JlanHOEC M300pETCHHE OTHOCHTCS K HOBBIM
XMUMHUYECKHM COEJIMHEHUSIM, CII0co0aM HX IMoJyde-
HUS, K COlepKaliuM uX (apMaleBTHISCKUM Ipe-
naparam u MX MIPUMEHEHHIO B TEPaIHU.

Bocnanenue SIBISICTCSl MEPBUYHBIM OTBETOM
Ha TOBPEX/CHUE TKAaHHW MM MHUKPOOHYIO MHBA3HIO
Y XapakTepusyeTrcs aAre3uei JeUKOIUTOB Ha 3H]I0-
TEJIWW, IUANENe30M W aKTHUBAIKMCH JICHKOIUTOB
BHYTPH TKaHU. AKTHBAlUs JEUKOIIUTOB MOXET
NPUBOJIUTh K TCHEPUPOBAHUIO TOKCUYHBIX KHCIIO-
POIHBIX PAa3HOBUIHOCTEH (TaKMX KakK IMEPOKCHAA-
HUOH) U BBICBOOOXKIICHHIO MPOAYKTOB TpaHyI (Ta-
KAX KaK TMEPOKCHUAA3bl M MpOTeasbl). JICHKOIMTEI
KPOBOTOKa BKIIFOYAIOT B ceOsl HEUTPOQWIBI, 203U-
HOQMITBI, 0a30(HITBI, MOHOIIUTH M JUMQOIHUTHL. B
pasznuuHbie (OPMBI BOCTIAJICHUH BOBJICKAIOTCS pa3-
JUYHbIE THUOBl MHQUIBTPUPYIOIIUX JICHKOIUTOB,
NpUYeM KOHKPETHBIH MPOQUIb PETYIUPYETCs MPo-
¢duneM aare3MOHHON MOJIEKYJIbI, IUTOKHHA U JKC-
MPECCHU XEMOTAKCHIECKOTO (pakTopa BHYTPH TKa-
HU.

[epBuuHO# QyHKIMEH JTEHKOLUTOB SBISIETCS
3aIUTa XO35IMHA OT BTOPXKCHUS TaKUX OPTaHH3MOB,
Kak OakTepuu W mapasuTbl. Kak TOJIBKO TKaHb IO-
paxkaercss WM WHPUIUPYETCS, HPOUCXOIUT PSLI
COOBITHH, BBI3BIBAIOIINX JIOKAIBHBIA PEKPYTMEHT
JICWKOLIUTOB U3 CHCTEMbI KPOBOOOpAICHHUS B MO-
paXXeHHYIO0 TKaHb. PEKpyTMEHT JIEMKOIIUTOB KOH-
TPOJIUPYETCS, YTO MO3BOJISIET OCYIECTBIATH METO-
JMYHOE pa3pylieHne M (aroluro3 HyKEpOTHbIX U
MEPTBBIX KJICTOK C TOCIEAYIONINM BOCCTAHOBJICHU-
€M TKaHH U PacCachIBAHHEM BOCIHAIUATEIHLHOTO WH-
¢unbTpara. OmHAKO TPH XPOHUYCCKUX BOCIAIH-
TEJNBHBIX COCTOSTHHUSX PEKPYTMEHT YacTO MPOTEKACT
HeIleJIeco00pa3Ho, paccachlBAaHUE KOHTPOJIUPYETCS
HEaJleKBaTHO, U BOCIMAIUTEIbHAS PEaKIUs MPHBO-
JIAT K pa3pyLICHUIO TKAHH.

B pesynbrare ucciaenoBanmii Kax in vitro, tak
1 iN ViVO UMEIOTCS BCE JaHHBIE MPEAINOJararh, 9ro
COC/IMHEHUsI, aKTHBHBIE B OTHOIICHWUH aJCHO3MH-
A2a-pernienitopa, OyayT oOiamaTh MPOTHBOBOCIIA-
TUTENbHBIM jaeficTBreM. O030p B IaHHO# 001acTH
npencrasien Cronstein (1994). UccnenoBanus Ha
HM30JIMPOBAHHBIX HEUTPO(UIIAX MOKA3BIBAIOT HAIHU-
YHe OMOCPEIOBAHHOTO A2-peenTopoM HHTHOUPO-
BaHUs 00pa30BaHUS TMEPOKCHAA, IETPaHYISALUY,
arperaimun u cimnanust (Cronstein et al, 1983 u
1985; Burkey and Webster, 1993; Richter, 1992;
Skubitz et al, 1988). B Tex ciyudasx, KOrjua UCIOJb-
3yIOT areHThl, CEJICKTHUBHBICE K A2a-pernentopy Io
cpaBHeHHMIO ¢  A2b-pementopoM  (Hampumep
CGS21680), xapakrep HMHTHOMPOBAaHHUS,  IIO-
BUJUMOMY, COTJIacyeTcss C JeicTBHeM Ha A2a-
peuentopHbii moatun (Dianzani et a, 1994). Kpo-
M€ TOTO, arOHWCTHI aJICHO3MHA MOTYT OCYIICCTB-
JATHh MOHIKAIOIIYI0 PETYIIUI0 JAPYTHX KIacCOB
netikonutoB (Elliot and Leonard, 1989; Peachell et
al, 1989). lccrenoBanusi HA MHTAKTHBIX KUBOTHBIX
MMOKA3bIBAIOT, YTO MPOTHBOBOCHAIUTCIBHBIC 3(-
(eKThl METOTpeKcaTa OMOCPENYIOTCS Yepe3 ajieHo-
3uH M axkTtmBaimio A2-penentopa (Asako et al,
1993;
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Cronstein et al, 1993 and 1994). Cawm no cebe
aZICHO3WH M COCIMHEHUS, HOBBIMIAIOIINE YPOBECHb
aZICHO3MHA B KPOBOTOKE, TAKXKE MOKA3BIBAIOT IIPO-
TUBOBOCIIAUTENbHBIE P dekTsl in Vivo (Green et
al, 1991; Rosengren et al, 1995). Kpome Toro, mo-
BEIIICHHBI YPOBEHb aAeHO3WHA B KPOBOTOKE Yy
MY)KYUHBI (KaKk pe3ynbTarT aedummra aneHO3WH-
JICAaMHUHA3bl) TMPUBOJUT K HUMMYHOCYIPECCUU
(Hirschorn, 1993).

KonkperHble 3aMerieHHbIe 4'-KapOoKcaMuI0-
1 4'-THO0aMUI0aICHO3HHOBBIC MPOU3BOIHBIC, KOTO-
pBI€ TIOJIE3HBI IS JICYCHUST BOCHATUTEIBHBIX 3200-
JICBAHHUM, OMKCAHBI B MCXKIYHAPOIHBIX 3asBKax Ha

narear WO 94/17090, WO 96/02553, WO
96/02543 (Glaxo Group). 3amermeHnsie 4'-
KapOOKCAMUI0AIEHO3UHOBBIE [POM3BOJIHBIE, T10-

JIe3HbIC TIPH JICYCHWH JEeMEHIWH, omucanbl B AU
8771946 (Hoechst Japan). 3amemendbie 4'-
THIPOKCUMETIIIaJCHO3NHOBEIE TIPOU3BOAHEIC, KO-
TOpBIC TOJIC3HBI UIS JICYCHUS PACCTPOWCTB MEpH-
CTAJIBTUKH JKEITYJAOYHO-KHUIIICYHOTO TPAKTa, OIHCA-
el B EP-A-423776 u EP-A-423777 (Searle). 3a-
MeIIeHHbIe 4'-THIPOKCHMETHIAICHO3UHOBBIC IPO-
W3BOJIHBIC, KOTOPHIC TOJE3HBI B Ka4eCTBE MHTHOU-
TOPOB arperanuu TPoMOOIMTOB, omucaHbl B BE-
768925 (Takeda). 4'-I'mapokcuMeTHIIanEHO3H-
HOBBIE TPOM3BOAHEIE U UX 4'-3HUpHI, KOTOPHIE TO-
JIE3HBl B KAYeCTBE THMIIOTCH3UBHBIX arcHTOB MU
00NaaloT Jpyroi cepaeyHO-COCyUCTONH aKTHBHO-
cTeio, onucansl B US 4663313, EP 139358 u US
4767747 (Warner Lambert), US 4985409 (Nippon
Zoki) m US 5043325 (Whitby Research). 4-
I'uapoxcuMeTHIIaIeHO3UHOBEIE MTPOU3BOIHBIC, II0-
JIe3HBIC TIPU JICUCHUH ayTOMMMYHHBIX HApYIICHUH,
omucansl B US 5106837 (Scripps Research Insti-
tute).

4'-T'uapoKCUMETHIIaICHO3UHOBBIE  MTPOU3BO/I-
HbI€, M0JIE3HBIC B KAYECTBE MPOTUBOAIIIEPTUUECKIX
arenros, omucansl B US 4704381 (Boehringer
Mannheim). Konkperubie —4'-TeTpa30auIaiKuiI-
aJICHO3WHOBBIE TPOU3BOJIHBIC, KOTOPbBIE IOJIE3HBI
MpH JICYCHUU HAPYIICHUH CEpACYHON NesITeIbHO-
CTH WJTH KPOBOOOPAIIICHUS, OITUCAHEI B OCHOBHOM B
DT-A-2621470 (Pharma-Waldhof). [pyrue 4'-
KapOOKCaMHI0a/ICHO3UHOBBIE TIPOM3BOJHbIE, TO-
JIE3HBIC TP JICYCHUU CEPICUYHO-COCYIUCTBIX CO-
crosiuuii, onucansl B US 5219840, GB 2203149 u
GB 2199036 (Sandoz), WO 94/02497 (US Dept.
Health), US 4968697 u EP 277917 (Ciba Geigy),
US 5424297 (Univ. Virginia) u EP 232813 (Warner
Lambert).

Hpyrue 4'-xapbokcaMu0a1eHO3UHOBBIE TIPO-
W3BOJHbIC, HE MMEIOLIME 3aMEUICHUs IO IOJIoXKe-
HUIO 2 IIypUHOBOTO KOJbIA, omucaHel B DT
2317770, DT 2213180, US 4167565, US 3864483
n US 3966917 (Abbott Labs), DT 2034785 (Boe-
hringer Mannheim), JP 58174322 u JP 58167599
(Tanabe Seiyaku), WO 92/05177 u US 5364862
(Rhone Poulenc Rorer), EP 66918 (Procter and
Gamble), WO 86/00310 (Nelson), EP 222330, US
4962194, WO 88/03147 u WO 88/03148 (Warner
Lambert), u US 5219839, WO 95/18817 u WO



93/14102 (Lab UPSA). 4'-I'mapoKcHMeETHI-
aJICHO3WHOBBIE MPOM3BOJIHBIE, HE MMEIOLINE 3aMe-
HICHUS M0 TOJIOKEHUI0 2 MYyPUHOBOTO KOJbLA,
omucansl B WO 95/11904 (Univ. Florida).
4'-3aMenIeHHbIe  aJIEHO3WHOBBIE TPOW3BOJI-
Hble, TOJIE3HbIE B KAYeCTBE WHTUOUTOPOB aJICHO-
3UHKWHA3bI, onrcanbl B WO 94/18215 (Gensia).

Hpyrue 4'-ranoreHMerui-, MeTHJ-, THOAJ-
KWJIMETWI- WIN aJKOKCHMETIIIAJICHO3HHOBBIC PO-
m3Bonauele omucansl B EP 161128 u EP 181129
(Warner Lambert), u US 3983104 (Schering). dpy-
rue 4'-kapOOKCaMHUI0aICHO3WHOBEIC TTPOU3BOIHEIC
omucanel B US 7577528 (NIH), WO 91/13082
(Whitby Research) u WO 95/02604 (US Dept.
Health).

KoHKpeTHbIE TeTpa3oJicoAepIKalie JAe30KCH-
HYKJICOTH/IBL, JUIsl KOTOPBIX HE OOHapyXeHO aHTH-
OakTepuadbHOTO NeHCTBUs, onucanbl B Baker et al
(1974) Tetrahedron 30, 2939-2942. JIpyrue teTpa-
30JICO/ICpKAIAE  AJICHO3MHOBBIC  MPOU3BOJHBIC,
KOTOPBIC TIOKA3bIBAIOT AKTUBHOCTH WHTHOMTOPOB
arperaiuu TpoMbouuToB, onmcansl B Mester and
Mester (1972) Pathologie-Biologie, 20 (Suppl.) 11-
14.

KoHKpeTHbIE HUTPUIICOJEPIKAIINE MPOU3BOI-
Hble prbo3bl onucansl B Schmidt et al (1974) Lie-
bigs. Ann. Chem. 1856-1863.

B Hacrosimiee BpeMsi oOHapyXeHa HOBas
rpyImna COeMHEHUH ¢ MMUPOKUM KPYrOM MpPOTHBO-
BOCIHAJIUTENBHBIX CBOMCTB, KOTOpbIE HHIHOHPYIOT
PEKPYTMEHT M aKTHBAIUIO JICHKOIIUTOB M KOTOPBIE
SBIISTIOTCSI  arOHHCTaMH  aJICHO3HMH-2a-peIenTopa.
[loaToMy maHHBIE COCTUHEHHUS, BO3MOXHO, OYAYT
OKa3bIBaTh OJIATONPHUATHOE TEPaNeBTUYCCKOC JICH-
CTBHE B OOCCIICUCHHH 3aIIUTHI OT WHIYIIUPOBAHHO-
TO JICHKONMTAMH TIOBPEIKICHUS TKaHU TpHU 3a0o0Jie-
BaHMAX, KOTJa JICUKOLMUTHI BOBJIEKAIOTCS B MECTO
BOCIAJICHUSL.

Kpome Toro, mpu JieueHHH BOCTANTUTEIBHBIX
3200JIeBaHUIA COEAMHEHHS TI0 JAHHOMY H300peTe-
HUIO MOTYT TPEACTaBIATH co00il Oonee Oe3omac-
HYIO aJbTEPHATUBY KOPTUKOCTEPOUIAM, HCIIONB30-
BaHUC KOTOPBIX MOXET OBITh OTPAaHMYCHO OCOOCH-
HOCTSIMH WX TOOOYHOTO JICHCTBHSI.

B yactHOCTH, COCMHEHUS 1O 3TOMY H300pe-
TEHUIO MOTYT ITOKa3bIBaTh YJIYYIICHHYIO XapaKTe-
PUCTHKY B CpaBHCHHHM C W3BECTHBIMH A2a-
CENIeKTUBHBIMH aroOHHCTaMH, TOCKOJBKY OoJbIueit
YacThI0 OHM HE 00JaJar0T 3HAYMTENHHOW aroHH-
CTUYECKOW aKTUBHOCTBIO IO OTHOIIEHWIO K A3-
peuenrtopy yenoBeka. Kpome Toro, oHu Jaxe Mo-
ryT o0mnamate A3-aHTarOHHMCTUYECKOW aKTHBHO-
CTBI0. DTy OCOOCHHOCTh MOYKHO CUHTATh TIOJIE3HOM,
TaKk Kak A3-pelenTopbl TakKe OOHapyKHBAalOT Ha
JeHKouTax (HampuMep 303WHO(WIE) W IPYTUx
BOCIATUTEIBHEIX ~KJIETKaX (HApUMEp TYYHOM
KIETKE), M aKTHBAlUs 3TUX PEIENTOPOB MOMKET
OKa3pIBaTh mpoBocnanutenbroe nericteue (Kohno
et al, 1996; Van Schaick et al, 1996). Cuurarot na-
JKe, 9TO OpOHXOCTEHO3HBIE 3(PQEeKTH ameHO3MHA
OpU  aCTMAaTHUYECKHX MPOSBICHUSIX MOTYT OBITh
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OIIOCPEIOBaHbl  4Yepe3
(Kohno et al, 1996).
TakuM 00pa3oM, COTIIACHO JaHHOMY H300pe-

TEHUIO MPEIIOKEHBI COeTUHEHUS (OPMYITHI |
NHR'

aJIeHO3UH-A3-perenTop

b

N/
R’NH——J\\ ! N
N=n N

1 o]
N_ 2
/TN
R® \S—-—f

HO'

02

OH
rae R! u R? nesaBucumo MPECTABISIOT CO00M
rpyIIIy, BEIOPAaHHYIO U3

(1) Caguukinoankuna;

(2) Bomopona;

(3) apI/IH2CHCH2-;

(4) CaguukmoankuiaCy.galiKuia;

(5) Crgankuia;

(6) apunCi.gankua;

(7) R*R°N-Cy.gankuna;

(8) Cr.gankun-CH(CH,OH)-;

(9) apunCy.sankun-CH(CH,OH)-;

(20) apunCy.sankun-C(CH,OH)-;

(11) Cgsgumknoankuia, HE3aBUCUMO 3aMe-
LIEHHOTO OAHOW MM Oojee 4YeM OJHOW IpyINOi
-(CH)pR%;

(12) HoNC(=NH)NHC 1. gankuia;

(13) rpymmsl GopMyItbl

(CH,),
\
X
(CH,);
WM TAaKOH TpymIbl, B KOTOPOH OAMH METHIICHOBBIH
aToM yIJepoia, NpUMBIKaromui k X, nubo o00a,
€CIIM TAKKE CYIIECTBYIOT, 3aMEIICHBI METHIIOM;

(14) -Cy.gankun-OH;

(15) -C,.granorenoankuia;

(16) rpymmsl GopMyIIbl
(CH,).COCHy),,

7

NR
cHy,
u
(17) apuuna;
R® mpencraBuser coGoil METHNI, STHI WIH
H30MPOIIHIL

R* 1 R® He3aBHCHMO NpECTABISIOT COBOI
Bomopon, Cieankwmn, apwi, apuiaCi galIKuiI-, HIH
NR’R® BMecTe MOTYT mpefcTaBisiTh coboil MHPPO-
JUAAHWI, TUOCPUANHWI, MOP(OIUHWI, a3eTHIU-
HUI, asenuHmi, nunepasuama win N-Ci-g anku-
MTUIICPA3HHILT,

R® npencrasnser coboir OH, NH, wim ramno-
reH;

R’ npeacTaBisier coboit Bogpopon, CieallKuI
win Cy_gaIKUIIApUIT;

X mpezacraBisieT cobou NR7, 0, S, SO wm
SO;;

p npexacrasiset coboit O wu 1,

a 1 b He3aBUCHMO IPEACTABIAIOT cOOOM Iie-
soe yuciio ot 0 10 4 npu ycinoBuy, 4to a + b Haxo-
IUTCS B HHTEpBaJie OT 3 110 5;

¢, d ¥ € HE3aBHCHMO MPEACTABIAIOT COOO
nenoe unciio ot 0 1o 3 npu ycimoBuy, uTo ¢ + d + ¢
HAXOJHUTCS B HHTEPBAJIC OT 2 10 3;

U €r0 COJH M COJLBATEI.



Ccebutkn Ha CqgaJKWI BKIIOYAIOT B ceOs
CCBUIKM Ha amu(aTHYECKyl0 YIJICBOJOPOIHYIO
rPYIIHPOBKY, coaepkaiyto ot 1 10 6 yriepogHbix
aTOMOB, KOTOPasi MOXeET ObITh MPSMOLECTIOYSUHOMN
WIM Pa3BETBICHHONW W MOXET OBITh HACHIIIEHHON
nin HeHaceinennoi. Ccoutku Ha Cogankmia, Co.
salKiiI U CygalIKWI MOTYT HHTEPHPETHPOBATHCS
MOJJOOHBIM K€ 00pa3oM.

CchUTKM Ha apujl BKJIFOYAIOT B Ce0sl CCHUIKU
HAa MOHO- WM OHIIMKIUYECKUE KapOOUUKIMYCCKUC
apoMaTH4eckue Kojpla (Hampumep ¢eHwun, Had-
THII), ¥ TETCPOLUKINYCCKUEC apOMATHICCKUE KOJIb-
na, copepxkamme 1-3 retepoaroma, BEIOpaHHBIC W3
N, O u S (Hanpumep MUPHINHKI, THPUMHUIAHUIL,
TAHOGEHWI, WMHIA30JMI, XUHOJWHWI, (ypaHm,
MTUPPOJINI, OKCA30JIMII), KOTOPhIE BCE MOTYT OBIThH
BO3MOXXHO 3aMmeleHbl, Hampumep Ci gaIKHIOM,
raJoreHoM, rMAPOKCH-, HUTPO-, Cy gaIKOKCH-, [[1a-
HO-, amuHOrpymmoi, SO,NH, nmm -CH,OH.

IIpumepsr Csglukioankuiaa Ams R' u R?
BKIIIOYAIOT B Ce0S MOHOIMKINYECKHE AIIKHJIBHEIC
rpynnsl (HampUMEp MUKJIOTCHTHII, IUKIOTSKCHI) 1
OMIIMKITMYCCKUE AaNKWIBHBIC TPYMIEI (HAIpUMEp
HOPOOPHWII, TAKOH KaK 9K30HOPOOPH-2-1II).

Hpumepst (apun),CHCH,- st R u R? Bimo-
yaror B cebs Ph,CHCH»- minm Takyro rpymmy, B
KOTOpO# onHa WM Oosnee dyeM onHa (eHWIbHAS
COCTABJIAIONIAsl 3aMElICHa, HAlpHUMep TIaJOTeHOM
nin C14alIKHIIOM.

IIpumepnr Csz gitnknoankuinC gaIKuIa s R
1 R? BKIIIOYAIOT B CeOs STHIILHKIONEKCHIL.

Ipumeps! Cy.gankuna mis R' i R? Bmouaror
B cebs -(CH2)2C(M€)3, 'CH(Et)2 u CH2:
C(Me)cHchz'.

Ipumeps! apuinCygankima wis R' u R? Bioto-
qatoT B cebs -(CH,),Ph, -CH,Ph mnn xaxnyro u3
HUX, B KOTOpbIX Ph 3amemen (oqun mium Goiee uem
OJIMH pa3) TaJoreHoM (Hampumep, HOJI0M), aMHHO-,
METOKCH-, ruapokcurpymnmnoii, -CH,OH  wm
SO,NH,; -(CH,) ,iipy IHHAIT (Hampumep,
-(CHy),mupuanH-2-1i1), BO3MOXHO 3aMELIEHHBIN
amunorpymmnoii; (CH,),MMUAA30 M WK 3Ty TPYII-
my, B KOTOPOW HUMHIA30JWI 3aMerieH mno N-
nonoxeHuto CygalKkuiaoM (B OCOOCHHOCTH METH-
JIOM).

Mpumepsr R*RN-Cpgankuna qms RY u R?
BKIIIOYAIOT B ce0s OTWINUNCPUINH-1-WI, ITHI-
OUPPOIUIHH-1-11, sTraMopdoauH-1-mwi, -(CHy),
NH(mupuaua-2-un) u -(CH,)oNH,.

Hpumepst Cr.gankni-CH(CH,OH)- mist R
R? Brmouarot B ce6st Me;CHCH(CH,OH)-.

IMpumepsr  apunCysankmwr-CH(CH,OH)- st
R' u R® Brirouator B ce6s PhCH,CH(CH,0H)-, B

0CO0EHHOCTH
: oH

IIpumepsr  apunCiysankuin-C(CH,OH),-
R' u R? Brirouarot B ce6st PhCH,C(CH,0H),-.
ITpumepsr Cj ginKiI0ANKMIA, HE3aBUCHMO 3a-
MEIEHHOTO OJTHOM MM OoJiee YeM OIHOM IpyImoi
-(CHZ)pR6 (manpumep, 1, 2 wim 3 TakuMH rpyImma-

ISt
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MH), IS R! u R? Bxmouator B cebs 2-TUpOKCHU-
IUKIOTICHTUI W 4-aMUHOIUKIIOTEKCHI (B 0COOEH-
HOCTH, TPpaHC-4-aMUHO-IIUKIIOTEKCHLIT).
Hpumepst H,NC(=NH)NHCygankuma ws R
1 R? Brmouator B ce6st H,NC(=NH)NH(CH,),-.
[Iprmeps! rpynm GopMyITsl
(CHz\!a\
P
(CHy)y
IS R! u R? Bxmouator B cebst UPPONTUIUH-3-1II,
MUNCPUINH-3 -1, TANCPUANH-4-UIT WK TPOU3BOJI-
HOE, B KOTOPOM KOJBIEBOH a30T 3amemieH Ci.
GUIKIIIOM (HampuMep, METHIIOM) JIN00 OCH3WIIOM,
terparunpo-1,1 -muokcua THodeH-3-umn, TeTparui-
pormmpaH-4-ui, terparuaporuonupan-4-mr u 1,1-
JIHOKCO-TeTparuapo-1.aMoaa.6-Tuonupan-4-ui.
Hpumepst rpymm -Cygankun-OH wis R u R?
BkitovarT B ceds -CH,CH,OH. Ilpumepsr Cy.g ra-
noremankwia gt R u R BrIowanr B cebs
-CH2CH2C1 u (CH3)2C1C(CH2)3‘
Ipumeps! rpymn GopMyIisl
(CH,)CO(CH,),

NR’
_\(CH:)H /

wis R' 1 R? BKIIIOYAIOT B ceOsi 2-0KCOMAPPOIHIHH-
4-nn, 2-0KCO-MUPPOIUANH-5-UI WK IPOU3BOJHOE,
B KOTOPOM KOJIbIIEBOH a30T 3amenieH C; gaiKuiaom
(HanpuMep, METHIIOM) WIIX OCH3MIIOM.

pumepst apua aus R' i R? Brmouaror B ce-
05 ¢eHm1, BO3MOXHO 3aMEIICHHBIH TAJIOTCHOM
(manpumep, propoM, B 0cobeHHOCTH 4-PTOpOoM).

pivepst Cygankuma ot R’ BKIIOHAIOT B ce-
0s1 meti, a Cyeankumapuiaa s R’ Bxmouaor B
cebs OeH3mII.

IpenmnoururensHo, R 1 R? He mpecTaBisioT
c000i Bostopox 06a 0THOBPEMEHHO.

IIpenmnouTuTenbHyl0 TPYINY COEOUHEHUN
MPEJCTABISIIOT COOON TaKue COCTUHECHUS (POPMYIIBI
[, B KOTOpBIX

R' 1 R® HE3aBHCHMO NpECTABISIOT COBOI
rpyIIIy, BEIOpaHHYIO U3

(1) Cyguuknoankuia;

(2) Bomopona;

(3) apI/IH2CHCH2-;

(4) CaguukmoankuiaCy.galikuia;

(5) Cygankuia;

(6i) apunCi.gankuia;

(7) R*R°N-Cy_gankmna;

(8) Cr.ankun-CH(CH,OH)-;

(9) apunCy.sankun-CH(CH,OH)-;

(20) apunCy.sankun-C(CH,OH)-;

(11) Csgumknoankuia, HE3aBUCHMO 3aMe-
LIEHHOTO OAHOW MM Oojee 4eM OJHOW IpyINOi
'(CHZ)pRG;

(12) HoNC(=NH)NHC . gankuia;

(13) rpymmsl GopMyItbl

(CHy),
N
/)(
(CHy),

(14) rpymnmst hopmyIibl
(CH,).CO(CH,),



(15) apuna;

R* 1 R® HE3aBHCHMO NPEICTABISIOT COBOIL
Bomopo, Ci galIKuiI, apuil, WK NR*R® BmecTe Mo-
TyT NPEACTABIATh COO0M MUPPONHUAMHII, MTHATICPHU-
JUHAI, MOPGOJHHII, a3CTHIUHII, a3CIUHII, TH-
Nepa3suHMI WK N-METHIIHIICPA3HHIT,

=& npencrasiseT coboit OH mmu NHo;

X mpezcraBisieT coooi NR’ wiu SO; u

a ¥ b He3aBHCHMO MpeACTaBIAIOT cO0Oil Iie-
noe uucio ot 0 1o 4 nmpu ycnosuw, 4ro a + b naxo-
JITCS B MHTEpBale oT 3 10 4.

Ipexmournrensro, R' npexcraBiser co6oit
Ph,CHCH,-, apunCygankui-, Cygankuin-, apuinCy.s
ankmwiCH(CH,OH)-, Czgmmxnoankmi, Czg IHUKIO-
ankunCq.gaIKHI-, R4R5N-C1_6am<1/m— WJIM BOJIOPO/I.

Takxke NPEANOYTHTENbHO, R' HpencTaBiser
coboit TeTparuaponupaH-4-mi, TETParuaApOTHOIH-
pan-4-un w1, 1-guokcorerparuapo-1.amoaa.6-
THOTIMPaH-4-WIT.

OcobennHo npeamouTHTensHo, R' mpescras-
JeT coboit thCHCHz', PhCHz-, (CH3)3C(CH2)2',
PhCH,CH,-, apunCH,- (B ocoGeHHOCTH, TIe apuil
NpeJICTaBIsIeT COOOH BO3MOXKHO 3aMEIICHHBIN (e-
HUJI, B YaCTHOCTH, (PeHWIT min (eHII, 3aMCIICHHBIH
rajoreHoM,  OCOOECHHO  HMOIOM, II0  MeTa-
nonoxennto), PhCH,CH(CH,OH)-, nuknonenTw,

Et,CH-, (umxnorekcun)(CHy)o-, (mupponumus-1-
un)(CHy)o-, (Mop¢onuu-1-un)(CHy),- wim Bogo-
pox.

Bollee NpeANOYTHTENBHO, B YacTHOCTH, R
npexacrasisier coboit  Ph,CHCH,-, PhCH,CH,-,
PhCH,CH(CH,OH)-,  uuknoneHTwnm, Et,CH-,
(CH3)3C(CHy) -, (mukimorexcmn)(CHy),- u Boopoy.

IpennoururensHo, R® mpencraBuser coboi
R'R°NC.gakui-, apmi, Cz-guukinoankunCy gai-
k-, -Cygankmn-OH, apunCy.s-ankunCH(CH,OH)-,
terparuapo-1,1-guokcun TnodpeH-3-mi, Cag IUKIO-
ankwi, H,NC(=NH)NHCjgankuin-, Cz-g IuKioan-
KHJI, HE3aBMCHUMO 3aMEIEeHHBIH OJHOM Hiau Oojee
yeM oxaHoW (Hampumep, 1, 2 wmu 3) rpymmoi
-(CH2),R®, Cy.eamknn-CH(CH,OH)-, apunCig an-
KWI- 100 MUPPOIUIUH-3-HJ, 2-OKCOMUPPOITUINH-
4-un, 2-OKCOMMPPONUAMH-5-UJ, MUNEPUIUH-3-KUIT
WIN TUICPUINH-4-1II, B KOTOPBIX KOJBIIEBOH a30T
BO3MOXHO 3amenieH Cj-gankmwiom win apuiCi.g
ANKWIOM (HarmpuMep, OCH3UIOM).

TaKKe NPeANOYTHTEIbHO, R’ HpejcTaBiser
coboit TeTparuaponupaH-4-mi, TETParuaApOTHOIH-
pan-4-un wu 1,1-guokcorerparuapo-1.amMoaa.6-
THOTIMPaH-4-WIT.

[peamouTnTensio, B wactHocTH, R° mpes-
cTaBisieT coboit apui (B 0COOEHHOCTH, KOTJa apuil
MpecTaBiIsieT co00i 3aMeneHHbI GeHmT, 0coOeH-
HO (peHWII, 3aMeIIeHHBIH (TOPOM IO MAParoJIoKe-
Huio), (Mopdonun-1-un)(CHy),-, (mupponuaus-1-
un)(CHy),-, wopOopHmi, (tmkiorexkcun)(CHy),-,
NHy(CH,),-, PhCH,CH(CH,OH)-, uuknomnenTum,
-(CH,),0H, OUPPONUIUH-3-UII, 2-rUApOKCU-
muknonentwi, Me;,CHCH-(CH,OH)-, terparuapo-
1,1-muoxcun tnoden-3-un, N-OeH3UIUPPOIUIUH-
3-un, 4-aMHUHOIMKIOTEKCH, (THpuanH-2-ua)NH
(CHz)2, HoNC(=NH)NH(CH,)z-, apun(CHz)- (B
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OCOOCHHOCTH, KOTJa apwi MPEICTaBISACT COOOM
3aMeIeHHbIH (heHnI, 0COOEHHO (DEeHWII, 3aMelleH-
HBIU 10 TapamnonokeHnnto amurorpymmoi, SO,NH,,
THIPOKCHU- WIM METOKCUTPYIIIOH, TUOO0 1Mo MeTa- U
TaparoIoXeHUIO THAPOKCH- WITH METOKCUTPYIITIOH,
WM KOTJIa apuil TpeNCTaBisieT co0oil N-MeTuin-
MHJA30JIU WIIA TUPHIAHWI (B OCOOCHHOCTH, IH-
PUAVH-2-UJT WU TMUPUAUH-2-WI, 3aMEUICHHBIN 110
METa-TIOJIOKEHHUI0 ~ aMUHOrpymmnoi)) wmn  (3-
CH,OH)denunn(CHy).

Tarxke NPENNnOYTHTENBHO, B YaCTHOCTH, R?
npencrasisier coboit (2-CH,OH)dennn(CHy)- wim
(mumepuauH-1-mn)(CHy) -

Bollee MPEANOYTHTENBHO, B YaCTHOCTH, R°
MIpeACTaBIseT coboi 4-amuHO-TIMKIOreKenn, (1-
metwi- 1 H-umunazon-4-un)-CH,CH,-,  PhCH,CH
(CH,OH)-, mmKJIONEHTHJI, MHPPOTHINH-3-WI WIH
(3-amunO-tupuauH-2-m1)CH,CH,-.

IIpeanodrurensHO, R TpeacTaBIsieT coboit
METHJT WK 3THJ, B OCOOCHHOCTH, STHIL.

IIpeanoururensHo, R* u R® wueszaBucumo
MPEACTaBIAIOT co00ii Bojopon, Ci-gankmin 0o
apun, umt NR'R® BMecte Moryt mpeacraBisTs co-
00l MUPPOTUIUHII, MHUICPUIUMHII, MOPQPOIMHII,
Aa3eTUIUHWI, a3eNMuHWI, Tnunepasuama wim  N-
METHIIITATICPA3UHHUIL.

IIpeamoururenpHo, X TPEACTABISIET COOOM
NR/, O, Swm SO,, B 4aCTHOCTH NR’ uu SO,, B
ocobennoctn NR'.

IpeanournutensHo, 00a a u b mpencrasisor
coboit 2 wnu a mpexacrasisier coboii 1, a b npen-
CTaBJIsIET cO00M 2.

[IpennoyrurensHo, R’ MpECTaBIsIET COOO0M
BOJIOPO/I.

[pennoururensHo, p npeacrasiset coooit O.

[IpennoyrurensHo, R® MpECTaBIsIET COOO0M
OH unu NH,, B ocobennoctn, NHo.

IIpennoyruTensHO, ¢ mpeacTaBiser coboi O
u 6o d npeacrasiseT coboii 2, a € IpeACTaBIsIeT
coboii 0, 6o d npencrasister coboii 1, a e npex-
craBisger coboii 1.

HauGomee mnpeAmnouTHTENBHYIO TPYIIY CO-
CIMHCHUI COCTaBJISIOT TAKUE COCAUHCHHS (POPMY-
b1 (1), B KOTOpBIX

R® MPEJCTABISCT COOOM 3TUI U

(a) R! npexacrasisier coboit CH,CHPh,, a R?
IpeACTaBIsieT co0oi

N, .
unn ;
NH

HITH
(b) R* mpencrasmsier co6oit CH,CH,Ph, a R?
MIPECTaBIsAET COO0M

N
N

I'pynny coenuHeHuil, KOTOPbIE TaKXKE€ MOTYT
OBITh YIMOMSIHYTBI, COCTAaBIIIIOT COCAUHCHHS (op-
myasi (1), B kotopsix R® npescraBsier coboit s,
R npezcrasisier codoit H u R? MpeJICTaBIsIeT Co-
6oii



HO,

Crenyromyo Haubosiee MPEATOYTUTEIBHYIO
IPYyINy COCAMHEHUH COCTABISIOT COEAMHECHUS
dopmyist (1), B kotopeix R® mpexncrasisier coGoit
stun, R npexcrasmsier coGoit H n R? npencrasisier

coboii

HO

N3o6paxenue popmyisl (1) ykassiBaeT Ha ab-
COJIIOTHYIO CTEPEOXHMHIO B TIOJIOKCHHUSX BOKPYT
TerparuapodypaHoBoro Kojbla. B Tom ciydae,
Korja OOKOBBIE IIEMU COAEPKAT XUPAIbHbBIE IICH-
TPBI, U300pPETECHNUE OXBATHIBACT CMECHU DHAHTHOME-
POB (BKJIFOUAs pallEMUYECKUE CMECH) B JHACTEPEO-
MEpOB, PaBHO KaK M WHIUBHIyaJIbHbIC YHAHTHOME-
psl. Kak npaBuiio, mpeAnoyTUTENFHO HCIOIb30BaTh
coequHeHUEe QopMynsl | B (opMe OYHIICHHOTO
€/IMHCTBEHHOT'0 SHAHTHOMeEpa.

Kpome Toro, mpemioxkeH crocod MmonydeHust
coenuHeHUH GopMysl |, mpu KOTOPOM

(2) OoCyIIEeCTBISIOT B3aMMOJEHCTBHE COOTBET-

CTBYIOIIETO coeauHeHUsT (hopmMysl ||
NHR'

N

Y

5 I ¢]
R —N‘N/

HO"  Ton

(1

WM €ro 3aIlUIIEHHOT0 MPOM3BOJAHOTO C COEIUHE-
areM  dopmyast R’NH, wim ero 3amiiieHHbM
MPOU3BOHBIM;

(b) monyuaror coemunenue ¢Gopmynst (1), B
KoTopoM R~ mpencraBisier coboli BOAOpOJ, BOC-
cTaHoBIIeHUEM coenuHerus Gopmyrsl 111

5
>

N~ ‘
2
R NNH:N—I\\N N

1 o}
3
e
N .

HO ™ " OH

N

()

7100 €ro 3alUILEHHOTO IPOU3BOAHOT0; HIIH

(C) CHUMAIOT 3aITUTY ¢ COSTMHEHUS (POPMYIIBI
|, KoTOpOE 3aIKUIIEeHO;

U TIpH JKEJIAaHWM WIN HEOOXOAMMOCTH IIpe-
BpAILAIOT COCAMHEHHE GOPMYIbI | UK ero cojip B
JPYTYIO €T0 COJIb.

B cnoco6e (8) Hal npencrapiset coboit rano-
TeH, HanpuMep Xjop wim ¢rop. Peakmuio criocoda
(a) oObluHO OymyT TPOBOIWTH NpPU HArpeBaHUU
pearenToB 110 Temneparypsl 50-150°C B npucyrcrt-
BHH pacTBopuTens, Takoro kak JJMCO. Kpome To-
ro, Ul JAQHHOH peaKkmuH NpPeANOYTHTENHHO IPU-
CYICTBHE OPraHHYECKOTO OCHOBAaHUS, HaIpHMep
TPU3aMELIEHHOTO OPraHHYeCKOr0 aMuHa (TaKoro
KaK JWM30NPONMITWIAMHUH). B 3THX ycmoBHsax
ocobenno mpeamnouTuteabHo, Hal mpencrasiser
coGoii ¢rop (B ocobennocth, koraa R' mpexcras-
JseT co00it BOIOPO), TAK KaK PEAKIMs HMEET TCH-
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JICHLIMIO K OBICTPOMY NPOTEKAHUIO C BBICOKOH 3(-
(hEKTHBHOCTBIO.

Peaxmust BoccTanoBneHus B criocobe (b) mo-
KeT OBITh OCYIIECTBICHA IIyTEM KaTAIUTHYECKOI'0
ruapupoBanus, HanpuMep Hax Pd/C B crammapr-
HBIX YCIIOBHSX.

[Ipumepsl 3amUTHBIX Tpynn B criocobe (¢) u
CHocoObl MX yHaJleHWss MOXHO Haith B T.W.
Greene "Protective Groups in Organic Synthesis'
(J. Wiley and Sons, 1991). IMoaxopsiiye 3aiuTHbIE
TPYIIBI THAPOKCHIIA BKIIOYAIOT B ceOs ankmi (Ha-
IpUMeEp, METUII), alleTanb (HallpuMep, alleTOHUA) U
arui (HanmpuMmep, aueTHa Win OeH30mI), KOTOpble
MOTYT OBITh YHAJICHBI ITyTeM T'HIPONN3a, U apyiai-
kusl (HampuMmep, OCH3WMIT), KOTOPBIH MOXET OBITh
yIaleH IyTeM KaTaJUTHYEeCKOTO THIPOreHOJIH3a.
IMoxxonsmiye 3amUTHEIE ITPYIIIBI AMHHA BKIIIOYAIOT
B ce0st cynbhoHMI (Hampumep, TO3Wi), arui (Ha-
npuMep,  OCH3WIOKCHMKapOOHHMI  WJIH  TpeT-
OyTOKCHKapOOHWI) M apWIalKui (Harmpumep, OeH-
3WIT), KOTOPBIE MOTYT OBITh yIaJeHBI IyTEM TUAPO-
JIM3a WK THAPOTEHOIIN3a, KaK LeJIeco00pasHo.

Hoaxonsuue conu coenunennit popmyst (1)
BKJIIOYAIOT B ce0s (pU3MOIOTHYECKH TpHEMIIEMble
CONHU, TaKkWe KaK COJNHM IPHCOSIVHEHHS KUCIOTEHL,
HOJIy4eHHbIe M3 HEOPraHWYeCKUX MM OpraHuye-
CKMX KHCIIOT, HalpHMep, T'MAPOXJIOPHIbI, T'HAPO-
Opomuabl, |-rEapokcu-2-HaTOaTHl, ME3WJIATHI,
cynbdatel, ¢ocdarel, aneratsl, OCH30aThI, ITUTpa-
TBI, CYKIIMHATBI, JIAKTATBI, TAPTPaThl, pymMapaTel U
Malleatsl, U, eCli LeJIeco00pa3Ho, COJIM HEOpTraHHU-
YECKUX OCHOBAHWH, TakWe KaK COJH IIEJIOYHBIX
METaJIOB, HampuMmep HaTpueBble cosn. Jlpyrue
conu coeauHeHui Gpopmyinsl (1) BkIOYawT B ceds
COJIM, KOTOpBIE MOTYT HE OBITh (PU3HOJIOTHYECKH
IIpUEMJIEMBIMH, HO MOTYT OBITh IOJIE3HBI IPH MO-
nydennn coequneHnii Gopmyisl (1) u ux pusmomno-
TUYECKU MpuemMiieMblx coyiei. [IpumMepsl Takux co-
JIel BKITIOYAIOT B ce0s1 TpudTOopaneratsl U hopMua-
THI.

[IpuMeps! MOIXOAAIINX COJBBATOB COEAUHE-
Huid popmynsl (1) BKIFOYAIOT B ceOsi THAPATHI.

Coenunennst ¢opMmyinsl |, mpencraBistomue
c00OH CONM MPUCOETUHEHHS KUCIIOT, MOTYT OBITh
MOJTyYCHBI ITyTeM 00paboTKH CBOOOTHOTO OCHOBA-
HUsE GOpMYIIBI | COOTBETCTBYIOIIEH KHCIIOTOM.

Coenunennst popmynsl || mmm ux 3ammiieH-
HOE MPOU3BOAHOE MOTYT OBITH HOJIyYEHBI IyTEM

B3anMoencTBUA coequaenns |V
Hait

N

N N
oy

i
RP—N_ °©
N

HO OoH

WM €ro 3alUIIEHHOTO MPOU3BOAHOTO C COEIHHE-
auem popmymsr R'NH,.

Hal u Hal? ne3aBrcuMo mpencTaBisior coboii
rajioreH, HampUMep XJIop Wik GTop. DTy peakiuio
MPENNOYTUTENIFHO OYAYT OCYIIECTBIATH B MPHUCYT-
CTBUH OCHOBAHHMS, TAKOTO KaK OPraHHYCCKUIl aMUH
(HampuMep AMM3OMPONMMIITHIAMHHA), B COJBBATE,
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TAKOM KaK CIUPT (HAIpHUMeEp, WU3OMPOIMAHOIN), MPH
TIOBEIIICHHON TeMIlepaType (HampuMmep, TemIiepa-
Type AederMaium).

Coenunennst popmyns || wmm ux 3ammmies-
HOE TPOM3BOJHOE MOTYT OBITH IONYYEHBI IIyTeM
B3aMMOJeHCTBHS coearHeHns Gopmydsl [TTA

Ny

N

N v
Hai——L\ l N\>
n=n N

3 r o
R N, 7
N

HO™ OH
roe Hal mpencraBisier co6oil ramore, Hampumep
XJIOp WK (TOP, WM €ro 3allUIICHHOTO MTPOU3BO/-
HOro ¢ coemuuenneM dopmyasi R°NH, B cram-
JAPTHBIX YCIOBHSIX.

Coenunenust Gopmyns! |IIA wnn wux 3amu-
IIEHHOE TPOW3BOJHOE MOTYT OBITH HOJYYEHHI IMy-
TeM B3aUMOJEHCTBUS coeauHEeHHus ¢Gopmyisl |V
WIM €ro 3alUIIEHHOTO HPOM3BOAHOTO C a3HIOM,
HalpyMep a3uIOoM HaTpPHs, B CTAaHJAPTHBIX YCIOBH-
AX.

(1A

Coenunenne dopmynsl |V wim ero 3ammu-
[IEHHOE MPOU3BOJHOE MOTYT OBITH MOJIYYEHBI My-
TEM B3aHMOJICHCTBHS COCTUHEHUS PopMyIbl V

N=N
3 N/
R™— / fo)
N L M),
o " oH

rze L npencrasnsier co0oi yXosiyto IpyIiy, Win
€ro 3alIUIIEHHOr0 IPOU3BOJHOIO ¢ 2,6-1UraiaoreH-
MTypUHOM, Hampumep, 2,6-TUXIOPITyPHHOM.

[IpeanovYTuTeNnsHO HCMOIB30BATE COCIMHE-
uue Gopmynsl V, tae 2- 1 3-THAPOKCUIIBHBIC TPYII-
Bl PUOO03BI 3aIUIIECHBI, HATIPUMED, AIlleTHIIOM.

VYxomsamas rpymma L MokeT mpencTaBisAiTh
coboit OH, HO mpennoYTUTENbHO OYAET MpeCcTaB-
JTh €000 C1.6aJIKOKCUTPYIITY (HapuMep, METOK-
CH WJIH 3TOKCH), d()UPHYIO T'PYNIHPOBKY (HArpu-
Mep, aleTUIOKCH WM OCH30WJIOKCH) WMJIM TajloTreH.
[IpeamoutnrensHoil rpynmoi L siBiasiercss ameTtH-
JokcH. Peakuus MOXeT OBITh OCYIIECTBIEHA ITyTEM
00BEeIMHEHNSI PEareHTOB B MHEPTHOM PACTBOPHTE-
ne, TakoM kak MeCN, B TPHCYTCTBHU KHCIOTHI
JIptouca (manpumep, TMCOTS) u JIBY, u Harpesa-
HHA 10, ckakeM, 70-80°C.

Coenunennst GpopMysbl V MOTYT OBITH IOJTY-

YeHBI U3 coenrHeHust popmysl VI
N=N
1

RI—N_ o Oalk
N

6 0
X
rae ak npeacrasiser coboit Cy.galnKkui, Hanpumep,
METHII, IyTeM OOpabOTKH COETMHEHUS (POPMYIIBI
VI TpupTOpYKCYCHOH KHCIOTOW B BOAE C IOCIIE-
NIyIOIled TepeyCTaHOBKOW 3alllUThI, HaNpuUMep,
MyTeM B3aUMOAEWCTBUS C YKCYCHBIM aHTHAPUIOM B
TUpPUANHE.
Coenunenwnst popmyisl V, B KoTopoit L npen-
CTaBJIsIeT cOOOH TaJIoTeH, MOTYT OBITH MOJTYYCHBI U3
cooTBeTcTByIOmUX 1-cnmpra wim 1-adupa, Takoro

(v,
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kak areraT. OObIYHO peaknus OyIeT MPOTEKaTh
npu obpaborke Oe3poxusiMu HCl wam HBr. 1-
Honmuasl MOTYT OBITH TOJTYYEHBI HEMOCPEICTBEHHO
mpu  00paboTKe TPUMETWICHIMINOAUIOM, a 1-
(¢ropuasl MOTYT OBITH MOJIy4EHBI MPH 00pabOTKe
JACT. Kak mpaBuio, moaxoasmuM OyaeT WHepT-
HBI PacTBOPHUTENH, HAPUMED JAMATHIIOBEIN ddup,
JXM, THF umu CCl,.

Coenunenne ¢opmynsl VI Moxer OBITH HO-
Jy4eHo 1o cxeme 1.

Cxema 1
[¢)
S0
Oy O Cradust O _.OMe Cradas HO/\chMe
"o /\ij eOn, aseroy 1O /\< T TEM TG, EOAC
—_——
e
HO oH ﬂé}oxyp/a,aﬁ Q o NaoHc:N:.:f:o, 0_><o
- pH 34,
o-Pudoga.  AYCTOHx e
[-Tvs)
Craduds ENL XN
N,
Y 0%
A Crad %
) Cradus s Nz O _ome Craduxs I\ O _ome
BN »\gom( NaN,, NH,CI \<_/ « POC 4 HAT HN/\Q/
N T B - K3
H . A b 0><o MeCN 0><0
o o
S
1
Crodups R}ﬁl
Ny v
/ N

O><° ( o1dener acfan/anzpqw.:eéj

OcHOBHBIE YCIIOBUS TSt Craauii 1-6 n3BecTHbI
cneuuanucTaM. Taxke TOHSTHO, YTO PEarcHTHl U
YCJIOBUSI, U3JIOKEHHBIE Ha CxeMme 1, mpencraBiieHb
B KadyecTBe 00paslia, a Ipyrue pearcHThl U yCIOBUs
JUISl TOCTYDKCHMSI TeX K€ XMMHUYECKHX IIpeBparie-
HHUH MOTYT OBITH M3BECTHBHI crienuaincTam. Hampu-
Mep, UIs ojdy4deHus B coeauHeHusx Gopmyn VII u
VI ppyroii yxopsmei Cp gadKOKCUTPYIIbl Ha CT-
amuu 1 MokeT OBITh MCIOJB30BaH JAPYTOH CIHPT,
nanpumep, CygankuwioBslii coupt. CoeanHeHus
dbopmyner VI, mias KOTOpBIX KenaTenbHa YXOMIs-
mas rpynmna momumo OMe, MOTYT OBITh TTOJTY9EHBI
M0 aHAJIOTMU C METOJOM, OMHCAHHBIM BBIIIE IS
NoJTyueHus: coequHeHni popmyisl V. s 3amunTh
3- 1 4'-TUIPOKCHIBHBIX TPyNIl Ha pubo3e Ha Cra-
i 1 MOTyT OBITH MCIIONIB30BAHBI JPYTHE TPYIIIHL.
Kpome Toro, obHapyxeHo, 4To Craausi 5 mpu xe-
JIAHUM MOXKET OBITH OCYIIECTBJIICHA C HCIOJIB30Ba-
HHEM a3uJOTPUMETHICHIIAHA M OKCHJAA TUOYTHIO-
JIOBA B TOJIyOJIE.

