveTun-N-((2 cwuH, 35)-2-rugpokcn-4-
thenun-3-((SiteTparngpodypan-3-
WnokcuKapboHUNamMuHo)ByTUN)-4-
meTokcuHbeHzoncynsdoHamMun (coenHeHre 140),
N-{{3-annunokcukapboHnamuHo)-(2  cuH,  33)-2-
Mg pokch-4-pennBytun)-N-yurnoneHTunMeTvn-4-
meTokcubeHzoncynedonamng (coegnHerne 141,
N-uuknoneHTumeTn-MN-({2 cwH, 38)-2-rmgpokcK-4-
theHun-3-(3-nupuanH-3-
MINMETOKCUKAPEoHUNAaMUHO)ByTHM) -4-
meTokcubeHnsoncynedoHamug (coeguHeHwne 142),
TpudTopykcycHaa conb ((2 cwH, 38)-2-rmaporcn-4-
theHnn-3-((S)-TeTparngpodypan-3-
WNoKcUKapboHUNaMUHO)BYTUN ) W3chyTuNnaMuaa  nu-
pVaWVH-3-cyNedOHOBOR KUCNOTEI (CoegnHeHne 144),

{(2 CWH, 3S)-2-ruppokcu-4-dpennn-3-((S)-
TeTparngpodypaH-3-
WNoKkCcEapOoHMNAMMHO)DYTUN)M3CDyTHNaMMg 5-

uaokcason-3-untTuodeH-2-cynboHOBOM
{coeguHeHue 145),
N-{4-{(3-(annunokcnkapboHunamuHo)-(2 cuH, 3S) -2-
A POKCH-4-cpeHnByTUN)-4 KnonedTin - MeTUNCyMNb-
thamonn)deHun) auetamug (coegnHerne 146),
N-(4-{(ynvknonedTnnmetTun)-{(2 cuH, 3S)-2-rmapokcn-4-
theHun-3-(nupunauH-3-
UNMeTOKCUKaPEoHUNaMUHO)ByTUN)Cynsdamonn)-
theHunn)aueTamng coegureHne 147),
N-uuknoneHTunveTun-N-((2 cwuH, 35)-2-rugpokcn-4-
thenun-3-((SiteTparngpodypan-3-
WnokcuKapboHUnamMuHo)byTUN)BeHaoncynsdoHamMua
{coeguHeHuWe 148),
yuknonentunmetun-({2  cuH,
pernn-3-((S)TeTparnapocdypaHn-3-
WNokckapOoHMNAMMHO)DYTUN)aMuanupuanuH-3-
cyNuthoHOBOR KWCNOTH (coeauHeHHe 149),

{(2 CUH, 35)-2-rupporcH-4-heHnn-3-((S)-
TeTparugpodypaH-3-

unokcukapboHnamu-
HO)OYTUN}M3oByTUNaMuanunepuaH-1-cyNsdoHOBOK
KMenoTel (coeguienne 150),
N-4-({2-(CUH)-ruf|poKcKn-3- {(2-
METOKCUMETUNaNNUnokckapSoHnamuHo)-4-(S) -
heHnnEyTumnzobyTnncynscamonn)derun)-
auetamug {coeguHeHue 153),
{(annwnokcrkapboHnnamnHo)-(2 CWH, 38)-2-
rufpokcn-4A-cpeHrn-6yTun)-LuENoNeHTUNMETUNAMUS
1-ayeTtun-2,3-gurug po-1H-nHaon-6-cynsgoHoBOI
KWCNOTE (CoegHeHne 158),
yuiionenTunmeTun-((2  cuH,
theHnun-3-((S)-reTparngpohypad-3-

KACNOTH

35)-2-rmapokck-4-

35)-2-rmaporcn-4-
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vwnokcukapboHvnaMuHo)Bytun)amng  1-ayetwn-2,3-
awrngpe-1H-ungon-8-cynepoHoBOW  KMCNOTH  (CO-
efuHeHue 157),

M-yuknorekcnnmetun-N-{(Z cuH, 3S)-2-rmapokcu-4-
denun-3-((S)TeTpatugpodypar-3-
WnokcukapboHNaMUHE)ByTN)-4-
MeTokcHbeHzoncynedoHamMmng (coeguHeHne 158),
N-yunorekcunmetun-4-totop-N-{{(2  cuH, 38)-2-
rmapokcu-4-heHun-3-((S)-TeTparufpodyypan-3-
UNoKCHKAapBoHNaMUHE)5yTUN)BeH30NCYNBOHAMUE
{coepnHenne 159),

N-4-{ynrnorekcunmeTin)-((2 cuH, 35)-2-rugpokcn-4-
dhennn-3-((S)-teTparngpodypan-3-
UncKcukapBboHWNaMu-
Ho)ByTN)cynbdgamonndeHUN)ayeTamMuy  (CoefnHe-
Hwe 160),

N-(2 cuH, 33)-2-ruapokcu-4-cerun-3-(nupugmuH-4-
nnmMeTunokcnkapboHmnamuHo)oyTun)-N-n3obytun-4-
MeTokcubeHsoncynedoHaMny (coequHeHe 163),
MN-((2 CHH, 385)-2-rug pokcn-4-cpeHun-3-{(cuH)-
TeTparngpodypaH-3-unorcrkapSoHMNaMuHO)ByTun)-
N-n306yTun-4-metinbenaoncynsponamng  (coegm-
HeHwe 165),

N-yurnonentTunmerTnn-d-rngpokcu-N-{((2 cuH, 38)-2-
rmapokci-4-cheHun-3-(NUpUaKH-3-
UNMETOKCHKaPBOHUNaMUHO)ByTIm)-
6eHzoncynedoHamMug (coeauHenne 166),

N-((2 CHH, 38)-2-rnapokcu-4-ceHnn-3-((3)-
TeTparngpodypan-3-unokcrkapbonnamnHo)oyTun)-
M-n306yTUN-4-HuTpobensoncynedoHamMng (coenHe-
Hue 167),

4-amuHo-N-((2 cuH, 38)-2-rugpokcn-4-dperun-3-((5)-
TeTparngpodypai-3-unokcrkapBboHunamMuHo)byTun)-
N-naobyTunGensoncynegoramug (coegnHerve 163),
M-yuknoneHTUNMeTUN-4-rugpokcu-N-{(2 cuH, 35)-2-
rmapokcu-4-heHun-3-((S)-TeTparufpodyypan-3-
UNokcukapboHnaMuHe)5yTun)-6eHsoneynedoHaMmng
{coepuHenne 169),

N-yurnonentunmeTnn-N-({2 cuH, 3 S)-Z-rmgpokcn-4-
dhennn-3-((S)-teTparngpodypan-3-
WMoKCUEAPBOHWNaMUHE)-ByTUN)-4-
HUTpoBeHsoncynetpoHamug (coegnHerue 170),
4-amuHo-N-yuknoneHTunmeTn-N-((2  cuH, 33)-2-
rugpokci-4-penun-3-((S)-TeTparmgpodypaHr-3-
WNoKCUKAPOoOHWNaMUHE)-0yTruN)-4-
BeHaoncynshoHamua (coeguHeHne 171),

2 4-anamuHo-N-unknoneHTunmetTun-N-((2 cvH, 3S)-2-
g pokcu-4-peHun-3-((S) -TeTparugpodypaH-3-
vnokcukapboHnaMuHe)byTn)-6eHsoneynbgoHaMng
{coegurerne 173),

d-ruppokcu-N-((2 cuH, 38)-2-ruapokcu-4-ceHun-3-
{(3)-TeTparugpodypan-3-
UNoKcHKapBoHNaMuHE)5yTun)-N-
n3obyTunbersoncynedoHaMug (coegureHue 173),
d-corop-M-uvknonedtmnmeTnn-N-((2  cwH,  385)-2-
rmapokcun-4-chberun-3-((S)- TeTparngpodypan-3-
WMokcuEapBoOHUNaMUHO)-ByTUN)BeHz0NcyNegoHaMKUS,
{coepuHeHune 182),
3,4-gmxnop-N-yuknoneHtinmeTin-N{(2 cuH, 33)-2-
rugpokci-4-cpenun-3-((5S)-teTparngpodypan-3-
WNoKcukapboHwnamMuHe)DyTun)-CernzoneynedoHamMng
{coepuHeHue 183),
BeHannokcukapGoHun-(L)-naonedywH-N-(5-((3-
aMUHO)-(2 CWH, 35)-2-rmapokck-4-
deHunByTun)nscbyTuncynedamonn)-2-gpropdieHnn)-
ajetamng (coeavHenve 1387) m N-{(2 cwuH, 38)-4-
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yuiiorekcun-2-ruaporkcy-3-((S)-teTparng podpypan-3-
wnokcukapboHnNamMHO)DyTUN)-N-
LWKNONEHTHUTMETUN-4-MEeTOKCUBEHIONCYNBbHOHAMKA
{coeguHeHWe 105)

10 CoeguHeHuWe no N 9, roe ykasaHHOe CoefUHEHWE
BpGpaHo U3 rpynnsl, BITTIOYAIOWER
(S)-N-I-{I-(S)-BeH3nn-2-{cuH)-rnapokcnn-3-(uzobyTun-
(5-nupugns-Z-nTrodper-2-
cynNuhoHUN)aMUHO)NPONUM)-2-((XUHOMKH-2-
kapboHWN) aMUHo)CcykUMHamMna (coefuHeHne 12),
{S)-N-I-(I-(S)-6en3un-3-((4-dTopbeHzoncynbdoHWn)-
n306yTUNaMnHo)-2-(CUH)-rnapokcunponun)-2-

{{(xwHONWH-Z-kapboHun)amuHolcykumHamng  {coegu-
HeHwe 14),

{S)-N-1-{3-({4-aueTnamMuHo-3-
thTopbeHsoncynegoHun)-U3obyTUnamMuHo)-(1S, 2

GHH)-1-BeH3un-2-rugpokcunponum)-2-((XMHonKuH-2-
kapboHumamuHoIcykuMHamug (coeguHeHne 15),
(S)-M-I1-(3-{(beH20(l,2 S)okcaanaszon-4-cynedoHnn)-
wWaobyTUnamMuHo)-{15, 2 CUH)-1-BeH3nn-2-
rug pokcHnponn)-2-{(xuHonnH-2-
kapborun)amuHo)cykynHamup {coeanHeHwne 20),
N-1-((1S5, 2 cuH)-1-BeHsnn-2-rngpokcn-3-{1-
w300yTUN-3, 3-gumeTuncynedamng) nponun)-2-
{((xuHONUH-2-kapBonun)amuHo)cykUUHaMKua  {coegu-
HeHue 21),

N-{4-{((2 CHH, 38)-2-rnapokcu-4-cheHun-3-((5)-
TeTparng podypaH-3-unokcnkapboHunamu
HO)OYTUNM3obyTUNCYNbthamoun)pernnjaueTamMmng
{coeguHeHWe 43),

N-{{(2 CUH, 3S)-2-rugpokcn -4-ennn-3-{(S)-
TeTparug podypaH-3-unokcnkapboHunamMuHo)ByTum)-
M-u30TBynn-4-meTokcubenszoncynscoHamng (coegu-
HeHwe 100},

d-xnop-M-yuknoneHTunMeTUn-N-((2  cuH, 35)-2-
rufpokcn-4d-cpeHun-3-((S)-TteTparugpodypar -3-
unokcrkapboHMNaMuHo)-6yTun)BeHacncynsdpoHamMug
{coeguHeHue 116),

N-uuknoneHTumeTn-MN-({2 cwH, 38)-2-rmgpokcK-4-
theHnn-3-((S)-TeTparngpodypan-3-
WnokcuKapboHUNamMuHo)ByTUN)-4-
meTokcubeHzoncynsdyoHamug (coeguHeHwe 140),
N-uuknoneHTunveTun-N-((2 cwuH, 35)-2-rugpokcn-4-
peHnn-3-(3-nupugnH-3-
WIMETOKCHKAPCOHHNaMHO)ByTvN-4-
meTokcuHbeHzoncynsdoHamMun (coenHeHre 142),
N-uuknoneHTnmeTun-N-({cwH, 35)-2-rmgpokcn-4-
theHHn-3-((S)-TeTparnapodypaH-3-
unokcrkapBoHunamMuHo)byTun)bensoncynedoHamMua
{coeguHeHue 148),

N-uuknorekcunmeTun-M-((2 cuH, 35)-2-rugpokcn-4-
theHun-3-((S)-TeTparnapodypad-3-
UnokcrkapBoHMNaMUHO)ByTrn)-4-
meTokcubeHnsoncynedoHamug (coegunHeHwne 158),
N-(4-{(ynknorekcunmeTnm-({(2 cuH, 3S)-2-rmapokcn-4-
theHnun-3-((3)-TeTparngapohypad-3-
unokcukapboHUnamMuHo)byTun)-
cynedbamonndeHunjayeTamug (coeguHeHue 160),
N-uuknoneHTunveTun-4-rmngporcn-N-((2 cun, 33)-2-
Mg pPoKCH-4-cpern-3-(nupuauH-3-
WIMETOKCHKAPCOHWNAaMUHO)-
ByTun)BensoncynudoHaMng (coeuHeHe 166),
d-amuro-N-({2 cuH, 35)-2-rngpokcu-4-chbeHun-3-({5)-
TeTparug podypaH-3-unokcnkapboHunamMuHo)ByTum)-
N-n306yTvnBeHsoncynebdoHamug (coeguHenne 169),
d-amuHo-M-unknoneHtmnmetin-N-((2  cuH, 385)-2-
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rugpokci-4-penun-3-((S)-TeTparmgpodypaHr-3-
WNoKcukapboHNamMrHe)DyTHN)CensoneynbgpoHamng
{coepuHeHue 171),

2, 4-anamuHo-N-ynknoneHTunmeTun-N-{(2 cuH, 35)-2-
g pokcu-4-penun-3-((S)-TeTparmg pocypaH-3-
vnokcukapboHnaMuHe)byTn)-6eHsoneynbgoHaMng
{coegurerne 173),

d-rmgpokcu-N-((2 cuH, 3S)-2-rngpokcu-4-theHnn-3-
{(5)-TeTparufpodypan-3-
UNoKcHKapBoHNaMuHE)5yTun)-N-
n3obyTunbersoncynedoHaMua(coegHerre 175) n
N-((2 cuH, 35)-4-ywknorekcun-2-rugpokcu-3-{(5)-
TeTparngpodypan-3-unokcrkapbonnamnHo)oyTun)-
M-LuKnoneHTUNMeTN-4-
MeToKkcubeH3oncynedoHaMug (coeguHeHre 195)

11 CoepguHeHne no n 1, rge ykasaHHoe coegUHEeHUe
MMEET MONEeRyNAPHYK Maccy MeHee unw paBHyto 700
r/monb

12 CoeauHenue no n 11, rge ykasaHHoe coefiuHe-
HWe UMEET MOMEKYNAPHYIO MACCY MEHEE WNW PAaBHYIO
600 rfmone

13 Cnocob ngeHTudbUKaUuy, KOHCTPYWPOBaHWA WK
npeackasanwa wHrmbutopa BKHM npoteass), BROLC-
yalWwKWi ctagvn a) smbopa coeguHeHwA-kanguagaTa
onpeAeneHHOR XMMUUECKCH CTPYKTYPLI, COfiepxalle-
ro Nepewil U BTOPOA aKUenTopHHE hparMeHTel Bo-
JOpOAHOW CBA3N, NO KpaWHeh Mepe oguH U3 KOTOPLIX
6onee cUrNbHO NOMAPM3YETCA, Hexenw rkapGoHun,
NPHUYEM YrasaHHble (DParMeHTsl O4WHAKOBEI WK pas-
NUUYHBI, TpeTWd obpasyloluid BOJOPOAHYID CBA3L
dparmMeHT, KoTopsld MOXeT BuTe NUbo AoOHOpPOM,
nubo aKkyenTopoM BOOOpOOHOW CBA3WM, W MO KpadHel
Mepe fBa CYLWEeCTBEHHO rngpodobHEX dparMeHTa,

b) onpegenenue HuskosHEpreTueckold KkoHBOP-

MaUMM ANA CBASLIBAHWA YKAZAHHOIO COEAWHEHWA C
AKTUBHLIM calTom B4 acnapTunnpoTeaskl, ¢) oleH-
KU cnocoBHOCTW YKasaHHOIC MEepPBOrc W BTOPOro ak-
LUenTopHeX dparMmeHToB, obpasylowux BogopogHEe
c¢BA3W, 06pa3cBLIBaTE BOJOPOAHLIE CBA3N CO L MTKO-
BLIMW MOMNekynamm Bogb ykaszaHHow BWUY acnapTvn-
NpoTEaskl, eCnNK yKalaHHCe COeAWHEHWEe CBA3AHO C

HEA B YKA3aHHOW KOHopMauuu, d) OLeHKH cno-

COBHOCTH YKASAHHbIX CYLLECTBEHHO rUAPOodOBHBIX
dparmMeHToB K accoumayum ¢ P1 u P'y, cesseiBaowm-
MKW kapMaHaMu yrasaHHol BlY acnaprun-npoTeaswl,
€Cln YKasaHHOe COSMHEHWE CBASEHO C HEW B yKa-
3aHHOW KOHMOPMAUMK, ) OUEHKM CNocOoDHOCTH yka-
3aHHOro TpeTkero chparmeHTa, obpasylowlero Boao-
pOAHY0 GBA3b, K 0Bpa3cBaHUo BOROPOAHEX GBA3EH
¢ Asp 25 wn Asp 25 yrazannod BWY acnapTtun-
npoTeasd, €cni yKasaHHoe coefgMHeHUe ¢ Heli ceaA-
3aHO B yKa3aHHOW koHdopwmaywn, f) oueHkn nepe-
KpbiBaHUA o6bema, 3aHATOrC YKasaHHHM COoefuHe-
HWEeM, eCrni YKa3aHHOoe COefWHeHWe GBS3aHO C
ykaszaHHod BIAMY acnaptun-npoTeascid B yKasaHHOW
KoHopMalymu, u obbema, 38HATOrO HATMBHBIM Cyb-
crpatom BMY acnapTun-npoTteaswl wnwn ee Herngpo-
NU3yeMbelM W3OCTEPOM, €CNW YKa3aHHBIA nonunenTug

CBA3aH ¢ yKazaHHol BlM acnapTun-npoTeasod, g)

OLeHKU aHepryu nedopMalvi CBASLIBAHWA yKasaH-
HOMO COefWHeHWA ¢ yrkasaHHoi BWMM  acnaptun-

npoteasol, N) oueHku BkNaga SHTAMLNMKM CYMME
BCEX ANEKTPOCTATHHMECKUX B3aUMOASHCTEWA ykazaH-
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HOro coeAWHeHWA W ykasaHHoW BWY acnaprun-
NpoTeassl, €clNu YKA3EHHOE COBAMHEHWE CBH3IAHO C
HEA B YKA3AHHOW KOHMOoPpMALWKM W 1) NPUHATUS UMK
OTKMOHEHUS YKA3aHHOTO COEAMHEHWA - KaHAUASaTa B
KkadecTee UHMMBUTOpa BM npoTteass Ha OCHOBaHWW
onpeaeneHnid U OLUEHOK, OGYLLECTBNEHHBIX Ha cTaau-
Ax (b)-(h)

14 CoepuHenne, obnagawwee CBOWCTBAMKM WHMMOK-
Topa BMM npoTeasel U UMelollee cneayiolline CTPyK-
TypHble W PU3NKO-XUMHUYECKUE XapakTepucTukn 1)
Nepeoid W BTOPOA aKUeNTOpHble dparMeHTsl BOAo-
pocAHoOR CBR3W, NO KpaWHEW Mepe COAWH W3 KOTOPBIX
Dornee cunNbHO NOMARM3YETCA, Hexenu kapboHwn,
nNpyWYeM yKasaHHele OparMeHTel OMHAKCBE! UNW pas-
AWYHE ¥ cNocoBHH oBpasoBRBATE BOAOPOOHLIE CBSI-
31 C aTOMaMW BOZOpOoAa "WUTKOBLIX' Monekyrn sofsl
acnapTUN-NpoTeasLl, EcNU COE4MHEHNE C© Hell cBAsa-
HO, 2) cywlecTeeHHO rmgpodobHee bparMenTrl, Ko-
Topble accouunpyrTea ¢ Py W P'y, CBA3KIBAIOLMMMH
KapmMaHamMy  ykasaHHo# BKHY  acnapTun-npoTeaskl,
ecnv coeuHeHWe ¢ Hell ceasaHo 3) TpeTwid cBAsH-
BalOWWA Boaopon parMeHT, KOTOpLIi MoXeT 6uiTb
nvbo foHopon, NMBo akuenTopoMm BOLCPCAHOA CBSA-
31, cNoCcoCHEIM OgHOBREeMeHHO O0pazoBLIBATE BOJO-
poAHBIe cBASK C Asp 25 U Asp 25' yKasaHHOW acnap-
TWA-NpoTeasH, ecnv coefuHeHWe ¢ Hell ceasaHo, 4)
AONOMNHUTENEHO 3aHATEIR 06bem npocTpaHcTea, no

3
wpaiinei mepe | 001 . ecru coegurenve cansario

C aKTWBHbIM CaWTOM ykasaHHod BKWM acnaprtun-
npoTeask, NpyvYeM YKazaHHOe MPOCTRPAHCTEO nepe-
KpeiBaeTca ¢ obbeMoM NpocTPaHCTBA, KOTOPEIA FOM-
¥eH BbiTb 3ancnHeH HaTWBHLIM cybcTpaToM ykasaH-
HCWH BlAY acnapTun-NpcTeastl "Tal’] ee
HEerWfponuayemelm W3ocTepom, 5) sHeprua peddop-
Mayu¥ CBA3BIBAHUA COefWHeHUs ¢ ykasaHHod BKM
acnapTun-npoteasoil He Gonee 4emM 10 kkan/mon 1 6)
HEWTpanbHEIR UNK BnaronpPUATHEIA BRIAA HTaNENWW
OT CYMMBI BCEX INEKTPOCTATNYECKUX BIaWMOLENCT-
BWI COBAMHEHWA W NPOTEaskl, €GN COBAUHEHWE CBA-
38HO ¢ yKkasaHHoA B acnapTun-npoTeasol

15 CoeguHeHue no n 14, obnagaollee cBOACTBAMUA
uHrnbutopa BMY nporeasw, ngeHtuduuuposaHHoe,
GKOHCTPYMPOBAHHOE UMK NpegckasaHHoe no cnocoby
n13

16 CoeauHeHWe no N 14, roe ykasaHHoOe coeguHe-

HHE UMSeT CTRYETYPRY dDOpMyJ'IH XL
Zl _Ql _Ll _M_LZ _QZ _ZZ,

1 2
rae QO wn Q Hesabucumo, npeacTaBnAloT aKuen-
TOpHEIE hparMeHTel BOQOPORHOW cBA3K, cnocobHble
Al

CBA3LIBATLECA C aTOMaMKW Bofopofa "WWTKOBOR" Mo-
nekynsl Bogel BWY acnaprvn-npoteasw, npw ycno-

A 1 2
BUMW, UTO No kpaiHel mepe oguH w3 Q um Q
NoNAPM3YETCA CWMbLHES, YeM nonApusyeTcs kapbo-
HWM,
M npefcTaBnaeT CBA3LIBAWWA BOAOROA dparmenT,
KOTOPHIA MoXeT BuiTe NWbBo AoHopoM, NWBo akyenTo-
oM BOAOPOAHOW CBA3W, CNOCOBHEIA OfHOBPEMEHHO
obpazoebiBaTE BOfJCpOAHBE CBA3IW © Asp 25 n Asp
25" ykazanHon BMY acnaptun-npoteassl,

1 2
L 4 L He33aBWCHMO, NpefCTaBNAKT ayknudecKkie
WM UUKNWUHSCKHE NHHKSRHEIS CbparMEHTbl 4

44684 12

KaxAuIA 1a zt ] z* MOXEeT, Heoba3aTeNBHO, NpK-
CYTCTBOBATE, W, €CMH NPHUCYTCTBYST, OH He3aBYCHMO
BeIBpaH U3 rpynnel, koTopas saHUMaeT obbem npo-
CTPEHCTEA, NEeREeKPLIBRIOWMACA C oDbemomMm npo-
CTPEHCTEA, KCTOPbIA JorkeH ObiTb 3anonHeH HaTwus-
HbiM  cybcTpaTom  ykasaHHoW BWY  acnapTun-
npoTeask

17 CoeguHenne no n 16, rpe no kpaiHed mepe

1 2 o
opni nz Q@ wnn Q° npegcrasnseT sameleHHLI
cynedoHaMna

18 CoegureHne no n 15 unm 16, obnagawwee
ceolcTeamu wHrMbuTopa BWY npoteasd, rpe yra-

3aHHLIA MHIMBUTOP MMeeT CTRYETYRY dopmynbl AL

ZI_QI_LI_M_LZ_QZ_ZZS

rne Ql [ Qz NpencTaBNAKT He3aBUCHMO aKLen-
TOpHBIE (bparMeHTel, 00pasyrILne BOAOROAHE CBA-
34 ¢ aTOMaMKl BOAOPOAA "LUMTKOBRIX' MOMNEKYN BOLbI
BWY acnaptun-npoTeasbl, NpW  YCNOBWW, 4YTO MO

T 1 2

KpaiiHei Mepe ogun n3 Q wnn Q° nonmpuayetcs
Bonee CUNEBHO, Hexenu KapboHun,
M npepctasneeT dparMeHT, obpasyiowin BoAOPOA-
Hyl) CBRA3b, KOTOPHIA MoXeT BuTbk NWMBo [OHOPOM,
nubo aKkyenTopoM BOAOPOAHOA CBA3M, CMOCOBHBIM K
OflHOBREMEHHOMY 00pa3oBaHVI0 BOOOROAHBIX CBAISH
¢ Asp 25 n Asp 25' ykasaHHoi BMM acnapTtun-
npoTeashl,

1 2
L 4] L »  HE328BWCHMO, NPeACTaENAKT auuknuye-
CKME WK UWKIVYECKWE NMUHKEPHBIE (pParMeHTEl W

KakABIA 13 Z! 7 A MOXeT HeobAsaTenbHO npwH-
CYTCTBOBATE, W €CNU NPWUCYTCTBYET, TO €0 Hesasu-
CchMO BEIDWMPAKOT M3 TPYNMB, KOTOP&A 38HMMaEeT O0b-
eM MNpOCTPaHCTBA, NEpPEKPLIBAKWMUACA ¢ cBbhemom
NPOCTPAHCTBA, HKOTOPLIA AONXeH ObiTe 3anonHeH
HaTUeHBIM cybcTpatom ykasaHHoW BWY acnaptun-
npoTeassl

19 CoegwHenwe no nobomy wz nn 1-4 u 14-16 B Ka-
YecTee TepPaneBTUYECKOrD areHTa NPCTUB BUPYCHOR
WHGEKLUW, eCnK YKA3aHHOMY BUPYCY ANS OCYLUECTB-
neHWn obasaTenkbHEeIX AKTOB XU3HEHHOTO LUKNA He-
obxognma acnapTun-npoTeasa

20 CoeguHeHve no n 19, rge ykasaHHBIM BUPYCOM
asnsetca BlAY-1, BAMY-2 ynu HTLY

21 CoefnHeHne no nwobomy uz nn 1-4 u 14-16 aAna
MHMMBMPOBAHUS 3H3UMATUUECKOW aKTUBHOCTW acnap-
TUN-NpoTEasLl

22 CoenwvHenne no n 21, rge ykasaHHOW acnapTwi-
npoTteasoi apndaetcd BlY nporeasa

23 dapmMaleBsTUyeckan KoMnosuuyua, adxerTueHaq
NPoTHE BWPYCHOW WHpeKUWW, cogepxawaa dapMa-
LueBTHYeCkN tbchbeKTUBHOE KOMWYSCTBO COEgWHEHMA
no nwbowmy w3 nn 1-4 n 14-16, u dapMayesTUdeCKn
NPUEMNEMBIA HOCHTENL

24 dapmaleBTVMECKas KOMNO3MUMA no n 23, oTAKn=-
YAKLWAACA TEM, UTO OHa [ONCMHUTENBHO COfEpMUT
AHTUBUPYCHEIA AreHT, af bIOBAHT UMW HANOMNHUTENE
25 Cnocob npepgoTepawieHns wnw nedveHwa BKY
MH(PUUMPOBAHNS Y MIEKONWUTAIOWEND, BKITIOMAROLWWA
CTAafMKO BBEASHWA YKA3aHHOMY MINeKcnuTarLlemy
dapmaleeTUueckn addekTUBHOro Konuuectea dap-
MaLeBTUYeCcKOR KOMNo3uyun no n 23 nnu 24

26 Cnocof no n 25, OTAMYAIOWMACA TeM, YTO yKa-
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BpeASHUE MNKW BBESASHUE 38 CHST MHLSKUWKA

MaobpeTeHne OTHOCUTCA K HOBOMY KNaccy Cylb-
thOHaAMUAOE, KOTOpLIE ABRMAKTCA WHrMOUTOpamMKU ac-
napTun-npoTeasel B ORHOM BapuaHTe HacToslwee
u3obpeTeHMe OTHOCUTCA K HOBOMY Knaccy MHrubwTo-
poe HIV acnaptun-npoTeasbl, oTnvqaloWuxca cne-
UNDHUYECKIMU CTRYKTYRHBIMI W (PNINOXMMUYECKN MK
XapakTepucTMkaMn HacToawee uzcbpeTeHWe OTHO-
CUTCA TakKe K dapMaleBTHUECKUM KOMMO3ULUAM,
COAepMaLium aTH coeguHerusa CoefWHeHunA w dap-
MaUEBTUYECKUE KOMNO3MLMK HacToAwero usobpere-
HMA O0CODEHHO XOpOoWOo NoJXodAaT ANA wHrubuposa-
Hma HIV-1 »n HIV-2 npoTeasHon akTMBHOCTW, W,
COOTBETCTBEHHO, MOMYT ObITE ¢ BHIFOJOA WCNONBL30-
BaHH B KauecTBe BUPYCHEIX AreHToe npotue HIV-1 »n
HIV-2 enpycos Hactoawee uzobpeTteHue oTHocuTcA
Tawke K cnocobam WHrMBUpoBaHwA akTweHocTh HIV
acnapartun-NpoTeassl 3@ CYET WCMNONb3IOBaHWA CO-
eAWHeHUWA HacToAwero wsobpeTeHWa wu cnocobam
CKPMHWPOBAHUS COSAWHEHWA Mo Noeogdy Wx aHTU-HIV
AKTUBHOCTK

Bupyc wMmmyrogedywta yenoeeka ("HIV") se-
NAeTcs ATEHTOM, BLIHIBANOLWWM CUHAPOM Nprobpe-
TeHHoro ummyHodeduyuTa ("AIDS"™) - saboneraHug,
XapaKTepU3yIoLLeroca paspylleHueM UMMYHHOR cuc-
TeMel, ocobeHHo CD4* T-kneTok, conpoeoxaarLye-
roca NoABEpKSHHOGTEI APYrUM MHM(EKUMAM - U ero
NpegwecTBeHHNK AlDS-cBAZaHHbIW KOMMNIeKc
("ARC")-cuHA POM, X2pPaKTEPV3YIOWWACH TAKMMKU CUM-
ATOMaMU Kak NepcUcTeHTHaa oblas numdageHona-
TWA, NUXOPaAKa W NoTepn Beca

Kak u B cnydyae HEKOTORBIX [PYTHX PETPOBUPY-
coe, HIY KogupyeT npogyyupoBaHwe npoTeasbl, KO-
TOpasa OCYLIEeCTBNAST NOCTTRaHCNALNOHHOE pacluen-
feHWe  NpeflecTBeHHWKOB  NOMWNENTWAOB B
npoyecce, HeobxoduMoM AnNa obpasoBaHUA WHpek-
UMoHHEIX BUpucHoB (S Crawford et al, "4 Delefion
Mutation 1n &' Pastof the pel Jene of Moloney Munne
Leukemia Virus Blocks Proteolytic Processing of the
gag and pol Polyproteins”, J Virol, 53, p 899
(19885)) OTU reHHble NPOAYKTEl BKNIKOYAKT pol, KOTO-
peid kogupyeT BupoH PHK-3aBucumyio AHK nonu-
mepasy (obpaTHylo TPaHCKpMNTa3y), SHACHYKMeasy,
HIV npoteasy W gag, KOTOpHA KOAWPYET Kop-
npotenHsl BupuoHos (H Toh et al , "Close Structural
Hesemblance Between Putative Polymerase of
Diosophila Transposable Genetic Element 17,6 wn pol
rerHslid npogykr Moloney Murine Leukemia Virus",
EMBO J 4, p 1267 (1885), L H Pearl et al, "A
Structural Mcdel for the Retroviral Protease”, Nature,
pp 3208-351 (1887), M D Power et al, "Nucleohde
Seguence of SRVY-1, Type D, Simian Acguired
Immune Deficiency Syndrome Retrovirus”, Science,
231, p 1567 (1986))

Pag CMHTETWMHECKUX BHTUBUPYCHBIX AreHToB Cmn
CKOHCTPYMPOBAaH ANA TOro, YTobbl OTMETUTL paanvJ-
Hele cTafMd B Uukne pennukaymd HIV 3Tn AreHTwl
BKMIOMAKT COSLHHEHUs, KOTOpEIE BNOKWPYIOT BUPYGC-
Hoe ceAsbiBaHne CD4’ T-NMMdOUWUTOB (HanpuMep,
pacTeopumbix TD4), 1 coeguHeHWd, KoTOpHE Mewwa-

KT BUPYCHOW pEnnuKaguu 3a cyer WHrubupoBaHusA
BUpycHOl obpaTHOR TpaHCEpUNTaskl (HanpuMep, AW-
O3aHO3WH W 3ngoeyguH (AZT)) W WHIUEUpYKT WHTE-
rpayuio BupycHoli OHK B knetounyto OHK (M S
Hirsh and P J D'Agulia, "Therapy for Human
Immundeficiency Virus Infection", M Eng, J Med,
328, p 1686 (1883)) OpHako, Takue AreHThl, KOTO-
pble HanpaBneHbl, rMaBHEM OBPAasOM, Ha paHHWe
CTafMi BUPYCHOW pennuKayuy, He npepoTBpallalT
NPOAYUMPOBEHWE WHMEKLUWOHHBX BMPMOHOB B XpO-
HWYeckW wuHbuUWpoBaHHLIX KeTkax Bonee Toro,
BBEJEHWE HEKCTOPLIX TAKWX AreHTCB B 2 eKTUBHBIX
KONUUYECTBAX MPWBOAWT K KNETOYHOM TOKCHMUHCCTU M
HexenaTeneHEM NoBoYHEM acbcbekTaM, TaKUM Kak
aHeMUA W NoRaBNeHUE KOCTHOMO Mo3ra

MosgHee BCe BHUMZHWE NO KOHCTRYWUPOBEHWIO
AHTUBMPYCHBEIX NekapcTB ObiNC COCPefoTOMEHO Ha
CO3laHWH coeflMHeHUlH, KoTopeie WHrUBbUpyIeT obpa-
30BaHWe WHGEKLUUOHHBIX BUPUOHOB 33 CYET Hapylle-
HWA NPOUECCUHIA  BUPYCHBIX  MOMWNPOTEMHOBBIX
npefwecTseHHukoB  [poueccuHr 3TUX npefwecT-
BEHHUKOB NpoOTeVMHOoB TpebyeT AencTBuA BUPRYC-
KOAUPYIOLLMX MNPpOTeas, KOTOpble CyUecTBEeHHH AnS
pennukayu (Kohl, N b et al, "Active HIV Protease
1= Reguired for Viral Infectvity”, Proc Natl Acad Sci
USA, 85, p 4686 (1988)) AHTMBUPYCHLIR noTeHyuan
HIV npoTeasHoro WHrmbupoBaHwA Own NpogemMoHCT-
pPVPOBaH C WCNONbB3OBAHWEM NENTWAHBIX WHIMBUTO-
poe Takwe NenTUAHLIE COEAUHEHWA, OAHAKO, OBLIUHO
SIBNAKTCH KPYMHBIMA U CMOXHEIMU MOMEKYNaMH, Ko-
TOpble UMEKT TEHASHUMK AEMOHCTRUpOBaTE cnabyto
6uofocTYNHOCTE W OBLIYHO HE ropATcA ANA OpPanbHo-
re npuema Cu Takke MEeXAYHapoAHYH NATEHTHYH
saqeky WQO-A-02 08701 v J R Huff, Journal of
Medicinal Chemistry, 34/8/ pp 2305-14 (1991} Coot-
BETCTBEHHO, BCE ellle Cyl|ecTByeT HeobxofumocTs B
CoSAWHEHUAX, KOTOpLIS MOTYT 3tbdErTHBHO UHrMGK-
pOBaTb JEMCTBHE BUPYCHLIX NPOTERa3, ANA WCNONb3o-
BaHWA B KAauyecTBe AreHTOB AMSA NpeacTBPalleHnsa M
NeYeHWa XPOHUUECKMX U OCTPHIX BMPYCHBIX UHEK-
Luid

B HactosweM wn3obpeTeHnd npegnoXeH HOoBbIA
KMacc CoSAMHEHWA W WX cdhapMayesTVYEecKU npuem-
NeMblX NPOW3BCAHBIX, KOTORBIE NOME3HL B KaJYecTBe
WHrMBUTOPOB AacnapTUn-npoTeas, B 4YacTHooTW, HIV
acnapTun-npoTeas STH COSAMHEHWS MOXHO MCNOMb-
30BaTk OTAENEBHO UMW B COYETAHHWW C APYIUMU Tepa-
NEBTUYSCKMIMK WNK NpotbUNaKTUYECKUMU AreHTamu,
TaKMMM KaK aHTWBWPYCHBIE AIeHTHl, aHTWOWOTHKMW,
MMMYHOMOAYNSTOPRL! UMK BEKUWHEL, ANA NEYEHUA UNK
NpoUNAKTUEM BUPYCHOW UHGeKLMK

B cooTBeTCTBUW C NpeqnoYTUTENbHBEIM BAPHaH-
TOM COEFMHEHMA HacToAwero uiobpeteHua cnocaob-
Hel WHrMDWpoeaTe HIV BupycHylo pennukayno B
CD4" T-kneTkax YenoBeka BTN COBANHEHWS NpUrog-
Hbl B KauecTse TepaneBTUUYECKMX W npodunakTude-
CKMX AreHTOB ANA NedeHus WNW NpefcTEpalleHust
wHpmumpoearvs HIV-1 » pogcTeeHHBIMK BUpYCaMMN,
YTO MOXET NPUBECTA K acHMNTOMAaTHHYSCKOW WHdpek-
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un, AlDS-ceR3aaHHbIM komnnekcom ("ARC"), cwuH-
Apomy npvobpeTeHHoro nvMmyHogeduyuta ("AIDS"),
MINK aHaMNorMuHbIM 32BoNeBaHVaM VUMMYHHOR cuUcTe-
Ml OCHOBHOW Uenkld HacToslwero wsobpeTteHua
SIBNASTCA CO34aHUe HOBOMO Kracca CynsdoHaMUA0B,
KOTOpbBE  ABNSKTCH  MHMWGuTOpamu  acnapTun-
npoteaskl, W ocobeHHo nHrMbuTopamu HIV acnaptun-
npoTeass STOT HOBBIW  KWIACC  CyMNbHOHaAMWA0B
npeacTaened dopmyncd |

D
A-BS n)uwénmcu{n -4-S0E (1)
= ] ] E } 2
H O g

A Bblﬁnpam W3 rpynnel, cocToAwen ua H, Het, -
R'-Het, -R'-C;-Cs ankuna, KOTOPLIA MOXET ﬁbrrb He-
obasarencHo 3aMelleH ogHOW WMnwn Bonee w3 rpynn,
BEIOpaHHBIX W3 rpyNNbI, COCTOHLIJ,SH M3 TAPoKCH, Ci-
Cy al‘II{OKCM Het-O- Het, -NR*-CO- N(R )(R) n -CO-
N{R )(R) n -R-Cy-Cq ankeHuna, KOTOPBIA MOMXET
HeobssaTenksHo BuTE 3amMelleH ogHOW wnu Bonee nz
rpynn, BuiBpaHHbBIX U3 rpynnkl, cocro;u.qen M3 riapo-
Keu, Cy C2 arKoKCH, Het, -O-Het, -NR*-CO- -N(R )(R )

-CO N(R )(R1)

kaxAbd R’ He3aBUMCUMO BHIOMPAOT M3 Tpynnsl,

COCTOAALLEH U3 —C(O) S(O)b -C{C)-C{0)-, -O-C{O)-,
-0-5(C)s-, -NR? S(O)z— -NR*-C{O})- n NR {C)-C(0),
KaKABW Het HesaBucumo eoiBupaloT w3 rpynnel, co-
croaweid ms Ca-Cr-uuknoankuna, Cs-Cr; ywknoanke-
Huna, Cg-Cig-apuna, ¥ 5 - 7 uneHHOro HacbILeHHoro
MINU  HEHaCHIWEHHOTO TeTepoUWKNa, COAepXallero
OJJHH unu Bonee N3 reTepoaToMoB, BEISpaHHEIX 13 N,
N(R ) O, S v S(0)y, rae yrasaHHLIA reTepoUWkn Mo-
*eT OblTb HeoDA3ZaTEeNbHO KOHOEHCUPOBAH C apoma-
TUNECKMM KOMbLUOM W rge noboi YNeH ykasaHHoro
Het moxeT GuiTe HecbAsaTenbHO 3aMeLlieH OfjHUM
unu Bonee uz 3a|\nec1'menev| BuﬁpaHHux u3 gynnu
cocToAlEeH 3 okco, OR . N(R )(R)
CN, -CO:R’, -C(O) -N{R )(R ) -S(O)z-N(R )(R ) -
N(RY-C(0)- R -CO)-R%, -S({Q)-R°, -OCFs, -S(O)q-
Ar, MeTUNEeHUOKCH, N(R)S(O)Q(R) ranouaa, -Cks,
NO;, Aru -C- Ar

kaxgsil R® HesaeucMMO BRIBUpaOT W3 TPYNMH,
coctoAwed w3 H wn Ci-Cianruna, HeobsaaTenkHo
3aMELEHHOoro Ar,

B ecrm NPUCYTCTBYET, NpejcTaBnAeT —N(R)
CR*)(R®)-C(0)-,

¥ npegcraenaeT O un 1,

kaxgbli R’ HesaBucumo euibuparoT w3 rpynn.,
cocToAwen w3 H, WMet, C4-Cs ankuna, C-Ce
ankeHuna, Ca-Cs ymncankuna 7] Ce-Ce-
LUMKOAMNKEeHUNa, NpuueM NKBoA W3 UNEHOB YKA3aH-
Horo Rs, 3a ucknrdeHnem H, moxeT BeiTe Heobrsa-
TenbHO 3ameweH oaHuM unn Gonee w3 3amectwTe-
new, Bbl6paHHbIX W3 rpynns, c:ocTOHuJ,en u3 -‘.'.ZZIR2
C[O) NH R -S[O)S-N(R YR, Het -CN, -SR? -
CO,R?, NR? C(D) R

KAXAbLIA N Heaaaucumo npegcTaenaeT 1 unm 2,

D wn D' HezaBucumo BeIBUpaOT W3 rpynnel, co-
cToAweR n3 Ar, C-Cq-ankuna, KoTopeld MOXeT BuTe
HeODAZaTENLHO 3ameleH ogHoW Wi Donee w3
rpynn, BelBpaHHbX U3 Ci-Cq yuknoankuna, -ORs, -Rs,
O-Ar u Ar, C:-Cy ankeHuna, KOTOPHIA MOMET BbiTh
HeobssaTensHo 3amMelled OfHOA unu Bonee uz
rpynn, Bbl6paHHbIX U3 rpynns, cocToAwen n3 C:-Cs
umKnoankuna, OR R -Q-Ar n Ar, Ca-Cs uvknoan-
KMNa, KOTOPbIK MO)KeT 6brrb HeobAzaTenbHo 3ame-
weH vy KoHaeHcupoeaH ¢ Ar, W Cs-Ce
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UVKMoankeHWna, KoTopeld MoXeT 6bLiTe Heobasa-
TernbHO 3aMeLLLEH WM KCHABHCWPOBEH C Ar,

KaxAbA Ar HEe3aBUCUMO BhIDUPAIOT U3 rpynnbl,
cocToqauen w3 heHuna, 3 - 6 uneHHore Kapbouuknn-
YecKoro Konela M 5 - 6 4NeHHOTO reTepolMIUIEcko-
ro koneua, cogepxawero oguH unu Gonee ns rete-
poaTomoB, BuibpaHHbeix w3 O, N, S, S(0O), v N(R)
NnpMYeM ykasasHoe Kap60um{nnuecrcoe Wnn reTepo-
LWKAWYECKOe KONbLO MOXET BhITE HACHILEHHEIM UMK
HEHaGHIWEHHEIM, W HeobazaTensHO 3aMeLlleHHBIM
ofHol wnw Bonee ns3 rpynn, Bb|6paHHb|x M3 rpynnbl,
c:ocTOHuJ,en M3 oxeo, -OR?, R -N( R? X R; N(R)

C{O)-R?, -R’-CH, -CN, -COzR C[O} NR*(RY, ra-
nonaa u -CF3,

E suiBupaiot W3 rpynns, cocToAwed nz Het, O-
Het, Het-Het, -O/R®, -NR'R®, C-Cs ankuna, KOTOpPSLIA
MoxeT BoiTb Heoﬁﬂsa'renbﬁo saMelier oAgHOR WK
Gonee w3z rpynn, BeIDpaHHBIX W3 TRPYNNEI, COCTOAWLEN
us R* u Het, Co-Cy ankeHnna, KOTOPLIA MOMET BHITh
HeobazaTensHO 3amMelleH ofiHOW v Bonee u©3
rpynn, BEBPaHHEIX W3 rpynnel, cocToswed v R u
Het, C;-Cs HacuHWweHHoro kapbouniia, KOTOPEIA Mo-
*eT OmTh HeolDAzaTenbHo 3ameleH ogHoW unw Do-
nee u3 rpynn, BoldparHbiX W3 IPYNNl, COCTOAWEH 13
R* n Het, u Cs-Cq HeHachiLeHHOro kapbouyukna, Ko-
TopHW MOXeT BuITh HeobazaTeneHO 3aMeLleH caHoW
vnu Bonee w3 rpynn, BoibpaHHBIX W3 rpynnol, co-
CTOALWEN N3 R4 n Het, n

kexauii R' Hesasucumo BblﬁnparoT W3 rpynnol,
comogmen H3 -OR2 -C{0)- NHR? , =5(0)2-NHRE", ra-
nonaa -NR* -C(0}- R’u-CN

Llensio HacToswero n3obpeTeHns SBNAETCA Tak-
¥e cosfjaHWe HapMaleBTUYECKNX KOMMNO3WUMA, co-
aep#awnx cynedoHammgsl dopmynel |, v cnocobel
WX UCNOMNB30BAHWA B KauecTBe WHrubutopos HIV ac-
NapTUn-npoTeassl

Ewe ofHoi uensk HacTosAwero u3obpeTeHus
ABNSETCA co3gaHWe Hoeoro knacca HIV acnapTtvn-
npoteasy WHIMOUPYIOWKWX COELMHEHWH, OTIWYaH-
LWXCA HOBbIM COYETEHWEM CTPYKTYPHBIX 1 (DM3MKO-
XUMUYECKUX XAPAKTEPUCTUK

{1) nepeuld W BTOpOA aKUENTOPHbIA dparmeHT
BOAOPOAHOW CBA3W, NO KpalHeR mepe, OAWH 13 KoTo-
pelx Bonee cUNbHO NonApu3yem, Hexxenw kapboHun,
NPHUYEM YrasaHHble (DParMeHTsl O4WHAKOBEI WK pas-
AWYHB, W CNoCOBHE OBpPa30BHIBATE BOJOPOAHYIO
CBA3b C aToMaMKn BoAopoda "WWTKOBOR" MONEeKyrkl
Boasl HIV acnaprunnpoTteassl, ecnw 3To coeguHeHUe
C Hel cBA3aHo,

(2) cywecTeeHHo rmapodobHble dparmeHTe, Ko-
Topele CBA3aHEl € P11 Py CBA3BIBAKOWUMK "KapmMa-
HaMW' ykaszaHHoh HIV acnapTun-npoTeass, ecny sTo
coeAUHEHUe C Hell CBA3aHD,

{3) TpeTniA cparmeHT, OCYWECTBNAIOWWA BOLO-
POAHYIO CBA3b, KOTOPBIW MOXET Dbime NGO goHopom,
nMCo  2KUENTOROM BOAOPOAHOW CBAZW, CNOCODHBIA
OIHOBPEMEHHC 0BPA30BLIBATE BOAOPOAHYKD CBASL C
Asp25 n Asp2S' ykasanHoi HIV acnaptun-npoTeassl,
€Cnn 3TO coedUHEHWE C HEW CBR3AHO,

{4) aononHWTEN:HO 3aHATHIA OG‘bEM ,npacTpaH-
CTBA, BENWYWHONW, NC KpakHeWh mepe 100A®, ecrim 310
COEAMHEHUE CBA3AHO G AKTMBHLIM CaWTOM YKa3aHHOM
HIV acnaptun-nporeasel, NpWY4eM YKa3aHHOE Npo-
CTPaHCTBO NepeKpblBasTce ¢ 0OBbEMOM MPOCTPAHCT-
Ba, KoTOpoe [OMKHO BbLiTb 32NOMHEHO HETUBHBIM
cyGcTpaTomM yrkasanHon HIV acnaptun-npoteassl MK
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ee HerugponnsyeMoi nsoctepoi {Isostere),

(3) aHeprva getopMaunM CBA3LIBAHWA coeguHe-
HWA ¢ ykazaHHoW HIV acnapTun-npoTeazoil He bonee
10KkKkan/MonkL, 1

{6) HedTpankbHEIA NN BnaronpuATHLIA BKMAag 3H-
TanbnuWM 38 CYST CYMMBl BCEX 3IMEKTPOCTATUAYECKUX
BIAWMOLECUCTBMIA MEXAY 3TUM COSJUHEH/EM W MpPo-
TEa30M, eCNK 3TO COSJWHEHVNE CBASEHO C YKasaHHOH
HIY acnapTun-npoTteasoi

Lieneto HacToAwerc uaobpeTeHus ABNAETCA CO3-
AaHne hapMaleBTUYECKNK KOMNO3WYKWA, coaepxa-
LMX coeguHeHuA, obnapaowme yrasaHHBIMK Xapak-
TepUCTHKAMK, 1 CcnocoboB WX WCNONb3CBAHWA B
kauecTee WHrWbuTopor HIV acnaptun-npoTeassl

Ewe opHoi uUenelko HacToswero WioBpeTeHua
SIBNAETCA cozpaHue cnocoba WAeHTUUKALWK, KOH-
CTPYMPOBaHWA WA npegckasaHua uHrmbutopos HIV
acnapTu-NpoTeaasLl, BKMOYAKWWA cnegyowpne cra-
L

(a) oTbopa coeflMHEeHWA-KAHAWAATOR C onpefe-
NEeHHOR XUMWJECKOR CTPYKTYPOR, coaepxawWx nep-
BBl U BTOPROI akUenmTopHBIA cparMeHT BOAOROJHOW
CBA3W, N0 KpanHen mepe, OOWH W3 KOTOpwX Donee
CHUNBHO NOMNAPW3YETCH, Hexenu kapboHwn, npuyem
yKa3aHHbIe DParMeHTbl CAWHAKOBbl WNU PA3MMUHbI,
TpeTvid pparMeHT, oSpasylolWwMii BOgOPOAHY CBA3E,
KOTOPLIA MoxeT 6biTb NMBo goHopoM, Nubo akyenTo-
pocM BOJOPORHOW CBA3M, W NO KpaWHeW Mepe, ABa
CyLWecTBeHHO MTMAPOdhoDHBX hparMeHTa,

(b) onpepeneHWs HU3KOBHEPreTUUECKOW KOH-
chopMaLi ANS GBA3LIBAHWS YKA3AHHOTO COSAUHEHUA
€ akTUBHBIM caiitoM HIV acnapTun-npoTteast,

() oueHkM cnocoBHOCTH yKa3aHHbLIX NEPBOrQ U
BTOPOIQ  2KUENTORHbIX (DParMeHTos BOAOPOAHOH
CBA3M K 0Dpa30BaHUI0 BOAOPOLHEIX CBA3EH ¢ "LWMNTO-
BRIMK" MOMeKkynaMu BOAK ykasaHHoW HIY acnaprtun-
NpoTeask, €cnNU YKa3aHHOe COSAMHEHWE GBHAIAHO ©
Hel B yKka3aHHOW KoHopMaL MK,

{d) oueHkn cnOCOCHOCTY YKa3aHHBIX CYLWECTBEH-
HO TnapodobHeiX dparmeHToB K accoumadun ¢ Py w
P.' ceasbiBatollUMK KapMaHamu ykaszaHHol HIV ac-
NapTUN-NPOTeas3kl, ©CMH YKaIaHHOE COefWHEHHWE ©
Held CBA3aHO B YKa3aHHOW KOH(OpMaLIMK,

(e) oyeHk cnocoBHOCTU YKa3aHHOIO TPEThero
hparMeHTa, o0pasyloWwerc BCOAOPOAHYH CBA3b, K
oBpasoBaHnio BOAOPOAHLIX CBASEH ¢ ASp2h U Asp2y
ykasaHHoW HIV acnapTvn-npoteass, ecnun ykasaHHoe
coefUHEHVe CBS33HO C Hell B yKasaHHOMA koHdopma-
Ll”“:

{f} cueHkn nepekpuiBaHa 0bbemMa, 3aHMMAEMOrO
YKA33aHHBIM COEJWHEHUEM, ecnu yrasaHHoe coefau-
HEHWEe CBA3aHO ¢ ykasaHHod HIV  acnaptun-
NpoTea3od B yKasaHHOW KoHdopMmauywu, n obbemMa,
3aHuMaeMoro cybectpatom HIV acnaptun-npoTteasdl
WK € HErNARONMN3YEMBIM W3OCTEROM, BCMNW YKA3aH-
HEIW NONUNEeNTWA CBA3aH ¢ ykasaHHol HIV acnapTwn-
NpoTeason,

{g) oueHKW 3Heprun fedopMaLUMK CBA3HBIHWA
yKa3aHHOoro coefUHeHUA ¢ ykazaHHoW HIV acnaprun-
npoTeason,

{h) OUEHKW BKNAZA IHTANBNWKA 38 CYET CYMMB
BCEX BMEeKTPOCTaTUYECKUX B3ANMOLEACTBUA Mexay
YKa3aHHEIM coefWHeHWeM W ykasaHHoW HIV acnap-
TWN-NPOTeA30H, eCNKU YKA33AHHOE COeAVHEHWE G Hel
GBA3EHO B YKa3aHHOW KOHDOPMaLMU, U

(1) NPUHATWA WNY OTKICHEHWA YKa3aHHOIO coeau-
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HeHWA-KaHAWgaTa B kadectee WHMMBWTOpa HIV npo-
Teasbl, H3 OCHOBAHWKM ONPeaerneHNs U OUEHOK, OCy-
wecTeNeHHbIX Ha cTafanax (b)-(h)

KpaTkoe onucaHne pUCYHKOB

®ur 1 npepcrasnaet coboli cTepecusobpaxe-
HWE HW3IKOSHEPRTETUMYECKOR KoHopMaUWK CoefHHe-
HwA 140, NpegnoXeHHOro B peaynsrare KOMMNBKTep-
HOTO MOJENMpoBaHNA

Ha cdur 2 npepnoxeHo ctepeouscbpaieHne pe-
aneHOR KpWCTaNNMUYecKoNn CTRYKTYPEl GOSAUHEHUsI
140 no gaHHBEIM peHTreHO-KpUCTarnorpadui

Ha cur 3 npepctaeneHo ctepeonsobpakeHne
KOPPensauMM Mexay NReackasaHHon (TOHKaA NMHWA)
W Habnopaemold (KUpHag NUHWE) KOHDOPMaUWeR
coeguHeHun 140

MogpobHoe onucaHue nzobpeTteHna

Ana Bonee nonHoro onMcaHMA HacTOSLWETD U30-
OpeTenna npegnaraetcAd nogpobHoe onwucanve B
5TOM ONWCaHWW WCNONB3OBAHK CNEAYIOLIME COKpa-
LeHWA

OBo3HadeHWe - PeareHT unw gparMeHT

Ac - ageTunn

Me - meTvn

Et - atvn

Bzl - beHann

Trityl - TpucpeHUnMeTIIN

Asn D unwn Z-acnaparuH

Jle D- nnn Z-nzoneiymH

PheD- vnw Z-cbeHunanaduH

Val D- unn Z-eanuH

Boc - TpeT-6yTokcUkapboHun

Cbz - BeHznnokcukapboHun (kapbobGeH3nnoKou)

Frioe - 9-pTOpEHMNMeTHOKCHKaPEQHUN

DCC - gnuyvrknorekcunkapbonmumng

DJC - guuaonponunkapboanuMng

EDC - 1-13-aumeTunamMuHonponun/-3-
sTUNKapPBOJUMMUAS TMAPOXNOPNA

HoBt - 1-rugpokcnbeHaoTpuason

HoSu - 1-rugpokcucykuMHUMng

TFA - TPWDOTOPYKCYCHAA KMCNoTa

DJEA - fuuzonponunaTunaMnH

DBU - 1,8-guasabuuukno/S 4 OfyHpey-7-eH

EtOAc - sTwnayetar

Mcnonbsosarsl cnegytolwne TepMuHel Ecnu Het
APYTVX YEA3aHWH, TepMuHbl "SO2-" w "S{0):-" oTHO-
CATCA K CyNMPOHY UNKM NPOU3BOAHOMY CyNbdOHa (TO
eCTh, obe rpynnkl CBA3AHE C ATOMOM GEphI), HO He K
CNOXHOMY 3dhUpy-CyNebuHaTy

Ana coeguHeHWA opMynbl | 1 Mx npomexyTod-
HblX COEAMHEHVA CTEREOXVMWA, YKBIaHHaA ANA rg-
pokcuna, onpefenseTca oTHocuTeneHo D Ha cocep-
HeM aTOMe yrmepopa, ecnuy Monekyna npeacTasneHa
B BWAES PACTAHYTOro 3uUrsara (Tak Kak 3TO NOKA3AHO
ans coegnHeHnd dpopmyn Xl, XV, XXl v XXXI) Ecnn
M OH v D HaxoaaTca No 0gHO CTOPOHY OT NNOCKOCTH,
Onpegenaemol pacTAHYTONW OCHOBHOKW UENbI Coefn-
HEHWA, CTEpPecXMMHA TMAPOKCUNAa onpeaenaAeTca Kak
"ewH" (syn) Ecniv CH n D pacnonoxeH no pasHee
CTOPOHBE OT ITOW MNOCKOCTH, CTEPSOXWMMA TMARO-
KCHAa yrasoiBasTeA Kak "aHTn" TepmuH "reTepouyukn”
OTHOCWTCA K cTabunbHeiM 5 - 7 uneHHbIM MOHOUMEK-
nuYeckum UNK 8 - 11 uneHHBIM BULWENUUYECKUM reTe-
pouvknaM, KoTopele MOryT BeMe NUEO HACHIWEHHEI-
MM, NWMBO HEeHAaCLIWEHHEIMW W KOTOpHE B Chydae
MOHOLMKITMYECKNX TEeTEpPOLMKNoB MOryT BbiTb KOH-
AeHCUpoBaHe ¢ DeH3oneHBIM KONbUoM Kaxpawei re-
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TEPOLMKN COCTOWT W3 ETEpOaTOMOB, BEIEpaHHBIX U3
rpynnbl, COCTOAWER 13 A30Ta, KMCropoga v cepul B
TOM CMEICME, KaK 3]eChb UCMNONB30BaH, TEPMUH "reTe-
poaTomMbl - a30T U cepa” BrNoYaeT nMobble okucnex-
Hele bOpMBl A30Ta U CepHl, M YETBEPTWYHEE KBATEpP-
HW30BaHHLIe <opmel nwboro ocHoBHOrO &30Ta
leTepouvknvyeckoe koNbLUo MOXET DbiTb Npucoeu-
HEHO 3a cueT Nbore reTepoaroma Uvkia, vyro npu-
BoAWT K obpaszosaHuo cTaBunbHOA CTPYKETYPHI
MpegnodYTUTENEHEIE TFETEPOLWKML], OMPEeAeneHHLe
BuilUe, BKMOYaT, Hanpumep, OGeHzumupasonun,
UMWAA3ONKWN, WMUAA3ONWHOUN, HWMWAE30NASUHUN,
XMHONWIT, W3OXMHOMWN, WHAOMWI, NWPWAWN, NWPRO-
AWN, NUPPOMNUHKUN, NUPASOMUM, NMUPAZUHUM, XMHOKCO-
AWA, NUNEPUANWHUN, MOPONUHUN, TUaMOdONUHWN,
coypun,  TWeHWn, Tpwasonwn,  Tuasonun,  B-
kapbonuHun, TeTpasonun, TvazonuauHun, Bensody-
paHoun, TuamopdonuHUncynedoH, BeHsokcazonun,
QKCONMWUNERWANHNAN, OKCOMMPPONMWAUHWA, CKcoalenu-
HWM, A3SMWHWM, W30KCA3OMWN, TETparngponupaHun,
TeTparnapodyparnun, Tuagwasonwi, DeH3o[WnoKCo-
nun, THodeHun, TeTparujpotTuodeHn W cynedona-
HHUN

TepduHel "HIV npoTeasa" w "HIV acnaprvn-
npoteasa” WCNonb3ylT B3aMMOIaMEHAEMO, U OHU
OTHOCATCA K acnapTun-npoTease, KOAMPYEMOU BURY-
com UMMyHopeduyuTa yenoseka Tuna 1 vwnu 2 B
NpeaAnouYTUTENEHOM BapUaHTe W30BPETEeHNA aTU Tep-
MUHEl OTHOGHTCSI K acnapTWn-npoTease BUpPYCA WM-
myHogeduuwTa yenoeeka Tuna 1 TepmuH "rmgpo-
oOHBIN" OTHOCKTCA K parMeHTy, KOTOPBIA NIIOXO
pacTeBOopuMM B Boge W dacrto ObiBaeT pacTtBopyM B
¥upax 'wapoobHele dparmeHTs BENIOYAKT (HO He
OrpaHUUUBATCA WMHM) TakWe YIMEeBOLOPORE!, Kak
ankaHobl, arnKeHbl, aNKWHB, UUKNoanKaHsl, UWKnoan-
KeHbl, LMKNoaNKUHE M apoMaTUYEecKUe Yrnesogopo-
Abl, TAKNE KaK apuibl, HEKOTOPHIE HACHIWEHHbIE M
HEHACHILEHHBE TeTepOLUKNL, U HparMeHThl, KOTo-
pElE NPaKTUYECKN aHANOMMUHE BOKOBRIM LensaM rma-
podhoBHBIX  NPUPOAHLIX W CUHTETWMECKUX o~
AMWHOKMCMCT, BKNOUAA BanNWH, NeAUVH, W3ONerLuH,
METHOHUH, cbeHunanaHuH, al-
AMWHON3ODYTUNMACNIAHYIO KWCNOTY, anmnon3onenLvH,
TWPO3WH W TpunTodbaH

TepMuH "cylecTBeHHO TMapodoBHLIR" OTHOCUT-
cA K rugpodobHomMy dparMeHTy, KOTOPLIA MOXeT
HeobazaTensHo COREPXaTL NOMAPHLIE aToMbl MMM
TPYNMbl HA TOM yYacTke parMeHTa, KOTORBIA 3KCNo-
HWPOBAH PACTBOPUTENO, ECIM GOSMHEHWE CBA3AHO
B AKTWBHOM CailTe acnapTUn-NPoTeaskl

TepMuH ‘“NMUHKepHEId  parMeHT" OTHOCUTCH K
rpynne BHYTPH COEAVHEHWA, MPUYEM  ykasaHHaA
rpynna coctouT M3 ckenera w3 1 - 6 aToMmoeB, Boi-
BpaHHeIx W3 rpynnel, cocToAwed U3 C, N, O, S u P,
nNpuWYeM YKa3aHHEBIA CKENeT 3aMelleH WNW KOHAEHCU-
poBaH c,) WNW kKakum-nubo gpyrmm obpasoM acco-
UMUpOBaEH C CyllecTBeHHO rmgpodobHoA rpynnoi,
cnocoBHoW Kk accoynaymi ¢ Py nnn P4 ceAsbiBatOWUM
"kapmadom" HIV acnapTun-nporesssl, €Crnu yKasaH-
Hoe COeAMHeHWA C Hel cBA3aHO B ansTepHaTUBHBIX
BAPUAHTaX HACTOAWero W3obpeTeHns Takue NuHKep-
Hele hparMeHTH MoryT BbiTe HeobAasaTeneHO 3ame-
LeHE TRYMNNoi WKW rpYNNaMK, KOoTopble 3aHUMET
ofbeM NpoCTpaHCTBa, NepekpuiBarowwnica ¢ obbe-
MOM MPOCTPAHCTBA, KOTOPOE AOMNMHC BbiTe 3ancnHe-
HO HATUBHEIM cybeTpaTom HIV acnapTun-npoTeaskl,
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MMH €€ HernapRoNMsyeMeIM M30CTEPOM

TepmuH "Oonee CUNBHO NOMARHIYEMBIA HEXENN
kapboHun" oTHoCWTCA K drparmeHTy, obnagalolemy
bonee BLICOKOM NONAPWU3YEMOCTBKD (A) Hexenu y
KapBOHWNEHOR TPYNNE  GOOTBETCTEYIOLWEID anbge-
rMAHOrQ, KETOHHOTO, COXHOIUPHOIC UNKU aMHUEHOTC
dparmeHTa

TepmuH "dapmauesTndecky 2dpekTMBHOE KO-
NUYECTBO" OTHOCUTCA K KONWYECTBY, KoTopoe adubek-
TUBHO NpU nedeHrd HIV uWHderuun y nayweHTa
TepmuH "npocdunakruyveckn adxpekTMBHOE Konwnde-
CTBO" OTHOGHTCS K KOMWYECTRY, KoTOpoe SthdIerTHBHO
ans npegerepawerns HIV nHpuuupoBaHwa naywen-
Ta B TOM cMeicne, Kak 3aeCb WUCMOMNb3OBaH, TEPMUH
"nayneHT" GTHOCUTCA K MMEKONMTAWUM, BRITKYan
Jyernoeeka

TepmuH "dpapMaueBTVHECKU NPUEMNEMEIR HOCH-
Ternb WNK agbrBaHT" OTHOCUTCA K HETOKCHYHOMY HO-
CUTENO WUNW afbIOBAHTY, KOTOPBIA MOXHO BROAWTH
nayveHTy BMecTe ¢ COeJWHEHUEM HACTOALEro W3Oo-
BpeTeHns, M KOTOPHIA He HapylwaeT ero papmMakono-
rMYEeCKON aKTMBHOCTH

B ToM cmbicne, kak 34eck NCNonb3cBaHo, Coenmn-
HEHVA HACTOALLEIO M30DPETEeHHs, BRIOYEA COe[NHE-
HUA copmynbl |, BENOYAKT W UX hapMayeBTUYECKH
npueMnemMee npoussodHele TepmuH "dapmayesTu-
YecKW MpUeMneMoe npou3sogHoe" o3HadvaeT nobyto
bapMaleBTHYSCKM  MPHEMNEMYRD  COMb, GNOXHBIA
3onp WK CoMb Takero agVpa COBRANHEHNA HACTON-
Lero wzobpeTeHWa WUNW nwboro Apyroro coepuHe-
HWA, KOTOpoe, Nocne ero BBeASHUS PeLWnUeHTY,
cnocobHo obecneqnTs {(NPSMO UKW KOCBEHHO) Coefn-
HeHWe HacToAWEro M306peTeHnAa WNKW erc aHTHBM-
PYCHOAKTUBHBIA METADONWT NI OCTATOK

dapmaleBTUHECKU NpUeMnemMble GONn CoefuHe-
HWA HACTOAWEro W30DPETEHWA BEMKOUAOT cONuW, no-
ny4YeHHble U3 dapmMaleBTHHeckn NPHEMNEMEIX Heop-
raHMYeCKNX U OPraHWYECKUX KUCNOT W OCHOBEHWA
Mpumepsl NOJXOJALWX KMCNCT BIYAOT COMAHYIO,
DROMUCTOBO[OPOAHYIO, CEPHYIO, A30THYIO, Nepxrop-
KMcnoTy, ¢yMapoBylo, mManeuHosylo, octopHYIo,
MMUKCNEByl, MOMNOYHYH, GANWUMMOBYHO, SHTAPHYIO,
Tonyon-napacynbtbokKUCNOTY, BMHHO-KAMEHHYI, YK-
CYCHYI0, NMUMOHHYIO, METaHCYMNb(OHOBYID, MypasbM-
HYHO, DEeH30AHYHD, ManoHOBYHD, HadTannH-2-
cynbdoHoByO U BeHaoncynedokucnotTy Takue apy-
rMe KWCNOTEI, KaK WABENeBas, MOXHO MCMNOMNb30BATE
(xoTA OHM caMW W He ABMAKTCH apMaLeBTUHECKH
npMeMNeMBIMI) ANS NonyYyeHWs coned, NPUrogHLIX B
KA4ecTBE NPOMENYTOYHbIX COSANHEHNIA ga Nnonyye-
HWA COEAMHEHWA HACTCAWErc W30BpeTEeHWA W WX
dapMaleBTUUECKN NpPUEMNemMblX cONeR NPUCOeL M-
HEHWA KUGHOT

Conu, NonyYeHHBIE M3 COCOTBETCTBYIOWMX OCHO-
BAHWA, BEMIOMBIOT COMW WENOYHBIX METANNoe (Ha-
NPUMER, HaTPWA), COMK LLENOYHO3EMENBHBIX MeTar-
NOB (Hanpumep, ™Mardna), amMMmoHuAa W N-{Cq4-
ankun):” conu

TepmuH "TwokapbamaThl" OTHOCHTCH K COSfHMHE-
HWAM, codepxallvMm  yHKUMoHanbHYo rpynny M-
50,0

CoefuHeHua HacToAuerc wiobpeTeHwa copep-
¥aT ofuH wnu Bonee acMMETPHYHLIX aTOMOB Yrme-
po4a M CYWECTBYIOT B BURE PALEMATOB W palemMude-
CKMX CMECEW, OTASMNbHbIX 3IHEHTMOMEPOoB, GMeceW
JWacTepecu3oMepoB W OTAEMNBHLIX JUaCTepecuso-
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mepos Bce Takwe wiomepHole OPMEl STUX coegu-
HEHWA BITIOYEHB B HacToAwee wsobpetenne Hax-
Abld CTEPEOreHHBIR YIMepos MOXeT UMeTh Kak R, Tak
W S KoHdpUrypayuio NpeanoyTuTensHO Takke, YTobR
UMaeHTUDMLVPOBAHHEIA THEPOKSUN BHIN B NONOXEeHWH
"cuH" k D, B pacTaHyTOR 3ursaroobpasHol koHdop-
MaynKn MeXdy a3oTaMmu, YKA3aHHbIMW B COEANHEHNAX
thopmMyne |

KomBUHaUWAMK 3aMecTUTENeR W NepeMeHHBIX,
NpeaycMaTpHMBAEMEIMK  HACTOALLUM  M30BpeTeHneMm,
ABMAKTCA NUWEL Te, KOTopble NPHBOAAT K obpasosa-
HWO cTabunbHBIX coefMHeEHMA TepmuH “cTabunb-
HBIW" B TOM CMBICNE, KaK 34E€Cb MCNONb3OBaH, OTHO-
CUTCA K cOoefjMHeHWAM, koTcphie  ofnapawT
cTabUNEHOCTEO, AOCTATOYHOM gnAa Toro, udTobe
obecneunTe W3roTOBMEHWE W BBEREHWE MINeKonu-
TalwWwemy B COOTBETCTBMM co cnocobamu, nasecTHL-
MK cneynanuctam ODbluHO Takne COefnHEHMA cTa-
BuneHel npn Temnepatype 40°C unu meHble, B
OTCYTCTBMM BMArM UMW APYIMX XUMWYECKW peaKTuB-
HEIX YCMOBWW, B Te4eHWe, No KpaiHed mepe, ogHOW
Hegenu

CoeguHenua HacToAWEro W3oLpeTeHns MOXHO
WCNONb30BaTE B (DOPME COMen, NONYYEHHBIX M3 Op-
raHUYECKNX UMW HEeCPraHWJecKWX KucneT MoxHo
yKa3aTb, Cpegu APYrvux TakWx coned KUCHOT, Hanpu-
Mep, cneaywLwve ayeTar, agunat, ansrMHaT, acnap-
TaT, 6eHaoaT, 6eHsoncynbdoHaT, bucynedat, EyTw-
pat, uwtpaT, kamdopar, KambopcynbdoHaT,
UMKNONEHTAHNPONUOHAT,  AWIMIOKOHAT,  fofeuun-
cynedhaT, sTaHcyNeoHAT, dyMapar, MKorenTaHo-
aT, muuyepodocdar, nony-cynedat, renTaHoaT, rek-
CaHoaT, rMapexnopug, rnapobpoMna, rmapoucgng, 2-
TMAPOKCHITAHCYNbMOHAT, NAKTAT, mMmarnear, MeTaH-

cynethoHaT, 2-HadTanuHoynbOHAT,  HUKOTUHAT,
okcanaT, namoaT, nNeKkTMHaT, nepcynbdar, 3-
heHUNNPONUOHAT, NWKPaT, NWBAMNAT, NPOMUOHAT,

CYKUMHAT, TapTPaT, TUOLWaHAT, TO3UNaT ¥ YHINeKaHo-
ar

HactoAawee wzoCpeTeHne OXBaTLiBAET Takwe
KBATEPHW3OBaHHBIE (hOopMbl NOBHIX CCHOBHBIX A30T-
cofepMalux Tpynn coeduHeHWR, obcyxaaelwmwxcs
paHee OCHOBHOW a30T MOXET ObITb KBaTEpPHW30BaH
38 cMeT NobbIX areHToB, M3BECTHHX CNeUWanncTam,
BEIIOMaA, Hanpumep, Takve raICWabl HU3WWX alkun-
MOB, KAK METWN-, 3TUN-, NPOMUn- W ByTUN-xNopuasl,
BpoMuas W WMoAWAE, TAKMe [WANKWNCYNbMAETEl, KaK
AVMETUNAWETUN-, JWBYTUN- W guamun-cynbgaTel,
TaKWEe ANWHHOUESNQYEYHblEe ranonasl, Kak aeuwn-,
naypwn-, MHRUCTAN U CTeapUn-xnopuael, OpoMuae U
MOAWAK, U apankunranousibl BkNouaa BeHaun W de-
HaTUNBpoMKUA B peayneTaTe TAkOW KBaTepHU3aLMu
MOXHO MOMNyYaTk MACNOPacTBOPWMEIE UMW AWcnep-
rMpyembeie NpoayKThl

Hoswle cyneoHamugel HacToAwero wzobpete-
HWA NpegcTasneHs cneayrowen popmynou |

iy
A—/B/‘—Iil—tl.ﬂ— ?H'“*z"g—W;E 1
H iy

rne A BuﬁuparoT M3 rpynnbl, cocToAwen ws H,
Het, -R' -Het, R’ -Co-Cg ankuna, KOTOPLIA HMOXeT
BriTs HeoBAzaTensHo 3amMelleH ogHOW wnu Bonee ns
rpynn, BuiBpaHHbBIX U3 rpynnkl, cocro;u.qen W3 mp,po-
kcu, Cq-Cy akokew, Het, -O-, Het, -NR’-CO- N{R )[R)
7] -CO;’N(R )(R) n -R' Cz-Cs-aJ'IKeHHJ'Ia KOTOPEIK
MoxeT BeTb HeoBAszaTenbHO 3aMmelleH OAHOW WrK
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Gonee W3 rpynn, BoIBpaHHLIX U3 TPYNNEI, cocmﬂu.l,en
n3 rnqporzcm Ci-Cy aJ'IKOKCH Het, -Q-Het, -NR%.CO-
N(R*)(R?) u -CO-NR)(R?),

Ka¥Asll R HesaBUMCUMMO BhIBMpAOT W3 rpynmbi,
cocTosWwe u3 —C(O)S(Og) -C{O)-C(0)-, -O-C(O)-, -
0-5(0), -NR -C(O) n-NR -C(O) C(0)-,

kaXaulW Het HesaBuCMMO BoIGWPaKCT W3 TPYNNEI,
cocToawen n3 Cs:-Cr-yuknoankuna, CTs-C; yuknoan-
keHuna, Cg-Cqp apuna, u 5 - 7 UNeHHbIX HACK LWEHHbIX
MMM HEHACLILUEHHLIX TeTEPOLUWKIOR, COREePMaLUX
OfMH M Bonee w3 reTepoaTtomMos, Bbl6paHHbIX u3 N,

(R) O, 8 un S(0), npuyemM ykasarHLIA reTepalUukn
Mo¥eT HeoDAzaTenbHO DuITE CKOHAEHCHMPOBaH ¢ CeH-
30MNbHBEIM KONBLLIOM, W rae MoBoR UNeH M3 yKasaHHbIX
Het momeTr Beme HeobnsaTenkbHO 3amMelleH OfHUM
unu Sonee us 3am1ecm-renem BuﬁpaHHux M3 rpynnel,
c:ocTOHuJ,en U3 OKCO OR N(R )(R) R’ OH CNé-
COR’, -COMNRIRD, -S(0)-NRHR?)., -NRI-

C{0)- Rg, -C({0)-Rsy, -S(Q)-R°, -OCF3, -S({0)n-Ar, me-
TUNEHAUOKCH, -N[R2)-S[O]Q(R ), ranounaa, -CFs, -NO5,
Arn -O-Ar,

Kkaxabi R® HesasUCUMO BEIGUpAIOT W3 rpynnkl,
cocToAwen w3 H v C-Cs ankuna, HeobAzaTensHo
aameu.LeHHoro Ar B (ecrlu NPWUCYTCTBYET) Npegcras-
nAeT -N{R ) C(R )(R ) C(O)-, x pageH O nnun 1,

Kaxaed R° HesasuMcuMO BRIGMPAKOT W3 Tpynnel,
cocToAwen u3 H, Het, C-Cs ankuna, C;-Cs ankeru-
na, C:Cs ywwnoankwna v Cs-Cy UMrNoankeHwna,
NPEUYEM Kaxgbli YnNeH W3 ykasaHHoW rpynnel R, 3a
UCKMUeHWeM H, moxeT OubiTbk HeobasaTernsHO 3a-
MelleH ofgHUM unu Eonee u3 3a|\nec1'menev| BbI-
ﬁpaHHbIX n3 rgynnu cocToAWel M3 OR C(O) NH-

(C)-N(R)(R"), Het, -CN, -SR?, NR? C(O)R

K2KIBIA N Hesasncumo paBeH 1 wnn 2

D u D' HesaBUCUMO BHIBMPAKOT W3 TPYNMel, CO-
crofAlenr ua Ar, C-Cy ankuna, KOTOpPBIA MOMET BuiTh
HeobaAzaTenkbHo 3amMelleH ofHoil wnn Boree w3
rpynn, sulbpadibix M3 C:-Cs yuknoankuna, -OR., R,
-QO-Ar n Ar, C2-C4 ankeHwna, kOTOpBA MOXeT DuiTb
HeoDA3aTenbHo 3ameweH ogHoW wnw Conee w3
rpynn, E!blﬁpaHHbl)( H3 rpynnu cocToAled Uz Cs-Cq
LWKMOANKUNa, -OR?, -R’, -O-Ar n Ar, Cs-Cs UuKknoan-
KUra, KOTOpud MO)KE,‘T 6bITb HeobA3aTeENEHO 3ame-
WeH KM koHAeHcuposaH c© Ar, n Cs-Cs Uuknoanke-
HWNa, KOTOpPBIM MOMET ©ObTe HeobAzaTenbHo
3amMelleH UNY CKOHAEHCUPOBAH C Ar, KaXAbA Ar He-
3aBUCMMO BbIBWPAKOT W3 rPynnel, cocTosweld uz ¢e-
HWNa 3 - 6 YneHHoro kapBoyuKknM4eckoro Koneya U S
- 6 yneHHoro reTepoUWINMYEcKora Konkua, coaep-
¥awero cgvH wnu bonee vz reTepoaTOoMOB, BeIDpaH-
Hbix M3 rpynnel O, N, S, S5(0); u N(R ), npuyem yea-
3aHHOE KapBoUWMKNUYecKoe VN TeTepoLUKNUUEcKoe
KONbUO MoMeT BbiTk HACHLWEHHEIM UMW HeHACHIWEH-
HelM, W HeobAsaTenbHO 3aMelleHHBIM CAHOR WK
60r|ee hs rpynn, Bb|6paHHb|x ¥3 rpynnbl, cocmsu.l,en
n3 okco, -OR?, -R N(R](R] -N(RI)-COR?, -R*-
OH, -CN, -COgR -C(O) N(R )(R) ranioufa v -CFs,

E suiBupaiot U3 rpynns, cocToAwed nz Het, O-
Het, Het-Het, -O-R’, -NR'R®, C1-Cs ankuna, KO'ropbm
MOXeT BbiTb Heoﬁﬂsa'renbﬁo 3aMmelleH OAHOW WK
Gonee w3z rpynn, BeIDpaHHBIX W3 TRPYNNEI, COCTOAWLEN
us R* u Het, Co-Cy ankeHnna, KOTOPLIA MOMET BHITh
HeobaAzaTenkbHo 3amMelleH ofHoil wnn Goree w3
rpynn, BeIBpaHHBIX W3 FPYNNEl, COCTOAWEH W3 R' u
Het, C;-Cs HacuHWweHHoro kapbouniia, KOTOPEIA Mo-
*eT OmTh HeolDAzaTenbHo 3ameleH ogHoW unw Do-
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nee u3 rpynr, BEISpaHHEIX W3 IPynnbl, COCTOALLER U3
R* n Het, u Cs-Cs HeHachiWeHHoro kapbounkna, Ko-
TOpbIA MOXET BbITh HEOBA3ATENLHO 3amMelleH OfJHOR
unu Bonee M3 rpynn, BbIBpaHHBIX W3 TPynnbl, CO-
cTosWeR U3 R i Het, u

raxgoi R HE32BUGHMO Buﬁnpam W3 rpynnel,
COCTOHLIJ,eH n3 OR -C{O)- NHR -S({0)-NHR", ra-
nouga, -NR? C(O)R n-CN

3a WCKNKYeHWeM Tex ChNydaes, Koraa metoTes
ARYTWE yKasaHus, ONpeAsneHst NepemMeHHLIX A, R-
R Het,B,x, n,D, D', Aru E COQTBETCTEYIOT BhiLLE-
I'IpHBEAEHHbIM 3HaYEHWAM, YKa3aHHeIM Ans coeguHe-
HuiA bopmMynel |

B COOTBETCTBME C OAHWM BAPUAHTOM W3obpeTe-
HWA NOAKMNACCOM COeAWHEHWA ABNAKTCA COSqUHEHNUA
hopMynel | U WX dapMayeBTUUECKW MpUEMMEMble
conw, rge

A BeiDMpatoT W3 rpynnel, coctosAwen M3 H, R
Het-, -R1-C1-C@-am<una, KOTOPBIA MOXET OnTh He-
obAsaTentHO 3aMelleH oAHOW WMWK Bonee W3 rpynn,
BRIBpaHHBIX W3 PYNNE, cocmﬂu.l,eu u3 rugpokcn, Ci-
Cs4 ankokcw, Het n -O-Het, n R'-C»Cs ankeHwna,
KOTOPBIA MOMET Demb HeobAzareneHO 3amelleH of-
HoW wnw Gonee wa rpynn, HeobRzarenbHo BHIOpPaH-
Helx N3 ruapokcH, Ci-Cs ankokeu, Het n -O-Het,

kaxgsd R HeszaBMCHMMO BHIBMPAOT W3 rpynnsl,
cocToAlEeH y3 -C{Q)-8(0),, -C(D-C(O)-, -O-CO-, -O-
5(0)- u NR -S(O)z-

Kaxabli Het HesaBMCMMO BRIDMPAKST M3 rpymnnol,
cocToAwen ua Cs-Cr uuknoanknna, Cs-Cr yuenoan-
keHuna, Cs-Cip apuna, WS - 7 UNeHHOoro Hack LeHHO-
ro WN1 HEeHACHLLEHHOrO rerepoUvKna, CoaepXallero
oanH unu Bonee U3 reTepoaToMoB, BEIBpaHHbIX 13 N,
O w S, koTopbld MoXeT ObTe HeobHA3aTenbHO CKOH-
AeHCUPOBRaH C BeH30MBHBIM KOMbLOM, MPUYem Kax-
Abld uneH ykasaHHoro Het Moxer 6uiTe Heobrsa-
TeneHo  3aMelleH  oaHuM  unu  Bonee w3
3amecmTeneu BuﬁpaHHux M3 rpynnsl, cocTos (=17}
W3 OKCO, -OR R’ -N(R 2, -R? -OH, -CN -CO.R%
C{O)-NR )2 -S(O)g-N(R )2, KEKABAW R? HesaBMCUMO
BRIOUPAKT W3 rpynnbl, cocToqAwed Uz H u Cq-Cs an-
Kuna

{ecnn npucytcTeyeT) npegacraenser -NH-
CH(R?)-C(O)-,

XEaBHOO wnwm,

BeIBUpPAlOT U3 rpynnel, cocToAwen ua Het, Cy-
Cs ankuna, C;-Cg ankeHuna, C3;-Cg uuknoankuna u
Cs-Cs LUKIIOAMKeHUA, Mpuyem nBoi YneH us yka-
3aHHBIX R MOXeT 6biTb HeOBA3ETEeNbHO 3aMeleH
OAHVMM WK Conee W3 samecTUTENER, BuﬁpaHHux W3
I'p‘;‘I'II'IbI COCTOALLEA W3 -ORQ -C{3)-NH- F& -S(0)q-
N(R )2, Het n -Chl,

n pasHo 1 unn 2,

D wn D' Hesasucumo eBeibupator w3 rpynnel, co-
croaweir nz Ar, C-Cy anmuna, koTopsid MoxeT Obimb
Heoba3aTenpHo 3ameweH C:-Cp UMKNoankuiom WM
Ar, C:-Cy ankeHwna, KOTOpHIA mMoxeT BbiTe HeobAsa-
TenkHo 3ameweH Ci-Cs yuknoankunom unu Ar, Cs-Cg
LMIIoankuna, KoTopeld MoxeT BuiTe HeobsaaTenkHo
3aMeller unwn ckoHgeHcupoeaH ¢ Ar, 1 Cs-Cy uukno-
ankeHwna, KoTopblA Mo¥eT ObTb HeolbdAzaTenbHo
3aMeLleH UM CKOHASHCUPOBaH ¢ Ar, NMpW YCIOBWW,
uTo ecnv D npucoegnHer Kk N, D He moxeT BbiTe Me-
TUMOM N C;ankeHWoM,

Ar euiBrpator W3 rpynnel, cocToAweR U3 dpeHuna,
3 - B ynenHoro kapboynknnyeckoro konbla u 5 - 6
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YneHHOoro reTepoLUUKMYeckoro Konsla, cogepxalle-
ro oguH unw Sornee na reTepcaroMoB, BbiGpaHHbIX U3
O, N U 5, npuuen yraszaHHoe Kapbouuknuueckoe Mn
reTepoLVKNMYeckoe KONbLO MOXET ObiTb HachIU|EH-
HelM WIW HEHacHIWEHHEIM W HeoBAzaTerneHo 3ame-
WEHHEIM oHOR UK Bonee u3 rpynn, BblﬁpaHHblx M3
rpyniel, cocros eW N3 OKCo, -OR R N{R }2é
N(RA-C(O)R?, -R*“-OH, -CN, -COzR C- (O) N{R")z,

ranouna u -CFs,

E Buﬁupam M3 rpynne, coctosAwei us Het, -O-
R’, -NR'R’, C/-Cs ankuna, KOTOpLIA MOXET BbThb He-
oﬁﬁsaTeano 3aMeleH ogHuM wnu Gonee w3 R* wnm
Het, C>-Cs ankeHwna, koTopbid MoxeT DbTe HecDs-
3aTerbHO 3aMelleH oHUM UNKu Bonee ua R* nan Het,
C:-Cs HacelWeHHoro kapboyuwna, KOTOPEIA MOMET
6bITb HeoBAzaTenkbHo 3aMelled ogHUM UnKn Bonee na
R* wnn Het, u Cs-Cs HeHacHWeHHoro KapGouwkna,
KOTORBIA MOMXeT bbb HEODA3aTENnHO 3aMeweH og-
HUM urn Goree w3 R unu Het,

kaxauin R He33BUCUMO Bblﬁnpam u3 rpynnbl
cocTosAWwen n3 -OR’, -C(0}- NHR? , -S(0)2- NHR?,
nouga u -GN, 1

K2k AW R® HezaBUCHMO BLIDMPAOT W3 rpynnel,
cocToAwen n2 H n R®, NpPW YCNOBUK, YTO N0 KpahHen
Mepe, oAuH R” He npeacTasnaeT H

MpepnodTUTENEHEIM NOAKIACCOM  COSAWUHEHUA
HacToAwero uaobpeTeHuAa ABNAKTCA coegWHEHWSA
dopmynbl || € MONMEKYNAPHHIM BECOM MESHEeE 4em
okono 700rfmone Bonee npegnodtuTeneH nogknacc
coefuHeHun opMynbl | ¢ MONEEYNAPHBIM BECOM
MeHee yem okono 600r/Mone

Apyrimn npegnodTVTenbHBIMA NOAKNAcCaMU Ha-
CTOAWErNO M306peTEeHNA  ABMAITCA COSAWHEHWA
dopmyn XX, XX n XXX

H OH D
| |

-50_~E
A’N 7 i

§
Het-(CH, ) \33 -E {MXI11)

‘ OH o

W-so -F (XXXI}
|
g

rae A, R3, Het, D, D', x u E umeloT yrasaHHble
paHee 3HaveHws gns coeguﬂeﬂmﬁ dopmynel | Ana
yaobeTea ccuinok Aea R g)armeHTa B thopMyne
XXX| 65inu oBoaHaueHs kak R u R*

Onsa  coepgureHuli dopMynel XXl HawbBonee
NPEANONTUTENEHE COBANHEHNA, B KATOPbIX A npea-
craenser R' -Het, & D' npepgcraender C4-C3 ankun
WK CszankeHun, NpUYeM yKasaHHble ankun wiwn an-
KeHUN MoryT BelTe HecbazaTenskHO 3amMelleHsl CAHOR
unn Bonee w3 rpynn, BeBpaHHBIX W3 TPYNNH, CO-
ctoAwen U3 Ci:-Ce-ymknoankuna, -ORz, -O-Ar n Ar
(npuuem BCE OCTANEHEIE NEPEMEHHBIE MMEKT 3HAYE-
HWA, yKkazaHHbie paHee N coeguHernid opmynu [)
Ana coeguHenuin cdopmynel XXl Hanbonee npea-
MOYTUTENLHLIMU COSANHEHNAMN SBISIOTCS Te, B KO-
TOpHX R® npeacraenaet C-Cy; ankun, C.-Cy anke-



25

Hun, Cs5-Cs yuinoankmn, Cs-Cs YUIKNOanKeHWn i S -
6 4NeHHbBIW HACHIWEHHBA MW HEHACHILLEHHBW FeTe-
POUMKN, B KOTCPCM MOBOA 4neH W3 yKasaHHbX R
MOXET BhiTh HecBA3aTenbHO 3aMelleH OAHWM WK
Bonee W3 3aMecTuTeneil, BHOEpaHHHX W3 rpynnkl,
coctoawel us -OR’, -C(C)-NHR®, -S(O)NR)(RY,
Het, -CN, -SR* -C(O);R’ n NR*-C(C)-R®, a D' npea-
craendaet Ci-Cy anknn wnwn Ciankexun, npudem yka-
32HHBIA anKWN WK ankeHun MoryT BeiTs Heobasa-
TenbHoO 3aMelleHel ogHo# Wnu Gonee us rpynn,
BuGpaHHBIX W3 rpynnel, coctoAwed us C3-Cy yuino-
ankuna, -ORs, -O-Ar n Ar (npwdem Bce ocTanbHbE
NepeMeHHbIe MMENT YKa3aHHEIe PRHEee 3HaYeH s 4rA
coeuHeHUA dopnynsl 1)

Ans  coegwHeruli cdopmynel XXXl HanBonee
NpeAnc-TUTENEHE COSRHHEHWS, B KOTOPHIX A npea-
cTapnAsT R1-Het, Kk g bIA R® NpeAcTaBNAST He3asu-
cumo C1-Cg ankun, KOTOpBIR MONeT ObiTe HeobAza-
TEeNbHO 3aMelleH 3amMecTWTeneM, BolBpaHHbIM W3
rpynnbl, COCTOALWEHd W3 -DR2, -C{D}-NH-F&Q, -
SgO)nN(RQ)(RQ), Het, -CN, SR’ -CO;R? n -NR*-C(0)-
R D' npegcrapnaet C-Cy ankun, KOTOPHIA MOXET
Dbme HeoDAzaTeNBHO 3amelleH rpynnom, BelGpaHHoR
W3 rpynnel, coctodwen ns C:-Cs yuknoankwna, -OR?
-O-Ar, a E npeacTaenaet Het, Het-Het n NR'R?

