I. AHanoru 15-ge3okcucnepryanuHa obwen dopmynei (1):

N 10
CH,)n (CH,) (CH,) _NH,
CH3
B KOTOPOM:

A obosHavaeT npocTyto cBa3b, rpynny —CHa-, rpynny —CH2O-, rpynny —CH2NH-, rpynny -CH(OH)-, rpynny -CHF -
unu rpynny -CH(OCH,)-;

"n"paBHOG6 MMM 8 n

MX COMNW NPUCOEANHEHUS.

2. CoeguHerunsa no n.l opmynel |, B koTopoi A obo3HadvaeT rpynny CHz unu rpynny CH2O, n ero conu
npucoeauHeHNs.

3. CoeaunHeHus no n.l dopmynel |, B kotopon C 06o3HavaeT yrnepod koHdurypauum (R) nmm (R, S) n ero

Cconn npucoegnHeHud.

4. CoeguHeHve no n.l, npeacraensioLLee cobon 2-{[[4-]/3-
(amuHo)ByTMN/amuHo]6yTUn]ammHolkapGoHunokcm}-N-[6-/(aMmHOMMMHOME TUI)-aMUHO/ rekcunjaue TaMmua—Tpuc
(TpucpTopauerar).

5. CoeguHeHve no n. I, npencrasnsioLiee cobon 2-{[[4-[/3(R)-
(amuHo)ByTMN/amuHo]6yTUnjammHolkapboHunokem}-N-[6-/(aMMHOMMUHOMETUN)aMUHO/ rekcujaueTaMmma—Tpuc
(TpucpTopauerar).

6. Cnocob nonyyeHus coeguHeHus cdopmynel (1) unu ogHOM M3 ero conen npucoeguHeHus no n.1,
OTNUYAIOLMACA TEM, YTO OH BKIOYAET yaaneHue 3awmTHbIX rpynn n3 coegnHeHus oopmynei (11):

R1\N H H
R I (CH, CH, NH
S e R O T \3 (1
CH,
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B KOTOPOM:

A obosHauyaetr npoctyto cBasb, rpynny —CH.-, rpynny -CHF, - rpynny CH(OCHgs), rpynny CH(OH), rpynny
CH(OCH2CgHs), rpynny CH20 unu rpynny CHoNH;
"n" paBHoO 6 Unu 8;
Ri, Rz, Rs, oguHakoBble uwnu pasHble, Kaxabll 0003Ha4YaeT amuHO-  3aluMTHYl0  rpynny
ankmMnokcnkapboHWUMbHOro, 6eH3MNOKCUKap-60HUIBHOTO MK BEH3WBHOro TUMA;
npuyeM BbllLeyKasaHHOe yaaneHve 3awmTHbIX rpynn BKIOYaeT B YaCTHOCTU:
(a) obpaboTKky BbllWEeyka3aHHOro coefguHeHust cdopmMynbl (1) ¢ NMOMOLBIO CUMBLHOW KWUCMOTHI, €cnu, Mo
KpanHeln mepe, oavH 13 Ry, Ro unu Rs, o6o3HayaeT rpynny okcnkapboHWnbHOro tuna;  wwunm
(6) kaTanuTN4yeckoe rMapupoBaHue BbilleykazaHHOro coeduHeHus dopmynel (Il), ecnu, no kpanHen mepe,
oavH u3 Ry, Rounn R3, o6o3HavaeT rpynny 6eH3unbHoro Tmna unm ecnu A obosHadaet rpynny CH(OCH2CeHs),ans
norly4eHust COOTBETCTBYHOLLIEro coeanHeHns dpopmynsl (1) B Buae cBo60AHOro OCHOBaHWS U OQHOWN U3 ero conen
npucoeanHeHns.
7. Cnocob no n. 6, oTnnYalLWMNCA TeM, YTO Nepes CHATUEM 3aLLMTHbIX Fpynn coegnHeHne opMyrbl
(I) nonyyatoT cornacHo ogHOMY U3 BapUaHTOB:
(a) BapuaHT A, B kOTOpOM (i) OCYLLECTBNSIOT KOHAEHCaUuo coeanHeHuns dopmynei (111):

R1
\N

I I
R .