Ilocne Cramuu 6 3arps3HEHHBIA MPUMECSIMU
MPOXYKT MOXET OBITh OYHUINEH C UCIIOJIb30BAHHEM
OOIIENPUHATHIX METOAWK U, B OCOOCHHOCTH, C WC-
MOJIb30BaHUEM (IIAII-XpoMaTorpaduu Mo JIaBie-
HHeM azora. OOHapy»XEHO, YTO YIOBIETBOPHUTEIb-
HBIC YCJIOBHS BKJIIOYAlOT B ceOs 3arpy3Ky 3arpss-
HEHHOTO IPHUMECSIMH NPOAYKTa B MUHHMAJILHOM
obbeMe auxiopMeTana Ha KonoHKy ¢ Keiselgel 60
(Merck 9385) u smronpoBaHKe, MPUMEHSS Tpajv-
EHTHYIO CHCTEMY PacTBOPHTENEH C HCIIOIb30BaHHU-
em stnanerata (10-40%) B HUKIIOreKcaHe.

Kpome Toro, coemuuenus ¢opmynsr || u ux
3allUIIEHHBIC TIPOU3BOHBIC MOTYT OBITh MOJTY4EHBI
MyTeM B3aUMOACWCTBHS coequHeHus (Gopmyisl V
WIN €ro 3alllUIIEHHOT0 MMPOM3BOIAHOTO C COEIUHE-
uueM gopmyist V|
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NHR'
NS
Atig

B xotopoit Hal npencrasisier coboii rajioreH, Ha-
OpUMeEp XJIOp WK (PTOp, BO3MOKHO C MOCICAYIO-
MM CHSATHEM 3allUTHl WU CHATHEM 3alllUTBl H
TepeyCTaHOBKH 3aIIHTHI.

[IpeanovYTuTeNnsHO HMCTONB30BAaHUE COCIMHE-
HuK Gopmynsl V B 3ammmeHHold ¢opme. B dact-
HOCTH, TIPEANOYTHTEIHHO, 110 MEHBIIEH Mepe THI-
POKCHIIbHAsI TpYIa B TOJIOKEHUH 2 Ha pubose
3alUIIcHa B BHUAC I(PUPHOU TPYIIEI, HAPUMEP
aleTIWIOM WM OCH30MIIOM, TIOCKOJIBKY OHa HUMEET
TEHJICHIMIO TPUBOIUTH K OONBIICH CTEpeoCIenu-
(uvHOCTH B peakuuu covetanus. [IpeamnodruTerns-
HO, THIPOKCUIILHBIC TPYIITBI B MOJOXKCHHUAX 2 U 3
3alUIICHB]  aneTHiIoM. lloaxomsmme yXOZsIue
rpynnel L omucansl panee. IIpeanmodyTuTensHOM
YXOMSIIEH TpymIoi L sSBiseTcst aleTHIOKCH.

DTOT crocod MpeanoYTUTENIeH, B YaCTHOCTH,
korma Hal mpexncrasisier coboii Gprop (1 B 0cobeH-
HoctH, koraa R' mpexcraBisier coGoil BOZOPOI),
MOCKOJIBKY OOBIYHO JaHHAs pPEaKmus IMPOTEeKaeT
ObICTPO U 3(PPEKTUBHO U MOCKOJBKY JaHHAS peak-
Ul UMEET TCHICHIMIO NPOIYIUPOBATH MPOIYKT
BBICOKOW CTETICHU KPUCTAJUIMIHOCTH.

[pwu sxeTaHUU ¢ MPOAYKTA ITOH PEaKIMH MO-
JKeT OBITh CHSTA 3aIlUTa B OOIICTIPUHSATHIX YCIOBU-
X, HampuMmep o0paboTKo# cnupToM (Hampumep,
M30TIPOIIAHOJIOM) B MSTKHX IIEIOYHBIX YCIOBHUSIX
(Hampumep, B IPUCYTCTBUHU KapOoHATa KaJus).

B3aumoneticteue coennuenuit Gopmynsl V (B
3aIUIIeHHON (opMe) W COoenmMHEHUH (HOPMYITBI
VIIl MoxeT OBITh OCYIIECTBICHO B MPHCYTCTBUH
kuciotel Jlbtouca (Hampumep TMCOTf) u Bo3-
MOXHO CHIMIHMpYlomero arenta (Hanpumep, BCA)
B MHEPTHOM DPACTBOPHUTEJE, TAKOM KaK allcTOHHUT-
pui, ¢ mocneayroei o0padoTKoH, HanpuMep, BO-
nmoi. B Tom ciyuae, korma L mpencraBnser co0oit
rajyoreH, KUcioty JIbtonca OOBIYHO OIMyCKAoT, ec-
JIM TIPUCYTCTBYET CHIIMTUPYIOIINI areHT.

W3BecTHBI HEKOTOPBIE COCOMHEHUS (HOPMYITBI
VIIl. dpyrue coemunaenus dopmynsr VIII Moryt
OBITH TIOJYYEHBI ITyTEM B3aMMOJCHCTBHS COEIHHE-
HUs hopmMyIsl | X

Hal®

NI ~ N\>
)\N/ If:]{
B koTopoii Hal u Hal? HesaBucHMO mpeacTaBIsioT
coboii rTamoreH, HampuMep XJop wid QTop, ¢
R'NH, B 06LIEIPHHSATHIX YCIOBHSIX.

Coemuuenns popmyiast R'NH,, RNH, u 1X
100 W3BECTHBI, MO0 MOTYT OBITH MOJYYEHBI 00-
HIEHPUHATHIMH METOIaMH, U3BECTHBIMU PEr Se.

CnocobHocTs coeanHeHuit dopmynsr (1) k
UHTHOUPOBAHUIO (YHKIMK JICHKOIIMTOB MOXET
ObITh MPOJAEMOHCTPUPOBAHA, HAMPUMEP, MO WX

CIIOCOOHOCTH HMHTHOMPOBATH OOpa3OBaHUE IEPOK-
cuga (O;) HM3 HEWTPOPHIOB, CTUMYJIMPOBAHHBIX

Hal Vi),

Hal (1X),
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XEMOATTPAKTAaHTAMH, TAKUMHU Kak N-(hopMuUiIMeTH-
onmn-neinmn-penunananna  (fMLP). Cootsercr-
BEHHO, coeauHenus Gpopmyisl (1) Bo3MoxHO OyIyT
OKa3bIBaTh OJArONPUSITHOE TepaneBTHYECKOe Iei-
CTBHE B 00€CIeUYeHHH 3alIUThl OT UHAYIUPOBAHHO-
ro JICWKOLMTAMU MOBPEKICHHsI TKaHU NP 3a00I1e-
BaHMSX, KOTAa JICWKOLMTHI BOBJEKAIOTCS B MECTO
BOCTIAJICHUSI.

IIpumMeps! 0ONE3HEHHBIX COCTOSHHMA, MPH KO-
TOPBIX COCIAWHEHUS 1O H300pPETCHUIO 00JamaroT
BO3MOXKHBIMH OJIArOMIPUATHBIMU TIPOTHBOBOCIIAIIH-
TeNbHBIMA 3¢ (eKTaMu, BKIIOYAIOT B ceds 3abore-
BaHMs JBIXAaTENBHBIX MyTeH, Takue Kak pecrupa-
TOPHBIH JUCTpecC-CHHAPOM Yy B3pocisix (ARDS),
OpOHXUT (BKJIIOYAs] XPOHUIECKUH OPOHXUT), MYKO-
BUCIIM03, acTMa (BKJIOYas BbI3BaHHBIC ajliepre-
HaM{ aCTMAaTHYECKUE PEaKINH), XpOHHIECKoe 00-
cTpyktuBHOe 3aboneBanue jerkux (COPD), smpu-
3eMa, pUHUT U CeNTUYecKuil mok. [pyrue pojuct-
BEHHbBIC OOJIC3HECHHBIC COCTOSHHUS BKIIOYAIOT B CeOs
3a00JICBaHUS JKEITYIOYHO-KHIIICYHOTO TPaKTa, Ta-
KHE KaK KHIICYHBIC BOCTIATUTEIbHEIC 3a00ICBaHNS,
BKIFOYAss BOCHAIUTEIBHOE 3a00JICBAHUE TOJICTOM
KHUIIKY (HampuMmep Oone3np KpoHa wim Hecnenu-
(udeckuil S3BEHHBIA KOJUT), WHAYIIUPOBAHHBIH
Helicobacter-pylori ractpur ¥ moGOUYHBIE KHIIEY-
HbIE BOCHAINTEIbHbIE 3a00JICBaHUs, BbI3BAHHBIC
pamuoaKTHBHBIM OOJNydeHHEM W JKCIIO3ULUEH aj-
JIepreHaMu, M racTpomnaTHs, WHIYIHPOBaHHAs He-
CTEPOUIHBIMH TPOTHBOBOCTIAIIUTEIBHBIMU  JIEKap-
CTBCHHBIMH cpelicTBamMu. boree TOro, coenHEHUS
0 M300PETEHUIO0 MOTYT OBITh HCIOJB30BAHBI IS
nedeHUs 3a00JICBaHUA KOXKH, TaKMX Kak ICOpHa3s,
aJIEPTUYECKUil JEPMATHT U PEAKIMU MOBBIIICHHON
YYBCTBUTEIBHOCTH, U 3a00JICBaHHN I[CHTPATBLHON
HEPBHOW CHCTEMBI, KOTOPEIC UMCIOT BOCHAIUATEIh-
HBbI KOMIIOHEHT, HampuMmep, 00Jie3Hb Anblreime-
pa U paccesiHHbIN CKIIEpO3.

Crnenytromue mpuMepsl 00JE3HEHHBIX COCTOSI-
HU, A7l KOTOPBIX COCAMHEHHUS] MO H300pETeHHUIO
00J1a1af0T BO3MOKHBIMH OJIarompusTHEIME 3 dek-
TaM¥, BKJIIOYAIOT B ce0s KapaualbHbIC COCTOSHUS,
Takue Kak 3a0oseBaHue mepu)epuIecKix COCYIOB,
MOCTHIIEMHYECKOE penepy3noHHOE NOBPEXKICHNE
U CHHIPOM IOBBIINICHHOT'O COJCPXKAaHUSA 303UHODU-
JIOB Y HOBOPOXKICHHBIX.

CoenuHeHus 10 M300pPETEHHIO, KOTOPHIE HH-
THOUPYIOT QYHKITUIO JTUM(OITUTOB, MOTYT OKa3aTh-
Csl TIOJIC3HBIMU B Ka4eCTBE MMMYHOJETIPECCHBHBIX
areHTOB U, TAaKUM OOpa3oM, MOJIE3HBIMU MPH JieHe-
HUM ayTOUMMYHHBIX 3a00JIeBaHUil, TAKUX KaK PEB-
MaTOH/IHBIH apTPUT U JHa0eT.

Kpome Toro, coemuHeHHs IO H300pETCHHUIO
MOTYT OKAa3aThCs MOJE3HBIMU JUII WHTHOUPOBAHUS
00pa30BaHUsI METaCTA30B.

CaMmble BaKHBIC 3a00JICBaHUS BKJIIOYAIOT B
cebst actmy u COPD.

CrerranmucraM OyJeT SICHO, 9YTO YIOMUHAHUC
31IeCh O JICUCHHUU PACIIPOCTPAHICTCS KaK Ha Mpogu-
JIAKTUKY, TaK ¥ Ha JICYCHUE YCTAHOBIICHHBIX CO-
CTOSIHUI.
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Kak ynomsiHyTO BbIIIE, coeauHeHUsT Gopmy-
a6l (1) mone3Hsl B MEAMIMHE M B BETEPHHAPUH, B
YaCTHOCTH, B KadeCTBE MPOTHBOBOCHAIUTEIbHBIX
arcHTOB.

TakuM 00pa3oM, B KayecTBe €lle OJHOro ac-
MeKTa W300peTeHUs] TPEIIOKEHO COCAMHECHHUE
dopmyisl (1) win ero GU3UOIOTHYECKH TIPHEMIIE-
MBIE COJIb JIMOO CONBBAT JJISl UCIIOJIL30BAHKS B Me-
JIMIUHE WA BETEPUHAPUH, B YACTHOCTH, NP JIeUe-
HUH TAIUEHTOB C BOCTIAIUTEIbHBIMU COCTOSHUSIMH,
KOTOpBIE BOCIPUUAMYUBBEl K HHIYIHPOBAHHOMY
JIEUKOIUTAMU MTOBPEKICHHUIO TKAHU.

CoracHo ele 0JJHOMY aclieKTy n300peTeHus
NpPe/IOKEHO NPUMEHEHHE COeTUHEHHs (OpMYIIbI
(I) mmu ero QU3HONIOTUYECKH NPUEMIIEMBIX COJIM
aub0 conbBaTa C LENbI0 TPOWU3BOJCTBA JIEKAPCT-
BEHHBIX CPEJICTB JUIsl JICUCHHUS MAIMEHTOB C BOCIIA-
JUTENBHBIMA COCTOSIHUSIMH, KOTOPbIE BOCHPHUHM-
YHMBBI K WHIYLHHUPOBAHHOMY JISHKOIIMTAMH TIOBPEXK-
JICHUIO TKAHH.

Eite B OJHOM WJIM aabTEPHATUBHOM ACIIEKTE
M300peTEeHNs MPEITI0KEH CIOCO0 JedeHus CyObeK-
Ta, YEJIOBEKA WJIM XHUBOTHOTO, C BOCHIAIUTEIBHBIM
COCTOSIHAEM, BOCIIPHUMYHBOIO K WHIYIHUPOBAHHO-
My JICHKOI[UTaMH TIOBPEXICHUIO TKaHH, IPU KOTO-
pPOM yKa3aHHOMY CyOBEKTY, UENOBEKY HJIH KHBOT-
HOMY, BBOJAT 3P (GEKTUBHOE KOJIMYECTBO COCIUHE-
st popmyisl (1) win ero GpU3HOIOrHYECKU IIPHU-
eMIIEMBIX COJIH JIN0O CoNbBATA.

CoeuHeHHUsST TI0O W300pPETECHUIO MOTYT OBIThH
NPUTOTOBJICHBI B BUJE Mperapara JUis BBEICHUS
JMOOBIM yIOOHBIM CIIOCOOOM, H, CIICIOBATEIBHO,
n300peTeHre B CBOE 00BEME OXBaTHIBAET, KPOME
TOro, (apMaleBTHYECKUE KOMIIO3UIIMU [UI HC-
MOJIb30BAHUS B MPOTHBOBOCIAIUTEILHON Teparuu,
comepxkainue coequHenue ¢Gopmynsl (I) wim ero
(hHU3MOIOTHYECKH MMPUEMIIEMBIE COJIb JINOO CONBBAT
BMecCTe, MpH JKeNaHWW, C OJHHM WM Oojiee uem
OJTHUM (PU3HOJIOTHYECKU TPUEMIIEMBIM pa30aBUTe-
JIeM WJIH HOCHTEJIEM.

Kpome Toro, mpemioxken crocod MoaydeHust
Takol (hapMaLeBTHIECKOW KOMITO3MIIUH, KOTOPBIHA
BKITIOYAET B ce0sl CMEIIMBAHUE UHTPEIUCHTOB.

Hampumep, coenuHeHHs 1O H300pETEHUIO
MOTYT OBITh IPUTOTOBJICHBI B BUJIE MpenapaTa st
MEepOPaIbHOrO0, TPAHCOYKKAIBHOTO, MapeHTepalib-
HOTO, MECTHOTO HJIM PEKTAIbHOTO BBEICHUS, MPE/I-
MOYTUTENBHO AJISI IAPEHTEPATLHOIO MJIM MECTHOTO
(HampuMep ¢ TIOMOIIBIO a3P030Jis) BBEIACHHS.

TabneTku U KancyJbl Asl NepOpaIbHOTO BBe-
JICHUSI MOTYT COZEPKaTh TPAJAUIHOHHBIC YKCIUIIH-
€HTBI, TAKUE KaK CBS3BIBAIOLINE areHThI, HAIIPUMED,
CHpPOI, apaBHHCKYI0 KaMelb, JXENaTHH, COpPOWT,
TparakaHT, PaCTUTENbHBIN KIICH KpaxMaia, eJITo-
JI03y WM TMOJUBUHUIITUPPOIUIOH; HAMOIHUTEIH,
HarpuMmep, JaKT03y, MUKPOKPUCTAILTHIECKYIO LIell-
JIOJIO3y, caxap, KYKypy3HbI Kpaxmai, ¢ocdar
KaNbIMsl WX COPOUT, CMa3bIBAMOIIHE BEIIECTBA,
HarpuMmep, CTeapaT MarHus, CTEApUHOBYIO KHCIIO-
Ty, TajbK, MOJMITUICHIJIHUKOIb WIH JUOKCHUI
KPEMHHSI; Pa3pBIXJIHUTENH, HaANpuMep, Kaprodelnb-
HBIIl KpaxMal, HAaTPHEBYIO COJIb KPOCKapMEO3bl
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WIN HAaTPUH Kpaxmaj TIHMKOJIAT; MO0 YBIAXHSIO-
IIMe areHTHl, TaKhe KakK JaypuiICyiab(par HaTpHs.
TalbyieTkn MOTYT OBITH TIOKPBHITHI 000JIOUKOHN B CO-
OTBETCTBHH CO CIOCO0aMH, XOPOIIO H3BECTHBIMH
cnenuanuctaMm. JKuakue mpemapaTel Ui Tepo-
pa’bHOTO BBEICHHUS MOTYT OBITH B ()OpMe Hampu-
Mep BOJHBIX JHOO MACIIIHBIX CYCIIEH3WH, pacTBO-
POB, SMYJBCHUH, CHPONOB WM DIHKCHPOB, JHOO
MOTYT OBITh IIPEJICTABIECHBI B BUIE CYXOT'0 IPOIYK-
Ta A7l CMEIIMBAaHUS C BOJOH WJIM JAPYTMM IIOJXO-
JIIUM pa30aBuTeeM Iepesa ynorpebdienueM. Ta-
KHe JKHUAKHE TperapaTtbl MOTYT COAEpXKaTh Tpaau-
LIMOHHBIE J00aBKH, TAaKMe KaK CYCIICHIUPYIOIINE
areHTHl, HAIpUMep, CUPON cOpOWTa, METHUILEIUTIO-
JI03y, TIIOKO3HBIN/CaXapHBIA CHPOTI, )KEJIATHH, THII-
POKCHMETIIIIIECIUTION03Y, KapOOKCHMETHIIIEIITIONO0-
3y, Telb cTeapara aJlOMUHHS WIH THIPOTCHU3UPO-
BaHHBIC IHIIEBBIC )KUPHI; IMYIBIUPYIOIINE areHTHI,
HampuMep, JICEIUTHH, COpOMTaHA MOHOOJEAT WIH
apaBUICKYIO KaMmellb; pa30aBUTENN HEBOJIHOM NpH-
poap!l (KOTOpBIE MOTYT BKJIIOYATh B ceOsl MHIIEBbIC
Macja), HalpuMmep, MUHAAIBHOE Macio, (pakuuo-
HHPOBAaHHOE KOKOCOBOE Macjo, MacisHbe 3(QHPHI,
TIPOTIMJICHIIIMKOIIb WIIM 3TWIOBBIN CIHMPT; MM KOH-
CEpBaHTHI, HAPUMEpP METHJI- JTHOO TMPOIUI-Tapa-
THIPOKCHOEH30aThl WM COPOMHOBYIO KHCIIOTY.
JlaHHBIE TIpemapaThl MOTYT TaKKe coAepxkarb Oy-
(epHBIE COMM, KOPPUTEHTHI, KPACUTENH W/HIIH TOJ-
cracTuTenw (HampuMep, MaHHHUT), KaK IeIecoo0-
pasHo.

Kommnozuiun Juis TpaHCOYKKalIbHOTO BBeje-
HUSI MOTYT IPUHHMMaTh (OpMYy TaOJICTOK WM Jie-
TIeIIeK, U3TOTOBJICHHBIX TPAJIUIIMOHHBIM CIIOCOOOM.

Kpome Toro, coeauHeHnst MOTyT OBITH IPHUIO-
TOBJIEHBl B BUJAE CYIIO3UTOPHEB, HAIPUMEpP CO-
Jiep KaliuX TPaAUIHOHHBIE OCHOBBI JUIS CYMIIO3H-
TOpHUEB, TaKME KaK MAacjo Kakao WM OPyrue IIu-
LEPUIBL.

Kpome Toro, coenuHeHHs MO NaHHOMY H30-
OpEeTeHNI0 MOTYT OBITh MPUTOTOBJICHBI JJISI apeH-
TEPaJbHOTO BBEJCHUS MYTEM HHBEKIHMH YAapHOU
JI03bI BEIleCTBa WJIN HENPEPBIBHONH MHY3UH U MO-
I'yT OBITh TIpeCTaBlIeHBl B (oOpMe CTaHAApPTHOMH
JI03bl, HATIPUMeEp B aMITyJsax, GrakoHax, HHy30pax
MaJloro o0beMa WM IPEABAPUTENHHO 3aIlOJIHEH-
HBIX IIMNPUIEAX, 100 B MHOTOJ030BBIX KOHTEIfHe-
pax ¢ nobaBieHHBIM KOHcepBaHTOM. Kommoznimn
MOTYT NpUHHMaTh Takue (HOpMbI, KaK pacTBOPHI,
CYCIICH3UH WA 3MYJIBCHUHM B BOAHBIX JTHOO HEBOI-
HBIX pa30aBUTENSX, U MOTYT COJEpXaTh COCTaB-
JISIOIIME TpenapaT areHThl, Takue KaKk aHTHOKHCITH-
Tenu, Oydepsl, aHTIMUKPOOHBIE areHTHl W/IIH pe-
Tynupyronme TOHWYHOCTh. C JApyroil CTOPOHHI,
AKTHBHBIH MHTPEIMEHT MOXET ObITh B (opme mo-
poOIIKa JUIsi CMEIIMBAHUS Tepe] NPUMEHEHHEM C
MOJXOSIIIMM pa30aBHUTeNIeM, HalpUMep, CTEPUIIb-
HOW amuporeHHoW Boao#. JlaHHas ¢opma mpen-
CTaBJIEHUs Ipernapara B BUJIE CyXOro TBEPJOro Be-
IIECTBAa MOXKET OBITh MOJyYeHA ITyTeM 3alloJIHCHUS
CTepIJIBHOTO TIOPOINKA B OTJACIBHBIE CTEPUIbHBIC
€MKOCTH B AaCENTHYECKHUX YCIOBHAX WIH ITyTeM
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3aMOJIHCHHS CTCPUIILHOTO PACTBOPA B KAXKIYIO €M-
KOCTb B CETITHUECKUX YCIOBHAX U JINO(PHITI3AIIHH.

MecTHOE TIpEMEHEHHE, UCIOIh3yeMOe 3/1€eCh,
BKIIIOYAaeT B ceOs NMPUMEHEHHE ITOCPEACTBOM HH-
cybdnsammm n wHTamsmuu. IlpuMmepsl pa3THIHBIX
TUIOB TpemapaTa JUII MECTHOTO IIPHUMEHEHUS
BKITIOYAIOT B ce€0s1 Ma3H, KPEMBI, JIOCHOHBI, ITOPOTII-
KU, TICCCApPHH, CIIPEH, adPO30JTH, KAICYJIbI UIIH Kap-
TPHUDKA ISl MCHOJB30BAHUS B HMHTANATOPAX WU
uHCY(GGIIATOpaX, PacTBOPBI JUTS PACTBUICHUS WIIH
Kam (HampuMep TIa3HbIC KaIluld WM Kaluld B
HOC).

Masu u KpeMbl MOTYT OBITh MPHUTOTOBIICHHI,
HarpuMep, Ha BOJHOM UM MaciIsTHOM OCHOBE C J10-
OaBJIeHHEM TOIXOMSMIINX 3aryIIalomuX W/HUIU Te-
Neo0pa3yoIKUX areHToOB W/WIM PacTBOPHUTEIEH.
Takue OCHOBBI MOTYT, TAKHM 00pa3oM, BKIIFOYATh B
ce0s, HampuMep, BOIY W/WIM MAacjo, TaKoe Kak
KUIKAN TTapaduH W PacTUTENFHOE Macio, TaKoe
KaK apaxucoBOE MAacli0 WJIH KacTOPOBOE MAcIio,
00 PacTBOPUTENb, TAKOH KaK ITOJMITHIICHIIIHU-
KOJIb. 3aryCTHUTEIH, KOTOPBIE MOTYT OBITH HCIOJb-
30BaHbl, BKIIIOYAKOT B ce0sl MATKHUI mapaduH, crea-
paT aTIOMUHUS, NETOCTCAPHJIOBBIA CIHPT, MOJH-
STHJICHTIIMKOIHA, MHKPOKPHUCTAIUIMICCKHH BOCK H
MTYEITUHBIA BOCK.

JlockoHBI MOTYT OBITH IPUTOTOBIICHBI HAa BOA-
HOW WJIM MAacCIITHOW OCHOBE W OOBIYHO OyayT co-
JepXxKaTh, KpOMe TOTO, OIWH Wi Ooiee 4eM OIuH
SMYJITUPYIONINH areHT, CTAa0MIIN3UPYIOIINA areHT,
JICTICPTUPYIOMIUI areHT, CyCICHIUPYIOIIUN areHT
WK 3aTYIIAOINHA arcHT.

[Mopomrku ast HApY>KHOTO YHOTPEOICHUSI MO-
T'YT OBITH C()OPMHPOBAHBI C TIOMOIIBIO JIO00H TOoA-
XOJISIIEH MOPOITKOBOY OCHOBEI, HATIPUMED TalIbKa,
JIAKTO3bI WU Kpaxmana. Kamim MoryT ObITh TIpUTO-
TOBJICHBl Ha BOJHOM WM HEBOJHOM OCHOBE, CO-
JiepKale TakKe oAWH WM Ooiee 4eM OIWH JHC-
MEPTUPYIONUN areHT, COMIOOMIN3UPYIONIHA areHT
W CYCTICHIUPYIOIINI areHT.

Komnozuimun 1 pactbUieHHS MOTYT OBITh
MPUTOTOBJICHEI, HAPUMEP, B BUJIC BOIHBIX PacTBO-
POB MM cycneH3uit 1mbo B BUIE a’po30Jie, 1oc-
TaBJISIEMBbIX U3 HAXOJAIIMXCS TOJ NABJICHUEM YIia-
KOBOK, C HCIOJBh30BAHUEM IMOAXOJSIICIO IPOMEI-
JICHTa, HAIpHUMEp, IUXJIOpAU(TOpMETaHa, TPH-
xnopdropmerana, auxioprerpadropsrana, 1,1,1,
2,3,3,3-renradgTopnponana, 1,1,1,2-terpadropata-
Ha, TUOKCHIA YTIIepoia WK APYTOTro MOIXOASIIIETO
rasa.

WnuTpanasansHble CTIpEeH MOTYT OBITH MPHUIO-
TOBJICHBI C WCIOJBH30BAHHWEM BOJHBIX HIIM HEBOI-
HBIX HAIlOJHHUTENEH ¢ J0OaBICHHEM areHTOB, TAKUX
KaK 3arymarolue arcHThl, Oy(epHble COIH, WIH
KHCJIOTa JUOO INEeN0o4Yb, U1 peryiupoBanus pH,
areHTHI, PEryIHPYIONINEe H30TOHUYHOCTh, WIN aH-
THOKCHJIAHTEL.

Karmcynel ¥ KapTpumIKu, HaIpUMep, U3 JKea-
TUHA, WU TUIACTHIPH, HAIPUMED, U3 JIAMUHHPOBAaH-
HOW aIFOMHMHHEBOW (DOJIBTH, ISl UCTIOIH30BAHUS B
WHTANITOpaXx WM WHCYy(pduaropax MoOryt OBITH
MIPUTOTOBJICHBI COMCPKAIIUMH TOPOIIKOBYIO CMEChH
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COCAMHEHUS 110 M300pPETEHHUIO U MOAXOISIIYI0 HO-
POIIKOBYIO OCHOBY, TaKyl0 Kak JaKTO3a WIIM Kpax-
MaJl.

PacTBOpHI 17151 MHTATIAINH ITyTEM PACIIBLICHUS
MOTYT OBITh TPUTOTOBJICHBI Ha OCHOBE BOJHOTO
pa3baButens ¢ H0OaBICHHEM AareHTOB, TAKHX Kak
KHCIIOTa WM IIEeJI04Yb, OydepHbie CONM, arcHTHI,
PETYIUPYIOIINE HM30TOHUYHOCTh, WM aHTHMUK-
pobuble cpenctBa. VX MOXKHO CTEpPHIM30BATh
(¢uIbTpanuel Wi HarpeBaHUEM B aBTOKJIABe, JTHOO
MIPEJICTABIATh B BUAC HECTEPHIBHOTO MPOIYKTA.

Kpome Toro, QapmareBTHUECKHE KOMIIO3H-
U TI0 U300PETEHUIO0 MOTYT MPHUMEHSATHCS B KOM-
OWHAINK C APYTUMH TEPAIEeBTUIECKUMHU areHTaMH,
HaIpuMep C MPOTHBOBOCIAJIHUTEIBHBIMA areHTaMH
(TakUMU KaK KOPTHKOCTEPOU B! (HAIpumep, ¢ Qury-
THKa30Ha NPOMHOHATOM, OEKIOMETa30Ha JHIIPO-
ITHOHATOM, MOMETa30Ha (pypoaTroMm, TPHAMIIMHOIO-
Ha aneToHuIoM min Oynecorumom) muoo HCIIBJI
(HampuMep, ¢ HaTpUsS KPOMOTJIMKATOM)), WK C Oe-
Ta-aJ[peHEPrUYECKUME areHTaMu (TaKHUMHU Kak call-
MeTepos1, candyramon, QopMmoTrepos, (GEeHOTepo
win TepOyTajJrH W MX COJIM), WU C IPOTUBOHH-
(eKIIMOHHBIMU areHTamMH (HaIpuMep, C aHTUOHO-
THKaMH, TPOTHBOBUPYCHBIMH CPEICTBAMH).

Takum 00pa3oM, COTJIacHO CIEAYIOIEMY ac-
MEeKTy W300peTeHs] TPEUIoKEeHa KOMOWHAIHS,
conepxaiass coequnenre ¢opmynsl (1) wmnmm ero
(HU3HONIOrMYECKH TIPHEMIIEMbIE COJIb JTMOO COJIbBAT
BMECTE C IPYTUM TCPANICBTUYCCKN AKTUBHBIM arcH-
TOM, HAllpUMEp C MPOTHBOBOCIAIHTEIEHBIM arcH-
TOM, TakUM Kak koptukoctepous unu HCIIBJL

Jis ymoOcTBa yrmoMsiHyTast BBINIE KOMOWHA-
AT MOXKET OBITh TPEIJIOKCHA JUTSI IPUMCHEHUS B
¢dopMme (apMmarneBTHUECKOTO TIperapara, W TaKHe
(hapManeBTHYCCKIE TpenapaThl, CoJepKAIUe KOM-
OMHAIMIO, KaK OHA OMpeJiesieHa BhIIE, BMECTE C UX
(bM3HONOTHYECKH MMPUEMIIEMBIM Pa30aBUTENIEM WIIH
HOCHUTENEM, MPEICTAaBISAIOT COOOW elle OoauWH ac-
MIEKT U300peTeHNS.

I/IHIII/IBI/UIyaHBHBIC KOMIIOHCHTBI TaKHUX KOM-
OWHAIMI MOXHO BBOJUTH JINOO MOCJIEOBATEIBHO,
00 OTHOBPEMEHHO B Pa3JCIICHHBIX WJIH KOMOU-
HUPOBAHHBIX  (papMaleBTUYECKUX  HpernapaTax.
[onmxoxsmye 036l U3BECTHBIX TEPAIEBTUYCCKUX
areHTOB CIEIUAINCTHI JISTKO CMOTYT OIPEICIHTb.

Jns ynoberBa coeiMHEHUsI IO M300pETEHUIO
MOT'YT BBOAMWTHCA B KOJHMYCCTBAxX, HAIPUMEP OT
0,01 no 500 mr/kr Beca Tena, MPEAIOYTUTENHLHO OT
0,01 o 100 mr/kr Beca tena, ot 1 10 4 pa3 B CyTKH.

Tounast no3a OyneT, KOHEYHO, 3aBUCETh OT
BO3pacta W COCTOAHHA IMallUCHTA U BBI6paHHOFO
KOHKPETHOT'O CIIoc00a BBEJICHNSI.

CoenuHeHHs IO W300pPETEHHIO HMMEIOT IIpe-
HMYIIECTBO B TOM, YTO OHU MOTYT OBITH Ooliee 3-
(EeKTUBHBIMH, TIOKa3bIBAaTh OOJIBIIYIO CEJICKTHB-
HOCTB, IMETh MCHBIIIE TOOOYHBIX FP(PEKTOB, UMETh
OOJIBIIYIO0 TMPOJOKUTEIBHOCTh JCHCTBUS, OBITH
Oosiee OWMONOCTYNHBIMH TPEANOYTUTCIBHBIM ITy-
TEM, AEMOHCTPUPOBATh MEHBIIYIO CHUCTEMHYIO aK-
TUBHOCTBH IIPU BBCACHUHN NOCPEACTBOM HWHIAIALINU
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WIM HMMEThb Jpyrue OoJiee jKellaeMble CBOMCTBa,
HE)KeJIM U3BECTHBIC MOJO0HBIE COSTNHEHHUS.

B wacTtHOCTH, CoenMHEHHS 1O H300pETEHUIO
UMEIOT MPEUMYIIECTBO B TOM, YTO OHH MOTYT Jie-
MOHCTPHPOBATh OOJBIIYIO, YeM H3BECTHBIC JO Ha-
CTOSIIIET0 BPEMEHU COCTUHEHUS, CEIIEKTUBHOCTH K
aJICHO3MH-2a-peLeNTOPHOMY TIOATUIY IO CpaBHe-
HUIO C APYT'MMH aJIeHO3UH-PELENTOPHBIMU MOJTH-
namu (B ocodeHHOCTH, ¢ Al-u A3-perenTopHeIMU
MTOATHUIIAMU).

CoracHo ele 0JJHOMY aclieKTy N300peTeHus
NPE/IOKEHBl HEKOTOPhIE COCAMHEHUS! B KayeCTBE
HOBBIX U TTOJIE3HBIX MPOMEKYTOUHBIX COSANHEHUH.

CoeauHeHHsI TT0 N300pETEeHUIO OBUIN MCTIBITA-
HBl Ha OHOJIOTHYECKYIO aKTHBHOCTH iN Vitro u in
ViVO B COOTBETCTBHH CO CIICAYIOIIAMA CKPUHHHTA-
MU

(1) AronucTHuecKas aKTHBHOCTH B OTHOIIIE-
HUM aJe€HO3WH-2a-, aJeHO3WH-1- W aJeHO3MH-3-
PEUENTOPHBIX TOATHIIOB.

CelleKTUBHOCTh  COCJMHCHHUH-arOHUCTOB B
OTHOIIEGHUH JAPYTUX aJEeHO3MHOBBIX PEIENTOPOB
YeJIOBeKa OINPEJEIISUIN, UCIIONb3YsS KIETKH SHYHH-
KoB kuraiickoro xomsika (CHO), monseprHyTble
TpaHC(EKITNH TEHOM POJICTBEHHOTO aJIeHO3UHOBOTO
permenTopa 4eioBeKa, COTIacHO METOTy Ha OCHOBE
meroma Castanon u Spevak (1994). Kinerku CHO,
KpOMe TOrOo, MOJBEprajM TpaHC(EKIHU ITUKIO-
AM®-9yBCTBUTEIBHBIMHA JJIEMEHTAMH, CTHMYIIHU-
PYIOLIMMUA T€H CEKPETOPHOM IUTalleHTapHOM Iiie-
aouHoit ¢docdarazer (SPAP) (Wood, 1995). Do-
(beKT TecTUPYEMBIX COSAMHEHUH ONpPEeIIsuIN 110 UX
BIIMSTHUIO Ha Oa3aibHble ypoBHU HAM® (A2a)
Ha ypoBeHb TAM®, ycunennsiil popckonraoM (Al
u A3), u4To OTpakaeTcs B HM3MCHCHHUSX YpPOBHEH
SPAP. 3nauenus ECgy s coennnenuii 3areM om-
penensutu kak oTHomenne kK ECsy mist HecenekTus-
Horo aronucta N-3THIIKapOOKcaMHUaaIeHO3MHA
(NDKA).

(2) AHTUreH-UHIYIUPOBAHHOE HAKOILUIEHHE
JIETOYHBIX D03MHO(MUIIOB Y CEHCHOMIN3UPOBAHHBIX
MOPCKHX CBHHOK.

CeHcnOMITM3NPOBaHHBIM 0BaJIbOYMHUHOM
MOpPCKHM CBHHKaM H03MpoBain Menupamun (1
MI/KT, BHYTPHOPIOIIMHHO) C II€JIBIO 3aIIUTHI MPO-
THUB aHa(HIAKTUYECKOTO OpoHXOcma3Ma. 3areM
JaBaJIM COEIMHEHUE IO W300PETEHHI0 WHraJIsIIH-
OHHBIM c10c000M (30 MUHYTHBIM BIBIXaHHEM ad-
PO30JII COCMHEHMSI) HETIOCPEICTBEHHO TIepe]] BBeE-
neurem oBansOymuHa (30 MUHYTHBIM BIBIXaHHEM
a’po30Js1, 0OpPa30BAaHHOTO M3 PacTBOpa OBAILOY-
mura 50 mir/mi). Uepe3 mBaamars deThIpe daca
MOCJIe BBEJCHHS MOPCKUX CBHHOK YMEPIIBILUIH H
MPOU3BOIMIIN IPOMBIBAHHE JIETKHX. 3aTeM IOJIyda-
i obuiee u AndGepeHIUPOBAHHOE YHUCIIO JICHKO-
IUTOB JUII  OpPOHXOQIBBEOJAPHOW IPOMBIBHOM
KHUAKOCTH U ompexensuti (Sanjar et al, 1992) nosy

TECTUPYEMOTO COEIWHEHHs, BbI3bIBaIOMy0 50%-
HOE YMCHBIICHHE HAKOIUICHHS D03MHO(UIIOB
(EDso).
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JlanHOE M300peTeHrne WILTIOCTPUPYETCS Clie-
AYIOLIUMU IIPUMEPAMH.

IIpumepsbi
OO0mme netany SKCrepruMeHTa

B Tex Clly4dasx, Korja MNpOAYKTbI OYUIIAOT
KOJIOHOYHOM Xpomarorpaduei, "dmsur-kpemHesem”
O3Ha4aeT cwimkaresns st xpomarorpagpuu 0,040-
0,063 MM Mmem (mampumep, Merck Art 9385), rae
QJIIOUPOBAHUC KOJIOHKH YCKOPACTCSA B PE3YJbTATC
MPUJIIOKCHHOTO JaBJICHUA a30Ta BIUIOTH [0 5
¢bynT./xB.aoim (34475 Ia). B Tex ciayuasx, Koraa
HCTIONB3YIOT ~ TOHKOCIOWHYIO — XpomaTorpaduro
(TCX), ato o3nauaet mpumenerane TCX Ha cuim-
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Kareyie ¢ HCIOJIb30BAaHUEM IIACTHHOK CHJIMKArells
60 F,54 pasmepom 5 x 10 cMm (manpumep, Merck Art
5719).

B Tex cny4asx, korma MpOIYKThl OYHINAIOT
npemapatuBHoit BOXX, ee ocymectsistor Ha C18-
obpainennHo-¢pasoBoit  komonke (1" Dynamax),
JNMIOUPYS C MCHOJIB30BAHUEM TPAIUCHTA AlleTOHUT-
puna (comepxaniero 0,1% tpudropykcycHyro Ku-
cioty) B Bome (comepxameit 0,1%-Hyro Tpudro-
PYKCYCHYIO KHCJOTY), U COCJMUHEHHS BBIIEISIOT B
BUJIe TpU(PTOpPALIETATHBIX COJIEH, €ClIi HE OroBOpe-
HO 0c000.

Kosonka st crangapTHOM aBTOMaTU3UPOBAHHOM
npemapaTuBHoi BOXXX, ycioBus u 2;moeHT

ABTOMaTH3MPOBAaHHYIO TPENapaTUBHYIO BbI-
COK03(PPEKTUBHYIO KHUIKOCTHYIO Xpomatorpaduro
(aBTompen. BOXKX) ocymmecTBISAIOT ¢ HCIOIb30Ba-
HreM KojIoHKH Supelco ABZ+, 5 mxm, 100 mm x 22
MM BHYTp. JIaM., 3JIOUPYEMOi CMEChIO PacTBOPHU-
tenet, cocrosmeid uz i) 0,1%-HOH MypaBbHHOUN
KUCIIOTHI B Boze u i) 0,05%-HOW MypaBbUHOW KH-
CJIOTHI B QllETOHUTPUIIE, IPUYEM DJIFOCHT BBIPAXKEH
KaK MPOLCHT ii) B CMeCH pacTBOpUTEeil, pu 00b-
E€MHOH CKopocTH noToka 4 mur B MuHYTY. Ecim He
OTOBOPEHO 0c000, HIIFOCHT UCIOJB3YIOT KaK Irpajiu-
ent 5-95% 3a meproxa 20 MuH.

KX/MC CUCTEMA

Hcnonb3yroT CleAyIoNnUe CUCTEMBbI KUIKOCT-
HOM XpomaTo-Macc-criekrpomeTpun (JKX/MC).

XKXX/MC CUCTEMA A - komonka A Supelco
ABZ+, 3.3 cM x 4,6 MM BHYTp. naM., dIIOUpyeMast
pactBopurensivu: A - 0.1% 06./06. mypaBbHHON
kucinotel + 0,077% wmac./00. anerara aMMOHHUS B
BOJIE, U b - cMech alleTOHUTPWI:BO/IA B COOTHOIIIE-
o 955 + 0,05% 006./06. MypaBbHHON KHCIOTHI.
[IpuMeHSIOT cleAyromui TpaJUeHTHBIA PEKUM:
100% A B teuyenue 0,7 muH, cmecu A+b ¢ npodu-
nem rpaauenta 0-100% b 3a mepuon 3,5 MuH; BbI-
nepxka npu 100% b B Teuenne 3,5 MuH; BO3BpAT K
0% b 3a mepuox 0,3 muH. VCMOMB3YIOT MOJIOKH-
TENBHYIO M OTPHULATENBHYIO AIIEKTPOPACIBLINTEb-
HYIO HOHH3AIHIO.

XKX/MC CUCTEMA b - xomnonka A Supelco
ABZ+, 5 cMm x 2,1 MM BHYTp. AnaM., dJIIOHpyeMas
pactBopurensimu: A - 0,1% 06./06. mypaBbHHON
kucinotel + 0,077% wmac./00. anerata aMMOHHUS B
BOJIEe, M b - cMech alleTOHUTPWII:BO/Ia B COOTHOIIIE-
aun 955 + 0,05% 00./00. MypaBbHHON KHCIIOTHI.
TIprMEHSIOT CIeAYIOMNI TPaIueHTHBIH pexum: O-
100% b 3a mepuox 3,5 muH; Beiaepxkka npu 100%
b B teuenue 1,50 mun; Bo3spar k 0% b 3a mepuon
0,50 mun. MCHONB3yIOT HOJO0KHUTEIBHYIO M OTPH-
LATEJbHYIO 3JIEKTPOPACTIBUIUTENbHYI0 HOHU3AIIUIO.

[Mpomexyrounoe coenunenue 1. (3aS,4S,
6R,6aR)-6-MeTtokcu-2,2-TUMETHI-TETPAaruapo-
¢ypo[3,4-d][1,3]nu-okconan-4-kapOoHOBas KHCIO-
Ta.

B peakmmonHbIi cocyn noMemator D-pubosy
(3 Bec) wm  ameron (8 oOwvemoB), 2,2-
JuMeToKcurpornad (2 o6beMa) U MEPXIOPHYIO KH-
ciory (HCIO,; 0,4 06beMa). PeakioHHYI0 CMECH
MEPEMEIINBAIOT B TCUCHHUE 2-3 4 IPU TEMIICPAType
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okpyxaronieil cpensl. Jlobasmsiror mertanon (1,4
o0beMa), U PEaKIMOHHYIO CMECh IEePEMEITNBAIOT B
TeueHne 2-3 4. PeaknHMOHHYIO CMECh OXJIAXKIAIOT
10 5-10°C u HeliTpanuzyiot ¢ nomoripio 30%-Horo
pactBopa KapboHaTta HaTpus (2-3 o6bema). ITomy-
YeHHBIH O0CalOK OT(MILTPOBHIBAIOT, W COJEBOM
0CTaTOK Ha (UIBTPE MPOMBIBAIOT dTHIarieraroM (1
00BbeM). OUIBTPAT KOHICHTPUPYIOT B BaKyyMe IO
npuoOIM3uTENbHO 4 OCTaTOUHBIX 00beMOB. JloOaB-
JSFOT TEXHOJIOTHYECKYIO Boay (4 oObema) M ATHII-
arerar (8 06beMOB), U TIOCIIE TOCTATOYHOTO TEpe-
MEIIMBAaHUs MPOHU3BOIAT pasnelieHne cioes. Janee
BOJAHBIM CNOH 3KCTparupyroT 3TunaneratoMm (2x4
oobeMa). OObeIWHEHHBIC OTHWIANETATHBIE CIIOU
KOHIIEHTPHUPYIOT B BaKyyMe 10 NMPHOIU3UTENbHO 4
OCTaTOYHBIX 00BeMOB. KOHIIEHTpAT 3aHOBO pa3Bo-
IT 10 8 00BEMOB ITUIIALICTATOM.

B peaknuoHHbBIN cocys MOMENIAIOT MPOIYKT
npeapiayineii cragun  (6R-MeToKCH-2,2-TUMETHII-
tetparunpo-(3aR,6aR)-dpypo[3,4-d][1,3]-mnokco-
naH-4R-un)-metanon) (1 Bec) B aTmnanerare (Tu-
nuyHast koHueHrpauus 0,124 r/mi) u 6%-Hb1il 6u-
kapOonat Hatpus (3,5 ob6wvema). JloGaBmsrorT Opo-
mun kamus (0,05 Beca) u 2,2,6,6-terpamern-1-
munepuauamwioken (TEMIIO, cBoGomHbIi pamu-
kai; 0,0037 Beca), ¥ pacTBOP OXJIAKIAOT IO TEM-
neparypsl ot -5 mo 0°C. K pacreopy NaOC| (10-
13%; 8,9 obbemoB) m00aBIAOT OHMKApOOHAT Ha-
tpus (0,15 Beca).

BenmunbHBI pacTBOp M00aBISAIOT CO CKOPO-
CTBIO, TO3BOJIAIONIEH TOIAEPKUBATE TEMIIEPATYPY
<10°C. Tlo okoHYaHWM IOOABICHUS OXJIAXKICHHEC
yOuparoT, ¥ peakIMOHHYIO CMECh IIEPEMEIINBAIOT B
TEUYCHHUE TPUOTM3UTEIBHO 1 - 2 4 Ipu Temmeparype
OKpY>Karollen cpelpl. 3aTeM K peaKIUOHHON CMeCH
nobasnsirotr 10% pactBop cynedura Hatpus (2 00b-
eMa), U MPOU3BOJIAT pazjeneHue cinoes. pH BoaHO
¢ba3pl TOBOIAT 10 3HAYCHUS] 2 C HCIOJIb30BAHUEM
4M HCI ¢ nocnenyromiei SKCTpakueil dTHianeTa-
ToM (2x5 00bemMOB). OObeTUHEHHBIE OPTaHUIECKUE
9KCTPAKTHI KOHIICHTPUPYIOT B BaKyyMe 10 2-3 00b-
€MOB, 3aHOBO pa3BOIT 8 00beMaMH UKJIOTEKCaHa
d TIOBTOPHO KOHICHTPHUPYIOT 10 2-3 00BEMOB.
Kpucramisl BEIpaIIMBAIOT B TCYCHHE, TI0 MCHBIICH
Mepe, noiydaca npu 17-22°C, oTuibTpOBEIBAIOT
U 0CaJloK Ha (QHUIBTPE MPOMBIBAIOT IUKIOTEKCAHOM
(2 o6bema). TIpoaykT cymiaT B BakyyMe B TCUCHHE,
1o MeHsIuei mepe, 18 4 mpu 45-50°C.

Touka mumasnenusi: 126-129°C. IIpomexyTou-
HoOe coenHeHUE 1 (anbTepHATUBHBIN CII0C00).

B Tpexropnyio KpyriIofOHHYIO KOJOY €MKO-
cteto 1 711, CHaOKEHHYIO KarleJdbHOW BOPOHKOM,
TepMOIapol M MaTpyOKOM Ui BBOJA a30Ta, MOMe-
matoT D-pubosy (50 r) u aneron (400 mia). Cmech
oxynaxaaroT 10 -5°C u mociae 3Toro 100aBistoT 2,2-
numerokcunponan (100 mi) ¢ mocneayroumM J0-
OaBneHueM mnepxyopHo# kucnothl (20 mur). Peak-
LHOHHYI0O CMECh OCTAaBJISIOT AJIsl HAarpeBaHUs 0
KOMHATHOW TEMIIEPaTyphl, a 3aTeM NEPEMCIIUBAIOT
B TEYEHHE KOPOTKOro mnepuona BpemeHH. [loGas-
0T MeTaHon (70 i), ¥ pEaKkIHOHHYIO CMECh
[IEPEMEILINBAIOT B TEUYECHHWE HOYM. PeakuuoHHBIN
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pacTBOp OXJIaXIAroT 10 npudausuTensHo 5°C, u no
KamsM 1o0asistor npubimsurensao 95 mur 30%
pacTBopa kapOoHata HaTpus. CMECh OCTaBISIOT
JUTSI HarpeBaHus, 3ateM QWIbTPYIOT. [lomydeHHbIH
OCTaTOK Ha (WIBTPE IMPOMBIBAIOT 3THIIALIETATOM
(50 ).