CynedoHamugel  HacTosiwero  w3obpeteHwus
BKMIOYEKT CMNefynliMe KOHKPeTHole coegWuHeHMA,
npepgcTaeneHHbie B Tabnwyax -Vl B Tabnuuyax -1V »n
V| A npucoefwHeH 3a cYeT NpPaBoW CBASW, €Cik HET
AbyruxX ykasaHWA Bce ocTanbHbie 3aMecTuTeny B
Tabnuyax -Vl {(cM B KOHUe onwcaHWA) npucoeguHe-
HEl 33 CHUET NEBLIX CBA3SESH, €CNU HET [PpyrUx ykasa-
HHIA

MpeanoyTuTenbHBle COEANHEHWS HACTOALLEro
WaobpeTeHUa (cneydandceTam AOMMHO BeTb ACHO,
UTO BOSMOMHEI PasnNUUHbIE BAPUAHTH HAWMEHOBAHMWA
XMMWYECKUX COSfWHEHWNA, noaToMy B Tabnuuax |-Vl
NpeAcTaBNeHEl NX CTRPYKTYPLI)

(S)-N-1-(3-({3-aueTnnamwnHo-4-
thTopbeHzoncynbgoHuN)-0eH3nNammHE)-(13,2cuH)-1-
BeHaun-2-ruf pokcunponiun)-2{(XMHoNUH-2-
kapborunj-amuHo)-cykyuHamug K (S)-N-1-(3-((4-
auetTnnamuHo-3-dropbensoncynedoHun)-EeHsnn-
amuHo)-(13, 2cuH)-1-6eH3nn-2-rmg pokcu-nponun)-2-
{{(xwHONWH-Z-kapCoHuN)-aMUHO)-CykUMHamMng (coegu-
HeHue 2),

{3)-N-1-(3-{(5-ayeTvnamuHo-3-meTUn-TNodeH-2-
cynedooHnn)-BeHznnamuHo)-(1S, 2cuH)-1-6eHaun-2-
rugpokcunponun)-2-((xMHonwnH-2-kapboHnn)-amnHo)-
cykunHamng (coceguHeHue 3),

(S)-N-1-(1-6eH3un-3-(beHaun)-5-uackcason-3-un-
TUodheH-2-cyNbpoHUN}-aMuHo)-(15, 2cuH)-1-6eHann-
2-rnapoKcUnponun)-2-((XUHONUH-2-KapBoHun)-
aMWHO)-CYKUMHaMKA (coegnHeHne B),

(S)-N-1-(3-({Denzo-[1,2,5]-0kcaguazon-4-
cynetpoHnn)-Censnnamuio)-{1S, 2cuH)-1-Densnn-2-

U POKCH-NPONUNY-2-{{(XNHONUH-2-KapBoHWN)-aMUHO)-
cyKuMHamug (coeguHeHue 9,

N-1-(1-(5)-6eHaun-3-{BeH3nn-3-cynedamMounn-
BeH3oncynbtaHUN}-aMUHO)-2-(CHUH)-
rmapokcHnponum-2-({(xnHonwH-2-kapboHnn)-amnHo)-
CcyEUNHamMK (coefuHeHue 10),

{3)-N-1-{1-{3)-6eHann-2-(cwH)-rnapokcun-3-
{1306yTN)-S-NMpNAWH-2-UN-TuodreH-2-cynibdoH W) -
aMWHO)-Nponun)-2-{{XMHoNWH-2-rap6oHun)-amMuH)-
cykunHammng (coeguHeHue 12),
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{S)-N-1-(3-{{4-6eH3oncynbeponun-TnodeH-2-
cynboHWM)-n3o0yTuN-amuHo)-(138, 2cnH)-1-6eHznn-
2-ruaporcunponun)-2-((XMHONWH-2-kapboHun)-
AMUHO)-CYKLWHAMUI (coeauHeHue 13),

(S)-N-1-(1-(S)-6enzun-3-((4-
bTopbeH3oncyNbgoHWN)-H30BYTHNIaMIHO)-2-(CIH)-
rMAPOKCUNPONKIM)-2-{(XMHONWH-2-kapOoHWN)-aMWHO)-
CYKUMHaMng (coegunerne 14),

(S)-M-1-(3-((4-aueTUNaAMUHO-3-
dpropbeHsoncynehoHUN)-U3oByTUN-aMUHO) -
(13,2cnH)-1-BeH3nn-2-rug pokcunponnny-2-(XMHoM H-
2-rapboHun)-aMUHO)-CyKUUMHaMnA (coegHeHwe 15),

(S)-N-1-(3-((3-aueTvnamuHo-4-
dhTopbeHsoncyneoHUN)-U30byTUNaMUHO)-
(13,2cwH)-1-6eH3un-2-rug pokcunponuny-2-((3MHON1H-
2-rapboHWUN)-aMUHO)-CykUUHamMna (coegunHeHve 16),

{S)-N-1-(1-(S)-6enzunn-3-((4-ayeTvnaMmHo-
SeHzocynboHMM)-n3otyTNnamnHo)-2-(CHH)-

A poKCUNponun)-2-{{(XMHONWH-2-KapBoHWN)-aMWHO)-
CYKLUHaMWA (coefiuHeHue 17),

{S)-N-1-{3-{{S-aueTMnaMUHo-3-meTun-TnocbeH-2-
cynbgoHun)-naobyTun-aMmuHa)-(13,2cuH)-1-6eH3nn-
2-rmgpokcunponun)-2-((xnHonuH-2-kapboHnn)-
AMWHO)-CYKUWHaMwng (coegvHerve 18),

(S)-M-1-(3-((3-aueTNnamMUHO-Ben3onNcynedOHUM)-
naobyrunamuHo)-{1S,2cuH)-1-6eHann-2-
rugpokcunponun)-2-((xMHonwuH-2-kapSoHuN)-aMUHO)-
CyKyMHamMmna (coeguHeruve 19),

(S)-N-1-(3-((Genso-[1,2,5]-okcagnazon-4-
cynbGoHUM)-1308yTUNAMUHO)-(15, 2CUH)-1-BeH3nn-2-
g porcynponun)-2-{(3MHoNWH-2-kapBoHWN)-aMUHO)-
CyKUMHaMna (coegnHerue 20),

N-1-{{15,2cnH)-1-6eraun-2-rmgpokcn-3-(1-
n30byTWN-3, 3-aMmeTUNcynbOHUTMOYEBUHA)-
NponuN}-2-{{(XWHONWH-2-KEapBOHUN)-aMUHO)-
CYKLUHAMWA (coefluHeHue 21),

N-1-(3-{{4-ayeTunamnHo-6eHzoncynshoHu)-
n3obyTunammnHo)-(1S 2cun)-1-6eHaun-2-
rMapoKCUNPONUM-2-(NupuanuH-2-nn-
METOKCHKaPCOHWN)-CYkUHammy (coegnHerne 22),

{(MN)-1-(3-((4-aueTnamMuHO-6eHacNcyn g oHUM)-
naobytunamuHe)-(13 2cuH)-1-6eH3un-2-
rMapPoKCHNponUn)-2-NUpUANH-4-1n-
MeTOoKCHEapEoHUN)-cykUyHamMng (coeguHeHne 23),

N-1-(3-{{4-bTop-BeHsoncynedonnn)-
W30BYTUNaMUHO)-(1S 2cHH)-1-6eH3un-2-
Mg poKcyn ponun)-2-(MMpuguH-2-mur-
METOKCUKAPEOoHUN)-CYKUWHaAMNE (CoefHeHne 28),

4-cprop-N-((2-cun,35)-2-rng pokcu-4-cpeHwnn-3-
{(S)-TeTparvapodypaH-3-MNoKCHKaApPCOHUNAMWUHO)-
ByTn)-N-nz06yTUnbeHsoncynehoHamMug (coefuHe-
Hue 35),

3,4-guxnop-N-{22cuH,33)-2-rngpokcu-4-heHun-
3-((S)-TeTparmgpodypaH-3-unokcrkapBoHUNaMMHo)-
OyTrn)-N-nz00yTrnbensoncynethoramug  (coefnHe-
Hwe 37),

N-(4-({{ZcuH,35)-2-rugpokcn-4-deHnn-3-
{npwauH-3-nn-meTokcKapGoHMNaMuHo)-6yTun)-
n3obyTun-cynedramownn)-cpeHun)-aletamug  (coegm-
HeHwe 44),

2,4-AnveTn-Tnazon-5-cynsgokucnoTel {1,1-
AUMETUN-3TOKCUKAPBoHUNaMUHO)-(ZCKH, 25)-2-

g pokcu-4-penun-6ytun)-nzobytunamuy  (coefnHe-
Hue 46),

N-[4-(((2cnH, 35)-2-ruppokcu-4-deHnn-3-{((S)-

TeTparngpodypan-3-unokcrkapboHmnamuHo)-oyTun)-



27
u3zobytun-cynedamonn)-tpennn]-auetamng  (coegm-
HeHwe 48),

A-prop-N-{(2cuH,35)-2-ra pokcn-4-chbeHun-3-
{((R)-TeTparuapodypan-3-unokcukapboHunamMuHo)-
ByTun)-N-uzcbytunbensoncynegporHamug W 4-cb1op-
N-{(2cuH,35)-2-rug porcn-4-penun-3-{(R)-
TeTparng podypan-3-nnokcnkapbornnamMuHo)-0yTvn)-
N-nz00yTVNDEH3OoNCYNBMhOHaMng (coeguHerne 52),

beH3o-[1,2,5]-okcannazen-5-cynedokMcnoTEl
{{(2cuH,3S)-2-rugpokcu-4-gennn-3-(nupu g H-3-un)-
MeToKCUKapGoHNaMwHo)-6yTun)-n3obyTunamng
{coeguHeHue 66),

MN-(4-{{(2cvH,35)-2-rugpokcn-4-pbennn-3-((R)-
TeTparuf podypaH-3-uNokcHKapboHUanMUHO)-6yTUN)-
usobytun-cynedamonn-beHwnayetamug W N-(4-
{{(2c1H,35)-2-rupgpokcu-4-dpernnn-3-((S)-
TeTparngpodypaH-3-wnakcnkapboHunamuHa)-6yTinn)-
wzobyTun-cynetamonn)-dbedvn)-auetamuyg  {coegu-
HeHwe 88),

N-(2-tpTop-2-(((2-cuH,35)-2-ra pokcn-4-cheHun-
3-((S)-TeTparug podypan-3-nnokcnkapboHnanMuHo)-
ByTun)-nactyTuncynedamonn)-deHun)-auetammng
{coeguHeHue 83),

N-(3-{{((2cvH,38)-2-rugpokcu-4-chbenmn-3-((S)-
TeTparuf podypaH-3-uNokcHKapboHUanMUHO)-6yTUN)-
usobyTuncynecamounn)-beHun)-ayetamng  {coegu-
HeHue 91),

4-prop-N-((2cuH,35)-2-rngporcu-4-eHun-3-
{(R)-TeTparnapodpypan-3-mnokcukaptoHunamMmuHo)-
ByTun-N-uzcbyrnnbeHsoncynsdoHaMuy  (coeguHe-
Hue 93),

N-(4-{{{cKH)-2-ruapokcu-(S)-4-cpeHunn-3-
{{TeTparngpocpypan-(R)-3-un)-okcurapboHunamuHo)-
Dytun)-naobytun-cynedamonn)-deHvmy-anetraMng
{coeguHeHWe B4),

A-prop-N-{2cuH,35)-2-rup pokcu-4-peHun-3-
((reTparuppodpypaH-(R)-3-
unMeToKcurapboHunaMuHo)-6yTin)-N-
wzobyTunGenzoncynedonamng [t}
(2cvH,38)-2-rugpokcu-4-ermnn-3-
((reTparunpodypaH-(S)-3-
UNMeToKCUKapBoHUNaMuHo)-6yTin)-N-
u3obyTunbensocynbdoHaMmg (coegurenune 97),

4-prop-N-((2cnH,35)-2-rmaporcn-4-cbeHun-3-
{(nupravH-3-un-meTtokcukapboHnnamuHo)-ByTum)-N-
uaobyTunBenzoncynedoHamuy (coejuHeHue 93),

4-xnop-N-{{2¢cuH,35)-2-rma porcn-4-beHun-3-((3)-
TeTparug podypaH-3-unkapboHunamunHo)-6ytun)-
u3obyTunbensoncynedoHamug (coeguHeHwne 89),

N-({{Z2cuH, 38)-2-rng poken-d-dbennn-3-{((S)-
TeTparuf podypaH-3-uNokcuKkapboHUNaMUHo)-ByTiN-
N-nz06yTUN-4-MeTokcwBeHsoncynehoHamua {(coegu-
HeHune 100},

4-prop-N-(2-(cnH)-rugpokcn-3-({2-okcasonngoH)-
(S)-4-nn)-meTokcurkapbonunamuHo)-4-(S)-dernnn-
DyTun)-N-n3obyTn-DenszoncynedoHamng (coegure-
Hue 109),

Ber3on-1,3-AncynedoOKUCNOTEI
{{(2cuH,38)-2-rugporcu-4-peHnn-3-(3-(S)-
TeTparngpodypaH-3-wnakcnkapboHunamuHa)-6yTinn)-
wzobyTun-amuyg (coegunenune 112),

dypad-3-cynegokucnoTl (2euH, 25)-2-rugpokcu-
4-cbeHnn-3-((8)-TeTparnpgpodypaH-3-
unokcrkapboHMNaMuHO)-6yTun}-uscbytun-amug  (co-
eauHenne 113),

N-{{(3-annunokcrkapbornunamMmuHo)-(ZcuH, 35)-2-

4-cpbrop-N-

1-amug-3-
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rugpokc-4-chenun-6yTun)-N-yuknoneHrunmeryn-4-
dhTopbensoncynetoramug (coegnHenne 114),
N-uuknoneHTUNMeTn-N-({3-
ATOKCUEAPBOHNNAMWHO)-(2CUH, 35)-2-rnapoKCu-4-
denun-6ytun)-4-cTopbersoncynedoHaMng  {coegn-
HeHwe 115},
d-xnop-N-ynknoneHtun-N-{(ZcuH,35)-2-
rmapokcun-4-tbenun-3-((S)-teTparngpodypan-3-
WMOKCUEAPBOHWNaMUHO)-ByTUN)-
BeHaoncynsdoHamug {coeguHennes 116),
4-ynop-N-yrrnoneHtunmetun-N-{(2cuH,35)-2-
rugpokc-4-cpenun-3-(nupugnH-3-
nnmeTokchkapbornn)-CyTrn)-DenzoncynethoHamug
{coepuHeHue 118),
N-{4-(uvknoneHTunMeTUN-((2cKH, 35)-2-
g pokcu-4-peHun-3-({S)-TeTparmgpodypaH-3-
WNokcUkapGoHWNaMUHo)-8yTrn)-cynsdamonn)-
dennn)-ayetamng (coeguHenne 125),
3-xnop-M-{(2cuH, 38)-2-ruapokcu-4-eHun-3-(S)-
TeTparnipodypaH-3-UNoKcHKapboHUNa-MUHO)-
&yyn)-N-nz06yTN-BeHsoncynsdoHaMuy (coeguHe-
Hue 138),
d-xnop-yrknoneHTnnmeTun-N-(2{(cvH)-rmgpokcn-
3-((Z-okcazonngon-4-(S)-nnmeTun)-
oKcUKapboHnNaMuHo)-4-peHnn-oyTun)-
BeHaoncynsdoHamug {coeguHennes 139),
N-uuknoneHTunveTun-N-({(2cuH, 35)-2-rmgpokch-
4-cbeHun-3-((S)-TeTparngpodypan-3-
WNOKCUKAPOOHWNaMUHE)-0yTUN)-4-MeToKCK-
BeHaoncynshoHamua (coeguHeHne 140),
N-{{3-annunokcrkapSoHMnamMuHo)-{2cuH,33)-2-
g pokcu-4-cperHun-6yTun)-N-yuknoneHrunmeTun-4-
meTokcK-6eHaoncynstonamng (coegrHeHus 141),
N-uuknoneHTvNmeTn-M-({2cuH, 35)-2-Tng poKcH-
4-cheHun-3-(3-nupuauH-3-nn-
MeTokcuHKapBonunamMmuHo-ByTun-4-
MeToKkcubeHsoncynedoHaMug (coeguHeHue 142),
neupuanH-3-cynbgokucnoTsl {{(2cuH,38)-2-
rmapokcun-4-tbenun-3-((S)-teTparngpodypan-3-
WNOKCUKAPOOHWNaMUHE)-0yTUN)-n3obyTunamug, cone
TPUMHTOPYKCYCHOW EUCMOTH (CoeUHeHWe 144),
5-nzokcazon-3-un-TnodgreH-2-cyneokMcnoTE
((2cuH,38)-2-rng pokcn-4-cpenn-3-((S)-
TeTparngpodypai-3-unokcrkapboHunamMuHo)-6yTun)-
n3chyTun-ammg (coeguHenmne 145),
N-(4-3-annunokcukapBoHunamMuHo)-(2cuH, 35)-2-
g porcu-4-peHunSyTun)-
UWKMoneHTHNMeTUNCynsbaMoun)-geHnn)-aueTaMng
{coepnHenne 146),
N-(4-{yvknonedTwnmeTun)-{(2cuH, 35)-2-
rmapokci-4-cheHun-3-(NUpUaKH-3-
WMMETOKCHKapPOoHUNamMMHO)-ByTuN)-cynbdamounn)-
deHun)-ayetamug (coegnHeHne 147),
N-uuknoneHTunveTun-N-({(2cuH, 35)-2-rmgpokch-
4-cbenun-3-([S)-TeTparng podypans-3-
WOKCUKAPOOHWNaMWHE)-0yTUN)-
BeHaoncynshoHamua (coeguHeHne 148),
NUPNAWH-3-CYNbOKMGNOTE YUKNONEHTUNMETWN-
((2cuH,38)-2-rng pokcn-4-cpenn-3-((S)-
TeTparngpodypai-3-unokcrkapboHunamMuHo)-6yTun)-
amug (coeguHeHve 148),
nunepuanH-1-cynsdokUcnNoTH {(ZouH,35)-2-
g pokcu-4-peHun-3-({S)-TeTparmgpodypaH-3-
UNoKCHKapBoHNaMWHE)-ByTun)-n3obyTunamug  {co-
enwHeHune 150),
N-4-((2-(cuH)-rng pokcn-3-{(2-meTokcumeTn-
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annunokcukapboHunamMuio)-4-(S)-dennnGytun)-
wzobytuncynedamonn)-penvn)-auetamng  {coegu-
HeHue 1558),

1-ayetun-2 3-guruapo-1H-uHaon-6-
CYNehoKNCNOTH {{(annwnokcukapBoHNaMUHE)-(2-
CHH,35)-2-rng pokcu-4-cheHnnByTun)-
UMKoneHTUIMeETUN-amug (coegHenve 156),

1-ayetwn-2,3-gurugpo-1H-nHgon-6-
cyNuOKUCNOTH  LUUKNoneHTUNMeTun-{{(2cuH, 35)-2-
rugpokchn-4-cpenn-3((S)-TeTparngpodypaH-3-
unokcrkapBoHunamMuHo)-6yTun)-amug  (coegvHeHWe
157),

MN-gyurnorekcunmetTnn-N-{(2cuH, 35)-2-rng pokcm-
A-cpeHun-3-((S)-TeTparuapodypan-3-
UnokcykapBoHWanMUHO)-6yTun)-4-
meTokcubeHzoncynsdoHamug (coeguHeHre 158),

N-yuknorekcunMeTn-4-dbrop-N-({(2cuH, 38)-2-
MAPoKeKH-4-thbeHrn-3-((S)-TteTparngpodpypan-3-
wnokcukapboHUnamMuHo)-6yTN}-6eH3on  cynbdoHa-
MU (coeguHeHue 159),

N-4-(yurnorekcunmern)-((2cuH, 35)-2-rmapokci-
4-cbeHnn-3-((S)-TeTparmppodypaHr-3-
WNoKCHEapPOOHWaNMIHO)-0yTun)-
cynetbamonnderun)-ayetamuy (coeguHenuwe 160),

N-{{ZcuH,35)-2-rug pokcn-4-cpeHun-3-(NUpruAuH-4-
UNMeToKCUKapPEoHUNaMUHO)-6yThn)-u3cbytun-4-
meTokcu-EeHsoncynepoHamng (coeguHeHne 163),

N-(2cuH,35)-2-rgpokcn-4-gpeHnn-3-((cuH)-
TeTparng podypan-3-nnokcnkapbornanmuHo)-0yTvn)-
N-nz06yTUN-4-mMeTunBeHzoNcynedoHamMuy  (coegu-
HeHune 165),

N-yuknoneHTinmeTun-4-rugpokcn-N-((2cuH, 35)-
2-rngpokcu-4-cbernn-3-(NuprugnH-3-un-
MeToKcukapboHNamMmuHo)-GyTrn)-
BeHsocynegoHamug (coeguHeHne 166),

N-{{Z2cuH,35)-2-rug pokcn-4-deHun-3-((S)-
TeTparugpodypaH-3-wnokcnkapboHunamMuHo)-ByTnn)-
u3obytun-4-uutpobersoncynbdgoHaMmng  (coegure-
Hue 167),

4-amnHo-N-((2cnH, 35)-2-rugpokcn-4-cpennn-3-
{((S)-TeTparujpodypaH-3-UnokcuKapBboHUNaMUHO)-
ByTun)-N-uzcbytunbensoncynegponamng  (coegure-
Hue 168),

N-yuknoneHtunmetnn-4-rugpokcn-N-({2cuH, 35)-
Z-rnapokcu-d-theHnn-3-((S)-TeTparngpodypad-3-
WNoKcUKapboHUNaMUHO)-6yTIN)-
BeHsoncynethoHaMug (coegHeHne 169),

N-yuknoneHTMnMeTun-N-((2cH, 35)-2-rug poKcu-
4-cbeHnn-3-((S)-TeTparmppodypaHr-3-
wnokcukapooHuNamMnHO)-Oyrnm-d-HuTpobenaon-
cynethoHamus, (coeguHeHvne 170),

A-amuHo-UKHKNoNeHTUNMeTUN-N-{{2cuH, 35)-2-
rugpokchn-d-cpennn-3-({S)-retparngpodypaH-3-
unokcrkapBoHUNaMUHO)-6yTun)-
DenzoncynbdoHamng (coegnHexHne 171,

2,4-auamuHo-N-yuknonerTunmeTnn-MN-((2-
cUuH,35)-2-rua pokcu-4-peHun-3-((S)-
TeTparugpodypaH-3-unokcnkapboHunamMmuHo)-6yTnn-
BeHson cynbgoHamng (coeguHeHue 173)

4-rngporcin-N-(2-cuH,33)-2-rngporcu-4-deHun-3-
{((S)-TeTparnapothypaH-3-MNokCuKkapboHMNaMWHO)-
ByTun)-N-u3ocbytunaoncynedoHamu  (coejuHeHue
175)

N-yuknoneHTunmeTun-4-cdrop-N-((2cuH, 35)-2-
Mg pokch-4-cpennn-3-((S)-teTparmppodypaH-3-
wnokcukapOoHMNaMMHO)-0yTun)-
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6eHzoncynedoHamua (coeguHernne 182)

3,4-gwinop-N-ynknonedtunmetun-N-((2ZcvH, 35)-
2-rupgporcu-A-heHnn-3-((S)-TeTparngpodypat-3-
WMOKCUEAPBOHWNaMUHO)-ByTUN)-
BeHaoncynsdoHamug {coeguHennes 183),

BeHsnnokcukapboHun-(S)-nzonenymH-MN-(5-((3-
aMuHO-(2cKH, 38)-2-rmgpokcn-4-eHundyTun)-
n3obyTun)-cynedamonn)-2-brop-heHnn)-auetamng
{coepuHeHue 187) u

N-{{2-cuH,33)-4-yuknorekcun-2-rugpokcu-3-{(S)-
TeTparngpodypai-3-unokcrkapboHunamMuHo)-6yTun)-
MN-yurnoneHTUNMeTN-4-METOKGH-
OyHaoncynedoHammy (coeguHerHne 193)

HauBonee npeanouTUTENbHble COEAWHEHWA Ha-
croswero nzobpeteHus

{S)-N-1-{1-S)-6eH3un-2-{CWH)-rMapPOKCK-3-
(nz08yTVN-(5-NpnAKH-2-nn-ThaceH-2-cynbeoH un)-
aMUHO)-Nponm-2-((XxMHONWH-2-kapOoHUN)-aMHHO)-
CYKLUHaMWA (coefiuHeHue 12),

(S)-N-1-{(1-(S)-Benzun-3-((4-
bropbeHsoncynehoHWN)-U3oEyTUNIAaMUHO)-2-(CYH)-
rugpokcunponun)-2-((xMHonwuH-2-kapSoHuN)-aMUHO)-
CYKUMHaMng (coegunerne 14),

(S)-N-1-(3-((4-aueTmnamMuHo-3-
dhTopBeHsoncyneMOHUN)-U30byTUN-amMUHO)-
(13,2cwH)-1-6eH3un-2-rug pokcunponuny-2-((3MHON1H-
2-rapboHun)-aMUHO)-CyKUUMHaMnA (coegHeHwe 15),

{S)-N-1-(3-{{6eH30o-[1,2,5]-ckcnanaszon-4-
cynboHWM)-n300yTunamuio)-(1S, 2cuH)-1-exsmn-
A poKCUNponun)-2-{{(XMHONWH-2-KapBoHWN)-aMWHO)-
CyKUMHaMna (coegnHerue 20),

N-1-({15,2cuH)-1-BeHaun-2-rgpokcn-3-(1-
n306yTHUN-3,3-guMeTHnCcynshoHUNMoYeBUHA)-
NRENKN}-2-{{(XMHONWH-2-KapBoHWN)-aMWHO)-
CYKLUHAMWA (coefluHeHue 21),

N-[4-{((ZcuH, 35)-2-ruapokcu-4-peHnn-3-((S)-
TeTparngpodypaH-3-unorckapSoHMNaMUHO)-6yTun)-
n3obyTuncynegamonn)-cbeHun) auetamng (coegu-
HeHwve 43),

N-({ZcuH, 35)-2-rng pokcn-4-berun-3-((S)-
TeTparnipodypad-3-UuNokcHkapboHunamMuHo)-6yTun-
N-n306yTun-3-meTokcubeHzoncynbdoHaMng (coegn-
HeHwe 100},

4-ynop-N-yrrnoneHtunmetun-N-{(2cuH,35)-2-
rmapokcun-4-tbenun-3-((S)-teTparngpodypan-3-
WMOKCUEAPBOHWNaMUHO)-ByTUN)-
BeHaoncynsdoHamug {coeguHennes 116),

N-uuknoneHTnmeTun-N-{{2cuH, 35)-2-rugpokcn-
4-cbeHun-3-((S)-TeTparngpodypan-3-
WNOKCUKAPOOHWNaMUHE)-0yTUN)-4-MeToKCK-
BeHaoncynshoHamua (coeguHeHne 140),

N-uuknoneHTUNMeTUN-N-{{Z2cuH, 35)-2-ruf pokcn-
4-beHun-3-{3-nuprnauH-3-nn-
MeTOoKCHKapEoHUNaMuHo)-ByTun)-4-meTorcnbeHson
cynbdoHamng (coeguHeHue 142),

N-uuknoneHTvNmeTn-M-({2cuH, 35)-2-Tng poKcH-
4-thenun-3-((S)-TeTparuf podypan-3-
WNOKCHKAPBOHWNaMUHO)-ByTUn)-
6eHzoncynedoHamMug (coeguHeHne 148),

N-uuknorekcunmeTun-N-((2cuH,33)-2-rngpokcu-
4-cbenun-3-([S)-TeTparng podypans-3-
WMOKCUEAPBOHWNAaMUHO)DBYTHM)-4-
MeToKkcubeHsoncynedoHaMug (coeguHeHue 158),

N-{4-{uvknorekcunmMeTun)-{{2cuH,33)-2-
rugpokci-4-penun-3-((S)-TeTparmgpodypaHr-3-
WOKCUKAPOOHWNaMUHE)-0yTUN)-Cynbghamonn-
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therunn)-ayeTamng (coeguHerne 160),

MN-yuknoneHtunmetTun-4-rug pokceu-N-{(2cuH, 35)-
2-ruapokcu-4-heHun-3-(NupuuH-3-1un-
METOKCUKAPBOHWNAMUHO)-ByTIN)-
BeHsoncynethoHaMug (coegHeHne 166),

4-amuHo-N-{{2cnH, 38)-2-rugpokcn-4-cpeHmn-3-
{((S)-TeTparnapothypaH-3-MNokCuKkapboHMNaMWHO)-
Dytun-N-nzcbyrn-benzoncyndgonamng  (coegure-
Hue 168),

4-amuHo-N-ynknoneHTunmeTun-N-({2cnH,33)-2-
Mg pokch-4-cpennn-3-((S)-teTparmppodypaH-3-
unokcrkapBoHUNaMUHO)-6yTun)-
DenzoncynbdoHamng (coegnHexHne 171,

2, 4-auaMnHo-N-yuknoneHTNMeTNN-N-
{{(2cuH,3S)-2-rugpokcu-4-pennn-3-({S)-
TeTparugpodypaH-3-wnokcnkapboHunamMuHo)-ByTnn)-
BeHsoncynecoHamug (coeguHenne 173),

4-rngpokcn-N-{ZcnH,35)-2-rnapokcu-4-heHun-3-
{((S)-TeTparujpodypaH-3-UnokcuKapBboHUNaMUHO)-
ByTun)-1-u3cbyTunbex-soncynedoHamMu (coeguHe-
Hue 175), u

N-({(Zcun,35)-4-yurnorercnn-2-rngpokcu-3-((S)-
TeTparng podypan-3-nnokcnkapbornnamMuHo)-0yTvn)-
N-UWKNONEHTANMETWN-4-METOKCH-
BeHsoncynbdonamMug (coenHeHue 185)

CynedoHamugel  HacTosiwero  w3obpeteHwus
MOXHO MOMYYUTb, WCNOMb3YA OBLMHHIE METOAUKK
¥pobHo cuHTe3NpoBaTk STW coegWHEHVA OBLIYHEIMK
cnocobamu, CUHTE3NPYA WX W3 NETKO JOCTYNHLIX MG-
X0fHEIX MaTepuanos CoefWHEeHUS HACTOALLEro W3o-
BpeTeHun oTHocATeA K Hawbonee nerko cUHTesWpye-
MeiM  HIVY  npoTeasHeliM  WHrWBuTOpaM (U3  yxe
M3BECTHLIX) OnucaHHble paHee WHMMGWTOpEl HIV
NpoTeassl YaACTO COAepHaT JeTuipe unn Gonee ueH-
Tpa, pAA NenTWAHLIX CBA3ZGH W/WUNW TPebyroT aHTu-
CMBICNOBLIX PEAreHTOB (TAKWX, KAk METannoOpraHu-
HecKWe KOMMNEKCHI), ANs OCYLUEeCTBNEeHUA WX GUHTe-
382 OTHOGMTENLHEA NPOCTOTA, © KOTOPOA MOXHO no-
nyyarts COEQWHEeHWA HacToswero w3obpeTeHws,
npeacTaBnAer pPag MNPewmyLlwecTs Npw EpynHomac-
WTabHOM NPOWU3BOACTEE STUX COefUHeHUA

OBuuro, cynecoHamupel copmynsl | yRoBHo
nornyJars W3 MPOM3BOAHEIX O-BMWHOKACIOT ObLWen
dopMynel A-(B)-NH-CH(D)-COCH, rae cumeonsl A,
B, X u D UMerT yKasaHHble paHee 3HaqeHWs Ans
coeguHeHvin ¢opmynel | Takwe nNpoW3BogHBIE -
AMWHOKUCNCT YACTC ABMAKTCA KOMMEPUYECKW AOCTYN-
HEIMU MM WX MOXHO NErko NonyqdWTe W3 KOMMEpHe-
CKW  JOCTYNHBIX NPCU3BOAHBIX OC-AMHHOKWCIIOT W3-
BECTHHIMU cnocoBamu Cu , HanpuMep, J W Green
and P G M Wuts, "Protective Groups in Organic
Synthesis", 2 nd Ed, John Wiley and Sons {(1591)
Xora B obbem n3obpeTeHna BXOAST WCNONb3oBaHWe
paueMUUecknx cMecel TAaKkMX MCXOQHLIX MaTEepUanos
{ecnn x = 0), npeanouTUTENbHEI OTAENLHLIE BHaH-
THOMEpPH B S KOHUrypayuu

Mlcnonb3ya W3BeCTHLIE METOAWKMY, NPOM3BOAHLIE
-aMmmHerkncnor obwei dpopmynel A-(B).-NH-CH(D)-
COCD MoXHO nerko NpeBpaTWTs B NPOM3BOgHbLIE
amuHokeToHa obwer dpopmynsl

A-(B)-NH-CH(D)-CO-CH1-X,

rge X npegcrasnser oTWennAemMy rpynny, Ko-
Topaa NoAxcAsWMM oBpascM aKTWBHMPYET o-yIMepoyn
(T e nepesoaWT METWNEH B COCTOAHMWE, AOCTYNHOE
ANA HykneodwnoHoW aTakw) Mogxoaswwe orwen-
Asemble rpynnel XOpoLo W3BECTHH CNEeLVannucTam u
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BKMIOYAIT rannabl U cynbthoHaTHl, TakMe KaK MeTaH-
cynbdoHaT, TpwudTopMeTaHCcyNetoHaT uWnn - 4-
TonyoncynkoHaT X MOMET Tak#e npeicTaBnaTb
MMAPOKCU, KOTOPEIA UH CUTY NpeBpalLaeTca B oTWen-
nsemyre rpynny (HanpuMep, 3a c4eT o6paboTku Tpu-
ankun- wnu TpranungocHOM B NPUCYTCTBUU AMW-
ankunasogukapbokcunarta) Cnocobel nonyyeHua
Takux TNPOW3BOAHBIX AMWHOKETOHE TaKXEe XOpowo
W3BECTHbI cneywanuctaM (cnm , Hanpumep, Fittlkau, J
Prakt Chem , 315, p 1037 (1973)) B apyroM Bapu-
aHTe HeroTopble NPOM3BOAHLIE AMWHOKSTOHOB KOM-
Mepdeckn gocTynHuel  (Hanpumep, ot  Bachem
Bioscience, Inc, Philadelphia, Pennsylvania)

3aTeM NpoOUsBORHOE AMUHOKETOHA MOMXHO BOC-
CTaHOBUTE A0 COOTBETCTBYHLWErO amMUHOCIUPTA,
NPefcTaBNeHHOro oMol

A-(B)-NH-CH(D)-CH{QOH)-CH>-X

Cneywannucram  W3BECTHB  MHOTWE  METOLUKW
BOCCTAHOBMEHWA NPOU3BOLHBIX AMUHOKETCHOB, TaKWX
kak A-(B)-NH-CH{D)-CO-CH;-X (Larock, R C
"Comprehensive Organic Transformatons”, p 527-
547, VCH Pub-lichers, Inc , 1989 n npueegeHHbie Tam
ccbinkn) [peanodTUTENbHBIM BOCCTRHEBIMBAIOWMM
areHtom asnaetcAa Oopruapwa Hatpua  Peakyno
BOCCTAHOBMEHVA BeAYT NPpU TEMNepaType OT OKONO -
40°C go okono 40°C (NpefnodTUTENEHO NPW Temne-
paType ot okono 0°C go okono 20°C) B nogxogAwem
pacTBopUTENS UNK CUCTEME pacTBOpWTENEd, HanpH-
MEP B BOAHOM WM YWCTOM TeTparugpodypaHe unm
HW3LIEeM CNUPTE, TAKOM KAK BTAHOM WNW MeTaHon
XoTa HacTosiwee nacbpeTeHne OXBATHIBAET KAK CTe-
peocneunpudHoe, Tak W HecTepeocneyudbudHoe
BOCCTEHOBMNEHVE NPOU3IBOAHOMD aMUHOKETOHa oblei
dopmynbl A-{B).-NH-CH(D)-CO-CH>-X, npegnodtn-
TeneHO cTepeocneyudpmueckoe  BOCCTAHOBNEHUE
CTepeocenerkTUBHOE BOCCTAHOBNEHWME MOXHO OCY-
WEeCTBUTE 3@ CYeT WCMNOMNb3OBaHWA XWPankbHHX pea-
reHTOB, KOTOPLIE W3BECTHH cneywanuctam B Ha-
CTOSLLEM n3obpeTeHnn CTEPEeOCeNEKTWBHOIO
BOCCTAHOBMNEHVA JOCTUIAIT, HANpUMep, B YCroBusx
HeXenaTUPYIOLLEero BOCCTAHOBMNEHWA, KOMAa XMPankb-
HoEe WHEYUUpOBaHWe BHOBE oBpasyeMeX ruapo-
KCWNBHBIX rRynn 3sagaetca crepeoxumwned D rpynnel
(T e npucoeguHenwe rugpwgaa no Felkin-Ahn) Oco-
DeHHO MNpPEeANoYTUTENDBHO CTEPEOCENEKIMBHOE BOC-
CTaHOBMEeHWe, korda o6pasylLMACa MAPOKCUN Ha-
XOJUTCH B CUH-NOMOXEHUW NO oTHoweHuo K D Breino
obHapy#eHo, 4TO eCni TMAPOKCWN HAXOAWTSA B CUH-
NOMNOKEHWU NO OTHOWEHWIO K D, KOHeuHBIR cynedo-
Hamug aenAeTcAa wHrnbuTopom HIV npoteaswl, obna-
Aawolum Gonbweld 3¢deKTUBHOCTRIO, HEXenu aHTK-
AuacTepecusomep

MMApoKCHNEHaAs rpynna  aMUHOCMUPTA  MOMET
6biTe HeobAzaTenbHo 3awunweHa Nwbod 3 n3eecT-
HbIX 3AWMLWAKLLWY KUCIORO4 TRYNN (TaKkWX, Kak Tpu-
ANKUNCHNnN, DEH3WUN UNW arKWIoKCWMETUIT) A0 No-
NyJYeHUs 3aULIEHHOTO aMUHOCTMpTa Gopmynbl A-
(B),-NH-CH(D)-C(OR%-CH:-X, rae R® npeacraenser
H wnu nmobylo nogxoasawya rMgpoKkcH3alUILEHHYIO
reynny HekoTopele noagxoAAwmne 3aWuTHele rpynnol
onucanul ¥y T W Greenewn P G M Wuts "Protective
Groups in Organic Synthesis" 2nd Ed, John Wiley
and Song, 1991)

3aTeM aMUHOCMMPT MOXHO MNORBEPTHYTH B3au-
MOAEACTBUIO C HykNeobUnbHEIM COeAUHEHNEM aMU-
H& A0 NONYYEHWA TMPOMEXYTOMHOID COgUHEHH:
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cpopmynul (1)
n

a-B-NR—(iIH-EEH ~CHIE (10
or® z

rae D u R® UMeloT ykasaHHLIe paHee aHaueHus, a
Z npepcTaensiet nubo D' (kak ykasaHo gns coeguHe-
HWiA opmynel [}, NnBo Bogopog

B HawBonee sHIrogHoi cxeme cUHTE3a OgHOBpe-
MEHHYIO aKTHBALUWID METWIEeHa W 3alnTy Ccnupta
MOMHO OCYLLeCTBUTL 33 cueT obpasoBaHua N-
3alMLLEHHONS aMUHOSMNOKGUAA U3 KUCTIOPOAa W GO-
GCEeAHEr0 C HUMW MeTUNeHa A0 NOMyY4eHWs NPOMEMy-
TOYHOro coeAUHEHNA PoPMYL

A—B—NH—CH{D)—CB?IHZ {I1l)

rae A, B n D nMeroT ykasaHHBle paHee 3HaYeHUA
Ansi coeguHeHvid bopmyne | Moaxogawwe cucTemel
pacTeopuTEned ANA  nonydeHna  N-sawmueHHoro
AMWHOINOKCHAS BEMIQMAKOT 3TAHOMN, METAHOM, W30-
nponaHon, TeTparugpodypaH, AWCKCaH, [WMETWI-
dopMamMug 1T N (BKNYaa ux cMecK) [oaxoaauiu-
MU  OCHOBaHMAMKW  ANS  NONyd4eHWs  Snokcuga
ABMAKTCA TMAPOKCUAL WENOYHBIX MEeTannoB, TRET -
Bytokcug kanwa, DBU w T g lNpegnovtuTensHEM
OCHOBaHWEM ABINAETCH MMAROKCHA Kanns

Peakyuto N-3allWILEHHOr0 aMUHO3MOKCUAa WK
Apyroro noaxoAswuM obpasoM aKTMBUPOBAHHOMD
NPOMEXYTOHHOTO COeAMHEHUA G AMHWHOM BeAyT B
ynucToM (To ecTb Be3 pacTeopuTendA) BUAE WNKW B Ta-
KOM NONAPHOM PAcTBOPHUTENS, Kak HW3WWe CrvpTHI,
BOAa, AumMeTundopMamui Unu JumMeTuncynedokcus
Peakyuio yaobHo BecTW Npu TemMnepatype oT 0°C ao
120°C v npegnoytuTeneHo ot okono 20°C go 100°C
B apyrom BapnaHTe peaKkuuid MOXHO BECTW B MpH-
CYTCTBHY AKTMBURYIOWEIO areHTa, TAKOIo KaKk aKTu-
BHUROBAHHAA OKNCb WIKOMWHWS, B MHERTHOM PacTBo-
puTene, npeaAnouTWTENEHO B 2achupe, TAKOM  Kak
AWSTUNOBHIA 3chup, TeTparngpodypaH, AWOKCAH UMW
TpeT -6yTvnveTHnoBeId aup, 06bMHO NpK TeMnepa-
Type oT KomHaTHoi ao ockono 110°C, no cnocoBy
Posner and Rogers, J Am Chem Soc, 99, p 8208
(1977)

Apyrve akTMBUPYIOLME peareHTEl BKNKYAKT Ta-
KWe HUZWHWE COefHMHEHWR TPWANKUNANIOMUHUS, Kak
TPHUSTUNANKOMUHNEA UM AUENKWIENIOMUHAA - ranu-
Abl, HanpuMep AwITvnanMuHWmxnopng (Overman
and Flippin, Tetrahedron Zetters, p 195 (1981)) Pe-
AKLMM, KOTOPbIEe BEMKOUAKT STU COefMHeHUs, 0BuIYHO
BEAYT B TAKUX WHEPTHHIX PacTBOPUTENSX, Kak Au-
xnopMmeTaH, 1,2-guxnopaTtaH, TONyon UMM aueTOHWT-
pyn, npu TeMneparype or 0°C go okono 110°C Apy-
rve cnocobbl  yganeHus  3alWuTHbIX  TRYNN v
PACKPEITUA BNOKCHMACE aMUHaMW WMWK UX BKBUBANEH-
TaMM, TAKMMMH KaK asufbl UNW TPUMETUNCHIMNLUaHWA
{Gassman and GuggenheN, J Am Chem Soc, 104,
p 5849 (1982)), n3eecTHH M OMEBMAHB ANA chneywa-
NVCTOB

CoeauHenua dopmyn Il W lll, a Takke ux pyHE-
LUMOHANBHO-3aLUILEHHBIE MPOU3BOAHLIE NPUMOAHE B
KayecTBe NPOMEMNYTOUHEIX COSLWUHEHWA AMA nonyde-
HWA cosauHeHWH opMynel | B Tex cnyvasx, korga Z
npegcraendaet D', coegvHenva dopmynsl il MOXHO
npespaTuTb B coeAnHeHne (opmynbl | 3a cuer peak-
UMK C CYNEGOHUN-AKTUBUPOBAHHEIMY COEAMHEHUAMM
A0 nonydeHus cynboHaMMAoB, CyNkhOHUNMOYe-
BWH, TuokapBamatos W T n CnocoBbl Nony4veHUA
TaKUX  GYNbgOHWMN-aKTUBAPOBAHHEIX — COSAWHEHWA

44684 34

XOpowo U3BecTHel cneuwanucTam ObbiuHo Ans no-
NyJYeHus CyrnboHaMnaoB HCNONb3YIOT CYNbgoHun-
ranousiel MHOMMe CynbOHUNTaNnouaL KOMMEPYEcKM
JOCTYNHBI, Apyrde MOMXHO Merko nonyywTb, UCNOoMb-
3ya obbdHHeEe MeToaukn curTesa {Gilbert, B E
"Recent Development in Preparative Sulfonation and
Sulfaton”, Synthesis, 1969 3 (1969) n B ykazaHHIX
Tam COBINKaX Hoffman, R v M-
Trfluoromethylbenzenesulfonyl Chlioride”, Org Synth
Coll Vol VI, John Wiley and Sons/1990/, Hartman,
G D et al, "4-Substituted Thiophene- and Furan-2-
Sulfonamides as Topical Carbonic Anhydrase
Inhibitors”, J Med Chem, 35, p 3822 (1992) u B
yKasaHHblX TaM c¢cbinkax CynehOoHUNMOYEBHHBI
oBBEIUHO Mony4yalT B pesynbTare BIaHMOFEWCTBWA
amMuHa C CYNbYPUNXIOPUAOM UMK G NOFXOFALMM
SKBUBAMNEHTOM, TEKUM Kak cynbdypun-buc-nvngason
wn cynedypun-ouc-MN-meTnnumurgason  Tuokapba-
MaThl cBBIYHO NONYYAOT NpY B3aUMOAERACTBMN CNUp-
Ta C CYNbhYPUNXIOPUAOM WAW TAKMM NOAXOAALLMM
SKBMBAMNEHTOM, Kak cynbdypun-Suc-uMuaason wnu
cynbdypun-buc-N-MeTunumuaason

B cnyyae coeguHenwi dopmynel I, rge Z npea-
CTaBNAET BOAOPOA, KOHBERCWIO MONYYEHHOMo nep-
BUYHOMO aMWHa BO BTOPWUHBLIA AMWUH MOXHO OCyLle-
CTBMTb W3BECTHBEIMU cnocoBamn Takve MeTogWKM
BKMIOYAIIT REAKUMIO G anKUnrancuaoMm Wi ankun-
CyNbbOHETOM, WMW 38 CYET BOCCTE&HOBHMTEMNBbHOM
anKWNMPoBaHWA anbgernaa win kapboHOBOW KWCNo-
Tel MW ee AKTUBUPOBAHHOTO NPOUSBOLHOIO G WC-
None3cBaHWem, HanpuMep KaTanuTHYecKoro rnapH-
POBaHMSA, UMK G NOMOLLI UiaHoboprugpuaa HaTpus
(Borch etal, J Am Chem Soc, 93 p 2897 (1971))
B ppyrom BapwaHTe NepBUUHBIA AMHUH MOXHO ayunn-
pOBaTh, 2 38TeM BOCCTAHOBMTL C NOMOLLLK BopaHa
MKW JPYIoro MNoAXOAAWErc BOCCTAHABMUBAIOLLETNC
areHTa, Hanpumep, no cnocoby Cushman et al, J
Org Chem, 58, p 4161 (1991) 3ta meToanka oco-
OeHHO nogxogut ana coeguHeHnid dopmyne Il B
koTopblX B orcyTcTByeT, @ A NpeacTasnaer Takyw
33AWUTHYIO TPyNny, Kak TpeT -6yTokcukapboHun (Boc)
unu BeHsunokcvkapborun (Ch)

Ecnun nepemeHHasn A B KOHKPETHOM coOSAMHEHUW
dopmynsl | npeacTaBnAeT yganAeMyld 3aliWTHYIO
rpynny, yaaneHve 310l 3aWWTHON rPYNNel ¢ nocne-
Aytollen peakyved NoNy4eHHOro aMiHa ¢ GOOTBETCT-
BYIOLWMNM AKTHMBUPOBAHHEIM PEAreHTOM MNpUBegeT K
nony-eHuko gpyroro coegureHun dopmyne | Tak,
HanpPUMep, PEaKLUNA C aKTUBMPOBAaHHEIM kapbokcKna-
TOM, TAKMM Kak auwnranowd, (ranpumep, dTopaH-
rMApUaACM, XNopaHrugpuiomM U BpoMaHruapuaom),
TAKUM AKTUBUPOBEHHEIM CROXHBIM SOUPOM, KaK HUT-
podreHHNOBEIA CNOXHEIA XPUP WNW CNOXMHBEIA 3dup |-
rugpokcucykyuHmmnga (HOSLU), unw Takum anrngpu-
JOM, KBE CHMMETPWUYHBIA @HIMAPKA WK WM3oDyTUN-
aHrmapng, WY CMelwadHsie  yronbHO-bocopHBIA
MW YroNbHO-WOCHUHOBBIA aHTUApUAbLI, NpUBEaET K
nonyYeHWio CocTBETCTBYIOWEro amMuaa ModeBHHE
MOXHO NOMYYWTb NPW B3AWMOREACTBUM C M3QUUaHA-
TaMyW WM aMwHaMW B npucyTcTeuM  Buc-
AKTMBWPOBAHHBIX MPOU3BOAHBIX YIONBEHOW KWCNOTbI,
Takux Kkak docreH wnu kapboHUNguuMuaason Kap-
6aMaTel MOXHO MOMyYWTE NpW  B3AMMOAEWHCTBUW
xnopkapboHaTos ¢ kapboHatamu, aTepudUyUpoBaH-
HelMH T2KUMM OTWENNASMLIMKW TPpynnamKy, kak 71-
rmapokcnbenscTprazon (HOBT) wnw HOSU, wnu co
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CNAPTaMK B NPUCYTCTBMW Npou3BoaHBX BucakTueu-
PCBAHHON YIONBHOW KMCMOTHI, TAKWX Kak hOCreH WK
kapboHunauuMuaason Jlerko noHATe, uYTo AnNA ob-
AeryeHVa cneyuUUEcKUX PeakLNA MOXET MOHajao-
BuTecAa 3aWwuTa ofHoi unv Bonee W3 NOTeHUMankBHO
peakyMoHHocnocobHBIX rpynn, © nocneaywwWwvM yaa-
neHvem ITux rpynn Takwe Moaudikauun cxem pe-
aKUWH, YKa3aHHBIX paHee, oueBUdHEl ONA cneynanu-
CTOB

Ecnu nepemeHHan B B KOHKPETHOM COBgWHEHWN
hopMYIbl | OTCYTCTBYET, a NepeMeHHas A npeacTae-
NSET yaanAesMyla 3aWUTHYO rpynny, yaaneHvwe A c
nocreayowen peakynei nornyyeHHoro aMmHa ¢ amu-
HOKUCMNOTOW WNKW ¢ COOTBETCTBYIOWMM obpasom N-
3alMLEeHHEIM NPOM3BOAHLIM, G NocnedyloWwei peak-
uneil ceoboAHOrO G-aMWHAa, ©CNK OH NpPUCYTCTBYET,
KaK yKa3aHO paHee, NPUBOAAT K NOMNYyYeHU coeau-
HeHus dopMynel | [pucosAUHEHWE aMWHOKUCIOT W
UX MPOW3IBORHLIX OCYLUECTBNSIKT XOPOLWO W3BECTHbI-
MK cnocofamu nenTwgHoro cuHTesa Hekotopoie s
aTux cnocobos packpbTel Bonanszky v Bodanszky B
The Practice of Pephde Synthesis" Springer-Verlag,
Berlin, Germany/1984/, v B kHwre The Peptides"
Gross and Meinhofer/Eds/, Academic Press, 1979,
Vol I-lll {ekntodeHsl clofa No cehinke)

OBeluHO ANA CWUHTE3a NEnTWAOB B PACTBOpPE O-
AMWH Nognexaled NpucoesHeHWD aMHUHOKWGNOTH
sawmwaket Boe, ChZ, annwnokcnkapbonunom {(Alloc)
wn S-tbTopeHunmveTokcukaptodvnom (Fmec), B TO
BpeMa Kak cBoBopHelid KapBorcun aKTUBMPYIOT 33
CYET B3aWMOAEACTBUA G TAKUM KapBOLMUMUIAOM, KaK
avyuknorekcunkapbog Mg (000G, 1-(3-
AVMETUMAMWHONPONKM)-3-
atunkapbogunmuarngpoxnopug (EDC), v gumnsop-
nponunkapboguumug (DIC), HeobazatenbHo B npwu-
CYTCTBUW TaKoro KatanuaaTopa kak HOBT, HOSU
N gumetrunamuHondpuand {DMAP) MoxHo wue-
nonb3oBaTe M Apyrue cnocobbl, KaTORLIE BRMKYAKT
NPUMEHEHWE aKTMBMPOBAHHEIX CMNOXHLIX 2¢pupos,
XNOPAHTMAPWACE, 2H3UM-AKTUBMPOBAHHBIX AMWHO-
KWCNOT W aHrMApWAOB, BKNo4aa  N-kapBokcu-
AHMAPUAL, GIMMETPUUHEIE AHTWAPUAL], CMELWAHHLIE
YTONbHEIE  @HTUAPWALI,  YTOMBHO-GPOCHOHOBLIE U
yronebHo-ghoccopHele adrmgpuasl Mocne obpasosa-
HWA NeNTWAA 3AWMWTHLIE TPYMNbI MOXHO YARNWUTE Ta-
KUMKW cnocoBamy, W3BECTHEMU U3 NPUBEAEHHbIX pa-
Hee CChIMOK, KaKk rMAopUpOBaHWME B MNPUCYTCTBUW
nannagvesoro, NMNaTUHOBOMC UMW PORWEBOTC KaTanu-
3aTopob, 3a cyeT oBpabaTkn HaTpHEM B KUAKOM am-
MW2Ke, CONAHON, (HTOPWCTOBOAOROLHOW, DpOMWCTO-
BOACPCAHOWH, MYPaBbHHOMN,
TpUETOPMETAHCYNBGROHOBOA WNKU TPUDTOPYKCYCHOR
KWCNOTOW, BTOPWUUHEIMK aMWHaMKW, WoHamu doTopa,
TPUMETUNCUNUNranougamMu, Bioyan SpoMug U no-
Ana, UNy Wenodbko

OpHa 3 Hanbonee NogxoaALMX Cxem ANs Nony-
YeHUs cynathoHamunos dopuynel XV, npeactasneHa
Aanse
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CoeguHeHUa opmynsl X MOXHO C ycnexcm no-
AYYUTE W3 NErko [OCTYNHEIX WCXOAHEIX MAaTepuanos
fcm D P Getman, J Med Chem, 36, p 288
(1983)) Kaxaylo cTagWio BollLENPHMBESLEHHOW CXEMBI
CHHTE3a MOMHO BECTH, KaK ONNCAHO paHee

HauBonee noaxoaAllan cxema cUHTe3a ANA no-
NyJYeHUs NpefnouTUTENsHbIX CynbhoHaMnaoe chop-
Mynel XXl npegcTaeneHa ganee
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CoeguHeHUA hopMynbl X{ MOXHO C YCMexoM
MONYYMTE U3 MErko AOCTYNHBIX UCXOAHBIX MATepWa-
noe (cm B E Evansetal,J Crg Chem, 50, p 4615
(1983))

Kaxayro cTaguio BollLENPUMBEAEHHON CXeMbl CHH-
Te3a MOXHO OCYLLECTBNATE B COOTBETCTBUN C MNPHEE-
OEHHEIM ONUCAHUEM

Mocne npeepaweHns coeguHeHns opmynsl XX
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B coeuHeHue dopmynsl XX, kak nogpobHo packpul-
TO B NPEALUECTBYILWEN CXeMe, CoefjMHEHne (hopMYy-
Abl XX MOMHC anbTEepHATUBHO MOABEPrHyTH B3au-
MOLEACTBAIC C AMWHOKMCTIOTOR WNU MPOWIBOAHEIM
AMWHOKMGCNOTEI, KAK PacKpEITO paHee, A0 NOMNyYEHUA
NpeanoYTUTENEHOMQ COSAMHEHNA opMynbel XK
HawGConee nogxogAlwaa cXxemMa CHHTEe3a, B KOTOPCH
WCTONb3YETCA TRKOW NOAXO[, NPEACTABNEeHa Ha CTR
83

Kak ponkHo BObiTe OYEBUAHO CNEUMaNUCTaM,
BbILUEYKa3aHHLIE CXSMbl CUHTE3a HE AOMXHLI BKMO-
YaTbk MGYEpPNBLIBAOWMA cnUcoK Boex cnocabos, ¢ no-
MOLBID KOTORPBIX ONWCAHHbIE W 3aABINEeHHBIE coeau-
HEHUA MOTYT BeITE CUHTe3snpoBaHe CneyuanucTam
AOMNXHE! BEITE O4EBUAHE W gpyrie cnocobel

CoeguHeHUn HacTosiwero WsobpeTeHWa MoxHo
MOAMcbMLMpOoBaTL, BEOAA COOTBETCTBYIOWMWE COYHK-
LUMOHANBHOCTH ANA YNYYLWEHNS CenekTyBHbX Buono-
MMUECKMX XapakTepucTuk Takde MoaudMKauvMm us-
BECTHH CNEeUWanWcTam U BKMIOUYAT Te, KoTopble
NoBBIWAKT BUonorMdeckoe NpoHWKHOBEHWE B BHono-
MMYSCKY0 CUcTEMY (TO eCTb, KpoBb, NUMETUYECKYIO
CUCTEMY, LESHTRANbHYK HEPBHYK CACTEMY), NOBHI-
waKnT AOCTYNHOCTb NPY NEPCPATLHOM MNPpHeme, Nno-
BEILIAKT PacTBOPUMOCTL ANA Toro, uTobel obecne-
YUTE BOIMOMHOCT: BBEREHMA 33 CHET WHBLEKLUWA,
MeHAKT MeTaboMNU3M M U3MEHSIOT CKOPOCTE BhiBEde-
HKA

CoeguHeHua hopmynel | XapakTepuayloTca npe-
BOCXOAHOW cNOCOBHOCTRI0 HHIMBUPOBATE AKTUBHOCTL
HIY npoTeassl W BUpYCHylO pennukaynio Mel cuuta-
€M, YTO STO CBA3AHO CO chneuvdM-eckiMU CTepHqe-
CKMUMU M INSKTPOHHLIMW B3aUMOASACTBUAMK MEXAY
NpOTEa30M W CoeanHeHnAMKU opmynel | 3TO Npea-
NonoXeHWe OCHOBAHO Ha aHAMW3e CTPYKTYPHHIX OG-
HOBAHUWA ANA AKTWBHOCTW coeUHEHWA hopmMynel |, ¢
YHETOM W3BECTHBIX KpUCTAaNnWYecknx cTpykTyp HIY
npoTeass W TEKUX CBA3AHHLIX WHrMBMTOpOB, Kak
CTPYKTYPEI, cnucaHHele Miller et al, , "Structure of
Complex of Synthetic HIV-1 Protease with a
Substrate-Based Inhibitor at 2,3 A Resolution”,
Science, Vol 248, pp 1149-1152 (1989)), (BrnioveHo
CIOA& NO CCHIMKE), @ TaKKS CTPYKTYP, OnpefeneHHbBIX
B Hawwx nabopaTopwax, B coocTeeTcTBMM © 3aTUMMK
CTPYKTYPaMW  aKkTWBHbIA  caWt  HIY  acnaptun-
npoTeassl ONPeAensioT ¢ UCMOMbI0BAHNEM MyBOKUX
KaHaBoK, cojepxawux cybkapmaHe NS HakonneHus
pasnu-HeiX BokoBelX Uenel npoTeasHoro cyberparta -
HastBasMelX P+-Pn v P{-P/, B cooTBeTCTBMWM C
OBBIYHOR HOMEHKNATYPOR ANA npoTeassl B ueHTpe
KEaHaBKW pacnonoxeHbl ABa OCTaTKa acnaparMHOBOM
kuenoThl (Asp 25 W Asp25’, B COOTBETCTBUM C CUCTe-
Moi Hymepayun Miller et al ), Tak Kak 3TO TUNWYHO
ANA aKTUBHLIX CAWTOB acnapTaToB W3BECTHLIX acnap-
TUNOBLIX NPOTEA3, KOTOPLIE, KAK CYMTAOT, ABNATCAH
KaTanuTUYeCcKMMKn ocTarkamu 3H3nMa Kanaska no-
KpbiTa ABYMS Co-CUMMETPWUUHO PACMONCHKEHHBIMM
"WWTEAMK", KOTOpHE TakkKe OCYLWECTBNAKT pasiud-
Hble HENOCREACTBEHHLIE W KOCBEHHbLIE KOHTAKTH CO
GBA3aHHBIMK cyEcTpaTamm

Mul cumTaem, yto samectutenn A, D, D' v E co-
eauHeHUd hopmMynel | accoyuupyrotea ¢ HIY npoTea-
300 33 cueT rmapodobHLIX CUMN B CEASHBAOLIMX Kap-
MaHax aH3UMa Me TawKe CcHYMTasM, YTC BOJOPOR
CynbpoHaMHMAHOR pynnel NPQYHO CBA3LIBASTCA ©
MOIEKYNOW BOALI, YASPXWBEEMONW 338 CYeT BOJOROA-
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HblX cBA3EH Ha "WwTKax" npoTeasul ('Monekynsl BoAbl
Ha WuTKax", Monekynu sogul 511, B COOTBETCTEBUM C
CUCTEMON Hymepalun Meller et al )

C yY4ETOM STOrO OTEPLITUA, ANLTEPHATUBHLIA Ba-
pyvaHT HacTosAWwero W30bpeTeHWs1 OTHOCUTCS K HOBEIM
wHrmbuTopam HIY npoteasn, obnapgatowmm onpege-
NEHHEIMKW  CTPYKTYPHEIMK 1 (DUBAKO-XWMUYECKMMK
ocobeHHocTaMr Mbl 0DHaRYKWUNKN, YTO COELMHEHNS,
obnapaowme cneayoLlLMN HOBBIMU COUETAHUAMMW
OTNUYUMTENEHEIX YepT, YAMBUTENLHO 3dpeKkTUBHH B
kadecTBe WHrMBUTOPOB HIV NpoTeaskl

{1) nepewid M BTOPOIA tbparMeHT-akUenTop BOLO-
POAHOW CBA3W, NO KpaWHed mepe, OLWMH W3 KOTOPBIX
Bonee CUNBEHO MNCMAPU3YETCA, Hexenw kapBoHun,
NPUYEM yrasaHHBle parMeHTsl OfWHAKOBEI UMK Pas-
AWYHEl W CnocoBHE OBpasoBHBATE BOAOPOAHYIO
CBRA3b C ATOMaMKU BOAOPOAA MONeKyrbel Bogbl "LWnTKa"
HIV acnaptun-npoTeasbl, €cnv COoeguHEeHWEe C Hel
CBSA33AHO,

(2) cyliecTBeHHO ruapodobHblie dparmeHTHl, Ko-
Topee cBsA3aHbl ¢ Py 1 Py', cEAsHBaKWUMH KapMa-
HaZMKW YKa3aHHOR acnapTWn-npoTeasl, ecrnn Coegu-
HeHWe C HeW CBA3AHO,

(3) TpeTmiA bparMeHT, CBA3BIBaWWA BOJOROH,
KOTOPHIA MOXET BBITh JOHOPOM WMWK akLenTOpoM BO-
AOpoAHOW CBA3W, CNocoBHBIR K OJHOBpEMEHHOMY
BOAOPOAHOMY CBA3BIBAHWID G Asp25 n Asp25'| yka-
3aHHON acnapTun-NpoTeaskl, €CNU coeguHeHNe ¢ Hel
CBSA3AHO,

{(4) noNONHUTENLHO 3aHATHIA 0BbemM NpocTpaH-
CTBa, NO KpalHed mMepe, 100/3\3, ecny coeuHeHue
CBA3AHO C AKTUBHBIM GCAWTOM YKa3aHHOM acnapTun-
npoTeass, NpUYEM YKa3aHHOS NPOCTPEHCTBO nepe-
KPLIBAETCA G 00bEMOM NPOCTRAHCTBA, KOTOPbLIH Aor-
¥eH 3ancnHUTBECA HAaTWBHEIM CYECTPaTOM YRa3aHHOM
HVI acnapTun-npoTeaskl UMW ee HerugponuayemsM
N30GTEPOM,

{5) aHepruA pgedopMayMM CBA3M COSAMHEHUS
ykazanHod HV| acnaptun npoTeasbl © yKasaHHBIM
coeguHeHnen He npeebiwaeT 10kkan/mone n

(6) HeATpankHLIA UNK BNarcNpUATHEIA BENAS SH-
TanenUW OT CYMMEl BCEX SMEKTPOCTATWYECKUX B3aW-
MOAEWCTEBUA MeXAY COSAUHEHUEM U NPOTEA30R, Ko-
rga CcoefgWHEHWE CBA3EHO € yKazaHHoW HVI
acnapTUN-NRCTEa30M

CoefuHeHua, cobnafarowe BhilLUENEPEYUCNEH-
HelMH OCOBEHHOCTAMMW, MOXHO Nerko waeHTudHuum-
pPOBaTL WMWY CKOHCTPYMPOBATE W3BECTHLIMW Gheluqa-
nucTam cnocoBamu, Mcnonb3ya codeTaHuA
XMMWYECKMX cOOBCpakeHun nw pacyeTHblx cnocobos
Tak, HanpuMep, cNeyWanueTe MOTYT NErko WAeHTU-
GULMPOBATE UMK BeIBPAaTL CBA3LIBAKOLIWE BOLOPOR W
rmapocbobHEle dyparMeHTsl UMW TPYNNE, GTEeYAlOWHE
ycnosuam n (1) - (3), npu atom ocobeHHocTw {4) - (6)
MOXHO ONpefenuTb, WMCNOMb3ys XOPOWO W3BECTHble
pacyeTHeIe cnocobul onpeaeneHns CTPYKTYP (Hanpu-
Mep, KOHhopMauWen) W sHepreTUdecKkue CBOACTBA
MOneKyn

Bonee Toro, coeguHeHWA, xapakTepusyrownecs
ocobeHHocTamu (1) - (6), nepedncneHHBIMU paree,
MOXHO MOMNYYUTh, WCNONL3YA ODBIYHBIE METOAMKM,
BKMIOUAA XMMUYECKUA CUHTE3 W BbiJeneHuwe npupoj-
HelXx NpoAykToB, M npegnoudTaeT cxemy GCHHTes:a,
nogpobHoO onNUCaHHyK paHee Ana coefuHeHuid cpop-
Mynol |

Me obHapy#nnu, yto ecnn nHrmburop HYI npo-
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Teassl obpasyeT BoAOpPOAHEIE CBS3M C MOMNEKYMNOW
Boabl "WuTKa" 33 CYET JBYX CBA3BIBANOWMWX BOJOROL
parMeHToB, NO KpaiHed Mepe, OfUH U3 KOTOPbIX
Bonee CMMNBHO NONAPU3YeTCA Hexenu kapBoHun,
cnocoBHOCTE STHX COBAMHEHUHA MHIMBUPORaTE aKTWE-
HocTe HYI nporeass oveHb CUMBHO BO3pacTaeT no
CpaBHEHWKD ¢ ODBIMHBIMKM UHTMOWTOPamK HYI npotea-
3bl

Bes kakcro-nubo KenaHWa orpaHM4YUBaThLCH Teo-
pHeil MBl CHUTAEM, YTO CHMNEHEIE BOAOPOAHLIE CBA3M,
KOTOPLIE CO3JalTCA MEXAy MONerynod sogbl "LyWT-
k2" ¥ ABYMS CBA3LIBAOWUMI BOfopos dparmeHTaMm,
no KpanHeW Mepe, O4WH W3 KOTOpbIX Conee cUNbHO
NoNAPUIYETCA, HexenW KapboHUn, CHWXAEeT NoMHyro
CESA3bIBAKOWYK 3IHEpPriio MHrnbutopa BonelWWHCTBO
uHrMbuTopoe HY| nporeasn 13 W3BeCTHHX cneywa-
AWcTaM WCNonb3yT Tonbke kapboHWNBHEBIE rRYNNG
AN CBASLIBAHMA C MOMEKYNON BOAL WUTKE W NO3TO-
My XyXe WHIHBUTOopPoB HacToAlero uscbpeteHus Mel
cuUWTaeM, YTO BO3PACTAHWME NONAPW3aLMU 33 cueT
Bonbluero [UNONBHOMO MOMEHTAa GWMNEBHO NONspUsye-
MOra cBAstiBaloWero sogopon dparmedTa (No cpas-
HEHMO C AWNOMNBHBIM  MOMEHTOM KapBOHWNBHOrO
thparMeHTa) cospaeT Donee CUMbBHYIO W NMPOYHYHO
BOACPOAHYIC CBA3L ¢ MOMEKynoR BoAbl WuTka Mu
NpeAnc-UTaEM WCNONb30BATE HETHIPEXBANEHTHYO
OKMCMNEHHYIO GEPY, LWEeCTWBAaNEHTHYIO OKMCMEHHYIo
CEPY W NATUBANEHTHLIA OKWCNEHHBIW dochop B Ka-
YeCTBE CHIbHO NOMAPW3YEMOIO CBR3LIBRIOWETD BO-
aopoa parmeHta HaubBonee npepnoyTUTENbHE
HETBIPEXBANEHTHAA OKWCMEHHas1 cepa W LWecTuBa-
FMEHTHAs1 OKMCMEHHAA cepa B KadecTBe CUMNBHO Nons-
pU3yEeMOro CBA3LIBAOWETo BOAQPOA parmeHTa
WecTueanerTHaa okucnedHad cepa (-50:-) Hawbo-
nee npeanoyTUTEN:HA

Ml oBHApyXWNK, YTO ECNU CUMBHO MonspWaye-
MBI CBA3LIBAKWWA Bogopod cbparMeHT npeacTae-
nseT cynbhoHamng, NOMHaA SHEPrA CBA3LIBAHMA
wHrMbuTopa ocobeHHo Hu3ka Mol cuwTaem, 4To Ta-
ko€ yBernuyeHue cTabunbHOCTH CBABEHO C KOHKPET-
HBIMU  KOH(OPMALWOHHEIMN  XapaKkTepPUCTUEA MU
cynedooHamMugHoid 3-N ceAzu

KoHkpeTHo, cynbcdoHamugras S-N ceAsb cylle-
CTBYET TONbKC B ABYX HW3KQ-ZHERIETWYHBIX poTamMe-
pax (cm J B Nicholas etal, J Phys Chem, 85, p
8803 (19891 M R D Bindas etat, J Am Chem Soc,
112, p 7861 (1990) 310 okaswieaeT adxekT dbuKca-
UMM STOA 4YacTy Monekyrnsl B ErAronpusTHOW KOH-
chopmMaumn, rge ognH wnu oba cuneHO nonspusye-
MeiX S5=0 kucnopoga MoryT DbiTb BKAKOMEHb! BO
B3AWMOAEACTBUA BOAOPOSHEIX CBA3EA CO LWIWTKOBOW
BOSOW

OcTaneHble nNAaTE  CTPYKTYPHBIX W OW3WKO-
XMMdeckux ocobeHHocTed, NepedHMCNeHHBX paHee
{t e ocobenHocTen (2) - () oObuHO paccmaTpuBea-
KOTCH CNeyuanucTamu, KaKk nosblwarwmne cnocob-
HOCTE GOSAUHEHUS K KOHKYPUPYIOLLER aKTUBHOCTA M
urvbupoeanmio HIV npoteaszel XoTa cylecTBykT
HECKOMbKO APYrX OTNUYWTENbHBEIX ocobeHHoCTeH,
KOTOPBIE, KaK CHUMTAIOT, YNyYlWwakT WHrMbupykwy
ocoDeHHOCTE (Kak, Hanpumep, CBA3LIBAHNE OCHOBHOW
uenu WHruBuTopa ¢ BHAUMOM), MBl oBHapy¥UNu, YTo
KOMEWHALUA TOMBKO NATU BHIWEYKAIAHHLIX 3MeMeH-
TOB, BMECTE C HOBHIM 3nemeHTom (1), Tunucpuyupyet
apperTveHbie HIV npoTeasHuie uHMGWTOpEl Boob-
e, 3IHeprua CBA3LIBEHWA KOHKRETHOro MHrubutopa
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npoTeassl NOHWXAESTCH, ecnn rugpogobioie dpar-
MEHTH WHrMOWTORa pacnonoXeHe Tak, JYTobel acco-
LUWUpoBaTh ¢ rMAPohoBHEIMKM CBASHIBAKLLUMH Kap-
MaHamMu sHauma B cnyyae HIV-1 npoTeasu
pacnonoxeHne W npupopga Py n Py ceaseiBatowmx
KapMaHoOB W3BECTHH cneuwanncTam (oM, Hanpumep,
M Miller et al paHee) CywecTBeHHO rmapogobHuE
DOKOBbIE Lenu, KOTOPLIE BXOAAT B XOPOLWO onpepe-
neHHele Py, Py’ CBASHBAKOWME KAPMAHEI, TAKKEe W3-
BECTHEl cneynanucTam [pegnodvTuTeneHue Boko-
BLIS LenW pacnonoxeHs BHyTpy 4A sHauma, ecnw
ceR3aHul ¢ HIV npoteasol MpegnodvTwTenbHBE TMA-
pocpobHEe DoKOBRIE UenW BRIYAKT Te, KOTOpHE
NPAKTUYECKW AHAMOTUYHE Lenam ruapodobHEIX Npu-
pPOAHLIX U CUHTETMYECKMX Cl-8MWHOKWGIOT, BRMOYan
ANAHWH, BalWH, NEWLWH, N3CMNENWLWH, METVOHKH, (e-
HWMANAHWH, -aMUHOWIOBYTUNMACNAHYID KWCMOTY,
annonsonNerUnH, TWPC3H W TpumTogan Ao Tex nop,
Nnoka 4YacTb 370N COKOBOW UENW HEXOAWTCH B KOHTAK-
Te ¢ 06beMHBIM PacTBOPUTENEM, UMM NPOCTUPaETCA
HapyXy U3 3H3UMA, HEMB3H CUMTATE, YTO OHA NOMHO-
cTblo HaxogwuTca B Pq vnu Py »n MoXeT cogepxatb
Takyl NONSPHYK OYHKUMOHANBHOCTE, KaK 3apAXeH-
HbIH @MWH B 3TOM NONOXEHNH

Beino Takke yCTAHOBNEHO CNeLUanucTamu, JTo
Hanu4ue ry4poKcUNsHOW rPYNMnel BHYTPW BOAOPOLHON
CBA3M BOMW3M K ABYM KATanUTUUECKMM OCTaTKaM ac-
napArvHoeod kucnotel HIV npoteaso (Asp2S w
Asp25"), ABnfeTca BaXHOW 0CODEHHOCTB AnA 3d-
dekTueHOro MHrubuTopa HIY npoTeassl (oM, Hanpu-
Mep, R Bone et al, "X-ray Crystal Structure of the
HIV Protease Complex with L-700417 an Inhibitor
with Pseudo C: Symmetry", J Am Chem Soc 113,
p 9382-84 (1991)) Kpome TOro, cnegyeTt yyYWTHIBAT,
4TO reoMeTRUA ASP-CBA3AHHOIC BOAOPOAHON CBA3BID
dparmeHTa aBNASTCA 0CODEHHO BAXHOA XOTA MBl W
npegnodYnTaem WCNone3oBaTe B STOM  MOMOXEHWM
rMAROKCUNEHYIO rPYNNY, NPHEMHBIM MOXKET BbiTo nio-
6ol dparveHT, obpasylowni BOLOPORHYID CBRA3L,
KoTOpBIA cnocober obpa3oBbiBaTh BOAOPOOHLIE CBA-
34 ¢ Asp ocTaTakamu Takue oBpasyouine sofopol-
Hble CBA3K (PParMeHTEl XOPOLO UIBECTHEI GReLnany-
ctam {Hanpumep, ¢dochuHoeaa kmenota (O Grobelhy
et al, Bi-ochem Biophys Res Commun, 169 p 1111
{1990)) CnegyeT TaKke yyuTbiBaTk, YTO CBASBIBAHVE
KOHKYPUPYIOLMX WHIuBuTopos ¢ HIV npoTeasol on-
TUMaNbHEM 0Bpa30M OCYLECTBNAETCH 33 CUET Ha-
nu4rea UHrWbuTopHOro nepecedveHus obvema, nepe-
KpolBaowero obteM, 3aHATHA  HETUBHBEIM - NOMH-
nenrwaHelM cyBCTpaToMm, eCnn OH CBR3aH C akTWB-
HblM CaWTOM 2HIVMMA bMeKTUBHBIE WHIMOWTOPLI
HIV npoteassl 0BLIUHO WUMET CTHOCUTEMNBHO He-
BonbLWyK pasHULY B 3HEPrik Mexdy WX CBA3LI W
c¢BobogHEIM cocToAHWEM (TO ecTb, Hebarblylo aHep-
rvio gedopMalnn csassisaHud) HawbBonee npegnou-
TUTENEHBIE WHIMOUTOPR HIV npoTeassl HacToAwero
u3chpeTeHUs UMEKT aHepruo AedhopMauUnd CBA3HI-
BaHWA He Bonee uem 10kkan/mMone (NpegnoYTUTENE-
Ho He Bonee 7kkan/Monk) OpHako, cnegyeT oTMe-
TUTb, 4To WHMMBwTopel HIV  npoteassl  moryt
B3avMogencTeoBaTe ¢ HIV npoteasoin Donee vem B
OfHOW KOHPOPMALMW, KOTOPAs aHanoruiHa MNorHoW
sHepruy ceassiBarna (e K H Murthy, J Hol Chem
267 (1992)) B atux cnydaax aHeprus gedopmauum
CBS3LIBAHWA NPUHUMASTGA PaBHOW Pa3HOCTN MEXAy
IHEprnel cBoBodHOro COEMHEHNA W CPeaHen IHep-
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rmed KoHdopMaunueh, HabnogaemMblx B TeX cryqasx,
KOrAa WHIMDUTOP CBA3AH C 3H3WMOM

Kpome Toro, cnefyeT yYUTHIBATE, YTO BONLLINH-
cTBO 5P PEKTUBHBIX UHIMOUTOPOR NPOTEaskl He UMe-
€T OTTANKWMBAKLWMK 3SNEKTPOCTATUUECKHUX B3AUMO-
AESACTEMA C UENSBOW NpOTEa3oW B WMX CBA3AHHOM
COCTOAHWM Takne HEeKoMIMEeMEHTapHbie (Hanpumep,
3NEKTPOCTATUYECKNE) BIaWMOLEWCTBNA  BKITIOYRKT
OTTANKUBAKLLME 3apaAf-3apaAf, AWNONL-AUNONE M
3apsd-avnone BsavMofenrcTena Bonee koHKkpeTHO, B
BonelWWHCTEE NpeAnoYTUTENBHBIX MHIMBKTopos HIV
npoteass HacToAwero wsobpeTeHnsa cymma BCex
INEKTPOCTATUYECKMX B3aWMOAEHCTBUN Mexgy co-
eAuHeHUWEeM W BH3UMOM, eCINU COEMHEHMWE CBASAHO G
IH3IMMOM, COCTABMSAET HEeATpaNLHEIA unu
BrnAronNpuUSTHEIA BKNAA B 3HTANBNWIO CEA3BIBAHUS

MpeanoyTUTENbHBIE COSAUHEHUA, OTRUYaWMe-
CH BhiLUEYKasaHHbIMK vyepTexamm (1) - (6), ABnAroTcA
coeuHeHaM hopMynel XL

Z'-Q"-L'M-L2Q% 7% (b

rae Q' 1 Q7 He3aBUCUMO NPeACTABNAIOT aKLen-
TOPHBIA parMeHT BOAOPOAHOW CBA3WM, CNOcOBHLIA
CBASLIBATLCA € ATOMaMi BOJOROAA MONEKYNbl BoAb
wuTtka HIV acnaprun-npoteass, NPWM yYCroBWKM, MTO,
no KpaiHed mMepe, oAWH 13 Q' wn Q° Boree cunbHO
NonNAPN3yeTss, HexXenw kapboHun

M ABnASTCA CBA3LIBAOWMM BOAQPOS bparMeH-
TOM, KoTOpbl MoxeT BuiTe NMubo goHopom, nNuBo ak-
uenTopom BOAOPOAHOW GCBA3W, CNOCODHBEIM K ofHO-
BpeMeHHOMY CBA3BIBAHUK ¢ Asp25 n  Asp2y
ykasaHHoW HIV acnaprun-nporeasel,

Z' v Z° SBRSIOTCH HE3ABUCUMO ALMKIUUECKMMU
UMK LUKNAYECKUMU MUHEEPHLIMKW thparMeHTaMu n

KakALIA 13 Z' v Z% moxer NPWCYTCTBOBETEL He-
06A3aTeNLHO, W, eCNU NPUCYTCTBYET, €ro He3aBWUCU-
MO BBIBUPAKOT W3 TPynn, KOTOpble 3aHUMAKT 06bem
NpoCTPAHCTEA, NepekprIBaWMAcA ¢ obbeMOM Npo-
CTPaHCTBa, KOTOPOE AOMHKHO BbiTb 3aHATO HATWBHLIM
cybeTpaTom ykazanHow HIV acnaptwn-npoTeass

Bonee npegnovTnTenbHEE COSAWHEHNS (DOPMY-
nel XL cofepxaT, No KpaiHed mepe, OAHY rpynny Q'
unm Q% cofepHawyo-SO Haubonee npegnoqtu-
TenbHHE coefuHernA copwynsl XL cogepxar, no
KpaiHeW mepe, odHy rpynny @ vnw Q°, cogepxawyro
3aMELWEHHBIN CyNboHamMnyg

B onHom BapuaHTe HacToAlero waobpeTeHwa
coefUHeHVa dopmynel XL mMoryT BeMs [ONOMHM-
TeneHo "saTpygHeHs" "KOHbOpMayUOHHEIMU Broku-
poBkaMn”, TAKMMU Kak MaKpOLMKIMYecKse Konble-
Bble CTPYKTYpbl  Takue  3aTpydHEeHWA  XOpowo
W3BECTHBI CNeLManucTam NenTUAOMUMETUKN U MOTYT
NpUBECTH K COBAUWHEHUWAM C BLICOKCH BUoNnoruyeckon
akTueHocTske CM, HanpumMep, Dhanoa, D S et al
The Synthesis of Potent Mac-rocyclic Renin
Inhibitors” Tetrahedron Lett 33, 1725 1992) and
Fiynn, G A et al "An Acyl-Ninum lon Cyclizaton
Foute to a Novel Conformationally Restricted
Dipeptide MNic  Applications  to  Angiotensin-
Converling Enzyme Inhibtion" J Am Chem Soc,
109, 7914 (1989))

HacTosawee wsobpereHne BKIOYAET TAKKE HO-
Bhle cNocobBbl ANA TOUHOW WAEHTUMWKALWM, KOHCT-
pyvpoBaHus unu npepckasanua HIV wHrubutopos,
OTNUYAKLLMXCSH CTRYKTYPHBIMU n chuanKo-
XUMWYECKUMK OTNHUMUTENBHBEIMK ocoberHocTamMK (1) -
(8) C nomowbro 2TvX cnocoCoB cneynanncTol MoryT
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nerke npefckasarte W nonyduTe ocobeHHo addek-
TUBHBIE WHIMOWTOPE! HIV npoTeasu