B KOTOPOM:
"n" pasHo 6 Unu 8;
A ob6osHauvaet rpynny OH,, CH(OCHs), CH(OCH,-C¢Hs), CHF nnun npocTyto cBs3b;
R1 0603Ha4yaeT aM1HO-3aLWMTHYHO rpynny, ¢ aMMHoM dopmyrbl (IV):

CH NH

H,N ‘ R,

CH,

R,

B koTopoii R u R; ofuHakoBble unu pasHble, Kaxabli 0603HA4YaeT amMuHO-3alUWTHYI0 Tpynmy, NyTém
aKTMBaLMWU KUCMOTU:

- NGO C NOMOLLBIO areHTa codeTaHust kKapboaUMMMOHOMO TvNa B MPUCYTCTBUM HYKMEOMUIIbHOTO areHTa, B
opraHu4eckoM pacTBopuTerne 1 npu Temnepatype 0-40°C;



- nnbo 3a cyeT obpasoBaHUsi CMELLAHHOMO aHrMapuaa, 0CoOBeHHO C MOMOLLBID M300yTunxnopdopmuata B
NPUCYTCTBUN OCHOBHOIO areHTa, B OpraHM4eckoM pacteopuTene u npu Temnepatype o1 -35°C go +20°C;
npuyemM mcnonb3ytoT no | Mmoo coeguHeHns cpopmynei (111) npumepHo Ha | Monb coegnHerns dopmynei (1V) gns
nonyyeHus coeguHeHus coopmynei (I1):

R']
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Y i

R, BY (CH,), CH NH
e CHn \NH/C\A/C\NH/ \N/( 2)2\CH/ \R3 ()
| CH,
R,
B koTopor "n", A, R1, Rz, 1 R3, UMeIOT BbllLeyKa3aHHble 3HaYeHus;

(i) ymansoT 3awmTHbIe rpynnbl M3 coenuHeHnst dopmynsl (I1), monydaemoro Ha ctagum (i) nocpeacTBOM
OOHOWM UMM HeCKOnbKMX 0O6paboToK C MOMOLLBIO CUSbHOW KMCMOTbl W/MNW NyTeM KaTanuTU4ecKoro rmapupoBaHus
ansi 3ameHbl R1, Rz u Rz atomoM Bogopoaa v nonyyeHust coegnHenms opmynei (1), B KOTOpOW:

A o603HavaeT npocTtyto cBs3b, CHy, CHF, CHOCH3; unu CH(OH);
"n" paBHo 6 nnu 8;

(iii) 1 nNpu HeobxogiwocTn nonyyarT coeavHeHue dopTtnynsl (1) B BMAEe cBOGOAHONO OCHOBaHWSA MyTEM
06paboTKM CUMbHBIM OCHOBaHWEM, 3aTeM MoflydyeHHoe cBOOOAHOe OCHOBaHWe MepeBoAAaT B Apyrue comnwu
npucoeauHeHnss;

(6) BapuaHT B, B KOTOPOM

(i) ocywecTensieT B3aumogencTeume coeanHeHust ndopmynb (1V):

(CH.) CH NH

CH,

R,

B koTopo R; u R; ogvHakoBble WNW pasHble, Kaxabli 06O3HAYaeT aMMHO-3alWTHYI  rpynny
OKCHKapPBOHUITBHOrO MK GEH3UIBHOTO TUNa;
C KMUCMOTON Unu XIopaHriMapuaoM kucnotbl popmyns (V):

.
R, (V
A A Cg R
KOTOpPOW:

X obosHavaeT atom xnopa nmm rpynny OH;

A obosHavaeT npocTyto cBs3b, rpynny CHa, rpynny CHF, rpynny

CH(OCHj3) unu rpynny CH(OCH2CgHs);

Rs obosHavaeT ankumbHyto rpynny ¢ 1-3 C-atomamu, nuHenmHyio WA pasBeTBNEHHYyO, wnu
PeHNNMETUNBHYIO Fpynny;

B OPraHW4eckoM pacTBoOpuTene B NPUCYTCTBMM akTUBaTopa KapboKCMbHOM rpynmbl U HYKNeodubHOro
areHTa, korga X obosHauvaet rpynny OH, unu B npucyTCTBMN TPETUYHOIO amMuHa, korga X obo3HayaeT aTom xrnopa
npu Temnepatype 0-40°C, npnyem ucnonb3yioT no | monto coegnHeHns dopmynel (1V) nprMepHo Ha | monb
coegunHeHus dopmynsi (V)

Ans nonyyeHus coeaunHerns dopmynel (VI):

O 0
- H

CH CH NH
4\O/C\A/C\NH/( 2)4\[\]/( 2)Z\CH/ \R3 (VI)
CH

R,

B KoTopor A, Rz, Rs 1 R4 MMeloT Bbllleyka3aHHble 3HaveHast;
(i) oMbINAKT nony4yeHHoe COeAuHeHMEe B OpPraHW4YeckoM pacTBopuTenie B MPUCYTCTBUM CUMBHOIMO
OCHOBaHusa Ans nonydeHusi coegmHenuns gopmynsl (VII):

11
C (CH.) CH NH
CH

3

3

R,

B KoTopor A, R> 1 R3 MMeloT BbllleyKa3aHHble 3Ha4YeHNS:



(iii) konaeHcupytoT coeguHeHns dopmynsl (V1) ¢ amuHom cpopmynsl (VII):

R1
\N

R
1\NH)kNH/(CH2)n\NH2 (Vi)

B KoTopow "n" obosHavaeT 6 unn 8 n Ry obo3HayaeT amMMHO-3aWUTHYIO TPYMNy B YCNOBUSX, MAEHTUYHbIX
yCrnoBusiM BapuaHTa A ans nonydenusi coeamHeHust goopmynsl (I1):

R1
\N

| I
R | (CH,) CH NH
CH,
R,

B koTopor A, "n", R1, R, 1 R3 MMeloT BbllleyKka3aHHble 3Ha4YEeHUS:

(V) yoanaoT sawmTHbIe rpynnbl U3 nonyyeHHoro coeanHerns OJHOW Mnu Heckonbkumn obpaboTkamm ¢
MOMOLLBIO CUMBHOW KMUCNOTbI W/nNu NyTEM KaTanmuTUYecKoro rmagpupoBaHust Ans 3ameHbl Ry, Ry, 1 Rs atomom
BOoAopoaa v nonyyatoT coeguHeHus dpopmynei (1), B koToport A obo3Hauaet npocTtyto cBsdb, CH,, CHF, CHOCHj3
unu CH(OH) n "n" paBHo 6 unu 8;

(V) n npn HeobxogimocTu nony4atoT coeguHeHns popmynebi (1) B

BMae cBoOOOHOTO OCHOBaHWA MyTéM 06paboTku CUMbHbIM OCHOBaHWEM, 3aTeM norlyyeHHoe cBobogHoe
OCHOBaHWe NepeBoOAAT B APYrve CONv NpUCOeanHeEHs;

() BapuaHT B, B kOTOpPOM

(i) aunnupytoT KoHueByto NHo-rpynny ocHoBaHusi popmynsl (1X):

R1
\N

N NHA

B kOTOpoy R1 0603Ha4aeT aMUHO-3aLLMTHYO rpynny 1 "'n" paeHo 6 unu 8,

C nomoLuplo xropdopmmnaTta unm CUMETPUYHOro kapboHaTta, B MHEPTHOM pacTBOpUTENe Mpu KOMHAaTHOMW
Temnepartype (15-25°C);

(i) nonyyeHHoe coegnHeHne NoaBeprarnT aMUHONMU3Y C NOMOLLLI0 aMuHa dhopmynbi (1V):

CH NH
AR O T )

H,N ‘ R,

CH,

CH.)n NH IX
NH/( 2) \NH/C\Clg 2 (1X)

R,

B KOTOpOW R> U R3 0iuHakoBble U pasHble, Kaxablii 0603HaYaeT aMUHO-3aLLUTHYIO rpynny;
B MHEPTHOM pacTBopUTerne Ans nonyyeHust coeamHeHus cooprmynei (11):

R']
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R | (CH,) CH NH
1\NHJ\NH/(CH2)n\NH/C\A/C\NH/ g Oy TR
| CH,
R,

B koTopo# "n", Ry, R2 1 R3 umeloT Bbllweyka3aHHble 3Ha4eHus u A obosnavaeT rpynny —CHoNH-;

(iii) yomansoT 3awmTHble rpynnbl u3 coeamHeHus cdopmynsl (M), nonyveHHoro Ha ctaguu (ii) nocpeacTBoM
OOHOWM UMM HEeCKONbKMX 0O6paboToK C MOMOLLBIO CUSbHOW KMCMOTbI W/MNW NyTeM KaTanuTU4ecKoro rmgpupoBaHus
ans 3ameHbl Ry, Rz 1 Rz atomom Bogopoaa m nonyyatoT coegnHeHust oopmyrnel (1), B koTopot A o6o3HavaeT
rpynny CHoNH v "n" pasHo 6 nnm 8 , n

(iV), ecnn Heobxogumo, nomnydarT coeauHeHue copmynbl (1) B dhopme CBOGOOHOrO OCHOBaHUsSI MyTeEM
00paboTKM CUMbHBIM OCHOBaHWEM W MoflydeHHoe cBoOOOHOE OCHOBaHWe MepeBOAAT B Apyrme conv
npucoeanHeHNs; n

(r) BapuaHT I, B KOTOPOM

(i) BBOOAT BO B3anmogencTemne amuH cpopuynsi (iV):



(CH,) CH NH
HZN/ 2 4\N/( Z)Z\CH / \RB (lV)
| CH,

R,

B KOTOpoWi R, U R3 oguHaKkoBble UK pasHble, Kaxabli 0603Ha4YaeT aMUHO-3aLLMTHYO rpynny;
¢ kapboHaTom dopmynbl (X)