QunpTpaT KOHLIEHTPUPYIOT B BaKyyMe IpH-
6musutensHo mpu 200 m6ap (20 kI1a) 10 ocratou-
HOro oOwema 250 mui, pa30aBISAIOT ITHIIALICTATOM
(200 mut) 1 3aHOBO KOHIICHTPHPYIOT JO OCTATOYHO-
ro oobema 170 mn. Jlobasmsior stmnanerat (200
mi) u Boxy (200 mi), dha3sl mepeMeNIMBaKOT U pa3-
nensttoT. Boanyro dasy IBakabl IKCTparupyror
stwnaneraTtoM (200 Mi1), B IPOU3BOISAT pa3eiiCHHE
cioeB. OObeIMHEHHBIE OPTaHUYECKHE DKCTPAKTHI
KOHIICHTPUPYIOT 10 octaTogHoro oobema 200 Mt u
3aHOBO pacTBopsoT B dTwianerate (200 mi), mo-
Jydasi STHJIANETaTHBIA pacTBop 6R-meTokcH-2,2-
mumeTun-terparunpo-(3akR,6aR)-dpypo[3,4-d][1,3]
JIrokcon-4R-1im)-MeraHona.

B Tpexropiyro KpyriIoJOHHYIO KOJIOY €MKO-
CTBIO 2 JI, TOMEINAIOT dTHJIAeTaTHBIN pacTBop 6R-
MeToKcH-2,2-muMeTtni-rerparuapo(3aR,6aR)-dpypo
[3,4-d][1,3]muokcon-4R-un)-meranona, 6% Oukap-
oonar Hatpus (158 mu), 6pomun kamus (2,3 1) u
TEMIIO (0,167 r). PeakiMOHHYIO CMECH OXJIaK-
natot 1o -7°C. Tem BpemMeHeM OnkapOOHAT HATPHS
(6,8 1) pacteopsiror B 10-13% runoxsaopuTe HATPHS
(400,5 mu1). BenuabHBIM PacTBOP IO KaILIIM J100aB-
JISIFOT 3a TIepHoi NpuOm3uTeapHo 40 MUHYT, MOJ-
JepxuBas Temnepatypy Huke 15°C. Peaknuonnyo
CMECh NEPEMELINBAIOT B T€UEHHE NPUOIN3UTEIHHO
2 4 u no6asisror 10% BogHbIA pacTBOp CyibhuTa
Hatpusi (47 mi). PeakumMoHHYI0 cMech HepeMeLIn-
BaloT B TeueHwe 15 mwmH, Qaspl paspemnsor, pH
BOJHOH (ha3bl TOBOJAT 10 3HAUYEHHS 2 C MOMOIIBIO
4M HCl u gBakapl 3KCTParupyrT STHIALETATOM
(225 m).

OTHnaneTaTHele 3KCTPAKTHl KOHIEHTPUPYIOT
B BaKyyMe, IOJy4ast OCTaTOK Oeyoro meera, KOTO-
phlit pactuparor ¢ nukiorekcanom (90 min). Teep-
JIIC BEIICCTBA OT(QUIBTPOBBHIBAIOT M CYIIAT B Ba-
kyy™me npu 45°C, nonyuyast yka3aHHBIH B 3aroJIOBKe
npoaykT (33,6 r) (c 46% BBIXOIOM IO OTHOLICHHIO
k D-pubo3e) B BHIEC TBEpAOrO BEIIECTBA OEIIOTO
nBera: T.Iu1. 126-129°C.

[Mpomexyrounoe coenunenue 2. (3aS,4S,6R,
6aR)-6-MeTokcu-2,2-TMMETHII-TETParuipo-hypo
[3,4-d][ 1,3]mnokconan-4-kapOoHOBOM KHCIIOTHI
aMuI.

B peakuuoHHbIi cOoCy/1 MOMEMIAIOT IPOMEXKY-
tounoe coenunenue 1 (1 Bec) u atunanerar (8 00b-
emoB). JloGasssror tHoHmMIXJopun (0,47 oGbema;
1,4 5kB.), ¥ PEaKIMOHHYIO CMeCh HarpeBaroT 10 50-
55°C B Teuenue 2-3 4. PeaknimoHHYIO CMECh OXJia-
xaaroT 10 50°C. Be3poausiii ammuak (0,8-1,2 Beca;
10-15 skB.) MemneHHO 0apOOTHPYIOT Yepe3 peak-
LMOHHYIO CMECh C TaKOH CKOpPOCTBbIO, YTOOBI TeM-
neparypa ocraBaynach <60°C. PeaknnoHHyI0 cMech
oxJaxAalT 70 15-20°C, m00aBISIOT TEXHOJIOTH-
yeckyro Boxy (6 00bEMOB), U MMOCIIE AOCTATOYHOIO
MepEeMEIINBaHUS TIPOU3BOMAAT DPAa3/ICICHUE CIIOCB.
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Boaubiii cnoii mpombiBaloT 3THianeratoM (2x4
o6beMa). O0BeTMHEHHBIE OPTaHUIECKUE SKCTPAKTHI
KOHIIEHTPHUPYIOT B BakyyMme mpu 25-45°C mo ocra-
TOYHBIX 3 00HEMOB, Pa30aBIAIOT 8 0ObEMaMH ITHK-
JIOTeKCaHa W 3aHOBO KOHILEHTPUPYIOT 10 3 00be-
MoB. [IponykT nepememuBaior npu 18-22°C B Te-
YeHHe Tnoiydaca, (GUIBTPYIOT, M OCTaTOK Ha
(GHUIBTpe MPOMBIBAIOT LHUKJIOTEKCAaHOM (2 00BbeMa).
IIpogykr cymar B Bakyyme mnpu 45-50°C, mno
MeHbIIeH Mepe, B Tedenue 18 .

Touxka miapnenus: 134-136°C.

TCX (95/5 xiopodopm/mMeTaHON/TIPHOTH3H-
tenpHO 5 Kamens TV na 50 mu/onprickuBaHue
dochomonnbaenoBoii kucmoroit) Ry = 0,49.

IIpomexyTouHoe coeauHeHne 2 (anbTepHa-
THUBHBIH TIpo1Iece).

B Tpexropiyio KpyrioJOHHYIO KOJOy eMKo-
cteio 500 MJI IOMEIIAIOT MPOMEKYTOYHOE COCIH-
menne 1 (20 1) u stmnanerar (160 M) ¢ mocie-
nyromuM nobasnenneM THoHWIXIopuaa (9,4 m).
Peaknuonnslit pactBop HarpesaroT mpu 50°C B
Teuenue 2 4. ['az3000pa3ublii ammuak (16 r) mo6as-
JSIFOT C TakoOW CKOPOCTBIO, YTOOBI TemIieparypa
ocraBamack Mexny 40 u 60°C. J[oOaBisroT BOIy
(120 mu). Crion pas3iensioT W BOIHBINA CIION JBaX-
el mpoMbiBatoT stuinamneratoM (80 mu). OObeau-
HEHHBIE OPraHUYECKHe MPOMBIBHbIC BOJbI KOHIICH-
TPUPYIOT B BakyyMe nocyxa. OCTaTOK pacTHpaioT ¢
mukiorekcadoM (40 mur) ¥ TBepIble BEIECTBA OT-
¢bunpTpoBBIBatOT. OCTaTOK Ha (QWIBTPE MPOMBIBA-
10T 1uKiIorekcanoM (40 mu1) U TBepAble BEIECTBA
cymar B Bakyyme npu 45°C, nonydas yKka3aHHBIN B
3arosioBke npoaykt (16,7 r) (¢ 83,9% Beixomom) B
BUJIE TBEPJIOrO BENIECTBA  CBETJIIO-PBIKEBATO-
KOpUYHEBOH okpacku: T.mi. 134-136°C.

TCX (95/5 xnopodopm/ metano/ npubIu3u-
tenbHO 5 kamenr TOY na 50 M/ onpbIcKMBaHHE
dochomonnbaenopoii kucmoroit) Ry = 0,49.

IIpomMexkyTOodHOE CoeqMHEHHUE 3.

(3aS,4S,6R,6aR)-6-MeTokcn-2,2-mTUMETHII-
terparuapodypol3,4-d][1,3 ] anokcoran-4-kap6o-
HUTPUIL

PeakimoHHBIN CcOCyZ TPOAYBAarOT a30TOM M
3aIIOJTHAIOT MPOMEXKYTOUYHBIM coenuHeHneM 2 (1
Bec; 1 9kB.), sTunaneratom (12 o6bemamu), AMD
(1,97 obvema; 55 skB.) u TpudTHIamMuHOM (3,3
o0BeMa; 5,2 3kB.). PeaknmoHHYIO0 CMeCh OXJIaxa-
ot 70 npubmmsutenbHo 5°C. Oxcuxmopun gocdo-
pa (2,14 o6bemMa; 5 5KB.) 100aBJIAIOT C TAKOM CKO-
pOCTBIO, YTOOBI TeMIlepaTypa OaHHM oOcCTaBajach
<40-45°C. PeakIlMOHHYI0 CMECh NEPEMEIINBAIOT B
TedeHne 1 4. PeakiMOHHYIO CMech OXJIaXIAI0T JI0
npubnu3utenbao 5°C. Opranndeckuit cioi "racat"”
¢ momonreio 20%-Horo ruapokapbonara kamus (10
00BEMaMH) U CIIOM Pa3IeNsroT. BomaHbril cioit mpo-
MBIBAIOT dTHianeTatoM (5 o6bemamu), CJIOM pasie-
10T, OOBbEMHEHHBIE OpPraHMYECKHE JKCTPAKTHI
npomeiBator 20% ruapokapboHatoM Kamust (2x5
00beMoB). OpraHn4ecKui €0l KOHIEHTPUPYIOT,
MoJydasi yKa3aHHOE B 3arojOBKE COEIUHEHHE B
BUJIE Maclia.
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TCX (1:1, sTuianerat/IUKIOTEKCaH; MPOSB-
nenne pochomonnbaeHoBoit kucaoroit) Ry = 0,73.

IMpomexyrouHoe coeanHenne 3 (anbTepHa-
THUBHBIH TIporiecc).

B Tpexropiayio KpyriIOIOHHYIO KOJOY €MKO-
CThIO 22 JI MTOMEMIAOT MPOMEKYTOYHOE COCIMHE-
ane 2 (643 r), orwianerar (7,72 1), N,N-
numertindopmamun (1,26 n) u TpudTHaMuH (2,15
7). PeakumoHHBIH pacTBOp OXJIAXKIAIOT 10 MPUOIIH-
surenbHo 0°C, a 3aTreM HOO0aBISIOT OKCHUXJIOPH
¢docdopa (1,38 1) ¢ Takoi CKOPOCTHIO, YTOOBI TEM-
neparypa nojaepxusanach Hike 25°C. Peakunon-
HYIO CMECh IIEpEMEIIMBAIOT B TEUEHHE IOJIyTOpa
gacoB. J[00aBJIAIOT O KAIIiM BOIHBIM THIPOKAp-
6onar xanust (20%-Hbli; 6,5 1), noIEpKUBAs TEM-
neparypy okodio uiu Hke 20°C. Crion pasaessioT,
Y BOJHBIN CJIOM MOBTOPHO 3KCTPArupyroT 3TUjale-
taroM (3,5 1). OObeIUHEHHBIE OPrAHUYECKHE CIIOU
mBakael mpombiBaror 20% ruapokapOOHATOM Ka-
aust (3,5 M) ¥ KOHLEHTPHUPYIOT IO OCTaTOYHOTO
obbema npubamzutensHo 1 1. K pasbaBreHHOMY
Maciny m00aBJsIOT AaKTHBUPOBaHHBIA yroip (15
rpaMMOB), 1 cMech QUIBTPYIOT Yepe3 neaut (80 r).
OcraTok Ha (QWIBTPE MPOMBIBAIOT AITUJIALIETATOM
(100 mi). @unbTparT KOHLEHTPUPYIOT B BaKyyMe,
nojtyyasi yKasaHHbId B 3arojoBke npoaykt (519 r)
(c 88% BBIXOMOM) B BHIE Macjia KpacHOBATO-
OpaHKEBOM OKpPACKH.

TCX (1:1, srunaneTar/UKIOreKCaH; IPOsB-
JICHUE peareHTOM Ha OCHOBe GochoMomOaeHOBOM
kuciotoit) Ry = 0,73.

IMpomexyrounoe coenuneHue 4. 5-(6R-Me-
TOKcHU-2,2-nuMeTHiI-TeTparnapo-(3aR,6aR)-dypo
[3,4-d][1,3]muokconan-4R-wmn)-1 H-TeTpazomn.

PeakimoHHBIN cOCyZ 3allOJIHSIOT TPOMEXKY-
tounbiM coemuneHneM 3 (1 Bec), Tomyomom (10
o6bemoB), TMC asuznom (2,5 3kB.; 1,67 o6bemMa) u
okcupom mudytuionosa (0,1 »xs.; 0,12 Beca). Pe-
aKIMOHHYI0 cMech HarpesatoT 10 60°C u mepeme-
mmBaT B TedyeHne 10 4. PeakiioHHy0 cMech Iie-
PEroHsoT (0 OCTaTOYHBIX 2-3 00BEMOB), ymAIsIs
Kak ToJdyol, Tak u u30bTok TMC asuna. [lobapis-
10T Tonyol (3,5 06bemMa) U pacTBOp MOBTOPHO KOH-
HEeHTpUpYIOT a0 2-3 o0beMoB. J00aBnsioT Boay
(1,1 skB.; 0,05 o6bema) u Todyon (2 obbema) U
pacTBop nepememmBaioT B Teyenne 1-2 4. PactBop
KOHILEHTPUPYIOT 10 2-3 00beMOB, 100aBISIOT TO-
ayon (3 o0bema), pacTBOp OCTABIIAIOT Ul HArpe-
BaHUs 10 puOIm3uTeNbHO 75°C ¢ MoCieTyonmuM
MEIVICHHBIM OXJaKACHUEM JI0 TeMIepaTyphl OKpy-
JKaroIed Cpeibl W BHOCIT 3aTpPaBKy COOTBETCT-
Bytomero coeaunenus. Cmech oxnaxnator go O-
5°C u mepememmBaroT B TeueHue 2 4. [Ipomykr
OT(QUILTPOBBIBAIOT, MPOMBIBAIOT TOJYOJIOM (IIpH-
6mmurensHo 1,5 o0beMa) 1 cymar B Bakyyme, T0-
JTydasi yKa3aHHOE B 3aroJIOBKE COEJIMHEHHE B BHUJE
KPHCTaJUIMIECKOTO TBEPJOro BEIIeCTBa OT Oesol
no OenoBaroil okpacku. Touka ruiaBmeHws: 122-
127°C.

[Ipomexxyrounoe coenuHeHue 4 (anprepHa-
THUBHBIH Tporiecc).
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B peakunoHHBIH cocys MOMEIIAOT IPOMEKY-
tTouHoe coeauHenne 3 (26 r), N,N-mumerundop-
mamuz (650 M) u xsopux ammonus (14,5 r). Pe-
aKIIMOHHYIO CMeCh OXJIaxaatoT 10 5°C 1 mopIsIMHu
B TeueHre 5 MuH noGasisioT asu Hatpus (17,2 r).
Peaknmonnyro cMmech HarpesatoT npu 40°C B Teue-
nue 1 4, a 3aTeM TeMmmeparypy MeIIeHHO IOJHHU-
MaloT B T€YEHHUE ABYX C MONOBUHOM dacoB 10 90°C.
PeakimoHHYI0 cMech TEpPEMEIIMBAIOT B TEUCHHE
Houw 1ipu 90°C, 3ateM oxiaxkaatot no 5°C. JJobas-
nsti0T Boay (600 mut) ¢ mocneayrouuM 100aBIeHH-
eM 6%-Horo pactBopa HuTpHUTa Hatpus (216 mi) u
nanee cMech nepeMemusatot mpu 0°C B teuenue 1
4. pH moBomar mo 3xHayeHus 1-3 2M cepHO# KHCIIO-
ToW. PeaknmoHHy0 cMech TPUKIbl SKCTPATUPYIOT
stunaneraTtoM (1 1) u o0beAMHEHHBIE OpraHuve-
CKHE CJIOM TIPOMBIBAIOT HACHIIICHHBIM BOJIHBIM
xnopunoM Harpust (1 ). OpraHudeckuil cioi cy-
mar Hajx cyibpaToM MarHus, QUIBTPYIOT U KOH-
LHEHTPUPYIOT, TONy4Yas YyKa3aHHBIA B 3arojOBKE
npoaykt (31,85 r) (¢ 100% BbIX00M) B BHJE Mac-
JIa JKEJITOTO IBETA.

[IpomexyrouHoe coenuHenue 4 (anpTepHa-
TUBHBIN IPOLIECC).

B Tpexropiyio KpyrioJoHHYIO KOJOy eMKO-
CThIO 3 JI IOMEMIAIOT MPOMEXYTOUHOE COSAMHEHUE
3 (200 r), romyou (2 i), asumorpumeTmicuiad (332
MII) ¥ oKkcua aubyTriaonosa (24,9 r). PeakunoHHy0
cMech HarpeBaroT 70 60°C B Teuenue 15 4. Peak-
LHOHHYI0 CMECh KOHIIEHTPUPYIOT 1 B Bakyyme 0
ocraroyHoro oObema npubimsutensHo 300 M.
Job6asmsiror Tomyon (1 1) u pacTBOp MOBTOPHO
KOHLEHTPUPYIOT IO OCTAaTOYHOT0 oO0bema nmpuoiu-
sutenbHo 470 M. Jo6aBmsitor tomyon (400 mu) u
Boxy (19,8 mi1) U cMech MEPEMENIMBAIOT MIPU KOM-
HATHOH TeMmepaType B TCUCHUE TPUOTUIUTEIHHO 2
4, CMech KOHIEHTPHUPYIOT, MOJydas MpHOIU3U-
tenbHO 250 M ocratka. OCTAaTOK PacTBOPSIOT B
toayose (800 mi) ¢ HarpeBaHWeM, aajee OCTaBJIs-
0T OXJIXKJATHCS JI0 KOMHATHOM TeMIepaTypbl U
MIEPEMEIINBAIOT B TeUeHue Oosiee 3 mueit. Tepabie
BEIIECTBA OT(QWIBTPOBBIBAIOT W IBAXKIBI MPOMBI-
BaroT tonyonoM (250 mn). IIponykT cymar B Ba-
KyyMe, Mojly4asl yKa3aHHBIH B 3ar0JOBKE HPOIYKT
(135 r) (c 55% BBIXOJOM) B BHIE TBEPAOTO BEIlle-
ctBa Oenoro ngeta: 1.1 130°C.

IIpomexxyrounoe coemuHeHne 5. 2-DTHi-5-
(6R-MeTokcH-2,2-mumeTri-TeTparuapo-(3aR,6aR)-
dypol[3,4-d][1,3]amokcon-4R-mm)-2H-Terpazon.

Orummonua (1,3 5KB.) IpH TeMIeparype OK-
pyXxatorieil cpenpl NOOABIAIOT K CYCHEH3HH MPO-
MexyTouHoro coexunenus 4 (1,0 5xB.) u kapOoHa-
ta kanus (1,3 5kB.) B anerone (7 o6bemax). ITomy-
YEeHHYI0 cMech HarpeBaroT a0 40-45°C u mepeme-
IIMBAIOT OT 3 110 4 4. PeakIMOHHYIO CMECh OXJIaXK-
JIAfOT JI0 TEMIIEpaTyphl OKpY’KarolleH cpepl U pas-
GaBysitoT  1EKIOrekcaHoM (7 00beMOB), 3arem
GWIBTPYIOT A yHAICHUS HEOPraHMYECKUX Be-
mects. OUIbTpaT KOHUEHTPUPYIOT JO MPUOIU3HU-
TenbHO 4 00BEMOB, 3aTeM pa30aBISAIOT ITUKIOTEK-
canoM (7 o6beMOB) U kpuctau3yioT npu 0-5°C B
teuenne 18-48 u. 3akpucTamIM30BaBIIUIACS MaTe-
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pUan ynansior QUIbTPOBaHUEM, W (HIBTPAT KOH-
HEHTPUPYIOT 10 Macia. J[jis J0CTHIKEHHsT OTHOILIe-
aust N2:N1 STHIHMpOBaHHBIX TETPA30JIeH M0 MPH-
onmsurenbHo 94/6 MoXKeT MOTpeOOBaThCS JAllb-
HelIIas MepeKpUCTaUIN3alHs Macia U3 [UKIOTeK-
caHa.

TCX SiO,, (20% sTunanerara B UKIOreKca-
ue) Ry = 0,21.

[IpomexxyrouHoe coenauHeHue 5 (anprepHa-
THUBHBIH TIporiece).

B Tpexropiyro KpyriioqoOHHYIO KOJIOY €MKO-
CTBIO 1 JT MOMEIIAoT MPOMEXXyTOYHOE COSANHEHHUE
4 (31,8 1), xapbonar kanmus (12,7 r) u aneron (238
Mi). C momoIpio mimpuia 100aBsiOT STHIUOTU
(14,1 M) ¥ peakIMOHHYIO CMECh HarpeBaroT INpH
42°C B Teuenue 2,5-3 4. PeakIMOHHYIO CMECh OC-
TaBISIIOT LISl OXJIAXKICHUS 10 KOMHATHOM TemIepa-
TYpBI, 3aTeM J00ABIAIOT LUKJIOrekcan (238 m).
ITony4ueHHbIN 0cagoK OT(QHIBTPOBHIBAIOT U TPYIK-
JbI IPOMBIBAIOT LHKIOreKcaHoM (65 mur). DuibT-
par KOHIEHTPHPYIOT A0 OocTaroyHoro oobema 195
MJI, 3aTeM elle pa3 pa30aBisIOT LUKJIOTEKCaHOM
(238 mu). LIuKIOreKCAaHOBBIH PACTBOP OXJIAKIAIOT
mpu 0-5°C B TeueHne 3 qHEH, TOTYYCHHOE TBEPIOEC
KpUCTaluiiieckoe  BemecTBo  (mpomykt  N1-
AJKWIMPOBAHMS) OTQUIBTPOBBIBAIOT W  TPHOKIBI
MIPOMBIBAIOT HuKjorekcanoM (65 mir). O6beauHeH-
Hble (UIBTPATHl KOHIEHTPUPYIOT B BakyyMme, MO-
Jydasi yKa3aHHBIH B 3ar0JIOBKE MPOIYKT IMPOMEKY-
TOYHOM CTENEHUM OYUCTKHA B BHJE Macia. Macio
pactBopsitor B nukiorekcane (200 mu) mpu 60°C,
pacTBOp OCTAaBIISIIOT JUISl OXJIAXACHHS O KOMHAT-
HOW Temmeparypsl W ¢GuibTpytoT. [lomydeHHOe
KPHCTAJUIMIECKOE TBEPJOE BEIIECTBO OT(HMIBTPO-
BBIBAIOT M TPIJKABI IPOMBIBAIOT IIMKJIOI'€KCAaHOM
(65 mu). O6benuHEHHBIH QUIBTPAT KOHIECHTPUPY-
10T, TOJy4asi YKa3aHHBIH B 3aroJIOBKE MPOAYKT B
BUJIE Maclia JKeITOTo I[BETa.

TCX (1:1, sTunanerar/rekcad; BU3yaau3alus
C TIOMOIIBIO peareHra Ha OCHOBe (ochomombae-
HOBO#1 kuciaoThl) Ry = 0,68.

IMpomexyrouHoe coenunenue 6. rel-Ykcyc-
HOM kuciotel 4R,5-muaneroxkcu-2R-(2-3trnn-2H-
TeTpaszo-5-uin)rerparuapodypan-3R-uiaoBsiit
a¢up.

PacTBOp MpOMEXyTOYHOTO COEAMHEHHS 5
(3,90 r; 14,4 mmonb) B Boae (1 mun) u TpudTOpyK-
cycHoit kucnore (9,5 min) nepemermparot npu 21°C
B TeyeHue 6 4 mepei KOHLIEHTPUPOBAHHOM B Ba-
KyyMme. OCTaTOK HECKOJIbKO pa3 a3e0TPOINHO OTIO-
HSIOT C TOJYOJIOM JiIsl yjalieHus Jro0oi ocrarou-
HOH Biaru. [lomydeHHYI0 OECIBETHYIO >KHIKOCTH
pactBopsitoT B nupuauHe (35 M) M J00aBISIOT
yKcycHblid aHrunpun (24 mir; 288 mMons). Peakuu-
OHHYIO cMech nepeMernBarot npu 21°C B TeyeHue
20 4 mepex KOHLEHTPUPOBAHUEM B BaKkyyme. DTOT
MaTepHall OYMIIAI0T KOJIOHOYHOH Xpomarorpadpuen
Ha QuouI-KkpemHe3eme, smoupys cmecbio 50%
STHALETaTa B IMKJIOT€KCaHe, YTO MO3BOJISET MO-
Jy4dTh yKa3aHHOE B 3arojiOBKE COCJMHEHHE Kak
Hepas3aeaseMylo cMech O- U [3-aHOMEpOB B BHIC
mpo3pauHoi cMoJbl (2,86 1).
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TCX SiO,, (50% stunarnerara B IUKIOreKca-
ne) Ry = 0,36.

IIpomexyTouHoe coeauHenue 6 (anpTepHa-
THUBHBIH TIpo1Iece).

B KpyriofoHHYI0 KOJIOY MOMEIIAIOT MpoMe-
xytounoe coenunenue 5 (5,0 r). B konby noGas-
nsr0T pacteop anetwixiopuaa (0,73 r) B MeTaHoe
(50 M) ¥ peakIMOHHBIM PACTBOP HATPEBAIOT JIO
TemrepaTypsl neduermanuu npu gasiennu 300
MmbOap (30 kI1a). PeakimOHHYIO CMECh IEPETOHSIOT B
teueHnue 8-9 u, 706aBIsAT MOPUUIMHU B TCUCHHUE ITO-
ro mepuosaa Bpemenu meTtaHon (135 mur) mis mo-
NOJIHEHHUsT 00beMa peakUUOHHOW cMmecu. Peaxnu-
OHHYIO CMECh OCTaBIISIIOT Uil OXJAXKICHHS O
KOMHATHOW TeMIlepaTypbl M TOOABISIOT MUPUANH
(15 mun). CMech KOHIIEHTPUPYIOT B BaKyyMe M I10-
BTOPHO pa30aBisifoT nmupuauHoM. K nupuauHoBomy
pactBopy n00aBisOT dTHnaneraT (25 M) U yKcyc-
Heli anruapun (6,6 T) U MOJIyYEeHHYIO CMECh TIepe-
MEIIMBAIOT B TCUCHUEC HOYHM MPHU KOMHATHOH TEM-
neparype. PeaknoHHyI0 cMech OXJaxIaroT 10 5S-
10°C u no kamrsaMm B teyenune 20 MuUH 10OaBIISIOT
2M cepHyl0 KHCIOTY (TpuHONM3UTENBHO 45 M),
nojaepxkuBas temneparypy Huxe 10°C. IIpousso-
QAT pa3/ielieHue CJIOEB M OPraHUYeCcKUW CIJIoil mpo-
MBIBAIOT NMpUOIU3uTeIbHO 0,7M CepHO# KHCIOTOM
(mpubmmsureapo 25 Mia). OpraHu4eckuid CIIowH
IIPOMBIBAIOT HACBHIIICHHBIM OMKapOOHATOM HATPHS
U COJICBBIM PAacTBOPOM M 3aT€M KOHIIEHTPHPYIOT B
BakyyMe, ToJIydasi Maclio OJIeIHO-)KENTONH OKPACKH,
KoTopoe pactBopstoT B 50 Mt atunanerara. JJobas-
st ykeycusiid anruapui (3,04 r) U KOHLUEHTpHU-
poBaHHyIO cepHyto kuciory (0,65 r) u peakiuoH-
HYI0 cMech HarpeBatoT 10 50°C B TeueHHEe MpHOIIH-
sutenbHO 3,5 4. Peaknurio OCTaHABIUBAIOT HACHI-
IICHHBIM pacTBOpoM OukapOoHata Hatpus (25 mu).
OpraHndeckuii cjIoW KOHIICHTPUPYIOT B BaKyyMe,
MoJiydasi yKasaHHbBIM B 3aroyioBke npoaykt (5,1 r)
(c 82% BBIXOI0M) B BHIE Maciia JKEJITOrO I[BETA.

TCX (1:1, stunanerar/rekcan; BU3yaau3alist
C TIOMOIIBIO peareHra Ha ocHoBe (ochomomubde-
HOBOM kucioThl) Ry = 0,44.

IIpomexxyTodHoe coequHeHUE 7.

VYkcycHoit kucnotel  4R-anerokcu-2R-(2,6-
TuxJIopnypuH-9-mwn)-SR-(2-3trn-2H-Tetpazon-5-
win)-terparuapodypan-3R-unoBsiit a¢up.

K cMecnm mpoMexyTOYHOTO COCOUHEHUS 6
(2,69 r; 7,86 MmMoab) u 2,6-muxnopnypuna (1,92 r;
10,2 mMmoJ1b) B Ge3BoaHOM aneTonutpuiie (34 min) B
atMocdepe azoTa J00aBIAIOT 1,8-TMa300UIINKITO
[5.4.0]ynnen-7-en (1,76 mur; 11,8 MMoJIB) ¢ mOCITE-
IYIOMIUM 100aBICHUEM IO KaIlUISIM TPUMETHIICH-
manrpudaara (2,58 mir; 13,4 mmois). CMecsh mepe-
memmBatoT npu 20°C B Teuenue 20 4, a 3aTeM KH-
MATAT C OOPaTHBIM XOJOAWIBHUKOM B TEUCHHE 2 Y.
Peaknuio B OXJIaXJA€HHON pPEaKIMOHHON cMecH
ocraHaBiuBaioT ¢ nmomoinsio HyO (200 mi), cmech
aKcTparupyrot stunaneratoM (3 x 200 mu), cymar
(MgSOy,). VYiaanenue pacTBOPHUTENS AAeT CMOIY
CBETJIO-KOPUYHEBOH OKPACKH, KOTOPYIO OYHIIAIOT
KOJIOHOYHOM  Xpomarorpadueit  Ha  ¢umIi-
KpeMmHeszeMe, dmoupys cmecbio 30-50% stunariera-
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Ta-IUKJIOTEKCAH U TI0JIy4asi YKa3aHHOE B 3ar0JIOBKE
coeIMHEHHE B BUJIE MIEHbI Oesioro mnsera (3,26 r).
Macc-ciektp m/z 471 (MH'® mms CigHis™

C|2N805).
IIpomeskyTouHOE coequHeHue 8.
VYkcycHoit  kuciotel  4R-ameroxcu-2R-(2-

XJI0P-6-(2,2- 1 eHIII THIIAMIHO ) -ITy pHUH-9-1T) -
5R-(2-3tnin-2H-reTpason-5-un)-rerparuapodypaH-
3R-unoBsrii a2dup.

2,2-Nudpennmruaamun (0,544 r; 2,76 MMOIIh)
JNO0aBISIIOT K MEpeMEIINBAaEMOi CMecH IPOMEXY-
touHoro coequnenus 7 (1,00 r; 2,12 mMonp) u au-
monpormmwmTuiamMuda (0,551 mu; 3,18 mmone) B
nzonpomnadoie (33 mi) u HarpesaioT mpu 50°C B
teuenne 20 4. PeakIIMOHHYIO CMECh BBITAPHUBAIOT B
BaKyyMe JI0 MICHbI, KOTOPYIO OYHUIIAIOT KOJIOHOYHOM
xpomaTtorpadueir Ha (QIAII-KpeMHE3eMe, DITIOUPYS
cmechio 30% aTHaneTaTa-IMKIOTSKCaH M MOIydast
yKa3aHHOE B 3aroJIOBKE COEJIMHEHUE B BHJE ICHBI
6eroro gera (1,39 ).

Macc-cnexTp
CaoHao °CINgO).

IMpomexyrounoe coeaunenue 9. (2R,3R,4S,
5R)-2-[2-X510p-6-(2,2-aneHnn-3THIIAMHHO ) ITy-
puH-9-min|-5-(2-atun-2H-TeTpazon-5-un)rerpa-
ruapodypan-3,4-11071.

IMpomexyrounoe coenunenre 8 (0,660 r)
pacTBOpsIOT B 6€3B0HOM MeTaHojde (4 mir), oOpa-
OarteiBaroT MetuiaroMm Hatpus (25 mac.% B Mera-
Hojae; 0,043 M) ¥ CMeCh OCTABIIIOT IEPEMEIIH-
BaTbes ipu 21°C B Teuenue 16 4. MoHooOMeHHYTO
cvmomy (Amberlite H™ ¢opma, IR-120; 0,600 r)
NPOMBIBAIOT METaHOJIOM M JI00aBISIIOT K CMECH.
Cwmech nepemernBarot pu 21°C B TedeHue 5 MuH.
CMoiy OTQUIBTPOBBIBAIOT W MPOMBIBAIOT METAHO-
oM. DwieTpar BBIMAPHBAIOT B BaKyyMme, MOIydas
yKa3aHHOE B 3arojIOBKe COEJMHEHUE B BUJE TBEP-
Joro Berectsa 6eoro 1pera (0,496 r).

KX-MC m/z 548 (MH+ JUISE C26H30N1003).

IMpomexyrounoe coequnenne 10. (2R,3R,4S,
5R)-2-[6-(2,2-Audermm TriiaMuHo )-2-(TuppoITi-
JuH-3R-unaMuno)-ypuH-9-uin]-5-(2-3trn-2H-
TETpa3o-5-ui)-TeTparuapodypas-3,4-auoi.

CMech TPOMEKYTOYHOTO coenuHeHus 9
(0,981 r), mupponumny-3R-unamuna (1,54 r) B mu-
metmicyabdokcune (5 mir) Harpesatot mpu 100°C B
TedeHue 184. OXmaxaAeHHYI0 CMECh pPacHpenestoT
Mexkay stmtaneraTtoM (250 mu) u Bomoi (250 mur).
BomHEBIi CIIOM SKCTparupyroT STHiIaneTaToM (2 X
250 mi1). OObeqMHEHHBIC OPTaHUYECKUE IKCTPAKTHI
npoMbiBaloT Bogoi (250 mun), cymatr (MgSO,) u
BBINIAPUBAIOT B BaKyyMe, MOJIydas Maciio OpaHke-
BOTO I[BeTa. DTOT MaTEepPHaJ OYHUIAIOT KOJIOHOYHOM
xpoMmatorpaduerd Ha (UBII-KpEMHE3EME, DIIIOUPYs
CMECBIO JUXJIOpMeTaH-3TaHOI-880aMMHuak
(100:8:1), uTo MO3BOJISET MOJNYYUTH YKa3aHHOE B
3aroJIOBKE COEJIMHEHUE B BHJE OCCI[BETHOI'O Macia
(0,736 1).

KX-MC m/z 598 (1\/IH+ JUIA C30H35N1103).

[Ipomexyrounoe coequHenme 11.

YkcycHoit  kuciotel  4R-ameroxcu-2R-(2-
XJIOp-6-PeHeTnnaMuHO-TypuH-9-m)-5R-(2-9THI1-

miz 632 (MH T
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2H-terpazon-5-un)-rerparuapodypan-3R-unoBsid
a¢up.

CmMech npomexyTounoro coeaunenus 7 (2,20
r; 4,67 MMous), nuuzonponmmTiaamuna (1,2 Mo,
7,01 mmois) 1 2-¢permmTuiaamuna (0,586 mi; 6,07
MMOJIb) B npona-2-oje (70 M) Kanstar ¢ obpar-
HBIM XOJIOMUILHUKOM B atMocdepe a3zora B Tede-
uue 20 4. PacTBOpHTENb YOANSIOT B BAKyyME U OC-
TATOK OYHINAIOT KOJOHOYHOW Xpomarorpadueii Ha
(IdII-KpeMHe3eMe, JIIONPYST CMECHI0 THIIALETaT-
mukiorekcad ((1:1), (3:1), (4:1)) u nomydas yka-
3aHHOE B 3ar0JIOBKE COCJMHEHHE B BHJE IEHBI Oe-
noro ngerta (2,26 r).

TCX SO, (atmnaneraT:nukiorekcan (1:1)) Ry
=0,32.

MC m/z 556 (MH+ TUTA C24H2035C| N905).

IIpomexyrounoe coemunenne 12. (2R,3R,
4S,5R)-2-(6-AMHUHO-2-XJI0P-TTypHH-9-111)-5-(2-
stmi-2H-rerpaszon-5-mn)-terparunpodypan-3,4-
JTHOJT.

PacTBOp mpoMeXyTO4HOTO coequHEeHHs [
(4,25 r; 9,02 MmMmos1B) B 6€3BOHOM TeTparuapody-
pane (100 mu1) oxaxaaroT 1o 4°C, yepe3 Hero npu
nepeMelMBaHuy B Teuenue 45 MuH 6apOoTHpYIOT
amMmuak. ['eTeporeHHyI0 cMech OCTaBIISIIOT JUIsl Ha-
rpesanust 10 20°C 1 mepeMennBamT B TedcHue 24
4. CMeCh BTOPUYHO OXJXKAAOT 10 4°C 1 aMMuak
emie pa3 6apOOTUPYIOT B TeueHue 45 MUH, peakiu-
OHHYIO CMECh CHOBa MEPEMEIINBAIOT B TeueHHe 24
g npu 20°C. [lanee pacTBOpHUTENh yIAISIOT B Ba-
KyyMe U OCTaTOK 00pa0aThIBarOT OE3BOJIHBIM METa-
nosiom (250 mun) ¢ mocneayromiei 06paboTkoit Me-
tunaroMm Hatpus (0,9 mu 0,5M pacTBopa B MeTaHO-
ne). Ilocne nepememBanust B TedeHue 1 4 B atmo-
cdepe a3oTa emie pa3 I00aBISIOT METWIAT HATPUS
(0,9 mn 25% wmac./mMac. pacTBOpa B METaHOJE) H
nepeMelInBaHue MNpPOJODKAIOT B TEUCHHE Jallb-
Heimux 3 4. PacTBOpUTENb yIAISIOT B BaKyyMe,
OCTaTOK JIBXKIbI OYMINAIOT KOJOHOYHON XpOoMaro-
rpadueii Ha (QidII-KpeMHE3eMe, MITIONPYSI CMEChIO
mertanoi: quxiaopmeTad ((1:19),(7:93)) u momydas
YKa3aHHOE B 3arojOBKE COEJAMHEHUE B BHJAE TBEp-
JIOT0 BelecTBa 6enoBatoil okpacku (3,2 r).

MC m/z 368 (M H+ JJIA C12H1435C| NgOg).

IIpomexyrounoe coenunenue 13. 5-(6R-
Merokcn-2,2-qumernnrerparunpo-(3aR,6aR)dypo
[3,4-d][1,3]nuokcon-4R-mm)-2-metmn-2H-TeTpason.

PactBop mpomexyTouHOro coeauHeHus 4
(10,08 r; 32,0 mmoms) B Oe3BomgHoM N,N-
nuMeTwipopmamue (64 mi) o6padaTEBAIOT Kap-
6onatom Kamus (5,30 r; 38,4 MMOIIB), IEpEMENIH-
Bas B aTMoc(epe azoTa. JJ00aBISIOT METUITHOIUI 1
MTOJIyYCHHBIH PacTBOp mepememmuBaroT npu 21°C B
TedeHne S 4. PeaknmoHHyI0 cMech KOHIIEHTPUPYIOT
B BakyyMe, pa30aBisiror Bogoi (250 mi), skcTparu-
pytot atmnareratoM (2 x 200 mur; 2 x 100 mn), cy-
mrat (MgSO,) U KOHIEHTPUPYIOT B BaKyyMe, MOJTy-
yasg cmech N2:N1-u3omepoB B Buze mMacia KOpud-
HeBOM okpackd. CMech OYMILAIOT KOJOHOYHOM
xpomaTorpadueid Ha (IdII-KpeMHE3eMe, DITIOUPYsI
cmeceio 20-25% ormiarerara B I[UKIOTEKCAHE,
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MoJy4asl YKa3aHHOC B 3aroJIOBKE COCIAMHCHUC B
Bujie GecuBeTHoro Macia (3,86 ).

TCX SO, (25% srunanerara B UKIOreKCa-
He) Ry = 0,17.

[Ipomexyrounoe coemuHenue 14. YkcycHoOMH
KHCIIOTBI 4R,5S-nmnanerokcu-2R-(2-metmn-2H-
TeTpa3oi-5-mi)-Terparuapodypan-3R-umossrii
a¢up.

PactBOop mpomexyTouHOro coenuHeHHs 13
(3,86 r; 15,1 mmous) B Boze (0,7 M) u TpudTOpyK-
cycHo#t kucnore (13 mi) nepementuBarot npu 21°C
B TeueHHEe 6 U mepe] KOHIICHTPUPOBAHHEM B Ba-
KyyMme. OCTaToK a3e0TPOITHO OTTOHSIOT C TOJIYOJIOM
(x3), MOJIydeHHBIN OCTaTOK PACTBOPSIOT B JAUXJIOP-
Mmerane (46 mu) m oxmaxgaror go 0°C. K aromy
pacTBopy B aTrmochepe azoTa H00aBIAIOT 4-
qumeTwiamuaonupuaud (0,55 r; 4,5 MMons), Tpu-
stwamu (94,6 mia; 679,0 MMoib) ¢ mociemyro-
muM  1o0aBlIeHHeM YKCyCHOro anruapuaa (28,5
mit; 302,0 MMOITE). PeakImoHHyI0 CMECh OCTaBJISIOT
Juist HarpeBaHus 10 21°C u nepeMenmBarT B Teue-
HUe 4 nHEH mepe] KOHIICHTPUPOBAHUEM B BaKyyMe
M a3€0TPOIHON HeperoHKol ¢ ToiyosoM (x3). Ilo-
JYYCHHYI0 CMECh OYHUINAIOT KOJOHOYHON XpOMaTo-
rpadueil Ha QIBII-KpEeMHE3EMe, TIOUPYS CMECHIO
30-60% oTmamerata B IMKJIOTEKCAHE, MOIydYast
yKa3aHHOE B 3arOJIOBKE COCIAMHEHHE B BHUIE MPO-
3pauHoii cmousl (1,38 1).

TCX SO, (70% stunanerara B IUKIOreKCa-
He) Ry = 0,71.

[TpomexyrouHoe coenunenue 15. YkcycHoi
kuciotel  4R-anerokcu-5-metokcu-2R-(2-metun-
2H-tetpa3zon-5-un)-rerparuapodypan-3R-unossiii
a¢wup.

[MpomexyrouHoe coenunaenune 16. YkcycHoit
KHUCJIOTBI 4R,5R-nnanerokcu-2R-(2-metun-2H-
TeTpa3oi-5-mi)-Terparuapodypan-3R-umossrii
3¢up.

He ouwnmennsle oT mpumecei MpOMEKYyTOU-
Hoe coequnenre 15 (TCX SiO, (70% stunanerara
B nukiorekcane) Ry = 0,66) 1 npoMexyTo9HOE CO-
enunenue 16 (TCX SO, (70% stunanerara B muK-
norekcane) Ry = 0,56) monydaror kak Hepaszaense-
MyI0 cMech B BHIe mpo3pauHoi cmoinbl (1,59 1) B
pe3yipTaTte TOCNIEAHEW CTaauu Xpomarorpaduu,
OIMCAHHOM VIS MPOMEKYTOYHOT'O CoeAnHEeHUS 14.

[TpomexyrouHoe coenunenue 17. YkcycHoO#
kucnothl  4R-anetokcn-2R-(2,6-auxaop-mypuH-9-
nn)-5SR-(2-metun-2H-TeTpazon-5-un)-reTparuapo-
(dbypan-3R-unoBsIii 23¢up.

K oObenuHEHHOW CMeCH MPOMEXYTOUHOTO
coenuHeHUsT 14, MpoMeKyTOUHOTO coequHeHus 15,
npoMeXyTouHoro coemunenust 16 (2,97 r; 9,04
MMOJTB) U 2,6-quxnopnypuna (2,22 r; 11,8 mmois)
B Oe3BomHOM aneronutpuiie (20 mi) B atmMocdepe
azota moOamisiror 1,8-nuazobunukio|S,4,0]yHmen-
7-en (2,11 r; 13,6 MMOIIB) € TOCIEIYIOINUM 100aB-
JICHHEM IO KaIUisiM TpuMetuncuwiuntpudiata (2,97
mi; 15,4 mmons). CMech nepememuBaroT mpu 20°C
B TEYCHHE 5 NMHEH, a 3aTeM KHUIMATAT ¢ OOpaTHBIM
XOJIOOWIBHUKOM B TeueHune 44. B oxmaxmeHHON
PEaKIIMOHHOM CMECH pEeakIHI0 OCTaHABIUBAIOT
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HaceimieHHsiM BogabiM NaHCOj3 (20 mut), cmech
sKcTparupyroT stwiaaneratoMm (4 x 100 mir), cymiat
(MgSOQOy). Ynanenue pacTBOpUTENS B BaKyyMe JaeT
CMOJIy CBETJIO-KOPHYHEBOH OKpacKd, KOTOPYIO
OYHIIAIOT KOJOHOYHOH XpomaTorpadueid Ha ¢IdIi-
KpeMmHe3eMe, dmoupys cmecbio 40-50% stunarera-
Ta-IUKJIOTEKCAaH U MOJydasl YKa3aHHOE B 3ar0JIOBKE
COCTMHEHHUE B BUE MEHBI keNToro 1BeTa (2,94 r).

TCX SO, (50% sTunanerata B LHUKIOreKca-
ue) Ry =0,21.

[IpomexyrouHoe coexnHenue 18. 2-M3ompo-
HI-5-(6-MeTOKCH-2,2-TUMETHII-TETPAruApohypo
[3,4-d][1,3]muokcon-4-wmm)-2H-TeTpaszon.

PactBop mpomexyrounoro coeautenus 4 (8
r; 33,0 mmois) B Oe3BomHoM N,N-mguMernidhopma-
muze (12 mi) o6pabaTEBAIOT KapOOHATOM KaJus
(5,48 r; 39,7 MmMoIIb), mepeMernBas B arMocdepe
asora. Jlobasmsror 2-woxnponad (4,96 mi; 49,6
MMOJIb) U TIOJYYCHHBIH PACTBOP MEPEMEIIHBAIOT
npu 21°C B teueHune 48 4. PeakunoHHyrO cMech
GWIBTPYIOT M 3aTeM KOHICHTPHPYIOT B BaKyyMe.
KopuuHeBblil 0cTaTOK OYHUIIAIOT KOJOHOYHOU XpO-
Mmarorpagueli Ha QudII-KpeMHe3eMe, DSIIOHPYs
cMmechio 16% sTmnaneTara B IUKIOTeKCaHE U MOMY-
Yas yKa3aHHOE B 3aroJiOBKE COCIUHEHHE B BHIE
OecusetHoro macia (6,4 r).

TCX SO, (25% strinaneTata B IMKIOreKca-
ne) Ry = 0,38.

IIpomexxyrounoe coemuHenne 19. YkcycHOU
KHCIIOTHI 4R,5S-mnaneToxcu-2R-(2-u30mponm-
2H-terpazon-5-un)-rerparuapodypan-3R-unoBsid
a¢up.

PactBop mpomexyTouHoro coenuHeHus 18
(6,00 r; 21,0 mmoib) B Boje (1,4 mit) u TpudTOpyK-
cycHoit kucnote (20,5 M) mepeMeIIHBalOT MpH
21°C B TeueHue 6 9 mepen KOHIICHTPUPOBAHHEM B
Bakyyme. OCTaTOK a3e0TPOIHO MEPEroHsIOT C TO-
myosoM (x3). ITomydeHHBIH OCTaTOK pacTBOPSIOT B
mupuaare (50 min), noGasisior npu 0°C yKCyCHBII
anruapun (35 MII) U CMECh OCTABIISIOT MEPEMELIH-
Batscs mpu 20°C B Teuenwe 12 4. PeakimoHHYIO
CMeCh KOHIIGHTPUPYIOT B BaKyyMe, MOJydasi Maclio
KOPUYHEBATOW OKPACKH. DTOT MaTepuaj OYHIIA0T
KOJIOHOYHOHW XpoMmaTorpadpuei Ha (QIdII-KpeMHe-
3eMe, OUPYS cMechio 25% 3TmnaneTara B IUKIO-
TeKCaHe U IMoNydasl YKa3aHHOE B 3arOJIOBKE COCIIHU-
HEHHE B BuJe mpo3paynoi cmonsl (1,25 r).

TCX SO, (25% strnanerara B IMKIOreKca-
ne) R = 0,19.

IIpomexxyrounoe coemuuenne 20. YKCycHOH
kucnoTel  4R-anetokcu-2R-(2,6-a1uxnop-mypuH-9-
nin)-5R-(2-m3onponmin-2H-TeTpazon-5-wum)-rerpa-
runpodypan-3R-unoBkrit adup.

K cmecu mpomexyTodHOTOo coeauHeHus 19
(1,20 r; 3,4 mmonb) u 2,6-quxnopmnypuna (0,83 T
4,4 mmorp) B Ge3BogaroM arieronutpuie (15 m) B
atMocepe azora nob6aBisOT 1,8-aMa300MIMKIIO
[5.4.0]ynnen-7-eu (0,76 mur; 5,1 mMonb) ¢ mocie-
IYIOIUM JT00aBICHUEM IO KaIUISIM TPUMETHIICHU-
manrpudaara (1,10 v, 5,78 mMois). CMech mepe-
mermBaioT npu 20°C B Teuenune 16 u, a 3aTeM Ku-
ISTAT ¢ OOpaTHBIM XOJIOMUILHUKOM B TeYCHHUE 3 4.
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OXJaXICHHYIO PEaKIMOHHYIO CMECh BBHIMTAPHBAIOT
JI0CyXa, MOJIy4asi CMOJIY CBETJIO-KOPHYHEBOW OKpa-
CKH, KOTOPYIO OYHIIAIOT KOJIOHOYHOH XpoMaTo-
rpadueil Ha QIDII-KpEeMHE3EMe, TIOUPYS CMECHIO
50% sTHmaneraTa-uMKIOreKCaH M IOJIydas yKa3aH-
HOE B 3ar0JIOBKE COEIMHEHHE B BHJIE MIEHBI KEJITOTO
ngera (1,58 r).

TCX SO, (50% sTunaneraTa B UHUKIOTeKCa-
ne) R = 0,40.

IMpomexyrounoe coenunenue 21. 2-[N,N-
Buc(TpuMeTHIICHITIIT)aMIHO |-6-Me THIITTNPUANH.