Me oBHapyxunu, uto Hauwbonee ahdeKTUBHEI
cnenyolue cnocobel WAEHTUDUKALNK, KOHCTPYUPO-
BaAHWS WKW NPeackasaHus 3¢ekTHBHLIX WHIMBUTO-
poe HIV npoTteasul

(a) BeDOp coeguHEHWA-KAHAWAZTA OnpegeneH-
HOW XVMWIYECKOW CTPYKTYPEI, KOTOPOE COAepHnT nep-
BbId U BTOPOW AKLENTOPHBIA hparMeHT Ana cbpaso-
BaHWS BOAOPOOHOW CBA3W, NpU4eM, Mo  KpadHe#d
Mepe, oAvH M3 Hux Gonee nonAapusyem, HeXenw kap-
6oHMN, W yKasaHHHEe MpParMeHTel OAWHEKOBL WK
paanuyHel, TpeTuh dparmeHT, obpasylownid sogo-
POAHYIO CBA3L, KOTOPKIA MOXET BbiTe NUOO AOHOPOM,
nubo aKkyenTopoM BOOOpOOHOW CBA3WM, W MO KpadHel
Mepe, ABa cyLlecTBeHHO rnapodobHeIx hparmeHTa,

{b) onpegeneHne HW3KOZHEPIETUYMECKOM KOH-
hOpMELMH ANA CBAIBIBEHWA YKA3EHHOMO COeNHEHNA
C AKTUBHEIM caiTom HIV acnapTun-npoTeassl,

{c) ouUeHKa CNOCOBHOCTH YKA3ZAHHLIX NepBoro W
BTOPOro aKUEMTOpHEX dhparMeHTos, obpasyiolnx
BOAOPOAHYIO GBA3b, K obOpasosaHUl BOROPOZHON
CBA3W C MONEKYNoh BoAB WWTKa ykasasHHon HIV ac-
NapTWN-NPoTeassl, BCIN YKa3aHHOe CoeNHEHWe CBA-
33HO C HEl B YKA3aHHON KoHopMaLnuy,

{d) oyeHka cnocoBHOCTU YKaSaHHEIX CYLLECTBEH-
HO ruapodoBbHLIX hparMeHTos K accouywalun ¢ Py n
P, ceAastiBalowWuMK KapmaHamu YKasaHHOA acnap-
TWI-NROTEA3L, €CINK YKE3aHHOE COSJMHEHNE CBA3AHO
C Hel B yKa3aHHOW KoHdOpMaL K,

{e) oueHrka cnocoBHOCTU YKA3aHHOrO TPeTBEro
obpasylowero BogopogHyle cease dparmeHTa obpa-
30BLIBATL BOJOpoAHbIE CBA3N ¢ Asp25 1 Asp2S' yra-
3aHHoW HIY acnaptun-npoTeasel, ecnu ykasadHHoe
COEUHEHWE CBA3SAHO C HEH B YKA3aHHOW KOHMOPpMa-
Lk,

() oueHka nepekpoBaHuA obbema, 33AHATONC
YKa3aHHblM COSAMHEHWEM, SCINW YKa3aHHOE coefM-
HEHWe CcBAEHO ¢ ykazanHow HIV  acnapTvn-
NPOTEA30A B YKa3aHHOW KoHopMaunu, W obbema,
33HATOMO Ha-TUBHbIM cybeTpatom HIV  acnaptun-
npoTeaskl MMM €& HerugponusyemMeM W30CTEpOoM,
€Cny YKa3aHHLIW NoONWNEeNnTWR CBA3EH C yKa3aHHOW
acnapTun-npoTEason,

{g) oueHka 2Heprnn gedopMalvi CBA3BIBAHWA
YKa3aHHOrCO COefjMHeHWA ¢ YKasaHHOW acnapTyn-
npoTeasol,

{h) oyeHka BKNAga B SHTANBMNWUK CYMMEl BCEX
ANESKTPOCTATHYECKAX B3AMMOREACTBUA  YKa3aHHOro
coeguHeHwa W ykasanHHow HIV acnaptun-nporeasel,
ecny yrasaHHoe coefiluHeHWe CBA3EHO C Hel B yKa-
33HHOH KOHDOPMALWMK, W

{) NpWHSATWE WNU COTKNOHEeHWE YKA3aHHOIMo Go-
efWHeEHNS-KaHaWdaTa B kadecTBe WHrmbutopa HIV
npoTeassl, Ha OCHOBAHWM ONPEAeneHnid W OLEHOK,
ocywecTeneHrbix B n (k) - (h)

KMcnonbaya HOBHIE KOMBWHALMM U3NOKEHHBIX pa-
Hee cTagui B cnocoBe GCKPWHUPOBAHWUA, Chelnany-
CTH MQryT ¢ ycnexom n3bexaTb noTepb BpEMEHW W
AOPOTrOCTOSLMX IKCNEPUMEHTOB ANA onpeasneHnA
BHIMMA-TUBHON MHIMOWPYIOLLEN 2KTVBHOCTW KOHKpET-
HbIX COefUHEHWA STOT cnocob Takxe npuroaeH AnA
obneryeHWA paUWOHANBEHOMO KOHCTPYWPOBAHWS UHIW-
6utopoe HIV npoTeassl M aHTU-HIV-BUpyCHEIX areH-
TOB, BKMKYaA TEpaneBTUYECKME W npodoMnakTuye-
CKWe areHTbl NPOTUE HIV nHcpekryni
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CoQTBETCTBEHHO, HacToAWEee M306peTEHNE OTHOGCHT-
CA K TAKMM WHrMOUTORamM W aHTWBHRYCHBIM AreHTam,
KOTOpLIE MONYYalT B PE3YNsTATe ONUCAHHOTO CMo-
coba CKpUHWPOBAHWA

Ans  ocylwecTBneHWs BEILLEOMWCAHHEBIX OLEHOK
MOXHO MCMOML30BaTL PasnuuHbie obbMHEE MeTogu-
k1 OBbluHO 2TW cnocobbl BKMOYAKT onpegencHwe
NoMNoXeHWs W Onn30CTH CBA3LIBAHWA YKAZAHHOTD
hparMedTa, ofbeMm MpOCTPAHCTEA, 3aHWMAEMbIA
CBA3AHHEIM COBfUHEHWeM, 3Hepru dedopMaynu
CBA3LIBAHWA YKa3aHHOIO COSQMHEHWA W SHEPTUW
INeKTpocTaTMMecKoro  B3aMmogeicTena  [puwvepsl
O0BIMHBIX METOAMK, NOAXOOAWMWX ANA BhIWeyKazaH-
HbIX OLEHOK, BEMOYAKT METOAB KBAHTOBOR MexaHu-
K1, MOMEKyNApPHOA guHamMuen, cnocob MoHTte-Kapno,
cnocobel CcMCTEMATWYECKOro MOWCKA M AWUCTaHLWOH-
Hoil reomeTpun (G R Marshall, Ann, Ref Phamacol
To-xicol, 27, p 193 (1987)) AnAa ocywecTeneHvsa
aTUx cnocoboB BLIMKM co3faHbl CNELUWANBHBIE KOMME-
KOTEpHEE nNporpaMMbl  [MpuMepsl Takux Nporpamm
BrodakT Gaussian 92, sapuant C, (M J Frnsch,
Gaussian, |nc, Prtsburgh, PA o 1992), AMBER,
version 30 (U C Singh, University of California at
San  Francisco, o 1992), QUANTA/CHARMM
{(Molecular SMulations, Inc , Burlington, MA ¢ 1892),
and Insight [I/Discover {Biosysm Technologies Inc,
San Diego, CA o 1992) 311 nporpaMMbl MOXHO Ao-
NonHWTE, Hanpumep, ucnone3ya Silicon Graphies
Workstation, RIS 4D/35 or |IBM RISC/6000
workstation model 550

OcTanbHble cCUCTeMEBl ODecnedeHMsi U NakeTwl
NporpamMmM W3BeCTHel, W WX MPUMEHEeHWe OUSBWAHO
ANA CNeyNarnncTos

JononHWTeneHbIA aHan1z peanbHbIX 4eTannsu-
pPOBAHHLIX B3aMMOAEACTBNA KoMnnekca HIV npoTtea-
38-UHMBUTOP MOXHO MCNOMNBb3CBATH ANA Bonee KOH-
KPEeTHOro onpegeneHys CBASHEBAKLUX accoluauunid
MEXAY IH3VMMOM W CBA3AHHLIM WHIMGuTOpoM Takoi
aHanu3 MOMKHO OCYLLECTBMTb, HIMPUMepR, W3ydas
pPacTBOR KOMMNIEKSa C NOMOLLEN O4HOMEPHBX U MHO-
romepHelx MeToAuk AMP BuirogHo No BOSMOHHOCTU
oB0oraTuTe SH3WM W/KUNK HHFMSMTOE TAKMMH CcTabunb-
HEIMKW W3CTONAMM, Kak 13(3, N n *H ENA Bonee Toy-
HOro onpejensHua cBA3bIBAKWER KoHOpPMaUMK W
paccToRaHWA AnA NOBblleHWA paspeweHva NpW Ha-
BRAeHVH B3aVMOASACTBUA MOXHO WCNONB30BATh
TaKkue METOLMKEN, KaK BEEIeHWe W30TONOB

B kadvecTee 4ONOMNHWTENEHHEX WMWY aNsTEpHATYE-
HblX wWccnegoBaHwi  komnnekca HIV  nporeasa-
WHTMOWTOP MOMHO M3YMaTh AWdpakunic peHTreHoB-
ckux nyded [lpouecc onpepeneHws CTPYKTYP KOM-
NNekcoB NPOTeUH/MHIMBWTORP C©  WUCMOMb30BaHUEM
[PEHTTEHOCKOMUWYECKUX METOAUK, OMUCAHHEX paHee,
XOpOLWO U3BECTEH U YXe MCNOoNbB30Banca ANA MHOMMX
pasnu4Heix komnnekcoe (cm N J Blundel and L N
Johnson, Protein Crystallography, Academic Press
(1976€) and Methods In Entymology, Vol 114 and 115,
H W Wyckoff et al , eds , Academic Press {1985))

3ToT cnocob MOXKHO WCMOME30BATE, HAMPUMEP, ©
BBLICOKOA CTeneHelo odMcTRM npenapatamu HIV npo-
Teasbl, IAKOMNNESKCOBAHHBIMK C NPEeACTABNARWWM
WHTEpec MHIrubuTopomM B BydepupoBaHHOM pacTBope
{obudro npu pH ot okono 4,5 ao okono 8,0) Kom-
nnexcel 4akT BO3MOMHOCTE 3aKPWCTANMM30BATLCA B
NPUCYTCTBUM  OCE2KAANLWENO areHta (Hanpumep,
CyNbhaTa aMMCHWA) B YCIOBWAX, KOTOPLIe NPMBOLAT
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K 06pa3soBaHUio OTAEMNBHLIX KPUCTANNOB KOMMNEKea
KoHkpeTHele yernoeuda ana kpuctannmsayun HIV npe-
Teasbl ¢ pPasnUUHBIMU MHIMBUTOpPamMU BbiNK XopoLo
AOKYMEHTHUPOBaHK (CM , HanpuMep, G B Dreyert et
al, Biochemistry, 31, p 6646 (1992)) MpumereHue
CcOOKYCHPOBAHHOTO NydKa PEHTTEHOBCKMX Nyded u
COOTBETCTBYIOWWM ODpasom NOATOTOBMNEHHOTO W YC-
TAHOBMEHHOIO KpUCTANNa (NPeanouTHTENBHO NYYKaA
PEHTTEHOBCKMX Myueld OT BPalLarolleroca aHO[HOI
reHepaTopa PeHTTeHOBGKHX My4ed WM CUHXPOTPOHA)
obecnednsaseT nonydYeHne AWPaKYNOHHOW KapTUHEI
OT OTPAXEHHOTO NYYKa PEHTIEHOBGKUX NyYeh

OnpegeneHve AVMPakUNOHHONW KaPTUHEI MOXHO
OCYLIECTBUTL C MOMOLLEBK BU3YyanmusauWn Ha oTe-
BymAre, IKCNOHWPYEMOW PEHTTEHOBCKUM IyYOM, UMK
B JPYrOM BapWaHTe, WCMNOoMb3ya cneluansHeld feTek-
Top (Takoh, kak warcToBnAeMmubll Siemens Analytical
A-Ray Instruments, Inc (Madison, WI) wnn cucrtemy
wacbpaxeHnd R-axi |l oT Rigaku Corporation (nc-
crasnAemyto Molecular Structure Corporation, the
Woodlands, TX) Apyrve cucTeMsl Ans co3gaHua W
obpaboTkn gaHHLX no gudpakyun peHTTEHOBCKMX
Nyyein W3BECTHEI CNeUnanucTam

PacwudppoBka gadHsix No gudppakydn pexTre-
HOBCKMX NMyyed faeT TpexMepHyto CTpyrTypy Ansa
STOW paclwuppoBKY CO3AaHA KOMMbHTEepHaa npo-
rpamma (X-PLOR) Yate University, 1992, pacnpo-
cTpaHseman Molecular Simulation, Inc )

Boobwe, venonbaya BeIWEONTUCAHHLIE METOOUKN
G COOTBETCTBYIOLIMM OBPa3OM NOATOTOBNEHHEM KPU-
CTaNMUUECKUM  KOMMNINEKCOM, MOXHO oOnpefensTe
CTRYKTYRPY G TOYHOCTEIO okono 2-3A (npu R = 0,25
MK MeHee) Kak oueBugHO cneyuanucTam, 3TU 3Ha-
YEHMA AOCTATOYHEl OMNA ONpegeneHus B3auMogencT-
BAA mexay HIV npoTeasol W AaHHBIM COSAUHEHUEM,
TAK YTC CTAHOBUTCA ACHO, BEINONHAKTCA MUY YCNOBWA
(1) - (6) W, cooTBeTCTBEHHO, SBMASTCA NWU AaHHOE
coefguHeHue uHrubutopom HIV acnaprun-npoteassl
Mrak, B COOTBETCTBAW C HAacToAWMWM waobpeTeHnem
MOryT ObITb CEOHCTPYWPOBaHB W NpeackasaHel Wc-
NONHUTENEHLIE WHIMOMTOPEI HA OCHOBEHUM GoYeTa-
HWS KpHMcTanmnorpaduYeckol CTPYETYPHOW WHdbopma-
LMK M PacYeTHLIX MeTo40B

Tak, Hanpumep, anA Toro, uytobel npegckasarb
CBA3BIBEHVWE npegnonaraeMoro nHruburtopa no cno-
coby HacToAlero W3oBpeTeHWa, aTOT WHIMBUTOP Uc-
CNeRyKT Ha NpefMeT onpedeneHua TOro, COAEMHT
AW 3Ta Monekyna dyHKLUWOHAMNBHOCTH, KOTOpLIe He
JOCTATOMHO XOPOWO NpPEeACTaBMNEHLl B CYLUECTBYIO-
wmx mogenax cunosoro nona B CHARMM (Molecular
Simulation Incorporated Burnington, MA) unw AMBER
{(npocheccop P A Kollman, UC SF) Ecnu kakas-
nubo YHKUWOHANEHOCTE NpeAcTaBneHa HeqocTa-
TOYHO XOPOLUQ, MBI UCCREAYEM BCKO ONYGNMKOBEHHYIO
MHpOPMaLMID NO CTRYKTYRAM ANS MCMekyn, cogep-
¥awux Takwe OYHKUWOHANBHOCTH, W B HEKOTOPLIX
crnyyasx npoeofum BbicokoadxbpekTeHble ab inho
pacqeTH Ha NPOCTLIX MONEKYNAX, CORSPMALLNX TAKkWe
DYHKLUWOHANEHOCTH, ANA onpedeneHUA UX Npegnoud-
TUTEMBHEIX KOH(OPMALUMA U Pa3sHOCTER IHEprni me-
¥4y pasnuuHbiMu koHdopvayusmn  bonee TouHble
napaMeTphl, ONUChLiBaloWUe 3TH hYHKLUOHAMBHEE
rpynnel, MOXHO 3aTem NONyYuTe 4N CUNOBLIX Nonei
CHARMM w/vnu AMBER 1 ncnone3oBaTe WX B gank-
HeWLWWX pacyeTax

Hanee, npegnonaraemuld WHrMbuTOop pacnona-
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ralT B TREXMEPHOM NPOCTPAaHCTEE HapsAAy © Apyru-
MW, POACTBEHHBAIMW WHIMDOMTOPaMK, KOHGOPMaLMKA
CBA3EA ANA KOTOpbIX OBINW paHee cnpepeneHsl ¢
NoMOWBK  KpucTannorpacbUyeckux WUCCNefoBaHWA
pEHTTEHOBGCKUX Nydeld [na ynpaBneHWs nNpoleccom
CPaBHEHWA WCNONb3yT kak BaHn-pep-Banbcosckuid
o0beM, TaK W ANeKTPOCTaTUYECKNe NoTeHuwans Ta-
ko€ cpasHeHWe ODBIYHO OCYLLECTBNAKT C NOMOLLBHD
Takux nporpamu, kak Quantal (Molecular Simulations)
unu Insight 11 (Biosym Technologies, San Diego,
CA)

Takoe cpasHEHWEe MOXHO OCYLUECTBUTL W BpYyd-
HYK, MCMOMNb3YA 3TW NPOTrpaMmMel, WNK 3a CYET aBTOo-
MATU3MPOBAHHOR NpPOLEAYpbl B TaKWX MNpOrpaMmax
{Hanpumep, MeToAoM "HanoxeHwra" wnw Quanta wnu
"APEX" mogyneid Insight 11) Pesynetat Takoro
CpaBHEHWA ABNAETCA Nepeoi MHbOPMaUMeld © KOoH-
topMaunn "cBAseR’ kaHgwaaTa B WHrMbuTope 3a-
TEM BTOT WHIMBUTOP NOMEWAKT B AKTWBHBLIA CalT
HIY npoTeasbl U MUHWUMUSUPYIOT 3HEpruio KoHdop-
MayWi Npr MKCHPOBAHHEIX B NPOCTPAHCTEE aToOMaX
oH3uma Takyto MUHMMM3aLWIO obbuHo ocywecTens-
toT, nenonesyd CHARMM wnn AMBER cunosele no-
ns

Tak Kak MHIWBUTOpEl MOMYT MHOrAA CBA3LIBATHCA
B MHOXECTBEHHHE UMK HeoXuAaHHEle koHdopMaLlwnid
BHYTPWU @KTMBHOTO calTa, Mbl 4acTo OCYLeCTBNASM
AOMNOMHUTENLHLIE NOWCKA KOHMOPMayniA CBA3SH KOM-
nnekca 3HauM-nHMButop Tak, HanpyMep, MOXHO
MCNOMNbB30BaTE PAsNUUHBIE METOAMKW Nowucka MOHT-
Kapno (kak, HanpuMmep, B Conformatonal Search
Module of Quanta), Hapagy ¢ BHICOKOTEMNEpATYPHOR
AVHEMHWKOA W CUMYNUPOBAHHEIM CTXWIOM 3TH METO-
Abl NOVCKA NC3BONAIOT ONPeaenTb, CYLLECTBYIOT N
ANBTEPHATUBHEE, PA3YMHBIE HW3KO3HEepPreTUUeckue
KOHPOPMALMA, B KCOTOPbIX WUHMMEBUTOp MOoXeT BbiTh
CBA33H € 3H3MMOM 3dhdpeKT conbBaLud M 4ecornkeBa-
Ui npu obpasoBaHUK PasNMYHbLIX KOMNNEKCOB 3H-
3VM-WHTMOTOR MOXET ObiTb OUEHEH 33 CYET TaKMX
nporpamm, kak DEZPH1 (Biosym), Polans (Molecular
SNulations) u AMSOL (npodreccop C Cramer,
University of Minnesota)

B pesynbTaTe TaKUX NOMCKOB nonydatoT Habop n3
opHoW WnKn Bonee cBA3AHHBIX KOHGOPMauuidA Ans
KeHANAETa B MHIMBHTORDI

Ans  kaxA0AM W3 TaKWX HU3KOIHEpreTUUEeCKUux
KoHcbopMayWid MoMHO 3aTeM A4oBaBvTE MONEKynsl
BOALI K @KTVBHEIM GalTaM 3H3IUMA W PEenakcUpoBaThk
BCH cucTemy W, HakoHey, cumynauuwm Monekynsp-
HOW AWHAMWKW MOXHO WCNOMNb3OBETL ANA WU3yYeHWs
NoAPOBHLIX ABMMEHUA BH3WMAa, WHrMBWTOpa WU cBA-
33HHBIX MONEKYN BOAK

OxoH4aTenbHu Habop OCTABLUMXCA HU3KO3HEp-
reTndecknx  koHdopmayu (obbivHC KX ocTasTcA
OuYEHb Mano) NPejcTaBnAaeT NpegnonaragMele KoH-
thopMaUnid CBA3EW KaHgwaaTa B WHrMbuTope Kax-
A2a KoHOpMALMS BRKNIOYAET HALlY OLEHKY AMHAMU-
4eckol rubKocTn Bceld ccTeMsl (MHIMBHUTOPR, SH3UM W
MOMeKynkl BoAL)

Ans v3ydeHnAa NepebiX HECKOMBKUX COeAWMHEHWR
B cepud oDwBuYHO wcnonbayloT Bonee ycoBepeHCT-
BOBAHHYID METOAWRY, eCnu CYILEeCTBYKT O4YeHb
Bonblune HeonpedeneHHOCTH BO3MOXHLIX TWMNOB
CESI3blBAHMS B AKTWBHOM caiiTe sH3umMa Ona ocTank-
HblX COESAMHEHWA B CEpUM  HWU3KODHEPIETAYECKWE
KOH(POPMEPH!, NONYYEHHBIE B pE3ynbTaTe Mocnego-
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BaHWA NepeblX coefMHEHWNA, obecneunsatoT wHpop-
MAUMO ANS BO3MOXHBIX 3HERTETUYECKUX KoHdopme-
POE  WHrUOWUTOPHEIX coejuHeHWRA  Kpome Toro,
KEpucTannorpadudeckaqd UHbDOPMALMA O KOHMDOpMAa-
LYK CBA3AHHEX KOMNNEKCOB MNEepBHIX COefHHEHWA B
cepru Jacto GoisaeT goctynHa Takue npepgsBapw-
TernbHble PacyeTbl W CTPYKTYPHbIE WCCnefoBaHus
3HAYUTENBHO oDNervarT Npegckasanus KoHopMa-
LWA cBA3EA MOMeKyn-kaHAWAaTOB B WHIMBUTOPHI

B kavecTeBe npuMmepa yrasaHHoro cnocoba ckpw-
HWPOBaHWA Mbl OCYILECTBWMMW CHSAYIOLWYIC OUSHKRY
coeguHeHua 140 (rabnwuya ), npegnodyTuTensHOro
COBANHEHUA HAcCTOALLEro W30DPETEHWA, KaKk YKas3aHo
Janee

MpepckasaHwe KOHPOPMALUW W SHEPrHW GBASLI-
BaHWsa coeguHeHua 140 ¢ HIV npoteazoi

Cunoeoe none pnA  BeHzoncyrnbdoHaMUEHOW
yacTu coegvHenwa 140 nonyvyarT u3 ab inbo pacue-
TOB W BKMUakwT B AMBER cunosoe none [llocnea-
HuWe CHARMM napameTpel CUNOBOIC NCNA ANSA 3TOrO
dparMeHTa, Kak OKasanoCb, GOOTBETCTEOBANU pe-
syneTaramM, MNony4YeHHbIM MpY UCCNeAoBaHVK MHHM-
MW3ALMKM BHERPIMK, W BeNv UCNONb3OBAHL BO BCEX
Quanta/CHARMM pacuetax

HuskosHepreTuueckne koHdopMepbl, NonyyeH-
Hele B pesyneTare KoHGPOPMAUMOHHLIX WCCnenoea-
HAA NEPBEIX COSAWHEHWH B pAAy cCynedoHaMuaos
(Taknx, kak coeguHeHune 16), obecneuunn wHgopMma-
LWI0 © BO3BMOMHBIX HU3KOSHEPIETUYECKHX KoHdopme-
pax coefuHeHus 140 3TU HU3KOIHEpreTUJecKkue
KOHhOPMEPEl CPABHUBAIOT B TPEXMEPHOM NPOCTPAH-
CTBE C APYrMMW POAGTBEHHBIMW WHrUBUTOpPamu, Ans
KOTOpLIX KoHdopMayun ceAsed Boinwn paHee onpege-
NeHBl  KPUCTANIOrPayecky ¢ CNOoNb3oBaHuem
PEHTTEHOBCKWX NydYeld TaKoW npouecc cpaBHEeHWA
OCYLLECTBNSAKT ¢ NOMOLLL Quanta U, B HEKOTOpPHIX
Cny4asix, ¢ NOMOLWBEK "KOHPOPMAaYWOHHOTO Noucka",
HeobasaTtenbHoro AnA Quanta [pw Takom cpasHe-
HMKW B KayecTBE CPABHUTEMNBHOW KPWUCTANIMYECKOW
CTPYKTYPbl nenonbaylT komnneke HIV-1 npoteaswl ¢
coefuHeHuem 16 DHepruro 3TOR CTPYKTYPLl WHMMOK-
Topa MUHUMUIUPYIOT B AKTUBHOM caiTe SH3UMa, UG-
nonesya Quanta/CHARMM B npoyecce Takol mu-
HUMH3ELMK aroMbl SH3UMA OCTaKTCA
GUKCUPOBaHHBIMK  BINTIONEA0T TONBKO BOAY "LWTKOB"
MocnegHWe CUMYMNALMK NO3BOMNSKT SH3UMY PEenakcu-
POBaTL W WCNONB3YIT PA3MUUHEIE AUBNEKTPUYEcKUE
npubnuxenun MNony4aT egWHCTBEHHYIO HUSKOSHEP-
reTWYECKYIo KoHcbOpMaLKio, KOTOPasA CornacyeTeA Co
BCEMW MOMNYyY€HHbIMK paHee KoH(pOpPMaLWOoHHbIMK
CUMYNALUAMK W KpucTannorpadnyecknmu AaHHbIMK
{cM cour 1) Kak Beino nosgHee obHapyXeHo, npef-
ckazaHHasl KoHbopMaLus GCBASHBAHWA HaxXO4WTGCs
NPaKTUYSCkU B COOTBETCTBMW C PE3yNLTaTaMy, nony-
YEHHBIMW € NOMOLLLI KpucTannorpadun ¢ Menore-
30BaHVEM PEHTTEHOBCKMX Nyyen (cm dur 2 v 3)

Kak oboyxpanock paHee, HOBblE coeAUHeHUs
HacTosAwero W3obpeTeHWA ABMAKOTCA NPEBOCKORHE-
MW NUraHgamu gnsa acnapTun npoteas, ocobeHHo
HIV-1 »n HIV-2 npoteas CooTeeTcTBEHHO, 3TW CO-
elnHeHNs CnocobHbEl METWTs W MHIMBKWpoBaTL no-
crnefHWe ctaguu HIV pennukayuw, To ecTe npolyec-
CHHI BWpPYCHEIX nonunpoTenHos HIV kogupyemeiMn
npoTeasaMy TaKkwe coegwHeHus WHrWbupyloT nporte-
OMNWTUYEGKUA NPOUSCCUHT MNPERWECTBEHHWKOB BH-
PYCHEIX NONMUNPOTEUHOB 33 CYET MHIMBpoBaHWA ac-
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napTUN-NpoTeassl Tak Kak acnapTun-nporeasa cy-
LWeCTBEHHA AA NPo4yu poBaHNs 3perbiX BUPUMOHOB,
WHrubuposaHe Takoro npoleccuHra pderTUBHO
BrokupyeT pasMHOMEHUE BMPYCOB 38 CUET MHIUBU-
pOBaHUA WHMEKUWOHHLIX BUPWCHOB, OGOBEHHO U3
XPOHUYECKN WHDWUMpoBaHHBIX KneTok CoegwnHeHuA
HacToAWeEro M3obpeTeHnA C yenexom WHrnbupyror
cnocobHocts HIV-1 BMpycoB WHGDWMUWPOBAaTE HMMOR-
TanU3MPOBAHHLIE T KNETKW YenoBeka Ha NPOTAXEHUM
AHel, 4To onpedeneHo B AHAMW3e BHEKNETOUHOO
P24 aHTWIeHa - cNeUUgNYMECKOro MapKkepa BUPYCHOW
pennukaymu  OcTanbHble &HTMBMPYCHBIE aHanu3bl
NoATBEPA WV 2EeKTMBHOCTE 3TUX COEAWHEHWI

CoelMHEHUA HacTCAWErc W30DpeTeHWA MOXHO
MCNONb30BaTe OBLBIUHEIM oBpazom gna Gopebel c
BUpYyCamMK, TakuMK Kak HIV n HTV, koTtoprle saencar
QT acnapTun-npoTeas AnA obAsareneHEIX aKkToB B WX
XW3HEeHHOM LuEne Takwe cnocobbl NeveHws, YPOBHU
A03 W Apyrne TpeboeaHUA MoryT BeiTe nNoaobpaHh
cneyuanucTaMi Ha OCHOBAHWW AOCTYMHBIX METOAUK U
cnocoboe Tak, Hanpumep, coegWHEHNE HACTOALLErO
u3zobpeTeHnAa MoxHO obbegnHWTE C dapMaleBTHYe-
CEW MPUEMINEMblM afblOBAHTOM ANA BEEOEHWSA WH-
MUMPOBAHHCOMY BWPYCOM NauyneHTy dapMauesTu-
YecKW npUMeMremelM cnocoBoM M B KONWYECTBE,
apdeKTVUBHOM AN YMEeHBLIEHWS Cepbe3HOCTU BU-
PYCHOR MHDERLMK

B ppyroM BapwaHTe COSQMHEHWR HAcCTOALWEro
n300pPETeHNA MOMHO WCNOMNbL3OBETE B BAKLWMHAX W B
cnocobax 3alMThl MHAWBUAYYMOB OT BUPYCHOR WH-
herUMn Ha NPOTAXEHWW FNUTENBEHOMO MPOMEMYTKA
BPEMEHW 3T GOeaWHEHWSI MOMHO WCMOME30BATL B
Takux BakymHax nvbo otgeneHo, nubo smecTe ¢ apy-
MW COBJMHEHWAMW HECTOAWEro usobpeTenus cno-
cobom, COOTBETCTBYIOLMM OBLIUHOMY NPUMEHEHWIO
WHMMBUTOPOE NpoTeaskl B BakLWMHaxX Tak, Hanpuwep,
coefUHeHWe HacTosAlWwero W3obpeTeHUa MoxHO 0Bb-
SAVHUTE © apMaLEBTUYSCKM NPUEMNEMBIMN 84 510-
BaHTaMK, KOTOpble O0BIYHO NCNONBaYIOT B Npodunack-
Thyeckn 3¢PEKTWBHLIX KOMWYeCTBax ANd 3aluThl
UHAMBUAYYMOB HA NPOTAXEHWW AMAWTENBHOMO NPoMe-
KyTKa BpeMeHn npotwe HIV nHdekynn Kak Takoewe,
HoBblE MHIMBWTOPH npoTeassl HacToAwerc uiobpe-
TEHWA MOXHO BBOAUTL KAK areHThl ANS NEeYSHUA UnK
npegorepawenua HIV  wvHhWyMpoBaHWA mMNerkonu-
TaIoLL MX

CoeguHeHua dopmMyntl |, ocobeHHo Te, koTopsie
MMET MONEeKyNspHBlA Bec MeHee 4YeM OKono
700r/monke, MoxHo nerko abcopbupoBaTbe B MOTOKE
KPOBU MINEKONWTAIOWMWX MPW NEpoparnsHoM NpuemMe
CoeguHeHUA opMynbel | ¢ MONEEYNAPHBIM BE&COM
MeHee yemM okono 600r/Monk B BONBLLIVMHCTEE CBO&M,
No-BUAMMOMY, H[EMOHCTPUPYIOT MNPUrOAHOCTE MNPK
nepopansHoOM BEefeHUM Takaa cTonk YyaWBUTENbHaA
nepoparkeHas AOCTYNHOCTL AenaeT Takue coeguHe-
HWA NPEBOCXOAHLIMN SreHTamn ANA NeYeHns N Nnpo-
HUNAKTUEY C NnepopansHbiM BBEAEHWEM NpoTUe HIV
UHDEKLWN

CoeauHeHua HactoAwero uiobpeTeHua moxHo
BBOAWNTE 3a0poBaiM wnw HIV wHbuywpoBaHHBEIM na-
uneHTamM nubo B BNAE BJUHCTBEHHOIO areHTa, nbo B
COUETAHWU C APYIUMW SHTUBUPYCHBIMW AreHTamMu,
KOTOpPHE HapylwalT uMkn pennukagud HIV 3a cuer
BEBEAEHWSA COBAWHEHWA HacToAwero uacbpeTeHns ©
ARYTMMA @HTMBMPRYCHEIMW @reHTamK, KoTopble Haue-
NeHbl Ha PA3NUYHBIE aKThl XKHUIHEHHOTO UWKIa BHPRY-
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COB, TEpaneBTUYECKWA 3chdoekT ITUX COoegMHEHURA
NnoBeIWAETCA TaK, HanpwMmep, COBMECTHO BBOJWMEIA
AHTUBUPYCHBIA AreHT MOMET OhITh TakWM, KOTOpPLIA
HaleneH Ha paHHWe aKThl MUSHEHHOTO UWKNa BUPY-
COB, HANPUMEp, Ha NPOHWUKHOBEHWE B KNeTKy, obpar-
Hyl TPAHCKPUNUMIO W WHTErpayuie BupycHod AHK B
knetodrye AHK AdTu-HIY areHTbl, KOTOpHE Haue-
NeHBl Ha TaKkWe PaHHWE aKkThl B HM3HEHHBIX LUKnax
BAPYCOB, BKNOUaOT AudaHosuH (ddl), anbyuTabuH
(ddC), d4T, angoeyguH (AZT), nonucynedgaTupoBaH-
Hole nonuca-xapugbl, ST4 (pacTteopuvbld CD4), ra-
HWKMOBWP, AW-BEOKCULUUTUANH, TpWHaTpwiidocdo-
HOotbopMaT, 2NOPHATEWH, PHDaBUPWH, auwKNCBWRP,
aneda-uHTepdepoH U TpumeHoTpekcaT Kpome Toro,
He-HykneosuaHsle MHIMBUTOPE! 0BPaTHOM TpaHCKpU-
Tasbl, Takve Kak TJBC unn HeenpanuH, MOXHO WC-
none3oBaTe ANA YCHUNEHWA 3dxperta coegWHEHUH
HaCTOALErO M3CDPETEHNS, a TaKKe TakMe, KaKk WHIK-
bUTOp yTPaTel BUPYCHOW oOBOMOYKW, WHMMBUTOPH
TPAHC-2KTUBMRYIOLLNX NPOTEWHCB, Takue Kak tat unu
rev, UM WHMIMBUTOPE! BUPYCHOW UHTErpaskl

ObvefuHeHHble Tepanuu cnocoba HacToAwero
n3chbpeterns obnagaT CUHEePreTUMECKNM OeACTBK-
em npw wHrmbuposanum HIY pennukaymn, Tak kak
KaXAblA KOMOOHEHT-areHT KoMBUHAL WK AeRCTBYET Ha
pasnuyHee catel HIY pennvkauyun KcnonesosaHue
Takux KOMBWHALMA TalKe BLINOAHO CHUXEEST O3kl
AaHHoro obblYHOro aHTUPETPOBHUPYCHOrQ, KOTOpLIE
A0NXHbl Dby Dbl NOHAZobUTECA gNsa UENeBoro Te-
paneeTUuYEcKoro WNW npodunakTuuecrkoro adxberTa,
npu CpaBHEHWW G TeM, ecni Bul 3TOT areHT BBOAUNU
KaK MOHOTEpaneBTU-HecKWd 3T KOMBWHaLWK MOryT
CHU3NTE WMWY UCKMoUUTE NobovyHble abdekTs obbiu-
HblX OTAENBHEIX BHTMPETROBUPYCHbLIX TERANWA, W NpW
5TOM He YXYILIUTb aHTUPETPOBUPYCHYIO AKTMBHOCTE
STUX areHTcs Takue KCMEUHALWW GHUNAT NOTeH-
UWan yCTOWYMBOGTU NPW TepanHuW 3a CUET OFHOrC
areHTa, MUHWMU3MPYA NpW 9TOM  GOMNYTCTBYIOWYIO
TOKCHYHOCTE JTW KOMBWHAUWW MOTYT TaKke NoBHI-
chTb 2(bheKTMBHOCTL ODbIYHBIX BreHTOB, He NOBHI-
Was nNpW 3TOM WX TOKCWYHOCTM B uacTHOCTH, Ml
oBHapy#WnK, UTo 3TH CoegWMHEHVA ASHCTBYIOT CUHEp-
reTMYECKU NO NpegoTepaleHno pennvkaymu HIV 8 T
KneTkax Jenceexka [peanoyTuTenkcHble KOMBMHWpPO-
BAHHLIE TEepanun BKIIOYAKT BBEJEHWE CogJUHEeHHs
HacToAWero uzobpeteHus ¢ AZT, ddl, ddC unw d4T

B apyroM BapwaHTe, COSOMHEHWUS HACTOSILLEro
n30BpETEeHNs MOMHO BBOAWTE GOBMECTHO G APYTVMM
wHrmbutopamn HIV nporeass, Takumw kak Ro 31-
8959 (Roche), Z-7358524 (Merck), XM 323 (Du-Pont
Merck) n A-80987 (Abbot) ans noewileHUa athdekTa
neyeHWa Unu NPotbUNakTUKK NPCTUB PasMUUYHBIX BU-
PYCHEIX MYTAHTOB WMMW YNEHOB APYTWX KBa3W-BUOOB
HIV

M npegnounTaem BBEAEHWE COSOMHEHWA Ha-
CTOSLLErO M300pETEHNA B BWAE OTAENbHBIX AreHTOB
WMWK B COUYETAHUM ¢ UHMMBUTOPAMW OBPATHOR TpaHC-
KPMNTa3kl PETPOBMPYCOB, HaNpUMep, NPOW3BOAHEIMU
AZT, v gpyrumu wHrubuTopamk HIV acnaprun-
npoteass Ham KaXeTcA, YTo COBMECTHOE BBEAEHWE
COSOWHEHWH HACTOAWEro M3chpeTeHnd ¢ MHIMBWTO-
paMn oBpaTHOW TPaHCKPUMTA3H PETPOBUPYCOM UMM
uHrmbuTopaMn HIV acnapTun-npoTeaskl MOXET OKa-
3HBaTh CYLWECTEEHHHI CUHepreT-eckid acpcpekT, 3a
cyeT yero HabnwaaeTcs npeaoTBpaLleHNs, CYLLECT-
BEHHOE CH/XEHME WU NONHOE WCKIOYEHHe BUpYC-
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HOA WHEKLUMOHHOCTH 1 CBA3EHHLIX G ITUM CUMMTO-
MOB

CoelMHEHUA HacTCAWErc W30DpeTeHWA MOXHO
TaKHe BEOAWTE B COYETAHUW C WMMYHOMOAYNATOPA-
MU {Hanpumep, GPONUPUMWHOM, aHTWanNsdauHTep-
thepoH venoeeka aHTWTenamu, IL-2, GM-CSF, me-
TUOHKN-HIHKedANMHOM, anbda-mHtepdgeporHom,
An3TUNAN-THoKapbamaToM, (DakToOpoM Hekposa ony-
XONW, HanT-pekcoHom W rEPQO) » aHTUBUOTUKAMM
{HanpuMep, NeHTAMUOWHUISTUOPATOM) ANA NPefoT-
BpaWeHNA UK 6opebel ¢ MHdekryUAMK KW 3abonesa-
HUAMW, ¢BR3aHHBIMKA ¢ HIV wHdekynamMy, TakuMu Kak
AIDS n ARC

Ecnu coefuHenua HacToAwero waoBpeTeHwa
BBOAAT B KOMBUHWPOBAHHOR Tepanuu ¢ APYrMMu
areHTaMW, MX MOXHO BBOAUTE NOCMEAOBATENLHO UMK
ogHoBpeMeHHo B gpyrom BapuaHTe cdapMmauesTude-
CEME MW NPodNakTUMECKWE KOMMO3WLWK HACTOA-
Liero MacbpeTeHWs MOMYT COAEepHaTbh KOMBUHAaUMIO
WHMUMBUTOPa acnapTUN-NpoTeasbl HACTOAWEro W30-
BpeTeHua W Apyroro TepaneBTUHecKOro WNK npodu-
NaKTUYECKAro areHTa

XoTA HacToAwee w3cDpeTeHWe CpOKYCMPOBAaHO
HA WCNOMb3OBAHWKM PacKPbITHIX 3AEeChk COedUHEHWH
ANA npefoTBpalieHWa W nedeHus HIY uHbeKkyun,
CoefUHEHWA HAacTOAWEro U30BpeTeHUsT MOXHO Takke
UCNOMNL30BATE B KaYeCTBE WHIMBHMTOPHBIX areHToB
ANA ARYINX BUPYCOB, KOTOPLIS 3ABWCAT OT aHanorud-
HBIX acnapTun-npoTeas AnA obA3arTenbHblX aKToB
CBOMX XU3HEHHBIX LUKNOB 3TU BUPYCHI BKIKOYAOT
Takke kak U fpyrve AIDS-nogobHeie 3abonesaHus,
BbI3LIBAEMEIS PETPOBUPYCAMM, TAKMMU KaK BHPYCH
ummyHoaedpunymta sMian (Ho He orpaHwyMBatoTcs
wMKn) HTLV-1 v HTLV-Il Kpome TOro, coegvHeHwsd
HacToALlero U30OpeTEeHUa MOXKHO TakKe WCNonb3o-
BaTk AMS MHIWBWPOBAHUA APYrWX acnapTun-npoTeas,
W, B YACTHOCTMW, APYrUX acnapTWn-NpoTeas YenoBeka,
BKMIOYEA PEHWH, W acnapTun-npoTeassl, KoTophle
NPOLECCUPYIOT NPEdWeCTBEHHUKN SHAOTENMHA

PapMaLeBTHYECKNe  KOMMO3NUMW  HACTOALWEro
waobpeTeHua cofepxuT nwboe K3 coefVHEHWA Ha-
cTosIero u3obpeTeHusa M Ux apMaLeBTUYECKH NpU-
eMnemsle conu ¢ NbbiMKU apMaleBTUYeckn Npu-
eMnembiMU  HOCUTENAMH,  BAbBEHTAMM UMK
pasbasutenamn  PapmaleBTMYECKn NpueMneMmble
HOCWUTENW, afbKBaHTH W pasbaBuTenud, KOTOpLIE
MOXHO WCMNONB30BATE B (PapMaLeBTUHEcKUX KOMMO-
3UUWAX HacToAWero MaobpeTeHns, BRNIOYAKT (XOTA U
HE OrpaHWM4YMBalNTCA WMHM) WOHOOBMEHHLIE areHThl,
OKMCb SMIOMWHWA, CTeaparT artOMUHWA, TeLnTuH,
NpoOTeUHbI CHIBOPOTKU, TAKME KaK anbbyMWH CHIBOPOT-
KW Jyenoseka, Takue bBydepHule BelEcTBa, KAk dHoc-
chaTel, MuyuH, copbuHoBylo KMCNGOTY, copbaT Kanus,
YECTWYHBIE MWUUSPUEHEIE CMECH HACLIWEHHLIX Pac-
TUTENbHBIX XUPHBIX KWCHOT, BOAY, COMKW WMV 3Mek-
TROMNWTLI, TAKME KaKk NPOTAMUH-CYNbgaT, AUHATPYIA
KMCNBIA doctaT, kKueneld docaT kanus, xnopwsa
HaTpUs, COMW LUWHKA, KOMMOWAHYHK ABYOKUCE KpEeM-
HWA, TPWMCUMNWKAT MErHUA, NONWBUHUNNWMPPOMNUACH,
BELWECTBa HA OCHOBE USNMKNo3bl, NONWITUNEHMK-
Konb, KapPDOKCHMMETWNLEN-NNo3Y, NONWaKpuNaThl,
BOCKY, 6nok-concnnmMeprl NONUaTUMEH-
NONWOKGHITUNEHA, NONWSTUNEHINUKOMNE W NAHOMKWH

dapmayeBTUUECKME  KOMMNOZMLUMKW  HAaCTOALWEro
n30BpeTeHA MOXHO BBOAUTE NEpopanbH, NapaHTe-
PanLHo, 33 CYET WHIANAUMA, NOBEPXHOCTHO, PeK-
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TanbHo, Yepe3 HOC, NOR A3bIK, BAIMHANEHO WMWK C
NOMOLLBK WMMNaHTauwin koHTenHepa [pegnoutu-
TenbHBl NepopansHoe BBeAeHWe U WHbekuu Oap-
MaLeBTUUECKMe KOMNO3WMLMU HacToAulero uscbpere-
HWA MOryT  cojepxaTe  niobole  obbl4HHE
HETOKCHYHLIE, hapMaleBTUNECKN-NpeMneMEIe Ho-
cUTENW, afpblo-BaHTH WY HENonHUTENW TepMwH
NapaHTePanbHo, WCNONb3yeMbld 30€eChb, BRIOYaeT
NOAKOXHOE, BHYT-DUKCOKHOE, BHYTPUBEHHOE, BHYTpU-
MEILIEYHOE, BHYTPUGYCTABHOE, BHYTPUCWHOBWAMNL-
HOE, BHYTPWIPYAWHHOE, BHYTRWKANCYNLHOE, BHYTRU-
A3BEHHOE WM BHYTPWONYXONESBOE BBESASHME 328 CYET
MHBEKUWIA MK MHDY3IWA

dapmaleBTUHeCcKUe KOMNOZMUMK MOTYT BhiTh B
dopMe cTepWnbHLIX NPEenapaToB ANA UHBEKUWA, Ha-
NpPUMep, B BUAE CTEPUMBHEIX BOGHEX WM MACMSHEIX
cycneH3ui AnA WHLEeKYMA  3TW CYCMeH3WW MoryT
ObiTe NONYYEHB! W3BECTHBEIMW CNEUNAIIUCTAM CNOCo-
6aMW ¢ NPUMEHEHUEM JUCNEPrUPYIOLMX UMK CMaUn-
BAKOWKWY AreHTOB (Takux, Kak Hanpuwmep, TeuH 80) U
cycneHaupylownx areHtos CTepuneHHE Npenaparel
ANS MHBERUUA MoryT BbiTb Takke CTEPUNBHEIMK pac-
TBORAMW WIMKN CYCNIEH3VAMW ANS MHBLEKUMHA B HETOK-
CHYHOM, NapaHTepancHo npwemnemom pasbasvnTene
UMW PacTBOPWTENE, Hanpumep, B BUWAE PACTBOpa B
1,3-6yranguone Cpean nogxofslWUx HocuTerned u
pacTBopWTENSH, KOTOPLIE MOXHO WCMOME30B&Th,
npMMepaMn MoryT CNYXUTE MaHHWT, BoAa, pacTeop
PuHrepa W W3OTOHMYHBIA PAcTBOP XIORPWARA HATRMA
Kpcme Toro, B kKayecTse pacTBOpPUTENER UMK CyCNeH-
Aupylowei cpefbl OBLIYHO MCNOMNL3YIOT CTEPUNBHEE
dbuKcUpoBaHHEE Macna Ans 3Tux uened MoXHOo
MCNonL30BaTh Nbble cMewaHHBE Macna, BrAYan
CHHTETWYECKNE MOHO- W guinnuephgbl XKUpHele Kn-
CMNOThHI, TAKME KaK ONEWHOBAA KUCMOTa W ee Aurnuye-
pPYAHBIE MPOM3BOAHLIE, MOMXHO WCMNOMNB30BaTE AMA
nonyYeHWs MNPenapartos ANA WHBEKUWH, TaKUX Kak
NpPUPoLHbe dapMaleBTUYSCKN NPHEMNEMBIE MACNE,
HanpUMep OIUMBKOBOE WM KacTOROBOE MAacro, oco-
DeHHO B WX NOMW3TOKCWNWPOBEHHOM Buae Takve
MachnAHbe PACTBOPLI MMM CYCMNEH3WW MOryT Takwe
cofAep¥aTk ANWHHOLENOYEeYHHE GNUPTOBLIE PacTBO-
pyTenn wnu gucnepcaHTel, Takve kak Ph Helv unn
aHanorMYHLIA NPT

dapmayeBTIHeckie KOMMNO3WUMK  HACTOALLENC
U30BpeTeHUs MOXHO BBOAWTE NEpOpantbHe B NIOBLIX
NpUeMneMeX ANA NepopanbHoOro MpUemMa JO30BbIX
dopmax, Brnodan (HO He CrpaHMYMBasckE WMU) Kan-
cynbl, TabneTkn U BOAHLIE CYCNEH3NW W pacTeopsl B
cnydae TabneTok gnA NepoparnbHOro NPYMEHEHNS,
HOCUTENU, KOTOpbIE OBEIYHO WCNONB3YIOT, BKNKOUAKT
NAKTO3Y W KyKYPY3HHEIA KpaxMan Takue CKoMb3sllue,
KaK cTeapaTt MarHws, Takke obsMHo gobasnawTt fAns
nepopansHoro BeejeHUA B DOpME Kancyn nogxofs-
wre pasbaBuTenn BRITKYAOT NaKTO3Y W BbICYLUEH-
HBIR KYKYPY3HBIA Kpaxman Ecnuv nepopantHO NpWHW-
MaKT BOAHLIE CYCNEH3WW, AKTUBHbIA WHrpesueHT
COESANHSOT G aMYNbIMPYLWUM U GYCNEeHAWPYIOLUM
areHtamu [pw xenaHun moxHo aobaenAaTb nogcna-
WHBaLWME, UMM apoMaTHINpyWWe, Wunn okpa-
WHBAKLWE areHTbl

dapmaleBTUHECKUe KOMMC3WUMM  HACTCALLErc
n30BpeTeHNs MOXHO TaKKe BBORHTE B hopmMe cynno-
3UTOPUER ANA PEKTANEBHOMO BBEAEHMS Takue KOMMo-
3ULUUKA MOXHO NPWICTOBWTL 38 CUST NepeMellnBaHnA
COeANHEHUA HacTeAlero w3obpeTeHna ¢ nogxods-



51

MM  HEPas3ApaXaloWnUM  SKCLWIMWEHTOM, KOTOPLIA
OCTaeTCH TBERALIM NMPU KOMHATHOW TeMNEPaTyRe, HO
CTAHOBWTCA XUAKUM NPU peKTanbHOA TemnepaType u
No3TOMY NMN2BWTCA B peKTYMe C BHICBODOXFeHMeMm
AKTUBHEIX KOMMOHEHTOB Takue MaTepHantl BRMKOWA-
IOT (XOTS W HE OrpaHUYVBAIOTCA UMW) MAGNO Kakao,
NYENWHBIA BOCK W MONMW3TUNEHITIMKCIN

MoBepxHOCTHOE HaHeceHne hapmalesTIecKuX
KOMNO3WLUWA HacToAuwlero usobpeTeHwsa ocobeHHo
NogxoaWT, €CMH KenaTenbHoe NeqYeHue BKIYAeT
YYaCTKM WNW OpraHbl, Nerko AoCTYNHLHIE NP NOBEPX-
HOCTHOM HaHeceHWW [nA NoBEepRXHOCTHOTO HaHece-
HWA Ha Koxy drapmaleBThYeckne KoMNO3NMLKMK QOK-
Hbl BBITE CHOPMYNUPORAHE C NOAXOAALLMMA MAZAMM,
COAEPMALMMU AKTMBHLIE KOMMOHEHTH, CYCNEH3UpOo-
BaHHLIE VAW pacTBOpeHHEEe B HooWTene HocwTenu
ANA NOBEPXHOCTHOIO BBEASHWS COSAWHEHWA Ha-
CTOAWEro U3oOPETeHNA BRIOYAKT (HO HE OrpaHnyK-
BAKTCA WUMHU), MUHEPANbHEE Macna, XUAKYI HedTe,
Benblid NeTponeyM, MPONUNEHITUKCMNL, COEAWHEHUN
NONWOKGH3-TUMNEH-NONUOKCUNPONUMEHA, BMYNEM-
pylowmiA Bock W soay B apyrom eapwaHTe dapma-
LUEBTUYECKME KOMMO3NLWK MOXHO NONYYWUTE U3 NOA-
XO4AWNX  TOCEOHOB WKW KPEMOB, COAEpPHaMX
AKTUBRHOE COBJUHEHWe, CYCMEeH3NPOBAHHOE WK pac-
TBOpEeHHOE B HocuTene [lOfXOfslive HOGWTENM
BKMIOYET (HO HE QrRaHWYMUBAINTCH UMW) MWUHERAmNbL-
Hele Macna, copbuTaHmMoHoc-Teapar, nonwcopbat 60,
BOCK LETWIOBBIX CHOXHbIX 3(WPOB, LETeapWoBeId
CAUPT, 2-okTUNgofeKkaHon, beHaUHOBRIA CNUPT W BO-
ay <dapMauesTHHeCKWe KOMMNO3MUMM HACTOSLWEro
W30BpeTeHUs MOXHO TAKKE HAHOGUTE NOBEPXHOCTHO
Ha HWXHIOIO Y8CTb KULWEYHOro Tpakta G NOMOLLEHD
KOMNO3WULUKIA PEKTAaNBHBIX CYNNO3MTOPWEB WK B Bujae
noaxoaawnx knuam B obbem HacToawero uscbpe-
TeHws BKMIOYEHBI Takwe NOBEpPXHOCTHO-
TpaHcAepMankHee NOBSI3KA

PapMmayeBTHYSCKMe  KOMMNO3MLUMKM  HECTOALWEro
n30DpETeHMA MOXHO BBOAWTL B BuAe a3po30red
yepes HOC WNK 33 CYeT WHranAuui Takue KomMnoau-
UMW NPUrOTABMAWBAIOT B GOOTBETCTBUM C XOPOLUO W3-
BECTHEIMU cneUWanuncTam-cbapmaleeTaM cnocobamm,
U MoryT 6LiTe NPUroToBneHH B BUAE duMonoruye-
CKUX PAacTBOROB C WCNonb3oeaHWeMm GeHsunosoro
CNUPTa WK ARYTUX NOAXCASALWMWX KOHCEPBAHTOB, YC-
kopuTeneld abcopbuynn ANs NoBwlleHUA BUoaoCTyN-
HOCTH, (PTOPYMEeBCAOPOAOE W/WNK APYrux comnobu-
AW3UPYIOLWUX AreHTOB, W3BECTHEIX CNELManncTaM

¥poeHn go3s ot okono 0,01 go okono 100mr/kr
Beca Tena B AeHb, npegnoJturensHo ot okeno 0.5 po
okono S0Mrfkr eeca Tena B AeHbe aKTUBHOMO coequHe-
HWA, NPepcTaBNAKTCA NCAXCAAWMMU FNA NpefoT-
BPALLEHMS M NeYeHNs BUPYCHEIX WHdbeKYMiA, BrNoYan
HIV wHdperynio O6LIYHO hapMaleBTUYECKUE KOMMO-
3VLWMK HacToAWwero 3cbpeterna NpuHUMMaKT oT 1 ao
5 pa3 B AEHb, WNK, B APYIOM BAPWAHTE, B BWAE He-
NpepblBHEX BMNUBAHWA Takoe nedeHUe MOXHO Mpu-
MEHSATE B Ka4eCTBe Tepanuy OCTPBIX WKW XPOHWYe-
CKUX COCTOAHUA Konwdecteo SKTUBHOTO
WHrPeAUEHTE, KOTOpPOS MOXHO OBLefWHWTL ¢ MaTe-
puanamw HocuTena AnA NonyYeHns €4MHUYHOW Oo-
30BOH hopmbl, ByQeT MEeHSTLCA B 32BUCUMOCTW OT
nognexXalero NeYeHno XO3AWHA U KOHKPETHOMo Cno-
coba eBeegeHus OBbIMHO NpenapaT CORepMMT OoT
okono 5% pgo okono 95% akTWBHOrO cosaMHESHUA
(sec/sec) [MpeanouTwTeneHo, YTCDEI Takwe npenapa-
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Te cogepxany oT okona 20% go okono 80% akTue-
HOTO CO8AVHEHWA

Mocne ynyuylleHWA COCTOAHUS NaLWeHTa noA-
OEPHUBAICLLYID A03Y COEAMHEHWA, KOMMNO3WLWW Wnn
KoMBUHaLUW HacToAwero W3obpeTeHna MOMHO BBO-
AUTb NpU XenaHun CoOTBETCTBEHHO, A03a WK Yac-
TOTa NPHMeMa WK oba oHW MOryT BBITE YMEHbLLEHE!, B
3aBNCHMOCTN OT CUMITTOMOB, 40 YPOBHHA, NPKW KOTO-
pPOM YNyUlLMBLUEECA COCTOSHWE COXPAHAETCA, KOrAa
GHMIMTOMB BHIBAIOT CHUXEHBl JO HYXHOMC YPOBHS,
neveHve cnedyet npekpatuTe Ana nayueHTa, ogHa-
KO, MOXeT noHagobHUTeCA NpoMEXyTodHOE NeuysHUE
Ha ANMTENBHOW OCHOBE NOCNE BO3IBPETA CHMITOMOB
3abonesaHuA

Kak gonxHo BeITE ousBWgHO cneywanuctaM, Bo-
nee HW3kWe WnNW Bonee BLHICOKWE AO03H, HEMenWn Te,
KOTOpRBIE yKa3aHbl paHee, MoryT noHagobutbes Koo-
KPETHBIE AO3bl N CXEMY IEYEHWA ONS KEX40ro KOH-
KPETHOMO NALMUEHTa ONpefenaT pasnudHble dakTo-
pbl, BKMOUAKOLLNE AKTUBHOCTL KOHKPETHO
UCMNOMB3YEeMOro COeAMHEHWsl, BO3pacT, Bec Tena,
obuwee coctoAHWe 30pOBLA, NOM, NWTAHUE, BPEMA
NpPMeMa, CKOPOCTb BoiBEAeHMS, kKomOwHauuk ne-
KapcTB, TAXECTb W Xoh 3abonesBaHwa, npegpacnono-
¥EHHOCTb NalueHTa K WHEeKuMU W TOUKy 3peHWs
nevyawero spava

CoefvHeHnA HacToAwero uizobpeTeHuA woryT
6LITb NONS3HL TAKKE B KEYECTEES KOMMEPYECKUX pea-
reHTOB, KoTopble 3dxpeKTUBHO CBA3LIBAKTCA C ac-
napTun-npoteazaMn, ocobedHo HIV  acnapTun-
npoteasold B kayecTBe KOMMEpWeCKWX peareHToB
coeANHEHUs1 HacTosWwero W3obpeTeHa W Mx Npous-
BOAHBIE MQXHO MCNOMNbL30BaTE ANS BnokUpoBKK Npo-
Teonwaa Lenesulx NeMrUAoB Wk MOXHO NOMyunTe WX
NPOVSBOLHLIE, KOTOPHE CBAMYTCA CO CTAaBUNBHOR
CMONORA B KauecTBe CBAIAHHOMO cyboTpaTa Ans npu-
MeHeHWs B acpuHHOW xpomaTorpacdun 3TU U gpyrue
NPUMEHEHUA, KOTOPLIS XaPaKkTepM3YIoT KoMMepue-
CKME WHWOWTOpBHl  acnap-TUN-npoTeassl, AONXHL
ObiTe OYEBNAHLI CNEeLUanvcTam

Ina Bonee nOMHOIO MCHUMAHWUA HACTOALLErO
nzcbpeTeHns fganee NPUBORSTCA chedylowue npH-
Mepbl STW NpUMepsl AaHbl TOMbKO B MAMKCTPETUEB-
HelX uUensax W Hukoum obpaszom He orpaHudwBaloT
obbem naobpeTeHns

Obuine MaTepuansl U cnocobkl

Bce TemnepaTypel AaHe B rpagycax Lienbcwus
ToHkocnoiHylo xpomatorpacunio (TCX) ocyliecTe-
nAwT, nenonesya E Merck cunukarerns 60 Fasy nna-
CTWHB TONWWHOW 0,25MM 1 2NIOWPYS yKa3aHHOW CUC-
TEMOMH pacTeOpUTEne HetekTUposaHue
cOoeAUHEHW OcyLLecTBNAKT, obpabaTbiBad nnacTu-
Hbl COOTBETCTBYIOLUM BH3YANU3NPYIOWMWM areHToM,
Takum kak 10% pacteop dpocchomonubaeHoBod kK-
CrnoTel B 3TaHone, wnv 0,1% pacTBOpOM HUHIMAPVHA
B ITEHONE C NOCNeAyou M HATPEBaHNEM WMNK 3Kc-
noHupoeaHnem YO ceeTy UNW napam wopa, XpoMa-
Torpacprio Ha TOMNCTOM CIoe CUNUKarens Takke ocy-
wectenAlT Ha nnactuHax Merck 60 Fas ("mpen
nnacTuHe') TonwuHoi 0,5, 1,0 unn 2,0mm  Mocne
NPOSABNEHWA NMNaCTWH NOMOCKW CANWKArena, cogep-
¥allue Lenesoe coefMHeHUe, BLIAENAIT U BMUPY-
KT COOTBETCTBYOLLMM pacTEOpUTENeM AHanUTHYe-
ckyto BEMOK ocywecTensawT, uenoneays Water' Delta
Pal, 5MKM ABYOKMCE KpeMHMA, KONOHKY ¢ obpaweH-
HOW hazor C18, 3,9vm BHYTP awamerp X 15cm gnw-
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HEI MPU CROpOCTH NoToka 1,5Mn/MWH, ncnonb3ys cre-
AyoLLyro Tabnuuy

MNofewx¥Haa ¢asa A =0,1%CF;CO:H 8 H:0O

B =0,1% CF:;CO:H B CH:CN

Mpaguent T = OmuH, A (95%), B (5%)

T = 20muH, A(0%), B (100%)

T =22,5mun, A (0%), B (100%)

MpenapaTuBHylo BOXX oCylWwecTBNAKT Tak xe,
ucnonkaya cpeay ¢ obpawerHHold casoll C18& Bpe-
MeHa yaepXueaHua gng BEHO( pukcupyoT B MUHY-
Tax Cnektpa AMP 3anucaHbl Ha CNEKTPOMETRE
Bruker AMX 500, cHaBxeHHom nubo obpaTHeIM, Nu-
Do QNP soHgowm, Ha SO0MIY, W nonyyeHul B ykazax-
HOM pacTBOpUTENe

Bbini onpegeneHbl KOHCTAHTH WHMUMEWpoBaHWA
ANs1 Kakgoro coeAUHeHWa oTHocuTensHo HIV-1 npo-
Teasbl ¢ WCNONb3OBaHWEM METOAa, OMWGAHHOMO B
ocHosHoM M W Pennington et al, Pepbdes 1990,
GNet, E and D, Andrew, Eds, Escom, Leiden,
Netherlands (1990)

CoeguHeHUA hOPMYNEl | TECTUPYIOT NO WX AHTW-
BUPYCHOR 3dEeKTVBHOCTM B HECKOMBRMX BUPQIOTM-
yecknx avanuzax B nepsom aHanuie coeguHeHus
A00aBNAT B Buge pacteéopa B AMCO Kk kynbType
TecToBwX KneTok CCRM-CEM, wTamma CD4™ T-
KNeToK NUMbOMEl YeNoBeKa, NpedBapHTensHO OCTPO
UHDKUMpoBaHHex HIV,, B COOTBETCTBMM CO CTaH-
AapTHEM npotokonom (cM MEEk, T D et at,
Inhibition of HIV-1 protease in infected T-lymphocytes
by synthetic peptde analogues”, Mature 343, p 90
{1990) MMpeanouTUTENEHEMW COEAWHEHWAMK SIBNS-
KTCH Te, KoTopee cnocoBHHE WHMMBuposaTte 90% BU-
PYCHOR WHMEKTMBHOCTH NMpPW KoHUeHTpauusx 1meM
wiu MeHee bBonee npeanouTUTENBHBIMK CoeguHe-
HWAMKW ABNAKOTCA Te, KoTopele CNocoBHBl WHIMBUpo-
gaTh 90% BUPYCHOR WHDEKUWOHHOCTH MpPU EOHLIEH-
Tpayusax 100HM unu meHee

Oefictene coefuWHeHWA Ha WMHrMBupoBaHwe pen-
NVKALUKN BUPYCOB W3MERSIOT, ONPEAEnsaa KCHUEHTRa-
umto HIV BHekneToMHOro p24 aHTureHa, wucnonb3yd
KOMMEPUEeCKWA 3H3UMHBIA UMMyHOoaHanKWS (oT Coulter
Corporation, Hialeah, F 2)

B 38BMGMMOCTH OT TUNA KNETOK W HYHHBIX 3HaYe-
HWiA, o6pasopaHne CUHUMTWA, aKTMBHOCTE oBpaTHOW
TpaHckpunTassl (RT) wnn ywTonatudecknid addext B
pesynkTaTe cnocoba 3axBaTa KPacWUTeNs MOXHO Tak-
Ke VCNOMNB30OBaThb Kak BEMWHUHEI AHTUBMPYCHOW aK-
TeHoctn Cm H Mitsuya and S Broeder, "Inhibition of
the 1n vitro infectivity and cytopathic effect of human
T-lymphotropic  virus  type  lllflymphoadenopathy-
dideoxynuclecsides”, Proc Natl Acad So USA y
83, pp 19111915 (1986) [deidcTBUe coefUHEHUA
hopMynel | Ha KNWHWYecKwe wsonaTel gpyrme HIV-1
WTaMMOB  oOnpefensoT, nonydaa ({low-passaged)
enpyc oT HIV-WHOWYNPOBAHHEIX NAUWEHTOB W aHanu-
3Vpys pgeicTBme WHIMBWTOROB B nnaHe npejortepa-
weHus wHpUyupoeaHna HIV BUpycamu B ceexenpu-
rOTOBMEHHEIX MOHOSIAEPHLIX KneTkax
nepugepryeckoi kposu Yenoeeka (PBMC)

Mockoneky coegwHeHna dopMynel | cnocobHbl
wHrmbunposate pennukauyvic HIV Bupyca B T-wieTkax
yenceeKka, W, KpOMe TOr0, UX MOXHO NOCTaBNATh
MMEKONUTAKLWNWM NepopansHo, OYEBWFHO, YTO OHW
UMEIT KMWHHWYECKYID MNPHMEeHUMOCTE BNs NeYsHUn
HIV uHderuMn STu TecTh NpejcKasbiBaleT cnocob-
HOCTE coeguHeHniA WHrmbwpoeate HIY npoteasy wH
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BMBO

Mpumep 1

A CoefinHeHue Xl ((cun)-OH, D' = 6ensun) 184r
HEATPANLHOR OKWCW antoMuHWA (Brockman Super 1)
CYCNEeHAUPYIOT B AOCTATOYHOM KOMWYECTBE AWITUNO-
Boro acupa, Aona Toro, YyTobul NonNyYnTL Nepemellu-
BASMYIO MYCTYHO CycneHaunto, v obpabaTeipator 7,48mn
GeHswnamwia [locne nepemewwBaHns B TeYeHwe S
MWHYT AobBarnatoT 7.,28r {15,25)-1-(N-
6eH3NNoKCUKAPEoHUN)-aMUHO-2-heHUNSTUN-
OKCWP&EHE, W MOMYyYeHHYKY CMECh NEpPEeMELLWBAIT B
TedeHwe 15 wacos [MonyueHHylo cveck obpabaroi-
BawoT 15,281 an-TpeT-DyTnnupokapbonata v 4,70mn
AuUnzonponunsTUnamMuHa [NonyyeHnyo cMeck nepe-
MELUUBAIT B TedeHne 3,5 vaca, satem obpabaTtmea-
KT 600MN MeTaHoMa, OCTABMAKT EBHCTAVBATLCH B
TedeHwe 3,5 vaca v UNBTRYIOT A0 NonyYeHnA Macna
XEMTOro UBeTa, KOTOPOE OYMLLAKT XPOMETOrpadu-
YeckU Ha cunvkarene, UCNonNesya rpaguent ot 0.5 fo
15% meTaHona B MeTWNeHxnopuae A0 NonydYeHus
3,88r yeneeoro npogykra B euge Henoro Teepaoro
BelecTea [locne gansHeAWWX NPOMBIBOK OUMETPO-
BaNbHOW NEenewkn meTaHornom w 3% rnapokcugom
aMMOHWMA B MeTaHone, nonyvakwtT Z22r  4-
BeHannNaMuHo-2-N-beHaunokcHkapBoOHUNaMUHO-3-
rmgpokci-1-peHunByTaHa B HECKOMBKMX NOPLMSX
Kaxgywo u3 atux nopuywi obpabareieaoT oTgensHo, B
BWAE pacTsopa B MeTuneHxnopuge, 1,1 monapHLiMK
IKMBANEHTaAMN Ka¥goro u3 On-TpeT-
&yTunnupokapBoHaTa W AUW3ONPONWNBTUNAMUHE, C
nocnegyruweli obpaborkoil Bogol, 10% BOAHBEIM
KHSC4 v pacconom, saTem cylWarT Haj cynedatom
MarHiA W KQHUEHTPUPYKT B Bakyyme OBbegwnHeH-
Hble NPOAYKTH 3TUX PEAKUVH OYMLLAIT XpoMaTorpa-
dUUeckU Ha cUnuKarene, UCNonNbL3yA rpafineHT T 5%
Ao 15% pauatwnoecro adupa B MeTWNeHxnopuie
MonydueHHsle YucTeie dpakyun cobupalT 1 KoMBu-
HWPYIOT € CYMWEHHEIM paHee NPOAYKTOM, nonyyas
5,49r Denoro Teepgoro Bewecrea TCX R = 0,56
MeTaHon (CHCla), "H-/AMP/CDCl4/ COOTBETCTBYET
CTpYKTYpPE

B CoegwHerne Xl ({cur)-CH, D' = BeHawn)
PacTteop 5,49r nonyveHHOro coefMHEHWS NpUMEpPa
1A B 40Mn aTaHona rMAPUPYIOT NpK cnerka u3bbimod-
HOM AaBfeHWn BOAOPOAa B NpUcyTCTBMK 380Mr 10%
nannagva Ha yrne B TeyeHwe 16 uacoe [locne
GUNETPOBAHUA W KOHLUEHTPUPOBAHWA B BaKyyMe Le-
neBoid NpodykT nonyqawT e suae 4,03r Benoro Teep-
goro npogykta TCX R; =021, 95 § 0,5 {CH:Cly)
{mMeTaHoN) KkoHUueHTRpURoBaHHBIM NH,OH

C CoeauHenue Xl {((cuH)-OH, A - BeHaunoKcK-
kapbonun, D' = benaun) PacTteop 3,02r coefuHeHus,
nony-erHoro s npuMepe 1B, 8 150Mn meTneHxo-
pvaa obpabaTmBaoT 4,351 N*-Chz-N°-
TpUTUNAacnapariHa, 1,18r rufpokcubeHsoTpUason-
rmapara u 1,64r 1-(3-gumeTvinaMuHonponum)-3-sTun-
kapbognumuarngpoxnopuaa  [onyusHHy cwmech
nepeMewnBeaoT B Tedenne 16 yacos, pasbaenanT 3
obbemamn aAnaTMNOBOrO aMpa 1 NPOMBIBANT NOo-
crnefoBaTtenkHo BOAOH, HACKILEHHBIM BUkapBoHaTOM
HaTpusa, 10% pacteopom KHSO, 1 pacconom [locne
CYWKN Hag CyNbaToM MarHua W KOHLUSHTPHpPoBaHKA
B BEKYYMe, NOMyYaloT Macno XenToro UBeTa, KoTo-
poe XpOMATOTPAMMYESCKN OUWILEKT HA KOMNOHKE
Flonsil, ucnoneaya rpaauedT oT 0 o 25% EtOAc B
CH:Cl; B KadecTee anweHTa go nonydeHwa 8,00r
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YKa3aHHOrO B 3armaBuKU COefvHeHWA B Bufe Genow
nenel TCX R; = 0,581, 5% wmeTtanon) (CH2C|2)f1HI'-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

C CoefuHeHue XV ((cun)-OH, A = H, D' = BeH-
31}

Pacteop 7,90r coegwHeHus npwmepa 1C B
150MN 2T2HONA MMAPWPYIOT NPW HECKONEKO Mabbmou-
HOM HJaBMeHVn BOROPOAA B NpucyTCcTBUMK 350Mr 10%
nannafwa Ha yrme B TedeHwe 2.5 vaca, saTem Ao-
BaensawT npumepHo SOmr 10% nannagws Ha yrne,
NOMNy4YeHHYI0 CMECE (WNBTPYIOT U KQHUEHTPUPYT B
BaKyymMe A0 NONyYEHWA LSNeBoro NPoaykTa B BUAS
6,66r Genoro TeepAOrc BelWeCTBa, KOTOPOEe WUCMNOMb-
sytoT Bes ganbHedwed ouueted, TCX Ry = 0,26,
95505 CH:Cl; (meTaHon) KCOHUEHTPUPOBAHHEINA
NHsCH

E Coeaunnenne XV ({cuH)-OH, A = 3uHonwuH-2-
kapborun, D' = Genzvn) Cycnensuio 1,511 xuHanb-
AWHOBOR KMCMOTH U 6,171 coeiUHEHNA, NOMYUEHHOro
e npumepe 10, B 150MN aueToHuTpuna, obpabaTel-
BaroT 1,52mMn guwsonponunstunamuHa v 3,58r BOP
peareHta [lonyyeHHylo cMeck nepeMellnBaleT B
TeueHwe 14 yacoB, 3aTem KOHUEHTPUPYIOT B Bakyyme
CMONWUCTEIW OCTETOK pPasgendiT Mexdy pupoMm W
BOACH, OpraHUYeckMid Crod NPOMBIBAKOT Nocrnefosa-
TerneHO  PaccornoM,  HACHLWEHHHM  pacTBOpoM
NaHCO;, sopoi, 10% KHSO4 pacTteopom u pacco-
MOM, 3aTEM CyWaT Hag cynbdiaToM MarHWA W KOH-
UeHTpMpyoT B Bakyyme [locnegyiowlasd XpomaTo-
rpadpuyeckan OUUCTEA Ha cunuKarene c
vcnonezoeaHneMd ot O go 85% pacteopwtena A B
MeTUneHxnopuge (roge pacTeopuTens A npegcTaens-
er CMECH 90 101 METU-
NeHXTOPHA/METAHON/KCHUEHTPHUROBAHHEIA TMAROKCHE
aMMOHKWA), AaeT 5,78r yKasaHHOro B 3arMaBUd CO-
enuHeHua B sune Benol nedel, Hapaay ¢ BOOMr cner-
Ka 3arpazHeHHelx bokoeeix dpakum TCX Rf = 0,41,
5% meraHon/CH:Cly, /'Hi-AMPICDCI/ COOTBETCTBY-
eT CTPYKTYPe

F CoeguHenue 1 Mopuuio B S8Mr coeguHeHns,
nonydyeHHoro 8 npumepe 1E, obpabathisaloT 1mn
90% BogHoro TFA W OCTABNAKT BHICTAWBATECA B
TedeHue 17 vacoe [MonyueHHylo cMechk KOHUEHTPM-
PYIOT B BaKyyMe, a ocTaTok noMewwaeT B 3mn CHLCls,
obpabaTeieator 100mn DJEA w oxnaxparor go 0°C
K sTomy pactBopy AoBarnawT 26mKN BeHaoncynb-
hoOHUNXNOpKAa, W MNOMYUESHHYK CMEeck MNepemMellu-
BaKOT B TeveHWe 18 uacoe, MegneHHo Harpeeas Jo
KOMHAaTHOW TeMnepatypel [locne KoHUeHTpWposaHusa
3TOW CMECH B BaKyyme, OCTaTOK OMALLANT C NOMO-
L0 TOHKOCNOAHOW XpomMmaTorpadui Ha cUnukarene,
ucnonkaya 5% MeOH/CH.Cl: B KauecTBe anNQeHTa, a
3aTeM ¢ MoMOLWb NpenapaTvieHod BIMO{ ¢ obpa-
LWeHHoW dason Ciz, UCNONL3YA NUHEAHBIA rpagueHT
ot 40 go 100% CH:CN/H:O ¢ 0,1% TFA gns anou-
poBaHKA, A0 NONydeHwA 8,3Mr yKasaHHOro B 3arna-
BUU coefuHeHus TCX R; = 0,60, 5% MeOH/CH-CI»
B3M¥X Rr=17,8MuH

AMPAMCO-dg)e 262 (pa, 1H), 2,76 (na, 2H),
2,80 (np, TH), 3,116 (n, 2H), 3,24 (aa, 1H), 489
{wup c, 1H), 4,68 {(wwp c, 1H), 397 (m, 1H), 4,20
{a, 1H), 4,35 (g, 1H), 4,68 (ga, 1H), 6,39 (g, 1H), 6,74
{t. 1H), 6,81 (1, 2H), 683 (g, 2H), 7,12-7,24 (m, EH),
7,21 (m, 2H), 7,97 (7, 1H), 7,62 (ga, 1H), 7,77 (1, 2H)
7.97 (p, 1H), 8,09 (p, 1H), 8,16 (n, 1H), 8,31 {a, 1H),
8,53 (g, 1H)
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Mpumep 2

Coegurerne 2 lMopuwio B 150Mr cOEgWHEHWH,
nonydyeHHoro 8 npumepe 1E, pacteopAeT 8 1M1 80%
goAHoro TFA W nepeMelliBaIoT NPU EOMHATHOR Tem-
nepaType B TEYeHWe HOHYMW, 3aTemM KOHLUESHTRPUPYIOT B
Bakyyme OcTaToOK HeouuweHHol conu TFA pacTeO-
PSIOT B 7M1 CYXOro MeTUNEeHXNopnaa, v pH pacteopa
ycranasneawT pH & ¢ nomowste 1H NaQH SGwmr
CMecu d-pTOP-3-
ayetamugobeHsoncyneponunxnopuga v 3-gprop-4-
ayeTamngobeHsoncynehoHun  xnopuga (MPUMEpHo
1 1) aobaBnAKT, U NONYMEHHYID CMECkE WHTEHCWBHO
nepeMewwvBaloT B TedeHne 3 4acoB, Nocre Yero 4o-
BapnarT elle 25Mr, U peakyydn AaK0T NPOTEKATh elle
12 yacoB 3aTeM peakUWCOHHYK cwveck pasbaenswT
S0Mn 3TUNEeHXNOPUAA, W OPraHyYeckid croil NpoMEl-
BAIOT NOCNE[OBATENEHO BOAOW W pacconoM, CywaT
Had CyNnbmaroM MarHius W KOHLUEBHTRURYIOT B Bakyy-
Me CrIpod OCTATCOK OYULLAKOT, ucnonesyq dnew-
xpomaTorpaduic HA KONOHKE ¢ CUIMKarenemM, Mc-
nonsaya rpagneHTt oT 3 go 5% MeCH B meTuneHxno-
pvae B KadyecTee SMweHTa Ao nonydeHwa G0Mr yka-
3aHHBX B 3arnaBnu coegmHeHmn TCX R;= 0,50, 1%
MeOH/CH:Clz, BEHX Rt = 13,93MuH

AMP {CDCIl:) 8 0,5 (c, 1H), 8,65 (g, 0,5H), 8,38
(., 0,5H), 820 (gg, O8H), 7,85 (g, 1H), 7,74 (m,
O5H), 7,45 - 7,63 (m, 1,5H), 7,14 - 7 25 (m, €H), 6,78
- 6,95 (M, 5H), 6,70 (n, 1H), 6,41 (c, 0.5H), 6,25 (c,
0,5H), 6,18 (c, 0,5H), 610 (c, 0,5H), 4,88 (a, 0,5H),
481 (m, 0,5H), 4,37 (g, 1H), 4,35 (m, 1H), 4,21 (g,
1H), 4,00 (m, 1H), 3.48 (m, 0,5H), 3,35 (m, 0,5H) 3,27
(8. 0,5H), 316 (g, 0,5H), 3,14 (g, 1H), 2,45 - 275 (m,
SH), 2,18, 2,20 (2¢, 3H Bce)

Mpumep 3

Coepurenne 3 [lopuywnio B 23Mr coegWHeEHMR,
nonyderHoro B npumvepe 1E, obpabarwiearor 1mn
90% BogHoro TFA W OCTaBNAKT BbiCTpPaWBaTbCa B
TeueHWe 15 yacoe [lonyyeHHY CMEeck KOHLUEeHTpW-
pyloT B BakyyMme, a OCTATOK MOMELWaT Ha 2wmn
CH1Cl;, obpabareeator Smkn DJEA v oxnaxgakeT go
0°C K zTomy pacreopy AocbaenAwr 23mr 3.5-
OUMETUNM3CKCa30N-4-CyNoOHMNXNIOPUAa, W NoMy-
UYEHHYKO GMECH NEepemMellnBaT B TeueHue 18 uaccs,
MeANEeHHO Harpesas fC KOMHATHOA TemnepaTypbl
Mocne KOHUEHTPUPOBAHWA CMEGH B BaKyyMe OCTATOK
OUULLAKT G NOMOLWbLIC NpenapaTUBHOR xpomaTorpa-
duu ¢ obpaweHHor daszon Ciz, MCNONB3YA NWMHER-
HbelA rpagueHT or 35% po 100% CHY/CN/H-0 ¢ 0,1%
TFA aAnNs anoWpoBaHWA [0 NoMyueHWa 1, 1Mr yKasaH-
HOoro B zarnaevu coegnHerma TCX R;= 0,55, 10%
MeOH/CH,Cl: B3XX Rr = 145umun  ['HI-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 4

CoepguHeHue 4 Tlopuyno B 33Mr coefUHEHUSH,
nonyyeHHoro B npumepe 1E, obpabathiearoT 1mnN
90% eopgHoro TFA W OCTaBNAKT BEICTAWBATECA B
TedeHwe 15 vacos [MonyueHHyl cMecbk KOHUEHTPH-
PYIOT B BAKYyME, W OCTaTOK NomewarT 8 3mn CH:Cls,
obpabatmeatT 16min DJEA v oxnaxgator go 0°C K
aTOMY pacTsopy LobasnawT 10mKn 3-
TpudhTopMeTinbeHsoncynepoHunxnopnga, W nony-
YEHHYID CMECH NepeMellnBaloT B TeueHue 18 vacos,
MEANEHHO HArpeBaloT 4O KOMHATHOW TemnepaTyphbl
Mocne KoHUSHTPHROBAHWA CMECH B BAaKyyMe OCTaToK
OUULLAICT ¢ NOMOLLLID NpenapaTusHol BEMOL ¢ ob-
paweHHoil dasoi Ciz UCNONB3YA NMUHEWHHRA rpagn-
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eHT ot 35% po 100% CHsCN/H.O ¢ 0,1% TFA gna
IMNOVMPOBAHMA A0 NoMyJyeHWs 1,1Mr ykasaHHoOro B
3arnasun coeflHeHwa TCX R; = 0,55, 10% Me-
OH/CH:Cl; BIMX Rt = 14,5MuH {'HI-AMP (CDCls)
COOTBETCTBYET CTPYKTYPe

MNpumep 5

CoeguHenve 5 [opuyno B 20Mr coeguHeHMWA,
nonydyeHHeoro B npuwmepe 1E, obpaCartwisarT 1mn
80% BoAHoro TFA M OCTABNAKT BHICTAMBATRCA B
TedeHwe 18 vacos [MonyueHHyl cMeck KOHLUEHTPM-
PYIoT B BaKyyMe, a ocTaTok noMewaeT B Tmn CHLCls,
obpabatuiator 10Mrn DJEA w axnaxparaT go 0°C K
aToMy pacTeopy gobaenaror 13mr Z-ayetamupo-4-
METUM-5-TUAZONCYNBGOHUMIIOPUAA, U NONMYYEHHYIO
CMeck NepeMellvBaloT B TedeHue 17 4vacos, Meg-
MEeHHO Harpesanu Ao KoOMHATHOR TemnepaTypel [lo-
cne KOHUEHTPWPOBaHWA CMECH B BaKyyMme OCTaTOK
OUVLLAKT € NOMOWBLID NpenapatuBHon BOXX ¢ ob-
paweHHod dazol Cig, MCNONLAYA NUHERHBIA rpagu-
eHT oT 35% fo 100% CH:CNfH-O ¢ 01% TFA ana
anWpoeaHns go nonydeHwa 0,40Mr yrasaHHOro B
sarmaesun  coegwHeHwa TCX R = 0,5 10%
MeQH/CH,Cl; B3MX Ry = 13,8muH /' H-IMP
{CDClIs) COOTBETCTBYET CTRYKTYRE

MNpuMep 6

CoeguHeHue 6 [opyur 33Mr coeguHeHus, no-
ny4veHHoro B npumepe 1E, obpabaruiearer 1Mn 90%
BogHoro TFA ¥ OCTAaBMNAT BLICTAMBATLCA B TeYeHWe
16 vacos [onyJyeHHY cMeck KOHUEHTRPWRYIOT B Ba-
Kyyme, a ocTaTok nomellatot 8 2mn CH:Cly, obpaba-
TeigatoT 16mkn DJEA w oxnaxpaor go 0°C K stomy
pacteopy pobaenswTt  13mr  5-(usockcason-3-un)-
TwocbeH-2-cynbhoHUNXNopKAa, U NaNyYeHHYK CMeCh
nepemMeLnBareT B TeuyeHne 18 4acos, MegneHHo Ha-
rpeeas [0 KOMHATHOR TemnepaTypsl [locne KoHUeH-
TPUPOBAHWA CMECH B BAaKYYMe, OCTATOK OUULLAKT ¢
noMolWs npenapatveHod BOMX ¢ obpaweHHoi
thazor Ciz, MCNONb3YA NUHEAHBIA rpagueHT ot 35%
A0 100% CHCN/H.0 ¢ 0,1% TFA ana anouposaHud
A0 nonyJveHwa 1,SMr ykasanHOro B 3armaBvM coegu-
HeHna TCX Ry= 07, 10% MeOH/CH.Cl; BEM¥X Ry
= 14,7MuH /' HI-AMP (CDCI:) cooTeeTcTBYET CTPYK-
Type

Mpumep 7

CoeguHenve 7 [Mopynio B 35,5Mr coeguHeHuns,
nonydyeHHoro 8 npumepe 1E, obpabathisaloT 1mn
90% BogHoro TFA W OCTABNAKT BHICTAWBATECA B
TedeHwe 18 vacos [MonyueHHyl cMeck KOHLUEHTPM-
PYIOT B BaKyyMe, a ocTaTok noMewwaeT B 3mn CHLCls,
obpabaToieator 16mkn DJEA v oxnaxgart go 0°C K
aTOMY pacTeOpy nobasnawT 10mr 3-
XNopcyNbMOHUNBEHIOWHOR KWCNOTH, U NOMNYUYSHHYIO
CMeck MepeMellvBaloT B TedeHne 16 4Jacos, Mea-
NEeHHO Harpeeas 4o KOMHaTHOW TeMmnepaTypul [Nocne
KOHUEHTPUPOBAHWMA CMECH B BaKyyme, OCTATOK OuMu-
WaT ¢ NoMowsle npenapatweHon BOMCX ¢ obpa-
weHHoA dazol Cqz, MCNONL3YA MUHEHHBIA rPaAgWNeHT
or 35% gno 100% CH:CHWMH:0O ¢ 01% TFA gna
INOWpoBaHME f[o nonydeHus 1,6Mr ykasaHHoro B
sarmasun coeguHeHns TCX Ry = 0,7 10% Me-
OHICH.Cl: BIXX Ry = 13,6MuH / HEAMP (CDCls)
COOTBETCTRYET CTPYETYPE