0 0
| |
@o*ocmk o v

B KOoTOpoW Rs 0603HavaeT ankunbHyto rpynny ¢ 1-3 C-aTomamun nnm eHnnMeTUnbHYo rpynny,

B VMHEPTHOM pacTBopuTene npu Temnepatype OT KOMHaTHOW A0 TemnepaTypbl KuneHus ¢ obpaTHbiM
XOIoAMINBbHUKOM peakLMOHHON cpefbl, npuyem ucnone3ytoT no 1 monio coeaunHenus dopmynbl (IV) Ha 1 Monb
coegunHeHus copmynsl (X) Ana nonydeHns coeguHennst popmynsl (XI):
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R (CH,) CH NH
CH
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R,

B kOTOpoy Rz, R3 1 Rs nMetoT BbilLeyka3aHHOE 3HavYeHue, unm coeamHeHus oopmynbl (XI*):

@)
\ (CH,) (CH.) NH
/ 2/4 IS
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0 R,
B KOTOpor Rz 1 Rz MeloT Bbllleyka3aHHOe 3Ha4YeHUe;

(i) ombinatoT coeguHenunst cpopmynbel (XI) wnm (XI*), nony4veHHble TakiM 06pasom B OpraHMYecKoM
pacTBopuTerne B MPUCYTCTBAU CUIIbHOTO OCHOBaHMSI Ans NonyyeHus coeamHeHust oopmynbl (Xll):

(XI%)

0O 0
HO AN /C (CH2)4\ (CH,) /NH\
e _—\M 2l
\O /C CH27O NH/ N ?H R, (X1
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B KOTOpor Rz 1 R3 nMeloT BbilLeyka3aHHOe 3HaveHue;
(iii) nonyyeHHoe coeguHenne cpopmynbl (XI1) koHaeHcHpytoT ¢ amuHom cbopmynei (VINIT);
R
T
N
R k _—(CHyn—_ (VI
NH NH NH,
B koTOpoW "M" paBHo 6 unu 8 u Ry 0603Ha4YaeT aMmnHO-3aLLMTHYIO Fpynny;
B YCMOBUSIX, UAEHTUYHbIX YCIOBUAM BapuaHTa A Ans nonyyeHus coegmHerns cdopmynbl (I1):
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B koTopo# "n", Ry, R2 1 R3 umetoT BbllweykasaHHble 3HadeHns n A obosHadvaeT rpynny CH20;

(iv) yoansioT 3awuTHble rpynnbl M3 MOMyYeHHOro coeguHeHus dopmynel (II) nocpeacTtsom ogHoW wmm
HeCKOmnbKnx 06paboToK C MOMOLLBIO CUMBHOW KUCAOTbI W/MAK NyTEM KaTanuTUYeCcKoro rHapupoBaHus Ans 3aMeHbl
R1, Rz 1 Rz aTomom Bogopoga v nonyyarT coeauHeHnst popmynbl (1), B kotopoii A o6osHadvaeT rpynny CH2O n "n"



paBHO 6 unu 8; n
(v) ecnu Heobxogumo nony4atoT coeanHeHus dopmynel (1) B dopme cBo6oaHOro ocHoBaHus 06paboTkon
CUIbHbIM OCHOBaHWeM, 3aTem nony4eHHoe cBoboAHOe OCHOBaHWE NepeBoAsT B ApYr1e Conu NpMcoeauHeHus.

8. dapmaueBTnyeckas komnosuuusi, obnagatowas MMMyHOOENPeCc-CUBHON aKTMBHOCTbIO, codep)Kaluast
aKTMBHOE Havano u apmaueBTM-yeckme f00aBKM, OTNUYaOLWAACA TeM, YTO B KayecTBe aKTMBHOIO Havana oHa
COOEPXUT, MO KpaviHel mepe, ogHO coeguHeHune: hopmynbl (1) B 9hdeKTMBHOM KONMYeCTBe.

9. CoeguHeHus cbopmynei (11):
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R (CH,) CH NH
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B KOTOPOM:

A obosHavaeT npocTyto cBdA3b, rpynny CHy, rpynny CHF, rpynny

CH(OH), rpynny CH(OCHs), rpynny CH(OCH,CgsHs), rpynny CH,O

unu rpynny CHaNH;

"n" paBHoO 6 nnn 8;

R, R: »n Rs opguHakoBble wnu pasHble, KaxabiM 0OO3HA4YaeT amuHO-3alUMTHYI  rpynny
ankmMnokcnkapboHWUNbHOro, 6eH3UNOKCUKAPOOHUIMBHOTO UM BGEeH3MNBHOTO TUNa B KavyecTBe MPOMEXYTOYHOro
areHTa B cuHTe3e coeauHeHni hopmynsi (1).