K pacrtBopy 2-amuuo-6-mukonuna (17,30 T
160 mmosp) B Oe3BoaHOM TeTparuapodypane (130
MJI) B aTMOc(hepe a30Ta 1o KaruisaM MU TepeMeTu-
BaHWM B TeueHue 1 4 mpu temmneparype ot -20 mo
-30°C pobGasnsror H-OyTrwumuruii (1,6 M B rekcane,
250 mur; 400 mmoip). CMech NEPEMEIIUBAIOT MIPH
temneparype ot -8 mo -10°C B teuenne 30 muH,
3aTeM K HeW mpu Temreparype oT -25 mo -5°C B
Teuenue 40 MUH HOOABISIOT XJIOPTPUMETIIICHIAH
(50,7 mut; 400 mmons). TlonyueHHYIO CMeCh mepes
¢unpTpoBaHneM uepe3 HaOuBky u3 Keiselgel 60
(Merck 9385; 50 r) ocTaBisOT i1 HATPEBAHUS 10
20°C, nepememmBaroT B TeueHue 16 4 u mpombIBa-
T TerparuapodypanoM. OObeTUHEHHBIN (QUIBT-
par KOHLEHTPHUPYIOT B BaKyyMe, M OCTAaTOYHOE
MacJio TIePEeroHsIOT B BakyyMe. YKa3aHHOE B 3aro-
JIOBKE COEMHEHHE MOJydYaloT B BUE Macia Onea-
HO-)KEJITOBATOM OKPAaCKU C TeMIIEpaTyPHBIM HHTEP-
BasioM kurnenus 106-114°C npu 10 mGap (1 xITa).

TCX SO, (25% uukiorekcaHa B 3THJIAIETA-
te) Ry = 0,70.

IMpomexyrounoe coenunenue 22. Dtui(6-
aMUHOMUPUANH-2-UIT)alleTar.

Pacteop v-6yTrnutus (1,6 M B rexcane; 50
ML, 79,2 MMOJIB) B aTMOcdepe a30Ta MpH TemIiepa-
type oT -30 10 -40°C B Teuenune 30 MuH H00aBIs-
0T 10 KalIsiM K pacTBOpPY MPOMEXYTOYHOTO CO-
enunenus 21 (10,0 r; 39,6 MMoins) B O€3BOJHOM
terparuapodypane (30 mi), mocie 4ero peakuoH-
HYIO CMECh MepeMenMBaioT B TeucHne 30 MUH IpH
20°C. TlomydeHHYI0 cMecCh HpU TNEpPEeMEIIMBaHUHN
JOOABIISIOT TOPIHSIMU K TBEPAOMY ITHOKCHUAY VT-
nepoxa (B rpanynax, 100 r). IlepemermmBanue npo-
JIOJDKAIOT 0 AOCTHKeHus Temneparypsl 20°C, mo-
CJie Yero pacTBOPUTENh YTAISIOT B Bakyyme. K
ocTaTKy nobaeisirot 3TaHon (100 mut) ¢ mocnenyro-
MM MEJUICHHBIM T00aBICHHEM TPH TeMIeparype
ot -5 10 -10°C 6e3BoHOM cOsTHO KHCTIOTH (30%-
HOH) B aTanoe (66 mi). ['a3000pa3HbIil XIIOPUCTHII
BOZIOPOJT 3aTeM 0apOOTUPYIOT Yepe3 peaKIUOHHYIO
cmech B Teuenne 30 mun npu 0-5°C U OIydCHHBIH
pactBop nepemernnBaioT npu 15°C B TeueHue 16 .
PacTBoputenp ymansioT MpU NOHWKECHHOM JaBlic-
HHH, OCTATOK pacTBopsiioT B Boje (200 mun) u mpo-
meiBaroT stminaneraroM (3 x 200 mur). pH BomHO#N
(aser noBoaAT mo 3HaueHus 7, 106aBnss NaHCOg,
U 3kcTparupyrot stunaneratoM (6 x 100 mi). O6b-
CIMHCHHBIC DKCTPAKTHI MPOMBIBAIOT COJICBBIM pac-
tBOpoM (200 M), cymar Hag MgSO, u pactBopu-
TeNb ynansioT B Bakyyme. Cojepxaiiuil npumecu
OCTAaTOK OYHWIIAIOT KOJIOHOYHOW XpomaTtorpadueit
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Ha QIdII-KpeMHe3eMe, droupys cMechio 20% k-
JIOreKCcaHa B JTHIALIETAaTe, MOJydYas yKa3aHHOE B
3aroJIOBKe COeIMHEHUE B BHJE TBEPAOTO BEIECTBA
OnenHO-x)enToi okpacku (2,10 ).

TCX SO, (25% nukiaorekcana B 3THIIALETA-
te) Ry = 0,36.

IIpomexxyrounoe coemuuenne 23. (6-Amu-
HOIUPHUIUH-2 -1JT)al[eTAMH]T.

Ipomexyrounoe coeaunenne 22 (0,800 r;
4,43 MMOJB) pacTBOpSOT B MeTaHone (5 mu), Ha-
CBHIIICHHOM aMMHAaKOM, W MEPEMELIMBAIOT IPH
20°C B Teuenue 5 mHel. PeakmoHHy cMech Ha-
rpesatot npu 40°C B TeueHne 2 1HEW U pacTBOPH-
TeNlb YAAISIOT B BaKyyMe, MOJydasi TBEpIoe Belle-
CTBO KOPHUUYHEBOH OKpacku. OCTaToK pacTBOPSIOT B
Mmetanoste (5 M) v 106aBIAOT XUAKHM amMuak (20
MiT). PeaknmoHHYI0 cMech MOMEIIAOT B ammapar
BBICOKOT'O JIABJICHHS, IOCTETICHHO HArpeBasi B Teve-
aue 4 u mo 20°C. Ilepen KOHIICHTPUPOBAHUEM B
BaKyyMe pPAacTBOP OCTABISIOT HCHApAThCS Ha OT-
KPBITOM Bo3ayxe. OCTaTOK OYHMILNAIOT KOJOHOYHOM
Xxpomarorpadueii Ha QIII-KpEeMHE3eMe, ITIOUPYS
cMmecbio 5% MeTaHoNa B JUXJIOpMETaHe, MONydas
YKa3aHHOE B 3arojOBKE COEJAMHEHUE B BHJAE TBEp-
JIOro BellecTBa OemHo-kpeMoBoii okpacku (0,371

T).

Macc-criekTp  m/z
C;H1oN30).

IIpomexxyrounoe coemurenne 24. 2-(2-Amu-
HOJTHIN )-6-aMHHOTTUPHTHH.

Ipomexyrounoe coeaunenue 23 (0,350 r;
2,32 MMoOIb) JOOABISIOT MOPIHUSIMH K PacTBOPY
amoMorHIpuaa Juths B Tertparuapodypane (5,8
mir; 5,79 mMons) B atMocdepe azora mpu 20°C u
nepememuBaroT npu 20°C B TeucHue 24 4. BogHbrii
pactBop ruapokcuaa Hatpus (1M) moGaBnsior 10
MIpEeKpaIIeHUs Ta30BBIICIEHUS, 0CaJOK OTQUIBTPO-
BEIBAIOT, MIPOMBIBAIOT TeTParuapopypaHoM.
OwueTpar cymat Hax MgSO4 U KOHIICHTPUPYIOT B
BaKyyMe, IMOJydasl yKa3aHHOE B 3arOJIOBKE COEIH-
HeHue B Buje Macia xeiroro ngera (0,272 ).

TCX SO, (25% meTaHONa B JUXJIOPMETaHE)
R = 0,08.

[IpomexyTouHoe coenuHeHune 25. YKCycHOH
KHUCJIOTBI 4R -anerokcu-2R-(6-amuu0-2-hTopmy-
puH-9-11)-5R-(2-3THn1-2H-TeTpazon-5-ui)-rerpa-
ruapodypan-3R-unoBsiit a¢up.

B xpyrmononHyro konly, OCHAIICHHYIO Ka-
MeIBHOM BOPOHKOH, moMemarT 2-gpropageaud (12
r) 1 6e3BoHbIH aneronuTpua (240 min). Buctpume-
tancwmianeTamus (57,9 mir) 106GaBiasIOT MO Karl-
JISIM B TEUCHHE TPEX MHUHYT U TOJTYICHHYIO CYCIICH-
3uI0 HarpeBatoT B TedeHne 1 4 u 45 mun. PactBop
OXJIKIAIOT 10 KOMHATHOM TEMIIEpaTyphl U C HO-
MOIIBIO HINpHIA J00aBISIOT MPOMEXYTOYHOE CO-
enanHeHue 6 (mpubaM3uTeNsHO 27 T) B alleTOHUTPH-
ne (70 mu) ¢ mocnenyromum nobasienuem 17 mu
TMC tpudnara (17 mi). PeakunoHHyo cMech Ku-
IATAT ¢ OOpaTHBIM XOJIONWIBHUKOM B TeyeHue 6 u,
3aTeM OCTaBIIIOT JUIS OXJAKACHUS 10 KOMHATHOM
TeMIepaTypbl. PeaknMoHHYI0 cMech KOHIIEHTpH-
PYIOT B BaKyyMe, TOTy4YeHHOE MAcCJIO PACTBOPSIOT B

1519 (MH" g
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metmienxnopue (200 M) ¥ BBUIHBAIOT B JICASHYIO
Bony (mpubmmsureapao 150 mur). Cion pasgensior,
Y BOJHBIN CIION ABaXKIbl SKCTPATUPYIOT METHUJICH-
ximopugoM (150 mur). OObeIUMHEHHBIE OpraHHYe-
CKHE DKCTPAaKThl MpoMbiBaoT Bogoi (200 mu) u
cosieBbIM pactBopoM (250 mir), cymiaT Haj cyiabda-
ToM HaTpus (33 I) U KOHIEHTPUPYIOT B BaKyyMe,
MOJyYasi YKa3aHHBIH B 3arojOBKE MPOIYKT MPOMe-
JKYTOUHOH CTETICHH OYMCTKH B BHJIE TBEPAOTO Be-
IecTBa kenroro 1pera. K aTomy TBeproMy Bele-
ctBy mobaBistoT stanon (100 mi) u cycrneH3Hio
HarpeBatoT g0 50°C. CMmech OXJaxXIalOT B Jefs-
HOH/BOJHOW OaHe B TEYEHHE OJHOTO 4aca M 3aTeM
$unpTpyroT. TlomydeHHBIH MPOIYKT CyIlar B Ba-
kyyme npu 50°C B TeueHnue 3 QHEH, MOIydas yKa-
3aHHBIA B 3arojoBke npoaykT (23,4 r) (¢ 67% BbI-
XO0JIOM) B BHJIE ITOPOIITKa OEIOBATOW OKPACKH: T.ILI.
208-210°C.

TCX (90:10 merwnenxiopua/meranon) Ry =
0,53.

IMpomexyrounoe coeaunenue 26. (2R,3R,4S,
5R)-2-(6-Amuno0-2-¢pTOp-IypuH-9-11)-5-(2-3THII-
2H-terpazon-5-nn)-rerparuapodypan-3,4-11oi.

B kpyrionoHHyo KoJ0y MOMEIIAIOT MpoMe-
xkyTtounoe coemunenre 25 (3,0 r) B H30IpOMUIO-
BoM croupte (23 mi), Boxy (4,9 mi) u KapOoOHAT
kaymus (1,91 r). Cycnensuio Georo mserTa mnepeMe-
[IMBAIOT TP KOMHATHOW TeMIleparype B TCYCHHUE
3,5 g m 3ateM pasGaBisror stmianerarom (50
mi1). PeakiMoHHYI0 cMeCh BbUIMBaKOT B Boxy (40
MJI) M BOJHYIO (ha3y UeThIpe pa3za IKCTPArHpYIOT
stunaneratoM (30 mu). OGbeIMHEHHBIC OpraHnye-
CKHE JKCTPAKTHl MPOMBIBAIOT COJIEBBIM PAacTBOPOM
(40 M) W KOHLECHTPHPYIOT B BakyyMme, MOIy4as
yKa3aHHBIN B 3arofoBke npoaykt (2,42 1) (¢ 100%
BBIXO/IOM) B BHJIC TBEPAOTO BeIlecTBA OENOTro IBe-
Ta.

TCX (90:10 MeTnIEeHXIOPHI/METAHOI, 3aTEM
1:1 rekcan/atrnanerat) Ry = 0,50.

IIpomexyrounoe coeauuenune 27. 2-(Ilupu-
JIUH-2-WJIaAMHAHO )3 TUIIAMHH.

2-Bpomrupunun (10,00 r; 63,3 MMonb) npu
nepeMeIInBaHny B aTMoc(epe a30Ta JoOaBIISIOT 110
kamwam npu 20°C k 1,2-muamunostany (76,00 r;
126,6 mMomb). PeaknnoHHYI0 cMech MepeMeIInBa-
toT npu 20°C B TeueHue 4 4, a 3aTEM KHIIATAT C
00paTHBIM XOJIOAMIBHUKOM TIPH MEPEMCIIUBAHUH B
TeueHne 24 4. PeakMOHHYI0 CMeCh KOHICHTPHUPY-
IOT B BaKyyMe M OYHIIAIOT KOJOHOYHON Xpomaro-
rpadueil Ha QIII-KpeMHE3eMe, dITIOUPYS TUXIIOP-
MeTaHoM, 3TaHojioM 1 ammuakom (30:8:1), mosayuas
yKa3aHHOE B 3aroJIOBKE COCIMHEHHE B BHIE Macia
KkpacHoro ngera (1,23 1).

TCX SO, (auxiopMeTaH, 3TaHOJ, aMMHaK;
30:8:1) Ry =0,14.

Macc-cnexktp m/z 138 (MH" mns C/Hq3N3).

IMpomexyrounoe coenuneHne 28. 4R-Aue-
ToKcu-2R-[2-x110p-6-(3,3-AMMeTHII-0y THIIAaMHHO)-
nypuH-9-mn]-5R-(2-atun-2H-rerpazon-5-nn)-
terparuapodypan-3R-unoBeri a3¢up.

IMpomexyrounoe coeaunenne 7 (0,188 r; 0,40
mmoub), 3,3-muMetwibytunamud (0,040 r; 0,40
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MMmonb) u gumsonpommmtunamud (0,052 1; 0,40
MMOJIb) B m3ompornanojie (12 mi) mepeMemmBarT
mipu 20°C B Teuenue 16 4.

PacTBopuTeNnp yAaJsioT B BaKyyMe, MOJydas
YKa3aHHOE B 3aroJIOBKE COCIUHEHHE B BHIE OKpa-
meHHoro Teepaoro Bemectsa (0,214 r).

KX/MC CUCTEMA A - R; = 4,89 mun;

JKX/MC CUCTEMA A - m/z 536 (MH").

[IpomexyrouHoe coexmnenue 29. 2-I'mppo-
KCUMETHIOCH3UIaAMUH.

Amomoruapun mutus (12,4 ma; 1,0M B au-
STHIIOBOM 3(Hpe) OCTOPOKHO NOOABIAIOT B aTMO-
cdepe azora mpu nepeMemiBaHuM B TedeHue 10
MUH K 2-inanoMetminbensoary (1,00 r; 6,2 MMob)
B 0€3BOJHOM AMATHIIOBOM ddupe (40 mi), moamep-
JKUBas Temnepatypy He Boimie 15-20°C ¢ moMoImpio
nenstHor Oanu. [lo oxOHUaHWM MOOABIICHUS peak-
LHOHHYIO CMECh OCTAaBJISIOT AJIsI HArPEBAaHUS IO
21°C, a 3aTeM KHIIATAT C OOPaTHBIM XOJIOIHIIbHH-
KOM B TeyeHHe 16 4. PeakiMoHHYI0 cMech OXJax-
nmaroT mpuoim3uTensHo 10 -10°C. CMech 0CTOpOXK-
HO TI0 KarusimM obpabateiBatot Bogoit (0,5 M), 20%
BomHbIM Tuapokcuaom Hatpust (0,37 mur) u BomOH
(1,74 mn). [Tony4eHHYI0 TETEPOrCHHYIO CMECh 3e-
JICHOTO 1[BeTa (DUIIBTPYIOT, U OCTATOK MPOMBIBAIOT
IUOTIIOBEIM d¢upoM (150 mir), 0ObeqUHEHHBIE
pOMbIBHBIE BOABI ¥ (ribTpaT cymar (MgSOy), u
pacTBOpUTESb yIAISIOT B BakyyMme, Mojiydas yKa-
3aHHOE B 3aroJIOBKE COCIMHEHHE B BHJE Macia 3e-
nenoro 1gera (0,807 r).

Macc-criektp M/z 138 (MH" s CgHy,NO).

Ipumep 1. rel-(2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMUPHO-IIMKIIOTEKCHIIAMUHO )-6-(2,2-mud eHm-
STUIAMHHO)-TTypUH-9-1i]-5-(2-3Tnn-2H-tetpason-
5-mm)-Terparuapo-dypan-3,4-guoi.

CMech TPOMEKYTOYHOTO COCIUHCHUS 8
(0,942 r; 1,72 mmoiib) U TpaHc-1,4-1HaMUHOLUKIIO-
rexcaHa (MOXeT OBITh TOJy4eH B COOTBETCTBHH CO
croco6amu, OMMCAaHHBIMU B MEKIyHAPOIHOM 3asiB-
ke Ha matent WO 94/17090) (1,19 r; 10,3 MmmoJ1b) B
0e3BoHOM auMmeTHicynbpokcuae (5 M) Harpesa-
tor npu 120°C B Teuenue 60 4. OxnaxaeHHYIO pe-
aKIIMOHHYI0 CMECh PACHpENCIIIOT MEXKIy ITHIALC-
taroM (100 mi) u coneBbiM pactBopoM (100 mu).
Oprannyeckyro (a3y OTACISIOT, MPOMBIBAIOT CMe-
cbro H,0 u conesoro pacteopa (1:1; 100 mi1). O6b-
CJIMHCHHBIN BOJHBIA PacTBOP SKCTPATHPYIOT ATHII-
anieraroM (100 mur). OObeIMHEHHBIM OpraHMYeCKHi
pactBop cymat Hag MQSO,, GUIBTPYIOT M BbINa-
PHBAIOT B BaKyyMe, 4TO IO3BOJISIET MOJYYUTh CMO-
a1y Oenosaroii okpacku (1,22 r), KOTOPYIO OYHIIA-
0T KOJIOHOYHOH Xpomarorpaduedt Ha G-
KpeMHeseMe, smonpys cmecbio CHLCl,-MeOH-880
NH; (40:10:1) u mony4ast mpoayKT B Bujae CBOOO.-
HOTO OCHOBAHHSI KaK TBEpPIOC BEIIECCTBO OCKEBOTO
mgera (0,785 ).

TCX SIOZ (CH2C12 .
40:10:1) Rs = 0,36.

Ipumep la. rel 0-(2R,3R,4S,5R)-2-[2-(TpaHc-
4- AMHHO-TIMKJIOT€KCHIIAMUHO )-6-(2,2-nud erns-
ATHJIAMHUHO)-TTypuH-9-m]-5-(2-3Trn-2-1H-0-terpa-

meTtanon : 880 NHy;
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30J1-5-ui1)-TeTparuapodypas-3,4-auoin
XJIOpUZ

Coenunenne u3 nmpuMepa 1 (cBoOOIHOE OCHO-
Banue) (0,780 r; 1,25 MMOJIB) PaCTBOPSIIOT B CMECH
sranoia (3 mi) u srunanerara (20 mir), oOpabarhi-
BAIOT XJOPUCTHIM BojgopoaoM B adupe (1 M; 2,5
MIT;, 2,5 MMOJIB), B 0CaZ0K Oeoro mBeTa oopasyer-
cs HemeneHHo. K 3Tolt rereporeHHON cMmecH [o-
6aBnsitor 3¢up (40 M) M MEpEeMENIMBAIOT HA OT-
KpBITOM Bo3xyxe B TeueHue 18 4 mpu 20°C. Trep-
JI0€ BEIIECTBO 0OeJoro ImBeTa OT(HIBTPOBHIBAIOT,
npombiBatoT ddupom (3 x 10 M), cymar B Bakyy-
Me, MoJIy4Jasi yKa3aHHOE B 3ar0JIOBKE COETMHEHHE B
BUJIE TBEpOro BeriecTsa Oenoro 1sera (0,84 r).

T.mwn. 141,2°C (pasnaraercs);

KX/MC m/z 626 (M H* JUISL C32H39N1103).

Amnamusz. O6napyxeno: C 53,35%; H 6,35%;
N 21,03%.

C32H39N1103EHC1D],4H20: C
6,10%; N 21,28%.

IMpumep 16. rel 0-(2R,3R,4S,5R)-2-[2-(TpaHnc-
4- AMMHO-IIMKJIOT €KCHIIAMHUHO)-6-(2,2- e nu-
STHIAMHUHO )Ty pHuH-9-1m]-5-(2-3trn-2H-Terpazon-
5-un)-terparuapodypas-3,4-auon cynbdar.

Coenunenue u3 npumMepa 1 (cBoboaHOE OCHO-
Banue) (0,305 r; 0,49 MMob) pacTBOPSIOT B MpPO-
MBILIICHHOM METHIHPOBaHHOM crmpte (3 M) u B
teuenne 30 MUH 00pabaTHIBAIOT, JOOABIIAS MO Kall-
JSIM TIPOMBIIUICHHBIH METHIHPOBaHHBIH criupT (2
MII), cofeprkainuii cepuyro kuciory (0,49 mi); oca-
JIOK Oeroro 1BeTa o0pasyercs He3aMeIUTebHo. K
JTOW TETEPOreHHOW CMeCH MOOABJISIOT TPOMBIII-
JICHHBIH MeTHIMpoBaHHBIN crupT (1 M) U mepe-
MemmBaoT B TeueHue 24 4 mpu 20°C. Tepmoe
BEILECTBO 0EJoro mBeTa OT(WIBTPOBHIBAIOT, MPO-
MBIBAIOT ~ MPOMBINUICHHBIM  METHJIMPOBAHHBIM
cupToM (2 MII) M TEPeKPUCTAIUTH30BBIBAIOT U3
cMmecu Metanoia (60 mu), sranona (10 mi) u uzo-
npomnanoia (3 MiI), 9TO JaeT yKa3aHHOE B 3arojioB-
K€ COSIMHEHHE B BHJE KPUCTAJUIMYECKOTO TBEPIO-
ro BemiecTsa Oesoro ngera (0,263 ).

KX/MC CUCTEMA A R; = 3,79 mum;

JKX/MC CUCTEMA A m/z 626 (MH").

Mpumep 2. (2R,3R,4S,5R)-2-[6-(2,2-dude-
HWJI3TUIIAMUHO )-2~(TIUPPOJIUANH-3 -UIAMHHO)-1Ty -
puH-9-1i]-5-(2-3Tun-2H-rerpaszon-5-uin)-rerpa-
ruapodypan-3,4-n1uona Tpuc(rpudropanerar).

IMpomexyrounoe coequnerne 9 (0,050
0,091 mmons), 3-amunonupponunun (0,040 r; 0,45
MMmonb) B H-Oyranone (0,5 mir) HarpeBaroT mnpu
130°C B Teuenue 28 4. PeakIMOHHYIO CMECh pas-
OaBystror MeTanojoM (10 MiT), OYHIAKOT, MCIOJb-
3ys mpenapatuBHyo BOXKX (20-70% areronut-
pWII) B PACTBOPHUTENH yAAIIIOT 1 B BakyyMme, TOIy-
Yasg yKa3aHHOE B 3arojIOBKE COEIMHEHHE B BHUJE
TBEpPIOro BelecTBa KopuuHeBoi okpacku (0,034

r).

JIUTUIIPO-

53,10%; H

TCX SO, (16%-HbIil MeTaHON B JAUXJIOPME-
tane) Ry = 0,12. TouHoe 3HaYeHHE MACCHI IO JaH-
HeIM MC (371eKTpopaciblienue): usmepennoe MH”
598,301184; BeruncaenHoe g CsoHggN1 O3 =
598,300259.
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Mpumep 3. (2R,3S,4R,5R)-2-(2-O1nn-2H-
TeTpa3oi-5-min)-5-{6-(3-noa-6eH3mnaMuHo)-2-[ 2-
(1-meTwmn-1H-umuga3on-4-ui)-3THIaMAHO | -ITy prUH-
9-un}-terparunpo-pypan-3,4-1uod.

IIpomexyrounoe coemunenne 7 (0,012 r;
0,025 mmoip) pacteopsiroT B m3ompornanoie (0,25
i), mobasisiror msonpomanon (0,25 mi), comep-
xamumii  auusonpormwmTaaamud (0,006 r; 0,025
MMOJIb) C TMOCICOYIONUM  J00aBICHHEM  3-
noabemsunamuna (0,002 r; 0,025 mmons) B u30-
nponanone (0,25 mir). Cmechk octaBisaoT npu 20°C
Ha 12 4, mocine 4ero JOOaBISIOT |-METHIITHCTaMIH
(0,038 r; 0,30 mmob) B u3onpomanose (0,50 mi) u
pacTBOpUTENb YIAISIOT MOJ TOKOM a3zora. OcTas-
LIYIOCS CMOJTY CYCIIEHIUPYIOT B JTUMETHICYIb(OK-
cune (6 xarx) u cMech HarpesarotT mpu 120°C B
teueHue 4 naerl. OAHOBPEMEHHO MPOMEXYTOUHOE
coenunenune 7 (0,012 r; 0,025 MMoIib) pacTBOPSIOT
B usomnpomnanoie (0,25 mi), 106aBIsIOT H30IMpPOIIa-
noa (0,25 mur), comepariuii JUU30NPONUIITHIA-
mur (0,006 r; 0,025 MMoIIb) ¢ MOCIEAYIONUM [0~
6aBnenueM 3-wonbensmnamuna (0,002 r; 0,025
mmonb) B usonponanone (0,25 mm). Cmech ocTas-
nstoT mpu 20°C Ha 12 v, mocie 4ero J00aBISIOT
metmnat Hatpus (0,001 r; 0,025 MMoJ1b) B M30MpO-
nanoie (0,25 mi) ¢ gumetmicyabdokcuaom (3 Ka-
wisimMu). Yepes 6 u mpu 20°C pobammsror 1-
metmructamud (0,038 1; 0,30 MMoOIIB) B M30IpO-
nanoje (0,50 Mi1) ¥ pacTBOPHUTEIND YAAIAIOT B TOKE
azota. OCTaBIIYIOCS CMOJY CYCIICHIUPYIOT B TUMe-
tuncynbdokeune (6 Karix), ¥ CMeCh HAarpeBaroT
npu 120°C B Teuenne 4 nueil. Peakiimonnsie cmecn
U3 3THX JIBYX 3KCIIEPHUMEHTOB OOBCAUHSIIOT W OYH-
IIAF0T, UCTONB3Ys KAPTPUIKU s TBEpAO(a3HOM
skctpakuuonHoi (SPE) xpomarorpadum (NH,
amuHonponun Bondelute), ocratok pacTtBopsOT B
muxiopmerane (5 mu) um Hamocst Ha 1 SPE-
KapTpuIK (5 M KapTpUIK); KapTPUIDK TOCIENO-
BaTEJIbHO MPOMBIBAIOT jauxjiopmeranom (5 mi),
xaopopopmom (5 mi), ausTHiIOBEIM d¢upoM (5
MJT), 3TAIANeTaToM (2X5 MIT), alleTOHUTPHIOM (2X5
M) U arieToHoM (2x5 mur). OObeTUHEHHBIC aleTO-
HOBBIC ()paKIMK KOHICHTPHPYIOT B BaKyyMe H
MOJIBEPTarOT AadbHEWIICH OYHCTKE, PAcTBOPsA OC-
tarok B guxnopmerane (1 mu) u Hanocst Ha 1 SPE
kapTpumk (1 MIT KapTpumK); KapTPUIK MOCIen0-
BaTEJIbHO MPOMBIBAIOT jauxiopMmeranom (1 m),
xaopopopmom (1 M), musTHIOBEIM d¢upom (1
Mu1), atiaaneratoM (2x1 mir), aneToHuTpriIoM (2x1
Mi) u aietoHoM (2x1 Mi). OObeMHEHHBIEC aleTo-
HOBbIe (paKIMU KOHIEHTPUPYIOT B BaKyyMe, 4TO
MO3BOJISIET TMOJYYUTh yKa3aHHOE B 3aroJIOBKE CO-
e/IMHEHUE B BUJIC TBEPJOTO BelecTBa OENoro IBeTa
(0,008 r).

XKX/MC CUCTEMA A - R, = 3,62 mun;

JXKX/MC CUCTEMA A - m/z 673 (MH").

Mpumep 4. (2R,3S,4R,5R)-2-(2-O1nn-2H-
TeTpaso-5-mn)-5-{2-[2-(1-metun- 1 H-umunazon-4-
WJT)3THIIAMUHO |-6-(eHEe THIIaMUHO-ITypHH-9 -1 } -
Terparuapodypan-3,4-1uoJ TUTHAPOXIOPHUI.

PactBop ruapoxcuma Harpus (2,52 r; 63,0
MMmoib) B Meranone (90 mur) obGpabGarteiBaror 1-



39

METHITHCTaMHHOM Oucruapoxmopugom (6,50 r;
32,5 mmonp) u nepememmBator npu 20°C B Teue-
Hue 15 mMuH. PacTBOp KOHIIEHTPHUPYIOT B BaKyyMme
JI0 OJHOW YeTBEepTO 00beMa, 00pabaThIBAIOT MPO-
MEKYTOYHBIM coeauHennem 11 (2,26 r; 4,07
MMOJIb) M TETEPOTCHHYIO CMECh IEpPEMELIMBAIOT
npu 20°C B teyenne 30 muH. PacTBOpuTens yma-
JSIIOT B TOKE a30Ta, MOJydYash OCTAaTOK, KOTOPBIH
pacTtBopsitoT B auMmetmicyibdokcune (2,0 mi), 3a-
TeMm HarpeBatoT npu 115°C B Teuenue 24 4 u mo-
3BOJISIIOT OXJIaZUThCs. CMech pacrpenersiioT Mex-
ny nuxiaopmeranom (300 mur) u Bomoit (30 mi). Op-
raHu4YecKyro (asy npomsiBaroT Bopoi (30 mi), pas-
0aBJIeHHBIM BOXHBIM XJopuaoMm Hatpus (50 mu),
3atem cymar (MgSO,) U BEIIAPUBAIOT B BaKyyME,
HoJty4asi OpamkeByro IieHy. Ee ounmatoT npemnapa-
tueHOU BOXKX (mpoduns rpaguenta: 17-38% arre-
ToHHUTpUiIa/Boma, moakuciacHHas 0,1% ykcycHoit
kucinoTel; Ry = 12 MuH), mosrydast TBepaoe BEIIECT-
BO OexeBoro 1Beta. Ero pacTBopsoT B cMecH BOJBI
(75 mn), 1,4-nuokcana (2,5 wmu), aneroHuTpuia,
noxakuciensoro 0,1% ykcycHoii kuciotsr (50 mu),
u MeTaHouna (20 M) U THOGHUIBHO CYIIAT, MONyYas
TBEpAOE BEIIECTBO OEXKEBOro IBeTa. DTO TBEpIOE
BEILECTBO pacTBOPSIOT B quxsopmerane (200 mu),
PacTBOp MOCIENOBATENHHO IPOMBIBAIOT HACHILICH-
HBIM BOJHBIM ruapokapGonatom Hatpus (3 x 30
i) u Bomoit (30 mu), sarem cymar (MgSO,) u
KOHIIGHTPUPYIOT B BaKyyMe, IOJydast KeJITyIo Ie-
ny. Ee pacteopsitor B Meranone (15 mi), stunare-
tare (20 M) u audTHIOBOM ddupe (20 mi), 3atem
00pabaThIBaIOT XJIOPUCTHIM Bogopoaom (6,1 mia 1M
pacTBopa B Am3THIIOBOM ddupe). [anee nopuusiMu
B TEYEHHE 5 MUH J00aBISAIOT AMITWIOBHIN 3dup
(120 M) ¥ reTeporeHHyH CMech IEePEMEILINBAIOT
nipu 20°C B Teyenue 1 4. [lomyyeHHoe Ha cTeHKax
cocyza TBepA0e BEIIECTBO COCKAOIMBAIOT B 00bEM
1 B3BEChH IIEPEMEIINBAIOT B TEUCHUE JOTIOTHUTEIIb-
uIX 10 muH. [lanee ymansioT cynepHaTaHT, TBEp-
JI0Oe BEIIeCTBO 00padaThIBAIOT IUITHUIIOBBIM J(hH-
pom (250 mi1), cMech IIEpeEMEIINBAIOT B TeueHne 15
MUH, 3aTeM YAIAIOT cynepHaraHT. TBepaoe Bemie-
CTBO ellle pa3 00pabaThIBAIOT AUITHIOBBIM dprpoM
(250 mu1), mepemMennBaroT B TedeHue 15 MuH, 3aTeM
YIQISIOT CyNepHAaTaHT U TBEPJOE BEIIECTBO CyIIaT
0] TOKOM a30Ta, HoJTy4asl yKa3aHHOE B 3aroJjIOBKE
coenMHEeHUE B BUAe OenoBaroro mopomika (1,92 r).

Amnamuz. O6uapyxkeno: C, 46,5, H, 5,9; N,
23,9,

C26H32N1203&,0HC1&,5H20|I),2C4H100 Cco-
oreercrByeT C, 46,4; H, 6,0; N, 24,2%.

Macc-cmektp mM/z 561 (MH® s
C26HzN1,05).

IIpumep 5. (2R,3R,4S,5R)-2-{6-benzun-

aMuHO-2-[2-(1-metmn-1H-umunazon-4-umn)>tui-
aMMHO |-1TypuH-9-ni1} -5-(2-311-2H-TeTpaszon-5-
wi)-teTparuapodypan-3,4- 1o

CoenuHeHHE TMpUMepa S MOIydYaloT aHajo-
THYHO c1I0co0y, M3JI0KEHHOMY B IpuMmepe 3, Hc-
nonb3yst 6ersunamu (0,003 r; 0,025 mmorp). Yka-
3aHHOE B 3aroJIOBKE COEAWHEHHE IMOJIYJaloT MOCIe
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BBHINTAPUBAHUS PAcCTBOPHUTENII B BaKyyMe B BHIE
TBep0ro Bemecrsa 6emoro nsera (0,005 r).

KX/MC CUCTEMA A - R; = 3,42 mun;

JKX/MC CUCTEMA A - m/z 547 (MH").

Ilpumep 6. (2R,3R,4S,5R)-2-{6-(1-Otmi-
ponUIaMuHO)-2-[2-(1-meTun-1 H-umugazon-4-

W) THIIAMHHO |y puH-9-1111 § -5-(2-3Trn-2H-
TeTpason-5-un)rerparuapodypan-3,4-11oi anerar.

Ipomexyrounoe coemunenne 7 (0,012 r;
0,025 mmoib) pactBopsitoT B m3ompomnanoine (0,25
mit), nobasmsror m3ompomnanon (0,25 mu), comep-
xamumii  auusonpormwmTaaamud (0,006 t; 0,025
MMOJIB) C TochenylomuMm — jgo0aBieHueM — 3-
nentuiamuda (0,002 r; 0,025 MMoib) B M30MpoIa-
noJe (0,25 mir). Cmech octassiroT mpu 20°C Ha 12
4, rocie yero nooasistor 1-mermarucramun (0,038
r; 0,30 Mmmois) B m3onpomnanone (0,50 mi) u pac-
TBOPHUTENb YAAISIOT 1O TOKOM a3oTa. OcraBmryio-
Cs CMOJy CYCHEHIMPYIOT B IMMETHICYIb(POKCHIC
(3 xamwx) U cmech Harpeatot npu 120°C B Tede-
Hue 16 4. HeouMieHHBIH NPOAYKT peakiuu O4u-
IIa10T, Ucnonb3ys aBronpen. BOXX, momyyas mo-
cie THoQUIN3aliK yKa3aHHOE B 3arojOBKE COCAH-
HeHue B Buze TBepaoro Bemectsa (0,003 r).

KX/MC CUCTEMA A - R; = 3,36 mun;

JKX/MC CUCTEMA A - m/z 527 (MH").

IIpumep 7. (2R,3R,4S,5R)-(2-{6-1{ukio-
MeHTUIaMHUHO-2-[ 2-(1-meTwn-1 H-umunazon-4-wmr)-
STHJIAMUHO |-TypuH-9-m } -5-(2-aTun-2H-Tetpazon-
5-un)-teTparuapo-hpypan-3,4-1uoJ1 aneTar.

Coenunenne mpuMmepa 7 TOJNIYy4YarOT aHaJo-
THYHO CIIOCO0Y, M3JIOKEHHOMY B IpuMmepe 6, uc-
noip3ys  mukonentwiamua - (0,002 ;0,025
MMOJIb). YKa3aHHOE B 3arojlOBKE COCIUHEHUE IO-
Jy4aloT Tocyie JTuo(wIn3anuu B BHIE TBEPIOTO
Bemecta (0,005 ).

KX/MC CUCTEMA A - R; = 3,29 mum;

JKX/MC CUCTEMA A - m/z 525 (MH").

IIpumep 8. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpa3oi-5-uin)-5-{6-(1S-ruapokcumeTnn-2-
dbenmmTHIaMIHO)-2-[2-(1-MeTrin- 1 H-umuazon-4-
WIT)3THJIAMHHO |y pHH-9-111} TeTparuapodypan-3,4-
JIMoJIa areTar.

CoenuHenne mnpuMepa 8 MNONIydyaroT aHaio-
THYHO CIIOCOOY, M3JIOKEHHOMY B IpuMmepe 6, uc-
HOJIb3Ys (S)-(-)-2-amun0-3-¢erni-1-npomnanon
(0,004 r; 0,025 mmonb). YKa3aHHOE B 3arojiOBKE
COCIMHEHHE TMONYYaroT TOCie JTHOQWIN3aluU B
Bujie TBepaoro Berecrsa (0,005 r).

KX/MC CUCTEMA A - R, = 3,37 mun;

JKX/MC CUCTEMA A - m/z 591 (MH").

Ipumep 9. (2R,3R,4S,5R)-2-{6-(3,3-Tume-
TUNOYTHIIaMUHO )-2-[ 2-( 1 -MeTmn-1 H-umunazon-4-
WJI)-3THIIaMHUHO [Ty pHuH-9-1i } -5-(2-3Tnin-2H-reTpa-
3011-5-min)Terparuapodypan-3,4-auona anerar.

Coenunenne mpuMmepa 9 MNONTy4yarOT aHaio-
THYHO CIIOCO0Y, M3JIOKEHHOMY B Ipumepe 6, uc-
noip3ys 3,3-mumermnoytunamun (0,004 r; 0,025
MMOJIb). YKa3aHHOE B 3arojlOBKE COECIUHEHUE IO-
JMy4aroT TOCie THOMGWIN3aIWU B BHAE TBEPAOTO
Bemectsa (0,004 r).

KX/MC CUCTEMA A R; = 3,53 muH;
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XKX/MC CUCTEMA A - m/z 541 (MH").

IIpumep 10. (2R,3R,4S,5R)-2-[6-AmMuHO-2-
(2R-ruapoxcunukionent- 1 R-unamuHo )mypun-9-
nn|-5-(2->tun-2H-TeTpa3on-5-wmn)-Terparuapo-
(dbypan-3,4-110J THAPOXIOPHIL.

IMpomexyrounoe coequnenne 12 (2,00 r; 5,4
mmoutb) U (R,R)-aMHHOIMKIIONEHTaH-2-01 [CMOTPH
WO 94/17090; L.E. Overman and S. Sugai, J. Org.
Chem., 1985, 50, 4154] (3,74 r; 27,0 mmoinb) B Ge3-
BOJHOM JuMeETHICYIb(okcuae (4 mi) mepemeniu-
BatoT nipu 110°C B Teuenne 64 4 mepen KOHIICH-
TPUPOBaHUEM B Bakyyme. HeouuineHHbIN MPOIYKT
OYMIIAIOT, MCIOJIb3YSl KapTPUIKK Ul TBepAoQas-
HOM skcTpakunonHoi (SPE) xpomarorpaduu (NH,
amuHonponuit Bondelute), ocratok pacTBOpsOT B
quxiopmerane (100 mur) m maHocsat Ha 5 SPE-
kapTpuku (20 M Ha KapTPHUIDK); KapTPUIKH TT0-
CIICIOBATENIFHO TPOMBIBAIOT AuXJiopmeTanoM (5 x
50 mu) u auneronurpwiom (5 x 50 M) u HeouH-
IICHHBII MPOAYKT 2MoUpyroT MeTaHonoM (5 x 50
mi1). OObeJMHEHHBIE METaHOJbHBIE (QpaKIUU KOH-
LEHTPUPYIOT B BaKyyMe M IIOJBEPraioT AalbHEH-
el OYHMCTKE € IOMOINBI0 KOJOHOYHOH XpOMaro-
rpagun Ha QIALI-KpEeMHE3eMe, JIMIOUPYS CMEChIO
10% wmeraHONa B AMXJIOPMETAHE M IOJydYas IMPO-
Inykrt, copepxkanuii mpumecu (1,00 r). DToT comep-
KaIMi MPUMECH MaTeprall OUHUILAIOT MpenapaTHB-
Hoit BOXX (14% aneroHuTpria B BoJ€E [YKCyCHas
KHCJIOTa B KadecTBe MoaubukaTopa] 3a nepuoza 30
MuH, A = 254), mony4as mocie nuodunmsanun Oe-
ayio neny (502 mr). TIpomyKT pacTBOPSIOT B BOJE
(50 mi1) 1 HOOABIAIOT BOAHYIO 2H. COISHYIO KHCJIO-
ty (0,44 mm). IlonydeHHbIH pacTBOp NHODHIBHO
CyIIaT, MOJly4asi yKa3aHHOE B 3aroJIOBKE COEIUHE-
Hue B Buje Oeroil nenst (497 mr).

Amnammz. O6napyxeno: C, 42,52%; H, 5,56%;
N, 28,74%;

021H26N1004HC|D,8H20 COOTBETCTBYCT C,
42,25%; H, 5,55%; N, 28,98%. Awnamutuuecckas
BOXX (mpodwmis rpamuenrta: cmecs 10-60% arre-
TOHHUTpWIA/Boma 3a rmepuon 25 MuH [TpUPTOpPYK-
CyCHas KHCIIOTa B KadecTBe Moaudukartopal), Ry =
9,59 muH.

MMpumep 11. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(1S-ruppoxcumernii-2-GpeHMId THIIAMUHO )Ty pUH-9-
wi)-5-(2-atun-2H-rerpazon-5-un)-rerparuapody-
pau-3.,4-nuoi.

Cmech  (S)-(-)-2-amuno-3-(henun- 1 -npomnano-
na (1,403 r; 9,3 MMOIB), TPOMEKYTOYHOTO COCH-
Hernust 12 (0,683 r; 1,86 mmons) u OukapboHarta
Harpus (0,393 r; 4,68 MMOIIb) B TUMETHICYIB(OK-
cuze (2 M) HarpeBarOT TPH MEPEMEITHBAHUHU TIPH
120°C B Teuenue 48 4, 3aTeEM CMECh OCTABJISIOT IS
OXJIQXKICHUS. U TPH TMOHIKCHHOM JIaBICHHU TPHU
75°C ynmansroT pactBopurenb. OCTaTOK pacTBOpS-
10T B quxjopMmerane (25 Mi1) ¥ HAHOCAT Ha 2 Kap-
TpUIDKa Ui TBepAodasHoit sxcTpakiuonHoi (SPE)
xpomatorpadun (NH, amuuomponun Bondelute),
KapTpUKM TOCJIEIOBATENIHO IPOMBIBAIOT  JIU-
xnopMetanoM (25 mi) u ateToHUTpUiIoM (25 M) u
HEOYHIICHHBIN MPOAYKT DIIOHUPYIOT MeTaHoioM (3
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x 25 mi). OO0beMHEHHbIE METaHOJbHEIE (ppakunuu
KOHLIEHTPUPYIOT B BAKyyM€ U COJICPKALIMN TIpUMe-
CH MaTepHal OYHIIAIOT C IOMOIIBIO MpenapaTyB-
Hoit BOXX (22% aneronutpuia B BoJ€e [YKCyCHas
KHCJI0Ta B KauecTBe Moandukaropa] 3a nepuoa 30
MUH, A = 254); pacTBOpUTENb YAAISAIOT B BaKyyMe,
oJTydasi CBOOOTHOE€ OCHOBaHWE B BHJIE OEIION TTEHBI
(379 mr).

KX/MC CUCTEMA A - R; = 3,54 muH;

JKX/MC CUCTEMA A - m/z 483 (MH").

[Tpumep 11 (anprepHAaTUBHEIN TpoLECT).

B Tpexropiyio KpyrJioJOHHYIO KOJ0y €MKO-
ctpio 100 My mOMEIIaloT MPOMEXYTOYHOE COEIH-
uenue 26 (1,21 r), L-dpenunananunon (1,09 r), au-
Metuicyiabdokcus (3,0 M) U AUU30NPONUIITHIIA-
muH (9,0 mi). CMech KUIATAT ¢ OOPAaTHBIM XOJIO-
IUIBHUKOM B TEYCHHE MPHOIM3HTEIBHO 23 U, 3a-
TEM KOHIIGHTPHUPYIOT B Bakyyme. [lomyueHHoe mac-
710 00pabaTeiBatoT Bomoi (20 MiI) U 3THIALETATOM
(25 mu). Crtou pa3aensioT, ¥ BOJHBIN CION TPHXKIBI
9KCTparupyroT atunaneratom (15 mum). O6beau-
HECHHBIC OPTraHHYECKUE CJIOM YETHIPEHKIBI HMPOMBI-
BAIOT coJeBbIM pactBopoM (20 mi), cymar Haj 6e3-
BOJHBIM CyIb(aTOM HATPUS M KOHLECHTPHPYIOT B
BaKkyyMe, MoJIydasl yKa3aHHOE B 3arojoBKE COCIH-
HEHHE TPOMEXKYTOUHOH CTENEHH YUCTOTHI B BHJIE
Macna. YKazaHHOE€ Macjo OYHIIAI0T XpOoMaTorpa-
¢ueii Ha cunukarene (230-400 menr; 42 r). Dirou-
poBanue cMechio auxyopmeran: meranon (90:10)
JIaeT yKasaHHbBIM B 3aronoBke mpoaykt (1,33 r) (¢
80% BBIXOIOM) B BHIC TBEPIOTO BEIIECTBA KOPHUY-
HEBOW OKpaCKH.

TCX (merwienxmopun/meranon (90:10), 3a-
Tem rekcan/stunanetar (1:1)) Ry = 0,45.

IIpumep 1la. (2R,3R,4S,5R)-2-[6-Amuno-2-
(1S-ruppoxcumernii-2-GeHUII THIIAMUHO )Ty pUH-9-
wi]-5-(2-atun-2H-terpazon-5-mn)-rerparuapody-
paH-3,4-1101 TUAPOXIIOPHUIL.

Coeaunenne mpumepa 11 (cBoGomHOE OCHO-
Banue) (0,379 r; 0,79 MMOJIB) PacTBOPSIOT B BOJE
(50 mi1) 1 1OGABIAIOT 2H. BOIHYIO COJISTHYIO KHCIIO-
1y (0,39 Mmi). IoaydeHHBIH pPAcTBOp JHODUIBLHO
CYIIAT, YTO MO3BOJIAET MOJYYUTh yKa3aHHOE B 3a-
TOJIOBKe coenuHeHue B Bue Oenoit nensl (0,368 r).

T.mn. 174,1°C (paznaraercs).

Amnamus. O6napyxeno: C, 46,35; H, 5,40; N,
25,58%;

C21H26N1004D.,OOHC| EI.,ZHzo: C, 46,66; H,
5,48; N, 25,91%.

Macc-ciektp ~ m/z
Ca1H26N100s).

IIpumep 116. (2R,3R,4S,5R)-2-[6-AmMuno-2-
(1S-runpoxcuMeTHI-2 - EHUIA TUIIAMIHO ) Ty pUH-9-
nin]-5-(2-atun-2H-tetpazon-5-mn)-terparuapody-
pan-3,4-nuon 1-ruapokcu-2-Hagroar.

Coeaunenne mpumepa 11 (cBoGomHOE OCHO-
Banue) (0,300 r; 0,62 MMOJIB) PacTBOPSIOT B MpPO-
MBIIUICHHOM METHJIMPOBaHHOM crupte (3 Mir), Bce
HE PACTBOPHUBIIHMECS BELIECTBA OT(HIbTPOBHIBAIOT
U MPOMBIBAIOT MPOMBIIUICHHBIM METHIHPOBAHHBIM
criuptom (0,5 mi). 1-I'unpokcu-2-HapTOWHYIO KH-

483 (MHJr IS
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cioty (0,117 r; 0,62 MMoIb) pacTBOPSIOT B IMPO-
MBIIIIEHHOM MeTHaupoBanHoM croupre (1,5 M),
(GUIABTPYIOT U TPOMBIBAIOT/TIPOTIOIACKUBAIOT TIPO-
MBINUICHHBIM METHIIHPOBaHHbIM cripToM (0,5 mir).
JIBa pacTBOpa OOBEAMHSIOT, XOPOILIO IEPEMeEIH-
BAaIOT, YTO NMPUBOAUT K 00pa30BaHHUIO MYTHOH Cyc-
nersun. Cmech octapistor mpu 20°C Ha 19 4, cy-
NEepHATAHT YAAISIOT, KPUCTAIIMYECKOE TBEpAOE
BEILECTBO IPOMBIBAIOT IPOMBIIIEHHBIM METHIIN-
poBaHHBIM cupToM (3x1 MJT) U cyIIaT Ha BO3AYXE,
YTO IIO3BOJISET IOJYYUTh yKa3aHHOE B 3arojOBKE
COEIMHEHUE B BHUJIE ITOPOUIKOOOPA3HOTO KpHCTall-
JMYECKOTO HE COBCEM OEJIOro TBEPAOTO BEIIECTBA
(0,296 1).

KX/MC CUCTEMA A - R; = 3,57 muH;

JKX/MC CUCTEMA A - m/z 483 (MH").

IMpumep 11s. (2R,3R,4S,5R)-2-[6-AmuHO-2-
(1S-ruapokxcumeTII-2-(heHUIITUIIAMITHO )Ty pHUH-9-
nn|-5-(2-3tmn-2H-retpazon-5-mn)-terparuapody-
pan-3,4-nuona cynsdar.