MNpumMep &

CoeguHeHre 8 0,04mmona coegUHEHUA NpUMe-
pa 10A npeepawator B cBOBOAHOE OCHOBAaHMWE, pas-
aenaa mexgy EtOAc ¢ HacwiweHHsim NaHCO: 06-
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paboTka nonyveHHoro coefuHeHWA W3boimkom 1%
HCI/MeQOH » KOHUEHTpWUpOBZHWE B Bakyyme Jaer
rMAPOXNOPUAHYIO conb B BUae Bencro Teepaoro se-
wectea 3TO coefuHeHne cycneHaupyoT B CH:Clo
obpabaThBakT focTaTouHbIM  KonudecteoM DJEA
ans Toro, ytobul goeectu pH go Gonee 10 (BnaxHaA
pH wHawkaTopHad Oymara) [MonyyeHHeld pacTeOp
00palaTuBakT 7 MONAPHBIMKY 2KBUBANEHTAMKW XINOp-
METUNCUNaHa U NepemMelluBaloT B TeyeHue 15 yacos
B aTtMmoccepe aszoTa, 3artem  obpabateiBakoT
0,06MmManamMu MeTaHcyNethoHUMIIopUAa 1 nepeme-
wueaT B TeyeHne 1 yaca [lonyyeHHylo cMeck KaH-
LUeHTpupyoT Ao HeGonbworo ofbema, HAHOCHT Heno-
CPeACTBEHHO Ha TOMNCTYW MNMacTWHY CUnMKarena W
sneupytor 7% MeQOH/CH:Cl;  OcHoeHylo norno-
wakowyo YO nonocy BeIASNAKOT U fanes OHUWAKT C
noMowblo npenapatueHoid BEMX ¢ obpaweHHol
asoW A0 Nony4YeHWs yKkasaHHOIC B 3aITIBBWN COeAN-
HeHUA B BuAe Benoro TRepforo sewecTsa TCX Ry =
0,65, 10% CH;OHICH,Cl;, BOXX Ry = 12,3muH
/'"HI-AMP {CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumepel 9 1 192

A CoeguHerue XIV ((cvH, aHTu-OH A = xuHO-
nuH-2-kapbonnn, D' = wzobytun) Pacteop 317wr
(0, 425mMMoneld) coefJMHEHUA, NONYYEHHOrMo B NpUMe-
pe 17B, auactepeowzomepa B, u 0,11mn
(0,637mMMoner) gWMM3ONPONUNATHNAMWHE B 7MN AK-
xnopMeTara obpabaruiearar 139,1Mmr (0,637mMmonsA)
aw-TpeT-bDytmnawnkapborata Cnycra 24 dvaca nony-
YeHHyO cMeck pazbarnawT AuxnopmeTaHoM [lony-
YeHHYK CMECE NPOMBIBAKT BOLoW, 5% NaHCO;, 0,5H
HCI, pacconom, a satem cylart Hag cynedaTom mar-
HWA, UNETRYIOT W KOHUEHTPUPYIOT B BakyyMe [lony-
UYEHHBIM OCTATOK OYWLLAKT € NOMOLLBK XpoMmaTorpa-
VKU HUSKOTO AABMEHWA Ha KOMCOHKe ¢ CUMMKarenem,
ucnonbays 20% aTunaueTaT/AUXNOPMETAH B KAUYECT-
Be 3MNKeHTa Ao nonydeHus 81,2Mr BHCTPo nepeMe-
WaoWeroca MMEPOKCHNBHOTO  [UacTepensoMepa,
65,8Mr megneHHC nepemeLLaoWwerocs rmapokcun-
awacrepensomMepa W 63,8Mr cmecu guactepenscmve-
pos, TCX R; = 0,67, 40% EtOAC/CH;Cls, /'HI-IMP
{CDCl3) cooTBeTCTBYET CTPYKTYpE

B CoeguHenna 9 w 192 Pacteop 35,1wmr
(0,041mMMonNs) nonyveHHOA cMecK JuacTepenscme-
poe (1 1) npumepa 9/192A B 0,8vMn guxnopweTtana
obpabaTeiealeT 0,8MN TPpUPETOPYKCYCHOR KWCMNOThI
Cnycra 4 yaca nonyJeHHYH GMeck KOHLUEHTPUPYHT B
Bakyyme TCX R;=0,11, 10% CH:OH/CH.Cl; K pac-
TEOPY MOMyYSHHOW COMW TPUGTOPYKCYCHOW KUCHOTHI
{Becb BLIX04) B TMN GUXNOPMETAHA NocnefcBaTerk-
HO AoBaenawT 0,2mMn HaceweHHoro NaHCO:, He-
bonelwoe konuyecTeo TeepAoro MNaHCO: W 11,8mr
(0,054mMons) BeHsodypasaH-4-cyneoHrnxnopnaa
CnycTa 3 Jaca NonyueHHylo cMmeck pasbaenAwT gu-
xnopmetadom Fea cnod pasgensoT, U BogHbIA Cron
IKCTPAIVPYKT CAWH pa3 gwuiopmeraHoM QObbegu-
HEHHEIA OpraHUYEcCKWA CNOW NPOMBIBAKT PACCOMNOM,
3aTeM GYlWAaT Hag cynedaTtom mMarHus, ounsTRyoT 1
KOHLUEHTPWPYIOT B Bakyyme OcTaToK OUUILEKT ¢ no-
MOLLBI0 NpenapaTueHoi BIMOX go nonyveHus 2,0mr
coegnrenus 9 B Buae Denoro TBepAoro BewecTsa
TCX Ry = 0,20, 5% CH;QHICH:Cl;, B3MM, Ry =
14,2mMuH 2 7Mr cosguHeHUa 192 Takke nony4alwT B
Buae Genoro TeepAaoOro BELWECTBA, KOTOpOe No AaH-
HeiM AMP n BEXHX copgepxur npumepHo 25% co-
eawHenns 9 TCX Ry = 0,20, 5% CH:OH/CH.CIs,
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BEGHX, Ry = 14,2mMuH /"Hi-AMP COOTBETCTBYET
CTPYKTYPE

MpuMep 10

A CoeauHenue XV ((cWH)-OH, A = XMHOMNUH-2-
kapborun, D' = 6eHaun, TFA cone) Pacteop npu 0°C
1,027r coegnHeHna, nonyveHHoro B npumepe 1E, B
5mn CH2Clz, obpabatwisarT Smn TFA w octasnawT
BbICTEMBATBCA B Teuenue 3 yvacos [lonyyeHHyro
CMeCh KOHUEHTPUPYOT B BaKyyMe A0 MoMnyYeHus
0,95r yKkazaHHOro B 3aMaBWKM COSRQWHEHUs, KOTOpoe
ucnonb3yioT 6es ganbHeALWeR o4YNCcTRN

B CoegwHenne 10 Pacteop 30,2Mr cospuHe-
HWA, nonydeHHoro B npumepe 10A, B 3mn CH:Clo,
obpabaTteeator 033mn DJEA 4w 31, 1mr m-
BeHsoncynecoHunxnopuaa  MNonydeHHylo  cMechk
nepemMellMBaOT B Te4eHWe 2 Jyacoe, 3aTeMm obpaba-
TeIBAT 2MN KOHUEHTPUPOBAEHHOMQ BORHOTO TMARO-
Kcuaa ammMonna [1ByxpasHylo cvech NepemMewmnBarT
ele B TedeHUe 16 YACOB, KOHUEHTPUPYIOT B BaKyyme,
A OCTaToK pasienaArT MexAy 3TWNnayeTaTomMm W pac-
conom  OpraHWHeckMid cnoid cywaT Hap cynedaTom
MarHMA W KOHUSHTPUPYIOT B BakyyMe, a OCTaToK
OUMLLANT C NOMOLLLIY NPENAPATUBHON XpoMarorpa-
Uy Ha TOMNCTOM Croe curvKkarens, venonbsyd 3%
MeOH/CH.Cl; B KauecTee anweHTa A0 NOMy4eHUA
4,5Mr yKasaHHOro B 3arMaBui coeguHeHua TCX R =
0,5, 3% MeCH/CH:Cl: B3XX Ry = 13,4mun /'Hf-
AMP (CDCI;) cooTBeTCTBYST CTRYKTYpPE

Mpwvmep 11

CoeauHeHe 11 PacTeop 57.9Mr coeuHeHUA,
nonydeHHoro B npumepe 10A, B 5mn CH2Cls, obpa-
BateieaoT 30Mkn DJEA w 9,3mkn gumeTuncynedo-
HUMmaopuga onydeHHylo cMeck NepemeLlnBaloT B
TeueHnune 12 yacos, 3aTem oCpabaTmBalT goncnHu-
TeneHeiMy 30Mekn DJEA v 8,3MKkNn guMeTuncynbda-
MoOUNXNopUAa U peakyno eeayT eue 12 yacos [lo-
nydeHHyl cMeck pasbaensawT 3ateM CH:Clz w
npoMeBaloT HacuiweHHeiM NH4Cl, BogHbid  cnow
npombiBaroT CTH-Cl., a 00beguHeHHbIE OpraHudeckne
JKCTPAKTEI CywWwaT Hag cyneparom mardua B pesynb-
TaTe GUNBTPOBAHWA W KOHLEHTPUPORAHWA NONYyUYakeT
OCTATOK, KOTOpbld o06pabaTeiBalT Ha  Xpoma-
Torpadnyeckod KonoHHe, uononbsys 2,5% MeCOH-/
ElDAc B radvecTBe snkenTa [onydaloT NPORYKT C
HeDOMbILMMKW NPUMECAMKN, €70 A@ree ouYnWaNnT C©
noMollbl npenapatueHold B3MOX, ucnonbaya nu-
HeWHHW rpagueHT oT 353% go 100% CH:CN/H.O ¢
0,1% TFA gnsa anwouposaHua BIHX Rr = 13,0mMuH
AMP (CDCl) 3 915 (p, 1H), 8,34 (a, 1H), 8,22 (4.
1H), 8,18 (@, 1H), 7,90 (g, 1H), 7,80 {1, 1H), 7,65 (T,
1H), 7,16 - 738 (m, S5H), 705 (g, 1H) 6,95 (1, 1H),
6,87 (1, 1H), 5,85 (wwp c, 1H), 562 (wnp c, 1H),
4,87 (m, 1H), 4,46 (c, 2H), 4,08 (m, 1H), 3.68 (m, 1H),
3,30 (M, 2H), 2,58-2,94 (m, 4H), 2,81 (c, EH)

MNpumMep 12

A CoegwHeHve XIV ({cuH)-OH, A = xuHonwH-2-
kapborun, D' = BeH3nn, conb TPUHTOPYKCYCHOW KM-
cnotel) K pacteopy 1.027r {(1,164mmonsa) coegure-
HWA, nonyyerHoro B npuMepe 1E, B8 CH2Clz (Smn),
npu Temnepatype ot 0 po 5°C pobasnsioT TpudTop-
MeTaHcyNetboHoRYO KUcnoTy (Smn) MNocne nepewme-
WMBEHWA B TEYEeHWe 3 4acoB PEeaKUWOHHYID CMECh
KOHUEHTPHMPYIOT B BaKkyyme Ao nonydeHus O,85r
CBET/IC-KENTOrN0, CMCMUCTOTO NPOAYKTA, COAepHawe-
ro OfMH 3KBUBANEHT TPWUEHWNMETAHONA, KOTOPLIA
vcnonbeayioT Bes nocnegylLwWwed ouncTkN
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B CoeguHenve 12 K pacteopy 30,2mr
{0,038mmons) coegMHEHWS, NOSNYYEHHOIO B NpPYMeEpe
12A, B CH:Clz (3Mn), pobasnaleT AvMscnponuaTuna-
MuH  (0,33mn, 0,189Mmonen) wn  2-(nupua-2-un)-
THoheH-5-cynedorun xnopug (13mr, 0,249Mmons)
Cnycta 14 vyacoe nonyyeHHyle cmeck pasbaensAloT
ITUNAUETETOM, MPOMLIBAOT HACHIWEHHBIM PACCOo-
NOM, cylwaT Hag cyNbdharom MarHwa, QUNBTPYIOT K
KOHLUEHTPUPYHT B BakyyMe OCTaToK OUWILEKT ¢ no-
MOLLBI0 MpenapaTMeHOW xpomatorpacdun ¢ obpa-
WeHHoW chazoi, ucnorb3ya 5% - 100% rpagweHT
H.OfaueToHuTpyna B KaYecTBe 3MOEHTa, 40 NonyYe-
HWA YKA3AHHOIO B 38MMaBUK NPogYKTa

MNpumep 13

CoepguHeHune 13 K PacTBOPY 30mMr
(0,038mMMoneid) coefgHeHWs, NomnyYeHHoro B npyuMe-
pe 12A, B CH:Cl; (3Mn) gobaenAaT guuaonponuns-
Tunamud  (0,33mn, 0,18Swmmonen) w  2-(3-cbeHnn-
cynbdoHUM)-THodeHCYNbOOHUNXNopUA
(0,113mmMons) ocne nepemMelluBaHua B TeueHue 2
YacoB, PeaKyWOHHYID CMeCk pasgensiT Ha gse da-
36, gobaenAs 30% pacTsop rugpokcuga aMMOHWA
(2 MNocne nepeMewwBaHVA B TEMEHWe AONOMHMK-
TenbHbiX 16 4acoB NONYYEHHYHO CMECL KOHLUEHTPH-
pyT B BakyyMe, CHOBa pacTBOPSIKCT B 2TUNaLeTaTe,
NPOMEIBAKT HACHIWEHHBIM PAacCcoMnoM, CYLWAaT Hag
CyNbaTaM MarHusa, UNBTRYIOT U CYLWEaT B BaKyyMe
B pesynbTare o4ucTEM © NOMOLLID NpenapaTyuBHOR
xpomartorpadovi NonyYaT LenesBoe coeguHerne

MNpumep 14

CoepuHerne 14 CoeguHeHwe, nonydeHHoe B
npumepe 178, anactepeonzoMep B (170mr) obpaba-
TeiBaoT 1Mn 90% sogHoW TFA W OCTABNAOT BBEICTEMW-
BaTbCA B TedyeHue 12 vacoB [lonyuerHyro cmech
KOHLUEHTPUPYT B BakyyMe, a OCTATOK NOMELLAT B
Smn cyxoro CH-Cl; K sTomy pacteopy fobasnawT
3Mn HacHLWeHHoro BogHoro BukapboHaTa HaTpua W
50mr 4-cpTopbeHsoncynbhoHWLIOPHAa, W NoMny4YeH-
HYI0 CMECH NepemeyBateT B TedeHne 3 vacos [lo-
nyyYeHHyro cmece pazbasnawr CH.Clz M npomelBaoT
BOAOMA, CYLIAT HaA cyNbdaTom MarHUA U UNsTPYIOT
Mocne KOHUEHTPWPOBAHWA CMEGH B BaKyyMe 4YacTb
OCTaTKE QUULLAIOT G NOMOLLI NpenapaTWBHOR Xpo-
maTorpacgpun ¢ obpawerHod dazoi Cig, Ucnonbays
NWHEWHBIW TpagueHT oT 35% go 100 CHLCN/MH-0 ¢
0,1% TFA anAa anmUpoBaHWA A0 nonydyeHus 3,0mr
YKA3aHHOIO B 3arnaenn coefjuHeHns TCX R;= 0ﬁ25,
S% CH:CH B CH:Cl; BEXX Rt = 14,78MwH / H/-
AMP {(CDCl:) cooTBeTCTBYET CTPYKTYPE

Mpumep 15

CoepguHerue 15 Obpasey cmecu 4-crop-3-
aletamufobeHsoncynedonunxnopuaa W 3-gpTop-4-
ayetamugobeHsoncynetpoHUnxnopuaa  (NPUMepHO,
11, nonydyenHed or Maybndge Chemicals) paspe-
NAKT HA COCTBETCTBYIOWMWE PEerMoM3oMepbl ¢ NOMo-
Wbt Xpomarorpadvn Ha Ccunukarene, MCnonb3ys
10% u3onponunNoBLIA CNUPT/TEKCAH B KaYecTBe 3Nto-
eHTa Pacteop 4-aljeTamugo-3-
dbropbeHsoncynbdorunxnopuaa (30Mr) n coegure-
HWA, nonydeHHoro s npumepe 178, guactepensomep
B (80mr) s 10mn CH=Cls, nogeepratoT B3avmMogencT-
BAKO No cnocoby npumepa 14 [locne obpaboTil w
OUWUCTKU YACTH NPOAYKTA G NOMOLLLH NPenapaTWBHOW
xpomaTorpacgpuvn ¢ obpaweHHoR dhazol Ciz, UCMOME-
3yA NUHeRHBIA rpagweHT ot 35% go 100 CH:CN/H-OC
¢ 0,1% TFA B kauecTBe 3NKEHTA, NONYYAOT YKA3aH-
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Hoe B 3arnaeun coeguHeHne B euae Genoro Teepgo-
ro Bewecrea TCX Ry = 0 25, 5% CHz0H B CHCIl2
BOMX Rr = 12,91MuH, {'H-aAMP {CDCls) cooTseT-
CTBYET CTPYKTYpe

MNpumMep 16

CoeguHenue 16 80Mr coegWHEHWA, NOMy4eHHO-
ro s npumepe 178, gwactepecousomepa B, nogeep-
ralot BaMMopencTBmo ¢ 45wr  J-ayetamupo-4-
thTopbeHaoncynboHUNXNcpuaa No cnocoby npume-
pa 14 Mocne obpaboTkn K OUUCTKW YACTW NPOAYKTA C
NoMoLk NpenapaTUBHOR xpoMaTorpadun ¢ obpa-
LWeHHoW dason Ciz, UCNONL3YA NUHEAHBIA rpagueHT
oT 35% go 100% CH-CMN/H-0 ¢ 0,1% TFA B kavecT-
BE 3MKEeHTa, NoNy4YakT 1,4Mr YKasaHHOTO B 3arnasvu
coefuHeHna TCX R = 025 5% CH:OH B CH:Cls
BEMX Rt = 12,91MuH /' H/- ?IMP {CDCl3) cooTeeTCT-
BYST CTPYKTYpS

Mpumep 17

A (25)-2-((15, 2R, CUH, aHTu)-3-(2-
MeTUnNponun)-aMuHo-1-6eHsun- 2 ru,qpoxcunponnn]
N-XMHONWH-kapBoHUN)-aMUHO)- N*-
TpUTUACYKYMHamup Pacteop 683,1mr (C,96Mmonen)
coeguHeHnd, nonyJyexHore e npumepe 1914, v 1.9mn
{19, 2mMMoNa) usobytunamuya B 10mN ayeToHuTRpUNa
B 3aNaqHHOR amnyne HarpesakT npu 90 - 100°C B
TedeHne 24 yacoe [locne oxnampeHWs A0 KOMHAT-
HOW TeMnepaTyphl NOMyYEeHHYIO CMEChk KOHUEHTPUPY-
IOT B Bakyyme OCTaTOK NOMELLAT B AMXNOPMETAH U
NPOMbIBAOT BO[OW, PRACCOMNOM, 3ATEM CYWAT Haj
cynNeaToM MarHus, dUNETPYICT U KOHLUEHTPUPYIOT B
BaKkyyme f[o nonydeHws 783,8Mmr cmecy AMacTepeon-
soMepos TCX R;= 0,11, 10% CH2OHICHCly, /'HI-
AMP (CDCIl3) cooTBeTCTBYET CTPYKTYPE

B CoeguHenve Xl {cuH, aHTn)-OH, A = XWHO-
MWH, -2-kapBoHun, D' = n3obymun) Pactsop 583 3Mr
coeJUHEHUA, nonydeHHoro B NpuMepe 17A, W 0.2mnN
AvuuzonponunsTunamuHa B 10Mn  guxnopmeraHa,
obpabatuBalor 256Mr gu-TpeT-6yTMnanKapboHaTa
Cnycta 24 vyaca nonydeHHylw cmeck pasbasnawT
Avnxnopmeradom  [ONyueHHY CMECh MNPOMBIBAKT
sofol, 5% NaHCO:, 05+ HCIl, pacconom, 3aTeM
CYylaT Hap cynbthaToM MarHus, UNLTRYIOT U KOH-
LEHTPUPYRT B Bakyyme OCTaTOK QUWILAIDT Ha Xpo-
maTorpadHYeckol KONOHKE G CUNUKarenem, Wenonb-
sya 20% aTvnayetat/guxnopmeTaH B KadecTse
3NoeHTa A0 nonyuyeHua 154 6mr BeicTporo nepeme-
Waowerocss guacTepeonsoMepa A, KOTOPHIA, Kak
Brino obHapyxeHo nosgHee, obnagaeT aHTMKOHU-
rypayveid no rugpokcuneHaMy LeHTpy, 98 8wmr Gonee
MEANEHHO NEepemMellarLerocs LnacTepecHusomepa
B, obnapatolero cuH-KoHdUrypalMed nc ruapo-
KCUNBHOMY LeHTpy, U 204, 6Mr cMecu AuacTepeonso-
mepos A m B TCX Ry = 060, 067, 40%
EtOAG/CHCI;

C CoegwHenve 17 Pacteop 64.6Mr coegure-
HWA, NONYYEHHEIX B NpuMepe 17B, guacTepecusome-
pa B B8 1,5Mn auxnopmeTaHa obpabaTeieakoT 1,5Mn
TpucbTopykcycHOW kMcnoTH Cnycta 4 Yaca nonyqeH-
HYI0 GMECh KOHLSHTPUPYIOT B BakyyMme A0 nonydeHws
COMW aMnHa W TPUTOPYKCYCHOR KMUCcnoTel, TCX R¢ =
0,11, 10% CH=0OH/CH-Cl. K pacTtsopy 17,8Mr nony-
YeHHOW conu TPUMTOPYKCYCHOW KMCNOTHl B 1MM Au-
xNopMeTaHa nocnegoeatensHo AobaenawT 0,3mn
HacelWweHHoro MNaHCOs; Hebonbwoe konwdecTBO
TBEpaoroc NaHCO- " 10,7mr 4-
ayeramugoberzoncynedonHunxnopuga  Cnycta 3

44684 62

yaca nonydeHHytlo cmeck pasbaenatoT gnxnopmeTa-
HOM /[lBa CnoA pasnendwoT, W BOAHBIW CMOW IKCTPa-
MMPYIOT OfWH paz AuxnopmeTaHoM ObBbefUHEeHHBIR
CMNOF MpPOMBbIBAKOT PaccOMOM, @ 3aTeM CylaT Haj
CyNbhaToM MarHus, UnsTPYIOT U KOHUEHTPHPYIOT B
Bakyyme (OCTETOK OMHMLIEAKT C NOMOLLK npenapa-
TUBHOK BIHOX po nonyveHwa 14.4mr ykasaHHOro B
3aINABUN COEAMHEHVA B BUJE TBERJOIO BEeWEecTBa
benoro eeta TCX R;= 054 10% CHyCHCH-CI5,
BE¥X Ry = 13,58mun, /'H/-AMP {CDCl3s) cooTeeT-
CTBYET CTRYKTYPE

Mpumep 18

CoepguHerune 18 K pacTeopy  20,8mr
{0,041MMoNA) HECUULLEHHOR coMnW TPUTOPYKCYCHOR
KUCMOTLI, NONYyY4eHHOR, Kak B npumepe 17B, gnacte-
peowsomepa B, B 1Mn guxnopmeTaHe nocnepgoea-
TernbHo gobaenAtor 0,3MN HaCLIWEHHOTMO PacTBOPa
NaHCQ,, Hebonbwoe konuvecTeo TBeproro NaHCO;
W 13 6mr (0,054MmMmonA) Z2-ayeTamupno-4-MeTin-5-
TWUasoncynetgoHuxnopuaa Cnycta 3 yaca nonyueH-
Hylo cMeck pasbaenawT guxnopwmetaHom [sa cnos
pas3aensoT, W BOEHLIA CNoli KCTParupyioT OAWH pas
awxnopmetaHon  ODbegWHEHHBW  OpraHuYeckui
CrNol NPCMBIBAKT PAacCONoM, 38TeM CYIAT Hag
cyNbaTom MarHna, dUNETPYIOT U KOHLEHTPUPYIOT B
BaKkyyme OCTaTOK OMHMLAKT C NOMOLLBK Mpenapa-
TUeHOW BIMIX po nomyveHws 4,8Mr ykasaHHoro B
sarnaesnn coeduHeHua B enae Genoro Teepgoro se-
wecrea TCX R;= 050 10% CH;QHICH,Cl: BEMX
Rr = 13,35MuH /' HI-5IMP {CDCl3) cooTBeTCTBYET

CTPYKTYRE

Mpumep 19

A 3-AyetaMmpobensoncynegorar Hatpua Pac-
TBOR 118,6mr {0,55mmons) 3-

aletamuobeHaoncynedoHoBOW KMCNoTe B 0.5mMN
gofAbl obpabaTueator 0,55mn  (0,55Mmong)  1,0H
NaCH npu 0°C [Mocne nepemelwMBaHUs MNpPW KOM-
HaTHOW TemnepaType B TedyeHwe 4 4yacos Nony4yeH-
HY0 CMECh KOHLEHTRURYHOT AOCYXa W WCTONb3YHT
Oe3 fanbHEeWWEen OYNCTKN

B 3-AuetamMnaobeHaoncynedoHunxnopu He-
OUWLLEHHYHK cMeck NpuMepa 19A oxnaxgatet go 0°C,
¥ pgobasnsor 0,29r (1,38MmonsA) nETUXNOPUCTOrO
docdopa NonydeHHylo cvecs TBEpPAYIO NepemMeLwn-
BAOT B TedveHwe 3 vacoB, satem pgobasnawT Swmn
aAuxnopmeTaHa Cnycta 24 yaca NONyYeHHyto cyc-
NEeH3WI0 PUNBTPYIOT 1 KOHLEHTPUPYKT B BaKyyMe A0
nony-erua 81 4mMr TBepgoro NpoaykTa, KOTOPEIA UC-
noneaytotr 6e3 ganbHelwed otk TCX R; = 0,50,
40% EtQAc/CH-CI,

C CoefluHeHne 19 PacTeop 82, 7mr
(0,098mmMons) AnacTepeouzomepa B, nonydyeHHoro B
npumepe 178, B 2Mn guxnopmeTaHa obpabateiBakoT
2Mn TpudbTopykcycHoR kuenoTel CnycTs 4 vaca no-
NYYEHHYO CMECh KOHLEHTRURYIOT B BaKyyme A0 No-
NYYEHUS COMNK aMWHA 1 TRUMTOPYKCYCHOW KWCNOTbI,
KOTOPYID Ucnonk3yoT Ge3 fanbHerweld OuYMCTEW
TCX Ry = 0,11, 10% CH:OH/CH:Cl: Pacteop sTOi
cony (peck BLIXCA) B 2MN guxnopmeTaHa obpabaTtul-
BaloT nocnegoeaTencHo  0,5Mn  HacoiweHHoro
NaHCQ:, HebDonbwum  KONW4ecTBoM  TBEPAOIC
MaHCQy u pacteoponm 871,4Amr (0,046Mmona) coefn-
HeHwWd, nony4eHHoro B npyMepe 19B Cnycra 3 uaca
nonyYeHHyk cMmeck pasbaenswT AWXNOPMETAHOM
flpa cnos paspgenarT, M BORHBIA Croi AKCTParvpyoT
OfWH pa3 AVXNOpPMETAHOM ODbeguHEeHHBIW OpraHw-
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YECKWA CMoW NPOMLIBAICT RACCOMNOM, CyWaT Haj
cynudarom marHns, OUNETRYIOT W KOHLUEHTRHRYIOT B
Bakyyme OCTaToOK OYMLLAKT ¢ MOMOLILKD Npenapa-
TUBHORA B3EMO( A0 nonyyeHns 24 7Mmr yKasaHHOro B
3arnaeun coefvHeHus B enge Genoro TBepRoOro Be-
wecrtea, TCX Ry = 0,42 10% CH:OH/CH:CI;,
BOXX Rr = 13,8MuH /H-AMP {CDCls) cooTeeTCT-
BYET CTRYKTYpES

MpuMep 20

CoeguHenue 20 Pacteop 209,0mr {0,24mMmons)
coeAUHEHWA, nNony4veHHoro B npuMepe 17B, gnacte-
peonsomMepa B, B SMn guxnopmetaHda, obpabaToiBa-
toT Smn TeUdTOPYKRCYCHOW kMenoTel CnycTs 4 Jaca
NOMYUYEHHYI0 CMECE KOHUEHTPUPYIOT B Bakyyme TCX
Ri = 0,11, 10% CHiCH/CH:Cl: K pacTteopy atoro
ocTaTka B 2MN AUXNOPMETAHA NOCMNefoBaTenkbHO
aobapnawTr 0,5Mn HacuweHHoro NaHCO:; nHebonb-
woe konwuecTso Teepaorc NaHCQO: w  70.2mr
{0,32MmonNA) BeHsodypaH-4-cynedoHUNXNopuaa
Cnycta 3 yaca nonydyeHHyo cMeck pasbasnsaiT au-
xnopMmeTaHoM flea cnosi pasgensatoT, W BOAHEA Croi
SKCTRArMpyoT OfWH pa3 guxnopwetaHom O6begu-
HEHHBII OPraHWMECKWI CNOW NPCMBIBAKT PacConom,
CYLWaT Hap Cynearom MarHua U KOHUEHTPUPYIOT B
Bakyyme OCTaToOK OYMLLAKT ¢ MOMOLILKD Npenapa-
TueHoi B3HK ao nonyderwa 108,0 Mr ykasaHHoro B
3armaBumn coegvHeHna B puae Benoro TBEpROro Be-
wects, TCX Ry = 0,60, 10% CH:OH/CH.Cl,, BEHX
Rr = 14,95mun, /'Hi-AMP (CDCl) cooTBETCTBYET
CTPYKTYpe

MNpumMep 21

CoeguHeHwe 21 CoepuWHeHWe, nonydYeHHoe B
npumepe 17B, pwnactepeousomep B, (228wMr,
0,27mmonaA) pacteopAeT B 11 CHLCI/TFA (10mm), v
pPEeaKLMOHHYIO CMechk NepeMellUBaleT B TeueHue 3,5
yaca, 3aTemM KOHUeHTPMPYIT AOCYXa A0 NonydyeHws
COMNN TPWUPTOPYKCYCHOW KMGNOTH B BWAE MEMTOro
TBepAOrc BELYESCTBA, KOTOPOS WCNOML3YIOT B cne-
Ayowen pearkynmn Des oducTim K pacTeopy aToro
octatka (34,7mr, 0,05mmona) 8 CH2Cl: (3mn) nobae-
NAKT ocHoBaHWe XeyHura (41min, 0,24mmona) u
anMeTuncynsdamonmaiopuga (11mrn, C,09mmons),
U PEaKLUMOHHYIO CMECH NEPEMELLNBAIT B TedeHne 17
YacoB NPW KOMHATHOW TemnepaType 3aTeMm pearuyu-
OHHYK) cwmeck pasbapndart CH:Cl: v npombisaroT
HachllWeHHeM NH4Cl a opraHuMueckwid cnol cyllat
Hag cynedartom Mardua [Nocne cunsTpoBaHWs W
KOHLUEHTPHPOBaHUA NONYyYaKT OCTAaTOK, KOTOPHA 06-
pabaToiBaloT Ha xpowmartorpadpndecKkol KOMOHKE C©
cunukarenem, ncnones3yda 8% CH:OH/CH.Cl: 8 kave-
CTBE BNKOEHTa, NOMyYada Uenesoe COefUHEHUE, KOTO-
poe 33TeM OUMLLAKT ¢ NOMOLLLKD NPEenapaTUBHOM
BAXX B3IX¥X Ry = 13,8wun TCX R = 0,40, 8%
CHsOHICH:Cl,  /'H-SIMP {CDClz) cooTeeTCTBYET
CTPYKTYPE

Mpumep 22

A N*-u3ouwaHo-L BanvHa MeTUNOBBIA CHOXHbLIA
acpwp K conwn HCI MmeTwnoBorc cnoxHoro akupa ea-
nwha (2,08r, 12,40mmona) 8 20mn Tonyona gobae-
nawT 20% pactsop docreda B Tonyone (32mn,
62,0MMONA), U NONy4EHHHW pacTEOp HarpeeakwT Jo
KWMEHWA ¢ 0BpaTHBEIM XONOLWNEHUKOM B TedeHue 12
yacos PeaKUMoHHYI0 CMechk CXNaxAaloT 40 KOMHaT-
HOW TEMMNEPaTYPE W KOHLUEHTPURYIOT B Bakyyme Jo
nonyyeHWa BnefHO-KenTCA XWAKOCTHU, KCTOPYH WC-
none3yloT B nocnegyouweid peakuun Ges gononHu-
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TeneHol ouncTkm TCX Ry = 0,88, 50% rek-
can/EtOAc, I'HI-AMP {(CDCls)  coorBercTBYET
CTRYKTYpe
B N™-f2-nupugunmetun/-okcukapborun-L-

BaNlMHa METWNOoBLIW cnoxHelA acgwmp CMece 2-
nupuaunkapburona (941mkn, 9,75MMona) W coefn-
HeHWs, nonydeHHoro B npuMepe 22A (1,28,
8,12Mmong), ocTaBMAKT MpM  NepeMelnBaHul B
CH:Cl: (7mn) B TeyeHne 12 vacos, 3aTem peakynoH-
HYI0 CMECH KOHUEHTPWPYKT, @ ocTaTok obpabarwiea-
KT  xpomaTtorpaduueckd, anoupya S0%  rek-
can/EtOAc fno nonyueHua 2,03r yrasaHHoro B8
3arnaBuv coefHHeHWs B Bupe BecupeTHoro Macna
TCX R = 0,26, 50% rekcaH/EtOAc, ['H/-5IMP
{CDCl3) COOTBETCTBYET CTRYKTYPE

C N%/2-nUpu AUnMeTun/-okcnkapBoHun-L-sanuH
PacTteOp coeawHeHws, nonydeHHora B npuMepe 228
(634mr, 2,38mmonen) 8 cmeck 1/1 11 HCITT® {Emn),
cogepxawed 120 HCI (0,5Mn), ocTaBnawT npw ne-
peMellMBaHWM NPU KOMHATHOA TEMNepaType B Teue-
HWe 15 yacoe, Ho No gaHHeIM TCX NpUcyTCTBYET BCE
elle MHoro uexoaHoro Mmatepuana 3arewm agobasna-
ot 1mn HCI (Bonee 12H), U peakyMoHHYl0 cMeck ne-
peMewnBealoT ewe 45 yacoB 3aTeM pPeakyWOoHHYID
CMech KOHUEHTPUPYRT focyxa W pasbasnawT
CH:Cly, nonydas ueneeylo KapbBoHOBYKY KUCMOTY B
BUAE HEPACTBOPUMMOW CMOMEl, KOTOPYHD 3aTeM Npo-
MLIBatOT AonorHuTensHoi nopyueid CH-Cly, nonydasa
coeguHeHwe 22C, koTopoe cogepxur Hebonbwue
KonuuecTea 22B 3STOT maTepuan WCNonb3yioT 8 ne-
crnefyolled peakuuy 6Hes paneHedWEn OYNCTKW
TCX Rf = 011, 8% CH:OHICHCly, /'HI-AMP
(CDCls) cooTBETCTBYET CTPYKTYPE

D CoenwHenne XXX (A =/Z-nupugunmeTun/-
okcukapboHnn, Ra-usonponmn, R™ = H, D' = nzoby-
TN, A' = TpeT -byTokcukapBoHun) K coeguHEHUIOo,
nony-eHHOMY B NpuMepe 21B (277wvr, 0,82MMons), B
CH:Cl:  (5wmn), acBaenawor  1-/3-gumeTvinaMuHo-
nponur/-3-aTrunrapbogunmuarugpoxnopng (210w,
1. 1mmMong), kucnoty 22C  (402wmr, 1,10mmong), 1-
rmapokcrBeH3cTpHasonN rufpat {(148mr,
1,10mmoneid) Peakyua npoTekaeT B TeqeHue 12 ya-
COB MNPpW KOMHATHOW TemnepaType, 3aTeM pPeaKkyuoH-
Hyto cMeck pasbaesnawT CH:Cl; u npomoiBaloT no-
crnefosarentHo HacwiweHHslMm NHCl w NaHCO., a
opraHudeckWid cnoi cylwaTt Haj CcynbehaTom mMarHus
B pesynbTate GWNLTPOBAHWA M KOHLUEHTPUPOBAHUA
Nony4aKT OCTATOK, KOTOpHWA obpabaTHBalT Ha Xpo-
MaTorpadrieckol KONOHKE G CUNWKarenem, Wononk-
aya 17% THFCH-C|> B kauecTBe anoeHTa, B pesynb-
Tare verc nonyyateT 396mr npogykra TCX R;= 0,26,
17% THFCH:ClIs, {'HI-sIMP (CDCI3) cooTBeTCTBYET
CTpyKTYype

E CoepwHenne 22 CoeguHeHWe, NonydYeHHOE B
npumepe 22D (386wmr, 0,69MmonsA), pacTBOPAKT B
90% BogHoW TFA {11 mMn), W pPeakyMOHHYK CMecCh
nepeMellMBalT B TeueHWe 3 4acoB NpU KOMHATHOW
TeMnepaType, 3aTeM KOHUEHTPUPYIOT gocyxa K pac-
TBOPY 3Toro octatka (231mr, 0,33mmMons) B CH.Cl»
(Smn) pobaenswT m3bbimok TReppora NaHCO; (npu-
OnwavTeneHo 1 W HACBIWEHHBA BOAHBIA NaHCO-
(20MEn), a 3atem  N-ayeTuncynedhaHunxnopui
{(116mr, 0,50MmoONa), ¥ peakyuo BeayT 12 4acos NpK
KOMHaTHOR Temnepatype SaTeM  pPeakUUCHHYK
cmeck pasbaenswTt CH2Cl: n NpomMBIBAKCT HackIWeH-
Heim NaHCOs;, v opraHwyeckmd CNOW cywaT Hag
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cynbdatoM MarHwa [lMocne ¢unsTposaHWA W KOH-
LUEHTPYPOBAHWA MOMNYYRKT OCTATOK, KOTOPLIW obpa-
BaThIBAOT HA XpomaTorpadUUecKold KOMOHEe C CUNu-
Karenem, WCNOMb3ys B KauecTee osnteHta 8%
CH:OH/CH:Cl:  MonydeHHsd ocTaTok odMWaKT ©
nomolwkel npenapateHon BEMOX (76,1mr) BEMHX
Rr = 121 wmuryte TCX Ry = 048, 8%
CH:OHICH:Cl,, AMP (CDCls), 8,76 (g, 1H), 8,40
(wup ¢, TH), 826 (1, 1H), 7,72 (a, 2H), 7,76 {n, 2H),
7,58 (g, 2H), 7,37 (@, 1H), 7,25 (m, 4H), 7,16 (wwp A4,
1H), 6,47 (g, 1H), 5,65 (g, 1H), 5,26 (g, 1H), 4,32 (M,
1H), 3,91 (1, 1H), 3,83 {m, 1H), 3,23 (g, 1H), 3,05 (M,
2H), 2,68-3,10 (m, 3H), 2,22 (m, 3H), 2,0 (m, 1H), 1,82
(v, 1H), 0,85 (n, 3H), 0,80 (g, SH), 0 71 (g, 3H), 0,65
(A 3H)

MNpumMep 23

CoeguHenue 23 lMonyuatoT no cnocoby npumepa
22, 33 WCKMOYEeHWEM Toro, yto 4-nupngunkapboHun
WCNONbL3YKT B peakuyud ¢ NPOLYETOM Npumepa 22A
BaX, Rr = 120mMuwH TCX Ry = 050 (8%
CH:OHICHCl3) /H-AMP {CDCl:) cooTBeTCTBYST
CTPYKTYPE

Mpumep 24

CoeguHeHve 24 PacTesop coefgWHeHWd, nony-
YeHHOrc Nocne yAaneHWa 3allMTel TPUDTOPYKCYCHOR
KWCNOTOW ¥ coegWHeHWs npumepa 220 (no cnocoby
npumepa 22E, 215mr, 0,31mmona) B CH:Cl: npu
KOMHAaTHOW Temnepatype, obpabaTeiBaoT guusonpo-
nunaTunamuHom (214men, 1,23mmona) v gumeTwn-
cynethamounxnopuaoM  (40Men,  037Mmona) B
CH:Cl; npw KOMHaTHOW TemnepaType B TedeHwe 12
vacoB PeakyWOHHYK CMeCk KOHUEHTPUpYHOT W obpa-
BaToiBaloT XpoMaTarpatbUYeckn Ha KOMOHKE G CUMK-
KarerieMm, WCNonb3ys B kadecTee anweHta S%
CHiOH/CH,CH2  TenyualoT uUeneBoe coefUHEeHWe,
KOTOpOE 3aTeM OUULAKT ¢ NOMOLLBK NpenapaTve-
Hoi xpomartorpadomn (BEHOK, Beixog 9,5mr) BEMX
Rr =14 4wy TCX R;= 0,88, 11% CH:OH/CH.CH,
{"HI-AMP {(CDCls) cooTBETCTBYET CTPYKTYPE

Mpumep 23

CoeauHeHWe 25 370 coeflMHEHWe MONy4YaroT no
cnocoby npuMepa 22, 3a WCKNKYeHWeMm Toro, uTo 3-
NUPNAVHKaPOOHNN MGNOML3YKT ANA peakyuM ¢ co-
eAnHEHNEM Npumepa 22A, a B peaKyWu, COOTBETCT-
gylowen 22E, wmarepvan C yganedHHOW 3aluTon
(TpudbTOPALETAT) NOABEPrakT B3aUMOAEHCTBUIO C©
BeHsocbypaH-4-cynedoHumaopugon  BIHXK RI =
9.4muH TCX R = 0,10, 11% CHz;OH/CH:CI;, { H/-
AMP (CDCI;) cooTBeTCTBYST CTRYKTYpPE

Mpumep 26

CoeauHeHe 26 PacTsop coefilMHeHWA, nony-
YEeHHOrc nocne yfhaneHus TPUMTOPYKCYGHOR KUCNO-
TOW 3aLUTE ¥ coeAuHeHus npumepa 22D (kak ykasa-
Ho B npumepe 22E, 27ur, 0,14mmonen), 8 CH.Cl;
obpabaToiBatoT w3bwTkom TBepgoro NaHCO: (npw-
vep 1r), K HaceiweHHbivm NaHCOs (7mkn), saTem uH-
TEHCUBHO NEPEMELLMBAIT NPU KOMHATHOR TeMnepa-
Type B TeueHwe 3 vacos PeaKUMoHHyK CMech
ACKAHTVPYIOT OT TBERAOCNO BEWESCTBE, KOHUSHTRUPY-
IOT, 3aTEM OCTaToK OYMWANT HEeNaCREACTBEHHO ©
noMows npenapatusHon B3OXCX (3,0mr Gencro
TBEpAOro BellecTsa - ebixof) BOMKX Rt = 14, 7mun,
{'Hi-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

MNpumMep 27

CoeguHenue 27 Pacteop 33Mr coegUHeHUA, no-
nyvyenHoro B npumepe 404, B CH2Cl,, cbpabartwieator
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nocnegoeaTtenbHO NpW KOMHAaTHOW TeMmnepaType B
aTmocdepe az0Ta, 20mr N,N-
AUN30NPONUNAaTUNAMUHA W 8, 3Mr annunxnopdopmMa-
Ta [MonyyeHHy CMechk NepeMelluBaloT B TedeHue 3
YacoB, A 3aTemM KOHUEHTPUpYHT B BakyyMe COcTaTok
noMewiatar B atunayetaTt v npoMelsaraT 0,54 HCI n
HacbiweHHem NaCl, satem cywat Hag CespogHbiM
CynbthaToM Mardma, uNbTPYIOT M KOHUEHTPWPYKT B
Bakyyme (CTaTOK OUMLLAKT C NOMOLLLID Npenapa-
TUBHOW TOHKOCNOWHOR XpomaTorpadyi Ha cunvkare-
ne, Venoneays 21 CMeck {51085
NH4OH/CH:OH/CH,Cl:)  ausTunoseiid adwmp go no-
NyYeHnA 24Mr ykasaHHOro B 3arnaBiKl COBAWHEHWA B
enge benoro Teepporo sewecrea TCX Ry = 0,53,
51085 NH OH/CHOH/CH,Cl: B3KX Ry =
14,53muH /' HI-SMP (CDCls) CoOTBETCTBYET CTpyK-
TYPE

Mpumep 238

CoepuHeHue 28 Pacteop 47.5Mr coefUHeHus,
nonydyeHHoro 8 npumepe 40A, B8 CH-Cl: obpabaThi-
BAKT NOCNEeQOBaTENBHO NPU KOMHATHOW Temnepary-
pe B atMocdepe asora  287mr  N,N-
auusonponunartuiamuHa v 15.2mr  waobyTunxnop-
dbopmaTa [onydeHHyr CMeck NepemMewvBarT B
TeueHWe 3 uacoB, a 3aTeM KOHUSHTPUPYIOT B BAKYY-
Me OcCTaTok NOMEeLWalnT B STUNAUeTaT W NPoOMBLIBAKT
0,51 HC| »n HaceweHHeiM Nall, s3aTem cywart Hag
cynbdaToM MarHua, hUneTRYIOT W KOHUEHTPHPYIOT B
Bakyyme OCTaToK QUMWAT C NOMOLLBK Npenapa-
TUBHOA TOHKOCMOWHOR XpomMaTorpadud Ha cUnuKare-
ne, WCNons3ys 21 CMeck {51085
NH4OH/CH:OH/CH,Cl:) austunoeeid adup go no-
nydYeHna 45Mr ykasaHHoro B 3armasii COeguHEeHVA B
Bnge Denoro TBepgoro sewectea TCX Ry = 0,60,
51085 NH,OH/CH:OH/CH,Cl; B3¥X Rr =
15,58uuH /' HI-AMP {CDClz) coOTBETCTBYET CTPYK-
TYpe

Mpumep 29

CoeguHerne 29 PacrBop 33,BMr coefgWHEHWH,
nonyyerHoro 8 npumepe 40A, B CH-Cl: obpabatw-
BaKOT NOCNEeAOBATENbHO NPWU KOMHATHOW TeMneparTy-
pe B  atMoctbepe  a3ora, 21,5Mr  NN-
AunsonponunarunavuHa v 0083nn 1,0M wsonpo-
nunxnopdopmara  [MonyueHHylo cmeck nepemMelln-
BAT B TEYSHWE 3 YACOB, 3 3aTeM KOHUEHTRURYIOT B
Bakyyme (OCTATOK NOMELEKT B 8TUNAUSTaT W Npo-
MeiBatoT 0,5H HCl v HacHweHHeiM NaCl, a 3aTteM
CYWAaT Hafg CyNbdaToM MarHus, purneTPyoT W KOH-
LEHTPUPYIOT B BakyyMe OcTaTok odMWaT ¢ Nomo-
WEK NPEnapaTMBHOW TOHKOCMOWHOA XpoMaTorpadvn
Ha counukarene, ucnonksya 271 cmecs (51085
MNH,OH/CH:OH/CH-CI3), auaTunoeeld adwmp A0 no-
ny-eHua 33,2Mr yKasaHHOro B 3arMaBuK COSAUHEHUA
B Buae Benoro TBepporo sewectea TCX Ry = 0,56,
51083 NH;OH/CH:OH/CH,Cl; B3OXX Ry =
14,8TMKH I'H-AMP {(CDCls) COOTBETCTBYET CTPYK-

Type
Mpumep 30
A (2-MupponuAWHOHWN-rNgRORCNITUN-MN-

rMapoRCHCYEUMHMMKEMNKapbonata) Pacteop 572mr
1-(Z2-rmgpokcnatun)-2-nupponugiHora »w 1,70r N, N-
AUCYKUUHUMUAUNKApDBoHaTa B aleToHWTpune obpa-
6aTHBaKT NpU KOMHATHOW TemnepaTtype B aTMocde-
pe asora, 1717mr N,N-guusonponunstunamuHa MNo-
MyYeHHylD cCMech NepeMelluBaleT B TeudcHue 14
4YacoB ¥ KOHUEHTPWPYKT B Bakyyme QcTaTok nome-
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WakT B 3TUNAUETAT WM MNPOMBIBAKT HAaCLIWEHHBIM
NaHCOs;, HacoiweHHsim NaCl, satem cywar Hag
cynNeaToM MarHus, dUNETPYICT U KOHLUEHTPUPYIOT B
Bakyyme Ao nonyuenua 200Mmr Benoro TeepAoro ee-
Wects TCX R;= 0,56, 10% usonponadon g CHLCl;,
{'Hi-AMP {CDCl3) cooTBETCTBYET CTPYKTYRE

B CoeguvHenne 30 PacreBop 68Mr coeguHeHns,
nonyderHHoro B npuvepe 30A, B CH.Cl: goGaenawT
npW KOMHATHOR TemnepaType B aTmoctepe a30Ta K
pacTBopy 32Mr cOeAUHEHUs], NONY-YeHHOrC B NpHMe-
pe 40A, u 3Swr N,N-guusonponunsTunamuHa B
CH:Cl> MNonyqeHHy cMechb NepPemMeLllBaloT B TeYe-
Hwe 4 yacos, pasbaenaror CHCl,, npomMelBAKOT Ha-
chilleHHbiM NaHCO: »n HacbhilweHHsiM NaCl, 3aTeM
CYylaT Hap cynbthaToM MarHus, UNLTRYIOT U KOH-
LUeHTpvpyloT B BakyyMe OcTatok obpabaTeHBakwT ©
NoMOLE NPENAaRPaTMEHOW TOHKOCNOWHOW XPOMaTO-
rpacbum  Ha cunukarene, wcnonesyd 21 cwmech
{5 10 85 NH4OH/CH;OH/CHLCl2) AuaTunoBbId adup
A0 nonyueHua 45ur octatka Okono 20mr sToro oc-
TaTka OYWLLAKT ¢ NOMOLLK NpenapaTueHoli B3IHX
Ao nonydveHus 13,5Mr ykasaHHoro B 3arnasun coegu-
HeHwA B Buge Denoro TBepaoro Bewecrsa TCX R =
0,47, 51085 NH;OH/CH:OH/CH:Cl: BOXX Ry =
12,79Mun  / HI-AMP {(CDCls) cooTBeTCTBYET CTPyE-
Type

MNpumep 31

CoeguHenue 31 Pacteop 39,7Mr coeguHeHms,
nonydyerHHero B npumMepe 404, 8 CH-Cl: obpabarsi-
BAKT NOCNEACBATENBHO, NPW KOMHATHOR TeMnepaTy-
pe B aTMocdepe asoTa 24mr N, -
AvnacnponunatunamuHa W 14,5mr cenunxnopdop-
mara [NonydyeHHyo cMeck NnepeMelWnBaaT B TEYEHHS
3 YacoB, a 38TeM KOHUEHTpWpYoT B Bakyyme Ocra-
TOK NOMeLWlaloT B aTUNAUeTaT W NpomesaioT 0,54 HCI
W HackiWeHHeliM NaCl, 3aTem cywaTt Haf cynedaTtom
MarHusa, QUNETPYIOT U KOHUEHTPUPYKT B BaKyyme
OCTaToK OYMLLAKT € NOMOLLLK NPenapaTUBHOA TOH-
KOCMNOWHOW XpomaTtorpatnuy Ha cunkarene, UCnomnb-
sya 21 cmeck (510 85 NH4OH/CH;OH/CH.Cl aw-
a3TUNOBLIA adpup, Ao NoNydeHNa 38, 7Mr YEa3aHHOIo B
sarmaeun coefglHeHna TCX Ry = 0,53, 51085
NH4CH/CH2OHICH,Clo BKX Ry = 15,22muH /'H-
AMP (CDCI;) cooTBeTCTBYST CTRYKTYpPE

Mpumep 32

CoeauHeHe 32 Pacteop 291Mr coeguHeHUSs,
nonydyeHHoro & npumepe 394, 8 4 1 CH.Cl; (HacH-
WeHHoM BogHoM NaHCO:) obpabaTsiBaloT nocnego-
BETENEHO NPY KOMHETHOW Temnepatype B aTMmoccbe-
pe azora 271mMr 4-bropberzoncynedoHnnxnopuaa 1
117Mr BukapboHaTta HaTpus [lonyueHHyw cMmech
nepeMelleadT B TedeHwe 14 uacos, paszbasnsaioT
CH1Cl;, npoMelBaloT HackWweHHEM NaCl, cywar Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme QCTaToK OYULAKT C MOMOLWbLK XPOMEATO-
rpadonu HU3KOIO JaBNeHWA HA KOINOHKE C CUnukare-
neM, Ucnonbaya 5% AauaTunoseid acgup 8 CH:Clh B
Ka4decTBe ankeHTa [o nonydsHus 420Mr yKasaHHOoro
B 3arnasuW coeguHeHwa B eBuae Benoro TBEPAOTO
pewectea TCX R; = 0,20, 5% ,qmamnoabm acbup B
CH:Clz BIKX Ry = 17,41muH, /'HAEAMP (CDCIs)
COOTBETCTBYET CTPYKTYpPE

MNpumMep 33

CoeguHeHue 33 Pacteop 30Mr coegUHEHUs, Nno-
ny4YeHHoro B npuvepe 40A, B CH:Cl;, obpabarteisaraT
nocrejoBaTensHo NpW KOMHATHOR Temneparype, B
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armocdepe asoTa 18,1mr N,N-
AWN30NRONUNATHIAMUHA W 3,3Mr BeH3uNvaouuaHaTa
[NonyyeHHy cMeck nepeMellvBaloT B TedeHue 14
4YACOB, A 33aTeM KOHLUEHTPUpYKT B BakyyMe OcTaTok
noMeLaoT B aTUnayeTaT v npomMeisaoT 0,54 HCI n
HacbiweHHelM NaCl, 3aTem cywat Hag cynbdarom
MarHUA W KCHUSHTRUPYIOT B Bakyyme OCTaToK Ouu-
AT C MNOMOLWB NPenapaTUBHOA TOHKOCIOWHOW
xpoMaTorpachd HA CUMUKArene, WUCNonb3ys CMech
51085 NHOH/CH:OH/CH,Cl;, pgo  nonydeHuA
30,2Mr yKa3aHHOrO B 3aMMaBWM COEAWHEHUA B BHAE
6enoro 30,2Mr yKkasaHHOro B 3arNasul COeAUHEHNS B
Bnge Denoro TBepgoro sewectea TCX Ry = 0,56,
51085 NH,OH/CH:OH/CH,Cl; B3¥X Rr =
14,36MuH /' HI-SIMP (CDCls) CoOTBETCTBYET CTpyK-
TYpe

Mpumep 34

CoeguHerne 34 Pacteop S5Mr coepguHenwsd
npumepa 40A g CH;Cl, oBpabaThiBaoT nocnenosa-
TernbHO NPWM KOMHATHOR TemnepaType, B aTMocdepe
asota 33,3mr N,N-guuscnponunstunamu-Ha u 17,8mr
2-metorcwatnxnopdopmata  [onydeHHylo C©Mech
NepeMewnBarcT B TedeHne 3 4acoB, a 3aTemM KOHLEH-
TPUPYKT B Bakyyme OCTaToK NOMeLWaKT B aTvuriaye-
Tar W npomealoT 0,54 HCI u HaceweHHeiM NaCl,
3arem CylWaT Haj cynbaToMm MarHus, dunsTpyIoT U
KOHUEHTPWPYKT B BakyyMe OcTaToK OYULWET G No-
MOLLBI0 NPenapaTHEHOW TOHKOGNORHON XpomMmaTorpa-
$huv Ha cunwkarene, vwenonesaya cMeck 2 1 (510 85
MNH,OH/CH:OH/CH-CIl;) awsTuncewl#@ adcup, Ao ne-
ny-eHun 48, 1Mr yKasaHHoOro B 3armaBuW COSAUHEHUN
B euge Genoro Teepporo sewectea TCX Ry = 0,58,
51085 NHsOH/CH:OH/CH,Cl: B3HX Ry =
13,43MKH, I'Hi-AMP {(CDCls) COOTBETCTBYET CTPYK-
TYpe

MNpumep 35

& CoepguHerde XX (D' = uzobytun, A' = 4-
dbToppenun-rugpoxnopna) Pacteop 398wr coegwm-
HEHWHA, NOMYYeHHOro B nNpumepe 32, B ITvnayerare
obpabatmBacT npu -20°C rascoGpasHoid HCI HCI
BapboTUPYIOT uepes cMeck B TedeHwe 20 MUHYT,
npuyeM 3a 3TO BpeMs TeMNepaTypa NOBHLLAETCH A0
20°C 3aTtem 4vepes cmeck DapboTupyloT a30T B Te-
yeHue 15 MWHYT, W pacTBOpUTENb yAanAT B BaKyy-
M€ A0 nonyyeHws 347mr ykasaHHOro B 3arnaevn co-
efluHeHus B BUAe Benoro Teepaoro BeU_LeCTBa TCX
Ri = 0,82, 510 85 NH;OH/CH:OHICH:Cl,, /'HI-AMP
(CDC|3) COOTBETCTBYET CTPYKTYpe

B CoepguHenune 35 [ob6aenawT pacTteop llvr
coeguHEeHWs, NONy4YeHHOro 8 npumepe 35A, B CTH-CI;,
NpW KOMHATHOW TemnepaType N atMocdepHOM AaB-
NeHWn a3oTa, K pacTeopy 118mMr coeguHeHWa, nony-
YyeHHoro B npumvepe  48A  uw 133mr  NN-
aunsonponunarvnavuHia B CH.Cl:  MonyueHnyio
CMEeCh NepemewwmnsaroT B Tedenne 14 yacoe, pazbas-
nawT CHLCl, NnpoMelBaloT HackWeHHBIM MNaHCO: »
HachileHHBIM NaCl, 3aTeMm cywaT Haja cynbdgarom
MarHua, UNETPYIOT N KOHUSHTPUPYIOT B BaKyyMe
OcTatok obpabaTbiBaloT xpomarorpagpuyeckn ¢ no-
MOLLI0 TOHKOCHOWHOW XpomMaTorpadui Ha CUNWKa-
rene, ucnonesyd 5% CH:OH B8 CH.Clz go nonyyeHua
98,8Mr yKa3aHHOro B 3arNaBUM COBUHEHUA B BUJe
Genoro Teepgoro eewectea TCX Ry = 048 5%
CH:OH B CH.Cl; B3XX Ry = 15,18mun /'HE- FIMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 36
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CoeguHenue 36 Pacteop 48Mr coeguHeHUA, no-
nyyenHoro B npumepe 40A, B CH-Cl: cbpabarwiearor
nocnefoBaTeNeHO NPWU KOMHATHOW TeMnepaType B
atMocdepe azoTa 28,0Mr N N-fuyaonponunaMuHa 1
15, 1M1 3-6yTeHunxnopdopmara MonydeHHYO cMeck
nepevellBaloT B TeyeHWe 3 Yacos, a 3aTeM KOHUEH-
TRURYIOT B Bakyyme OCTATOK NOMELLAT B ITWNaLe-
TaT W npomeisaroT 0,54 HCI HacoiweHHsim NaCl, a
3aTeMm CyLWaT Haj cyNbhaToM mMarHus, puneTPYIT U
KOHUEHTPHPYIT B BakyymMe OCTATOK OMWILAKT G No-
MOLWbLIC NPenapaTUBHOA TOHKOCNORHOW Xpomarorpa-
U Ha cunukarens, venonesys cmeck 21 (5710 85
NH;OH/CH-0H/CH.Cl) gwatunoswlid achup, go no-
AyueHus 43,8Mr yKa3aHHOIC B 3arMaBiK CoeqUHEHUS
B Bvde Benoro Teepaoro sewectea TCX R; = 0,83,
51085 NH4OH/CH:OH/CH:Cl2, Ry = 0,24, 5% pu-
atunosuid apup B CHLCl: BEHX Ry = 14,76mMuH,
{"H-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

MpumMep 37

CoeauHeHWe 37 PacTeop 89Mr coeJUHEHUA, NOo-
ny4yeHHoro B npumepe 510 & 4 1 CHyCl: {HacHWeH-
Hom BogHoMm NaHCO:) obpabatuibalT nocrnegoea-
TeNnbLHO NPM KOMHETHOW Temnepartype B aTmochepe
azora 33.2mr 3,4-granopbensoncynbghoHUNXNopuaa
W 28ur bukapboHata HaTpus [lonyueHHyd cMmech
nepemMeWMBalOT B TedeHwe 14 Jacoe, pazbasnswT
CH:Cl5, npoMelsator HackiWweHHBM NaCl, cywar Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme OcTatok obpabaTeBarT ¢ NOMOLWB npe-
NapaTUBHOW TOHKOCNOWHOW xpomaTtorpadiu, We-
nonesys 5% CH:OH B CH:Cl; go nonydeHun 107mMr
yKa3aHHOrO B 3arMaBMu coeguHeHus B BUFe Benoro
Teepgore npopgykta TCX Ry = 0,35 (5% CH:0H B
CH:Cl) BOWX Rr= 17.27mun, /'H-AMP (CDCI3)
COOTBETCTBYET CTPYKTYpPE

MNpuMep 38

CoeguHeHue 38 K pacteopy 32Mr coeguHeHus,
nony4veHHoro B npumepe 35A, B CH:Cl; goGaenawoT
Npw KOMHETHOW TemnepaType B aTmoctepe asora
14mr DensnnxnopdiopmaTa W 21mr N,N-
AUM3CNPONUNSTUNAMUHA [TONYYeHHY CMeck nepe-
MeLLMBAIOT B TeueHWe 4 Jacos, pazbaenawr CH.Cls,
NpoMeIBalT HackeiWeHHbIvM NaHCO: v HacHWeHHBEIM
NaCl, cywat Hag cynbdatom Mardus, punbTRYIoT U
KOHLUEHTPWPYKT B Bakyyme OCTaATOK OMWLLAKST C No-
MOLWLID NpenapaTUBHOA TOHKOCNOWHOA XpomaTorpa-
thuw, ucnonesysa 10% awstunoewld acpup 8 CH.Cl;: B
KayecTBe IMEeHTa, A0 NonydYeHus 33Mr npoaykra,
TCX R; = 0,62, 10% awarvnoewd acpwup 8 CHLCI:
BOHX Rr = 17,27MuH {"H-AMP {(CDCl3) cooTseTt-
CTBYET CTPYKTYpe

MNMpuMep 39

A CoeguHeHve X3 (D' = uzcbytun, A = TpeTt
Bytokcukapbonun, A' = H) Pacteop 4,1r anokcupa
XX (A = Boc) B 30mn atanona obpabartwisatoT 22, 4mMr
n30byTUNamMMHa W HarpeBaKT Npyu KWNaYeHwu ¢ ob-
paTHEIM XONMOAWNBHUKOM B TeueHWe 1 yaca [lony-
HEHHYO CMEeChk KOHLUESHTRPUPYIOT A0 NOMYYeHUsT yKa-
38HHOTQ B 3arnaBWy coefMHeHwA B Buae Genoro
TBepAOro NpoAykTa, KOTOpPLIA WcnonbsylT Ges no-
cnepytlowen ounctkn HMP (CDCl) 8 0,91 (g, 3H),
0,93 (g, 3H), 1,37 (c, 9H), 1,68 (wup c 2H), 2,40 (g,
2H), 2,68 (g, 2H), 2,87 (ga, 2H), 299 (ag, 1H), 3,46
{(an, 1H), 3,75 (wwp ¢ 1H), 3,80 (wwp ¢ 1H), 4.69
(n, TH), 7,18-7.32 (m,4H)

B CoepuHeHnne 3¢ K pacteopy 514, 1Mr coegu-

44684 70

HEHWA, NonyveHHoro B npuMepe 39A, B guxnopmeTa-
Ha (10mn), pobasnsawT BogHbM Bvkapbonar HaTpus
(5mmy v MN-ayeTuncynbdaHununxnopns  (428,4ur)
Cnyera 14 yacoB NONy4YeHHY cMeck pasbasnawT
STUMAUETATOM, NpPoMblBakeT BukapboHaTom HaTpus,
HECHILEHHEIM PacconoM, CyWwaT Hag cynbdartom
MarHvd, GOWIBTPYIOT W KCHUSHTRURYT B Bakyyme
OcTaTok o4MWAoT ¢ NOMOLWBH XPOMATOrPadou HU3-
KOFO [JaBNEHUA HA KOMOHKE ¢ CHMUKarenem, uenonk-
3ya 20% sTunayeTaT B AWXIIOPMETAHE B KadecTBe
anteHTa, A0 nonydyeHuA 714,4Mr ykasaHHoro B 3a-
masun npogykta TCX R; = 0,63, 60% arunauye-
Tar/guxnopmerad, BOHOL Ry = 13,3MuH 'Hi-AMP
{CDCI:) cOOTBETCTBYET CTPYKTYPE

Mpumep 40

& CoepnHenne XXl (D' = nacbytvn, A =H, E =
4-ayeTamugodeHnn), rugpoxnopug Yepes pactsop
691 dur (1,296MMONA) COSLWHEHWH, NOMNMYYEHHOIO B
npumepe 398, B 20MN aTunaueTaTa npw -20°C Bap-
BoTUpYIOT BessofHEIR rasocbpasHsil HCI B TeueHue
10 muHyT lNegsHyto BaHio ygansoT, M cnycTsa ewe 15
MHWHYT PEeakUUCHHYIO CMeCk MPOAYBaKOT a30TOM, 3a-
TEM KOHUEHTPHMPYKT B BakyyMe QO nonydeHwd 610mr
YKA3aHHOIMO B 3armaBvK NPoAyKTa, KOTOPBIA WCNONb-
3y1oT Bes AONONHWTENEHOA OUUCTEM

B CoeguHeHue 4 Pacteop 41,5Mr HeOYMWEHHO-
ro coegvHeHna npumepa 40A B SMn gwxnopmetaHa
obpabaTuiBalcT nocnefoBaTensHO NPU  KOMHETHOR
TemnepaType B artmocdepe aszsora  18,1mr  L-
auruapcopotosoi kuenoTe, 0,031mn (0,176 mMMona)
Aunsonponunatunamunsa, 15,5mr (0,115mmonenr) 1-
rmgpokcnbenaoTpuazonmgpara, 22dr (0,115mmMons)
EAC Cnycts 1 yac cycneHsnia obpabatuibaoT 1mn
aumeTundgopmammnga MonyyeHHyd CMech nepeme-
WKBAKT B Te4YeHUe 16 uacoB, a 3aTem KOHUSHTPUpY-
KT B BakyyMe QCTATOK NOMEWAKT B STUMALETAT W
NPOMEIBAIOT BOAOW, HACHILIEHHEIM PAcconom, CYWaT
Hag CynbaToM MarHns, OWNMBTRPYIOT U KOHLUSHTRH-
pYOT B Bakyyme QCTaToK OMALWLAT C NOMOLWEBHD Npe-
NapaTMBHOW TOHKOCNOWHOW Xpomartorpadoni, Wc-
nones3ya (11217  obwem/obbem/obremM) 20%
rMapoKcHa aMMoHUA/MeTaHoN/auxnopMeTan/ B Kade-
CTBE 3MIOEHTa, A0 nonyyeHuA 34,2Mr ykasaHHoro B
sarnaedn npogykra TCX R; = 0,33, 1/217 obb-
em/obbem/obrem 30% TMAPOKCHA aMmMo-
Hua/MeTaHon/anxnopmeTan! BOMGKX Rt = 11,3mMuH,
/'HI-AMP {CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumep 41

Coepurenne 41 K pacteopy 42,8Mr coepuHe-
HWA, NoNy4yeHHore B npumepe 40A, B SMN guxriopme-
TaHa NOCNefoBATENbHO [0BaBNAKT NpU KOMHATHOR
TeMnepaTtype 8 atMocdepe azota 17.2Mr N-Tpet -
&ymunrmwokcaneeoi kucnotsl, 0,032Mn guusonponu-
NaTUNamMuHa, 16mr rmgpara -
rmapokcnbenscTprazona, 22,6mr EOC MonydeHHyo
CMECh NepemMeLlnBaroT B TeyeHue 16 yacoB, 3aTem
KOHUEHTPUPYRT B BakyymMe OCTaToK NOMBLLAT B
STUMAUETAT W NpoMblBaT Bogol, O,5H conaHoi kn-
cnoTol, npoMelsaaT Bukap€oHaToMm HaTpwd, Haco-
WEHHEIM PacCOMoM, CYLWEaT Hag cynbgaToM MarHus,
GUNETRYIOT U KOHUEHTRUPYOT B Bakyyme OcTartok
OUULLAIOT C NOMOLLBIY NPENAPATUBHOA TOHKOCAOAHOR
xpomaTorpadpiu, vcnonesya  40%  astunauge-
TaT/AVXNOPMETAH B KAUeCTBe 3MKeHTa [O MNoryqe-
HUA 14,9Mr ykasaHHoro B 3arnaend npoaykra TCX
R: = 0,47, 40% ztvnayerara/gwxnopmeraH, BaHX
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Rr = 152muH, /'H-AMP (CDCIl;) cooTeeTCTBYET
CTRYKTYPE

MpumMep 42

CoeauHeHe 42 K pacTeopy 43 5Mr HeouulLeH-
HOrO COBAWHEHWs, NonydeHHoro B npuMepe 40A, B
5mn guxnopmeTtaHa, gobasnslT nocnegoBaTenkbHO
NPy KOMH3aTHOW TemnepaType B atmoctepe asoTa
13,0Mr cykuuHamoBoW kmcnoTel, 0,024mn gumsonpo-
AUNaTUNaMUHE, 15,0mr 1-
rugpokcnbensorpuazonrugpara u 21,3mr EAC TMo-
Ny4YeHHYI0 CMECH MEPEMELUMBAICT B TeveHue 16 Ja-
COB, 3&TEM KOHUEHTPMPYIOT B BakyyMe OcTaToK no-
MeLWaKT B 3TVriaueTaTr 1 NpomMelsakT SukapOoHaTOM
HaTPUs, HACHILIEHHHM PACCONoM, CYLWWAT HaA Cyrb-
haTom MarHus, PUNETPYIOT W KOHUEHTPHPYIOT B Ba-
kKyyme OCTaTOK OYMLLAKT G NOMOLLEK TOHKOCIOWHOR
npenapaTtMeHol XpomaTorpacpinn, nenoneaya /1/2/11
obvemfobbem/obrem 30% rwgpokcng aMmMoHWaA/-
METaHON/AWNOPMETaH/ B KauecTBe 3MKeHTa /10 No-
nyueHUa 35,3Mr yKasaHHOro B 3arNaBuW NPOAYKTA
TCX Ry = 0,25, 1211 obvem/obbem/obbeM 30%
TMEPOKCHE aMMOHHﬂlmeTaHon!,quxnopmeTaH BEMX
Rr = 11,BMuH, /H-AMP (CDCI3) cooTeBeTCTBYET
CTRYKTYPE

MNMpumMep 43

CoeguHenue 43 K pacteopy 42,8Mr cospguHe-
HW&, nony4veHHoro B NnpumMepe 40A, B Smvn guxnopme-
TaHa A0baBnAT nocnegoeaTenbHO NMPW KOMHAaTHOW
Temnepatype B aTmocdepe azota 14 1mr L-
nupornyTaMosol kucnoTel, 0,024Mn AMWaonponuna-
TunamwHa, 14 8mr 1-rugpokcubeHsoTprason rmapa-
Ta, 20,9Mr EAC MonydeHHyo cMecs NepeMelldBaleT
B TeueHue 16 4acos, 3aTeM KOHUEHTPUPYIOT B BaKyy-
ve OCTaToK NOMeLWaT B 3TUIAUETaT U NPOMBIBAT
eofcl, 0,5H conaHOW KUCNOTOR, NPOMBIBAKOT BuKap-
BOHATOM HATPUA, HACHILEHHBIM PacconomM, cylaT
Hag cynediaToM MarHus, UNETPYIOT W KOHLUEHTPU-
pytoT B Bakyyme OCTaToK OMMLLEKT ¢ NOMOLLbH npe-
NapaTVBHOW TOHKOCNCOWHOW xpomarorpadomu, Wc-
none3sys 1211 obvem/obvem/obbem 30%
TUAPOKCHS, aMMOHWA/-MeTaHON/AWXNopMeTaH! B Ka-
YecTBe 3MEeHTa A0 Nony-YeHus 29,9Mr yKasaHHoro B
sarmaeun coegnHedna TCX Ry = 0,33, 1/2/11 obb-
em/obbem/obbem 30% TMAPOKCHE amMmmo-
Hnﬂlme'raﬂonfnuxnopme'raﬂ BSXX Rt = 11,7Mun,
f'H-AMP {CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 44

A 3-nupugunmMeTin-N-
MME POKCUCYKLMHIMUAWNKapGoHaT

K pacteopy 181,0Mr 3-nupugnHkapbuHona B Svn
aUeToHUTpUNa JobaBnAlT NocnefoBaTensHO NPW
KOMHATHOW TemnepaType B aTMocdepe azoTa 0,72mn
AMU3ONPONUNITUNAMUHA [t} 354, 1mr N,N-
avcykuvHuMngunkapborata Cnycta 4 yaca nony-
YeHHY CMeCh KOHUEHTPWPYIOT B Bakyyme O NOMny-
YeHWs TEePAOIC BeLLeCTBa KEeMToro UBETa, KOTopoe
vcnonbayoT 6es3 AoONONHUTENEHOA OYUCTEM

B CoepureHue 44 K pacteopy 59,1Mr Heouu-
LeHHOMo CoeAUHEHWSA, NonyJYeHHoro B npuvepe 40A,
B 3Mn guxnopmeTaHa, gobaenAloT nocnegoeaTensHo
NPy KOMH3aTHOW TemnepaType B atmoctepe asoTa
0,075mMnN fu1aonponunaTinaMiuda W 46, 3mr coeguHe-
HUS, nonydeHHoro B npumepe 444 [onydeHHyo
CMeck NepeMeLlnBaloT B TeveHue 16 Yacos, a 3aTeM
KOHUEHTPHMPYIOT B Bakyyme OcTaTok NoMewalr B
AVITUNCBBIA 3MpP K KCTRarMpYT 3x25mn 0,54 HCI
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OBbegvHeEHHBIE BOAHBIE IKCTPaKTH foBofAT Ao pH 8
TBepAbM OnkapCoHaTOM HaTPMA W 3KCTPATWPYHOT
3x25mMn sTunayeTata O6beAWHEHHbIe opraHuYeckue
BKCTPEKTHl NPOMBIBAKT HACHUWEHHBM  Pacconom,
CYWAaT Hafg CyNbdaToM MarHus, purneTPyoT W KOH-
LEHTPUPYIOT B BakyyMe OcTaTok odMWaT ¢ Nomo-
WEBK TOHKOCIIOWHOW NpPenapaTVBHOW XpoMaTorpa-

dwuv, wcnonesya  f/2117/20  ob /oG /o6 30%
rMapoKCUa amMMo-
HWS/MeTaHoN/gNXNopMEeTaH/ EM3ITUNOBH A acpup/e

KaqecTBe anoeHTa, Ao nonyyeHua 10,3vr ykasaHHoro
B 3armaein coeauHeHna TCX Ry = 0,4, 1/2/17/20,
ob /06 /ob/30% rmapoKcua aMmo-
HMﬂfmeTaHona‘ﬂerlopmeTaHfﬂHSTMJ'IOE!I:IH athup,
BE¥X Ry = 11,8muH, /'HI-AMP {CDCl3) cooteeTCT-
BYET CTPYKType

Mpumep 45

Coegurerne 45 K pacreopy 28,3Mr coegwue-
HUA, nonydyeHHOro B Npumepe 38A B AMN AuUxNopme-
TaHa A06aBnNAT 1MN HACHIWEHHOrO BOAHOMO pac-
TBOpa 6ukapboHaTa HaTpuna, 9.2mr GukapboHara
Hatpa w  0,013mn  BensoncynedoHnnxnopuaa
Cnyctd 14 uwacoB NONyYeHHYK CMeck paizbaBnarT
ITUNAUETETOM, MPOMLIBAOT HACHIWEHHBIM PACCOo-
NOM, CyWaT Hapj cyNbhaToM MarHWa, DUNETPYOT M
KOHLUEHTPWPYIOT B BakyyMe OcTaToK OUWILAKT ¢ No-
MOLLBI0 NPenapaTHEHOW TOHKOGNORHON XpomMmaTorpa-
dbonu, Venoneays 10% AW3TUNOBLIA
3OMP/ANXIOPMETEH B KAYECTBE 3I0eHTa 40 Nonyde-
HUA 18.3Mr yKasaHHOro B 3arMaBMl COSAWHEHWA
TCX R+ = 0,84, 25% p,na‘runosun
acpvp/auKNnopMeTaH, BS}KX Rr = 17,2muH, /'H/-5IMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 46

CoepuHeHue 46 K pacTsopy  47,0Mr
(0,140MMonNeld) coefJMHEHUA, NONYYEHHOrMo B NpUMe-
pe 39A, B 4Mn guxnopmeTaHa gobasnAkT 1MN Ha-
ChILEHHOro sogHoro pacteopa bukapBonara HaTpus,
17,6mr TBepporo Dukapbonara Hatpud W 41, 1mr 2,4-
AWMETHUNTHA3oN-5-cynbtonunxnopunga Cnycra 14
4YacoB NOMNYYEHHYH CMech pPa3barnadT aTUNaleTa-
TOM, MPOMLIBAIOT HACLIWEHHHM PACCONOM, GYLAT
Haa cyrnbaToM Mardug, PUNETPYIOT U KOHUSHTRU-
pyloT B BakyyMe QOCTATOK QUULLAIDT C NOMOLEID Npe-
NapaTMBHOW TOHKOCNOWHOW Xpomartorpadoni, Wc-
nonkaya 25% sTunayeTaT/AMxXnopMeTaH B KayecTee
aneHTa, 40 nonydeHns 34,6Mr ykasaHHoro B 3arna-
BMM npogykta TCX Rr = 0,44, 25% p,na‘runosun
atpup/amxnopmeTtaH, BAHO( Ry = 16,4MuH, /HI-AMP
{CDCl3) COOTBETCTBYET CTRYKTYPE

CoepguHerue 47 K pacteopy 50,7Mr coefinHe-
HUA, nonydyeHHOro B Npumepe 38A B AMN AuUxNopme-
TaHa, pobaenAkT 1MN HACHLWEHHOro BOAHOMO pac-
TEOPa GukapboHaTa HaTpuA, 15,2Mr BukapbonaTa
HaTpwa W 2-bropbeHzoncynedhoHnxnopnga 35,2mr
Cnyctd 14 uwacoB NONyYeHHYK CMeck paizbaBnarT
STUMNALETATOM, MPOMBLIBAOT HACHIWEHHBIM PACCo-
MOM, CyWaT Hag cyNbcbaToM MarHwsl, PUNETPYIOT U
KOHLUEHTPWPYIOT B Bakyyme OcTaToK OUUILEKT ¢ no-
MOLLBI0 NPenapaTHEHOW TOHKOGNORHON XpomMmaTorpa-
bwu, VCNonsaya 10% LNITWUIIOBBIN
aUp/AMXNOMETaH B KAUECTBE 3MKEHTa, A0 nonyde-
Hua 40,5Mr ykasaHHoro B 3arnaeud npoaykra TCX
Ri = 044 25% ,quaTHnosbm 3hUP/NXNTOPMETAH,
BE¥X Ry = 17,2wuH, /' H-AMP (CDCls) cooteETCT-
BYET CTRyKTYRE
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Mpumep 48
A N-cykUMHUM I guN-/S/-3-
TeTparug podypunkapboHaT

K pacteopy 12,90 1,93M docreHa B Tonyone
npu 0-5°C, AobaenawT 1,3r ISH-A+1-3-
rugpokcuTeTparngpodypada [lNocne nepemelwwnea-
HWA B TEYEHWEe 2 YACoB PEAKUNOHHYID CMEeCh NPoRY-
BAKOT @30TOM, a 3aTeM KOHLUEHTPWPYIOT AOCYXa B Ba-
Kyyme A0  nonydeHuws  1,486r HeouwmleHHoro
xnopdpopmata  3TOT MaTepwan nomewawTt B 10mn
aueToHWTpUNa W obpabaTLiBaoT NocnegosaTenkHO
NpuM KOMHETHOW TemnepaType B aTmocdepe asoTa
1,171 MN-rmgapokcvcykymdmmunga v 1,41mn Tpuatuna-
MuHa [locne nepemelivBaHna 8 TeueHue 14 4acos,
peakUMOHHYO CMECE KOHUEHTPUPYIOT B Bakyyme Ao
nonyveHusn 3,441 yKasaHHOrO B 3arMaBid NpoaykTa B
enze Benoro Teepporo BellecTba

B CoeguHeHue 48 K pactBopy 87,2Mr coeguHe-
HWA, NOMy4YeHHCro B NpuMepe 40A, B SMN Auxnopme-
TaHa, nobaBnNAKT NOCNenOoBaATENBHO NP KOMHATHOR
TeMnepatype B aTtMmoccpepe ascta 0,113Mn guuso-
NpaNUNITUNaAMUHA NPONUNITUNaMUHA U 68Mr coegn-
HEHMWA, NonyyeHHoro B npuMepe 48A TonydeHHyo
CMECH NepeMewnBalT B TeveHne 16 uacos, 3arTem
KOHLEHTPWMPYT B Bakyyme OCTaTok NOMELLarwT B
aTUnayeTaT W npomeiBaoT Bogoi, 0,5+ HCI, Hacwe-
LeHHBIM BukapBoHaToM HaTpWA, HachlWeHHBIM pac-
COMNoM, CYLIAT Haj cyrnbgarom MarHng, puneTpyaT 1
KOHLUEHTPWPYKT B Bakyyme OCTaATOK OMWLLAKST C No-
MOLLBID XpomaTorpadul Ha cunukarene, UCNONb3ys
13/6/20/65 o6 /o6 fo6 /o6 30% rmwaporcna ammo-
HUS/MeTaHON/EU3TYNOBEIA  achup/gwxdnopMeTan! B
KayecTBe SMeHTa, G Nocneaylowel KpucTannusa-
Uunen n3 cMech QUXNOPMETaHa, AWITUINOBOIo 3hnpa
W rekcaHe A0 NOMyYeHWA S8Mr ykasaHHOro B 3arma-
U npofykra TCX Re = 0,17, 75% artunaue-
Tat/guxnopmetad, BEXX Rr = 13,1MuH, /'HI-AMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

Mpumep 49

CoeguHeHve 49 B cooTBETCTBMW CO Cnocobom
npumepa 83 pacTBROp COEAWHEHWA, MOMYYEHHOro B
npumepe 394, B CH,Cl;, nogeeprator B3anmogercT-
g0 ¢ 2 4-gudTopbeHsoncynbgoHUNMXNopPUAoM B
npucytcTeuK Bogsl M NaHCO: Mocne pasbasnenwnsa
ACNoNHUTENBHEIM KonnyecTBoM CTH-Cl: w obpaboTin
BOACA NONyYeHHBLIA NPOAYKT CyWaT Haj cynbdaTom
MarHusa, QUNETPYIOT U KOHUEHTPUPYKT B BaKyyme
OcTaTok oHUWEAKT XpoMaTorpadoM-eckd Ha CUnUKa-
rene, WCNonb3ys COOTBETCTBYIOWYIQ CUCTEMY pac-
TBOPUTENEW, 40 NONYYEHWA YKa3aHHOIO B 3arTaBuv
npoaykTa

MpuMep 50

CoeguHeHue 50 Pacteop 30Mr coegUHEHUs, Nno-
ny4YeHHOro B Npumepa 58, n 9MKn guMeTncynbga-
mounxnopuaa B 10mn CH-Cl: nogeeprator B3awmMo-
aenctevio no  cnocoby npvmepa 14 [locne
oBpaboTkn U OUUCTEWM ¢ NOMOLLLID NpenapaTWBHOM
B3MX c obpaweHHoi dazoid C, ncnonksys NMuHei-
HEIA rpagueHT or 35% go 100% CH:CN/HO v 0,1%
TFA B kauecTee anoeHTa, NonyqatoT 6,5Svr ykasaHHo-
ro B 3armasun coeguHeHna TCX R = 0,2, 3%
CH;OH 8 CH;Cly, BXOX Ry = 15,96mMun /'H-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpumMep 51

A CoeguHenne XX /A-TpeT-ByTorcukapboHun,
D' = uzobytun, A' = Denawnorcukapbonvn/ K pac-
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TEOPY COEAMHEHWA, MOMy4YeHHoro B npumepe 39A
12,51, 7,43mmonga/ B CH2Cl: (50mMn), gobaenawT Tpu-
sTunamuH (2, 1mn, 14, BMmMonda) ¢ nocneaylolum fo-
baeneHueM beHaunceoro adupa XNOPYronbHOW KKn-
cnotel {1,2mn, 8,1Mmonna) CMeck OCTaBMAKT MNpH
nepeMeLlUBaHNn NpU KOMHATHOW Temnepatype B
TeveHve B vacos Pactsop pasbasnawT 1n CH2Cl n
NPOMBIBEKT Boaod OpraHwdeckne crnon cywar Hag
bessofiHeiM MgSQOs, KOHUBHTPUPYIOT NpW NOHUMEH-
HOM A3BMNEHUW, 3aTeM YUCTHAT C NOMOLWLID XPOMATO-
rpacdum Ha cunukarene CucTeMa ¢ rpagueHToM pac-
TeopuTens CHLCl;, satem 3 97 wmetaHon/CH:LIL:
YkazaHHsIA B 3amMaBun Npogykr (2,97r) nonydyawT 8
enae becyeeTHoro Macna TCX Ry = 0,14, 3 87 wme-
TaHon/CH:Clo/, {'HI-AMP (CDCls) cooreeTcTBYET
CTpYyKTYpe

B CoeguHenne XXI fA = H, D' = naobytun, A' =
GeHavnokcukapbonun, rmgpoxnopug/ B pactsop 1,51
(3,187MMOoNA) coefMHEHWA, NONyYeHHOro B NpuMepe
51A, B aTun ayertate (25mnN) npoayesaoT Be3soAHLIA
raz HC| g Teuerne 10MuH Yganaior 6aH0 O NBLOM,
M Nocne IToro PearkUMOHHYID GMEChb AONOMHMTENEHO
NPOAYBAKT B TeueHne 15MIH 830TOM, 3aTeM KOHLEH-
TRPWRYKT B Bakyyme 4o nonyyeHud 1,29r ykasaHHoro
B 3arMaBlK NpoAykTa B Bufe bencro Teepaoro eelle-
CTBa, KOTOPOE MWCMOMb3YKT HEenocpedcTBEHHO Ans
nocnegywoweii peakynn TCX R; = 0,14, 10% mera-
Hon/CH,Cl;

c CoeanHeHne XX fA = 1513
TeTparnipodypunokcukapborun, D' = waobytun, A' =
SeHawnokcukapbonun/ K pacteopy 1,077r Heouu-
WEHHOro coefMHEHUs, MonyqYeHHOro B npumepe 518
(2,647mMons) B auetonuTpune (10mn), nocnegosa-
TenbHo AODABNAKT NpY KOMHATHOW Temnepartype B
atMocdepe azota 1,610 (8,263MmMoNA) AMM3oNpo-
nunaTunamuHa U 910mr (3,97MmMona) coefuHeHus,
nony-erHorc B npumepe 484 [locne nepemelunBa-
HWA B TeyeHne 3 yacos A06aBNAKT RONOMHWTEMNEHO
223mr (0,973MmonA) coeguHeHWs, NOMYYEHHOMO B
npumvepe 48A CwMeck nepemewuBacT B Teuenne 16
YACOB W 33TEM KOHLUEHTPUPYKT B Bakyyme QcTaTok
noMeLWaT B STMNaueTaT W npoMelsaoT eogod, 0,5
HCI, HacbiweHHBIM pacTeopom BukapboHaTa HaTpus,
HaCEILEHHEIM PacCOnoM, CYWaT Hag cynbdgarom
MArHWA, OWIETRYICT W KCHUEHTRURYCT B BaKyyme
QCTaToK YUCTAT ¢ NOMOLLLIO XpomMaTorpadun Ha Ko-
FOHKe G CUMHMKareneM npu HW3KOM AAaBNEeHWW, MC-
nonsaya rpagweHt ot 10% po 25% stunayetaTa ©
CH:Cl; B kavecTse anweHTa, ¢ Beixodom 1 025r yka-
3aHHOIO B 3aMaBhW NPOAYKTA B Bhge Denoro Teep-

A0ro Bel_l_l]eCTE!a TCX Ry = 010, atunauyetaTt
ICH:Clof, I HI-AMP (CDCl3) coOOTBETCTBYET CTPYKTY-
pe

D CoeguHenne XXl A = {S)-3-

TeTparngpodypunokcukapbonun, D' = uzobytun, A' =
Hf Pacteop 872mr /1,799mmonsal coegrHeHnid, nony-
YeHHeIX B NpuMepe 51C, 8 (10MN) aTUNOBOrC cNUpTa
[oBaBNAKT, NpY KOMHAaTHOW TeMnepaType B aTMO-
cthepe azoTa, kK cycneHsnn 87mr (10sec %) 10% nan-
nagvs Ha yme B {SMN) STMNCBOrO CNUPTa U TMAPK-
pyoT B TedveHwe 16 wacos npu  Hebonswom
NonoXuTensHOM  faBneHWW Bojopopa  Cmech
GUNETRYIOT U KOHLEHTRUPYIOT B BaKyyMe A0 nonyqe-
HWA 553,2Mr YKa3aHHOTO B 3arMaBWM NpoAYyKTa B BUAe
6ecUBeTHOrO CTeKkNa, KOTOpPOS WCNONb3YKT HEeno-
CpepcTBeHHO B nocnegyiowen peakynn TOX Ry =
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0,46, 10% wmetanonfCH-Cl.