Coenunenne npumepa 11 (cBoOGOgHOE OCHO-
Banue) (0,325 r; 0,67 MMoNb) pacTBOPSIOT B MpPO-
MBIIUICHHOM METHIIUPOBaHHOM cnmpte (6 Mi1) U B
teuenne 30 MuH 00pabaTHIBAIOT, NOOABIIAS 110 Karl-
JSIM  TIPOMBIIIIEHHBIA METHIIMPOBAHHBINA crupT (4
MiI), copepxaniuii cepayro kuciory (0,67 mi). Io-
JYYCHHYI0O CMECh IEpEeMEInBalOT B aTtMocdepe
a30Ta B TeyeHue 24 4, 1mocie 4ero oopasyercst MyT-
Has cycrnen3us. Cmech BbyiepkuBaroT nipu 4°C B
TeueHue 72 4, u obpasyercst cmoia. Yepes 30 Mun
HoCJIe COCKpeOaHMs C MOMOILBIO IImaTelist oopasy-
eTcsl KpUCTaIMYecKoe TBepoe BemecTso. /lo6as-
JSIFOT TIPOMBIIIUIEHHBIH METUITUPOBaHHbIH criiupt (5
MJI) ¥ TBEPJOEC BEIIECTBO OENOro IBeTa OT(HHILT-
poBbIBatoT. OUIBTPAT 0OBEAMHSIOT C OCTaBILIEHCS
CMOJIOH ¥ NEepeMEIINBAlOT B TEYCHHE JIOTIOJIHHU-
TenbHBIX 30 MHH, 00BEM CMECH YMCHBIIAIOT B Ba-
KyyMe, IIpH 3TOM 00pa3yercsi TBEpIO€ BEIIECTBO
Oenoro 1BeTa, KOTOPOE NEPEKPHUCTAIUTM30BBIBAIOT
U3 OXJIQXKJICHHOTO TPOMBIIIUIEHHOTO METHIMPOBAH-
HOTO CHPTa W OOBEAWHSIOT C MPEIbIIYIIAM COO0-
POM, 4TO JaeT yKa3aHHOE B 3ar0JIOBKE COECIIMHEHHE
B BHJIE KPHUCTAIMYECKOTO TBEPIOTO BellecTBa Oe-
noro 1geta (0,242 r).

KX-MC CUCTEMA A - R; = 3,43 muH;

XKX-MC CUCTEMA A - m/z 483 (MH").

Ipumep 11r. (2R,3R,4S,5R)-2-[6-AmMunHO-2-
(1S-rupporcumMeTrI-2 -(h eHUIT-3 TUIIAMHHO )-ITypUH-
9-un]-5-(2-3tun-2H-teTpa3on-5-wi)-TeTparuapo-
(dbypan-3,4-nmuona Me3umar.

PactBop coenunenus npumepa 11 (cBoboaHO-
ro ocuosanus) (0,300 r; 0,62 MMOJIB) B IPOMBIIII-
JIEHHOM MeTHIHpoBaHHOM crupTe (3 Mir) oOpaba-
TBIBAIOT IO KAIUIIM PacTBOPOM METaHCYJIb(OHOBOH
kuciaotel (0,042 r; 0,62 MMOIB) B MPOMBIIIICHHOM
MeTiIrpoBaHHOM criupte (3 mut). O6pasoBaBuniics
MYTHBIH PacTBOp OXJIaKAAIOT MPUOIN3UTEIBHO /10
4°C B Teuenue 16 4 nepen yaajleHHEeM CylepHaTaH-
Ta, TBEPAOE BELIECTBO ABAXIBI MPOMBIBAIOT MPO-
MBIIUICHHBIM ~ METHJIMPOBAaHHBIM  CIIHPTOM, OT-
(bUITBTPOBBIBAIOT U CYIIAT B BaKyyMe, UTO ITO3BOJIS-
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€T TOJYYHUTh YKa3aHHOE B 3ar0JIOBKE COCIMHCHUC B
BHjIe TBepIOro BemniecTsa Oenoro ngera (0,306 r).

KX-MC CUCTEMA A - R; = 3,56 mun;

JKX-MC CUCTEMA A - m/z 483 (MH").

IIpumep 11a. (2R,3R,4S,5R)-2-[6-Amuno-2-
(1S-runpokcuMeTHiI-2-hEeHWIT-3THIAMUAHO ) -ITypHUH-
9-nn]-5-(2-3tmn-2H-teTpazon-5-mi)-TeTparuapo-
dbypan-3,4-11ona Manear.

Coenunenne npumepa 11 (cBoOGomgHOE OCHO-
Banue) (0,301 r; 0,62 MMOJB) PacTBOPSIOT B MpPO-
MBIIIIEHHOM METHIHPOBAaHHOM crupTe (2,5 M),
BCC HE PACTBOPHBIIHECS BEIISCTBA OT(IIHTPOBHI-
BAlOT M MPOMBIBAIOT MPOMBIIUIEHHBIM METHIHPO-
BaHHbIM criuptoM (0,5 mMi1). MaJleHHOBYIO KHCIIOTY
(0,072 r; 0,62 MMOJIIB) PACTBOPSIIOT B ITPOMBILLIEH-
HOM MetuinupoBanHoM crupte (1 mir), GuisTpyroT
U TPOMBIBAIOT/TIPOIIOJIACKMBAIOT HPOMBIILICHHBIM
MeTuupoBanueM crimproM (0,2 min). [IBa pacTBo-
pa OOBEAMHSIOT, XOpOLIO MEPEMEINBAIOT, YTO
MPUBOAUT K 0Opa30BaHUIO MYTHOTO pPacTBOpa.
Cwmech octasmsitor npu 20°C Ha 19 4, obpasyercs
HeOOJbIIOE  KOJMYECTBO TBEPJAOrO  BEIIECTBA.
CMech cierka HarpeBaloT B TEUYEHHE KOPOTKOTO
MPOMEXKYTKa BPEMCHH H OCTABIIIIOT CTOSATH IPH
20°C B teyenue 4 4. IToaydeHHBIC KPUCTAUIBI OT-
(GUIBTPOBBIBAIOT, TMPOMBIBAIOT — MPOMBIILICHHBIM
METHINPOBaHHBIM crupToM (1x1 M, 1x2 M) u
CyIIaT HAa BO3JyX€, YTO JIaeT YKa3aHHOE B 3aroJioB-
K€ COeIUHEHHE B BHJE IOPOIIKOOOPA3HOTO KpH-
CTaJUTMYECKOTO TBEPOTo BEIIeCTBa OENOBOro IBe-
ta (0,290 ).

KX/MC CUCTEMA A - R, = 3,54 mun;

JKX/MC CUCTEMA A - m/z 483 (MH").

[Tpumep 111 (anbTepHaTHBHBII poLEcC).

B kpyriionoHHyo Koi0y HOMENIAaloT COEAHu-
nenue mpumepa 11 (cBo6oanoe ocHoBanue) (1,29 r)
u cmech 10% wmeranona-stanon (10 mu). Cmech
HarpeBaroT W QWIBTPYIOT depe3 (GuiIbTpoBaIbHYIO
oymary Whatman No. 2. ®uibTp IpOMBIBAIOT CMe-
ceio 10% meranona->tanon (2,1 M) U JOMOJHH-
tenpHble 2 M cMmecu 10% meraHonma-3TaHON II0-
6aBistOT K (UIBTpaTy, KOTAAa MYTHBIH PacTBOp
CTaHOBUTCA Tpo3pavHbiM. K 3ToMy pactBopy mHO-
0aBISIOT PAcTBOP MalleMHOBO# KuciIoTh! (311 Mr B
2 ma cmecu 10% wmeranoma-3taHon). B pactBop
MMOMEIIAIOT 3aTPaBKy W3 MOAXOJSAIIAX KPHCTAILIOB
U OCTaBIISIOT NMPH KOMHATHOW TEMIIEpaType Ha TPH
¢ mosloBUHON Yaca. CMech QWIBTPYIOT, H OCaJ0K
Ha (QUIBTPE TPOMBIBAIOT aA0COTIOTHBIM 3TaHOJIOM
(3 mu1). TBepmoe BermecTBo cymar mpu 60°C, moy-
yas yKa3aHHbIM B 3arosoBke mpoxaykr (1,42 r) (c
89% BBIXOIOM) B BHIC KPHUCTAUIMIECKOTO TBEPIIO-
ro BemecTBa Oejoro msera: T.1u1. 169,5°C.

TCX (90:10, metunenxnopun/meranon) Ry =
0,45.

Ipumep 12. (2R,3R,4S,5R)-2-(6-AMuHO-2-
UUKIONEHTUIAMUHO-TypUH-9-1111)-5-(2-9THn-2H-
TeTpa3o-5-ui)-TeTparnapodypan-3,4-auona
Ouc(tpudTopanerar).

IIpomexyrounoe coeaunenne 12 (0,050 r;
0,14 mmoinp) u nukinonentmwiamun (0,08 mur; 0,68
MMOJIb) B Ge3BogHOoM auMeTwicyiaspokcuae (0,1
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wut) HarpesatoT npu 120°C B teuenune 7 pueid. o-
HOJIHUTENBbHYIO MOpLKIo HukiIonenTuiamMuda (0,04
v, 0,34 MMOIB) C JOMOJHHUTEIBHBIM JIUMETHII-
cynbhorcuaoM (2 KarisiMi) U pEaKIIMOHHYIO CMECh
HarpesatoT npu 120°C B TeueHUe JOMOJHATETBHBIX
24 4.

PeakimoHHyI0 cMech pa30aBisIOT METaHOJIOM
(3 MJI) ¥ OYHMINAIOT, WCMOJIB3YS TMPenapaTUBHYIO
BOXX (10-60% aueronutpun). PactBopuTesnb
YIQIAIOT B BaKyyMe, OCTaTOK a3€0TPOIHO OTIOHS-
IOT C METaHOJIOM M cymiaTr B Bakyyme. [locie pac-
THUPaHMUS C IUITWIOBBIM 3(HPOM yKa3aHHOE B 3aro-
JIOBKE COCIMHEHHE IIOJy4aroT B BHUJE TBEPIOTO
BelecTBa OeaHo-xenroi okpacku (0,034 r).

KX/MC CUCTEMA A - R; = 3,34 muH;

JKX/MC CUCTEMA A - m/z 417 (MH").

IIpumep 13. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(4-dbrop-denmmamuno ) mypuH-9-un|-5-(2-3tun-2H-
TeTpa3o-5-mi)-Terparuapodypan-3,4-nuona
TpudTOpanerar.

Coenunenne npumepa 13 momywaror aHaio-
THYHO CIT0cO0y, M3JI0KEHHOMY B mpuMmepe 12, wc-
none3ys 4-¢propannnun (0,06 mr; 0,68 MMoibp) 1
HarpeBanue nipu 120°C B teuenue 48 u. Peaknnon-
HYIO CMECh Pa30aBIAIOT METaHOJIOM (3 M) M OYH-
IIAIOT, HCIIONB3ys MpenaparusHyro BIXX (10-
60% areronuTpmi). PacTBopuTens yaaIsSiOT B Ba-
KyyMe, OCTaTOK a3€0TPOIHO OTTOHSIOT C METaHO-
JIOM U CyHIIaT B BaKyyMe, MOJydas yKa3aHHOE B
3aroJIOBKe COEJIMHEHUE B BHJE HE COBCEM Oesoro
tBepaoro Bemectsa (0,049 ).

KX/MC CUCTEMA A - R; = 3,74 mum;

XKX/MC CUCTEMA A - m/z 443 (MH).

Mpumep 14. (2R,3R,4S,5R)-2-{6-AmuHo-2-
[2-(4-amuHODEHIIT)-3TUIIAMHHO |-ITypHH-9-1J1 } -5-
(2-3THn-2H-terpazon-5-mn)-rerparuapodypan-3,4-
nmoJia hopMuar.

IMpomexyrounoe coeaunenne 12 (0,050 r;
0,14 mmoinb) u 2-(4-amunodenumtun)amun (0,074
r; 0,68 MMOJ1b) B 6€3BOTHOM OUMETHIICYIB(GOKCHIC
(0,2 mi) marpesatot npu 120°C B atmocdepe azora
B TeueHHE 48 4 M HEOUMINCHHYIO PEaKLIHOHHYIO
CMECh OYMIIAIOT, UCHOJIB3yd asrompen. BIXX.
PactBoputenp ynaisroT B BakyyMme, Mmoiydasl yKa-
3aHHOE B 3ar0JIOBKE COCIMHEHHE B BHJE OKpallCH-
HOU B xenToiii nBeT mienku (0,032 r).

KX/MC CUCTEMA A - R; = 3,21 mus;

JKX/MC CUCTEMA A - m/z 468 (MH").

IMpumep 15. (2R,3R,4S,5R)-2-{6-AmuHo-2-
[2-(3,4-nuruapoKcueHUIT)ITHIIAMHUHO | ITypHH-9-
nn}-5-(2-atun-2H-Tetpason-5-un)-reTparuapo-
¢dbypan-3,4-nuona hopmmuar.

IMpomexyrounoe coeaunenne 12 (0,030 T
0,08 mmonb) u 3-ruapokcutupamun (0,112 r; 0,82
MMoONb) B Ge3BogaHoM aumerwicynsdokcuae (0,2
wi1) HarpeBatoT mpu 115°C B atMocdepe asora B
TedeHHEe 24 Y W HEOYHIICHHYIO PEaKIHOHHYIO
CMeCh O4YMIIAIOT, UCHOIB3yd aprompen. BIXX.
PacTBoputenp ynansroT B Bakyyme, Mmoiiydasl yKa-
3aHHOE B 3aroJIOBKE COEIMHEHHE B BHJE OKpAIlleH-
HOM B KOpruHeBHIii 11BeT mieHku (0,043 r).

KX/MC CUCTEMA A - R; = 3,53 muH;
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JKX/MC CUCTEMA A - m/z 485 (MH").

IIpumep 16. (2R,3R,4S,5R)-2-{6-AMuHO-2-
[2-(4-TunpoxcneHnT)ITHITAMHHO [ITypUH-9-1T } -5-
(2-otIn-2H-TeTpazon-5-un)-rerparuapodypan-3,4-
nuoina popMuar.

CoenuHenne mpuMepa 16 moaydaror aHaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpumepe 15, nc-
none3yst tupamun (0,112 r; 0,82 mmons). Heoun-
IIEHHYIO PEaKIMOHHYI0 CMECh OYHMIIAIOT, MCIOJb-
3ys aBrompen. BOXKX. PactBopurens ypansioT B
BakyyMe, MoJlydasl yKa3aHHOE B 3arojoBKE COCIH-
HEHHE B BHUJIC OKpAIICHHOW B KOPHYHEBBIH IIBET
wrenku (0,033 r).

KX/MC CUCTEMA A R; = 3,53 muH;

JKX/MC CUCTEMA A - m/z 469 (MH").

IIpumep 17. 4-(2-{6-AmunH0-9-[SR-(2-3TH]-
2H-terpa3zon-5-un)-3R,4S-quruapokcu-TeTparui-
podypan-2R-wi|-9H-mmypuH-2-MITaMHHO } THIT)
oenzoncynbhamuaa Gopmuar.

Coenunenne npumepa 17 monydaroT aHaio-
THYHO Croco0y, M3JI0KEHHOMY B mpuMepe 15, uc-
none3ys 4-(2-amuHodTHN)OeH30CyIbdamua (0,163
r; 0,82 mmonp). HeouumeHHyl peakIMoOHHYIO
CMeCh OYMIAIOT, MCHONB3ys aBTompen. BOXKX.
PacTBopuTeNns ymandioT B BakyyMme, Ioiydasl yka-
3aHHOE B 3aTOJIOBKE COSAMHEHHE B BHJAE OKpAIICH-
HOH B xenTslii 1BeT mienku (0,038 r).

KX/MC CUCTEMA A R; = 3,42 muH;

JKX/MC CUCTEMA A m/z 532 (MH").

IIpumep 18. (2R,3R,4S,5R)-2-{6-AMuHO-2-
[2-(4-meTOoKCH]EHIIT)ITHIAMUHO [ITypHH-9-11 } -5-
(2-3THn-2H-teTpazon-5-un)-rerparuapodypan-3,4-
noia popmuar.

Coenunenne npumepa 18 momywaror aHaio-
THYHO Croco0y, M3JI0KEHHOMY B mpuMepe 15, uc-
none3yst 4-metokcudpenerunamun (0,12 mu; 0,82
MMOJb). HeounimeHHyl0 peakIMOHHYIO CMech
OYHMIIAIOT, UCTIONB3ys aBTompern. BOXX. Pacrtso-
pUTETb YAAISIOT B BaKyyMe, MOydast yKa3aHHOE B
3arojoBKe COCOMHEHHE B BHIE MNpO3pavHoOil Oec-
usernoi mwienku (0,024 r).

KX/MC CUCTEMA A - R; = 3,80 mun;

JKX/MC CUCTEMA A - m/z 483 (MH").

Ipumep 19. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(Ourukio[2.2.1renT-2-miaMuHO )y puH-9-1i |- 5-
(2-3THn-2H-teTpazon-S-um)rerparunpodypan-3,4-
nroia TpugToparerar.

IIpomexyrounoe coeaunenne 12 (0,030 r;
0,08 mmoib) 1 (%)-3k30-2-amuHoHOpGOpHan (0,10
mit; 0,82 MMoiis) B 0€3BOAHOM TUMETHICYIIB(HOK-
cune (0,2 mu) Harpesarot npu 115°C B atmochepe
azoTa B TeueHne 24 4. PeakIMOHHYIO CMeCh 00be-
IUHSIOT C HEOUMIICHHBIM PEAKIOHHBIM MPOIYK-
TOM, TIOJIyYEHHBIM W3 IPOMEKYTOUHOTO COEAMHE-
wust 12 (0,050 r; 0,14 mmonb), u (£)-3K30-2-
amuHoHOpOOpHaHoM (0,10 mi; 0,82 mMmons) B 6Ge3-
BomHOM aumetmicyiabdokcune (0,2 mir), HarpeTsi-
mu npu 120°C B atmocdepe a3ora B TeyeHue 16 u;
3Ty cMech HarpeBatoT rpu 115°C B atmocdepe azo-
Ta B TeucHne 96 4. HeounIeHHYI0 pPeakInOHHYIO
CMeCh OYMINAIOT, HCIOJB3Yys aBTompern. BOXX.
PacTBopuTens ynmansior B BakyyMme, IMoirydas co-
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JIepKaIUi IPUMECH MPOAYKT, KOTOPBIH OYMIIAIOT
¢ momMomIp npenapatuBHoit BOXX (10-60% are-
TOHUTPHUJI). PacTBOpUTENb YAAISIIOT B BakKyyMe,
OCTaTOK a3e0TPOIHO OTTOHSIOT C METaHOJIOM U
CyIIaT B BaKyyMe, I0JIydasi yKa3aHHOE B 3ar0JIOBKE
COe/IMHEHHE B BUJE TBEPAOTO BelecTBa OEJI0ro
nsera (0,009 ).

KX/MC CUCTEMA A - R, = 3,70 muH;

JXKX/MC CUCTEMA A - m/z 443 (MH").

Mpumep 20. (2R,3R,4S,5R)-2-{6-AmuHo-2-
[2-(3,4-mumMeToKCH(EeHIIT )3 THIIAMUHO | TypHH-9-
wi}-5-(2-atun-2H-terpason-5-ui)-reTparuapo-
¢dypan-3,4-nuona TpudToparnerar.

IMpomexyrounoe coeaunenne 12 (0,050 r;
0,14 mmons) u 3,4-nmumetokcupererunamud (0,123
r; 0,68 MMOJ1B) B 6€3BOTHOM OUMETHIICYIB(GOKCHIC
(0,1 mu) marpesatot npu 120°C B armocdepe azoTa
B TeueHHe 24 4. PeaKIMOHHYIO CMECh Pa30aBIISIOT
MeTaHoJ oM (3 MIT) M OYHIIAIOT, UCIIONB3Ys TIpera-
patuBayto BDXX (10-60% aueronutpun). Pac-
TBOPHTEIb yIAJSIOT B BAKYYME, OCTaTOK a3€0TpPOII-
HO OTTOHSIOT C METAaHOJIOM M CyIaT B BaKyyMe,
noJydasl yKa3aHHOE B 3aroJIOBKE COCIAMHEHHE B
Bujie cMoJbI skenToro mgera (0,089 r).

KX/MC CUCTEMA A - R; = 3,61 muH;

JKX/MC CUCTEMA A - m/z 513 (MH").

Ipumep 21. (2R,3R,4S,5R)-2-[6-(2,2-Tude-
HUJATHIAMHHO )-2-(TTUPpOIHInH-3 R -nnamMuHo)-
mypuH-9-un]-5-(2-3Trn-2H-tetpazon-5-wm)-
TeTparuapodypan-3,4-1uoiia TUTHAPOXIOPHIL.

[Mpomexyrounoe coeauuenue 10 (0,849 r;
1,42 MMOJIB) pacTBOPSIOT B MeTaHoue (4 M), STHII-
arierare (20 mMi) W mo KamisM 0OpabaThIBAIOT
3pUPHBIM XJIOPHUCTHIM BomoponoM (1IM; 2,84 wmu).
Job6asnstor 3¢up (30 M) 1 CMeCh IEPEMEITUBAIOT
B TeueHue 0,75 4. CMoiy pacTBOPSIOT B METaHOJIIE
U TpU TEepeMelIMBaHUU TOHEMHOTY J00aBISIOT
a¢up [0 TeX Mop, MoKa CMECh He CTAHET MYTHOW,
MOCJIE Yero MOHEMHOTY JI00aBIISIOT CMECh THIalle-
tar-3¢up (1:1), 4TO NPUBOAUT K OOPa30BAHHUIO
Japyroi cMoibl. CMOJTy pacTBOPSIIOT B METaHOJIE U
MOHEMHOTY JT00aBISIOT 3QHpP 0 TEX IOp, ITOKA He
nepecraHeT o0Opa3oBBIBaThCS ocanok. Cmech oc-
TaBIISIIOT MEPEMEIINBATHCS IPH KOMHATHOW TeMIle-
parype B TeueHue 16 4. CMech OCTaBISIOT OTCTau-
BaTbCsl W PAacTBOPHUTENb JEKaHTHPYIOT. Ocamok
npombIBaroT 3¢upom. Hax B3Beckto B Tedenue 0,5 u
MpPOJYBaIOT a30T. PacTBOpUTENDb yIaisIIOT B BaKyy-
Me, MMoJIy4asi yKa3aHHOE B 3ar0JIOBKE COeTUHEHHE B
BHUJIE TBEPJOro BEIeCTBa KpeMoBoi okpacku (0,77
r).

KX/MC m/z 598 (M H+,I[J'IH C30H35N1103).

TCX SO, (muxnopMmeran:dTanon:880 aMmMuax
B coornomenuun 100:8:1) Ry = 0,1.

Mpumep 22. (2R,3R,4S,5R)-2-[2-[2-(6-Amn-
HONMPHINH-2-HJ1)-3THIIaMHUHO |-6-(2,2-mudenun-
STHJIAMHHO )-ITypHH-9-m11]-5-(2-3TIn-2H-TeTpason-
5-un)-terparuapodypan-3,4-quona Tpuc(tpudrop-
arerar).

IMpomexyrounoe coeaunenue 9 (0,040 r; 0,07
MMOJIb) U TpoMexyTrouHoe coeaunnenue 24 (0,050
r; 0,36 mmonp) B aumeruncyinbpokcune (0,5 mi)
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HarpesaroT npu 130°C B atMocdepe azora B Teue-
Hue 24 4. PeakIMOHHYIO CMECh pa30aBisIIOT MeTa-
HostoM (8 MJT) ¥ OYHIIAIOT, UCTIONB3Ys TIpeapaThB-
nyto BOXX (20-90% aneronutpumi). Pacteopu-
TeNb YIAJSIIOT B BakyyMe, OCTaTOK a3e0TpPOITHO
OTTOHSIIOT C METAHOJIOM M CYIIAT B BaKyyMe, MOJTy-
Yyas yKa3aHHOEC B 3arojiOBKE COCIUHEHHE B BHJIE
TBEPIOTO  BEIIECTBA  OJETHO-KEITOM  OKpacKU
(0,033 1).
KX/MC CUCTEMA A R; = 3,76 muH;
JKX/MC CUCTEMA A m/z 649 (MH").
Ipumep 23. (2R,3S,4R,5R)-2-(2-Ortun-2H-
TETPa3oI-5-umn)-5-[ 6-(3-uoa-0eH3WIaMHHO)-2-
(muppomuanH-3 R -unaMuHO)-1ypuH-9-1m1] -
terparuapodypan-3,4-nuona gudopmuar.
IIpomexyrounoe coemunenne 7 (0,012 r;
0,025 mmoib) pactBopsiroT B m3ompornanoie (0,25
i), mobasisror msonpomanon (0,25 mi), comep-
xamuii  auusonpormmwmTiaamMud (0,006 r; 0,025
MMOJIb) C TIOCJIEAYIONMM Mo0aBieHUueM 3-HOJ0CH-
sunamuna (0,006 r; 0,025 MMo71b) B H30MpPOMAHOIIE
(0,25 mu). Cmech octamsitor nipu 20°C Ha 16 u,
mocje d4ero J00aBIAIOT MHPPONUANH-3R-mmamMun
(0,026 r; 0,30 mmonb) B uzomnpomnanoie (0,50 mi), u
pacTBOpUTENb YIAISIOT MOJ TOKOM a3zora. OcTas-
LIYIOCS CMOJTY CYCIICHIUPYIOT B JUMETHICYIb(OK-
cune (0,1 mi), u cMmecy Harpesaror npu 120°C B
teuenne 60 4. HeouHieHHbIH peakIMOHHBIN TPO-
JIIYKT OYHWIIAIOT, UCTIONB3ys aBTrompern. BOXX, mo-
Jydasi mocie THOQHUIN3alUKl YKa3aHHOE B 3ar0JIOB-
K€ COCIMHCHUE B BUJC TBEPJOTO BEIIECTBA OEIIOTO
mgera (0,005 r).
KX/MC CUCTEMA A - Rt =4,13 mus;
JXKX/MC CUCTEMA A - m/z 634 (MH").
Mpumep 24. (2R,3R,4S,5R)-2-[6-(1-Dtuin-
MPOIMHIAMHHO)-2-(2-MHIePUANH- | -HIT-3THIAMHHO)-
mypuH-9-ni]-5-(2-metun-2H-rerpaszon-5-mm)-
terparuapodypan-3,4-nuona gudopmuar.
IIpomexyrounoe coeaunenne 17 (0,012 r;
0,025 mmoib) pactBopsioT B m3ompornanoie (0,25
i), mobasisror msonpomanon (0,25 mi), comep-
xamumii  auusonpormmwnTaaamud (0,003 r; 0,025
MMOJIb) C TMOCICOYIONUM  J00aBICHHEM  3-
neatunamuda (0,002 r; 0,025 mMonb) B u3omporna-
nose (0,25 mi). Cmech octasmstot nipu 20°C Ha 48
4, TIOCJIC YEeTO JOOaBISIOT 2-MUTICPUAHHOSTHIAMUH
(0,032 r; 0,25 mmonb) B uzonpomnanoie (0,50 mi), u
pacTBOpUTENb YIAISIOT MOJ TOKOM a3zora. OcTas-
LIYIOCS CMOJTY CYCTICHIUPYIOT B JUMETHICYIb(OK-
cune (3-5 kamix), 1 cMech HarpeBaroT npu 130°C
B TeucHne 24 4. HeouunmieHHBI peaKIMOHHBIN
MIPOYKT OYHINAIOT, UCIOJIb3Ys aBTompen. BOXX,
noJydasi mociie JTMO(UIN3alMU yKa3aHHOEe B 3aro-
JIOBKE COCTUHCHUE B BHUJIC TBEPAOTO BEIIECTBA KO-
puuneBoii okpacku (0,004 r).
KX/MC CUCTEMA A - R; = 3,59 mus;
JXKX/MC CUCTEMA A - m/z 515 (MH").
Ipumep 25. (2R,3R,4S,5R)-2-[6-L{uknoneH-
THJIAMHHO-2-(2-IHNepuAnH- | -MI-3 THIAMUHO )ITy-
puH-9-m1]-5-(2-metun-2H-TeTpason-5-um)rerpa-
runpodypan-3,4-auona nudhopMuar.
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Coenunenne npumepa 25 MOJIy4aloT aHajo-
THYHO CITOCO0Y, M3JI0KEHHOMY B npumepe 24, wuc-
nonb3ys mukionedtmwiamus (0,002 r; 0,025 Mmmos)
npu 21°C B teuenue 20 4 ¥ UCHOIB3YS 2-ITHIICPH-
quaosTHIaMuH (0,032 r; 0,25 mmons) mpu 130°C B
teuenne 40 4. YKa3aHHOE B 3ar0JIOBKE COCIMHEHHE
MOJIy4aroT mocjie JHO(GUIN3alK B BUAE TBEPAOTO
BemiecTBa KopuuHeBoit okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,20 muH;

JKX/MC CUCTEMA A - m/z 514 (MH).

IMpumep 26. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HWJI3THJIAMUHO )-2~(2-ITUIepUAMH- | -HIT-3TUIIAMHHO)
nypuH-9-mn]-5-(2-metun-2H-rerpazon-5-wmn)-
Terparuapodypan-3,4-muona nuopMuar.

CoenuHenne npuMepa 26 MOJydarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 24, wuc-
none3ys 2,2-mudpenmmtmwiamua (0,005 r; 0,025
MmoJb) mipu 21°C B teuenue 20 94 ¥ MCHOIB3YS 2-
munepuaunodTHiIamMun (0,032 r; 0,25 MMmoiIb), Ha-
rpeBas npu 100°C B Teuenue 96 4. YkazaHHOe B
3aroJIOBKE COEMHEHHE TOTy4aroT 1ociIe JTHOPHIIH-
3alliM B BHIE TBEPJOTO BEUIECTBAa OEKEBOTO I[BETA
(0,003 ).

KX/MC CUCTEMA A - R; = 3,78 muH;

JKX/MC CUCTEMA A - m/z 626 (MH").

IMpumep 27. (2R,3R,4S,5R)-2-{6-(2,2-Hude-
HUATUIAMHHO )-2-[2-(1-metwn- 1 H-umunazon-4-
WJT)3THIIAMHHO |y puH-9-111 } -5-(2-MeTnn-2H-
TeTpas3oi-5-mn)-Terparunpodypan-3,4-nuona ¢op-
MHAT.

Coenunenne npumepa 27 IOJy4aloT aHaJo-
THYHO CII0CcO0y, M3JI0KEHHOMY B mpuMmepe 24, wuc-
none3yst 2,2-mudpenmmtmwiamun (0,005 r; 0,025
Mmodb) mipu 21°C B Tedenue 20 4 U ucnonb3ys 1-
metwiructamuH (0,032 r; 0,25 mMmoJb), HarpeBas
npu 100°C B Teuenue 16 4. Yka3aHHOE B 3ar0JIOBKe
COCIMHEHHUE TIOJIy4YaloT MOCie JHOPHUIM3ANHA B
BUJIE TBepOro Beriectsa Oenoro mpera (0,006 r).

KX/MC CUCTEMA A - R; = 3,71 muH;

JKX/MC CUCTEMA A - m/z 623 (MH").

IMpumep 28. (2R,3R,4S,5R)-2-{6-(3,3-Tume-
THIIOyTHIAaMUHO)-2-[2-(1-MeTnn-1 H-umunazon-4-
WJT)-3TUIIAMHHO |-ITypUH-9-111 } -5-(2-meTrin-2H-
TeTpaszoun-5-ui)-rerparuapodypan-3,4-aquona  Qop-
MHar.

CoenuHeHne npumepa 28 MONydaloT aHajo-
THUYHO CII0CcO0Y, M3JI0KEHHOMY B mpuMmepe 24, wuc-
nonb3ys 3,3-mumerwinbyrunamun (0,003 r; 0,025
mmoub) 1 1-metmarucramun (0,031 r; 0,25 mmons),
narpesas npu 100°C B Teuenune 16 4. YkaszaHHOE B
3aroJIOBKE COCMHEHHE MOIYUYaroT MOCje JTHOPHIH-
3alMd B BHZE TBEPIOr0 BelIecTBa 0OEJIOro IBeTa
(0,004 ).

KX/MC CUCTEMA A - R; = 3,45 mum;

JKX/MC CUCTEMA A - m/z 527 (MHY).

MMpumep 29. (2R,3R,4S,5R)-2-{6-(3-HNon-
OeH3mwaMuHo)-2-[2-(1-metwi- 1 H-umunazon-4-un)-
STHIIAMUHO |-IlypuH-9-111} -5-(2-MeTun-2H-terpa-
30J1-5-ui1)-TeTparuapodypan-3,4-auona popmuart.

Coenunenne npuMepa 29 MOJydarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 24, wuc-
nonb3ys 3-uondensmnamun (0,006 r; 0,025 mmos)
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u 1-merunrucramud (0,031 r; 0,25 mmonb), Harpe-
Bas mpu 100°C B TeyeHne 16 4. YkazaHHOE B 3aro-
JIOBKE COCIMHEHHWE IONy4aroT MOcje JHO(IIN3a-
UM B BHIE TBEPAOTO BEIIECTBA OJECTHO-KEITOU
oxpacku (0,006 r).

KX/MC CUCTEMA A - R; = 3,57 mun;

JKX/MC CUCTEMA A - m/z 659 (MH").

Mpumep 30. (2R,3R,4S,5R)-2-{6-benzuna-
MHUHO-2-[2-(1-metun-1H-umunazon-4-un)-oruna-
MUHO [ypHH-9-ni} -5-(2-metmi-2H-terpason-5-
wn)-trerparuapodypan-3,4-n1uona popmuar.

Coenunenne npumepa 30 MonydaroT aHaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMmepe 24, uc-
nosb3ys Oensmaamud (0,003 1; 0,025 MMmoib) npu
21°C B teuenne 20 4 ¥ UCTIONB3Ys |-MeTHITHCTA-
muH (0,032 r; 0,25 mmoiib), Harpesas mpu 100°C B
TedeHne 16 4. YkazaHHOE B 3aroJIOBKE COCJHHEHHE
MONYYaroT TOCie TUOGWIN3alUU B BHUIE CMOJIBI
opamxkesoro 1sera (0,004 r).

KX/MC CUCTEMA A - R; = 3,32 mus;

JXKX/MC CUCTEMA A - m/z 533 (MH").

Mpumep 31. (2R,3R,4S,5R)-2-{6-(2-Llukino-
TeKCHIIITUIIAMUHO)-2-[ 2-(1-metun-1H-umunazon-4-
WIT)3THIIAMUHO |-ITypHuH-9-1i} -5-(2-metnn-2H-
TeTpa3oi-5S-mir)reTparuapodypan-3,4-quona  pop-
MHar.

Coenunenne mpuMepa 31 MOAy4ar0T aHajo-
TMYHO CIIOC00Y, M3JI0KEHHOMY B npumepe 24, wc-
moJp3ys 2-muknorekcuwmatwiamMud (0,003 r; 0,025
mmostb) B 1-metunrucramus (0,031 r; 0,25 MMoiib),
Harpesast npu 100°C B Teyenue 16 4. YkazaHnoe B
3aroJIOBKE COCAMHEHUE TOJTy4aroT MoCie JHO(HIN-
3aIMH B BHJE cMOJIbI skenToro 1eeta (0,003 r).

KX/MC CUCTEMA A R, = 3,62 muH;

JKX/MC CUCTEMA A m/z 553 (MH").

pumep 32. (2R,3R,4S,5R)-2-{6-(1S-I'mapo-
KCHMETHII-2-(EeHWID THIAMHUHO )-2-[ 2-( 1 -meTnn-1H-
AMUIA30J1-4-11)-3THIIAMUHO |-ITypuH-9-11 } -5-(2-
Metmin-2H-terpa3on-5-un)-terparunpodypan-3,4-
nuoina popMuar.

CoenuHenne mpuMepa 32 MOIyYar0T aHajo-
THYHO Croco0y, M3JI0KEHHOMY B mpuMmepe 24, uc-
HOJIb3Y (S)-(-)-2-amun0-3-(erni-1-npomnanon
(0,004 r; 0,025 mmonp) u 1-metunrucramus (0,031
r; 0,25 MMous), HarpeBas npu 100°C B Teuenne 16
4. YKa3aHHOE B 3aroJIOBKE COEIUHEHHE IOJy4aloT
nocse JTHO(GIIN3alul B BHIEC TBEPAOTO BEIECTBA
ceero-kopuuneBoit okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,32 muH;

JKX/MC CUCTEMA A - m/z 577 (MH").

IIpumep 33. (2R,3R,4S,5R)-2-{6-(1-Dtmi-
MpoNUIaMHuHO)-2-[2-(1-meTuin- 1 H-umugazon-4-

W) THIIAMHHO | Ty puH-9-11 } -5-(2-MeTmn-2H-
TeTpason-5-un)rerparuapodypan-3,4-nuona  pop-
MHUar.

Coenunenne npumepa 33 MOMYYalOT aHAJIO-
THYHO Croco0y, M3JI0KEHHOMY B mpuMepe 24, uc-
nosb3ys 3-nentwnamud (0,002 r; 0,025 mmons) u
1-metunrucramun (0,031 r; 0,25 mmone), HarpeBas
mpu 100°C B TeucHne 16 4. YKa3aHHOE B 3ar0jI0BKE
COCIMHEHHE TMOYYaroT TOCie JTHOQWIN3aluU B
BHjIe TBEpIOro BentecTsa Oeoro nsera (0,003 r).
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KX/MC CUCTEMA A - R; = 3,26 muH;

JKX/MC CUCTEMA A - m/z 513 (MH").

Ipumep 34. (2R,3R,4S,5R)-2-{2-[2-(1-Me-
TnA- 1 H-uMunazom1-4-wmi)-3TiaaMuHo |-6-heHe THIT-
aMUHOMYpHH-9-11 } -5-(2-meTmn-2H-Trerpaszon-5-
nn)rerparuapodypan-3,4-auona Gopmuar.

Coenunenne npuMepa 34 MOJydarOT aHaao-
THYHO CIT0CO0Y, M3JIOKEHHOMY B TipuMmepe 24, wuc-
nouse3ys 2-penmmTunamut (0,003 r; 0,025 mmornb)
u 1-metwirucramud (0,031 r; 0,25 mmonb), Harpe-
Bast nipu 100°C B Teuenue 16 4. YkazanHoe B 3aro-
JIOBKE COEAMHEHHE MOJYYaloT MOCie JHOQHIN3a-
IIUM B BUJIC TBEP/IOTO BEIIECTBA KPEMOBOI OKpacKu
(0,005 ).

KX/MC CUCTEMA A - R; = 3,40 muH;

JKX/MC CUCTEMA A - m/z 547 (MH").

IIpumep 35. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMMHOITUKJIOTEKCHUIIAaMHHO )-6-( 1 S-Tuapokcume-
THI-2-PEHIID THIAMAHO )ITypHH-9-111 |-5-(2-Me THII-
2H-terpa3zon-5-un)-rerparuapodypan-3,4-nuoina
6uc(dopmmuar).

Coenunenne npumepa 35 MONTy4aloT aHajo-
THYHO CIIOCcO0y, M3JI0KEHHOMY B TipuMmepe 24, wuc-
HOJIb3ys (S)-(-)-2-amunO0-3-¢enn-1-nponanon
(0,004 r; 0,025 mmous) npu 21°C B Teuenue 20 9 u
WCTIONB3Ysl TpaHC-IIMKIOTeKcaH-1,4-nuaMmut  (Mo-
JKET OBITH TIOJYUeH, CIemys crmocodam, OTMCaHHBIM
B MEXAyHapoaHOW 3asBke Ha mareHT WO
94/17090) (0,029 r; 0,25 MMmoib), HarpeBas IpH
130°C B Teuyenue 48 4. Yka3aHHOe B 3arojOBKE
COCIMHEHHUE II0JIy4aloT IMOoCie JIHOPHIM3ALNN B
BUJIC TBEPAOTO BEIIECTBA KOPUYHEBOH OKPACKH
(0,004 ).

KX/MC CUCTEMA A - R; = 3,38 mus;

XKX/MC CUCTEMA A - m/z 566 (MH").

Mpumep 36. (2R,3R,4S,5R)-2-[6-Llukio-
neHTIIaMuHo-2-( 1 S-runpokcume Tri-2-peHnn-
JTUIIAMHHO )Ty puH-9-11 |-5-(2-metun-2H-TeTpason-
5-un)-tetparuapodypan-3,4-auona Gopmuar.

Coenunenne npuMepa 36 MOJy4YarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B npumepe 24, wuc-
none3yst ukstonedtmwiamud (0,002 r; 0,025 Mmmos)
npu 21°C B teuenne 20 4 u ucnonesys (S)-(-)-2-
amuHO-3-penmi-1-npomanon (0,038 1; 0,25
MMoJ1b), Harpesast ipu 130°C B teuenue 40 4. Yka-
3aHHOE B 3arojIOBKE COCJMHEHHE IOJYYalOT MOCIe
TMOoQUIN3ANK B BUE TBEPJOTO BEIIECTBA KPEMO-
Boii okpacku (0,004 r).

KX/MC CUCTEMA A - R; = 4,03 muH;

JKX/MC CUCTEMA A - m/z 537 (MH").

IIpumep 37. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(1S-ruapoxcumeTwI-2-(heHUITI TUIIAMITHO )Ty pUH-9-
nn|-5-(2-metnn-2H-teTpa3on-5-uin)reTparuapo-
¢ypan-3,4-nuona Gpopmuar.

I'a3000pa3HbIil aMMuak 0apOOTHPYIOT depe3
OXJIQKIEHHBIH (B JeastHON OaHe) TeTparuapodypas
(10 M) B Teuenue 1 u, MOGABIAIOT MPOMEKYTOU-
Hoe coequnenne 17 (0,12 r; 0,25 mmons), u mouny-
YEeHHBIH pacTBOp nepeMemubaioT npu 20°C B Teue-
uue 20 4. ['a3000pas3HbIil aMMuak erie pa3 6ap6o-
THPYIOT 4epe3 pacTBop B TeueHue 1,5 4 mepen me-
pemermmBanueM nipu 20°C B TeueHHE CIETYIOMNX
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18 4. I'a3000pa3HbIii aMMuak eme pa3 6apOoTupy-
IOT Yepe3 pacTBop B TeueHue 1,5 4 mepen mepeme-
muBaHueM npu 20°C B Teuenne ciaemyrommx 15 d.
PeakiMOHHYI0 CMeCh BBIMAPHUBAIOT JOCyXa B Ba-
KyyMe, MoJydasi TBeplIoe BEIleCTBO Oesloro IBera,
KOTOpPOE PACTBOPSIIOT B CMECH AuXjopmerana (2
M) u aumetwicyiabpokcuaa (5 mir). OrOuparor
amikBoTy 3toro pacteopa (0,7 mu; 0,025 mmons) 1
KOHLIEHTPHUPYIOT, BBIIAPHBAsi PAaCTBOPHUTEINb, K OC-
TaTKy Jn00aBisOT Hepa3zOaBieHHBIH  (S)-(-)-2-
amuHO-3-penmn-1-npomanon (0,038 r; 0,25
MMoib). CMmech HarpeBaroT npu 130°C B TeueHue
42 94 ¥y HEOUYMIICHHYIO PEaKIHOHHYIO CMECh OYH-
[Ial0T, UCTONB3ysl aBTonpen. BOXX, momydas mo-
cie THOGUIN3alUKN yKa3aHHOE B 3arojOBKe COCIHU-
HEHHE B BHJC TBEPJOr0 BELIECTBA KOPUYHEBOM
oxpacku (0,005 ).

KX/MC CUCTEMA A - R; = 3,43 muH;

JKX/MC CUCTEMA A - m/z 469 (MH").

Ipumep 38. (2R,3R,4S,5R)-2-{6-AmMuHO0-2-
[2-(3,4-nmumeToKcUdEHIIT)ITHIaMUHO | TypHH-9-
i} -5-(2-metun-2H-terpason-5-uia)rerparuapo-
¢dypan-3,4-nuona Gopmuar.

Coenunenne npumepa 38 MoiydaroT aHaio-
TMYHO CIIOC00Y, M3JI0KEHHOMY B npumepe 37, wuc-
moJb3ys 2-(3,4-mumeroxcudennn)stwaamun (0,038
r; 0,25 mmois) u HarpeBas npu 130°C B TeueHHe
20 yacoB. VYka3aHHOE B 3arojIOBKE COCIUHEHHE
MOJy4YaroT mocie nuoduin3anuu B BHIOE Macia
xeroro 1pera (0,003 r).

KX/MC CUCTEMA A - R; = 3,44 mun;

JKX/MC CUCTEMA A - m/z 499 (MH").

Ipumep 39. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(Ourukio[2.2.1]renT-2-miiaMuHO )y puH-9-1i |- 5-
(2-metun-2H-terpazon-S-wn)rerparuapodypan-
3,4-nnona ¢popmuar.

Coemunenne mpuMepa 39 MOAyYarOT aHajIo-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 37, wuc-
moJb3ys  (&)-dk30-2-amuHoHOpGopHan (0,028 ;
0,25 mmoip) u Harpesas npu 130°C B teuenue 42
4. YKa3aHHOE B 3aroJIOBKE COEIUHEHHE MOJYYatoT
nocie JTHOGMIN3alul B BHIEC TBEPAOTO BEIECTBA
kpemoBoii okpacku (0,003 ).

KX/MC CUCTEMA A - R; = 3,57 mun;

JKX/MC CUCTEMA A - m/z 429 (MH").

pumep 40. (2R,3R,4S,5R)-2-{6-(1S-I'napo-
KCUMETHII-2-(heHIII THIIaMUHO )-2-[ 2-(1-meTun-1H-
AMUIA30J1-4-11)-3THIIAMUHO |-ITypuH-9-11 } -5-(2-
n3onpomnui-2H-teTpa3on-5-mi)-TeTparuapo-
¢dypan-3,4-mrona popMuar.

IIpomexyrounoe coeaunenne 20 (0,012 r;
0,025 mmoib) pactBopsiroT B m3ompornanoie (0,25
i), pobasisror msonpomanon (0,25 mi), comep-
xamwmii  auusonpormwmTaamMud (0,003 1; 0,025
MMOJITb) ¢ mochenyroumm aobasnenueM (S)-(-)-2-
amuHO-3-¢penun-1-npomanona (0,004 r; 0,025
mmonb) B usonponanone (0,25 mim). Cmech ocTas-
nsttoT nipu 20°C Ha 12 v, mocne wero mobamistor 1-
merwiructamud (0,031 r; 0,25 mmois) B u30mpo-
nanoie (0,50 mir), ¥ pacTBOPUTEND YAAIAIOT B TOKE
azora. OCTaBIIyIOCS CMOJY CYCIICHIUPYIOT B TUMe-
tancynbdokcuae (3-5 Karismx) U cMech HarpeBaroT
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npu 130°C B teuenne 12 4. HeouumieHHbIH peak-
[IUOHHBIA TPOTYKT OYHWIIAIOT, WCIIONB3Ys aBTO-
nper. BOXKX, nomyyas nocie nmuodunnsanuy yka-
3aHHOE B 3arOJIOBKE COCIMHEHHE B BHJIE TBEPIOTO
BellecTBa OeHo-kopuyuHeBoii okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,63 muH;

JKX/MC CUCTEMA A - m/z 605 (MH").

IMpumep 41. (2R,3R,4S,5R)-2-{6-1{ukionen-
TUIaMUHO-2-[2-(1-meTrin- 1 H-umunazon-4-un)-
STHIAMUHO [y puH-9-1i} 5-(2-u3onponun-2H-
Terpazon-5-un)rerparuapodypan-3,4-nuona  Gop-
MHar.

Coenunenne npumepa 41 momywaroT aHajo-
THYHO CIT0co0y, M3mokeHHOMY B mpumepe 40, wmc-
nonb3ys mukionedatmwiamus (0,002 r; 0,025 Mmmos)
u 1-metwirucramud (0,031 r; 0,25 mmois). Yka-
3aHHOE B 3aTrOJIOBKE COCIMHEHHE IOIYYaloT MOCTe
muouIM3anud B BHAE TBEPAOTO BEIIECTBA Oiel-
HO-KopuuHeBoi okpacku (0,005 ).

KX/MC CUCTEMA A - R; = 3,62 muH;

JKX/MC CUCTEMA A - m/z 539 (MHY).

IMpumep 42. (2R,3R,4S,5R)-2-{6-AmuHo-2-
[2-(3,4-muMeToKCH(EHIIT )3 THIIAMUHO | TypHH-9-
wi} 5-(2-n3onponun-2H-rerpazon-5-mn)-Terpa-
ruapodypan-3,4-auona popmuar.

l'az000pa3Hplii amMmmuak 6apOOTHUPYIOT dYepes
OXJIKJICHHBIN (B JIeAsHOM OaHe) TeTparuapodypan
(5 mu) B Teuenre 1 4. JI0OABIAIOT IPOMEKYTOTHOE
coemurenne 20 (0,12 r; 0,25 MMOIIB) K TIONyY€EH-
HBIA pacTBOp mepememmBaroT mpu 20°C B TedeHue
12 4. 'a3000pa3HbIli aMMHUaK emie pa3 6apooTupy-
IOT Yepe3 pacTBOp B TEUCHHE 2 U TEpe MepeMeNIn-
BauueM npu 20°C B TeueHue cuenyromux 12 4.
PeakimoHHYI0 cMech BBIITapUBAIOT J0CYXa, IOJY-
Yasi TBEp/I0€ BEIIECTBO OEJIOro I[BETa, KOTOPOE pac-
TBOPSIOT B quUMeTHICYIb(okcuae (4 mi). AIHKBO-
Ty atoro pacteopa (0,4 mir; 0,025 mmois) mpo6as-
JSIOT B TE€PMETH3MpOBaHHYI mpobupky (Reac-
tiviad™) (1 mu) ¢ mocieayromuM J100aBICHHEM 2-
(3,4-mumeToxcudennn)srwaamuna (0,045 r; 0,25
MMOJIb). PeakIMoHHyI0 CMeCh HAarpeBailoT MpH
120°C B Teuenue 3 mHEH U HCOUYHICHHYIO PEaKIIH-
OHHYIO CMECh OYHMIIAIOT, HCIOJIB3YSI aBTOIPEI.
BDXX, nomyyast nocie muopuIM3anny yKasaHHOe
B 3ar0JIOBKE COCJMHEHHE B BHJE TBEPJOTO BEIECT-
Ba (0,002 ).

KX/MC CUCTEMA A - R, = 3,92 muH;

JKX/MC CUCTEMA A - m/z 527 (MH").

IMpumep 43. (2R,3R,4S,5R)-2-[6-(2,2-Tude-
HUJATUJIAMHHO )-2-(2-TTUPPOITUANH- | -UI-3THIIaMHU-
HO)ITypuH-9-11]-5-(2-3Trin-2H-Tretpazon-5-wmr)-
TeTparuapodypan-3,4-qrona Tpuc(TpuQTOparneTar).