E CoegwvHenwne 51 K pacrsopy 72.7wmr
{0,207Mmona) coeiMHEHWa, NONyUYeHHOro B NpuMepe
5D, 8 CH:Cl; (4mn) fobBasnawT BOAHLIA pacTBOp
BukapboHaTa HaTtpua (1mn), Teepporo BukapboHaTta
HaTpus  22,6mr  (0,27MmonA) W 2-/nupwng-2-vn/-
ToceH-5-cyneponunxnopvnga 64,6mr (0,249mmona)
Cnycta 14 yacoB nonyyeHHyrw cmecs pasbasnawT
BTUNALETATOM, NPOMEIBAIOT HACHILEHHbIM PAacCo-
MOM, cylWwaT Hap cynedaToM MarHus, punsTPyoT 1
KOHUEHTPHPYIT B Bakyyme (OCTaATOK QYWILAKOT G no-
MOLbI0 TOHKOCIOWHOR NpenapaTUBHOWR Xpomarorpa-
turn, nenonesya 13-30% stwnayetat/CH-Cl. 8 kave-
cTBE 3NeHTa A0 nonydyeHwa S3Mr ykasaHHOro B
3arnaeumn npoaykTa B eupe Benoro TeepAoro eelle-
ctea, TCX R; = 025, 25% astunauyetat/CH.Cls,
BEHX Rt = 153wmuH, {'HI-AMP COOTBETCTBYET
CTPYKTYPE

MNpumMep 52

A N-rugporcncykUHUMUAKMN-/RS/-3-rmapokeun-
TeTparngpodypunkapboHaT YKasaHHoe B 3armaBud
coeAUHEHWE NONYYAIoT, Kak ONnUCaHo B NpuMmepe 48A,
wexoga ms 0,11 /RSA-3-rmgpoken-TteTparngpodypana
v nonyyas 2,33r Teepaore bencro npopykra

B CoeauHeHue 52 K pacteopy 105Mr coeguHe-
HWS, nonydeHHoro & npuMepe 354, B CH.Cl; gobae-
NSKT NpY KOMHETHOW TeMmnepartype B aTmocchepe
azora, 112Mr coegnHeHWsA, NONy4YeHHOIC B NpUMepe
52A, n 126mr N, N-guvzonponmnatmnammia CTwmeck
nepemellMBaoT B TeuyeHWe 4 uacoe, pasBaenator
CH:Cl;, npomeBarT HacbkWweHHEM NaHCO:; u Ha-
ceileHHeiM NaCl, 3ateM cywar Hag MgSQO., douneT-
PYIOT M KOHUEHTPURYIOT B Bakyyme OCTaToK o4ulia-
KT C MOMOWBK XpomaTorpadnn HU3KOro AaBNeHus
Ha cunukarene, ucnonesyd 5% CH:CH s CH.Cl: 8
KauecTee 2MKeHTa, € Bbixogom npodykra 101.4mr
TCX Rr= 01,52, S% CH:CH B CH:Cly, BESXX Ry =
15,05mun 7/ HA-AMP (CDCIs) cooTBeTCTBYET CTPYK-
Type

Mpumep 53

CoeauHenue 53 K pacteopy 72,3mr (0,19MmMoNA)
coefUHeHVA, nony4eHHore B npumepe 510, B CHLCl;
{4mn) pobaensT BoAHEA pacTeop Gurkapbonata
Hatpus (1mn), TBepauld BukapBoHaT HaTpuAa 19,2mMr
{0,228mmons), W d-ayeTamngo-3-
*¥nopbensoncynedoHUNXNOPUS 61,1mMr
{0,228mmonn) Cnycra 14 yacoB NONy4eHHYH CMechk
pasbasnawT EtOAC, NpoOMLIBAKIT HACHIWEHHEIM pac-
COMNoM, CYLIAT Haj cyrnbgarom MarHng, puneTpyaT 1
KOHLUEHTPWPYKT B Bakyyme OCTaATOK OMWLLAKST C No-
MOLWIBI XpoMaTorpacdun HUSKOro AABMEHUA HA KO-
noHKke € cunukarenem,  wenonbsys  20-45%
EtOAc/CH,Cl; B KadecTBe aneHTa, A0 NOMy4YeHUs
49,1Mr ykazaHHoro B 3arnaBvu npogykra TCX Ry =
0,29, 50% EtOAC/CH,Cly, BIHX Ry = 13,9MuH, /' H/-
HAMP (CDCls) cooTBeTCTBYET CTRYKTYRE

MNpuMep 54

CoeguHeHue 54 Pacteop 260Mr coeguHeHus,
nony4YeHHoro B npumepe 39A, n 45Mr 3-ayeTamugo-
4-cpropbensoncynedoHnmaiopuaa B 10mn CHuCI;
NoABepraroT BIaNMOAEUCTBNIC NO cnocoby npumvepa
14 lNocne obBpaboTKM U OYNCTKW C MOMOLILID Npena-
paTueHoi B3HX ¢ obpawerHoi dpasoid Cqs, UCnonk-
3ys NWHelHsd  rpagweHt ot 35% po 100%
CH:CN/H:20 n 0,1% TFA B kadecTse anteHTa, nony-
yaroT 1,4MI yKasaHHOIC B 3ArNaABUMM COSAMHEHMSA
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TCX Ry = 0,25, 5% CH:OH 8 CHxCl; B3XX Ry =
13,63mMuKH I"HI-AMP {(CDCls) COOTBETCTBYET CTPYK-
Type

MNpumep 55

CoepuHenne 55 35,0Mr coefgMHeHWs, NoMny4eH-
Horo B Npumepe 54, obpabaTtwiBatoT 1mn 90% BogHo-
ro pacteopa TFA v octasnAT Ha 12 wacos Cwmeck
KOHUEHTPWPYIOT B BaKyyme, W OCTATOK NOMELLAoT B
10Mn cyxoro CH:Cls, obpabatmiaor 34Mikn DIEA
{023mmona) u  20Mr  1-BeHsun-3-TpeT-ByTun-1H-
nupason-5-kapboHunxnoprga CMeck nepemellnba-
KT B TedveHue 1,5 wacoe, saTtem pasbaensaor CH.Cl;
W npomeiearoT 1H pacreopom HCI Mocne Beicywm-
BaHWAa Hag M@gSOs U KOHUEHTPUPOBAHWA B BaKyyme
YacTk GMECH OMMLLAIOT G MOMOLEK NpenapaTWBHOW
B3¥X ¢ obpaweHHoil dasoil Cis, UCNONB3ySa NUHER-
HeIA rpaguenTt ot 35% o 100% CH:CN/HO n 0,1%
TFA ans anNoWpoBaHWA A0 NonydYyeHusa 1, 1Mr ykasaH-
HOro B 3arnasui coeflHeHwAa TCX Ry = 0,8, 5%
CHsOH B CH,Cl; BOXX Ry = 18,25MuH, /'H/-5IMP
{CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumep 56

A Sl--1-tbenvnaTvn-N-rngpokcUcyKUMHUMPNA NN
kapboHaT

YkasaHHOe B 3arnasuy COBUHEHUE NOMYYAKT U3
95mkn  S/-1-herunstaHona v 30mr N,N-
AucyruyuHuMnaunkapboHata no cnocoby npuMepa
44A  TNony4eHHoe BELECTBO UCTIONbL3yHoT 6es no-
crnegyrowein oductrw, f HIAAMP (CDCls) cooTeeTcT-
BYET CTpYKType

B CoeguHeHne 56, 450Mr coegvHeHus, nony-
YeHHoro B npumepe 58, obpabarwmeatrT 1Mn 90%
BogHoOro pacteopa TFA W ocTaenaleT Ha 12 yacos
Cmecb KOHLUSHTRHRYICT B Bakyyme, W OCTATOK NoMe-
watot 8 15MNn cyxoro CH,Cl;, 0BpabaTteiBaoT cme-
WAHHBIM AHTUAPWACM, NPUBEAEHHEM BRILIE, U B5MKN
TpWaTUNaMuHa, CMeck NepemMellMBaKoT B TeusHue 14
yacos, 3areM pasbaBnAlT STWNALUSTATOM W NROMLI-
BAOT HECHILIEHHbIM pacTBoponM DukapboHarta Ha-
TPWA, HACHILLEHHBIM RACCONOM, CyWwaT Hag cynsda-
TOM MarHuq, GUNBETPYIOCT W KOHLUEHTPUPYIST B
BaKyyme YacTe CMECH OYMLLAKT G NOMOLLLI Npena-
patueHoi BEHX ¢ obpawenHol dazol Cqg, ncnonk-
3ya rpaguenTt ot 35% go 100% CH:CN/H-O v 0,1%
TFA ans anNoWpoBaHWA A0 NonydYyeHusa 1, 1Mr ykasaH-
HOro B 3arnasui coeflHeHwAa TCX Ry = 0,5 3%
CH:0H B CH:Cl, BSXX Ry = 17,44muk, /'H-AMP
{CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumep 57

CoeguHerne 57 30Mr coeguHeHWA, nony4YyeHHe-
ro B npumepe 58, obpabatwigaoT 1Mn 90% BoAHOrG
TFA W ocTaBnawT Ha 12 yacor CmMeck KOHLUEHTpK-
pPYIOT B BaKyyme, M OCTATOK NOMELAoT B 25MN GyXo-
ro CH:Cl;, npoMbiBalOT HACHILEHHEIM PAaCTEOPOM
OukapbonaTa HaTpwA, cywaT Haj cynbthartom mar-
HWA, DUNBTRYIOT U KOHLUEHTPWUPYIOT B Bakyyme Pac-
TEOP 14Mr nonydyeHHoro ceobopHoro aMwHa 8 10mMn
CH:Cl; oBpabaTteiBacT BMKN heHOKCHMaLETHIMIIoPH-
Aa u 12mkn TpusTMnaMuHa CMeck NepPeMEeLUUBAICT B
WMHEPTHOW aTMocdiepe B TedeHwe 1 yaca, 3aTeM pas-
GapnarT CH2Clz v npomeiBatcT 1H pactBopom HCI
lNocne seICYLUWBaHUA Hag MgSOs U KOHUEHTPUPOoBa-
HWA B BaKyyme 4Y4acTb CMeCWH CHUWAKT C NOMOLWbLLD
npenapatieHol B3XK ¢ obpawerHoi dasoi Cig,
MCMNonb3yR NMWHEWHBIA rpagueHT oT 35% pgo 100%
CH-CN/H-O w 0,1% TFA B kadecTse anweHTa Jo
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nony4eHuA 16,5Mr ykasaHHOro B 3arnaewK coeguHe-
Hma TCX Ri= 0,25, 3% MeOH 8 CHCl; Ba¥X Ry
= 16,6Mun, /'Hi-SIMP {CDCl3) cooTBEeTCTBYET CTPYE-
Type

MpumMep S8

CoeguHenue 58 Pacteop S00Mr coepgwHeHms,
nony4yeHHero B npuvepe 39A, n 370mr GeHzotypa-
saH-4-cynedonunxnopuaa s 10mn CHClz nogeep-
ratoT B3avMoJeAcTBUO No cnocoby npumepa 14 Tlo-
cne obpaboTin nony-YakT coefMHeHNs, YKasaHHoe B
38MNaBUK, KpucTannusaynmed W3 ropsvero IraHona,
AansHeAWaA OYNCTKE ITOMO BEWEecTBa € NOMOWLID
npenapatmeHod BOXCX ¢ obpawenHold dason Cis,
WCnonb3ya NMWHeRHBIA rpaaneHT oT 35% po 100%
CH:CH/H20 1 0,1% TFA B KadecTee anieHTa, AaeT
2,0Mr ykasaHHoOro B 3armaBui coeguHeHua TCX R =
0,35, 3% CHs:OH g CHyCl, B3XX Ry = 17,00Mun,
{"H-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

MNpuMep 59

A Rf+{-1-cpeHunaTun-N-
MME POKCUCYKLUHUMUAUNKapGoHaT

¥YKkasaHHOe B 38MMaBUM COEANHEHWE NONYYAIOT U3
no R/+/-1-thennnaradona no cnocoby npumepa S6A ¢
nonyJyeHwenm Senoro TEepAorc eewectBa [lonyJeH-
HOE BelecTBO WCNOMb3YT HEeMNoCpeACTBEHHO AN
nocriegylowed peakyuw, H-AMP {CDCls) cooTeeT-
CTBYET CTRYRTYPE

B CoeauHeHue 59 nopuymio B 36Mr coeguHeHus,
nonydyeHHoro B npumepe 58, w 0,21mKk mMona nony-
YeHHOro coefluHeHUa S9A noABeprakeT B3aNMOfel-
cTBUKO Mo crnocoby, OMUCAHHOMY B NpuMepe S6B
Mocne oBpaboTkM W OYUCTKM C NMOMOLLEKY Mpenapa-
TueHoW B3MX c obpaweHHoi dasoi Cqg, cnonb3ysa
NMWHERHBA rpagueHT oT 35% fo 100% CHCN/HL0 w
0,1% TFA B kauecTee anweHTa, nonyyaroTt 1,0Mr yea-
32HHOMO B 3aIMABMM COEMlMHEHWA B Buae BGenoro
Teepgorc Bewectea TCX Ry = 0,45 3% MeOH B
CH.Cl> B3»X Rt = 17,34mun, /'Hi-AMP (CDCI3)
COOTBETCTBYET CTRYKTYPE

Mpumep 60

CoeauHeHe 60 K pacteopy 70Mr coeguHeHUA,
nony4yeHHoro B npumepe 510, B 10mn CH:Cl; gobas-
NSKT 3MN HackIWEHHOro BOAHOrC pacTeopa Bukap-
BoHaTta HaTpwa, S0Mr GukapboHaTa HaTpuA W S3mr
Denzodypasan-4-cynedonuxnopuga Cmeck WHTEH-
CHBHO NepemMellnBaT B TeueHwe 4 4yacos, 3aTeM
nony4veHHy cMeck pasbaensawT CH:Cls, npoMeiBakoT
HACHIWEHHEIM PAccOMoOM, CYWAT Hafg CynkdhaTom
marHua W punsTpytoT  lNMocne KoHUeHTpWpoBaHusA
CMECH B BaKyyMe OCTATOK CHYUWAKT C MNOMOLLBH
xXpomaTorpagpud Ha TONCTOM CNOE CWMWKarens, Wc-
nonesyqa 5% MeOHfCH-Cl; 8 kauecTee anweHTa 40
nony4eHus 80Mr yKasaHHOMC B 3arMaBUy COSAWHEHUS
B Bnae Genoro Teepaoro sewectea TCX Ry = 0,80,
5% MeOH B CH:Cl,, BXX Rr = 14,96muH, / Hi-
HAMP (CDCls) cooTBeTCTBYET CTRYKTYRE

MpuMep 61

CoeguHeHue 61 K pacteopy  355mr
{0,076MmMonA) coeguHeHUA, NONYYSHHOrQ B NpUMERE
16, B 1MN AUxNopMeTaHa, NnocnegoearensHo gobap-
naeT 27.6men (0,159MmMonA} gMnsonponunatuinamm-
Ha W 12mn (0,083mMong) BeHannxnopdopmara
Cnycta 1 4ac cMeck KOHUeHTpUpyHoT B Bakyyme Oc-
TaToK CHULWAKOT G NOMOLLEK NpenapaTUBHOR TOHKOGC-
norWHoA xpomarorpacdun © 50% cMeckbl ITunaye-
TaT/guxnopmMetTad B KadecTBe  3NKeHTa 4o
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nonyqeHnA 38,7Mr ykasaHHOrO B 3afNaBuN COSfMHe-
HWA, B Buge Benoro TBepgoro Bewecrtsa TCX R =
0,63, 50% aTvnauetTaT/guxnopmerad, BOHX Ry =
15,45muH, /' HI-AMP {CDClz) coOTBETCTBYET CTPYK-
TYpe

Mpumep 62

A Benaodypan-4-cynedorosaa kmenota K pac-
TeORY 252.0mMr (1,05MmMONA) HaTpWeBOA conn ©-
HUTPOAHUNKUH-M-CYNEOHOROA KMCMOTH B 1MM BOAEI
fobaenstor 0,52mMn 2H pacteopa HCI Cnycta 142
yaca pobaensot 0,68mn (1,05MMons) rmagpookuch
TeTpabyTunammonua (40% B sope) Cnycta 2 vaca
CMECb KOHUEHTPUPYHT B Bakyyme PacTeop ocraTtka
B 7MN YKCYCHOW KWMCMOThl noaseprawT obpaboTre
488 5Smr (1,10MMonA) TeTpaayeTaTa cBMHYa Cnycts
24 Jaca ocafok GUNBTPYOT U NpoMbiBakT Hebone-
MM KONMUYECTBOM YKCYCHOW KucnoThl TeepAoe Be-
WecTBO panee cylwaT B Bakyyme 40 MNOMNyuYeHuA
267 9mr npoaykra  TCX Ry = 009, 10%
CHzQHICH:CI:

B BeHzodypasaH-4-cynedoHunxnopug K pac-
Teopy 137,0Mr {0,522mmonn) Tpudernndocdba B
0.5uvn gwxnopmetana megneddo gobaenaror 47mkn
{0,594mmons) xnopuctoro cynbdypuna npu 0°C
YaanawT BaHo ©o NBAOM W MeAneHHO AcbhaensawT
HeoUWLWEHHOS COB4WHEHWE, NOMy4eHHOe B NpuMepe
62A, B 0,5vn awnopwetada Cnycta 3 yaca cmech
nogeepraior  obpaborke  30mn 50%  cmecwk
acbnpirekcan JdekaHTupyroT HAZ0CALOHHYIO KULKOCTE
B CyXYK CKNAHKY U KOHLBHTpUPYIOT B Bakyyme QcTa-
TOK OYULWAKT PUNETPOBAHWUENM Yepes NPeccOoBaHHEA
cunvkarene 25% STUNALUETaTOM B KAHECTBE IOeHTa
Ao nonydeHuA 23 Mr npogykra TCX R = 0,6, 10%
CH3QHCHZCI4, I'HI-AMP {(CDCls) coorBeTcTBYET
CTpYyKType

C CoepuHene 62 K pactBopy 55,7wmr
({CA66MMonA) coegvHeHYs, NoMNy4YeHHOro B NpUMepe
39A, B 1mn guxnopmeTaHa nocnefoBaTenbHO Fo-
GapnarT 0,5MN HacelweHHoro NaHCQs, Hebonbwoe
KonuuecTBo TBepgoro NaHCO: v coeguHenne, nony-
yeHHoe B NMpumepe 628 CnyeTa 3 yaca cMeck pas-
BaenaT guxnNopMeTaHoM PasgenswoTr gea cnosd, W
BOAHLIA CMORA SKCTparvpyloT 0AWMH pas AWXNopMeTa-
HOM OB6befMHEHHBIA OPTaHWYECKUA CNOA NpoMbIBa-
KT pacconom, satem cywar Hag MgSQO,, duneTpyoT
M KOHUEHTPUPYIOT B Bakyyme OCTaTOK OYMLLAKT C
noMowkel npenapatMeHod B3MX fo nonydeHus
53Mr yKasaHHOro B 3arMaBUW COEAWHEHWS B BUAE
6enoro Teepgoro eewectea TCX Ry = 0,40, 50%
atnnayeTat/guxnopmwerad, BOXX Rr = 16,5Mun,
I"HI-AMP {CDCI:) cOOTBETCTBYET CTPYKTYPE

MNpumep 63

& Pacreop 3,0mr (0,0058mMMons) coeguHeHMs,
nony4YeHHoro B npumvepe 62, B 2MnN sTMNauyeTarta
nogeeprator obpabotke razom HCl (ymepeHHm W no-
TOK) B TeveHne 3 mMuHYT CMeCh KOHUEHTPWPYOT B
BaKyyme [0 NONyYeHWS HEeCYUMUIEHHOR TApOXIopna-
HOW conu amuHa TCX Ry = 0,20, 10%
CH:OH/CH-CI2

B CoepureHne 83 K pacTeopy HeovWLEHHOMO
COSgWHEHWS, NOMYYEHHOro B npumepe 63A, 8 1Tmn
AWxNopmMeTaHa nocnenoBaTenbHoO AobasnawT
21mkn (0,0121mMona)  gUWM30NPONUN3TUNAMUHA W
0,9min (0,0064mmona) BeHaunxnopdopmara CnycTta
1 4ac cMmeck KOHUEHTPUPYIOT B Bakyyme QcTaTok
OYULLECT C NOMOLLEH NPENARATUMBHON TCHKOCIONHOW
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xpomMmaTorpadguu S0% CMECHID Anxnopme-
TaH/MeTaHon B KauJecTBe 2MNHKeHTa, AC NONyveHwe
2,6Mr yKkasaHHOrO B 3arNaBUW COSLUHEHWA B BUAe
benoro Teepporo eewectea TCX Ry = 0,34, 50%
atunayetat/guxnopmeTtad, B3XG,, Ry = 17,1 muH,
{'Hi-AMP {CDCl3) cooTBETCTBYET CTPYKTYRE

Mpumep 64

A S-/AvMeTUNaMUHO TUOKCOMETOKCH/ -
bexsodypasaH K pacteopy 500Mr (3,67mMMons) 5-
rugpokcnbensocpypasana & 10 AMOA gpobasnswT
140mr (4,59mmona) NaH neBonbwumn nopynsamMu
Mony4yeHHylo GMece NepeMellMBaloT NpU KOMHAaTHOW
Temneparype [0 Tex Nop, Noka He NPpekpaTuTcs Boi-
AeneHue rasza 3aTeM CKNSHKY MOrpyXarT B XONof-
Hyld BoasHylo ©GaHw w1 gobasnswor  S40Mr
{4,41MMona)  guMeTuTMokapbGamoumaiopuga  (oT
Aldnch) Cnyera 5 muHyT BopgaHylc GaHo yganawT, v
cMmeck HarpesakT 4o 80°C s TeveHve 1 vaca [Mocne
OXNAXAEHWA [0 KOMHATHOR TewmnepaTyphl, CMech
ebinueaT B 20Mn O0,5H NaDOH Tpu paza U Tpy pasa B
BOAY TeBepAoe BEWESCTBO CYLLAT B BaKyyMe [O nony-
yeHns SB80Mr NpoAyKTa, KOTOPBIA MCNOML3YIOT B Chne-
Ayolen peakymn Des ganeHenwen ounctin, TCX R;
= 0,20, 20% asTwnayetatirekcan, /H-AMP (CDCls)
COOTBETCTBYET CTPYKTYpPE

B 5-
{AumeTunamuHokapbonunitnobersodypasaH

HeounweHHelid npogykr, S10mr (2,28wmmMonaA) wn3
npuMmepa B4A, nHarpesaror go 190°C B 3anasHHOR
Tpybrke CnyeTa 5 4yacoB ero oXNaxAakeT L0 KOMHAT-
HOW TemnepaTtypel, U FobaenawT atunayerat Pac-
TBOP PUNETPYIOT Yepes NPecCOBaHHBIA CUIWKarene 1
KOHUEHTPHUPYIOT B BakyymMe Ao nonyJyeHua 360mr
NpoAykKTa, KOTOPBIA BHOBE VCNOMNL3YIOT B CrEyrolen
peakyun Bes paneHedwer ouncTen TCX Ry = 0,20,
20% sTUnayeTaT/rekcaH

C  5-MeprantobeHsodypasan K  pacTBOpy
357,4mr (1,60MMonA) coefMHEHMS, NONyYEeHHOrO B
npumepe 6§48, B 2ZMn meTanona gobaenawT 7mn 6H
NaOH Cwmece HarpesatoT go 90°C B TedyeHwe 2 ua-
cos Cuechk BhINUBaoT B 100MN NeAE U NOAKUCNSKOT
KoHUeHTpHposaHHoA HCI CycneHzwio bUNBTPYOT W
NpPoMeIBAIOT TpW pasa BodoW OCTaTOK CywaT B Ba-
KyyMme go nonyderns 1456mn npogykra TCX Ry =
0,70, 20% aTwnaueTar/rexkcaH, I"HI-AMP (CDCls)
COOTBETCTBYET CTPYKTYpPE

D BeHsodypasaH-S-cynedoHunxnopwg [aso-
obpasHelid  xnop NpobyNBEMBAKOT Yepes pacTBOp
39,9ur (0,26mmonA) coegWHEHWHA, NOMYyYeHHOro B
npumepe 64C, B8 cmeckn 1vn aTvnadetata v 0,5mn
BOALI B TeUeHWe 3 MUHYT 3aTeM CMEeCh HEOHOKPAT-
HO NPCMBIBAKOT PAcConoM, A0 Tex Mop, NoKa Ocaf ok
Bonelwe He obpasyetca OpraHvudeckud cnol cywar
Hag MgS0Qs, hHMNETRYIOT W KOHUEHTPURYICT A0 Nony-
yeHna 30mr npogyera (52%) TCXK R = 0,22, 20%
JrunageraTtirekcad

E CoeauHeHue 64 PacTsop coefiMHEHWW, NonNy-
YeHHbIX B npuMepax 52D v 39A (cyMMapHEIE BIXO-
Abl) B cMecK Tvn guxnopmetanda, 0,3mn HacuWweHHo-
ro pacteopa NaHCO; v Hebonelwora rkonwdecTea
Teepgorc NaHCO: nepemewvBaoT NpW KOMHATHOW
TeMnepaType B TeueHue 2 yacos PacTeop pasbas-
nsT 30MN AUXNOPMETaHa, W pasgensuT gsa cnos
BogHHA crod ofuH pa3 SKCTPArMpyleT gUXIopMeTa-
HoM O6beAWHEHHBIR OPraHUYEeCKMA cnol NpoMbiBa-
OT pacconom, cywart Hag MgSQOs W KOHUEHTPURYIOT

44684 80

OcTaTok oYWILAIOT G NOMALLLID NPENapaTHEHON ToH-
KOCNOWHOW xpomaTtorpadny 90% cweckio guxnopme-
Tan/adhup B KAUESCTBE BNIOEHTA [0 nonyuyeHua 20wmr
yKasaHHOro B 3armaBWM nNpoaykta B Buae Benoro
TBEpAoro Bewectsa, 1CX Ry = 0,48, 10%
Et:0/CH:Cl,, BEKX Rr = 17,6 mun, ['HI-AMP
(CDClz) & 8,45 (c), 1H, 7,96 (n), 1H, 7,65 (n), 1H,
7,25 (M), SH, 4,65 (g}, 1H, 3,85 (M), 1H, 3,78 (m), 1H,
3,30 (), 2H, 3,10 {m), 2H, 2,90 {v), 2H, 1,90 {(m), 1H,
1,40 (c), 9H, 0,90 (g), 6H

MNpumep 65

CoepguHeHue 65 Pacteop 13,1 (0,025mMmons)
coefgWHEHUs1, Nony4YeHHoro B NpuMepe B64E, B 1,5Mn
aTunauyetata obpabaTwieator rasoobpasHeiM  HCI
{paBHOMEpPHBIA NoTOoK) Npw 0°C B TevyeHve 3 mMUHYT
PacTeopuTens ygansawT Ao NonyyeHus TEEpPAOro
OCTaTKa, KOTOPHIA WCNOMb3YIOT B CMEAYLLEA peak-
v Gesz ganeHeiwein oudctkn, TCX R = 0,52, 10%
CH:OH/CH.Cl; PacTtsop 2ToA rugpoxnopuaHoid conm
(nonHuId BbIXOZ) B 1MN guxnopMmeTaHa nocnepoba-
TeneHo obpabaTeieatoT 9,2MKn (0,053MMoNA) AMK30-
nponunaTunamMuHa U 4,0Mkn (0,028mmMons) Bensun-
xnopcopmaTta Cnycta 3 Yaca cMeck KOHUEHTPUPYICT
M OUULLAKT G NOMOLLEI NPenapaTUBHOW TOHKOGHON-
HoW xpomatorpachun 90% cwmecklo  Auxnopwe-
Tan/adup, B KadYecTee anweHTa A0 nonyderHua 11,7
Ml YKa3aHHOMo B 3arnaBWK COeMHeHVa B supe Beno-
roc Teepaoro seuwectea, TCX R = 0,65 10%
Et:0/CH.Cla, B3MX Rr = 17.6muH, /HA-SMP
(CDCl3) & 8,45 (c), 1H, 7,986 (p), 1H, 7.65(m), 1H,
7,25 (M), 10H, 5,00 (m), 2H, 4,85 (n), 1H, 3,86 (M),
2H, 3,60 (wwp c) 1H, 3,25 (M), 12H, 3,05 (p), 2H,
296 (M), 1H, 2,98 (m), 1H, 1,88 (m), 1H, C,90 (aa),
6H

Mpumep 65

CoepguHerue 66 Pactsop 100mr (0,46mmona)
CoefgWHEHUs, Nony4YeHHoro B npuMepe 640, u 101mr
(0,286mMMONS) coefWHEHNS, NOMNYYEHHOTO B NPUMEPES
48A, B cmeck 2Mn guanopvetada u 0,5Mn HackeIweH-
Horo pacteopa MNaHCO: v HebonbWOro KonMWyecTea
Teepaoro MaHCQ;, nepemellvBaoT NPU KOMHATHOM
TeMmneparype B TedeHue 2 uacos Pacteop paszbae-
nakT SOMN AWXNopMeETaHa, U PasgensoT 4Ba crnos
BoaHBIA Crol akcTparMpyloT OgvH pa3s guxnopMera-
HOM O0bvegnHeHHB W OpraHVYECKWiA CNOA NPOMbIBa-
K0T paccornoM, cyat Han MgSOs U KOHUeHTPUPYIOT
QCTaToK OYWILAKT € NOMOLLBK NPEenapaTUBHOA TOH-
KocrnoWHoi xpomaTorpadouu 20% cmecsk aTunaye-
TaT/rekcaH B KavecTBe AMEeHTa A0 nonyYeHus 82wmr
YK@3aHHOTO B 3arNasii NPOAYKTE B BUAE HEOUWLLEH-
HOTO CBETNO-¥ENTorQ TBepgoro pelwecrea Bewecr-
BC fanee OYWUWAKT ¢ MNOMOLUBK NpenapaTUBHOR
B3MX ¢ NUHeHEIM rpagueHTOM CUCTEMEl PacTBOPH-
Tena oT 35% po 100% auyetonutpun/eogs (0,1%
TFA) B TeyeHune 80 muHyT Mocne yganeHuA pacTeo-
pvTeneld nonyyawT S0mr Genoro TBepgoro BelecT-
Ba TCX R;= (0,46, 10% ELO/CH:Cl,, BEMO{, Ry =
17,6Man, I H/-AMP (CDCl) 5 8,45 (c), 1H, 7,96 (a),
1H, 7,85 (@), 1H, 7.25 (m), SH, 5,15 (m), 1H, 4,35 (a),
1H, 3,82 (M), 4H, 3,68 (n), 1H, 3,20 (m), 2H, 3,05 (a),
2H, 2,96 (M), 1H, 2,88 (m), 1H, 2,14 (v}, 1H, 1,92 (m),
2H, 1,50 (wwp ¢), 1H, 0,90 (pa), 6H

Mpumep 67

CoeguHerne 67 B coorBeTcTBUM cO cnocobom
npumepa 408, pacTeop coefiUHEHWA, NONYYEHHOIo B
npumepe 40A 8 CH.Cl; nogeepratoT obpaboTre Buc-

M
14
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HrkapboKkcaMnao/-aMUHO/-YKCYCHOW KMCNOTOW, FHMW30-
nponunatunamuwioMm, HOBt w EDC B8 11111 wmo-
nSpHOM oTHoweHWn CMech nepemellnBaloT B Teue-
Hue 16 Yacor NpU KOMHATHOR TemnepaType, B TO Xe
BpeMsa 3alWWas CT BMAard, 3arteM [OMNOMHUTENBHO
pasbasnacT CH:Cl: M nocnegoeatenebHO npoMbiBa-
toT H2O, HacuweHHBiM pacTeopom NaHCO; u pacco-
nom, zatem cywar Hag MgSOs w KOHUEHTPWPYIOT B
Bakyyme OCTAaTOK OYUWAKT ¢ NOMOUILKY XPOMATO-
rpadovd Ha CWIMKArene, WChonba3ysl COCTBETCTBYIO-
LKFA SMIOeHT A0 MOMYYEHWA YKA3aHHOTO B 3armaBun
npogykTa

Mpumep 68

CoeauHeHe 68 32To coefuHEHWE NCMyualT B
COOTBETCTBUMU CO cnocoBom, onucaHHEIM B NpUMepe
26, 3a UCKMoYMeHWeM TOro, YTO B KAUSCTBe aMiHa ANA
B3aMMOAEUCTBAA UCMNOMb3YIOT COoSAWMHEHWE, nony-
yeHHoe B npumvepe 38A (146mr, 0,43mmongd), 1 8 Ka-
yecTee ayunupyolero areHTa 4.
thTopheHuncynedgoHunxnopun (27mr, 0,14mMMona)
Mocne xpomartorpadM-ecko OHUCTEM HAa KOMOHKE C
CUMNHKarenem ¢ ucnonesosaHneM 8% CH:OH/CHLCI:
B KA4yecTBe 3MKeHTa Nony4aT 92,8Mr yKasaHHOro B
3aMagun coeguHeHua BIHCK RT = 159 mMuHyT
TCX R¢= 0,54 8% MeDH/!CH,Cly, /'Hi-5IMP (CDCls)
COOTBETCTBYET CTPYKTYPe

MNpumep 69

A CoeguHeHwe, nonyyeHHoe B npumepe 68
(72, 1mr,  0,167mmongd), pacteopArwT B 90% TFA
(3,3MM), N pPeaklWOHHYID CMEeCk NepeMellnBaT B
TedeHwe 3 4acoB NP KOMHATHOW Temnepartype, 3a-
TeM KoHUeHTpupyloT gocyxa TCX Ry = 0,28, 8%
MeQH/CHLCI:

B CoeguHeHue 69 K pacTeopy coeguHeHnd, no-
nyueHHoro 8 npumepe G9A (41 7wmr, 0,09MmMoNA), B
CH:Cl; (2mn) pofaenawoT  AWU3CAPONUNATANAMUH
{(47mkn, 0,27MMoONA) U coegvHeHWE, NONy4YeHHoe B
npumepe 48A (33mr, 0,15mmona), v nossonswT pe-
akUuMK NnpoTekaTte B TeyeHue 14 4acos Npy KOMHATHOR
TeMnepatype 3aTeM pPeakuWOHHYH CMEeCk KOHUEH-
TPUPYKOT, U OCTATOK CYUWAKT XpoMaTorpaduuecru
Ha KOMOHKE C CcunvKkarensMm, ucnoneaya 8%
Tre/CHACl: B kavecTBe aneHTa, nonyYas xenae-
MOE CoefgWHEHUE, KOTOpOE farnee NoABSPraloT O4YM-
CTKEe C NOMOLWEBK NpenapaTwBHOW BIMXK, nonydasn
7.,8mr Benoro TRepforo sellecTea BOMK RT = 13,5
MUHYT TCX R = 0,36, 8% TFA/CH:Cly, {'HI-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpumep 70

CoeguHeHuwe 70 PacteBop 30Mr coeguHeHws, no-
fyyeHHoro B npuMepe 54, W 17 6Mr 3-ayetamuno-4-
tTopbeHazoncynbonunxnopuaa s 10Mn CH:Cls
NoABepraloT B3aUMOAeCTBMKO B COOTBETCTEHMM CO
cnocobom npumepa 14 Mocne obpaboTkn M OUUCTKK
C NOMOLWBK NpenapaTWeHod BOXMX ¢ obpalweHHon
thason Ciz, VCNONL3YA NUHERHBIW rpaguedt oT 35%
Ao 100% CH-Cl+H-O u 010 TFA B kauecTse ankeH-
Ta, nonydarT 2,0Mr ykasaHHOrc B 3arMaBUW coegu-
HeHna TCK Ry = 05 10% CH:OHCH-Cl: B3MX
Rr = 13,74mun {'H/-AMP (CDCls) cooTeeTCTBYET
CTRYKTYPE

MpuMep 71

CoeguHenne 71 [Mopyuwo B 30Mr coeguHeHus,
nony4eHHOro B npuMepe S8, NOLBeprakT B3auMo-
AESACTEBUIO C TPUTOPYRCYCHOW KMCNOTOA ANA CHATWA
33WMTEl, W NOMyJYEHHCE COSgWHEHWE NOogBEeprawT

44684 82

B3aMMOAEHCTBUID ¢ SMKN FUMETHNCYNLgaMonmaIo-
pvaa B 10mn CH:Cl: B coorBeTcTBMM €O cnocobom
npumepa 14 [locne oBpaboTkM W OUMCTEW C MOMO-
W npenapaTueHol BOMCK ¢ obpalleHHor ¢ason
C1s, MCNONL3YS NWHERHHA rpagueHT ot 35% go 100
CH:CN/H-O u 0,1% TFA B kauecTee anoeHTa, nony-
yaeT B8,5Mr yKasaHHOIO B 3aINaBWK  COSAWHEHNS
TCX Rf = 02, 3% MeOH B CH:Cl; BOXX Ry =
15,96MuH, /' HI-AMP {CDClz) coOTBETCTBYET CTPYK-
Type

Mpumep 72

CoepuHenne 72 K pacTeopy coegMHEHWA, nony-
UYEHHOIQ NOCNEe CHATAA 3alWTbl TPUOTORYKECYCHOW
kMcnoTod B npumMepe BSA (31mr, 0,07Mmond) B
CH:Clz (2mn) pobasnAwT  AWUM30NPONUNSTUNAMUH
(47mkn, 0,27MMona) U gUMeTUNCYNBEDaMOUNXIopr
(22mkn, 0,20MMONS), U peakyWs NPoTEKasT B Tede-
Hve 16 yacoB NPV KOMHATHOW TeMnepaType Peakyn-
OHHYIO CMEeCh KOHLEHTPUPYIOT, U OCTATOK NOABEepra-
KT xpoMaTorpadVpoOBaHUKD Ha NNACTUHE G TONCTHM
crnoeM cunukarens  (1,00mM), wcnonsaya 5%
Tr®/CH.Cl: B kavecTBe aMmoeHTa, nonydas xenae-
MOE COEAWHEHMWE, KOTOPOE Aanee NoABEprakT oun-
CTEE C NOMOWBK NpenapaTweHon BSXCX go nonyue-
HUA 7 8ur Benoro Teepaoro sewectea BOMWX Rr =
14,8muH, TCX R;= 0,44, 5% TM®/CH:Cl2

I'Ipumep 73

Coepurenne 73 lMopyno B 43Mr coegWHeEHMR,
nony4eHHore B npvMepe 54, nogeeprator obpaborke
1m0 90% eoaHoro pacTeopa TFA W ocTaenAwT Ha 12
yacoe Cmeck KOHUEHTPUPYIOT B BakyyMe, W OCTATOK
noMewatot B Smn CHCl; K stomy pacteopy gobae-
nAKT 3MN HacblWweHHoro BogHoro pacteopa Bukap-
DoHaTa HaTpWA [’} 25mr 2,5-
OUMETOKGHBEH30McYNbOHUNXNoPHAS, W CMech ne-
peMellMBaT B TeueHWe 12 yacos, NO3BONAS Mej-
FMEHHO HarpeeaTbCs F[O KOMHATHOA TeMnepaTyprl
Mocne KOHUSHTPMPOBAHWA CMEGH B BaKyyMe OCTETOK
OUWLLEKOT C NOMOWBI XpomMaTorpaden Ha TONCToM
crnoe cunukarend, wenonesys 3% MeQH/CH.Cl. B
KauecTBe BNKEHTA C NOCNEAYILEeR CUUCTEOA ¢ no-
MOLLBl NpenapaTueHod B3XHOK ¢ obpaweHHoid da-
30 Cqg, MCNONBL3YA NUHERHBIA rpagueHT oT 35% po
100% w 0,1% TFA B kavecTse anoeHTa Ao nonyye-
HWA 5,5Mr yKa3aHHOMO B 3arMasukn coeguHeHns TOX
Rf 0,20, 3% MeQH/CH,Cl; BOMX Ry =1515muH
/'"HI-AMP {CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumep 74

A CoepuHenne XX| /A = TpeT-6yTokcUKkapGoHun,
D' = yuknonponwnwetun, A' = Hf K pacteBopy coegw-
HeHua XX JA = TpeT-ByTokcukapbounn/ (0,8r,
2 67mMmong) B aTaHone (30mn) fobasnsakeT pacTsop
KOH (0,18r, 3,2vMmons) B 3TaHone (20mMn), U cMeck
nepeMeLUMBAIOT B TeYeHWe 45 MUHYT npy KOMHaETHOW
Temnepatype B oTRenbHoW CRNAHKE K pacTBopyY uWk-
NONPCIUAMETUIAMUMHIMAROXTIOPNAa {1,44r,
13,3Mmona) B8 asTaHone (20mn) fobasnawT KOH
(0,75r, 13,3mmonsa) CMecs nepemMellMBAOT B Teqe-
Hue 30 MUHYT NpW KOMHaETHOW TeMnepatype PacTso-
pel c6BEaVHAIOT W HarpeBaloT npu 85°C B TeueHne 3
yacos PacTBop KOHUEHTPWPYIOT MPH NOHWAMEHHOM
OaBMEHWU, W OCTATOK NOMELLAT B [W3TUNOBLIA
acpvp 1 GUNETPYIOT SOUPHLIA CNOR KOHUEHTPUPYICT
,qo nonydeHna 0,32r Genoro TBepporo BelEcTBa,

FH-AMP (CDCIs) cooTBeTCTBYET CTPYKTYPE
B CoegwnHenwne 74 K pacTBopy coegWHEHMWA, no-



83

nydyeHHoro B npumepe 74A (0,1r, 0,30mmons), B
CH-Clz (20mn) goGaBnaAwT HACHIWEHHBIA pacTBop
BukapboHaTa HaTpus, ¢ nocneaylolium nobaeneHu-
eM Teepfaorc  ©BukapboHaTta  Hatpua (30w,
0,36Mmons), 3aTem 4-
Tapbenzoncynedgpornunxnopuga (0,071, 0,36Mmons)
CMech OCTEBNAKT NepeMewBaTeCa N KOMHATHOK
Temneparype B TeuyeHwe 4 uacos OQpraHWJeckyro
YacTbk akcTparvpyiT 250Mn CH.Cls, cywat Hap bes-
BofHEM MgSQ,, KOHUEHTPUPYIOT MPU MOHWXEHHOM
ASBNeHNY, 3aTeM OHUWEAKT G NOMOLLBH XNAKOCTHOR
xpomaTorpadonM cpefHero AaBneHns, WUcnonb3ya
rpaguedt CH.Cl., satem 05995 metanon/CH:Cls,
satem 199 meTaHon/CH:Cl; [MonyuarT 35Mr yka-
3aHHOrO B 3arMaByKU coefuHeHWa B BUfe BeclseTHOR
neHel B3OHX Rr = 16,8wmmH, TCX R; = 0,32, 397
MeTaHon/CHoCly, f'HI-AMP (CDCl3) cooTeeTCTBYET
CTPYKTYPE

MNpuMep 75

A Coeaunenue XX fA = TpeT-ByToKcukapboHun,
D' = usonponun, A = Hf Pacteop coeguHeHns XX /A
= TpeT-6GyTokcmkapbonnn/ (1,67mmonaA) B sTaHone
{(10mm) nogeepraor 00paboTke WM3CNPONWUNAMUHOM
{(10mm) Pacrteop HarpesaT go 85°C B TeveHve 72
yacoe PacTeop UNETPYIOT 3aTe€M KOHLEHTPUPYIOT
npyW NOHWXEHHOM AAaBNeHWW o nony-eHus 0,56r yka-
38HHOTQ B 3aArMaBUKN COELMHEHWS, KOTOPQE WCMOMb-
sytoT Bes nocnegylowend OUUCTKH I"HI-AMP {CDCl3)
COOTBETCTBYET CTRYKTYPE

B CoeguHeHue 75 K pacTeopy coefiluHeHU], no-
ny4YeHHoro B npumep 754 {(0,2r, 0,65mmonsa) 8 CH,Cl;
{10mn) fobaBnsalT HacHLWeHHHA pacTeop Bukapbo-
HaTa HaTpua (3mn), ¢ nocrneayrowwM aobasneHneM
Teepgorc OwkapbonaTta Hatpwa (0,11r, 1,31mmons),
satem  p-dTopbeHsoncynedoHunxnopuaa (0,25r,
1,28MmMoNA) Cmechk NepeMellUBaoT B TEUEHUE HOUM
NpyW KOMHATHOW Temneparype OpraHydeckyld YacTb
akcTparnpyeT 100Mn CH2Cls, cywat Hag BessogHbIM
MgS0Oy, KOHUEHTPURYIOT NPW NOHUAEHHOM SABNEHUMN,
38TeM OUYWLLEIT C NOMOLWBK Xpomarorpadnu, cpeg-
Hero AaBneHWa Ha CHKKarene, UCNoNbL3ys CUCTEMY C
rpagueHtom CH>Cl;, 3aTtem 199 metaHon/CH:Cls
Monyuator 200Mr ykasaHHOro B 3arMasuk coeguHe-
HUA B BuAe BecuyseTHOW neHbl TCX Ry = 0;122, 397
meTanon/CH-Cl,, BGXX Ky = 16,48mnH 7/ H/I-AMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 76

A CoeguHeHue XXI fA = TpeT-ByTokcuKapGoHun,
D' = mopdonutun, A = H! K pacrteopy coeguHeHus
XX A = Boc/ B ataHone gobaendanT 3 MONApHbIX
skeuBaneHTa N-aMuHoMopdonuHa CMmeck Harpesa-
KT MpU KWNAYeHWU ¢ OBpaTHBIM XOMOAUNBHUKOM B
TeyeHHe 12 uacos, OXNaMAaKT, U CMEeCk KOHLEHTPU-
pPYIT B Bakyyme OCTaTOK OYMLLAIT G NOMOLLBH Npe-
napaTMBHOW XpomaTorpadgun ¢ obpaweHHon dazon,
WCNONb3YHA NWHEWHBIA rpagvenHT oT 5% go 100% aye-
ToHUTPUN/H:O B KadYecTBe 3MEeHTa, AC MNonyueHWs
YK23aHHOrO B 3arnaeii coeguHeHun

B CoepgwHeHue 76 B coOTBETCTEMM cO cnoco-
Bom npumepa 81, pacTeop coeAMHESHUA, NOMyYeHHO-
ro B npumepe 76A, B CH-Clo nogeeprator B3anmo-
AedcTeuio ¢ 4-pbTopbensoncynsdoHUNXNOpUAOM B
npucytTcTBMK Boge M NaHCO; lMocne paszbasneHwns
aononHuteneHor nopuweid CH:Cl; u sBogHoi obpa-
BoTKM MOMydeHHBIA nNpoaykr cywat Hag MgSO,
MUNBTPYIOT 1 KOHUEHTPWUPYIOT B BakyyMme 3arem oc-
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TaTOK OYULLAICT € NOMOLLLI XpoMmaTorpacbun Ha cu-
nvkarerne, WCronbsys COCTBETCTBYIOWYIO CHCTEMy
pacTBopMTEeneh, A0 NONYYeHWA YKasaHHOTo B 3arna-
BAW NpoflyKTa

Mpumep 77
A CoepunHeHue XXl 1A = TpeT -
Oyrokcukapbonnn, D' = 4-/N N-gumeTvnamuHo/-

GeHamn, A' = H/, K pactBopy coegunHeHna XX /A =
Boc/ B aTaHone AoBaBnAoT 3 MONAPHEX AKBUBANEH-
Ta 4-amuHoMeTun-N,N-gumeTun/anunuHa, Cmeck
HarPEeBaKT NPY KUNSYEHUW ¢ OGPaTHEIM XONORWNEHH-
KoM B TeuveHue 12 yacos, oXnaskgaloT W GMEeCh KoH-
LEHTPURYIOT B BakyyMe QCTaTok o4nwaT ¢ NoMo-
Weo xpoMaTorpacd Ha CUNWKarene, MCNonbays
COOTBETCTEYIOLWYIO CUCTEMY PACTBOPUTENA B KAadecT-
BE SMKEHTA, A0 MOMYy4eHUs YKA3AHHOMO B HA3BaHWM
npogykTa

B CoegwHerwne 77 B COOTBETCTEBMWM €O Croce-
6oM npumMepa 81, pacTsop coeAuHEHUA, NOMyYEeHHO-
roc B npuMmepe 77A, B CHi.Cl: nopgeepratoT B3anmo-
fedcteuio ¢ 4-pTopbeHsoncyrneoHMmaopUioM B
npvcyTcTeuKn oAbl M NaHCO; [Mocrne pasbaeneHus
aononHurensHon neopuwed CH-Cl: w BopgHo#R obpa-
DOTKM nonNyyYeHHsId nNpogykr cywar Hag MgSQO,,
GUNBETHYICT U KOHUEHTPUPYIOT B Bakyyme 3aTeM oc-
TaTOK OUWLLAKT ¢ MNOMOWEI XpoMaTorpacdui Ha cH-
fWKarene, WCMoNb3ys COOTBETCTBYIOLYIC GHCTEMY
pacTBopWTENSH, OO NOMYyYeHWA YKasaHHOro B 3arna-
BWW NPOAYKTA

MNpumep 78

& CoepguHenune XX /A = TpeT-ByToKCUKapGOoHWMN,
D'= yuknonexTun, A' = H/

K pactsopy coeguHeHna XX /A = Boc/ B aTanone
AoCaBnaT 10 MONAPHBIX 2KBUBANEHTOE LUWKNOMNEeH-
TUNamMuHa CMECE HArpeBaoT MPU KMNAUYEHWW ¢ ob-
paTHBIM XOMOAUMNBHUKOM B TeueHWe 12 uaces, M
GMeck KOHLUEHTPUPYKT B Bakyyme QCTaToK WCNOMb-
3ytoT 6e3 nocnepyowen o4YNCTEN

B CoegwHerwe 78 B coOTBETCTEBMWM €O Crnoce-
Gom npumepa 81, pacTBOpP CoEOWHEHWA, NOMYYEeHHO-
roc B npuMmepe 78A, B CH.Cl: nopgeepratoT B3anmo-
fedcteuio ¢ 4-pTopbeHsoncyrneoHMmaopUioM B
npvcyTcTeuKn oAbl M NaHCO; [Mocrne pasbaeneHus
JononHurensHod nopyweid CH.Cl: n BoaHo# obpa-
DOTKM nonNyyYeHHsId nNpogykr cywar Hag MgSQO,,
GUNBETHYICT U KOHUEHTPUPYIOT B Bakyyme 3aTeM oc-
TaTOK OUWLLAKT ¢ MNOMOWEI XpoMaTorpacdui Ha cH-
nuKarene, WCMNOMB3ys COOTBETCTBYIOLYIC GCHUCTEMY
pacTBopuTENSi A0 NOMYYSHWA YKE3aHHOro B 3arma-
BWW NPOAYKTA

MNpumep 79

A CoefinHeHue XXI /A = TpeT-ByToKCUKAapBOHUN,
D' = 2/4-nupugunfstun A' = H/ K pacTeopy coegn-
HeHwa XX /A = Boc/ B sTaHane goBaenawT 3 Monsp-
HblX 3KBUBENEHTa 4-aMMHOITWINHMRHAWHE Cwmeck
HarpeBarT NPV KMNAYEHUN ¢ OOPaTHEIM XONOAWIBHN-
KOM B TeueHue 12 yacos, OXMaxjakT W CMeCk KOH-
LeHTPUPYIOT B BakyyMe OCTaToOK O4YMLAKT ¢ NOMO-
Wb NpenapaTueHol xpomaTtorpadomu ¢ obpaweHHok
¢a30d, Mcnonb3yA NWHeRHLIW rpagweHT of 5% fo
100% ayetoHwTpUN/H-O B kauvecTee anweHTa, 4O
NONyYeHWs YKa3aHHOMO B 3arMaBuu NPoayKTa

B CoepgureHue 79 Mo cnocoby npuMepa 81
pacTeop coefUHEHWs, NONY4eHHOro B Npumepe 794,
B CH:Cl: noaeepraior B3auMogeiicTemio ¢ 4-
GhTOPOEH3CNCYNEMOHMNXMOPVAOM B MPUCYTCTBUN
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pogbl M NaHCO: Mocne pasfaeneHns gononHu-
TensHeiM konwuuecTeom CH2Cl: v obpaboTkn Bofou
NOMNyYEeHHBIA NPOAYKT CYWAT Haf CYNehaToM MarHua,
PUNETPYIOT W KOHLUEHTPUPYIOT B BakyyMme 3aTeM oc-
TaTOK OUULLLAKT XpoMaTorpachHeckn Ha CUNuKarene,
UCNOMNbL3yA COCTBETCTBYIOWYIO CUCTEMY PacTBOpHTE-
nen, 4o NONyYeHus YKasaHHOIO B 3arMasvuy NPoayk-
T8

MpuMep 80

A 4-yuaHoTtetparnapo-4H-nupar B cooteeTcT-
Bk co cnocobom Yoneda, R "Cyanophosphate Sdo-
heKTMBHEIE NPOMEXYTOYHBIE COSAMHEHWS ANA npe-
BpaLLEHNA KAPDOHWNBHBIX COEAVHEHVA B HUTRWNE',
Tetrahedron Lett, 30, 2681 (1989), pacTsop TeTpa-
rugpo-4H/nupaHoHa (9,91, 97,8MmMonsa) B cyxom Tl
{50Mn) nogBepraldT B3aUMOJEWCTEMIO C LWUAHWAOM
nwtuA (9,71, 294MmonsA) n gnatunyuwaHogoctoHaToM
(24r, 146mmona) Cueck NepemellvBaloT B TEMEHWe
24 4acoe NpW KOMHATHOW TemnepaType Pearkywo
racar fobasnenden 100Mn H2O [MpoayKT akcTparu-
pytoT 1,50 guaTvnoeoro acpupa, cywar Hag Sessop-
HelM MgS0, 1 3aTeM KOHUSHTPHPYIOT NPW NMOHUMEH-
HOM gaBneHwn OcTaTtok pacTBOpAKT B cyxom TIE
(30mn) w TpeThDyTMNOBOM cnupTe (7,251, 97,8mmongd)
3TOT pacTROp MeaneHHo AobaenAeT K 75Mn 1M pac-
TBopa Sml; CMeck nepemellMBakcT B TeusHue 15
YacoB MPM KOMHaTHOW Temnepatype Pearuuto racar
aobapnernem 100 wmn HaceIWEHHOrO BOZHOrO pac-
Teopa NH4Cl QOCpasyowyoca cMeck IKCTRATUPYIOT
AVSTUNOBHM BPUPOM W OpraHudYecKkue CNOW CYILAT
Hag BezsogHeiM MgS0s U KOHUSHTPUPYIOT NpU no-
HIXEHHOM AasneHnd OUUCTKA C NOMOLLEK XPOMATO-
rpadoMu Ha cunukarene AacT yrasaHHBA B 3arnasvu
npoaykr

B 4-faMmuHomeTuniTeTparuapo-4H-nupad

K pactBopy coeguHeHua npumMepa 80A (10r
8+9 9vMonA)] B abCconTWpPOBaAHHOM — 3TaHone
{200mn) gobaensror Hukene Penea (2,0r, 50% cyc-
neHsus B Boge) Cwmecb NepemMewuvuBaloT B TeueHwe
24 4acoB NPV KOMHATHOW TemnepaType npw AsBne-
HWW BoAopoaa 2,8Kr!cnn2 PacTeop ¢oMNbLTPYIOT Yepes
LennT, U pacTBOp KOHUEHTPUPYIOT NPW NOHWMEHHOM
AasneHnn OcTaTok nomewalT B abup (2m) w npo-
MBIBAIOT pacconom, cywar Hag GessogHeim MgSO.,
38T€M KOHUEHTRPUPYIOT MPY NOHWMEHHOM JaBMNEeHWK
A0 NCMyYeHWA YKasaHHOTO B 3aMMABUN COEAMHEH NS

M3,2R/-N-11-BeH3un-3-/N-14-

faMuHomeTun/TeTparngpo-4H-nnpanf/-2-
rugpokcunponun/-TpeT -ByTorcvkapBoHunamnH

K pacteopy coeguHeHna npumepa S0B (5r,
48 5MmMonA) B abBconTUPOBAHHOM aTaHone (20mm)
AobaenawT coefitHeHwe XX /A = Boo! (2,951,
9,7Mmons) CMeck NepemMellnBaloT B TedYeHwe 24
YacoB MPW KOMHATHOW TemnepaTtype PacTBop KoH-
UEHTRURYIOT MpPY NOHWMEHHOM [OABMEHWM, W CbipOH
NPOAYET CYALLANOT HA XPOMATOTPAMMNYSCKOW KOMOHKE
A0 NCMyYeHWA YKasaHHOTO B 3aMMABUN COEAMHEH NS

D CoegvHeHrne XXII /A = Boc, D' =/4-
TeTparngpo-4H-nupanun/merin A' = H/ K pacteopy
coeguHeHna XX /A = Boc/ B aTaHone pobaenAwT 3
MOMARHLIX 3KBMBANEHTA COEZMHEH WA, NONYYEHHOIO B
npumMepe 80C Cmeck HarpesaloT NpW KEMNAYEHWW ©
obpaTHBIM XONOAUNEHUKOM B TedeHWe 12 yacoe, ox-
NaX4alT U CMECk KCHUEHTPUPYICT B BakyyMe QcTa-
TOK OYWLLAKIT C NOMOLUBIO NPENapaTUBHON XPOMaTO-
rpacpumn ¢ obpaleHHOn has3oKu, HCNoNb3YHA NMHEWHBIR
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rpagneHT oT 5% po 100% ayetoHuTpun/H.O B Kave-
CTBE 3MIEHTE J0 NOMNYYEHNA YKa3aHHOIo B 3arnasun
coeuHeHus

K pacTeopy coeauHeHua XX /A = Boc/ B sTaHone
fobaensor 3 MoOnApHBIX  3kBMBaneHta  N-
amuHoMmopconvHa CMeck HarpeBaloT Npu Kunadve-
HWK C ODpaTHbIM XONOAWIBHWKOM B TeveHvne 12 ua-
COB, OXIAMKJAOT U CMECH KOHUEHTRARYIOT B BaKYYME
QCcTaToK OUWILAKT C NOMOLLBLI NpeNapaTUBHOA Xpo-
MaTorpacgpur ¢ obpawerHHold ¢asoi, Ucnonesya nu-
HeWHBIA rpagueHT oT 5% go 100% ayetoHuTpun/H-0
B KEYECTBE JMNKEHTa, AC NOMYyYSHWA YKa3aHHOMO B
3aINABUN COEgUHEHNA

E CoepnHeHue 80 B cooTBeTCTBMW CO cnoco-
6oM npumepa 81, pacTeop coegUHEHUs], NOMyUEHHO-
ro B npuMepe 80D, e CH,Cl; nogeeprakT B3anmMo-
dedctenie ¢ 4-gTopbeHsoncyrneoHnmaopugom B
npUCyTCTBMKM Boaw M NaHCQ: lMocne pasbaeneHwd
AononHutensHol nopuwed CH.Cl: wm BoaHoR obpa-
B0OTKW nNoNyJYeHHsId NPOAYKT cywaT Hag MgSOy,
GUNETRYIOT U KOHLEHTRPURYIOT B Bakyyme 3aTeM oc-
TaTok OUULWAKT C NOMOWLI XpoMaTarpadum Ha ou-
nwkarene 4o NOMyveHWs ykasanHOro B 3arnaBui co-
elNHEHNS

MNpumep 81
B CoefWHeHune XX 1A = TpeT -
6ytokcukapbonun D' = w3cBymvn, E = 34-

awaopdeHun/ Pactsop 316Mr coeguHeHusA, nony-
YEHHOIO B npumepe 39A, B cmecn 41
CH:Cla/HacuiweHHBIA BogHbiR pacTBop NaHCO; no-
cnefosatentHo nopseprawtT obpaboTke npu KoMm-
HaTHoW TemnepaType B aTMmoctepe azoTa, 276Mr
3,4-anxnopbensancynbgoHvnxnopuaa U 9SMr 6u-
kapboHaTa Hatpwd CMecb NepeMelLnBalT B Teue-
HWe 14 uacos, pasBaenawt CHiCl;, NnpoMbBIBAOT Ha-
ChiljeHHBIM pacTBopom MaCl, saTem cywaT Hafg
MgSQCa, hUNETPYIOT U KOHUEHTPUPYIOT B BaKyyMe
OcTaTok oYMLLEAKT © NOMOLWEID XpomaTorpadin H13-
KOO [@BreHWd Ha cunukarene, ucnonesys 5% gu-
atuneebld 2dnp/CHLCle B KavecTse anweHTa 4O No-
nydeHus 490mr npogykta TCX Ry = 028, 5%
,qHSTHl‘IOBbIIﬁ acpup B CH:Cl; BIHX Ry = 18,92mMuH
FH-AMP (CDCIs) cooTBeTCTBYET CTPYKTYPE

B CoeguHenne XXl /A = H, D' = usobytun, E =
3.4-auxnopdpenun, rugpoxnopvgHaa cone/ PacTtsop
467Mr coeiMHEHUA, NONYYeHHOro B Npumepe 81A, B
sTUNauyeTate nogeeprawT obpabotke npw -20°C ra-
3oobpasHeiM HClI HCI npoBynekusaloT 4epes cMmeck
B TeyeHwe 20 MWHYT, BpeMs, B TEYEHWE KOTOPOro
TeMnepaType NO3BOMNAKT NOAHATECA 4o 20°C 3atem
yepes cMeck NPCBYNLKMBAKT A30T B TeueHue 15 Mu-
HYT, U YAaNsKCT pacTBopUTeNb B BakyyMe A0 Nonyde-
HYa 412mMr npogykTa B BURe Benoro Teepgoro eele-
CTB@, KOTopoe Wcnonk3yloT 6Ge3 nocnegyoweil
OUWCTKH

C Coepgurerue 81 PactBop S1Mr coeguHeHws,
nonydyeHHoro B npumepe 3818, B CH-Cl, nocnenosa-
TenbHO NofeepraloT obpaboTke NpW KOMHATHOR TeMm-
nepatype B aTmMocdepe azora 25Mr annunxnopdgpop-
mata W S52mr N N-gwmsonponunatunamuHa Cweck
nepeMewwvBaloT B TeyeHne 4 yacoB W 3aTeM KCHLUEH-
TPUPYIOT B Bakyyme OCTaTok NOMELLaT B 3TMNaLe-
Tat U npomeealeT 0,5H HC| v HackIWEHHEM pacTBO-
poM NaCl, satem cywart Hag MgSO,, duneTpyloT K
KOHLUEHTPWPYIOT B Bakyyme Ao nonyysHua 89mr yra-
3aHHOIO B 3aMaBhW NPOAYKTA B Bhge Denoro Teep-



87

goro eewectea TCX Ry = 0,53, 5% Austvnoeoiid
acpup B CH,Ch BAX Ry = 17,.95mun, /'H/-SMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpuMep 82

A 13-Mupuaun/-meTnn-4-HuTpodeHun-kapboHaT
K pactsopy 3,851 6uc-/HutpodenHnnfkapboHata B
25mn CH2Clz npw 0°C nocnegosareneHo gobasnawT
0,97mMn J-NupugunkapbrHona W 13m0 4-
meTunmopcduHa [locne nepemeliVBaHNA MNpd KOM-
HaTHOW TemMnepaType B TeueHWe 24 4acoB NONydYeH-
Hyto cvece pasbasnsaor 100mn CH:Clz, npoMbliearaT
HacHIWEeHHEIM pacTeopom DukapboHara HaTpus, BO-
AOH W pacconom, CylwaT Hag CynedaToM MarHus,
PUNETPYIOT U KOHUEHTPMPYIOT B Bakyyme OCTaToK
oUMWAKT PUNETPOBAHWEM 4Yepes MPeCCOBaHHLIA
cunukarens, ucnonssya 0-40% EtOAc/CH.Cl: B ka-
yecTee aneHTa, Jo nonyyeHus 1,68r ykasaHHoro B
samaeun  npogykta  TCX Ry = 019, 50%

EtOAcirekcaH
B CoefuHeHne XX 1A = TperT -
BytokcukapboHun, D' = wuscbytun, E = 3,4-

BeHsocbypazan/ K pacTeopy 498 6Mr coeguHeHms,
nonyd4eHHero s npumepe 39A, B 10mn CH-Cl2 nocne-
AoBaTENbHO A0BaBNAKT 2MI HACHLWEHHOIO PacTBO-
pa 6GurkapboHaTa HaTpUA, Heboneloe KOMNWYECTBO
Teepgorc BukapboHaTa HaTpusa v 518, 4Mr coegure-
HWA, nonydeHHoro B npumepe 64D [Mocne nepewe-
LWUMBEHWA NPW KOMHETHOW TeMnepaType B TedeHue 3
4YacoB NONYYMEHHYD cveck pastasnatoTt 60Mmn CHLCls,
NPOMbIBAKST HACHIWEHHBIM pacTBOpPOM BukapBoHaTa
HaTPUS W PAcCOMOoM, GYWAT Hag CynbhaToM MarHus,
PUNBTPYIOT U KOHUEHTPWPYIOT B Bakyyme OcTaTok
QUULLAIDT G NOMOLLbI0 XpoMaTorpacum Ha cunukare-
ne, venonesya 5% gustnoeuld adup/rekcad B kade-
CcTBe BNKeHTa, 1o nonydenua 300mr Benoro Teepao-
ro gewectea, TCX R;= 0,80, 50% EtOAc/rekcaH

C CoegwHenne XXl /& = H, D' = usobytun, E =
3,4-6en3odypasan, rngpoxnopugran cone/ Pacteop
60,3Mr coeguHeHWA, NONyYeHHOro B Npumepe 828, B
3mn EtOAcy npw -20°C nogeepratot obpaboTtre Des-
BOAHLIM razcobpasHeim HCl B TeueHwe 5 MUHYT
YaansawT BaHw co NbAOM, U NOCGNe [ONOMHUTENBHBIX
10 MWHYT peakyWMoHHYK cMmeck nogeeprawT bapbo-
TWPOBaHWID A30TOM, & 38TeM KOHLUEHTPHUPYIOT B Ba-
Kyyme, u nonydarmoweeca Genoe TBepgoe BELECTBO
vcnonksyT Bes nocneyioled CUUCTEM Ana nocne-
AyoLLeld peakyuu

D CoegwHerne 82 K pacTBopy coeguHeHus,
nony4YeHHoro B npumepe 82C (nonHeIA BeIXOA), B 2MN
CH-Cl2z, nocnegosateneHe gobapnaot 45wvkn gvu-
30NPONUNSTUNAMKUHA W 35 TMr coefiMHeHHA, nony-
yYeHHoro B npuMepe 82A CMeck nepemellnBaloT B
TeyeHHWe 24 4acoB W 3aTeM KOHUEHTPUPYIOT B BaKyy-
me CcTaToK OYMWAT © NOMOLLbLI0 NpenapaTUBHOR
TOHKOCNOWMHOW Xpomartorpadiny, wenonbaya 60%
apnp/CH-Cl: B KauecTee 3MOEHTa C NoCnegytowen
OUYUCTEOR € NOMOLWLID NpenapaTueHon BIMX ¢ 06-
paweHHoi daszoid Ciz, UCNONB3Ya NUHERHLIA rpagu-
eHT ot 40% a0 100% CH:CN/H-0O u 0,1% TFA B Ka-
yecTse  IMIOEHTa MonyueHHyle TFA  cone
COEOWHEHWA, YKA3BHHOIO B 3arNaBuy, MNPOMBIBAKT
HaCHILEHHBM pacTBopoM BukapBoHaTa HaTpua A0
nonyyeHWn 6 5SMr yKasaHHOMo B 3arnasuW coefguHe-
HUa TCX R;= 0,15, 20% EtOAc/CHJ.Cl;, BIXX Ry
= 13,52muH /'H/-FAMP (CDCls) cooTBETCTBYET CTPYK-

TYPRE
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Mpumep 83

A CoeguHeHwe XA /A = TpeT-
ByTokcueapboHun, D' = waobytun, E = 4-ayetamupo-
3-xnopdenun/ PacTeop 339Mr coefiMHeHWU[, Mony-
YyeHHoro B npunvepe 39A, B 4 1 CH:Cly, HacHLWeHHHRA
BoAHBIA pactBop NaHCO: nocneposaTenbHo nog-
BepratoT oDpaCoTke NpWM KOMHATHOW TemnepaType B
aTmocdepe az0Ta, 324mr 4d-ageTamngo-3-
xnopbeHsoncynedondnxnopuaaun 102ur BukapboHa-
Ta Hatpwal CmMeck NepeMellnsalT B TedeHve 14
yacos, pasbasnawT CH.Cl;, npombiBaloT HackIweH-
HelM pacTeopoM NaCl, satem cywar Hag MgSOQ.,
BUNETRYICT W KOHUEHTRPYRYIOT B Bakyyme QOcTarok
OUUILAKT G MOMOLLEIO XpoMaTorpadi HW3KOro AaB-
MeHUa Ha cunvkarene, wenoneays 20% gusTUNOoBHRA
acpvp B CH:Cl: B Ka4ecTBe aneHTa, JO NOMy-YeHus
498mr npopykra, TCX R = 0,27 /20% gvaTunosoid
apup B CH.Clf BEKX Rr = 18,20mMuu, /'HI-AMP
{CDCI:) cOOTBETCTBYET CTPYKTYPE

B CoennHenne XXl /A = H, D' = usobyrun, E =
4-ayeTamnao-3-xnopeHun, rMapoxnopriHas conk/
PacTteop 474Mr coegMHEeHUA, NONYYEHHOTO B NPUMe-
pe 83A, B atunaueTtate nogeepratcT obpaboTke npw -
20°C rasoobpazieim HCI HCI npobynekmeatoT uepes
CMech B TeueHue 20 MUHYT, BPems, B TeUeHWe KOoTo-
poro Mo3BONAKT TeMmnepaType nogHATecA go 20°C
Barem 4Yepes cMechb NpobynEKMBAIOT 230T B TeYeHwe
15 MWHYT W pacTBOpWTENbL YAanNAKT B BaKyyMme Ao
nonyyexuna 421mr npogykra B Buge Denoro TBepaoro
BeLLecTBa, KOTOPOE WUCNONb3yT Bes nochegyrollen
OUUCTKM

C CoepureHue 83 Pacteop 92Mr coegWHeHWs,
nony4erHoro B npumepe 83B, B CH.Cl: nocnegosa-
TeneHo nogeepraroT obpaboTke NpY KOMHATHOW TEM-
nepaTtype B atMocdepe asota, 24Mr annunxnop-
dopmata W 52umr N N-fudzonponunaTUnamMuHa
CMeck nepeMellMBAOT B TeYeHHWE 4 4acoB W 3aTeMm
KOHLUEHTPWPYIOT B Bakyyme OcTaTok NoMeLWaloT B
atnnayeTaT u npombliearT 0,54 HCI n HaceWweHHBIM
pacTtBopom MaCl, satem cywat Hag MgSO,, bwneT-
PYOT W KOHUEHTPWPYIOT B BaKyyMe A0 MoMydeHus
106Mr yKkasaHHOrO B 3armaBlK NPORyKTa B Buge Be-
noro Teepgoro sewectea TCX R; = 0,38 /20% gw-
atunoesld abup 8 CHCl BEMX Ri = 15,28muH
/H-AMP {CDCl3) COOTBETCTBYET CTRYKTYPE

MNpumep 84

Coepurenne XXl fA = TpeT-ByToKCUKapGoHWMN,
D' = uzobytun, E-3,4-puxnopdenun! K pacTeopy
coefgWHeHUA, nonydeHHora s npumepe 51D (220mr,
061mmonga), B CHCl: (10mn) pgeobasnawTt 3,4-
AUXNopBeH30NCcyNbOOHUN xnopua (300mr,
1,22MmMonA) © nocnefyoluM aobaeneHUeM HACHI-
WeHHoro pacTeopa SukapboHara HaTpus (3wmn) W c
nocnegyowum gobaesnervem 0,1r Teepgoro Gukap-
OoHaTa HaTpus CMech NEpemMevnBaroT NPy KOMHET-
HOW Temneparype B TeueHwe Houn PactBop paszCas-
natoT 100Mn CH:Clz, opraHUueckyto YacTs OTAENAT,
cywat Hajg BessogHeiM MgSQ4, W OpraHUHecKyr
YacTb KQHLUEHTPUPYRT MPU NOHWXSHHOM AaBNEHUW
Ao nonyyennsa 0,171 colporo npogykra Chipoid npo-
OYKT CYWLLEKT C MNOMOLWbBK XWIKOCTHOW XPOMETO-
rpacpu cpefHero aaeneHWq, ucnonesyq CH-Cl: ©
nocnegyruweli obpaborkod cmecste 0,5 99,5 mera-
Hon/CH:Cl;, a s3atem pacteopom 1989 mera-
Hon/CH:Cl; B ka4ecTBe cUCTEMB pacTBOpUTENESA ao
nonyyerna 103Mr yKasaHHOro 8 3arnasuW coeguHe-
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HWA B Buge Benoro Teepgoro eewectea TCX Ry =
O 56 /3 87 metanon/CHCl/ BIXX Rr = 19,78mMwH
fH-AMP {CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpuMep 85

A [3-TeTparugpodypun/-MeTun-4-HUTpodeHun
kapborar K pacteopy 1,21r napaHuTpodeHnnxnop-
topmata B 20mn CH:Cl: npw 0°C pobaenart no-
cnegoBaTeneHo 0,311 TeTparmgpo-3-hypadmeTaHona
W 0,66Mn 4-metunmopdronuHa [lepeMelldBaloT B
TeyeHHe 2 YacoB U GMEeCk KOHLUEHTPUPYIOT B BaKyyMme
OcTaTok OYMWAKT 33 GYET QHUMNLTPOBAHWA Yepes
nenewky CHIMUKArens, Venoneays 0-50%
EtOAC/CH.Cl: B ravecTBe 2n10eHTa 40 NONy4YeHWA
1,171 yKa3aHHOrc B 3arNaBUWK coeflMHeHWA B BuAe
BregHo-xerroro Teepgoro npogykra TCX Ry= 0,20,
50% EtCAc/rekcaH

B CoeguHeHne 85 K pacteopy 70mr cosgunHe-
HWA, Nony4YyeHHoro 8 npumepe 318, 8 1vmn TP go-
BaenAwT nocnepoBaTenkHo S6MKN AMW3ONpoNUna-
TUNaMUHE W pacteop  46,6Mr  coeqMHEHMUSA,
nony4yeHHoro B npumepe 854 B 1mn TM® lMonyuen-
HYI0 CMEChb MEpeMellnBalT B TedeHwe 24 vacos, a
38TeM KOHLUEHTPWRYHOT B Bakyyme OcTaTok pasbas-
naeT 60mn CH-Cl, npoMbiBaror 5% SwrapbonaTom
HaTPUS N PACCCMOM, CYWaT Haf CyNbAaTOM MarHua,
PUNBTPYIOT W KOHUEHTPUPYKT B BaKyyMe FO nonyde-
HUA 120Mr HeouyuweHHoro npogykta OcTaTok Q4yu-
wawT ¢ NoMoWbl MNpenapaTWBHOW TOHKQCNOWHOW
xpomatorpadpmm, wcnoneaya 20% EtOAC/CH-Cl: B
KauecTBe 3MNKeHTa [0 NonyyeHua 82Mr yrKasaHHOro B
zarmaeun coeguHeHva TCX R = 0, 4 20%
EtOAC/CH.Cl; B3XX Rt = 17,08muH T'H-AMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

Mpumep 86

CoeauHeHe 86 PacTeop 42Mr coeJUHEHUA, NO-
nyueHHoro B npumMepe 40A, B CH:Cl; cbpabaTthiearoT
nocredoBaTeneHo MNPWM KOMHATHOW TeMnepaTtype B
atMocdepe asora, 41Mr npogykra npuvepa 52A un
46mr  N,N-gumzonponunatinamuia  MNonyJeHHyo
CMECH NepemMellnsaT B Teverne 14 vyacos, pasbab-
naT CH-Cly, npomeBaloT HackiWweHHet NaHCO; u
HacelWweHHeM NaCl, 3aTeM cywar Hag cynedaTtom
MarHua, QUNETPYIOT M KOHUEHTPURPYIOT B BaKyyme
OCTaToK OYMLLAKT € NOMOLLLK NPenapaTUBHOA TOH-
KOCMNOWHOW XpomaTtorpatnuy Ha cunkarene, UCnomnb-
3yA B KQUecTBe BNKEeHTa STUNAUETAT, A0 NonydyeHws
43mr npogykta TCX R; = 0,44 (20% stunayertata)
B3¥X Ry = 13,14mMuH fH;f AMP (CDCls) cooTeet-
CTBYST CTPYKTYpe

Mpumep 87

A Coepurerue XXII 1A = H, D' = nsobytun, E =
d-auetamMngo, 3-Topo/ PacTesop 25Mr coeJUHEHUS,
nony4yeHHoro B npumepe 54, B EtOAc (10mn) npw 0°C
obpabaTuipalor Ge3eofHBHIM rasoobpasHbiM  XNopw-
CTeIM BOACPOAOM B TeueHue 10 mMuHYT, ¥ ocTaBsnawT
BBICTEMBATBCA B TedYeHne 12 JacoB, Npu 3TOM pac-
TBOp HarpeeaeTca AO KOMHATHOR TemnepaTyph 3a-
TeM MONyYEHHYK CMEeCk KOHUEHTPUPYIOT B BaKyyme
A0 NoNy4eHWa coefMHeHWs B BUAEe Benoro Teepgora
nNpogykTa, KOTOPBIA nononb3yraT 6e3 nocneayolwed
OUNCTEW B NOCNIEOYIOLEN peakyim

B CoeauHeHue 87 Tllopyuo 8 0,045mmMoneid co-
eAUHEHUs, MOMyUSHHOTO B NpumMepe 874, nomewarT
B Smn CH:Cl: K stomy pacteopy goBaenawt 40mkn
AUM3ONPONUNITUNAMUHA W BMKN annunxnopdopma-
Ta npw 0°C, »w NONyJYeHHy cMecs NepeMeLLnBaKT B
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TeyeHwe 12 yacoB, MEAMNEHHO HarpeBas AC KOMHaT-
HOW TemnepaTtypbl [NonyyeHHyo cMmecek pasbasndAwT
CH3Cl;, NpOMEBIBAKT HACKILEHHBIM PAaccOnNoM, CyllaT
HaJ 6e3BOfHEIM CyNbMATOM MarHUa U HUNETPYIOT
Mocne KOHUEHTPUPOBAHUA B BAKYyMe OCTATOK OWU-
WAT ¢ NoMolblo npenapatvBHol BEMX ¢ obpa-
WeHHOW dazon Ciz, MCNONL3YA NMUHERHBIA rpaguenHT
oT 35% pgo 100% CH:CN/H-0 ¢ 0,1% TFA B kavecT-
Be 3MKeHTa, 40 nonyyeHua 11, 8mr yKasaHHOro B 3a-
maeun coeguHeHua TCX Ry = 0,20, 5% Me-
OHICH:Cl; BEKX R; = 14,6mun, {'H-AMP (CDCly)
COQTBETCTBYEST CTRYKTYPE

Mpumep 83

CoepguHeHue 88 [Mopuyuie B 0,033mMMons coefn-
HeHWd, nonydYeHHoro B npumepe 87A, nomewarwTt B
Svn CH:Cl; K aToMy pacteopy pobaensioT 26mkn
TpHITUNaMUHAa M 12Mr coefWHEeHWsA, NONYYSHHOTO B
npumvepe 48A, w NepemewnsaoT B TeyeHue 12 ya-
coe [lonyueHHyo cmeck pasbaenator CH.Cl:, npo-
MBIBAKT HACHILIEHHEIM BOJHBIM PacTBOpOM Bukap-
B0oHaTa HaTpMsl M HAaCLIWEHHHM PacconoM, cywaT
Hag cynedgpaToMm MarHua u dunsTpyloT [ocne KoH-
LEHTPWPOBAHMA CMECH B BAKyyMe OCTATOK OYULLET
C NOMOLLBIO XPOMBTOrRaduk Ha TONCTOM Croe CHUIK-
karena, wcnoneaya 5% MeCH/CH:Cl; B kayecTse
aneHTa, ¢ nocnegyoweld npenapatveHoi BIXHX ¢
obpaweHHol dasol Cis, UCNONL3YA NWHERHBIA rpa-
AueHT ot 35% go 100% CH:CN/H-0 ¢ 0,1% TFA B
KayecTBe 2reHTa, Ao NonyYyeHwa 7.5Mr ykasanHoro
B 3arnaBliu coeuHeHua TCX Ry = 0,30, §% Me-
OHICH:Cl; BSX Rr= 13,38MuH, /' HI-AMP (CDCl2)
COOTBETCTBYET CTRYKTYPE

Mpumep 89

CoeguHerne 89 PacreBop 28Mr coeguHeHns, ne-
nyyeHHoro 8 npumepe 81B, 8 CH.Cl; oBpabaTtbigaoT
nocrnenoBaTensEHo Mpu KOMHAaTHOR TemnepaType B
atMoctepe asota, 8mr H-nponunxnopdopMara M
17Mr  N,N-guusonponvnatunamuba  MonydeHHyo
CMECH MepPeMEWNBaOT B TEYSeHWE 3 Yacos, a 3aTeM
KOHUEHTPWPYIOT B Bakyyme QCTarok NOMELAT B
aTunayeTaT, W npombisakT 0,54 HC| W HackIWeHHBIM
NaCl, satem cywaT Haa cynedaTtom mMarHws, ouneT-
pYOT W KOHUEHTPWPYIOT B BaKyyMe AO MNOnyYeHWA
31wMr yrasaHHoro B 3amasnK npoaykTa B e Geno-
ro Teepaoro npegykra TCX R = 0,35 /5% qmemno-
ebld acpup 8 CHLCly/ B3HOU Re = 18,12MuH, 1HI-
AMP (CDCl:) cooTBeTCTEYET CTPYKTYpE

Mpumep 80

Coepurenne 90 Pacteop 28mr coegnHEHNWS, No-
nyyeHHoro B npumepe 83B, B CH.Cl: obpabarbiBaror
nocrnenoBaTensEHo Mpu KOMHAaTHOR TemnepaType B
atMocchepe asoTa, /Mr H-nponunxnopdopmata W
15Mr  N,N-guusonponvnatunamuHa  MonydeHHyo
CMeChb NepPeMELUMBAIOT B TEYSHUE 3 Yacos, a 3aTeM
KOHUEHTPWPYIOT B Bakyyme QCTarok NOMELAT B
atnnayeTaT u npombliearT 0,54 HCI n HaceWweHHBIM
MaCl, saTtem cywaT Haj cynbdaToMm MarHua, ouneT-
PYOT W KOHUEHTPWPYIOT B BaKyyMe AO MOnyudeHus
30mMr yrasaHHoOro B 3amaBvK NpoaykTa B e Geno-
ro Teepgoro eewectsa TCX R = 0,47 f20% AUITH-
noebid apmp B CHCl/ BSXX Ry = 15 41MuH 'H-
HAMP (CDCl3) cooTBETCTBYET CTRPYKTYPE

Mpumep 91

A& 3-aueTammaobeHzocynbcpoHOBAR  KWCMIOTA
PacTteop 1,48r 3-amupobersoncynbdoHOBOW KWMCNO-
Tl B 11 cmecw TeTparngpodypan/Boga obpabatul-
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garoT npu 0°C 1,43r Burapbonara Hatpus Cnycta 5
MWHYT Npukaneieaot 1,30r yKCycHOro anrmgpvaa, W
pPeakLMOHHOA GMEecH AAKT HArpeTLCA A0 KOMHATHOM
TeMnepaTypbl B aTMocdepe a30Ta B TeueHue 14 ya-
coB PeakyroHHyo cmeck NponyckaT Yepes KOMoH-
Ky uoHoobwmeHHoA cMonkel Amberlyst 15, snwoupytor
BOAOW W KOHLUEHTPWUPRYWOT B BaKyyMme A0 NOMyqeHws
macna, koTopoe nocrne obpaboTik BeHzcnom u azeo-
TPOMHOrC ypaneHws BoAbl B Bakyyme nonyuaioT 1,8
YKa3aHHOro B 3arnasuW NpoaykTa B BHAe ﬁenoro KpU-
CTannMUYEcKoro  TBEPACIo  Npogykra I"HI-AMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

B 3-auetamupobeHaoncynedrOHOBOW KWCNOTHI,
HaTpueean cone CoefiMHEeHWe, NOMyueHHOe B Mpu-
vepe 91A, B Bope obpabarwieator npn 0°C 8,5mn 1H
rMapokcuaa Hatpua [MNonydeHHyl cMecs nepemMelln-
BEOT B TeYSHWUE 3 YacoB W KOHUESHTPUPYIOT B BaKyy-
Me A0 NONyYeHna Macna, koTopoe nocrie obpaboTku
BeH3onoM W a3eCTPOMHONC yaaneHws BOALI B BaKyy-
Me [aeT YKA3aHHLIA B 3arnasuy NPOAYKT B BUAE
TBEPAOrC NPOAYKTA XerTo-KOpU4dHEBOoro LBETA, KOTO-
PLIi MGNOMB3YIOT HENOCPEACTBEHHO B CreAylolen
peakyim

C 3-auetamungobensoncynedoHwmaiopnyg Co-
eauHeHue, nonyyeqHoe B npumepe 918, 8 CHCl:
obpabateieaoT npu 0°C 4 5r neHTaxnopuga docdo-
pa B aTMoccepe asota [lonyysHHylo cMeck nepe-
MewWwwBaloT B TeuyeHWe 14 uvacos, SKcTparvupykT
CH-Clz W KOHUEHTPVPYIOT B Bakyyme A0 NONy4YeHuWA
1,7T yrasaHHOIC B 3arNaByu NpoaykTa B BUAE Macna
KOPWYHEBOMC LBETa TCX Rr = 0,21 11 Tony-
on/anasTuncerlid acbup/ {'Hi-AMP (CDCIg) COCTBET-
CTBYST CTPYKTYpe

D Coeoegurerne XXl fA = Tpet, Dytokcukapbo-
Hun, D' = vaobytun, E = 3-ayetamugoderuwn/ Pac-
TBOop 280Mr coefjuHeHWA, NONyJYeHHOroc B nNpumepe
3¢A B cmecn 41 CH;Cly/HachIWEHHEIR BOFHLIA
NaHCO;, obpabaTuBaloT nocnefoBaTenbHe NPy
KOMHATHOW TEMNepaType B atmocdepe asota, 232mr
CoegWHEHWA, NoNyJYeHHoro & npumepe 91C, n 105mr
BukapboHaTa HaTpua [lonyyeHHyd cMechk nepeme-
wueakT B TedeHne 60 yacos, pasbaensait CHLCls,
NpOMBEIBAIOT HacHWeHHEM NaCl, 3aTem cywar Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme QCTaToK OYULAKT C MOMOLWbLK XPOMEATO-
rpacouu HU3KOTO AEBMNEeHWA Ha CUNWKarene, UCMOMb-
3ys B KadvecTee anweHTa 20% AUSTWNOBEIA 3dup B
CH.Cl; ao nonyveHns 156Mr ykaszaHHOro B 3armaequ
npogykta TCX Rr= 0,14 f20% AWSTUNOBLIA 3OKP B
CH:Clof BEKX 15,38mun ['HI-AMP (CDCls) coot-
BETCTBYET CTPYKTYPE

E CoeauHeHue XXl /A = H, D' = usobytun, E =
3-auyetamMugodpenun rugpoxnopual Pacteop 123mr
coeAUHeHWA, nonyveHHoro B npumepe 91D, B8 3Tun-
ayerare, obpabatuisarT npw -20°C razoobpasHeim
HCl HCI bapCotupyloT yYepes cvecs B TeyeHwe 20
MUHYT, U 33 3TO BpemMA TemnepaTypa CMECH MNoBh-
waetca go 20°C 3arem depes cMmeck NpOdyBaKT
A30T B TeueHue 15 MUHYT, pacTeopuTENL YAQNAIT B
Bakyyme Ao nonydeHwa 118wr ykasaHHoro B 3ama-
BWUW Npogykra B Buae Teepgoroe Genoro BewecTsa,
KOTOpOE WCNOMb3YKT HEeNOCPEeACTBEHHO B Nocne-
AYIOLWUX PeaKUMsX

F CoeguHenne 91 Pacteop 48Mr coeguHeHus,
nony4veHHoro B npumepe 91E, B CH:Cl; goGaenawoT
Npw KOMHATHOW Temneparype B armocdepe asora k
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pacTBopy 48Mr COEfQMHEHNSA, NONYYEHHOro B NpuMe-
pe 48A. n S4mr N N-gumzonponvnzTinamuHa B
CH:Cl2 TNonyueHHyo cMecs NepeMelliBaleT B Teue-
HWe 14 uacos, pasBaenawt CHiCl;, NnpoMbBIBAOT Ha-
ctilerHsiM NaHCO: n HacbkiwerHsliM NaCl, cywar
Haa cyrnbaToM Mardug, PUNETPYIOT U KOHUSHTRU-
pyroT B Bakyyme QOcratok obpabaTulBaleT ¢ NOMo-
WK TOHKOCNOWHOW XpomaTtorpadpun Ha cunukarene,
ucnonbsys S% CH3OH B CH:Cl: fo nonyyeHusa 42mr
npogykta TCX Ry = 032 5% CH:OH & CHClyf
BE&¥X Rr = 1327mun /'H/-SIMP (CDCl3) cooTeeT-
CTBYET CTRYKTYPE

Mpumep 92

CoepguHeHue 92 K pacteopy 63,5Mr coefiuHe-
HWE, MonydeHHoro B npuMepe 17B, guactepeouso-
Mepa B, B 1mn TI® pobaenswT nocnegoBaTenksHo
52MKn  AvMscnpoOnNWNSTUAaMWHE, W pacTeop 43,3Mmr
COoegWHEHWH, NOMYYEHHOro B npumepe 85A, 8 1Tmn
TI® lNonyyeHHyo cMeck NepeMelldBaleT B TeUeHue
24 yacoB, a 3aTem KOHUEHTPUPYHT B Bakyyme OcTa-
Tok pasbaensaT 80mn CH.Cls, npomueeatet 5% Bu-
KapboOHaTOM HaTpya W PacconoM, CyWaT Haj cynb-
dharoMm Marsue, $GUNETRYT W KOHUEHTPWUPYIOT B
Bakyyme 00 nonydeHwd 70,7mMr HeouuWeHHOro npe-
Aykta OCTaTOK OUWILEKT C NOMOWEK NpenapaTui-
Hoid BIHX c obpaweHHoi dasoi Ci; ucnoneays
NuHeAHebId rpagueHT ot 30% go 100% CHRCN/H-0 ¢
0,1% TFA B kauecTeBe 2nKeHTa, A0 MNOMYyYEeHWUA
43,9Mr ykazaHHoro B 3amaevK coeguHenna TOX Ri
= 0,29, 100% EtOAc B3MX Ry = 13,24MuH /'Hf-
AMP (CDCl:) cooTBeTCTEYET CTPYKTYpE

Mpumep 93

A N-ruapokcHeyRUMHUMnAUN-/R/-3-
rmapokcuTeTparngpodypui-kapboHaT  YkasaHHoe B
3arnNaBUy coefiMHeHUe NONYYaT No cnocoby npuMe-
pa A8A, nexona Lk} 81mr fRf-3-
rMapokcuTeTparMrngpodypaHa, fo nonyqeHus SBmr
ykasahHOro B 3armasii COSAMHEHNA 1 BiAe Benoro
TBEPJOro BewecTea /H-AMP (CDCls) cooTBeTCTBY-
€T CTpyKTYpe

B CeceauHenue 94 K pacTeopy 43Mr coefiuHe-
HWS, nonydeHHoro B npumvepe 354, B CHLCl; aobae-
NAKT NpU KOMHETHOW TemnepaType B aTMocdepe
asoTa 27Mr coegMHEeHWs, Nonyd4eHHoro B MNpyMepe
93A, v 39mr N,N-gumzonponunamuna [onyveHHyo
cMech nepemelinearT B TedeHne 14 yacoe, pasbag-
nsT CH:Cl;, npoMeiBakoT HackWeHHEIM NaHCO:;
HactkiweHHEIM NaCl, cywar Hag cynsdaToM MarHus,
DUMNETRYIOT M KOHUEHTPWPYIOT B Bakyyme OcTaTok
OYULLECT C NOMOLLEH NPENARATUMBHON TCHKOCIONHOW
xpomaTorpadpy B cUNUKarene, Mcnonkaya 2%
CH3;OH B CH.Cl; B kauecTBe 3M0eHTa, 40 NonyJYeHua
45Mr yKasaHHOro B 3armaenu nNpoaykra B Buge beno-
ro Teepgeoro sewectea TCX Ri = 0,52/5% CH3OH,
CHAClyY BX Ry = 14.94mun /'H-SIMP (CDCls)
COOTBETCTBYET CTRYKTYRE

MNpumep 84

CoepuHenune 94 Pacteop 47Mr coeguHeHus, no-
nydyerHoro B npumepe 40A, B CH1Cls obpabatoiBaoT
nocrnefgosartencHo, NPU KOMHATHOW TEeMnepaType B
aTMmocdbepe azoTa Z8Mr Npogykra, NOMyYeHHoro B
npumepe 93A, 1 39mr N N-auU3cNponMNaTUNaMUHA
MonydueHHylo cMeck NepeMelvBaksT B TedeHue 14
yacos, pasbasnawT CH:Cls, NpoMeIBalOT HackIWEH-
HeiM NaHCO; w HacoiweHHeim NaCl, cywat Hag
CyNbaToM MarHna, dVNsTPYIT M KOHLUEHTPHRYIOT B
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BaKkyyme OCTaTOK OHYUWEAIT XpoMaTorpadueckm,
wenonb3yd 5% metanon B CH.Cl: B kauecTBe antoeH-
T2 A0 nonydeHusa 40Mr yKa3aHHOrO B 3arnasUy npo-
AykTa B BUAe Benoro TeReproro sewectea TCX Ry =
0,38 (sTunauetar) BSHX Ry = 13,089muH {'HI-AMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

Mpumep 93

CoeguHeHue 95 K pactBopy  72.0mr
{0,189Mmoned) coeAMHEHUA, NOMYUYEHHOro B NpUMe-
pe 51D, 8 CH:Cl; (4mn) gobasnAkT BogHLIA pacTeOp
BukapboHara HaTpna (1mn), GwkapboHaT HaTpuA
{19, 1mr, 0,227mmons) " 57, 1mr 2,3-
avxnoprnodeHcynstonunxnopvga (0,227 mmons)
Cnycta 14 4acoB NONyJeHHyo cMeck pazbasnaieT
EtOAC, NpOMBIBAIOT HAGBILEHHEIM PACCONOoM, CylwaT
Hag cynbdoaToM MArHUs, PUNETPYIOT W KOHLUEHTPU-
pylT B Baryyme OCTaToK OYUWEAKT G MNOMOLLBHD
XROMATOIPadKM HU3KOTO AABNEHUA Ha KONOHKE C
cunukarenes, Mononeaya of 5%  go  12%
EtOAc/CH;Cl; B KauecTBe anweHTa, A0 NOMy4yeHUd
48 1Mr yKasaHHoro B sarnaenu npogykrta TCX Ry =
0,62, 25% EtQAC/CH:-Cl, B3IX¥X Rr = 17,3mun,
{"H-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

Mpumep 96

A {4-aleTamufof-cbenunMeTn-4-
HuTpocbeHunkapboHat K pacteopy 242.8mr p-
HuTpotdeHUNxNopdopMaTa B SMN ayeToHUTprNa Npy
0°C pobBaenswT nocnegoearencHo 165,2mr  4-
ayeramuwgoberzunosoro cnupta W 0,13mn 4-
meTunmopdonuHa [onyueHHyl0 CMeCh NepemMellu-
BAKT B TedeHWe 24 4YacoB WU KOHUEHTPUPYT B Ba-
kyyme Octatok nomewatt B CH:Cl;, W npoMsiBakoT
5% BurkapboHaTom HETPUA W pacconoM, cylaT Hag
cynudarom marHns, OUNETRYIOT W KOHLUEHTRHRYIOT B
Bakyyme Ao nonydeHua 320Mr yrkasaHHoOro B 3arna-
BUK coeauHenna TCX R;y= 0,23 50% EtOAc/rekcaH

B CoeguHeHue 96 K pacTeopy coeguHeHus, no-
ny4YeHHoro B npumepe 40A, B ‘1mn THF goBasnswor
nocredoBaTensHo SEMKN AUN30NPONUNBTUNAMUHE K
B3Mr coegWHEHWA, NONYJYEHHOro B npumepe 96A
lNonyueHHyw cMechk nepemMellnBaroT B TeueHue 24
4acoB, KOHUEHTPWPYIOT B Bakyyme QGCTaToK oqullia-
10T © NOMOLLbK NMPenapaTMBHOW TOHKQCNOWHOM Xpo-
matorpacgpn, wcenonesys 10% metaHon/CH:Cl: B
KauecTee INKOEHTa, ¢ nocnepyiwelr obpaboTkol C
noMollsl npenapatieHon BOMX ¢ obpaleHHoR
thazoi Ciz, MCNOMNL3YS NUHERHEIA rpagueHT ot 30%
Ao 100% CHsCN/H2O, ¢ 0,1% TFA B kadecTee anko-
eHTa, Ao nonydeHwa S0,2Mr ykasaHHOro B 3armaBun
coeguHeHna TCX R; = 01,43 10% metanon/CHCIf
BOMX Rr = 13,54Mud  H/-AMP (CDCls) cooTeeT-
CTBYET CTPYKTYpe

MNpumMep 97

CoeguHenue 97 K pacteopy 80Mr coegnmHeHms,
nony4yeHHoro B npumepe 35A, B 1mn THF goGaenawTt
nocredoBaTensHo S4mMKn AUN30NPONUNBTUNAMUHE K
pacTeop 48,9Mr coefiUHeHUs, NOMYYEHHOro B NpUMe-
pe 83A, B 1mn THF Monyd4eHHyto cMeck NepeMellu-
BAOT B TeYeHUe 24 yacos, @ 3aTeM KQHLUEHTPUPYT B
pakyyme OctaTok pasbaenatr 60mn CH:Cls, npo-
veigarT S% Owkapbonatom HaTpua w pacconom,
CYLWAT Haj CynbhaTom MarHua, UNLTPYIOT M KOH-
LEHTPUPYIOT B BakyymMe OCTaToOK O-WUWAIT © NOMO-
Wb MpenapaTMBHOW TOHKOCMOWHOW Xpomartorpa-
by, Mcnorb3ya B kadecTse anweHta 20%
EtOAC/CH.Cla, po nonyyeHwa 46,91 mr ykasaHHoOro B
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sarnaenn coefwHerns TCX Ry = 0,31, 20%
EtOAC/CH,Cl;, BOWX Rr = 15,18mud  ['HI-AMP
{CDCI:) cOOTBETCTBYET CTPYKTYPE

MNpumep 88

CoepuHerne 98 K pacteopy 61,0Mr coefuHe-
HWA, nony4YeHHoro B npumvepe 35A, B 1mn THF, go-
0aBNAKT nocneqoBaTeneHe 49MKNT AUMM3ONPONWVIe-
TMNamuHa W pacteop  44Mr  COEAQWHEHMWS,
nonydyexHoro B npumepe 82A B 1mn THF [MonyueH-
Hylo CMecCb NepemMellVBalOT B TeqeHWe 24 4acos,
KOHUEHTPWPYKT B BakyyMe OcTaToK OYULWET G No-
MOLLBI0 NPenapaTHEHOW TOHKOGNORHON XpomMmaTorpa-
duv, wcnonesyd 5% weraHonf/CH-Cl: B kavecTse
anweHTa Ao nonydeHwa 61,.0mr 8 euae Benoro Teep-
foro eewectea JTCX Ry = 0,19, 5% mera-
HOM/CH.ClY B3X Ry = 13,28muH, /'H/-SMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 99

CoepguHeHue 99 PacTeop 75Mr coefiuHeHua, ne-
nyyeHHoro B npumepe 51D, u  45mr  4-
xnopbeHaoncynethoHUNXNOPMAE NORBEprakT B3au-
MogercTeuio no cnocoby npumepa 60 lNocne obpa-
©OTKN W OYUCTKW C NOMOLLEKD NpenapaTiBHON BIEMOX
¢ obpaweHHon ¢ason Cqg, © UCNONB3ICBAHWEM NW-
HedHoro rpaguedTa oT 35% ao 100% CHLCN/H.0 ¢
0,1% TFA B kadecTBe anweHTa, NonydakwT 24,6mMr
yKkaszaHHOro B 3armaBuu coeguHeHuAa TCX Ry = 03,
4% MeOHICH,Clof BEXX Ry = 15,87muH, /' Hi-AMP
{CDCl3) COOTBETCTBYET CTRYKTYPE

MNpumep 100

CoepuHerne 100 PacTteop 40Mr coegwHeHus,
nonyderHorc B npumepe SID, w  45mr 4-
MeToKkcubeH3oncynbhoHWmaIopHAa nogeeprawT
B3avMogencTen no cnocoby npumepa 60 Mocne
obpaboTkW U OUWCTEM C MOMOLULID NpenapaTUBHOW
B3MCK ¢ obpalleHHon hasor Cig, HCNONb3YHE NUHER-
HeIA rpagaueHT ot 35% o 100% CH:;CN/H:0 ¢ 0,1%
TFA B radvecTBe anweHTa, nonyyarT 21,4Mr ykasaH-
HOMQ B 3arnaBvn coeguHeHus B euge Genoro TBeppo-
ro pewecrea TCX Ry = 0,2 4% MeOH/CH:Cls
BSHOL R = 14 85MUH, {"H-ANP {CDCI3) cooTeeT-
CTBYET CTPYKTYpe

Mpumep 101

Coepurenne 101 3to coeguHeHne nonyyaloT U3
coeguHEHWS, NONyYeHHOro B NpuMepe 128, 3a cyeT
0bpaboTkl razcobpasHeiM XNOPUCTEIM BOAOPOAOM W
nocnegylwuero B3aUMOASACTBUS € COSOUHEHWUEM,
nony-eHHsM B Npumepe 48A no cnocoby npuMepa
132 MNocne obpabaTkM M OYMCTKM C NOMOLULID Npe-
napatueHoln BIXHOX ¢ obpawenHon dazon Cqg, WC-
nonk3yA NUHeWHBIA rpagueHT oT 35% po 100%
CH3CN/H20 ¢ 0,1 TFA B KauecTBe 2MN0EHTa Ha Nop-
UMK HEOYWLLEHHOW CMecK, NonyqakT 4,2Mr yKasaH-
HOro B 3arnaenn coeguHeHuA B euge Genoro Teepgo-
ro sewecrea TCX Ry = 0,2, 4% MeOH/CH-Cl:
BEMX Rr = 11,53mun /' H-AMP {CDCI3) cooTeeT-
CTBYET CTPYKTYpe

Mpumep 102

Coepurenne 102 PacTteop 36Mr coegWHeHwWs,
nony4erHoro B npumepe 40A, B CH:Cl; obpabath-
BAT NOCNegoBaTencHo B atMocdepe ascta 8mr
MeTunxnopdopMaTa n 22mr M, N-
AWW30MPONUNITUNaMUHa [NonyqeHHylo cveck nepe-
MELUUBAKOT B TeYeHWe 3 4acoB, a 3aTeM KOHLEHTpU-
pytoT B Bakyyme CJCTaTok NOMELLAIOT B aTWnaleTar U
npomeBaoT 0,5H HCl w naceiwerHeivm NaCl, sarem
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cylWwar Hag cynbthaToM MarHua, UNeTPYIOT M KoH-
LUEHTRUPYIOT B Bakyyme QcCTaTok CYMWAKT ¢ NoMo-
Lo xpomaTorpacdbu HA3KOTO [aBNEHWA Ha CUNUKA-
rene, ucnonesya 30% guaTunossi acup ¢ CHCl: B
KayecTBe aMeHTa, A0 NONyYeHWs 27Mr YRa3aHHOro B
3armasumn npoAykTa 5 suae Genoro Teepaoro eelle-
crea, TCX Ry = 0,10 (30% .uusmnosblu acovp B
CH:Clo) BOXX Rr = 13,49wun /'HI-AMP (CDCl3)
COOTBETCTBYET CTPYKTYpPE

MNpwumMep 103

CoeguHenue 1103 Pacteop 103 Pacteop 28mr
coeAUHeHWA, nonyyeHHoro B npumepe 81B, ¢ CHLCl;
obpabaToiBatoT NOoCNenoBaTENEHS NPY KOMHATHOM
TeMnepaType B aTmoccbepe asoTa, Swmr MeTUnXnop-
chopmMaTa v 17Mr N,N-gumaonponunatinaMuHa [lo-
FYYEHHYI0 CMECE NEpPeMELIMBAIT B TeUeHUe 3 4acoB,
a 3aTeM KOHUESHTRUPYT B Bakyyme OcTtaTok nome-
warT B atunayetar v npomesaeT 0,51 HC| w Hacul-
weHHsIM NaCl, saTeMm cywaT Haf cynedaTtom mMar-
HWA, DUNETPYOT W KOHUEHTPUPYKT B BaKkyyme
OcTaToK CYULWAKT G NOMOLLEID XPOMATOrPaduy HUS-
KOrCc faBneHuA Ha cunwkarene, mcnonssya 30% gu-
atunoswi adwp 8 CH2Cl: B kavecTBe anweHTa go
nornyJeHws 27Mr yKkasaHHOrc B 3araBui Npoaykra B
eufe Benoro Teepaorc eewectsa TCX R = 0,10
130% ,quaTHnosbm acpup B CH.Cl/ BMO3X Ry =
13,49Mun  /'HI-AMP {CDCls) cooTeeTCTBYST CTPYK-
Type

CoeguHeHue 103

CoeauHene 103 PacTeop 28mMr coeguHeHUSs,
nony4yeHHoro & npumepe 81B, 8 CH:Cl; o6pabatel-
BAKT NOCNeAoBaTenkHo NPW KOMHATHOW TeMNepaTy-
pe B aTMocdiepe a3oTa, BMIr MeTUNEHXNOPgOPMaTE U
17mr - N,N-gumzonponunatinamuea MNonyJeHHyo
CMechb nepeMellBaloT B TedeHWe 3 yacos, a 3aTeM
KOHLEHTPWMPYT B Bakyyme OCTaTok NOMELLarwT B
atunayetaT U npomeieakT 0,5H HCIl U HacHLWEHHEM
NaCl, 3ateM cywart Hajg cynbgaToM MarHWA W KOoH-
LUEHTRUPYIOT B Bakyyme QcCTaTok CYMWAKT ¢ NoMo-
Wbl XPOMBTOrRaduin HU3KOTO AABNEHWA Ha CUWKa-
rene, ucnonesya 30% guaTunosui adpup 8 CHCl: B
KayecTBe 3MoeHTa fO NOMNyYeHUA 27Mr yKasaHHOro B
3arnaeumn npoaykra s swae Genoro TECPAQTO Bele-
ctea TCX Rf = 0,10 (30% ,qus‘mnosbm acpvp B
CH:Cl) BOXX Ry = 13.49mun /'H/-SIMP (CDCI3)
COOTBETCTBYET CTPYKTYpPE

MNpwumMep 103

CoeguHeHre 103 Pacteop 28Mr coeguHeHus,
nony4veHHoro &8 npumepe 81B, 8 CH:Cl: o6pabatwl-
BANOT NOCNEAOBATENBHO NP KCMHETHOW TEMNepary-
pe B atMoctepe asota BMr MeTunxnopdropmara W
17mr N N-gumzonponunstunaMuda NonydeHHyio
CMEeCk NepemMellvBalT B TedeHre 3 4acos, a 3aTeM
KOHUEHTPHMPYIT B BakyyMme OcTaTtok NoMewawT B
atunayetar ¥ npomeealoT 0,54 HCl v HackWweHHBIM
NaCl, satem cywar Hag cynbdarom mardnd, ounet-
PYIOT W KOHUEHTPUPYIOT B Bakyyme OCTaToOK o4uLla-
KT Ha xpomaTorpadM-eckol KOMOHKE HW3KOro Aae-
MEHWA Ha cunWKkarene, ucnonb3yd 5% AWITUNOBEINA
apmp/CHLCl: B KadecTBe anioeHTa, RO NONyYeHWs
ZO9Mr ykasaHHOro B 3arnaBvv Npogykra 8 enge Ceno-
ro Teepporo sewectea TCX Re= 0,24 (5% nna‘runo-
Beid acpwp B CH.Cl) B3MX Ry = 17,07MuH /'HI-
AMP {CDCl3) cooTBETCTBYET CTPYKTYPE

MNpwmep 104

CoeguHenve 104 Pacteop 31mr coeguHeHWA,
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nony4erHoro B npumepe 85A, B CH.Cl; obpabath-
BAKOT NOCNehoBaTeNbHO MPW KOMHATHOW TeMnepary-
pe B atmocdepe ascTa, SMr meTunxnopdopmara u
21mr N N-guusonponunaTunamuiHa  [onyueHHylo
GMeck NepeMeLUWBAIOT B TeYeHWe 3 YacoB, a 3aTeMm
KOHLUEHTPWPYIOT B Bakyyme OcTaTok NoMeLWaloT B
atnnayeTaT u npombliearT 0,54 HCI n HaceWweHHBIM
NaCl, satem cywaT Hag cynbdaToM MarHna, ouneT-
PYOT W KOHUEHTPUPYICT B Bakyyme OCTaTOK oyMuia-
KT ¢ NOMOLLEK XpoMaTorpadui HW3KOro AaBneHun
Ha cunurarene, wucnorb3ya 5%  guaTUnosuid
acpup/CH:Cl; B KauecTee anioeHTa A0 NOMyYeHWA
24mMr ykasaHHOrO B 3armaBuKn npoaykTa B enge Oeno-
ro Teepaore sellectsa TCX R;=0,23 (5% gmsmno-
Beid acpup B CH-Cl), BIXKX Ry = 1541mMuH IHr-
HAMP {CDCl:)cooTBeTCTBYET CTPYKTYpe

Mpumep 105

A N-
MM POKCUCYELMHUMUAMNMETANNUNKapBbonaT K pac-
TeOpY 2,9Mn 1,93M docdoreHa B Tonyone npu -10°C
fobaenswr 857Mr MeTtannwnoeoro cnvpta  [ony-
YEHHYI0 GMECHb NepeMellvBaldT B TeuyeHue 2 4acos
npwn -10°C go nonyyerns 1,8 pacTBopa ykasaHHOMo
B 3arNaBii COEAWHEHWH, KOTOPOE WCNONb3YIT HeNno-
CpeACTBEHHO B NOCMEAYIOWNX peakymax

B CpaeHeHue 105 Pacteop 39Mr coegWHeHus,
nony4erHoro B npumepe 40A, B CH:Cl; obpabath-
BAIOT NOCNeAoBaTenbHO NPW KOMHAaTHOW Temnepary-
pe B atmocdepe azora, 0,05mMn coeguHeHWA, nony-
yeHHoro B8 npumepe 105A, w©w  24mr N N-
AumnsonponunsTunamuHa [NonydeHHy cMeck nepe-
MELUWBAIOT B TEYEHWE 3 YACOB, A 3aTeM KOHLUEHTpU-
pytoT B Bakyyme CJcTaToK NOMEWaoT B aTHNaLeTar U
npomeBaoT 0,5H HCl w naceiwerHeivm NaCl, sarem
CcywaT Haj cynbhaToM MarHua, chuneTPYOT W KOH-
LEeHTPUPYIOT B BakyyMe OCTaTOK OUMLLAKT © NOMO-
WEKO TOHKOCMOWHOW XpoMatorpaduu, WCnoneays
STHNAUETET B Ka4YecTBe JNWeHTa, AC NonydqeHWA
18Mr yKa3aHHOro B 3arnaBuy npogykra s Bunge Genc-
ro Teepgorec sewecrea TCX Ry= 067 (3TunaueTaT)

B3MCK Rt = 14,87 MuH M H-AMP
(CDCls)cooTeeTCTRYET CTPYKTYPE
Mpumep 106

Coepurenne 106 PacTteop 31Mr coegWHeHws,
nony4exHorc 8 npumepe 818, B CH-Cl: obpabatw-
BAKOT NOCNeAOoBaTEeNbLHO NPW KOMHATHOW TemMnepaTy-
pe B aTMocthepe azota 0,04 Mn coeguHeHUsA, nony-
yeHHoro B npumepe 105A, w  18mr NN-
Aunsonponunatinamuia [NonyyeHHyo cveck nepe-
MEWMWBAIT B TeuyeHne 2 4YacoB, a 3aTeM KOHLEHTPU-
pyloT B Bakyyme (QCTATOK NOMELLAKT B STUMNaUeTaT u
npomeigakoT 0.5H HCI »n HaceweHHsim NaCl, saTtem
CYWaT Haj CynedaToM MarHus, cbuneTPYIOT M KOH-
LEHTPUPYIOT B BakyyMe OCTaTOK o4YMWAT ¢ NoMo-
Wb XPOMATOrPatui HU3KOTO ABBNEHWS, NCNOMNb3ys
5% guatnoeeid pup/CH-Cl: B ravecTBe anweHTa
[0 nonyyeHUa 19mMr yKa3aHHOro B 3armasii NPoAYKTa
B BUfe Benoro Teepaoro eewectea TCX Ry = 0,34
/5% nneTmnosbm abnp/CHCl  B3IM¥X Ry =
18,24mmuH  /'H-SIMP (CDCl3) cooTBETCTBYET CTPYK-
TYpE

MNpumep 107

CoepuHenne 107 PacTteop 28Mr coegWHeHus,
nony-erHoro B npumepe 35A, B CH:Cl; obpabaTu-
BAIOT NOCNeAoBaTenbHO NPW KOMHAaTHOW Temnepary-
pe B atmocdepe azora, 0,05mMn coeguHeHWA, nony-



97

yeHHoro B npumepe  105A, w 19mr  N,N-
AvusonponunatunamuwHa onyJyeHHyo cvecs nepe-
MellWBaloT B TeYeHWe 3 YacoB, & 3aTEeM KOHLEHTpU-
pyloT B Bakyyme (QOCTATOK NOMELLARKT B 3TUNALeTaT 1
npomblealoT 0,5H HC| n HacHweHHEM Nall, satem
cylWwar Hag cynbthaToM MarHua, UNeTPYIOT M KoH-
LUEHTRUPYIOT B Bakyyme QcCTaTok CYMWAKT ¢ NoMo-
Wbl XPOMBTOrRaduin HU3KOTO AABNEHWA Ha CUWKa-
rene, wenonesys 5% awsTunoselh acdup 8 CH.Cl: B
KayecTBe 3MieHTa fo NonydveHua 18mr yrkasaHHoro B
3armasumn npoAykTa 5 suae Genoro Teepaoro eelle-
ctea TCX Ri = 025 (5% pgwatnnoenlii adup B
CH:Cl) BOXX Ry = 16,68Mun /'H/-SMP (CDCIs)
COOTBETCTBYET CTPYKTYpPE

MNpumMep 108

CoeguHeHue 108 K pacteopy 62,5Mr 124B B
1mn THF gofaenAloT nocnegoeaTtensHo S6MKN 4UK-
30NPONUNSTINAMMHA W pacTeop 49,8Mr coeguHeHna,
nonydeHHoro B npuMepe 82A, 8 1mn TF [lonyueH-
HY GMECh MepeMellMBalT B TeueHWe 24 Jacoe, a
3aTeM KOHUEHTPUPRYICT B BakyymMe OCTaToK oWWILAKT
€ NOMOLUELID NPenapaTUBHONR TOHKOCNOAHOW XPOoMaTo-
rpacpmmn, nenonesys 50% EMOACCH-Cl, B kavecTee
3NeHTa, ¢ nocnegyrwed obpaboTkON C NOMOLWBHD
npenapatuBHoi BOMX ¢ obpauleHHol dasol Cis,
MCnonbaysl NWHerdHsA rpagueHT ot 30% pgo 100%
CH:CN/H-0 ¢ 0,1% TFA B KavecTBe 9nKeHTa Ha
NopUWI0 HEOHYULEHHOW GMEcW, B pe3ynbTare Yera
nonyJarT 4,2Mr YRA3aHHOIo B 3aIMaBUy CoBgUHEHUA
B Buae benocro Teepgoro eewectea TCX R = 01,16'
10% MeTaHon/CH:Cl; B3MX Ry = 13,67MuH / H/-
AMP {CDCl3) cooTBETCTBYET CTPYKTYPE

MNpwumep 109

A /S/-4-meTokcuikapboHnn-orcasonnuguH-2-oH K
pacTeopy 4,88r rugpoxnopuia cepUHOBOro CNOHHOMo
acompa B 2HMN BoAl AobasnarT 6.94r kapbownata
kanus [MonydeHHylwo cMece oxnaxgakT go 0°C, u
npukansieareT 19.5mn docrera Mocne nepemelln-
gaHng npw 0°C B TeyeHwe 3 YacoB BOAY yA4ANAKT W
nonyuJarT Denoe TBephoe BELLECTBO, KOTOROE MpPo-
MeBaT BonbluumM konudecteoMm CH-Cla 3atem op-
raHWYeckMid Crod cywaT Hag cynsdaToM MarHus,
PUNETRYIOT U KOHUEHTPHPYIOT go nonydeHuA 3,261
YK83aHHOrO B 3arnaBvi NPOAYKTA B BUAE Npo3padvHo-
ro Macna, /'HI-5IMP (D0 &= 3,82 (c, 3H), 4,43 (a4,
1H), 4,53 (pa, 1H), 4,67 (r, 1H), 6,29 (c, 1H)

B /S/-4-rmapokcnmveTwnokcasonngni-2-od K
pacTeopy 3,26r coeAMHEHWA, NONYYEHHOIO B NpuMe-
pe 109A, 8 20Mn sTaHona npu 0°C pobasnawT 0,851
Boprnapnaa HaTpua HebBonbwumy nopuwamu Iepa-
Hyto 6aHo ypanawT, u cnycTa ewe 3 yaca K nony-
yeHHoW cmecw AocbaenAwr 20Mn 2,0H xnopucToro
BOAOPCAR, GCMECH KOHLUEHTPWRYT AC NonyYyeHus
macna QcTaToK akcTparupyroT EtOAc, U opraHuue-
CKMA PpacTBOp cylaT Haj CynoaToM  MarHua,
UNETPYIOT U KOHUEHTPUPYIOT go nonydeHus 2 50r
YK83aHHOrO B 3aIMasUMM  COEfMHEHMA IH-5SMP
(CDCls} 8 =248 (c, 1H), 3,69 (ag, 1H), 4,08 (m, 1H),
3,31 (1, 1H), 4,57 {1, 1H)

C  4-nwrpodpenun-/S/-4-okcasonnanH-2-oHun/-
meTunkapCoHar K RAcCTBORY 1.04r p-
HuTpodenunxnopdgopmata 8 20Mn CH.Cl; npu 0°C
AobaenarT nocnefoeatensHo 0.5 coenuHeHua,
nonydeHHoro B npumepe 10898, w 06mn 4-
meTunMapdonuHa [MonydeHHylo cveck nepeMelln-
BAtOT B TEUEHWE 2 YacoB NPKW KOMHATHON TeMNnepary-
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pe, a 3aTeM KOHUEHTPWpyRT B BakyymMe QcTaTok
OUYMLLEKT C MOMOLER XpoMaTOrpaddi HW3KOTO 4aB-
NEHWA HA KOMNOHKe C cunukarenem, ucnoneksya 20%
EtOAc B8 CH:Cl; B KauecTBe anOeHTa, A0 NoNy4YeHua
0,571 yrasaHHoro B 3arnaevn coeguHerua, TCX R =
0,10, 50% EtOAc/rekcaH

D Coeguvnenve 109 K pactBopy 60Mr coegmte-
HWA, NONy4eHHoro B npumep 35A, B Tmn THF gobae-
NAKT NocnepoBaTensLHo 56MKN AMU3CNPONMNaMNHA
W pacTeop 51,1Mr coeguHeHWs, Nony-eHHoro B Npu-
mepe 109C B 1mn adetoHutpuna [NonydeHHylo
CMECh NepeMellMBalaT B TeMeHne 24 Jacos, a 3aTeM
KOHUEHTPVPYIOT B Bakyyme OCTaTok OuMWEaKT ¢ Nno-
MOLLLIO NpenapaTUBHOW TOHKOCNOWHOW XpoMaTorpa-
dwuu, wcnonesys 5% metanon/CH,Cl; B kavecTse
aneHTa o nony-eHus 60 4Mr ykasaHHoro B 3arna-
BMMU coefWHeHns TCX Ry = 0,38 5% mera-
HON/CH.Cl, BIXKX Rr = 14,11wun  ['H-AMP
{CDCI:) cOOTBETCTBYET CTPYKTYPE

MNpumep 110

CoepuHenune 110 K pacteopy 60Mr coeguHeHUs
nonydverHoro B npumepe 40A, 1mn ayeToHWTPWNA
AoCaBnAlT nocnegoBaTeneHe S1MKT LUMM3ONponw-
natunamuHa W pacTesop 486,8Mr coegwHeHns, nony-
yeHHoro B npumepe 108C 8 Tmn ayeToHuTpuna llo-
Ny4eHHyK CMecb NepeMelluBakT B TedsHue 48
YacoB, a 3aTeM KOHUEHTPUPYIOT B BakyyMe OcTaTok
OUULLAIOT C NOMOLULID NPENAPATUBHON TOHKOCIOAHOR
xpomaTtorpadrn, wenonesya 10% metanon/CH-Cl: B
KayecTBe BMNKEeHTa, ¢ nocnefyiowed obpaboTrol ¢
noMowkel npenapatueHold B3IMX ¢ obpaweHHoil
dazoil Cig, UCNONB3yA NUHERAHLIA TpagueHT oT 35%
Ao 100% CH:CN/H-O c 0,1 TFA B kauyecTee ankeH-
Ta, 4o nonyJyerus 16mMr ykasaHHOro B 3armaBWK CO-
ennHeHuna, TCX Ry = 0,28 560% BEQAc/CH:CI
B3EMOL R = 12 47MuH H-aMP {CDCls) cooTBETCT-
BYET CTPYKTYpe

Mpumep 111

K pacreopy 0,067MmMONA coeguHEHWA, NoNyJeH-
Horo B npvMmepe 1144, B SMn TeTparngpodypaHa
AoBarnateT 20MKN AUASONPONUNATUNAMMHA, A3 3aTEM
NPUKANLIBAKT PacTBOp COSAMHEHWUS, NOMy-YeHHOMo B
npumepe 82A, B Smn TeTparngpodypaHa B TedeHwe
1 yaca [MonydYeHHylo cMechk NeEpeMeLlnBaloT B Teve-
H1We 16 JacoB, zaTeM KOHUEHTPHMPYKT B Bakyyme
HeoulIBHHBIA OCTATOK QYUWAKT ¢ NMOMOLIB XpPOo-
MaTorpadpyd Ha TOMCTOM Croe CUNVKarens, WCnonk-
3ya 5% MeOH/CH:Cl; B kayecTBe 3neHTa Jo Nony-
yeHua 21 8wmr ykasaHHoro B 3arnaBuy cOefMHEHWA
TCX R;= 0,45, 5% MeQH/CH.Cl,, f'H/-AMP (CDCls)
COOTBETCTBYET CTPYKTYpE

MNpumep 112

B CoegwHeHve  XXI /A& = Tper-
6ytokcukapbonun, D' = w3cbytvm E = 3-
cynbdoHamugodiernn/ K pacTeopy 96,6mr

{0,287mmMonNs) coegMHEHWS, NOSNYYEHHOIO B NpYMeEpe
39A, B CH.Cla (4mn) fobasnAoT sofHuR Bukapbo-
HaT HaTtpus (1mn), GukapboHaT HaTpus 36,2wmr
(0 431mMMons) W M-BeHzonAMCYNBLMDOHUNXIOPUA
86,9mr (1,08mmana) MNocne nepeMeELIUBaEHWA B Te-
veHwe 1 vyaca gotaenart 30% rmgpokcny amMmMoHuA
{(10Mn) Cnycra 14 4acoB NOMNYYEHHYH CMech pas-
Baenawt CH:Cl;, NpoMBIBAOT HACHLWEHHEIM pacco-
MOM, CyWaT Hag cyNbcbaToM MarHwsl, PUNETPYIOT U
KOHLUEHTPWPYIOT B Bakyyme OcTaToK OUUILEKT ¢ no-
MoWwbo donew-xpomarorpadun, NCNonb3ya rpaguenT



99

or 0% pgo 100% wetaHon/CH.Cl; B kavyecTee 3ntoeH-
Ta, A0 nonyyeHws 49,3Mr ykasaHHOro B 3arnaBuun
npoaykTa I"HI-AMP {CDCl3) cooTBeTCTBYET CTRYETY-
pe

B CoeguHenune XXl /A = H, D' = naobytun, E =
3cynecponamngodoeHnn, rugpoxnopwal Pacteop
49,3mr (0,089Mmonda) coegnHeHns, NONyMeHHOo B
npumepe 112A, 8 EtOAc (10mn) npu-20°C obpaCa-
ThiBaoT 6e3B0AHLIM rasoobpasHeim HCI B TeueHne
10 MuHyT JleasHyo BaHw ybupaleT, U cnycta ewe 15
MHWHYT peaKUUOHHYIO CMECH NPOAYBAIT A30TOM, KOH-
LEHTPUPYOT B BaKkyyMme AQ nonydeHwa 53, 1mr yKa-
32HHOMO B 3armaBvK npogykra B enae conn HCI IHI-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

C CoegvHeHve 112 K pacTeopy 33,1Mr coegu-
HeHWs, Nonyd4eHHoro B npumepe 112B (0,089mmons)
B CH:Cl; {3mn) goSabnawT nocnefoeaTensHo npy
KOMHATHOW Temneparype B arMmocgepe asora
0,031mn0 (0,177MMonel) AWW30NPONUNATUNAMUHA W
24 3mr (0,106Mmoneir) coeguHeHUa, NOMyYeHHOro B
npumepe 48A [NonydeHHylo cMeck NepeMellnBaloT B
TeyeHWe 16 yacos, a 38TeM KOHUEHTPHPYIOT B BaKyy-
me OctaTtok nomewsaror 8 CH:Cl: v npomeiBaoT Ha-
CBILEHHBIM PacCoNoM, CYWaT Hag CynebaromMm Mar-
HWA, DUNETPYOT W KOHUEHTPUPYKT B BaKkyyme
MonyuyeHHEIR OCTATOK OYMLLAKOT G MOMOLLBID XpoMa-
Torpachvn HWU3KOrO AEBNEHMS Ha KOMOHKE C CUNUKa-
ranem, ucnonb3ya rpagvedTt ot 5% go 20% EtOAc B
CH-Clz B kavecTBe anweHTa 4o nonyyeHus 10,8mr
ykasaHHoro 8 3arnasun npogykrta TCX Ry = 0 4 25%
EtOAc B CH:Cl, BKX Rr = 13.3mun /'H-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpwumep 113

A 3-tbypaHcynedponnnxnopng B BeicylleHHOW B
nnamMeHd cTeknaHHOW konbe B aTmocdepe asoTa K
pacTeopy 428mr (2,909mmona) 3-bpomdyparHa B
BessogHOM TeTparugpodypase npu -78°C gobaens-
tor 2,0mn H-6yTunnuTua (3,2MmMona npu 1,6 monsp-
HOM pacTBope B rekcaHe) Cnycta 45 muHYyT nony-
YeHHbIW pacTeop Jvepes KkaHwno gobaenawrt k 20°C
pacTeopy CyNbMYPUNXNOPUAE B AUSTUNOROM 3tupe
{Sun + 2mn cMonel) Mepesz 1 dac peakuuo racsT
0,5H conAHOW KWCNOTOW, W SKCTRarvpyrT WUITUNO-
BBIM 3OMPOM BhUpPHEIE IKCTPAKTHI NPOMBIBAKT Ha-
CBILEHHBIM PacCoNoM, CYWaT Hag CynebaromMm Mar-
HWA, DUNETPYIOT W KOHLEHTPWMPYT B Bakyyme A0
MOMyYeHUs 158Mr ykasaHHOro B 3armaBuW NpoaykTa
{'HI-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

B CoeguHenne  XXII /A = TpeT-
bytokcvkapbonmn, D' = wzobytun, E = 3-cbypun/ K
pacTeopy 289, 7mr (0,861MMONA) cOBAUHEHUA, NaMy-
yYeHHoro 8 npumepe 39A, B CHLCl: (8MN) gobasnawoTt
BOAHHW pacTeop BukapBoHaTta HaTpwa (2wmn), TBep-
Abld BukapboHar vatpua (108wmr, 1,292mmMons) v no-
nyyeHHeld B npuvepe 113A npoaykr  (157,8mr,
1,08mmonaA) Mocne nepemewmBaHna B TeveHwne
yaca pobasnateT 30% rmapokcna ammoHua (10mn)
Cnycta 14 Jacoe nonydeHHyl cMecs pazbaenswT
CH:Cl5, npombiBaloT HACH LWEHHBIM PACCOMNoM, CyLwaT
Hag cynbdoaToM MarHuA, OWNBTRYIOT W KOHUEHTpRU-
pywT B Bakyyme QCTaTok OYMWEAKT G NOMOLLBH
tnew-xpoMaTorpadi, WCNONL3YA rpagueHt oT 1%
Ao 15% EtOAC/CH,Cl2

C CoegwHenne XXl /& = H, D' = usobytun, E =
3-bypun, rnapoxnopngf PacTeOpR 217,3mr
{0,581 mmonA) coeguHEHWA, NONYYEHHOD B Npumepe
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1138, s EtOAc (15wmn) npu -20°C obpabaTtuibpaioT
OezsogHeM razoobpaszHeiMm HCI 8 TeveHnne 10 MUHYT
NefaHyo BaHl yaanawT, W nocne ewe 15 mMuHyT
PeaKUUCOHHYIO CMECh MPOAYBAKT A3CTOM, 33TEM KOH-
LeHTPUPYIOT B BakyyMe 0O nonydeHws 228Mr yrasaH-
Horo B 3arnaenn npogykra B euge HCl conn TCX R;
= 0,52 10% wmeranonfCH-Cl»

O CoepwvHerve 113 K pacrteopy 65,3Mr coegu-
HEeHUWA, nonydyeHHoro B npumepe 113C (0,162MMonNA),
B 3 mn CH:Cl; goBaenswT nocnegoeaTtensHo npw
KOMHaTHOW TemnepaType B artMocthepe asoTa
0,056mn (0,324mMMonsA) gunsnnponunamMuHa u 44,6mr
{0,194mmonNs) coegMHEHWS, NOSNYYEHHOIO B NPYMeEpe
48A [lonydeHHyo CMECcE NepemMellnBAoT B TeueHue
16 yacos, a 3aTeM KOHUEHTpWpyKT B Bakyyme OcTa-
Tok nomewarT B CH:Cl; 1 NpoMBIBAKT HACH LEHHEIM
pacconoM, CyWaT Haj cynbdaToM marHusa, unsT-
PYIOT W KOHUSHTRURYKT B Bakyyme OCTRTOK ouwwia-
KT ¢ NOMOLBK XpoMaTorpad HWIKOro AaBneHus
Ha KCMOHKEe ¢ CUMUKarenem, WCnonb3ys rpafueHT ot
3% po 20% EtOAc B CH:Cls, go nonydeHwa 10,8mr
ykazaHHoro B 3arnaenn npogyrra TCX Ri= O 6, 25%
EtAQC/CH CI BOXX Ry = 13,9uun, /'HA-SMP
{CDCl3) COOTBETCTBEHHO CTRYKTYPE

MNpumep 114

A& AmwHoMeTunumknonenTaH K pactesopy LiAIH.
(38r, 1,0mmank) B 2n gusTnoeoro xbupa gobaena-
KT yuknoneHTankapbonutpun (73 2r, 0,77Mmons) B
Buge pactBopa B 230wmn 2cdwpa STOT pacTsop ne-
pPEMELUUBAKT B TEYEHWUE HOUW MNPU KOMHATHOR TeM-
nepaType, a satem racat, gobaensas opraHuky K 3n
HacEILEHHOrO pacTBopa Kanui, HaTpui TapTpaTa
AMWH arcTparvpyraT 3 acpupa, cywaT Hag 6e3sogHEIM
Ko204, 3aTeM KOHUEHTPWPYIOT NepercoHKCH 4C npu-
MepHo 400Mn nonHoro obtema HeouuweHHBIE npe-

AYKT O4YULWAKT NneperoHKon, nonydaa 58,2r yrasaHHo-
ro B salaBUM COBAVHEHMA B BUAS BecugeTHOrO
Macna /'H/-AMP {CDCls) cooTBETCTBYET CTPYKRTYPE

B CoeguHeHwe XA fA = TpeT -
OyTokcukapbonnn, D' = yuknonenTun metwn, A' = H/
K nonyyeHHoMmy B npumepe 114A coeguHeHuo (20r,
02mMons) pobaenawT coeguHeHwe XX {A-Boc)
(5,841), ¥ NONy4eHHYO cMeCk NEpPEMELVNBAIOT B Te-
YyeHue 24 4yacos Npu KoMHaTHOR Temnepatype [Mony-
UYEHHBIA PacTBOP KOHUEHTPURYIOT NEeRPercHkod npw
NoHWxeHHOM AaeneHuk QCTATOK TLLATEMNBHC pacTH-
pakT G [ekcaHoMm, W TBEpAY 4YacTe cobuparT
¢GUNETPOBAHWEM € NOACOCOM W NMPOMEIBAKGT rekca-
HoM go nonydeHnn 7,08r Benoro Tsepgoro npogykTa,
KOTOpPEIA  MCnoneayor 0ez fanbHerWwen ouMCTEW
TCX Ry = 0,89 (11090 koHy NH;OH/meTaHon
CH4Cl 4, A H-aMP ({CDCI3) cOOTBETCTBYET CTPYKTY-
pe

C Coegunenne XXl /A = Tper-
OyTokcukapbonnn, D' = ywknoneHtwnmerwn, E = 4-
dbTopdennn/ K pacTBopy cOAWHEHWA, NONYyYeHHOMo
B npumepe 1148 (200Mr, 0,55mmonga) B CH.Cl;
(10Mn) gobaensioT 4-bTopbeHsoncynbhoHUNXNopIa
(210mn, 1,1Mmonz), a satem AobaBnAKRT HACLIWEH-
HelA pacTeop Bukapbonara HaTpus (3Mn), W TEepabLIA
Oukapbonar HaTpua (0,11, 1.2mmMonaA) MNonydeHHyo
CMech OCTABMAKT BbLICTAWBATLCA MNpPW  KOMHATHOR
TeMnepaType B Te4eHWe Hoduu PacTeop pasbasnswoT
100mn CH:Cl;, opraHn4eckylo 4acTb BLIASNAOT, Cy-
War Hag cynbaToM MErHuA W OpraHuKky KOHUSHTRU-
PYIOT NPW NOHWXEHHOM gaBneHnu 4o nonyderua 0,33
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HEQUULLEHHOTO NpoAYKTa STOT MaTepwan QYWILaloT
C NOMOWBI HWAKCCTHOW xpoMaTtorpadun cpegHero
AaeneHus, ucnonekaya CH:Cls, a 3aTem 0.5 995 Me-
TaHon/CH.Cl;, nocne wero 198 pacTeOp MeTa-
Hon/CH.Cl; B Ka4ecTBe cWCTeMH pPacTBOPUTENed Ao
nony4veHua 120Mr (eoixog 42%) ykasaHHoro B 3ama-
BWK coenHeHua B Buae Dernore Teepaoro BewecTsa
TCX Rf= 0,48 r‘3 97 metaHon/CH:Cl;, BGXX Ry =
18,22 MUHYTH /'Hi-5IMP {(CDCls) cooTBeTcTBYET
CTRYKTYpe

A Coegwnnenne XXl /A = H, D' = yuknoneHTvn-
wmeTun, E = 4-dbtopcpenwn, rmgpoxnopwal Pacteop
266Mr coeguHeHws, NonyyYyeHHoro B npumepe 114C, B
aTunayetate cbpabarwiBatoT npn -20°C rasocbpas-
HelM HCI B TeusHWe 20 MUHYT, NpU4eM 3a 3TO Bpems
TeMneparypa noeuiwaercs go 20°C 3arem qepes
GMECH NPOAYBAKT &30T B TeYeHUE 15 MUHYT, W pac-
TBOPWTENE YAANAKT B BAKYYME 40 nonyveHwa 224mr
Benorc TBepAOro BeLECTBa, KOTOpPOe WGNONL3YHOT
HeNnoCpeACTBEHHO B AankHeAlerR peakymu

E CoeguHeHue 114 Pacteop 31Mr cosguHeHus,
nony4veHHoro s npumepe 1140, B CHyCl,, obpabatwl-
BANOT NOCNEAOBATENBHO NP KCMHETHOW TEMNepary-
pe B8 aTMocchepe a30Ta, IMr annunxNopdopmMaTa W
18mr, N, N-guuzonponunatunamuda  [NonydeHHyio
CMEChk NepemMellVBalOT B TeYeHWe 3 uacoB, 3aTeM
KOHUEHTPHMPYIT B BakyyMme OcTaTtok NoMewawT B
atunayetaT ¥ npomeiBaleT 0,5H HCIl u HacHWEeHHBEIM
NaCl, satem cywar Hag cynbdarom mardnd, ounet-
PYOT W KOHLEHTPHMPYKT B Bakyyme [C NOMydeHws
34mMr ykasaHHOro B 3arnaeuy NpogykTa B enge Geno-
ro Teepgoro sewectea TCX Ry =0,34 (5% AMSTUNO-
ol acpwp 8 CH.ClZ) BEMX Ry = 17,21MuH I'HY-
HAMP (CDCls) cooTBeTCTBYET CTRYKTYRE

MNMpuMep 115

CoeauHeHe 115 Pacteop 31Mr coeguHeHUSs,
nony4yeHHoro B npumepe 1148, 8 CHLCly, obpabatsl-
BEKT NOCNeAQBaTeNnbHO NP KOMHETHOW TeMnepaTy-
pe B atMmocdrepe a30Ta SMr ITUNXNOpMopMaTa W
18mr  N,N-gumzonponunatinamuia  MNonyJeHHyo
CMeChb NepelluBaKT B TeyeHWe 3 4ACOoB, 3aTeM KOH-
LeHTPUPYIOT B Bakyyme OCTaTOK NOMELaloT B aTUM-
auetar W npomulBaleT 05H HCl W HacoileHHBIM
NaCl, satem cywat Hag cynbdatom mMarHus, ounsT-
PYKT W KOHUEHTPWPYIOT B Bakyyme AC NOMyJeHws
35Mr yKasaHHoro B sarnasui NpoaykTa 8 enje Beno-
ro TBePROTO BellecTa TCX Rf=0,32 (5% AWaTURO-
BRIA 3achup) SCH:Cl BOMX Ry = 16,86mMuH IHr-
AMP (CDCI;) cooTBeTCTBYST CTRYKTYpPE

Mpvmep 116

A CoefuHeHne XX 1A = TperT -
Byrokcukapbonun, D' = yuknenenTunmeTun, E = 4-
xnopdenun! CoefguHeHWe, NonydYyeHHoe B NpuMepe
1148 (252mr), nopBepralT B3aMMOAEACTBAIO C 4-
xnopbensoncynedodvmuiopngom (173mM0 no cnoco-
DOy npumepa 166A Mocne oGpaboTkm W YWCTEWM C No-
MOLIBID XpomaTorpadud Ha cUnukarene ¢ UCNONL30-
BaHueM EtOAc/CH:Cl: B KkadecTBe 3nioeHTa,
nomny4aloT NPOAYKT & BUAS Benoro Teepaoro BelWwecT-
Ba, /' H/-SIMP (CDCl3) cooTBETCTBYET CTPYKTYPE

B Coepwnenne XXl fA = H D' = yuknoneHTwn-
meTun, E = d-xnoptheHun, rugpoxnopwal Pacteop
320Mr coeguHeHws, nony-eHHoro e npumepe 116A, B
20mMn EtOAc obpabaThBakT Be3BofHEM rasoobpas-
Heiv HCI B TeuyeHwe 5 MUHYT PeakyWoHHylo cMech
NPoAYBANOT A3CTOM, 38TeM KOHUEHTRPUPYICT B BREYY-
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Me Ao nonyyeHwsa Benoro Teepaoro BelECTBa, KOTO-
pOo€ WCNonb3YT HENOCPEACTBEHHO B MOCHEeAYIoWEen
peakyun

C CoeauHeHue 116 K pacteopy 63,4AMr coefju-
HeHwd, nonyderHoro B npumepe 116B, B 1Mn THF,
JoGaenAlT nocnefoBaTensHo S4MKN gUM3onponu-
NaTWNamMuHa W PacTeop 39,9Mr coegwHeHns, nony-
yeHHoro B npumvepe 48A, B 1mMn THF TMonyveHHyio
CMech NepemMelInBaoT B TeYeHNe 24 4acos, a 3aTemM
KOHLUEHTPWPYIOT B BakyyMe OcTaToK OUWILAKT ¢ No-
MOLLBIO XROMAaTOrpacu HU3KOro AaBneHWA Ha Ko-
MOoHKE € cunukareneM, wcnoneaya 20% EtOAc B
CH2Cl, B KkavecTse anweHTa, A0 nonyyeHud 0,62r
yKasaHHOro B 3arnaenn coefuHeHna TCX Ry =0, ?‘l
40% EtOAc/CH.Cl: BEMX Rt = 16,88muH, 7Hi-
AMP (CDCl:) cooTBeTCTEYET CTPYKTYpE

Coepurenne 117 Pacteop 66,1Mr coeguHeHns,
nonydyexHore B npumepe 1168, 8 1Mn THF cobpaba-
TBIBAKT NOCNEeAoBaTeNBEHO S6MKN AUUSONPONUNSTY-
naMuHa W 19.3Mikn annunxnopdopmaTa [lNonyuen-
Hyl0 GMecCk NepemMelHBaloT B TeuyeHUe 4 4acos, W
KOHLUEHTPWPYIOT B Bakyyme OcTaTok NoMeLWaloT B
S50mn EtOAc, v npomesaot 1,00 HCI, HacuWeHHBIM
DVkapOOHATOM HATRHS, PACCONOM, CYILEAT Had CyNb-
dhaToM Marauga, punNsTPYIOT U KoHUeHTpUpytoT OcTa-
TOK OYULWAKT ¢ NOMOLWEK XPOMaTorpaduu HW3KOro
AaBMNeHWA Ha KONOHKE © CURVKareneM, WCnonb3yA
20% EtOAc B rekcaHe B Ka4ecTBe MNKoeHTa, 40 Nony-
yeHna 69, 7mMr ykasaHHOIO B 3arNaBui COERMHEHWA
TCX Ry = 020, 20% EtDAc/rekcaH B3IMX Rp =
17,83muH /' HI-SIMP (CDCls) CoOTBETCTBYET CTpyK-
Type

Mpumep 118

Coegurerne 118 K pactsopy 65,3mMr coegmte-
HUA, nonydyeHHoro B npumepe 1166, B 1Mn THF, ao-
BapnarT nocnefoeaTeneHo S55MEN AUMaonponuna-
TUNeHa W pacTeop 49,2Mr coegrHeHVs, NonyYeHHoro
B npumepe 82A, B 1mn THF [MonyueHHnylo cmeck
nepeMewvBaloT B TeyeHne 24 4yacoB W KOHUEeHTPH-
pytloT B Bakyyme OCTaTOK OWYMWANT € MOMOLLbH
xpomaTorpaduu HW3KOrO AaBMNEHUS Ha KOMOHKEe C
cunvkareneM, ucrnonesya 40% EtOAc 8 CH.Cl: B
KayecTBe aneHTa, @ 3aTeM G NoMollbl npenapa-
TUeHOW B3MX ¢ obpaweHHoi dazoi Cqs, ucnonbays
NuHeWHBW rpagwent ot 40% go 80% CH-CN/H.O
AMS 2NIOWPOBRaHWA, B PE3ynbTaTe YEro NOnyuyakT
70,7Mr yKasaHHOro B 3arnaevu coeguHeHust TCX R
= 0,27, 40% EtOAC/CH:Cl: B3XX Rt = 14,85muH,
I"HE-AMP (CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 119

CoepguHeHue 119 PacTeop 26Mr CoefUHEHWs,
nonydyexHoro 8 npumepe 818, 8 CH.Cl: obpabaThi-
BAKT NocnepoBaTensHO, NPU KOMHATHOR TeMnepaTy-
pe B atMocdepe asoTa, BMr sTunxnopdopMara M
15mr  N,N-gunaonponunaTunaMwia  MonyveHHyo
CMECH MepPeMEWNBaOT B TEYSeHWE 3 Yacos, a 3aTeM
KOHLUEHTPUPYT B Bakyyme OCTaToKk NOMELLAT B
sTunagetat, 1 npomeeakeT 0,5H HCI, HackWeHHBIM
NaCl, cywaT Hag cynedarom MarHus, punbTRYIOT KU
KOHLUEHTPWPYIOT B Bakyyme OcTaToK OUUILEKT ¢ no-
MOLWBIO XPOMATOrpadum HW3IKOTC JaBMNEeHWA, Ha Ko-
NOHKe ¢ cunukarenem, wenonesya 5% AW3TUNOBHIA
acpvp/CH:Cl; B kadecTBe anweHTa, A0 MNOMYYEHUSA
26Mr yKasaHHOro B 3armaenu Npoaykra B Buge beno-
ro Teepgoro eewectea 1CX R = 0,19/5% ANITUNO-
Bbld acbup 8 CHCl BIHX Rr = 17,50mMuH /™HI-



103

AMP (CDCI;) cooTBeTCTBYST CTRYKTYpPE

Mpvmep 120

Coeaunene 120 Pacteop 30Mr coeguHeHUSs,
nonydeHHoro B npumepe 40A, 8 CH:Cl., obpabaTtul-
BAKOT NOCNedoBaTeNsHO NpW KOMHATHOW TeMnepary-
pe B aTmocdepe azcTa, 8Mmr sTumaiopdopMaTa W
18mr N,N-guusonponunatnena Mony4yeHHyKr cvech
nepemMeLBareT B TeYeHWe 3 Yacos, a 3aTem KOHUEH-
TPUPYKT B Bakyyme (CCTATOK NOMEILAKT B sTUMNale-
TaT, W npomeiealoT 0,54 HCI n HacsHweHHEIM NaCl, a
38TeM cywaT Hag cynbdaToM MarHus, punsTPyIoT U
KOHUEHTPHURYIOT B BakyyMe OCTaTOK odWWAIT ¢ no-
MOLWbLI NpenapaTuBHONW TOHKOCMOWHCA XpOomMaTorpa-
Uy Ha cunyKkarens, UCNONL3YS B KaUeCTBe 3MKEHTa
A0 NONy4YeHUs 25Mr YKA3aHHOro B 3arMaeHi NpogykTa
B BUge Benocro Teepgoro npogykra TCX Ry = 0,60
{sTunagetar) B3HX Rt = 13,86muH {'H/-AMP
{CDClIs) COOTBETCTBYET CTRYKTYRE

MpuMep 121

CoeauHeHe 121 PacTeop 26mMr coeguHEeHUSs,
nony4yeHHoro B npumepe 354, 8 CH:Cl; o6pabatsl-
BAKT NOCNE[OBATENBHO, NPX KOMHATHOR TEeMnepaTy-
pe B atMmocdrepe a30Ta MM ITWNXNOpMopMaTa W
17mr N,N-gumsonponunammHa  [onyyeHHyo cwmech
nepemMelIMBaloT B TeUYeHUe 3 YACOoB, A 3aTeM KOHLUEH-
TPUPYKT B Bakyyme OCTaTok NOMewaT B aTunaue-
TaT W npomeiBaloT 0,5H HCl u nHacoiwenHeim Nall,
cywar Hag cynbdartom MarHwa, OUneTPYT M KOH-
USHTPMPYIOT B Bakyyme QCTaTok CYMWAaKT C NomMo-
Wb XpoMmaTtorpadn HU3KOTO AABNEHWS Ha CUNUEA-
rene, Ucnonb3aysl B KadecTeBe anteHTa 5%
ansTunoesld 3hup/CH-Cl:, go nonydeHnsa 22mr yka-
38HHOMQ B 3armaBun npodykra B enge Benoro Teep-
aoro pewecrea TOCX R = 0,14 (5% AW3TWNOBLIA
apup/CH CI) BIMX Ry = 15895MuH Hr-AMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 122

CoeguHenue 122 Pactsop 27Mr coegWHeHms,
nonyd4yeHHero B npumMepe 35A, 8 CHCl: obpabatsi-
BaKT NOCNE[0BATENEHO, MPY KOMHATHON TeMnepary-
pe B aTMocdrepe asora, 8§ Mr annunxnopdopmara u
18mr N,N-gumsonponunamuHa [MonydeHHyks cMeck
nepemeWMBaloT B B TEYEHWE 3 Yacoe, a 3aTeM KOH-
LEHTPWPYHT B Bakyymve OCTaToOK NOMeLlaoT B 3TUN-
ayerat W npomelBalcT 0.5 HCl M HacblWeHHBIM
NaCl, cywat Haj cynbdaTom MarHWa, pUneTPyIoT W
KOHUEeHTPMPYIOT B BakyymMe OcTaToKk odWWAKT ¢ No-
MOLWLI XPOMaTOrpadod HU3KOTO [ABMNEHWS HA CUITU-
Karene, WCNOMe3yA B KadecTse antoeHTa 5% gwatw-
noBuid 3chnp B CTH-Cl: BOHX KRy = 16,28MuH "H-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

MNMpuMep 123
A CoefijvHeHne  XXIl /A = Tper-
Bytokcukapbonnn, D' = wu3obytun, E = 3,4-

anmetokcudenwn/ K pacteopy 401mr (1,192mMmMons)
coeguHeHWA, nonyJyeHHore B npumepe 39A, B CH.Cl:
{(12mn) fobasnAwT soAHeIA BUKapboHaT HaTpuA
{(3mn), Teeppgwld BukapBoHaT HaTpus  {130mr,
1,549mmon=A) "} 3,4-
AnMeToKcHBeH30NCYNBOOHUMTIOPKHE (33,8mr,
1,43mmona)l Cnycta 14 4Yacoe NONYYEHHYH CMECH
pasbasnaeT EtJAC, NpOMbIBAIOT HACKILLEHHBIM pac-
GOMOM, CYLUAT Haj cynbpaTom MarHng, puneTpyoT U
KOHUEHTPHPYIT B BakyymMe OCTATOK OMWILAKT G No-
MOLWbIS rel-xpaMmaTorpadun, UCNonkL3ys B Kade-
CTBE 2MKeHTa rpagvedt or 5% pgo 25%
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EtOAC/CHCl: go nonyveHus 440,1Mr ykasaHHoro B
zarmasnn  npogykra TCX Ry = 0,72 20%
EtOAc/CH,Cls

B CoennHenne XXl /A = H, D' = usobyrun, E =
3,4-auMeTokcucbeHun rugpoxnopual Pacteop 440mr
(0,820mMONSs) coefWHEHNS, NOMYYEHHOTO B NPUMEPES
123A, 8 EtOAC (15mn) npu -20°C obpabaTwBatoT
OezsogHeM razoobpaszHeiMm HCI 8 TeveHnne 10 MUHYT
NepaHyw HBaHK ypanaoT, U NocHe AONOMHUTENBHbIX
15 MUHYT, PeakyMoOHHY GMECk NPOFYBAKT A30TOM,
3aTeM KOHUSHTPMRYIT B BakyyMe Ao Nony4yeHUA
610Mr ykaszaHHOro B 3arnaevy NPOFYKTa B BMAE COMK
HCl TCX R:= 0,44, 10% meranHon/CH4Cl;

C CoepuHenuwe 123 Pactsop 38,9Mr coefiuHe-
HWS, nonydeHHoro s npumepe 123B (0,170Mmons), B
CH:Cly {3mm) obpabaTteiBalT nocnegoBaTernsHo Npw
KOMHETHOW TemnepaType, B aTMocdepe a3oTa,
0,49mn  (0,283MmonNA)  AUM3ONPONWUI3TUNAMAHE W
G66.9mr (160,6MMONA) COBAUHEHUA, MOMYUEHHOro B
npumepe 48A [MonyyeHHyO CMeck NepemMellnBaloT B
TeyeHve 16 Yyacoe, a 3aTeM KOHUEHTPWPYIOT B BaKyy-
me Octatork novewaT B CH:Cl; 1 npoMeiBaloT Ha-
CHILEHHbIM PaccoroM, CYWaT Hag cynbgatom mar-
HWA, OWIBTPYIOT WM KOHLEHTPWRYIOT B Bakyywe
QCTaToK OUMLLAKT G NOMOWBID XpoMaTorpadnn HUa-
KOTO A2BNEHWs HA KOMOHKE G CUMMKarenem, WCrnonk-
3ya rpagueHTHoe anuposaHwe (10% go 25% gw-
atunoesld acmp B CHXCl: go nonydeHua 57,6mr
ykasaHHoro B 3arnaewd npogykra TCX R = 0,39,
25% aTunoseii adup/CH-Cl: B3MO( Rt = 14,3Mun,
/'HI-AMP {CDCl3s) cooTBeTCTBYET CTPYKTYPE

Mpumep 124

A CoeguHenwne XXIl fA-Tper -6yTokcukapGoHun,
D' = waobytun, E = 3.4 gudToptennn/ K pacreopy
332, 7ur {0,989MmMONA) cOefUHEHNH, MONYYEHHOro B
npumepe 38A B CH.Cl: (12Mn), nobBasnarT 3mn
BogHoro BukapboHaTa Hatpua, 125wr Teepgoro 6u-
kapboHaTa HaTpuA (1,483mmonz) 7 3.4-
awdsTopGenzoncynsdoHunxnopug {231,
1,088mmonA) Cnycta 14 4acoB NONYJYEHHYH CMECH
pasbasnawT CH;Clz, NPOMBIBAIOT HACKILLEHHBIM pac-
COMOM, CYLLAT Haj cynkdhaTomM MarHus, huneTpyoT 1
KOHLUEHTPWPYIOT B Bakyyme OcTaToK OUUILEKT ¢ no-
MoLblo hbrew-Xpovarorpadond, UCnonb3ya [pagH-
eHTHCe 3nuposadue foT 5% go 25% anaTunoswin
apupf/CH-Clf no nonyyeHus 3213 6Mr ykazaHHoOro B
3arnaeuy Npoaykra /'"HI-AMP (CDCls) cooTBeTCTBY-
€T CTpyKTYpe

B CoeguHenne XXl /A = H, D' = usobytun, E =
3.4-andbTopdenmn, rmgpoxnopngl Pacreop 312,6mr
{0,610MMoNA) coefMHEHWA, NONyYeHHOro B NpuMepe
124A B EtOAc (15Mn) npu -20°C obpabaTeBaloT
BesBofHEM raszoobpasHuem HCI B TedeHre 10 MUHYT
Nepganyto GaHw yaanaAwT, U cnycTa ewe 15 MUHYT
PEaKLUWOHHYIO CMECH MPOAYBAKT 830TOM, 3ATEM KOH-
LEHTPUPYIOT B Bakyyme g0 nonyveHws 280mMr ykasan-
HOro B 3arnasuy NpoAykTa B BUAe Benoro TeReproro
Belectea TCX Rr=0,48, 10% metaHon/CH:Cl;

C CoeguHenue 124 K pacteopy 64,7Mr coegu-
HeHwA, nonydeHHora B npumepe 124B (0,144mmonsa)
B CH-Cl: (3mm), gobaenawT nocnegosarensHO Npu
KOMHaTHOR TemnepaType B aTmoctepe asoTa
0,050mn  (0,288MmMona)  AMW3ONPONUNSTUNIAMUHA W
39,6mr (172,9mMmons) coegWHeHWsl, NOMyYeHHOro B
npumepe 48A lNonyqeHHyo cMeck NeEpPeMeLLMBAIOT B
TeveHve 16 yacos, a 3aTemM KOHUEHTPWPYIOT B BaKyy-
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me OctaTok nomewatotr 8 CHCl; v npoMblBareT Ha-
CHILWEHHEIM PacconoM, CYWaT Hag cynepaTtomM mar-
HUA U KOHUBHTPUPYIOT B Bakyyme OCTaToOK OUWILAKT
C NOMOLLLK XpoMaTorpadn HUBKOTC JABMEHUS Ha
KOMOHKEe C CWNUKarerneM, WCNons3ys rpajWeHTHoe
anowpobaHue /ot 5% go 20% awatunoeulli adoup B
CH-Cl2f go nonyveHwa 44mMr ykazaHHOrc B 3arnaBud
npogykta TCX Ry = 0,54, 25% AW3TWNOBLIA
spnp/CH,Cl, BEMOL Rr = 154Mun  / HA-SIMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpwumep 125

CoeguHenue 125 310 coegrHEHWE NONYyYakaT U3
coejguHeHWA, NonydeHHoro B npuMepe 1468, no cno-
coby npumepa 88 [locne oBpaboTEKM M OUUCTEM ©
noMolWs npenapatveHod BOMX ¢ obpaweHHoi
thazor Cig, € MCNONBL3OBAHWUEM NWHEWHOO rpagUueHTa
ameHTa (or 35% po 100% CH:CN/H:0/ ¢ gobasne-
Hwem 0,1% TFA), nonyyawT 10.5mr ykasaHHoro B
3arnaBMu CoefiUHeHUA B Buae Benoro TRepAoro Be-
wectea TCX Ry = 0,4, 4% MeOH/CH;Cl; BGMX Ry
= 14,06MuH, /'H/-SMP {CDCIl;) cooTBETCTBYET CTPYK-
Type

Mpvmep 126

A CoegvHenne XX /A = TpeT, ByToKkcukapBoHwn,
D' = metnn, A1 = H/ K pacTeopy coefjUHeHns XX
M1, 7mmonal B 20Mn sTaHona gobaensT rasoobpas-
HEIA METWMEMWMH NPYW KOMHETHOW Temnepartype, B
TedeHne 30 MWHYT 3TOT pacTBOp NEPEMELLVBAIOT B
TEUEHNE HOYM, KOHUEHTPMPYIOT MNP MOHWHKEHHOM
AaeBneHuy, Ao nonyuyeHua 0,471 yKasaHHoro B 3arna-
BUW COSAUHEHUS, KOTOPOE MCNONB3YI0T 583 AONonHKU-
TeneHoW oducTk, TCX Ry = 0,18, 11080
NHsOH/MeTanon/CH,Clo, /' H-SMP (CDCl3) cooTeeT-
CTBYET CTRYKTYpE

B CoennHenne 126 K pacTeOpy NpofykTa npu-
mepa 126A f0,15r, 0,51Mmonsa/ 8 CH-Cla (10Mn) ao-
BaBnAKT HachIWeHHEIR pacTeop BukapboHaTa Ha-
TpWS 3N/, 3aTem gobaenAwT Teepabd GukapbonaT
HaTpra (S0mr, 1,1vmmond), satem gobasn=awT 3,4-
awnxnopberaoncynedoHrnmacpmy (0,25r, 1,0mmona)
MonyyeHHyl CMEech MepemMelliBaT MNpyU KOMHATHOR
TeMnepartype B TeueHue Hodl OpraHW4eckyls 4acTe
akcTparnpyeT 100Mn CH2Cls, cywat Hag BessogHbIM
CynbhaToM MarHWA, KOHUEHTPUPRYIOT MPU NMOHUMEH-
HOM A@BMNEHWKW, @ 3aTeM OUWLAKT ¢ NOMOLWbK Xpo-
MaTorpacp  cpefHero JAarRNEeHUsS Ha Ccunukarene,
MCNOMb3ysd TPaAWeHTHYID CUCTEMY  3MoWMpOBaHUS
CH:Cl;, a zateM 585 acbuwp/CH.Cl; YrkasaHHoe B
38MMaBuK coedUHeHWe nonydatoT B Buge BecuyseTHON
nenwel (210mr) TCX Ri= 0,42 /3 97 metanon/CH-CI,
B3MX Rr = 17,2MuUR, {"H-ANP {CDCly) cooTeeTeT-
BYET CTRYKTYpe

MNpumMep 127

CoeguHenue 127 K pacTeopy npogykra npume-
pa 126A 10,151 0,.51mmona/ 8 CH=Cl: (10Mn) pobab-
NAKT HAacbWEHHBIM pacTeop OukapboHaTa HaTpwA
(3mn), 3atem AobasnAT TEepAbA BukapboHaT Ha-
Tpua  {100mr, 1,0Mmons), satem pobaensawT 4-
Topbenzoncynedgpornunxnopug  (0,20r, 1,0mMmonk)
MonyueHHylo cMecke NepeMellmBaaT NpU KOMHAaTHOW
Temnepatype B TedeHWe HOoun OpraHuky 3KCTpard-
pyioT 100mn CH.Cls, cywat Hap Ge3sofHBIM CyNb-
haToM MarHus, KOHUEHTPWPYKT MpW NOHUMEHHOM
AaBNEeHUK, 3aTeM OYUWAKT C MNOMOLWBK XPOMaTO-
rpadont cpepHero gaeneHWA Ha cunukarens, Wenomne-
3ya rpaguMeHTHoe anwupoBanne CTHXCla, a 3arem
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585 apnp/CHLCl: YrkasaHHoe B 3armaewK coeguHe-
Hve nenyyarT B Buae Denoro Teepaoro BewecTsa
AQ4urt TCX Ry = 0,36, 397 wmetaHon/CH->Cl,
BSHOL R7 = 15 ,85MUH, {"H-ANP {CDCI3) cooTeeT-
CTBYET CTPYKTYpe

Mpumep 128

CoeguHerne 128 K pacTsopy npogaykra npume-
pa 126A (C,15r, 0.81mmona /8 CH:Clzf Bmn) goCas-
NAT HacklUleHHBIF pacTeop bukapbonaTa HaTpua
(3mn), 3ateM pobaensawT TBepAHR BuKapboHAT Ha-
TpuaA (90wmr, 1,0mmons), satem gobasnAT aueTamu-
gobensoncynedornmaiopug  (0,24r,  1,02Mmons)
Monyd4eHHylo CMechk NepemeLlBateT MPK KOMHATHOW
TemnepaType B TeueHwe HouWw OpraHuky 3KCTparu-
pytor 100mn CH-Cly, cywar Hag 6e3eogHEIM Cynb-
¢GaToOM MATHWS, KOHUEHTPUPYKT NpU NMOHUMEHHOM
AaBMNeHWU, OYMWAKT G NOMOLbld XpomaTorpadum
CpedHero JaBrneHns Ha CUNWKarene, WCnonb3ysa rpa-
AWEHT cucTembl pacTeoputens CH:Cls, a 3aTteM 5 95
EtQAG/CH:Cl;, a satem 1090 EtQOAc/CH.Cl; Yea-
33aHHOE B 3aMMaBlW CoefWHEeHWe MOMy4YaloT B BMAE
244mr Benoro Teepgoro eewectea TCX Ri = 0,13,
3 97 metanon/CH-Cle, BESHX Kr = 13,47 mun, 1H-
AMP (CDCl3) COOTBETCTBYET CTRPYKTYRE

MNpumep 128

& CoeguHeHwe XX /A = TpeT ByToKCUKapBoHuUn,
D' = f2-TeTpa-rugpodypun/-metun, A' = H/ K pacteo-
py coeguHeHuna XX /3 3mmons/ B 30mn sTaHona go-
OapnarT  TeTparngpodypdhypiamMiH {1,03mn,
10MmMonen) lNonyueHHyo cMeck HarpeeatoT Ao 85°C
U NepeMeLUWBAIOT B TeY4EeHWe HoWn Pacteop unkT-
PYIOT, KOHUEHTPUPYIOT MPH NOHUXKEHHOM FRaBMEHWUM
Ao nonyyennAa 1,29r ykasaHHoro B 3armaBUM coegu-
HEHVA, KOTOROE MCNonb3yT Ges AoNoNHWTENBHOW
OUUCTEM TCX R = 0,52, 11080
NHsOHfmeTanon/CH-Cl

B CoegwvHeHve 129 K pacTeopy cOegWHeHus,
nonyyerHoro B npumepe 129A f200wmr, 0,55mmonsl B
CHCla {Gmn) gobasnawT 4-
dbTopbensoncyneorunxnopnd (320mr, 1.6mmons),
3aTem HachlLLeHHeR pacTeop BukapboHaTa HaTpua
(3mn) u TBepanHd 6Gukapbonar Hatpua (O1r,
1,2mMMonA) MNMonyueHHylo CMech NepeMellMBaraT Npu
KOMHETHOW TeMmnepaType B TeYeHWe Houl 3ToT pac-
TeOR pazbaenawT 100mMn CH:Cls, opraduky smpens-
KT, CYWaT Haj CcyNbhaToOM MAarHue, OpraHwky KOH-
LEHTPUPYIOT NPU NOHWHKEHHOM paerneHWn Coipoid
NPORYKT OYWLLAIOT ¢ NOMOLLBK XUAKOCTHON XPOMaTO-
rpacduu cpegHero AaBneHWs, WUCNOnb3ysA rpagueHT
cucTemsl  pacteoputenen /CH:Cls, 3zatem 595
acpupl/CH-Cly satem 10 90 acpup/CHLCl;, Ao nonyue-
HUA 130Mr yKasaHHOro B 3arMaBUM COSJWHEHWUS B
enge Genoro Teepgoro eewectea TCX Ry = 0,35
3 97 weTtaHon/CH-Cl,, BGX Rt = 16,37muH 1H-
AMP (CDCl3) COOTBETCTBYET CTRPYKTYRE

Mpumep 130

A CoeguHeHue X 1A = TpeT -
ByTokcukapborun, D1 = naobytun, A' = H/ K pacTeo-
py coepgureHna XX JA = TpeT -6yTokcurapboHun/
(2,5vmMong) s 30Mn aTaHona gobapnAtoT pacTeop 2-
MeTUNannuaMuHrngpoxnopuga (1,34r, 12,5mmona) 1
KOH (0,70r, 12,5Mmonda) B aTaHone (20mn) [lony-
YEHHYK GMEeCh NepeMelldBaleT B TedeHHe 30 MUHYT
npW KOMHATHOW TemnepaType PacTBopel o5begunHs-
KT W HarpesaloT npu 85°C B TeveHwe 24 yacoe [o-
NYYEHHbIW PECcTBOP MWNBTPYIOT W KOHLUEHTRHURYIOT
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NpWU NOHWKEHHOM AaBNeHUKU o nonyveHus 0,82r yka-
38HHOTO B 3AIN@BUKN COEAMHEHWS, KOTOPOE WCMNOMNb-
3ytoT Bes gononHutensHol ouncTkn TCX R = 0,45,
1 10 80 koHy NH4OH/meTaHon/CH;Cls

B CoepuHenne 130 K pacTeopy NpogykTa npu-
wmepa 130A (0,20r, 0,60Mmons) 8 CHCl (6Mn) go-
DaBnAT HacblweHHeln pacTsop Owkapbonara Ha-
Tpua (3mn), saTem TeBepawli Dwukapbonar HaTpwa
{0,1r, 1,2MMonNA), a 3aTeM p-
thTopbensoncynedgporunxnopng (0,35r 1,78mmMons)
Mony4yeHHylo GMece NepeMellMBaloT NpU KOMHAaTHOW
TeMneparype B Teverue 24 yacos OpraHuky akcTpa-
rmpyteT 100Mn CH.Cls, cywaT Hag De3BogHBIM CyIb-
haToM MATHUS, EKOHUEHTPUPYIOT NpW NOHWMEHHOM
A2BNeHUN, a 3aTeM OUMLLAIT G NOMOLWBI XPOMATO-
rpadoMu cpefHero AaBneHUst Ha CUNUKarene, UCnonk-
3ys rpagweHTHyto cuctemy CH Cl, satem 1 99 meTa-
HonfCH-Cl: ¥YkazanHoe B 3amaBuwK COEZWHEHWE
nonyyarT B Buiae 6Genoro TBepAoro BellecTsa
(180mr) TCX Re = 0,35, 397 MeTanon/CH:Cls
BEMX Rr = 16,82muH, /'H/-SIMP {CDBCls) cooTeet-
CTBYST CTPYKTYpe

Mpwvmep 131

CoeguHeHue 131 K pacTBopy coegwHeHus, no-
nyueHHoro B npumepe 1320A (200mr, 0,60Mmond), B
BmMn CH:Cla LobBaenawT 4-
auetamupgobersoncynbhoHWNXIOPKUE (410wmr,
1,76MMonNA), 3aTeM HacbiWeHHEIA pacTeoR Gukapbo-
HaTa HaTpwa (3mn) v TBepabd CukapboHaT HaTpwa
(0,1r, 1,2MmonA) NonNyueHHyo CMecs nepemellnsea-
KT NpU KOMHATHOW TeMmnepaType B TEYEHHWE HO4M
MonyueHHEd pacTeop pasbaensawT 100Mn CH:Cls,
QPraHuKy BblASNAKT, CYWAaT Haa cynbpaTomM MarHus,
OPraHnKy KOHUEHTPURYIOT NPW NOHWHKEHHOM fAaBne-
HAUW ChIpOA NPOAYKT CYULIAKT C NOMOLLBIO XU KOCT-
HOR XpomMaTorpadvi cpefiHero JaBnNeHns, UCNOMNb3ys
rpagWeHTHyko cuctemy pacTteopwteneli CH:Cls, sa-
TeM 30 70 EtOAC/CHCl,, go nonydeHua 140mr yka-
38HHOTO B 3aIaBuy coefnHeHwa B Buge Benoro
Teepgoro eewecrea TCX Ry = 0,19 397 meta-
HoNfCH-Cl,, BOMX Ry = 1506mMuH, /'Hi-5IMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpwmep 132

A CoepwHerne XXII /A = H D = /f2-
TeTparngpodypun/-meTvin, E = 4-bropdenun, rmg-
poxnopna/ K pacTeopy coefiMHEHWS, NONyYeHHOro B
npumepe 120B (30mr, 0,057mmonsn), 8 3mn EtDAc
aobaenaiT 30% secfeec HCI 8 EtDAc (Tmn) Mony-
YEHHYR GMECH NEPEMELINBAIOT B TEYSHWE HOUM NpU
KoMHatHOW TewmnepaType [lonyyeHHsId pacTBOp
KOHLEHTPHMPYIOT NpW NOHWNKEHHOM [aBNeHWU [0 No-
AyueHUs 16Mr yKasaHHOro B 3arMaBWd COefJUHEHWS B
BUAe Benoro TeEepaoro BeLlecTsa, KOTOPoE WGNOMNb-
sytor Be3 nocnegyrowen ounctkn TCX R; = 0,60
11 10 90f NHsQH/meTanon/CH:Cl/

B Coegwnenne 132 K pacreBopy coeguHeHws,
nonydyeHHoro B npumMepe 132A (16mr), 8 CH.Cls
{5mn) goBaenawT Tpuatunamud (0,1mn, 0, 72Mmons),
3aTeM coeguHeHwe npuvepa 48A (20mr, 0,08mmons)
Mony4yeHHylo GMece NepeMellMBaloT NpU KOMHAaTHOW
TeMnepatype B TeveHwe 24 yacos TTOT pacTeop
KOHLEHTPHMPYIOT MPU MOHWKEHHOM AABRMEHWW, W Chi-
oA NPOAYKT OYHMLLAKT C NOMOLLBO XpomaTorpadonu
CpefHEero AaBNeHUs] Ha KOMOHKE G CUNMUKarenem, Uc-
nonesys 20 80 EXOAC/CHLCl; B KadecTBe pacTsopu-
Tend, Ao nonyyeHusa 7, 4mMr yKasaHHOMo B 3arnaBuv
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coeguHeHna Ry = 0,37 /397 wmeTanHon/{CH.Cl/,
BEMX Ry =14,19 muH, /' H-AMP {CDCI3) cooTeeT-
CTBYET CTpYKTYpe

MNpumep 133

& CoegureHune XXl /A = Tpet, ByTokcukapbo-
Hun, D' = [f2-teTparmppodoypuni-metun, E = 4-
ajetamngodhernn/ K pacTtBopy nonyyeHHoro B nNpu-
mepe 129A coegwHenwa (200wmr, 0,5SwmmonA) B
CH»Cla {Emn) nobasnawT 4-
ayetamugobeHsoncynepoHUnxnopug {380mr,
1,6mMMonA), 3aTem HacblWeHHBIA pacTeop Sukapbo-
HaTa HaTpwa (3Mn) W Teepablid Bukapbonar HaTpwa
(0.1, 1,2Mmona), NONyYeHHY CMECH NepeMeLlLnBaKT
NpPW KOMHaTHOW TeMNepaType B TeueHne Houu [lony-
YeHHHW pacTeop pasbaenswT 100mn CH:Cly, opra-
HWKY BHAENSIKOT, KOHUEHTPWPYIOT NpW NOHWXEHHOM
AaerneHn Chipod NpoAyKT OYUWEAKT € NOMOLEKD
HUAKOCTHOW XpOMATOrpamuN CPedHero JaBleHns,
UCMCMb3YS TPAAWEHTHYID CUCTEeMy pacTBOpUTENER
CH5Cla, zatem 1090 EtOAC/CH-Cl;, zatem 30 70
EtCAC/CH:Cl; go nonyueHusa 120Mr ykasaHHoro B
sarnaesnn coeduHeHua B enae Genoro Teepgoro se-
wectea TCX R;= 0,13, 3 97 metanon/CH:Cl,, /™HI-
AMP (CDCl3) COOTBETCTBYET CTRPYKTYRE

B CoeawHeHne XXII /A = H, D' = f2-
TeTparngpocypun/-metun, E = 4-ayetamugodierun,
rugpoxnopug/ K pacteopy coegWHEHWA, NonyYeHHo-
ro B npumepe 133A (120mr, 0,22mmonaA) B Smn
EtOAc, gobaenaror 30% sec/sec HCI B EtOAC (2mn)
MonydyeHHy CMech NepeMellMBaT B TEUSHUE HOUM
npyW KOMHATHOR TemnepaTtype [lonydeHHBIA pacTeop
KOHLUEHTPWPYIOT NP NOHWKEHHOM AaBNEHWM Jo no-
MYYEeHWR YKa3aHHOMO B 3arMaBUU COSJWHEHUA, KOTO-
poe WnenonesyroT 0e3  AONOMHWTENBHOW  OYNCTEMN
TCX R¢= 0,50, 1 10 90 NH;OH/meTaHon/CH;Cls

C CoeauHende 133 K pacTBopy COEfWUHEHWSH,
nony-erHorc B npumepe 133B, 8 CH:Cl; {5mn) pgo-
6apnawr TpusTnamud (0,2mn, 1Mmmona), saTem co-
efwHeHns npuvepa 48A (73mr, 0,32mmons) Mony-
UYEHHYI> CMECL NEeReMEeLNnBaoT NPW  KOMHATHOW
TeMnepaType B TeueHue 24 yacce J3TOT pPacTeop
KOHLUEHTPWPYIOT NPW NOHWMKEHHOM LAaBMeHWW, W Ghl-
poA NPOAYKT QUUILAIDT G NOMOLLEI XpoMaTorpaduu
cpeAHero AaBMneHWA Ha KOMOHKE, WCMOoMb3yA rpagm-
eHTHYI0 cucTemy pactBoputenen CH-Cl,, 3atem 1 99
MeTaHon/CH.Cls, zatem 3 87 metadHonffCH-Cl;, po
nony-erua 87 8Mr ykazaHHOro B 3arnaBuKN COefMHe-
Hua TCX R;= 0,09, 3 97 meTtaHon/CH:Cl;, BOHX Ry
= 12,53muH, /' HI-AMP {CDCl3) cooTBETCTBYET CTPYH-
TYpE