IMpomexyrounoe coeaunenne 9 (0,050 r; 0,09
MMonb) U 1-(2-amuHostun)mupponuauna (0,052 r;
0,46 mmonb) B aumetmicyiabdorcuae (0,5 mi) na-
rpeBarot nipu 130°C B atMocdepe a3oTa B TeueHHe
20,5 4. PeakumoHHyI0 cMeCh pa30aBIIOT METaHO-
goM (10 M) ¥ OYHMIIAIOT, UCTIONB3Ys MpeNapaThuB-
Hyto BOXX (20-100%-Hb1i1 aueronutpmi). Pac-
TBOPHUTENH YAAJISIIOT B BaKyyMe, CyIIaT B BaKyyMe,
rmony4asi yKa3aHHOE B 3aroJIOBKE COCIMHEHHUE B
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BUJIC TBEPAOTO BEIIECTBA JKEJITO-KOPHUYHEBOW OK-
packu (0,046 r).

Macc-cnekrp  m/z
C3HagN1103).

Amnanus. O6napyxeno: C, 46,94%; H, 4,48%;
N, 16,19%.

C32H39N1103|2,7C2HF302D],OHzol C,47,21%,
H, 4,63%; N, 16,19%.

Ipumep 44, (2R,3R,4S,5R)-2-[6-(2,2-
JudenmmTunammuno)-2-(2-MophoanH-4-nn-oTui-
aMHHO)ypuH-9-mi]-5-(2-31rn-2H-reTpazon-5-un)-
teTparunpodypan-3,4-quona  tpuc(rpudropare-
Tar).

Ipomexyrounoe coequnenue 9 (0,050 r; 0,09
MMOJb) U 4-(2-amunodTHI)MOpdomH (0,059 T
0,46 mmons) B aumetmicyibdokcuae (0,5 mir) Ha-
rpeBaroT nipu 130°C B atMocdepe a3ora B TeueHHE
134. PeakimmoHHYI0 CMeCh pa30aBIAIOT METAaHOJIOM
(10 M) ¥ OYMILAKOT, WCIIONB3Ys IpPENapaTHBHYIO
B2XX (20-100% aneronurpuia). PactBopurein
YVAAISIOT B BaKyyMe, CYIIaT B BaKyyMme, IMOJTydas
YKa3aHHOE B 3arojOBKE COEJAMHEHUE B BHJIE TBEp-
J0ro BemiecTBa GienHo-xentoit okpacku (0,053 r).

TCX SO, (muxsiopmeran/metanon; 5:1) Ry =
0,52.

Macc-ciektp ~ m/z
C3HagN1104).

Mpumep 45. (2R,3R,4S,5R)-2-[2-(1,1-/Iuok-
coterparuapo-1.aamoa.6-TnodeH-3-mIaMuHO )-6-
(2,2-mubeHMI THITAMHAHO )Ty pUH-9-11|-5-(2-3THII-
2H-teTrpa3zon-5-uin)-teTparuapodypan-3,4-arona
ouc(tpudTroparnerar).

Ipomexyrounoe coequnenue 9 (0,040 r; 0,07
MMOJIb) M TeTparuapo-3-ruodenamun-1,1-quokcua
(0,099 r; 0,73 mmornp) HarpeBatoT npu 130°C B
atMocepe aszora B TeueHue 20 u. PeakumonHyro
CMECh OYMIIAIOT, WCIMOJB3YsS MpenapaTUBHYIO
B2XX (20-100% aneronurpui). PacTtBopurein
YAQISIOT B BAKYyMe M CyIIaT B BaKyyMe, MOJydas
yKa3aHHOE B 3arojOBKE COCJWHEHHE B BHAE TBEp-
JIOTO  BEUIeCTBa  OJIEIHO-KOPUYHEBOW  OKpacKu
(0,052 ).

TCX SO, (muxmopmeran/meranon;, 5:1) Ry =
0,54.

Macc-ciektp ~ m/z
C3oH3sN1005S).

Ipumep 46. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HUJIDTWIAMHHO)-2-(2-MNepuIuH- | -UII-3THIaMU-
HO)-1TypuH-9-m1]-5-(2-aTrn-2H-Tetpazon-5-nn)-
terparuapodypan-3,4-nuona ouc(tpudTropanerar).

IIpomexyrounoe coequnenrue 9 (0,050 r; 0,09
MMOJIb) ¥ 2-3tunamuHonunepuaud (0,117 r; 0,91
MMoITb) HarpesatoT nipu 130°C B atMocdepe azota
B TeueHue 18 4. PeaknmoHHyI0 cMecCh pa30aBIIIIOT
MmetanodoM (10 MJI) U OYHMIIAIOT, UCTIONB3YS Tpe-
napatuBHyro BDXX (20-100% aneroHuTpH).
PacTBOpuTENh yOamgoT B BaKyyMe M CYIIAaT B Ba-
KyyMe, ToJy4asi yKa3aHHOE B 3aroJIOBKE COEJIMHE-
HHE B BHJC MeHbI OneaHo-xentoit okpacku (0,049

r).
TCX SO, (muxmopmeran/metanon;, 5:1) Ry =
0,24.

626 (MH" s

642 (MHJr IUIS

647 (MHJr IUIS
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Macc-cnektp m/z 640 (MH"
CazH42N1103).

IMpumep 47. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HUIATUIAMHHO )-2-(2-THAPOKCUI THIAMUHO )Ty PHH-
9-un]-5-(2-3tun-2H-teTpa3on-5-uim)reTparuapo-
(dbypan-3,4-nmnona Tpudropamerar.

IMpomexyrounoe coeaunenne 9 (0,050 r; 0,09
mmounb) u 2-amunodTanoa (0,056 r; 0,91 mmois)
HarpeBaroT npu 130°C B atmocdepe a3zora B Teue-
nue 20 4. PeaknnoHHYIO cMech pa30aBIISIIOT MeTa-
HooM (10 MII) M OYHMIIAIOT, MCTIONB3Ys Mpenapa-
tuBHYI0 BDXKX (20-100% aneronutpuin). PactBo-
pHUTENb YIAJA0T B BaKyyMe M CyIIaT B BaKyyMe,
noy4yass yKa3aHHOE B 3aroJIOBKE COCIUHCHHE B
BHUJIE TBEpOro BerecTsa xenroro nsera (0,042 r).

TCX SO, (muxmnopmeran/meranon; 5:1) Ry =
0,50.

Macc-criextp
C2gH33N1g0s).

IMpumep 48. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpaszon-5-ui)-5-[6-(3-noa-6eH3naamMuno)-2-(2-
MOpPQOIMH-4-UII-3THIAMUHO )Ty pHH-9-1IT | TeTpa-
ruapodypan-3,4-1uon.

IMpomexyrounoe coequnenne 7 (0,012
0,025 mmois) pactBopsiror B m3ompomnanoie (0,25
mi1), mobasisror usonponanon (0,25 mi), comep-
xammi - auusonpormwTwiamud (0,006 T; 0,025
MMonb), W 3-noxbemsmiaamun (0,002 r; 0,025
mmoutb) B uzomnpomnadone (0,25 mi). Cmech ocTaB-
nstoT ipu 20°C Ha 12 9, mocne 4ero qo00aBisioT 4-
(2-amunoatIT)Mopdonua (0,039 r; 0,30 Mmonb) B
nzonponanoie (0,50 M) U pacTBOPHUTEND YAAISIOT
B TOKe a30Ta. OCTaBUIYIOCS CMOJYy CYyCHEHIHPYIOT
B IUMETWICYNbpoKkcHae (6 Kammsix), 1 cMech Ha-
rpeBator npu 120°C B teuenue 4 nueir. OnHOBpe-
MeHHO mpomexyTtounoe coexunenue 7 (0,012 r;
0,025 mmois) pactBopsiror B m3ompomnanoie (0,25
i), mobasisor usonpomanon (0,25 mi), comep-
xammi  auusonpormwmTwiaamud (0,006 T; 0,025
MMmoip) u  3-mombensunamuu (0,002 r; 0,025
MMOJIb) B m3omnponanoie (0,25 mir). CMmecs ocras-
nsroT npu 20°C Ha 12 4, mocie 4ero A00aBISIOT
metunat Hatpust (0,001 r; 0,025 mmons) B H30mpo-
nanoJie (0,25 mn) ¢ qumeruncynbdokenaom (3 ka-
wismu). Yepes 6 4 mpu 20°C nobGasnsitor 4-(2-
amurodTIII)MOpdomuua (0,039 r; 0,30 mMmons) B
uzonponanoie (0,50 M) U pacTBOPHUTEID YAAISIOT
ox ToKoM a3zora. OCTaBIIyIOCA CMOJIy CYCHEHIH-
PYIOT B auMeTHICYIb(okcuae (6 Kamsmx) H CMeCh
HarpeBaroT npu 120°C B Teuenune 4 nueid. Peakuu-
OHHBIE CMECH M3 3TUX JABYX JKCIICPUMEHTOB 00be-
IOUHSIOT U OYHINAIOT, MCHOJB3Ys KapTPUIDKH IS
TBepAodazHoi skcrpakironnoii (SPE) xpomaro-
rpadun (NH, amunomponun Bondelute), ocrarok
pacTBopsitoT B auxyopMerane (5 M) M HAaHOCAT Ha
1 SPE xaptpumk (5 M KapTpHIK); KapTPUAXK MO-
CIICIOBATENIbHO MPOMBIBAIOT auxJopMeTaHoM (5
M), xnopodopmom (5 mit), AUITHIOBBIM dHUPOM
(5 M), stmwnaneratoM (2X5 MIT), alETOHUTPHIOM
(2x5 mm), aneToHOM (2X5 MIT) M MeTaHOJNOM (2X5
Mi). OObeTMHEHHBIE METAHOJbHBIE (PpaKIuu KOH-
HEHTPUPYIOT B BaKyyMe M IIOJBEPraioT HallbHEi-

I

miz 573 (MH' g
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el OYHCTKE, PACTBOPSIA OCTATOK B TUXJIOPMETaHE
(1 M) m manocs Ha 1 SPE kaprpumk (1 mu kap-
TPUIK); KapPTPUIK TOCICIOBATEIBHO MPOMBIBAIOT
muxiopmeranoMm (1 mir), xmopodopmom (1 mi),
IUOTHIOBEIM ddupoM (1 mur), stumarneratom (2x1
MJT), alleTOHUTPUIIOM (2X1 M), arreTroHOM (2x1 M)
n metaHosioM (2x1 muin). OObeTMHEHHBIE METAaHOIb-
Hble (pakIMK KOHICHTPUPYIOT B BaKyyMe, 4TO
MIO3BOJISIET TIOJNYYUTh yKa3aHHOE B 3aroJIOBKE CO-
€JIMHCHUE B BHJE TBEPAOTO BEIIECTBA OEKEBOTO
mgera (0,004 r).

KX-MC CUCTEMA A R; = 3,62 mus;

XKX-MC CUCTEMA A m/z 678 (MH").

Ilpumep 49. (2R,3S,4R,5R)-2-(2-Ortun-2H-
TeTpa3oi-5-uin)-5-[ 2-(2-mopoauH-4-uI-3THIaAMH-
HO)-6-(beHeTnIaMuHO-ITypUH-9-1I1|-TeTparuapody-
pan-3,4-1uom.

Coenunenne mpuMepa 49 moay4aroT aHaio-
TMYHO CIIOC00Y, M3JI0KEHHOMY B npumepe 48, wc-
none3ys 2-¢penermnamun (0,003 r; 0,025 mMmons).
VYka3aHHOE B 3aroJIOBKE COEAMHEHHE IOJIYYaloT B
BUjie TBepaoro BeinectBa Oexxesoro msera (0,004
r).

KX/MC CUCTEMA A - R; = 3,50 mus;

JKX/MC CUCTEMA A - m/z 566 (MH").

IIpumep 50. (2R,3S,4R,5R)-2-(2-Ortun-2H-
TeTpa3oin-5-umn)-5-[2-[2-(1-meTun-1 H-umunazon-4-
WJ1)-3THIIAMAHO | -6-(2-MOp ) OTUH-4-AIT-3 THIT-
aMUHO)ITypHH-9-ni|reTparuapodypan-3,4-nquona
JTHALeTaT.

Coenunenne npumepa 50 momywaroT aHaio-
THYHO CIIOCO0Y, M3JIOKEHHOMY B IpuMmepe 6, uc-
none3yst  4-(2-amuHostun)mopdoiun (0,002 T
0,025 MmMo1tB). YKa3aHHOE B 3aT0OJIOBKE COCAMHCHUE
MOJTYYarOT TOCNe JTHODIIN3AIUN B BUAE TBEPIOTO
Bemectsa (0,008 r).

KX/MC CUCTEMA A - R, = 2,86 muH;

JKX/MC CUCTEMA A - m/z 570 (MH").

Mpumep 51. (2R,3R,4S,5R)-2-{6-(3,3-Tume-
TANOYTHIIAMHHO )-2-[ 2-(TUPHUIAH-2 -UITAMHHO )-
ATHJIAMUHO |y pHuH-9-11 } -5-(2-3Tru-2 H-TeTpazon-
5-mm)-Terparuapo-dypan-3,4-1uoia anerar.

IIpomexyrounoe  coemuuenme 7, 3,3-
numetunoytunamus (0,188 r; 0,4 MmMoitb) U quu30-
npormTIwiamud (0,051 1; 0,4 MMonb) B H30MpO-
nunoBoM crupre (12 mu1) mepemMenMBaiOT mpU
20°C B Teuenue 16 u. Ammkeoty (0,75 mu) aroit
PEeaKkIHOHHOM cMecu J00aBISIOT K IPOMEKYTOY-
nomy coeaunenuto 27 (0,034 r; 0,25 mmons) B
usonpormiosoM crmpte (0,25 Mi), © pacTBOPUTEID
YAQISAIOT B TOKE a30Ta mepes A00aBIeHHEM AuMe-
tuncyibdokcuaa (0,25 mir). CMech HarpeBaroT Mpu
120°C B TeucHue 16 4, U HEOUYUINECHHBINA pEaKIH-
OHHBIA TPOJIYKT OYHINAIOT, UCIOIB3YysS aBTOMPEI.
BDXX, nomyyas nocie muopuIn3alil yKazaHHOe
B 3ar0JIOBKE COCIMHEHHE B BHJE TBEPJOTO BEIECT-
Ba (0,004 r).

KX/MC CUCTEMA A - R; = 3,61 mus;

JXKX/MC CUCTEMA A - m/z 553 (MH").

Mpumep 52. (2R,3R,4S,5R)-2-[6-(3,3-qume-
TUNOYTIIIaMUHO )-2-( 1 S-ruapokcumeTn-2-heHn-
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STHIAMHUHO )Ty pUH-9-1i]-5-(2-3trn-2H-Terpazon-
5-un)rerparuapodypan-3,4-auosa amerar.

CoenuHenne npuMepa 52 MOJy4aroT aHaao-
TUYHO CIOCO0Y, M3JI0KEHHOMY B TpuMmepe 51, mc-
TOJIB3YS (S)-(-)-2-amuHO-3-peHmI- 1 -TpoanoI
(0,038 r; 0,25 mMMoib). VKazaHHOE B 3aroJIOBKE
COCIMHEHHE MOJYJaloT TOCie THOGWIN3aluU B
Bujie TBeporo Berectsa (0,002 r).

KX/MC CUCTEMA A - R; = 4,28 mum;

JKX/MC CUCTEMA A - m/z 567 (MH"Y).

IMpumep 53. (2R,3R,4S,5R)-2-[6-AmuHO-2-
(TpaHc-4-aMHHO-LUKIOT€KCUIIAMHHO)-ITypUH-9-
wi)-5-(2-3tun-2H-retpazon-5-wmn)-TeTparuapo-
¢dbypan-3,4-nuoi.

IMpomexyrounoe coeaunenne 12 (0,050 r;
0,14 wmmomb), TpaHc-1,4-THAMUHONUKIOTCKCAH
(0,154 r; 1,4 mmons) u aumeruicyiabdokcun (0,2
i) HarpeBator mpu 120°C B Teuenue 16 u. He-
OYMILCHHBIM PEAKIHUOHHBIM MPOAYKT OYMINALOT,
ucnone3ys aprompen. BOXX, mnomyuas mocie
A3€OTPONHON OTTOHKH C MeTaHOoJoM (X3) ykaszaH-
HOE B 3arojOBKE COEAMHEHUE B BHJE IUICHKH CBET-
J0-kopuuHeBoit okpacku (0,013 r).

KX/MC CUCTEMA A - R; = 2,89 muH;

JKX/MC CUCTEMA A - m/z 446 (MH").

IIpumep 54. (2R,3R,4S,5R)-2-{6-AmunHo-2-
[2-(1-meTnn- 1 H-uMuna3omn-4-1mi)-3THIaMIHO |-
mypuH-9-un}-5-(2-atun-2H-Tetpazon-5-un)-
terparuapodypan-3,4-auona Gopmuar.

IMpomexyrounoe coeaunenne 12 (0,030 T
0,08 mmonp) u 1-metwarucramun (0,101 r; 0,82
MMOIIb) B u3ompomnanoie (1,63 M) o0beANHSIOT, U
pacTBOpHUTENh YAAIAIOT B TOKE a30Ta, JOOABISIOT
6e3BoaHblil aumetwicyabdokcun (0,2 mi), Harpe-
BatoT nipu 115°C B armocdepe azora B Teuenue 24
Y, 1 HEOUYHMIICHHYIO PEaKIMOHHYIO CMECh OYHMIIa-
0T, ucmonb3yst aBrompern. BOXKX. PacrBopurens
YAAJSIOT B BaKyyMe, IMONy4asl yKa3aHHOE B 3aro-
JIOBKE COCOMHEHHE B BHJC IUICHKH KOPHYHEBOI
okpacku (0,013 ).

KX/MC CUCTEMA A - R; = 3,06 muH;

JXKX/MC CUCTEMA A - m/z 457 (MH").

IMpumep 55. (2R,3R,4S,5R)-2-{6-AmuHo-2-
[2-(mmpuanH-2-nI1aMHHO )3 TUIIAMUHO | ITypUH-9-111 } -
5-(2-atun-2H-rerpazon-5-un)rerparuapodypan-
3,4-nnona Tpudropanerar.

Coenunenne mpumepa 55 monydaroT aHajo-
TUYHO CIOCO0Y, M3JI0KEHHOMY B TipuMmepe 54, mc-
nonb3ys 2-(nmupuaun-2-mwiamuno )atmwiamun (0,112
r; 0,82 mmonp). HeouuIineHHy0 peakIHOHHYIO
CMeCh OYMINAIOT, MCIONB3ys aBTompern. BOXX ¢
MmocieAytomeld ouncTkoi mnpemnapatuBHO BOKX
(10-40% aneroruTpri). PacTBOpUTENb YAAISIOT B
BaKyyMe, ¥ OCTaTOK a3€0TPOIHO OTTOHSIOT C MeTa-
HOJIOM, TOJy4Yasl yKa3aHHOE B 3aroJIOBKE COEIUHE-
HHE B BHJE CMOJIbI KopuaHeBoii okpacku (0,006 r).

KX/MC CUCTEMA A - R; =3,13 muH;

JKX/MC CUCTEMA A - m/z 469 (MH").

Ipumep 56. (2R,3R,4S,5R)-2-{6-(3,3-Aume-
TUAOYyTHIIAMUHO)-2-[2-( 1 -MeTnn-1 H-umunazon-4-
WIT)-3THJIAMUHO |-ITypUH-9-11 } -5-(2-H30TpoTnII-
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2H-tetpazon-5-un)-rerparuapodypan-3,4-nuona
(dhopmmar.

CoenuHeHne mpuMepa 56 Moay4aroT aHajio-
TMYHO CIoco0y, u3iokeHHOMY B npumepe 40, wc-
moip3ys 3,3-mumermnoytunamun (0,003 r; 0,025
mmoitb) B 1-metunrucramus (0,031 r; 0,25 MMmoiib).
VYka3aHHOE B 3aroJIOBKE COCIUHEHHE IOJyYaloT
mocie THOPUIN3AIUN B BUAC TBEPIOTO BEIECTBA
61enHO-KOpuuHeBO# okpacku (0,004 r).

KX/MC CUCTEMA A - R; = 3,88 mum;

JXKX/MC CUCTEMA A - m/z 555 (MH").

Ipumep 57. (2R,3S,4R,5R)-2-(2-130onpomnu-
2H-terpazon-5-mn)-5-{2-[2-(1-merun-1H-umnna-
3071-4-1J1)-3THIIAMHHO |-6-peHE THIIAMUHOITY PHH-9-
nin}-terparuapodypan-3,4-nuona hopmuar.

CoeauHenne mpuMepa S7 ToiydaroT aHalo-
TMYHO CIoco0y, u3nokeHHOMY B npumepe 40, wc-
nosb3ys 2-penerrwaamun (0,003 r; 0,025 mmons) u
1-metunrucramun (0,031 r; 0,25 MMonb). Yka3an-
HOE B 3arojIOBKE COEJAMHEHHE IOJYYaloT MOcIe
TUO(GWIN3alMU B BUJC TBEPIOrO BEIIeCTBa Oen-
HO-KopruHeBo# okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,81 mus;

JXKX/MC CUCTEMA A - m/z 575 (MH").

IIpumep 58. (2R,3R,4S,5R)-2-{6-bensui-
aMuHo-2-[2-(1-metun- 1 H-umunazon-4-wmm)-3tuna-
MHUHO |-TTypuH-9-1} -5-(2-u3zonponmi-2H-reTpazon-
5-un)-teTparuapodypan-3,4-quona Gopmuar.

CoenuHenne mpuMepa 58 mojay4aroT aHajio-
TMYHO CIoco0y, m3okeHHOMy B npumepe 40, wc-
nosp3ys 6emsunamun (0,003 r; 0,025 mmons) u 1-
metwiructamut (0,031 r; 0,25 MmMmosbp). YkazanHoe
B 3aroJIOBKE COEIUHEHHE TOJIy4aroT Tocie JHodu-
JMU3AIMM B BHJIEC TBEPIOTO BEIIESCTBA OJICIHO-
kopuuHeBoit okpacku (0,013 r).

KX/MC CUCTEMA A - R; = 3,72 mum;

JKX/MC CUCTEMA A - m/z 561 (MH").

Ipumep 59. (2R,3R,4S,5R)-2-{6-(1-Otui-
MpOoNUIaMHuHO)-2-[2-(1-meTun-1 H-umugazon-4-
WJ1)-3THJIAMAHO |-ITypUH-9-1 } -5-(2-H30mponmIi-
2H-teTrpazon-5-uin)-teTparuapodypan-3,4-arona
¢dopmmuar.

Coenunenne npumepa 59 momyvaroT aHaio-
THYHO croco0y, m3inokeHHOMY B mpumepe 40, uc-
none3ys  1-atunnpormmwiamud (0,002 ;0,025
mmonb) u 1-metunrucramus (0,031 r; 0,25 mmosb).
VYka3aHHOE B 3aroJIOBKE COEIUHEHHE II0Jy4aioT
nocyie JTHOGIIN3alUuN B BHIEC TBEPAOTO BEIECTBA
6nenno-kopuuneBoit okpacku (0,001 r).

KX/MC CUCTEMA A - R; = 3,71 mun;

JKX/MC CUCTEMA A - m/z 541 (MH").

Mpumep 60. (2R,3R,4S,5R)-2-[6-(3,3-qume-
TUNOYTIIIaMHHO )-2-(2R-Tuapokcu-(R)-nmkione -
TUIaMUHO)-NypuH-9-un]-5-(2-3tun-2H-terpaszon-5-
wn)-rerparuapodypan-3,4-nuona  6uc(tpudTop-
arerar).

Ipomexyrounoe coequnenue 8 (0,030 r; 0,06
mmonb) u (R,R)-amunoruknonenran-2-om1 (0,100 r;
0,99 mmonb) B aumermicyibdokcuae (0,5 mi) Ha-
rpeBaroT npu 130°C B atMocdepe a3ora B TeueHHE
72 4. HeouullleHHYI0 PEaKIHOHHYI0 CMECh O4H-
[IAl0T, KCIONB3ys mpenapaTuBHyro BOXX (10-
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100% aueronutpwi). PactBopuTens ynansior B
BaKyyMe M CyIIaT B BaKyyMe, [oJiy4asi yKa3aHHOe B
3aroJIOBKEe COEIIMHEHUE B BHE CMOJIbI KOPUIHEBON
okpacku (0,015 ).

KX/MC CUCTEMA A - R; = 4,13 muH;

JKX/MC CUCTEMA A - m/z 517 (MH").

ITpumep 61. (2R,3R,4S,5R)-2-[6-benzunamu-
HO-2-(1S-runpokcumMeTnI-2-(heHUI-3THIIAMUHO)
nypuH-9-mi]-5-(2-3tun-2H-terpazon-5-un)-
terparuapodypan-3,4-1uona popmuar.

Coenunenne npumepa 61 momywaror aHaio-
THYHO CIT0CO0Y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3ys Oersmwiamud (0,003 1; 0,025 mmone) npu
21°C B teuenue 20 4 u (S)-(-)-2-amun0-3-pennn-1-
npomnanon (0,038 r; 0,25 mmois) npu 130°C B Te-
yenue 40 4. YkazaHHOE B 3aroJIOBKE COCIHHEHHE
MOJIy4YaloT mocjie JHO(GUIN3alK B BUAE TBEPAOTO
Berectsa sxenrToro mnsera (0,005 r).

KX/MC CUCTEMA A - R; = 4,24 muH;

JKX/MC CUCTEMA A - m/z 573 (MH).

IMpumep 62. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpazon-5-ui)-5-[6-(1S-ruapoxrcumernn-2-peHun-
STHIIAMHUHO)-2-(MUPPOIHINH-3 R-1naMuHo )y prH-
9-un]-rerparuapodypan-3,4-nuona Guc(popmuar).

CoenuHenne npuMepa 62 MOIydarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 23, uc-
TOJTB3Y S (S)-(-)-2-amuHO0-3-peHmI- 1 -Mpornano
(0,004 r; 0,025 mmous) npu 21°C B Teuenue 20 4 u
muppoiauarH-3R-mnamun (0,022 1; 0,25 MMOIB)
npu 130°C B teuenne 40 4. YKa3aHHOE B 3ar0JIOBKE
COCIMHEHHUE II0JIy4aloT IOCie JTHOPHUIM3ALNH B
BUJIe TBep0ro BeriecTsa xenroro nseta (0,002 r).

KX/MC CUCTEMA A - R; = 2,28 muH;

JKX/MC CUCTEMA A - m/z 552 (MH").

IMpumep 63. (2R,3R,4S,5R)-2-[6-(1S-I'napo-
KCUMETHI-2-() e HII THIIAMUHO )-2-(2-NUPUIUH-2 -
WIT-3TUIAMHHO )Ty pHH-9-11 | -5-(2-n3onponmn-2H-
TeTpa3oi-5-mwin)reTparuapodypan-3,4-qguona  Gop-
MHAT.

CoenuHenne npuMepa 63 MOIydyarOT aHaao-
THYHO CIIOCO0Y, M3JI0KEHHOMY B IpuMepe 23, Hc-
nonb3yst npomexxyrounoe coenunenue 20 (0,012 r;
0,025 wmmoms) u  (S)-(-)-2-ammHO-3-Ppenuin-1-
nponanoin (0,004 r; 0,025 mmons) npu 21°C B Te-
yenune 20 u u 2-(2-amunodTwm)mupuauH (0,031 T
0,25 mmois) mpu 130°C B Teuenne 40 4. YkasaH-
HOE B 3aroJIOBKE COEAMHEHHE IIOJNY4aloT MOCIe
TOGUIN3AIUK B BUJE TIEHBl KOPUYHEBOW OKPACKU
(0,002 1).

KX/MC CUCTEMA A - R; = 3,79 muH;

JKX/MC CUCTEMA A - m/z 528 (MH").

IIpumep 64. (2R,3R,4S,5R)-2-[6-(1S-T'uapo-
KCUMETHI-2-(EHUID THIAMUHO )-2-( TP OJIA TUH-
3S-unamuHo)mypun-9-un|-5-(2-uzonponmn-2H-
TeTpazon-5-un)rerparuapodypan-3,4-nuomna
6uc(dopmmuar).

CoenuHenne npumepa 64 moirydaroT aHajo-
THYHO CIIOCO0Y, M3JI0KEHHOMY B mpuMmepe 23, uc-
nonb3yst npomexxyrounoe coenunenue 20 (0,012 r;
0,025 wmmoas) wu  (S)-(-)-2-amunO-3-heHMI-1-
npomnanoin (0,004 r; 0,025 mmons) npu 21°C B Te-
yeane 20 9 W Hepa3OaBJICHHBIA MUPPOIHIUH-3R-
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unamus (0,021 r; 0,25 mmone) npu 130°C B Teue-
aue 14 4. Yka3zaHHOE B 3ar0JIOBKE COEOUHEHHE I10-
JMy4alT Mocje NUO(UIN3alMd B BHAE HEHBI KO-
puuneBoi okpacku (0,002 r).

Macc-cnekrp  m/z
C26HasN1104).

IIpumep 65. (2R,3R,4S,5R)-2-[2-(1-bensun-
MUPPOIHIUH-3-HITaMUHO )-6-( 1 -3 THIPONIHIaAMHHO )
nypuH-9-mun)-5-(2-3tun-2H-rerpazon-5-un)-
teTparunpodypan-3,4-nuona 6uc(popmuar).

Coenunenne npumepa 65 monydaroT aHaio-
THYHO Croco0y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3ys  1-atunnpormmwiamud (0,002 ;0,025
MMmoiis) mipu 21°C B Teuenne 20 4 u 1-OeH3mi-3-
amunonupponuaua (0,044 r; 0,25 mmonbs) npu
120°C B teuenue 60 4. YkazaHHOE B 3arojoBKe
COCIMHECHUE TOJIy4aloT MOocjie JTHOQHUIM3ALUN B
BUJIE TBEPAOTO BEIECTBA YKEITO-KOPHUYHEBOU OK-
packu (0,002 r).

KX/MC CUCTEMA A - R; = 3,73 mum;

JXKX/MC CUCTEMA A - m/z 578 (MH").

Ipumep 66. (2R,3R,4S,5R)-2-[2-(1-ben3wmi-
MUPPOIUIUH-3-UIAMHUHO )-6-LUKIOTCHTUIIAMUHO-
nypuH-9-mn)-5-(2-3tun-2H-rerpazon-5-un)-
Terparuapodypan-3,4-nquona 6uc(dhopmuar).

CoenuHeHne mpuMepa 66 Mmoay4aroT aHajio-
THYHO CIIOCO0Y, M3JI0KEHHOMY B Ipumepe 23, wuc-
mosb3ys nuknonentmwiamus (0,002 r; 0,025 mmos)
mpu 21°C B Teuenue 20 4 u 1-OeH3MII-3-aMHHO-
muppoauaun (0,044 r; 0,25 mmons) mpu 120°C B
teueHue 60 4. Yka3aHHOE B 3aTOJIOBKE COCTUHEHUC
MOJTYYaroT TOCHe JTHODIIN3AIUN B BUAE TBEPIOTO
BEIECTBA JKeNTO-KopuuHeBoii okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,73 mum;

JXKX/MC CUCTEMA A - m/z 578 (MH").

Ipumep 67. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMUHOTIMKJIOT€KCUITAMHHO )-6-( 1 -3 THITpOoTiIaMu-
HO)IypuH-9-m1]-5-(2-m3onponun-2H-TeTpazon-5-
nin)rerparuapodypan-3,4-quona ouc(dhopmuar).

CoenuHenne mpuMepa 67 MOAy4aroT aHajio-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B Ipumepe 23, uc-
noJb3ys npomexyrounoe coeaunenue 20 (0,012 r;
0,025 mmonb) u 1-a3tunmpormmiamus (0,002 r; 0,025
MMmonb) npu 21°C B Teuenne 20 4 u Tpanc-1,4-
nmuamunonmkiaorekcan (0,029 r; 0,25 mmons) mpu
120°C B Teuenue 14 4. Yka3zaHHOC B 3arojiOBKe
COCIIMHEHUE TMONYYarT TOCHe THOGWIH3ANUU B
BHJIE TIeHBI KopruHeBoi okpacku (0,002 r).

KX/MC CUCTEMA A - R, = 3,47 mun;

JKX/MC CUCTEMA A - m/z 530 (MH").

IIpumep 68. (2R,3R,4S,5R)-2-[6-(1-Dtuin-
MPOIUIAMHHO)-2-(2-TIHIEPHIUH- | -HJI->THIaAMHHO)-
mypuH-9-ni]-5-(2-n3onponui-2H-teTpa3on-5-ni)-
teTparunpodypan-3,4-nuona 6uc(popmuar).

Coenunenne npumepa 68 momydaroT aHaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMepe 23, uc-
noJp3ys npomexyrounoe coeaunenue 20 (0,012 r;
0,025 mmonb) u 1-s3tunmpormmiamus (0,002 r; 0,025
MMoutb) ripu 21°C B Teuenune 20 9 ¥ 2-UNEpUANHO-
srunamue (0,032 1; 0,25 mmons) npu 120°C B Te-
yenre 14 4. YKazaHHOE B 3aroJIOBKE COEIMHEHHE

566 (MH®  gma
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MOJYYar0T MOCie JTUO(UIN3aUU B BUJIC NICHBI KO-
puuneBoii okpacku (0,001 r).

Macc-cnekrp  m/z
C2sHa1N11O3).

IIpumep 69. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpazon-5-mm)-5-[2-(1S-ruapokcumeTri-2 -heHuI-
STHIIAMHUHO )-6-(2-IHMIepUAnH- | -UI->THIaMHUHO)-
nypuH-9-mn]-rerparuapodypan-3,4-nuona dpopmu-
aT.

544 (MH' s

Coenunenne npumepa 69 monydaroT aHajo-
THYHO CIIOCcO0y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3yst 2-munepupuaostunamud (0,003 r; 0,025
mmonb) npu 21°C B teuenne 20 4 u (S)-(-)-2-
amuHO-3-(penu-1-npomanon (0,038 r; 0,25 Mmos)
npu 120°C B Teuenne 60 4. YKa3zaHHOE B 3ar0JIOBKE
COCIMHEHUE TII0JIy4YaloT MOoCie JTHOPHUIM3ALNHA B
BuUjie TBeporo Berectsa xenroro nsera (0,002 r).

KX/MC CUCTEMA A - R; = 3,64 muH;

JKX/MC CUCTEMA A - m/z 594 (MH").

Mpumep 70. (2R,3R,4S,5R)-2-[6-(1-Otun-
OPOMHIAMHHO )-2-(2-MOP(OTHH-4-UIT-3THIAMUHO) -
nypuH-9-mi]-5-(2-u3onponun-2H-rerpazon-5-nn)-
TeTparuapodypan-3,4-quona nudhopmMuar.

Coenunenne npumepa /0 monydaroT aHajo-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 23, uc-
nosb3ys npomexxyrounoe coexunenne 20 (0,012 r;
0,025 mmois) 1 1-strnmpormmiamus (0,002 r; 0,025
mmoab) npu 21°C B Teuenne 20 u u 4-(2-
amunodTHI)MOopdomun (0,033 r; 0,25 MMoib) npu
130°C B Teuenme 14 u. VYka3aHHOE B 3aroJOBKE
COCIMHEHHUE II0JIy4aloT IOoCie JTHOPHUIM3AINK B
BHJE NIeHbI KopruHeBoit okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,52 mus;

XKX/MC CUCTEMA A - m/z 546 (MH").

MMpumep 71. (2R,3R,4S,5R)-2-[6-Lluko-
HNEeHTHIaMUHO-2-(1S-rupokcuMeTHII-2-(heHnII-
JTUJIAMHHO )Ty puH-9-11 |-5-(2-3tnn-2H-terpa3zon-
5-un)-tetparuapodypan-3,4-auona Gopmuar.

CoenuHenne mpuMepa /1 mosrydaroT aHalo-
THYHO CITOCO0Y, M3JI0KEHHOMY B mpumepe 23, uc-
nonb3ys mukionedTmwiamus (0,002 r; 0,025 Mmmos)
mpu 21°C B teuenme 20 4 u (S)-(-)-2-amuHO-3-
¢benun-1-nponanon (0,038 r; 0,25 mmone) mpu
120°C B Teuenue 60 u. VkazaHHOE B 3aroJoOBKE
COCIMHEHHUE II0JIy4aloT IMoCie JTHOPHUIM3ALNH B
BUJIe TBEpOro Beriectsa xenroro nseta (0,002 r).

KX/MC CUCTEMA A - R; = 4,08 muH;

JKX/MC CUCTEMA A - m/z 551 (MH").

Ilpumep 72. (2R,3R,4S,5R)-2-[6-(2-IIukii0-
TeKCHIIITUIIAMHHO )-2 -(TTHppoauInH-3 R-nnaMuHo)
mypuH-9-un]-5-(2-3Trn-2H-TreTpazon-5-wmm)TeTpa-
ruapodypan-3,4-aquona nudopmuar.

CoenuHeHHe MpUMepa 72 IMOJy4YaroT aHaao-
THYHO CII0CO0Y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3ys 2-muknorekcuwmTuaamud (0,003 r; 0,025
mmonb) nipu 21°C B teuenne 20 4 ¥ HPPONUANH-
3R-mwramun (0,021 r; 0,25 mmons) mpu 120°C B
TeueHne 60 4. Yka3aHHOE B 3ar0JIOBKE COCIMHEHHE
MOJTY4JaloT TOCcie JTHOQIIN3alUuN B BHIEC TBEPIOTO
BelecTBa Oeano-xenroi okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,80 muH;

JKX/MC CUCTEMA A - m/z 528 (MH").
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Mpumep 73. (2R,3R,4S,5R)-2-[6-(2-Llukio-
TeKCHITITHIIAMUHO )-2 -(TTUPPOTUINH-3 S-HITaMHHO )-
mypuH-9-ui]-5-(2-3tmn-2H-terpaszon-5-mm)-
terparuapodypan-3,4-nquona 6uc(hopmuar).

CoenuHeHne mpuMepa (3 MOJyYaroT aHajo-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B Ipumepe 23, wuc-
nmosp3ys 2-muknorexkcuwmTwiamMud (0,003 r; 0,025
MmMmodtb) ripu 21°C B teuenne 20 4 ¥ IMPPOIUINH-
3S-unamun (0,021 r; 0,25 mmons) npu 120°C B
Tedenne 60 4. Yka3zaHHOE B 3ar0JIOBKE COCJHHCHHE
MOJYYaloT Mocje JTHOQUIN3ALNH B BUAE TBEPIOTO
BemecTBa Genoro peta (0,003 r).

XKX/MC CUCTEMA A - R, = 3,79 mun;

JKX/MC CUCTEMA A - m/z 528 (MH").

Mpumep 74. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpa3oi-5-uin)-5-[ 6-heHeTnIaMuHO -2 -(TTUPPOITH-
nuH-3R-unamMuHo)-ypuH-9-mi|-teTparuapody-
pan-3,4-nuona 6uc(popmmuar).

CoeauHenne mpuMepa 74 TONydaroT aHalo-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3ys ¢penerunamu (0,003 r; 0,025 mmosp) npu
21°C B teuenue 20 u u nuppoiauauH-3R-mIaMuH
(0,021 r; 0,25 mmosp) mpu 120°C B TeyeHue 60 .
Vka3aHHOE B 3aroJIOBKE COEIUHEHHE I10Jy4aioT
nocie JTHOGIIN3alul B BHIEC TBEPAOTO BEIECTBA
Gesnoro 1gera (0,002 r).

KX/MC CUCTEMA A - R; = 3,71 mun;

JKX/MC CUCTEMA A - m/z 522 (MH").

Ipumep 75. (2R,3R,4S,5R)-2-[2-(1-ben3u-
MIUPPOJTUTUH-3-MIIaMHHO )-6-(peHEe THIIaMUHOITY pHUH-
9-un]-5-(2-3tun-2H-rerpaszon-5-ui)-reTparuapo-
¢bypan-3,4-nuona 6uc(popmuar).

Coenunenne npuMepa 75 IMOMy4alOT aHao-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMmepe 23, uc-
none3ys ¢penerunamu (0,003 r; 0,025 mmosp) npu
21°C B Teuenme 20 9 wu 1-OeH3mI-3-aMHHO-
muppoauaun (0,044 r; 0,25 mmons) mpu 120°C B
Teyenue 60 4. Yka3aHHOE B 3ar0JI0BKE COEIUHEHUE
MOJIYYaIoT Mocje THOGHUIN3ALNHA B BUAE TBEPJOro
Beiectsa sxenrToro mnsera (0,002 r).

KX/MC CUCTEMA A - R; = 4,09 mun;

JXKX/MC CUCTEMA A - m/z 612 (MH").

Ipumep 76. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpa3oI-5-mn)-5-[ 6-(3-uoa-oeH3mmamMuHo )-2-(mp-
posuIuH-3S-uIaMuHO)TypHH-9-mi | TeTparuapody-
pan-3,4-nuona ouc(popmuar).

Coenunenne npuMepa /6 MOMy4arOT aHAIO-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B Ipumepe 23, uc-
moip3ys  3-uwox-Oemsmmamun (0,006 r; 0,025
MMmoiis) mipu 21°C B Teuenne 20 94 M MAPPOTUANH-
3R-umamun (0,021 r; 0,25 mmons) mpu 120°C B
Teyenue 60 4. YKka3aHHOE B 3ar0JI0BKE COEIUHEHUE
MOJIYYaIoT Mocje THOGHUIN3ALNHA B BUAE TBEPJOro
BemecTBa Genoro peta (0,002 r).

XKX/MC CUCTEMA A - R, = 3,86 mun;

JKX/MC CUCTEMA A - m/z 634 (MH").

Hpumep 77. (2R,3R,4S,5R)-2-[2-(1-ben3wmi-
MUPPOJTHIUH-3-HIaMUHO )-6-(3-101-0€H3UITAMIHO) -
mypuH-9-mi]-5-(2-stun-2H-Terpazon-5-mn)-
terparuapodypan-3,4-nquona 6uc(dhopmuar).

CoenunHenne mpuMepa 77 TOMydaloT aHaJo-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B Ipumepe 23, uc-
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nonb3yst 3-uondensunamus (0,006 r; 0,025 mmos)
npu 21°C B Tteuenme 20 u wu 1-OeH3mi-3-
amunonupponuaua (0,044 r; 0,25 mmons) npu
120°C B Teuenune 60 4. YkazaHHOE B 3aroJiOBKe
COCIMHEHHUE TIIOJIy4YaloT MOCie JTHOPHUIM3ANHA B
Bujie TBeporo Berectsa xenroro nsera (0,001 r).

KX/MC CUCTEMA A - R; = 4,17 muH;

XKX/MC CUCTEMA A - m/z 724 (MHY).

Mpumep 78. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpazon-5-ui)-5-[6-(1S-ruapokcumernn-2-peHun-
3TUIAMHUHO)-2-(2-MOP(OTHH-4-HIT-3TUIAMHHO) -
nypuH-9-mn]-rerparuapodypan-3,4-nuona dpopmu-
aT.

CoenuHeHHe MpUMepa 78 IMOJydYaroT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 23, uc-
TOJIB3Y S (S)-(-)-2-amuHO-3-peHmI- 1 -TporanoI
(0,004 r; 0,025 mmos) pu 21°C B Teuenue 20 9 u
4-(2-amunostum)mopdoiua (0,033 r; 0,25 mmoib)
npu 120°C B Teyerne 60 4. YKa3zaHHOE B 3ar0JIOBKE
COEIIMHEHHUE II0JIy4YaloT IoCie JTHOPHUIM3ALNK B
BHJIC CMOJIBI XKeNTo-KopruHeBoit okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,43 muH;

XKX/MC CUCTEMA A - m/z 552 (MH").

Mpumep 79. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpa3on-5-mm)-5-[2-(1S-ruapokcumeTri-2 -heHu-
JTUIIAMHHO )-6-PeHEe THIIaMUHOITYpHH-9-1JT|-TeTpa-
ruapodypan-3,4-auona popmuar.

CoenuHenne npuMepa 79 MOJydYarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 23, uc-
nonb3ys penermwiamun (0,003 r; 0,025 Mmmoib) npu
21°C B teuenne 20 4 u (S)-(-)-2-amuHO-3-eHnn-1-
nponanoin (0,038 r; 0,25 mmons) npu 120°C B Te-
yerue 60 4. YkazaHHOe B 3aroJIoBKE COEIMHEHHE
MOJIYYaroT Mocjie JTHO(GUIN3AIK B BUAE TBEPAOTO
BemiecTBa GienHo-xentoit okpacku (0,001 r).

KX/MC CUCTEMA A - R; = 4,34 muH;

JKX/MC CUCTEMA A - m/z 587 (MH").

IIpumep 80. (2R,3R,4S,5R)-2-[6-11uki0-
MIEHTHJIAMHAHO-2-(2-TIHITePUIHH- | -UII-3THIIAMHHO )-
mypuH-9-un|-5-(2-nzonponuin-2H-teTpazon-5-mm)-
terparuapodypan-3,4-auona ouc(dpopmuar).

Coenunenne npumepa 80 monywaroT aHajo-
THUYHO CII0CO0Y, M3JI0KEHHOMY B mpuMmepe 23, uc-
nonb3yst npomexxyrounoe coexurenue 20 (0,012 r;
0,025 mmons) u muknonentunamus (0,002 r; 0,025
mMmone) mpu 21°C B Tewenme 20 u wm 2-
nunepuanHoaTiiaamuH (0,032 r; 0,25 mMmons) npu
130°C B Teuenme 14 u. Vka3aHHOE B 3aroJOBKE
COCIMHEHUE TIOJIy4YaloT MOCie JTHOPHUIM3ANHA B
BUJIE MeHBI KopuuHeBoii okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,71 mun;

JKX/MC CUCTEMA A - m/z 540 ([M-1]H").

IIpumep 81l. (2R,3R,4S,5R)-2-[6-Ilukiio-
NEHTHJIAMUHO-2-(2-IIUPPOIHUANH- | -UIT-OTUIIAMHHO)-
nypuH-9-mi]-5-(2-u3onponmin-2H-rerpazon-5-nn)-
terparuapodypan-3,4-1uona rudopmuar.

Coenunenne npumepa 81 momywaroT aHaio-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpuMmepe 23, uc-
nonb3yst npomexxyrounoe coenunenue 20 (0,012 r;
0,025 mmonb) u mukinonentanamud (0,002 r; 0,025
mmoab) npu 21°C B Tteuwenme 20 u um 1-(2-
stiwiamus)muppoaraue (0,029 r; 0,25 Mmouns) mpu

001714

64

130°C B Teuenue 14 4. Yka3zaHHOC B 3arojiOBKe
COCAMHECHUE TIONIy4aloT MOoCie JTHOQHUIM3ALUN B
BHJIE TIEHBI KopuuHeBoi okpacku (0,002 r).

Macc-cnekrp Mz 528 (MH'
C24H37N1103).

IIpumep 82. N-(2-{6-(2,2-AudeHnn-sTraamu-
HO)-9-[5SR-(2-aTun-2H-TeTpazon-5-un)-3R,4S-
quruapokcurerparuapodypan-2R-un]-9H-mypun-
2-WJIaMMHO } 9THII)TYaHUAnHA Ouc(TpudTopanerar).

Coenunenne nupumepa 83 (0,050 r; 0,09
MMOJIb), TIMPa30JIKAPOOKCAMUANH THIPOXIJIOPH]
(0,043 r; 0,30 mmois), umumazon (0,022 r; 0,32
MMOJITb) U Ge3BOIHBIH MeTaHOJ (3 MIJI) HarpeBaroT B
atMocdepe azora npu 50°C B Teuenue 24 4.

PeakiMOHHYI0 CMeCh OYMIIAIOT C MOMOIIBIO
npenapatuBaoit BOXKX (15-65% aueroHuTpm).
PacTBopuTens ynansioT B BaKyyMme, OCTaTOK a3eo-
TPOITHO OTTOHSIOT ¢ METaHOJIOM (X3) W pacTUpArOT
¢ JMATWIOBBIM 3(UpoM, Mojydasi ykazaHHOE B 3a-
TOJIOBKE COEIMHEHHE B BHJE TBEPAOTO BEIECTBA
6enoro ugera (0,070 ).

KX/MC CUCTEMA A - R; = 3,80 mus;

JXKX/MC CUCTEMA A - m/z 614 (MH").

pumep 83. (2R,3R,4S,5R)-2-[2-(2-AmuHo-
ATUIIAMHHO)-6-(2,2 -1 eHUII THIIAMUHO ) ITypHUH-9-
ni]-5-(2-3tun-2H-retpaszon-5-mi)reTparuapody-
pan-3,4-nuonanudopmuar.

IIpomexyrounoe coequnenre 8 (0,200 r; 0,32
MMoJtb) 1 sTmienanamud (0,422 mit; 6,40 MMoIb) B
mumeTwicynspokeuae (1,0 M) HarpearoT npu
120°C B Teuenue 24 4. PeakIIMOHHYIO CMECh pac-
npenesifotT Mexay dtmianeratom (50 i) u Bomoi
(50 mn). Bognyro a3y 3KCTparupyroT STHIALETa-
toM (50 M), OOBEIMHEHHBIC OpraHHYecKUe (asbl
npombIBaroT Bogoit (70 mi), cymiat (MgSO,) u pac-
TBOPUTEIb YNAISIOT B BaKyyMe, MOJIy4yas yKa3aH-
HOE B 3aroJIOBKE COEJIMHEHUE B BHJE TBEPIOIo Be-
IIECTBA JKeNTO-KopuuHeBoi okpacku (0,060 r).

KX/MC CUCTEMA A - R; = 3,98 mum;

JKX/MC CUCTEMA A - m/z 570 (MH").

Ipumep 84. (2R,3R,4S,5R)-2-[6-(2,2-
JudennmsTunamMuHo)-2-(upponuanH-3 S-unamu-
HO)nypuH-9-ui]-5-(2-3Trn-2H-rerpaszon-5-umn)-
teTparunpodypan-3,4-guona 6uc(rpudropanerar).

Ipomexyrounoe coequnenue 8 (0,050 r; 0,08
MMOJb) U mupponuaud-3S-unamun (0,068 r; 0,80
MMOJB) B Oe3BogHoM aumermiacynbpokcuae (0,2
MJI) HarpeBarOT C MepeMelIMBaHueM B atMocdepe
azora mpu 120°C B Teuenue 24 4. PeaknnOHHYIO
CcMech pa30aBiIsIOT METaHOJIOM (3 MII) M OYMIIAIOT
¢ momMonreio npemnaparusaoit BOXX (20-75% are-
TOHUTPHI). PacTBopuTENnb YAAISIOT B BakyyMme, U
OCTaTOK a3e0TPONHO TMEPErOHSIOT C METAHOJIOM
(x3), moxyyast yKka3aHHOE B 3aroJIOBKE COEJIMHEHHE
B BUJE CTEKIO00pa3HOTO TBEPJIOIO BellecTBa Oe-
sxesoro nsera (0,060 r).