MNpumep 134

A CoennHeHue XXl fA = H, D'-n30byteHun, E =
4-ayetamugodeHnn, rugpoxnopual K pacteopy co-
efWHeHns, nonydeHHoro B npuMmepe 131 /40wr,
0.075mmons/ B EtOAc (5vn) pobaenawt  30%
Bec/eec HCI 8 EtOAc (Zmn) MonydeHHyo cMeck ne-
pPEMELUUBAKT B TEYEHWUE HOUW MNPU KOMHATHOR TeM-
nepatype FPacTBop KOHUEHTPUPYT MNpY NOHWMEH-
HOM A@BNEHNW OO NOMYYEHWS YKa3aHHOTO B 3armnasum
COSAWHEHUA, KOTopoe MWenonbsyleT 6e3  AononHMW-
TeneHoW ouuctkm TCX Ry = 0,38, 11090
NHsOHfmeTanon/CH-Cl

B CoegwvHeHve 134 K pacTeopy coegWHeHus,
nony-erHorc B npumepe 134A e CH:Cl; {5mn) go-
G6apnawT TpustinaMud (0,1mn, 0,72mMmons), 3aTem
coegureHwe npumepa 48A (26mr, 0,11vmmonga) MNo-
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FYYSHHYI0 GMECh MEpeMellMBaloT MNP KOMHAaTHOW
TeMnepatype B TeveHwe 24 yacos TTOT pacTeop
KOHLEHTPHMPYIOT MPU MOHWKEHHOM AABRMEHWW, W Chi-
POA NPOAYET CYUWAKT Ha XpomaTorpadpuyeckol ko-
FOHKE GPeAHEro AaBneHUsl, UCNONb3Ys rPagNeHTHYIO
cuctemy pacteoputeneil CTH:Cl,, satem 189 meta-
HonfCH-Cl., satem 3 97 meTanon/CH-Clz ao nonyve-
Hua 10,1Mr yrkasasHOro B 3arnaenn coeguHeHus Rr =
0,11 3 87 meTaron/CH-Clf, BAMO{ = 12, 86MuUH, Y-
AMP {CDCl3) cooTBETCTBYET CTPYKTYPE

MNpwmep 135

A CoegwHenwe XX /A = H, D' =/w3cbytenun, E =
d-bropdoenvn, rnapoxnopusf K pacteopy coeguHe-
HWA, nonydeHHorc B8 npumepe 130B  (S0wmr,
0,10Mmons) 8 EXOAc (Smn) gobaenawt 30% eec/eec
HCI 8 EtOAc (1mn) lMonydeHHyk cMecs NepeMellu-
BEOT B TEYSHWE HOYW NpPY KOMHAaTHOR TemnepaTtype
MonyyeHHBIW PacTBOR KOHUEHTRUPYIOT MPK NOHWUHEH-
HOM J@aBMNEeHUW A0 NOMYUSHUS YKA33HHOMO B 3arNaByu
cOefUHEHWA, KOTOpPOE WCNonb3yrT DBes foncnHu-
TeneHoW oducTk TCX Ry = 0,48 11090
NH;OH/MeTaHon/CHLCI;

B Coegwnenne 135 K pacreBopy coegnHeHws,
nonydyeHHoro B npumMepe 135A, B CH.Cl: /Smn/ go-
BasnAwT TpuatTunamud (01mn, 0,72mMMonNR), 3aTtem
coefUHeHve npumMepa 484 (35mr, 0,15mmonel) MNo-
FYYSHHYI0 GMECh MEpeMellMBaloT MNP KOMHAaTHOW
TeMneparype B TedeHwe 24 yacos PacTsop KQHUEH-
TRURYIOT NPW NOHWKEHHOM ASBINEHUN, M Cbipon Mpo-
AYKT CUULLAKT ¢ NOMOLLEK XpomaTorpadud cpeHe-
ro AaBMeHWA Ha KOMOHKE, UCNONb3ysl TPajueHTHYRO
cucteMy pacteoputened CH,Cl;, sartem 2080
EtOAC/CHLCl; B KadecTBe CUCTEMB pacTBOpHUTENEH,
A0 NoNyYeHnA 12Mr yKasaHHOro B 3arnasun Npogyk-
Ta TCX R;= 0,34, 3 87 metadonfCH-Cl., BOGHX Rt
= 14,64MuH /' HI-AMP {CDCIy) cOOTBETCTBYET CTRYE-

TYpe,
MNpwumep 136
A CoeguHeHve XX IA = TRET,-

Dytokcwkapbonwn, D' = 2-bypdypun, A' = Hf K pac-
TBOpY coeuHeHua XX (2 ,5MmMonA) B aTaHone (30mMn)
aobaenawT  dypdypunamus  (0,67mMn, 7 SmmMons),
nony4YeHHylo cmeck HarpesakaT go 85°C B TeueHwe
24 yacoe [lonyyeHHEIR pacTBop OUNLTRYIOT M KOH-
LUEHTRURYIOT NP NOHWKEHHOM ZaBrNeHnn 4o nonyJe-
HuA 0,80r yKa3aHHOMC B 3arMaBWM COELUHEHWUR, KOTO-
poe Mucnonb3ylT Besz AONONHWTENEHOR OCYUCTRW

TCX R: = 0,38, 11090 KOHL|
NH;OH,/metanon/CH-Cl-
B CoefnHeHne XXIA = TRET -

Bytokcukapbonun, D = 2-coypun, E = 4-hTopheHun/
K pactsopy npoAaykta npumepa 136A (0,20r,
0,609mmonsl 8 CH.Cl; (6Mn) aobaenaoT HacHILWEH-
HEIA pacTsop bukapboHaTa Hatpua (3mn), 3aTeM go-
DaenawT TBepabw OwkapbDonar wHatpua (01,
1,2vMmong), 3atem p-TopbeHsoncynboHMTXIoPnE
10,32r, 1,6MMONA) [ONYUYEHHYID CMECk NepemMellu-
BAKOT MpU KOMHATHOW TemnepaType B TedeHwe 24
vyacoe OpraHuky akctparvpytoT 100mn CH:Cly, cy-
war Hag GessopHbiM cynbghaTom MarHus, KoHUeH-
TRURYIOT MpPY MOHWKEHHOM AABMNEHWW, OYMLLBOT C
noMoLWbe XpomMaTorpadin cpefiHero AaBneHua Ha
CUNMKarene, WCnonb3ys TPAfWEHTHYIO  GUCTEMY
CH:Clz, 3atem 199 wmeraHonf/CH:Cl: YkazaHHoe B
3armaBuK coefwnHeHwe nonyvawT B Buge Genoro
Teepgorc eewecrtea (86,1mn) TCX R; = 0,17, 397
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MeTaHon/CH-Cl,, BOM¥X Rt = 16,5Mun, /"Hi-AMP
{CDCl3) COOTBETCTBYET CTRYKTYPE

C CoeauHeHue XXl /A = H, D' = 2-¢ypun, E =
4-cbTopchenun, ruapoxnopual K pacteopy coefiuHe-
HWE, nonydeHHoro B npwMepe 136B (16w,
0,031mmMonA) B EtOAc (3mn) pobaenawr 30%
Bec/eec HCIl 8 EtOAc (1mn) MNonydeHHyo cMeck ne-
PEMEWWBAIOT B TEYEHWE HOUW MNPW KOMHATHOW TeM-
nepatype [NonydyeHHBIA PACTBOP KOHLEHTPUPYIOT NPK
NOHWXEHHOM A3BNEeHUK A0 MONYUESHWA YKA3AHHOIO B
3arnNaBuKN COEfMHEHWs, KoTopoe ucnonb3yT bes
AononHuTensHOW ouncTkn TCX Ry = 0,48, 11090
NH4OH/meTanon/CHLCl

D CoeauHenue 136 K pacTBopy COefWUHEHWSH,
nony-4erHorc B npumepe 136C (5mn) acBaenswoT
TpuatunamuH {0,1mn, 0,72MMons), satem coefWHe-
HwWe, nonyyYeHHoe B npumepe 48A (11wmr, 0,05Mmons)
Monyd4eHHylo CMechk NepemeLlBateT MPK KOMHATHOW
TeMnepaType B TedeHue 24 yacos [lonyyeHHBIA pac-
TBOP KOHLEHTPUPYIST NPWU NOHUXKEHHOM AaBNeHUW, 1
GHIPOH NMPOAYKT CHULWAIT ¢ MOMOLLBI0 XPOMaTOrpa-
dnn cpegHero AaBNEeHWA, WCnonb3yA [PafMeHTHYIO
cucTeMmy pactBoputenen CH-Cl,, 3zatem 2080
EtOAC/CH-Cla, go nonyveHwa 4,9Mr yKazaHHOro B
sarnaesuy coeauHeHua TCX Ry = 028 f3 87 umeTa-
HOM/CH,Cl, B3MX Ry = 14,57wun  ['H/I-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 137

A CoegwHerne XXl /A = Tper, bDyTokchkapbo-
HUN, D' = 2-cpypun, E = d-ayetamufodeHun/ K pac-
TBOPY COEAWHEeHWs, Monyd4eHHoro B npuMepe 1368
f200mr, 0,55Mmons/ 8 CH,Cl; (Bmn) gobaensiwT 4-
ayeTamngobeHzoncynshoHUTXnopug {380mr,
1,7mMMONA), 3aTeM HAcCbIWEHHBIM pacTBop Dukapbo-
HaTa HaTpWa (3MN) U TeepAbld BukapBoHaT HaTpusa
(0,1r, 1,2mMmona) lNonydyeHHy cMeck nepemellnsa-
KT NPU KOMHATHOW TeMnepaType B TEYeHWe HOYM
Omot pacteop pasbaenswT 100mn CH2Cls, opraHuky
BEIAENAKT, Cywar Hag De3sBogHbM cynbharom mar-
HWA, W OPraHuKky KOHLUEHTPWPYIOT NPW NOHUAEHHOM
AaBrneHWd ChipOod NPOAYKT OUWILAKT C NOMOULID
HURKOCTHOW xpomaTtorpadun cpedHero AaBneHus,
MCMNONL3YR TPagueHTHYIO cUCTEMY pacTBopuTenei
CH2Cly, satem 1090 EtOAcC/CH.Cl:, 3atem 3070
EtOAC/CH-Cla, go nonyyenwa 100mr ykasaHHOC B
3arnasuK coejuHeHus B Buae Benoro Tsepaorc Bse-
wectea TCX R;= 0,19, 3 87 meTaHon/CH:Cl; ™H1-
AMP (CDCl:) cooTBeTCTEYET CTPYKTYpE

B Coeaunenue XXl /A =H, D'= 2 dypun, E=4-
ajetamugohennn, rngpoxncpmsf K pacrBopy co-
efMHeHWs, nonyyeHHoro B npuMepe 137A /30mr,
0,054mMons/ B EtOAc (3mn) poBaenawt 30%
Bec/eec HCl B EtOAc (1mn) MonydeHHyto cMeck ne-
pPEMELUUBAICT B TEYEHWES HOYW NPW KOMHATHOR TeM-
nepaTtype STOT RAcTBOP KOHUSHTRURYHOT NPW NOHM-
XEHHOM [3BNEHWW A0 NONYYeHWA YKASSEHHOMO B
3arNaBUY  COELMHEHUR, KOTOpoe WcnonesyleT bes
nocnegyrowel ouuctemn TCX Ry = 0,37 11090
NHsOH/meTanon/CH:CLf

C CoeauHeHue 137 K pacTsopy coegWHEHWR,
nonydyexHorc 8 npumepe 137A, B CH2Clo (5mn) go-
BapnarwT TpuaTnnamud (0,1mn, 0,72MmMonA), 3aTeM
coeguHeHue npumepa 48A (18mr, 0,083mmora) lMo-
MNY4YeHHYO GMeck NepemMellVBaloT MNP KOMHATHOW
TeMnepaType B TeueHUe 24 4yacoe JITOT pacTBop
KOHUEHTPWPYIO NPW NOHWESHHOM JABMNEHWU, U CHIPOW
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NpoAyKT OYMWAKT € MNoMoLWbl  Xpowmarorpadonu
CpegHero JaBneHns, WCNonb3ys TPagueHTHYI Ccuc-
TeMy pacteoputenei CH.Cl;, zateM 199 MeTta-
HonfCH-Cl., 3aTem 3 97 meTaHon/CH.Cl: oo nonyue-
HUS 8,5Mr yraszaHHoro B 3armaevu coeguHeHwa TCX
Ri = 0,11 1397 wmeraHon/CH:Clo, BO¥X Ry =
12,69muH, / H-SMP {(CDCls) cooTBETCTBYET CTPYK-
Type

MNMpuMep 138

CoeguHeHue 138 Pacteop 75SMr coeguHeHus,
nonyveHHoro B npuMmepe 51D, wu  45mr  3-
xnopbeHzoncynboHUMIMOPHEa NOABERTAKT B3au-
MOLEeNCTBUIC No cnocoby npumepa 60 Mocne obpa-
BOTKM U OUUCTEW C NOMOLLLIO NpenapaTUBHOR BIHCK
¢ obpaweHHoi dazoll Cis, WCNONB3YA MNWHEWHbIR
rpagueHT ot 35% go 100% CH:CN/H:O ¢ 0,1% TFA
B KauecTBe anieHTa, nonydaa 29,7Mr ykasaHHoro B
samasun coeguHenwa TCX R: = 03, 4% Me-
OHICH,Cl;, BOMX Ry = 1583w /'HE-AMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 139

CoeguHenue 139 K pacteopy 67,9wr coepuHe-
HWA, NONy4eHHoro B npuvepe 1168, B 1mn THF go-
DaenAwT nocnegcearenbHe  SYMKN AMW30NPONW-
naThNaMWHa W pacTeop 52.6Mr coefUHEHUA, nony-
deHHore B npumepe 109C, B 1mn THF MNony4eHHyko
GMECHb NepeMelvBalaT B TeYeHne 24 JYacoB W KoH-
LEHTPUPYT B Bakyyme OcTaTok O4YMWAT ¢ noMo-
Whbio NpenapatMBHOW Xpomarorpadgvn B TONCTOM
cnoe curWKkarens, UCNCOMb3yS B KAUECTBE 2MKOEHTA
7% metaHon & CH-Cl; go nonydenusa 70,0mr ykasaH-
Horo B 3arnaeuu coeguHeHua TCX Ry = 0,30, 5%
meTaHon/CH-Cl; B3MX Rt = 15,78muH {'HI-IMP
{CDClIs) COOTBETCTBYET CTRYKTYRE

MNMpuMep 140

A 3/Si-aMuHo-2fcuHf-rngpokcu-4-cbeHun-1-
xnopbyTandopmMat (conk) K cycnedawn 16,33r 10%
nannagua Ha yrmne /25 sec %/ B MeTaHone W TeTpa-
rmapodypare f400mn, 1 1/ goGaenawT B atmoctepe
azora 65,35r 3/S/-N-/Oenzvnokcukapbonun/-amuHo-1-
x¥nop-2fcun/-rugpokcu-4-ceHnnbyTanal
185,77MMons/ B BU4e pacTeopa B METAHOME W TeTpa-
rmgpodypade /1,2n/ K atol cycneHszmu gobasnswT
540Mn mypaBenHo# mmcnote Cnycta 15 yacos, pe-
AKUNOHHYIO CMECE (PUNBTRYIOT 4epes AWaTOMOBYH
3EMMNIC W KOHUEHTPUPYIOT focyxa [onyyeHHoe mMac-
M0 GYCNEeHAMPYIOT B TONYyoNne W BLIMNapHWBAKOT, 3aTeM
TWATENEHO PACTUPAKOT NOCNEeLOBATENEHO B [WSTU-
noeom apwpe W CH.Cl; go nonyuenna 47,64r npo-
AyKTa B BuAae rpaHyn TBEPAOro BewwecTsa Mermo-
kopuuHeeoro useta TCX Ry = 0,17, 5% yKcycHaq
KWCNOTa/3TUNALETAT

B 3/3/-N-13/S/-reTparmapodypynokcukapboHnn/-
amuHo-1-xnop-2/cun/-rug pokcu-4-beHunBytan K
PAacTBOPY COSAMHEHWA, [ONYYEHHOIO B NpuMepe
140A 1,871, 7,95mmona/ 8 CHLCla /20mnf pobaena-
10T HachIeHHBIA pacTROp 6GuKkapboHaTa HaTpuA
{5mn), zatem Teepgbid BukapBoHaT Hatpwa (1,33r,
17,9MMonA) v nonyYeHHoe B NpuMepe 48A coegure-
Hue (2,0r, 8,7mmona) [lMonyveHHylo cMeck nepeme-
WHUBEKT NPW KOMHETHOW TEMNEpPaTYPe B TeueHwe
Houn Pacteop pastaenawT 200mn CHLCls, opraHuky
BBIAEMAIT, GYWaT Haj De3BofHHM CynbhaToM Mar-
HMA M KOHLUEHTPMPYIOT NpWU NOHUMEHHOM [ABMEHUW
OCTaTOK NEPEKPUCTAIM30BLIBAT U3 CMEGH 3THM-
ayerar/rexcad go nonydyenua 1,01r ykasadHoro B
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3arnaedn coejuHeHWA B Buae Genoro Teepgoro se-
wectea TCX Ri= 0,35, 3 97 metanonf/CHClf /™HI-
HAMP (CDCl3) cooTBETCTBYET CTRPYKTYPE

C CoefluHeHue XX TA = 3iS4-
TeTparngpocdypunokcukapbonun/ K pacteopy co-
efWHEHNs, nonyveHHoro B npuwveps 140B /1.Cr,
3.2mmons/ B abconoTupoBaHHoM aTaHone (15mn)
aoCaenaror TRepasn KOH (0,21r, 3,8Mmona) Mony-
UYEHHYKO CMECh MepemMelIVBAT NpW KOMHATHOR TEeM-
nepatype B TedeHue 1,0 yaca 3ToT pacteop uneT-
pytoT 4Yepes cnoi Uenura, 3aTeM KOHUSHTPUPYIOT
NPy NOHKWXEHHOM AaeneHuy OcTaTok NoMewWwatoT B
acbnp (100mN), NPOMBBAKCT PACCOMNOM, CYLWAT Hag
CyNibhaToM MarHWg, KOHUEHTPUPYHOT MPW MOHWXEH-
HOM fdaeneHwd Ao nonydeHust 0,88r ykasaHHoro B
3arnaeuy coejuHeHWa B Buae Genoro TeepAoro ee-
wectea TCX Rr= 0,49 /3 97 meTanon/CH.Cl/, /HI-
AMP (CDCl3) COOTBETCTBYET CTRPYKTYRE

D CoefivHeHne XA fA = f81-3-
TeTparnipodypunokcukapborun, D' = yuknoneHTun-
MeTun, A' = Hf CoepguHeHue, Nony4eHHoe B NpuMepe
140C (0,88r, 3,2mMmons), foBaBnAKOT K COSANMHEHNIO,
nony4eHHoMy B npumepe 114A (5,0r, 50, 4mmonsg), w
NepeMewnBarcT B TeyeHne 24 4acoB Npu KOMHAaTHON
TeMnepatype [onyyeHHBIR pacTBOP KOHUEHTPUPYIOT
npW MOHWXEHHOM gaeneHuy OcTaTok TWaTenkbHo
pacTupalaT ¢ rekcaHoMm, TBepgylo YacTe cobupatoT
UNLTROBAHUEM € NOACINOEM, W NMPOMBIBAKT rekca-
HOM A0 nonyyerns 0,93r yrkasaHHOro B 3arnaevn co-
efuHeHns TCX R = 044 11090 woHy
NH;OH/meTaHon/CH;Cl, 1'H/-AMP {CDCls) coort-
BETCTBYET CTPYKTYpPE

E CoegwHenwe 140 K pacTsopy coegWHeHWR,
nonydyexHore B npumepe 140D (0,93r, 2,47mmMmons) B
CH:Cly (20Mn) AoBaBNAKT HACHIWEHHBIA pacTBOp
bukapboTaHa HaTpua (Smn), a s3arem pAobasnsAioT
TBEpAHi BukapboHaT HaTpus (0,42r, 4,94Mmona) u
4-meTorcnbeH3oncynLgoHUNXNopua C,61r,
2,96MmMonNad), NONy4YeHHY CMECh NEPEMELUNBAICT NPW
KOMHETHOW TeMnepaType B TeyeHue 4 vyacoe Pac-
Teop pazbaenawT 200mMn CH:Cl:, opraHuky seigena-
KT, cywar Hag Ges3BofHBIM cyNbgaToM MarHus, W
OPraHWKy KOHUEHTPWPYHKT MpW NOHWMEHHOM Aaene-
HUM Copoi NPoAYKT OYMLLEKT G MOMOLLBIO JKMAKOCT-
HOW Xpoma-Torpacpnv cpegHero AasreHwA, WCNonb-
aya CH,Cl;, a 3atem 1 99 metanon/CH-Cl; pacTeop B
Ka4decTBe CWCTEMbl 3rMIOEHToB, A0 Nony-eHus 1,28r
YKA3aHHOIo B 3arMaBvKU coefMHeHns B enge Benoro
TEEpAoro Bewectea TCX Ry = 0,26, 397 mera-
HOMYCH.Cl, B®XX Ry = 15,66muH /' H/-SMP
{CDCI:) cOOTBETCTBYET CTPYKTYPE

Mpumep 141
& CoeguHeHve XXl /A = H, D' = yuwnonex-
TUNMeTN, E = 4-meTokcndenun, rugpoxnopug/

Pacteop 71,3Mr coeguHeHus, NONyYeHHOro B NpvMe-
pe 166A, B 25mn EIOAc npw 0°C obpabaTwmBatoT
bessofHuid HC| B TeueHne 10 MUHYT, OCTABNAKOT
BeIcTanMBaTeCH 12 4acoe NpW KOMHATHOR TemnepaTy-
pe, KOHUEHTPUPYIOT MpU NOHWXEHHOM AaBMEHWU, W
nonyueHHoe Genoe TeepAoe BEWECTBO WUCNONB3YICT
©e3 oYNCTEN B NoCNegyWwen pearym

B CceauHenue 141 CoepuHeHue, NonyyeHHoe
B npuMepe 1414 (0,134mMons), nogeepraT B3au-
MoAeWcTEWK © annumdaiopdopMaToM no cnocoby
npumepa 878 lMocne KoHUeHTpaUun CMecH B BaKyy-
Me 1 obpaboTkM OCTATOK CUMLLEICT C NMOMOLLBI XROo-
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maTor-padM B TOMNCTOM CIMOE CUIMKarens, Wcnomnb-
3ya 5% MeQOHfCH-Cl. B kauecTee 2Nt0eHTa, a 3aTeM
¢ NOMOLLLID NpenapaTMeHod BIEXX ¢ obpalleHHORA
taszon Cqz, UCNOMNL3YA NUHERHBbIA rpagueHT oT 35%
Ao 100% CHsCN/H-O ¢ 0,1% TFA B KauecTee 3nio-
eHTa AQ nonydyeHua 21,6Mr ykasaHHOro B 3armaBun
coeguHeHna TCX Rr = 0,45, 3% MeOH/CHCIf
B3OHX Rr=16,296muH

MNMpuMep 142

CoeguHeHue 142 K pacteopy 0,4r coeguHeHus,
nony4veHHoro B npumepe 141A, B 45mn THF aobae-
NSKT nocnegoeareneHo 1,96MN1 AMM3OMNPONUNATH-
namuHa u pacteop 2,68 coeguHeHvs, NONy4YeHHoro B
npumMepe 82A, 8 45mn THF [lonydYeHHyo cMeck ne-
peMeLlVBaloT B TeHeHWe 24 4acoB W KOHUEHTPUPYHT
B BakyyMe Octatok nomewawT B CH.Cl;, npomeea-
IOT HachklWeHHEIM BukapboHaToM HETPUMA U pacconom
CYWaT Hag cynbdartom marHws, vnbTPYRT W KOH-
LUEHTPUPYOT B BakyymMe (QCTATOK OYUWIAKT C NOMO-
Wb XpoMaTorpadi HUBKOrO AaBNeHWa Ha KOMOoHKe
¢ cunukarenem, nononesys oT 20% go 40% EtOAc B
rekcaHe B KauyecTBe IroeHTa, fo nonyyexwAa 3,69r
YK23aHHOIO B 3arnasny coegurerns TCX Ry = 0,41,
50% EtOAC/CH-CI:

MNMpuMep 143

CoeguHeHue 143 Pacteop 3,69r coeguHeHus,
nony4veHHoro B npumepe 142, 8 100mn arunoeoro
apmpa obecneunpalcT Be3sofgHLIM  rasoobpasHbiM
HCI B TeyeHne 10 muHyT Yepes peakyWOHHYK CMECH
NpoAYBAKOT a30T, 3aTem (pUnNbTPyioT TBepaAyH YacTb
NOMELAKT B METAHOM W KOHUEHTPUPYIOT LO MOMyqe-
Hua 3,711 ykazaHHoro B 3arnmaeumn coeguHeHna TCX
Ri = 0,62, 90 10 1 CH.Cl/MeQH/EIOH B3MX Ry =
13,87uwuH  / H-AMP {(CDCls) cooTBETCTBYET CTPYK-
Type

MNMpuMep 145

CoeguHenue XX /A = Tpet -ByTokcuKkapboHun,
D' = naobytin, E = 2-/5-nsokcaszon-3-un/-Tuoden/ K
pacTeopy 342,5Mr (1,02mmonA) coeguHeHws, nony-
yYeHHoro B npumepe 39A s CH.Clz (8mn), goGaenawT
BOAHLIA BukapboHaT HATpUa (2mn), Teepauh Bukap-
BoHaT HaTpus 257mr (3,1mmona) W 5-/usokcaszon-3-
un/-TrnodeHcynedoHun xropwaa 254, 2ur
{1,02Mmona) Cnycta 14 yacos MNonyYeHHYl0 CMech
pasbasnAaT CH2Cls, npoMeiBaT HaCBILWEHHbIM pac-
COMOM, CYLUAT Haf CyNbhAaTOM MarHUs, pUNBTPYROT U
KOHUEeHTPMPYIOT B BakyymMe OcTaToKk odWWAKT ¢ No-
MOWLK hnew-xpoMaTorpacgpuy, wononssya 5% go
25% EtOAC/CH.Cl; B radecTee antoeHTa, U NEPerpU-
CTannMW3OBHBAKT M3 cMeck anp/CH-Clz Ao nonyye-
HWA 228 6Mr yKasaHHOro B 3arnaBun NPoAyKTa {'H/-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

B CoeguHenune XXl /A = H, D' = naobytun, E =
2-/5-n3akcazon-3-unf-TnocgpeH, rmgpoxnopug/ Pac-
TEOp 228.6Mmr (0,418MmMONA) COBgWHEHWA, NOMyYeH-
Horo B npumepe 145A, B EtOAc (15wn) npu -20°C
obpabaThiBatoT GeseoAHbBM rasoobpasHei HCI B
TedeHue 10 muHyT legsaHylo BaHo yRaNAKT, U nNo-
chne AoNonHWTENEHEX 15 MUHYT peakyHoHHYID CMECH
NpogyBaloT a3cToM, KOHUEHTPUPYIOT B BaKyyMme A0
nonydyeHua 223,6Mr ykasaHHOro B 3arnaBun coegu-
HeHnAa B Buae con HCI TCX Ry = 0,48 10% wMmeTa-
Hon/CHCl;

C CoepuHerune 143 Pacteop 78,5Mr cospguHe-
HW4A, nonydeHHoro B npumepe 145B (0,162mMmonsa) B
CH-Clz (3mn) obpabaTeiBaloT NocneqoBaTeNneBHe NPK
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KOMHaTHOW TemnepaType B atMocdepe asora 0,07mn
(0,408mmons)  AMWM3ONPONWNITWNEMUHA W 55,6Mr
(0,243mMMoNA) coefMHEHWA, NONyYeHHOro B NpuMepe
48A TlonyueHHylo cMeck nepemelnearoT 16 yacos,
a 3areM KOHUeHTPMpYKT B Bakyyme OcCTaTok nome-
wator B CH2Clz 1 NPOMBIBAKCT HACEILEHHEIM Pacco-
NOM, cylwaT Hag cyNbdharom MarHwa, QUNBTPYIOT K
KOHUEHTPWPYIOT B Bakyyme CCTaTok OUWILET ¢ No-
MOLL LI NpenapaTueHoA BOXCX no nonyyeHna 48, 7mr
yKaszaHHoro B 3armaewn npogykra TCX Ry = 0,36,
25% EtOAG/CH:Cla BXKX Ry = 15,2MuH, /'H/-5MP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 146

A CoefiuHeHue XXI/A = TpeT,-ByToKCUKapBOHUN,
D' = yurnoneHtunmerun, E = 4-ayetamupgodpeHnn/ K
pacTBOpy GCOEAWHEHWS, MOMNYY4eHHOrs B NpUMepe
1148 (300mr, 0,83mmona), 8 CH-Cl; (15Mn) gobab-
nawT 4d-aueTamngobeH3oncyneMmOoHUNXNopna
(580mr, 2, 48mmonA), a 3aTem AoBABNAIT HACHILEH-
HBIA pacTeop BukapBoHaTa HATpUA (AMm) U TeepAbIA
BukapboHat Hatpua (0,14r, 1,67mmons) MonydeH-
HYl0 CMECE NEpPEMELUUBAICT NpU KOMHATHOR Temne-
paType B TEYEHME HOUM JTOT PacTBOp pa3baBnarT
150mn CH2Cls, opranmky BeigenaeT, cywaT Hag Des-
BOAHEIM CYNbMATOM MATHUA, OPTaHWKY KOHLUEHTpW-
pyloT NpW NOHUMEHHoM gdaeneHuy CHpoW npogykr
OUULLAKT G NOMOLUBIO XMAROCTHOR xpomaTorpadum
cpeAHero AasneHWsA, WCMOoNb3yA FPagUeHTHY GHC-
Temy pacTesoputenen  CH-Cl,, satem 1090
EtOAc/CH,Cl:, ao nonyueHua 310mMr yrkasaHHOro B
3arnaBuy coedWHeHWs B ewae Benoro Teepgoro se-
wectea TCX Ry = 0,10, 397 metaHon/CHLCl;,
BE¥X Rr = 1586mun /'H/-SIMP (CDCl3) cooTeeT-
CTBYET CTRYKTYRE

B CoefuHenne XXl /A = H, D' = yuknoneHTun-
MeTun, E = d-ayetamuaornapoxnopuaf K pacteopy
COSfgWHEHUs, Nony4YeHHoro B npumepe 146A (210mr,
0,38mmansa), gcbaenarar 30% pec/eec HCI 8 EtOAC
{15mn) ToNyJYeHHY CMECH NEPEMELLVBANT B TeYe-
Hve 1 4Yaca Npw KOMHATHOW Temnepatype PacTeop
KOHLUEHTPWUPYOT NP NOHUXEHHOM A2BMNEHWA A0 no-
ny-4eHun 180Mr yKasaHHOMo B 3arMaBUy COefNHeHWsA,
KOTOpoEe WCNonb3ylT 6e3 AONOMHUTENEHON OMMCTKM
TCX Ri=0,14, 1 10 90 NH1OH/meTtaHon/CH:Cl»

C Coegwnerne XX fA = annunokcwkapborun,
D' = yuknonenwTunmeTun, E = 4-ayetamupodeHun! K
pacTBOpy GCOEAWHEHWS, MOMNYY4eHHOrs B NpUMepe
146B (100r, 0,20Mmons) B CH>Cl: {10mMn) pobaenseT
TpuatunamuH (0,1mn, 0,72Mmons), s3aTem annwn-
xnopdopmar  (0,0dmn,  0,3mmona)  MonyuveHHyw
CMech NepeMellMBatoT Npy KOMHATHOR TemnepaType
B TeyeHWe 24 uyacoB OSTOT pacTeop pasbasnswoT
150mn CH:Cl;, npomeblBaloT BOFOW, cywar Hag bBes-
BOAHBEIM GYNbtaToM MarHWA, M OPraHWKY KOHUSHTRU-
PYIOT NPY NOHWHKEHHOM gaBneHnn CHpoW Npogykr
OUWILET C MNOMOLWbBK XPOMATOTPAMmNY CPegHerc
OaBMEHWA, UCMCMb3ya TPaMEHTHYIO CUCTEMY pac-
TeOpuTened CH-Cly, 3atem 199 metaHon/CH:Cl;,
satem 3 97 wmetaHon/CH:Cl: go nonydeHua 103mr
npogykta R:= 0,22, 3 97 meTanon/CH:Cl;, BEHX R;
=15,29mun /'Hi-AMP {CDCIls) cooTBETCTBYET CTPYK-
Type

Mpumep 147

CoepuHerune 147 K pacTeopy coeguvHeHWs, no-
nyderHoro B npwmepe 146B (80mr, O,16mmonsa) B
CH2Cla (5mn) pgobasnawT Tpuatvnamud (0,07mn,
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0,48MmonA), 3aTtem MegneHHo fobaenaAwT 3a 3 vaca
coejguHeHve, nonyveHHoe B8 npumepe 82A (S3wmr,
0,194monA) 58 BuAe pacteopa 8 CH-Cly (3mn)y MNony-
YEeHHYI CMeCh NepemMellNBakT Np KOMHATHOW TeM-
nepatype B TedeHwe 24 yacoe 3TOT pacTeoOp pas-
BaenatT 100Mn CHCle, npovbiBaloT BOAOH, Cywar
Hag Des3BogHbIM CYNeaToM MarHuse, OPraHvky KoH-
USHTRUPYIOT NpW MNOHWKEHHOM JaBneHwn  Crpowd
NpoAYKET O4YMLLAKT ¢ NOMOLLK XpomaTorpaduu
CpefHero AaBreHWs, WCMone3ys PagWeHTHYI0 CUG-
TeMmy pacteoputensid CH:Cl;, s3atem 1989 wMerva-
Hon/CH-Cly, satem 298 MetaHon/CH.Cl;, Ao nony-
YeHns 71,7Mr yKkazaHHOro B 3armasun coegnHenna R;
= (0,08 387 wMetaHon/CH:Cl;, B3OX¥X Rr =
12,61MuH /' HI-AMP {CDCls) cooTeeTCTRYST CTPYK-
Type

MNpumep 148

A CoefnnHeHnne XX 1A = TRET -
BytokcukapboHun, D' = yuknoneHwTunmeTun, E = de-
Hunf PacTeop 297Mr coeqMHEHWA, MOMYUYEHHOro B
npumepe 1148, 8 4 1 CH,Cly/HaceiWeHHOM BOFHOM
NaHCO; obpabarbiBaloT nocnegoBaTensHo, nNpy
KOMHATHOW TemnepaType B atmocdepe asota, 217mwmr
Denzoncyneconumopmwaa W 103mr Oukapbonara
HaTpus [Monyd4eHHy CMeck NepeMellWBaKT B Teue-
Hue & vacoe, pasbaenawr CH-Cly, npoMulBaloT Ha-
colleHHbiv Nall, cywar Hapg SessofHbIM cynbda-
TOM MarHwa, UIETPYIOT W KOHUEHTPURYIOT B
BakyyMme 4o nonydeHwa 426mr ykasaHHoro B 3ama-
BWMU coeguHeHua B Buae Benorc Teepaoro BelecTsa
TCX R = 0,32, 5% austuncesidsgpup/CH:CI; /'HI-
AMP {CDCl3) cooTBETCTBYET CTPYKTYPE

B CoeguHenne XXl /A = H, D' = yuknoneHTvn-
meTwn, E = ¢enwn, rngpoxncpuyl Pacteop 400mr
coeJUHEHUA, NONyYeHHOro B npumMepe 148A, 8 aTun-
ayetate obpabaTeiBateT npu -20°C razoobpasHeim
HCI B TeveHne 20 MUHYT, NpUUEM 33 3TO BpemMa Tem-
nepatype gatoT noebicutees Ao 20°C Yepes cmech
NPoAYBAKT @30T B TeveHwe 15 MWHYT, W pacTBOpuW-
Tens yganawT B Bakyyme 40 nonydeHna 349mvr Geno-
ro TBEpAOrc NPOAYETA, KOTOPHIA WCNONL3YIOT Heno-
CpPeACTBEHHO B Cregytolled peakyuu

C Coepunenve 148 Pacteop 40mMr coegnHeHms,
nony4veHHoro s npumepe 1488, B CH:Cls, pobasnswT
Npw KOMHATHOW Temneparype B armocdepe asora k
pacTeopy 31Mr coeUHEHUs, NoNyJYeHHOro B NpUMe-
pe 48A, u 35wr N,N-gyusonponunsTunaMuHa B
CH:Cl; MNonyqeHHyK CMeck NepemMellMBaIoT B TeYe-
Hue 14 yacos, pasbasnaT CH:Cl;, npomeisaloT Ha-
chilweHHbiv MaHCO: w HacobiweHHsim NaCl, 3atem
CYLLAT Ha CyNbdaToOM MarHua, UNBTPYIOT U KOHUEH-
TPUPYIOT B BakyyMe OCTATOK OUYWLLAKT G NOMOLLEHD
XpOMaTOr-pachMi HW3KOTO [ABNEHWA HA cUnMKarene,
ucnonbsyAa 20% guatunosulii aoup/CH:Cl: B kavecT-
BE 3MKEeHTa, AC NoNydYeHna 45 Mr yrkasaHHoro B 3a-
MaBvKk NPOAYKTa B Buage Denoro Teepaoro sewecTsa
TCX R: = 048, 20% qua‘mnosbm athup/CH:Cl-
B3¥X Ry = 15,48uMwH / H/-AMP (CDCls) cooTeet-
CTBYST CTPYKTYPe

MNpumep 149

A CoeguHeHve XX 1A = Tper-
ByrokcukapboHun, D' = yuknoneHTun-meTun, E = 3-
nupuaun/ K pacteopy 153mr {0,422mmonn) coegu-
HeHWsl, nony-veHHoro B npuMepe 1148, B CHCl;
{4mn) gobaenAoT BoagHBIR Bukapborar HaTpua (1vn),
Teepabin OukapbonaTt HaTpua (141, 7wr, 1,69mmons),
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W nonydeHHoe B npumepe 144A  coepuHeHue
{156, 1mr, 0,879mmong) Cnycta 14 4yacos nonydyeH-
Hyto cmeck pasbaenaweT CH-Cli, NpoMBIBAOT HACHI-
LLEeHHEIM PacConOM, CYLIaT Haa CyNbhaTem MarHus,
GUNETRPYIOT U KOHUEHTPWPYIOT B BakyyMe OcTator
OUMIEAKT C MOMOWEK dnew-xpoMaTarpacdul, uc-
noneaya ot 20% pgo 40% EtQAC/CH:Cl: B kavecTee
3MNeHTa, 40 Nonydenmna 64,7mr ykaszadHoro B sarna-
el npofykra TCX R;= 0,24, 20% EtOAC/CH.CI,

B CoegwHeHve  XXI /A& = Tper-
6ytokcukapbonun, D' = yuwwnoneHtunmen, E = 3-
nupuaun rugpoxnopwa/ Pactsop 273,1mr mwmons
{0,572mMMoNsA) coOeLMHEHWS, NOSNYYEHHOIO B NPYMeEpe
149A, B8 EtOAc (1&mn) npu -20°C obpabaTeBaloT
BessogHuM HC| (razocbpasHeiM) B TedeHne 10 mu-
HyT [legaHylo BaHio yaanawT, W cnycts ewe 15 Mu-
HYT peakUUCHHYIO CMeChk NPOAYBAKT a30TOM, 3aTeM
KOHUEHTPWPYIOT B BakyyMme K pacTBOpY NOMNy4YeHHero
octaTka 8 CH-Cly (3mn) aobaenatoT nocnefosaTenk-
HO Mpv KOMHATHOMA TemnepaType B aTMocchepe aso-
Ta, 0,076mn {0,437MMoONA)} AUMIONPONWISTUNA-MUHA
¥ 34,3mr (0,150Mmons) coegMHeH WA, NoNyYeHHOro B
npumvepe 48A TonyyeHHYO cMecs NeEpPeMELLVBAIOT B
TeveHve 16 yacos, a 3aTemM KOHUEHTPWPYIOT B BaKyy-
Me OctaTok nomewarwT 8 CHLCly, npoMbiBaloT Ha-
GHILYEHHBIM PacCconoM, GYWAT Hap cynNepaTtoMm mar-
HWA, OUNETRYIOT W KOHUEHTRPURPYIOT B Bakyywe
OcTaTok cYMLWAT ¢ NOMOWEID XpamaTor-padui HU3-
KOTO A@BNEHWA Ha KOMOHKE C CUNWKarenem, Menors-
aya rpaguedTt Ao 200 po 50% B CH-Cl: B kauecTse
anweHTa go nonydedwa 113mMr ykasasHoro B 3ama-
BMU coefMHeHun TCX Rr 0,15 40% EtOAC/CH:Cl»
BE&¥X Ry = 13,7muH, /'H-AMP (CDCls) cooteETCT-
BYET CTRyKTYRE

MNpumep 150

A 1-nunepuanHeynedoHUMxnopuy, Facteop 4r
cyNeOHWNXNOPUEA B aueToHuTpune obpabaThiea-
KT, Npukansieas 861mMr nunepaguHa Npu KOMHaTHOW
TemnepaTtype B aTmocdepe azota lNocne okoH4YaHue
JoGaBneHna NonyveHHy cMeck KUNATAT ¢ obpar-
HblM XONOAWUNBHUKCOM B TeuyeHwe 18 uacoB, oxNax-
O3KT 40 KOMHATHOW TEMMNEPaTYPEl U KOHLEHTRURYIOT
B BaKyyme A0 NOMyYSHWA YKE3aHHOMO B 3armnaBum
GOSAWHEHUA B BUAS MACNa KPacHOro LpeTa TCX Ry
= 0,86 CH,Cl> {'HA-SIMP {(CDCIl:) coorBeTcTBYET
CTpYKTYpE

B CoegureHune XXl /& = Tper ByTokcuKkapbo-
Hun, D' = wacbyrun, E = nunepwguHwn! Pacteop
73Mr coeAvHEHWA, NonNyYeHHOro B Npumvepe 39A, B
CH-2Cl; obpabaTteiBatlcT nocnegosarensHO NPy KoM-
HaTHOW TemnepaType B aTMmocdepe azcTa 121Mr
coefuHeHua nonydedHoro 8 npumepe 150A, U 84mr
N,N'-gunzonponunstunamuHa  [NonydeHHyl cmeck
nepeMelwlBaloT B TeveHue 14 vacos, pasbaenAwT
CH2Cls, npombiBatoT HacuweHHeiMm Nalll, cywart vag
0e3BogHBIM cynbthaTom MarHuA, OUNBTRYICT W KOH-
LEeHTPUPYIOT B BakyyMe OCTaTOK OUMLLAKT © NOMO-
WEO XpOMaTOrpacui HU3KOro AaBNEHWA HA GUNUKA-
rene, wcnonb3ya 5% gustvnoebid 3cbup/CH.ClL B
KayecTBe SMeHTd, 40 nonyveHUA 70Mr yrKasaHHoro B
3amnaesnn npogykra B suae Genoro Teepgoro Bewe-
ctea TCX Rf = 021 /5% ,qua‘mnosbm athup B
CHLCly BIXX Ry = 17,40Mun /'H-AMP (CDCly)
COOTBETCTBYET CTRYKTYPE

C Coepunnenne XXII /A = H, D' = W3obytun, E =
nunepwavHun, rngpoxncpmaf Pacrsop 70mr nony-
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yeHHoro B Npumepe 1508 coeguHeHwA, B ITUNAaUETa-
Te, obpabarwieatoT npKn -20°C razoobpaszHbiM HC| B
TeueHwe 20MUH, NpUMUEM 33 5TO BPEMA TeMmnepaType
AT BO3MOXHOCTE MOBHICUTBECA OO  KOMHATHOM
{20°C) 3aTem qepes cMeck NPORYBAKT a30T B Tede-
HWe 15 MWHYT, pacTBopHTENE YAANAT B BaKyyMe A0
NOryJYeHWs BA3KOTO Macna, KOTOpoe WCMNOoNb3ytoT
HENOCPEACTBEHHO B CIEAYIOLWEN Peakuvn

D CoeauHeHue 150 PacTeop coeflMHEHUA, No-
ny4deHHoro B npumepe 150C, s CH:Cl;, goBasnswT
npu KOMHaTHOW TeMnepaTtype B aTMacdepe asoTa, K
pacteopy S0Mr coeAWHEHUA, NoNyYeHHOMC B NpUMe-
pe 48A, w 56mr N,N-guvsonponwnaTtwnamwHa B
CH:Cl; TNonyyeHHylo cMeck nepemelnBatoT B Teue-
Hue 14 vacos, pasbaensaT CH:Cl;, npoMelBaloT Ha-
celleHHeM NaHCO: n HaceiwerHsiM Nall, zatem
cylWwar Hag cynbthaToM MarHua, UNeTPYIOT M KoH-
LUEHTRUPYIOT B Bakyyme QcCTaTok CYMWAKT ¢ NoMo-
Lo XpoMa-Todathui HU3KOTO AABMEHWA Ha CUNUKA-
rene, ucnonbkaya 20% puaTunoeed admp/CH:Cl: B
KayecTBe aMeHTa, A0 NONy4eHWs 16Mr yrasaHHoro B
3armasumn npoAykTa 5 suae Genoro Teepaoro eelle-
crea TCX R;= 0,45 0% gwatnnoewii 2pup/CHLCl2
BOHX Rt = 15,00MuH {"H-AMP {(CDCl3) cooTseTt-
CTBYET CTPYKTYpe

MNpumMep 151

A CoefMHEHNE XX 1A = TRET,-
Bytokcukapbonun, D' = ywknoneHtunmetun, E = 4-
TpucbTopmeTokcugpenwn/  Pactesop 71Mr coeguHe-
HWA, nonyueHHoro B npumepe 1148, B cmecn 41
CH:Cla/HaceiweHHHR BogHed NaHCO;, obpabatsl-
BAKT NOCNeAoBaTenkHo NPW KOMHATHOW TeMNepaTy-
pe B aTMocepe asora 76mr 4-
TpucTopMeTokcMbeH3oNCcyNbmoHuNXNopnaa W 2Smr
BukapboHaTa HaTpua [lonyyeHHyd cMechk nepeme-
LWKBAKT B TeueHwe 14 uacose, pasbasnawT CHCls,
NpPoMbIBAKOT HacHWEHHEM NaCl, 3atem cywar Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme QCTaToK OYULAKT C MOMOLWbLK XPOMEATO-
rpadonu HWSKOTO 4aBNEHWA, HA CHUIMKErene, WCnonb-
3ya 5% AnsTunoseld adup/CH:Cl: B KayecTeBe anio-
eHTa, AC NOonyqeHWs 92Mr yKa3aHHOMC B 3arnabBuu
npogykra B e Genoro Teepacro eewectea TCX
Ri = 0,34, 5% guztvnosold adwp/CHLClof {'HI-IMP
{CDClIs) COOTBETCTBYET CTRYKTYRE

B CoennHeHune XX fA = H D' = yueknoneHTun-
vetun, E = 4-TpudbTopmeTokcudeHn, rugpoxno-
pwa/ Pacteop 92Mr coepWHeHWs, NOMy-YeHHoro B
npumepe 151A, B sTUnauyerare, obpabaTuiBaraT Npy -
20°C razoobpazHem HC| B Tevenne 20 muHyT, npu-
yem 33 5TO Bpema TemnepaTypa NOBLILEAETCA A0
20°C 3aTtem uyepes cMmeck BapBOTUPYIOT A30T B Te-
veHue 15 MHWHYT, pacTBOpUTENE YAANAKT B Bakyyme
Ao nonydeHna 83wmr Henoro TBepAoro BELLECTBA,
KOTOPOE WCNONb3YIOT HENOCREACTBEHHO B Nocne-
AYIOLLEN peakyun

C Coepurerue 151 PacTtsop 22mMr coeguHeHUa,
nony4yeHHoro s npuMepe 151B, B CHLCl;, gobaenswT
npu KOMHaTHOW TeMnepaTtype B aTMacdepe asoTa, K
pacTeopy 15 Mr coegMHEHNA, NoONYYSHHOro B NpUMe-
pe 48A, w 16mr N,N-guusonponwnatwnamwHa B
CH:Cl; TNonyyeHHylo cMeck nepemelnBatoT B Teue-
Hue B0 yvaces, pasbaensaT CH:Cl;, npoMelBaloT Ha-
celleHHEM NaHCO:; u HacklweHHeiM NaCl, cywar
Hag cynbdoaToM MarHuA, OWNBTRYIOT W KOHUEHTpRU-
pywT B Bakyyme QCTaTok OYMWEAKT G NOMOLLBH
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XpomaTtor-pacpu HUIKOrO AaBNEHWSA Ha cUnwkarene,
ncnonesys 20% auatnneenlid 2¢np/CH-Cl; B kavecT-
BE BNIOEHTA A0 NANy4YeHWa 23Mr yKAs3aHHOMo B 3arna-
BUM NpoAyKTa B BUae Benoro TBepAoro BelllecTBa
TCX R = 0,44 20% quemnowﬁ apmp/CHLCI;
B3¥X Ry = 16,99Mwn / HI-AMP (CDCIs) cooTeeT-
CTBYET CTPYKTYpE

Mpumep 152
A CoeannHeHWe XX A = TpeT -
Bytokcukapbonun, D' = wsobytun, E = 4-

TpudbTopmeTokcudpenun!  Pacteop 97Mr coeguHe-
HWA, nonydeHHoro B npumepe 39A, B cmecn 41
CH2Clo/HacuilweHHBld BOgHBIA NaHCTO:;, obpabatum-
BAKOT NOCNeAOoBaTEeNbLHO NPW KOMHATHOW TemMnepaTy-
pe B aTmocdpepe asora 113mr 4-
TpuhTopMeTokcUBeH30NcyNEoHWTXNopUaa U 36Mr
6ukapboHaTa HaTpwa [lonydeHHyl cMmechk nepeme-
wusaKnT B TedeHve 14 vacoe, pasbasnawT CHCls,
NPOMBIBAKNT HAachiWeHHBIM NaCl, saTem cywaTt Haj
cyNbaTom MarHna, dUNETPYIOT U KOHLEHTPUPYIOT B
Bakyyme OCTaTOK OYHMLIAKT € NOMOLLBK XPOMATO-
rpacun HU3KOTO AaBMNEHWS Ha CUNMKarene, Wononkb-
ayd B KkadecTse aneHtTa S%  AWITUNOBBIA
acbnpfCH-Clo oo nonyuerns 120Mr ykasasHHoro B
3arnaBsuy NpoaykTa 6 Bufie benocro TBepporo eelle-
ctea TCX R;=0,34, 5% FHSTHJ‘IOBHFI apmp/CHLCI;
B3¥X Ry = 1854mwn / HI-AMP (CDCI3) cooTeeT-
CTBYET CTRYKTYPE

B Coepwnnenne XXl /A = H, D' = usobytun, E =
4-TpudpTopMmeTokCUheHun  rudpoxnopusf PacTtsop
100Mr coeguHeHUs, NoNy4eHHoro B NnpuMmepe 1524, B
sTunauetate, obpabateiBakT npu -20°C rasoobpas-
HelM HCI B Tevenne 20 MUHYT, NpyyeM 3a 3TO BpeMA
TemnepaTypa noeeiwaerca go 20°C Asor BapboTu-
pYHT Yepes CMEech B TeyeHWe 15 MUHYT, PacTBOpU-
Tenb yAaNA0T B BakyyMe A0 NonyyeHU| 89Mr Teep-
foro Benoro BelecTeBa, KOTOPOE WCNOMB3YIOT Heno-
CPeAcTBEEHHO B NOCMESAYIOWEN peaKkynn

C CoepwHenne 152 Pacteop 41Mr coeguHEHWH,
nonydyexHore B npuvepe 1528, 8 CH-Cl: fobasndawT
npM KOMHATHOA TeMnepaType B aTMocdepe a3oTa K
pacTeopy 28Mr cOefMHEHUA, NONYYEHHOro B nNpuMe-
pe 4A, n 32vr N,N-gumsonponunatvnaMuHa B
CH:Cl; MNony4yeHHylo cMeck NepeMeLllUBaT B TeJe-
Hwe 14 vacos, pastasnaot CH.Cls, npoMbiBaroT Ha-
celtjeHHEIM NaHCO; u HacbileHHsIM NaCl, cywat
Hag cynedaToM MAarHua, pUNETPYIOT W KOHUEHTPU-
pyloT B Bakyyme OCTaTOK OHWMWANIT ¢ MNOMOLLLI
xpomaTtorpadui HW3KOro AaBNEHWS Ha cunwkarene,
WMCNONb3yH B KadecTeBe anweHTa 5% AWsSTUNOBbIK
apupf/CH-Cly, ao nonydedns 30Mr ykaszaHHOre B 3a-
rMaBWN coefuHeHWa B Buae Benoro Teepaoro npo-
aykra  TCX Ry = 008 5% gusTUnoBHA
apup/CH:Cl BEKX Ry = 16,52mmH  ['H/-SMP
{CDCl3) COOTBETCTBYET CTRYKTYPE

Mpumep 153

A CoepuHeHue XXIl /A = TpeT, ByTorcukapbo-
Hun, D' = uzcbyrun, E = 4-metorcudrennn/ K pac-
TEOPY COEAMHEHWA, MOMy4YeHHoro B npumepe 39A
f600mr, 1,77mmonsl 8 CHXCl: (10mMn) gcbaenaAoT 4-
MeTokcHbeHzocynedoHuNXnopna {0,55r,
2 E6mmong), a saTem AoBaBNAKT HACKILWEHHBIR pac-
TBOP GuKapboHaTa HaTpua (3mn) u 0,30r Teepgoro
BukapboHaTa HaTpua [lonydeHHyl cMeck nepeMe-
WHBAKT NPW KOMHAaTHOW TeMmnepaType B TedYeHue
Houw Pacteop paabasnArT 200mn CH-Cl:, w opra-



119

HUKY KOHUSHTPHRYIOT NPW MNOHWMEHHOM [aBneHUW
CrIpod NPogykT OYWMWET € NOMOLLEH XWAKOCTHOM
XpomaTtorpadud cpefjHero JaBMeHUs, WCNONb3ys
rpajueHTHylo cucTemy pacTeopuTened CH.Cls, 3a-
TeM S 95 abup/CH,Cls, go nonydenns 830Mr ykasaH-
HOro B 3armaeumk coeanHenna B suge Benora Teeppo-
ro ewecrea TCX R = 0,48, 3 97 metaHon/CH:Clz
{"HI-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

B CoeauHeHue XXl fA = H, D' = nsobytun, E =
4-meTokcndeHun, rngpoxnopual K pacteopy coegu-
HeHWA, nonydeHHoro B npwmepe 153A  /0,63r,
1,24mmonz/, B EtOAc (5mn) goBasnawT 30% Bec/eec
HCIl 8 EtOAC (Smn) MonyyeHHyO cvmecs nepemeLln-
BAKT B TeyeHWe 6 yacoB NPKU KOMHATHOA TeMNepaTy-
pe PacTeop KOHUEHTPWPYIOT NP NOHWXEHHOM AaB-
neHwn, nonydasa 0,56r Benoro Teepjporo BewWwecTea,
KOTOPOE WCNOMb3YKT HEeNoCREeACTBEHHO B nocne-
ayowen peakypn TCX Ry = 012, 397 mMeta-
HonfCH:Cla

C CoefivHeHne HX fA = 13-
nupuaun/meTokcukapborun, O' = wacbytun, E = 4-
meTokcudeHnn! K pacTeopy coefWHEHWS, NonyqeH-
Horo B npumepe 153B f100wmr, 0,23mmong/, B CH.Cla
(5mn) goCaenawT 3a 3 4aca COEAWHEHWA, NOMyYeH-
Hoe B npuMepe 82A (75ur, 0,27MMONA) B BUAS pac-
TBopa B CHyCl: (5mn) [MonyueHHyo cveck nepeme-
LWMBAT MNPY KOMHATHOW TeMnepaType B TedeHue 24
vyacos OpraHWKy KOHUEHTPUPYKT MNpY NOHWKEHHOM
A2BNeHNN, N CLIPOH NPOAYKT OMWLAMOT HA XPOMEATO-
rpacbuuecKkol KOMOHKe cpefHero AaBneHWsa, UCNonb-
3ys rpafgueHTHylo cucTemy pacteoputeneid CH.Cls,
satem 189 wmeraHon/CH:Cl,, satem 397 meTa-
Hon/CH-Cl: go nonydeHwa 49,3Mr ykasaHHoro B 3a-
maevn  coeguHedna Ry = 0,33, 397 meta-
HOM/CH,Cl; BOMX Rr = 1318MuH  /'HEAMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 154

CoeguHenue 154 K pactBOpy coegWHeHuWs, no-
NyYeHHoro B npumvepe 1538 (100mr, 0,20MmMonen), B
CH-Clz (5mn) pgobasndAwT TpuaTMnamud (0,25wn,
1.8mmona), a 3ateMm annunxnopdopmat (O 1mn,
0,94Mmona)  MNonydeHHyK CcMeck NepeMellWBaleT
NpW KOMHETHOW TEMMEpaType B TedeHue 24 Jacos
Mony4YyeHHBIA PAcTBOP KOHUSHTPHPYIOT NPU NOHUMEH-
HOM A8BNeHWN, W CHIPOR NPOAYKT OYMWAT HAa Xpo-
maTorpacdpnueckod KOMOHKe OCpefHero AaeneHua,
MCNOMNb3Yys FPafUeHTHYK CHUCTEMY pacTBopWTensH
CH:Cl,, 3arem 199 meTaHon/CH:Cl: go nonyueHus
94Mr ykasaHHOro B 3arnaBvy coefuHeHns R; = 01?'1,
397 meTaHon/CHLCl,, BSHX R: = 16,12muH 7 H/-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

MNMpuMep 155

A N-rvapoKcucyKUMHUMWA WM-1-MeToKCMNponaH-
3-kapboHatr K pacreopy 355mr 2-wetunen-1,3-
nponaHgwona B aueToHutpune (30mn) pobasnsawT
nocrejoBaTensHo MpPWU  KOMHATHOW Tewmneparype
65uMr rufgpupa HaTpwa v 0,25MN noaometaHda [aony-
HEeHHYHO GMeCk NepeMeLUWBAKT B TeueHWe 12 4acos U
KOHUEHTPHMPYIT B BakyyMme OcTaTtok NoMewawT B
15mn ayeToHuTpuna v obpabaTuBalcT nocrnegoea-
TeNnbLHO NPM KOMHETHOW Temnepartype B aTmochepe
asota, 1,3r N N-aucykyuHuMuarnnkapboHaTa U 1,6mn
TpusTvnamwHa [ocne nepeMewWBaHWA B TeYeHWE
14 JacoB peakUWOHHYID CMEeCk KOHUEHTPUPYIOT B
Barkyyme, a octatok pasbasnswot CH:Cl;, npombiearaT
HACHIWEHHBIM BukapboHaToM HaTpwa W HacLIeH-
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HelM pacconoM, cywaT Hag cynbdhaToM MarHus,
GUNETRYIOT U KOHUEHTRUPYOT B Bakyyme OcTartok
OUULLLBKIT ¢ NOMOLLBHD XpoMaTodadhi HA CUMNUKare-
ne, UICNONbL3YA B KayecTee snweHTa EtOAC, Ao nony-
YeHust 95Mr yKkazaHHoro B 3armaBuM COSgUHEHUA
I"HE-AMP (CDCl3) cooTBETCTBYET CTRYKTYPE

B Coeguvnenve 155 Pacreop 0,056mmoneid co-
e[ WHEHWH, NONyYeHHOro B NnpumMepe 40A, nogeepra-
KT B3aUMOAERCTBUKO C COBAUHEHUEM, NONYYEHHBIM B
npumepe 1554, no cnocoby npumepa 132 [locne
KOHUEHTPWPOBAHWA CMECH B BakyyMe W obpaborku
OCTETOK OYMLWAINT C MOMOLWEK XpoMaTarpacdun B
TONCTOM CMoe Ccunukarens, Wcnonb3yd 7% Me-
CH/CH-Cl: B kauecTee anweHTa, a 3atem ¢ nomMo-
WO NpenapatmeHod BOMX ¢ obpaweHHod dhasoi
Cis, MCNONb3ya NUHeRHBIA rpagueHT ot 35% fgo
100% CH=CN/H-O ¢ 0,1% TFA B KauecTBe anHeHTa,
40 MonyveHna 3,7Mr YKa3aHHOro B 3arMaBun coegu-
HeHua TCX Ry= 0,45, 7% MeOH/CH:Cla BOMX Ry
=13, 78MWH

Mpumep 156

A 1-ayeTunuHgonuH-5-cynedonunxnopwg MNop-
yvio B 1,02r, 1-auetmnnegonmia obpabaToBaT 2mMN
xnopcynegoHoBoi kuenotel npu 0°C  MonyuweHHyo
cMeck HarpealoT npu 60°C 8 TeueHue 2 yacos, 3a-
TeM obpabaTbiBaloT M3MenkbYeHHBIM NeAoM, huneT-
pytoT W cywaTt go nonydeHua 1,3r ykasaHHoro B 3a-
Magun COSAHHEHUA, KoTOpoe MCNONb3yIoT
HENOCPeACTBEHHO B Nocnegytowen peakymn TCX R;
= 0,18, 0% EtOAcfrekcaH /HI-SIMP {CDCl3) cooT-
BETCTBYET CTPYKTYpPE

B CoegureHune XXl /A& = Tpet, ByTokcukapbo-
Hun, D' = uywkionentunmeTun, E = 5-/B-ayetun/-
nHaonud K pacreopy 80mMr coegmHermns, nony4yeHHe-
ro B npuMepe 1148, 8 15mMn CH:Cl; aoBaenatoT Smn
HachHILIEHHOre BOAHOTO pacTeopa BukapboHaTa Ha-
Tpwa, 50,0mr GukapboHara HaTpua W 60Mr coeguHe-
HWA, nony4YeHHoro B npuivepe 156A Cnycra 4 uaca
nony4eHHyo cMeck pasbasnaot CH:Cls, npomeiBaoT
HECBILEHHBIM PaCcCOMNoM, CyWaT Hag cynbdartom
MarHvua v uneTpyioT [ONyueHHYID CMBCH KOHLIEH-
TPWPYIOT B BaKyyMe A0 Nony-YeHWsa LeneBore npoayk-
Ta, KOTORBIA MCNOML3YIOT HENOGPEACTEEHHO B Nocne-
AyIoWweR peakyuu {'Hi-AMP {CDCl:) coorBeTCTBYET
CTPYKTYpE

C CoennHeHne 156 PacTeop 37Mr coefUHEHUA,
nony-erHoro B npumepe 156B, 58 EtOAc (15Mn) npwu
0°C obBpabaTteiBaior Ge3ogHEM rasoobpazHum HCI
B TeueHue 10 MWHYT U OCTABNAT BLICTAWBATLCA B
TeuyeHve 12 4acos, NPHUYEeM 3a 3ITC BPemMA Temnepa-
TYpa NOBLILLAETCA [0 KOMHATHOW JTOT ChIPOW MaTe-
pvan noAsepratdT B3aWMOASACTBUIO € AMNWNXNOp-
dopmaTom no cnocoby npuvepa &7B  MNocne
KOHUEHTPWPOBAHWA CMECH B BakyyMe W obpaborku
OCTETOK QUMLIAT C MOMOWbK xXpomatodadun B
TONCTOM CINO€ CWIMVKArenA, WCNone3yd B KadecTee
anweHTa 7% MeQH/CH:Cl:, a saTem ¢ noMollkio
npenapatieHol B3XK ¢ obpawerHoi dasoi Cig,
MCMNonb3yR NMWHEWHBIA rpagueHT oT 35% pgo 100%
CH:CN/H-O ¢ 0,1 TFA B kaYecTee aneHTa 40 Nony-
ueHna 10,5Mr ykasaHHOro B 3araBui COoefMHEeHMWH
TCX R; = 0,75, 10% MeOH/CH;Cl; B3MX Ry =
15,78muH, /'HI-AMP (CDCls) CoOTBETCTBYET CTpyK-
TYpe

Mpumep 157

CoepguHerne 157 Pacteop 37Mr COELWHEHWH,
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nony4veHHoro B npumepe 156B, B EXOAc {15mn) npu
0°C cbpabarmearT DessogHbiM rasocbpasHeim HC|
B TeueHWe 10 MWUHYT W OCTABNAKT BHICTAWBATHCA B
TeueHwe 12 Yacos, NpW 3TOM TEMMNEepaTyPa NOBHILIA-
eTCcs A0 KOMHATHOW 3TOT GCHIPOW MaTepwan 3aTem
nogeepraT B3aWMOASACTBUIO © COSLMHEHWEM, NO-
nyyeHHem B npumMepe 48A, no cnocoby npumepa 58
Mocne KeHUEHTPWPOBaHWA CMECH B BAKYyMe OCTaTOK
OUULLAKOT ¢ NOMOLLID npenapaTusHol BEXX ¢ ob-
paweHHoi daszoid Ciz, UCNONB3Ya NUHERHLIA rpagu-
eHT pacteoputenai ot 35% ao 100% CH:CN/H:O ¢
0,1% TFA go nonyueHua 17,9Mr ykasaHHoro B 3arma-
BUW coefnHeHns TCX Rf 0,6, 10% MeOH/CH-Clz
BOMX Rr = 14 68MWH 'H-AMP {CDCls) cooTseT-
CTBYIOT CTPYKTYpe

MNpumMep 158

A CoeguHenne  XXII /A = TpeT-
Dytokcwkapbonwn, D' = ymknorekcwnvetun, E= Hf K
pacTeopy coeflMHeHns XX fA = Boco/ (5,0mMMona) B
20mMn aTadHona AobaBnAT UWKNOreKCUNMeTUNAaMUH
{3,25Mn, 2,83MMoNA), W NOMydeHHYyKw CcMecs nepe-
MEeWWBaKOT B TeYeHNe 3 YacoB NPM KOMHATHOR Tem-
neparype JTOT PacTBop MWNBTPYIOT W KOHUEHTPW-
PYKT MNPW NOHWMEHHOM AABMEHWK A0 NONyYeHus
1,49r Benoro TeepAOro BelECTBa, KOTOPOEe UCMNOMb-
3YIOT HenocpedcTBEHHO B NOCNeyllen pearyun
TCX Ri = 0,14, 397 weTaHon/CH.Cly {'H/-SIMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

B CoefnnHeHnne XX 1A = TRET -
Bytokcukapbonun, D' = yuknorekcunmeTtun, E = 4-
meTokcudeHnn! K pacTeopy COefWHEHMWs, NonyqeH-
Horo B npumepe 1584 (400mr, 1,08mMons), B CH:CI;
{10mr) gobasnswT 4-
meTokcubeHzoncynedonmnxnopug (0,66r, 3,1mmons)
¢ nocneaywluM AoBaBNEHUEM HACHILLEHHONo pac-
Teopa BukapboHaTa HaTpus (3mn) W 0,18r Teepgoro
BukapboHata HaTpua [lonydeHHylo cMeck nepeme-
WMBAKT NpW KOMHETHOW TEMNEepaType B TeuYeHWe
Houn JToT pacTeop pastasnaAwt 200mn CHLCls,
OPraHnKy BuIJENAT, CywaT Hal De3aBofHuIM Cynb-
thaTomM MArHusa, CpraHWRky KOHUEHTPUPYIOT NpU NMOHKU-
KEeHHOM AaeneHud CrIpoid NpogykT oYMWEKT ¢ no-
MOLWBI HMAKOCTHOW  xpomartorpadpun  cpegHero
AaeneHns, wcnonesys CH-Cl;, satem 190 meta-
HonfCH-Cl; B kauyecTse cUCTEME PACTBORHTENENR, O
nonyyeHua 340Mr yKasaHHOro B 3arnaBlu coeuHe-
Hus B Buge Benoro TBEPACTO BellecTsa TCX Ry =
0,39, 3 97 MeTaHon/CH,Cly /'HI-AMP (CDCL2) coor-
BETCTBYET CTPYKTYpE

C CoegvnHeHne XXl /A = H D-
yuknorekcunmeTun, E = 4-MeTokcudeHun, ruapo-
Xnopua/ K pacTROpY COEAMHEHWA, NOMYUEHHOro B
npumepe 158B (0,34r, 062mMmona) B 10mn EtOAc,
aobapnatr Smn 30% eec/sec HCI B EtOAc [Mony-
YEHHYIO CMECh MNepeMewnBalT B TeuyeHue 3 4acos
NPW KOMHATHOWK TeMnepaType 3TOT PacTBOR KOHUEH-
TPUPYIOT NPU NOHUXEHHOM AABMAEHWM A0 MOMYyYEHUN
0,3r 6enoro TEepJoro BEWECcTEa, KOTOpoe WCNoMbay-
10T HENOCpeACTEEHHO B Nocnegyowei peakynn TCX
Ri= 0,12, 3 97 meTanon/CH:Cl2

D CoegvHeHve 158 K pacrBopy coeguHeHws,
nonydeHHoro B npurepe 158C (100uMr, 0,21mmonA), B
CH:Cl; (8mn) pgobBaenswor TpuatunamuH (0,2mn,
1,44MMonA), 3aTeM COefMHEeHWe, NOoMyUeHHOS B Npu-
wmepe 48A (71mr, 0,31mmMong) [MonyyeHHyto cMmech
nepemeLLBateT NPW KOMHATHOW TemnepaType B Te-
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yeHune 6 vacos Gtor pacteop pasbaensAnT CHALL
{200mMn), NpOMBIBAOT HACbILEHHBIM pacTBOpoM On-
kapboaHata HaTpua (30mMN), OpraHuky BLIASMNANT,
cywaT Haj BesBofHBIM CYNbhATOM MArHWA M KOH-
LEHTPUPYIOT NpW NOHMXEHHOM F[ABMESHWM, a CHPOR
NPOAYKT QUUILAKT € NOMOWbI0 XpoMaTorpaduu
CpedHero AABMNEHWA, WCMOoNbayA TPajUeHTHYIO CHC-
Temy pacTesoputenen  CH-Cl,, satem 1090
EtOAc/CH,Cl;, no nonyyeHus 84 9mr yEaszaHHOMo B
3arnaeumn coeguHeHna TCX Ry = 0,48, 39? MeTa-
HOM/CHZCl,, BEX Ry = 16,35wmun, ['H/i-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 159

A CoeannHeHWe XX A = TpeT -
ByTokcukapbonun, D' = ywknorekcwnmervn, E = 4-
dropdenun! K pacTeopy coegWHeHWs, Nony-eHHoro
B npumepe 158A (400mr, 1,06Mmona), B 100 CHLCI2
aotaenawt 4-propbenzoncynshornnxnopug (0,62,
3.2mMMonsA), a 3aTter J06aBMNAKT HAChILWEHHLIA pac-
TeOp BurapboHaTa HaTtpua (3wmn) W 0,18r Teeproro
BukapboHaTa HaTpua [lonydeHHyl cMeck nepeMe-
WHBAKT NPW KOMHAaTHOW TeMmnepaType B TedYeHue
Houw [lonyyeHHwld pacTeop pasbasnawT 200mMn
CH2Cla, opranvky BolgenarT, cywar Hag Oe3BogHBIM
CyNbhaToM MArHUA, OPTFaHUKY KOHLEHTPUPYIT NpW
NOHWKeHHOM AaeneHUW Chlpol NPOAYKT OYWLLAIOT C
NOMOLLUBIO KMAKOCTHOW XpomaTorpadun cpepgHerc
AaBrNeHWs, UCNONb3yA B KavecTBe CUCTEMbl PacTBO-
puwtenen CHCl:, 3atem 199 metanon/CH-Clz, po
nonydyeHus 280mr benoro Tsepgoro eellectsa TCX
Ri = 0,47, 3 97 meTaHon/CHCl, /'HI-AMP cooTseT-
CTBYET CTPYKTYpe

B Coegunenne XXIl /A = H, D' = yuknorekcun-
meTvn, E = 4-dropdpenvn, rmgpoxnopua/ K pacteo-
py CcoeAWHeHWA, nonydYeHHore B npumepe 158A;
(0,28r, 0,52Mmona) fobasnawT 10Mn 20% eec/eec
HCI e EtOAc MonydeHHylo cMeck NepeMeLlnBaoT B
TedeHwe 3 Yacoe NMpW KOMHaTHOW Temnepatype Pac-
TBOR KOHLEHTRURYIOT NMpPW NOHWKEHHOM AABINEHVW A0
nonydyenna 0,23r Senoro Teepaorc BeWecTea, KOTo-
poe UCNonb3YT HENOCPEACTREHHO B nocne,qylomen
peakuyun TCX Rr= 0,13 /3 97 metaHon/CH:Cl;, /'HI-
AMP {(CDCl:) cooTBeTCTBYET CTPYKTYPE

C CoeauHeHue 159 K pacTsopy coegWHEHMR,
nonydyexHore 8 npumepe 159C (100mr, 0,21mMeong), B
CH:Cl, (8Mn) pobasnaweT TpuaTunamud  (0,2Mn,
1,44mmona), 3aTeM coegWHeHWe, NornyYeHHoe B NpK-
Mepe 48A (73mr, 0,32mmons) [MonydeHHyw cmeck
nepeMeLlUBaicT NPy KOMHATHOW TeMnepartype B Te-
veHne 6 yacoe JTOT pactecp pasbaenarot CHLCls,
(200Mm), NPOMBIBAKOT HACLILEHHBIM PACTBOPOM Gu-
kapboHata HaTpua (30Mn), cywat Hafg bessofHbIM
CYNbhaToM MArHUS, OPTraHWKy KOHLUEHTPUPYIT NpW
MOHWKSHHOM A&BNSHUK, W ChlpOA NPOAYKT OuMULLACT
C MOMOLLBI XpOMaTOrpatuy CpefHero gaBleHns,
MCNONL3YS TPagneHTHYID CUCTEeMY PpacTBopuTenen
CH:Cl,, 3atem 10 90 EtOAc/CH:Cl;, po nonyueHua
S4Mr ykasaHHOro B 3amaenu coeguHeHna TCX R =
046 3 97 meraHon/CH:Cl: BEMX Ry = 16,48wmuH,
I"HE-AMP (CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 160

A CoeannHeHWe XX A = TpeT -
ByTokcukapbonun, D' = ywknorekcwnmervn, E = 4-
ayetamugodeHun/ K pacteopy coefWHeHWd, nory-
yeHHoro B npumepe 158A (400wmr, 1,06mmons), B
CHCla {10mMn) gobasnawT 4-
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auetamupgobersancynegoxnopung (0,75r, 3,2mmons),
saTem f002BNAOT HacklWeHHBA pacTBop OukapCo-
HaTa HaTpua (3Mn) 1 0,18r Teepporo BurkapboHaTa
HaTpUs TlONYyYeHHYID CMeCh MNepeMellvBaT MNpu
KOMHaTHOW TeMnepaType B TEYEHWE HOUM 3ITOT pac-
TBOp pa3ibasnawt 200Mn CH1Cl;, opraHwky Boigena-
oT, cywar Haj GessogHbv cynbdharom MarHwa, op-
raHusmy KOHLEHTRUPRYIOT npw NOHKEHHOM
Aaeneruy CHIPCA NPOAYKT OUMLLAIOT G NOMOLLEHD
KUAKOCTHOW XpomaTorpacduv cpegHero AaeneHus,
ucnonesyad CH:Clz, satem 199 metanon/CH.Cl; B
Ka4yecTBe CHWCTEMLI pacTBopwTened Ao Nony4veHUA
280Mr ykazaHHOrC B 3armaBvk CoejuHeHWs B Buge
benoro Teepporo eeuwlectea TCX Ry = 0,14, 397
MeTaHon/CH:Cly, 1'HI-SIMP {CDCls) cooTeeTCTBYST
CTRYKTYpe

B CoeguHenune XXIl /A = H D' = ywknorekcu-
wetwn, E = 4-ayetamugodoenvn, rngpoxnopual K
coeJUHEHUIO, NONYYeHHOMY B npumepe 160A (0,29r,
0.51MmMmonA) pobasnat 30% sec/sec HCl B EtQAc
{10mm) lMony4eHHyKs cMeck NepeMelBaloT B Teus-
HWe 3 4acoB NpW KOMHATHOR TEMNEpaType STOT pac-
TBOR KOHUEHTRUPYIOT NP NOHWKEHHOM AABMNEHMW A0
nonydyernua 0,28r Denoro TBepgoro BelwecTea, KOTo-
poe WUCNONb3YIOT HEeNOCPEACTBEHHO B NOCMeyiolLer
peakywn TCX R;= 0,10, 3 87 meraHon/CH:Cl;

C CoeawHenve 160 K pacteOopy coegWHeHms,
nony4veHHoro B npumepe 160B (100mr, 0,20Mmons), B
CH-Clz  (8mnm)  pobasnAwT  Tpwatunamud  (Z2wn,
1,44MMONA) 38TEM COSiMHEeHUEe, NONYUYEHHOe B Npu-
mepe 48A (67mr, 0,30mMona) MonydeHHylo cMeck
nepeMellvBalT NpW KOMHATHOW TemnepaType B Te-
yeHne 6 vacoe JToT pacteop pasbasnswr CHLCl2
(200Mn), NpOMBIBAKT HECHIWEHHBEIM pacTBOpoM Cwu-
kapboHaTta HaTpwa (30MnN), cywaT Han 6e3BoAHbIM
cyNhaToM MarHua, opraHuky KOHLUEHTPUPYIOT MNpM
MOHWXEHHOM AABMEHWW W ChIPOA NMPOAYKT OUULLAKT
Ha xpomaTorpadH4eckol KOMOHKE cpefHero aasne-
HWA, UCNOMNbL3YA PARVEHTHYIO CHCTEMY pacTBopwTe-
nen CH:Cl,, szartem 1090 EtOAC/CH:CI: 3arem
20 80 EtOAcICH.Cl;, po nonyyeHua 56 8mr Gencro
Teepgorc Bewectea TCX Ry = 0,17, 397 mera-
HOM/CH.Cl, BOMX Rr = 14,65Mun  /'HAAMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

Mpwvmep 161

A A-mopdonuHeynedoHunxnopuaa  PacTeop
4.6r cynethypunxnopuaa B aUyeToHWUTpune obpaba-
THIBAKT, Npykaneizan S96Mr mopdronvHa Npu Kom-
HaTHOK TemnepaType B aTMmocdepe asota [locne
3aBepleHna gobasneHna nonyyeHHyro CMech KWna-
TAT ¢ obpaTHBIM XONOAWMBHUKOM B TeyeHue 16 ya-
COB, OXNAXAAKWT JO KOMHATHOR TemnepaTyphl, KOH-
LEHTPUPYIOT B BakyyMme A0 MONYYEHWS] YKaIAHHOMO B
3armaBul NpoAYKTa B BWAS Macna KpacHoro userta
TCX R; = 0,65 CH,Cly /'H-AMP (CDCl3) cooTeetct-
BYET CTRYKTYpE

B CoefuHeHne XX 1A = TperT -
Bytrokcukapbonun, D' = nacbytwvn, E = mopdonuHun/
PacTtsop 98Mr coegvHeHWs, NonyYeHHoro B Npumvepe
39A, B cmecn 41 CH.Cl: HacblweHHBIA BOAgHLIW
NaHCO; oGpabaTeiBaloT NocnegosarenbHO NP KoM-
HaTHOA TemnepaType B aTmocdepe asota 270mr
coefUHEHVS, MoMyYeHHOro B npumepe 1614, 122mMr
BukapboHata HaTpua [lonydeHHylo cMeck nepeme-
wueaT B TeveHue 14 yacoe, pasBasnatt CHLCls,
Cylwar Hag cynedatom MarHvd, uNbTPYT N KOH-
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LEHTPUPYIOT B BakyyMe OcTaTok odMWaT ¢ Nomo-
Wb XpOMATOrPAdMN HU3KOTO A3BMNEHWS HA CHIMMHKA-
refe, UCNoNb3ya B KadecTee snweHta CH:Cly, a
3aTem C NOMOLLBIO NpenapaTuBHoW BEMOX Ao nony-
YeHWs 22Mr yKa3aHHOro B 3armaBumn Npogykra B BUje
MacnAHucToro Teepgoro sewectea TCX R; = 0,46,
20% guatmnoBeid  ahnp/CHCl, B3IXHX Ry =
13,50mMuH, I'HI-AMP {(CDCls) COOTBETCTBYET CTPYK-
TYpe

C CoepunHeHune XXl fJA = H, D' = uacbytun, E =
MopdonuHUN, rugpoxnopua/ Pacteop 22Mr coegm-
HeHWA, nonyqeHHoro B npumepe 1618, B sTUNayera-
Te cobpabatmBaroT razoobpasHeim HT| npw -20°C
3aTem 4Yepes cmeck BapbOTUPYIOT 230T B TeueHue 15
MHWHYT, W PacTBOPUTENL YAANSIKT B BakyyMe FO MNo-
ny-4eHWa MacIAHWCTOW NOMNYTBEPOOA MACCH!, KOTO-
Pyl UCNONb3YIOT HENOCPEACTEEHHO B Nocnegylowein
peakuun

D CeceauHeHue 161 PacTtsop coefilMHEHWA, no-
nyyeHHoro B npuMepe 161C, B CH.Cl: aobasnsatoT
npyW KOMHATHOW TeMnepaType B aTMocdepe asoTa K
pacTeOpy 16 Mr coegMHEH WA, NANYyYEeHHOIO B NPUMe-
pe 438A, B 18wmr N,N-guuzonponunaTinamuHa B
CH2Cl2 MonyyeHuy cmecs NepeMellnBaT B Teye-
HWe 14 uacos, pasBaenawt CHiCl;, NnpoMbBIBAOT Ha-
ctilerHsiM NaHCO: n HacbkiwerHsliM NaCl, cywar
Hag CynbaToM MarHns, OWNMBTRPYIOT U KOHLUSHTRH-
pytoT B BakyyMe OCTaTOK OYWLLAIOT C NOMOLLEHD Npe-
napaTueHoln B3HX go nonyuerns 21Mr ykasaHHoro B
3arnasuy NpoayKTa B BMJE MACMAHUCTONO TBEPAOro
Belwectea TCX Ry = 0,22 20% AusTWNOBLIA
apup/CH:Cl;, BIHX Rr = 1301muH /THE-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 162

CoepuHeHue 162 PacTteop 30Mr coefuHeHus,
nonydyeHHoro B npuMepe 166A, obpabaTeiBatoT raso-
obpasHEIM XMOPUCTHM BOZOPOAOM ANA y43ANeHus
jawWTe, W NonyYeHHoe COESAWHEHWE NOABEpralT
B3aMMOAENCTBU C COeJWHEeHWeN, MOMyJYeHHBIM B
npumvepe 153A no cnocoby npuwmepa 155B Mocne
KOHUEHTPVYPOBAHWA CMecH B BaKyymMe W COOTBETCT-
BylowWweld obpaboTk, ocTaTok OUMWAKT € NOMOLEK
xpomaTtorpacpi B TONCTOM Croe CUIMKarens, Hc-
none3aysa B kadecTtse aneHTa 5% MeOH/CHLCI,
Fatem ¢ nomMowbl npenapaTuBHol BOHX ¢ obpa-
weHHoh ¢ason Ciz, UCNONB3YA NUHERHBIA rpagueHT
oT 35% po 100% CH:CN/H:0O ¢ 0,1 TFA B kadvecTee
SNKEeHTa A0 NonyqeHua 6 2Mr yKasaHHOro B 3armaBun
coeguHeHna TCX Ry = 0,65 5% MeOH/CH:Cl
BEMX Rr = 15.93mun /' H-AMP {CDCI3) cooTeeT-
CTBYET CTPYKTYpe

MNpumep 163

CoepuHenune 163 Mopyuio 120,3Mr coeguHeH s,
nony4erHoro B npumepe 153B, nogeeprawT B3anmo-
JeNCTBUIO C COBAMHEHWEM, MOMyYSHHBIM B NpumMepe
82ZA, no cnocoby npumepa 82B [Mocne oGpaboTkm n
KOHUEHTPVYPOBAHWA B BAKyyMe OCTATOK OUULLaT C
NoMOLWbLK XpomaTorpadoMid  HWU3KOro  AaBMeHWs Ha
KQINOHKE € CUMUKArenemM, UCNomnb3ys B KauecTBe anko-
enTa 50% EtOAc 8 CH.Cly, 3aTeM ¢ nomowko npe-
napatueHoln BIXHOX ¢ obpawenHon dazon Cqg, WC-
nonk3yA NUHeWHBIA rpagueHt oT 40% po 100%
ayeTOHUTPUN/BOAR ANS AMIOUPOBAHUA, A0 NOMyYeHUs
44 3Mr yKasaHHOMo B 3arnaevu coeguHeHust TCX R
= 0,18, 50% EtOAC/CHClf BGHX Ry = 13,13muH
/H-AMP {CDCl3) COOTBETCTBYET CTRYKTYPE
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MNpumep 164
A N-rngpocucykynHuMmugun-2-
theHun/sTuNkapboHat PacTteop 306mMr cdeHaTUNoBO-
ro cnnpta U 535mr N N-gucykymHumMuunkapbonata
B aueToHuTpwne obpabaTeiBaldT NpuM  KOMHATHOW
TeMnepatype B atMocdepe asora, 810mr N,N-
AvusonponunatunamuwHa onyJyeHHyo cvecs nepe-
MeWnBaT B TeueHne B0 Yacos M KOHUEHTPURYIOT B
Bakyyme (CCTaTOK NOMELLaloT B 3TWNALUETAT W Npo-
MBIBAKOT  HacsllWeHHeHM NaHCQO;, HachilWeHHEM
NaCl, satem cywat Hag cynbdatom mMarHus, ounsT-
PYIOT W KOHUEHTPHMPYKT B Bakyyme FO NOnydeHwA
YKE3aHHOIO B 3aNaBun NPOAYKTE B BUAE Macna xer-
Toro yeeta TCX R = 0,40 /5% MeTaHon B CH:Clof
{'Hi-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

B CoeguHeHue 164 Pacteop 81Mr coeguHeHus,
nony4veHHoro s npumepe 164A, B CH:Cls, pobasnswT
Npw KOMHATHOW Temneparype B armocdepe asora k
pacTeopy 41 Mr COeLUHEHWA, NOMYUYEHHOro B NpUMe-
pe 40a, 45Mr N,N-auusonponunatunaMuda 8 CH:Cls
MonyueHHyld cMeck NEpeMeLIVBAOT B TedeHue 4
vacoe, pasbaenaor CH;Cl;, NpoMbIBaKOT HacHIWEH-
Hev MNaHCO: » HacewdenHeim MNaCl, cywat Hag
CynuaTom MarHua W KOHUEHTRUPYIOT B Bakyyme
OcTaTok 0bpabaThiBaloT ¢ NOMOLLLI NpenapaTUBHORA
B3MX go nonyveHua 18Mr ykasaHHOro B 3armaewu
npogykTa TCX R¢ = 0,83 /510 85
NH4CH/CH,OHICH,Clof BXKX Ry = 15,78wuH /'H-
HAMP (CDCls) cooTBeTCTBYET CTRYKTYRE

MNpuMep 165

CoeguHeHue 165 Pacteop 36Mr coeguHeHus,
nonydeHHoro B npumepe 510, B cmecn 41
CH:Clo/HacbiweHHbii BogHbld NaHCO; obpabatul-
BANOT NOCNEAOBATENBHO NP KCMHETHOW TEMNepary-
pe B aTtMocepe a30Ta, 20mr p-
TonyoncyneoHunxnopuaa W 18mr BukapbanaTta
HaTpus [MonydeHHylo cMeck NepeMellUBaKT B Teue-
Hue 3 vacos, pasbaenatr CHCly, npombieatoT Ha-
coilweHndbiv NaCl, cywar Hag cynbdraTOM MarHwa,
MUNBTPYIOT W KOHUSHTPWPYIT B Bakyyme OCTaToK
OUULLAKOT C NOMOLLBK XpOMATOrPathuy HU3KOMo AaB-
FEeHVs Ha CUNVKarene, WCMoMb3ya B KAYeCTBE SMKOeH-
Ta 5% gnatunoewil acoup CH:Cl; po nonyveHna 38mr
yKa3aHHOro B 3armaBuu npoAaykra B suge Benoro
Teepgore eewecrBa TCX R: = 0,15 5% que‘mno-
BeIfi adhup/CH Cl BIMX Rt = 1527muH f H/-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpumMep 166

A CoeguHenne  XXII /A = TpeT-
bytokcwkapbonwn, D' = ymkconentunmetun, E = 4-
meTokcudeHun/ K pacTBOpy COeWUHEHWH, NoMyyeH-
Horo B npumepe 1148 (1.8r, 4 886uMmona) 8 10mn
CH-Cl2 LobBaenawT 4-
meTokcubeHzoncyneoHUTXNopKA 12,10r,
9,93mmonaf, satem fobaBnAKT HACLIWEHHBIA pac-
T80p COwkapbonaTa Hatpwa (3mn) v 0,83r TBepgoro
BukapboHaTa HaTpua [lonyyeHHyd cMechk nepeme-
LWKBAKT NPU KOMHATHOW TeMnepaType B TeqeHue 24
vyacoe STOT pacteop pasbaensAwT 200Mn CHXCls,
QPraHuKy BblASNAKT, CYWAaT Haa cynbpaTomM MarHus,
KOHLUEHTPHRYIOT NPKW NOHWHKEHHOM AgBneHnn Coipol
NPoOAYKT OYNLLAKT C NOMOLLBKY XUJKOCTHOR XPOMATO-
rpacdond cpefHero gaenedws, ucnonesya CH:Cls,
satem 189 wmeraHon/CH:Cl,, 3atem 298 wMeTa-
Honf/CH:Cl: B KauecTse cucTEMBl pacTBORWTENEN, AC
nornyJeHws 1,49r ykasaHHOMo B 3aINaBUY COBgUHEHUA

44684 126

B BMAe TBepporo eewecTtea benoro ypeta TCX Ri =
0,37, 3 97 meTanon/CH:Cls, 'Hi-AMP (CDCI3) coot-
BETCTBYET CTPYKTYpE

B CoefuHenne XXl /A = H, D' = yuknoneHTun-
MeTun, E = 4-mmgpokcndhenun/ PacTeop coefwHe-
HWA, nonyuseHHoro B npuMmepe  166A  /A.11r,
2,08mmongal B 20mn CH>Clz nobaenanT K pacTBopy
TpexbpomMucToro Bopa B CHCI: f1,0M, 10.4mnf Mo-
Ny4eHHY CMEeCh MNepemMelIMBaT MNPM KOMHATHOR
TeMnepaType B TeusHWe 24 4acoe JTOT PacTBOp
BeINWBaoT B 40MN HackiWweHHoro pacTeopa Sukapbo-
HaTa HaTpuA BopHod cnol skctparmpytor 250mn
CH2Cl,, 3aTtem akcTparvpyror 250mn EtOAc Obve-
AWHEHHYIO OPraHWKy CYLIAT Hafl CYNbMATOM MATHWA,
KOHUEHTPWPYKOT MPW MOHWMKEHHOM FABIMEHWW, W Chl-
PO MPOAYKT OYWILAKT G MNOMOLWEK XpoMaTorpadun
CpefHero AaBneHWA Ha KOMOHKE, WCMonb3yA rpagu-
eHTHYI0 cucTemy pactBoputenen CH-Cl,, 3atem 1 99
MeTaHon/CH.Cls, zatem 9 B8 metaHonf/CH-Cl,, 3aTteM
1595 koHy NHs«QOHfmeTaHon/CH:Cl:, o nonyueHua
0,38r yrasaHHOro B 3armaevn coeguHedna TCX R =
0,18, 3 97 meTaHon/CH.Cl; /' Hi-AMP (CDCI3) coot-
BETCTBYET CTRYKTYpe

C CoegvHeHve 166 K coeguHeHwd, nonyJeH-
HOMY B npuMepe 1668 (300mr, 0,69Mmona), B CHaCl;
{Smn) gobaenatot TprasTunamuH (0,12mn, 8,6Mmons),
3aTeMm megneHHo 4o6aBnAlT 3a 3 yaca coefMHeHKe,
nonydYerHoe B npumepe 82A (0.21r, 0,77mmong) B
Bnge pactsopa B CH.Cl: (5Mn) MonyueHHyo cveck
nepeMellUBaIT NPy KOMHATHOW TeMnepaType B Te-
yeHwe 24 vacoe 3TOT pacTeop pazbaensior 250mn
CH:Cly, npoMeiBaloT BOAOKH, cywaT Hap GeseogHBIM
CyNbaToM MarHusA, W OpraHuky KOHUEHTPHURYIOT Npuy
NOHVKSHHOM A3BNeHuK Cbipod NPOAYKT OMWLLAKT C
NOMOLIbIO XpomaTOrpathu cpejHero AaBMNeHws Ha
KONOHKE, UCMONb3ya rPajIueHTHYK CUCTEMY pacTBO-
puteneid CHiCls, satem 1 99 metaHon/CH:Cly, 3a-
Tem 298 metaHon/CH-Cl: B KauecTee sntoeHTa fO
nonydyexuna 110Mr TBepgoro BewecTtea Cenoro ysera
TCX Kr= 0414 13 97 wmetanon/CH:Cly/, BOXX Rr =
12,68muH, / HI-AMP (CDCl2) COOTBETCTBYET CTPYK-
TYpe

Mpumep 167

Coepurenne 167 Pacteop 102mMr coegWHeHwms,
nony4edHorc B npuwmepe 51D, B cmecwn 41
CH:Cla/HacuilweHHBIE BofHEIR NaHCD;, obpabaThi-
BAKT NOCNegoBaTernsHo, NPU KOMHATHOW TemMnepaTy-
pe B atMocdepe asoTa 685mr p-
HuTpoBeHsoncynehoHunxnopuaa ¥ S1mr Gukapbo-
HaTa HaTpWA [lonyJveHHYH CMeCk NepeMelLMBaKT B
TeueHue 14 yacor, pasbaenatoT CH.Cly, npomeBakcT
HachileHHBIM NaCl, cywart Haa cynsdhaToM MarHus,
UNETPYIOT U KOHUEHTPWPYKOT B BakyyMe (OcTaTok
OUULLAIOT € MOMOLEID XPOMATOrpacun HU3KOro Aas-
NeHWA Ha CUIWKarene, CNomnb3yA B KaYeCcTEe ATHeH-
Ta 20% guaTvunoeeln adup/CHLCl:, a0 nonyyeHws
124Mr y¥a3aHHOMO B 3arNaBuk coeflMHEHWA B BUfe
TBEpgoro eewecTea Senoro yeeta TCX Ry = 0,38,
20% ausTunoseid  adup/CHCl: B3MX Ry =
15,15muH, /'H-SMP (CDCl3) cooTBETCTBYET CTPYK-
Type

MNpumep 168

CoepuHenne 168 Pacteop 124Mr coegwHeHus,
nony-erHoro B npumepe 167, B aTun ayetate obpa-
6aTHIBAKT NpU KOMHaTHoW TemnepaTtype 13mr 10%
nannagva Ha yrme [onyJeHHy cMeck nepemewlin-
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BalT B TedveHue 14 vacoB B aTmocdepe aszora,
OUNBTRYIOT yepes cnol Llenwra, KOHUEHTPWMPYIT B
pakyyme OcTaTtok obpabaTeiBaloT ¢ NOMOLL Mpe-
napaTueHOW BOHCX A0 nonyueHUs 82Mr yKaszaHHoro B
3arnaeumn npoaykTa B eupe Benoro TeepAoro eelle-
ctea TCX R;= 0,10, 20% ascbup/CH.Cl/ BI¥X Ry
= 13,16MuH, /' H-AMP (CDCIls) cCOOTBETCTBYET CTPYK-
Type

MNpuMep 169

CoeguHeHue 169 K pacTeOpy coefWHeHuWs, no-
ny4YyeHHoro B npumepe 166B /80mr, 0,18Mmons/, B
CH:Cl: (15wmn) gofaenAlwT HacHLWEHHBIA pacTeop
Dukapbonara narpua (Svn), satem coegwHeHwe, no-
nyueHHoe B npumepe 48A (55ur, 0,24mmona) Mony-
HEeHHYI0 GMECk NEpPeMellMBAlOT NpW KOMHATHOW TeM-
nepatype B TedeHwe 5 vacoe PacTteop pasGaenawT
300mn CH2Cl, opraHvry sHAEnAOT, cywat Hag Ges-
BOAHBIM CYNbATOM MarHua W KOHLUEHTPURYIOT MNPM
MNOHWHEHHOM A3BNEHWM ChIPOA NPOAYKT OYULLAKT ©
MNOMOLLBI ULKOCTHOR XpoMaTorpadsv cpejHero
AaeneHuns, wcnonesys CHCl;, satem 199 mera-
Hon/CH-Cl; B kadecTBe cucTEMB pacTBOPUTENEW, JO
noryJeHws S8mr ykasaHHore B 3arnaBiy CoeguHeHus
B BMae Teepaoro eewecrtsa Genoro ueeta TCX R;=
0,24, 3 97 meTaHon/CH-Cl; BEHX Rt = 14,29MuH
{'Hi-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

MNpwumep 170

A CoeguHenne  XXII /A = TpeT-
bytokcwkapbonwn, D' = ymkconentunmetun, E = 4-
HuTpodenun/ K pacTeopy coeUHEHWS, NOMYUEHHOro
B npuMepe 114B (250mMr, 0,69Mmons), s CH:Cl;
{15mn) gobaBnsaloT HacHLWeHHHA pacTeop Bukapbo-
HaTa HaTpuA (Swmn), satem Teepabld GukapboHar Ha-
TRKHA {0.12r, 1,37 mmons) W 4-
HUTpobBeHsoncyndgroHun xnopua (200Mr, 0,9Mmona)
MonyueHHy CMeCh NepemMellMBaT NpU KOMHATHOR
TeMnepatype B Te4eHve 24 yacos Pacteop pasbas-
nawT 200Mn CHXCls, opraHuky BoigenAwT, cywar
Hag De3BogHBIM CYNATOM METHWA, KOHLEHTPUPYOT
Npy MNOHWKEHHOM AasreHuy CHpoi NPoaykT ouu-
WalT € MOMOWEBK KWAKOCTHOW XpomaTtorpaduu
CpefHero AaBreHWs, WCMone3ys PagWeHTHYI0 CUG-
TeMmy pacteoputensid CH:Cl;, s3atem 1989 wMerva-
Hon/CH-Cl: ao nonydyenwa 360Mr ykasaHHoro B 3a-
MaBvn COeguHeHWs opaHieBoro useta TOX Ry =
0,45, 3 97 metanHon/CH,Cl: /HI-SIMP {CDCls) cooT-
BETCTBYET CTRYKTYpE

B CoegwHenne XXIl /& = H, D' = uuknoneH-
TunmeTwn, E = 4-nutpodenun, rngpoxnopug/ K co-
eguHeHnro, nonydqeHHoMy 8 npumepe 170A (360mr,
0,66MmonA), aobasnawT 10% sec/sec HCI B EtQAC
{(15mn) lNonyyeHHy CMeCck NepemMellnBarT B Teue-
HWe 3 4acoB NpW KOMHATHOW TeEMNepaType STOT pac-
TBOP KQHUEHTPUPYRT NPW NOHWXKESHHOM AABNEHWW OO
nonydyedua 310Mr ykasaHHOro B 3arnaBvy coeguHe-
HWA B Buae TBEPAOro BELECTBA OPaHKEBoro uBeTa,
KOTOpOE WCNOMb3YKT HEeNOCPEeACTBEHHO B Nocne-
ayowed peakgpd TCX Ry = 0,70, 11090
NHsOH/meTanon/CHLCl2

C CoeawHenve 170 K pacteOpy coegWHeHms,
nonyderHero s npumepe 170B (310mr 0,6dMmmons), B
CH:Cl; (15mMn) fo6aBnawT HACHIWEHHEIA pacTBOp
BukapboHaTta HaTpwa (5Mn), satem goBaenaoT TEep-
Abld BukapboHaT Hatpua (0,11r, 1,3MmMons) v coegu-
HeHWe, nonydeHHoe B npumepe 48A  (0,18r,
0,77mMmMonA)l  TONYMEHHYKD CMECh NepeMewuBalsT
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npY KOMHaTHOW TEMMEepaType B TeuyeHwe 24 uJacos
3107 pacteop pasbasnArT 150mn CHCle, opranuky
BBIAENAOT, CyWaT Haj Be3BoAHBM CynbdhaToM Mar-
HWA W KOHUEHTPUPYIOT NPWU NOHUXEHHOM AaBMNEeHUU
ChIpoiA NpogyKT OYWILAKT C NOMOWEK KUEKOCTHOR
xpomaTtorpadud CpefHero [aBneHWA, WChonbs3yA B
kavyecTBe cuctembl pactBoputenen CH-Cla, 3artem
1 89 meTanon/CH-Cl., go nonyverwna 0,32r ykasaHHo-
rc B 3arNaBWM COEfMHEHWS B BUS e TREpforo eelle-
ctea Benorc yeeta TCX Ry = 0,28, 397 mera-
HOM/CHZCl,, BEX Ry = 16,06mun, f'H/i-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 171

CoepguHeHue 171 PacTsop coefuMHeHWA, nomny-
yeHHoro B npumepe 170C (0,19r, 0,34Mmons), B
EtCAc (10mMn) obpabaTuiBaloT Npu KOMHATHOR Tem-
nepatype S0Mr 10% nannagua Ha yme v rmapupylaT
B TeyeHue 72 4acoB MNPV HECKONBKC W3DBITOUMHOM
OaBMeHWd Boaopoaa [1ONyyeHHyls cMecs hUneTRY-
KT U KOHUEHTPUPYOT B BaKyyme, & HEOUULLEHHHIRA
NPORYKT OYWLLAIOT ¢ NOMOLLBK XUAKOCTHON XPOMaTO-
rpacpun cpegrera gaeneHwda, CH.Cly, zatem 199
meraHon fCHCly, satem 3 97 wmetanHon/CHCls, 3a-
Tem 1090 wmetaHon/CH:Cl: B kadecTBe cucTembl
pacTecpuTENen, A0 MNONyyeHWs 97Mr YKA3aHHOrMC B
3arNaBUW CoeAWHEHWs B BUJe TBEPAOr0 BEelEecTBa
6enoro yueeta TCX R; = 0,25 3 97 metanon/CH-Cl;,
BE&¥X Rr = 14,28Mmun /'H/-SIMP (CDCl3) cooTeeT-
CTBYET CTRYKTYRE

MNpumep 172

B CoegwHeHve  XXI /A& = Tper-
ByTokcukapborun, D' = yuknonerTunMeTvn, E = 2 4-
AuHutpodeHnn/ K pacTeopy CoOegWHEHWS, Nony4eH-
Horo B npumepe 1148 (500wr, 1,38mmong), B CH.Cl
AoBaRNAT HaCkIWEHHBW pacTeop bukapboHaTa
HaTpua (5MnN), 3aTem TBepAbd BurapboHaT HaTpusa
{0,23r, 2,76mmona) " 2.4-
AWHUTPOBEH30NCYNEGOHUNXNOPWUE, {(440wr,
1.65mMmonaA)  MoNyyeHHYK CMECE NepeMelLnBarT
NPKM KOMHEATHOW Temnepatype B TeueHwe 2 4acos
3TOT pacteop pazbasnaweT 200mMn CH;Cls, opraHuky
BEIAENSAIOT, cyWwaT Hag Be3pogHBIM CynbgaTOM Mar-
HWA, KOHUESHTRUPYIOT NpU NOHMMEHHOM AABNEHWM
ChLIpod NpoayKT OYWILAKT C NOMOWEK XHULKOCTHOR
xpomaTtorpadouy  CpegHero  OasMneHns, WCNonb3ys
rpagueHTHyto cucTeMy pactsopuTened CH:Cly, 3a-
Tem 1 99 metaHon/CH:Cl; go nonydeHwa 700mMr yka-
3AHHOrO B 3arMaeWd COefWHEHWA B BWAE TBEPROro
BellecTea kopwdHesoro yeeta TCX Ry = 0,48, 397
meTaHon/CH,Cl,  /'Hi-SIMP (CDCI3) coorBeTcTBYET
CTpYKTYpPE

B CoefuHenne XXl /A = H, D' = yuknoneHTun-
MeTun, E = 24-guHurpodenun, rmapoxnopug/ K
coefgWHEHUIO, NonyYeHHoMY B Npumepe 172A (700wMr,
1,18mmonaA) fobaendAwT 10% Bec/sec HCI B EtQAC
{20mMn) TNonyyeHHY CMEChH NEPEMELLVBANT B TeYe-
HWe 3 Yacoe NPU KEOMHATHOR TeMnepaType 3TOT pac-
TBOP KOHLEHTPUPYIOT NpW NOHWMKEHHOM AABMEHWW A0
nonyqeHnA 590 Mr ykazaHHOIO B 3aMaBHKU COSRMHE-
HWA B BWAS TBEPAONO BEWECTBa KOPUYHEBOTO LBETA,
KOTOROE WCNOMNbaytoT De3 JONONHWTENBHO OYNGCTHN,
TCX R;= 0,55, 1 10 90 NH4OH/meTaHon/CH,Cl;

C CoeguHeHue 172 K pacTeopy cOegWHeHus,
nony-erHore B npumepe 1728 (580wr, 1,11MMons) B
CH:Clz (15Mn) pobaenslT HacHWEHHLIA PacTsap
Oukapbonarta HaTpwa (Smn), 3aTtem TBepawid Cwkap-
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BoHat HaTpwa (0,19, 2,2mMons), 1 coegUHEHWS, No-
nyyenHoe B npumepe 484 (0,31r, 1,3mmona) Mony-
YEHHYK CMeCh NepemMellMBaloT NPy KOMHATHOW TeM-
nepaType B TeueHWe 24 uyacoB O3TOT pacTBOp
pasbaenawT 150mMn CH:Cl;, opraHuky BeIgensoT,
cywar Had Be3pogHbIM Cynbdarom MarHwsa, 1 opra-
HWKY KOHUSHTRHURYICT MNPW MOHWXEHHOM AABINeHWW
CrIpod NPogykT OYWMWET € NOMOLLEH XWAKOCTHOM
XpomaTorpapu  CpefiHero JaBMNeHUs, UCNorNb3yd
rpaguWeHTHoe snioupoeaHne CH:OH/CH:Cl;, ao no-
ny4YeHUsA npogykTa B Buge benoro TBEPAQTO BELYeCT-
ga (0,59r) BEHX Ry = 16,36MuH, IH/-SIMP (CDCI3)
COOTBETCTBYET CTRYKTYPE

MNMpuMep 173

CoeguHeHve 173 PacTeop cosgWHeHWMA, nony-
veHHoro B npumepe 172C (0,20r, 0,33mmons) & 10mMn
EtOAc obpabaTuiBatoT Npw KOMHETHOW TEMNepaType
50mr 10% nannagua Ha yrne u rMapupyT B TEMeHne
72 4acoB NPU HECKONBEO W3BLITOUHOM JaBMNEeHWH BO-
Aopoaa [lonyueHHyd cMeck GUNBTPYIOT U KOHUEH-
TPUPYOT B BaKyyMe, a CHIPOA MpoOAYKT CYUWAKT C
NoOMOLWE XHUAKOCTHOR XpomaTtorpacpun cpegHero
A2BNEHUH, MCMNOMNb3yA B KaJyecTBe CHCTEMbl pacTBo-
putenein CH:Cls, 3atem 199 metaHon/CH-Cls, sa-
Tem 3 97 meranonfCH:Cl; u 10 80 metaHon/CH:CIl:
Ao nonydeHus 120,2Mr ykasaHHOrO B 3armaBMK Co-
eAWHEHNA B BUAEe TBEPAOrOo BELWECTBA CBETHO-
KopwdHeeoro useta TCX Ry = 0,17, 397 meta-
HOM/CHLCl;, BKX Rr = 1347muH  /'HAAMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 174

A 4-BeHaunokcubeHsoncynepoHnmnopuy K
0,87r gumetundoopmammnga npu 0°C B atMocdeepe
azora gobasnat 1,611 cynedopunxnopnga Mony-
UYEHHYK CMech nepemMeliuBaT B TeveHue 15 MUHYT
W cbpabatuisaloT 2.0r BeHanndenunosoro adwpa
MonyueHHylo cMeck HarpeeaeT npn 100°C B TeveHne
1,5 vaca, oxnaxpatoT o ckono 40°C, BuNMBaOT Ha
neg, akcrparmpytor CHLCl:, cywat Hag cynedaTom
MarHnA, QUNBTPYOT W KOHUEHTPUPYT B Bakyyme
OcTaTok CHUWAKT ¢ NOMOLLLKY XpOMaTOrpaduin H1US-
KOrc QJaBMeHWs Ha cunukarens, ucnoneays 10%
ITUNAYUETaT B rEKCaHe B KAYeCTBE aMeHTa Ao nony-
uyeHns 0,78r ykasaHHOro B 3armaBWM COSEMHEHMS B
enge Denoro TBepporo E!eLLLeCTBa TCX R; = 0,46,
10% aTUNAUeTaT B rekcaHe H-AMP {CDCIz) cooT-
BETCTBYET CTPYKTYpe

B CoeguHeHue 174 Pacteop 30Mr coeguHeHus,
nonydeHHoro B npumepe 510, B cmecn 41
CH-Clafnaceiwerruin sogHoii NaHCOs, obpabatsi-
BAKOT NOCMNBA0BaTENBHO NPW KOMHATHOW TeMNepaTy-
pe B aTMocepe asoTa, 24mr coeguHeHUA, NonyyeH-
Horo B npumepe 174A, v 18mr BukapboHaTa HaTpwa
MonyueHHylo cveck nepeMellMBaeT B TeueHue 14
yacos, paszbaenawT CH.Cl,, NnpomMBIBaKOT HACBILWLEH-
Hev NaCl, cywar Hag cynedarom marHnd, ounet-
PYIOT W KOHUEHTPUPYIOT B BakyyMe (OcTaToK cuuula-
KT € MOMOWLK XpoMaTorpadgvid HU3KOro [ABMEHUS
Ha cunukarene, ucnonbaya 20%  AWsTUNOBLIA
apmp/CHCl: B KadvecTBe anoeHTa FO NONy4yeHUs
14Mr ykasaHHOrO B 3arnaBUW NMPoAyKTa B BUAE TBER-
aoro Bbenoro yeeta TCX R = 0,43, 20% ,quamno-
Bl acbup/CH:Cl, B3XX Ry =17,01mun / H-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpwmep 175

CoeguHenve 175 Pacteop 11mr coeguHeHuWs,
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nony4erHoro s npuMepe 174B, B aTvn aueTtare ob-
palbaTelBaloT NpM KOMHATHOW TemnepaTtype 2mr 10%
nannaava Ha yrme [NonyqdeHHyko CMech nepemelln-
BaAKOT B TeueHWe 14 yacos B aTMocdhepe BOAOPOAS,
UNETPYIOT Yepes crnol LlenwTa, hUneTpyoT W KOH-
LEHTPUPYIOT B BakyyMe OcTaTok odMWaT ¢ Nomo-
Wb XpOMATOrPAdMN HU3KOTO A3BMNEHWS HA CHIMMHKA-
rene, ncnonesya 10% wmetanon B8 CH-Cl: B kavecTee
SMNKEHTa [0 NONyYeHNA 9MI YEA3aHHOIO B 3arnaBuu
NpofyKkTa B BUJe TBepgoro npoaykTa Benoro yeera
TCX Ri =0, 38 10% wetaHon B CH.Cl: BEGM¥X Ry =
13,37 MuKH ;’Hf AMP (CDCl:) cooTBETCTBYET CTPyK-
Type

MNpumep 176

A& 1 2-BeHsogunokcon-S-cynsdoHnmnxnopug K
3,50r gumetundopmamuga npw 0°C B arMmocdepe
asota gobasnsAtor 6,471 cynedoypunxnopuga [Nony-
UYEHHYH CMEeChb MepeMeWwnBaeT B TeueHne 15 MuHyT
W obpabathiearoT 532r 1,3-6enzoauokcona [lony-
UEHHYIO cMeck HarpesawT npu 120°C B8 TeueHue 45
MHWHYT, OXNaxgaoT 4o npumepHo 40°C, BEINMMBAKOT Ha
nep, akctparnpywT CH-Cl;, cywart Hap cynbdatom
MarHvd, GOWIBTPYIOT W KCHUSHTRURYT B Bakyyme
OcTaTok o4MWAoT ¢ NOMOLWBH XPOMATOrPadou HU3-
KOr0 AaBneHWa Ha cunuvearene, wenonb3ys 40%
CH:Cl; B rekcaHe B KadecTee anoeHTa, 40 Nony-e-
HWA 2,7T ykazaHHOIo B 3arnaBvi COEAWHEHWA B BUAS
TEEPAOTO BELLECTEA XENTOro LBeTa TCX R = 0,37,
40% CH,Cl: B rekcane /' H/-AMP ({CDCIl3) cooTeeT-
CTBYET CTPYKTYpe

B CoegwHeHve XXIl /A = Tper,-bBytokcu, D' =
wacbytun, E = 3 4-6ensofwokcon/ Pacteop 49mr
coefgWHEHUA, Nony4YeHHoro B npuMepe 39A, B cMecK
4 1 CH:ClofHaceiyerHold sogHbid NaHCQs obpaba-
THBAKT NOCNEAOBATENBHO NPY KOMHATHOR Temnepa-
Type B aTMocdepe aszoTa 45Mr coefjuHeHWA, nony-
YeHHoro B npuMepe 176A, 1 28ur BukapboHara
HaTpua [MonyyeHHYo CMeck NepeMellrBaloT B Teve-
Hwe 14 vacos, pastasnaot CH.Cls, npoMbiBaroT Ha-
ceileHHsim NaCl, cywar wag cynedpatom marHus,
GUNBTPYICT W KOHUEHTPUPYRT B BakyyMe OcTaTok
OUULLAKT ¢ NOMOLEK XpoMaTorpadoMi HU3KOro Aas-
MeHuA Ha cunukarene, wenonb3ya 20% AnaTUnoBbIRA
acpup/CH:Cl; B KauecTee anioeHTa A0 NOMyYeHWA
71Mr yKa3aHHOrO B 3arnaByK NPOAYKTa B BUAE BOCKO-
obpasHoro TBepaoro npop,yv:ra TCX R; = 0,65, 20%
austunoeeld acup/CHLCl; /'HI-AMP {CDCI;) coot-
BETCTBYET CTPYKTYpPE

C CoepunHeHwne XXl JA = H, D' = naobytun, E =
3.4-Benzogmokcon, rugpoxnopwal  Pacteop 71mMr
coeuHeHua, nonyyeHHoro 8 Nnpumepe 1768, B aTuN-
aletate obpabatmieawT -20°C rasocbpasHsim HCI
HCI BapBotupyloT qYepes cmecs B TedeHue 20 MUHYT,
npyYeM 3a ITO BPeMs TEMNEPAaTypPa NOBHLLAETCH AC
20°C 3artem depes cmecs DapbOTUPYIOT aA30T B Te-
ueHne 15 MWHYT, pacTEOpUTENb YAANAKT B Bakyyme
Ao nonyyeHua BEMr ykasaHHOro B 3armaByKu NPOAYKTa
B BMAe TBepgorc eeuwectea benoro yseta, koTopoe
WCMNOMb3YIOT HENOCPEACTBEHHD B Nocneaylowen pe-
akyum

D CoepwHenne 176 PacTeop 18Mr coegWHEHWH,
nonydyeHHoro 8 npumepe 176C, B CH:CIl: pobasnswT
npyW KOMHATHOW TeMnepaType B aTMocdepe asoTa K
pacTeopy 13Mr coefuHeHWs, NONy4eHHoro B npyuMe-
pe 48A, wn 14mr N N-gwuzonponunsTinamwHa B
CH2Cl2 MonyyeHuy cmecs NepeMellnBaT B Teye-
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Hue 16 vacos, pasbasnaT CH:Cl;, npombisaloT Ha-
chilweHHbiv MaHCQO: » HaceiweHHeiv MaCl, cywar
Haj cynbaToM MarHWsa, UNBETPYIOT W KOHLBHTpU-
pyrT B BakyyMe [lonyusHHBLIR OCTATOK OUWLLAKT C
NOMOLLK  XpoMaTorpachul HWIKONC AaBMNEeHWsT Ha
CWIMUKArens, WCnonb3ysA B KadecTBe anweHTa 5%
Anatuneepld apup/CHLCl:, 4o nonyJyeHwa 9mr yea-
33HHOIO B 3arNaBWy NMPOJYKTa B BULE TBEPACIO Be-
wectsa HGencro yreta TCX Ry = 0,14, 5% qna‘runo-
Bl acbup/CH:Cl, B3MX Ry = 15,52mun / H-AMP
{CDCl3) cooTBETCTBYET CTPYKTYRE

MNpwumep 177

A f4-metokcnpennn/-meTnn-4-
HuTpobenunkapboHat K pacteopy  1,50r  p-
HuTpoceHunxnopdopmaTta B 30Mn CHCl: npw 0°C
pobaenawT NoCNefoBaTENBHO 0,77mn 4-
meTokcubenswnosoro  cnupta W 0,82mn 4-
veTnnmopdonnia [ocne nepemellwBaHna B Tede-
HUEe nofyyaca Npy KOMHATHOW TeMnepaType nony-
YeHHy cmeck pasbasnawT CHCl;, npoMbiBatOT
BOACH, CYIWIAT Haf CyNbhaToM MarHus, punsTpyoT 1
KOHUEHTPUPYIOT B BakyyMe, A0 nonyvyeHus EnegHo-
XenToro TBepA4Oro BEWecTBa, KOTOpoe TWATEeNbHO
pacTupakT co cMecerd CTHoClofrekcan v MuneTpyor
A0 nonyueHWa 1,571 ykasaHHOro B 3arnasuy coeu-
HeHna TCX Ry= 0,40, 20% EtOAc/rekcaH

B CoeguHenne 177 K pacTteopy 96, 7vr coegu-
HeHWA, nonyveHHoro B8 npumepe 141A, 8 2mn CHuCI;
nocnegoBatensHo gobasnawr 90MKn guWaonponu-
naTunamMuHa ¥ 81,3Mr coeUHEHWE, NONYYEHHOro B
npumepe 1784 [locne nepeMeLlUWBaHWS B TeYeHWe
24 yacoe nonydeHHylo cMeck pasbaenswr CH:Cls,
NpPOMBIBAIOT BOAOR W PacconoM, CYLIAT Hag cynbda-
TOM MArHWA, CUNBTPYIOT W KOHUEHTPWPYKIT B Bakyy-
ve (OCTATOK OUMLIAKT ¢ NOMOLLLK NPenapaTUBHOW
TOHKOCNOWHOW XpomaTorpadoui, WCNOMNb3yS B Kaue-
cTBe anteHTa 5% meTtaHon B CH,Cl;, go nonyueHus
104,8Mr ykazaHHOro B 3armasuKn coeguHeHnsa TCX
R: = 0,4, 20% EtOAc/rekcan BOMOX Ry = 17.66muH
{'HI-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

MNMpuMep 178

A I3-meTorcwdeHun/-MeTun-4-
HuTpodeHunkapboHat [NonydawT no cnocoby npu-
mepa 177A, 3a UCKNMKOYEHWEM TOrQ, UTO B Peakyun c
p-HUTPOheHMNXNORGOPMaTOM WCNONb3YIT 3-
METOKCUBEH3VNOBLIA CNUPT, 710 MONYYeHUS YKA3AH-
HOFO B 3arMaEdn COSQUHeHWs1 B BUAe OnegHo-
KenToro Teepacro eewectea TCX Ry = 0,40, 20%
EtOAc/rercan

B CoepwHenne 178 K pacteopy 97.8mr coegu-
HEHWA, nonyueHHero B npumepe 141A, 8 2mn CHLCls
AoBaBnAaAT nocneposatenkHo 9TMKN AMW3ONpOnU-
n3TynaMuHa v 82,2Mr coegUHEHWS, NONYYEHHOMo B
npumepe 179A [ocne nepeMeWMBaHWA B TeYEeHWe
24 vacoB nonyuyeHHyr cmeck pasbapndawT CH Cl,
NPOMBIBAT BOJOA W PACCONOM, CYLAT Hag Cynbeda-
TOM MarHna, hPUNBTPYIOT U KOHUEHTPUPYIOT B BaKyy-
Me OcTaTok OMMWAKT ¢ NOMOLLBK NPenapaTUBHOR
TOHKOCNORHOW XpomaTorpadpumn, vcnonesya S% we-
TaHon B CHyCl: B kauecTBe anweHTa, JO Nony4YeHus
25,7Mr yKa3aHHOro B 3armaenn coegvHedna TCX R;
= 0,4, 20% EtQAcfrercan, BAMX Ry = 17 75MWH
{'Hi-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

MNpumMep 179

A 12-meTorcwdennn/-meTn-4-
HuTpodenunkapbonar MNonydaoT Tem xe cnocobom,
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yTo U B NpumMepe 177A, 3a VCKMIOYEHNEM TOID, YTQ B
peakuum ¢ p-HWTPOMEHNIIIOPMORMATOM HCNOME3Y-
K0T 2-MeTOKCHBeH3MNOBRIA CAUPT, A0 NONYYEHWA yKa-
33HHOMO B 3arnaBud coefuHeHus B Bufie BneaHo-
¥enToro Teepgoro npoaykra TCX Ry = 0,40 20%
EtOAc/rekcan

B CoeguvHenve 179 K pactBopy 97.8Mr coegm-
HEHWA, nony4eHHore B npumepe 1414, B 2mn CH.Cl
AoBarnaoT nocnefoBaTeneHe S8MEM LUM3ONPONK-
NaTUNamMuHa v 89,2Mr cosguHeHWUs], Nony4eHHoro B
npumepe 179A lNocne nepeMelwnsaHUs B TeYeHWUE
24 vacos nonydeHHyw cmecb pasbaenaAwT CHCl,
NPOMBIBEICT BOAOW 1 Pacconom, Cylwar Hag cynsda-
TOM MarHwa, HUNbBTPYIOT U KOHUEHTPUPYRT B Bakyy-
Me OcCTaToK OYVLAKT ¢ NOMOLWEK NpenapaTuBHoR
TOHKOCNOWHOW xpomatorpaduin, ucnonesys 5% Me-
TaHon B CH:Cl: B KauecTee snoeHTa, A0 Nony4YeHus
107.0mMr ykagaHHOrO B 3arnaBvyn coeguHeHua TOX
Ri = 0,4, 20% EtQAcfrekcan, BOMX K1 = 17 58MuH
I"HI-AMP {CDCI:) cOOTBETCTBYET CTPYKTYPE

Mpumep 180

A 2,3-aurngpobenszadpypan-5-
CYNbROHWTIOPKUE

K 3,35r guwwetwndopmamuga npn 0°C B atmo-
chepe asota gobasnawT 6,18r cynedypunxnopuaa
MonydeHHylo cMeck NepeMelvBaksT B TedeHue 15
MWHYT M obpabaTuialoT 4,69r 2,3-
aurnapobensodpypaHa [NonydyeHHyle cMece Harpe-
BawoT npw 100°C B TeyeHue 1,5 yaca, ONAXNAA0T L0
okono 40°C, BeMUBAKT Ha nNef, 3KCTParvpyoT
CHCly, cywat Hag cynedhatom mMarHus, huneTpyreT
M KOHLUEHTPUPYKT B Bakyyme OCTaTOK NOMELWAKT B
aTunaueTaT, oxnaxaaT o 5°C B TedeHwe 16 yacos,
M NOMYYEHHBIE KPUCTANTB PO3OBOT0 UBeTa cobnpatoT
BaKyyMHBEIM (PUNETPOBAHWEM Ao nonyyeHua 6,12r
yKasaHHOro B 3arnasud npoayrta TCX R; = 0,41,
10% a3TunayeTaT B rekcaHe {'H-AMP ({CDClIs) coot-
BETCTBYET CTPYKTYpE

B CoegunHerwne 180 Pactsop 32Mr CoOegWHEHWH,
nony4edHorc B npumepe 140D, B cCcmMmecw 41
CH:Cla/HacuiweHHBIR BodHbIn NaHCO; obpabathl-
BAKT NOCNeAOBaTeNEHO NPW KOMHATHOW Temnepary-
pe B atMocdepe a3oTa, 22Mr COefMHEHNS, NOMyYeH-
Horo B npumepe 180A, u 18mr EukapbonaTa HaTpuA
MonyJyeHHy CMEeck NepemeLllvBaloT B TedeHue 14
yacos, pasbasnsiT CH:Cly, NnpoMBIBaKOT HACHILEH-
HelM NaCl, cywat Hag cynsdaToM MarHusi W KOHUEeH-
TpHpyloT B BakyyMe OCTaTOK OYWILAKT ¢ NOMOLWBELD
xpomaTtorpadui HW3KOro AaBNEHWS Ha cunwkarene,
ncnonbsys Awatwunoesl 2bwp/CH.Cl: B kauecTee
SMNIOEHTa A0 NoNyYeHUa 20MT YKa3aHHOMo B 3arNaByiu
npofykTa, B Buae Benoro Teepaore eeuwlectsa TCX
Ri= 0,52, 20% gustvnoeslid apup/CH:Cl; BIXX Ry
= 15,49uuH ['HI-AMP {CDCl3) cooTBETCTBYET CTPYH-
TYpE

Mpumep 181

CoepguHeHue 181 K pacTeBopy coefiUHeHWd, no-
ny4eHHoro B npumepe 1400 (150mr, 0,4Mmons), B
CH:Clz (10Mn) poBaenslT HacHWEHHLIA PacTsap
6ukapboHaTa HaTpua (Swmn), 3aTem TBepAaulli Bukap-
QoHaT HaTpWA {0,1r, 1,2mMMoNA) 7] 4-
yuaHobeHsoncynedoHunxnopus (0.1r, 0,48mMons)
Monyd4eHHyo cMeck NepemellVBaleT NPU KOMHATHOR
TeMnepaType B TedeHWe 4 yacoB STOT pacTBOp pas-
6apnar 200Mn CH-Cly opraHuky BolgenawT, cywaT
Hag CesBogHbIM Cynbhatom MErHWA, W ORIaHwky
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KOHLEHTPHMPYIOT NPW NOHUMEHHOM AasneHnn Colipoi
NPOAYET OYWNLLAIT C NCMOLLBH ¥UGKOCTHOW XPOMEATO-
rpachud cpefHero gaenedda, wenone3ys CH-Clo, 3a-
TeM 1 99 metaHon/CH,Cl; B KauecTee CUCTEMBbI pac-
TeopuTened, fgo nonyveHus 0,18r (emxop B6%)
YK23aHHOro B 3arnaBii CoeWHEHNA B BUEE TBEPROIO
sewecrBa Denoro yeeta TCX R:= 0,40, 3 97 meTa-
HOM/CHoCl, BEMX Ry = 1502mvn  /'HI-AMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 182

CoeguHenue 182 310 coegrHeHWe NoNyyYyarkaT U3
coeAUHeHWA, nonydeHHoro B npumepe 1140, n co-
eguHeHnsd, NONyYeHHOro B Npumepe 48A, no cnocoby
npumMepa 88 [locne obpaboTkW W OYUCTEW C NOMO-
Wkl npenapatusHod BIMOL ¢ obpaweHHold dhasoid
Cig, MCNOMB3YS MNWHERHHA T[PafWeHT JroeHTa oT
35% po 100% CH:CN/HO ¢ 0,1% TFA, nonydawoT
yKasaHHoe B 3arnaevn coeguHerue, TCX Ry = 025,
4% MeQH/CH,Cl; BOMX Ry = 16,8MuH, /' H-AMP
{CDCl:) cOOTBETCTBYET CTRYKTYPE

MNpumMep 183

CoeguHenue 183 310 coegrHeHWe NonyyarkaT U3
COEWHEHWA, NONYYEHHOro B npumvepe 84, 3a cder
obpaboTkn rasoobpasHeim HCl w  nocnegytowum
B3AUMOJSJEACTBMEM C COEAMHEHWEM, MOMyYEHHHIM B
npumepe 48A, no cnocoby npumMepa 132 lMNocne ob-
paBoTkM W QUUCTKM G NOMOLUBLID KPUCTarmu3auuu us3
EtOAc nonyuator 33,0Mr ykasaHHoro B 3arnasuM B
enge Denoro Teepporo sewectea 1CX Ry = 0,25,
4% MeOHICH;Cl; BOMX Ry = 17, 71MuH, /' HE-AMP
{CDCls) coOTBETCTBYET CTRYKTYPE

MNpumMep 184

A IN-TpeT -ByTokcukapboHn-/R/-3-
NUPPONUANHKAN-N-TMA POKCHCYKLMHUMU AN KapBoHaT
K pacteopy 1,0r /R/-3-ruagpokcunupponuiuHa B S0mMn
TeTparugpodypara pobaBNSKCT NocneaoBaTenkHo
npd HKOMHaTHOW TemnepaTtype 3,79r AW-TpeT-
BytungukapGoHata M 1Mn 2H ruppokcvMaa HaTpuA
MonydyerHy cwmeck NepemMewwvBaT B TedeHne 1
vaca, dunbTPYIOT W KCHUSHTRURYKCT B Bakyyme [lo-
fAyYeHHCE COEJMHEHWE NOABEPrakwT B3auMcAelcT-
Buto ¢ N,N-gucykymHiMngunkapboHatom no cnocoby
npumepa 155A [Mocne obpaboTkM U OYKUCTEM C no-
MOLBIC XpomaTorpadui B TOMNCTOM GMNOEe CUNWkare-
ne, NCNONb3YH B KavecTee anweHTa EtOAC, nonyva-
KT yKa3aHHOe B 3arNaBudl coefUHeHWe B Buge
Teepgore sewectea benoro yeeta FH-AMP {CDCl3)
COOTBETCTBYET CTRYKTYPE

B CoepureHne 184 Pacteop 350Mr coepuHe-
HWA, NONYMEHHOrO B NpumMepe 166A, obpabarbiBawoT
razoobpasHeiv HCI gns yfaneHwa 3alWTel, U nNony-
YeHHOe coefjMHEHWE NOABEPraT B3aUMOAEeRACTBMIO G
coefUHEeHVeM, MNony4eHHBIM B npuMepe 1844, no
cnocoby npumepa 88 [locne KoHUEHTpPMpPOBaHUSA
Nony4yeHHCW CMECKH B Bakyyme W nocnegyrowed ob-
paboTKW OCTETOK OYMLWAKT € NOMOLLLI XPOMEATO-
rpacud B TONCTOM CNoe cUNUWEArens, uenonesya 7%
MeOH/CH:Cl; B KadecTBe aneHTa, A0 NOMy4YeHUS
120Mr ykasaHHOro B 3armaesvin coefuHernda, TCX Ry
= 0,45, 5% MeOH/CH:Cl; BIXOX Rr = 16,97muH
{'H-AMP {CDClIs) COOTBETCTBYET CTRYKTYRE

MNpuMep 185

CoeguHeHue 185 Pacteop 120Mr coeguHeHus,
nony4yeHHoro B npumepe 1848, B EtCAc {25mn) npu
0°C obpabaruisatloT BessogHeiM rasoobpasHeim HCI
B TedeHne 10 MMHYT, OCTaBNAT BLICTAWBATLCA B
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TedeHwe 12 4Jacos, NpUYEM TEMMNEPATYRA NpY 3ITOM
NOBBIWAETCA AC KOMHaTHOW [locne KOHUEHTPWPOBa-
HUA B BaKyymMe nonyuatoT 110Mr ykazaHHoro B 3arna-
BUKM coefimHeHus TCX R; = 0,35, 10% Me(OH/89%
CHCl121% NH:OH BAOMX Ry = 13,72muH /' HE-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 186

A CoeguHernue XXX /lcwH, anTw//OH, A kapbo-
BEH3IUMOKCH, R® = 1S1-gTop -ByTUN, R = H, D = B6eH-
sun, &' = Tper, GyTokcukapbonun/ Pacteop 1,37r
coefgWHeHuA, nonyyeHHoro B npumepe 1B, B 150Mn
MeTuneHxnopuga obpabatoiBator  1,03r Chylle,
523mr HOBT-H:0 u 742vr EAC TNonyueHHyo cMeck
nepeMellUBaloT B TedeHue 18 yacos, pasbaenator 3
obbemamn AWaTUNCBOro aMpa W NPOMBIBAKT NO-
crefoBarenkbHO BOLOW, HacelweHHem NaHCO-, 10%
pactecpor KOH W pacconom [locne cywkn Hajg
CyNbhaToOM MarH1ea W KOHUEHTPWPOBAHWA B BaKyyMe
OCTETOK OYMLIAIT C MOMOLLbID XpoMaTorpacun Ha
KQINOHKE € CUNMKarenemM, uenonb3aya rpaguedt ot 1%
a0 1,5% MeQH B metmnxnopuge B KaJuecTBe 2rHEeH-
Ta, A0 nonyueHua 2.10r yKkazaHHOro B 3arnasuu co-
eflMHeHns B eBwge Genol neHwsl TCX R; = 0,51,
S%mMeTaHon/CHCl;

B CoeanHenne XXX /fcun, antu/-OH, A = kap-
GoGeHaunokcn, R® = 1S/-810p -ByTUN, R> = H, A =H/,
rmapoxnopus, Pacteop 650Mr coefuHeHWs, nomny-
yeHHOro B NpuMepe 186A, B 12MnN sTUNAUETATA OX-
naxpawT B BaHe nep/sofga u obpabatbiBalT Megp-
MeHHBIM NoToKoM rasocbpasHore HCl B TeuveHwe
NPUENKM3MTENBHC GMWH NPU WHTEHCHMBHOM NepemMe-
wueaHun [MonydyeHHyrd CMEech 3aKpHiBaT W nepe-
MellUBaKT elle 10 MUHYT, 3aTeMm NpoayBakT NoTOo-
KOM a30Ta B Te4eHWe 15 MWHYT U KOHUEHTPUPYHT B
BaKyyMe Ao nonydeHwa 6enoro Teephoro BelecTBa,
KOTOpoe WCnorb3ylT 6e3 JoONONHUTENBHOR O4YWUCTEW
TCX Ry = 0,18, 85505
CH:Cla/meTaHon/KoHUeHTpUpoBaHHBIR NH4OH

C CoepnHeHne 186 Pacteop 20Mr coegnHeH s,
nony-erHorc B npumepe 186B, B 0,8uMn meTWneH-
Xropuria oxXNaxpaT B CMecK neg/meradHon /npuMep
15°C/, 3atem obpaCarwisarT 13,8Mkn DJEA, zatem
7.6ur aneda-tonyoncynedoHunxnopuga [llonyuen-
HyKr CMEecb NepemMelIMBaloT B TedeHwe 15 udacos,
MeANeHHo Harpeeas [C KOMHATHOA TemnepaTypel
MonyyeHHylo CMeCh KOHUSHTPHMPYIOT B Bakyyme Ao
HeQOoNbWOro cobema, MOMELWAKT Ha NpenapaTuBHYo
NAacTuHyY TonwuHorn 0.Smm w anovpyror 3,5% Me-
OH/CH;Cl2 TNonocy, coaep#allyo Llenesold AMacTe-
peovaomep, BHAENAKT W anupylor 8% Me-
OH/CH:Cl., po nonydeHna 4,8mr ykasaHHoro B
sarnaedn coeguHeHwa TCX Ry = 0,42 15% guatw-
noBbld 2np/CH.Cl. BEMX Ry = 17,81 AMP
(CDCls) 0,78 (A, 6H), 0.84 (M, 1H), 1,07 (M, 1H),
1,76 - 1,86 (M, 2H), 2,72 (m, 2H), 3,14 (c, 2H), 3,49
(an, 1H), 3,87 (gA, 1H), 3,58 {M, 1H), 4,01 (g, 1H),
414 (g, 1H), 4,26 {8, 1H), 4,35 (g, 1H), 4,80 (m, 1H),
508 (c, 2H), 5,97 (g, 1H), 7.08 (g, 2H), 7.17 (0 1H),
7.20-7,40 (m, 17H)

MNpumep 187

CoepuHenune 187 100Mr coegUHEHWA, NOMyHeH-
Horo B npumepe S54A, obpabartwisatoT 1mn 90% sog-
HOW TFA 1 OCTaBMNAKT BHICTAUBATLECA B TedeHue 12
yacos [lonyJYeHHy CMECb KOHUSHTRHRYIOT B BaKyy-
Me, a ocTaTok nomewawT B 10Mn cyxoro CH:Cls,
obpabaTtuBaoT B85mMr N-Cbr-L-u3cnedynHa
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{0,235mmong), S0mrn DJEA (0,27Mmonz), 30mr HOBt
(0,2mmona) w 42mr  1-/3-guMmeTunamMmuHONpPonu/3-
aTunkapboauumuarnapoxnopuaa (0,22mmonq) [lo-
MAYYESHHYIO CMECh NepeMeLLIMBAICT B TEUEHUE 3 YacoB,
pasbasnawT CH:Cl;, npoMelBaoT NocrnegoBaTenksHO
BOACH, HacuWeHHBM NaHCO; pacTeopoMm W pacco-
nom [ocne cywkn Hap cyneparom marHus W KoH-
LUEHTPYPOBAHWA B BaKyyme MOrNyqeHHY CMECh O4M-
WalT  XpoMaTorpachuueckm  Ha  KOMOHKE  ©
cunukarenem, ucnoneays 5% CH:OH B CH:Cl: B Ka-
YecTee SNKeHTa, A0 NONYMEHWA yKa3aHHOro B 3arma-
B COSAWHEHWA, YacTbk KOTOPOIO OYULEAIT G NOMO-
Wb npenapatveHon BOXX ¢ obpawenHon ¢hason
Cyg, MCMONb3YA MUHeRHBA rpaaveHt oT 25% po
100% CH:CN/H:O ¢ 0,1% TFA B KauecTee antoeHTa
Ao nonydeHwa 36,0Mr coeguHeHWs, CO CTEMEHEID
yuctoTel 99% TCX Ry = 0,25 5% CH:OH B CH:CI5,
BOXX Rt = 15,43MuH, {'H-AMP {(CDCl3) cooTseTt-
CTBYET CTPYKTYP®

MNpuMep 188

CoeguHeHue 188 Pacteop 51Mr coeguHeHus,
nony4veHHoro B npuwvepe 187A B 15Mn meTaHona,
TMAPUPWPYIOT MpY  CNerka Mo3uTUBHOM JaBMeHnM
gogopoaa B8 npveyteTeruy 10mr 10% nannagwal/OHf:
B TeueHWe 14 vacoe [locne GUNLTPOBAHWA W KOH-
LEHTPUPOBAHMST B BaKyyMe HEOYMLUEHHYK CMECh
novewatoT B 10Mr CH3Cl: n obpabateipatet 0,203Mn0
DJEA, » 19,0Mr 2-xwHokcanounxnopwga [lonydeH-
HYK CMECH MNepeMewvBaloT B TeuyeHue 6 yacos, 3a-
TeM pasbaenatT CH:Clo U npomuisatoT Bofol [lo-
cne  CYWKAW Haj  cynbhaToMm  MarHua M
KOHUEHTPHMPOBaHUA B BaKkyyme NOpUMIO 3TOR CMecH
QUULLAIDT ¢ NoMOLbI0 NpenapaTueHoi BEMX ¢ ob-
paweHHor hazon Cis, MCNONL3YA NUHERHBIA rpagv-
eHT oT 35% a0 100% CHiCN/H:O ¢ 0,1% TFA B ka-
YeCTBe BNKEHTA A0 NOMYUYEHUA 2, 1Mr yKasaHHOMo B
sarnaeun coeguHeHna TCX Rr= 0,25, 6% CH:OH B
CH:Clo BIX Ry = 16,21mun, /' HI-AMP (CDCIL)
COOTBETCTBYET CTRYKTYPE

Mpvmep 189

A Coepurerue XXII /D' = n3obytun, A=H, E=
4-ayetaMngodpeHun, corne TPUETOPYKCYCHOW KUCHO-
Toi/ K pacteopy 89 3wmr (0,167MMonA) coeguHeHus,
nony4veHHoro B npumepe 398, 8 CH:Clz (1n) npn O-
5°C pobasnawT TpudsTopMeTaHCYNBOHOBYID KNCNO-
Ty (1Mn) [Nocne nepemelUBaHUAa B TeuyeHue 0.5 ya-
Ga MOMYYEHHYI0 CMECE KOHUEHTPWPRYIOT B Bakyyme, U
NONyYEeHHYI0 CMOMNY XeNToro UeeTa UcnonbayioT Bes
nocriegytowei obpaboTkn

B CoeguHenve 189 PactBop coefwHeHuWs, no-
nyueHHoro B npumepe 189A (0,167MmMonga), 8 CH:Cls
obpabaThiBaloT nNocnefoBaTeNbLHC NpU  KOMHATHOM
TeMnepatype B aTMocdepe aszora 44,2 (0,217Mmons)

N-Boc-gi-amuHoOM3oMacnaHon  kucnortel,  0,044mn
{0,25TMmona) AWU3CAPONUNAMUHE, 27 1mr
{0,201 Mmmons) 1-rnaporcbBeH3cTPUa3oNTMapaTa,

38,5mr (0,201Mmonz) 1-f3-guMeTnaMuHonponun/-3-
3TUN-KapSCAMMMUATMAROXNOPUAA MonyueHHyto
CMECH NepemMeLLnBaKT B TeueHne 16 Yacos, a 3aTem
KOHLEHTpHMPYIOT B Bakyyme QOCTaTok NOMeLlawT B
3ITUNAYeTaT W NpoMeiBakeT BogoW, 0,5H consiHOW Ku-
cnoToi, nNpombiBalT EuKapboHATOM HaTPWA, Haco-
LieHHbIM PAcConoM, CyWaT Hajd cynbtharom MarHus,
OUIBTRYIOT W KOHUSHTPUPYKT B Bakyyme OCTaTok
OUWLLLAIGT C NOMOLLBK XpOMATOrPAtMU HU3KOTO AaB-
MeHWs Ha KOMCHKEe © CUMUKArenem, WCnones3ys oT
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10% po 35% rpagueHTHOE 3NKMPOBaHUE aTunaye-
Tar/CH:Clz, go nonydeHwa 69,3Mr ykasaHHOro B 3a-
rmMasun NpoaykTa B BUAe Benoro TREpAOro NpoayKTa
TCX R:= 0,486, 60% stunayetat/CH.Clof BESMOL Ry
= 15,0muH /' HI-AMP {CDCl:) cooTBETCTBYET CTPYH-
TYPE

Mpumep 190

A CoeguHenne XXX fA = H, R = metwn, R” =
MeTun, D' = uscbytun, E = 4-amugodpeHun, rugpe-
xnopwna! K pacteopy 60,1Mr coeguHeHws1, nony4eH-
Horo B npumepe 1898, 8 CH.Cl: (1mn) npw 0-5°C
goGasnsAwoTt 1mn TpudgpTOopMeTaHCYNBEOHOBOW KMCMo-
Tl Mocne nepemewwBaHwAa B TeveHwe 0,75 vaca
NONYJYeHHY CMEeCh KOHUEHTPUPYIOT B BaKyyMe, W
nony-erHoe Gernoe BelecTeo UcnonbaykT bes go-
NOMHWTENEHOW OUWCTKW B NOCINERYIOLWEeR peakyin

B Coepurenne 190 K pacteopy 37mMr
{0,059mmMons) coegMHEHWS, NOSNYYEHHOIO B NPYMeEpe
190A, 8 CH-Cl: (1mn) aoBasnaoT NOCNefoBaTensHo
npW KOMHATHOW TemnepaType B atmocdepe azcTa,
15,4mr {0,088mmMons) 1-
rMapokcGeH3CTPHa3oNTME paTa, "} 17,8mr
{0,089mmons) EAC MonyyeHHy cmecs nepemMelun-
BAOT B TeveHne 15 yacoB, 3aTem KOHUSHTRHRYICT B
pakyyme QOcTaTok nomewaieT 8 EtOAC U npoMbiBaloT
HacCEILEHHEIM pacconoM, CYWaT Hag cynbdartom
MarHua, UNBTRYIOT W KOHUSHTPURYIOT B BakyyMe
OcTaTok oYMLEKT © NoOMOWEK XpoMaTorpadiu Ha
KONMOHKE C cunukarenem, wcenonbaya 50% EtOAc B
CH:Cl; B KauecTBe aneHTa A0 nonydeHWua 32 5mr
yKaszaHHoro B 3armaewn npogykra TCX Ry = 0,35
50% EtOAC/CH;Cla, BAMX Rt = 15,65muH /' HI-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 131

A 125 3R/-S-amuHo-1-xnop-2-rapokcu-4-
dennnbyTan/ Pacteop 2,24r (6, 71Mmonsa) /15,2RS/-
N-1/-6eH3un-3-xnop-2-ruapokcunponun/-
6eHzunokcurapboHUNaMuMHa B SMn MeTaHona fo-
02BNAKT NPW KOMHETHOW TEeMnepaType 8 aTMocdepe
azoTa Kk cycneHswn 0,22r (10 sec %) 10% nannagwa
Ha yrne B 60MN MeTaHona, W TWAPUPYIOT B TEUEHUe
24 yacoB NpW HECKOMBKO W3EHTOUHOM QABMEHWW BO-
Jopopa [MonyyeHHyrk cMmeck ¢bUNETPYIOT M KOHUEH-
TPUPYIOT B BaKyyMe go nonydyeHus 1,34r cmewaHHbix
AWacTepecusoMepHelX npoayktos TCX Ry = 0,33,
10% CH:OH/CHLCly

B !28!—2-69H3Hn0|<cuKap60HmnaMHHo-N1—
.-‘f1S,2RS!—1—69H3Mn—3—xnop—2-rup,poxcnnponmnf—N4—
TRPUTUACYKLMHAMKE

Pacteop 1,34r (6,7 1mmonA) coeguHeHwa, nony-
yeHHoro B8 npuMepe 191A, B E0MN AUxNOpMeTaHa
obpabaTeBAKT NOCMeAOBATENLHO MpW KOMHATHOW
TeMnepatype B  atMoctepe  asora,  3,58r
(7.05mmons)  Chz-N-Tputun-acnaparita 0,951
{7.05mMmona) 1-rufipokcnbeHaoTpuUazonrufaparta
1,35 r (7,05 mmona) EOC TNonyueHHyio cMeck nepe-
MELUUBAIOT B TedeHWe 24 yacoB, a 3aTeM KOHUEHTpU-
pYOT B Bakyyme QCTaTok NOMELWLAeT B 3THNAaUeTaT 1
NPOMEABEIKOT BOAOW, HAchWeHHeM NaHCO;, Hachl-
weHHet NaCl, cywaTt Hap cynedaToM MarHus,
UNETPYIOT U KOHUEHTPWPYKOT B BakyyMe (OcTaTok
OUULLAIOT C NOMOLLELK XPOMa-TOrPatu HN3KOMo BaB-
MEHUA Ha KOMOHKE C CUnMWKarenem, wenoneaya 10%
CMEeChb 3TUNnaueTaT/JuXIOPMETaH B KaUeCTBe IHeH-
Ta Ao nonydyeHns 3,08r cuellaHHBX JWacTepecnso-
MepHeX npopyktoe TCX Ry = 0,75, 0,83, 40%
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EtOAG/CH.Clo, /' H-AMP {CDClz) cooTeeTCTBYET
CTPYKTYPE !

C  128/-2-amMuHo-N -/15,2R5/-1-Benaun-3-xnop-
2-r|.-1,£|,pOI{CIdnpOI'Ian-N4-TpMTHnC‘,fKL|MHaMHA Pacteop
2,80r (4,06MMoNA) coegUHEHWA, NMONMYYEHHBIX B NpPU-
mepe 191B, B SMn meTaHona, gofaenAloT npu Kom-
HaTHOW TemnepaType B armocdepe asora K CYCreH-
3uKn 0,28r (10Bec %) 10% nannagwa Ha yrme B 100mN
MeTaHona W TMAPUPYIOT B TeueHWe 24 uyacoe npu
cnerka u3bemoYyHoM pasneHWn eogopoaa [lonydeH-
HYI0 cMech PUNETRYIOT U KOHUSHTRUPYICT B BaKkyyMe
A0 normyMeHns 2,26r cvellaHHBIX fHacTepeon3oMep-
HeX NpoaykTos TCX Ry= 0,42, 10% CH-QH/CHCI>

D 125/-2-1M 5 2R S/-1-BeHaun-3-xnop-2-
rH4ﬂpOKCHI'IpOI'IMl'I/—N1—."fXMHOI'IHH—2—Kap60HMl'If—aMHHO—
N -tputuncykunHamng Pacreop 2,26r (4,06mmons)
coeAUHEHWA, NonydeHHbX B npumepe 191C, B 60Mn
Avxnopmerana obpalbaTwiBaloT nocnegosarensHo
npW KOMHAaTHOR TemnepaType B aTMocdepe azoTa
0,74r (4 27mMmona) ¥uHaneAWHoBOR KucnoTe, O.53r
{4,27MMonn)  1-rngpokcubeHacTpuaszonmmgpara, W
0,82r (4,27vwmonsA) EAC Cnycts 24 yaca gobasnswT
30mn guxnopmeTaHa [NonydYeHHyo CMEeCh NpPoMbelBa-
toT BogoKl, 3% NaHCQ: pactBopoM, HACbILEHHBIM
NaCl, cywat Haj cynbdaTom MarHWa, pUneTPyIoT W
KOHLUEHTpHpYOT B BakyyMe OCTATOK pacTBOPAKT B
50% cmecw sTunayeTat/rekcaH, U GUIETRYIOT Yepes
cnoi cunukarens [Mocne yganeHus pacTBopHUTENEH,
nonydaroT 2,30r cmewaHHeX 4WacTepeon3oMepHBIX
npoayktoe TCX F;= 0,63, 0,58, 40% EtOAC/CH:Cls,
{'HI-AMP {CDCls) coOTBETCTBYET CTRYKTYPE

E /25/24/18,2RS /-1-BeH3un-2-rmgpokcn-3-
Hop,onponunl-N1-ﬂ-xleonHH-2-Kap60HHnl-aMMHo-
TRUTWICYKLMHAMWUA

Pacteop 1,05r (1,48Mmonda) coefiuHeHWA, nony-
YeHHeIX B Npumepe 191D, U 0,36r (2 37Mmona) wo-
Auga HaTpua B 15MN METUNSTUNKETOHa HarpeBakwoT
NpY KMNAYSHUW G oBpaTHLIM XONOgUNBHUKOM B TeYe-
Hue 24 yacos [lonyyeHHy cMeck oxXnaxgaKT Jo
KOMHATHOW TeMNepaTypbl, @ 38TeM KOHUEHTPHRYIT B
Bakyyme OCTaTOK NOMELaT B AWXNOPMETaH, npo-
MBIBAKOT BOAOW, HacHWeHHeM MNaCl cywat Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme go nonyysHuA 1,3r cMelwaHHbIX guactepeo-
WUSOMEPHLIX MPOAYKTOB TCX R = 0,58, 065, 40%
EtOAc/CH:Cl;, FHi-AMP  (CDCls) cooTBeTcTBYET
CTRYKTYpe

F [254-2-/115,2cuH,aHTn/-3-/2-
Me‘l’Hl‘II‘Ipoan‘lfaMHHO-'l-GEHSHH-Q-FHapOKCMI'IpOI'IHJ'I-
r‘N1-ﬂxuHonHH-Q-KapGOHunl-aMMHo-N -
TPUTUNCYKLUHAMUA

Pacteop 207.6Mr (0,26mmMonA) coefinHeHUH, no-
nydeHHelx B npumepe 191E, u 0,5mn (5,17mmona)
uzobyTunamuHa B SvnN aueToHUTpUNA B 3anasHOW
amnyne npu KMNaYeHnn ¢ oBpaTHbIM XONoAUIbHNKOM
B TeveHve 24 yacoB [locne oxnaxgeHus 4o KoMHET-
HOR TeMnepaTypbl NOMyYeHHYH CMEeck KOHLeHTPUpY-
KT B Bakyyme OCTaTOK NOMELAoT B AUXNOPMETaH U
NpOMEIBAIOT BOZOW, HacklweHHsIM NaCl, cywaT Hag
cynbdaToM MarHns, dUNBTRYIOT U KOHUSHTRHPYIOT B
Bakyyme 40 nonydenma 209,2mr cvmecn fuactepecu-
30MepHelX npoAyktos  TCX Ry = 011 10%
CHsOHICH:Cly,  /'HI-AMP {CBCls) cooTBeTCTBYST
CTRYKTYpe

C CoepuHenne XIV /focud aHtw/~OH, A = xuHo-
nuH-Z-kapbonnn, D' = waobytun/ Pacteop 192,9mr
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(0,26MMonA) coeAWHEHWH, NONYyYeHHBIX B NPUMEpPES
191F, 0,07mn (0,388mMmond) AMW30nponnnaTWNaMUHA
B Swmn AauxnopmeradHa obpabatwiearor 112 Omr
(0.517vmMons) gu-Tpet -ByTunavkapborata Cnyera
24 yaca nony4yeHHY cMeck pa3baBnswT qUXNopMe-
TaHoM, NpoMbiBaloT Bogol, 5% MNaHCO;, 0,51 HC,
HacbiwenHem NaCl, cywar Hag cynsdarom marHms,
BUNETRYICT W KOHUEHTRPYRYIOT B Bakyyme QOcTarok
OUUILAKT G MOMOLLEIO XpoMaTorpadi HW3KOro AaB-
MEHUA HA KOMOHKE C CUIUKarenem, wenonsays 40%
STUNAUETAT/AUXNOPMETaH B KauecTBe IMOeHTa fo
nonyqerna 147 3Mr cmewarHeXx AnactepeonioMmep-
Helx npopyktoB TCX Ry = 060, 0,67, 40%
EAOAcCHLCl5, MHi-AMP {CDCI:) cooTBeTCTBYET
CTpYyKType

H CoepgvHeHre 191 Pacteop  147,3mr
(0,174mMMONS) coegUHEHVH, MOMYyYeHHEIX B NpUMEpe
191G, B 2mn guxnopwetana obpabaTwBalT 2mn
TPUMTOPYKCYCHOR KNCNOTH CnycTa 4 yaca nonyueH-
HYO CMEeCh KOHUeHTPUpyoT B Bakyyme TCX Ry =
0,11, 10% CH;OH/CH:Cl; K pacTeopy nony4eHHOro
COSAWHEHUA B 2MN AVXNOPMEeTaHa NacneoBaTensHo
aoGasnator 0,5mMn HaceiwenHoro NaHCO;, Hebonk-
Woe KonuuecTBo Teepgoro MNaHCQO: W &7mr
{0,226mmMonsA) CMecu d-aueTamMnao-3-
dpropbeHsoncynehoHunxnopnaa W 3-auetaMwugo-4-
dTopbeHsoncynbdorunxnopnaa Cnycta 3 daca
nonyyeHHywx cMmechb pasbapnalT AVXNopmMeTaHoM
ABa cnos pasgensoT, U BOLHBIA CNOW 2KCTRATHMRYICT
OfVH pas fuxnopmeTaHoM OBbeJUHEHHBIE OPraHu-
YecKkWe CroM NpoMEIBAKT HackIWeHHEIM NaCl, cywar
Hag cynedaToM MAarHua, pUNETPYIOT W KOHUEHTPU-
pyloT B Bakyyme OCTaTOK OWYMWANINT © MNOMOLLBID
xpomaTtor-paenn HU3KOTO AEBNEHNS HA KOMNOHKE C
cunuKareneM, UCNonbayd cMece 2%  MeTa-
HON/AMXNOPMETAH B KAaUECTBE BNKOEHTa A0 Nonyde-
HWA G4MI JQUaCcTepeoW3OMEPOE W PErMoN3CMEPOB,
KOTOpHIE Aanee oYMWAaeT ¢ NOMOLUbID NpenapaTue-
HOW B3SMX pgo nonydeHwa 18,9Mr cmewaHHeX pe-
rMON3OMERPCB, CodepXalLny coennHerns 191 B Buge
benoro TBephoro npoAykra TCX Ry = 01,14, 5%
CH:OH/CHCl;, B3X,, R = 1336mun [ HI-AMP
(CDCl3) cooTBETCTBYET CTRYKTYPE

Mpumep 193

Coegurerne 193 Pacteop 81,2mr (0,096mmons)
nonydyeHHoro B npumepe 9/182A nuactepeonszoMepa
¢ HU3KMM R;, B 3mn guxnopmetara obpabaTtsiBaloT
3mn TpudbTopyKcyCHol kmenoTe CnycTs 4 Jaca no-
Ny4YeHHyK CMeCh KOHLUSHTPUPYIOT B Bakyyme TCX Rs
= 0,11, 10% CH:CH/CH:Cl: K pactBopy 20,6mr
{0,0421Mmond) nonydyeHHOro octatka B 1mn auxnop-
MeTaHa nocnefposaTernsHo AobasnswwT 0,3MN HaCHI-
weHHoro NaHCOs, HeboneWwoe KoNUYeCTBO TBEPJOTO
NaHCO; 7 12,4mr (0,053mmans) 4-
ajetamngobenzoncynedonunxnopwaa  Cnycra 3
yaca NONydeHHytr cmecs pasbasnaT gunxnopwera-
HOM [lBa CNoA pa3fenaloT, W BOAHLIA CMOW SKCTRa-
MpYIOT OfWMH pas guxnopmeraHoM ObbefWHEeHHHA
OPraHWYECKWA CNOoW NPOMBIBAICT RPECcCOMoM, cywarT
Haa cyrnbaToM Mardug, PUNETPYIOT U KOHUSHTRU-
pYIoT B Bakyyme QCTATOK OYALAOT € NMOMOLEe Npe-
napaTueHol BOMCK fo nonydeHWa 8 3Mr yEkasaHHOro
B 3arnaeud coefduHeHWs B Buge Genoro Teepaoro
npogykta TCX Ry = 0,10, 5% CH:OH/CHCI;,
BGMX, Rr = 12,7muH, /"Hi-AMP (CDCls) cooteETCT-
BYET CTRyKTYRE
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MNpumep 194

CoeguHeHue 194 K  pacteopy  13.0mr
(0,026mmonNA) npofykra, NOMyYyeHHOro B NpuMepe
183 nocne yaaneHus 3aWuThl TPUGOTOPYKCYCHOR EU-
crnoTod, B 1MN [UXNOPMETaHA NOcNefoBaTenkbHO
aobapnatT 0,3Mn HacuweHHoro NaHCO:; nHebonb-
woe konuuyectBe TBepgoro NaHCOs w  8.4dmr
{0,033mmong) S-/naokcason/3-nnftuoden-2-
cynethoHunxnopipa Cnyeta 3 uaca NONYYeHHyIo
cMeck pasbasnalT guxnopmetaHoM fea cnos pas-
AENAKT, W BOAHLIA CNOW SKCTPAarvpyoT AMXNOPMETE-
HoM O6beAWHEHHBIR OPraHUYEeCKMA cnol NpoMbiBa-
KT PacconoM, Cywar Hag cynegarom  marHus,
PUNETPYIOT U KOHUEHTPMPYIOT B Bakyyme OCTaToK
OYMLLAKT € NOMOLLBK NpenapaTveHod BIEMIX, pgo
nonyyeHWn 3,1Mr yKazaHHOro B 3arnaeul NpoaykTa B
Bvae Teepgoro eewecTtea Benoro yeera, TCX R; =
0,27, 5% CHyOH/CHLCly, BSMHX, Ry = 14,4mun, /'H-
HAMP (CDCl3) cooTBeTCTBYET CTPYETYPE

MNMpuMep 195
A CoeguHeHwe XXII /4 /-5f-3-TeTparngpodypyn,
D = LUMKMQNSHTUIMETHI, A' = TpeT-

Dytokcwkapbonwn/ K pactBopy 264Mr coeguHeHKWA,
nonyderdHcro B npumepe 1400, 8 10mn CHXCls, go-
BaenAwT 0,14Mn guusonponunasTUNaMuHa u 175mMr
An-TpeT-ByTunnponunaTinamMmuHa v 175mr gu-Tper -
Bytunnponunkapbornata [lMocne nepemellnBaHwA B
TeuyeHWe 4 4acoB MNonydysHHylo cwece pasbasnswT
50mn CH:Clz, npomeBatet 0,54 HCI w pacconom,
CYLWAT Haj CynbhaTom MarHua, UNLTPYIOT M KOH-
LEHTPWYPYIOT B BaKyyMe 40 nonydeHns 364mMr ykasaH-
HOro B 3arnaeum coegiHeHWs B suge Benoro Teeppo-
ro NpoayKTa, KOTOpPLIA wenonesylor  Bes
nocnegytowen odnctkn TCX R = 053, 40%
EtOAC/CH:Clof

B Pacteop 334Mr coeflMHEHUA, NONYYeHHOro B
npumepe 1954, 8 SMn sTaHoNa, TMAPUPYIOT NPW BaB-
nexum 2,109krcm’ B npucytcTeun 80Mr okcuga nna-
TuHel AV B TeyeHne 24 yacoe [onNy4YeHHYO CMECH
MUNBTPYIOT ¥ KOHUEHTPURYIOT QCTaTOK OYALLANKT C
MNOMOLWBI XpOMATOrpacdMy HUSKOTC JaBNeHUs Ha
xpomaTorpadou-eckold KONoHKe, UCNOMNb3ya B KauecT-
Be snwenTta 20% EtQAc B CH:Cl; go nonydenws
268Mr ykasaHHOro B 3armasvn coefvHerna TCX Ry
= 0,55, 40 EtOAC/CH,Cl, /'H/-AMP (CDCl3) coot-
BETCTBYET CTPYKTYPE

C Pacteop 268 Mr coegMHeHWs, NonyYeHHoro B
npumepe 195 B, B 10 mn EKDAc obpabateiBaicT Bes-
BoAHEIM rascobpasHeim HCI B Tewenne 5 muHyT Pe-
AKLUVOHHYIO CMECh NPOJYBAaOT A3CTOM, 3aTeM KOH-
UEHTPUPYRT B BakyyMe W MOMyyeHHoe TBEpfoe
BellecTBO Benoro UeeTa Mcnonb3yoT bes foncnHu-
TenbHON CYUCTRH B NOCNELYIOWMX PEAKLUAX

D CoeguHenue 195 K pacreopy 233mr Heodw-
LWEHHOIC COEAWHEHWA, MOMNYYEHHOTO B NpUMepe
185C, B 10Mn CH2Cl: gobasnAarT 2mn sogHoro Gu-
kapboHaTa HaTpua n 148mr a-
meTunokcubensoncynedoHnmaiopuga Cnycta 3
yaca nonyveHHytw cMmeck pasbaensior CH-Cls, npo-
muiBalT BukapboHaTom HaTpuA, pacconoM, Cylar
Hag cynbatom MarHua, MUNBTPYIT W KOHUEHTPW-
pyT B Bakyyme OCTaTOK OUUWAKT C NOMOLLBH
XpomaTorpadoMd HU3KOTO [ABMEHUST Ha KOMOHKE ©
CUNMKarenemM, WCnone3sys B kadecTee anweHTa 0% -
20% EtOAC/CHCl:, Ao nonyyeHns 225Mr yrasaHHoro
B 3aMaBii COSAUHEHWA B BUOE TBEPAOIO BELLECTBA
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G6enoro uyseta TCX R = 0,40 20% EtOAc/CHCIs,
BEMX Ry = 15.65MuH / H/-AMP {CDCI3) cooTeeT-
CTBYET CTpYKTYpe

MNpumep 196

B M13,25/-1N-/1-n3c6yTun-3-xnop-2-
rugpokcunponun/bersunokcvkapbonnnamny K pac-
TEORY N-Ch-nenywnxnopmervnikeTtona (2,0r) B 20mn
MeTaHona gobaenarT npw 0°C 1,0r Coprugpwaa Ha-
TPUA, W MONYYeHHYHw GMech NepeMelluBaT npu
KOMHATHOWR TemnepaTtype B TedeHue 24 yacoe Pac-
TBOP KOHUEHTPHPYIOT NpU NOHWKEHHOM AABNEHWU W
OCTaTOK pasaensAloT mexgy 20Mn HacklWeHHOra Boa-
Horo NH;Cl n 300mMn guwatunoeoro acbnpa Opradw-
Yeckyro (OPaKUNIO BEIAENAIOT, CYILAT Haf CcyNbhaTom
MarHWal W KOHUEHTPWPYIOT B Bakyyme, a OCTATOK
OUMLLAKT G NOMOLWEK XPOMATOrPadUy Ha GHNMKare-
ne, go nonydeHwsa 1,8r Genoro TeepgoOro BewWwecTea

B 15/-1-1/S/kapbobeHznnokcnfamnHol-2-
u3chbyTnokcupaH K pacTeRopy COeAWHEHWA, nony-
yeHHoro B npurepe 196 /300Mr/ B abconKTUPOBAH-
HOM aTaHone gobaensawT 67Mr nopowka KOH Mony-
YEHHYI0 GMECHb NepeMellvBaldT B TeyeHue 3 yacos
NPKM KOMHETHOW Temneparype, dUNbTPYIOT JYepes
OWSTOMCBYIO 3€MITHO W KOHLUSHTRHRYIOT B Bakyyme
QcTaTok pacTeopeHUs B AUSTUNOBOM adupe, cywaT
Hag cyneaToM MarHusi, U KOHUEHTPWPYIOT A0 Nony-
yeHuA 230Mr BecyseTHOro mMacna, KOTOpoe WCMomMb-
3YIOT HENOCPEACTBEHHO B NOCNEAYIOWER peaKkLuMm

c IZR,SSI-NS-KapﬁoﬁeHaunorccm-N1-u306yTHn-
1,3-AnamuHo-2-rugpokcn-b-metTunrekcan [opuyuio B
230Mr coeguHeHWs1, nNony4eHHoro B npumepe 1968,
CYCNeHAUPYIOT B SMN M30BYTUNaMUHA, W NONYYEeHHYIo
CMEeChb NEPEMELLVBAIOT B TEYEHWE HOUW NP KOMHET-
HOW Temnepartype [lONyueHHYH CMECb KCHUEHTRM-
pYOT B BakyyMe O NONyYEHWA yKa3aHHOro B sarma-
BAM nNpoaykTa B BUAe 179Mr Benoro TBepAoro
BELLECTBa, KOTOPOE MCMNOMb3YKT HENOGPEACTBEHHO B
nocregylowei peakLuun

CoeguHerne 1 /A = TpeT -OyTokCHMKapDoHWn, X =
O, D = wsobytun, E = 4-merokcucpenun, /S/-
rmapokc/ o cnocoby npumepa 81, pacTeop coefn-
HeHWd, nonydeHHoro B npwMepe 198C /A70mr/, B
CH:Cl:  nopeeprawt  B3awMogencTeuld ¢ 4-
meTokcubeHson xnopugom (150mr) B NpUcyTCTBUK
BogHoro NaHCOs: Mocne obpaboTkn v xpomartorpa-
$hUUECKOW OUMCTEM Ha cunukarene nonyyateT S0mMr
npofykTa B euge benoro Teepforo BelecTea

E CoeguHenue 1 /A =H, x= 0, D = naobytun, E
= 4-wetokcucperun, /S/-rugpokcu/ PacTeop coegwm-
HEHWA, NONy4YeHHoro B npumepe 1960 (90wmr), B aTa-
Hone cbpabarwiBatoT 50Mr 10% nannagna Ha yrne, u
NonyyeHHyX CMECH NepeMeliuBaT B aTMocdepe
eogopoga [ocne sapepleHns peakyiH NonyqdeHHyLo
cMech bUNLTPYIOT U KOHUEHTPURYIOT B BakyyMme Ao
nonyueHua 60Mr ykasaHHOIO B 3arNaBvM coeguHe-
HWA, KOTOPOE WCNOMNbL3YIT HENOCPEACTBEHHO B NO-
cnenyoLleR peakLu

F CoegwHeHve 196 lNpopykT peakynu coefuHe-
Hua npumepa 196E (60mr) B CH-Cl: nopeeprait
B3aWMOAEWCTBUID C NpPoAYyKTOM npuMepa 484
{150mr), nonyyas nocne BOgHOW oDpaloTkW, CYLIKW
Haj cynepaToM Mardus, pUNETPOBAHWA W KOHUEH-
TPMPOBAHUS B BaKyyMe, OCTATOK, KOTOPLIA OUULLAKT
G NoMOWBK XpoMaTorpaduu Ha Ccunukarene, Mc-
noneaysa cMmeck MeTaHon/CH.Cl; B KavecTee anweH-
Ta, yKasaHHOe B 3armaBhu coeguHeHue B suge 40mr
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Benoro Teepgora NpoAykTa IH-SMP (CDCl3) coor-
BETCTBYET CTPYKTYpPE

MNMpuMep 197

BbiNW M3MepeHbl KOHCTAHTH WHIMBWPOBaHWA CO-
eAUHEeHWA, nepeqncneHHux B Tabnwuue VI npotus
HIV-1 npoteasbl no cnocoby Pennington et al

Bbinv namepeHb TakXke aHTWBMWpYCHele 3tderk-
TUBHOCTW coefnHennin 8 CCRM-CEM kneTkax no
cnocoby Meek et al B Tabnuuye nanee Ky v MKg, BoI-
paxeHH B HM

B Tabnwuye VIl venonbaosaHa cnegyrowas knac-
crcbukayma

A WHMCupyet HIV pennukauvio B KOHUEHTPaLMK
100HM unu MeHee

B wHrubupyet HIV pennvkaynio B KOHUEHTpaLuK
ot 101 o 1000HM

C wHrubupyet HIV pennnkauwio B KOHUEHTPaLUW
ot 1001 go 10000HM

D uHruBupyeT pennukaymio HIV B KoHUeHTpayuu
oT 10000 ao 40000HM

ND TecT He npoeoguUncs

Kak nokasaHo B Tabnuyax VIl v VIl Bce TecTupo-
BaHHbIE COEAMHEHWS JSMOHCTPURYIOT WMHIMBWupyto-
WY 1 aHTBMPYCHY akTwBHocTh Eonee Toro, He-
KOTOpBIE W3 3TWX COeAWHEeHWA JEMOHCTPUPYIOT
YPOBHW AKTMBHOCTW, 3HAYMTENBHO MNpPeBocxogsluve
POEHW SKTWBHOCTH AN M3BeCTHBIX UHMMGuTopoe HIV
npaTeassol

Xota ©bin onucad pAag BapwaHToB w3obpeTeHus,
OYEBMAHO, UTO OCHOBHBIE KOHCTPYKUWM MOryT BbiTe
W3MEHEHEI, ¢ TeM YTobel obecneunTe Apyrue BapuaH-
Thbl, B KOTOPbLIX WGMOML3OBaHLI NPOAYKTH W NPOLECCH
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HacToRwero usobpetenua lMosToMmy cneayeT yduTol-
BaTb, YTo 00beM n3obpeTeHna onpegenaeTea npuna-
raeMod HhopMynoi N30BPeTEHNA, 3 HE KOHKPETHBIMK
ero BapuaHTaMmy, KoTopeie BeINK NpejcTaBMeHH B
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42 46 o6 8.0 150 6,0
Ty 1] » 43 4,200 o7 25
44 50 98 05 161 0,8
45 60 09 0,24 152 2,9
195 -GH,O —GHrO 46 154 100 0,16 153 0,2
47 40 154 0,5
48 1.4 101 250 165 1.7
49 a0 102 33 156 2,8
50 11 103 45 167 07
- G jfg% 104 55 158 | <01
o} fi ® -ty 51 NO 105 7.5 159 0,2
52 04 106 1.4 160 1,0
53 27 107 1.4
54 22 108 20 161 20
Tabnuua VIl 162 0,5
CoefluHeHne CoefluHeHne CoeauHeHue 163 0,5
BernuuuHa K, BernuuuHa K, BernuyuHa K, 164 130
1 40 55 430 109 6.0 165 0,4
2 2,0 56 60 110 28 186 <01
3 32 57 200 67 | 045
4 19 58 34 111 03 168 06
5 20 58 206 112 4.0 169 <d,1
6 3,0 60 4,0 13 3.0 170 0,2
7 8,0 114 0,35 171 0,2
8 850 81 40 115 05 172 21
2] 4,0 62 72 116 =01 173 0,6
10 40 53 7,0 117 0,26 174 10
64 3,0 118 =01 175 0,1
11 34 65 0,7 119 1.8 176 <0,1
12 0,1 66 0,4 120 11 177 <0,1
13 02 67 7,400 178 0,1
14 0,1 68 120 121 20 179 04
15 <01 68 42 122 12 180 <d,1
16 =0,1 70 25 123 10 181 03
17 | <01 124 1,1 180 02
18 =0,1 71 470 125 03 183 01
18 <01 72 4000 126 310 184 5:0
20 0,1 73 140 127 650 185 3,5
74 11 128 =>5000 186 140
21 0,7 75 290 129 18 187 0,3
22 1,0 76 ND 130 14 188 11,5
23 1,5 77 ND 189 5500
24 32,500 78 ND 131 60 190 ND
25 3,000 79 ND 132 6.0 191 33
26 0,1 80 ND 133 24 192 67
27 80 134 84 103 400
2B 17 81 2,3 135 27 194 350
28 17 82 15 136 18 195 0,2
30 61 83 ND 137 26 106 ND
84 1.4 138 1.4
31 ND 85 4,0 139 1,2 Tabnuya Vil
32 25 86 5.0 140 <01 _ _
23 8’0 87 1’0 i CoeguHeHne T_E?JUBQ: CoeguHeHue T_E;UB:J:
34 17 88 1,4 141 01 1 C 655 ND
35 40 88 2,0 142 <01 2 B 56 ND
36 19 20 93 143 =0,1 3 C 57 ND
37 0,1 144 8.0 4 C 58 ND
38 1,5 91 2,5 145 1.4 5 B 59 ND
38 17 92 20 146 20 6 B 60 c
40 1,100 93 0,8 147 1.6 7 D
84 17 148 02 8 ND 61 c
41 220 95 1,3 149 1.7 9 B 62 ND
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10 B B3 C 175 A
11 ND 64 c 121 c 176 ND
12 A 65 C 122 C 177 ND
13 A 66 B 123 ND 178 ND
14 A 67 ND 124 D 179 ND
15 A 68 ND 125 B 180 ND
16 B 69 ND 126 ND
17 B 70 ND 127 ND 181 ND
18 B 128 ND 182 B
19 B 71 ND 129 ND 183 B
20 A 72 ND 130 ND 184 ND
21 A 73 ND 185 ND
22 B 74 ND 131 ND 186 ND
23 B 75 ND 132 ND 187 B
24 ND 76 ND 133 ND 188 c
25 ND 77 ND 134 ND 189 ND
26 B 78 ND 135 c 190 ND
27 C 79 ND 136 ND
28 ND 80 ND 137 ND 191 C
29 C 138 B 192 C
30 ND 81 c 139 B 193 ND
31 ND 82 C 140 A 194 ND
32 c 83 ND 195 A
33 ND 84 C 141 B 196 ND
34 ND 85 C 142 A
35 B 86 B 143 A
36 ND 87 C 144 B
37 B 88 B 145 B
38 C 89 C 146 B
30 C 90 ND 147 B
40 ND 148 A
91 B 149 B
41 ND 92 ND 150 B
42 ND 93 B 151 C
43 ND 04 B 152 ND
44 B 95 c 153 ND
45 C 96 ND 154 ND
46 ND 97 B 155 B
a7 C 08 B 156 B
48 B 99 B 157 B
49 C 100 A 158 A
50 C 159 B
101 ND 160 A
51 C 102 ND 161 ND
52 B 103 C 162 c
53 ND 104 C
54 c 105 ND '
106 C [ ﬁ/
107 c
108 C
109 B 163 B
110 ND 164 ND
165 B
111 C 166 A
112 B 167 B
113 B 168 A rz
114 B 169 A
115 B 170 B
116 A
117 C 171 A
118 B 172 ND
119 c 173 A
120 ND 174 ND
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