KX/MC CUCTEMA A R, = 3,97 mum;

JKX/MC CUCTEMA A m/z 598 (MH").

Ipumep 85. (2R,3S,4R,5R)-2-(2-Ortun-2H-
TeTpa3oi-5-un)-5-[2-(1S-ruapoxcumeTII-2-HheHUII-
STHIIAMHHO )-6-(2-MOP(HOIHH-4-HII-3THIIAMHHO)-

IS
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nypuH-9-mn]-rerparuapodypan-3,4-nuona dpopmu-
aT.

Coenunenne npuMepa 85 MoaydarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 23, uc-
nonb3ys  4-(2-amurostunm)mopgoaud (0,003 T
0,025 mmois) mpu 21°C B teuenue 20 1 u (S)-(-)-2-
amuHO-3-(penui-1-npomanon (0,038 r; 0,25 Mmos)
npu 120°C B Teuenue 60 4. Yka3aHHOE B 3ar0JIOBKE
COCJIMHCHUE TMOJYYalT TOCIe JTUOMGWIH3ANUN B
BUJIC TBEPJOTO BEIIECTBA OJETHO-KEITON OKpacKu
(0,001 r).

KX/MC CUCTEMA A - R; = 3,51 muH;

XKX/MC CUCTEMA A - m/z 596 (MH").

IIpumep 86. (2R,3R,4S,5R)-2-[6-AMuHO-2-
(2-ruIpOoKCUMETHIOCH3MIIAMHHO ) ITypHH-9-11 | -5-
(2-3Tun-2H-TeTpazon-5-mn)rerparunpodypan-3,4-
nuonatpudroparerar.

IMpomexyrounoe coeaunenne 12 (0,050 r;
0,14 MMoisib) W TIPOMEKYTOYHOE coemuHeHHne 29
(0,112 r; 0,82 mmoib) B aumetmicyibdorcume (0,2
w1) HarpeBatoT npu 120°C B Teuenue 24 4. He-
OYHIICHHYIO PEaKIIMOHHYIO CMECh OYHIIAIOT KOJIO-
HOYHON XpomaTorpadueil Ha QIDBII-KpeMHe3eMe,
anmroupys cmeckio 50% MeTaHONA B OUXJIOPMETAHE,
YTO TIO3BOJIAET MOIYINUTh HEOUNIICHHBIN TPOIYKT B
BHJI€ KOPUYHEBOW TIeHKU. HeouwuieHHbIH mpo-
JOYKT PacTBOPSIIOT B MeTaHoJe (3 MJI) U OYHIIAIOT,
uCrop3ys mpenapatusayo BOXX (10-60% are-
TOHWUTpPWI). PacTBOpHTENs ymansioT B BakyyMme, U
OCTaTOK a3€0TPOMHO IIEPETOHSIOT C METAHOJIOM
(x3), mony4as yka3aHHOE B 3ar0JIOBKE COCIAMHCHUC
B BHJIe TBepaoro BemectBa 6enoro nseta (0,037 r).

KX/MC CUCTEMA A - R; = 3,42 mum;

XKX/MC CUCTEMA A - m/z 469 (MH").

Ipumep 87. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMMHOIMKJIOTEKCUIAMHHO )-6-( 1 -aTuinponuia-
MUHO)ITypuH-9-1i]-5-(2-meTnn-2H-terpaszon-5-
nn)rerparuapodypan-3,4-auona 1udopMuar.

CoenuHenne npuMepa 87 IMOJydarOT aHaao-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 24, wuc-
nonb3ys 3-nentwaamud (0,002 1; 0,025 mmois)
npu 20°C B Teuenue 48 4 u ucnonb3ys TpaHc-1,4-
muamunonukiorekcan (0,029 r; 0,25 mmons) mpu
130°C B Teuenue 24 u. VKa3zaHHOEC B 3aroJOBKE
COCJIMHCHUE MOJYYAlOT TOCNE YIAJICHHUS PacTBOPH-
TeJNs B BAKyyME B BHJIC IICHBI KOPUYHEBOW OKPACKH.

KX/MC CUCTEMA A - R; = 3,43 muH;

JKX/MC CUCTEMA A - m/z 502 (MH").

IIpumep 88. (2R,3R,4S,5R)-2-[6-(1-Dtmi-
nponuiIaMuHO )-2-(2R-runpokcu-(R)-niukmoneHTIII-
aMuHO)mypuH-9-ni]-5-(2-metnn-2H-terpazon-5-
nn)-tetparunpodypan-3,4-auona qudopMuar.

Coenunenne npuMepa 88 MmoaydaroT aHazo-
THYHO CII0CO0Y, M3JI0KEHHOMY B mpuMmepe 24, wuc-
none3yst 3-nentwnamun (0,002 1; 0,025 mmois)
npu 20°C B teuenne 48 4 m ucnonsdys (R,R)-
amunorukonenrad-2-o1 (0,025 r; 0,25 mmois)
npu 130°C B TeueHue 24 4. YKa3aHHOE B 3ar0JIOBKE
COCJIMHCHUEC MOJYYarOT TOCNE YIAJICHUsS PacTBOPH-
TeJsI B BaKyyMe B BHJIE TBEPOTO BEIIECTBA.

KX/MC CUCTEMA A - R; = 3,83 muH;

JKX/MC CUCTEMA A - m/z 489 (MH").
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Ipumep 89. (2R,3R,4S,5R)-2-[6-(1-D1uin-
MPOINHUIAMHHO )-2-(2-TIHPUAMH-2-HII-3THIAMHHO )-
mypuH-9-ni]-5-(2-metun-2H-rerpaszon-5-mm)-
terparuapodypan-3,4-nuona gudopmuar.

CoenuHenne mpuMepa 89 Moay4aroT aHajio-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 24, wc-
mosib3ys 3-nentwiaamud (0,002 1; 0,025 MMmoub)
npu 20°C B Teuennme 48 W um wucmomesys 2-(2-
amuHodTHI)mupuanH (0,031 r; 0,25 mmons) mpu
130°C B Teuenune 24 4. YKa3aHHOE B 3aroJIOBKE
COCAMHEHUE TOJIYyYaroT TI0Cie yIaleHus] pacTBOPHU-
TeJIsl B BAKyyME B BHJIE TBEPAOTO BEIIECTBA.

KX/MC CUCTEMA A - R; = 3,66 mun;

JKX/MC CUCTEMA A - m/z 510 (MH").

IIpumep 90. (2R,3R,4S,5R)-2-[6-(1-Dtuin-
MIPOTTUIIAMHHO )-2-(2-TIUPPOTUANH- | -UI-3THIIA-
MUHO )ITypHH-9-11]-5-(2-MeTnin-2H-terpa3on-5-
nin)rerparuapodypan-3,4-quona nudhopMuar.

Coemunenne mpuMepa 90 moaydaroT aHaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMmepe 24, uc-
none3yst 3-nentwiamur (0,002 1; 0,025 mmonb)
npu 20°C B teuenune 48 4 u ucnons3ys amua 10
(0,029 r; 0,25 mmosp) mpu 130°C B TeueHue 24 u.
Vka3aHHOE B 3aroJIOBKE COEIUHEHHE I10Jy4aioT
MOCJIe y/AJICHHs PAaCTBOPHUTEIS B BaKyyMe B BHJIE
TBEPJIOTO BEILECTBA.

KX/MC CUCTEMA A - R, = 3,42 mun;

JKX/MC CUCTEMA A - m/z 502 (MH").

IIpumep 91. (2R,3R,4S,5R)-2-[6-(1-Dtun-
MPONUIAMHHO)-2-(2-MOP(OIMH-4-HIT-3THIIAMHHO) -
nypuH-9-mi]-5-(2-metun-2H-rerpazon-5-mn)-
teTparunpodypan-3,4-1uona gudpopmuar.

Coenunenne npumepa 91 momywaror anaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMmepe 24, uc-
none3yst 3-nentwiamur (0,002 1; 0,025 mmonb)
npu 20°C B Teuennme 48 u u wucnomesys 4-(2-
amunosTHI)Mopdonun (0,033 r; 0,25 MMmoinb) npu
130°C B Teuenue 24 4. YKa3aHHOE B 3aroJioBKe
COCIMHEHUE TOJIYYaloT TI0CIe yIaleHNs] pacTBOPHU-
TeJlsl B BAKyyM€ B BHJIE TBEPAOTO BEIECTBA.

KX/MC CUCTEMA A - R; = 3,48 mun;

JKX/MC CUCTEMA A - m/z 518 (MH").

Ipumep 92. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMMHOLIMKJIOT€KCHIIAMUHO )-6-IIMKJIOCH THIIaMH -
HonypuH-9-unl-5-(2-merun-2H-terpason-5-nmn)-
TeTparunpodypan-3,4-1uona qupopmuar.

Coenunenne npumepa 92 monydaroT aHaio-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 24, wc-
mosb3ys nuknoneatmwiamus (0,002 r; 0,025 Mmmos)
mpu 20°C B Teuenue 48 u u ucmonb3ys tpasc-1,4-
nuamunonukiaorexkcan (0,029 r; 0,25 mmons) mnpu
130°C B Teuenue 24 4. YKazaHHOE B 3arojoBKe
COCIMHEHUE TOJIYYaloT TI0CIe yIaleHNs] pacTBOPHU-
TeJIsl B BAKyyME B BHJIE TBEPAOTO BEIIECTBA.

KX/MC CUCTEMA A - R; = 3,40 mun;

JKX/MC CUCTEMA A - m/z 501 (MH").

Ipumep 93. (2R,3R,4S,5R)-2-[2-(1tpauc 0-4-
AMMHOLIMKIIOTEKCHIIAMUHO )-6-(2,2- 11 eHIII THII-
aMHHO)TypuH-9-mi]-5-(2-metnn-2H-rerpason-5-
nin)rerparuapodypan-3,4-quona nudhopMuar.

Coenunenne mpuMepa 93 mojy4aroT aHajio-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 24, wc-
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noJib3ysi FepMeTH3UpoBaHHYyl mpodupky (Reac-
tivid™) ¢ 2,2-mudenmwmrunamuaom (0,005 T
0,025 mmoip) mpu 20°C B Teuenue 48 4 U MCITOJb-
3ys Hepa3OaBleHHBIH TpaHc-1,4-THaMUHOIMKIIO-
rekcad (0,029 r; 0,25 mmosip) pu 100°C B TeueHme
90 u. Yka3aHHOE B 3arojOBKE COCIUHEHHC MOJy-
YalT Mocie JHOPHIN3AMKA B BHIE TBEPIOrO Be-
mectBa KopuuHeBoit okpacku (0,012 mr).
KX/MC CUCTEMA A - R; = 3,69 mus;
XKX/MC CUCTEMA A - m/z 612 (MH").
IMpumep 94. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HWJI3THIIAMUHO )-2~(rupponuanH-3 R-uiamMuHo)-
nypuH-9-mn]-5-(2-metun-2H-rerpazon-5-wmn)-
Terparuapodypan-3,4-quona nudopmuar.
Coenunenne npuMepa 94 moaydaroT aHago-
THYHO CITOCO0Y, M3JIOKEHHOMY B mpumepe 24, wuc-
none3ys Reactivid™ ¢ 2,2-nueHnnTHIaMAHOM
(0,005 r; 0,025 mmous) pu 20°C B Teuenue 48 4 u
WCTIONB3Ysl  Hepa30aBICHHBIH  mHUppoIuanH-3R-
wnamuH (0,022 r; 0,25 mmons) npu 100°C B Teue-
Hre 90 4. YKa3aHHOE B 3ar0JIOBKE COSJAMHEHHUE TI0-
JTy4aloT mociie JMO(QWIN3alud B BHAE TBEPIOTO
BeliecTBa KopuuHeBoi okpacku (0,002 mr).
KX/MC CUCTEMA A - R; = 3,73 mus;
JKX/MC CUCTEMA A - m/z 584 (MH").
IMpumep 95. (2R,3R,4S,5R)-2-[6-(2,2-Tude-
HUATAIAMHIHO )-2-( 1 S-ruapokcumeTnn-2-GpeHu-
JTUIIAMHHO )Ty puH-9-11 |-5-(2-metun-2H-TeTpason-
5-un)rerparuapodypan-3,4-muona popMuar.
Coenunenne npuMepa 95 moaydaroT aHago-
THYHO CIT0CO0Y, M3JIOKEHHOMY B mipuMmepe 24, wuc-
TOJTB3YS repMETH3HUPOBAHHYIO IpOOHPKY
(Reactivial ™) ¢ 2,2-mudernmytunamuaom (0,005 r;
0,025 mmonp) mpu 20°C B TedeHue 48 4 U HCIIONB-
3y (S)-(-)-2-amuHo-3-dpenmi-1-nponanon (0,038 r;
0,25 mmous) mpu 100°C B teuenne 90 u. YkasaH-
HOE B 3arojiOBKE COEIMHEHHE MOJYy4alT IOCcie
TOUIM3AIMK B BUE TBEPIOTO BEIIECTBA HKEJITO-
ro usera (0,001 mr).
KX/MC CUCTEMA A - R; = 4,46 muH;
JKX/MC CUCTEMA A - m/z 649 (MH").
IMpumep 96. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HWITUIIAMUHO)-2-(2R-runpokcu-(R)-unknonen-
THJIAMUHO)ITypHH-9-1i1]-5-(2-meTun-2H-terpason-
5-unm)rerparugpodypan-3,4-nuona popmuar.
Coenunenne npumepa 96 monrydaroT aHajo-
THYHO CIT0CO0Y, M3JI0KEHHOMY B mpuMmepe 24, wuc-
HOJIB3yS. TEpMETH3UpPOBaHHYI0 TpoOupky (Reac-
tivid™) ¢ 2,2-mudenmwmrunamuaom (0,005 T
0,025 mmoip) mpu 20°C B Teuenue 48 4 U MCITOJb-
3ys Hepa3OaBieHHbIH (R,R)-aMuHOIMKIOIEHTaH-2-
ox (0,025 r; 0,25 mmous) mpu 100°C B Teuenune 90
4. YKa3aHHOE B 3arojIOBKE COEJMHEHHUE IMOJydaroT
nocsie THO(QUIM3aNKY B BHIE TBEPJIOTO BELIECTBA
6exesoro 1peta (0,001 mr).
KX/MC CUCTEMA A - R; = 4,32 mus;
XKX/MC CUCTEMA A - m/z 599 (MH).
IMpumep 97. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HWJI3THIIAMUHO)-2~(2-TUpUANH-2-WII-3TUIIAMUHO )-
mypuH-9-mi]-5-(2-meTmn-2H-TteTpas3on-5-wmr)-
Terparuapodypan-3,4-quona nuopMuar.
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Coenunenne npumepa 97 MoayqaroT aHalo-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 24, uc-
MOJIb3ysl TEPMETU3UPOBaHHYIO Ipobupky (Reac-
tivid™) ¢ 2,2-mudenmwmorunamudom (0,005 T
0,025 mmonp) mpu 20°C B Teuenue 48 4 U UCIIONB-
3ys Hepa30aBICHHBIH 2-(2-aMHHOAITYII)TUPUIUH
(0,030 r; 0,25 mmonb) mpu 100°C B Teuenne 90 4.
VYka3aHHOE B 3aroJIOBKE COEIUHEHHE I10JydaioT
nocie JTHO(GIIN3alil B BHIEC TBEPAOTO BEIECTBA
kpeMoBoit okpacku (0,007 mr).

KX/MC CUCTEMA A - R; = 3,96 mun;

JXKX/MC CUCTEMA A - m/z 620 (MH").

Ipumep 98. (2R,3R,4S,5R)-2-[6-(2,2-Aude-
HUIATUIAMHHO )-2-(2-Mop$oMH-4-HIT-3THIIAMUHO )-
mypuH-9-ui]-5-(2-metun-2H-rerpaszon-5-mm)-
terparuapodypan-3,4-nmuona qudopmuar.

Coenunenne mpuMepa 98 moaydaroT aHaio-
TMYHO CIIOCO0Y, M3JI0KEHHOMY B npumepe 24, wc-
MOJIb3ysl TEPMETU3UPOBaHHYIO Ipobupky (Reac-
tivid™) ¢ 2,2-mudennmtunamunom (0,005 T
0,025 mmons) npu 20°C B TeueHue 48 4 u ucmosnb-
3ys HepazOaBJICHHBINH 4-(2-aMHHOAITII)MOPQOIIHH
(0,033 r; 0,25 mmosp) mpu 100°C B Teyenue 90 u.
VYka3aHHOE B 3aroJIOBKE COEIUHEHHE I10Jy4aioT
nocye JTHOGIIN3alUul B BHIEC TBEPAOTO BEIECTBA
6exesoro 1sera (0,005 mr).

KX/MC CUCTEMA A - R; = 3,70 mun;

JKX/MC CUCTEMA A - m/z 628 (MH").

Mpumep 99. (2R,3R,4S,5R)-2-[6-(2,2-Hude-
HUIATHIAMHUHO)-2-(1 S-THIpOKCUMETHII-2-METHII-
IPONMJIAMHHO)-ITypUH-9-mi]-5-(2-metun-2H-
TeTpas3o-5-ui)-Terparuapodypan-3,4-auona  Gop-
MHUar.

Coenunenne npumepa 99 momydaroT aHaio-
THYHO CIoco0y, M3JI0KEHHOMY B mpuMepe 24, uc-
MOJIB3YS TePMETH3UPOBAHHYIO IpOoOUPKY
(Reactivid ™) ¢ 2,2-mudeammtrunamuaom (0,005 r;
0,025 mmonp) mpu 20°C B Teuenue 48 4 U UCIIONb-
3ys HepazOamieHHbld (S)-(+)-2-amuHO-3-MeTHII-1-
6yranoin (0,026 r; 0,25 mmous) ipu 100°C B Teve-
aue 90 4. YKa3aHHOE B 3aroJIOBKE COEIMHEHHUE I10-
JMY4arT TOCie JTHOGWIM3ANUU B BHUJIC TBEPIOTO
BemectBa 6enoro npera (0,001 mr).

KX/MC CUCTEMA A - R, = 4,54 mun;

JXKX/MC CUCTEMA A - m/z 601 (MH").

pumep 100. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMUHOIIUKIOT€KCHIaMHHO )-6-(3-1o1-0eH3ma-
MHUHO )ITypHH-9-11]-5-(2-3trn-2H-terpa3on-5-ui)-
terparuapodypan-3,4-nuona qudopmuar.

IIpomexyrounoe coemunenne 7 (0,012 r;
0,025 mmoip) pactBopsioT B m3ompornanoie (0,25
i), mobasisror msonpomanon (0,25 mi), comep-
xamuii  auusonpormmwmTiaamMud (0,003 1; 0,025
MMOJIB) C TOCie [IyIOIHUM Jo0aBiIeHHEeM 3-
noabemsunamuna (0,006 r; 0,025 mmons) B u30-
nponanone (0,25 mut). Cmeck octaBisaoT npu 20°C
Ha 16 4, mMocJe Yero pacTBOPUTEIh YAAISIIOT B TOKE
azota. OCTaTOK pacTBOPSIOT B ITUMETHICYIb(OK-
cuge (0,15 M) 1 epeHoCAT B TepMETH3UPOBAHHYIO
npobupky (Reactiviad™), noGapnsror Hepa3Oas-
JeHHBIA Tpanc-1,4-muamunonukiorekcan (0,029 r;
0,25 MMOJIB), ¥ PCaKIMOHHYID CMECh HarpeBaroOT
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npu 90°C B teuenue 36 4. Jleryune KOMIIOHEHTEHI
YIQISIOT HarpeBaHHEM pPEaKLHOHHOW cMecH Mpu
50°C B TOKe a30Ta B TeueHHE 4 4, U HEOUMIIEHHbII
PEAKIHOHHBIN MPOIYKT OYHUIIAIOT C MMOMOIIBIO aB-
tonpert. BOXKX, monydass ykazaHHOE B 3arojoBKe
COeIMHEeHHUE MOCIe JTHOPUIH3aLUN B BHIE TBEPIO-
ro BemiecTsa Oesoro mgera (0,001 ).

KX/MC CUCTEMA A - R; = 3,62 muH;

XKX/MC CUCTEMA A - m/z 662 (MH").

IMpumep 101. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMMHOIMKJIOTE€KCUIAMHHO )-6-IIUKJIONIEHTHIIAMHU -
HOMypHH-9-m]-5-(2-3Trn-2H-rerpazon-5-un)-
terparuapodypan-3,4-guona 6uc(popmuar).

Coenunenne npumepa 101 momydyaroT aHago-
THYHO Croco0y, u3nokeHHoMmy B mpumepe 100,
ucrnone3ys mukiaonentuiamud (0,002 r; 0,025
MMOJIb) u TpaHc-1,4-nuamunorukinorekcan (0,029
r; 0,25 MMoip). YKa3aHHOE B 3arojiOBKE COCIHMHE-
HHE TIOJTy9aloT Mocje JHO(GUIU3AINU B BHIE TBEp-
JIOTO  BEIIECTBA CBETJIO-KOPHUYHEBOH  OKPacKH
(0,002 ).

KX/MC CUCTEMA A - R; = 3,27 mus;

XKX/MC CUCTEMA A - m/z 514 (MHY).

Mpumep 102. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTPa3o-5-mr)-5-[6-heHeTniIaMuHo-2-(2-nmurmepu-
JIUH- | -WIT-3TUIIAMUHO ) ITypUH-9-1IT |-TeTparuapo-
¢dbypan-3,4-nmuona qudopmuar.

Coenunenne npumepa 102 momydaroT aHago-
THYHO Croco0y, u3nokeHHoMy B mpumepe 100,
ucnons3ys ¢perermaamud (0,003 r; 0,025 mmons) u
2-munepununodtunamMud (0,032 1; 0,25 mmons).
VYka3aHHOE B 3arOJIOBKC COCIUHCHUC TIONyYarOT
nocje JTHO(PUIN3AMH B BUJIC TBEPAOTO BEIICCTBA
kopuuHeBoit okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,59 mus;

XKX/MC CUCTEMA A - m/z 564 (MH").

ITpumep 103. (2R,3S,4R,5R)-2-(2-Otun-2H-
TeTpazon-5-mm)-5-[6-(1S-ruapokcumeTriI-2 -heHuI-
STHIIAMHUHO )-2-(2-IHUIEpUANH- | -UI->THIaAMUHO)-
mypuH-9-un|-terparunpodypan-3,4-nuoa ouc
(bopmuar).

Coenunenne npuMepa 103 nomywaror aHaso-
TMYHO cnoco0y, u3noxkeHHoMy B mnpumepe 100,
ucnons3yst  (S)-(-)-2-amuHO-3-peHnn-1-nponanon
(0,004 r; 0,025 MMoITB) U 2-MUMEPUAMHOI THIAMUH
(0,032 r; 0,25 mMmonb). VKa3aHHOE B 3arojioBKe
COCJIMHCHUE TMOJYYalT TOCIe JTUO(GWIH3ANUN B
BuUJie TBeporo Berectsa xenroro nsera (0,006 r).

KX/MC CUCTEMA A - R; = 3,45 muH;

JKX/MC CUCTEMA A - m/z 594 (MH").

ITpumep 104. (2R,3R,4S,5R)-2-[6-1{uxnoneH-
THJIAMUHO-2-(2-TUNepUINH- | -MIT-3THIIAMHHO )-
mypuH-9-un]-5-(2-3Trin-2H-teTpazon-5-wm)-
terparuapodypan-3,4-guona 6uc(popmuar).

Coenunenne npuMepa 104 nmomywaror anaso-
TMYHO crnoco0y, u3noxkeHHoMy B mnpumepe 100,
ucnons3ys ukinonentuiamud (0,002 r; 0,025
mmonb) u 2-nunepuauaodtiwiaamud (0,032 1; 0,25
MMOJIb). YKa3aHHOE B 3arojIOBKE COCIUHCHHUC II0-
Jy4aroT Toclie JMO(WIN3AlMKd B BHAE TBEPIOTO
BelecTBa kopuuneBoii okpacku (0,004 r).

KX/MC CUCTEMA A - R; = 3,44 muH;
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JKX/MC CUCTEMA A - m/z 528 (MH").

IIpumep 105. (2R,3R,4S,5R)-2-[2-(Tpanc-4-
AMUHOTIMKJIOT€KCHITAMUHO )-6-(3-noa-0e H3nIaMu-
HO)IypuH-9-nn]-5-(2-metun-2H-tetpa3on-5-nm)-
terparuapodypan-3,4-aquona 6uc(dhopmuar).

IIpomexyrounoe coeaunenne 17 (0,012 r;
0,025 mmoip) pactBopsiroT B m3ompornanoie (0,25
MJI) B TepMeTH3UpoBaHHOH mpobupke (Reac-
tivial™), no6asistor uzonpomnanon (0,25 mi), co-
nepxkamuit auusonpommwnTwiamud (0,003 r; 0,025
MMOJB) C TochenylomuMm — jgo0aBieHHeM — 3-
noabemsunamuna (0,006 r; 0,025 mmons) B u30-
nponanone (0,25 mut). Cmeck octaBisaoT npu 20°C
Ha 20 4, Mocie Yero pacTBOPUTEIL YOAISIOT IO
TOKOM a3ora. OCTaBIIYIOCS CMOJY PacTBOPSIOT B
quMeTriICcybhokcuae (3 Kamim), T00ABIAIOT He-
pa30aBIICHHBII TpaHc-1,4-TMaMHHOITUKIIOTEKCaH
(0,029 r; 0,25 MMOJIB), ¥ PEAKIIMOHHYIO CMECh Ha-
rpesatoT mpu 130°C B Teuenue 72 4. Heounmien-
HBII peaKIMOHHBIN MPOAYKT OUMIIAIOT C IIOMOIIBIO
astonpen. BOXX, nonyuas nocne nmodunuzannu
YKa3aHHOE B 3arojoBKE COEAWHEHUE B BHJAE TBEp-
noro BemiectBa 6exeBoro nsera (0,004 r).

KX/MC CUCTEMA A - R; = 3,69 mun;

JKX/MC CUCTEMA A - m/z 648 (MH").

Ipumep 106. (2R,3R,4S,5R)-2-[6-(3-Non-
OeH3UIaMUHO )-2-(2-THIEPUIMH- 1 -HII-3THIIAMHHO)-
mypuH-9-ni]-5-(2-metun-2H-rerpaszon-5-mm)-
terparuapodypan-3,4-nquona 6uc(dhopmuar).

Cocenunenne npumepa 106 mosryyaroT aHaso-
TMYHO CHoco0y, u3nokeHHOMY B mpumepe 105,
ucnonb3ys 3-mombenswnamun (0,006 T; 0,025
MMOJB) W Hepa30aBICHHBIH  2-TTUIEPUIMHO-
stunamun (0,032 r; 0,25 mmonb) npu 100°C B Te-
yeHue 48 4. Yka3aHHOE B 3aroJIOBKE COCIAMHEHHE
MOJTYYaloT Mocje JTHOQUIN3ALNH B BUAE TBEPIOTO
BelecTBa kpeMoBoi okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,81 mun;

JKX/MC CUCTEMA - A m/z 662 (MH").

Mpumep 107. (2R,3R,4S,5R)-2-[6-(1S-T'uapo-
KCHMETHII-2-(ESHUID THIIAMHHO )-2-(2-TTATIepUIHH- | -
WI-3TUJIAMHHO ) ITypUH-9-1i]-5-(2-metnn-2H-
TeTpaszo-5-un)rerparuapodypan-3,4-nuoia
6uc(hopmuar).

Coenunenne npumMepa 107 nomyvaror anaio-
TMYHO Ccroco0y, u3nokeHHOMY B mpumepe 105,
ucnone3ys  (S)-(-)-2-amuHO-3-heHmI- 1 -nponanon
(0,004 r; 0,025 mMMmonb) W Hepa3baBICHHBIH 2-
nunepuanHodTwiamun (0,032 r; 0,25 Mmouns) npu
100°C B Teuenue 48 u. YKa3aHHOE B 3arojioBKe
COCIMHECHUE TIONIy4aloT MOoCcie JTHOQHUIN3ALUN B
BHjIe TBepIOro BemtecTsa xenroro nseta (0,003 r).

KX/MC CUCTEMA A R; = 3,50 muH;

JKX/MC CUCTEMA A m/z 580 (MH").

Mpumep 108. (2R,3R,4S,5R)-2-[6-(3-Non-
OeH3UIIaMUHO)-2~(2-TMPpOTUANH- | -HII-3THIIAMUHO )
nypuH-9-un)-5-(2-metun-2H-tetpazon-5-un)-
teTparunpodypan-3,4-nuona 6uc(popmuar).

Coenunenne npumMepa 108 nomywaror anao-
TMYHO CIOCO0y, H3iIokeHHOMY B mpumepe 105,
ucrons3ys 3-momdensmnamun (0,006 r; 0,025
MMOJIb) ¥  Hepa30aBileHHBIH |-(2-3THiIaMuH)-
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nuppomuaus (0,029 r; 0,25 mmoins) mpu 100°C B
TeueHne 48 4. YKa3aHHOE B 3ar0JIOBKE COCIMHEHHE
HOJIy4YaloT rnocjie JHO(GUIN3aliy B BUAE TBEPAOTO
BelecTBa kpemoBoii okpacku (0,002 r).

KX/MC CUCTEMA A - R; = 3,76 muH;

JKX/MC CUCTEMA A - m/z 648 (MH").

IMpumep 109. (2R,3R,4S,5R)-2-[2-(1S-T'uapo-
KCUMETHII-2-()eHUID THIIAMHHO )-6-(3-1oa-0eH3ma-
MUHO)ypuH-9-muin]-5-(2-metmn-2H-Terpazon-5-
win)reTparuapodypan-3,4-auona Gopmuar.

Coenunenne npuMepa 109 nomywaror anaso-
TMYHO CcHoco0y, u3iokeHHOMY B mnpumepe 105,
ucrnonb3ys 3-uomdensunamud (0,006 r; 0,025
MMOJIb) ® HepazbaBneHHBIH (S)-(-)-2-amMmuHO-3-
¢enmn-1-nponanon (0,038 r; 0,25 mMmons) npu
100°C B TeueHuwe 24 4. YKa3aHHOE B 3arojlOBKe
COCIMHEHUE TIOJIy4YaloT MOCie JTHOPHUIM3AUA B
BUJIe TBepOro Bertectsa Oenoro mpera (0,001 r).

KX/MC CUCTEMA A - R; = 4,65 muH;

JKX/MC CUCTEMA A - m/z 685 (MH").

Ipumep 110. (2R,3R,4S,5R)-2-[2,6-Buc-(1S-
THIPOKCUMETHII-2-(DEHIII3 TUIIAMHHO )Ty pUH-9-1I1 ]| -
5-(2-metmn-2H-tetpason-5-ui)-reTparuapodypaH-
3,4-nnona ¢popmuar.

Coenunenne npumepa 110 momyyaroT aHazo-
THYHO CHoco0y, u3IokeHHOMY B mpumepe 105,
ucnoib3ys 2-nunepuauaostimiaamud (0,004 r; 0,025
MMOJIb) ® HepazbaBneHHBIH (S)-(-)-2-amMmuHO-3-
¢enmn-1-nponanon (0,038 r; 0,25 mMmons) npu
100°C B TeueHwe 24 4. YKa3aHHOE B 3arojlOBKE
COCIMHEHHUE II0JIy4aloT IoCie JTHOPHUIM3ALNK B
BUJIC TBEPIOTO BEIIECTBA KPEMOBOH OKpacKu
(0,008 ).

KX/MC CUCTEMA A - R; = 4,07 mum;

JKX/MC CUCTEMA A - m/z 603 (MH").

IMpumep 111. (2R,3R,4S,5R)-2-[6-(1S-I'napo-
KCHUMETHII-2-(PEHIUID THIIAMHHO )-2-(2-ITUPPOTHTNH-
1-un-3THnaMuHO \ypuH-9-1mi|]-5-(2-meTrn-2H-
TeTpa3on-5-mir)reTparuapodypan-3,4-guomna
ouc(dpopmmuar).

Coenunenne npumepa 111 momydaroT aHao-
TMYHO cHoco0y, u3iokeHHOMY B mnpumepe 105,
ucnonb3ys 2-nunepuaunodtinamud (0,004 r; 0,025
MMOJNB) M Hepa3OaBieHHBIH  1-(2-3THIaMuH)-
nupponunuH (0,029 r; 0,25 mmoins) mpu 100°C B
TeueHne 48 4. YKa3aHHOE B 3ar0JIOBKE COCIMHEHHE
HOJIY4aloT rocie JTHO(GUIN3AMK B BUAE TBEPAOTO
BerecTBa kopuuneBoit okpacku (0,003 r).

KX/MC CUCTEMA A - R; = 3,45 muH;

JKX/MC CUCTEMA A - m/z 566 (MH").

IIpumep 112. (2R,3R,4S,5R)-2-[6-Ilukio0-
MEHTHIIAMHAHO-2-(2-TIHPPOTUANH- | -UIT-3THITAMHHO )-
mypuH-9-mn|-5-(2-metmn-2H-tetpa3on-5-wmr)-
Terparuapo-¢pypan-3,4-nquona 6uc(popmuar).

Coenunenne npuMepa 112 nomyyaror aHaso-
TMYHO cHoco0y, u3inokeHHOMY B mnpumepe 105,
ucnonb3ys mukinonentunamud (0,002 r; 0,025
MMOJNB) M Hepa3OaBieHHBIH  1-(2-3THIaMUH)-
nupponunue (0,029 r; 0,25 mmoins) mpu 100°C B
TeueHne 48 4. YKa3aHHOE B 3ar0JIOBKE COCIMHEHHE
MOJIy4YaroT mocjie JHO(GUIN3alK B BUAE TBEPAOTO
Berectsa xenrToro mnsera (0,003 r).
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KX/MC CUCTEMA A - R; = 3,43 mun;

JKX/MC CUCTEMA A - m/z 501 (MH").

Mpumep 113. (2R,3R,4S,5R)-2-[6-(2,2-Tude-
HUJIATUIIAMUHO )-2-(TeTparuaponupan-4-uiaMmuHoO)
mypuH-9-ui]-5-(2-3tmin-2H-tetpazon-5-m)teTpa-
ruapodypan-3,4-auona TpuTOpaneTar.

IIpomexyrounoe coequnenre 8 (0,124 r; 0,19
MMos), 4-amuHoTerparuapormpan’ (0,089 r; 0,88
MMoItb), auMeTwicynbpokenn (0,4 mum) B N,N-
IUUA30NPONIIdTIIAMEHE (2 MII) HarpeBaroT MOpH
90°C B Teuenue 16 4, 3arem mpu 125°C B TeyeHue
120 4. PactBopHTeNs yHANSIOT B Bakyyme. Heoun-
IIEHHBI MaTepHal OYMIIAIOT IpernapaTuBHON
BOXX (10-100% aueronutpun 3a nepuox 22
MUH). PacTBopuTens yIansiOT B BakyyMme, a OCTa-
TOK JMO(MUIILHO CyLIAT, MOJyYas yKa3aHHOE B 3a-
TOJIOBKE COCIMHEHHE B BHJIE TBEPAOr0 BEIECTBA
kopuuHeBoit okpacku (0,019 ).

KX/MC CUCTEMA A - R; = 4,27 mun;

JKX/MC CUCTEMA A - m/z 613 (MH").

! Mosxer GBITH MONyYeH COIACHO CIOCODY,
omucanHomy B: Johnston, Thomas P.; McCaler,
George S.; Opliger, Pamela S.; Laster, W. Russell;
Montgomery, John A., J. Med. Chem., 1971, 14,
600-14.

IMpumep  114.  (2R,3R/4S5R)-2-[6-(2,2-
JnbeHnmTrIaMiHo )-2-(TeTparuapoTHOTNpaH-4-
WJIAMHHO )ITypUH-9-1i]-5-(2-oTun-2H-Tetpazon-5-
ni)-TeTparuapodypan-3,4-auona TpudTopareTar.

Coeaunenne npumepa 114 momydaroT anano-
TMYHO CHOco0y, W3JI0KeHHOMY B mpuMepe 113
Cronb3ys 4-avuHoTeTparuaporromupan’ (0,102 r;
0,87 mmons) npu 90°C B Teuenue 16 4, 3aTeM npu
125°C B Teuenune 120 4. Yka3aHHOE B 3arojOBKE
COCAMHEHUE TIONIy4aloT TIocie JHOQHUIN3alul B
BUJIE TBEPJOrO BEIIECTBA KOPHYHEBOW OKPacKu
(0,020 1).

KX/MC CUCTEMA A - R; = 4,55 mun;

JKX/MC CUCTEMA A - m/z 629 (MH").

! Mosker GBITH IOIYYEH COITIACHO CIIOCODY,
omucanHomy B: Subramanian, Pullachipatti K.;
Ramalingam, Kondareddiar; Satyamurthy,
Nagichettiar; Berlin, K. Darrell. J. Org. Chem.,
1981, 46, 4376-83.

Ipumep 115, (2R,3R,4S5R)-2-[6-(2,2-
Judenmmrunamuzo)-2-(1,1-AnokcoTerparuapo-
1.11M06 12 6-THOTIMPaH-4 -NITaMIHO )Ty pUH-9-11 ] -5-
(2-otrn-2H-TeTpazon-5-un)rerparuapodypan-3,4-
nuona Tpudroparerar.

Coenunenne npumepa 115 momydarot anano-
TMYHO CIOCO0Y, H3JIOKEHHOMY B mpumepe 113,
HCTIONB3YS 1,1-nrokco-rekcaruapo-1.1amo61a.6-
trommpan-4-wiamua’ (0,131 r; 0,88 MMoib) mpH
90°C B Teuenue 16 4, 3arem npu 125°C B TeyeHue
120 4. Yka3zaHHOE B 3arojIOBKC COCIAWHCHHE IOJIY-
YaloT rnocie Juoduinzanuyu B BHIE TBEPAOTO Be-
1iecTBa kopuuHeBoii okpacku (0,021 r).

KX/MC CUCTEMA A - R; = 4,17 mun;

JKX/MC CUCTEMA A - m/z 661 (MH").

! Moxer GBITh MONY4EH COTMIACHO CIIOCOGY,
omucanHomy B: Barkenbus, C. and Wuellner, JA.,
J. Am. Chem. Soc., 1955, 77, 3866-69.
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Buonornyeckune 1aHHbIe
(A) AKXTHBHOCTH B KaueCTBE aroHHCTOB pe-
LENTOPHBIX ITOJTHIIOB
IMposepka (1) coenuHeHuii U3 mpumepoB 1-
115 (akTUBHOCTH B KaueCTBE arOHHCTOB PEIEIITOP-

HBIX IIOATHIIOB) J1aJia CICAYIONINE Pe3yNbTaThI:

MHeEI;‘}Q IIpoBepennsrii Bapuant | *A2a *Al *A3
1 HCl, TOY 053 (89,3 >549
2 |ToY 0,92 123,6 >216
3 Coboanoe ocHoBanue | 0,84 230,8 >116
4 HCI, T®V, anerar 0,149 |205,4 >244
5 Csoboanoe ocuoBanue |0,76 700,4 >181
6 Anerat 0,14 34,4 >256
7 Anerar 0,12 6,2 >161
8 Anerat 0,1 12,6 >133
9 Anerar 0,45 377 >42
10 |T®V, HCI 011 (22,1 3,66
11 | TV, HCI 0,109 [38,1 >356
12 | TOY 0,57 31,2 >243
13 [Ty 0,64 [266,9 >232
14 | Dopmuat 0,55 81,1 >209
15 |[®opmuar 0,55 139,5 >209
16 |Dopmuar 0,3 516,4 >209
17 |®opmuat 0,69 247,6 >346
18 |[®opmuar 0,36 136,7 >223
19 [ToY 0,21 85,6 >382
20 |ToY 0,14 [253 >183
21 |®opmmuar, TOV, HCI 0,69 2379 >442
22 | TOY 0,67 86,4 >188
23 |®opmuat 0,8 159 >336
24 | Dopmuar 0,36 >4798 >157
25 |®opmuar 0,56 2118 >388
26 | Dopmuar 0,86 2414 >329
27 | Dopmuar 0,08 449,7 >286
28 |®opmuar 0,36 >1250 >151
29 |®opmuar 0,87 >3561 >105
30 |Dopmuar 0,43 >7976 >165
31 |®opmuar 0,49 >3680 >100
32 |Dopmuar 0,026 |56,2 >100
33 |Dopmuar 0,16 >4045 >172
34 | Dopmuar 0,13 1316 >173
35 |®opmuar 0,79 123 >201
36 | Dopmuar 0,99 1,9 >315
37 |Dopmuar 0,52 119,1 >348
38 | Dopmuar 0,13 946 >315
39 |Dopmuar 0,31 1429 >315
40 | Dopmuar 0,31 22,1 >232
41 | ®Popmuar 0,73 28,9 >232
42 | ®opmuar 0,63 4149 >413
43 | Tpudropauerar 2,23  |[71,35 >546
44 | Tpudropauerat 3,25 44,11 >546
45 | Tpudropauerat 2,26 >1578,00 |>420
46 | Tpudropauerar 1,37 |64,00 >216
47 | Tpudropauerat 1,06 27,40 >216
48 |CBobGoanoe ocHoBanue |4,12 102,00 |>181
49 |CBoboguoe ocHoBanne |3,28 158,70 |>214
50 |Aunerar 148 |2443,00 |>86
51 |Aunerar 1,46 144,00 |>42
52 |Auerar 9,90 (481,30 |>736
53 | Dopmuar 4,14 298,30 [>960
54 | ®opmuar 1,16 267,60 >175
55 | Tpudropanerat 577 [1136,00 |>435
56 | Dopmuar 4,90 570,90 |[>297
57 |®opmuat 2,42 376,10 >362
58 |Dopmuar 6,07 1119,00 |>515
59 |®opmuar 2,34 92,30 >749
60 | Tpudropanerar 4,24 169,10 >385
61 |Dopmuar 9,20 323,00 >150
62 |Dopmuar 2,29 21,10 >295
63 | Dopmuar 5,86 55,60 >326
64 | Dopmuar 2,54 21,30 >326

001714

74
65 |Dopmuar 2,46 61,50 >158
66 |Dopmuar 1,53 48,60 >158
67 | Dopmuar 2,96 73,85 >326
68 |®Dopmuar 3,50 56,20 >331
69 | Dopmuar 6,60 515,30 >148
70 |®Dopmuar 7,24 30,55 >405
71 |®opmuar 1,99 14,78 >158
72 | Dopmuar 6,48 848,50 >158
73 | Dopmuar 5,75 818,40 >171
74 | Dopmuar 2,79 201,70 >171
75 |®opmuar 1,40 121,50 >174
76 | Dopmuar 2,93 215,30 >155
77 | Dopmuar 3,30 101,30 >200
78 |®opmuar 4,00 31,00 >181
79 | Dopmuar 2,40 165,30 >155
80 |Dopmuar 2,37 77,10 >164
81 |dopmuar 477 89,11 >156
82 |Tpudropanerar 5,56 520,50 >189
83 |Csobomnoe ocHoBanue |4,82 130,10 |>362
84 |Tpudropanerar 2,50 (490,80 |>103
85 |Dopmuar 6,11 192,90 >179
86 |Tpudropanerar 2,16 [16,90 >179
87 | Dopmuar 1,61 348,11 >320
88 |®Dopmuar 4,53 >11750,00 >89
89 |dPopmuar 2,22 >9363,00 |>243
90 |®Dopmmar 2,41 245,90 >267
91 | dopmuar 1,75 >7461,00 |>270
92 |®opmuar 1,24 253,70 >192
93 | Dopmuar 5,07 922,00 >153
94 | Dopmuar 2,39 385,90 >411
95 |®opmuar 2,10 4687,00 |>153
96 | Dopmuar 2,14 5177,00 |>153
97 |®opmuar 2,34 1413,00 [>240
98 | Dopmuar 2,28 126,50 >160
99 |®Dopmmar 4,82 87,00 >130
100 |®dopmuar 5,71 292,70 >127
101 |®Popmuar 1,51 39,00 >195
102 | ®opmuar 6,36 321,00 >195
103 |®Popmuar 3,91 48,50 >184
104 | ®opwmuar 4,04 113,40 >235
105 |®Popmuar 1,07 >2999,00 |>233
106 |®Popmuar 1,12 100,30 >201
107 | ®opmuar 1,27 89,10 >233
108 |®Popmuar 2,25 111,30 >201
109 | dopwmuar 8,54 17,70 >446
110 |®Popmuar 5,00 3,13 >315
111 | dopwmuar 2,92 298,50 >315
112 | dopmuar 2,19 472,30 >315
113 |TOY 0,72 184,4 >297,0
114 |T®Y 0,58 2422 >2972,0
115 |TOY 036 [37,7 >297,0

*BHoNOrMyecKre JaHHbIC NpEACTABIIAOT coboit cpeaHue
3HA4YCHU 110 BCEM IPOBEPEHHBIM BapUaHTaM.

3HaueHus, MPUBEACHHBIE B TaOJMIE, Mpea-
cTaBJIAIOT co0oi 3HaueHust ECgy kak oTHOIIEHHE K
ECs NDKA.

BapuanTe! (B citydae OTJIMYHUS OT ONMMCAaHHBIX
B IIpUMEpax) TOTOBAT M3 CBOOOJHOTO OCHOBAaHUS
nyreM o0paboTku (Hampumep Xpomarorpaduei
WIN JpyruM 00pa3oM) COOTBETCTBYIOIEH KHCIIO-
TOM.

(b) AHTUreH-UHAYLMPOBAHHOE HAKOIUIEHUE
JIETOYHBIX DO3MHO(HIIOB y CCHCHOMIN3MPOBAHHBIX
MOPCKHX CBHHOK.

Iposepka (2) coenmunenuii u3 mpuMepoB la u
11a (HakorUIeHWE JIETOYHBIX Y03WHOPHUIOB y MOP-
CKHX CBHHOK) JlaJla CII€YIOIINE PE3yJIbTATHI:
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Coenunenne EDsg
IIpumep la 6
IIpumep 11a 6

3HadeHus, MPUBEJCHHBIE B TaOiWIe, Mpen-
CTaBIIIOT co00i 3HaueHuss EDsy, m3mepeHHble kak
KOHIICHTPAIH B MKT/JI B BO3YIITHOM TIOTOKE.

Coxpaumenust

TMC —TpumeTuiacuIn;

TDVY - rpudTopyKCcycHast KHCIOTa;

JIM® - N,N-mumermindopMaMu;

NDOKA - N-atminkapObokcaMuIaIcHO3UH;

JAMAII - 4-numeTunaMUHOTTUPUIUH;

TEMIIO - 2,2,6,6-trerpameTwii- 1 -nmunepuau-
HHIJIOKCH, CBOOOTHBIN pajnKai

TMCOTf - TpuUMETHICHIMITPUPTOPMETHII-
cynb(hoHaT;

JBY - 1,8-mnazobunukio[5.4.0]yanen-7-eH

BCA - GuctpuMeTHICHIHIae TaM U]

JAXM - nuxnopmeTan

JACT - nuaTrnamMmuHOCepsl TpudTOpua

Ph - bennn

KU — xapOOHUIAMUMUIA30T

HCIIBJI - HecTepouaHoe MIPOTHBOBOCHAIH-
TEJBHOE JIEKAPCTBEHHOE CPEACTBO.

OOPMVIIA NU30BPETEHUA

1. Coennenue Gpopmys! |
NHR'

WA
R:NH—J\\ J\N\>

N=N N
/ 0
N. 4
/N

Ho ™

.

e
“om
rue R! u R? uesaBucumo NPEJCTABISIIOT CO0OM
rpyIny, BEIOpAaHHYIO U3

(1) Czgumkimoankmuia;

(2) Bonopona;

(3) apPIJTzCHCHz';

(4) CzgumkmoankuinCygaKuia,

(5) Cygankuna;

(6) apunCy.gankuna;

@) R'R°N-C.sankmia;

(8) Cygankun-CH(CH,0H)-;

(9) apunC,.sankun-CH(CH,OH)-;

(10) apunCy.sankun-C(CH,OH),-;

(11) Csguukioankuia, HE3aBHCUMO 3aMe-
IICHHOTO OJHOW WM 0ojiee YeM OJHOH TpYIIIOi

'(CHZ)pRG;
(12) rpymms hopmysisl
(CH,),
\
/X
(CHp),

WJIM TaKOW TPYIIIbI, B KOTOPOW OJMH METUIICHOBBIN
aToM yriepona, mpuMbIkatommii Kk X, 6o o00a,
€CJIN TaKHe CYIIECTBYIOT, 3aMEIICHBI METHIIOM;
(13) -Cy.gankuin-OH;
(14) -Cygranorenoankuna;
(15) rpymmst hopmMysibl
(CH,)CCO(CHZ)H\

-& NR’
(CHZ)Q/ u
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(16) apuuna;
R® mpencraBisier oGOl METHI, STHI WIH
W3OIIPOIINIT,

R* u R® mesaBmcuMo MIPEACTaBISAIOT COOOM
Bomopon, Cieankwmi, apui, apmiCigalKAI- WA
NR’R® BMecTe MOTyT mpefcTaBisiTh coboil MHPPO-
JUAAHWI, THOCPUANHWI, MOP(OIHUHWI, a3eTHIU-
Hu, azenuamt, nunepasuaui win N-Cyg ankumu-
Mepa3uHMUI;

R® npeacrasiser codboit OH, NH, wmu ramo-
reH;

R’ npeacTaBisier coboit Bogopon, Ciealkui
win Cy_gaIKUIIApUIT;

X mpezncraBisieT coboi NR’, 0, S, SO wm
SO;;

p npencrasisieT coboii O nmm 1;

a 1 b He3aBUCHMO TPEACTaBIAIOT cOOOM Iie-
soe yuciio ot 0 10 4 npu ycinoBuu, 4to a + b Haxo-
IUTCS B HHTEpBaJie OT 3 110 5;

¢, d U e He3aBUCHMO MPEICTABISIIOT cO0Oit
riesioe uuciio ot 0 1o 3 mpu ycnoBum, uto ¢ + d + e
HAXOJHUTCS B HHTEpBAJC OT 2 10 3;

U €r0 COJIH U COJIbBATHI.

2. Coemuuenne dopmymst | mo w1, rre R u
R? HE3aBHCHMO IPEACTABISIOT cOGOI TPYIILY, BbI-
OpaHHYIO U3

(1) Caguukioankuia;

(2) Bogopona;

(3) apI/IH2CHCH2-;

(4) CaguukmoankuiaCy.galIKuia;

(5) Cp.gankua;

(6) apunCy.ganmkuna;

@) R*R°N-C . sankmia;

(8) Cr.gankun-CH(CH,OH)-;

(9) apunCy.sankun-CH(CH,OH)-;

(20) apunCy.sankun-C(CH,OH)-;

(11) CsguMkiIoanKuiIa, HE3aBUCHMO 3aMe-
[IEHHOTO OJHOW WM 0ojiee YeM OIHOW TpYIIIOi

'(CHZ)pRe;
(12) rpymmsl GpopMyItbl
(CHy),
\ .
/X '
(CH,),
(13) rpymmsl GopMyItbl
(CH,).COCH,),
NR’
cHy), -~ "
(14) apuna;

R* u R® mesaBmcuMo MIPECTaBISAIOT COOOH
Bozopon, Ci caJIKHJI, apuil, UIH NR*R® Bmecte mo-
I'YT MPEJACTaBIIATh COOO0M MUPPOIUANHII, MUTIEPH-
JIUHWT, MOPGOJIMHII, a3eTUANHII, A3eMUHII, TH-
nepasuHmIT Wik N-MeTHINUIIEPA3HHILIT,

R® npenctapisier coborr OH mmm NHy;

X npexacrasiser coooit NR’ wiu SOy; u

a u b HesaBucumo mpencraBisIOT cOOO# 1ie-
soe yucio ot 0 1o 4 npu ycinosuy, 4to a + b Haxo-
IUTCS B HHTEpBaJie oT 3 110 4.

3. Coegunenne no m.1 wnm 2, rue R npe-
craBisier coboir PhoCHCH,-, apminCy.gankumi-, Cig
ankmn-, apmiCysankunCH(CH,OH)-, Cjgmkino-
ankun-, CsguukmoankmiCigaIKui-, R4R5N—C1_6
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ANKWI-, BOJOPOJ, TCTPAruApOIUpaH-4-HiI, TETpa-
ruaporronupan-4-un wim 1,1 -auokcorekcaruapo-
1.11M01a.6-THOTIPaH-4 -1,

4, Coeaunenue 1o arodomy u3 mi.1-3, rae R?
MpeCTaBIseT co0oi R4R5NC1_68.HKI/IH-, apmi, Cag
mukmoankmiCy gankmi-, -Cpeankmi-OH, apuinCig
ankwiCH(CH,OH)-, Terparuapo-1,1-muokcun
tnoen-3-mn, Csgiukinoankmwi, Cg glIUKIOATKHIIL,
HE3aBUCHMO 3aMCIICHHBIN OIHOW WM Ooyiee 4YeM
OIHOW  Tpymmoi -(CHz)pRﬁ, Creankun-CH
(CH,0H)-, apunCjeankui- 1u00 MUPPOTHINH-3-
WI, 2-OKCOMUPPOIUIUH-4-1IT, 2-OKCOMUAPPOITUIUH-
5-un, TMUNEPUIUH-3-WI WIH TUNEPUIUH-4-UI, B
KOTOPBIX KOJBIIEBOH a30T BO3MOXKHO 3amerieH Ci.¢g
ankwioM win apuiCi ¢aIKHIOM, JTHOO TETParuapo-
nupan-4-un, TerparuapoTronupan-4-un wim 1,1-
JIMOKCOTeKcaruapo-1.amo1a.6-rnonupan-4-ui.

5. Coenunenue mo mobomMy u3 1. 1-4, roe R
MpeNCTaBIsIeT COO0M ITHIL.

6. Coenunenue dopmynsl |, koTopoe npen-
craBisietr coboit (2R,3R,4S,5R)-2-[6-amuno-2-(1S-
THIPOKCUMETHII-2-(DEHUI3 TUIIAMHHO ) Iy pUH-9-1J1 |-
5-(2-atun-2H-terpazon-5-un)rerparuapodypan-
3,4-110J1 WU €0 COJIb THN0O0 COILBAT.

7. Coenunenne ¢opmyinsl |, koropoe mpen-
craBysger coboit (2R,3R,4S,5R)-2-[6-amuno-2-(1S-
TUAPOKCUMETHII-2-(HeHUII THIIAMUHO )Ty pHUH-9-11 |-
5-(2-3tmn-2H-terpazon-5-wir)reTparuapodypan-
3,4-11o0J1a Masear.

8. Coenunenue dopmyisl |, kotopoe mpen-
CTaBISAET COOOM

(2R,3R,48S,5R)-2-[6-(2,2-nueHmm THIAME-
HO)-2-(mupponuanH-3R-unaMuHo )y puH-9-mui|-5-
(2-3THn-2H-teTpazon-S-mn)rerparunpodypan-3,4-
JTOJT,

(2R,38,4R,5R)-2-(2-3Tnn-2H-TeTpaszon-5-umn)-
5-{2-[2-(1-meTun-1H-umuaa3on-4-min) 3 THIIAMAHO | -
6-perernnamMuHOTYpUH-9-1I1} TeTparuapodypan-
3,4-nmoi;

(2R,3R,4S,5R)-2-[2-(TpaHCc-4-aMUHOIIMKIIO-
TeKCHUIIAMHHO )-6-(2,2 -1 eHIII THIAMHUHO ) Ty PHH-
9-un|-5-(2-stun-2H-tetpazon-5-un)TeTparuapo-
¢dypan-3,4-quou;

(2R,3R,48S,5R)-2-[6-amunO-2-(2R -rupokcu-
UKIIoTeHT- 1 R-nnamuno)mypun-9-mn|-5-(2-atun-
2H-tetpazon-5-nm)rerparuapodypas-3,4-nuoi;

(2R,3R,48S,5R)-2-[6-(2,2-nueHmI THIAME-
HO-2-TIHPPOTUANH-3 -UITAMHHO )Ty pUH-9-11 |-5-(2-
stuin-2H-terpazon-5-un)rerparuapodypan-3,4-
JIVOT;

(2R,3S,4R,5R)-2-(2-3Tmn-2H-TeTpaszon-5-mm)-
5-{6-(3-nonden3mnamMuno)-2-[2-(1-metmn-1H-
UMHUIA30J1-4-1IT)-3 THJIAMUHO [ITypHH-9-1IT } TeTpa-
runpodypan-3,4-1uom;

(2R,3R,4S,5R)-2-{6-0en3mmamuno-2-[2-(1-
Metui-1H-umunaszon-4-ui)stunaMuHo |mypuH-9-
nn}-5-(2-atnn-2H-rerpazon-5-un)rerparugpody-
pau-3,4-nuom;

(2R,3R,48S,5R)-2-{6-(1-3THIIIPONIIIAMITHO )-
2-[2-(1-meTnn-1H-umuna3om-4-mi)-3THITaMIHO |-
mypuH-9-un}-5-(2-atun-2H-terpazon-5-un)rerpa-
ruapodypan-3,4-11or;
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(2R,3R,4S,5R)-2-{6-1IUKIIOTICHTUIIAMUHO-2 -
[2-(1-meTun-1H-umumga3on-4-mi)-3THIAMUHO |-
mypuH-9-ui}-5-(2-atrn-2H-TeTpaszon-5-wmn)-
Terparuapodypan-3,4-n1uoir;

(2R,3S,4R,5R)-2-(2-3Tun-2H-terpazon-5-mm)-
5-{6-(1S-rumpokcuMeTHI-2-PEHUID TUITAMHHO )-2-
[2-(1-meTri-1H-uMuia3051-4-1i1)3THIAMAHO |-
mypuH-9-mi} rerparunpodypan-3,4-11oi;

(2R,3R,48S,5R)-2-{6-(3,3-numeTHNOy THII-
amuHo)-2-[2-(1-metmi-1H-umunazon-4-umn)-otui-
aMHHO |nypuH-9-uin } -5-(2-atun-2H-Tetpazon-5-
wi)terparuapodypas-3,4-nuoi;

(2R,3R,48S,5R)-2-(6-aMUHO-2-IIUKIONIEHTHII-
aMUHOTYpHUH-9-11)-5-(2-9Tun-2H-tetpazon-5-un)-
terparuapodypan-3,4-n1uoir;

(2R,3R,4S,5R)-2-[6-amub0-2-(4-pTOpdeHmI-
aMuHO)ITypuH-9-ni]-5-(2-3trin-2H-terpazon-5-mn)-
terparuapodypan-3,4-n1uoir;

(2R,3R,48S,5R)-2-{6-amuHO-2-[2-(4-amMHHO-
(eHnn)3TIIIAaMKHO |ITypUH-9-111 } -5-(2-3TIn-2H-
TeTpas3on-5-un)rerparuapodypan-3,4-n1uom;

(2R,3R,4S,5R)-2-{6-amuHO-2-[2-(3,4-
JUTUIPOKCH(EHIIT)ITUIIAMIHO |y prUH-9-1i1 } -5-(2-
stun-2H-rerpaszon-5-un)rerparuapodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-{6-amuH0-2-[2-(4-
THUAPOKCUPEHWIT)ITHIIAMUHO [TyprH-9-1 } -5-(2-
stmi-2H-rerpazon-5-mn)rerparuapodypan-3,4-
JIHOJT;

4-(2-{6-amuH0-9-[SR-(2-3TH-2H-TeTpason-
5-mm)-3R,4S-murnapokcurerparunpodypas-2R-
wi]-9H-nypuH-2-unaMuHo § 3T )6eH305ICcyIb(a-
Muz;

(2R,3R,48S,5R)-2-{6-amuHO0-2-[2-(4-METOKCH-
(eHnn)3TIIIAMKHO |ITypUH-9-111 } -5-(2-3TIn-2H-
TeTpaszon-5-uin)rerparuapodypan-3,4-n1uom;

(2R,3R,4S,5R)-2-[6-amMmuHO-2-(OUITUKIIO
[2.2.1]renT-2-mnamuHO)TypuH-9-m]-5-(2-3THIT-
2H-terpazon-5-un)rerparuapodypan-3,4-110m;

(2R,3R,4S,5R)-2-{6-amuHO-2-[2-(3,4-
JIUMETOKCU(PEHIIT)ITHIAMUHO [ITypuH-9-1i } -5-(2-
stun-2H-rerpazon-5-un)rerparugpodypan-3,4-
JIHOJT;

(2R,3R,48S,5R)-2-[2-[2-(6-amuHOTIUPHTUH-2 -
WIT)3THIAMHHO |-6-(2,2- T eHII3 TUIIAMAHO )Ty pHH-
9-un]-5-(2-3Tun-2H-rerpazon-5-un)rerparuapo-
¢bypan-3,4-nuou;

(2R,3S,4R,5R)-2-(2-3Tun-2H-terpazon-5-umn)-
5-[6-(3-non-6en3nnaMuHO)-2-(muppoauauH-3R-
WIaMUHO)ITypHH-9-mi | reTparuapodypas-3,4-1uor;

(2R,3R,48S,5R)-2-[6-(1-3THATIpOTIMIIAMUHO)-2-
(2-munepuauH- 1 -UIATUIIAMUHO )Ty pUH-9-11]-5-(2-
Metwii-2H-tetpa3on-5-un)retparuapodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-[ 6-MKIOTICHTAIAMUAHO-2 -
(2-mmunepuaMH- 1 -MIBTUIAMUHO )Ty pUH-9-1i]-5-(2-
metmi-2H-tetpason-5-un)rerparuapodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-[6-(2,2-nudeHnmaTrI-
aMUHO )-2-(2-munepuIuH- | -HI-3THIAMHHO )Ty pHH-
9-mn)-5-(2-metnn-2H-teTpazon-5-wmm)TeTparuapo-
¢dbypan-3,4-nuom;
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(2R,3R,4S,5R)-2-{6-(2,2-mudeHnnaTri-
aMuHoO)-2-[2-(1-meTmi-1 H-umunazon-4-um)-
STUJIAMHHO |y puH-9-11 } -5-(2-meTnn-2H-
TeTpa3oi-5-mir)reTparuapodypan-3,4-1uom,;

(2R,3R,4S,5R)-2-{6-(3,3-AuMeTHIOY THII-
aMuHO)-2-[2-(1-meTwi- 1 H-umMunazon-4-um)3tumi-
aMuHo [mypuH-9-ni} -5-(2-meTrn-2H-TteTpazon-5-
win)reTparuipodypan-3,4-auoi;

(2R,3R,48S,5R)-2-{6-(3-nonbeH3nIaMuHo)-2-
[2-(1-meTnn-1 H-umuna3oi-4-wi)3THIaMUHO |ITy-
puH-9-11} -5-(2-metun-2H-terpazon-5S-un)reTpa-
ruapodypan-3,4-1uom;

(2R,3R,4S,5R)-2-{6-0en3mmamuno-2-[2-(1-
MeTw- 1 H-umMuna3on-4-un)3TiiaaMuHo [Ty puH-9-
nn}-5-(2-metrn-2H-TeTpaszon-5-um)rerparuapo-
¢dbypan-3,4-nuou;

(2R,3R,4S,5R)-2-{6-(2-IIUKIOTEeKC I THII-
amMuHO)-2-[2-(1-meTmin-1 H-umunazon-4-um)-
STUIIAMHHO |y puH-9-111 } -5-(2-meTnn-2H-
TeTpazon-5-un)rerparuapodypan-3,4-n1uom;

(2R,3R,4S,5R)-2-{ 6-(1S-runpokcumeTn-2-
¢dermmTHIAMIHO)-2-[2(1-MeTun-1 H-umnunazon-4-
WIT)3TUIIAMHHO |y puH-9-1i1 } -5-(2-metun-2H-
TeTpaszon-5-un)rerparuapodypan-3,4-n1uom;

(2R,3R,4S,5R)-2-{ 6-(1->THiIIIpOonHIaMUHO)2-
[2-(1-meTnn-1H-umMunazon-4-wmi)3 THIaMiHO |Ty-
puH-9-mn}-5-(2-metun-2H-terpazon-5-un)rerpa-
ruapodypan-3,4-11or;

(2R,3R,4S,5R)-2-{2-[2-(1-meTmn-1H-umu-
JIa30J1-4-1J1)3THIIAMIHO |-6- (P eHe THIIaMHUHOITY PHH-9-
nn}-5-(2-metun-2H-terpaszon-5-un)reTparuapo-
¢dypan-3,4-nuou;

(2R,3R,4S,5R)-2-[2-(Tpanc-4-aMUHO-
LUKIIOTeKCUIIAMUHO)-6-(1S-ruapokcumeTu1-2-
(eHmTHIAMIHO )Ty pHUH-9-1i1]-5-(2-MeTrn-2H-
TETPa30JI-5-mi) TeTparuapopypan-3,4-1uo;

(2R,3R,4S,5R)-2-[ 6-MKITIOTIEHTUIIAMHHO-2 -
(1S-ruapoxcumeTwI-2-(HheHUITI TUIIAMITHO )Ty pUH-9-
nn|-5-(2-metun-2H-teTpa3on-5-min)reTparuapody-
pan-3,4-1uom;

(2R,3R,4S,5R)-2-[6-amuH0-2-(1S-THapOKCH-
METHI-2-(EHWIATUIIAMHUHO )Ty pUH-9-1i1]-5-(2-
Metun-2H-terpason-5-mn)rerparuapodypan-3,4-
JIIOJT:

(2R,3R,48,5R)-2-{6-amuno-2-[2-(3,4-
JUMETOKCH()EHHIT)ITHIIaAMIHO [Ty pHUH-9-1i1 } -5-(2-
meTwi-2H-teTpaszon-5-um)rerparunpodypan-3,4-
JIIOT;

(2R,3R,4S,5R)-2-[6-amuHO-2-(OUITHKIIO
[2.2.1]renT-2-unamuHO)TypuH-9-1i]-5-(2-MeTHII-
2H-tetpazon-5-wn)rerparuapodypan-3,4-11or;

(2R,3R,4S,5R)-2-{6-(1S-rumpokcumeTni-2-
dbermmTrIamMuHo)-2-[2(1-meTmn- 1 H-umugazon-4-
WIT)3TUIIAMHHO |y puH-9-111 } -5-(2-m3onponun-2H-
TeTpazon-5-un)rerparuapodypan-3,4-n1uoi;

(2R,3R,4S,5R)-2-{ 6-1MKI0NIEHTHIAMUHO-2 -
[2-(1-meTnn- 1 H-umuna3o-4-wi)3 THIAMIHO |-
mypuH-9-n1} -5-(2-n3onponui-2H-rerpazon-5-un)-
terparuapodypan-3,4-1uom;

(2R,3R,48,5R)-2-{6-amun0-2-[2-(3,4-
JTUMETOKCU(ESHIIT)ITHIIAMUHO |TyprH-9-11 } -5-(2-
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n3onponui-2H-rerpaszon-5-un)rerparuapodypan-
3,4-nno;
(2R,3R,4S,5R)-2-[6-(2,2-nuheHunmd TunamMu-
HO)-2-(2-uppouIuH- | NI-3THIIaMUHO ) ITypHH-9-
nin]-5-(2-3tun-2H-retpazon-5-mi)reTparuapody-
pan-3,4-1uom;
(2R,3R,4S,5R)-2-[6-(2,2-muheHnadTrIi-
aMHHO)-2-(2-MopOIMH-4-NIT-3 THIIAMHUHO ) ITypHH-9-
wi]-5-(2-3tun-2H-terpazon-5-un)retparunpody-
pau-3,4-auom;
(2R,3R,4S,5R)-2-[2-(1,1-mroKkcoTeTparuapo-
1.am0pa.6-tnoden-3-unamMuHo )-6-(2,2-nudenun-
STUIAMHHO )y puH-9-mi]-5-(2-3tun-2H-rerpazon-
S-un)rerparuapodypan-3,4-1uoi;
(2R,3R,4S,5R)-2-[6-(2,2-muheHndTrII-
aMUHO)-2-(2-TUTIepUINH- | -UIT-3 THIIAMHHO )Ty PHH-
9-un]-5-(2-3tun-2H-terpa3on-5-ui)-TeTparuapo-
¢dbypan-3,4-muo;
(2R,3R,4S,5R)-2-[6-(2,2-nudheHund TUIaMu-
HO)-2~(2-THIPOKCUITUIIAMHHO )Ty puH-9-1i]-5-(2-
stun-2H-rerpason-5-un)rerparuapodypan-3,4-
JIHOJT;
(2R,3S,4R,5R)-2-(2-3Trn-2H-TeTpazon-5-wmn)-
5-[6-(3-non-6enzunammuno)-2-(2-mopdonun-4-ui-
STHIIAMHHO )Ty pHH-9-ni | TeTparuapodypan-3,4-
JIHOIT;
(2R,3S,4R,5R)-2-(2-3Tun-2H-terpazon-5-umn)-
5-[2-(2-mophomuH-4-HITA THIIAMHIHO )-6-(h eHe THII-
aMUHOIYpHH-9-mi|TeTparuapodypan-3,4-1uom;
(2R,3S,4R,5R)-2-(2-3tun-2H-terpazon-5-un)-
5-[2-[2-(1-meTmn-1 H-uMunazon-4-mi)3 THIIaMAHO |-
6-(2-MopdonmH-4-UI3 THIIAMHHO ) ITypUH-9-11 |-
TeTparunpodypan-3,4-1uom;
(2R,3R,48S,5R)-2-{6-(3,3-numeTHNOy THII-
aMUHO )-2-[ 2-(TUpUIUH-2-WITaMHUHO )3 THIIAMUHO |-
nypuH-9-mi} -5-(2-3trn-2H-rerpason-5-umn)-
terparuapodypan-3,4-n1uoi;
(2R,3R,4S,5R)-2-[6-(3,3-nuMeTUnOy THII-
amMuHO)-2-(1S-ruapoxcuMeTHi-2-peHUIITHI-
aMUHO)ITypuH-9-ui]-5-(2-3tnn-2H-Tetpaszon-
Sun)rerparuapodypan-3,4-auoit;
(2R,3R,48S,5R)-2-[6-amuHO-2-(TpaHc-4-
AMHMHOLMKJIOTEKCHIIAMHHO )Ty pHH-9-11]-5-(2-3TH-
2H-tetpazon-5-un)rerparunpodypan-3,4-auoi;
(2R,3R,4S,5R)-2-{6-amun0-2-[2-(1-MeTHII-
1 H-umunazon-4-mi)3tunamMuHo |imypus-9-ui | -5-(2-
stun-2H-retpazon-5-un)rerparuapodypan-3,4-
JIHOJT;
(2R,3R,485,5R)-2-{6-amun0-2-[2-(IMpUAUH-2-
WIIaMUHO )3 THIIaMUHO |ypuH-9-1i} -5-(2-3tin-2H-
TeTpa3oi-5-wi)reTparuapodypan-3,4-11om;
(2R,3R,4S,5R)-2-{6-(3,3-numeTHI-
oyrrnamuno)-2-[2-(1-metwin- 1 H-umunazon-4-wmn)-
STUIAMHHO |y puH-9-1i} -5-(2-u3onpormi-2H-
TeTpaszon-5-un)rerparuapodypan-3,4-n1uom;
(2R,3S,4R,5R)-2-(2-u3onpormi-2H-
TeTpaso-5-mn)-5-{2-[2-(1-metun- 1 H-umunazon-4-
WJT)3THIIAMUHO |-6-(heHE THIIAMUHOITY pUH-9- 111 } -
teTparuapodypan-3,4-1uom;
(2R,3R,4S,5R)-2-{6-6en3unamuno-2-[2-(1-
MeTwi- 1 H-nmumaszon-4-min)stunamMuHo |mypuH-9-
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wi}-5-(2-u3onponun-2H-rerpazon-5-uin)-rerpa-
ruapodypan-3,4-11or;

(2R,3R,4S,5R)-2-{ 6-(1 -3 THIIIIPONUIIAMHHO)-
2-[2-(1-meTnn-1H-uMunazomn-4-ui )3 THIaMHUHO |ITy-
puH-9-m1} -5-(2-m3onporun-2H-TeTpazon-5-mn)
terparuapodypan-3,4-1uoi;

(2R,3R,4S,5R)-2-[6-(3,3-nuMeTHnOy THII-
amuHO)-2-(2R-runpokcu-(R)-1nkiI0neHTHIaAMUHO)
nypuH-9-mi]-5-(2-3tun-2H-terpazon-5-wmn)-
terparuapodypan-3,4-1uoi;

(2R,3R,48S,5R)-2-[6-6en3mnamun0-2-(1S-
THIPOKCUMETHII-2-(DeHIII3 THIIAMHHO )Ty pUH-9-1I1 |-
5-(2-atun-2H-terpazon-5-un)rerparuapodypan-
3,4-nmoi;

(2R,3S,4R,5R)-2-(2-3Tmn-2H-TeTpazon-5-mm)-
5-[6-(1S-ruapoxcuMeTIII-2-()eHUII THIIAMUHO ) -2 -
(TTUppoNUaNH-3-HIaMIHO )ITypHH-9-HIT | TETparuapo-
¢dbypan-3,4-nuou;

(2R,3R,4S,5R)-2-[6-(1S-ruapokcuMeTHII-2 -
(heHMITHIAMUHO)-2 -(2-MTUPUIUH-2 -HII-3THIaAMH-
HO)ypuH-9-uin|]-5-(2-u3zonponun-2H-terpazon-5-
nin)rerparuapodypan-3,4-1uo;

(2R,3R,4S,5R)-2-[6-(1S-ruapokcHMeTHII-2 -
(EHUTI THIIAMHHO )-2 -(TUPPOITUANH-3 S-HIaMHHO)-
mypuH-9-nn]-5-(2-u3onponun-2H-tetpazon-5-un)-
Terparuapodypan-3,4-1uoi;

(2R,3R,4S,5R)-2-[ 2-(1-6eH3MIIIUP PO AU H-
3-unamMuHo)-6-( 1-3THIMPONTMITAMHHO )Ty pUH-9-1J1 |-
5-(2-aTtmn-2H-terpazon-5-wir)reTparuapodypan-
3,4-nmoi;

(2R,3R,48S,5R)-2-[2-(1-0eH3mImuppOTUIUH-
3-UNaMUHO)-6-IUKIONEHTUIAMUHONTYpUH-9-11]-5-
(2-3THn-2H-teTpazon-S-mn)rerparunpodypan-3,4-
JIAOJT;

(2R,3R,4S,5R)-2-[2-(TpaHC-4-aMUHOITUKIIO-
TeKCHUIIaAMHHO)-6-(1 -3 THIIPONTMIIaMHHO )ITypUH-9-
nn|-5-(2-n3onponuin-2H-terpa3on-5-ui)reTparu-
podypan-3,4-1uom;

(2R,3R,4S,5R)-2-[6-(1-3>TrimIpONIAIaMHHO )-2-
(2-munepuuH- 1 -UIBTUITAMAHO ) Iy pHH-9-171 ] -5-(2-
nzonponmi-2H-terpazon-5-mr)reTparuapodypan-
3,4-nmoi,

(2R,38,4R,5R)-2-(2-3Tnn-2H-teTpaszon-5-umn)-
5-[2-(1S-runpokcumMeTHI-2- () SHIITA THIIAMIHO )-6-
(2-nmunepuauH- 1 -MIT-3THIIAMHUHO )Ty pUH-9-1IT | TET-
parunpodypan-3,4-auoi;

(2R,3R,48,5R)-2-[6-(1-3THATIIpONMIaMUHO)-2-
(2-mopdonmH-4-umdTHIAMUHO )ITyprUH-9-1]-5-(2-
nzonponwi-2H-terpazon-5-wr)reTparuapodypan-
3,4-nmoi;

(2R,3R,4S,5R)-2-[ 6-IMKITIOTIEHTUIIAMHHO-2 -
(1S-ruapoxcumeTHI-2 -(HheHUITITUIIAMITHO )Ty pUH-9-
ni|-5-(2-3trn-2H-TeTpazon-5-wn)retparunpody-
pau-3.,4-nuom;

(2R,3R,4S,5R)-2-[ 6-(2-1IUKIIOTEKCUIIATHIIA-
MUHO)-2-(MUppOoIuIuH-3 R-1uaMuHo )y puH-9-ui]-
5-(2-3tnn-2H-teTpazon-5S-um)rerparuapodypan-
3,4-muour;

(2R,3R,4S,5R)-2-[ 6-(2-IIUKIIOTEKCUIII THII-
aMUHO)-2-(TUPPOTUANH-3 S-HIaMUHO ) ITypUH-9-1I1 |-
5-(2-3tmn-2H-terpazon-5-wi)reTparuapodypan-
3,4-nuoi;
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(2R,3S,4R,5R)-2-(2-3Trn-2H-TeTpazon-5-wmn)-
5-[6-heneTnnamMuHO-2 -(TUppoIUANH-3 R -Hi1aMuHO)
mypuH-9-un|rerparuapodypan-3,4-1uom;

(2R,3R,4S,5R)-2-[2-(1-0eH3UITTUPPOITUTHH-
3-unamMuHo )-6-peHeTIIaMUHOITY pHH-9-11]-5-(2-
atmi-2H-tetpazon-5-mn)rerparuapodypan-3,4-
JIHOJT;

(2R,3S,4R,5R)-2-(2-3Trn-2H-TeTpazon-5-wmn)-
5-[6-(3-nonden3maMuHO)-2-(MUppoanaAuH-3 S-
WJIAMHHO )ITypUH-9-mi | reTparunpodypan-3,4-1uoi;

(2R,3R,4S,5R)-2-[2-(1-0eH3MIHUPPOIUANH-
3-mnaMuHo)-6-(3-noa-6eH3nnaMIHO )y pruH-9-1i |-
5-(2-a3tun-2H-rerpazon-5-un)rerparuapodypan-
3,4-nnom;

(2R,3S,4R,5R)-2-(2-3Tun-2H-terpazon-5-mn)-
5-[6-(1S-ruapoxcumeTrI-2-heHUIITUIAMHHO )-2-
(2-mophonuH-4-UIITUIAMUHO )Ty pUH-9-11 |-
terparuapodypan-3,4-n1uoi;

(2R,3S,4R,5R)-2-(2-3Tun-2H-rerpazon-5-mn)-
5-[2-(1S-runpoxcumeTni-2-(GpeHUII THIIAMHHO )-6-
(deHeTHIaAMUHOIYpUH-9-1i1 | TeTparunpodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-[ 6-IMKIOTICHTAIAMUAHO-2 -
(2-mmunepuanH- 1 - THIAMUHO )Ty pUH-9-1i]-5-(2-
n3onponui-2H-terpa3on-5-uin)rerparuapodypan-
3,4-nnom;

(2R,3R,48S,5R)-2-[ 6-muKIOTIEHTHIAMUHO-2 -
(2-upponuanH- 1 -uIdTHIIaMUHO )y pHH-9 -1 |-5-
(2-m3onponmi-2H-TeTpazon-5-um)reTparuapo-
¢bypan-3,4-quo;

N-(2-{6-(2,2-mudpennmTriiamuno)-9-[ SR-(2-
stun-2H-retpaszon-5-un)-3R,4S-murunpokcuretpa-
ruapodypan-2R-un]-9H-mypuH-2-uaaMuHO } 5THI)
T'yaHU/IUH;

(2R,3R,48S,5R)-2-[2-(2-aMHHO3THIIAMUHO )-6-
(2,2-mueHnd THIAMIHO )Ty pHH-9-111]-5-(2-3THIT-
2H-terpazon-5-un)rerparuapodypan-3,4-110m;

(2R,3R,48S,5R)-2-[6-(2,2-muenmmsTHIAMHE-
HO)-2-(TUppoauIuH-3 S-nIaMuHO )Ty pHH-9-11]-5-
(2-otrn-2H-TeTpazon-5-un)rerparuapodypan-3,4-
JIHOIT;

(2R,3S,4R,5R)-2-(2-3Trn-2H-TeTpazon-5-wm)-
5-[2-(1S-ruapoxcumeTnI-2-(peHUII THIIAMHHO )-6-
(2-MoponMH-4-MI3TUIIAMHUHO )Ty pUH-9-1IT | TeT-
parunpodypan-3,4-n1uom;

(2R,3R,4S,5R)-2-[6-amuHO-2-(2-THIPOKCH-
METHIOCH3WIaAMUHO )Ty prH-9-111]-5-(2-3THn-2H-
TeTpa3oi-5-uin)reTparuapodypan-3,4-11om;

(2R,3R,4S,5R)-2-[2-(TpanCc-4-aMUHOIHKIIO-
TeKCHIIAMHHO)-6-( 1 -3 THIIITPONIIaMITHO ) Ty pHH-9-
nn|-5-(2-metun-2H-tetpason-5-mi)TeTparuipo-
¢dbypan-3,4-nuo;

(2R,3R,48S,5R)-2-[6-(1-3THATIpONIMIIAMUHO)-2-
(2R-runpoxcu-(R)-IUKIONIEHTHIIAMIHO )Ty pHH-9-
wi]-5-(2-metun-2H-retpazon-5-mi)reTparunpo-
¢bypan-3,4-auou;

(2R,3R,4S,5R)-2-[6-(1-3THANIpOTTMIIAMUHO )-2-
(2-UpUIUH-2 -3 THIIAMHUHO )Ty pUH-9-1i | -5-(2-
metwi-2H-tetpason-5-un)rerparuapodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-[6-(1-3THmpOTHIaMHHO )-2 -
(2-mupponuanH- 1 -uIdTHIIaMUHO )Ty pHH-9 -1 |-5-
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(2-meTun-2H-rerpazon-S-um)rerparuapodypan-
3,4-nmoi;

(2R,3R,4S,5R)-2-[6-(1-3TrimIponuIaMHHO )-2-
(2-mopdommH-4 -3 THIAMAHO )Ty puH-9-11]-5-(2-
metwi-2H-tetpaszon-5-un)rerparuapodypan-3,4-
JIVOT;

(2R,3R,4S,5R)-2-[2-(TpaHCc-4-aMUHOIIMKIIO-
TeKCHUIIAMHHO )-6-IINKIIOTIEHTHIIAMHHOITY pUH-9-1J1 | -
5-(2-metmn-2H-retpazon-5-win)rerparuapodypan-
3,4-muour;

(2R,3R,48S,5R)-2-[2-(TpaHCc-4-aMUHOITHKIIO-
TeKCHUIIaMHHO)-6-(2,2 T eHUIA THIIAMIHO )Ty pHH-
9-un)-5-(2-metun-2H-teTpazon-5-ui)TeTparuapo-
¢dbypan-3,4-nuour;

(2R,3R,4S,5R)-2-[6-(2,2-mudheHnnsTrna-
MUHO)-2-(TTuppouanH-3 R -m1aMuHO )y puH-9-1J1 |-
5-(2-metnn-2H-terpa3on-S-min)reTparuapodypan-
3,4-nmoi;

(2R,3R,4S,5R)-2-[6-(2,2-nuheHnn THII-
amMuHO)-2-(1S-runpoxcumeTn-2- QeI THI-
aMHHO)TTypuH-9-1i]-5-(2-meTnn-2H-rerpazon-5-
nin)rerparuapodypan-3,4-11o;

(2R,3R,48S,5R)-2-[6-(2,2-aueHmnTi-
amuHO)-2-(2R-runpokcu-(R)-nnkioneHTHIaMUHO)-
mypuH-9-nn]-5-(2-metnn-2H-terpa3on-5-m)-
Terparuapodypan-3,4-1uoi;

(2R,3R,4S,5R)-2-[6-(2,2-mndeHnII TUIAMHE-
HO)-2-(2-TUpUARH-2 -UI-3THJIAMIHO )Ty pUH-9-111 |-
5-(2-metun-2H-terpa3on-5-min)reTparuapodypan-
3,4-nmoi;

(2R,3R,48S,5R)-2-[6-(2,2-nudeHmm THIAME-
HO)-2-(2-Mop(0IMH-4- I THIAMUHO )Ty pHH-9-1I1 |-
5-(2-metnn-2H-reTpazon-5-un)rerparunpo-pypan-
3,4-muour;

(2R,3R,48S,5R)-2-[6-(2,2-nudeHmIm THIAME-
HO)-2-(1S-ruapokcuMeTuI-2-MeTUINPOIHIAMUHO )-
mypuH-9-un]-5-(2-metmn-2H-terpa3on-5-u)rerpa-
ruapodypan-3,4-11or;

(2R,3R,4S,5R)-2-[2-(TpaHCc-4-aMUHOIIMKIIO-
TEKCHUIIAMIHO )-6-(3-10 10 H3MIaAMHUHO )Ty PHH-9-
nn|-5-(2-3tun-2H-TeTpazon-5-wmn)-Terparuapo-
¢dypan-3,4-quou;

(2R,3R,48S,5R)-2-[2-(TpaHCc-4-aMUHOITUKIIO-
TeKCHUIIAMHHO )-6-IINKIIOTIEHTHIIAMHHOITY pHH-9-1J1 | -
5-(2-3tun-2H-teTpazon-S-um)rerparuapodypan-
3,4-muou;

(2R,38,4R,5R)-2-(2-3Tnn-2H-TeTpaszon-5-umn)-
5-[6-peneTnnamunO-2 (2-IMTNIEpUIAH- | -1IT-
STUJIAMHHO )Ty pHH-9-1i | reTparuapodypan-3,4-
JIVIOT;

(2R,3S,4R,5R)-2-(2-3Tun-2H-TreTpazon-5-mm)-
5-[6-(1S-ruapoxcumMeTIII-2-()eHUII THIIAMUHO)-2 -
(2-munepuuH- 1 -WIBTUITAMHAHO )Ty pUH-9-1J1 |-
terparuapodypan-3,4-1uoi;

(2R,3R,4S,5R)-2-[ 6-IUKIONICHTHITAMUHO-2 -
(2-nurrepuuH- | -MIIB THIIAMIHO )Ty pUH-9-11 |-5-(2-
stun-2H-rerpazon-5-un)rerparunpodypan-3,4-
JIMOJT;

(2R,3R,48,5R)-2-[2-(Tpanc-4-amuHO-
UKJIOT€KCHUIIAMHHO )-6-(3-1M010€H3UIAMHHO)-
mypuH-9-un|-5-(2-meTmn-2H-TteTpazon-5-wmr)-
terparuapodypan-3,4-1uoi;
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(2R,3R,48S,5R)-2-[6-(3-noa0eH3MI1aMUHO )-2-
(2-munepuauH- 1 -UIATHIIAMAHO )Ty pUH-9-11]-5-(2-
Metwin-2H-tetpazon-5-un)rerparuapodypan-3,4-
JIHOJT;

(2R,3R,4S,5R)-2-[6-(1S-ruapoxcumeTHII-2-
(heHWII TUITAMHHO )-2-(2-TITIepUANH- | -HI THII-
aMUHO )ITypuH-9-nn]-5-(2-metnn-2H-terpazon-5-
wi)terparuapodypas-3,4-nuoi;

(2R,3R,48S,5R)-2-[6-(3-noa0eH3mI1aMUHO)-2-
(2-mupponuuH- 1 -MI3 THIIAMUHO ) Iy pUH-9-111 ] -5 -
(2-metnn-2H-reTpason-5-un)rerparugpodypan-
3,4-nuo;

(2R,3R,48S,5R)-2-[2-(1S-ruapoKcuMeTHII-2 -
(heHM THITAMHIHO )-6-(3-10 10CH3MIIAMUHO )Ty pUH-
9-un]-5-(2-metun-2H-terpa3zon-5-mn)-
terparuapodypan-3,4-nuoi;

(2R,3R,4S,5R)-2-[2,6-6uc-(1S-ruapoxcu-
MeTHII-2-(QEeHIIITHIAMUAHO ) ITypHuH-9-11]-5-(2-
MeTtwi-2H-tetpa3on-5-un)rerparuapodypan-3,4-
JIHOJT;

(2R,3R,48S,5R)-2-[6-(1S-ruapokcuMeTHII-2-
(heHMIITHIIAMHUHO)-2-(2-IUPPOIUIUH- | -1
STUIAMHUHO )y puH-9-mi]-5-(2-metun-2H-rerpazon-
5-um)-Terparuapodypan-3,4-11o;

(2R,3R,48S,5R)-2-[ 6-uuKIOTIEHTUIAMUHO-2 -
(2-mupponuanH- 1 -umdTHIIaAMUHO )y pHH-9 -1 ]-5-
(2-meTtun-2H-TeTpazon-5-mn)rerparunpodypan-
3,4-nnom;

(2R,3R,4S,5R)-2-[6-(2,2-nudpernmaTrn-
aMHUHO)-2-(TeTparuaponupaH-4-uiIaMuHO)TypHH-9-
wi]-5-(2-3tun-2H-terpazon-5-min)reTparuipo-
¢bypan-3,4-quou;

(2R,3R,4S,5R)-2-[6-(2,2-nudeHnmaTrII-
aMHHO)-2-(TeTparupoTHONNpPaH-4-NIaMHHO)-
nmypuH-9-ni]-5-(2-3tun-2H-Terpazon-5-mn)-
teTparunpodypan-3,4-1uom;

(2R,3R,48S,5R)-2-[6-(2,2-gueHnms THIAMHE-
HO)-2-(1,1-mnokcorekcaruapo-1.msamo1a.6-Tromnu-
pan-4-nnamuHO)ypuH-9-1mi]-5-(2-3THn-2H-
TeTpa3oi-5-ui)reTparuapodypan-3,4-11om;

WIIH COJIb JTMOO COJBBAT JF0O0TO U3 HUX.

9. ®apmaneBTHueckass KOMIO3UIMS, COJIEP-
xatasi coeauHenue Gopmynsl (1) mo gro6omy u3
nm.1-8 B cMecu ¢ ogHMM win Ooyiee YeM OJHUM
(U3HONIOTMYECKN TIPUEMIIEMBIM pa30aBUTEIIEM HIIH
HOCHTEJIEM.

10. [Tpumenenue coenuHenust GopmyIsl |
NHR'

= N
NJ\/,[» 0}
RNH —\
SN
o
o7 Tom

’
N, 2
R:' N

H

rae R! u R? nesaBucumo MPEJCTABISIOT CO00M
rpyIIy, BEIOpAaHHYIO U3

(1) Caguukioankuia;

(2) Bogopona;

(3) apI/IH2CHCH2-;

(4) CaguukmoankuiaCy.galikuia;

(5) Cygankuia;

(6) apunCi.gankua;

@) R*R°N-C . sankmia;
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(8) Cygankun-CH(CH,0H)-;

(9) apunCy.sankun-CH(CH,OH)-;

(20) apunCy.sankun-C(CH,OH),-;

(11) Caguukioankuia, HE3ABHCUMO 3aMe-
ICHHOTO OJHOW WM 0ojiee YeM OJHOH TpYIIIOi

_(CHZ)pRGy
(12) rpymuisr hopmyiisl
(CHy,
\
X
cH,).

WK TaKOM rpymHimsl, B KOTOPOH OAWH METHJICHOBBIN
aToM yriiepoja, NpuMbIkarommid k X, ynmbo o0a,
€CITM TaKHE CYIIECTBYIOT, 3aMEIICHBl METHUIIOM;

(13) -Cy.gankmn-OH;

(14) -Cy.granorenoankuia,

(15) rpymms hopmyisl

(CH.COCH,),
NR7
(CHZ)!/ u
(16) apuna;
R® mpencraBmser COGOH METHI, STHI HIH
U30IPOIIHI;

R* u R® He3aBHCHMO NpeACTABISIOT cOGOit
Bojopox, Cpganmkun, apun, apuinCiyealdKuil-, WA
NR’R® BMecTe MOTyT IpecTaBisTh coGOi MHPPO-
JUIUHWI, TUNEPUAUHII, MOP(OIMHWI, a3eTHIH-
HiI, azenuam, nunepasuaui win N-Cyg ankunmnu-
Hepa3uHul;

R® npenacrasisier coboit OH, NH, wimm ramo-
TeH;

R’ npejcTaBisier coboir Bogopon, Cieamkun
win Cy g IKHIIApHIT;

X mpencraBusier co0oi NR7, 0O, S, SO umn
SO;;

p npenacrasisieT cobdoit 0 mim 1

a u b HE3aBHCUMO NPEACTABISIIOT co0oi me-
noe gucio ot 0 10 4 pu ycnoBuH, 4to a + b Haxo-
JUTCS B HHTEpBajie oT 3 10 5;

¢, d ¥ e He3aBHCHMO MPENCTABISIIOT COOOM
nenoe yncio ot 0 10 3 npu yciaoBuu, uto ¢ + d + ¢
HAXOIUTCS B HHTEPBAJC OT 2 10 3;

U €ro CcoJiei U CONMbBAaTOB B KauecTBe (papma-
[EBTHYECKOTO CPEJICTBA.

11. Tlpumenenue coemuneHus dopmyisl (1)
no JoboMy u3 mm.l1-8 B MPOU3BOJCTBE JIEKAPCT-
BEHHOTO CPEJCTBA ISl JICUECHHs] BOCTIATUTEIBHBIX
3a00IeBaHMi, HAPUMEP ACTMbI WM XPOHHUYECKON
OOCTPYKTHBHOW  JIETOYHOM HEJI0OCTATOYHOCTH
(COPD).

12. Crmoco® meueHuss wWid TPO(QUITAKTHKH
BOCIHAJIUTENBHBIX 3a00JICBaHUH, HANPUMEP AaCTMBI
wi COPD, npu KOTOPOM NAlMEHTy BBOIAT -
(dexTHBHOE KONMUeCTBO coeauHenus ¢popmyist (1)
1o Jirobomy m3 mi. 1-8.

13. Coenunenue dpopmysi ||
NHR'

N&N
Hal—k\ /H\ \>
N=nN N N

° OH
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rae Hal mpeacrasnisier coboit ranores, a R'u R®
TaKue, KaKk ONpe/iesieHo B I.1, WM ero 3aiiuiieH-
HOE MPOU3BOHOE.

14. Coeaunenne mo m.13, roe Hal mpemcras-
JIIeT co0oH XJytop wim (Grop.

15. Coemunenne 1mo m.13 mwm 14, rme R
MIpeACTaBIsAET cOO0H BOIOPOI.

16. Coenunenue ¢popmyist |11

N!

NT N\
s | N>
N=N N

l
- o (1,
R N 72 \ /

o

HO " OH
e R u R® TaKue, KaK ONPENIesICHO B 1.1, Win ero
3aIIUIIICHHOE TIPOU3BOJIHOE.
17. Coenunenne hopmyssl A
N

3

N

N/
Ha!—l\\N 1 N\>

" N/N=N o (NA),
N 72

o™ on
rae R® rakoii, kak ompenencro B 1.1, a Hal mpex-
CTaBJsieT COOOM TrajoreH, WM €ro 3alHIIeHHOe
MIPOMU3BOJIHOE.

18. Coemunenue Gpopmysr |V

Hal

NZ N

N=N N7 O \%
. . (V)
\N/

HO ™
© OH

rne Hal u Ha? uesasucumo MPEJCTABISIOT CO0OM
ranoren, a R® Takoii, Kak ompejeneHo B m.l, win
€ro 3aIUIIEHHOE POU3BOIHOE.
19. Coemunenne mo m.18, rne Hal u Hal?
MIPEACTABIIIOT COOO0M XJI0P.
20. Coenunenue ¢popmyist V
rR—N. ) Ot
\N/ V),
o' "'OH
e R® TakoW, Kak ompezaeneHo B m.1, a L mpen-
CTaBJIIET COOOH YXOMSAIIYIO TPYIITy, WJIA €ro 3a-
IIMIICHHOE ITPOU3BOIHOE.
21. Coeaunenne no .20 dopmynsr Va nnn

VI
/N:N
RL—N\ p 0. ,OCOCH,
N (Va),
H,CO0" “0COCH,
N=N
R? N/\ > o ,Oak
N
o (vI),
X
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rae ak npencrasnser coboii Cygankui, B 0cOOEH-
HOCTH METHJ,  Te R° Takoi, Kak ONPENCICHO B
m.1.

22. Coeaunenwe 1o grodomy u3 m.13-21, rae
R MIPEACTaBISAET COOOH ATHIL

23. Coemnuenne dopmyist (V1Y)

>

_N
Hl\{ >N
N=

HO™ “OH Vi)
rae L npencraeisiet co60i# yXOMSIIYIO TPYIILY, WIH
€0 3aIUIICHHOE IPOU3BOIHOE.
24. Coenunenne 1o 1m.23 popmymst (V11'a)

N== QO Oalk (Vit'a),

b><c3
rae ak npencrasnser coboii Cygankui, B 0cOOEH-
HOCTH METHIL.
25. Crioco6 moiy4eHus: coenuHeHus (popmy-
76l | o mro6oMy 13 1. 1-8, Ipu KOTOpOM OCYIIeCT-
BISIFOT B3aUMOJICHCTBUE COOTBETCTBYIOIIECTO CO-
enuHenust popmyst ||
NHR'

N7 ] N\>
o]

!
R*—N
\N/

HO w “ OH (”)1

rae Hal mpencrasnser co6oit ranoren, a R'u R
Takue, KaKk OMpPEeJeNiCHO B I.1, WM ero 3alluIlieH-
HOTO TIPOM3BOIHOTO C COCIUHCHHEM (OPMYJIBI
RZNHZ, e R? TaKoW, KaK ompezeneHo B 1.1, win
€ro 3allIUIIEHHBIM IPOU3BO/IHBIM.

26. Criocob mosy4eHus: CoeauHeHus: Gpopmy-
net | o mro6omy u3 . 1-8, B kotopom R mpen-
cTaBjsieT co0oil BOJIOPOA, MPU KOTOPOM BOCCTa-

HaBIMBAIOT coequHeHne Gopmydsl |11

Ny

N7 N\
RZNH—]\\ ! N>
N=N N
5 1 (o]
RI—N_ 7
N \ / ),
HO™  “on

rIe R2u R® TaKkue, Kak ONpEeJIeNIeHO B 1.1, Tubo ero
3AMUIIECHHOE POU3BOIHOE.
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27. Cnioco6 mosydeHust coeiuHeHust hopmy-
7wl | 10 Jr060My 13 T, 1-8, Mpu KOTOPOM CHHUMAIOT
3aIIUTy ¢ coenrHeHust GopMyIibl |, KoTopoe 3aiu-
LICHO; W TP JKEJIAHWU WIA HEOOXOIUMOCTH Tpe-
BpaIIaoT coequHeHNe GOopMYIbl | UM €ro coyib B
JPYTYIO €T0 COJb.

28. Cnoco6 mo m.25, rne Hal mpexacrasisier
co0oit xsop i ¢rop.

29. Cnoco6 momydeHust coeiuHeHust hopmy-
ael || mim ero 3amMInEHHOTO MPOW3BOAHOTO, MPH
KOTOPOM OCYIIECTBIISIIOT B3aUMOJCHCTBHE COEAH-
HeHus popmyinst V

R
N-—N

Aty
N
— ),

Ho OH
rae R® Takoii, kak ompexeneno B m.1, a L mpex-
CTaBIIICT COOOW YXOISIIYIO TPYIIIy, WIA €ro 3a-
LIMAIIEHHOTO MPOU3BOHOrO, ¢ coequHeHnem Qop-
myuel VI

NHR'

N7 XN
P
Hal N/ N
H v,

rae R TakoM, Kak omnpenenero B m.1, a Hal mpen-
CTaBJIICT COOO¥ TaJOreH, BO3MOXKHO C IMOCIEAYIO-
MM CHSATHEM 3alllUThl WK CHITHEM 3alllUThl W
MepeyCTaHOBKOW 3aIIUTHI.

30. Cmoco6 mo m.29, rae Hal mpencrasmser
coboit pTop.

31. Croco6 mo 1m.29 wm 30, rae R npea-
CTaBJsIeT cOO0H BOIOPOI.

32. Crioco6 mo arobomy 3 mi.29-31, roe L
MPEJCTABISIET COOOH AllCTUIIOKCUTPYIINY, a KaXKaas
U3 JIByX THUAPOKCWIBHBIX TPYII COSAMHEHUS (Pop-
MyJibl V 3aluineHa B BUE alleTHIOBOTO 3dupa.

33. Coco6 mo srobomy u3 m.29-32, npu Ko-
TOPOM JIOTIOJIHUTEIHHO OCYIIECTBIIIOT — CTaJUH
TpeBpaieHus coenuaenus Gopmynsr |l B coennne-
Hue Gopmynsl | myTeM B3aMMOAEWCTBHS COEIUHE-
Hust popmyet |1 ¢ coenuaennem popmymsr R*NH,
WM €TO0 3aIUIICHHBIM TPON3BOIHBIM.

34. Cnocob no arobomy u3 mm.25-33, rae =&
MIPEACTaBISAET COOON ATHIL.

35. Crioco6 o 11.34, rie coenunenue hopmy-
mel | mpencraBmser coborr (2R,3R,4S,5R)-2-[6-
amuHO-2-(1S-ruapokcumeTii-2-(h e HUII THIAMUHO)
mypuH-9-mi]-5-(2-stun-2H-Terpazon-5-mn)rerpa-
ruapodypan-3,4-H0J WIH €ro COJIb IN0O CONIBBAT.

@ EBpasuiickasi naTeHTHas opraHusauus, EAMB

Poccust, FCMN-9 101999, MockBa, LieHTp, M. Yepkacckuit nep., 2/6




